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[na uiel 3agBkK 3a9BNAETLCA NPIOPUTET 3a NonepeaHbol 3aABKOK Ha Bugady nateHTy CLLUA Ne
62/510213, nogaHoto 23 TpaBHa 2017 p., ka BKNIOYEHa B AaHWW AOKYMEHT LUMSXOM MOCUNaHHSA Y
NOBHOMY 00cCA3i.

PIBEHb TEXHIKA

MoHoauunrniuepon-ninaza (MAGL) €  cepmeHTOM, BignosigansHMMm  3a  rigponis
eHgokaHabiHoigiB, Takmx gk 2-AG (2-apaxigoHOINIMiLepuH), Ninig Ha OCHOBI apaxidoHaTy, B HEPBOBIl
cuctemi. lNigponasa amigis xkupHux kucnot (FAAH) € iHwuM dhepmMeHTOM, BianosigansHUM 3a rigponia
eHaokaHabiHoiaiB, Takux Ak aHaHaamig,.

CYTb BUHAXOLOY

Y ubomy BMHaxXoAi nepeabaveHi, HaNpuKknaa, cnonyku i komnosuuii, ki € mogynatopamu MAGL, i
X 3aCTOCYBaHHA K MeAMYHMX 3acobiB, cnocodu iX OoTpUMAHHA | hapMaueBTUYHI KOMNO3UUil, SKi
MICTATb PO3KPUTI CMONYKW B SAKOCTI LWOHANMEHLLE OAHOrO akTUBHOIO iHrpeaieHTa. Y UbOMYy BUHaxoai
Takox nepeabayeHo 3aCTOCYBaHHA PO3KPUTUX CMONYK 5K NiKapcbKUx npenapariB i/abo 3aCToCyBaHHS
Yy BUTOTOBMEHHI NiKapCbKUX npenapariB Ans iHribyBaHHA akTuBHOCTI MAGL y TENNOKPOBHUX TBApUH,
Takux sk NOAM.

B ogHOMy acnekTi npeacrtasneHo cnonyky cpopmynu (1),

O

R3 '\‘l AN R2
N\
R'"  oopmyna (),
ae

R asnse coboro -C(O)OR'™ abo -C(O)NR™R;
R2 agnsie coboto H, ranoreH, Cisankin abo Ci.sranoreHankin;

% @1 A Q G

R® saense coboto RS R13 ,
R4

A q m

RSAE } Yo q m R* \\ YMN _? R4 Y\ M
= N Z
N 12
RS R12m —é- R R13 p n R13 p
R13 p n R5

N
4 R4 Nk 4 (5)
R A Nlﬁg- A v R A
S N NS N
RS RS R5
- o X 7
R13 R'2
RS R® abo RS

A asnse coboto N abo C(H);

X ainisie coboto -O-, -N(R6)- abo -CH2N(R6)CH2-;

Y aBnsie coboto -CHe- abo -C(O)-;

Z asnge coboto -S-, -0O- abo -N(R'8)-;

R* aBnse coboio H, ranoreH, -OR7, Cisankin, CozeankeHin, Cosankidin, CisranoreHankin, -
C(O)NR8R?, Casumuknoankin, Cooretepouuknoarnkin, -Cisankin-Cazeretepouunknoankin, Ceroapun ado
Cioretepoapun, ae Cssuuknoankin, Cooretepoumknoankin, -Cisankin-Cooretepouuknoankin, Ce.
10apun abo Cioretepoapun HeobOB'AI3KOBO 3aMilLeHi 1 abo 2 R'4;

R5 aBnsie coboto H, ranoreH, Ci-sankin, Ci-sranoreHankin, CisranoreHankokc abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R7” sisnsie co6oto H, Ci.sankin, Ci.sranoreHankin, -Ci.sankin-OH, Cagretepouuknoankin, Cs.1papun



UA 124990 C2

abo Cioretepoapun, ae Cooretepouuknoankin, Cesicapun abo Cieretepoapun HeoOOB'I3KOBO
3amiweHi 1 abo 2 R,
KOXHMI R® i koxxHUMI R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoTy,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;
5 KoxxHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;
R'2 apnsie coboto H, ranoreH abo Ci-sankin;
RS ansie coboto H abo Ci-sankin;
KoxxHUi R'* He3zanexHo BubpaHwuii 3 ranoreny, -OH, Cisankiny, CieranoreHankiny, C1-sankokcu, -
C1eankin-OH, Cs suuknoankiny, -C(O)OH, -C(O)NR8ER?, -SO2-C1sankiny i -N(R'7)C(Q)-C1-esankiny;
10 R'> aBnsae coboto H abo C1-sankin;
R'® agngae coboto H, Cieankin, -C(O)-C1sankin, -Cisankin-OH a6o -CH2CO:zH;
R'7 aBnsie coboto H abo C1-sankin;
R'8 apnsae coboto H abo C1-sankin;
v aopieHtoe 0 abo 1;
15 n aopisHioe 0 abo 1;
m gopisHioe 0 abo 1;
p aopisHioe 0, 1 abo 2; i
g aopisHioe 0, 1 abo 2;
abo 1i conbart, rigpat, TaytoMmep, N-okcua, ctepeoizomep abo hapmMaueBTUMHO NPUARHSTHY CiMlb.
20 B apyromy acnekTi npeacraeneHo cnonyky dopmynu (1Y,

o)

N

R3 '\‘l N R2
N\

R"  oopmyna (1Y,

e
25 R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";
R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

R4

Eﬂ* @L»\J : »YQ

R® asnge coboio R ,
R4
A
~ N
R® R12MN_§ R13 P
R13 p n
N
4 R* N}z 4 &
ROA N Ay v /@ RSAL N
~ ~N
R5 R5 R5
> ZARR -
R13 R12
R6 R® a6o R®

A asnse coboto N abo C(H);
X ainisie coboto -O-, -N(R6)- abo -CH2N(R6)CH2-;
Y aBnsie coboto -CHe- abo -C(O)-;
35 Z sBnsie coboto -S-, -O- abo -N(R'8)-;
R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
C(O)NRB8R?®, Ca.oretepouuknoarkin, -Cisankin-Czeretepoumknoankin, Cs.ioapun abo Ci.gretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun

30
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Heob0B'A3KOBO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcu abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHMIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoty,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

koxxHui 3 R0 i R HesanexHo aBnsie coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnsae coboto H abo C1-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

R'> aBnsae coboto H abo C1-sankin;

R'8 aBnse coboto H, Cisankin, -C(O)-Ci.sankin abo -CH2CO2H;

R'7 apnsie coboto H abo Ci-sankin;

R'8 apnsie coboto H abo Ci-sankin;

v aopieHtoe 0 abo 1;

n aopisHioe 0 abo 1;

m gopisHioe 0 abo 1;

p aopisHioe 0, 1 abo 2; i

g aopisHioe 0, 1 abo 2;

abo 1i conbeart, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb.

B pedkux BapiaHTax 3gilncHeHHs npeactaeneHo cnonyky dopmynu (1) abo (1) abo ii conbart,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaUeBTUYHO NPURHATHY Cinb, aAe R3 aesnae coboto

N
R4 >
A\ (N_—/\Rm

R5
Z R

RS . B iHLIOMY BapiaHTi 3aiicHeHHA npeacTaeneHo cnonyky dopmynu (1) aéo (1)
abo 1i conbaar, rigpart, Taytomep, N-okcua, crepeocisomep abo dapmMaueBTUMHO MPURHATHY Cinb, Ae
A asnse coboto C(H). B iHwomy BapiaHTi 3aiiCHeHHA npeacrasneHo cnonyky dpopmynu (1) abo (I') abo
il conbBart, riapar, Taytomep, N-okcua, crtepeoisoMmep abo dhapMaueBTUUHO NPUAHATHY Cinb, ae A
saBnsae coboto N. B iHWIOMY BapiaHTi 3ailCHEHHA npeacTasneHo cnonyky dopmynu (1) ado (I abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, ae R®
saBnsae coboto H. B iHWOMY BapiaHTi 3ailCHEHHA npeacTasneHo cnonyky dopmynu (1) ado (1) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, ae R3

R4
R6
atiRE
R5 \ N J
z \/\ 12
R . . . .
asnsae coboto R13 B IHWWOMY BapIlaHTl 3A4IMCHEHHA nNpeacTaBleHO ChonykKy

dopmynun (1) abo (I') abo Ti conbear, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmalueBTUHHO
R4

N N
LU
Z)\( \/\ 12
NPUIRHATHY cinb, ae R® aBnse coboto R' R . B iHwWomMy BapiaHTi 34ilCHEHHS
npeacraeneHo cnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,
cTepeoisomep abo hapMaueBTUHHO NPUWHATHY Cinb, Ae Z ABnge cobot -S-. B iHWOoMy BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo ii conbear, riapar, Taytomep, N-okcua,
cTepeoisomep abo (papmaueBTUHHO NPURHATHY Cinb, ae Z asnsae coboto -N(H)-. B iHwoMy BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo ii conbear, riapar, Taytomep, N-okcua,
cTepeoizomep abo dapmMaLeBTUHHO NPUAHATHY Cinb, ae R3 SABNSIE coboro

R5
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R6
q m
Y.
R4 X3 \N
>-2 MN%
R12
R13 p n
R® . B iHwWoMy BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dopmynu (1)

abo (I abo ii conbBar, riapar, Taytomep, N-okcua, crepeoizomep abo dapmaleBTUUHO NPURHATHY
cinb, ge Z aense coboio -S-. B iHWOMY BapiaHTi 34iRCHEHHA NpeacTaBneHo cnonyky dopmymm (I) abo
(IN abo ii conbBar, rigpat, Taytomep, N-okcua, crepeoizomep abo papmaueBTUUHO NPUAHSITHY Cinb,

4
R A\
R5£ : I q m
R Ri2

3 R13 P n . .
ge RS asnsie cob6oto . B iHWwomy BapiaHTi 3AilCHEHHS NpeacTaBneHo

crnonyky cdopmynu () abo (I) abo ii conbear, riapart, Taytomep, N-okcua, crepeoisomep abo
dapMmaueBTUYHO NPURHATHY Cinb, A€ M AopiBHIoe 1, n gopiBHioe 1, g gopiBHIOE 1, | p gopisHioe 1. B
iHWOMY BapiaHTi 3aiicCHeHHs npeactasneHo cnonyky dopmynu (I) abo (1) abo Ti conbBaT, rigpar,
Taytomep, N-okcua, crepeocisomep abo papmaueBTUYHO MPUIRHATHY Cinb, A€ M AopiBHoe 0, n
aopisHioe 1, q AopiBHIOE 2, i p gopiBHOEe 1. B iHWOMY BapiaHTi 34iMCHEHHS NpeacTaBNeEHO CNOMyKy
dopmynun (1) abo (I') abo Ti conbear, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmalueBTUHHO
NPUIRHATHY Cinb, A4e m gopisHioe 1, n gopisHioe 1, q aopisHioe 0, i p gopiBHIOE 2. B iHWOMY BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo 1i conbear, rigpat, Taytomep, N-okcua,
cTepeoizomep abo hapmaLeBTUHMHO NPUAHATHY Cinb, A€ M A0piBHIOE 1, n AOpiBHIOE 1, q AOPIBHIOE 1, i
p aopieHoe 0. B iHWOMY BapiaHTi 3aincHeHHs1 npeactaBneHo cnonyky dopmynum (1) abo (1) abo ii
conbBar, rigpart, Tayromep, N-okcua, crepeoisoMmep abo dapmaueBTUYHO NPUAHATHY Cinb, ae Y
asnse cobot -CHq-. B iHWoMy BapiaHTi 3gilicHeHHA npeacTasneHo cnonyky dopmynu (I) ado (I') abo
il conbBar, rigpar, Taytomep, N-okcua, crepeoizomep abo hapMaUeBTUUHO NPUAHATHY Cinb, ae Y
asnse coboto -C(O)-. B iHWoOMYy BapiaHTi 3aiicCHeHHS npeacTaeneHo cnonyky cdopmynu (1) abo (I') abo
il conbBart, rigpat, Taytomep, N-okcua, crepeoizomep abo papMaueBTUYHO NPURHSTHY Cinb, Ae R13
saBnsae cobow H. B iHWOMY BapiaHTi 34ilcHeHHA npeacTaBneHo cnonyky dopmynu (1) ado (I abo ii
conbBart, rigpat, TaytoMmep, N-okcua, ctepeoisomep abo dapMaleBTUYHO MPURHATHY cinb, Ae R'2
saBnsae coboto H. B iHWOMY BapiaHTi 3ailCHEHHA npeacTasneHo cnonyky dopmynu (1) ado (1) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPURHATHY cinb, e R3

R4 N

R

saBnsae coboto RE . B iHwomMy BapiaHTi 34iACHEHHA MPEACTaBfIEHO CMOMyKYy
dopmynun (1) abo (I') abo Ti conbear, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmalueBTUHHO
NPUIRHATHY cinb, Ae R'® aense coboto H. B iHWoOMY BapiaHTi 3aiiCHEHHs1 NpeACTaBMNeHO CMONyKy
dopmynun (1) abo (I') abo Ti conbear, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmalueBTUHHO
NPUAHATHY cinb, ge R'® asnsae coboto -CHs. B iHwWoMy BapiaHTi 34iiCHEHHSI NpeACcTaBneHO Cronyky
dopmynu (1) abo (I') abo Ti conbear, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmaleBTUHHO
NPUAHATHY Cinb, ae R'2 asnse coboio H. B iHWOMY BapiaHTi 34iIMCHEHHA NPeACTABNEHO CMONYKY
dopmynun (1) abo (I') abo Ti conbear, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmalueBTUHHO

NPUIRHATHY cinb, e R® aBnse coboio R® . B iHWwoMy BapiaHTi 34iHCHEHHA
npeacraeneHo cnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,
cTepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb, Ae v gopisHioe 0. B iHLWLIOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky cdopmynu () abo (I abo ii conbeart, riapar, Taytomep, N-okcua,
cTepeoizomep abo hapmaLeBTUHMHO NPUAHATHY Cinb, A€ v A0PiBHIOE 1. B iHLLIOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,

cTepeoisomep abo dapmMaueBTUMHO NPUNRHATHY Cinb, e X Aense coboto -O-. B iHwoMy BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo ii conbear, riapar, Taytomep, N-okcua,
cTepeoisomep abo papmaueBTUHHO NPUAHATHY cinb, Ae X asnae coboto -N(CHa)-. B iHwomMy BapiaHTi
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3aificHeHHs1 npeactasneHo crnonyky dopmynu (I) abo (1) abo Ti conbear, riapat, Taytomep, N-okcua,
cTepeoisomep abo apmMaueBTUYHO NMPURHATHY Cinb, Ae X asngae coboi -CHaN(CHs)CH2-. B iHwomy
BapiaHTi 34incHeHHA npeacTasneHo cnonyky dopmynu (1) abdo (1) abo ii conbBar, riapar, TayTomep,
N-okcua, crepeoisomep a6o apmaleBTUYHO NpUAHATHY cinb, Ae RS2 aBnse coboiw

%,

N
R (g)
5 A\ N
R
=

RS . B iHwomy BapiaHTi 3giicHeHHs npeactaBneHo cnonyky dopmynu (1) ado (1)
abo 1i conbaar, rigpart, Taytomep, N-okcua, crepeocisomep abo dapmMaueBTUMHO MPURHATHY Cinb, Ae
A asnse coboto C(H). B iHwomy BapiaHTi 3aiiCHeHHA npeacrasneHo cnonyky dpopmynu (1) abo (I') abo
il conbBar, rigpar, Taytomep, N-okcua, crtepeoisomep abo dhapMaueBTUUHO NPUAHATHY Cinb, ae A
sasnsae coboto N. B iHWIOMY BapiaHTi 34ilCHEHHA npeacTasneHo cnonyky dopmynu (I) ado (I') abo ii
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, ae RS
saBnsae coboto H. B iHWOMY BapiaHTi 3ailCHEHHA npeacTasneHo cnonyky dopmynu (1) ado (1) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapmMaUeBTUYHO MPUAHATHY cinb, ge R*
angae cobow ramoreH, -OR7, Cieankin, CoseankiHin, CisranoreHankin, -C(O)NR2R®, Co2
oreTepouuknoankin, Cesicapun abo Cioretepoapun, pae Cooretepouuknoankin, -Cisankin-Co
oreTepouuknoankin, Cetoapun abo Cieretepoapun HeoOOB'A3KOBO 3amileHi 1 abo 2 R4, B iHwomy
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcua, ctepeoisoMep abo dapmaLleBTUYHO NPURHATHY Cink, Ae R* siBnsie coboto ranorex, -OR7, C.
sranoreHankin, Cooretepouuknoarnkin, Csioapun abo Cioretepoapun, ge Cooretepouyuknoankin, Ce.
10apun abo Cigeretepoapun HeoboB'si3koBO 3aMiweHi 1 abo 2 R'™. B iHWoMy BapiaHTi 34iNCHEHHSN
npeacraeneHo cnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,
cTepeoizoMep abo chapmaLeBTUMHO NPUIRHATHY cinb, ae R* siBnsie coboto ranoreH. B iHWOMY BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo ii conbear, riapar, Taytomep, N-okcua,
cTepeoizomep abo hapmMaueBTUYHO NPUIHATHY Cinb, ae R* aBnsde coboto -Cl. B iHWOMY BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo ii conbear, riapar, Taytomep, N-okcua,
cTepeoizomep abo apmaueBTUYHO NPUAHATHY Cinb, ae R* aense coboto CisranoreHankin. B iHwomy
BapiaHTi 34incHeHHA npeacrasneHo cnonyky dopmynu (1) abo (I abo i conbBart, rigpart, TayTtomep,
N-okcua, crtepeoisomep abo papmalUeBTUYHO NPURHATHY Cinb, Ae R* asnae coboto -CFs. B iHWOMY
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcug, ctepeoizomep abo hapMaueBTUHMHO NPUIAHATHY Cinb, e R* asnsae coboto -OR’. B iHwomy
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcua, ctepecisomep abo dapmaleBTUYHO NPUIRHATHY cinb, e R7 siBnsie co6oto Ci.sranoreHarnkin,
Cs-10apun abo Cioretepoapun, ge Ce.roapun abo Ciorerepoapun HeobOB'A3KOBO 3amiweHi 1 abo 2
R'4. B iHwoMy BapiaHTi 3ailicHeHHs npeactaBneHo cnonyky dopmynu () abo (I') abo i conbsar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaUeBTUYHO NPURHATHY Cinb, Ae R7 agnae coboto
deHin, nipuaun, nipuMiauHinGd nippamsumHin abo nipasuuin, ae dexin, nipuaun, nipuMiguHin,
nipuanaunHin abo nipasuHin HeobOB'sI3KOBO 3aMilleHi ranoreHom abo Ci.sranoreHankinom. B iHWomy
BapiaHTi 34incHeHHA npeacTasneHo cnonyky dopmynu (1) abo (1Y) abo i conbBar, rigpart, TayTtomep,
N-okcug, crepeoisomep abo dapmaueBTUYHO NPUWHATHY Cinb, ae R* saBnse cobow Co.
oreTepouuknoankin, HeoboB'A3koBO 3amiweHun 1 abo 2 R'. B iHwWoMy BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,
ctepeoisomep abo dapmaueBTUYHO NPUAHATHY cinb, ae R* sBnse cobolo HesamilleHuit Co.
oreTepouuknoankin. B iHWoMy BapiaHTi 3gincHEHHA npeacTtasneHo cnonyky dopmynu (I) abo (1) abo
i conbBaT, rinpaT, Taytomep, N-okcua, ctepeoizomep abo dapMaLEeBTUYHO NPUAHATHY cinb, ae R*
aBnse cobolo Co.oreTepouumknoankin, samiweHuin 1 abo 2 R'*. B iHwomy BapiaHTi 3aiiCHEHHS
npeacraeneHo cnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,

w(J #0
cTepeoizomep abo dapMaUeBTUYHO MPUWHATHY Cinb, Ae R* aBnae cobow , ,
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abo
iHLWIOMY BapiaHTi 3/J,IVICHeHHF| npep,CTaBneHo Cnonyky (poplvlynm () a6o (I) abo ii conbear, rmpaT
Taytomep, N-okcua, crepeocisomep abo dapMaueBTUYHO NPUAHATHY Cinb, Ae R* aBnse co6oro Ci-
oreTepoapur, Heo0O0B'A3KOBO 3amiweHnin 1 abo 2 R'4. B iHWOMYy BapiaHTi 34iiCHEHHS] NPeACTaBNEeHO
crnonyky cdopmynu () abo (I) abo ii conbear, riapart, Taytomep, N-okcua, crepeoisomep abo
dapmMaLeBTUYHO MPURHATHY Ccinb, Ae R* aABnae coboio HesamiweHun Ci.gretepoapun. B iHwomy
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcua, ctepeoisomep abo cdapmalUeBTUYHO NPUAHATHY Cinb, e R* aBnsie coboto CrereTepoapun,
3amiwleHnin 1 abo 2 R'™. B iHLWIOMY BapiaHTi 3ailicHeHHs1 npeactaBneHo cnonyky dopmynu (1) abo (1Y
abo 1i conbaar, rigpart, Taytomep, N-okcua, crepeocisomep abo dapmMaueBTUMHO MPURHATHY Cinb, Ae

&

HJH\NH §—</>§—< N\/

R* aBnsie coboo N abo . B iHwomy
BapiaHTi 34iMCHEHHA I'Ipe/J,CTaBJ'IeHO cnonyKy q:)OpMyJ'Il/I ) a6o (IN abo ii conbBaT, rigpar, TayTomep,
N-okcug, crtepeoisomep abo rapmaueBTUHMHO NPUIHATHY Cinb, Ae R agnae coboto H, ranoreH, Ci.
sankin, CieranoreHankin aéo CieranoreHankokcu. B iHWOMY BapiaHTi 34iNCHEHHSA MpPeaCTaBneHo
crnonyky cdopmynu () abo (I) abo ii conbear, riapart, Tayromep, N-okcua, crepeoisomep abo
dapMaleBTUYHO MPUAHATHY cinb, ae R5 saABnae cobow H. B iHwomy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky cdopmynu () abo (I) abo 1i conbBar, rigpart, Taytomep, N-okcua,
cTepeoisomep abo dapmaLeBTUYHO NPURHATHY Cinb, Ae RS aBnsie coboto ranoreH. B iHWoMy BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (1) abo ii conbear, riapar, Taytomep, N-okcua,
cTepeoisomep abo cdapmaleBTUYHO NPUWHATHY cinb, Ae RS aBnse coboto -Cl. B iHWOMY BapiaHTi
34ificHeHHs npeactaBneHo crnonyky dopmynu (I) abo (I abo ii conbear, rigpar, Taytomep, N-okcua,
cTepeoizomep abo dapmaueBTUYHO NPUAHATHY Cinb, ae R® aense coboto CisranoreHankin. B iHwomy
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcug, crtepeoisomep abo papmalueBTUYHO NPUIRHATHY Cinb, Ae R® asnge coboto -CFs. B iHWOMY
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcua, crepeoisomep abo dapmaueBTUHMHO NPURHATHY Cinb, ae R2 asnae cobow H. B iHwWomy
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (1) abo (1) abo ii conbear, riapar, TayToMep,
N-okcua, crepecizomep abo dapMaueBTUYHO NPUIAHATHY Cinb, Ae R? sBnse coboto ranoreH. B
iHLWOMY BapiaHTi 3aiiCHeHHs1 npeactasneHo cnonyky copmynu () abo (I abo Ti conbsar, rigpart,
TayTomep, N-okcua, ctepeoisomep abo dapmaleBTUYHO MPURHATHY cCinb, Ae R? siBnsie coboto Ci.
sankin. B iHWOMy BapiaHTi 3giliCHEHHS npeacTaeneHo cnonyky dopmynu (I) abo (I abo ii conbsar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmaLeBTUYHO NPURHATHY cinb, Ae R sisnse co6oto
-C(O)OR™. B iHwoMy BapiaHTi 34iiCHEHHA npegctaeneHo cnonyky dopmynu (1) abo (I abo iV
conbBar, riapar, Taytomep, N-okcua, crepeoizomep abo apmMaueBTUYHO MPURHATHY Cinb, Ae RS
saBnsae coboto H. B iHWOMY BapiaHTi 3ailCHEHHA npeacTaeneHo cnonyky cdopmynu (1) abo (1) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO NPUAHATHY Cinb, ae R
asnse cobor -C(O)NR'PR'!. B iHWOMY BapiaHTi 3aiiCHEHHS NpeacTasneHo cnonyky dopmynu (I) abo
(IN abo ii conbear, rigpar, Taytomep, N-okcua, crepeoizomep abo papmaleBTUUHO NPUAHSATHY Cinb,
ne koxHuit 3 R0 R aensie coboto H.

B iHWoOMY BapiaHTi 3ailiCHEHHA NpeacTaBneHa dhapmaueBTUYHA KOMMNO3ULIS, SKa MICTUTb CMONyKY
dopmynun (1) abo (I'), onucaHy B gaHOMy AOKyMeHTi, abo Ti conbeart, rigpaT, Taytomep, N-okcug abo
dapMmaueBTUYHO MPUAHATHY Cifb | WOHanMeHwe oaHy hapMaueBTUYHO MNPUAHATHY AOMOMDKHY
PEYOBUHY.

B iHWOMY BapiaHTi 3aiiCHEHHs npeacTaBneHuit cnocié ycyHeHHA ©Gono y nauieHta, SKui
notpebye UbOro, Akuin nepeadayae BBEAEHHS NALEHTY TepPaneBTUMHO €(PEKTUBHOT KiNbKOCTI CNOMNyKK
dopmyrun (I) abo (I, onucaHoi B gaHOMY AOKYMEHTI, abo 1i conbBary, riaparty, Taytomepa, N-okcuay
abo dapmaueBTUYHO MNPUAHATHOT coni. B iHWOMY BapiaHTi 34iiCHEHHS NpeaCTaBneHun cnocid
NiKyBaHHA XPOHiYHOro 60MI0 y nauieHTa, akuini notTpedye Luboro, ssikun nepeabdavae BBEAEHHSA NALEHTY
TepaneBTUYHO ePEKTUMBHOT KinbkocTi cnonyku cdopmynu (1) abo (I'), onucaHoi B AaHOMY AOKYMEHTI,
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abo Ti conbBary, riaparty, taytomepa, N-okcugy abo cdapmaueBTUYHO NPUAHATHOT coni. B iHWoOMy
BapiaHTi 34iCHEHHA nNpeacTaBneHnMn Cnocié nikyBaHHa ©6ono, 0OYMOBMNEHOrO 3ananeHHaMm, vy
nauieHTa, akun notpebye uboro, Akui nepeagbavae BBEAEHHA NaLiEHTY TepaneBTUHMHO e EKTUBHOT
KinbkocTi cnonyku chopmynu (I) abo (I'), onucaHoi B gaHOMy AOKyMeHTi, abo 1i conbBary, riapary,
Taytomepa, N-okcuay abo chapmaleBTUYHO NPUAHATHOT CONi.

B iHWOMY BapiaHTi 3A4iiCHEHHS1 npeacTaBneHuin cnocid nikyBaHHA MiIrpeHi y nauieHTa, sKkui
notpebye Uboro, Akuin nepeabayae BBEAEHHS NALIEHTY TEpaNneBTUMHO ePEKTUBHOI KiNbKOCTi CMOMYKM
dopmyrnun (I) abo (I'), onucaHoi B AaHOMY AOKYMEHTI, abo Ti conbBary, rigparty, Tayromepa, N-okcuay
abo dhapmaueBTUYHO MPUIRHATHOT coni.

B iHLIOMY BapiaHTi 3aiCHEHHA NpeACTaBNeHUN Cnocib NikyBaHHS cknepoaepmil y nauieHTa, sskui
notpebye Uboro, AkMi nepeagbavae BBeAEHHA TEPANEBTUMHO e DEKTUBHOT KiNbKOCTi cnonyku opmMynu
() abo (I, onucaHoi B gaHomy AokymeHTi, abo ii conbBaty, riapaty, Taytomepa, N-okcuay abo
dapmaueBTUYHO NPUAHATHOT CONi.

B iHwoMy BapiaHTi 30iMCHEHHA NpeaCTaBneHMn crnoci® nikyBaHHS HEanKoronbHOT >XUPOBOT
xBopobu neuiHkn (NASH) y nauieHta, qakuii notpedye uboro, skui nepenbdavyae BBEAEHHS
TepaneBTUYHO ePEKTUMBHOT KinbkocTi cnonyku cdopmynu (1) abo (I'), onucaHoi B AaHOMY AOKYMEHTI,
abo Ti conbBary, riapary, Taytomepa, N-okcugy abo drapmaueBTUHHO NMPURHATHOT Coni.

OOKNAOHUA ONNC BUHAXOLY

Llen BMHaxia BigHOCUTbCH, MNPUHAWMHI 4acTKOBO, A0 mMoaynsaTopie abo iHribitopis MAGL.
Hanpuknaa, B AaHOMy AOKYMEHTI nepeabaveHi cnonyku, 3aarHi iHrioysatun MAGL.

lNpu BUKOPUCTAHHI B AaHOMy AOKYMEHTI i y pgoaaHin dopmyni BuHaxody ¢popmu OOHWUHU
BKITHOYAIOTb BU3HAYyBaHi 06'ekTn y hOPMi MHOXUHU, SIKLLIO B KOHTEKCTi IBHO He BKa3aHe iHwe. Takum
UYMHOM, Hanpuknaj, NocunaHHAa Ha "3aci®" Bkniovae Geaniy Takmx 3acobis, i MOCUMNAHHA HA "KNITUHY"
BKITOYAE NOCUNAHHA Ha odHy abo Ginblue knituH (abo Ha 6e3nid KNniTuH ) i IX ekBiBaneHTn. AKWo B
OaHOMY AOKYMEHTI BMKOPMCTOBYIOTLCA Aiana3oHuM Ansa onucy isudHUX BRacTUBOCTENW, TaKUX K
MONEKynapHa Maca, abo XiMiYHMX BNAaCTUBOCTEN, TaKUX K XiMiYHIi hOpMynun, MaeTbCsl Ha yBasi, Lo
BKIMOYEHi BCi KoMOiHauil i nigkomGiHauii giana3oHiB i KOHKPETHi BapiaHTW iX 34INCHEHHA. TepMiH
"MpubnusHo", AKWO BiH BiAHOCUTLCA A0 Yncna abo 4O YMCNOBOrO AianasoHy, o3Hadvae, Wwo Yuncno abo
YUCNOBUW Aiana3oH, A0 AKUX BiH BigHOCUTbCSH, € HabnKeHHAM B MeXXax KONMBAaHHSA NOKasHUKIB Bif
E€KCMEPUMEHTY A0 eKCnepuMeHTy (abo B MeXax CTaTUCTUYHOI NOXUOKW EKCMEePUMEHTY), i, Takum
YMHOM, uncno abo 4YnCcnoBui AianasoH BapilolOTbCS B Mexax Bia 1% a0 15% Big BkasaHoro uucna
abo uncnoBoro gianasoHy. MaeTbca Ha yBasi, WO TepMiH "TON, WO MICTUTL" (i CnopigHEHI TEPMIHN,
Taki sk "Mictutn", abo "mictuTb", abo "Wwo mae", abo "WOo BKMNOYAE") HE BUKIIOYAE ENEMEHTY, SIKUIA B
OEeAKMX HWMX BapiaHTax 3A4IMCHEHHs, Hanpuknag, y BapiaHTi 34iMCHEeHHs OyAb-AKUX KOMMO3MLil
BiANOBIAHO A0 UBLOro BMHAxXoAdy, ckragy, crnocoby abo npouecy abo T. n., ONUCAHUX B AAHOMY
JOKYMEHTI, MOXXe 03Ha4yaTu "cknaaaruca 3" abo "no cyTi cknagatuca 3" onucaHnx O3Hak.

BusHaueHH4A

lNpu BUKOPUCTaHHI B 4aHOMY ONUCI | AodaHin popmyni BUHAXoAy, SKLWO HEe BKa3aHe MPOTUNEXHE,
HaCTYMHi BUpa3u MalTb 3HAYEHHS, BKA3aHE HMKYE.

Mpu BUKOPUCTAHHI B AaHOMY J0KyMeHTi C1-Cx Bkniovae Cq1-Cz, C1-Csz . . . C1-Cx. C1-Cx 03Havae
KiNbKiCTb aToOMiB BYrMeELo, $Ki YTBOPIOOTb dparmMeHT, SKMA BiH Mo3Havae (6e3 ypaxyBaHHs
He0B0B'A3KOBMX 3aMICHUKIB).

"AMiIHO" 03Hauae paaukan -NHa.

"LliaHo" osHavae pagukan -CN.

"Hitpo" o3Hauae paaukan -NOa.

"Okca" o3Hadvae pagukan -O-.

"Okco" o3Havae pagukan =0.

"Tiokco" o3Havae pagukan =S.

"IMiHO" 03Ha4ae pagukan =N-H.

"Okcumo" o3Hauae pagukan =N-OH.

"Ankin" abo "ankineH" o3Hauyae pagukan 3 npaMuM abo pOo3rany)eHum BYIMEBOAHEBUM
NaHUoroM, WO CKNagacTbCa BUKIOYHO 3 aTOMIB BYrfeLto i BOOHIO, HE MICTUTb HEHACMYEHUX 3B'SI3KIB,
Ma€ Big OAHOro A0 N'ATHAAUATKM aTtomiB Byrneuw (Hanpuknag, Ci-Cisankin). B aesdkux BapiaHTax
34iMCHEHHS ankin MiCTUTb BiA OAHOro A0 TPUHAAUATKU aTtomiB Byrneuto (Hanpuknag, Ci-Cizankin). B
AeaKknx BapiaHTax 34iiCHEeHHA ankin MiCTUTbL Bid OAHOrO 40 BOCbMMW aToMiB Byrneuto (Hanpuknag, C+-
Csankin). B iHwux BapiaHTax 34iiCHEHHS1 ankin MIiCTUTb Big OAHOrO A0 LUECTU aTOMIB BYrMELo
(Hanpuknaga, Ci-Ceankin). B iHWIMX BapiaHTax 34iMCHEHHS ankin MiCTUTb Big OAHOro A0 N'ATU aToMiB
Byrneyto (Hanpuknag, Ci-Csankin). B iHWMX BapiaHTax 34INCHEHHA ankin MiCTUTb BiA4 OAHOro A0
YOTMPLOX aToMiB Byrneuto (Hanpuknag, Cq1-Csankin). B iHWMX BapiaHTax 34iNCHEHHS ankin MiCTUTb Big
OHOro A0 TpbOX aTomiB Byrmeuto (Hanpuknag, Ci-Csankin). B iHWuMx BapiaHTax 34iNCHEHHA ankin
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MICTUTb Big OAHOro A0 ABOX aTomiB Byrnmeuw (Hanpuknag, Ci-Ceankin). B iHwwMx BapiaHTax
3AiNCHEHHS ankin MicTUTb oauH aTom Byrneuto (Hanpuknag, Crankin). B iHwKx BapiaHTax 34iiCHEHHS
ankin mictuTb Big N'STM A0 N'STHAAUATM aTtomie Byrneut (Hanpuknag, Cs-Cisankin). B iHwnx
BapiaHTax 34iiCHEHHA arnkin MiCTUTb Big N'SSTM A0 BOCbMM aTtoMmiB Byrneuto (Hanpuknag, Cs-Csankin).
B iHWKX BapiaHTax 34iMCHEHHA ankin MICTUTbL Big ABOX A0 N'ATWM aToMiB Byrneuw (Hanpuknag, Co-
Csankin). B iHWMX BapiaHTax 34IMCHEHHA ankin MICTUTb Bi4 TPbOX A0 MN'ATM aroMiB BYrneuto
(nanpuknag, Cs-Csankin). B iHWKMX BapiaHTax 34iNCHEHHA arkinbHa rpyna BubpaHa 3 MeTuny, eTuny,
1-nponiny (H-nponiny), 1-metunetuny (isonponiny), 1-6ytuny (H-6ytuny), 1-metunnponiny (BTOP-
oytuny), 2-metunnponiny (isodyruny), 1,1-gumetunetuny (Tpet-0ytuny) i 1-neHTUNy (H-NEHTURY).
AnKin npuegHaHWin 4o peLTn MONEKYnn OAWHAPHUM 3B'A3KOM. FAKLLO B OMUCI KOHKPETHO HE BKasaHe
iHWe, ankinbHa rpyna HeoboB'A3KOBO 3aMiwleHa ogHMM abo AeKiNbKOMAa 3 HAaCTYMHUX 3aMiCHUKIB:
ranoreH, WiaHo, HITPO, OKCO, TIOKCO, iMiHO, OKCUMO, TpumeTuncunadin, -OR2, -SR2, -OC(0)-Rf, -N(Ra)2,
-C(O)Ra, -C(O)OR?, -C(O)N(Ra)2, -N(Ra)C(O)OR!, -OC(0)-NR2R!, -N(R2)C(O)R!, -N(R2)S(O):R' (ge t
aopieHioe 1 abo 2), -S(O)OR? (e t gopisHioe 1 abo 2), -S(OxR! (ae t nopisHioe 1 abo 2) i -S(O}N(R?)2
(ne t popiBHioe 1 abo 2), ae koxHMn R? HesanexHO ABnse coOO0l0 BOAEHb, ankin, ranoreHankin,
LMKNoankin, apuwn, apankin, retTepouuknoankin, retepoapun abo retepoapunankin, i koxHui R!
HesaneXHo 4Bng€ coOO0l0 ankin, ranoreHarnkin, UuKnoankin, apun, apankin, retepouuknoankin,
retepoapun abo retepoapunankin.

"ANKOKCKU" O3Hauae paaukan, 3B'A3aHui 3a AOMNOMOrol atoma KucHio, cdopmynu —QO-ankin, ge
ankin € ankinsHUM NaHUrom, BU3Ha4YEHUM BULLE.

"ANKEHIN" o3Hauae rpyny y Burnagi pagukana 3 npamum abo posranyXeHuM BYrNeBOAHEBUM
NaHUIoroM, L0 CKNagaeTbCs BUKMAOYMHO 3 aTOMIB BYrfeuUto i BOAHIO, WO MICTUTb LLUOHAWMEHLIE OAMWH
BYrfeub-BYyrfeueBnid NOABIMHMIA 3B'A30K i LLO Mae Big ABOX A0 ABaHAAUATU aTOMIB BYrneuto. Y aeskux
BapiaHTax 34iiCHEHHA ankeHin MICTUTb Big ABOX A0 BOCbMW aTOMIB BYrnewuto. Y iHWKUX BapiaHTax
3[IMCHEHHS anKeHin MiCTUTbL Bid ABOX A0 YOTMPLOX aTOMIB BYrneuto. AfkeHin npuegHaHui 4o peLuTu
MOIEKYNM 3a AONOMOrol0 OAUHAPHOIO 3B'A3KY, HANPUKNAaA, eTeHin (To6To BiHIN), npon-1-eHin (To6TO
anin), 6yr-1-eHin, neHt-1-eHin, neHta-1,4-gieHin i T. n. AKWO B ONUCI KOHKPETHO HE BKa3aHe iHLle,
ankeHinbHa rpyna HeoboB'sI3KOBO 3aMillieHa ogHUM abo aekinbkomMa 3 HACTYMHUX 3aMiCHUKIB: ranoreH,
LiaHo, HITPO, OKCO, TIOKCO, iMiHO, OkcuMO, TpumeTuncunatin, -OR?2, -SRa, -OC(0)-Rf, -N(Ra)2, -C(O)Ra,
-C(O)OR?, -C(O)N(R?)2, -N(Ra)C(O)OR', -OC(0)-NRaR', -N(R3)C(O)Rf, -N(R2)S(O}Rf (ae t nopisHioe 1
abo 2), -S(O}OR? (ne t popiBHioe 1 abo 2), -S(O)R' (ne t popisHioe 1 abo 2) i -S(OxN(R?)2 (ae t
JopiBHioe 1 abo 2), ae KoxHUA R2 HesanexHo aBnse cobol BOAEHb, ankin, ranoreHarnkin,
UUMKMoankin, apwun, apankin, retepouUuknoankin, retepoapun abo retepoapunankin, i koxHun Rf
He3aneXHo 4Bng€ cOOOl0 ankin, ranoreHankin, UMKNoankin, apwun, aparnkin, reTepouuknoarnkin,
retepoapun abo retepoapunankin.

"ANKiHIN" O03Hauae rpyny y Burnadi pagukana 3 npsmum abo posrany>eHum BYrNeBOAHEBUM
NaHUIoroM, L0 CKNagaeTbCa BUKMKOYHO 3 aTOMIB BYMMELO i BOAHK, MICTUTH LLUOHaWMEHLWe OAMWH
BYrfeub-BYrfeueBrid NOTPIHMI 3B'A30K, LLIO Mae Big ABOX A0 ABAHAAUSATH aTOMIB BYrneur. Y aeskux
BapiaHTax 3A4iNCHEHHSA ankKiHin MICTUTL Bi4 ABOX A0 BOCbLMW aTtoMiB Byrfeu. Y iHWKUX BapiaHTax
3[IMCHEHHS ankiHin MIiCTUTb Big4 ABOX A0 YOTMPLOX aTtoMIB BYrfeuto. ANKIHIN NpUuegHaHui A0 PeELUTH
MONEKYNM 3a AOMOMOrOK OAMHAPHOIO 3B'SI3KY, HANPUKNaA, €TWHIN, NponiHin, OGyTWHIN, NEHTWHIN,
FEKCUHIN i T. N. AKLLO B ONUCI KOHKPETHO HE BKA3aHe iHLWe, ankiHinbHa rpyna HeoboB'sI3KOBO 3aMilleHa
oaHUM abo aeKinbKoma 3 HACTYMHUX 3aMICHUKIB: ranoreH, uiaHo, HiTpo, OKCO, TIOKCO, iMiHO, OKCUMO,
TpumeTuncunadin, -OR?a, -SRa, -OC(0)-Rf, -N(Ra)z, -C(O)Ra, -C(O)ORg, -C(O)N(R?a)2, -N(R23)C(O)OR!, -
OC(0)-NRaRf, -N(Ra)C(O)Rf, -N(Ra)S(O}R! (ne t nopieHioe 1 abo 2), -S(OxOR2 (ne t gopisHioe 1 abo
2), -S(O)R' (ae t nopisHioe 1 abo 2) i -S(O)N(R?)2 (oe t popisHioe 1 abo 2), ae koxHUIN R2 He3anexHo
saBnsAe cobow BOAEHb, ankin, ranoreHankin, UMKMoarnkin, apwun, apankin, reTepouuknoankin,
retepoapun abo reTepoapunankin, i koxHuii Rf HeszanexHo sBnsie cobolo ankin, ranoreHankin,
LMKnoankin, apun, aparnkin, retepouuknoarnkin, retepoapun abo retepoapunankin.

"Apun" o3Ha4yae paaukan, WO MOXOAWTb Big ApPOMaTUYHOT MOHOLMKNIYHOT abo noniynknivHoT
BYIMEBOAHEBOT KiNbLEBOI CUCTEMM 3aBASKM NPUOMPAHHIO aTOMa BOAHIO BiAd atoma BYIMeLo KinbLs.
ApomartuyHa MoHouMKmivHa abo noniuMkniyHa BYrneBOAHEBA KinbLEBa CUCTEMA MICTUTb BUKIIOYHO
BOJEHb | BYrneyb B KiNMbKOCTi Big LWECTU A0 BiCIMHAAUATW aTOMIB BYrneu, Npu UboMy LLOHaWMEHLUE
OOQHe 3 Kineub B KiMbLUEBIN CUCTEMI € MNOBHICTIO HEHacuM4eHuM, TOOTO BOHO MICTUTb LMKMIYHY
AenokanisopaHy T-€NeKTPOHHY CUCTEMY, WO MICTUTL (4n+2) TT-eneKkTpoHiB, BigMNoOBiAHO A0 Teopil
Xiokkens. KinbUeBi CUCTEMMU, Bif SIKMX MOXOASITb APUNbHI FPyNK, BKMOYAOThL 6€3 0OMEXEHHS rpynu,
Taki ik 6eH3on, oNyopeH, iHAaH, iHAEeH, TeTpaniH i Had)TaniH. SKWO B ONUCI KOHKPETHO HE BKasaHe
iHLWE, MAETLCA Ha yBasi, Wo TepMmiH "apun” abo npuctaeka "ap-" (Hanpuknag B "apankini") BKIo4atoTb
apunbHi pagukanu, HeobOB'A3KOBO 3aMmilleHi ogHuM abo Aekinbkoma 3aMiCHUKamu, BMOpaHuUMM 3
ankiny, ankediny, ankiHiny, ranoreHy, ranoreHarnkiny, uiaHo, HITpo, apuny, apankiny, apankeHiny,
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apankidiny, umMknoankiny, retepouuknoarnkiny, retepoapuny, retepoapunankiny, -Rb-OR2, -Rb-OC(O)-
Ra, -Rb-OC(0)-0ORa, -RP-OC(0O)-N(R?)2, -RP-N(R2)2, -RP-C(O)Re, -Rb-C(O)OR2, -RP-C(O)N(Ra)2, -RP-O-
Re-C(O)N(Ra)2, -RP-N(R3)C(O)ORa, -Rb-N(Ra)C(O)Ra, -Rb-N(R2)S(O)iR2 (ae t gopisHioe 1 abo 2), -RP-
S(O)OR? (ae t popisHioe 1 abo 2), -RP-S(O)R? (ge t gopieHioe 1 abo 2) i -RP-S(O)N(R2)2 (ge t
JopiBHioe 1 abo 2), ae KoxHUA R? HesanexHo aBnse cobol BOAEHb, arnkin, ranoreHarnkin,
LMKNoankin, uMknoankinankin, apun, aparnkin, reTepouuknoankin, rerepoapun abo retepoapunarnkin,
npu LUbOMY KOXHUIA RP HesanexHo aBnse coboio npsAMuin 3B'A3ok abo npaAmuil abo posranyxeHui
ankineHoBui abo ankeHineHoBu naHutor, i R¢ aense coboro npsiMuii abo posranykeHuin ankineHoBun
abo ankeHiNeHOBUI NaHUHOT.

"Apunokcu" o3Havae paaukan, 3B'S3aHUi 3a JONOMOroK atoma KucHio, dopmynu —O-apun, ge
apun BU3HAYEHUN BULLE.

"Apankin" osHa4dae pagukan copmynu -Re-apun, ae Rc gaende cobolo ankineHoBWI NaHUOT,
BU3HAYEHWUI BULLE, HANpUKNad, METUNEH, eTUNeEH i T. N. YacTuHa apankinbHOro pagukana, sika aBnde
coBolo ankineHoBui naHutr, € HeobOB'A3KOBO 3aMILLEHOD, SIK ONUCAHO BULLE AN ankineHoBoro
naHuora. YacrtuHa apankinbHOro pagukana, sika sisnsie cobor apun, € HeoboB'sI3KOBO 3aMILLEHOIO, SK
OMMUCaHO BULLE AJIA apUISTbHOT rpynu.

"Aparnkinokcu" o3Hadae pagukan, 3B'd3aHui 3a 4ONOMOrolo aToma KUCHI0, dhopmynun —O-apankin,
e apankin Bu3HavYeHui BULLE.

"ApankeHin" osHadyae paaukan cdopmynu -Ré-apun, ge RY aBnse co6olo ankeHineHOBWUIA NaHLUor,
BU3HAYEHMI BULLE. YacTMHA apankeHinbLHOro paaukana, sika siBnse cobow apun, € HeobOoB'sI3KOBO
3aMILLEHOI0, SIK ONUCAHO BULLE ANS apuiibHOI rpyny. YactuHa apankeHinbHOro pagukana, sika sense
co0O0l0 amnKeHINeHOBWW naHuor, € HeOoOOB'A3KOBO 3aMillEHOK, $K BU3HAYEHO BULLe And
arnkeHineHoBOT rpynu.

"ApankiHin" os3Havae paaukan dopmynu -Re-apun, ae Re aende cobowo ankiHineHOBUWA NaHUOT,
BMU3HAYEHMI BuLIE. YacTMHA apankiHinbHOro paaukana, sika apnsie cobot apun, € HeobOB'sI3KOBO
3aMiLLIEHOL0, SK ONMCaHOo BULWLE ANA apunbHOT rpynu. YacTuHa apankiHinbHOro paaukana, ska aBnde
cobol0  ankiHineHoBWW naHutor, € HeO0OOB'A3KOBO 3aMILLIEHOI0, $AK BU3HAYEHO BULLIE Angd
ankiHineHoBoro naHutora.

"Unknoankin" o3Ha4yae cTabinbHUM HeapoOMaTUYHMIA  MOHOUMKMIYHMA  abo  NoniynKNiYHKUIA
BYINIEBOAHEBUI pagukan, Lo CKNagaeTbCA BUKMIOMHO 3 aTOMIB BYINEUO i BOOHIO, AKUWA BKIOYaE
CKOHAEHcoBaHi abo cnonydeHi MICTKOBUM 3B'A3KOM KiNbLEBi CUCTEMM, LLUO MalOTb Big TPbOX A0
N'ATHAAUATU aTOMIB BYrfeuto. Y AedKkux BapiaHTax 34iMCHEeHHA UMKnoarnkin MicTUTb Big TpbOX A0
OecsaTn aToMiB Byrneuro. Y iHWKMX BapiaHTax 34iIMCHEHHS UMKNoankin MIiCTUTb Bigd MN'STW 40 CeMU
aTomiB Byrneuto. Linknoankin npuegHaHuin oo 4actuHU MONEKynu oguHapHum 3B'as3koM. Linknoankinm
€ HacuyeHumu, (TOOTO TakMMK, LIO MICTATb BUKIMIOMHO OaMHapHi 3B'siskm C-C) abo 4acTkoBO
HeHacuyeHnmMmu (To6TO TakMMM, LLUO MICTATb OAMH abo0 Aekinbka NOABIMHMX 3B'A3kKiB ab0 MOTPIAHMX
3B'a3kiB). [lMpuknagn MOHOUMKNIMHUX UMKNOAnKiNiB  BKMAKYAalOTb, Hanpuknag, uuknonponin,
UUKITOOYTUN, LMKNONEHTUM, UWKITOTEKCUM, LWUKMOrenTun i UMKNOOKTUN. B  gesknx BapiaHTax
34IMCHEHHS UMKNoarnkin MicTUTb Big TPbOX A0 BOCbMW artomiB Byrneuyw (Hanpuknag, Cs-
Csumknoarnkin. B iHwWMx BapiaHTax 34INCHEHHS LMKNOAnkin MIiCTUTb Big TpbOX AO CEMM aToMiB
Byrneyto (Hanpuknag, Cs-Crumknoankin). B iHWMX BapiaHTax 34IACHEHHA UMKMoankin MiCTUTb Big
TPbOX A0 wWecTtn atomiB Byrnewo (Hanpuknag, Cs-Csumknoankin). B iHWMx BapiaHTax 34iMCHEHHSA
UMKnoankin MiCTuTb Big TpbOX A0 N'ATM atomie Byrneuto (Hanpuknag, Cs-Csumknoankin). B iHwux
BapiaHTax 34iIMCHEHHA LMKIIoankin MiCTUTb Big TPbOX A0 YOTUPLOX aTtomiB Byrneuto (Hanpuknag, Cs-
Csumknoarnkin). YacTKOBO HEHACUYEHMIA LMKIOASIKIN TakoXK Ha3uBaloTh "UuknoankeHinom”. Mpuknaau
MOHOUMKNIMHUX  LMKNOAMNKEHINiB  BKMOYAKOTb, Hanpuknag, UWKAOMEHTEHIN,  LMKNOreKceHin,
LUMKIorenTeHin i uuknookTeHin. loniyMknivHi UuKnoankinbHi pagukanu BKNOYaloTb, Hanpuknag,
agaMaHTtun, HopbopHin  (To6T0  Giumkno[2.2.1]renTaHin), HopOOpHeHin, aekaniHin, 7,7-
anmetundiumkno[2.2.1]renTanin i T. N. AKLWO B ONUCI KOHKPETHO HE BKa3aHe iHLIe, MAETbCA Ha yBasi,
WO TepMmiH "UMKNoankin" BKMOYAaE UMKIOANKiNbHI paaukanu, HeOOOB'A3KOBO 3aMilleHi ogHum abo
JeKinbkoMa 3amicHuKammu, BUOpaHUMKU 3 ankiny, ankeHiny, ankiHiny, ranoreny, ranoreHankiny, okco,
TIOKCO, UiaHO, HITpO, apuny, aparnkiny, apankeHiny, apankidiny, uuknoankiny, retepouuknoankiny,
retepoapuny, retepoapunankiny, -Rb-ORa, -RP-OC(O)-R2, -Rb-OC(0)-ORa, -RP-OC(O)-N(R3)2, -Rb-
N(Ra)2, -Rb-C(O)Ra, -RP-C(O)OR?, -R°-C(O)N(R?3)2, -RP-O-Re-C(O)N(R2)2, -RP-N(R2)C(O)ORa, -Rb-
N(Ra)C(O)Ra, -Rb-N(R2)S(O)R2 (ae t gopisHioe 1 abo 2), -Rb-S(O)OR? (ge t gopisHioe 1 abo 2), -Rb-
S(OxRa (e t popisHioe 1 abo 2) i -RP-S(O)N(Ra)2 (ae t popisHoe 1 abo 2), aAe KoxHUI R2 HesanexHo
aBnAe cobol BOAEHb, arnkin, ranoreHankin, uUMKNoankin, uUuknoankinankin, apun, aparnkin,
retepouumknoankin, retepoapun abo retepoapunankin, npu UbOMY KOXHWUIA RP HesanexHo saBnsie
coboto npaAmMui 3B'130K abo npaAmuii abo posrany>keHuin ankineHoBui abo ankeHiNneHOBWI NaHukor, i
Re asnse coboto npaMuil aGo po3rany>keHui ankineHoBuin abo ankeHiNneHOBUIA NaHLor.
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"lanoreHo" abo "ranoren" o3Hayae 3aMiCHUKM, Lo ABNSAOTb coboto 6pom, xnop, dtop abo roa.

"lanoreHankin" o3Hayae ankinbHUM pagukan, BU3HAYEHW! BULLE, SKUA 3aMilleHui oaHum abo
JeKinbkoMa pagukanamu, Lo aensaoTb co00I0 ranoreH, Sk BUSHAYEHO BULLIE.

"lanoreHankokcu" o3Ha4vae ankokcupaaukan, BUSHAYEHWW BULLE, SIKMIA 3aMilleHud oaHum abo
JeKinbkoMa pagukanamu, Lo aensaoTb co00I0 ranoreH, Sk BUSHAYEHO BULLIE.

"®Topankin" o3Hayae ankinbHWW paaukan, BU3HAYEHWW BULLE, SIKMIA 3amiweHui ogHuMm abo
JeKinbkoMa pagukanamu, Lo SBnsATb cobow  TOp, HAK  BU3HAYEHO BULIE, HaMpuknag,
TpudpTopmMeTun, agudptopmeTtun, dropmetun, 2,2,2-tpucdtopetun, 1-dtopmetun-2-cpropetun i T. n.
YactuHa dTopankinbHOro pagukana, sika gBnsie cobor ankin, € HeobOB'sI3KOBO 3aMilLEHO0, K
BU3HAYEHO BULLE ANA anKinbHOI rpynu.

"leTepoyumknoankin o3Hadyae crtabinbHMn 3-18-4neHHWA HeapoMaTUYHUIA KiNbUEBWA pagukan,
KWW MICTUTbL Big ABOX A0 ABaHaaUATU aTOMIB BYrneulo i Big OAHOrO A0 LIECTU reTepoaTtomis,
BUOpaHMX 3 a30Ty, KUCHIO i CipKM. AKLO B OMUCI KOHKPETHO HE BKA3aHe iHLLUE, reTePOLUKNOanKinbHuin
pagukan spnse cobol MOHOUMKMIMHY, OiuMKnivHYy, TpUUMKNiYHY abo TeTpauukniyHy KinbUeBy
CUCTEMY, SIKa BKIMIOMAE CKOHAEHCOBaHI, cnipo- abo cnony4veHi MiCTKOBUM 3B'A3KOM KiNbLIEBI CUCTEMM.
leTepoaromu B reTepoLMKNoankinbHOMy pagukani € HeoboB'sI3KOBO OKUCHEHUMU. OauH abo aekinbka
aToMiB a30Ty, AKWO BOHW MNPUCYTHI, € HEOOOB'A3KOBO KBATEPHI3OBAHUMM. [eTepOoLUKIOoAnKinbHUIA
pagukan € 4yactkoBo abo NOBHICTIO HAcCMYeHUM. B aesikux BapiaHTax 34iNCHEHHS reTEpPOLMKITOAanKin
npuegHaHWi A0 PELLTM MONEKYNM 3a gonomorolo Byab-akoro atoma kinbuda(kineub). MNMpuknagn Taknx
reTepoLMKNOAankinbHUX paaukanis BKM4YawTb 6e3 oOMexeHHsA AiokconaHin, TieHin[1,3]auTianin,
AekarigpoisoxiHonin, iMigasoniHin, imigasonigauHin, isoTiasonigutin, isokcasoniguHin, MopdOniHin,
oKTarigpoiHgonin, okrarigpoisoiHaonin, 2-okconinepasuHin, 2-okconinepuauHin, 2-oKconiponiauHin,
oKcasoniguHin, ninepuauHin, ninepasuHin, 4-ninepuaoHin, nNiponiaudin, nipasoniguHin, XiHykniguHin,
TiasoniguHin, TeTpariapodypun, TpuTiadin, TeTparigponipadin, TiomopdoniHin, Tiamopdoninin, 1-
okcoTiomopdoninin i 1,1-giokcoTioMmopdoniHin. AKWO B ONUCI KOHKPETHO HE BKasaHe iHLwe, MaeTbcs
Ha yBasi, WO TepPMIH "reTepouunknoankin" Bknovae reTepounknoankinbHi pagukanu, BUSHaYeHi BULLE,
sKi HeOOOB'A3KOBO 3amilleHi oaHuMm abo aekinbkomMa 3amiCHMkamMu, BUOpaHMMK 3 arnkiny, ankediny,
ankiHiny, ranoreHy, ranoreHankiny, OKCO, TiOKCO, UiaHO, HITpo, apuny, aparnkiny, apankeHiny,
aparnkiHiny, UMKnoankiny, reTepouUuknoarnkiny, retepoapuny, retepoapunankiny, -RP-OR?, -Rb-OC(O)-
Ra, -RP-OC(0)-ORa, -RP-OC(O)-N(Ra)2, -RP-N(R?)2, -RP-C(O)R?, -RP-C(O)OR2, -Rb-C(O)N(R?)2, -R°-O-
Re-C(O)N(Ra)2, -RP-N(R3)C(O)ORa, -Rb-N(Ra)C(O)Ra, -Rb-N(R2)S(O)iR2 (ae t gopisHioe 1 abo 2), -RP-
S(O)}ORa2 (ne t nopisHioe 1 abo 2), -Rb-S(OxR2 (ne t popisHioe 1 abo 2) i -RP-S(OxN(R?)2 (ae t
popiBHioe 1 abo 2), ae koxHuM R2 HeszanexHo aBnse cobol BOAEHb, arnkin, ranoreHarnkin,
LMKnoankin, uMknoankinankin, apun, apankin, reTepouuknoarnkin, retepoapun abo retepoapunarnkin,
npu UbOMY KOXXHUI RP HeszanexHo siBnsie cobolo npsiMuii 3B'130k abo npsiMuini abo poaranyKeHui
ankineHoBui abo ankeHiNneHoOBMI NaHutor, i Re aense cobowo npsiMuii abo posranykeHuin ankineHoBun
abo ankeHiNeHOBUI NaHUHOT.

"l'eTepoapun" o3Hauae pajukarn, kMW NoxoauTb Bif 3-18-yneHHOro apomMaTU4YHOro KinbLEBOro
pagukana, KWW MICTUTb Bi4 OAHOrO A0 CiMHaguUATW aToOMIB Byrneulo i Big OAHOro A0 LWECTH
rerepoatomMis, BMOpaHMX 3 Aas30Ty, KUCHIO | Cipku. Tlpu BUKOPUCTAHHI B JAaHOMYy [AOKYMEHTI
reTepoapunbHUi pagukan sBnse co60i0 MOHOLUMKMIYHY, GiLUKNIYHY, TPUUMKNIMHY abo TeTpauuKnivHy
KinbLUEeBY CUCTEMY, A€ LUOHaWMeEHLIe OAQHO 3 Kineub B KinbLUEBi CUCTEMiI € MOBHICTIO HEHACUYEHUM,
TOOTO BOHO MICTUTb UMKIIMHY [AENOKanisoBaHy Tr-eNEKTPOHHY CUCTEMY, L0 MiCTuTb (4n+2) TI-
€NeKTPOHIB, BIiANOBIAHO A0 Teopii Xiokkens. eTepoapun BKIOYAEe CKOHAEHCOBaHI abo crnony4edi
MICTKOBUM 3B'AI3KOM KinbuUeBi cuctemu. eTepoarom(retepoatoMn) B reTepoapunbHOMy paaukani €
HeOoBO0B'A3KOBO OKMCHEHUM(OKMCHEHUMM). OanH abo Aekinbka aToMiB a3oTy, SKLLIO BOHU NPUCYTHI, €
HeOoOOB'A3KOBO KBATEpPHI30BaHUMMW. ['eTepoapun npuegHaHWM A0 pewTu MOMEKYNU 3a A0MOMOrow
Oyab-akoro atoma Kinbua(kineub). SKWO B ONUCI KOHKPETHO HE BKa3aHe iHLIe, MaeTbCa Ha yBasi, Lo
TEPMiH "reTepoapun” BKNIOYAE reTepoapunbHi paaukanu, BU3HAYeHi Bulle, SKi HeOOOB'A3KOBO
3amileHi ogHum abo aekinbkoMa 3amicHukamu, BUBpaHUMKU 3 ankiny, ankeHiny, ankiHiny, ranoreHy,
ranioreHarkiny, OKco, TiOKCO, LiaHO, HITpO, apuny, apankiny, apankeHiny, apankiHiny, uuknoankiny,
reTepouuknoankiny, retepoapuny, retepoapunankiny, -R°-ORa, -Rb-OC(0)-Ra, -Rb-OC(O)-OR?, -Rb-
OC(0)-N(Ra)2, -RP-N(R?3)2, -R°-C(O)R2, -R°-C(O)OR?, -RP-C(O)N(R3)2, -RP-O-Re-C(O)N(R?)2, -Rb-
N(Ra)C(O)OR?, -R°>-N(R2)C(O)R?, -RP-N(R2)S(O)R2 (ae t mopiBHioe 1 abo 2), -Rb-S(O)OR2 (ge t
aopieHioe 1 abo 2), -RP-S(O)Ra (ge t aopisHioe 1 abo 2) i -RP-S(O)N(Ra)2 (ae t aopisHioe 1 abo 2), ae
KOXHUIT R2 HesanexHo sBnse cobolo BOAEHb, ankin, ranoreHankin, UMKnoankin, uuknoankinankin,
apun, aparnkin, retTepouUuknoankin, retepoapun abo reTepoapunankin, npu UbOMY KOXHuUi RP
HesanexHo sBnsie cobow npaAMUMA 3B'A30k abo npsMui abo posranykeHui ankineHosun abo
ankeHineHoBuint naHutor, i Rc gBnse coboto npamuin abo posranykeHun ankineHosui abo
ankeHineHoBUn naHuLor.
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"N-reTepoapun” o03Hayae reTepoapunbHUW pagukan, BU3HAYEHU BULLE, SKAR MICTUTb
LWoHalMeHLle OAMH aTOM asoTy, i B SAKOMY TOUKOK NPUEAHAHHA reTepoapunbHOrc pagukana Ao
pewTy MOMNEKynM € aTOM as3oTy B retepoapunbHoMy pagukani. N-reTepoapunbHui pagukan €
He0BO0B'A3KOBO 3aMiLLIEHUM, SIK ONUCAHO BULLIE ANSI reTepoapunbHUX pagukanis.

"C-reTepoapun” o3Havyae TreTepoapuibHUMn pagukan, BU3SHAYEHUR BULWE, B SAKOMY TOYKOIO
NpUeaHaHHs reTepoapurnbHOro pajaukana o peLTun MOMeKynu € aToM BYIMeLUo B reTepoapuribHOMY
pagukani. C-retepoapunbHuMin pagukan € HeobOOB'A3KOBO 3aMileHMM, fK OMUCaHO BuUWE Ans
rerepoapunbHUX paaukanis.

"l'eTepoapunokcu” o3Hayvae pagukan, 3B'dA3aHui 3a JOMOMOrOK atoma KucHwo, dopmynu —O-
retrepoapun, e retepoapun BUSHa4YeHUN BULLE.

"TeTepoapunankin" o3Hadae paaukan d¢opmynu —Re-retepoapun, ae R geBnse cobowo
ankineHoOBUW MNaHUIOr, BU3HAYEHMI BUWle. SKWO reTepoapun sBnse coboK  as30TOBMICHUN
rerepoapun, To retepoapun HeoboB'sI3KOBO MPUEAHAHUIA A0 anNKiNbHOro paaukana no aromy asoTy.
ATNKINEHOBWUI NaHUKOr reTepoapunankinbHoro pagukana € HeoG0B'A3KOBO 3aMilLIEHWM, K BUSHAYEHO
BULLE ANA ankiNneHOBOro mnaHutora. YactuHa retepoapunarnkinbHOro pagukana, sika aense coboro
retepoapus, € HeOOOB'A3KOBO 3aMILLIEHOO, AK BU3HAYEHO BULLIE AN FETEPOAPUNBHOT Ipynu.

"leTepoapunankokcu" o3Hayae pagukan, 3B'a3aHui 3a JONOMOTOK artoMa KUCHI, dopmynu —O-
Re-retepoapun, ge RC aBnsae coboio ankineHoBWW NaHUIOr, BU3HAYEHWUN BULLE. FAKWO reTepoapun
sBNs€ coO0l0 a30TOBMICHUI reTepoapun, To retepoapun HeoB0B'A3KOBO NpUeaHAHWUI A0 ankinbHOro
pagukana no atomy asoTy. ANKINEHOBWUI NaHUKr retepoapunankokcupagukana € HeobOB'A3KOBO
3aMiLLleHnM, K BU3HAYEHO BULLE ans ankineHoBoro naHugora. YacTuHa
retepoapunankokcupagvkana, sika fABnse cobow retepoapun, € HeoOOB'SI3KOBO 3aMILLEHOI, fK
BU3HAYEHO BULLE ANA reTepoapunbHOT rpynu.

B pesdkuMx BapiaHTax 34iNCHEHHS CMOMyKW, PO3KPWUTI B AaHOMYy AOKYMEHTI, MICTATb 0AMH abo
AeKinbka UeHTPpiB acMMeTpil i, TakuM YMHOM, YTBOPIOIOTb €EHaHTiOMepu, aiactepeomMepn i iHwwi
CTEpeoi3oMepHi hopMu, AKI BU3HAYEHI 3 TOYKM 30py abconoTHOI cTtepeoximii gk (R)- abo sk (S)-.
AKuo He BKa3aHe iHWe, MAaeTbCAa Ha yBaa3i, WO YCi CTepeoizomepHi hopMu CNOMYK, PO3KPUTI B JaHOMY
OOKYMEHTI, pOo3rnagaloTbCa B KOHTEKCTI LbOro BUHaxody. FAKWO CMOMAyKW, OnucaHi B AaHOMY
OOKYMEHTI, MICTATb ankeHoBi NOABIMHI 3B'A3KK, | AKLIO HE BKasaHe iHLe, MAETbCA Ha yBasi, Lo LUen
BUHaxXig BKNiovae Ak E-, Tak i Z-reoMeTpuyHi isomepu (Hanpuknag, umc- abo tpaHc-). Tak caMo Takox
MaEeTbCA Ha yBa3i, WO BKOYEHI BCi MOXMUBI I30MEPK, a TaKOX 1X paueMidHi i ONTUYHO YnUCTi hopMM i
BCi TayTomepHi dopmu. TepMiH "reomeTpuyHun isomep” os3Hauyae E- abo Z-reoMeTpudHi isomepu
(Hanpuknag, yuc- abo TpaHc-) ankeHOBOro MOABIMHOIO 3B'A3KY. TEpPMiH "no3nuiinHWi i3oMmep” o3Havae
CTPYKTYPHI i30MEpM LWOAO UEHTpanbHOro Kinbus, Taki AK OpTo-, MeTa- i napa-isomepu LWoAo
BGEH30NbHOTO KiNnbLA.

"TayToMmep" 03Ha4Yae MONEKYny, A€ MOXMIMBE MPOTOHHE 3MILLEHHA Bid OAHOrO aToMa MONEeKynu
00 iHLWOoro aToma Tiel XK MONeKynu. Y aedknx BapiaHtax 3f4incHeEHHS CNOMyKW, NPpeacTaBneHi B JaHOMY
JOKYMEHTI, iCHYIOTb y BUIMSAAI TayTomepis. B ymoBax, konu TayTomepusaudis € Monusoto, Oyae
NPUCYTHA XiMivHa piBHOBara Taytomepis. ToOUHe CMiBBiAHOLLEHHA TayTOMEPIB 3aneXunTb Bid AEKiNbKOX
UYMHHUKIB, 30KpeMa (Pi3MYHOro cTaHy, TeMnepaTtypu, posynHHuka i pH. Oeski npuknagn TayToMepHOi
piBHOBaru BKNIOYaTb HACTYIHI.

11



10

15

20

25

30

35

40

UA 124990 C2

e 2 A S AR A

N = N N ~ NH
N\ ',N ’ -~ 7
H ~ HN\N N\N
o H
N ‘J_ff 1
\[ —f . \[N N @ “NH
N [ 4 UL T
[ N S S
"Heob6oB'askouin" abo "HeobOB'A3KOBO" 03HAYAalOTb, WO Aani onucaHa nogia abo obGCTaBuHa

Moxke BiaOyBaTtucs abo He BiabyeaTucs, i WO ONUC BKNOYAE i BUNaaku, konu noaia abo obcrasuHa
BiAOyBa€TLCA, i BUMNAAKM, B sIKMX BOHA He BiaOyBaeTbcA. Hanpuknaa, "HeoOOB'A3KOBO 3aMILLIEHUIA
apun” o3Havae, Lo apunbHU pagukan € 3amileHum abo He € 3aMilleHUM, i LLIO OMUC BKITYae sk
3aMillleHi apunbHi pagukanu, Tak i apunbHi pagukanu, Wo He MaloTb 3aMiLLEHHS.

"dapmaueBTUHHO NPURHATHA Cinb" BKIIOYMAE AK CONi NPUEAHAHHA KUCOTK, TakK i CONi NpueaHaHHA
OCHOBK. MaeTbca Ha yBasi, WO dapMaleBTUYHO NPURHATHA Cinb 6yab-sIKOT 3 MiPa3onbHUX CMOJYK,
ONUCAHUX B AaHOMY AOKYMEHTI, OXONMOE yCi 6e3 BUKMOYEHHST hopMu hapMaLeBTUUHO NPUAHSATHUX
conen. [llepeBaxHumu papmMaueBTUYHO MNPUAHATHUMKU COMAAMU  CNOSYK, ONUCAHUX B JaHOMY
OOKYMEHTI, € (papmMaueBTUYHO MPUAHATHI COMi NPUEQHaHHA KUCKOTK | dhapMaueBTUYHO MPUAHATHI
COni NpueaHaHHA OCHOBM.

"®apmMaueBTUYHO MPUIAHATHA CiNMb NPUEAHAHHA KUCNOTKU" O3Ha4yae Taki coni, siki 36epiralotb
GionoriyHy e(peKTUBHICTb | BMACTUBOCTI BiNbHUX OCHOB, SIKi HE € HeBaxxaHumm 3 BionoriyHoi abo iHwWoT
TOYKW 30pYy, | AKi YTBOPEHi 3 BMKOPUCTAHHAM HEOPraHidHUX KUCIIOT, TakuxX SK XJSIOPUCTOBOAHEBA
kucnota, GpPOMUCTOBOAHEBA KUCMOTA, CipyaHa KWACMOTa, a30THa kucnoTa, ¢ocdopHa KucnoTta,
NogucToBOAHEBA KMCNoTa, PTOPUCTOBOAHEBA kucnota, pocopucta KucnoTa i T. M. Takox BKIHOYEHI
coni, YTBOPEHi 3 BUKOPUCTAHHAM OPTraHiYHMX KUCNOT, Takux K anidpatuyHi MOHO- i AMKapOOHOBI
KMCNOTU, peHinsamiweHi ankaHoBi KUCNOTW, TigpOKcCiankaHOBI KWCNOTKU, ankaHAioBi KUCMNOTH,
apoMaTtu4yHi KMcnoTu, anipatuyHi i apomatuyHi Cynb(OHOBI KMCNOTU TOLLO, i BOHW BKMNKOYAIOTh,
Hanpuknag, OuTOBY KUCHOTY, TPUATOPOUTOBY KUCIOTY, MPOMIOHOBY KUCIOTY, TMiKOMEBY KWUCNOTY,
NiPOBUHOTPAAHY KUCNOTY, LUABMEBY KUCNOTY, ManeiHOBY KUCMOTY, MariOHOBY KMCNOTY, OypLUTMHOBY
KUCNOTY, (PyMapoBy KWUCIIOTY, BUHHY KUCIOTY, JIMMOHHY KWUCIOTY, OEH30MHY KWCMOTY, KOPWUYHY
KACNOTY, MWUr4aneBy KUCMOTY, METaHCyNnbqPOHOBY KUCIOTY, €TaHCynb(OHOBY KMCMOTY, n-
TONYONCynb(OHOBY KUCNOTY, caniyunoBy KUCAOTY i T. N. TakuMm YMHOM, NPUKNAANU CONEN BKNHOYAIOTb
cynbdartu, nipocynearu, Gicynbdarm, cynbaiTH, BicynbdiTw, HiTpaTtu, docdatn,
MOHorigpodocdatu, aurigpodocdaru, metadocdaru, nipodocdaru, xnopuaun, dpomigun, noguaw,
auetaTu, TpudTOpaueTaTu, NPoMioHaTH, Kanpunatu, i300yTupaTtu, okcanaTu, ManoHaTu, CyKuuHar,
cybepatu, cebauaru, dymapatu, maneaTtu, madaenartu, 6eHsoaTtu, xnopbeHsoatu, meTunbeHsoaTu,
AuHiTpobeHsoaTtn, dranartu, OGeH3oncynbdoHaTH, TonyoncynboHaTn, deHinauertartu, UUTpaTwy,
naktaTtu, Mmanatu, TapTpaTi, MeTaHcynboHaT i T. N. TakoX po3rnagalTbes CONi aMiHOKMCROT, Taki
AK apriHaTu, rMIOKoHAaTH | ranakTypoHaTu (gue., Hanpuknag, Berge S.M. et al., "Pharmaceutical Salts",
Journal of Pharmaceutical Science, 66:1-19 (1997)). Coni npuegHaHHA KUCMOTU OCHOBHUX CMONyK
OTPUMYIOTb LUMAXOM NPUBEAEHHA OPM BIMbHOT OCHOBWM B KOHTaKT 3 AOCTaTHbOK KiMbKIiCTIO
HeoOXiaAHOT KUCIOTN ANS OTPUMAHHS COni.

"®apmaueBTUYHO MNPUWHATHA CiNb MpUMEedHaHHS OCHOBM" O3HA4yae Taki coni, aki 36epiratotb
GionoriyHy e(heKTUBHICTb | BMACTUBOCTI BiNbHMX KUCNOT, SKi HE € HeBaxkaHuMm 3 BGionoriyHoT abo iHwoT
TOYKM 30py. Taki coni OTPUMYIOTb NPU A0AAaBaHHI HEOPraHiMHOT OCHOBM ab0 OpraHiMHOT OCHOBU A0
BiNbHOT KMUCNOTKU. Y [Aesknx BapiaHTax 34iMCHEHHA dhapMaueBTUMHO MNPUAHATHI CONi NpuegHaHHA
OCHOBMW YTBOPIOIOTb 3 BUKOPUCTAHHAM MeTaniB abo aMiHiB, TaKMX AK NMyXHi | Ny>KHO3eMenNbHI MeTanu
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abo opraHivHi amiHn. Coni, OTPUMAaHI 3 HEOpPraHiYHMX OCHOB, BKMOYaloTb 6e3 0OMeEXEHHsT Coni HATPIlO,
Kanio, niTilo, aMOHilo, Kanbuilo, Mardito, 3anisa, UMHKY, Migi, mapraduyto, anwomidito i 1. n. Coni,
OTPUMAaHI 3 OpPraHiuyHMX OCHOB, BKMIOYAKOTh 63 0OMEXEHHA CONi NEPBUHHUX, BTOPUHHUX | TPETUHHUX
aMiHiB, 3aMilleHnX amiHiB, 30KpemMa 3aMilleHUX amiHiB, WO 3yCTpivalTbCa B NPUPOAI, UMKAIYHUX
aMiHiB i OCHOBHMX IOHOOOMIHHMX CMOM, Hanpuknag, isonponinamMiHy, TPUMMETUNAaMiHy, AieTUnamivy,
TpueTunamiHy, TpuUMponinamiHy, eTaHonamiHy, JieTaHonamiHy, 2-guMeTunamiHoeTaHony, 2-
dieTunamiHoeTaHony, AMUUKNOrekcunamiHy, nisuHy, apridiHy, rictuaudy, kodeiHy, npokaiHy, N,N-
AnbeHsuneTuneHaiamiHy,  Xnopnpokainy, rinpadamiHy,  XOniHy, OeTaiHy, eTUneHaiamiHy,
eTuneHgiadinivy, N-MeTURrnoKamiHy, rMKo3amiHy, METUNTIIoOKaMiHy, TeobpoMiHy, NypUHIB,
ninepasuny, ninepugaudy, N-etunninepuauHy, noniamiHHMx cmon i T. n. Que. Berge et al., Buue.

Mpu BUKOPUCTaAHHI B JAaHOMy JAOKYMEHTI "nmikyBaHHs", abo "3AiNCHEHHA nikyBaHHs", abo
"nom'akweHHn", abo "nonerweHHa" BUKOPUCTOBYIOTb B3aEMO3aMiHHUM YMHOM B JAHOMY JOKYMEHTI.
Taki TepMiHM 03HA4aloTb NiAXig A0 OTPUMAaHHA cnpUATNMBMX abo BaxkaHux pesynbTaTie, 30kpema 6e3
0OMEXEHHA TepaneBTUYHOT KOpUCTi i/abo npodinaktudHoi kopucTi. IMig "TepaneBTUYHOK KOPUCTHO"
MA€ETbCA HA yBa3i yCyHeHHs1 ab0 3MEHLUEHHS IHTEHCMBHOCTI FOMOBHOIO po3nagy, NiKyBaHHS SIKOro
34iACHIOITb. TaKoX TEpaneBTUYHA KOPUCTb AOCATaETLCA NPU YCYHEHHi ab0 3MEHLIEHHi IHTEHCUMBHOCTI
ogHoro abo aekinbkox pizionoriMHMX CUMNTOMIB, LLIO acOLiOKTLCA 3 TONMOBHUM PO3NaaoMm, Tak, Wo Y
nauieHTa cnocrtepiraeTbCa MOMINWEHHA, He AMBNAYUCL Ha Te, WO nNauieHT BCE Le YpaXKeHUn
rOSIOBHUM po3nagom. Y pasi npodinakTuyHOT KOPUCTI KOMMNO3KUUIT BBOAATb NALEHTOBI, CXUNbHOMY A0
PU3MKY PO3BUTKY KOHKPETHOTO 3axXBOPIOBAHHSA, ab0 MauieHTOBi, WO nposABnse oguH abo Aekinbka
isionoriYyHMX CUMNTOMIB 3aXBOPIOBaHHSA, HE AMBASYMUCH Ha Te, WO AiarHO3 AaHOro 3axXBOPKOBaHHSA He
OyB NOCTaBNEHUN.

Cnonyku

Cnonyku cdopmyn (1), (1, (1a), (b), (c), (d), (e), (D, (Ig), (h) abo (I, onucani B gaHomy
OOKyMeHTi, aki € moaynatopamu MAGL. B agesikux BapiaHTax 3AiMCHEHHSA Cnonyku € iHribitopamu
MAGL. B gesakux BapiaHTax 3aincHeHHs cnonyku copmyn (1), (19, (1a), (Ib), (Ic), (Id), (le), (1), (1g), (Ih)
abo (liy, onucaHi B gaHOMy AOKYMEHTI, i KOMMO3uLUii, Aki MICTATb Ui CNONyku, € NpuaatHUMKU Ansi
YCYHEHHA G0nto, NiKyBaHHA MirpeHi, cknepoaepMii abo HeamnKoronbHOT »KMPOBOT XBOPOOM NEYiHKM
(NASH).

B aeskux BapiaHTax 34ilCHEHHA npeacTaBneHo cnonyky dopmynum (1),

O
3
R N™N R2

R'"  oopmyna (),

e
R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";
R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

12 12
R® sBnsic coGoto RS , rre  RT 1 R
R* R
A q m q m
~N 4 AN Y\ 4 N Y\
RS Yo o qm R N .l R~ TN y
& N N-§- z 12 z 12
RS Ri2 R¥ 213 P n R R13 P n
R13 p n R5 R5
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Y,

N
4 R* N}{ 4
R A Nﬁg‘ A v R A &
s 2 \"} RS AN 5 A N
RP—, U x 1 X R
R 3 R1 2
RE . RS abo R® ;

A asnse coboto N abo C(H);

X ainisie coboto -O-, -N(R6)- abo -CH2N(R6)CH2-;

Y aBnsie coboto -CHe- abo -C(O)-;

Z sBnsie coboto -S-, -O- abo -N(R'8)-;

R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
C(O)NR8R?®, Cs-sumknoankin, Co.eretepoumknoarnkin, -Cirsankin-Co.oretepouuknoankin, Cs.icapun abo
Cioretepoapun, ae Cssuuknoankin, Cooretepoumknoankin, -Cisankin-Cooretepouuknoankin, Ce.
10apun abo Cioretepoapun HeobOB'AI3KOBO 3aMilLeHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcu abo deHin;

R¢ asnsie coboto H, ranoren abo Cieankin;

R7 aBnse cobow H, Cieankin, CisranoreHankin, -Ci.sankin-OH, Coeretepoumknoanin, Ces-ioapun
abo Cioretepoapun, ae Cooretepouuknoankin, Cesicapun abo Cieretepoapun HeoOOB'I3KOBO
3amiweHi 1 abo 2 R,

KoxkHMi R8 i koxkHuin R® He3anexxHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asory,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

KoxkHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;

R'2 apnsie coboto H, ranoreH abo Ci-sankin;

RS ansie coboto H abo Ci-sankin;

KoxxHUi R'# He3zanexHo BubpaHwuii 3 ranoreHy, -OH, Cisankiny, CieranoreHankiny, C1-sankokcu, -
C1eankin-OH, Cs suuknoankiny, -C(O)OH, -C(O)NR8ER?, -SO2-C1sankiny i -N(R'7)C(Q)-C1-esankiny;

R'> aBnsae coboto H abo C1-sankin;

R'® agngae coboto H, Cieankin, -C(O)-C1sankin, -Cisankin-OH a6o -CH2CO:zH;

R'7 aBnsie coboto H abo C1-sankin;

R'8 apnsae coboto H abo C1-sankin;

v aopieHtoe 0 abo 1;

n aopisHioe 0 abo 1;

m gopisHioe 0 abo 1;

p aopisHioe 0, 1 abo 2; i

g aopisHioe 0, 1 abo 2;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHwoMy BapiaHTi 3ailicHeHHs npeactaBneHo cnonyky cdopmynu (1), ae R' siBnse coboto -
C(O)OR'S. B iHwoMy BapiaHTi 3aincHeHHsa npeacTaeneHo cnonyky dhopmynu (1), ae R' agnsae coboto -
C(O)OR'5, i RS apnge coboro H. B iHwomy BapiaHTi 3gincHeHHA npeacTasneHo cnonyky dopmynu (1),
ae R' asngae cobow -C(O)OR™, i RS gende coboto Cieankin. B iHWOMYy BapiaHTi 34iCHEHHS
npeactasneHo cnonyky dgopmynu (1), ae R asnse cobow -C(O)OR™, i R'S aenae cobor -CHs. B
iHLIOMY BapiaHTi 34iliCHEHHA npeacTasneHo cnonyky dopmynu (1), ae R' asnse coboro -C(O)NR'OR™,
B iHWwoMy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky dopmynu (I), ae R' gaBnsie coborw -
C(O)NR'™R", R gpnae cobowo H, i R' gaBnse cobowo H. B iHwWoMy BapiaHTi 34iiCHEHHS
npeacrasneHo cnonyky cdopmynu (l), ae R' asnae coboto -C(O)NR'°R™, R'® asnsie coboto H, i R
aBnsie coboio Crsankin. B iHWoMy BapiaHTi 3ailicHeHHsa npeacTaBneHo cnonyky cdopmynu (1), ae R!
aBnse coboto -C(O)NR'OR', R'® aense cobot H, i R' saBnse coboto -CHsz. B iHWoMy BapiaHTi
37icHeHHn npeacTaBneHo cnonyky dopmynu (1), ae R' asnsge coboto -C(O)NR'°R'", R'® aense
cob601o Cieankin, i R'"" asnse coboto Cieankin. B iHWOMY BapiaHTi 34iMCHEHHSA NPEACTAaBNEHO CMOMYKY
dopmynu (1), ae R' asnse coboro -C(O)NRPR', R0 aense coboto -CHs, i R aBndae coboro -CHs.

B iHWIOMY BapiaHTi 3aiicHeHHA npeacTaeneHo cnonyky dopmynu (I), ae R2 agngae coboio H. B
iHLWIOMY BapiaHTi 3aiiCHeHHs1 npeacTtaBneHo cnonyky dopmynu (), ae R2 aenae cobow ranoreH. B
iHLIOMY BapiaHTi 34inCHEHHA npeacTaBneHo cnonyky cgopmynu (1), ae R2 asnsae coboto -Cl. B iHWOMY
BapiaHTi 34iNCHEeHHA npeacTaBneHo crnonyky dopmynu (1), ae R2 asnse coboio Cisankin. B iHWOMY
BapiaHTi 3ailicHeHHs npeactaBneHo cnonyky dopmynu (1), ae R2? aBnse co6oiwo -CHs. B iHwoMy
BapiaHTi 3ailCHEHHN npeacTaBneHo cnonyky dopmynu (1), ae R? aensie coboto CieranoreHankin. B
iHLoMY BapiaHTi 3filcCHeHHs1 npeacTaBneHo cnonyky dopmynu (1), ae R? sisnsie coboto -CFs.

B iHwomy BapiaHTi 3aiicHeHHsi npeactaBneHo cnonyky dopmynu (I), ae R3® aBnse coboto
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R® . B iHWoMy BapiaHTi 3aiicHeHHs npeAcTaBneHo cnonyky cdopmynu (1), ae R3
N
R4 (_‘)—R12
5 S,
R
Z R
saBnsae coboto R® . B iHwWomy BapiaHTi 34IMCHEHHA nNpeaCTaBneHO Cnonyky
R AEJ_< —2R12
dopmyrimn  (I), ae R3 gaBnge cobow R® . B iHwWoMy BapiaHTi 3aiNCHEHHS

npeacraeneHo cnonyky dopmynu (I), ne A aBnsie coboto N. B iHwoMy BapiaHTi 34iiCHEHHS
npeacraeneHo crnonyky cdopmynu (I), ae A aende cobowo C(H). B iHWOMYy BapiaHTi 34iMCHEHHS

R4

R6
/] ﬁjﬁ

5
R 2 \/\
npeacraeneHo cnonyky dopmynu (), ae R® asnse coboto R . B iHwomy
BapiaHTi  3filicHeHHs npeacTaBneHo cnonyky dopmynn (), ae R®  aense  coboiw
R4
R® *
Z N R12
R . B iHWowmy BapiaHTi 3aiicHeHHs npeacTtaeneHo cnonyky dopmynu (I), ae
R4
R® %
S0 )
R N
Z \H
R® aensae cobow R® R? B iHWOMY BapiaHTi 34iMCHEHHS NpeAcTaBneHO Chonyky
R4
@ N
R )\r \/\J
dopmynn (l), ne R® saBnse coboio R . B iHwomy BapiaHTi 3aiMnCHEHHS
R4
ZJ\(N\)\RQ
npeacTasneHo cnonyky cdopmynu (1), ae R3 sBnsie co6oto R™ . B iHWwoMy
BapiaHTi  3AiicHeHHA npeactaBneHo cnonyky cdopmynu (), ae R3®  aende  cobow
R4
N N

R5 / \ N(\

4
R R B jHwomy BapiaHTi 34iiCHEHHS NpeAcTaBneHo cnonyky cdopmymu (1), ae Z
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agnge cobow -S-. B iHWOMy BapiaHTi 34iiCHEHHA npeacTasneHo cnonyky dopmynu (), ae Z Asnse
c06010 -O-. B iHWOMY BapiaHTi 34iiCHEHHS NpeacTaBneHo cnonyky dopmynu (), ae Z asnse coboio -
N(R™)-. B iHWoOMy BapiaHTi 3aiicHeHHs npeacTasneHo crnonyky dopmymu (1), ae Z asnsae coboto -
N(H)-. B iHwoMy BapiaHTi 3A4iicHeHHA npeactaeneHo cnonyky dopmynu (I), gae Z asnge coboio -
N(CHs)-. B iHWwoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky dopmynu (I), ae R agnse coboto H,
i R aBnsie coboto H. B iHWOMY BapiaHTi 3aiicHeHHs1 npeAcTaBneHo cnonyky dopmynm (1), ae R12
aBnse coboto Cisankin, i R'® aensae coboio H. B iHWoMy BapiaHTi 3ailiCHEHHSA NpeaCTaBneHo CNonyKy
dopmynu (l), ae R'? aBnse coboto -CHs, i R saBnse coboio H. B iHWoOMY BapiaHTi 3aiiCHEHHS
npeacraeneHo cnonyky dopmynu (1), ae R'2 aenae coboto H, i R aBnsie coboto Cisankin. B iHWOMY
BapiaHTi 3aiicHeHHA npeacTasneHo cnonyky dopmynu (1), ae R'2 aenae coboto H, i R'2 aensae coboto
-CHas. B iHwomy BapiaHTi 3giicHeHHA npeactaBneHo cnonyky dpopmynu (), ae R'2 agnsie coboto Ci.
sankin, i R'3 asnse co6oto Cieankin. B iHWOMY BapiaHTi 34iNCHEHHA NpeacTaBneHo cnonyky opmynu
(), ne R'2 apnge coboto -CHs, i R'® sBnse coboto -CHs.

B iHwomy BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (1), ae R2 asnge coboto

R6 R12 13 P n
R . B iHWOMY BapiaHTi 3aiiCHEHHA npeacTasneHo cnonyky opmynu (1), ae
A siBnsie coboto N. B iHLWIOMY BapiaHTi 3aiicHeHHs1 npeacTtaBneHo cnonyky dopmymu (1), ae A siense

co6oto C(H). B iHwoMy BapiaHTi 3ailicHeHHs1 npeacTaBneHo cnonyky cdopmynu (1), e R2 siBnsie cobolo

R6
q m
Y.
R4 > \N
>-2 MN%
R12
R13 p n
R® . B iHWoOMY BapiaHTi 3aiiicHeHHa npeacTtaeneHo cnonyky dopmynu (1),
q m
T
ZR12 N_é_
R P n
ne R3 asnse coboto R® . B iHWoOMYy BapiaHTi 34ifiCHEHHA npeacTaBnNeHo

cnonyky copmynu (), ae Z asnde coboto -S-. B iHWOMy BapiaHTi 34iliCHEHHS NpeACTaBNEHO CNOMYKY
dopmynn (), ae Z asnse cobow -O-. B iHWOMY BapiaHTi 34iINCHEHHA NPEACTABNEHO CMOMYKY
dopmynu (1), e Z asnse coboio -N(R'8)-. B iHWOMyY BapiaHTi 34iiCHEHHS NPEACTaBMEHO CMONYKY
dopmynu (I), ae Z asngae cobow -N(H)-. B iHwomy BapiaHTi 34iINCHEHHS NPEACTaBMEHO CNONyKy
dopmynu (I), ae Z asnde coborw -N(CHs)-. B iHWOMy BapiaHTi 34iNCHEHHA NPEACTABMEHO CNOJYKY
dopmynu (), ge Y dasnse cobow -CHz-. B iHWOMY BapiaHTi 34iNCHEHHA NPeaCTaBnEHO CNONyKY
dopmynu (I), ae Y aendae coboto -C(O)-. B iHWOMY BapiaHTi 34iMCHEHHS MPEeACTaBfEeHO CNONyKy
dopmyrm () abo Ti conbear, rigpar, taytomep, N-okcua, crepeoizomep abo apMaueBTUYHO
NPUIHATHY Cinb, Ae m gopisHioe 1, n gopiBHoe 1, q AopiBHIOE 1, | p AopiBHIOE 1. B iHWIOMY BapiaHTi
34ificHeHHs1 npeactaeneHo crnonyky cdopmynu (I) abo 1 conbBart, rigpatr, Taytomep, N-okcua,
cTepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb, A€ m gopiBHioe 0, n AopiBHIOE 1, q AOPIBHIOE 2, i
p aopisHioe 1. B iHWoOMyY BapiaHTi 3aiiCHEHHA npeacTaBneHo cnonyky dopmynu (I) abo i conbsar,
rigpart, Taytomep, N-okcua, crepeoizomep abo apmMaueBTUYHO NPUIHATHY Cinb, € M AOPiBHIOE 1, n
aopisHioe 1, q gopisHioe 0, i p gopiBHIOE 2. B iHWOMY BapiaHTi 34iMCHEHHS NpeacTaBNeHO CNOMyKy
dopmyrm () abo Ti conbear, rigpar, taytomep, N-okcua, crepeoizomep abo apMaueBTUYHO
NPUIRHATHY Cinb, A4e m gopisHioe 1, n gopisHioe 1, q aopisHioe 1, i p gopisHioe 0. B iHWoOMY BapiaHTi
34ificHeHHs1 npeactaeneHo crnonyky cdopmynu (I) abo 1 conbBart, rigpat, Tayromep, N-okcua,
cTepeoizomep abo hapmaLeBTUHMHO NPUAHATHY Cinb, Ae m gopiBHtoe 0, n gopiBHoe 0, q AOPIBHIOE 2, i
p aopiHioe 1. B iHWoOMY BapiaHTi 3ailicHeHHs1 npeactaBneHo cnonyky dopmynu (1), ae R'2 asnsie
cob6oto H, i R'® saiBnsie coboto H. B iHWOMY BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky cdopmynu (1),
e R'2 apnsie coboto Crsankin, i R aense coboto H. B iHWOMY BapiaHTi 3ailiCHEHHS NpeaCTaBRNEHO
cnonyky cdopmynu (I), ae R' gBnse coboio -CHs, i R sBnse coboio H. B iHwoOMy BapiaHTi
3ailicHeHHst npeactaeneHo cnonyky dopmynu (1), ne R'2 aensie coboto H, i R'® aBnse cobow Ci-
sankin. B iHwWomMy BapiaHTi 3aiicHeHHs npeacraesneHo cnonyky dopmynu (), ae R'2 asnse coboto H, i
R'3 apnge coboto -CHs. B iHWOMy BapiaHTi 3gincHeHHA npeacraeneHo cnonyky dopmynm (I), ae R12
saBnsae coboto Cieankin, i R aenae coboto Cisankin. B iHWoOMy BapiaHTi 34iNCHEHHA NpeaCTaBMNeHo
cnonyky copmynu (), ae R'2 agnge coboto -CHs, i R'? asnse coboio -CHa.
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B iHwomy BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (1), ae R2 asnge coboto

R? N3fL

R

RO . B iHWIOoMy BapiaHTi 3aincHeHHAa npeacTtaBneHo cnonyky dopmynu (1), ae R12
aBnsie coboto H. B iHWoOMy BapiaHTi 3ailicHeHHS npeacTtaBneHo cnonyky cdopmynu (), ae R'2 aBnse
co6oto ranoreH. B iHWoMy BapiaHTi 3ailicHeHHS npeAcTaBneHo cnonyky dopmynu (1), ae R'2 asnsie
co6oto F. B iHWwoMy BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky dopmynu (I), ae R asnsie coboto
Ci-sankin. B iHwomy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky dopmynu (), ae R'2 sanse coboto -
CHs. B iHWwomMy BapiaHTi 3ailicHeHHs npeactaeneHo crnonyky dopmynu (1), ae R'? asnse coboto H, i
R'3 agnsie coboto H. B iHwomy BapiaHTi 3aiiCHEHHA npeacTtasneHo cnonyky dopmynu (1), ae R12
asnse coboto Cieankin, i R aende co6oio H. B iHWOMY BapiaHTi 34iNCHEHHA NPEACTaBNEHO CMONYKY
dopmynu (I), ae R'2 aende coboto -CHs, i R asnse cobow H. B iHwoOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dopmynu (1), ae R'2 aenae coboto H, i R aBnsie coboto Cisankin. B iHWOMY
BapiaHTi 3aiicHeHHA npeacTasneHo cnonyky dopmynu (1), ae R'2 aenae coboto H, i R'2 aensae coboto
-CHs. B iHWoOMy BapiaHTi 3ailicHeHHst npeacTtaBneHo cnonyky cdopmynu (1), ae R'2 aensie coboto Ci1.
sankin, i R'3 asnsie coboto Cisankin. B iHWOMY BapiaHTi 34iliCHEHHSA NpeaCcTaBneHo cnonyky hopmynu
(), ne R aensie coboto -CHs, i R'® aiBnsie co6oto -CHs. B iHWOMY BapiaHTi 3ailiCHEHHS NpeACcTaBNeHo

cnonyky copmynu (l), ae RS asnse coboiwo R® . B iHWwoMy BapiaHTi
3aificHeHHs npeacTtaBneHo cnonyky dopmynu (1), ae X asnse cobow -O-. B iHwoMy BapiaHTi
3aifcHeHHs npeactasneHo cnonyky dopmynu (1), ge X asnde coborw -N(R'€)-. B iHWoOMy BapiaHTi
3aifcHeHHa npeacTasneHo cnonyky dopmynu (I), ge X asnse coboto -N(H)-. B iHwomy BapiaHTi
3aifcHeHHs npeacTasneHo cnonyky cdopmynu (I), ge X asnsae coboto -N(CHas)-. B iHwoMy BapiaHTi
37iNcHeHHn npeacTtaeneHo cnonyky cdopmynu (1), ae X asnsie co6oto -N(R'6)-, i R'® asnsae coboto -Ci-
sankin-OH. B iHLWOMY BapiaHTi 34iNCHEHHA npegcTaBneHo cnonyky dopmynu (1), ae X asnse coboto -
CH:=N(R')CH2-. B iHWwoMy BapiaHTi 3aiicHeHHs npeacTaBneHo crnonyky cdopmynu (I), ae X sBnse
c06010 -CH2N(H)CH2-. B iHWwomy BapiaHTi 3aiicHeHHs npeactasneHo cnonyky dopmynu (1), ge X
asnse co6o1o -CH2N(CH3)CHe-. B iHWoOMy BapiaHTi 3giicHeHHA npeacraeneHo cnonyky dopmynum (1),
ae A gaensie coboo N. B iHWIOMY BapiaHTi 3a4ilCHEHHA npeactasneHo cnonyky dopmynu (1), ae A
sasnae cobow C(H). B iHwomy BapiaHTi 3aiiCHEHHs1 npeacTasneHo crnonyky dopmynu (1), ae v
aopisHioe 0. B iHWOMY BapiaHTi 3aiiCHEHHA npeacTaBneHo cnonyky copmynu (1), ae v aopisHioe 1. B
iHWOMY BapiaHTi 3A4iMCHEeHHs npeactaBneHo cnonyky dopmynu (), ae R2 sasnfe cobowo

Y
>
R5

E/}

B iHwomy BapiaHTi 3giicHeHHA npeacraBneHo cnonyky ¢dopmynu (I) abo T conbBaT, rigpar,
Taytomep, N-okcua, crepeocizomep abo drapMaUeBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR7?, Cisankin, CzsankiHin, CisranoreHankin, -C(O)NRER®, Cssumknoankin, Co.
oreTepouuknoankin, Cesicapun abo Cioretepoapun, pae Cooretepouuknoankin, -Cisankin-Co
oreTepouuknoarnkin, Ce1oapun abo Cioretepoapun HeobOB'sI3kOBO 3aMillieHi 1 abo 2 R'. B iHLoMy
BapiaHTi 34incHeHHA npeacTaeneHo cnonyky dopmynu (I) abo ii conbsar, rigpar, Taytomep, N-okeua,
ctepeoisomep abo capmaleBTUYHO NPUWAHATHY cinb, ae R* saBnsie co6ow ranoreH, -OR7, Ci.
sranoreHankin, Cooretepouuknoarnkin, Csioapun abo Cioretepoapun, ge Cooretepouyuknoankin, Ce.
1oapun abo Cioretepoapun HeobOB'A3k0BO 3amiweHi 1 abo 2 R'™4. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky dpopmynu (I) abo ii conbBaT, rigpat, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO NPUAHATHY Cinb, Ae R* aBnae cobow ranoreH. B iHWOMY BapiaHTi 34iWCHEHHS
npeacraeneHo crnonyky dpopmynu (I) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeoizomep abo
dapmaueBTUYHO NPUAHATHY Cinb, ae R* gaBnse cobow -Cl. B iHwomy BapiaHTi 3A0iWCHEHHS
npeacraeneHo crnonyky dpopmynu (I) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO MPUIAHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
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34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (I) abo 1i conbBar, rigpar, Taytomep, N-okcua,
cTepeoizomep abo drapmaueBTUHMHO NPUAHATHY cinb, Ae R* sisnse coboto -CFs. B iHWoOMy BapiaHTi
34ificHeHHs1 npeactaeneHo crnonyky cdopmynu (I) abo 1 conbBart, rigpatr, Taytomep, N-okcua,
cTepeoizomep abo chapmaueBTUYHO NPURHATHY Cinb, ae R* saBnse coboto -OR7. B iHWwoMy BapiaHTi
34ificHeHHs1 npeactaeneHo crnonyky cdopmynu (I) abo 1 conbBart, rigpatr, Taytomep, N-okcua,
cTepeoisomep abo papmaleBTUYHO NPUIHATHY cinb, e R* siBnsie coboto -OR7, i R” aBnsie coboto C1.
sranorenankin, -Cieankin-OH, Ceroapun abo Cioretepoapun, ae Ce.ioapun abo Cioretepoapun
HeobOB'I3KOBO 3amiwlieHi 1 abo 2 R'™. B iHwoMy BapiaHTi 34iliCHEHHSI NpeACTaBNEHO CMONyKy
dopmyrm () abo Ti conbear, rigpar, taytomep, N-okcua, crepeoizomep abo apMaueBTUYHO
NPUWHATHY Cinb, ae R* aBnae coboto -OR7, i R7 aense cobow CisranoreHankin, Cetoapun abo Ci.
oreTepoapun, ae Ceroapun abo Cioretepoapun HeoOOB'A3KOBO 3amiwieHi 1 a6o 2 R'™. B iHwoMy
BapiaHTi 34incCHeHHA npeacTaeneHo cnonyky dopmynu (I) abo ii conbsar, rigpar, Taytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin. B iHWoMy BapiaHTi 34iliCHEHHS npeacTasneHo cnonyky ¢dopmymu () abo i conbsar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmaLeBTUYHO NPURHATHY cinb, e R* siensie co6oto
-OR7, i R” aBnsae coboto -CFz. B iHWoMYy BapiaHTi 3ailicHeHHs npeacTaBneHo crnonyky copmynu (1)
abo 1i conbaar, rigpart, Taytomep, N-okcua, crepeocisomep abo dapmMaueBTUMHO MPURHATHY Cinb, Ae
R* saBnse coboto -OR7, i R’ aBnse cobow -Cieankin-OH. B iHWoMy BapiaHTi 3A4iliCHEHHS
npeacraeneHo crnonyky dpopmynu (I) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeoizomep abo
dhapmaueBTUYHO MPUIAHATHY cinb, e R* aBnse cobow -OR7, i R7 asnse co6ow Cesioapun abo Ci-
oreTepoapun, ae Ceroapun abo Cioretepoapun HeoOOB'A3KOBO 3amiwieHi 1 a6o 2 R'™. B iHwoMy
BapiaHTi 34incHeHHA npeacTaeneHo cnonyky dopmynu (I) abo ii conbsar, rigpar, Taytomep, N-okeua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMiauHinGd nipuamsumHin abo nipasuHin, ae dexin, nipuaun, nipuMiguHin,
nipuanaunHin abo nipasuHin HeobOB'sI3KOBO 3aMilleHi ranoreHom abo Ci.sranoreHankinom. B iHWomy
BapiaHTi 34incHeHHA npeacTaeneHo cnonyky dopmynu (I) abo ii conbsar, rigpar, Taytomep, N-okeua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3unHin abo nipasuHin € HesamilleHuMun. B iHWIOMY BapiaHTi 34iWCHEHHA NPeaCTaBNEHO CMONyKy
dopmyrm () abo Ti conbear, rigpar, taytomep, N-okcua, crepeoizomep abo apMaueBTUYHO
NPUIRHATHY cinb, ae R* aense coboto -OR’, i R7 saABnsie coboto deHin, nipuaun, nipumiauHin,
nipuauaundin abo nipasudin, ge eHin, nipnaun, nipuMiauHin, nipuan3ndin ado nipasuHin saMilleHi
ranoreHom abo Ci.eranoreHankinom. B iHLWOMY BapiaHTi 34iNCHEHHA NpeacTaBneHo cnonyky hopMynm
(I) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeoisomep abo cdapMaueBTUYHO NPUIHATHY CiMlb,
ae R* aBnse cobow -OR7, i R7 sBnde coboto deHin, nipuaun, nipuMmiguHin,d nipuausuHin ado
nipasuHin, ge deHin, nipuaun, nipumiguHin, nipuamsuHin abo nipasuHin 3amiweHi -Cl abo -CFs. B
iHLIOMY BapiaHTi 34iNCHEeHHA npeacTaBneHo cnonyky dopmynu (I) abo i conbBar, rigpart, TayToMep,
N-okcua, ctepecizoMmep abo dapMaleBTUYHO MPURHATHY Cinb, e R* saiBnsie coboto Ca.sUMKnoankin,
HeobOB'I3KOBO 3amiuwleHuit 1 abo 2 R'4. B iHWwoMy BapiaHTi 3AiNCHEHHA MpeaCTaBNEHO CMOMyKY
dopmyrm () abo Ti conbear, rigpar, taytomep, N-okcua, crepeoizomep abo apMaueBTUYHO
NPUAHATHY cinb, ae R* sBnse coboto HesamiweHuin Cssumknoankin. B iHWoOMy BapiaHTi 34iNCHEHHS
npeacraeneHo crnonyky dpopmynu (I) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeoizomep abo
dapmaUeBTUYHO NPUWHATHY Cinb, ae R* sBnse cobow CogreTepoumknoankin, Heob0B'A3KOBO
3amiweHnin 1 abo 2 R'™. B iHwoOMYy BapiaHTi 3ailicHeHHA npeacTaeneHo cnonyky dopmynu (I) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
AaBnge cobo HesamiweHun CooreTepouuknoankin. B iHWoMy BapiaHTi 34iNCHEHHA NpeacTaBneHo
crnonyky copmynu (I) abo Ti conbsart, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMalueBTUYHO
NPURHATHY Cinb, Ae R* aense coborw Cooretepouuknoankin, samiweHmn 1 abo 2 R'4. B iHwomy
BapiaHTi 34incCHeHHA npeacTaeneHo cnonyky dopmynu (I) abo ii conbear, riapar, Taytomep, N-okeua,

8 %—N: >
cTepeoisomep abo (paplvlau,eBTMqu NPUAHATHY Cinb, p,e R* siBnsie coboto G ,

o fﬁ 2T+ o w)d %D%
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iHLLOMY BapiaHTi 3/J,IVICHeHHF| npeacraBneHo Cnonyky (poplvlynm (I) abo ii conbear, rmpaT TayTowlep,
N-okcua, crepeoizomep abo cdapmaueBTUMHO NPUAHATHY Cinb, Ae R* asnse coboto Ci-eretepoapun,
HeoboB'A3k0BO 3amiwleHnn 1 abo 2 R'. B iHWOMY BapiaHTi 34iNCHEHHS MPEeaCTaBNEHO CMONyKY
dopmynm () abo Ti conbBar, rigpar, Taytomep, N-okcua, crtepeoizomep abo dapmMalUeBTUYHO
NPUIAHATHY cinb, e R* aBnse coboto HesamiweHnit CioreTepoapun. B iHWOMY BapiaHTi 34iNCHeHHN
npeacraeneHo crnonyky dpopmynu (I) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeoizomep abo
dhapmaueBTUYHO NPUAHATHY cinb, ae R* aBnse coboto CzgoreTepoapun, 3amiwleHuin 1 abo 2 R™. B
iHLIOMY BapiaHTi 34iNCHEeHHA npeacTaBneHo cnonyky dopmynu (I) abo i conbBar, rigpart, TayToMep,
N

=]

N-okcug, crepeoisomep abo apMaueBTUYHO MPURHATHY cinb, Ae R* aBnae cobow ST

/|N

) H’}%Cmo )

B |H|_u0|v|y BapIaHTI 30iMCHEHHA nNpeacCTaBneHo cnonyKy dopmynu (I), ne R5 aBnse cobowo H,
ranoreH, Cieankin, Cieranorenankin, CieranoreHankokcu. B iHWoMy BapiaHTi 34iNCHEHHA
npeacraeneHo cnonyky dopmymm (1), ae R5 aende cobowo H. B iHWOMYy BapiaHTi 34iACHEHHSA
npeacraeneHo cnonyky dopmynu (I), ae R aenae coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dopmynu (l), ae R® sense cobow -Cl. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (l), ae R5 aBnsae cobow -F. B iHWoOMy BapiaHTi 34iACHEHHSA
npeacraeneHo crnonyky cdopmynu (1), ae R5 asnge coboto Cisankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactaeneHo cnonyky dopmynu (1), ae R® aBnsie coboto -CHs. B iHWoOMY BapiaHTi 3[ilCHEHHS
npeactaeneHo cnonyky dopmynu (I), ae RS aBnse coboiwo CigranoreHankin. B iHwoMy BapiaHTi
3aiicHeHHst npeactaBneHo crnonyky cdopmynu (I), ae R® saBnsie cobot -CFs. B iHWoOMY BapiaHTi
3aiicHeHHs npeacTtaBneHo cnonyky dopmynu (1), ne R® aBnsie coboto CisranoreHankokcu. B iHLomy
BapiaHTi 3ailicHeHHs npeacTtasneHo cnonyky cdopmynu (1), ae RS aensie coboto -OCFs.

B iHwomMy BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky cdopmynu (1), Ae R® aBnse coboio H. B
iHLWIOMY BapiaHTi 3aiiCHEHHs1 npeacTaBneHo cnonyky dopmynu (1), ae R® aenae cobow ranoreH. B
iHLIOMY BapiaHTi 34inCHEHHA npeacTtaBneHo cnonyky cdopmynu (1), ae R® asnsae coboto -Cl. B iHWIOMY
BapiaHTi 34iiCHeHHA npeacTasneHo cnonyky dopmynu (1), ae R® aBnse coboto -F. B iHWOMY BapiaHTi
34ificHeHHs1 npeacTtaeneHo cnonyky dopmynu (1), ae R aBnse coboto Cisankin. B iHWomy BapiaHTi
34ifiCHEHHs npeacTasneHo cnonyky dopmynu (1), ae R8 aBnae coboto -CHa.

B aeskux BapiaHTax 34iMCHEHHA NpeacTaBneHo cnonyky dopmynu (1Y,

O

I

R3 '\‘l AN R2
N\

R"  oopmyna (1",
ae

R asnse coboro -C(O)OR'™ abo -C(O)NR™R;
R2 asnsie coboto H, ranoreH, C+ sanKin abo CisranoreHankin,

R4
EA\} (2 C—FH N% Q i
R® = R13 (\ \/\J

6 13
R® saense coboto R , R
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R4 RS
A q m q m
R5 Yo q m R § N N_% R < Y “N
7 N N'§' z 12 z 12 N—§-
RS Ri2 R¥ g3 P n R R13 P n
R5 R5
“Pon

R13 p n

N

i g 5 4 &

4 R? N R4
RSR A\ v /Q3€ R5 A\ \) R5 A\ N

X R13 R'2 % X Z

R6 , R6 abo RS :

A asnse coboto N abo C(H);

X aBnse coboto -O-, -N(R'8)- a6o -CH2N(R'6)CH2-;

Y aBnsie coboto -CHe- abo -C(O)-;

Z asnge coboto -S-, -0O- abo -N(R'8)-;

R* aBnse coboio H, ranoreH, -OR7, Cisankin, CozeankeHin, Cosankidin, CisranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.1oapun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heo6OB'sI3K0BO 3aMillieHi 1 a6o 2 R4,

R5 aBnsie coboto H, ranoreH, Ci-sankin, Ci-sranoreHankin, CisranoreHankokc abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KoxkHMi R8 i koxkHuin R® He3anexxHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asory,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

koxxHui 3 R0 i R HesanexHo aBnsie coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnsae coboto H abo Ci-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
C1eankin-OH, Cssuuknoankiny, -C(O)NRER?, -SO2-C1-sankiny i -N(R")C(O)-C1-sankiny;

RS aBnsie coboto H abo Ci-sankin;

R'8 apnse coboto H, Cisankin, -C(O)-Ci.sankin abo -CH2CO2H;

R'7 apnsie coboto H abo Ci-sankin;

R'8 apnsie coboto H abo Ci-sankin;

v aopieHtoe 0 abo 1;

n aopisHioe 0 abo 1;

m gopisHioe 0 abo 1;

p aopisHioe 0, 1 abo 2; i

g aopisHioe 0, 1 abo 2;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb.

B iHwomy BapiaHTi 3aiicHeHHs npeactaeBneHo crnonyky cdopmynm (I, ae R' siBnsie coboio -
C(O)OR'. B iHWwoMy BapiaHTi 3aiicHeHHs1 NnpeacTaBneHo cnonyky dopmynu (1), ae R aBnse coboto -
C(O)OR'™, i R apnse coboto H. B iHWOMY BapiaHTi 34iicHeHHs npeacTaBneHo cnonyky dopmynu (1),
ae R' aense coboto -C(O)OR'™, i R™ gaense coboto Creankin. B iHWoOMy BapiaHTi 34iliCHEeHHs
npeacrasneHo crnonyky cdopmynu (I, ae R' asnse cobowo -C(O)OR'™, i R'® aense coboto -CHs. B
iHLWOMY BapiaHTi 3giicHeHHs npeacTasneHo cnonyky dopmynu (1), ae R' asnsie coboto -C(O)NROR™,
B iHWwoMy BapiaHTi 3gincHeHHA npeactasneHo cronyky dopmynu (I, ae R!' sBnae coboiw -
C(O)NR'R", R'® gsnse cobowo H, i R'" gasnse coboiwo H. B iHwomy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmymu (I, ae R asnsfe cobow -C(O)NR'OR', R0 asnse cobow H, i R
asnse cobol Cieankin. B iHWOMY BapiaHTi 34incHeHHA npeacrasneHo cnonyky dopmynu (I'), ge R!
anae cobow -C(O)NR'OR', R0 genae cobow H, i R dasnse cobow -CHs. B iHwWoOMy BapiaHTi
3gificHeHHs npeacTasneHo cnonyky ¢dopmymu (I), gae R' ssnse cobow -C(O)NR'OR', R gsnse
coboto Cieankin, i R'" asnsie coboto Ci-sankin. B iHWoMy BapiaHTi 34iliCHeHHA NpeaCcTaBneHo Cnonyky
dopmynu (I'), ae R' asnge coboto -C(OINR'OR™, R0 asnsae coboto -CHs, i R anae coboto -CHs.

B iHWwoMy BapiaHTi 3ailicHeHHst npeAcTtaBneHo cnonyky dopmynu (1), ae R? sesnsie coboto H. B
iHLWoMY BapiaHTi 3iicHEHH1 npeacTtaBneHo cnonyky cdopmynu ('), ae R? siBnsie coboto ranoreH. B
iHLoOMY BapiaHTi 3ailicHeHHS npeAcTaBneHo cnonyky dopmynu (I'), ae R? sensie co6oto -Cl. B iHwomy
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BapiaHTi 3aincHeHHA npeacTasneHo cnonyky dopmynu (1", ae R2 sense coboto Cieankin. B iHWOMY
BapiaHTi 34iicHeHHs npeacraBneHo cnonyky dopmynu (I'), ae R2 aBnsae cobow -CHsz. B iHWOMY
BapiaHTi 34ilicHeHHA npeAcTaBneHo cnonyky cdopmynu (1Y), ae R? aBnsie cobolo CieranoreHankin. B
iHLWoMYy BapiaHTi 3filcHeHHs1 npeacTaBneHo cnonyky dopmynu (1), ae R? sisnsie coboto -CFa.

B iHwomy BapiaHTi 3ailicHeHHss npeactaeneHo cnonyky dopmynu (I'), ne R® aBnsie coboto

N
R* >

R5
i R13

RO . B iHWomy BapiaHTi 3aiiicHeHHA npeacTasneHo cnonyky dopmynu (I'), ae R

I;%L
4 (_ R12
R A\ N‘)—

RS
Z R

saBnsae coboto R® . B iHwWoMy BapiaHTi 34iNCHEHHA npeacTaBNeHo Cnonyky
Ve
—N
R4
5 A\ N‘g
R 12
Z R R
dopmynn (1Y, ne R3® gaense cobolo RE . B iHwomy BapiaHTi 34iNCHEHHS

npeacraeneHo cnonyky cdopmynu (1), ae A aBnse coboto N. B iHWOMY BapiaHTi 34iNCHEHHS
npeacraeneHo crnonyky dopmynu (I, ae A aende cobotwo C(H). B iHwomy BapiaHTi 34iiCHEHHS

R4

R5 / \ N(\JN
z \/\ 12

npeacTasneHo cnonyky dopmynu (I, ae R® sBnsie co6oio R®  RY B inwomy

BapiaHTi  34iMCHEeHHA npeacraBneHo crnonyky dopmynm  (I), age R3  genae  cobowo

R4
RS %
atie
Z \ N\)\Ru

R™ . B iHWoOMY BapiaHTi 3aiiicHeHHa npeacTaBneHo cnonyky dopmynu (1), ae
R4

R5

R6
/3 I/\N%
7 N

R? siBnsie oGO0 R™ R B jHwomy BapiaHTi 3AilICHEHHS NPEACTABMIEHO CMOMYKY
R4

R5

dopmyrim (1), oe R3® asnge coboro B iHwWomy BapiaHTi 34iNCHEHHSA

R4

N N%
e S
Z R12
npeacTasneHo cnonyky copmynm (I, ae R? siBnsie co6oto R'3 . B iHwomy
BapiaHTi  3JiNCHEHHA npeactaBneHo cnonyky dopmynm (1), age RS2 genae  cobowo
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R5

R™ R B jHwomy BapiaHTi 3ailicHeHHs npeacTasneHo cnonyky copmymu (I'), ae Z
asnse coboto -S-. B iHWOMy BapiaHTi 34iicHeHHa npeacTasneHo cnonyky dopmynu (1), ae Z ssnge
c06010 -O-. B iHWOMy BapiaHTi 3gincHeHHA npeacTaeneHo cnonyky dopmynu (1), ae Z asnse coboto -
N(R'8)-. B iHWOMY BapiaHTi 34iNCHEHHA npeacTasneHo cnonyky dopmymm (I, ae Z asnse coboio -
N(H)-. B iHwoMy BapiaHTi 34iliCHEHHA npeacTaeneHo cnonyky dopmynu (I, age Z asnae coboto -
N(CHs)-. B iHwomy BapiaHTi 3giiicHeHHsA npegcTasneHo cnonyky dopmynu (1Y), ae R'? asnsie coboto H,
i R aBnsie coboto H. B iHwoMy BapiaHTi 3aiicHeHHA npeactasneHo crnonyky dopmynu (I'), ae R™2
aBnse coboto Cisankin, i R’ aensae cobowo H. B iHWoOMy BapiaHTi 3ailicCHeHH:A NpeaCcTaBneHo Cnonyky
dopmynu (1), oe R'™ aense coboto -CHs, i R aense coboo H. B iHWOMY BapiaHTi 3aiiCHEHHS
npeactasneHo cnonyky dopmynu (I, ae R'2 agnsie coboto H, i R aBnsie coboto Cysankin. B iHwomMy
BapiaHTi 34incHeHHA npeacTaBneHo cnonyky dopmynu (I'), ae R'2 aensae coboto H, i R aense coboto
-CHa. B iHWIOMY BapiaHTi 3aincHeHHs1 npeacTasneHo cnonyky dopmynu (I'), ae R'2 aense coboto Cy-
sankin, i R'® asnse coboto Cieankin. B iHWOMy BapiaHTi 34iACHEHHS NPEeACTaBNEHo Cnonyky popmynu
(I, oe R'2 apnge coboto -CHs, i R'3 sBnsie coboro -CHs.

B iHwomy BapiaHTi 3aiicHeHHA npeactaBneHo cnonyky dopmynu (I), ae RS aBnse coboio

4
R A
5 oy q m
R
= \N N—é—
RS Ri2
R13 P " B iHLLOMY BapiaHTi 34iNCHEHHS npeAcTaBneHo cnonyky opmynu (1Y, ae
A sBnse coboto N. B iHWomy BapiaHTi 3aiicHeHHa npeacrtaBneHo cnonyky dopmynu (I'), ae A aBnsae
coborwo C(H). B iHIJJOMy BapiaHTi 3ailicHeHHs npeacTtaBneHo crnonyky cdopmynu (1), ae R2® sBnse

R? Y

_§_
R13 P

coboio ) IHIJJOMy BapIaHTI 3/J,IVICHeHHF| NpPeAcTaBreHo CronyKy

dopmynu (I, ae R® saBnsie coboto . B iHWoMy BapiaHTi 3ailCHEHHS
npeacrtasneHo cnonyky dopmynu (1), ae Z saenge cobow -S-. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky cdopmynu (I, ge Z gasnse cobow -O-. B iHWoOMy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynu (I'), ae Z asnse cobow -N(R'8)-. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynu (I, ge Z asnse cobow -N(H)-. B iHWwoOMy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynu (I'), ae Z ssnse cobow -N(CHs)-. B iHWoOMYy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dopmynu (I, ae Y aense cobow -CHz-. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynu (1, ge Y asnse coborw -C(O)-. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (I') abo ii conbBart, rigpart, Taytomep, N-okcua, ctepeoisomep abo
dapMmaueBTUYHO NPURHATHY Cinb, A€ M AopiBHIoe 1, n gopiBHioe 1, g gopiBHIOE 1, | p gopisHioe 1. B
iHLIOMY BapiaHTi 3aificHeHHs1 npeacTtaBneHo cnonyky dopmynu (I abo ii conbBart, rigpart, TayToOMep,
N-okcug, crepeoisomep abo dhapmMaueBTUHHO NPUIHATHY Cinb, Ae m gopisHioe 0, n AopisHIoE 1, q
JOpIiBHIOE 2, i p AopiBHIOE 1. B iHWIOMY BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynu (1) abo
il conbBar, rigpat, Taytomep, N-okcua, crepeoizomep abo hapMaueBTUYHO MPUIRHATHY Cinb, Ae M
aopisHioe 1, n pgopiBHioe 1, g gopiBHoe 0, | p AopiBHIoE 2. B iHWOMY BapiaHTi 34iMCHEHHSA
npeacraeneHo cnonyky cdopmynu (I') abo ii conbBart, rigpart, Taytomep, N-okcua, ctepeoisomep abo
dapMmaueBTUYHO NPURHATHY Cinb, A€ M AgopiBHIoe 1, n gopisHioe 1, g gopiBHoe 1, i p gopisHioe 0. B
iHLIOMY BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky dopmynu (I abo 1i conbBart, rigpar, TayToMep,
N-okcug, crepeoisomep abo dhapmaueBTUUHO NMPURHATHY Cinb, A€ m gopieHioe 0, n gopisHioe 0, g
AopisHIoE 2, i p AopisHioe 1. B iHWOMY BapiaHTi 34ilCHeEHHS npeacTaBneHo cnonyky cgopmynu (1), ae
R'2 aBnsie coboto H, i R'® aBnsie co6oto H. B iHWoOMY BapiaHTi 3aiiCHEHHS NPeACTaBNEHO CMOMyKY
dopmynu (I, ae R asnse coboto Cisankin, i R asnse coboto H. B iHWoOMY BapiaHTi 3aiiCHEHHS
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npeacraeneHo cnonyky dopmynu (I, ae R'2 apnae cobot -CHs, i R'3 aenge coboto H. B iHWoOMy
BapiaHTi 34inCHeHHA npeacTaBneHo cnonyky dopmynu (I'), ae R'2 aensae coboto H, i R gaense coboto
Ci-sankin. B iHLWOMY BapiaHTi 3gilicHeHHs1 npeacTaBneHo cnonyky cdopmynu ('), ae R'? apnse co6oto
H, i R'® aBnsae coboto -CHa. B iHWOMY BapiaHTi 3aiicHeHHs npeactasneHo cnonyky dopmynu (I, ae
R™2 gaBnsie coboiw Cisankin, i R'® aBnse coboto Cisankin. B iHWoOMY BapiaHTi 3AiliCHEHHS
npeacrasneHo cnonyky copmynu (I, ae R'2 asnse coboo -CHs, i R'® aBnsie co6oto -CHs.

B iHwomy BapiaHTi 3ailicHeHHss npeactaeneHo cnonyky dopmynu (I'), ne R® aBnsie coboto

R? NZ

R AE ﬂ’< 9»
Z X R13 R12

RS . B iHWwomMy BapiaHTi 3aiicHeHHs npeacrasneHo cnonyky dpopmynu (1Y, ae
R'2 aensie coboto H. B iHwWoMy BapiaHTi 34iCHEHHA npeacTaBneHo crnonyky dopmynu (I, ae R12
sBnsAe coboto ranored. B iHWOMY BapiaHTi 34iMCHEHHA npeacTtaBneHo cnonyky dopmynu ('), ae R12
saBnsae coboto F. B iHWOMY BapiaHTi 3ailcHeHHA npeacraBneHo cnonyky cdopmynu (I'), ae R'2 aenge
c06010 Cisankin. B iHwWoMy BapiaHTi 3gincHeHHs npeacraeneHo cnonyky dopmynu (I'), ae R'2 asnse
cobor -CHs. B iHWwomMy BapiaHTi 3gilicHeHHs npeactaBneHo crnonyky cdopmynu (I'), ae R'? aense
coboto H, i R'® aensie coboto H. B iHLIOMY BapiaHTi 3iicHeHHsi npeacTaBneHo cnonyky cdopmynu (1%,
e R'2 apnsie coboto Crsankin, i R aense coboto H. B iHWOMY BapiaHTi 3ailiCHEHHS NpeaCTaBRNEHO
cnonyky cdopmynu (I'), ae R'2 asnse cobow -CHs, i R saense cobowo H. B iHwomy BapiaHTi
3ailicHeHHst npeactaBneHo cnonyky dopmynu (1), ae R'? aensie coboto H, i R asnse coboto Ci-
sankin. B iHwomy BapiaHTi 3aiicHeHHa npeactaeneHo crnonyky dopmynu (I'), ae R'? asnse coboto H, i
R'2 apnse cobot -CHs. B iHWOMY BapiaHTi 3gincHeHHsA npegcrtasneHo cnonyky dopmynu ('), ae R12
saBnsae coboto Cieankin, i R aenae coboto Cisankin. B iHWoOMy BapiaHTi 34iNCHEHHA NpeaCTaBMNeHo
cnonyky dopmynu (I'), ae R'2 agnae cobotw -CHs, i R aBnfe cobow -CHsz. B iHWoOMY BapiaHTi

3aiicHeHHst npeactasneHo cnonyky dopmynu (I'), ne R® aBnsie coboto R®

B iHwomMy BapiaHTi 3gincHeHHA npeactaeneHo cnonyky dopmynmn (1), ae X asnse coborw -O-. B
iHLOMY BapiaHTi 34iNCHeHHA npeacTtasneHo cnonyky dopmynu (1), ae X asngae cobow -N(R'6)-,
iHWOMY BapiaHTi 34inCHEHHA npegcTaBneHo cnonyky dopmynu (I, ge X asnse coboto -N(H)-.
iHLIOMY BapiaHTi 34iMCHEeHHA npeactaeneHo cnonyky dopmynu (1), ae X asnsae cobow -N(CHs)-.
iHLWOMY BapiaHTi 34iNCHEeHHA npeactasneHo cnonyky dopmynn (1), ge X sasnge cobow
CH2N(R'6)CH2-. B iHwoMy BapiaHTi 3aiiCHEeHHs npeactasneHo cnonyky dopmynu (I, ge X ssnse
c06010 -CH2N(H)CH2-. B iHwoMy BapiaHTi 3gilicHeHHA npegctasneHo crnonyky dopmynm (I, ge X
asnse cobot -CH2N(CHs)CH2-. B iHWoMy BapiaHTi 3gincHeHHsA npeactasneHo cnonyky dopmynu (1Y,
ae A sense co6oto N. B iHwoMy BapiaHTi 3aiicHeHHA npeactasneHo cnonyky dopmynu (1), ae A
asnae coboto C(H). B iHWoOMy BapiaHTi 3aiiCHEHHA npeactasneHo cnonyky cdopmynun (I, ae v
aopisHioe 0. B iHWOMY BapiaHTi 34iiCHeHHA npeacTaeneHo cnonyky dopmynu (1Y), ae v aopisHIoE 1.
B iHwoMy BapiaHTi 3ailicHeHHs npeactaeBneHo cnonyky dopmynu (I), ae R® sBnse coboio

%,

DWW

B iHWoOMYy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky dopmynu (1) abo ii conbBart, rigpar,
Taytomep, N-okcua, crepeocizomep abo drapMaUeBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR7?, Cisankin, CosankiHin, Cieranorenankin, -C(O)NR8RS®, Cagretepoumknoankin, Ce.
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHWOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (I') abo ii conbear, rigpaT, Taytomep, N-okcua, ctepeoisomep abo
dapmaleBTUYHO MPURHATHY Cinb, ge R* aBnge cobow ranoreH, -OR7, Cieranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOoB'sI3kOBO 3amiweHi 1 abo 2 R'™. B iHWOMY BapiaHTi 34iMCHEHHSI NpeaCTaBneHo
cnonyky ¢copmynu (I) abo i conbear, rigpar, Taytomep, N-okcua, crepeoizomep abo
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dapmaleBTUYHO NPUAHATHY Cinb, Ae R* aBnae cobow ranoreH. B iHWOMY BapiaHTi 34iWCHEHHS
npeacraeneHo cnonyky cdopmynu (I abo 1i conbear, rigpaT, Taytomep, N-okcua, ctepeoisomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky cdopmynu (I') abo ii conbBart, rigpart, Taytomep, N-okcua, ctepeoisomep abo
dapMaleBTUYHO MpPUIHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky ¢dopmynu (I abo i conbBart, rigpar, Taytomep, N-okcua,
cTepeoisomep abo dapMaleBTUYHO NPUIWHATHY cinb, e R* aBnsie coboto -CFs. B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaeneHo crnonyky ¢dopmynu (I abo i conbBart, rigpart, Taytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky ¢dopmynu (I abo i conbBart, rigpar, Taytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiweHi 1 abo 2 R'. B iHwomy BapiaHTi 34iiCHEHHs npeacTtaBneHo cnonyky dopmynu (I abo ii
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky cdopmynu (I') abo ii conbBart, rigpart, Taytomep, N-okcua, ctepeoizomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, e R* aABnsfe coboto -OR’, i R sBnse cobow -CFs. B iHwoMy
BapiaHTi 3aincHeHHA npeactasneHo crnonyky opmynu (I') abo ii conbBart, riapar, Taytomep, N-okeua,
cTepeoisomep abo hapmaleBTUYHO NPUIHATHY cinb, Ae R* aBnse coboto -OR7, i R” aBnsie coboto Cs.
1wapun abo Ci.oretepoapun, ae Ce.r10apun abo Ci.oreTepoapun HeoOOoB'A3kOBO 3amileHi 1 abo 2 R™.
B iHwoMy BapiaHTi 3ailMcHeHHs1 npeactaeBneHo cnonyky dopmynu (I abo 1i conbear, rigpart,
TayTomep, N-okcug, ctepeoisomep abo apmaueBTUIHO NPURHATHY cinb, Ae R+ asnse coboto -OR7, i
R7 aBnde coboto cpeHin, nipuaun, nipumiauHin, nipuansudHin abo nipasuHin, ae deHin, nipungun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeOOOB'A3KOBO  3aMilleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMY BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynun (I abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
aBnsie coboto -OR7, i R” aBnsie co6oto dheHin, nipuaun, nipumiauHin, nipuausndin abo nipasuHin, ae
deHin, nipuaun, nNipuMiguHin,d nipuaMsuMHin abo nipasuHin € HesamiweHuMmu. B iHWomy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky ¢dopmynu (I abo i conbBart, rigpar, Taytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky ¢dopmynu (I abo i conbBart, rigpar, Taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWOMY BapiaHTi 34iIMCHEHHA NPEeACTaBMNeHO
cnonyky ¢copmynu (I) abo i conbear, rigpar, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiwleHnin 1 a6o 2 R'™. B iHWoOMY BapiaHTi 3ailicHeHHs npeacTaBneHo crnonyky dopmynu (1) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢copmynu (I) abo i conbear, rigpar, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTUHHO NMPUIRHATHY Cinb, e R* Asnse coboto CaoreTepounknoankin, samiwenni 1 abo 2 R4,
B iHwoMy BapiaHTi 3ailMcHeHHs1 npeactaeBneHo cnonyky dopmynu (I abo 1i conbear, rigpart,
Taytomep, N-okcua, crepeoisomep abo dapMauUeBTUYHO MNPUWAHATHY cinb, ae R* gaBnge coboto

'E_NG, 'E_NQ, -§—N/\:><; -§—N/\:>—F, -%—N/\:/\N<], -%—NCO, -§—N®o
%—N@O, -§—Ni>o, -%—Né %N;j %—N(]/F, £N | %NQ—OH

NH

£N o/, %NWH, “E'NQ_/{HZ, §—N/\:>—3020H3, %N/\:>7>/'_

O
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%N\ﬁ{j ML
H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu

(IN abo ii conbBar, rigpat, Taytomep, N-okcua, crepeoizomep abo papmaleBTUUHO NPUAHSATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky ¢dopmynu (I abo i conbBart, rigpar, Taytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUWHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWOMy BapiaHTi 3gincHEHHA npeacTaeneHo cnonyky dopmynu (1) abo ii conbaar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmMaLeBTUYHO NPUIRHATHY Cinb, Ae R* siBnsie co6oto
Cooretepoapun, 3aMiweHnin 1 abo 2 R™. B iHWwomy BapiaHTi 34iACHEHHS NpeacTaBneHO CRONyKy
dopmyrm (I abo i conbBar, rigpat, taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO

07 107 HA Y 0
7/ 7/ ~N
S], OJ, H , N— , _N> abo

NPUWHATHY cinb, ae R* aende coboio

B iHwomy BapiaHTi 3aificHeHHs1 npeactaeneHo cnonyky dopmynu (I, ae R® asnse cobow H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (I, ae R® aende cobow H. B iHWoOMy BapiaHTi 34iNCHEHHSA
npeactaeneHo cnonyky cdopmynu (I, ae R® siBnsie coboto ranoreH. B iHWoOMY BapiaHTi 3[iCHEHHS
npeactaeneHo cnonyky cdopmynu (I'), ae RS sense coGot -Cl. B iHWwoMy BapiaHTi 37ilCHEHHS
npeactaeneHo cnonyky cdopmynu (I'), ne R® aBnse cobot -F. B iHWoMy BapiaHTi 31ilCHEHHS
npeacTtaeneHo cnonyky dopmynu (I'), ae RS saiBnsie co6oto Cieankin. B iHWoOMY BapiaHTi 3ailiCHEHHS
npeactaeneHo crnonyky cdopmynu (I'), ne R® aBnsie coboto -CHs. B iHwoMy BapiaHTi 3AiliCHEHHS
npeactaeneHo cnonyky dopmynu (I'), ae R® aBnse coboi CisranoreHankin. B iHWomy BapiaHTi
34ificHeHHs1 npeactaeneHo crnonyky dopmynu (1), ae R® asnse cobow -CFs. B iHWOMY BapiaHTi
34ificHeHHs npeacTaeneHo cnonyky dopmynu (1N, ae R apnae coboto CrsranoreHankokcu. B iHwomy
BapiaHTi 34incHeHHA npeacTasneHo cnonyky dopmynu (1), ae R5 agnsae coboto -OCFa.

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacraBneHo cnonyky dopmynu (I'), ae R® asnse coboto H. B
iHLIOMY BapiaHTi 3aiicHeHHA npeacTasneHo cnonyky dopmynu (1), ae R® aBnae coboto ranoreH. B
iHLoMYy BapiaHTi 3ailicHeHHs npeAcTaBneHo cnonyky dopmynu (I'), ae R® sensie co6oto -Cl. B iHwomy
BapiaHTi 3ailcHeHHs npeacTaBneHo cnonyky dopmynu ('), ae R® saBnse coboto -F. B iHWoOMY BapiaHTi
3ailicHeHHs npeactasneHo cnonyky dopmynu (1), ae R® aensie coboto Cisankin. B iHWOMY BapiaHTi
3ailicHeHHs npeactasneHo cnonyky dopmynu (1), ae R® siensie coboto -CHs.

B iHWoMy BapiaHTi 3giicHeHHs npegctaBneHo cnonyky dopmynu (l), ska xapakTepusyeTbed

CcTpykTypoto chopmynu (la),

O
] M
R A Q ”&}Rz
R ' R12 R1
R13
RS dopmyna (1a),

e

R asnse coboro -C(O)OR'™ abo -C(O)NR™R;

R2 agnsie coboto H, ranoreH, Cisankin abo Ci.sranoreHankin;

A asnse coboto N abo C(H);

R* aBnse coboio H, ranoreH, -OR7, Cisankin, CozeankeHin, Cosankidin, CisranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.10apun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heo6OB'sI3K0BO 3aMillieHi 1 a6o 2 R4,

R5 aBnsie coboto H, ranoreH, Ci-sankin, Ci-sranoreHankin, CisranoreHankokc abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
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oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R'4:

KOXHMI R® i koxxHMIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoty,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

KoxxHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;

R'2 apnsie coboto H, ranoreH abo Ci-sankin;

RS ansie coboto H abo Ci-sankin;

KoxxHUi R'# He3zanexHo BubpaHwuii 3 ranoreHy, -OH, Cisankiny, CieranoreHankiny, C1-sankokcu, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

R'> ansie coboto H abo Ci-eankin; i

R'7 aBnsie coboto H abo C1-sankin;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHwomy BapiaHTi 3aiicHeHHs npeacTasneHo cnonyky dopmynu (1), ae R® asnge coboto

N
R* ),

R5
a R13

R® . B iHWIOMY BapiaHTi 3aiiCHeHHA npeacTaBneHo crnonyky dpopmynu (1), ae R3
o
N
R4 (:)_R12
5 S,
R
= R13
saBnsae coboto R® . B iHwWoMy BapiaHTi 34iNCHEHHA npeacTaBNeHo Cnonyky
““w,
N
R4 <
5 A\ N‘g
R 12
= R13 R

copmynm (I), e R siBnsie coboro~ R® :

B iHWIOMY BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dopmynu (la), ae R' asnse coboto -
C(O)OR'S. B iHWoOMy BapiaHTi 3aifiCHEeHHA npeacrasneHo cnonyky dopmynu (la), ae R asnse coboto
-C(O)OR™, i RS aBnsie coboto H. B iHWOMY BapiaHTi 34iliCHeHHS npeAcTaBneHo Cnonyky opMynu
(la), ae R aBnse coboto -C(O)OR'S, i R'® apnae coboto Cieankin. B iHwomy BapiaHTi 3aiiCHEHHSN
npeacrasneHo cnonyky cdopmynu (la), ae R' asnse cobow -C{O)OR', i R'® asnsae cobow -CHsz. B
iHWoMy BapiaHTi 3fidcHeEHHS1 npeactaBneHo cronyky dopmynu (la), ne R' saBnse coboio -
C(O)NR'™R"". B iHwWoMy BapiaHTi 3aiiCHeHHs1 npeacTaBneHo cnonyky cdopmynu (la), ae R' sense
coboo -C(O)NR'PR'", R0 gsnse cobotw H, i R"" asnae cobow H. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynm (la), ge R' asnse cobotw -C(O)NROR™, R0 aense cobowo H, i R
asnse cobot Cisankin. B iHWOMY BapiaHTi 34iRCHEHHA NpeacTaBneHo cnonyky gopmynu (1a), ge R?
anae cobow -C(O)NR'OR', R0 genae cobow H, i R dasnse cobow -CHs. B iHwWoOMy BapiaHTi
3aifcHeHHa npegctaeneHo cnonyky dopmynu (la), ge R' asnde cobow -C(O)NR'MR!, R0 gense
co6010 Cieankin, i R'" asnse coboto Cieankin. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNEHO CMONYKY
dopmynu (la), ae R ansie coboto -C{O)NR®R', R'® ansae coboto -CHs, i R'" aensae coboto -CHa.

B iHLIOMY BapiaHTi 3ailicHeHHs1 npeacTaBneHo crnonyky cdopmynu (la), oe R? sensie coboto H. B
iHLWoMYy BapiaHTi 3aiicHeHHs npeacTaBneHo crnonyky dopmynu (1a), ne R? asnsie coboto ranoreH. B
iHWoMmy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky copmynu (la), ae R? gaesnsie cobow -Cl. B
iHLoOMY BapiaHTi 3ailicCHeHHsI NnpeacTaBneHo cnonyky cdopmynu (la), ae R2 aense coboto Ci.sankin. B
iHWoMy BapiaHTi 3ilicHEHHs npeacTaBneHo cnonyky dopmynu (la), ae R? aBnse coboto -CHs. B
iHWOMY BapiaHTi 3A4iiCHEHHA npeAcTaBneHo cnonyky dopmynu (la), ae R2 gasnse coboto Ci.
sranoreHankin. B iHwomy BapiaHTi 34iMCHEHHs npeAcTaBneHo cnonyky ¢dopmynu (la), ae R? asnse
coboto -CFs.

B iHWIOMY BapiaHTi 34iMCHEHHS npeAcTaBneHo cnonyky dopmynu (1a), ae R'2 gensae cobowo H. B
iHLIOMY BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynu (la), ae R'2 apnsie coboto ranoreH. B
iHLIOMY BapiaHTi 3aiiiCHEHHS NpeAcTaBneHo cnonyky dopmynu (1a), ae R'2 apnae coboto F. B iHwWomy
BapiaHTi 3ailCcHEHHs npeacTaBneHo cnonyky dopmynu (l1a), ne R'2 sensie coboto Cisankin. B iHWomy
BapiaHTi 3ailicHeHHs npeacTaBneHo cnonyky dopmynu (la), ae R'2 aensie coboto -CHs. B iHwomMy
BapiaHTi 3aiicHEHHs npeacTaBneHo cnonyky cdopmynu (la), ae R'® aense coboto H. B iHwoMy
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BapiaHTi 34iNCHEHHA npeAcTaBneHo crnonyky popmynu (1a), ae R'3 agngae coboto Cisankin. B iHWOMY
BapiaHTi 34iNCHEHHA npeacraBneHo cnonyky dopmynu (la), ae R gaenae cobot -CHs. B iHWOMY
BapiaHTi 3AaiicHeHHs npeacTtaBneHo cnonyky cdopmynu (la), ae R'2 asnse coboto H, i RS asnse
co6oto H. B iHLWoMY BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky cdopmynu (la), ae R'2 aBnsie coboto
H, i R'® aBnsie coboto Cieankin. B iHWOMY BapiaHTi 3ailicHEHHS1 NpeAcTaBneHo cnonyky dopmynu (1a),
ne R'2 aensie cobolo H, i R aense cobot -CHs. B iHWOMY BapiaHTi 3aiiCHEHHS NpeacTaBneHo
cnonyky copmynu (la), ne R' saensie cobow Creankin, i R'® aense cobow H. B iHWoOMYy BapiaHTi
3ailicHeHHs npeacTaBneHo crnonyky dopmynu (l1a), ae R'2 aensie coboto -CHs, i R'® aiBnsie co6oio H. B
iHLIOMY BapiaHTi 34iliCHEHHA npeacTaBneHo cnonyky dopmynu (la), ae R'2 aensae coboto Cisankin, i
R'2 asnsie coboto Cisankin. B iHLWOMY BapiaHTi 34iiCHEHHA NpeacTaBneHo cnonyky dopmynu (la), ae
R'2 apnsie coboto -CHs, i R'® aiBnsie co6oto -CHa.

B iHWoOMyY BapiaHTi 34iliCHEHHS npeAcTaBneHo cnonyky dopmynu (la), ae A asnsie coboto C(H). B
iHLIOMY BapiaHTi 3aiNCHEHHA NpeacTaBneHo cnonyky opmynu (1a), ae A asnse coboio N.

B iHWoOMY BapiaHTi 34ilicCHEeHHs1 npeacTtaBneHo cnonyky dopmynu (la) abo 1i conbBar, rigpar,
Taytomep, N-okcua, crepeocizomep abo drapMaUeBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR’, Cisankin, Cosankinin, Cieranorenankin, -C(O)NRER®, Co.oretepoumknoankin, Ce
1oapun abo Cieretepoapun, ae Cooretepoumknoankin, -Creankin-Co.oretepouuknoanckin, Ce-rcapun
abo Cigoretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHwoMy BapiaHTi 3aifiCHeHHS
npeacraeneHo cnonyky popmynu (la) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTMYHO MpPUAHATHY cinb, ae R* saBnse coboto ranoreH, -OR7, Cisranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOB'A3KOBO 3aMilleHi 1 ato 2 R'™. B iHWOMy BapiaHTi 34iiCHEHHS] NPeACTaBnEHO
cnonyky ¢opmynu (la) abo 17 conbBart, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO NPUAHATHY Cinb, Ae R* aBnae cobow ranoreH. B iHWOMY BapiaHTi 34iWCHEHHS
npeacraeneHo cnonyky popmynu (la) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky popmynu (la) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO MPUIAHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky cdopmynu (la) abo ii conbsar, rigpart, taytomep, N-okcua,
cTepeoisomep abo dapMaleBTUYHO NPUIWHATHY cinb, e R* aBnsie coboto -CFs. B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (la) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUHHO NPUUHATHY Cinb, Ae R* asnsae coboto -OR’. B iHWwoMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (la) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ge Cs.i0apun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiweHi 1 abo 2 R'4. B iHWoMy BapiaHTi 34iiCHEHHA npeAcTaBneHo crnonyky dopmynu (la) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO NMPUAHATHY cinb, ae R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky popmynu (la) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, e R* aABnsfe coboto -OR’, i R sBnse cobow -CFs. B iHwoMy
BapiaHTi 34iMCHEHHs npeAacTaBneHo cnonyky cdopmynu (la) abo Ti conbBar, rigpar, Taytomep, N-
okcua, cTepeoizoMep abo hapMaueBTUMHO NPUIAHATHY Cinb, ae R* sBnse coboto -OR7, i R” asnge
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HeOOOB'A3KOBO 3aMilleHi 1
abo 2 R'™. B iHwomy BapiaHTi 34iiCHEHHA npeacTtaBneHo cnonyky dopmynu (la) abo 1i conbsar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
-OR’, i R7 agnge coboto deHin, nipuavun, nipumiguHin, nipnamandin aéo nipasuHin, ae dexin, nipnaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeoOOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMY BapiaHTi 34iACHEHHS npeacTaBneHo cnonyky dopmynu (la) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepeoisomep abo cdapmaleBTUMHO MPUAHATHY cinb, ae R*
aBnsie coboto -OR7, i R” aBnsie co6oto dheHin, nipuaun, nipumiauHin, nipuausndin abo nipasuHin, ae
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ifiCHEHHS1 npeacTaBneHo cnonyky dopmynu (la) abo ii conbsar, rigpart, taytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amilweHi ranoreHom abo CrieranoreHankinom. B iHWoOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (la) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMiauHinGd nipuaumsuHin abo nipasuHin, age deHin, nipuaun, nipUMiguHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky ¢opmynu (la) abo 17 conbBart, rigpart, Taytomep, N-okcua, crepeoizomep abo
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dapmaUeBTUYHO MNPUWHATHY Cinb, ae R* sBnse cobow CogreTepoumknoankin, Heob0B'A3KOBO
3amiweHnin 1 a6o 2 R'. B iHWOMY BapiaHTi 34iNCHEHHSA NpeacTaBneHo cnonyky dopmynu (la) abo ii
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUIAHATHY cinb, ae R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢opmynu (la) abo 17 conbBart, rigpart, Taytomep, N-okcua, crepeoizomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, ae R* sisnsie coboto CaereTepouuknoankin, samiwleHmin 1 abo 2 R,
B iHwomy BapiaHTi 3aiiCHEHHs1 npeAcTaBneHo cnonyky cdopmynu (la) abo 1i conbBaT, rigpar,
Taytomep, N-okcua, crepeoisomep abo drapmMaueBTUHMHO MPURHATHY Cinb, ue R* aBnse coboio

i) ) K O WO+ 00 p

W0+ 10 ij w20+
%—N/\:>fo/ %—N% “E'NQ_«NHZ §—N/\:>—3020H3 /\:>7 )

o)
%N\ﬁ{j ML
H abo H . B iHWoMy BapiaHTi 3ainCcCHEHHA NpeacTaBneHo Crnonyky opmynu

(la) abo ii conbBart, rigpart, Tayromep, N-okcua, crepeocisomep abo papMalUeBTUYHO NPUARHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifiCHEHHS1 npeacTaBneHo cnonyky dopmynu (la) abo ii conbBart, rigpart, taytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUWHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoOMYy BapiaHTi 34iMCHEHHA npeacTasneHo cnonyky dpopmynu (la) abo ii conbBar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
Cooretepoapun, 3amiweHuin 1 abo 2 R, B iHWOMY BapiaHTi 34iCHEHHS MPeACTaBMEHO CNOMYKY
dopmynn (la) abo 1i conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO

N N~ N % </N\hl §_</N \ §_</:N\
_§_</ .§_</ ~N )
S] , 0J , H , N= , _N> abo

NPUWHATHY cinb, ae R* aende coboio

B iHwomy BapiaHTi 3ailicHEHHs1 npeAcTaBneHo cnonyky dopmynu (la), ae R® asnse cobow H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacraBneHo cnonyky copmynu (la), ae R® aBnfe cobowo H. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky cdopmynu (1a), ae RS aende coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky dopmynu (la), ae R5 aende cobow -Cl. B iHWOMY BapiaHTi 34iACHEHHSA
npeacraeneHo cnonyky cdopmynu (la), ae R® aBnae cobow -F. B iHWOMY BapiaHTi 30iNCHEHHSA
npeacTtaeneHo crnonyky cdopmynu (la), ae R® siBnsie coboto Cisankin. B iHWoMy BapiaHTi 3ailiCHEHHS
npeacTtaeneHo cnonyky cdopmynu (la), ae R® aBnsie coboto -CHs. B iHWOMY BapiaHTi 3ailCHEHHS
npeactaeneHo cnonyky dopmynu (la), ne R® aBnsie coboto CisranoreHankin. B iHwomy BapiaHTi
3aiicHeHHs1 npeactaBneHo cnonyky cdopmynu (la), ae R5 aBnse coboto -CFs. B iHwomy BapiaHTi
3aiicHeHHst npeAcTaBneHo cnonyky cdopmynu (la), ne R® saBnsie cobolo CisranoreHankokcu. B
iHLoOMYy BapiaHTi 3filCHeHHs1 NpeacTaBneHo cnonyky dopmynu (la), ae RS siBnsie coboto -OCFs.

B iHWoMy BapiaHTi 3aincHeHHs npeacTaBneHo cnonyky dopmynu (1a), ae R8 sense cobow H. B
iHLIOMY BapiaHTi 3aiWCHEHHS npeacTaBneHo cnonyky cdopmynu (la), ae R® aBnsie coboto ranoreH. B
iHWOMY BapiaHTi 34iiCHEHHs1 npeacTaBneHo cnonyky dopmynu (la), ae R® aesnse cobow -Cl. B
iHLIOMY BapiaHTi 3aiiCHEHHS nNpeAcTaBneHo cnonyky opmynu (1a), ae R® sisnse coboio -F. B iHLWOMY
BapiaHTi 3aiiCHEeHHA npeacTaBneHo cnonyky dopmynu (1a), ae R8 aBnsie coboto Creankin. B iHWoMy
BapiaHTi 3ailiCHeHHA npeacTaBsneHo cnonyky cdopmynu (1a), ae R® siBnsie coboto -CHs.

B iHwWoMy BapiaHTi 3giicHeHHs npegctaBneHo cnonyky dopmynu (1), 9ka xapakTepusyeTbes
cTpykTypoto copmynu (Ib),
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R4
hiy
RG
ST
R PN N=
R12 R1
R dopmyna (Ib),
ae

R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

Z asnge coboto -S-, -0O- abo -N(R'8)-;

R* aBnse coboio H, ranoreH, -OR7, Cisankin, CozeankeHin, Cosankidin, CisranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.1oapun abo Cioretepoapun,
ae CagreTepouuknoarnin, -C1eankin-Cooretepoumknoancin, Ce-10apun, CiereTepoapun
Heob0B'A3KOBO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHUIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 aToMoM asoty,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

koxxHui 3 R0 i R HesanexHo aBnsie coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnse coboto H abo Ci-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

RS aBnsie coboto H abo Ci-sankin;

R'7 apnsie coboto H abo Ci-sankin; i

R'8 apnsie coboto H abo Ci-sankin;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHwoMy BapiaHTi 3ailicHeHHs npeacrtaBneHo cnonyky cdopmynu (Ib), ne R® saBnsie coboto

R4

27N
12
R R . B iHWOMYy BapiaHTi 3ailicHeHHs1 NpeacTaBneHo cnonyky dopmynu (Ib), ae R3

R4

RS %
] ) (\N
R Z \ N\)\Rm

saBnae coboto R . B iHWoMy BapiaHTi 34iicHeHHs npeacTaBneHO CNONyKy
R4

R5

R6
7 pN%
7 N

chopmyrnu (Ib), ae R?3 siBnsie co6oto R® RZ

B iHwomMy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky cdopmynu (Ib), ae R' siBnse coboto -
C(O)OR'. B iHWwoMy BapiaHTi 3aiicHeHHs1 npeacTasneHo cnonyky dopmynu (Ib), ae R sense co6oto
-C(O)OR™, i RS aBnsie coboto H. B iHWOMY BapiaHTi 34iliCHeHHS npeAcTaBneHo Cnonyky opMynu
(Ib), ae R aBnse coboto -C(O)OR'S, i R'® apnse coboto Cieankin. B iHwomy BapiaHTi 3aiNCHEHHSN
npeactaeneHo cnonyky dopmynu (Ib), ae R’ asnse coboto -C(O)OR'S, i R'® asnsae coboto -CHs. B
iHLWIOMY BapiaHTi 34iiCHEHHA npeacTaeneHo crnonyky dopmynu (Ib), ae R' sBnae coboiw -
C(O)NR'R'". B iHWOMy BapiaHTi 34iNCHEHHA npeacTasneHo cnonyky cdopmynu (Ib), ge R' asnde
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coboo -C(O)NR'PR'", R0 gsnse cobotw H, i R"" asnae cobow H. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynm (Ib), ae R' asnse cobot -C(O)NR'OR', R0 asnse cobowo H, i R
aBnsie coboto Cirearnkin. B iHWOMY BapiaHTi 3ailficHeHHs npeacTaBneHo cnonyky cdopmynu (Ib), ae R’
aBnse coboto -C(O)NR'OR', R'® aense cobot H, i R' saBnse coboto -CHsz. B iHWoMy BapiaHTi
37iCHeHHA npeacTtaeneHo cnonyky copmynu (Ib), ae R' asnse cobow -C{O)NRR', R'® aense
coboto Cieankin, i R'" asnsie co6oto Ci-sankin. B iHLWoMmy BapiaHTi 34iliCHEHHS NpeaCTaBeHo ConyKy
dopmynu (Ib), ae R ansie coboto -C{O)NR®R', R'® ansae coboto -CHs, i R'" aensae coboto -CHa.

B iHLIOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo crnonyky cdopmynu (Ib), ne R? sensie coboto H. B
iHLIOMY BapiaHTi 3aiWCHEHHs npeacTaBneHo cnonyky cdopmynu (Ib), ae R2 aBnsie coboto ranoreH. B
iHWOMY BapiaHTi 3aiiCHEHHs1 npeacTaBneHo cnonyky dopmynu (Ib), ae R2 aesnse cobow -Cl. B
iHLWIOMY BapiaHTi 34iiCHEHHs nNpeacTtaBneHo cnonyky dopmynu (Ib), ae R? sense coboto Cisankin. B
iHLIOMY BapiaHTi 34iNCHEeHHA npeacTtaBneHo cnonyky dopmynu (Ib), ne R2 asnsie cobowo -CHs. B
iHWOMY BapiaHTi 3AiiCcHEHHa npeacTaBneHo cnonyky dopmynu (Ib), ae R2 gasnse coboto Ci.
sranoreHankin. B iHwomy BapiaHTi 34iMCHEHHs npeAcTasBneHo cnonyky ¢dopmymu (Ib), ae R2 asnse
coboto -CFs.

B iHWOMY BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky cdopmynu (Ib), ae R'2 aensie coboio H. B
iHLWoMYy BapiaHTi 3ailicHeHHs npeacTaBneHo cnonyky cdopmynu (Ib), ne R'2 asnsie coboto ranoreH. B
iHLoMYy BapiaHTi 3ailicHeHHs npeacTaBneHo cnonyky dopmynu (Ib), ae R'2 aensie co6oto F. B iHWoMy
BapiaHTi 3ailcHEHHs npeacTaBneHo cnonyky dopmynu (Ib), ne R'2 sensie coboto Cisankin. B iHwomy
BapiaHTi 3ailicHeHHs npeacTaBneHo cnonyky dopmynu (Ib), ae R'2 aensie coboto -CHs. B iHwomMy
BapiaHTi 34iACHEHHA npeacTasneHo cnonyky cdopmynu (Ib), ne R'® gaenae cobow H. B iHwomy
BapiaHTi 34iNCHEHHA npeacTaBneHo crnonyky popmynu (Ib), ae R'3 agngae coboto Cisankin. B iHWOMY
BapiaHTi 34iNCHEHHA npeacTtaBneHo cnonyky dopmynu (Ib), ae R gaenae cobot -CHs. B iHWOMY
BapiaHTi 34iMCHEHHA npeacTaeneHo cnonyky dopmynu (Ib), ae R'2 asnae cobow H, i R'® aBnse
coboto H. B iHwomy BapiaHTi 3aiicHeHHA npeacTaBneHo crnonyky dopmynu (Ib), ae R'2 aenae coboro
H, i R'® ansie coboto Cieankin. B iHWOMY BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (Ib),
ne R'2 aensie cobowo H, i R aense cobot -CHs. B iHWOMY BapiaHTi 3aiiCHEHHS npeacTaBneHo
cnonyky copmynu (Ib), ne R' saensie cobow Creankin, i R'® aense cobow H. B iHWOMY BapiaHTi
3ailicHeHHs npeacTaBneHo crnonyky dopmynu (Ib), ne R'2 aensie coboto -CHs, i R'® aiBnsie co6oio H. B
iHLWoMY BapiaHTi 34ilicCHeHHS npeacTaBneHo cnonyky dopmynu (Ib), ae R'2 asnsie coboto Ci.sankin, i
R anse coboto Cisankin. B iHWOMY BapiaHTi 3gilicHeHHA npeacTaBneHo cnonyky dopmynu (Ib), ae
R'2 apnsie coboto -CHs, i R'® aiBnsie co6oto -CHa.

B iHWOMY BapiaHTi 34iicHEeHHs npeacTaBneHo cnonyky cdopmynu (Ib), ae Z asnde cobow -S-. B
iHLIOMY BapiaHTi 34iiCHEHHA npeacTasneHo cnonyky dopmynu (Ib), ae Z asndae coboto -O-. B iHwoMy
BapiaHTi 34iMCHEHHA npeacTasneHo cnonyky dopmynu (Ib), ae Z asnse coboto -N(R'8)-. B iHwomMy
BapiaHTi 34iNCHEeHHA npeAcTaBneHo cnonyky gopmynu (Ib), ae Z asnse coboto -N(H)-. B iHwomMy
BapiaHTi 34incHeHHA npeacraeneHo cnonyky dopmynu (Ib), ae Z asnsae coboto -N(CHs)-.

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky dopmynu (Ib) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeocisomep abo dapmaueBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR’, Cisankin, Cosankinin, Cieranorenankin, -C(O)NRER®, Co.oretepoumknoankin, Ce
10apun abo Cieretepoapun, ae Cooretepouuknoankin, -Cisankin-Cooretepoumknoankin, Ce1oapun,
Ci-oreTepoapun HeoboB'A3k0BO 3amilleHi 1 abo 2 R'™. B iHwomy BapiaHTi 34iiCHEHHSI NpeaCTaBneHo
cnonyky ¢opmynu (Ib) abo i conbsart, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO MPURHATHY Cinb, ge R* aBnge cobow ranoreH, -OR7, Cieranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOB'A3KOBO 3aMilleHi 1 ato 2 R'™. B iHWOMy BapiaHTi 34iiCHEHHS] NPeACTaBnEHO
cnonyky ¢opmynu (Ib) abo i conbsart, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO NPUAHATHY Cinb, Ae R* aBnae cobow ranoreH. B iHWOMY BapiaHTi 34iWCHEHHS
npeacraeneHo cnonyky dpopmynu (Ib) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky dpopmynu (Ib) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO MPUIAHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (Ib) abo 1i conbBaTt, rigpat, Ttaytomep, N-okcua,
cTepeoisomep abo dapMaleBTUYHO NPUIWHATHY cinb, e R* aBnsie coboto -CFs. B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (Ib) abo 1i conbBaTt, rigpat, Ttaytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (Ib) abo 1i conbBaTt, rigpat, Ttaytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiweHi 1 abo 2 R'4. B iHWoMy BapiaHTi 34iiCHEHHA npeAcTaBneHo crnonyky dopmynu (Ib) abo i
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conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
anae cobow -OR7, i R7 gaBnse cobow CieranoreHankin. B iHWOMYy BapiaHTi 34iCHEHHS
npeacraeneHo cnonyky dpopmynu (Ib) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, e R* aABnsfe coboto -OR’, i R sBnse cobow -CFs. B iHwoMy
BapiaHTi 34iMCHEHHs npeacTaBneHo cnonyky dopmynu (Ib) abo ii conbBat, riapat, Taytomep, N-
okcua, cTepeoizoMep abo hapMaueBTUMHO NPUIAHATHY Cinb, ae R* sBnse coboto -OR7, i R” asnge
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'. B iHWoOMY BapiaHTi 3ailicCHeHHs npeAcTaBneHo crnonyky dopmynu (Ib) abo 1i conbBar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
-OR’, i R7 ange coboto ceHin, nipuaun, nipumiguHin, nipuansudin abo nipasuHin, ge deHin, nipuaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeoOOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMY BapiaHTi 34iACHEHHS npeacTaBneHo cnonyky dopmynu (Ib) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
asnsae coboto -OR7, i R7 aBnse coboto eHin, nipuaun, nipuMiauHin, nipuansudin abo nipasudin, ge
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (Ib) abo Ti conbBaTt, rigpat, taytomep, N-okcug,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuam3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (Ib) abo 1i conbBaTt, rigpat, Ttaytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMiauHinGd nipuam3udin abo nipasuHin, age deHin, nipunaun, nipuMigauHin,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky ¢opmynu (Ib) abo i conbsart, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapmaUeBTUYHO NPUWHATHY Cinb, ae R* sBnse cobow CogreTepoumknoankin, HeobO0B'A3KOBO
3amiwleHuin 1 abo 2 R'™. B iHWoOMY BapiaHTi 34iliCHEHHS npeacTaBneHo cnonyky dopmynu (Ib) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
ABnsae cobo HesamiweHun CooreTepouuknoankin. B iHWOMY BapiaHTi 34iNCHEHHA NPeaCTaBMNEHO
cnonyky ¢opmynu (Ib) abo i conbsart, rigpart, Taytomep, N-okcua, crepeoizomep abo
hapmaueBTUYHO NPUIRHATHY cinb, ae R* sisnse coboto Ca.ereTepouuknoankin, samiwleHmin 1 abo 2 R,
B iHwomy BapiaHTi 3aiiCHEHHs npeacTaBneHo cnonyky dopmynu (Ib) abo 1i conbBart, rigpar,
Taytomep, N-okcua, crepeoisomep abo drapmMaueBTUHMHO MPURHATHY Cinb, ue R4 gaense coboto

i) ) K O WO+ 00 p

;NCC m ;N}j ijg_,C( N }LNC}OH

2Od O BOL, 4 s ¥ “9(;/—
%NHQNJ g_N\_\O

H abo H . B iHWoMy BapiaHTi 3aiicHeHHs npeAcTaBneHo crnonyky opmynu
(Ib) abo ii conbBart, rigpart, Tayromep, N-okcua, crepeocisomep abo papMaUeBTUYHO NPUARHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (Ib) abo 1i conbBaTt, rigpat, taytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUWHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoOMy BapiaHTi 34iMCHEHHA npeacTaeneHo cnonyky dpopmynu (Ib) abo ii conbaar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaUeBTUYHO NPURHATHY Cinb, Ae R* agnsae coboto
CooreTepoapun, 3aMiweHnin 1 abo 2 R™. B iHwoMy BapiaHTi 34iiCHEHHs1 NpeacTaBneHO Cnonyky
dopmynn (Ib) abo 1 conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO

N N~ N % </N\hl §_</N \ §_</:N\
_§_</ .§_</ ~N )
S] , 0J , H , N— , _N> abo

NPUWHATHY cinb, ae R* aende coboio
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B iHWoOMy BapiaHTi 3aiicHeHHsi npeactaBneHo cnonyky dopmynu (Ib), ae R5 aBnse coboto H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeactaeneHo cnonyky dopmynu (Ib), ne R® sBnse cobowo H. B iHwomMy BapiaHTi 3AiNCHEHHS
npeacraeneHo crnonyky dopmynu (Ib), ae RS aenae coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky dopmynu (Ib), ae R5 aende cobowo -Cl. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky c¢dopmynu (Ib), ne R® aBnae cobow -F. B iHwWomy BapiaHTi 34iCHEHHS
npeacraeneHo cnonyky dopmynu (Ib), ae RS sisnsie coboto Cisankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky copmynu (Ib), ae R® aBnse coboto -CHs. B iHwomMy BapiaHTi 34iACHEHHSA
npeacraeneHo cnonyky cgopmynu (Ib), ne RS sBnse coboto CieranoreHankin. B iHwomy BapiaHTi
3aiicHeHHst npeactaeneHo cnonyky cdopmynu (Ib), ae R5 aBnse coboto -CFs. B iHwomMy BapiaHTi
3ailicHeHHst npeacTaBneHo cnonyky cdopmynu (Ib), ne R® saBnsie coboilo CisranoreHankokcu. B
iHLWoMYy BapiaHTi 3filCHeHHs1 npeacTaBneHo cnonyky dopmynu (Ib), ne RS aBnsie coboto -OCFs.

B iHLIOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo crnonyky cdopmynu (Ib), ne R® sensie coboto H. B
iHLWoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo crnonyky dopmynu (Ib), ne R® asnsie coboto ranoreH. B
iHWoMmy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky cdopmynu (Ib), ne R® aensie cobow -Cl. B
iHLIOMY BapiaHTi 3aiiiCHEHHS npeAcTaBneHo cnonyky dopmynu (Ib), ae R® sisnsie coboto -F. B iHLWOMY
BapiaHTi 3aiiCHeHHa npeacTaBneHo cnonyky dopmynu (Ib), ae R8 asnsie coboto Creankin. B iHWoOMy
BapiaHTi 34iNCHEHHA NpeacTaBneHo cnonyky popmynu (Ib), ae R8 asnsae coboto -CHa.

B iHwWoMy BapiaHTi 3giicHeHHs npegctaBneHo cnonyky dopmynu (1), 9ka xapakTepusyeTbes
CcTpykTypoto chopmynu (Ic),

R4
X
Xl N NN R
R ZJ\(NQe N=
R12 R
R'™ dopmyna (Ic),

ae

R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R2 agnsie coboto H, ranoreH, Cisankin abo Ci.sranoreHankin;

Z asnge coboto -S-, -0O- abo -N(R'8)-;

R* aBnse coboio H, ranoreH, -OR7, Cisankin, CozeankeHin, Cosankidin, CisranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.10apun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heo6OB'sI3K0BO 3aMillieHi 1 a6o 2 R4,

R5 aBnsie coboto H, ranoreH, Ci-sankin, Ci-sranoreHankin, CisranoreHankokc abo deHin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHMIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoty,
[0 SIKOr0 BOHU NPUEAHAHI, 06’€AHAaHI 3 YTBOPEHHSIM FE€TEPOLMKINOAnKiNbHOrO KinbLs;

koxxHui 3 R0 i R HesanexHo aBnsie coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnsae coboto H abo C1-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

RS aBnsie coboto H abo Ci-sankin;

R'7 apnsie coboto H abo Ci-sankin; i

R'8 apnsie coboto H abo Ci-sankin;

abo 1i conbeart, rigpat, Taytomep, N-okcua, crepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb.

B iHwomMy BapiaHTi 3ailicHeHHss npeacTaBneHo cnonyky dopmynu (Ic), ae R® saBnsie coboto
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R4
NN
R5 \ N J
z \/\ 12
R R . B iHWIOMY BapiaHTi 3ailncHeHHs npeacTaBneHo cnonyky popmynu (Ic), ae R3
R4
N N.}i
re J\(Q
Z R12
saBnae coboto R . B iHWoMy BapiaHTi 34iNncHEHHs NpeacTaBMEHO CrONyKy

R4

chopmyrnu (Ic), ae R? siBnsie co60i0 R RZ

B iHWOMY BapiaHTi 3aiiCHEeHHA npeactaBneHo cnonyky dopmynu (Ic), ae R' asnse coboto -
C(O)OR'. B iHWOMY BapiaHTi 3aiiCHEHHs1 npeacTasneHo cnonyky dopmynu (Ic), ae R' siense co6oto
-C(O)OR™, i RS aBnsie coboto H. B iHWoMYy BapiaHTi 34iNCHEHHS1 NpeACTaBeHO Crnonyky chopmMynu
(Ic), ne R' aBnse coboto -C(O)OR'®, i R aensie coboto Cieankin. B iHWwoMy BapiaHTi 34ilCHEHHSN
npeacrasneHo crnonyky cdopmynu (Ic), ae R asnae coboto -C(O)OR'S, i R asnse cobow -CHs. B
iHWoMy BapiaHTi 3A4iACHEHHs npeacTtaBneHo cnonyky dopmynu (Ic), ne R' saBnsie coboio -
C(O)NR'™R"". B iHwWoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo crnonyky cdopmynu (Ic), ae R' asnse
coboo -C(O)NR'PR'", R0 gsnse cobotw H, i R"" asnae cobow H. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky cdopmynu (Ic), ae R’ asnse coboro -C(O)NRR™, R0 agnae cobotw H, i R
asnse coboto Cieankin. B iHWoOMYy BapiaHTi 34iicHeHHa npeacTaBneHo cnonyky dopmynu (Ic), e R’
anae cobow -C(O)NR'OR', R0 genae cobow H, i R dasnse cobow -CHs. B iHwWoOMy BapiaHTi
3aificHeHHa npegcraeneHo cnonyky dopmynu (Ic), ge R' asngae cobow -C(O)NRMR!, R0 gensae
coboto Cieankin, i R'" asnsie coboto Ci-sankin. B iHWoMy BapiaHTi 34iliCHeHHA NpeaCcTaBneHo Cnonyky
dopmynu (Ic), ae R' sisnsie coboto -C(O)NR'PR™, R'? aensie coboto -CHs, i R aBnse coboto -CHs.

B iHLIOMY BapiaHTi 3ailicHeHHS npeacTtaBneHo cnonyky dopmynu (Ic), ae R? sensie coboto H. B
iHLWoMy BapiaHTi 3ailicHeEHHs npeacTtaBneHo crnonyky dopmynu (Ic), ae R? aBnsie coboto ranoreH. B
iHLoMY BapiaHTi 3AiiCHeHHs npeacTaBneHo cnonyky dopmynu (Ic), ne R? sensie coboto -Cl. B iHwomy
BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (Ic), ae R? siBnsie coboto Cisankin. B iHwomy
BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynu (Ic), ae R2 aBngae coboio -CHs. B iHWomy
BapiaHTi 3aincHeHHs npeacTaBneHo cnonyky dopmynu (Ic), ae R2 sisnse coboto CieranoreHankin. B
iHLIOMY BapiaHTi 3aiNCHEHHA NpeacTaBneHo cnonyky dpopmynu (Ic), ae R2 asnsie coboto -CFs.

B iHWoOMy BapiaHTi 34iicHeHHA npeAcTaBneHo cnonyky dopmynu (Ic), ae R'2 apnae coboto H. B
iHLIOMY BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynu (Ic), ae R'2 aense coboto ranoreH. B
iHLIOMY BapiaHTi 3AiliCHEHHS NpeacTaBneHo cnonyky popmynu (Ic), ae R'2 apngae coboto F. B iHWoOMY
BapiaHTi 3ailcHEHHs npeacTaBneHo cnonyky dopmynu (Ic), ae R'2 ansie coboto Cieankin. B iHwomy
BapiaHTi 34ilicHeHHs npeacTtaBneHo crnonyky cdopmynu (Ic), ae R aBnse coboto -CHs. B iHwomMy
BapiaHTi 3ailcHeHHs npeactaBneHo cnonyky cdopmynu (Ic), ae R'® aBnse coboio H. B iHwomy
BapiaHTi 3ailcHeHHs npeacTaBneHo cnonyky dopmynu (Ic), ae R'3 aBnsie coboto Cieankin. B iHwomy
BapiaHTi 34ilicHeHHs npeacTtaBneHo crnonyky cdopmynu (Ic), ae R™ aBnse coboto -CHs. B iHwomy
BapiaHTi 34iiCHEHHs npeacraBneHo cnonyky dopmynu (Ic), ae R'2 aBnsie cobowo H, i R'® asnse
coboto H. B iHwoMy BapiaHTi 34iicHeHHs npeacTtasneHo cnonyky dopmynu (Ic), ae R'2 aenae coboro
H, i R'3 apnge cobor Cisankin. B iHWOMy BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynu (Ic),
ae R'2 aenge cobow H, i R asnge coboto -CHsz. B iHWOMY BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky cdopmynu (Ic), ae R'2 asnae cobot Cieankin, i R'® apnae coboto H. B iHwomy BapiaHTi
34ifiCHEHHs npeacTaeneHo cnonyky opmynu (Ic), ae R'2 agnsae cobow -CHs, i R'3 sensae coboro H. B
iHLWoMYy BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky cdopmynu (Ic), ae R'2 aensie coboto Cq.sankin, i
R anse coboto Cisankin. B iHWoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky cdopmynu (Ic), ae
R'2 aBnse coboto -CHs, i R'® aBnsae coboto -CHa.

B iHWOMY BapiaHTi 3aificHeHHs npeacTaeneHo cnonyky dopmynu (Ic), ae Z asnse coboi -S-. B
iHLIOMY BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dopmynu (Ic), ae Z asnde coboio -O-. B iHwomy
BapiaHTi 34ilcHeHHs1 npeacTaBneHo cnonyky cdopmynu (Ic), ae Z aensie coboto -N(R'8)-. B iHwomy
BapiaHTi 34iNCHeHHa npeacTaBneHo cnonyky dopmynu (Ic), ae Z asnde cobow -N(H)-. B iHwomMy
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BapiaHTi 3gincHeHHA npeacraeneHo cnonyky dopmynu (Ic), ae Z asnse coboto -N(CHa)-.

B iHWOMY BapiaHTi 3aiNncHeHHA npeacTaBneHo cnonyky dopmynu (Ic) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeocizomep abo drapMaUeBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR’, Cisankin, Cosankinin, Cieranorenankin, -C(O)NRER®, Ca.oretepoumknoankin, Ce
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigoretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHwoMy BapiaHTi 3aifiCHeHHS
npeacraeneHo cnonyky dopmynu (Ic) abo ii conbear, riapar, Taytomep, N-okecua, crepeoisomep abo
dapMaleBTMYHO MpPUAHATHY cinb, ae R* saBnse coboto ranoreH, -OR7, Cisranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOB'A3KOBO 3aMilleHi 1 abo 2 R'™. B iHWOMy BapiaHTi 34iiCHEHHS] NPeACTaBNEHO
cnonyky ¢opmynu (Ic) abo i conbat, rigpat, Taytomep, N-okcua, crepeoisomep abo
dapmaleBTUYHO NPUAHATHY Cinb, Ae R* aBnae cobow ranoreH. B iHWOMY BapiaHTi 34iWCHEHHS
npeacraeneHo cnonyky dpopmynu (Ic) abo ii conbear, rigpat, Taytomep, N-okcua, crepeoisomep abo
dapmaueBTUYHO NPUAHATHY Cinb, ae R* gaBnse cobow -Cl. B iHwomy BapiaHTi 3A0iWCHEHHS
npeacraeneHo cnonyky popmynu (Ic) abo ii conbear, rigpat, Taytomep, N-okcua, crepeoisomep abo
dapMaleBTUYHO MPUIAHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
34ifICHEHHS1 npeacTaBneHo cnonyky dopmynu (Ic) abo 1 conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoisomep abo dapMaleBTUYHO NPUIWHATHY cinb, e R* aBnsie coboto -CFs. B iHWOMY BapiaHTi
34ifICHEHHS1 npeacTaBneHo cnonyky dopmynu (Ic) abo 1 conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoizomep abo chapmaueBTUYHO NPUIRHATHY Cinb, e R* sBnse co6oto -OR7. B iHWwoMy BapiaHTi
34ifICHEHHST npeacTaBneHo cnonyky dopmynu (Ic) abo 1 conbBaT, rigpat, Taytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiweHi 1 abo 2 R'. B iHWIOMY BapiaHTi 34iNCHEHHS1 NpeacTaBneHo cnonyky dopmynu (Ic) abo ii
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky dpopmynu (Ic) abo ii conbBar, rigpar, Taytomep, N-okcua, crepeoisomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, e R* aABnsfe coboto -OR’, i R sBnse cobow -CFs. B iHwoMy
BapiaHTi 34iiCHEHHs npeacTtaBneHo cnonyky dopmynu (Ic) abo ii conbear, rigpat, Taytomep, N-
okcua, cTepeoizoMep abo chapmaueBTUYHO NPUIAHATHY cinb, Ae R* sense coboto -OR7, i R” asnge
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'™. B iHWOMY BapiaHTi 34iWCHEHHA npeacTaeneHo cnonyky dopmynu (Ic) abo 1i conbsar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
-OR’, i R7 aBnge coboto deHin, nipuaun, nipumiguHin, nipuansudin abo nipasuHin, ge deHin, nipuaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeoOOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMy BapiaHTi 34iMCHEHHA npeacTaBneHo cnonyky dopmymm (Ic) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
aBnsie coboto -OR7, i R” aBnsie coboto deHin, nipuaun, nipumiguHin, nipuansudin abo nipasuiin, ae
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ifICHEHHS1 npeacTaBneHo cnonyky dopmynu (Ic) abo 1 conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHST npeacTaBneHo cnonyky dopmynu (Ic) abo 1 conbBaT, rigpat, Taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl abo -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky ¢opmynu (Ic) abo i conbat, rigpat, Taytomep, N-okcua, crepeoisomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiweHuin 1 abo 2 R™. B iHWoOMY BapiaHTi 3aiicHEHHA npeAcTaBneHo cnonyky cdopmynu (Ic) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢opmynu (Ic) abo i conbat, rigpar, Taytomep, N-okcua, crepeoisomep abo
hapmaueBTUYHO NPUIRHATHY cinb, ae R* sisnse coboto Ca.ereTepouuknoankin, samiwleHmin 1 abo 2 R,
B iHwoOMy BapiaHTi 3aiicHeHHs1 npeactaBneHo cnonyky dopmynu (Ic) abo 1 comnbBaT, rigpar,
Taytomep, N-okcua, crepeoisomep abo hapMaUeBTUYHO NPUMAHATHY cinb, e R* gaBnge coboto
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H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu
(Ic) abo ii conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo hapmMaLeBTUYHO MPURHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifICHEHHS1 npeacTaBneHo cnonyky dopmynu (Ic) abo 1 conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUAHATHY Cinb, Ae R* aBnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoOMYy BapiaHTi 34iliCHEHHS npeAcTasneHo cnonyky gopmynu (Ic) abo ii conbear,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
Cooretepoapun, 3amiweHurn 1 abo 2 R, B iHWOMY BapiaHTi 34iNCHEHHA NPEACTaBMNEHO CMONYKY
dopmynn (Ic) abo 1 conbear, rigpart, Taytomep, N-okcua, CTepeoisolvlep abo dapmaueBTUYHO

+H = HY DY

NPUWHATHY cinb, ae R* aende coboio

B iHWOMY BapiaHTi 3aiicHeHHsi npeacTtaBneHo crnonyky dopmynu (Ic), ae R® aBnsie cobowo H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dopmynu (Ic), ae RS gaBnsie cobowo H. B iHWOMY BapiaHTi 34iNCHEHHS
npeacraeneHo crnonyky dopmynu (Ic), ae R® anae coboto ranoreH. B iHWOMyY BapiaHTi 34iRCHEHHS
npeacraeneHo crnonyky dopmynu (Ic), ae RS aBngae coboto -Cl. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky ¢dopmynu (Ic), ae RS gaensie coboto -F. B iHWOMY BapiaHTi 34iACHEHHSA
npeacTtasneHo crnonyky dopmynu (Ic), ae RS aBnsie coboto Cieankin. B iHWwoMy BapiaHTi 3AiNCHEHHS
npeactaeneHo cnonyky cdopmynu (Ic), ae R® aBnsie co6ow -CHs. B iHWOMY BapiaHTi 3[ilCHEHHS
npeactaeneHo crnonyky dopmynu (Ic), ne R® siense cobow Ci.sranoreHankin. B iHWoOMY BapiaHTi
3aiicHeHHst npeacraesneHo cnonyky cdopmynu (Ic), ae R® saBnsie coboto -CFs. B iHwoMy BapiaHTi
3ailicHeHHst npeAcTaBneHo crnonyky cdopmynu (Ic), ae RS aBnsie cobolo CisranoreHankokcu. B
iHLWoMYy BapiaHTi 3filCHeHHs npeacTaBneHo cnonyky dopmynu (Ic), ae R® siBnsie coboto -OCFs.

B iHWoMy BapiaHTi 3giicHeHHs npegctaBneHo cnonyky dopmynu (l), sAka xapakTepusyeTbcd

cTpykTypoto chopmynu (Id),

R1 dopmyna (Id),

e
R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

A asnse coboto N abo C(H);

Y aBnsie coboto -CHe- abo -C(O)-;

R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
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C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.10apun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heo6OB'sI3K0BO 3aMillieHi 1 a6o 2 R4,

R5 aBnsie coboto H, ranoreH, Ci-sankin, Ci-sranoreHankin, CisranoreHankokc abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KoxkHMi R8 i koxkHuin R® He3anexxHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asory,
[0 SIKOro0 BOHU NPUEAHAaHIi, 06’eaHaHi 3 YTBOPEHHAM reTepPOoLUKNOAankinbHOro Kinbus;

koxxHui 3 R0 i R HesanexHo aBnsie coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnsae coboto H abo C1-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
C1eankin-OH, Cssuuknoankiny, -C(O)NRER?, -SO2-C1-sankiny i -N(R")C(O)-C1-sankiny;

RS aBnsie coboto H abo Ci-sankin;

R'7 apnsie coboto H abo Ci-sankin;

n aopisHioe 0 abo 1;

m gopisHioe 0 abo 1;

p aopisHioe 0, 1 abo 2; i

g aopisHioe 0, 1 abo 2;

abo 1i conbeart, rigpat, Tayromep, N-okcua, crepeoizomep abo hpapmaueBTUHMHO NPUAHATHY Cinb.

B iHWIOMY BapiaHTi 3aiiCHeHHA npeactaBneHo cnonyky dopmynu (Id), ae R' asnse coboto -
C(O)OR'S. B iHwoMy BapiaHTi 3aificHeHHs npeacrasneHo cnonyky dopmynu (Id), ae R asnse coboto
-C(O)OR™, i R aBnsie co60t0 H. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNeEHO Cnonyky )opMynu
(Id), pe R aBnse coboto -C(O)OR'S, i R'® apnse coboto Cieankin. B iHwomy BapiaHTi 3aiiCHEHHSN
npeacrasneHo crnonyky cdopmynu (Id), ae R' aesnse cobowo -C{O)OR', i R'® asnse cobow -CHsz. B
iHWoMy BapiaHTi 3aiicHeHHs1 npeactaBneHo cronyky dopmynu (Id), ne R' saBnse coboio -
C(O)NR'™R"". B iHwWoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo crnonyky cdopmynu (Id), ae R' sBnse
coboro -C(O)NR™R', R'® genae coboto H, i R aenae coboto H. B iHwomy BapiaHTi 34iiCHEHHS
npeacrasneHo cnonyky ¢dopmynu (Id), ae R' siBnsie coboto -C(O)NR'PR™, R ansie coboto H, i R
asnse cobot Cisankin. B iHWOMy BapiaHTi 3giicHeHHa npeacraeneHo cnonyky dopmynu (Id), ge R?
anae cobow -C(O)NR'OR', R0 genae cobow H, i R dasnse cobow -CHs. B iHwWoMy BapiaHTi
3gificHeHHs npegctaeneHo cnonyky dopmynu (Id), ge R' asnsde cobow -C(O)NR'MR!, R0 gense
co6010 Cieankin, i R'" asnse coboto Cieankin. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNEHO CMONYKY
dopmynu (Id), ge R aense cobor -C(O)NROR'", R0 gende cobow -CHs, i R aense cobow -CHa.

B iHWoMy BapiaHTi 3aincHeHHs npeacTaBneHo cnonyky dopmynu (Id), ae R2 sense cobow H. B
iHLWoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo crnonyky dopmynu (Id), ne R? asnsie coboto ranoreH. B
iHWoMmy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky cdopmynu (Id), ne R? gaensie cobow -Cl. B
iHLoMY BapiaHTi 3ailicHeHHs1 npeacTaBneHo cnonyky cdopmynu (Id), ne R2 aBnse coboto Ci.sankin. B
iHWoMy BapiaHTi 34ilicHeHHs npeacTaBneHo cnonyky dopmynu (Id), ae R? saBnse coboto -CHs. B
iHWoMy BapiaHTi 3A4iiCHEHHs npeacTtaBneHo cnonyky dopmynu (Id), ae R? sBnsie cobow Ci.
sranoreHankin. B iHwomy BapiaHTi 34iMCHEHHs npeacTasneHo cnonyky ¢dopmymu (Id), ae R2 asnse
coboto -CFs.

B iHWOMY BapiaHTi 34ilMCHEeHHs npeAcTaBneHo cnonyky dopmynu (Id), ae R'2 gense cobowo H. B
iHLIOMY BapiaHTi 34iNCHEeHHA npeacTaeneHo cnonyky dopmynu (Id), ae R'2 apnsie coboto ranoreH. B
iHLIOMY BapiaHTi 3aiiiCHEHHS npeAcTasneHo cnonyky dopmynu (Id), ae R'2 agnae coboto F. B iHwomy
BapiaHTi 3aiiCHeHHA npeacTaBneHo crnonyky popmynu (Id), ae R'2 agngae coboto Cisankin. B iHWOMY
BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky dopmynu (Id), ae R'2 aensie coboto -CHs. B iHwomMy
BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky dopmynu (Id), ae R' saense coboto H. B iHwoMy
BapiaHTi 3ailcHeHHs npeacTtaBneHo cnonyky dopmynu (Id), ne R'2 snsie coboto Cisankin. B iHwomy
BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky cdopmynu (Id), ae R'® aensie coboto -CHs. B iHwomMy
BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky cdopmynu (Id), ae R'2 aBnse coboto H, i RS asnse
co6oto H. B iHLWoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo cnonyky dopmynu (Id), ae R'2 aBnsie coboto
H, i R'3 apnge coboto Cisankin. B iHwomy BapiaHTi 3aiicCHeHHA npeacTaBneHo cnonyky dopmynu (Id),
ae R'2 aenge cobow H, i R asnge coboto -CHsz. B iHWOMY BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky cdopmynu (Id), ae R'2 asnse coboi Cieankin, i R'® apnae cobow H. B iHwomy BapiaHTi
3aificHeHHs npeacTtaeneHo cnonyky opmynu (Id), ae R'2 sense coboto -CHs, i RS sense cobowo H. B
iHLIOMY BapiaHTi 3ailicHEHHA npeacTasneHo cnonyky dopmynu (Id), ae R'2 aensae coboto Cisankin, i
R'2 asnsie coboto Cisankin. B iHWOMY BapiaHTi 34iiCHEHHA NpeacTaBneHo cnonyky dopmynu (Id), ae

36



10

15

20

25

30

35

40

45

50

55

60

UA 124990 C2

R'2 apnsie coboto -CHs, i R'® aiBnsie co6oto -CHa.

B iHWoMy BapiaHTi 3aiicHeHHs npeAcTaBneHo cnonyky dopmynu (Id), ae A asnsie coboto C(H). B
iHLIOMY BapiaHTi 34iNCHEHHA npeacTaBneHo cnonyky dopmynu (Id), ae A asnsie co6oio N.

B iHwomy BapiaHTi 3aiicHeHHs npeacTasneHo cnonyky dopmynu (Id), ae Y asnse coboto -CHz-. B
iHLIOMY BapiaHTi 34iNCHEeHHs npeacTaBneHo cnonyky opmynu (Id), ae Y ssnae coboto -C(O)-.

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacTaBneHo cnonyky cdopmynu (Id) abo ii conbBaT, rigpar,
Taytomep, N-okcua, crepeocisomep abo papmaueBTUYHO MPURHATHY Cinb, A€ M AOPiBHIOE 1, n
aopisHioe 1, q gopisHioe 1, i p gopiBHoe 1. B iHWOMY BapiaHTi 34iNCHEHHS NpeACcTaBneHO CNOonyky
dopmynn (Id) abo 1i conbBart, rigpaT, Taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO
NPUIRHATHY Cinb, ae m gopisHioe 0, n gopiBHioe 1, q AopiBHIOE 2, | p AopiBHIOEe 1. B iHWOMY BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoizomep abo hapmaLeBTUHMHO NPUAHATHY Cinb, A€ M AopiBHIOE 1, n aopiBHE 1, q AopiBHIOE O, i
p AopiBHIOE 2. B iHWOMY BapiaHTi 3aiiCHEHHs npeacTasneHo cnonyky dpopmynu (Id) abo ii conbsar,
rigpart, Taytomep, N-okcua, ctepeoizomep abo apMalueBTUYHO NPUAHSATHY CiNb, A€ M AOpiBHIOE 1, N
aopisHioe 1, q gopisHioe 1, i p gopiBHoe 0. B iHWOMY BapiaHTi 34iNCHEHHS NpeACcTaBneHO CNonyky
dopmyrn (Id) abo 1i conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaUeBTUYHO
NPUIHATHY Cinb, e m gopisHioe 0, n gopiBHoe 0, g AOpiBHIOE 2, i p AopiBHIOE 1.

B iHWoOMY BapiaHTi 3ailicHeHHs1 npeacrtaBneHo cnonyky cdopmynu (Id) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeocizomep abo drapMaUeBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR’, Cisankin, Cosankinin, Cieranorenankin, -C(O)NRER®, Co.oretepoumknoankin, Ce
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHWOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dpopmynu (Id) abo 1i conbBar, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO MPURHATHY Cinb, ge R* aBnge cobow ranoreH, -OR7, Cieranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeoboB'sI3kOBO 3amiweHi 1 abo 2 R'™. B iHWOMY BapiaHTi 34iNCHEHHSI NpeaCTaBneHo
cnonyky ¢opmynu (Id) abo 17 conbar, rigpart, Taytomep, N-okcua, crepeoisomep abo
dapMaLeBTUYHO MPUAHATHY cinb, e R* sBnsie cob6otlo ranoreH. B iHWoOMy BapiaHTi 3aiiCHEHHS
npeacraeneHo cnonyky dpopmynu (Id) abo ii conbBart, rigpar, Tayromep, N-okcua, crepeoizomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky dpopmynu (Id) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapmaueBTUYHO MPURHATHY cinb, ae R* sBnae cobow CieranoreHankin. B iHWoMy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoizomep abo drapmaueBTUHMHO NPUAHATHY cinb, Ae R* sisnse coboto -CFs. B iHWoOMy BapiaHTi
34ificHeHHs1 npeacTtasneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoisoMep abo hapmaleBTUYHO NPURHATHY cinb, e R* saiBnsie coboto -OR7, i R” aBnsie coboto C1.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiwleHi 1 abo 2 R'™. B iHLWIOMY BapiaHTi 3ailicHeHHS npeAcTaBneHo cnonyky cdopmynu (Id) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky dpopmynu (Id) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTMHHO NPUIHATHY cinb, Ae R* asnse coboiw -OR7, i R7 asnse cobow -CFs. B iHwomy
BapiaHTi 34iMCHEHHs npeacTaBneHo cnonyky cdopmynu (Id) abo 1i conbBar, riapart, Taytomep, N-
oKcuz, crepeoisomep abo drapmaleBTMHHO MPUWHATHY cinb, ae R4 asnse cobotw -OR7, i R7 asnse
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'™. B iHwomy BapiaHTi 3diicHeHHA npeactaBneHo cnonyky dopmynu (Id) abo 1i conbsar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapMaLieBTUYHO NPURHATHY Cinb, Ae R* siensie co6oto
-OR7, i R” saiBnsie co6oto dberin, nipuaun, nipumiguHin, nippansuiin abo nipasuHin, ae deHin, nipnaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeoOOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWoOMy BapiaHTi 34iMCHEHHSA npeactasneHo cnonyky dopmynu (Id) abo ii
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
aBnsie coboto -OR7, i R” aBnsie co6oto dheHin, nipuaun, nipumiauHin, nipuausndin abo nipasuHin, ae
deHin, nipuaun, nipumigaudin, nipuansudin abo nipasuHin € HesamiweHumu. B iHWOMY BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMiauHinGd nipuaumsuHin abo nipasuHin, age deHin, nipuaun, nipUMiguHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
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cTepeoisomep abo rapmaueBTUYHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWOMY BapiaHTi 34iIMCHEHHA NPeACTaBneHo
cnonyky ¢opmynu (Id) abo 17 conbar, rigpart, Taytomep, N-okcua, crepeoisomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiwleHnin 1 abo 2 R'™. B iHWoOMY BapiaHTi 3ailicHeHHS npeacTaBneHo crnonyky dopmynu (Id) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢opmynu (Id) abo 17 conbar, rigpart, Taytomep, N-okcua, crepeoisomep abo
drapMaLeBTUHHO NMPUIRHATHY Cinb, e R* Asnse coboto CaoreTepounknoankin, samiwenni 1 abo 2 R4,
B iHwomy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky cdopmynu (Id) abo ii conbBaT, rigpar,
Taytomep, N-okcmua, crepeoisomep abo dapmMauUeBTUHMHO MPURHATHY Cinb, ue R4 aBnsae coboto

i) ) K O WO+ 10 p

YO RTeo R ¢ o 00 e
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4N d é—N/\:>$< %NQ_‘/(NHZ §—N/\:>—soch3 Q />_

O
%NHQNJ ML
H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu

(Id) abo ii conbBart, rigpart, Tayromep, N-okcua, crepeocisomep abo papMaUeBTUYHO NPUARHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWoOMy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Id) abo 1i conbBaT, rigpat, Ttaytomep, N-okcua,
ctepeoisomep abo dapmaueBTUYHO NPUAHATHY cinb, ae R* sBnse cobolo HesamilleHuin Ci.
oreTepoapun. B iHWoMy BapiaHTi 3aiicHeHHs npeactaeneHo cnonyky dopmynu (Id) abo ii conbsar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmMaLeBTUYHO NPUIRHATHY Cinb, Ae R* siBnsie co6oto
CooreTepoapun, 3aMiweHnin 1 abo 2 R™. B iHwoMy BapiaHTi 34iiCHEHHs1 NpeacTaBneHO Cnonyky
dopmyrn (Id) abo 1i conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaUeBTUYHO

A N ¢ R §_</N \ £ /N
4 4 _
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NPUIRHATHY cinb, ae R* sBnsie coboto

B iHwomy BapiaHTi 3aificHeHHs1 npeacTaeneHo cnonyky dopmynu (Id), ae R® aBnse cobow H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHS
npeactaeneHo cnonyky dopmynu (Id), ae R® sBnse coboo H. B iHwoMmy BapiaHTi 3ailCHEHHS
npeacTtaeneHo cnonyky cdopmynu (Id), ae R® aBnsie coboto ranoreH. B iHWOMY BapiaHTi 3ailCHEHHS
npeactaeneHo cnonyky cdopmynu (Id), ae R® sense coboto -Cl. B iHWOMY BapiaHTi 3[ilCHEHHS
npeactaeneHo cnonyky cdopmynu (Id), ne R® saBnsie coboio -F. B iHWoMy BapiaHTi 3AilCHEHHS
npeactasneHo cnonyky cdopmynu (Id), ne R® siBnsie coboto Cisankin. B iHWoMy BapiaHTi 3ailiCHEHHS
npeactaeneHo cnonyky cdopmynu (Id), ae R® aBnsie coboto -CHs. B iHWOMY BapiaHTi 3ailCHEHHS
npeacraeneHo cnonyky cgopmynu (Id), ne RS sBnse coboto CieranoreHankin. B iHwomy BapiaHTi
34ificHeHHs1 npeactaeneHo cnonyky cdopmynu (Id), ae R3 asnae cobow -CFs. B iHWOMY BapiaHTi
3aificHeHHs1 npeacTtaeneHo crnonyky dopmynu (Id), ae R® asnae coboiw CieranoreHankokcu. B
iHLWoMy BapiaHTi 3filcHeHHst npeacTaBneHo cnonyky dopmynu (Id), e RS siBnsie coboto -OCFs.

B iHWoMy BapiaHTi 3aincHeHHs npeacTaBneHo cnonyky dopmynu (Id), ae R8 sense cobow H. B
iHWoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo crnonyky dopmynu (Id), ne R® asnsie coboto ranoreH. B
iHWwoMmy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky copmynu (Id), ae R® aBsnsie cobow -Cl. B
iHLWoMYy BapiaHTi 3ailicHeHHs npeacTaesneHo cnonyky dopmynu (Id), ae R® siBnsie coboto -F. B iHwomy
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BapiaHTi 3aiicHeHHa npeacTasneHo cnonyky dopmynu (Id), ae R8 aBnsie coboto Creankin. B iHWoOMy
BapiaHTi 34iNCHEeHHA npeacTasneHo cnonyky opmynu (Id), ae R8 asnsae coboto -CHa.
B iHwWoMy BapiaHTi 3gincHeHHs npegctaBneHo cnonyky dopmynu (1), ska xapaktepusyetbed

CcTpykTypoto copmynu (le),

RG
R4 4 N X m_/<o
N
ZR1 2 N
R1 3 p n NI \
R5 \S R2

R’ dopmyna (le),

ae

R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

Y aBnsie coboto -CHe- abo -C(O)-;

Z sBnsie coboto -S-, -O- abo -N(R'8)-;

R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.10apun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heob0B'A3K0BO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;

R¢ asnsie coboto H, ranoren abo Cieankin;

R? aende cobowo H, Cieankin, Cieranorenankin, Cooretepouuknoankin, Cs.icapun abo Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHMIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoty,
[0 SIKOr0 BOHU NPUEAHAaHI, 06’eaHaHi 3 YTBOPEHHAM reTepPOLUKNOAankinbHOro Kinbus;

KoxxHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnsae coboto H abo C1-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

R'> aBnsae coboto H abo C1-sankin;

R'7 aBnsie coboto H abo C1-sankin;

R'8 apnsie coboto H abo Ci-sankin;

n aopisHioe 0 abo 1;

m gopisHioe 0 abo 1;

p aopisHioe 0, 1 abo 2; i

g aopisHioe 0, 1 abo 2;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHWIOMY BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dopmynu (le), ae R' asnge coboto -
C(O)OR'S. B iHwoMy BapiaHTi 3aifiCHEeHHA npeacrasneHo cnonyky dopmynu (le), ae R asnse coboto
-C(O)OR™, i R aBnsie co60t0 H. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNeEHO Cnonyky )opMynu
(le), ne R asnge cobow -C(O)OR'™®, i RS aensde coboto Cieankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactaeneHo cnonyky dopmynu (le), ae R' asnse coboto -C(O)OR'S, i R'® asnsae coboto -CHs. B
iHLWIOMY BapiaHTi 34iACHEHHA npeacTaeneHo crnonyky dopmynu (le), ae R' sBnae coboiw -
C(O)NR'™R"". B iHwWoMy BapiaHTi 3aiiCHeHHs1 npeacTaBneHo crnonyky cdopmynu (le), ae R' sense
coboro -C(O)NR™R' R'® gense cobot H, i R saBnse coboio H. B iHWOMY BapiaHTi 3aiiCHEHHS
npeacrasneHo cnonyky cdopmynu (le), ae R’ sBnsie coboto -C(O)NR'PR', R0 ansie coboto H, i R
aBnsie coboto Crearnkin. B iHWOMY BapiaHTi 3ailficHeHHs npeacTaBneHo cnonyky dopmynu (le), ae R’
anse coboto -C(O)NR'OR', R'® aense coboto H, i R' saBnse coboto -CHsz. B iHWoOMy BapiaHTi
3aificHeHHa npegctaeneHo cnonyky dopmynu (le), ge R' asnde cobow -C(O)NR'MR', R0 gense
co6010 Cieankin, i R'" asnse coboto Cieankin. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNEHO CMONYKY
dopmynu (le), ae R aende coboro -C(O)NROR!", R0 gendae cobow -CHs, i R aense cobowo -CHa.

B iHWoMy BapiaHTi 3aincHeHHs npeacTaBneHo cnonyky dopmynu (le), ae R2 sense cobow H. B
iHLIOMY BapiaHTi 3aiWCHEHHS npeacTaBneHo cnonyky cdopmynu (le), ae R2 asnse coboto ranoreH. B
iHWOMY BapiaHTi 3aiWCHEHHs1 npeacTasneHo cnonyky dopmynu (le), ae R2 asnse cobow -Cl. B
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iHLIOMY BapiaHTi 34iiCHEHHS nNpeacTaBneHo cnonyky dopmynu (le), ae R2? ssnse coboto Cisankin. B
iHLWIOMY BapiaHTi 34iNCHEeHHA npeactaBneHo cnonyky dopmynu (le), ae R2 asnsie cobowo -CHs. B
iHWoMy BapiaHTi 3AilCHEHHs npeacTaBneHo cnonyky dopmynu (le), ae R? sBnsie cobow Ci.
sranoreHankin. B iHWOMY BapiaHTi 3ailficHeHHsA npeacTaBneHo cnonyky cdopmynu (le), ae R? aense
coboto -CFs.

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky dopmynu (le), ae R'2 aensie coboio H. B
iHLWoMY BapiaHTi 3ailicHeHHs npeacTaBneHo cnonyky cdopmynu (le), ae R'2 asnsie coboto ranoreH. B
iHLOMY BapiaHTi 3ailicHeHHS npeacTaBneHo cnonyky dopmynu (le), ae R'2 sensie co6oto F. B iHWoMy
BapiaHTi 34iNCHEHHA npeAcTaBneHo crnonyky popmynu (le), ae R'2 agngae coboto Cisankin. B iHWOMY
BapiaHTi 34iNCHEHHA npeacTraBneHo cnonyky dopmynu (le), ae R'2 aenae cobot -CHs. B iHWOMY
BapiaHTi 34iACHEHHA npeacTasneHo cnonyky cdopmynu (le), ae R'® gaenae cobow H. B iHwomy
BapiaHTi 34iNCHEHHA npeAcTaBneHo crnonyky dopmynu (le), ae R'3 agnae coboto Cisankin. B iHWOMY
BapiaHTi 34iNCHEHHA npeacTraBneHo cnonyky dopmynu (le), ae R gaenae cobot -CHs. B iHWOMY
BapiaHTi 34iMCHEHHA npeacTaBneHo cnonyky dopmynu (le), ae R'2 asnae cobow H, i R'® aBnse
co6oto H. B iHWoMy BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (le), ae R'2 aBnsie coboto
H, i R'® ansie coboto Cieankin. B iHWOMY BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (le),
ne R'2 aensie cobolo H, i R aense cobot -CHs. B iHWOMY BapiaHTi 3aiiCHEHHS NpeAcTaBneHo
cnonyky copmynu (le), ne R' saensie cobow Crseankin, i R'® aense cobow H. B iHWOMYy BapiaHTi
3aiicHeHHs npeacTaBneHo crnonyky dopmynu (le), ae R'2 aensie coboto -CHs, i R'® saiBnsie co6oio H. B
iHLWoMY BapiaHTi 34ilicHeHHS npeacTtaBneHo cnonyky dopmynu (le), ae R'2 asnsie coboto Ci.sankin, i
R'2 asnsie coboto Cisankin. B iHWOMY BapiaHTi 34iiCHEHHA NpeacTaBneHo cnonyky dopmynu (le), ae
R'2 apnsie coboto -CHs, i R'® aiBnsie co6oto -CHa.

B iHwomy BapiaHTi 3aiicHeHHa npeAcTaBneHo cnonyky dopmynu (le), ae Y asnse coboto -CHz-. B
iHLIOMY BapiaHTi 34iNCHEHHS NpeacTaBneHo cnonyky opmynu (le), ae Y senae coboto -C(O)-.

B iHWOMY BapiaHTi 34iMCHEHHA nNpeacTaBneHo cnonyky dopmynu (le), ge Z asnse coboto -S-. B
iHLIOMY BapiaHTi 34iiCHEHHA NpeacTaBneHo cnonyky dopmynu (le), ae Z asndae coboto -O-. B iHwomy
BapiaHTi 34iNCHEHHs1 npeacTaBneHo cnonyky cdopmynu (le), ae Z sense coboto -N(R'8)-. B iHwomy
BapiaHTi 34iNCHeHHA npeAcTaBneHo cnonyky dopmynu (le), ae Z asnse coboi -N(H)-. B iHwomMy
BapiaHTi 34incHeHHA npeacTrasneHo cnonyky dopmynu (le), ae Z apnsae coboto -N(CHs)-.

B iHWOMY BapiaHTi 3ailicCHeHHs1 npeacTtaBneHo cnonyky dopmynu (le) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeocisomep abo papmaueBTUYHO MPURHATHY Cinb, A€ M AOPiBHIOE 1, n
aopisHioe 1, q gopisHoe 1, i p gopiBHoe 1. B iHWOMY BapiaHTi 34iIMCHEHHA NPEeACTaBMEHO CNOMyKYy
dopmynn (le) abo 1i conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO
NPUIRHATHY Cinb, ae m gopisHioe 0, n gopiBHioe 1, q AopiBHIOE 2, | p AopiBHIOEe 1. B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky cdopmynu (le) abo ii conbsar, rigpart, Taytomep, N-okcua,
cTepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb, A€ M AopiBHIOE 1, n aopiBHE 1, q AopiBHIOE O, i
p AopiBHIOE 2. B iHWIOMY BapiaHTi 3aiWCHEHHS nNpeacTaBneHo cnonyky dopmynu (le) abo ii conbaar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo hapMaUEeBTUYHO NPUAHATHY Cinb, A€ M AOPIBHIOE 1, n
aopisHioe 1, q gopisHioe 1, i p gopiBHoe 0. B iHWOMY BapiaHTi 34iNCHEHHS NpeACcTaBneHO CNonyky
dopmynn (le) abo 1i conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO
NPUIHATHY Cinb, A€ M gopisHioe 0, n gopiBHoe 0, q AOPIBHIOE 2, | p AOpPiBHIOE 1.

B iHWOMY BapiaHTi 3ailicCHeHHs1 npeacTtaBneHo cnonyky dopmynu (le) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeoisomep abo dapMauUeBTUYHO MNPUWAHATHY cinb, e R* gaBnge coboto
ranoreH, -OR7?, Cisankin, CosankiHin, Cieranorenankin, -C(O)NR8RS®, Cagretepoumknoankin, Ce.
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHWOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dpopmynu (le) abo 1i conbear, riapart, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO MPURHATHY Cinb, ge R* aBnge cobow ranoreH, -OR7, Cieranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOoB'sI3kOBO 3amiweHi 1 abo 2 R'™. B iHWOMY BapiaHTi 34iNCHEHHSI NpeaCTaBneHo
cnonyky ¢opmynu (le) abo 17 conbart, rigpart, Taytomep, N-okcua, crepeoisomep abo
dapMaleBTUYHO MPURHATHY cinb, e R* siBnsie coboto ranoreH. B iHWOMYy BapiaHTi 34iMCHEHHS
npeacraeneHo cnonyky popmynu (le) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky popmynu (le) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapmaueBTUYHO MPURHATHY Cinb, Ae R* senae cobow CieranoreHankin. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (le) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoizomep abo drapmaueBTUHMHO NPUAHATHY cinb, Ae R* sisnse coboto -CFs. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (le) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
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34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (le) abo i conbBar, rigpart, Taytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiuleHi 1 abo 2 R'™. B iHLWOMY BapiaHTi 3ailicHEHHS npeAcTaBneHo cnonyky dopmynu (le) abo ii
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky dpopmynu (le) abo ii conbBart, rigpar, Taytomep, N-okcua, crepeoizomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, e R* aABnsfe coboto -OR’, i R sBnse cobow -CFs. B iHwoMy
BapiaHTi 34iMCHEHHs npeacTaBneHo cnonyky cdopmynu (le) abo Ti conbBar, rigpar, Taytomep, N-
oKcuz, crepeoisomep abo hapmaleBTUYHO MPURHATHY cinb, Ae R* asnse cobotw -OR7, i R7 aense
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'™. B iHwomMmy BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dopmynu (le) abo ii conbear,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
-OR’, i R7 aBnge coboto deHin, nipuaun, nipumiguHin, nipuansudin abo nipasuHin, ge deHin, nipuaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeobOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMY BapiaHTi 34iACHEHHS npeacTaBneHo cnonyky dopmynu (le) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
aBnsie coboto -OR7, i R” aBnse coboto deHin, nipuaun, nipumiguHin, nipuamsundin abo nipasuHin, ae
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (le) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoisomep abo drapmaueBTUHHO MPURHATHY cinb, Ae R* asnse cobot -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (le) abo i conbBar, rigpart, Taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky ¢opmynu (le) abo 17 conbart, rigpart, Taytomep, N-okcua, crepeoisomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiwleHuin 1 abo 2 R'™. B iHWoOMY BapiaHTi 3ailicCHEHHS npeacTaBneHo cnonyky dopmynu (le) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢opmynu (le) abo 1 conbar, rigpar, Taytomep, N-okcua, crepeoisomep abo
drapMaLeBTUHHO NMPUIRHATHY Cinb, e R* Asnse coboto CaoreTepounknoankin, samiwenni 1 abo 2 R4,
B iHwomy BapiaHTi 3aiiCHEHHs1 npeacTaBneHo cnonyky cdopmynu (le) abo 1i conbBaT, rigpar,
Taytomep, N-okcua, crepeoisomep abo dapmMaueBTUYHO I'Ipl/ll7IHF|THy Cinb, ue R4 gaense coboto

;NCC CQ ;Né ;j%,C( AN }LNC}OH

NH

2Od O B, s + “33/—
%NHQNJ g_N\_\O

H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu
(le) abo ii conbBart, rigpat, Tayromep, N-okcua, crepeocisomep abo papmaueBTUYHO NPURHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (le) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUAHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoOMYy BapiaHTi 34iMCHEHHA npeacTaeneHo cnonyky dpopmynu (le) abo ii conbBar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
CooreTepoapun, 3aMiweHnin 1 abo 2 R™. B iHwomy BapiaHTi 34iMCHEHHS NpeacTaBneHO Cnonyky
dopmynn (le) abo 1i conbeaT, rigpar, Taytomep, N-okcua, crepeoisomep abo hapMaueBTUYHO
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NMPUIHATHY cinb, ae R* aBnsie coboto

B iHWoOMYy BapiaHTi 3aiicHeHHsi npeactaBneHo cnonyky dopmynu (le), ae R5 aBnse coboto H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacTtaeneHo cnonyky dopmynu (le), ae R® sBnse coboo H. B iHwoMmy BapiaHTi 3ailCHEHHS
npeacTtaeneHo cnonyky dopmynu (le), ae R® aBnsie coboto ranoreH. B iHWOMy BapiaHTi 3iliCHEHHS
npeactaeneHo cnonyky cdopmynu (le), ae R® sense coboio -Cl. B iHWOMY BapiaHTi 3[iCHEHHS
npeactaeneHo cnonyky cdopmynu (le), ae R aBnsie coboio -F. B iHWwoMy BapiaHTi 3AilCHEHHS
npeacraeneHo cnonyky dopmynu (le), ae RS sisnsie coboto Cisankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky copmynu (le), ae RS aBnse coboto -CHs. B iHwoMy BapiaHTi 34iACHEHHSA
npeacraeneHo cnonyky cgopmynu (le), ne RS sBnse coboto CieranoreHankin. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo cnonyky cdopmynu (le), ae R asnae cobow -CFs. B iHWOMY BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (le), ae R® asnae coboiw CieranoreHankokcu. B
iHLWoMYy BapiaHTi 3filCHeHHs1 NnpeacTaBneHo cnonyky dopmynu (le), e RS saiBnsie coboto -OCFs.

B iHLIOMY BapiaHTi 3ailicHeHHs1 npeacTaBneHo cnonyky dopmynu (le), ae R® sensie coboto H. B
iHLWoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo crnonyky dopmynu (le), ne R® asnsie coboto ranoreH. B
iHWoMmy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky copmynu (le), ae R® aesnsie cobow -Cl. B
iHLOMY BapiaHTi 3ailicHeHHS npeAcTaBneHo cnonyky dopmynu (le), ne R8 saensie coboto -F. B iHwomy
BapiaHTi 3aiicHeHHs1 npeAcTaBneHo cnonyky cdopmynu (le), ne R® aBnsie coboto Cisankin. B iHwomy
BapiaHTi 34iNCHEHHA NpeacTaBneHo cnonyky opmynu (le), ae R8 asnsae coboto -CHa.

B iHwWoMy BapiaHTi 34iicHeHHS npeacTtaBneHo cnonyky dopmynu (), 9ka xapakTepusyeTbes
cTpykTypoto chopmynu (1),

4 Y\
K’;} G
R13 P n NIQ\
R2

R’ dopmyna (If),

e

R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

Y aBnsie coboto -CHe- abo -C(O)-;

Z sBnsie coboto -S-, -O- abo -N(R'8)-;

R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.10apun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heob0B'A3KOBO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;

R? aende cobowo H, Cieankin, Cieranorenankin, Cooretepouuknoankin, Cs.icapun abo Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHMIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoty,
[0 SIKOro0 BOHU NPUEAHAaHI, 06’eaHaHi 3 YTBOPEHHAM reTePOLUKNOAnKiNbHOro Kinbus;

KoxxHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;

R'2 apnsie coboto H, ranoreH abo Ci-sankin;

R'3 aBnsae coboto H abo C1-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

R'> aBnsae coboto H abo C1-sankin;

R'7 aBnsie coboto H abo C1-sankin;

R'8 apnsae coboto H abo C1-sankin;
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n aopisHioe 0 abo 1;

m gopisHioe 0 abo 1;

p aopisHioe 0, 1 abo 2; i

g aopisHioe 0, 1 abo 2;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHwomy BapiaHTi 3aificHeHHs1 npeactaBneHo cnonyky dopmynu (If), ae R' aBnse coboio -
C(O)OR'. B iHwomy BapiaHTi 3gilicHeHHA npeacTasneHo cnonyky cdopmynu (If), ae R agnse coboto -
C(O)OR'™, i R aBnse coboto H. B iHWOMY BapiaHTi 34iliCHeHHs1 npeAcTaBnNeHO cnonyky opmynu
(If), pe R' asnse cobot -C(O)OR'S, i R aengae coboto Cieankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky cdopmynu (If), ae R' asndae coboto -C(O)OR'S, i R'® asnae cobor -CHs. B
iHWOMY BapiaHTi 3A4ilMCHEeHHs npeacTasneHo cnonyky dopmynu (If), ae R' gaBnge cobow -
C(O)NR'°R'". B iHWOMYy BapiaHTi 34iicHeHHA npeacTaBneHo cnonyky dopmynu (If), ge R' asnde
coboo -C(O)NR'PR'", R0 gsnse cobotw H, i R"" asnae cobow H. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynu (If), ae R' asnse coboto -C(O)NR'R™, R gengae coboto H, i R
aBnsie coboto Cisankin. B iHWoOMY BapiaHTi 34ilicHeHHs npeacTasneHo cnonyky cdopmynu (If), oe R?
aBnse coboto -C(O)NR'OR', R'® aense cobot H, i R' saBnse coboto -CHsz. B iHWoMy BapiaHTi
37ifcHeHHn npeacTaeneHo cronyky cdopmynu (If), ae R' asnge coboto -C(O)NR'°R™, R'® gaense
coboto Cieankin, i R'" asnsie coboto Ci-sankin. B iHWoMy BapiaHTi 34iliCHeHHA NpeaCcTaBneHo Cnonyky
dopmynu (If), ae R' asnsie coboto -C(O)NRPR™, R0 aensie coboto -CHg, i R siBnsie coboto -CHs.

B iHWoMy BapiaHTi 3aiiicHeHHs npeacTtaBneHo crnonyky cdopmynu (If), ae R2? aBnsie coboio H. B
iHLUOMY BapiaHTi 34inCHeHHA npeacTaBneHo cnonyky dopmynu (If), ae R2 asnae coboto ranoreH. B
iHLIOMY BapiaHTi 34iiCHeHHs npeAcTaBneHo cnonyky cdopmynu (If), ae R2 agnsae coboto -Cl. B iHWOMY
BapiaHTi 34iNCHEHHs1 npeAcTasneHo cnonyky dopmynu (If), ae R2 asnse cobow Cieankin. B iHWOMY
BapiaHTi 34iiCHeHHs npeactaBneHo cnonyky dopmynu (If), ae R2 aende cobow -CHs. B iHWOMY
BapiaHTi 3a4incHEeHHA npeacTtaBneHo crnonyky dopmynu (If), ae R2 aBnsie coboto CisranoreHankin. B
iHLOMY BapiaHTi 3filcHeHHs npeacTaBneHo cnonyky dopmynu (If), ne R2 aBnsie coboto -CFa.

B iHLWIOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky cdopmynu (If), ae R'2 aBnsie coboio H. B
iHLWoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky dopmynu (If), ae R'2 aBnse coboto ranoreH. B
iHLoMY BapiaHTi 3filcCHEHHs npeacTaBneHo cnonyky cdopmynu (If), ae R asnsie coboto F. B iHWoMy
BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (If), ne R'2 agnsie coboto Ci.sankin. B iHwomy
BapiaHTi 3ailcHeHHs npeactaBneHo cnonyky cdopmynu (If), ae R' aBnsie cobol -CHs. B iHwomMy
BapiaHTi 34iNCHEeHHA npeacraBneHo cnonyky opmynu (If), ae RS aBnsie coboto H. B iHWOMY BapiaHTi
34ificHeHHs npeactaBneHo cnonyky dopmynu (If), ae R apnae coboto Creankin. B iHWOMY BapiaHTi
34ifiCHEHHsT npeacTaBneHo crnonyky dopmynu (If), ae R gasnsie coboto -CHsz. B iHWOMY BapiaHTi
34ificHeHHs npeacTaeneHo crnonyky dopmynu (If), ae R'2 agngae coboto H, i R asnsie cobowo H. B
iHLWOMY BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dopmynu (If), ae R'2 gaenae cobow H, i R
asnse cobot Cisankin. B iHWOMY BapiaHTi 34iliCHEHHA NpeacTaBneHo cnonyky dopmynu (If), ae R12
aBnse coboto H, i R asnse cobowo -CHs. B iHWoMy BapiaHTi 3ailiCHeHHs1 NpeacTaBneHo Cnonyky
dopmynu (If), ae R'? asnse coboto Crsankin, i R’ asnse coboto H. B iHWOMyY BapiaHTi 34iRCHEHHSA
npeacTtaeneHo cnonyky dopmynu (If), ae R aBnsie coboto -CHs, i R'® aBnse coboto H. B iHWwoMy
BapiaHTi 3ailicHeHHA npeacraesneHo cnonyky cdopmynu (If), ae R'2 sBnsie coboto Crsankin, i R aBnsie
coboto Cisankin. B iHwomy BapiaHTi 3gilicHeHHs npeacTaBneHo cnonyky cdopmynu (If), ae R'? asngse
coboto -CHs, i R'® aBnge coboto -CHs.

B iHWOMyY BapiaHTi 3aiicHeHH:A npeacTaeneHo cnonyky cdopmynu (If), ae Y asnsie coboto -CHq-. B
iHLIOMY BapiaHTi 34iNCHEeHHs NpeacTaBneHo cnonyky opmynu (If), ae Y asnse coboro -C(O)-.

B iHwoMy BapiaHTi 34ilncHeHHA npeacTaBneHo cnonyky dopmynu (If), ae Z asngae coborw -S-. B
iHLIOMY BapiaHTi 34incHeHHs npeactaeneHo cnonyky dopmynu (If), e Z asnde coboto -O-. B iHwomy
BapiaHTi 3aiicHeHHs npeacTaeneHo cnonyky dopmynu (If), ae Z asnse cobot -N(R'8)-. B iHwomy
BapiaHTi 34incHeHHA npegcTaeneHo cnonyky dopmynu (If), ge Z asnde coboto -N(H)-. B iHwomy
BapiaHTi 3gincHeHHA npeacraeneHo cnonyky dopmynu (If), ae Z asnse coboto -N(CHs)-.

B iHWOMY BapiaHTi 3aiiCHEHHS npeacrtaBneHo cnonyky dopmynu (Ify abo i conbBar, rigpar,
Taytomep, N-okcua, crepeocisomep abo papmaueBTUYHO MPURHATHY Cinb, A€ M AOPiBHIOE 1, n
aopisHioe 1, q gopisHoe 1, i p gopiBHoe 1. B iHWOMY BapiaHTi 34iiCHEHHA NPeACTaBAEHO CNOMyKY
dopmynn (Ify abo Ti conbsaT, rigpart, Tayromep, N-okcua, crepeoisomep abo apMaueBTUYHO
NPUIRHATHY Cinb, ae m gopisHioe 0, n gopiBHioe 1, q AopiBHIOE 2, | p AopiBHIOEe 1. B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky dopmynu (If) abo 1i conbBart, riapar, tayromep, N-okcua,
cTepeoizomep abo hapmaueBTUHMHO NPUAHATHY Cinb, A€ M AopiBHIOE 1, n aopiBHE 1, q AopiBHIOE O, i
p OopiBHIOE 2. B iHWIOMY BapiaHTi 34iicHeHHs1 npeacTasneHo cnonyky cdopmynu (If) abo 1i conbsar,
rigpart, Taytomep, N-okcua, crepeoizomep abo apmMaueBTUYHO NPUIHATHY Cinb, € M AOPiBHIOE 1, n
aopisHioe 1, q gopisHioe 1, i p gopiBHoe 0. B iHWOMY BapiaHTi 34iNCHEHHS NpeACcTaBneHO CNonyky
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dopmynn (Ify abo Ti conbsaT, rigpart, Tayromep, N-okcua, crepeoisomep abo apMaueBTUYHO
NPUIRHATHY Cinb, A€ m gopisHioe 0, n gopiBHIoe 0, q AOPIBHIOE 2, | p AOpiBHIOE 1.

B iHWOMY BapiaHTi 3aiiCHEHHS npeacrtaBneHo cnonyky dopmynu (Ify abo i conbBar, rigpar,
Taytomep, N-okcua, crepeocizomep abo drapMaUeBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR’, Cisankin, Cosankinin, Cieranorenankin, -C(O)NRER®, Co.oretepoumknoankin, Ce
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHwoMy BapiaHTi 34iiCHEHHS
npeacraeneHo cnonyky dopmynu (If) abo ii conbear, riapar, Taytomep, N-okcua, ctepeoisomep abo
dapmaleBTUYHO MPURHATHY Cinb, ge R* aBnge cobow ranoreH, -OR7, Cieranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOB'A3KOBO 3aMilleHi 1 ato 2 R'™. B iHWOMy BapiaHTi 34iiCHEHHS] NPeACTaBnEHO
cnonyky copmynun (If) abo 11 conbBaT, rigpaTt, Taytomep, N-okcua, cTepeoizomep abo
dapmaleBTUYHO NPUIRHATHY cinb, ae R* aBnsie coboto ranoreH. B iHwomy BapiaHTi 34iWCHEHHS
npeacraeneHo cnonyky dopmynu (If) abo ii conbear, riapar, Taytomep, N-okcua, ctepeoisomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky dopmynu (If) abo ii conbear, riapar, Taytomep, N-okcua, ctepeoisomep abo
dapMaleBTUYHO MPUIAHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
34ificHeHHs1 npeacTaeneHo crnonyky dopmynu (If) abo T conbBaT, rigpart, Taytomep, N-okcua,
cTepeoisomep abo dapMaleBTUYHO NPUIHATHY cinb, e R* aBnsie coboto -CFs. B iHWOMY BapiaHTi
34ificHeHHs1 npeacTaeneHo crnonyky dopmynu (If) abo T conbBaT, rigpart, Taytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky dopmynu (If) abo 1i conbBart, riapar, tayromep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiweHi 1 abo 2 R'4. B iHLIOMY BapiaHTi 34iNCHEHHA npeacTaBneHo crnonyky dopmynu (If) abo ii
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky cdopmynu (If) abo ii conbear, riapat, Taytomep, N-okcua, ctepeoisomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, e R* aABnsfe coboto -OR’, i R sBnse cobow -CFs. B iHwoMy
BapiaHTi 34iiCHEHHs1 npeacTaBneHo crnonyky dopmynu (If) abo T conbeart, rigpar, Tayromep, N-
okcua, cTepeoizoMep abo hapMaueBTUMHO NPUIAHATHY cinb, ae R* sense coboto -OR7, i R” asnge
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'. B iHwoMmy BapiaHTi 3aiiCHEHHA npeactaBneHo cnonyky dopmynu (Ify abo 17 conbar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
-OR’, i R7 aBnge coboto deHin, nipuaun, nipumiguHin, nipuansudin abo nipasuHin, ge deHin, nipuaun,
nipumMiauHin, nipuamsuHin - abo nipasuHin  HeobOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWoOMy BapiaHTi 34iicHeHHs npegcTtaeBneHo cnonyky dopmynu (If) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
aBnsie coboto -OR7, i R” aBnse coboto deHin, nipuaun, nipumiaudin, nipuamsundin abo nipasuHin, ae
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ificHeHHs1 npeacTaeneHo crnonyky dopmynu (If) abo T conbBaT, rigpart, Taytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY cinb, Ae R* aBnse coboto -OR7, i R” aBnse coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo cronyky dopmynu (If) abo 1i conbBart, riapar, Tayromep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuansuHin abo nipasuHin 3amiweHi -Cl a6o -CFs. B iHwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky copmynun (If) abo 11 conbBaT, rigpaTt, Taytomep, N-okcua, cTepeoizomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiuleHuin 1 abo 2 R'. B iHWOMY BapiaHTi 3aiiCHeHHs1 npeAcTaBneHo cnonyky dopmynu (If) ado 1i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢copmynu (If) abo T conbeaT, rigpart, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTUHHO NMPUIRHATHY Cinb, e R* Asnse coboto CaoreTepounknoankin, samiwenni 1 abo 2 R4,
B iHwoMy BapiaHTi 3AiiCHEHHs npeacTaBneHo cnonyky dopmynu (If) abo 1i conbBar, rigpart,
Taytomep, N-okcua, crepeoisomep abo dapMauUeBTUYHO MNPUWAHATHY cinb, ae R* gaBnge coboto
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H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu
(If) abo ii conbBart, rigpat, Taytomep, N-okcua, crepeocisomep abo dhapmaueBTUHHO NPUAHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ificHeHHs1 npeacTaeneHo crnonyky dopmynu (If) abo T conbBaT, rigpart, Taytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUAHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoMy BapiaHTi 3aificHeHHs npeacTasneHo cnonyky dopmynu (If) abo 1i conbBar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaLeBTUYHO NPURHATHY Cinb, aAe R* asnae coboto
Cooretepoapun, samiweHuin 1 abo 2 R4, B iHWOMY BapiaHTi 34iiCHEHHS MpPeACTaBMEHO CNOMYKY
dopmyrn (Ify abo Ti conbsaT, rigpart, Taytomep, N-okcua, CTepeoiaolvlep abo dapmauleBTUHMHO

=+ = HY O

NPUWHATHY Cinb, e R* aende coboio

B iHWwoMy BapiaHTi 3aiicHeHHs1 npeactaBneHo crnonyky dopmynu (If), ae R® sisnsie coboio H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky dopmynu (If), ae R5 gaBnsie cobowo H. B iHWoOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (If), ae R® aBnsie coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (If), ae R® aBnse coboio -Cl. B iHWOMY BapiaHTi 34iACHEHHSA
npeacraeneHo cnonyky dopmynu (If), ae RS gaense coboto -F. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky cdopmynu (If), ae R5 asnsae coboto Ci.sankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dopmynu (If), ae R® senae coboto -CHs. B iHWOMY BapiaHTi 34iiCHEHHSA
npeactaeneHo crnonyky dopmynu (If), ne R® sBnse coboto CisranoreHankin. B iHLWOMY BapiaHTi
3ailicHeHHs1 npeAcTaBneHo cnonyky dopmynu (If), ne R® aBnsie cobot -CFs. B iHwomy BapiaHTi
3aiicHeHHs npeacTtaBneHo cnonyky copmynu (If), ae R® siBnsie co6oto CrgranoreHankokcu. B iHLwomy
BapiaHTi 3ailicHeHHs npeacraesneHo cnonyky cdopmynu (If), ne R sensie coboto -OCFs.

B iHWoOMY BapiaHTi 34iiMCHEeHHA npeacTtaBneHo crnonyky dopmynu (), Ska xapakTepusyetbed

cTpykTypoto chopmynu (1g),

4
R A\ R2
R \
& 3 12
R
R6

ae

R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R? aBnsie coboto H, ranoreH, Ci.sankin abo CisranoreHankin;

A asnse coboto N abo C(H);

X ainisie coboto -O-, -N(R6)- abo -CH2N(R6)CH2-;

R* aBnse coboio H, ranoreH, -OR7, Cisankin, CozeankeHin, Cosankidin, CisranoreHankin, -
C(O)NR8R?, Cagretepouuknoankin, -Cieankin-Czoretepoumnknoankin, Ce.10apun abo Cioretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun

dopmyna (Ig),
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Heob0B'A3KOBO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;

RS asnge coboto H, ranoren adbo Cisankin;

R” saBnsie coboto H, Cisankin, CisranoreHankin, Coeretepouuknoankin, Ces.ipapun ato Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHMIN R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoty,
[0 SIKOro BOHU NPUEAHAHI, 06’€aHAHI 3 YTBOPEHHSIM r€TEPOLMKINOAnKiNbHOro Kinbus;

koxxHui 3 R0 i R HesanexHo aBnsie coboto H abo Cisankin;

R'2 apnse coboto H, ranoren abo Cieankin;

R'3 aBnsae coboto H abo C1-sankin;

KOXHMII R HesanexHo Bubpanun 3 ranoreny, -OH, Cieankiny, CisranoreHankiny, Ci-sankokcm, -
Cieankin-OH, Cssuuknoankiny, -C(O)NR8R?, -SO2-C1-sankiny i -N(R7)C(O)-C1-sankiny;

R'> aBnsae coboto H abo C1-sankin;

R'8 apnse coboto H, Cisankin, -C(O)-Ci.sankin abo -CH2CO2H;

R'7 apnsie coboto H abo Ci-sankin; i

v aopieHtoe 0 abo 1;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHwomMy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky cdopmynu (Ig), ae R' siense coboto -
C(O)OR'. B iHWwoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky cdopmynu (Ig), ae R sense co6oto
-C(O)OR™, i R aBnsie co60t0 H. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNeEHO Cnonyky )opMynu
(lg), oe R asnge cobow -C(O)OR'™®, i RS asnsde coboto Cieankin. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky dopmynu (Ig), ae R' asnse cobor -C(O)OR'S, i R'® asnsae coboto -CHs. B
iHLWOMY BapiaHTi 34iicHeHHA npeacTaeneHo crnonyky dopmynu (Ig), ae R' sBnae coboiw -
C(O)NR'R'". B iHWOMy BapiaHTi 34iNCHEHHA npeacTasneHo cnonyky cdopmynu (Ig), ae R' asnse
coboro -C(O)NR™R' R'® gense cobot H, i R saBnse coboio H. B iHWOMY BapiaHTi 3aiiCHEHHS
npeacrasneHo cnonyky cdopmynu (Ig), ae R' sinsie coboto -C(O)NR'°R', R gaensie coboto H, i R
aBnsie coboto Cirearnkin. B iHWOMY BapiaHTi 3ailficHeHHs npeacTaBneHo cnonyky dopmynu (Ig), ae R’
anse coboto -C(O)NR'OR', R'® aense coboto H, i R' saBnse coboto -CHsz. B iHWoOMy BapiaHTi
37iCHeHHA npeacTtaeneHo cnonyky copmynu (Ig), ae R' asnse cobow -C{O)NRR', R'® aense
coboto Cieankin, i R'" asnsie coboto Ci-sankin. B iHWoMy BapiaHTi 34iliCHeHHA NpeaCcTaBneHo Cnonyky
dopmynu (Ig), ae R aende cobor -C(O)NRR'", R0 gende cobow -CHs, i R aense cobowo -CHa.

B iHWoMy BapiaHTi 3aincHeHHs npeacTaBneHo cnonyky dopmynu (Ig), ae R2 sense cobow H. B
iHLIOMY BapiaHTi 3aiWCHEHHs npeacTaBneHo cnonyky cdopmynu (Ig), ae R2 asnsie coboto ranoreH. B
iHWOMY BapiaHTi 3aiiCHEHHs1 npeacTasneHo cnonyky dopmynu (Ig), ae R2 asnse cobow -Cl. B
iHLWOMY BapiaHTi 34iiCHeHHs npeacrtaBneHo cnonyky dopmynu (Ig), ae R? sense coboto Cisankin. B
iHLWIOMY BapiaHTi 34iNcHeHHA npeactaBneHo cnonyky dopmynu (Ig), ae R2 asnsie cobowo -CHs. B
iHWoMy BapiaHTi 3AiicHEHHs npeacTaBneHo cnonyky dopmynu (lg), ae R? sBnsie cobow Ci.
sranoreHankin. B iHWOMY BapiaHTi 3ailficHeHHA npeacTaBneHo cnonyky cdopmynu (Ig), ae R? aense
coboto -CFs.

B iHWOMYy BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky dopmynu (Ig), ae R'2 aensie coboio H. B
iHLWoMYy BapiaHTi 3ailicHeHHs npeacTtaBneHo cnonyky cdopmynu (Ig), ae R'2 asnsie coboto ranoreH. B
iHLIOMY BapiaHTi 3aiiiCHEHHS npeAcTaBneHo cnonyky dopmynu (Ig), ae R'2 agnae coboto F. B iHwWomMy
BapiaHTi 3aiiCHEHHA npeacTaBneHo crnonyky dpopmynu (Ig), ae R'2 aengae coboto Cisankin. B iHWOMY
BapiaHTi 34iincHEeHHA npeacraBneHo cnonyky dopmynu (Ig), ae R'2 genae cobot -CHs. B iHWOMY
BapiaHTi 34iiCHeHHA npeacTtasneHo cnonyky cdopmynu (Ig), ae R'® aenae cobow H. B iHwomy
BapiaHTi 3aiiCHeHHA npeacTaBneHo crnonyky dopmynu (Ig), ae R'3 angae coboto Cisankin. B iHWOMY
BapiaHTi 34iNcHEeHHA npeacraBneHo cnonyky dopmynu (Ig), ae R aense cobot -CHs. B iHWOMY
BapiaHTi 3ailcHeHHs npeacTtaBneHo crnonyky cdopmynu (lg), ae R'2 aBnse coboto H, i RS asnse
co6oto H. B iHWwoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo cnonyky dopmynu (Ig), ae R'2 aBnsie coboto
H, i R'® ansie coboto Cieankin. B iHWOMY BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky dopmynu (Ig),
ne R'2 aensie cobowo H, i R aense cobot -CHs. B iHWOMY BapiaHTi 3aiiCHEHHS NpeAcTaBneHo
cnonyky copmynu (Ig), ne R' saensie cobow Creankin, i R'® aense co6ow H. B iHWoOMy BapiaHTi
3ailicHeHHs npeacTaBneHo crnonyky dopmynu (Ig), ae R'2 aensie coboto -CHs, i R'® saiBnsie co6oio H. B
iHLIOMY BapiaHTi 3ailiCHEHHA npeacTasneHo cnonyky dopmynu (Ig), ae R'2 aensae coboto Cisankin, i
R'2 asnsie coboto Cisankin. B iHWOMY BapiaHTi 34iiCHEHHA NpeacTaBneHo cnonyky dopmynu (Ig), ae
R'2 apnsie coboto -CHs, i R'® aiBnsie co6oto -CHa.

B iHWOMY BapiaHTi 3aiNCHEeHHs npeacraBneHo cnonyky dopmynu (Ig), ae A saensae coboo N. B
iHLIOMY BapiaHTi 3aiNCHEHHA npeacTaBneHo cnonyky dpopmynu (Ig), ae A aense coboto C(H).

B iHWOMY BapiaHTi 3gilncHeHHA npegcTaeneHo cnonyky dopmynu (Ig), ae X asnse coboto -O-. B
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iHLIOMY BapiaHTi 34iMCHEeHHA npeacTtasneHo cnonyky dopmynu (Ig), ae X asnsae coboto -N(R'6)-,
iHWOMY BapiaHTi 34iiCHEHHS npegcTaeneHo cnonyky dopmynu (Ig), ae X asnsde cobow -N(H)-.
iHLIOMY BapiaHTi 34iliCHEHHA npeacTasneHo cnonyky cdopmynu (1g), ae X ssnse coboro -N(CHa)-.
iHWOMY BapiaHTi 34iMCHEHHA npeacTaBneHo cnonyky dopmynu (Ig), ae X saBnde cobow
CHz=N(R'6)CH2-. B iHWoOMyY BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky cdopmynu (Ig), ae X aBnsie
c06010 -CH2N(H)CH2-. B iHwoMmy BapiaHTi 34iicHEHHA npeactaeneHo cnonyky dopmynm (Ig), ae X
asnse coboto -CHaN(CHz)CH2-.

B iHWOMY BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dpopmynu (1g), ae v gopisHioe 0. B iHWoOMY
BapiaHTi 34iMCHeHHA npeacTasneHo cnonyky dopmynu (Ig), Ae v AopisHioe 1.

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky dopmynu (Ig) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeoisomep abo dapMauUeBTUYHO NPUWHATHY cinb, e R* gaBnge coboto
ranoreH, -OR7?, Cisankin, CosankiHin, Cieranorenankin, -C(O)NR8RS®, Cagretepoumknoankin, Ce.
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigretepoapun HeobOB'A3k0BO 3amiweHi 1 abo 2 R'. B iHwWoOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dpopmynu (Ig) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTMYHO MpPUAHATHY cinb, ae R* saBnse coboto ranoreH, -OR7, Cisranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOoB'sI3kOBO 3amiweHi 1 abo 2 R'™. B iHWOMY BapiaHTi 34iNCHEHHSI NpeaCTaBneHo
cnonyky ¢opmynu (Ig) abo 17 conbart, rigpart, Taytomep, N-okcua, crepeoisomep abo
dapMaLeBTUYHO MPUIAHATHY cinb, Ae R* sBnsie cobGotlo ranoreH. B iHWoOMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky dpopmynu (Ig) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapmaueBTUYHO NPUAHATHY Cinb, ae R* gaBnse cobow -Cl. B iHwomy BapiaHTi 3A0iWCHEHHS
npeacraeneHo cnonyky dpopmynu (Ig) abo 1i conbBar, riapar, Taytomep, N-okcua, crepeoizomep abo
dapmaueBTUYHO MPURHATHY Cinb, Ae R* senae cobow CieranoreHankin. B iHWoOMy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Ig) abo 1i conbBaTt, rigpat, taytomep, N-okcua,
cTepeoisomep abo dapMaleBTUYHO NPUIWHATHY cinb, e R* aBnsie coboto -CFs. B iHWOMY BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Ig) abo 1i conbBaTt, rigpat, taytomep, N-okcua,
cTepeoizomep abo chapmaueBTUYHO NPUIRHATHY Cinb, e R* sBnse co6oto -OR7. B iHWwoMy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Ig) abo 1i conbBaTt, rigpat, taytomep, N-okcua,
cTepeoisomep abo papmaleBTUYHO NPUIHATHY cinb, e R* siBnsie coboto -OR7, i R” aBnsie coboto C1.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiweHi 1 abo 2 R'4. B iHWoMy BapiaHTi 34iiCHEHHA npeacTaBneHo crnonyky dopmynu (Ig) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
anae cobow -OR7, i R7 gaBnae cobow CieranoreHankin. B iHWOMYy BapiaHTi 30iWCHEHHS
npeacraeneHo cnonyky dpopmynu (Ig) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTMHHO NPUIHATHY cinb, Ae R* asnse coboiw -OR7, i R7 asnse cobow -CFs. B iHwomy
BapiaHTi 34iMCHEHHs npeacTaBneHo cnonyky cdopmynu (Ig) abo ii conbBaT, rigpar, Taytomep, N-
okcua, cTepeoizoMep abo hapMaueBTUMHO NPUIAHATHY Cinb, ae R* sBnse coboto -OR7, i R” asnge
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'. B iHWoOMY BapiaHTi 3ailicHeHHs npeAcTaBneHo cnonyky dopmynu (Ig) abo 1i conbBar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmMaLeBTUYHO NPUIRHATHY Cinb, Ae R* siBnsie co6oto
-OR7, i R” saiBnsie co6oto dberin, nipuaun, nipumiguHin, nippansuiin abo nipasuHin, ae deHin, nipnaun,
nipumMiamHin, nipuamsuHin - abo nipasuMHin  HeobOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMY BapiaHTi 34iACHEHHS npeacTaBneHo cnonyky dopmynu (Ig) abo i
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
asnsae coboto -OR7, i R7 aBnse coboto eHin, nipuaun, nipuMiauHin, nipuamnsudin abo nipasudin, ge
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Ig) abo 1i conbBaTt, rigpat, taytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMY BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Ig) abo 1i conbBaTt, rigpat, taytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMiauHinGd nipuam3udin abo nipasuHin, age eHin, nipunaun, nipUMigauHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky ¢opmynu (Ig) abo 17 conbart, rigpart, Taytomep, N-okcua, crepeoisomep abo
dapmaleBTUYHO NPUWHATHY Cinb, ae R* sBnse cobow CogreTepoumknoankin, Heob0B'A3KOBO
3amiweHnin 1 abo 2 R'. B iHWOMY BapiaHTi 34iiCHEHHsA npeacTaBneHo cnonyky dopmymm (Ig) abo ii
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHwWomy BapiaHTi 34iNCHEHHA NpPeaCcTaBnEHO
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cnonyky ¢opmynu (Ig) abo 17 conbart, rigpart, Taytomep, N-okcua, crepeoisomep abo
drapMaLeBTUHHO NMPUIRHATHY Cinb, e R* Asnse coboto CaoreTepounknoankin, samiwenni 1 abo 2 R4,
B iHwomy BapiaHTi 3AaiiCHEHHs npeacTaBneHo cnonyky dopmynu (Ig) abo ii conbBart, rigpar,
Taytomep, N-okcua, crepeoisomep abo drapmMaueBTUHMHO MPURHATHY Cinb, ue R* aBnse coboio

) w0 PO W0 WO 2 20
Qo 1 1p %Né ?%@ ) N o

NH

2Od O B, s + “Q;/—
%NHQNJ §—N\_\O

H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu
(Ig) abo ii conbear, rigpat, Taytomep, N-okcuz, crepeoisomep abo dapmMaueBTUYHO NPURHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ificHeHHs1 npeacTtaBneHo crnonyky dopmynu (Ig) abo 1i conbBaTt, rigpat, taytomep, N-okcug,
cTepeoizomep abo dapMaUeBTUYHO NPUWHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoOMy BapiaHTi 34iMCHEeHHA npegcTaeneHo cnonyky dhopmynu (Ig) abo ii conbaar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmaLeBTUYHO NPUIRHATHY Cinb, Ae R* siensie co6oto
CooreTepoapun, 3aMiweHnin 1 abo 2 R™. B iHwoMy BapiaHTi 34iiCHEHHs1 NpeacTaBneHO Cnonyky
dopmyrn (Ig) abo 1i conbeaT, rigpar, Taytomep, N-okcua, CTepeoisolvlep abo apmaueBTUYHO

=+ =N HY O

NPUWHATHY Cinb, e R* aende coboio

B iHwomy BapiaHTi 3aificHeHHs1 npeacTaeneHo cnonyky dopmynu (Ig), ae R® asnse cobow H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky copmynu (Ig), ae R® aBnae cobowo H. B iHWOMYy BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky dopmynu (Ig), ae RS aende coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactaeneHo cnonyky cdopmynu (Ig), ae R® sense coboio -Cl. B iHWOMY BapiaHTi 3[iCHEHHS
npeactaeneHo cnonyky cdopmynu (Ig), ae RS aBnsie coboio -F. B iHwoMy BapiaHTi 3AiMCHEHHS
npeacTtaeneHo cnonyky cdopmynu (Ig), ae R® siBnsie coboto Cisankin. B iHWoMy BapiaHTi 3iliCHEHHS
npeactaeneHo cnonyky cdopmynu (lg), ae R® saBnsie coboto -CHs. B iHWOMY BapiaHTi 3ailCHEHHS
npeactaeneHo cnonyky dopmynu (Ig), ae R® aBnsie coboto CisranoreHankin. B iHWwoMy BapiaHTi
3ailicHeHHst npeactaeneHo cnonyky cdopmynu (lg), ae R aBnse coboto -CFs. B iHwomy BapiaHTi
3aificHeHHs1 npeacTtaeneHo crnonyky dopmynu (Ig), ae R® asnae coboi CieranoreHankokcu. B
iHLWoMy BapiaHTi 3filcHeHHst npeacTaBneHo cnonyky dopmynu (Ig), Ae R® sinsie coboto -OCFs.

B iHwWoMy BapiaHTi 3aincHeHHs npeactaBneHo cnonyky dopmynu (Ig), ae R8 sense cobow H. B
iHLIOMY BapiaHTi 3aiWCHEHHs npeacTaBneHo cnonyky cdopmynu (Ig), ae R® aBnsie coboto ranoreH. B
iHWOMY BapiaHTi 3aiiCHEHHs1 npeacTasneHo cnonyky dopmynu (Ig), ae R® aesnse cobow -Cl. B
iHLIOMY BapiaHTi 3aiiCHEHHS npeAcTaBneHo cnonyky dopmynu (Ig), ae R® sisnse coboto -F. B iHLWOMY
BapiaHTi 3aiicHeHHs1 npeacTaBneHo cnonyky dopmynu (Ig), ae R® aBnsie coboto Cisankin. B iHwomy
BapiaHTi 3ailicHeHHA npeacTasneHo cnonyky dopmynu (Ig), Ae R® siBnsie coboto -CHs.

B iHWoOMY BapiaHTi 34iMCHEHHA npeacTaBneHo crnonyky cdopmynu (1), Aka xapakTepusyeTbes
cTpykTypoto chopmynu (lh),
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O
R4 A N)J\'\‘l \ R2
5 AN v N=
R ZRR R!
R6

ae

R asnse coboro -C(O)OR'™ abo -C(O)NR™R;

R2 agnsie coboto H, ranoreH, Cisankin abo Ci.sranoreHankin;

A asnse coboto N abo C(H);

X aBnse coboto -O-, -N(R'8)- a6o -CH2N(R'6)CH2-;

R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
C(O)NRB8R?®, Ca.oretepouuknoarkin, -Cisankin-Czeretepoumknoankin, Cs.ioapun abo Ci.gretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heob0B'A3KOBO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;

R®¢ asnsie coboto H, ranoren abo Cieankin;

R? aende cobowo H, Cieankin, Cieranorenankin, Cooretepouuknoankin, Cs.icapun abo Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R'4:

KOXHMI R® i koxxHMI R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asory,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

KoxxHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;

KoxxHUi R'# He3zanexHo BubpaHwuii 3 ranoreHy, -OH, Cisankiny, CieranoreHankiny, C1.sankokcu, -
C1eankin-OH, Cssuuknoankiny, -C(O)NRER?, -SO2-C1-sankiny i -N(R")C(O)-C1-sankiny;

RS aBnsie coboto H abo Ci-sankin;

R'¢ agnge coboto H, Cisankin, -C(O)-Cqsankin abo -CH2CO:2H;

R'7 aBnsie coboto H abo Ci-sankin; i

v aopieHtoe 0 abo 1;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHWIOMY BapiaHTi 34iiCHEHHA npeactaBneHo cnonyky dopmynu (lh), ae R' asnse coboto -
C(O)OR'. B iHWwoMy BapiaHTi 3aiicHeHHs1 npeacTaeneHo cnonyky cdopmynu (Ih), ae R sense co6oto
-C(O)OR™, i RS aBnsie coboto H. B iHWOMY BapiaHTi 34iliCHeHHS npeAcTaBneHo Cnonyky opMynu
(Ih), ae R aBnse coboto -C(O)OR'S, i R'® apnse coboto Cieankin. B iHwomy BapiaHTi 3aiiCHEHHSN
npeacrasneHo crnonyky cdopmynu (lh), ae R' asnge cobow -C{O)OR', i R'® asnsae cobow -CHsz. B
iHWoMy BapiaHTi 3aidcHeHHs1 npeactaBneHo cronyky dopmynu (lh), ne R' saBnse coboio -
C(O)NR'™R"". B iHwWoMy BapiaHTi 3aiicHeHHs1 npeacTaBneHo crnonyky cdopmynu (lh), ae R' ssnse
coboo -C(O)NR'PR'", R0 gsnse cobotw H, i R"" asnae cobow H. B iHWOMY BapiaHTi 34iNCHEHHSA
npeactasneHo cnonyky cdopmynm (Ih), ge R' asnse cobot -C(O)NR'OR™, R0 asnse cobowo H, i R
asnse cobot Cisankin. B iHWOMy BapiaHTi 3gincHeHHa npeacraeneHo cnonyky dopmynu (Ih), ge R?
anae cobow -C(O)NR'OR', R0 genae cobow H, i R dasnse cobow -CHs. B iHWoOMy BapiaHTi
3gificHeHHs npegctaeneHo cnonyky ¢dopmynu (lh), ge R' asnde cobow -C(O)NR'MR', R0 gensae
co6010 Cieankin, i R'" asnse coboto Cieankin. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNEHO CMONYKY
dopmynu (Ih), e R ansie coboto -C{O)NR°R', R'® anse coboto -CHs, i R'" aensae coboto -CHa.

B iHLIOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo crnonyky cdopmynu (lh), ne R? aensie coboto H. B
iHLWoMy BapiaHTi 3aiicHeHHs npeacTtaBneHo crnonyky dopmynu (Ih), ne R? asnsie coboto ranoreH. B
iHWwomy BapiaHTi 3aiicHeHHs npeactaBneHo cnonyky copmynu (lh), ae R? gaBsnsie cobow -Cl. B
iHLWoMY BapiaHTi 3ailicHeHHs1 npeacTaBneHo cnonyky cdopmynu (lh), ne R2 aense coboto Ci.sankin. B
iHWoMy BapiaHTi 34ilicHeHHs npeacTaBneHo cnonyky dopmynu (lh), ne R? aBnse cobotwo -CHs. B
iHWOMY BapiaHTi 3AiicHeHHa npeacTaBneHo cnonyky dopmynu (lh), ae R2 gasnse coboto Ci.
sranoreHankin. B iHwomy BapiaHTi 34iMCHEeHHs npeacTasneHo cnonyky ¢dopmymu (Ih), ge R2 asnse
coboto -CFs.

B iHWOMY BapiaHTi 3aiicHeHHa npeacrtaBneHo cnonyky dopmynu (lh), ae A siense coboto N. B
iHLIOMY BapiaHTi 3aiNCHEHHA NpeacTaBneHo cnonyky dpopmynu (lh), ae A aesnse coboto C(H).

B iHWOMY BapiaHTi 3giicHeHHA npegcTtaeneHo cnonyky ¢dopmymm (Ih), ge X ssngae coboto -O-.
iHLWIOMY BapiaHTi 3aiicHeHHs npeacTaBneHo cnonyky cdopmynu (lh), ae X ansie coboto -N(R'6)-.
iHWOMY BapiaHTi 34iiCHEHHS npegcTaeneHo cnonyky dopmynu (lh), ae X asnsde cobow -N(H)-.
iHLIOMY BapiaHTi 34iliCHEHHA npeacTasneHo cnonyky cdopmynu (Ih), ae X ssnse coboto -N(CHa)-.

dopwmyna (Ih),

Wwww
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iHWOMY BapiaHTi 34iACHEHHA npeactaeneHo cnonyky dopmynu (lh), ae X sasnge cobow -
CH2N(R'6)CH2-. B iHwoMy BapiaHTi 3gincHeHHA npeactasneHo cnonyky dopmynm (lh), ge X asnse
c06010 -CH2N(H)CH2-. B iHwoMmy BapiaHTi 34iicHEHHA npeactaeneHo cnonyky dopmynm (Ih), ge X
asnse coboto -CHaN(CHz)CH2-.

B iHWOMY BapiaHTi 34iiCHEHHA npeacTaBneHo cnonyky dpopmynu (Ih), ae v gopisHioe 0. B iHWOMY
BapiaHTi 34iMCHeHHA npeacTasneHo cnonyky dopmynu (Ih), ae v gopisHioe 1.

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo cnonyky cgopmynu (lh) abo ii conbBar, rigpar,
Taytomep, N-okcua, crepeocisomep abo dapMaleBTUYHO NPURHATHY cinb, Ae R* aBnse coboio
ranoreH, -OR7?, Cisankin, CosankiHin, Cieranorenankin, -C(O)NR8RS®, Cagretepoumknoankin, Ce.
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHWOMy BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky dpopmynu (lh) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapmaleBTUYHO MPURHATHY Cinb, ge R* aBnge cobow ranoreH, -OR7, Cieranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
oreTepoapun HeobOoB'sI3kOBO 3amiweHi 1 abo 2 R'™. B iHWOMY BapiaHTi 34iNCHEHHSI NpeaCTaBneHo
cnonyky ¢opmynu (lh) abo 17 conbeart, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapMaLeBTUYHO MPUAHATHY cinb, e R* sBnsie cob6otlo ranoreH. B iHWoOMy BapiaHTi 3aiiCHEHHS
npeacraeneHo cnonyky dpopmynu (lh) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO NPURHATHY cinb, ae R* aBnse cobow -Cl. B iHWwoMy BapiaHTi 3AiMCHEHHS
npeacraeneHo cnonyky dpopmynu (lh) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
dapmaueBTUYHO MPURHATHY Cinb, Ae R* senae cobow CieranoreHankin. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky copmynu (lh) abo 1i conbBaTt, rigpat, Taytomep, N-okcua,
cTepeoizomep abo drapmaueBTUHMHO NPUAHATHY cinb, Ae R* sisnse coboto -CFs. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (lh) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (lh) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoisomep abo papmaleBTUYHO NPUIHATHY cinb, e R* siBnsie coboto -OR7, i R” aBnsie coboto C1.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiuleHi 1 abo 2 R'™. B iHLWoOMY BapiaHTi 34iliCHEHHS npeAcTaBneHo cnonyky dopmynu (lh) abo 1
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
agnse coboto -OR7, i R’ saBnsie cobow CigranoreHankin. B iHwomy BapiaHTi 30iiCHEHHS
npeacraeneHo cnonyky dpopmynu (lh) abo 1i conbBar, riapart, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTMHHO NPUIHATHY cinb, Ae R* asnse coboiw -OR7, i R7 asnse cobow -CFs. B iHwomy
BapiaHTi 34iMCHEHHs npeacTaBneHo cnonyky dopmynu (lh) abo 1i conbear, riapat, Taytomep, N-
oKcuz, crepeoisomep abo drapmaleBTMHHO MPUWHATHY cinb, ae R4 asnse cobotw -OR7, i R7 asnse
c06010 Ce.1papun abo Cigretepoapun, ae Ceroapun abo CioreTepoapun HEOOOB'A3KOBO 3aMilLeHi 1
abo 2 R'™. B iHwomy BapiaHTi 34iiCHEHHA npeactaBneHo cnonyky dopmynu (lh) abo ii conbsar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmMaLeBTUYHO NPUIRHATHY Cinb, Ae R* siBnsie co6oto
-OR?, i R” siBnsie co6oto dbeHin, nipuaun, nipumiaudin, nipuausudin abo nipasuHin, ae deHin, nipuaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeoOOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWOMY BapiaHTi 34iACHEHHS npeacTaBneHo cnonyky dopmynu (Ilh) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, ae R*
asnsae coboto -OR7, i R7 aBnse coboto eHin, nipuaun, nipuMiauHin, nipuansudin abo nipasudin, ge
deHin, nmipuaun, nNipuMiguHinGd nipuaMsuHin abo nipasuHin € HesamiweHuMmu. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (lh) abo 1i conbBaTt, rigpart, Taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (lh) abo 1i conbBaT, rigpat, taytomep, N-okcua,
cTepeoizomep abo dhapMaueBTUYHO NMPUAHATHY Cinb, e R* aBnse coboto -OR7, i R7 aBnse co6oto
deHin, nipuaun, nipuMiauHinGd nipuamsuHin abo nipasuHin, ae dexin, nipuaun, nipuUMiauHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky ¢opmynu (lh) abo 17 conbsar, rigpart, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiweHnin 1 abo 2 R'. B iHWOMY BapiaHTi 34iNCHEHHSA nNpeacTaBneHo cnonyky dopmynu (lh) aéo ii
conbBar, rigpat, Tayromep, N-okcua, crepeoizomep abo dapMaueBTUYHO MPUAHATHY Cinb, e R*
AaBnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky ¢opmynu (lh) abo 17 conbsar, rigpart, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTUHHO NMPUIRHATHY Cinb, e R* Asnse coboto CaoreTepounknoankin, samiwenni 1 abo 2 R4,
B iHwomy BapiaHTi 3aiiCHEHHs1 npeacTaBneHo cnonyky dopmynu (lh) abo 1i conbBart, rigpar,
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Taytomep, N-okcua, crepeoisomep abo drapmMaueBTUHMHO MPURHATHY Cinb, ue R4 gaense coboto

wJ +) %NC){ PN B < e 1) p
gN@ m }LN%j ;j §N i L ;NC}

NH

OH %‘N
%—N/\:>f %—N/\:>A< %NQ_/( é—N/\:>—SOZCH3 | C>70%
%‘NH{IJ %‘N\_O

H abo H . B iHWoMy BapiaHTi 3aiicHeHHs nNpeAcTaBneHo Cnonyky opMysu
(Ih) abo ii conbBart, rigpart, Tayromep, N-okcua, crepeocisomep abo papMaUeBTUYHO NPUAHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3koBO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTaBneHo crnonyky dopmynu (lh) abo 1i conbsar, rigpart, Taytomep, N-okcug,
cTepeoizomep abo dapMaUeBTUYHO NPUWHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHWoOMy BapiaHTi 34iiCHEeHHA npegcTasneHo cnonyky dpopmynu (lh) abo ii conbBar,
rigpat, Taytomep, N-okcua, ctepeoizomep abo papMaUeBTUUHO NPUIAHATHY Cinb, Ae R* asnae coboto
Cooretepoapun, 3amiweHuin 1 abo 2 R, B iHWOMY BapiaHTi 34iCHEHHS MPeACTaBMEHO CNOMYKY
dopmynn (lh) abo 1i conbBaT, rigpar, Taytomep, N-okcua, CTepeoisolvlep abo apmaueBTUYHO

+H = HY O

NPUWHATHY Cinb, e R* aende coboio

B iHWoOMy BapiaHTi 3aiicHeHHsi npeactaBneHo cnonyky dopmynu (lh), ae R5 aBnse coboto H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky copmynu (lh), ae R® sBnae cobowo H. B iHWOMY BapiaHTi 34iWCHEHHSN
npeacraeneHo crnonyky cdopmynu (Ih), ae RS aesnae coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo crnonyky dopmynu (lh), ae R5 aende cobow -Cl. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky c¢dopmynu (Ilh), ae R® aBnae cobow -F. B iHWomy BapiaHTi 30iNCHEHHSA
npeacraeneHo cnonyky dopmynu (Ih), ae RS ssnse coboto Cisankin. B iHWOMY BapiaHTi 3aiNCHEHHSA
npeactaeneHo cnonyky cdopmynu (lh), ne R® aBnsie coboto -CHs. B iHWOMY BapiaHTi 3ailCHEHHS
npeactaeneHo cnonyky dopmynu (Ih), ne R® aBnsie coboto CisranoreHankin. B iHwomy BapiaHTi
3ailicHeHHst npeactaeneHo cnonyky cdopmynu (lh), ae R5 aBnse coboto -CFs. B iHwomy BapiaHTi
3ailicHeHHst npeacTtaBneHo cnonyky cdopmynu (lh), ne R® saBnsie coboio CisranoreHankokcu. B
iHLWoMYy BapiaHTi 3filcCHeHHst npeacTaBneHo cnonyky dopmynu (1h), ae RS saiBnsie coboto -OCFs.

B iHLIOMY BapiaHTi 3ailicHeHHs1 npeacTtaBneHo crnonyky cdopmynu (lh), ne R® aensie coboo H. B
iHLIOMY BapiaHTi 3aiWCHEHHs npeacTasneHo cnonyky cdopmynu (lh), ae R® aBnsie coboto ranoreH. B
iHWOMY BapiaHTi 34iiCHEHHs1 npeacTaeneHo cnonyky copmynu (lh), ae R® aesnse cobow -Cl. B
iHLIOMY BapiaHTi 3aiiCHEHHS npeAcTaBneHo cnonyky dopmynu (Ih), ae R® sisnse coboto -F. B iHLWOMY
BapiaHTi 3aiicHeHHa npeacTasneHo cnonyky dopmynu (Ih), ae R8 aBnsie coboto Creankin. B iHWoOMy
BapiaHTi 34iNCHEeHHA npeacTaBneHo cnonyky opmynu (Ih), ae R8 asnsae coboto -CHa.

B iHwWoMy BapiaHTi 3giicHeHHs npegctaBneHo cnonyky dopmynu (1), 9ka xapakTepusyeTbes
cTpykTypoto chopmynu (li),
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R® dopmyna (li),

ae

R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R? aBnsie coboto H, ranoreH, Ci.sankin abo CsranoreHankin;

A asnse coboto N abo C(H);

R* aBnge cobow H, ranoreH, -OR’, Cieankin, CozeankeHin, CoeankiHin, Ci-sranoreHankin, -
C(O)NRB8R?®, Ca.oretepouuknoarkin, -Cisankin-Czeretepoumknoankin, Cs.ioapun abo Ci.gretepoapun,
ae Cogretepouumknoankin, -Cieankin-Czoretepouuknoankin, Ceroapun abo Cieretepoapun
Heob0B'A3KOBO 3amilleHi 1 abo 2 R'4;

R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;

R¢ asnsie coboto H, ranoren abo Cieankin;

R? aende cobowo H, Cieankin, Cieranorenankin, Cooretepouuknoankin, Cs.icapun abo Ci.
oreTepoapun, ge Cooretepouuknoankin, Csioapun abo CioreTepoapun HeODOB'A3KOBO 3aMilleHi 1
abo 2 R™;

KOXHMI R® i koxxHUMI R® HesanexHo BubpaHi 3 H i Cieankiny; abo R® i R® pasom 3 atoMoM asoTy,
[0 SIKOro BOHU NPUEaHAaHI, 06’eaHaHI 3 YTBOPEHHAM reTepPOLUKNOAankinLHOro Kinbus;

KoxxHUIM 3 R0 i R HesanexHo sBnse coboto H abo Cisankin;

KoxxHUi R'# He3zanexHo BubpaHwuii 3 ranoreHy, -OH, Cisankiny, CieranoreHankiny, C1-sankokcu, -
C1eankin-OH, Cssuuknoankiny, -C(O)NRER?, -SO2-C1-sankiny i -N(R")C(O)-C1-sankiny;

R'> ansie coboto H abo Ci-eankin; i

R'7 aBnsie coboto H abo C1-sankin;

abo 1i conbeart, rigpat, Taytomep, N-okcua, ctepeoizomep abo papmaueBTUHMHO NPUAHATHY Cinb.

B iHwomy BapiaHTi 3AiiCHeHHA npeactaBneHo cnonyky dopmymm (li), ae R' aende coboto -
C(O)OR'S, B iHOMy BapiaHTi 3aiicHeHHs npegctaeneHo cnonyky popmynu (li), ae R asnse coboio -
C(O)OR'5, i R'5 aBnse coboto H. B iHWOMY BapiaHTi 3gincHeHHs npeacTaBneHo cnonyky dopmynu (li),
ae R' aense coboto -C(O)OR'™, i R™ gaense coboto Creankin. B iHWoOMy BapiaHTi 34iliCHEeHHs
npeacrasneHo cnonyky cdopmynu (li), ae R asnse coboto -C(O)OR'S, i R'® aense coboto -CHs. B
iHWwoMy BapiaHTi 3ailicHeHHs npeactaBneHo cnonyky dopmynu (li), ae R' aBnse coboto -
C(O)NR'™R"". B iHWwoMy BapiaHTi 3aiicHeHHs npeacTasneHo cnonyky copmynu (li), ae R' asnse
coboro -C(O)NR™R' R'® gense cobot H, i R" saBnse coboio H. B iHWOMY BapiaHTi 34iRCHEHHS
npeactasneHo cnonyky cdopmymu (li), ae R’ asnae cobow -C(O)NR'R™, R0 asnse cobowo H, i R
asnse cobow Cieankin. B iHWOMY BapiaHTi 3gincHeHHA npeacraeneHo cnonyky dopmynu (li), ge R?
anae cobow -C(O)NR'OR', R0 genae cobow H, i R dasnse cobow -CHs. B iHwWoOMy BapiaHTi
3aificHeHHs npeacTasneHo cnonyky ¢dopmynu (li), ae R' aenae cobow -C(O)NR'OR', R gense
co6010 Cieankin, i R'" asnse coboto Cieankin. B iHWOMY BapiaHTi 34iMCHEHHA NPEACTaBNEHO CMONYKY
dopmynu (li), ae R' asnge coboto -C(O)NR'R', R apnse coboto -CHs, i R'" aBnsie coboto -CHs.

B iHWwoMy BapiaHTi 3ailicHeHHs npeacrtaesneHo cnonyky dopmynu (li), ae R? sisnsie coboto H. B
iHLWoMy BapiaHTi 3fiicHeHHs1 npeacTaBneHo crnonyky dopmynu (li), ne R? siBnsie coboto ranoreH. B
iHLoMYy BapiaHTi 3ailicHeHHS npeacTasneHo cnonyky dopmynu (li), Ae R? sensie co6oto -Cl. B iHwomy
BapiaHTi 3ailicHeHHs npeacTtaesneHo cnonyky dopmynu (li), ae R? aBnsie coboto Cieankin. B iHwomy
BapiaHTi 3ailicHeHHs npeAcTaBneHo cnonyky dopmynu (li), ne R2? aBnse cobot -CHs. B iHwomy
BapiaHTi 3ailicHeHHA npeAcTaBneHo cnonyky dopmynu (li), ne R? saense coboto Ci.sranoreHankin. B
iHLIOMY BapiaHTi 3aiNCHEHHA npeacTaBneHo cnonyky dopmynu (li), ae R? apnse co6oto -CFs.

B iHWOMY BapiaHTi 3aificHeHHs npeacrtaBneHo cnonyky dopmynu (li), ae A aense cobowo N. B
iHLIOMY BapiaHTi 34iNCHEHHA npeacTtaBneHo cnonyky dopmynu (li), e A asnsie coboto C(H).

B iHWOMY BapiaHTi 3ailicHeHHs1 npeacTaBneHo crnonyky dopmynu (li) abo i conbBart, rigpar,
Taytomep, N-okcua, crepeoisomep abo dapMauUeBTUYHO MNPUWAHATHY cinb, e R* gaBnge coboto
ranoreH, -OR’, Cisankin, Cosankinin, Cieranorenankin, -C(O)NRER®, Co.oretepoumknoankin, Ce
1oapun abo Cieretepoapun, ae Cooretepoumknoarnkin, -Creankin-Co.oretepouuknoankin, Ce-rcapun
abo Cigoretepoapun HeoboB'A3koBO 3amiweHi 1 abo 2 R'™. B iHwoMy BapiaHTi 3aifiCHeHHS
npeacraeneHo cnonyky dopmynu (liy abo 1i conbBar, rigpart, Taytomep, N-okcua, ctepeoisomep abo
dapMaleBTMYHO MpPUAHATHY cinb, ae R* saBnse coboto ranoreH, -OR7, Cisranorenankin, Co.
oretepouuknoankin, Cs.ioapun abo Cieretepoapun, ae Cooretepouuknoankin, Cescapun abo Ci-
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oreTepoapun HeobOB'A3KOBO 3aMilleHi 1 abo 2 R'™. B iHWOMy BapiaHTi 34iiCHEHHS NPEACTaBNEHO
cnonyky copmynu (liy abo i conbBat, rigpaTt, Taytomep, N-okcua, crepeoizomep abo
dapMaLeBTUYHO MPUAHATHY cinb, e R* sBnsie cob6otlo ranoreH. B iHWoOMy BapiaHTi 3aiiCHEHHS
npeacraeneHo cnonyky dopmynu (liy abo 1i conbBar, rigpart, Taytomep, N-okcua, ctepeoizomep abo
dapMaleBTUYHO NPUIAHATHY cinb, Ae R* aBnsie coboiw -Cl. B iHwoMy BapiaHTi 3AiiCHEHHS
npeacraeneHo cnonyky dopmynu (liy abo 1i conbBar, rigpart, Taytomep, N-okcua, ctepeoizomep abo
dapMaleBTUYHO MPUIAHATHY cinb, ae R* aBnsie cobow CisranoreHankin. B iHwomy BapiaHTi
34ifiCHEHHs1 npeacTtaeneHo cronyky dopmynu (li) abo i conbBaTt, rigpart, Taytomep, N-okcua,
cTepeoizomep abo drapmaueBTUHMHO NPUAHATHY cinb, Ae R* sisnse coboto -CFs. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTaeneHo crnonyky dopmynu (liy abo i conbBart, riapar, Ttaytomep, N-okcua,
cTepeoisomep abo dapmMaueBTUYHO NPURHATHY cinb, Ae R* asnsae coboto -OR’. B iHWoMy BapiaHTi
34ifiCHEHHs1 npeacTtaeneHo cronyky dopmynu (li) abo i conbBaTt, rigpart, Taytomep, N-okcua,
cTepeoizomep abo papmaueBTUYHO NPUIRHATHY Cinb, Ae R* anae coboto -OR7, i R7 asnse coboto Ci.
sranoreHankin, Cetoapun abo Cioretepoapun, ae Cs.i0capun abo Ci.gretepoapun HeobOOB'sI3KOBO
3amiuleHi 1 a6o 2 R'™. B iHwoMy BapiaHTi 3ailicCHeHHS npeacTaBneHo cnonyky dopmynu (li) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
agnse coboto -OR7, i R’ saBnsie coboiw CieranoreHankin. B iHwomy BapiaHTi 3AiCHEHHS
npeacraeneHo cnonyky dopmynu (liy abo 1i conbBar, rigpart, Taytomep, N-okcua, ctepeoizomep abo
dhapmaueBTUYHO NPUIRHATHY cinb, ae R* aABnsfe coboto -OR’, i R sBnse cobot -CFs. B iHwoMy
BapiaHTi 34iNCHEeHHA npeacTasneHo cnonyky dopmynu (li) abo i conbear, rigpar, TaytoMep, N-okeug,
cTepeoizomep abo papmaueBTUYHO NPURHATHY cinb, ae R* anae coboto -OR7, i R7 asnse coboio Cs.
10apun abo Cigretepoapun, ae Ce.10apun abo Cr.oretepoapun Heob0B'A3k0BO 3amileHi 1 abo 2 R4,
B iHwoMy BapiaHTi 3A4iiCHEHHS1 npeacTtaBneHo cnonyky cdopmynu (l) abo 1i conbBar, rigpar,
TayTomep, N-okcug, ctepeoizomep abo dhapMaLeBTUYHO NPUIHATHY Cinb, ae R* asnse coboto -OR7, i
R7 aBnde coboto dpeHin, nipuaun, nipuMmiguHin, nippuamsudin abo nipasuHin, ae dexin, nipuaun,
nipumMiauHin, nipuamsuHin - abo nipasuMHin  HeoOOB'A3KOBO  3aMiwleHi ranoreHom abo Ci.
sranoreHankinom. B iHWoOMy BapiaHTi 34iliCHEHHA npeacTtaBneHo cnonyky dopmynm (liy abo ii
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, age R*
aBnsie coboto -OR7, i R” aBnsie co6oto dheHin, nipuaun, nipumiauHin, nipuausndin abo nipasuHin, ae
deHin, nipuaun, nNipuMiguHinGd nipuansuMHin abo nipasuHin € HesdamiweHumu. B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTtaeneHo cronyky dopmynu (li) abo i conbBaTt, rigpart, Taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUHHO MPURHATHY cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMiauHin,d nippamusudin abo nipasuuin, ae dexin, nipuaun, nipUMiauHIn,
nipuan3uHin abo nipasuHin 3amiweHi ranoreHom abo CieranoreHankinom. B iHWoOMy BapiaHTi
34ifiCHEHHs1 npeacTtaeneHo cronyky dopmynu (li) abo i conbBaTt, rigpart, Taytomep, N-okcua,
cTepeoisomep abo rapmaueBTUYHO MPURHATHY Cinb, Ae R+ asnse cobotw -OR7, i R7 asnde coboto
deHin, nipuaun, nipuMIauHIN,G nipuaM3uHin abo nipasuHin, age deHin, nipuaun, nipUMIgMHIn,
nipuansuHin abo nipasuHin 3amiweni -Cl a6o -CFs. B iHWwoMy BapiaHTi 34iiCHEHHA NpeaCTaBneHo
cnonyky copmynu (liy abo TP conbBat, rigpaTt, Taytomep, N-okcua, crepeoizomep abo
dapMaleBTUYHO MPURHATHY cinb, ae R* saBnsie coboto Co.greTepouumknoankin, HeobOB'sI3KOBO
3amiwleHnin 1 abo 2 R'™. B iHWOMY BapiaHTi 3ailiCHEHHS npeacTaBneHo cnonyky cdopmynu (li) abo i
conbBart, rigpat, Taytomep, N-okcua, ctepecisomep abo cdapmaleBTUYHO MPUAHATHY cinb, ae R*
ABnse cobo HesamiweHun CooreTepouuknoankin. B iHWoOMy BapiaHTi 34iMCHEHHA NpeacTaBneHo
cnonyky copmynu (liy abo i conbBat, rigpaTt, Taytomep, N-okcua, crepeoizomep abo
drapMaLeBTUHHO NPUIAHATHY Cinb, Ae R* Asnse coboto CooreTepounknoankin, samiwenni 1 ado 2 R4,
B iHwoMy BapiaHTi 3A4iiCHEHHS1 npeacTtaBneHo cnonyky cdopmynu (l) abo 1i conbBar, rigpar,
Taytomep, N-okcua, crepeoisomep abo dapMauUeBTUYHO MNPUWAHATHY cinb, e R* gaBnge coboto

'E‘N(j, '§‘NC>, -§—N/\:><E -§—N/\:>—F -§—N/\:/\N<], -%—NCO, -§—N®O

%—N@O, -%-N<:CO, %Né %N;j %—NC(F, N | é—N/\:>70H,
é—N/\:>fo/, %NWH, %‘NQ_‘/(ZHZ, —%—N/\:>—SOZCH3, %‘ND*Z;_
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%N\ﬁ{j ML
H abo H . B iHWoMy BapiaHTi 3aiicCHEHHA NpeacTaBneHo Crnonyky opmynu

(l) abo i conbear, rigpar, Taytomep, N-okcua, crepeocizomep abo dhapMaleBTUUHO NPUAHATHY Cinb,
ae R* aense cobow Cioretepoapun, HeoboB'A3k0BO 3amiweHnin 1 abo 2 R4, B iHWOMY BapiaHTi
34ifiCHEHHs1 npeacTtaeneHo cronyky dopmynu (li) abo i conbBaTt, rigpart, Taytomep, N-okcua,
cTepeoizomep abo dapMaUeBTUYHO NPUWHATHY Cinb, Ae R* aABnge cobow HesamiweHun Ci.
oreTepoapun. B iHwoMy BapiaHTi 34iliCHEHHA npeacTaBneHo cnonyky dopmynu (li) abo ii conbsar,
rinpat, Taytomep, N-okcua, ctepeoizoMmep abo chapmMaLeBTUYHO NPUIRHATHY Cinb, Ae R* siBnsie co6oto
CooreTepoapun, 3aMiweHnin 1 abo 2 R™. B iHwoMy BapiaHTi 34iiCHEHHs1 NpeacTaBneHO Cnonyky
dopmynn (li) abo T conbBaTt, rigpar, Tayromep, N-okcua, crepeoisomep abo hapmMaueBTUYHO

S SR R
4 4 _N / \
-§_<S], —§_<OJ| , H , §_<N;>, %_<;N> abo

NPUWHATHY Cinb, e R* aende coboio

B iHwoMmy BapiaHTi 3aiiCHeHHA npeacTtaeneHo crnonyky dopmynu (li), ae R® aenae cobow H,
ranoreH, Cisankin, CieranoreHankin, CieranoreHankokcu. B iHWoOMY BapiaHTi 34iMCHEHHS
npeacraeneHo crnonyky cdopmynu (li), ae R® aende cobow H. B iHWOMY BapiaHTi 34iACHEHHSA
npeacraeneHo cnonyky cdopmynu (li), ae RS siBnse coboto ranoreH. B iHWOMY BapiaHTi 34iNCHEHHSA
npeacraeneHo cnonyky c¢dopmynu (li), ae RS sense cobow -Cl. B iHWOMY BapiaHTi 34iACHEHHSA
npeactaeneHo cnonyky cdopmynu (li), ae R5 sBnse cobow -F. B iHwoMy BapiaHTi 3ailCHEHHS
npeactaeneHo cnonyky dopmynu (li), ae R® sBnsie coboto Ciesankin. B iHWOMY BapiaHTi 3iliCHEHHS
npeactaeneHo crnonyky cdopmynu (li), ae R® aBnse cobot -CHs. B iHWOMY BapiaHTi 3aiiCHEHHS
npeactaeneHo crnonyky dopmynu (li), ne R® aBnsie coboi CisranoreHankin. B iHLWoMy BapiaHTi
3aiicHeHHst npeacTaBneHo crnonyky cdopmynu (li), ae RS saBnsie coboto -CFs. B iHWoOMY BapiaHTi
34ificHeHHs npeacTaeneHo cnonyky dyopmynu (li), ae R aBnsae coboto Ci.granoreHankokcu. B iHwomy
BapiaHTi 3aincHeHHA npeacTasneHo cnonyky dopmynu (li), ae R® sense coboto -OCFs.

B iHWOMY BapiaHTi 3ailicCHeHHs npeacTaeneHo cnonyky dopmynu (li), ae R® asnge cobowo H. B
iHLIOMY BapiaHTi 3aiicHeHHA npeacTasneHo cnonyky dopmynu (li), ae R® anae coboto ranoreH. B
iHLIOMY BapiaHTi 3aiiCHEeHHS npeacTaBneHo cnonyky dopmynu (li), ae R® aensie coboto -Cl. B iHWOMY
BapiaHTi 34incHeHHA npeacTaBneHo cnonyky dopmynu (li), ae R® asnsie coboio -F. B iHLWLIOMY BapiaHTi
3ailicHeHHs npeactasneHo cnonyky dopmynu (li), ae R® aensie coboto Cisankin. B iHLWOMY BapiaHTi
3ailicHeHHs npeactasneHo cnonyky dopmynu (li), ne R siBnsie coboto -CHs.

HopatkoBi BapiaHTu 34iMCHEHHA, nepeabadveHi B gaHOMy [AOKYMEHTI, BKMOYaloTb komMOiHauii 3
0aHoro abo AeKinbKOX KOHKPETHUX BapiaHTIB 3AINCHEHHS, BUKNAAEHUX BULLE.

B nesknx BapiaHTax 34iNCHEHHA CNONyKy, PO3KPUTY B AaHOMY AOKYMEHTI, BUOpaHo 3 npuknaais 1-
456.

B iHWOMY BapiaHTi 34ilMCHEHHA NpeaCcTaBNEHO CNOMYyKY, SKa XapakTepU3yeTbCs CTPYKTYPOIO:

R* (\ NJ\o O

N
=5 X NQ% ,H(a a)
> 12 R12 HN\ y

R® (@a)x . ne R*, RS, RS, R™2 i R'3 pusHaueHi B cpopmyni (1a),
ONUCAHIN B AAHOMY [AOKYMEHTI, i X i y ABNAOTb cO000 LWOHANMEHLIe OAHY aMiHOKMCnoTy (aa). B
iHLLOMY BapiaHTi 34iMCHEHHA NPeACTaBAEHO CNOMyKY, Ka XapakTe pu3yeTbCa CTPYKTYPOILO:
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o)
RGN (\NJ\O PNy (e
N N

I S G
= L3 R12 o O

R® o) ST
HN"<_‘H
aa
HN- (@a) ., oe RY RS, RS, R'™2 j R'3 Bu3HaueHi B
dopmyni (la), onucaHin B AaAHOMY JAOKYMEHTI, i X i y 4BNAOTb COOOK LWOHAWMEHLLE OAHY

aMmiHokucnoTty (aa).
B iHWOMY BapiaHTi 34ilMCHEHHA NpeaCcTaBNEHO CNOMYyKY, SKa XapakTepU3yeTbCs CTPYKTYPOIO:

R4
@ - iy
R o)
/] N"o
5
R - N\%R“ ;ﬂ(aa)y
R13

5 (aa)x , e R4, RS, R, R'2, R'3 | Z BusHaueHi B popmyni (Ib),
ONUCAHIN B AAHOMY [AOKYMEHTI, i X i y ABNAOTb COO0I0 LLOHANMEHLUE OAHY aMiHOKMcnoTy (aa). B
iHLLOMY BapiaHTi 34iMCHEHHA NPeACTaBAEHO CNOMyKY, Ka XapakTe pu3yeTbCa CTPYKTYPOILO:

R4
o)
R6
/ N)J\o PN nn (@
R® \ N
27 e HN F(')N o)
R o S—
_ HNJ{dn
N ~
HN (aa)x , e R% RS R¢, R'2, R'® i Z BusHau4eHi B

10 dopmyni (Ib), onucaHii B AaHOMYy JOKYMEHTI, i X i y SBRSOTb COOOK LIOHAWMEHWeE OAHY
aMmiHokucnoTty (aa).
B iHWOMY BapiaHTi 3a4iiCHEHHS NpeACTaBNEHO CNONYKY, SKa XapakTepU3yeTbCs CTPYKTYPOIO:

R4
X
o
RS 4 {\l rLA ) OM
Z)\( \>8R12 HN\ (aa)y
R13
(@a)x , ae R4, RS, R'2, R'3 | Z guaHaueni B dopmyni (Ic),

ONMUCAHIA B AAHOMY AOKYMEHTI, i X i y ABNsIOTb COOOI0 LWOHaWMeEHLLIEe OAHY amiHokucnoTy (aa). B
15 iHLLIOMY BapiaHTi 3iINCHEHHA NPEeACTaBMNEHO CMOMYKY, SKa XapaKkTepu3yeTbCA CTPYKTYPOIO:

R4

R13 R12

X
) {\l (\N 0 [0 JL®) Nt"_éaa)y
R® N\Q
A R g
o}
O S
HN"/{,H
N AN
HN 7 (aa) , ae R4 RS, R'2, R'3 i Z BM3HayeHi B
dopmyni  (Ic), onucaHin B gaHOMy JAOKYMEHTI, i X i y €BNATb COOOI0 LOHAWMEHLUE OAHY
aMmiHokucnoTty (aa).
B iHWOMY BapiaHTi 34iiCHEHHA NpeaCTaBNEHO CMOMYyKY, SKa XapakTepu3yeTbCs CTPYKTYPOIO:
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ety

R13 p
(aa)y

\

(aa)x , oe R%, RS, RS, R'2, R™3, A, Y, m, n, p i g BU3HaueHi B
dopmyni (Id), onucaHin B AaAHOMY [AOKYMEHTI, i X i y 4BNAOTb COOOK LWOHAWMEHLLE OAHY
aMmiHokucnoTy (aa). B iHWOMY BapiaHTi 34iNCHEHHA MPEACTaBfEHO CMONYKY, SKa XapaKTepuUsyeTbes
CTPYKTYpPOIO:

4
R A
5 = q m
N
R® 12 _< 0 Q
R 0 NH (8
R13 p n —w \/&
HN_ HN o)
OO S—
HN"({H
5 HN~ @k ne R4 RS, RS R R A Y, mn, pig

BU3Ha4veHi B opmyni (Id), onucaHin B AaHOMY AOKYMEHTI, i X i y ABNAIOTb COOOI0 LLIOHANMEHLUE OAHY
aMmiHokucnoTty (aa).
B iHLIJOMy BapiaHTi 34iMCHEHHA NpeacTaBneHO CNOMYyKY, Ka XapakTepU3yeTbCs CTPYKTYPOIO:

R? \ Y o)

—”< 6

R13 p 0

HN (aa),
\

(aa)x ,ne R* RS, R, R'2, R'3,Y, Z, m, n, p i q BU3HaueHi

10 B opmyni (le), onucaHin B JaHOMy AOKYMEHTI, i X i y SBNSATb COOOI0 LIOHANMEHLIE OAHY

aMmiHokucnoTy (aa). B iHWOMY BapiaHTi 34iNCHEHHA nNpeacTaBnNeHO CrOonyky, sika xXapakTepusyeTbed
CTPYKTYpPOIO:

,de R4 R5, R, R'2 R3, Y, Z, m,n,piq
BM3HauyeHi B hopmyni (le), onucaHivi B JaHOMy JOKYMEHTI, i X i y ABNATL cOOO0I0 LWOHAWMEHLIE OAHY
15 aMiHOKMCNOTY (aa).
B iHLIJOMy BapiaHTi 3/J,il7ICHeHHFI npeacraBneHo Cnomnyky, Ska XxapakTepusyeTbCa CTPYKTYPOIO:

R13 P
(aa)y

(aa)x ,ne R4 R5 R'™2, R'3, Y, Z, m, n, piq BU3HAYEHI B
dopwmyni (If), onucaHin B AaHOMY AOKYMEHTI, i X i y ABNAKTb COO0I0 LLIOHANMEHLUE OAHY aMiHOKUCITOTY
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(aa). B iHWOMY BapiaHTi 34iNCHEHHS NPEACTaBNEHO CNONYKY, Ika XapaKkTepu3yeTbCa CTPYKTYPOIO:

RSy "o
) ZR12MN—<O P N @
V \.__<

R13 p n

, Ae RY RS R™ R Y, Z,mnpigq
Bu3HauyeHi B hopmyni (If), onucaHivi B JaHOMyY JOKYMEHTI, i X i y ABMsAOTb COBOI0 LLOHAWMEHLUE OAHY
aMiHOKMCNOTY (aa).

5 B iHwoMy BapiaHTi 3/J,il7ICHeHHFI npeactaBneHo Crnonyky, ska XapakTepUsyeTbCs CTPYKTYPOIO:
4
R A /Q O
5 N
R ﬁ;ﬁ o (aa)y
R12
6
R (aa)x , me R4, RS, R6, R2, A, X i v BusHaueHi B chopmynii (Ig),

ONUCAHIN B AAHOMY [AOKYMEHTI, i X i y ABNAOTb cO000 LWOHANMEHLIe OAHY aMiHOKMCnoTy (aa). B
iHLLOMY BapiaHTi 34iNCHEHHA I'Ipe/J,CTaBJ'IeHO CMONYKY, SKa XapaKkTepusyeTbCa CTPYKTYPOIO:

NH (aaly
% HN HN{\

HN’(_‘H

HN\/ “(aak , ae R4 RS RS R'2, A, X i v BU3HaueHi B
10 dopmyni (Ig), onucaHii B AaHOMy JAOKYMEHTI, i X i Yy SABMASIOTb COOOK LWIOHAWMEHWeE OAHY
aMiHOKMCNOTY (aa).
B iHWOMY BapiaHTi 34iMCHEHHS I'Ipe/J,CTaBJ'IeHO CMONYKY, ika XapaKkTepu3yeTbCa CTPYKTYPOIO:

O

JSSRRS
Eﬂﬁ (aa),

(aa)x . . .
, 0e R* R5 RS, A, X i v Bu3HaueHi B dpopmyni
(Ih), onucaxin B gaHOMYy AOKYMEHTI, i X i y SIBMAIOTb COOOI0 LLIOHANMEHLUE OAHY amiHOKUCNOTY (aa). B
15 iHLLIOMY BapiaHTi 3iNCHEHHSA I'Ipe/J,CTaBJ'IeHO CMONYKY, SKa XapaKkTepusyeTbCa CTPYKTYPOIO:

NH (aaly

HN"‘</H

HN\/ (aa, , oe R4, RS Ré, A, X i v BU3HAYeHi B
dopmyni (lh), onucaHii B AaHOMy JOKYMEHTI, i X i Yy SBRASIOTb COOOKW LWIOHAWMEHLWE OAHY
aMiHOKMCNOTY (aa).

B iHWOMY BapiaHTi 34ilMCHEHHA NpeaCcTaBNEHO CNOMYyKY, SKa XapakTepU3yeTbCs CTPYKTYPOIO:
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X
0
A (aa)
5 HN y
- (aa),
R® , Ae R*, R5 i R® BuaHaueHi B coopmyni (li), onucaniii B

JaHOMY AOKYMEHTI, i X i y IBMAIOTL COB0I0 LOHANMEHLLE OAHY aMiHOKMCNOTY (aa). B iHwoMy BapiaHTi
34iNCHEHHSA NPEACTaBIEHO CNONYKY, KA XapakTepu3yeTbCa CTPYKTYPOIO;

O
» N)J\OVO 0] Nt—éaa)y
r5_ <A ! HN ';')N 0
& o S—
RG
_ HN’<’H
N

N
HN-~ (aa)c , oe R* RS i R® BusHaueHi B popmyni
(i), onucaHin B gaHOMy AOKYMEHTI, i X i y ABASATb COOO0I0 WOHaWMEHLIE OAHY aMiHOKUCNOTY (aa).

B paHomy  agokymeHTi  onucaHi  iHribitopm  moHoauunrniueponninasun  (MAGL), ski
Xapakrepusylotbca cTpyktypoto hopmymu (1), (I, (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) a6o (li). B
OOQHOMY BapiaHTi 3aiincHeHHs iHribitopn MAGL € koBaneHTHUMMM iHribitopamm MAGL, To6TO0 cnonyku
dopmyn (1), (I, (la), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li)y BCTynawTb B peakuild 3 CEPUHOBUM
3anuwkom B MAGL 3 yTBOpeHHAM MOAMEIKOBAHOIO CEPUHOBOrO 3anuLuKy, WO MICTUTb rpyny, LUo
3anuwaetbed, B popmynax (1), (I, (1a), (Ib), (Ic), (d), (le), (If), (Ig), (Ih) abo (li); B Takomy BapiaHTi
3aificHeHHs rpyny, wo wae, B dopmynax (), (I, (1a), (b), (c), (Id), (le), (9, (Ig), (Ih) abo (li)
BUaansoTb i3 cnonyku popmynu (1), (19, (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li). B aoaatkosBomy
BapiaHTi 34iNCHEHHS KOBaneHTHi iHribitopn MAGL BCTynawoTb B HEOOOPOTHY peakuito i3 CepUHOBUM
3anuuwkom B MAGL 3 yTBOPEHHAM MOAUDIKOBAHOIrO CEPUHOBOIO 3anULLKY.

YactuHa B cnonykax dopMmynu (la), €dka € rpynot, LWO 3anulIaETbcs, $IBMsSie coboo

0
R* (\NJ\:{

N
R N\%
Z g3 R%

RS . HactnHa B cnonykax copmynu (Ib), aka € rpynoto, LWo 3anuLacTbed, aBnde

0]
R® L
R Vst
R N
z 12
R
coboro R'3 . YactuHa B cnonykax dopmynu (Ic), fka € rpynoto, wo

R4
O
A
RQ@Y”Q: '
R13

. HactnHa B cnonykax dopmynu (Id), gka €

4
R A\
R5 q m
E/} Y\N 0
RS 12 N g(’
R n

R13 p

3anuLiaeTbes, asnse coboto

. YactnHa B cnonykax

rpynoto, WO 3anuLLIAETbCA, ABNAe cobGoto
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5
dopmynu (le), Aka € rpynoto, Lo 3anuaeTbes, aBnse coboro R .
YactnHa B cnonyKax (poplvlynm (I, sixka € rpynowo, WO 3anuIaeTbes, $BMAE cobOK

R13 p
YactnHa B cnonykax dopmynu (Ig), gka € rpynotw, wo
o]
" .
RGAL /Q >
5 ~N
R AE ﬂ’f%
X
Z R13 R12
3anMLIaeTbes, aBnse cobotro R® . HactuHa B cnonykax copmynu (Ih), ska e
R4 N ~
5 A\ . &
rpynoto, Lo 3anuwiaeTbes, aBnsde coboto R® . YactuHa B cnonykax

dopmynu (li), sika € rpynoto, Wo 3anuaeTbCa, siBnsie cobow R®
YacTtuHa B cnonykax cdopmyn (1), (19, (1a), (Ib), (Ic), (Id), (le), (1), (Ig), (Ih) ado (li), sAka € rpynoto,
o rae, anse cobolo:

§N/\IR2
=

R1

OTpuUMaHHA cnonyk

Cnonyku, BUKOPUCTOBYBaHi B peakuisix, OnMcaHnx B 4aHOMY AOKYMEHTI, OTPUMYIOTb BiANOBIAHO A0
METOAMK OpPraHiyHOro CUHTE3Y, BUKOPUCTOBYHOUM KOMEPUIMHO AOCTYMHi XiMiYHI peyoBUHM i/abo
CMONyKKu, onucaHi B XiMidHin nitepatypi. "KomepuiinHO AOCTYNHI XiMiYHI pevyoBUMHK" OTPUMYIOTL i3
CTaHJapTHUX KOMepUinHUX axkepen, 3okpema Big Acros Organics (len, Benbrig), Aldrich Chemical
(Minyoki, BickoHciH, 3okpema Sigma Chemical and Fluka), Apin Chemicals Ltd. (MinToH MNapk, Benuka
Bputanisi), Ark Pharm, Inc. (Jliéeprtiginn, InniHoic), Avocado Research (JlaHkawwump, Benuka
Bputanis), BDH Inc. (TopoHTto, KaHapa), Bionet (KopHyon, Benuka bputanig), Chemservice Inc.
(Bect-Yectep, lMeHcinbBaHia), Combi-blocks (Can-[iero, Kanicopris), Crescent Chemical Co.
(Xonor, Hbto-Mopk), eMolecules (Can-fiero, Kanicopnis), Fisher Scientific Co. (Mitc6ypr,
MeHcinbBaHiqa), Fisons Chemicals (Jlectepwup, Benuka Bputanis), Frontier Scientific (Jloran, tOT1a),
ICN Biomedicals, Inc. (Kocta-Meca, KanicopHia), Key Organics (KopHyon, Benuka BputaHif),
Lancaster Synthesis (Binaxem, Hbto-Femnwmp), Matrix Scientific, (Konym0isa, MNMisaeHHa Kaponina),
Maybridge Chemical Co. Ltd. (KopHyon, Benuka BputaHiq), Parish Chemical Co. (Opewm, OTa), Pfaltz
& Bauer, Inc. (Botepbepi, KoHHekTukyT), Polyorganix (X'toctoH, Texac), Pierce Chemical Co.
(Pokdpopa, InniHoic), Riedel de Haen AG (laHHoBep, HimewdnHa), Ryan Scientific, Inc. (MayHT
MNnesanT, lNiBgeHHa KaponiHa), Spectrum Chemicals (lapauHa, KanidopHis), Sundia Meditech,
(Wanxan, Kutai), TCl America (Moptnena, OperoH), Trans World Chemicals, Inc. (Poksin, MepineHna)
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i WuXi (IWaHxan, Kutai).

BignoBsigHi [oBiAHMKM | HaykoBi TpyaW, B SKWX JeTanbHO OMNUCaHWW CUHTE3 peareHTiB,
3aCTOCOBHUX B OTPUMAHHI CNONYyK, ONMMCaHUX B JaHOMY AOKYMEHTI, abo B SIkMX HagaHi NocunaHHA Ha
CTaTTi, B AKMUX OMUCAHO OTPUMAHHA, BKMOYaloTb, Hanpuknag, "Synthetic Organic Chemistry”, John
Wiley & Sons, Inc., New York; S. R. Sandler et al., "Organic Functional Group Preparations,” 2nd Ed.,
Academic Press, New York, 1983; H. O. House, "Modern Synthetic Reactions", 2nd Ed., W. A.
Benjamin, Inc. Menlo Park, Calif. 1972; T. L. Gilchrist, "Heterocyclic Chemistry", 2nd Ed., John Wiley
& Sons, New York, 1992; J. March, "Advanced Organic Chemistry: Reactions, Mechanisms and
Structure", 4th Ed., Wiley-Interscience, New York, 1992. JoaaTkoBi BianoBigHi AOBIAHWKN i HAYKOBI
TPYAM, B AKUX AETaNbHO ONUCAHMI CUHTE3 PeareHTiB, 3aCTOCOBHUX B OTPUMAHHI CMONYK, ONMCaHUX B
JaHOMy JOKYMEHTI, ab0 B SKMX HAAaHi MOCUITaHHS Ha CTaTTi, B AKNX ONUCAHO OTPUMAHHS, BKMIOYAKOTb,
Hanpuknag, Fuhrhop, J. and Penzlin G. "Organic Synthesis: Concepts, Methods, Starting Materials",
Second, Revised and Enlarged Edition (1994) John Wiley & Sons ISBN: 3-527-29074-5; Hoffman,
R.V. "Organic Chemistry, An Intermediate Text" (1996) Oxford University Press, ISBN 0-19-509618-5;
Larock, R. C. "Comprehensive Organic Transformations: A Guide to Functional Group Preparations”
2nd Edition (1999) Wiley-VCH, ISBN: 0-471-19031-4; March, J. "Advanced Organic Chemistry:
Reactions, Mechanisms, and Structure" 4th Edition (1992) John Wiley & Sons, ISBN: 0-471-60180-2;
Otera, J. (pegaktop) "Modern Carbonyl Chemistry" (2000) Wiley-VCH, ISBN: 3-527-29871-1; Patai, S.
"Patai's 1992 Guide to the Chemistry of Functional Groups" (1992) Interscience I1SBN: 0-471-93022-9;
Solomons, T. W. G. "Organic Chemistry" 7th Edition (2000} John Wiley & Sons, ISBN: 0-471-19095-0;
Stowell, J.C., "Intermediate Organic Chemistry" 2nd Edition (1993) Wiley-Interscience, ISBN: 0-471-
57456-2; "Industrial Organic Chemicals: Starting Materials and Intermediates: An Ullmann's
Encyclopedia" (1999) John Wiley & Sons, ISBN: 3-527-29645-X, B 8 Tomax; "Organic Reactions"
(1942-2000) John Wiley & Sons, B 6inbLu Hixk 55 Tomax i "Chemistry of Functional Groups" John Wiley
& Sons, B 73 TOmax.

KOHKpeTHI i aHanorivHi peareHTy TakoX MOXHa iaeHTudikyBaTu 3a AONOMOIOLO iHAEKCIB BigOMUX
XiMIYHUX PEYOBUH, WO MNPUBMACHIOWTLCA XiMIYHOIO pedepaTMBHOK CRyx000 AMEPUKAHCLKOTo
XiMIYHOro TOBaApPUCTBA, AKi AOCTYNHI B 6araTbOx CyCninNbHUX i YHIBEPCUTETCbKUX BibnioTekax, a Takox
6a3 gaHux, AOCTYMHUX OHManH (AMEPUKAHCbKE XiMiHE TOBapUCTBO, BalumHrToH, okpyr Konymbis).
XiMiYHi pe4yoBUHU, SAKi € BiZOMWUMMU, ane HE € KOMEpPUIMHO AOCTYMHMMM B KaTanorax, HeobOoB'A3KOBO
OTPUMYIOTb 3a 3aMOBJIEHHAM Ha MNiANPUEMCTBAaX XiMIYHOMO CUHTE3y, NMpu UbOMy Oarato XTo i3
CTaHJapPTHUX XiMIMHUX NignpuemcTB (Hanpuknag, nepenivyeHux BULIE) Hagae NOCNyru CUHTE3y 3a
3aMOBMNEHHAM. HAK MOCUNaHHA Ha OTpUMaHHSA | BUBIp hapMaueBTUYHMX COMNEN CMOMyK, OMUCaHUX B
OaHOMYy AOKYMeHTi, MoxHa HaBectn P. H. Stahl & C. G. Wermuth "Handbook of Pharmaceutical
Salts", Verlag Helvetica Chimica Acta, Liiopux, 2002.

HoaaTkoBi dhopMu CNOnyK, PO3KPUTUX B AHOMY AOKYMEHTI

I3omepu

Kpim TOro, B Aedknx BapiaHTax 34iNCHEHHA CMONYKW, ONMUCaHi B AaHOMY AOKYMEHTI, iCHYIOTb Y
BUNALI reoOMeTPUYHUX i3oMepiB. Y OeAkux BapiaHTax 34INCHEHHS CNOSykW, ONWUCaHi B AaHOMY
JOKYMEHTI, MIiCTATb oauH abo aekinbka noapiiHMX 3B'A3KiB. Crnonyku, NpeacTaBneHi B JaHOMY
JOKYMEHTI, BKINIOYaTb YCi UUC-, TPaHC-, CUH-, aHTu-, "entgegen-" (E-), i "zusammen-" (Z-) isomepu, a
TakoX X BiANOBIAHI CyMiLli. ¥ AeAKUX CUTyauisax CNONYKW iCHYIOTb y BUrNAAi TayTomepis. Cnonyku,
onucaHi B 4aHOMY AOKYMEHTI, BKNIOYaloTb BCi MOXITMBI TayTOMeEpHK, BignoBigHi popmynam, onucaHmm
B J@HOMY AOKYMEHTI. Y AesKUX CUTyaLisix CNOoMnyKu, ONUCaHi B AaHOMYy AOKYMEHTI, MiCTSITb oauH abo
JeKinbka XipanbHUX LIEHTPIB, | KOXEH LEHTP 3HaxoauTbcs B R-KoHirypauii abo B S-koHirypauii.
Cnonyku, onucaHi B AaHOMY AOKYMEHTI, BKNIOYalOTb BCi AiacTepeOMeEpHi, eHaHTIOMEpPHi i eniMepHi
dopmm, a TakoxX iX BiANOBIAHI Cymili. Y 00aaTKOBUX BapiaHTax 34IMCHEHHA cnonyk i crnocobis,
nepeabaveHnx B AaHOMYy [OOKYMEHTI, CyMiwi eHaHTiomepiB i/abo giacTepeoisomepiB, OTpUMaHi 3a
OOHYy CcTafild OTPUMAaHHS, NMpu 3MillyBaHHi abo nNpu B3aeMHOMY MEPETBOPEHHI, € 3aCTOCOBHUMU B
3aCTOCYBaHHAX, ONMCAHUX B AAHOMY AOKYMEHTI. Y AesKuX BapiaHTax 34iWCHEHHS CMOMyKW, onucaHi B
OAHOMY [OOKYMEHTI, OTPUMYIOTb Y BUIMAAI ONTUYHO YMCTUX EHAHTIOMEPIB LUASXOM XipanbHOro
XpomartorpagiyHoro po3aineHHs paueMidHol cyMiwi. Y peskux BapiaHTax 34iNCHEHHS CROSyKW,
onucaHi B 4aHOMY AOKYMEHTI, OTPUMYIOTb Y BUINAAI IX OKPEMUX CTEPEOIZOMEPIB LUNAXOM NPOBEAEHHSA
peakuii pauemivHOT CyMmilli Cnonyku 3 ONTUYMHO aKTUBHUM PO3AiNbHUM 3aCOO0M 3 YTBOPEHHAM napu
AiacTepeoMepHUX CNOMYK, PO3AINEeHHA JiacTepeoMepiB | BUTAraHHA ONTUYHO YUCTUX EHaHTIOMepIB. Y
Oesknx BapiaHTax 34iNCHEHHA NepeBaKHUMW € AMCOUINOBaHi KOMMMNEKCH (Hanpuknag, KpuctasnidHi
diactepeomepHi coni). Y peskux BapiaHTax 34iMCHEHHA AiacTepeoMepu MalTb PisHi  isuyHi
BNnacTuBOCTi (Hanpuknag, 3Ha4YeHHa TemnepaTypu MNNaBfEeHHA, TEMNEPATYpPU KUMNIHHSA, PO3YUHHOCTI,
peakuiiHa 3daTHICTb | T. 4.), | iX po3fginalTb 3 BUKOPUCTAHHAM Takux BiAMIHHOCTEW. Y AesKux
BapiaHTax 34iNCHEHHA AaiacTepeoMepu po3ainsAioTb 3a AOMOMOrOl0 XipanbHOT xpomarorpadii abo
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NMEPEBaXKHO 3a JOMOMOroK METOAMK BigdineHHsi/po3aineHHsi, wo 6asyloTbCa Ha pisHMUi B
PO3YMHHOCTI. Y AesKkux BapiaHTax 34inCHEHHA ONTUYHO YNCTUIA €HAHTIOMEP NOTIM BUTATYIOTb, pa3oM 3
po3ainbHUM 3acobom, 3a A0MOMOrol Oyab-9KOro MPakTUYMHOrO Crnocody, sKui He MpPUBOAUTHL A0
pauemiszauil.

MiueHi cnonyku

Y peskux BapiaHTax 34iINCHEHHS CMONYKW, ONUCaHi B AaHOMY AOKYMEHTI, iCHYIOTb B X MiYEHMX
isoTonamun popmax. Y aOeakux BapiaHTax 34iIWCHEHHs crnocobu, po3KpuUTi B AAHOMY [AOKYMEHTI,
BKIOYAKOTb CNocoOM NiKyBaHHS 3aXBOPIOBAHb, 3AIMCHIOBAHI LUMSXOM BBEAEHHS TakUX MiYEHMX
isoTonamn crnonyk. Y Aesikux BapiaHTax 34IMCHEHHA Cnocobu, pPO3KPpWUTI B JAHOMY [AOKYMEHTI,
BKIOYAOTb CNocoOu nNiKyBaHHS 3aXBOPIOBaHb, 3/IMCHIOBAHI LUMSAXOM BBEAEHHA TaKUX MiMEHUX
isoTonamMu cCnonyk y Burnagi dhapmaueBTUYHUX KOMMO3MWUin. Takum YMHOM, B OESKMX BapiaHTax
3[IMCHEHHS CNOMYKWU, PO3KPUTI B AAaHOMY OOKYMEHTI, BKMOYAOTb MIYEHi isoTonamu Crnonyku, ki €
iAEHTUYHUMWU BKasaHMM B JAHOMY AOKYMEHTI, 3a BWUHATKOM TOro, Wo oauH abo aekinbka aTtomis
3aMiHEHO aTOMOM 3 aTOMHOI Macoiw abo MacoBMM YMCIIOM, BiAMIHHMMW Big aToMHOi macu abo
MacoOBOr0 4ucra, Lo 3a3Buyan 3ycTpivalTbea B npupoai. MNpuknagu isotonis, AKi BKNOYalOTb B
CMOMyKW, OnucaHi B AaHOMy AOKYMEHTi, BKMIOYAlOTb i30TONW BOAHIO, BYIMELIO, a30Ty, KUCHIO,
docdopy cipku, dTopy i xnopy, Taki Ak 2H, 3H, °C, *C, N, '8Q, 70, 3P, 32p, G, '8F | 36C|,
BianosiaHo. CNonNyku, onucaHi B AaHOMY OOKYMEHTI, i iX (papmMaueBTUYHO NPUWHATHI COnMi, ecTepy,
nponiku, conbBaTK, rigpatn abo noxigHi, Aki MICTATb BULLE3ragaHi isotonu i/abo iHwWi i30ToNM iHLWMX
aToOMIB, 3HAXOAATLCA B MexXax obcary uboro BuHaxoay. [eqki miveHi isoTtonaMmu cnonyku, HaNnpuknaga,
Ti, B SIKMX BKIMIOYEHI paaioakTuBHi isoTonu, Taki sk 2H i *C, e npugatHuMmn ana aHanisy posnoginy B
TKaHWHI nikapcbkoro 3acoby i/abo cybcerpary. I1sotonu TpuTin, To6T0 2H, | Byrneub-14, 10610 #C, €
0Cc0oONMBO MEPEBAXKHUMM BHACNIAOK NErKOCTi iX OTPUMAaHHA i MOMXIMBOCTI BUSIBMEHHA. Kpim Toro,
3aMilLEHHS BaXXKMMU i30TOMamMu, TakuMu sk gentepin, To6to 2H, 3abesneuye aeski TepaneBTUYHI
nepeearu, BHacnigok BuWoi MeTaboniyHoT cTabinbHOCTI, Hanpuknaga, 36inbleHHs nepiogy
HaniBBMBEAEHHS in vivo ab0 3MeHLIEHHA HeoOXigHOT A03K. Y Aesikux BapiaHTax 34iMCHEHHS MiYeHi
isoTonamu cnonyku, ix dapMaueBTUYHO MPURHATHA Cinb, €CTep, MNponiku, conbBart, rigpat abo
noxigHe OTPUMYIOTb 3a AOMOMOroto 6yab-AKOro BignoBiaHoOro cnocoby.

Y pesknx BapiaHTax 34iMCHEHHS CMOMYKW, onucaHi B 4aHOMY AOKYMEHTI, MiTATb 3a AOMNOMOIOL0
iHWMx 3acobiB, 3okpema 06e3 oOMekeHHs i3 3acTocyBaHHAM Xxpomodopis abo dnyopecueHTHUX
dparmeHTiB, Bi0NIOMIHECLEHTHUX MITOK ab0 XEMINIOMIHECLLEHTHUX MITOK.

dapmaueBTUYHO NPUAHATHI CONi

B aeskux BapiaHTax 34iWCHEHHA CNOMYKKU, ONUCaHI B JaHOMY AOKYMEHTI, 3HaxXoAAaTbCA Yy BUrNA4i iX
dapmaLeBTUYHO NPUAHATHUX CONEN. Y AesKux BapiaHTax 34iMCHEHHS cnocobu, po3KpUTi B AaHOMY
JOKYMEHTI, BKMIOYalOTb Cnocobu nikyBaHHS 3aXBOPIOBAHb, 34INCHIOBAHI LUMAXOM BBEAEHHS TaKUX
dapmaleBTUYHO NPUAHATHUX CONeNn. Y Aeskux BapiaHTax 3aiCHEHHs1 cnocobu, po3KpuTi B AaHOMY
JOKYMEHTI, BKMIOYaloTb Cnocobu nikyBaHHS 3aXBOPIOBAHb, 34INCHIOBAHI LUMSIXOM BBEAEHHS TakMx
dapmaueBTUYHO NPUAHATHUX CONERn y BUrnaAi dhapMmaueBTUYHUX KOMNO3ULLIN.

B aesakux BapiaHTax 3[4iNCHEHHA CMOMYKWU, ONUCAHI B AAaHOMY [AOKYMEHTI, MICTSATb KUCNOTHI abo
OCHOBHI rpynu i, OTke, BCTyNaloTb B peakUito 3 Oyab-sikum 3 paay HeopraHiyHmux abo opraHivHuMX OCHOB
i HeopraHiYHMX i OpraHiYHMX KUCNOT 3 YTBOPEHHAM (papmaueBTUYHO MNPURHATHOT coni. Y Aeskux
BapiaHTax 34iiCHEHHA Taki coni OTPUMYIOTL in Situ B XOAi KiHUEBOro BUAINEHHS | OYULLEHHA CMNONYK,
ONUCAHUX B AAHOMY AOKYMEHTi, ab0 LUMNSIXOM OKPEMOr0o NPOBEAEHHS peakuii OUULLIEHOT CMONyKK B 1i
BiNbHi popMi 3 BiANOBIAHOK KMCNOTOO aB0 OCHOBOI i BUAINEHHS] YTBOPEHOT TAKUM YMHOM CONi.

ConbBatn

B aedkux BapiaHTax 34iMCHEHHA CMOMNYKU, ONUCaHi B AaHOMY AOKYMEHTI, 3HaxXoaaTbCcsa y BUrNAai
conbBatiB. Y [Oesdkux BapiaHTax 3A4iMCHEHHs1 MpeacTaBneHi cnocobu nikyBaHHA 3aXBOPHOBaHb,
34iMCHIOBaHI LUNSIXOM BBEAEHHA TakuMx comnbBaTtiB. KpiM TOro, B gaHOMy AOKYMEHTI onucaHi cnocobu
NiKyBaHHA 3axBOPIOBaHb, 34IMCHIOBaHI LWNAXOM BBEAEHHS TakWxX COMbBaTiB Yy  BUrNAdi
dapmaueBTUYHUX KOMNO3ULIRA.

ConbBatn MIiCTATb abo CTEXiOMETPUYHI, a0 HECTEXIOMETPUYHI KINMbKOCTi PO3YMHHUKA | B A€AKUX
BapiaHTax 34iNCHEHHA YTBOPIOIOTLCA Nig Yac npouecy Kpuctanisadii 3 gapmaueBTUYHO NPURHATHUMHA
PO3YMHHUKAMW, TaKUMU SIK BOAA, €TaHon i T. n. ligpatn yTBOPIOKOTLCS, SKLIO PO3YMHHUKOM € BOAA,
abo ankoronsitu OTPUMYIOTb, SIKLLO PO3YMHHUKOM € cnupT. ConbBaTu CMONyK, OMUCAHUX B AAHOMY
JOKYMEHTI, B LiNsX 3pYy4YHOCTi OTpMMYIOTb ab0 YTBOPIOKOTHL Nig 4ac MpoueciB, ONUCaHUx B AaHOMY
OOKYMEHTI. BUKMNIOYHO 9K npuknag, rigpatu cnonyk, onMcaHux B 4aHOMY AOKYMEHTI, B LiNSX 3PYYHOCTI
OTPUMYIOTb LUMSAXOM MepekpucTanizauii 3 cymiwi BOAHUX/OpraHiyHUX PO3YMHHUKIB i3 3aCTOCYBaHHAM
OpraHiyHMX PO3YMHHUKIB, 30Kkpema Ge3 obMexeHHsa AaiokcaHy, TeTparigpodypaHy abo MeOH. Kpim
TOro, Cronyku, nepeabaveHi B AaHOMY AOKYMEHTI, 3HAXOASITbCS B HECONbBATOBAHIN, a TaKOX B
conbBaToBaHin dopmax. Ak npasBuno, ANs uinen crnonyk i cnocobiB, nepeabavyeHnx B AaHOMY
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OOKYMEHTI, conbBaToOBaHi (hOpPMKU BBaXKAKOTLCA 3a €KBiBANEHTHI HECONbBATOBaAHUM hopMaM.

MNponiku

B geskux BapiaHTax 34iMCHEHHS CMONYKW, ONUCaHi B 4aHOMY AOKYMEHTI, 3HaxogaTbca y hopmi
nponikise. TakoX B AaHOMY [JOKYMEHTI onucaHi cnocobu nikyBaHHS 3axBOPKOBAHb, 3AiWCHIOBAHI
LINSIXOM BBeAEHHA Takux nponikis. Kpim Toro, B AaHOMy AOKYMEHTI onmucaHi cnocobu nikyBaHHS
3axBOpIOBaHb, 34IMCHIOBaHI LUNSXOM BBEAEHHA TakuxX Mponikise y Burngaai dapmMaueBTUYHUX
KOMMNO3ULLiN.

Y Aeskux BapiaHTax 34iNCHEHHSI NPONIKK BKNIOYAOTb CNONYKWU, A€ aMiHOKUCNOTHUIA 3anuLok abo
noninenTuaHuin naduor 3 ABox abo Ginblwe (Hanpuknag, ABoX, TPboX abo YOTUPbOX) aMIHOKUCITIOTHUX
3anULLIKIB KOBANeHTHO 3B'sI3aHi 3a AOMOMOrOI0 amigHoro abo eCTepHOro 3B'A3Ky 3 BINbHOK aMiHO-,
rigpokcurpynoto abo rpynoto y BUrNAAi 3anuuky KapOoHOBOT KUCNOTKU B CNONYKaX, ONUCAaHNX B AaHOMY
OOKYMEHTI. AMIHOKUCINOTHI 3anuLLKK BKMNoYaloTh 6e3 06MexeHHa 20 amMiHOKMCIOT, WO 3yCTpivalTbes
B MPUPOAi, a TakoX BKMNIOYaloTb 4-riapoKCMNpPOniH, rigpoOKCUNi3uH, AECMO3WH, i304€CMO3UH, 3-
METUNTICTUAMH, HOpBaniH, ©6eTa-anaHiH, ramma-amiHOMacnaAHy KWUCMNOTY, UWTPYINiH, FOMOLMCTETH,
rOMOCEPUH, OPHITUH | METIOHIH-CyNb(OoH. Y I[HWKX BapiaHTax 34INCHEHHS NPOJSIKA BKMKOYAlOTb
CMOMYKK, B SIKMX 3anuLLOK HYKIETHOBOT kncnotu abo oniroHykneotua 3 Asox abo Ginbwe (Hanpuknaa,
ABOX, TpbOX abo YOTUPbOX) 3aNMULIKIB HYKMETHOBOT KMCMOTWM KOBANEHTHO 3B'SA3aHi i3 CMOMyKoOlo,
ONUCAHOI0 B AHOMY JOKYMEHTI.

dapmaueBTUYHO NPUIAHATHI NPOAIKA CNONYK, ONMCaHWUX B AAHOMY AOKYMEHTI, TaKOX BKIOYalOTb
6e3 oOMexeHHs ecTepu, kapboHaTtu, TiokapboHaTtu, N-auunbHi noxigHi, N-auMnokciankinbHi NoxiaHi,
YETBEPTUHHI NOXiAHI TPeTUHHMX aMiHiB, N-3amiweHi ocHoBu MaHHixa, ocHoBu LUudbdha, koH'toratu
aMmiHoKUCNOT, ectepn POCOPHOT KACOTKH, CcOoni MeTaniB i ecTepu Cynb(OHOBOT KUCNOTKU. Y OeAKux
BapiaHTax 34iiCHEHHSA CMONYyKK, WO MatoTb BiMbHI amiHO-, amigo-, riapokcu- abo kapOoKCUNbHI rpynu,
NepeTBOPIOOTb HA Nponiku. Hanpuknaga, BinNbHi KapOOKCUNbHI rpynu € AepuBaTU3OBaHUMU Y BUMNSAi
aMigie abo ankinoBux ecrepiB. B aeskux sunaakax BCi Taki pparMeHTU NPONIKiB BKNIOYAOTb rpynu,
WO BKMoYaloTh 6e3 0OMexeHHA PYHKLIOHANbHI rPynu y BUINAAI 3anuLLKiB eTepy, amiHy i KapOOHOBOT
KACINOTH.

Mponikn, WO MICTATb TriAPOKCUIrPyMy, BKMOYalOTL ecTepu, Taki Ak  06e3  obmekeHHs
auunokciankinosi (Hanpuknag, aUUNOKCUMETUIIOBI, auUnnoKCieTUNoBI) ecTepu,
ankokcukapOOoHINOKciankinoBi ecrepu, ankinoei ecrtepu, apunoBi ecrtepu, ectepu ¢GocdopHOT
KMCNOTU, ecTepun cynbdOHOBOT KUCIOTK, ECTEPU CipYaHOT KUCNOTH | ANCYNbMIAOBMICHI ecTepu; eTepu,
aMign, kapbamartu, remicykuuHatu, AumMeturnamiHoauetatn i HocdOpUNOKCUMETUNOKCUKAPOOHINK,
BkasaHi B Advanced Drug Delivery Reviews 1996, 19, 115.

Mponiku, AKi € NoXigHUMK aMiHy, BKITIOYaloTb 6€3 06MEXXEHHS1 HACTYMHI rpynu i KoMBiHaUii rpyn:

0 Q O S j = =3 ﬁ
mtﬂJ\R __;?J)-\O,R "_WJLS,R __W/U\O,R s ""',"/kc’/ ‘A mr‘d,ko. o
H H H H H H H
o) 5 R RS RS R (li
~’:‘J/1K;i/l} _‘Il\!/u\m _N-‘?}\R _N%N,R _r’\i/l\s,-f"\R _;;‘j/f\o,ll\R __!F\ng\s,/ o
H & = I = # H H

a Takox cynbdoHamign i poccoHamign.

B pesakux Bunagkax AingHku B Oyab-AKMX YaCTUHAX apOMAaTUYHOIO KinbUSA CXUIbHi A0 Pi3HMX
MeTaboniyHMX peakuii, OTXe, BBEAEHHA BIAMNOBIAHMX 3aAMICHMKIB MPU apPOMAaTUYHUX KiNbLEBUX
CTPYKTYpax 3MEHLLYE, 3B0AUTb A0 MiHiIMyMy abo BMKNIOYae gaHui MeTaboniuHui Wnsx.

dapmaueBTUYHI KOMMNO3unLUiT

B aedaknx BapiaHTax 3gincHeHHa cnonyky cdopmynu (1), (I, (1a), (Ib), (Ic), (Id), (le), ({f), (1g), (Ih)
abo (l), onucaHy B gaHOMy AOKYMEHTi, BBOAATb Yy BUIMAAI XiMIYHO YMCTOT PEYOBUHMU. Y OeAKMX
BapiaHTax 3aincHeHHa cnonyky dopmynu (1), (1, (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li), onucany
B JAHOMY AOKYMEHTi, 06'egHyl0Tb 3 dhapMaleBTUYHO BignoBigHMM abo MPUIRHATHUM HOCIEM (TakoX
Ha3WBAETbLCA B AAHOMY OOKYMEHTI pbapmaueBTMYHO BiANoBiAHOW (ab0 NPURHATHOIO) AONOMDKHOM
pPEYOBUHOLO, (i3ioNoridHO BiANOBIAHOK (a60 NPUIAHATHOLO) AONOMKHOK PEYOBUHOK abo dhisionoriyHo
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BignNoBiAHUM (ab0 NPUAHATHUM) HOCIEM), BUOpaHMM 3anexHo Biag BMOPAHOro LUMAXYy BBEAEHHS i
cTaHJapTHOI dhapMaueBTUYHOT NPaKTUKU, SIK onucaHo, Hanpuknagd, Remington: The Science and
Practice of Pharmacy (Gennaro, 215t Ed. Mack Pub. Co., IctoH, MeHcinbBaHia (2005)).

BianoBigHO, B AaHOMy AOKYMeHTi nepeabadveHa dapmaueBTUYHA KOMMO3MUUisA, fKa MICTUTb
wioHanMeHwe ogHy cnonyky cdopmynu (1), (I, (1a), (Ib), (Ic), (1d), (le), (If), (Ig), (Ih) abo (li), onucaHy B
JaHoMy A0oKyMeHTi, abo 1i ctepeoizomep, dapMaueBTUMHO NPUAHATHY Cinb, rigpar, conbeat abo N-
okcua pasoMm 3 oaHuMm abo agekinbkoma dapmaueBTUYHO NPUAHATHUMK Hociamu. Hocin(-i) (abo
aonomikHa(-i) pedoBuHa(-u)) € NpUAHATHUM(-M) abo BIANOBIAHUM(-M), SAKLIO HOCIH € CYMIiCHUM 3
iHLIMMW iHrpeaieHTaMyn KOMMO3ULIi i He € LWKIiaNMBUM ANng peuunieHTa (To6To cy6'ekTa) KOMMO3MLi.

Y oAHOMY BapiaHTi 34iiCHeHHs nepeabadveHa apmaueBTUYHA KOMNO3WLS, AKka MICTUTb
dapmMaLeBTUYHO NMPUAHATHY AOMOMIKHY pedoBuHY i cnonyky dopmynu () abo ii hapmaueBTUYHO
NPUAHATHY Cinb. Y iHWOMY BapiaHTi 3aiiCHEHHA nepeabadveHa dapmaueBTUYHa KOMNO3uuis, ska
MICTUTb hapMaUeBTUYHO MPUAHATHY [JOMOMDKHY pedoBuHYy i cnonyky cdopmynu (la) abo i
dapmMaUeBTUYHO MPURHATHY Cinb. Y iHWOMY BapiaHTi 34ilMcHeHHs1 nepeabadveHa dapmaueBTUYHA
KOMNO3ULis, ka MICTUTb hapmMaueBTUHHO NPUAHATHY AOMNOMIXKHY peyoBUHY i cnonyky dopmynu (Ib)
abo i dapmaueBTUUYHO MNPUAHATHY Cinb. Y iHWOMY BapiaHTi 34iiCHeHHa nepeabaueHa
dapMmaueBTU4Ha KOMNO3MUiA, Sika MICTUTb (papMaueBTUYHO MPUAHATHY AONOMIKHY PEYOBUHY i
crnonyky ¢opmynu (Ic) abo i chapMaUeBTUYHO NPURHATHY Cinb. Y iHLWIOMY BapiaHTi 34iNCHEHHS
nepeabaveHa dapmaueBTMUHA KOMMO3MULiS, sKka MICTUTb (hapMaueBTUYHO NPUAHSATHY AOMOMIKHY
pe4voBuHy i cnonyky copmynu (Id) abo i dapmaueBTUYHO MPUAHATHY Cinb. Y iHWOMY BapiaHTi
34ificHeHHs1 nepeabadveHa dapmaueBTMYHa KOMMO3ULiS, Aka MICTUTh dapMaueBTUMHO MPURHATHY
JOMOMDKHY pedoBuHY i cnonyky cdopmynu (le) abo i dhapMaueBTUMHO NPUAHATHY Cinb. Y iHWOMY
BapiaHTi 3A4iicHeHHs1 nepeabadveHa papmaueBTUYHA KOMMNO3UUiA, sika MICTUTb dhapMaLeBTUYHO
NPUAHATHY AONOMDKHY Pe4YOBUHY i cnonyky cdopmynu (If) abo i hapmaueBTUMHO NPUAHATHY Cinb. Y
iHWOMY  BapiaHTi 3A4iiCHeHHa nepeabaveHa dapMmaueBTMUHA  KOMNO3WLiS, €Kka  MIiCTUTb
dapmaleBTUYHO NPUAHSATHY AONOMIXKHY pedqoBuUHY i cnonyky dopmynu (Ig) abo i dapmaueBTUYHO
NPUAHATHY Cinb. Y iHWOMY BapiaHTi 3aiiCHEHHA nepeabadveHa dapmaueBTUYHa KOMNO3uuis, ska
MICTUTb hapMaUeBTUYHO MPUAHATHY JOMNOMDKHY pedoBuHy i cnonyky cdopmynu (lh) abo ii
dapmMaUeBTUYHO MPURHATHY Cinb. Y iHWOMY BapiaHTi 34iCHEHHs1 nepeabadeHa dapmaueBTUYHA
KOMMNO3ULis, aka MICTUTb (hbapMaueBTUYHO NPUIAHATHY AOMNOMDKHY peyoBUHY i cnonyky chopmynu (li)
abo i hhapmaueBTUYHO NPUARHATHY Cinb.

Y iHWoOMYy BapiaHTi 34ilNCHEeHHs nepeabadeHa dapmaleBTUYHAa KOMMO3ULis, ska No  CyTi
CKNnagaeTbeca 3 hapMaUeBTUYHO NPUAHATHOT AONOMDKHOT pevoBMHM i cnonyku cdopmynu (la) abo i
dapmMaUeBTUYHO NPUAHATHOT COni. Y iHWOMY BapiaHTi 34iiCHEHHA nepeabadeHa dhapmaueBTUYHA
KOMMNO3ULis, ilka No CyTi cknagaeTbes 3 hapmaueBTUHHO NPUAHATHOT JONOMDKHOT PEYOBUHM | CNONYKK
dopmynu (Ib) abo i hapmaueBTUYHO NPUARHATHOT coni. Y iHWOMY BapiaHTi 3ailicHeHHs1 nepeabayeHa
dapmaueBTUYHaA KOMMO3MLIA, 9Ka NO CyTi cknagaeTbes 3 dhapmMaueBTUYHO NPUARHATHOT JONOMIKHOT
pevoBuHM i cnonyku copmynu (Ic) abo i dapmaueBTUYHO MPUAHATHOI coni. Y iHLWIOMY BapiaHTi
34ilicHeHHs1 nepeabavena hapmaueBTUYHa KOMMNO3ULIA, sIka No CyTi CKnagaeTbesl 3 hapMaueBTUYHO
NPUAHATHOT AOMNOMIKHOT pedoBuHM i cnonyku cdopmynu (Id) abo i dhapmaueBTUUHO NPUAHSITHOT COTII.
Y iHWOMY BapiaHTi 34iicHeHHA nepeabadeHa dapmaleBTUYHA KOMMNO3ULIS, SKa NO CyTi CKNagaeTbes
3 (hapMaueBTUHMHO NPUAHATHOT AOMNOMDKHOT pevoBUHHM i cnonyku chopmynu (le) abo i hapmaueBTUYHO
NPUAHATHOT coni. Y iHLWIOMY BapiaHTi 3aiiicHeHHs nepeabadveHa dhapmaleBTUYHA KOMNO3ULIA, sika no
CyTi cknagaeTbea 3 hapmMaleBTUUHO MPURHATHOT A0MNOMDKHOT pedoBMHU | cnonyku popmynu (If) abo Ti
dapmMaUeBTUYHO NPUAHATHOT COni. Y iHWOMY BapiaHTi 34iiCHEHHA nepeabadeHa dhapmaueBTUYHA
KOMMNO3ULis, ilka No CyTi cknagaeTbes 3 hapmaueBTUHHO NPUAHATHOT JONOMDKHOT PEYOBUHM | CNONYKK
dopmynu (Ig) abo i hapmaueBTUMHO NPUIAHATHOT coni. Y iHLWOMY BapiaHTi 3aincHeHHA nepeabaveHa
dapmaueBTUYHaA KOMMO3MLIA, 9Ka NO CyTi cknagaeTbes 3 dhapmMaueBTUYHO NPUARHATHOT JONOMIKHOT
pedoBuHu i cnonyku cdopmynu (Ilh) abo 17 chapmaueBTUYHO NPUIRHATHOT coni. Y iHWOMY BapiaHTi
34ificHeHHs nepeadaveHa papmaueBTUYHA KOMMO3MULIA, Ka NO CyTi CKNagaeTbesa 3 hapMaueBTUYHO
NPUAHATHOT A0ONOMDKHOT pe4yoBuHU | cnonyku popmynu (li) abo i hapmaueBTUHHO NPURHATHOT Coni.

Y pesikux BapiaHTax 3fiicHeHHa cnonyka copmynu (1), (I, (1a), (Ib), (Ic), (Id), (le), (If), (1g), (Ih)
abo (li), onucaHa B AaHOMy JOKYMEHTI, € NPAKTUYHO YNCTO, TOBTO BOHA MICTUTb MEHLWIE NpUBNU3Ho
5%, abo meHLwe npubnusHo 1%, abo meHwe npubnuaHo 0,1% iHWKMX OpraHivyHUX Manux MOMEKyn,
Takux sk 3abpyaHIoBanbHi NPOMiXKHI cnonykn abo noGivHi NPOAYKTH, SIKi YTBOPIOKOTLCSA, HANPUKNaA, Ha
O4Hi abo AekinbKox cTagisix cnocoby cuHTesy.

Taki cknaguM BKMAYaKTb Cknagu, BIANOBIAHI ANA NepopanbHOro, pPekTanbHOro, MicueBoro,
TpaHcOyKanbHOro, napeHTepanbHOro (Hanpuknag, NiALWKIPHOTO, BHYTPILLHLOM'A30BOrO0,
BHYTPILLHbOLLKIPHOTO a0  BHYTPILUHbOBEHHOrO),  BariHanbHoro,  odranbmornoriiHoro  abo
aepo30MbHOro BBEAEHHA, Xoua HanbinbLw BianoBiaHa dopma BBeAeHHA B Oyab-AKOMY KOHKPETHOMY
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BUNAAKy 3anexaTume Bid CTYNeHA | TSKKOCTI CTaHy, WO nianarae nikyBaHHIO, i Bid npupoau
KOHKPETHOT BXXMBAHOT cnonyku. Hanpuknag, poskpuTi KOMNO3uUil cknagatoTb Yy BUIMAAI CTaH4ApPTHOT
nosu i/abo cknagaloTb ANst nepopansHoro abo nNigLKipHOro BBEAEHHS.

IniocTpaTtuBHi hapMmaueBTUYHI KOMNO3ULiT 3aCcTOCOBYIOTL Y hopMi hapmaLeBTUYHOIO npenapary,
Hanpuknag, B TBEpAin, HaniBTBepAin abo pigkin dopmi, WO MICTUTL 0aHY abo Aekinbka PO3KPUTMX
CMONyK SIK aKTUBHWUIA iHrPedieHT, B CyMillli 3 opraHiyHum abo HeopraHiyHUM Hociem abo A0NOMIKHOK
PEYOBMHOIO, BIANOBIAHOK AN  30BHIWHIX, eHTepanbHMX abo napeHTepanbHUX BapiaHTiB
3aCTocyBaHHA. Y OedKux BapiaHTax 34IMCHEHHA aKTUBHWW iHrpedieHT 3MmilyloTb, Hanpuknag, i3
CTaHZAPTHUMKU HETOKCUYHUMM, DAPMAaLEBTUYHO NMPUAHATHUMU HOCIIMW AN Nirynok, Nenet, kancyn,
CYMO3UTOPIiB, PO3YMHIB, €MYMNbCiA, CycneHsin i Oyab-akoi iHwWoi dopmu, BIANOBIAHOT AnA
3aCTOCYBaHHA. AKTUBHY CMOMYKY 3a@ LMM BMHAxXOAOM BKMOHYAKTb y (DapMaLeBTUHHY KOMMO3ULO B
KiNbKOCTi, JocTtatHin ana 3abe3anedeHHss OaxkaHoro edyekTy CTOCOBHO npouecy abo cTaHy
3aXBOPIOBaHHS.

Y peskux BapiaHTax 34iWCHEHHA ANA OTPUMaHHA TBEPAMX KOMMO3MUIA, Takux SK Mirynku,
OCHOBHMWIW aKTUBHWUW iHrPEedieHT 3MilyoTb 3 hapMauUeBTUHMHUM HOCIEM, Hanpuknag, 3 TpaauuinHuMm
iHrpeaieHTamMmn Ans TabnetyBaHHA, TAaKMMKN K KYKYPYA3STHUA KpoXmarnb, NakTo3a, caxaposa, copbir,
Tanbk, CTeapMHOBa KMCMNoTa, CTeapar MarHilo, aukansuindgocdar abo kameab, i 3 iHLWUMM
drapMaLeBTUHHUMK PO3pid>KyBa4amMu, Hanpuknag, 3 BOAOK, 3 YTBOPEHHAM TBEpAOi 3asganerigb
CKnageHoi KOMNo3wuuii, Aka MICTUTb OAHOPIAHY CyMill Ha OCHOBI PO3KPUTOI cnonyku abo ii
HETOKCMYHOT dhapMaueBTUYHO MPUAHATHOT coni. [pu 3ragui Takux 3asganerigb  cknageHux
KOMMNO3ULA 9K rOMOreHHUX, Lue o3Ha4vae, WO aKTUBHUK iHIPEedieHT PIBHOMIPHO po3noineHuin no BCin
KOMMNO3ULiT, TaK WO KOMNO3MUIA NErko po3ginsaerbCa Ha O0AHaKoBO ePeKTUBHI CTaHAAapTHI A030BaHi
dopmMu, Taki AK Nirynky, Nintoni i kKancynu.

Y TBEpAuMX Nikapcbkux dopMmax and nepopanbHOro BBeAeHHA (Kancynu, Nirynku, ninwoni, apaxe,
MOPOLUKK, TPaHYNW i T. N.) KOMMO3ULiKO 3a UMM BUHAxXoAOM 3MilIYOTb 3 ogHMM abo aekinbkoma
dapmMaUeBTUYHO NPUAHATHUMU HOCIAMMU, TAaKMMKU K UMTpaT HaTtpito abo gukanbuindocdar, i/abo 3
Oyab-akuM 3 HactynHoro: (1) HanoBHoBadi abo pospimKyBadi, Taki SK Kpoxmani, LUenonosa,
MiKpOKpucTaniyHa uenionosa, cunikatoBaHa MiIKpoKpucTaniyHa Uuenionosa, nakrtosa, caxaposa,
rnioko3a, MaHiT i/abo kpemHieBa kucnota; (2) 3B'A3yBanbHi 3acobu, Taki 5K, Hanpuknag,
kapOoKCMMETUNLUENoNo3a, rinpoMenosa, anbriHaTh, XenaTuH, NoniBiHiNniponigoH, caxaposa i/abo
apagilicbka kaMeab; (3) 3BonoXytodi 3acobu, Taki gk rniuepuH; (4) posnyLuyBadi, Taki K KPOCMNOBIAOH,
KpOCKapMeno3a HaTpilo, HaTpilo KpOXManbrnikonaT, arap-arap, kapOoHaT kanbLito, KapTonnsHuini abo
MaHIOKOBUI KpOXManb, anbriHoBa KUCMOTA, Aedaki cunikatu i kapboHaTt HaTpito; (5) CrnoBinbHIOBauYi
PO3YMHEHHSA, Taki Ak napadiH; (6) npuckopioBadi NOMfIMHAHHA, Taki SAK CAONYKUM YETBEPTUHHOIO
aMoHio; (7) 3modyBanbHi 3acobu, Taki AK, Hanpuknag, AOoKy3aT Harpilo, UEeTUNOBUMA COUPT i
rniuepuHMoHocTeapar; (8) abcopbeHTu, Taki K KaoniH | 6eHTOHITOBA rnMUHa; (9) 3mallyBanbHi 3acobm,
Taki K TanbK, cTeapaT KanbLUilo, cTeapar MarHito, TBepai nonieTuneHrnikoni, naypuncynsdar HaTpito i
X cymiwi; i (10) GapBHMKM. Y pasi kancyn, nNirynok i ninwnb, B AEAKMX BapiaHTax 34iNCHEHHSI
KOoMMo3uuii MicTsiTb 6ycbepHi 3acobu. Y aesdkux BapiaHTax 34iMCHEHHA TBepAi koMno3uuii noaibHoro
TUNY TaKOoXX BWKOPUCTOBYIOTb K HaMOBHIOBaYi B M'SKMX | TBEpAMX >KENaTUHOBUX Kancynax i3
3aCTOCYBaHHAM JOMOMDKHMX PEYOBMH, Takux $K nakto3a abo MOMOYHI  LyKpU, a Takox
BUCOKOMONEKYSAPHI NONIeTUNEHINIKONi i T. n.

Y pesdkux BapiaHTax 34iMCHEHHS NIrynky OTPUMYIOTh LUNSAXOM MNpecyBaHHs abo (hopmyBaHHA,
HeobOoB'A3KOBO 3 oAHUM abo Aaekinbkoma AOMOMDKHUMUM iHrpedieHTamu. Y Aeskux BapiaHTax
30iCHEHHS1 NPecoBaHi NirynkM OTPUMYIOTb i3 3aCTOCYBaHHAM 3B'A3yBanbHOro 3acoby, (Hanpuknag,
»kenatuHy abo rigpokcMnponinMeTUNUENoNno3n), 3mallyBansHoro 3acofy, iHepTHOroO po3piaKysaya,
KOHCEpPBAHTY, po3nyLuyBada (Hanpuknaza, HaTpilo KPOXManbrnikonaTy abo nonepeyHo-3LMTOT HaTpIo
KapOOKCUMETUNLENIONO3K), MOBEPXHEBO-AKTMBHOIO abo Aucnepryovoro sacoby. Y gesknx BapiaHTax
3[iMCHEHHS POPMOBaHi Mirynkn OTPUMYIOTb LUAIAXOM (POPMYBaHHSA Y BignoBiAHOMY MPUCTPOT CyMiLli
KOMNO3uLii 3a UMM BUHAXOA4OM, 3BOMOXKEHOT iIHEPTHUM PIAKUM pO3pigKyBadeM. Y AesKux BapiaHTax
3AIMCHEHHS Nirynku i iHWI TBepAai nikapcbki ddopmMu, Taki Ak gpake, Kancynu, Ninioni i rpaHynu, MatTb
NiHito po3nomy abo OTPUMAHI 3 NOKPUTTSAMU i OOONOHKAMU, TAKUMU SIK EHTEPOCONOBINbHI NOKPUTTS |
iHLLI NOKpUTTA.

Komnosudii anga iHranauii a6o iHcydnauil BkNoYaTb PO3YMHU | cycneHsii y dapmaueBTUYHO
NPUAHATHUX BOAHUX abo OpraHiuyHMX po3yYMHHMKAxX abo B X cymiwax i nopoiuku. Pigki nikapcbki
dopMn AnNA nNepopanbHOro BBEAEHHS BKNOYawTb  dapMaueBTUYHO NPUAHATHI  eMYIbCil,
MIKPOEMYNbCIii, PO3YMHKM, CYCNEHsil, cuponn i HacToAHKM. Ha pogaTok A0 KOMMO3uuii 3a uum
BUHaxo4oM, B AesKMX BapiaHTax 34iNCHEHHA pigki nikapcbki hopMuU MICTATL IHEPTHI po3pigxKysBadi,
Taki sk, Hanpuknag, Boga abo iHWi po34YMHHMKKM, comobinidyBanbHi 3acobu i emynbratopu, Taki sk
€TUNOBUI  CNUPT, i30MponinoBuin cnupt, eTunkapdboHart, etunauetar, OGEH3UNOBUMA  CMMPT,
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O6eH3unbeHsoar, nponinenrnikons, 1,3-6ytunexrnikonb, onii (3okpema, ©OaBOBHSAHY, apaxiCoBy,
KYKYPYA3SHY, i3 3epHOBUX 3apOoaKiB ORnil0, ONMWBKOBY, PULMUHOBY i KYHXYTHY ORil0), TNiLEepuH,
TeTparigpoypunoBUin  CNMPT, MNOMNIETUNEHINIKONI |  eCcTepu >UPHUX KUCHOT i copbiTany,
LMKITOAEKCTPUHMN i TX CyMmiLLi.

Y Aeaknx BapiaHTax 34iNCHEHHS Cycnelsii, Ha AoA4aTOK A0 KOMNO3MUil 32 UMM BUHaxXo4oM,
MICTSITb CyCneHayBanbHi 3acobu, AK Hanpuknaz, €TOKCUMIOBAHI i30CTeapwurioBi CNupTU, €CTEpM
noniokcieTuneHcopbity abo copbiTaHy, MIKPOKPUCTaMIYHY LEMNONo3y, MEeTarigpokcua anoMiHito,
OEHTOHIT, arap-arap, TparakaHT i ix cymiLui.

Y peskux BapiaHTax 34iACHEHHA cknagu Ans pekTanbHoro ato BariHanbHOro BBEAEHHS
npeactaBneHi y BUrNS4i Cyno3autopis, SKMW OTPUMYIOTb LUMNAXOM 3MilLyBaHHA KOMMNO3WULUiT 32 UKUM
BUHAXO0AO0M 3 OAHUM ab0 AeKinbkoma BiANOBIAHUMM, HE BUKMUKAIOYMMKU NOAPA3ZHEHHSA AOMOMIKHUMM
pevyoBMHaMn abo HOCIAMM, LLIO BKMIOYAKTb, HANpUKNaa, Macno Kkakao, nonieTUneHrnikonb, BiCk ans
cynosuTopiie abo caniyunar, ski € TBEpAUMM NpW KIMHATHIA Temnepartypi, ane piakumu mnpu
TeMnepaTypi Tina i, omke, NNaBUTUMYTLCS B MOPOXHUHI Tina i BUBINbHATUMYTb akTUBHUIA 3aci6.

Jlikapcbki hopMmn Ana TpaHcAepManbHOro BBEAEHHS KOMMNO3ULT 32 UMM BUHAxXO4OM BKMHOYAIOTb
NOPOLUKK, CNpeEi, Masi, NnacTu, Kpemu, NOCbMOHU, Teni, po3vnHK, NNacTupu i 3acobu anga iHransuii. Y
Oesknx BapiaHTax 34iIMCHEHHA AaKTUBHWUW KOMMOHEHT 3MilWylTb B CTEPUNbHUX yMOBax 3
dapmaleBTUYHO NPUAHATHUM HOCIEM | 3 Byab-AKMMU HEODXiAHUMKU KOHCepBaHTamu, bydepammn abo
nponeneHTamu.

Y peakux BapiaHTax 34inCHeHHs Masi, nacTu, KpeMu i reni MiCTATb, HA A0AaTOK 40 KOMMO3uUil 3a
UMM BMHaxXo40M, AONOMIKHI PEYOBUHK, TaKi AK XKMPU TBAPUHHOIO i POCNMHHOIO MOXOAXKEHHS, Macna,
BiCK, mapadyiHu, KpoxXmanb, TparakaHT, NOXiaHi Lenonosu, NonieTUNEHrnikoni, CUNikoHn, 6EHTOHITH,
KpEMHIEBA KMCNOTA, TanbK i OKCUA UUHKY abo iX cyMilui.

Y peskux BapiaHTax 34iIMCHEHHA MOPOLUKW i cripel MICTATb, Ha 404aTOK A0 KOMNO3uuil 3a UuMm
BUHaxo40M, AOMOMIKHI pedoBUHU, TakKi AK NakTo3a, Tanbk, KpeMHIieBa KACMOTA, rigpokcua antoMiHiio,
cunikatu KanblUilo | nopowkonoaibHun noniaMia abo cymiwi UMX pedoBUH. Y AesdKMxX BapiaHTax
3[IMCHEHHSA cnpel 4oAaTKOBO MICTATL TpaauuiiHi NponeneHTn, Taki Ak xropddTOPBYrNeBOAHI | NeTKi
He3aMmileHi ByrneBOAHi, Taki sk 6yTaH i nponaH.

Y pneskux BapiaHTax 34iMCHEHHS CNOJSYKM, ONUCaHI B AaHOMY AOKYMEHTI, BUrOTOBASAIOTL Y hOpMI
OYHUX Kpanenb AnA opTanbMONOriYHOro BBEAEHHS.

Komnosuuii i crnonyku, po3KpuTi B AaHOMY AOKYMEHTI, anbTepHaTUBHO BBOAATbL Y BUIrNAdi
aeposono. Lle 3abe3neyyioTb LWNAXOM OTPMMAaHHS BOAHOTO aepo30nio, NinocoMansHOro npenapary
abo TBEpAUX YACTUHOK, O MICTATb CNONyKy. Y AesKMX BapiaHTax 34iliCHEHHS 3aCTOCOBYIOTb HEBOAHY
cycneHsito (Hanpuknag, 3 TOPBYIrMEUEeBUM NPONENeHToM). Y aedkux BapiaHTax 34iWCHEHHS
3aCTOCOBYIOTb YNbTPA3BYKOBI HeGynansepu, OCKinbkM BOHM 3BOAATH A0 MiHIMYMY Ail0 3pi3atodoi cunm
Ha 3acib, Aka NPMBOAUTbL A0 PO3KMNa4aHHS CNONYK, WO MICTATLCA B KOMNO3MULIAX 3@ LM BUHAXOA4O0M.
3asBuyail BOAHMIA aepo30fb OTPUMYIOTb LUMSIXOM CKMagaHHS BOAHOrO po3umHy abo cycneHsii
KOMNO3uuii 3a UMM BMHaxoAOM pasom 3 TpaguuinHumm dapMmadeBTUYHO NPUAHATHUMU HOCIMK i
crabinizatopamu. Hocii i crabinisatopu BapilolOTbCS 3aNEXHO Big BUMOT ANS KOHKPETHOT KOMMO3uLiT
3a UMM BUHaxXo4oM, ane, sk NpaBuno, BKMNIOYaIOTb HEIOHOTEHHI NOBEPXHEBO-AaKTUBHI PEYOBUHU (Pi3Hi
Buan Tween, pi3Hi Buan Pluronic abo nonieTMneHrnikonb), HeWKiagnNuBi Binku, Taki Sk CUPOBATKOBUIA
anbbyMiH, ectepu copbiTaHy, ONEIHOBY KUCNOTY, NEUUTUH, aMiHOKUCNOTK, Taki sK rniuuH, dydepw,
coni, uykpu abo UyKkpoBi cnMpTu. Aepo3oni 3a3BUyan OTPUMYIOTb i3 i30TOHIYHMX PO3UMHIB.

dapmMaueBTUYHI  KOMNO3UUii, NpuaatHi ANA napeHTepanbHOro BBeAEHHs, nepeabadvarTb
KOMMO3MLil0 3a UMM BMHaxXogoM B komOiHauii 3 ogHuM abo pekinbkoMa dapmaueBTUYHO
NPUAHATHUMU CTEPUNBHUMM i30TOHIMHUMM BOAHMMKU ab0 HEBOAHWMWU PO3YMHAMMU, OUCMEPCISMMU,
cycneHsisiMn abo emynbCismu, abo CTEPUNbHUMU MOPOLUKAMMU, SAKi PECYCNeHAYTb B CTEPUIbHI
iH'eKUiiHI po3uMHM abo aucnepcii 6e3nocepeaHbO Nepen 3acTOCYBaHHAM, SIKi B AESIKMX BapiaHTax
30iMCHEHHST MICTATb aHTMOKcMaaHTu, Bydepu, BakrepiocTatu, PO3UMHEHI KOMMNOHEHTU, AKi HAAAOTb
CKnagy i30TOHIYHOCTI 3 KpoB't0 nepeadadyBaHoro nauieHta, abo cycneHayBanbHi 3acobu, abo
3arycHuKM.

Mpuknagn npuaaTtHUX BOAHWUX i HEBOAHWUX HOCIIB, SIKi BUKOPUCTOBYIOTLCA Y (hapmaueBTUYHUX
KOMNO3ULiSX, BKMAOYalTb BOAY, e€TaHon, nonioni (Taki 49K  rniuepuH, NPONINEeHrniKonb,
nonieTUNeHrnikonb i T. N.) i IX BiANOBIAHI CyMiLi, POCNKUHHI ONil, TaKi K ONUBKOBA ONid, i opraHiyHi
ecTepu Ana iH'ekUin, Taki AK eTtunonear i UMKNOAEKCTPUHW. HanexkHy MNWHHICTL NigTPUMYIOTb,
Hanpuknag, WsXoM 3acTOCYBaHHA Matepianis And NOKPUTTH, TAKUX AK NELUMTUH, LLMAXOM NigTPUMKM
HeobXigHOro po3Mmipy YacTUHOK y pasi AUCNEpPCiA i LLINSXOM 3aCTOCYBAaHHS MOBEPXHEBO-AKTUBHUX
PEYOBUH.

Takox po3rnagatoTbcs (papmaueBTUYHI Cknagu Ans eHTeparibHOro 3acTOCYBaHHA, LLO MICTATb
PO3KPUTY CMONYKY, eHTepocontobinsHMIA MaTtepian i BianosigHi iM chapmMaUeBTUYHO MPUAHATHUIA HOCIN
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abo agonomikHy pedoBuHy. EHTepocontobinbHi martepianm o03Ha4dawTb NOniMepu, SAKi € no CyTi
HEPO3YMHHMMM B KUCITOTHOMY CEPEAOBULL LUMYHKY, | SIKi € NEPEBAXKHO PO3YNHHUMU B KULLKOBOMY COKY
NPY KOHKPETHUX 3HaYeHHAX pH. ToHKa KMLKa € YaCTUHOIO LUNMYHKOBO-KULLIKOBOTO TPaKTy (KMLUEYHUKY)
Bi LUNYHKY 4O TOBCTOI KULLKM i BKIIOYAE ABaHAAUATMNANY KWLLKY, MOPOXKHIO KULUKY i KMyOOBY KWLLKY.
3HaueHHa pH aBaHagusaTMNanoi KMWKWM cknagae npubnusHo 5,5, 3Ha4eHHA pH MOPOXHBLOT KULLKK
cknagae npubnmaHo 6,5, i 3HadeHHss pH auctanbHOi kny6oBOT KMLWIKM cknagae npubnusHo 7,5.
BianoBigHo, eHTepocontoBinbHi maTepianu € HepO3YMHHUMKM, Hanpukniaa, npu pH ao npubnusHo 5,0,
npubnusHo 5,2, npubnusHo 5,4, npubnusHo 5,6, npubnusHo 5,8, npudbnusHo 6,0, npubnusHo 6,2,
npubnusHo 6,4, npubnusHo 6,6, npubnusHo 6,8, npubnusHo 7,0, npubnuaHo 7,2, npudnusHo 7,4,
npubnusHo 7,6, npubnusHo 7,8, npubnusHo 8,0, npubnusHo 8,2, npubnusHo 8,4, npubnusHo 8,6,
npubnusHo 8,8, npubnusHo 9,0, npudnusHo 9,2, npubnusHo 9,4, npubnusHo 9,6, npudbnusHo 9,8 abo
npnbnusHo 10,0. InocTpaTMBHI €HTEPOCOMIOBINLHI MaTepianu BKNIOYATb aueTaT dgpranat uenionosu
(CAP), dbranart rigpokcunponinmeTtunuentonosun (HPMCP), dbtanat nonisidinayetaty (PVAP), aueTtar
cykuuHat rigpokcunponinveTtunuenionosn (HPMCAS), auetaT TpuMenitaT Uenionosun, CyKuuHaTt
ri4pOKCUNPONINMETUNLENIONO3KM, aueTar CykuuHaT Uenionosuy, auetar rekcarigpodranar Uenonosn,
nponioHaT dTanat uUenno3u, auetar maneat uenonosu, auetar Oytupar uenwonosu, auertar
nponioHaT UENno3u, cnisnoniMep MeTUIIMETaKpPUIOBOT KUCNOTU | METUNMETaKpUNarty, cnisnoniMep
MeTUNakpunaTty, MeTUNMeTakpunaTty i METakKpUnoBOi KUCMOTH, CRiBNOMIMEP METUNBIHINOBOro eTepy i
ManeiHoBoro adrigpuagy (cepia Gantrez ES), cnisnonimep etunMmetakpunar-mMeTUNMeTakpunar-
XNOPTPUMETUNAMOHIIO eTunakpunar, NpUpoAHi CMONK, Taki 9K 3eiH, wWenak i kameab, KaHidonb, i
Aeqaki KOMepUinHO AO0CTyMHi eHTepocontobinbHi aucnepcHi cuctemn (Hanpuknag, Eudragit L30D55,
Eudragit FS30D, Eudragit L100, Eudragit S$S100, Kollicoat EMM30D, Estacryl 30D, Coateric i
Aquateric). PO34MHHICTb KOXHOro 3 BKasaHuxX Bulle Matepianie € abo Bigomoto, abo nerko
BU3HAYyBaHoOIo in vitro.

[osa koMnoaudii, aka MIiCTUTb WoOHanMeHLwe oaHy cnonyky cdopmynu (), (19, (1a), (Ib), (Ic), (Id),
(le), (19, (1g), (Ih) abo (li), onncaHy B 4aHOMY OOKYMEHTI, BiPIi3HAETLCS, 3aNeXHO Big CTaHy naudieHTa
(Hanpuknaa, noauHu), TOOTO cTafii 3axBOPIOBAHHA, 3aranbHOro CTaHy 340pPOB's, BIiKYy i iHWMX
YMHHMUKIB.

dapmaueBTUYHI KOMNO3ULii BBOAATL 3a CNOCOOBOM, NMPUAATHUM NMPU 3aXBOPIOBAHHI, LLO Nignarae
nikyBaHHio (abo nonepemkeHHI0). BignoeigHa posa i BianosiaHa TpuBAanicTb i 4YacTtoTa BBEAEHHS
BU3HAYATUMYTbCA TakMMWU YMHHMKAMW AK CTaH nauieHTa, TUN i TEKKICTb 3axXBOPIOBAHHA NaujieHTa,
KOHKpeTHa cdopMa akTUBHOrO iHrpeaieHTa i cnocié BBeaeHHsA. B uinomy, BignosigHa gosa i cxema
nikyBaHHa 3abe3nevyloTb KOMMNO3MUilo(KOMNO3ULUi) B KINbKOCTI, AoCTaTHin ans 3abesneveHHs
TepaneBTUYHOT i/abo npodpinakTUUHOT KOpUCTi (Hanpuknag, MNOKPALLEHOro KMiHIYHOro pesynbTaTy,
Takoro sk vacTiwi noBHi abo 4acTkoBi pemicii, abo TpuBaniwa TpuBanicTb XMTTA 6€3 3axXBOPIOBAHHS
i/abo BWXMBAHICTb B UiNOMy, ab0 3MEHLUEHHS TSHKKOCTI cumnTomy). OnTuManbHi A03M 3asBuYan
BM3HAYAIOTb i3 3aCTOCYBAHHAM €KCnepumeHTanbHux mogenen i/abo kniHivHMX BunpobyBaHb. Y
AeaKMX BapiaHTax 34iIMCHEHHA onTMManbHa A03a 3aneXuThb Big Macu Tina, saru abo 06'eémMy KpOBi
naujieHra.

MepopanbHi 403K 3a3BMYAN 3HAXOAATLCA B AianasoHri Big npubnusHo 1,0 mr ao npuénusHo 1000
M, BiJ OQHOr0 A0 Y0TUPLOX pasiB Ha oby abo GinbLue.

Cnocobu

Y AaHOMy OOKYMEHTI po3KpuTi cnocobu moaynauii aktueHocTi MAGL. [ani cnocobu, Hanpuknag,
nepenbavaloTb MPUBELEHHSA BKa3aHOro (hEepMEHTY B KOHTAKT i3 CMOMYKOW, OMUCAHOK B AaHOMY
OOKYMEHTI. Y Aesikmx BapiaHTax 34iNCHEHHS Cronyka, BUKOPUCTOBYBaHa B OAHOMY abo AekKinbkox 3
BULLIE3ragaHux cnocobis, € OAHIEI i3 3aranbHOT rpynu, Niarpynm abo KOHKPETHMX CMOMYK, ONUCaHUX B
JaHOMy AOKYMEHTI, Takux ak cnonyku popmynu (1), (1), (1a), (Ib), (Ic), (Id), (le), (If), (1g), (Ih) abo (). Y
OeAKMX BapiaHTax 3[iNCHEHHA B AaHOMY AOKYMeHTI nepeabadeHo cnonyky cdopmynu (1), (1), (1a), (Ib),
(Ie), (Id), (le), (P, (Ig), (Ih) abo (li), ae cnonyka siense coboto iHriditop MAGL. Y aeskux apiaHTax
34iCHEHHST B JaHOMY AOKYMeHTi nepeabaveHo cnonyky dopmynu (), (I, (1a), (Ib), (Ic), (Id), (le), (If),
(Ig), (Ih) abo (liy, ae cnonyka siBnse coboio cenekTuBHUi iHribitTop MAGL. 3paTHicTb cnonyk,
ONUCAHUX B AaHOMY AOKYMEHTI, moaynoBatu abo iHribysatn MAGL OUiHIOETLCA 3a AOMNOMOro
npoueayp, BiAOMMUX B AaHin ranysi TexHiku i/abo onucaHux B 4aHOMY AOKYMEHTI. Y iHLUOMY acnekTi
LUbOro BUHaxoay nepeabaveHi cnocobu nikyBaHHA 3axBOPIOBAHHS, aCOLINOBAHOro 3 ekcnpecieo abo
akTuBHicTio MAGL y nauieHTa. Y gesikux BapiaHTax 34ilCHEHHS B AAHOMY AOKYMEHTI nepeabadeHo
crnonyky cdopmynu (), (I, (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li), ae cnonyka € CENEKTUBHOI
BiAHOCHO iHribyBaHHss MAGL B NOpIBHAHHI 3 iHriGyBaHHAM iHLUMX cepuHrigponas. ¥ Aeskux BapiaHTax
34iCHEHHST B JaHOMY AOKYMeHTI nepeabaveHo cnonyky dopmynu (1), (I, (1a), (Ib), (c), (Id), (le), (If),
(Ig), (Ih) abo (li), ae cnonyka € B 10, 100 a6o 1000 pasie inbLu cenekTMBHO npwu iHridyBaHHi MAGL B
NOPIBHSAHHI 3 iHMIOYBaHHAM iHLUMX CEPUHTIApONas.
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Y iHWOMY BapiaHTi 3A4iiCHEHHS nNpeacTaBneHUi cnocid ycyHeHHs 6onio y naudieHTa, sKun
nepeabavae BBeAEHHA TepaneBTUYHO eddeKTUBHOT KinbkocTi cnonyku cdopmynu (1), (1, (1a), (Ib), (Ic),
(Id), (le), (In, (1g), (Ih) abo (li), onucaHoi B AaHOMy AOKyMeHTI, abo Ti conbBaTy, rigpary, TayTtoMmepa,
N-okcugy abo papmaueBTUYHO NPUWHATHOT CONi NauieHToBi, WO noTpedye Uboro, ANst YCYHEHHsI
BKasaHoro 6ont. Y iHWOMY BapiaHTi 3AiCHEHHST NpeACTaBNeHUn cnoci®é yCyHeHHs1 HEBPOMATUYHOIO
6on y nauieHTa, akui nepeabadae BBEAEHHA TepaneBTUYHO €MEKTUBHOT KiNbKOCTI Cnonyku
dopmyrn (), (I, (1a), (Ib), (Ic), (Id), (le), (19, (Ig), (Ih) abo (li), onucaHoi B AaHOMY AOKYMeEHTI, abo ii
conbBary, rigpaty, Tayromepa, N-okcuagy abo dapmaueBTUYHO NPUAHATHOT COMi NauieHTOBI, WO
notpebye UbOro, ANA YCYHEHHS BKA3aHOro HEBPOMaTMYHOro Gonto. Y iHWOMY BapiaHTi 34iNCHEHHSA
npeacTaBneHMin cnocid ycyHeHHs Gomnto, 06yMOBMEHOro 3ananeHHsaM y naudieHta, sakui nepeadaqae
BBEAEHHA TepaneBTUYHO ehbekTUBHOT KinbkocTi cnonyku cdopmynu (1), (1, (1a), (Ib), (Ic), (Id), (le), (If),
(Ig), (Ih) abo (li), onucaHoi B gaHOMY AOKYMeEHTI, abo 1T conbBarty, rigpaty, Taytomepa, N-okcugy abo
dapmaleBTUYHO NPUIRHATHOT COMi NauieHToBi, Wo noTpedbye Uboro, Ans YyCyHEHHA BKasaHoro 6onto,
OBYMOBMEHOI0 3ananeHHAM. Y iHLWOMY BapiaHTi 3AiNCHEHHA NpPeACTaBNEHWA Cnocid nikyBaHHSA
XpOHiYHOro Gono y naudieHTta, skui nepeabadvae BBEAEHHSA TepaneBTUYHO e€(dEKTUBHOT KinbKOCTI
crnonyku cdopmynu (1), (I, (1a), (Ib), (I¢), (Id), (le), (If), (1g), (Ih) abo (li), onucaHOi B AaHOMY AOKYMEHTI,
abo i conbeary, rigpaty, taytomepa, N-okcuay abo hapMalueBTUYHO NPURHATHOT CONi NaLiE€HTOBI,
wo notpebye Lboro, AN nNiKyBaHHA BKA3aHOTO XPOHIYHOro 60nio.

B iHWOMY BapiaHTi 3A4iiCHEHHS1 npeacTaBneHuin cnocid nikyBaHHA MiIrpeHi y nauieHTa, sKkui
notpebye Uboro, kM nepeabavae BBeAEeHHA TEPANEBTUMHO €PEKTUBHOT KiNbKOCTI CNONyKU hOpMyInu
0, (", (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li), onucaHoi B gaHOMYy AOKYMeHTi, abo Ti conbBaTy,
rigparty, Taytomepa, N-okcuay abo hapMalUeBTUYHO NPUAHSTHOT CONi.

B iHLIOMY BapiaHTi 3aiRCHEHHA NpeACcTaBNeHNn Cnocid nikyBaHHS CKnepoaepmii y nauieHta, akui
notpebye Uboro, kM nepeabavae BBeAEeHHA TEPANEBTUMHO €PEKTUBHOT KiNbKOCTI CNONyKU hOpMyInu
0, (", (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li), onucaHoi B gaHOMYy AOKYMeHTi, abo Ti conbBaTy,
rigparty, Taytomepa, N-okcuay abo hapMaleBTUYHO NPUAHSATHOT CONi.

B iHwoMy BapiaHTi 30iMCHEHHA NpeaCTaBneHMn crnoci® nikyBaHHS HEanKoronbHOT >XUPOBOT
xBopobu neuiHkn (NASH) y nauieHta, qakuii notpedbye uboro, skui nepenbdavyae BBEAEHHS
TepanesTUYHO edeKTUBHOI KinbkocTi cnonyku dopmynu (1), (1, (1a), (Ib}), (Ic), (Id), (le}, (If}, (1g), (Ih)
abo (l), onucaHoi B gaHoMmy AOKyMeHTi, abo 1i conbBaty, rigpaty, Taytomepa, N-okcuay abo
dapmaueBTUYHO NPUAHATHOT CONi.

Y neBHUX BapiaHTax 3aiiCHEHHA PO3KPUTAa CNOMyKa, BUKOPUCTOBYBAHA B OAHOMY abo AEKiNbKOX 3
BULLIE3ragaHux cnocobis, € OAHIEIO i3 3aranbHOT rpynu, Niarpynm abo KOHKPETHMX CMONYK, ONUCaHUX B
JaHOMy JOKYMEHTI, Takux sk cnonyka copmynu (1), (19, (1a), (Ib), (Ic), (Id), (le), (If), (Ig), (Ih) abo (li).

Po3kpuTi cnonykn BBOAATH NauieHTam (TBapuHaM i moasm), wo notpebyloTb TaKoro nikyBaHHs, B
fosax, aki 3abesnevyyBaTuMyTb ONTUMAanbHY apMaueBTUUHY edEKTUBHICTL. byae 3po3ymino, wo
HeoOxigHa [Jo3a JAnd  3acTocyBaHHA B OyAb-SKOMY KOHKPETHOMY BapiaHTi 3acTOCyBaHHA
BapitOBaTUMETbLCA BiA MauieHTa A0 nauieHTa, HE TiMbKW 3aneXxHo Big BUOPAHOT KOHKPETHOT CMONyKU
abo KOMMO3uUji, ane TakoX 3anexHo Bi4 LWAXy BBEAEHHS, NPUPOAU CTaHy, MiKyBaHHA SKOro
34iACHIOIOTb, BiKY i CTaHy nauieHTa, napanenbHOro 3acTOCYBaHHS Tikapcbkux npenapartiB abo
0coBNMBOro pauioHy, SIKOro nicns UbOro AOTPUMYBATUMETbLCS MALUEHT, i iHLUMX YMHHUKIB, NPU LUbOMY
BianoBigHa [03a OCTATOMHO BM3HA4YaTUMETbLCHA NiKapem, Wo 34ilcHIoe nikyBaHHA. Ona nikyBaHHA
KNiHIYHMX CTaHiB i 3axBOPlOBaHb, BKasaHWX BULLE, AaHa CMONyKa, po3KkpuTa B AAaHOMY AOKYMEHTI,
BBOAUTLCA NepopanbHo, NiguwKipHO, MiCUEBO, NnapeHTepanbHOo, WAAXOM iHranauii 3 BUKOPUCTaHHAM
crnpelo abo pekTanbHO y BUIMAAI CKNadiB B CTAHAAPTHIA A03i, WO MICTATb TPaaWUUiNHi HETOKCUYHI
dapmaUeBTUYHO NPUAHATHI HOCIT, AonomixHi 3acobu i HanoBHioBaui. lMapeHTepanbHe BBEAEHHS
BKITKOYAE NiALLKIPHI iH'€KUiT, BHYTPILULHbOBEHHI 260 BHYTPILULHBOM'SI30BI iH'EKLiT a60 MeToanKM iHDYSiT.

TakoXX B 4aHOMY AOKYMEHTI po3rnagaloTbCsl BUAM KOMOIHOBAHOT Tepanii, Hanpuknag, CyMicHe
BBEAEHHSA PO3KPUTOT CMONYKU i 40AATKOBOrO akTUBHOIO 3aco0y y BUrNsAdi YACTUHU KOHKPETHOT CXEMU
nikyBaHHsA, npu3HaveHoi ana 3abesnedeHHs cnpuATnMBOro edekTty Big CyMiCHOT aii  Takmx
TepaneBTUYHUX 3acobiB. Cnpusitnueuii  edekt  KombiHauii  Bknovae 6e3  0OOMEXeHHS
dapmakokiHeTuuHy abo hapmakogmHamivHy CyMicHY Aito, 00yMOBNeHy KOMOiHALIED TepaneBTUYHNUX
3acobiB. BBeaeHHs1 Takux TepaneBTUYMHUX 3acobiB B KOMOiHALi, K MpaBuno, NpoBOAATb MPOTATOM
MEBHOrO nepiogy 4vacy (3asBuyain NpOTArOM TWXHIB, MicauiB abo pokie, 3anexHo Big BUOpaHOT
komOiHauii). Maetbca Ha yBasi, wWo kombiHOBaAHA Tepanid OXOMNMNIOE BBEAEHHS UYUCIIEHHUX
TepaneBTUYHUX 3ac06iB NOCNIAOBHO, TOOTO KOMKU KOXKEH TepaneBTUYHMI 3acid BBOAATHL B Pi3HUIA Yac,
a TakoXK BBEAEHHA Takux TepaneBTUYHMX 3acobiB, abo LWoHanMeHLwe ABOX TepaneBTMYHMX 3acobis,
no CyTi 04HOYAaCHO.

Mo cyTi ogHoyacHe BBEAEHHSA 3AIMCHIOTb, HanNpuknag, LWNsSXoM BBeAEHHSA Cy0'ekToBi
OOWMHOYHOIO cKnagy abo koMnoswuuii (Hanpuknag, nirynku ado kancynu 3i BCTAHOBMNEHUM
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CMiBBIAHOLUEHHAM KOXHOI0 TepaneBTUYHOro 3acoby) abo YMcneHHUxX OAMHOYHUX CKNaaiB (Hanpuknaa,
Kancyn) AN KOXHOro 3 TepaneBTUYMHUX 3acobis. lMocnigoBHe abo no CyTi 0AHOYACHE BBEAEHHS
KOXKHOTO TepaneBTU4YHOro 3acoby 3anexutb Big OyAb-SKOro BiAMOBIAHOTO LINSAXy, 30kpema 6es
0OMEXXEHHA NnepopanbHUX LUNSAXIB, BHYTPILULHBOBEHHUX LLUMAXIB, BHYTPILLHEOM'A30BUX LUNAXIB i NpaAMoTl
abcopbuii 4yepes cnuancty oBOMNOHKY TKaHMHKU. TepaneBTWUYHI 3acobuM BBOAATb OAHUM i TUM e
wnsixom abo pisHuMK Wnaxamu. Hanpuknag, nepwmin TepaneBTUYHMIA 3acid 3 BUOpaHoi kombiHauii
BBOAATH LUMSIXOM BHYTPILUHbOBEHHOT iH'€KUl, TOAI K iHLWI TepaneBTUYHi 3acobu 3 kombiHauii BBOAATb
nepopanbHO. ANbTepPHATUBHO, HAMpuUKNaa, BCi TepaneBTUYHI 3acobu BBOAATbH NepopanbHo abo BCi
TepaneBTUYHI 3acobu BBOASATD LLMSAXOM BHYTPILLHLOBEHHOT iH'€KLji.

KomGiHOBaHa Tepanis TakoX OXONIOE BBEAEHHA TepaneBTUYHUX 3acobiB, K OMMCAHO BULLE, B
JoaartkoBin  komOiHauii 3 iHWMMKM  GiONOriYHO  akTMBHMUMKM  IHrpedieHtTamm | 3acobamu
HEMEOMKAMEHTO3HOT Tepanil. Axwo koMbiHoBaHa Tepanis J0o0aTKkoBO nepeabavae
HEMEAWKAMEHTO3HE JiKyBaHHA, TO HEMEAUKAMEHTO3HE IiKyBaHHA nMpoBOASATb B  Oyab-Akun
BiANOBIAHMIA Yac 3a yMOBM, WO [J0CAraeTbCA CNpusiTMMBUi edekT Big CymicHOT Aail komOiHauii
TepaneBTUYHUX 3acoBiB | HEMEAMKAMEHTO3HOro JiKyBaHHA. Hanpuknag, y BianoBigHMX Bunagkax
CNPUATNNBUIA eheKkT OOCAracTbCA, SKWO HEMEeAMKaMEHTO3He JiKyBaHHS € BigganeHum B 4Yaci Bia
BBEAEHHA TepaneBTUYHUX 3acOBiB, MOXKMNMBO HA AHI a60 HABITb TUXKHI.

KomMnoHeHTn komGiHauil BBOAATL NaLuieHTOBI ogHo4acHo abo nocnigosHo. byae 3po3ymino, Lo
KOMMOHEHTW 3HaxXoAATbCA B TOMY X drapMaueBTUYHO NPUHAHATHOMY HOCIEBI i, OTXXe, BBOAATbLCA
OA4HOYaCHO. ANbTEPHATUBHO, aKTUBHI IHFPEAIEHTN 3HAX0OATLCA B OKpeMux drapmaleBTUYHUX HOCISX,
Takux sK TpaauUinHi nepopanbHi nikapcbki dopmu, Aki BBOAATE abo ogHo4acHO, abo nocniaoBHO.

Y aesikux BapiaHTax 34iNCHEHHA ANs AAHOTO YCYHEHHs1 G0N0 pO3KPUTY CMOMNYKY BBOASITb CMINbHO
3 HWKMM TepaneBTUYHUM 3acoboM AnA yCyHEeHHa Oomo, TakMM K MOAYNATOP  OMioigHUX,
kaHabiHOiaHMx peuenTopie (CB-1 abo CB-2), iHribitop COX-2, auetamiHodeH i/abo HecTepoigHun
npoTusananbHuin 3acid. [dogaTtkoBi TepaneBTUYHi 3acobu, Hanpuknag, AN YCyHeHHA Gonio, ski
BBOAATb CMiNbHO, BKMAOYaKTb MOPIH, KOAETH, rigpoMopdOH, rigpoKoAOH, OKCUMOPGOH, dyeHTaHiIn,
Tpamagon i nesopcaxon.

Y aesikux BapiaHTax 34iNCHEHHA ANs AAHOTO YCYHEHHs1 G0N0 pO3KPUTY CMOMNYKY BBOASITb CMINbHO
3 acnipuHoMm, HanpokceHowm, ibynpodeHoM, cancanartom, AaucpnyHicanom, aekcubynpodeHomMm,
deHonpodheHOM, KeTonpod)eHOM, OKCanpo3WHOM, FOKCONpPoMbeHoM, iHAOMETaUUHOM, TONIMETUHOM,
CyniHOakoMm, €TOAOMNAaKOM, KETOpPONakoM,  MiPOKCUKAMOM,  MEJIOKCUKAMOM,  TEHOKCUKaMOM,
OPOKCUKAMOM, NOPHOKCUKAMOM, Lenekokendom, NapekoKCMooM, PUMOHaBAaHTOM i/abo
€TOPUKOKCUBOM.

HacTynHi npuknagn HaBeAeHi BUKMOYHO B iMOCTPATUMBHUX UiNAX CTOCOBHO Pi3HMX BapiaHTIB
30iMCHEHHS | HE NOBUMHHI PO3rNaaaTMCs K Taki, WO 0OMEXyOTb Len BUHaxia 6yab-akuM YUMHOM.

MPUKINAON

MNepenik CKopoyeHb

AK BUKOPUCTOBYETLCSA BULLE | MO YCbOMY OMUCY LIbOIO BUHaxoay, Tpeba po3ymiTu, WO HACTYMHI
CKOPOYEHHS MalOTb HACTYMHi 3HAYEHHS, AKLLO HE BKA3aHO iHLe.

ACN abo MeCN aueToHITpUN

Bn 6eH3un

BOC a6o Boc TpeT-6yTunkapbamat

CDI 1,1'-kapboHingiimigason

Cy LMKIOreKeu

DCE anxnopetaH (CICH2CH2CI)

DCM aunxnopmetaH (CH2Clz)

DIPEA a6o DIEA aiisonponinetTunamin

DMAP 4-(N,N-aumeTtrnamiHo)nipuaunH

DMF anMeTtundopmamig

DMA N,N-anmeTunauetamig

DMSO anMeTuncynbgokeua

€KB. eKBiBaneHT(eKkBiBanNeHTK)

Et eTnn

EtOH eTaHon

EtOAc eTunauerar

HATU 1-[bic(aumeTunamino)meTuneH]-1H-1,2,3-tpnasono[4,5-
blnipuaunin-3-okcuay rekcadropcocdar

HPLC BUcokoedeKkTUBHA piguHHA xpoMaTorpadis

LAH anioMorigpua nitito

Me MeTUN
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MeOH MeTaHon

MS Mac-CMeKTPoMeTpis

NMM N-meTunmopdosniH

NMR SAEPHUIA MarHiTHUA pe3oHaHc
PMB napa-MeToKCMOEH3un

TEA TpueTunamiu

TFA TpudTopouToBa KMCnoTa
THF TeTparigpodypaH

TLC TOHKOLLapoBa xpoMaTorpadis

[. XiMivyHUIA cuHTE3

AKWo He BKasaHe iHWe, peareHTW i po34YMHHWKKW 3aCTOCOBYBAmnW y TakoMy BUMNAA4i, B AKOMY iX
OTPUMYBarnu Big KOMepPUINHUX nocTadanbHUKIB. [ONs CUHTETUYHUX NEPETBOPEHL, YYTNIMBUX A0 BOMOMU
i/ab0 KMCHIO, BUKOPUCTOBYBANU 6€3BOAHI PO3YMHHUKK | BUCYLLUEHWUIA B Nedi CKNSAHUI Nocya. 3HAYEHHS
BUXOAY He Oynu ONTUMI3OBaHi. 3HAYeHHA yacy peakuii € npudnuaHumu i He Gynum ONTUMI3OBaHI.
KonoHouHy xpomaTtorpadito i ToHKowapoBy xpomatorpadgito (TLC) npoBogunu Ha cunikareni, akwo
He BKasaHe iHwe. CnekTpu BKasaHi B ppm (d), a KOHCTaHTK B3aemogii (J) HaBeaeHi B repuax. OAnda
NPOTOHHUX CNEKTPIB K KOHTPOMbHUI NiK BUKOPUCTOBYBANU MNiK PO3YNMHHUKA.

Mpuknag 1: 1-(4-(4-xnopbensun)ninepasuH-1-kapboHin)-1H-nipason-3-kapboHoBa kucnota

cl Jo.n P
T O

Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (5,00 r, 44,6 mmons, 1,00 ekB.), TpeT-
6ytaHon (50 mn), au-tpet-6ytun-aukapboHar (39,0 r, 179 mmonsb, 4,01 ekB.), TpueTunamin (27,0 r,
268 mmoneb, 6,00 eks.) i DMAP (1,10 r, 9,00 mmonb, 0,20 ekB.). OTpuMaHUin PO3YnH NepemMillyBasu
NpoTArom Hodi npu 65 °C i racunu 3a gonomorot sogu (20 mn). Cymiw ekcTparysanu 3a 40OMOMOroo
EtOAc (3 x 50 mn) i opraHiyHi wapu o6'egHyBanu, npomMmuBanu 3a gonomorow soau (3 x 20 mn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY 3 oTpumanHam 11,2 1 au-Tpet-6ytun-1H-nipason-1,3-gukapbokcunarty (HEOUYMLLEHOTO) Y
Burnagi >kostoi onusu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]-.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty

O
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (5,00 r, 18,6 mmonb, 1,00
ekB.), MeOH (30 mn), NaOH (2,50 r, 62,5 mmonb, 3,35 eks.) i Bogy (5 mn). OTpuMaHUn PO3YKH
nepemiwlysanu nNpoTAroM HoYi Npu KiMHATHIK TemnepaTypi i racunu 3a gonomMoro soau (10 mn).
Cymiw ekctparyBanu 3a gonomMoroto EtOAc (3 x 30 mn) i opraHivHi wapu o8'egHyBanu, npoMMBanu 3a
ponomoroto Boan (3 x 10 wmn), BucywyBanu Hag 6e3BoaHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHLUEHTPYBanu npu 3HWKEHOMY TUCKY 3 OTpuMaHHaM 3,05 1 TpeT-6yTun-1H-nipason-3-kapbokcunarty
(HEOUULLIEHOTO) Y BUIIIAAI TBEPAOT PEYOBUHM OBTOrO Konbopy. LCMS (ESI, maca/zapaa): 169 [M+H]*.

Crapia 3: oTpumaHHs 4-(4-xnopbeHsun)ninepasun-1-kapodoHinxnopuay

o g™ i gy Tomgecran, THPES
¥ YT
¥
e N poss 870, 2 ras.
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Y konby nomiwanu TtpudocreH (210 wmr, 1,00 mmomnb, 1,00 eks.), DCM (10 mn) i 1-[(4-
xnopdeHin)metunjninepasud (206 mr, 0,698 mmonb, 0,70 eks.). logasanu no kpannax DIPEA (516
Mr, 3,99 mMone, 4,00 ekB.) npu 0 °C. OTpuMaHUin po34nH NepemiwlyBanu npoTaroMm 2 roaud npu 0 °C i
racunu 3a gonomoroio Boau (20 mn). Cymiw ekctparysanu 3a gonomoroto DCM (3 x 30 wmn) i
opraHiyHi wapu ob'egHyBanu, npomuMBanu 3a gonomoroio Boau (3 x 10 mMn), BUCYyLUyBanM Hag
6e3BOAHUM CyNnbdaToM HaTPIO, PINbTPYBaANM | KOHUEHTPYBANU NPU 3HMXKEHOMY TUCKY 3 OTPUMAHHAM
250 Mr 4-(4-xnopBeHsnnninepasuH-1-kapOoHINXnopuay (HEOUMLLEHOTO) Y BUMMALI XKOBTOT ONMBHN.

Crapia 4: oTtpumaHHa TpeT-0yTun-1-(4-(4-xnopbeHsun)ninepasun-1-kapbowin)-1H-nipason-3-
kapbokcunaTty

Y konby nomiwanu 4-(4-xnopbeHsumyninepasui-1-kapborinxnopug (250 wmr, 0,920 mmons, 1,00
ekB.), THF (10 mn), TpeT-6yTun-1H-nipason-3-kapbokcunar (155 wmr, 0,920 mmons, 1,01 eks.), DIPEA
(237 wmr, 1,83 mMonb, 2,00 eks.) i DMAP (22,0 mr, 0,180 mmonb, 0,20 eks.). OTpuMaHuin pPo3dnH
nepemiwysanu npotarom Houi npu 60 °C i racunu 3a gonomoroto soaun (5 mn). Cymil ekcTparysanu
3a gonomoroto EtOAc (3 x 30 mn) i opraHivHi wapu o6'eaHyBanu, npoMuBany 3a gonomorow soan (3
x 10 Mn), BACywyBanu Haa Ge3BOAHUM Cynbdatom HaTpilo, INbTpyBanu i KOHUEHTPYBAnu Mpu
3HWKEHOMY TUCKY. 3anuuiok xpomatorpacpyBanu Ha KONOHLUiI Ha OCHOBI CURiKareno 3 OTPUMaHHAM
260 wmr (Buxiz 70 %) TpeT-OyTun-1-(4-(4-xnopbeHsun)ninepasut-1-kapbowin)-1H-nipason-3-
kapbokcunarty y surnagi >koetoi onuen. LCMS (ESI, maca/zapaa): 405 [M+H]*.

Crapia 5: oTpumMaHHa 1-(4-(4-xnopOeHsun)ninepasuH-1-kapOoHin)-1H-nipason-3-kapboHoBoi
KncnoTu

Y konby nomiwanum  TpeT-0yTun-1-(4-(4-xnopbeHsun)ninepasun-1-kapbowin)-1H-nipason-3-
kap6okcunat (260 wmr, 0,861 mMonb, 1,00 ekB.), DCM (10 mn) i TFA (1 mn). OTpuMaHuii po3dnH
nepemiwlysanu ANPOTArOM HOYi NpY KiMHaTHIM TemnepaTypi i KOHUEHTPYBanu Npu 3HUXKEHOMY TUCKY.
HeounweHnii npoaykT ovnwanu 3a gonoMorot npenapatueHoi HPLC 3 oTpuMaHHAMm 66,6 mr (Buxig
30 %) 1-(4-(4-xnopbeHsun)ninepasuH-1-kapOoHin)-1H-nipason-3-kapboHOBOT KMCAOTM Yy  BUMAI
TBEPAOI PEYOBUHU XKOBTOrO Kombopy. 'H AMP (400 MIu, CDsOD) d 8,08 (¢, 1H), 7,34-7,39 (M, 4H),
6,75 (c, 1H), 3,68-4,14 (m, 4H), 3,52-3,77 (M, 2H), 2,47-2,70 (m, 4H). LCMS (ESI, maca/sapsag): 349
[M+H]~.

Mpuknag 2: 1-(4-(3-peHokcnbensumyninepasun-1-kapoboHin)-1H-nipason-3-kapboHoBa kucnota

X
o]
NNy
N\) = OH
(0]
Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (5,00 r, 44,6 mmons, 1,00 ekB.), TpeT-
6ytaHon (50 mn), au-tpet-6ytun-aukapboHar (39,0 r, 179 mmonsb, 4,01 ekB.), TpueTunamin (27,0 r,
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268 mmoneb, 6,00 eks.) i DMAP (1,10 r, 9,00 mmonb, 0,20 ekB.). OTpuMaHUin PO3YnH NepemMillyBasu
NPOTAroMm Houi npu 65 °C i racunu 3a gonomoroto Boan (20 mn), 9k onucaHo B npuknagi 1, ctagia 1, 3
oTpuManHam 11,2 r au-TpeT-6ytun-1H-nipason-1,3-gukapbokcunarty (HEOUULLEHOTO) Yy BUIMALI >KOBTOT
onueun. LCMS (ESI, maca/sapsg): 169 [M+H-Boc]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty

NN S NaOM MeOM MO HN Yoo,
N e 1%-'" .
s Qo KT SPOTRTOM MO a3 "{\ '

N ’

Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (5,00 r, 18,6 mmonb, 1,00
ekB.), MeOH (30 mn), NaOH (2,50 r, 62,5 mmonb, 3,35 eks.) i Bogy (5 mn). OTpuMaHUn PO3YKH
nepemiwlysanu NPOTAroM HoOYi Npu KiMHaTHIW TemnepaTypi i racunu 3a gonomorow soau (10 mn), sk
onucaHo B npuknaai 1, cragis 2, 3 orpumaHHaMm 3,05 r Tper-6yrun-1H-nipason-3-kapbokcunarty
(HEOUULLIEHOTO) Y BUIIIAAI TBEPAOT PEYOBUHM OBTOrO Konbopy. LCMS (ESI, maca/zapaa): 169 [M+H]*.

Crapia 3: oTpumaHnHs TpeT-0yTun-4-(3-peHokcnbeHsnn)ninepasunH-1-kapbokeunary

NabH{Qdeh, OCE
. T, RDSTRICH HOW

Y konby nomiwanu 3-ceHokcubensanoaeria (5,00 r, 25,2 mmonb, 1,00 ekB.), TpeT-OyTun-
ninepasuH-1-kapbokcunar (4,25 r, 22,8 mmonb, 0,90 eks.) i DCE (100 mn). Cymiw nepemiwiysanm
npotarom 1 rognHM Npu KiMHATHIA TeMnepaTtypi i noTiM gogaBanu TpuaueTokcuboprigpua Hatpito
(10,6 r, 50,0 mmonb, 1,98 ekB.). OTpUMaHUI PO3YMH NepeMillyBanu NPOTArOM HOYi NpU KiMHAaTHIR
TemnepaTtypi i racunu 3a gonomoroio sogu (50 mn). Cymiw ekctparysanu 3a gonomoroto DCM (3 x 50
M) i opraHivHi wapu ob'egHyBanu, npoMMBanu 3a Aonomorow soaun (3 x 30 M), BUCYLUYyBanuM Haja
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
XpomarorpacyBanu Ha KONOHL|i HA OCHOBI cunikarento 3 otpumMaHHsM 8,80 1 (Buxig 95 %) TpeT-0yTun-
4-(3-beHokeubensun)ninepasun-1-kapbokcunaty y surnagi »koetoi onueu. LCMS (ESI, maca/sapsag):
369 [M+H]*.

Cragpia 4: OtpumanHs 1-(3-dpeHokcubensun)ninepasuHy

Y konOy nomiwanu TpeT-0yTun-4-(3-cpeHokcubensun)ninepasun-1-kapbokcunar (8,80 r, 23,9
Mmmornb, 1,00 ekB.), 1,4-giokcaH (50 Mn) | KOHUEHTPOBAHY XNOPUCTOBOAHEBY KWUCHOTY (5 wmn).
OTpUMaHUin PO34YKH NepemillyBanyu NPOTAromM 2 roguH npu KiMHaTHIA TeMmnepaTypi i KOHUEeHTpyBanu
MpU 3HWKEHOMY TUCKY 3 OTpumaHHaAM 6,03 1 1-(3-dheHokcubensun)ninepasnHy (HEOYMLLEHOTO) Y
BUrNsAi TBepAoT pevoBuHu Ginoro konbopy. LCMS (ESI, maca/sapsa): 269 [M+H]+.

Crapia 5: oTpumaHnHs 4-(3-dbeHokcnbeHsnmyninepasuH-1-kapOoHinxnopuay

Y konby nomiwanu 1-(3-dpenokcndbensun)ninepasud (200 wmr, 0,751 mmons, 1,00 eks.), DCM (10,0
mn) i Tpucpocred (135 wmr, 0,451 mmonb, 0,70 eks.). Jogasanu no kpannax DIPEA (388 wr, 3,00
MMosb, 4,00 ekB.) npu 0 °C. OTpuMaHuii PO3YKnH Nepemiwtysanu npotarom 5 roanH npu 0 °C i racunu
3a gonomoroto Bogu (20 mn). Cymiw ekctparysanu 3a gonomoroo DCM (3 x 30 mn) i opraHivHi wapwu
o6'eaHyBanu, npommuBanu 3a gonomoroto soau (3 x 10 mn), Bucyliysanu Hag 6e3BoaHUM CynbdaTrom
HaTpilo, hinbTpyBanu i KOHUEHTPYBaNKU NPy 3HMXKEHOMY TUCKY, SK ONMcaHo B npuknagi 1, ctagia 3, 3
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oTpuMaHHaM 217 wr 4-[(3-deHokcupeHin)meTun]ninepasuH-1-kapOoHinxnopuay (HEOYMLLEHOTO) y
BUTNSAAI >KOBTOT ONUBN.

Crapia 6: oTpumaHHa TpeT-0yTun-1-(4-(3-cpeHokcnbeHsun)ninepasun-1-kapbonin)-1H-nipason-3-
kapbokcunaTty

LHPEA, DR THF

Y konby nomiwanu 4-[(3-cdeHokcuderin)meTunninepasud-1-kapboninxnopug (217 wmr, 0,661
MMonb, 1,00 ekB.), THF (10 mn), TpeT-6yTun-1H-nipason-3-kapbokcunar (110 wmr, 0,652 mmonsb, 1,00
eks.), DMAP (16,2 wr, 0,131 mmonb, 0,20 eks.) i DIPEA (169 wmr, 1,31 mmonsb, 2,00 eks.). OTpumaHui
pPO34MH nepemiwysanu npotarom Hodi npu 60 °C i racunu 3a gonomoro Bogu (20 mn). Cymiw
ekcTparyBanu 3a gonomoroto EtOAc (3 x 30 wmn) i opradiyHi wapu ob'egHyBanu, npomuBanu 3a
ponomoroto Boan (3 x 10 wmn), BucywyBanu Hag 6e3BoaHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTPpYBanM npu 3HWKEHOMY TWUCKY, €K oOnucaHo B npuknagi 1, crtagia 4. 3anuuwok
Xpomarorpadpysanu Ha KOSMOHUi Ha OCHOBI cunikarento 3 oTpumaHHaMm 120 mr (Buxig 40 %) Tpet-
OyTun-1-(4-(3-dpenokcudbensunyninepasul-1-kapboHin)-1H-nipaszon-3-kapbokcunaty y BUIMSAi »KOBTOT
onueu. LCMS (ESI, maca/sapsaa): 463 [M+H]*

Crapia 7: otpumanHs 1-(4-(3-peHokcnbBeHsumynine pasuH-1-kapboHin)-1H-nipason-3-kapboHoBOI
KncnoTu
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Y konBy nomiwanu TpeT-0yTun-1-(4-(3-cpeHokcnbeHsun)ninepasuu-1-kapbonin)-1H-nipason-3-
kap6okcunat (120 mr, 0,261 mmonb, 1,00 ek.), DCM (5 mn) i TFA (1 mn). OaepxxaHy CyMmiLl
nepemiwlysanu NPoTAroM HOYi NPKU KiMHATHIN TemnepaTypi i KOHUEHTPYBanu Npu 3HUXKEHOMY TUCKY, K
onucaHo B npuknagi 1, cragisa 5. HeounweHnin NpoaykT ouuwlanu 3a AONOMOro npenapaTUBHOI
HPLC 3 oTtpumaHHam 81,6 mr (Buxia 77 %) 1-(4-(3-dbeHokcnbBeHsnnninepasunH-1-kap6oHin)-1H-
nipason-3-kapboHoBOT kMcnoTu y Burnaai 6inoro nopowwky. 'H AMP: (400 My, CD30OD) & 8,15 (c,
1H), 7,33-7,48 (m, 3H), 7,11-7,27 (m, 2H), 7,06-7,11 (c, 1H), 6,99-7,06 (m, 2H), 6,90-6,99 (m, 1H),
6,75-6,90 (m, 1H), 3,82-4,13 (c, 4H), 3,70-3,82 (g, J=8,2I'y, 2H), 2,60-2,93 (c, 4H). LCMS (ESI,
maca/sapag): 407 [M+H]J*.

Mpuknag 3: 1-(4-(2-mopdoniHo-4-(TpudptopmeTun)bensnn)ninepasud-1-kapbonin)-1H-nipason-3-
kapboHOBa KucnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,2 mmons, 1,00 eks.), DMAP
2,15 r, 17,6 mMonb, 0,20 ekB.), Tpuetunamin (27,0 r, 267 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aunkap6onar (80,0 r, 366 mmonb, 4,00 ekB.) i TpeT-6yTaHon (100 mn), Ak onucaHo B npuknaai 1, cragis
1. OTpUMaHUin po3ynH nepemiwysanu npotarom 4 roauH npu 80 °C i KOHLUEHTPYBANU NPU 3HUKEHOMY
TUCKY 3 OTpUMaHHaM 25,0 1 1,3-an-TpeT-6yTun-1H-nipason-1,3-gukapbokcnnaty (HEOUULLIEHOIO) Y
Burnagi yepsoroi onuen. LCMS (ESI, maca/sapsaa): 269 [M+H]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty

Y kondy nomiwanu 1,3-au-Tpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,2 mmons, 1,00
ekB.), NaOH (5,60 r, 140 mmonb, 1,50 ekB.), Bogay (80 mn) i MeOH (240 mn). OTpuUmMaHuii po3unH
nepemiwysanu npoTAroM 2 roguMH NpW KiMHATHIA TemnepaTypi i KOHUEHTpyBanu Mpu 3HUXKEHOMY
TUCKY, SIK ONMMCAHO B npuknaai 1, cragia 2. 3anuuwok xpomaTorpadysanu Ha KOSMOHUiI HA OCHOBI
cunikareno 3 otpumanHsam 10,0 r (Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunaty y Burnagi
TBEPAOI peyvoBuHU Binoro konbopy. LCMS (ESI, maca/sapsag): 169 [M+H]*.

Cragia 3: oTpumaHHs 2-mopdoniHo-4-(TpudTopmeTnn)beH3ansaerigy
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Y konby nomiwanu 2-gptop-4-(tpucptopmeTun)derHsansaeria (3,00 r, 15,6 mmons, 1,00 eks.),
kapboHat kanito (8,62 r, 62,4 mmonb, 4,00 ekB.), mopconiH (2,72 r, 31,2 mmonsb, 2,00 eks.) i DMSO
(40 mn) B atMocdhepi asoTy. OTpuMaHuii PO3YKnH NepemiyBanu npotarom Hodi npu 100 °C i noTim
racunu 3a gonomoroto soam (50 mn). OagepxaHy cymiw ekctparysanu 3a gonomorot EtOAc (3 x 50
MI) | opraHiuHi wapu ob'eaHyBanu, NpoMuMBanu 3a AOMNOMOIOK CONbOBOrO pPo3dnHy (100 mn),
BUCyLlyBanu Hag 6e3BOAHMM cynb(aTom HaTpilo, inbTpyBanu i KOHUEHTPYBANM NPU 3HUKEHOMY
TUCKY. I3 3anuuky oaepxysanu 1,86 r (Buxig 46 %) 2-(mopdoniH-4-in)-4-
(TpucptopmeTun)bens3ansaerigy y Burmsagi TBEpAOi PEYOBMHM KOBTOro konbopy. LCMS (ESI,
Maca/3apag):260 [M+H]-.

Crapia 4: otpuMaHHa TpeT-6yTun-4-(2-mopdoniHo-4-(TpudtopmeTun)densun)ninepasuH-1-
kapbokcunaTty
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Y kon®y nomiwanu 2-(mopdoniH-4-in)-4-(tpudropmeTun)dersanoaeria (0,600 r, 2,31 mmonb,
1,00 ekB.), TpeT-0yTun-ninepasun-1-kapbokcunar (0,646 r, 3,47 mmonb, 1,50 ekB.) i DCM (20 wmn).
CymMmiw nepemiwyBanu npoTarom 2 roguH nNpu  KiMHaTHIW  Temnepartypi. [Hoagasanu
TpuaueTtokcuboprigpua Hatpito (1,96 1, 9,23 mmonb, 4,00 ekB.), Ak onucaHo B nNpuknagi 2, craais 3.
3anuwok xpomarorpadysanu 3 otpumanHam 0,920 r (Buxig 93 %) TpeT-6yTun-4-(2-mopdoniHo-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbokcunarty y Burnagi  »xkostoi ommeu. LCMS (ESI,
Maca/sapag): 430 [M+H]~.

Cragisa 5: oTpuMaHHs 4-(2-(ninepasuH-1-inMeTun)-5-(tpudTopmetun)deHimmopdoniHy
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B 250-mn KPYrnogoHHy kondy nomiwanu TpeT-0yTnn-4-(2-mopdoniHo-4-
(TpudbTopmeTnn)bensun)ninepasm-1-kapdokeunar (920 mr, 2,14 mmonb, 1,00 ekB.), TpUdTOPOLTOBY
5 kucnoty (10 mm) i DCM (30 mn), sk onucaHo B npuknagi 1, cragia 5, 3 orpumanHam 700 mr (Buxig
99 %) 4-(2-(ninepasuH-1-inMeTun)-5-(tTpudropmeTun)derin)mopdoniHy y BUrnagi KOpPUYHEBOT ONKUBMU.
LCMS (ESI, maca/sapag): 330 [M+H]*.
Crapia 6: oTpumaHHs 4-(2-mopdoniHo-4-(TpudTopmeTun)beHsnnnine pasuH-1-kapOboHinxnopuay
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Y kon®y nomiwanu TpudocreH (226 mr, 0,760 mmons, 0,50 eks.), DCM (10 mn). 4-(2-(Minepa3swnH-
1-inmeTun)-5-(tpucpropmeTtun)derin)mopdonin (500 wr, 1,52 mmons, 1,00 eks.) i DIPEA (588 wr,
4,56 mMmoneb, 3,00 ekB.) gogasanu npu 0 °C, gk onucaHo B npuknagi 1, cragia 3, 3 otpuMaHHam 500 mr
15 (Buxin 84 %) 4-(2-mopdoniHo-4-(TpudbTopmeTnn)beHsun)ninepasun-1-kapboHinxnopuay y Burnagi
»oBTOT onueun. LCMS (ESI, maca/zapsa): 392 [M+H]~.
Crapia 7: oTpumaHHsa TpeT-OyTun-1-(4-(2-mopdoniHo-4-(tpudtopmeTnn)deH3un)ninepasun-1-
kapboHin)-1H-nipason-3-kapbokcunarty
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Y «konby nomiwanu 4-(2-mopdoniHo-4-(TpudptopmeTun)bensun)ninepasud-1-kapboHinxnopug
(400 wmr, 1,02 mmonb, 1,00 ekB.), TpeT-6yTun-1H-nipason-3-kap6okcunat (190 wmr, 1,13 mmonb, 1,10
eks.), DMAP (62,0 mr, 0,510 mmonsb, 0,50 eks.), DIPEA (396 wmr, 3,07 mmonb, 3,00 eks.), THF (10 mn),

25 SK orucaHo B npuknagi 1, ctagia 4. 3anuwok xpomatorpadysanu 3 oTpumaHHam 300 mr (Buxig 56 %)

TpeT-0yTun-1-(4-(2-mopdoniHo-4-(TpudtopmeTun)bensun)ninepasud-1-kapbowin)-1H-nipazon-3-
kapbokcunaTy y BUrnaai teepaoi pevosunu 6inoro konsopy. LCMS (ESI, maca/sapsaa): 524 [M+H]+.

Crapia 8: oTpumManHa 1-(4-(2-mopdoniHo-4-(TpudTopmeTnn)beHsun)ninepasun-1-kapboHin)-1H-
nipason-3-kapboHOBOI KNCNOTK
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Y konby nomiwanu TpeT-0yTun-1-(4-(2-mopdoniHo-4-(tpudtopmeTnn)deH3un)ninepasun-1-
kapboHin)-1H-nipason-3-kapbokcunar (140 wmr, 0,270 mmonb, 1,00 eks.), TFA (1 mn) i DCM (10 mn),

35 K OnucaHo B npuknagi 1, cragia 5, 3 OTPUMAHHAM HEOUMULLEHOro MpoAykTy (250 wmr). 3anuiuok
ouvwlanu 3a fgonomorow npenapatuBHoi HPLC 3 oTpumaHHsam 78,2 Mr (Buxig 63 %) 1-(4-(2-
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mMopdoniHo-4-(TpudTopMeTun)beHsunninepasuH-1-kapOoHin)-1H-nipason-3-kapboHOBOI  KUCNOTU Y
BUIMAAI TBEPAOT pevoBuHm Ginoro konbopy. 'H AMP (400MIMy, Metanon-d4) d 8,14 (g, J=2,6 'y, 1H),
7,73 (8, J=8,2 Ty, 1H), 7,41-7,42 (m, 2H), 6,83 (g, J=2,6 'y, 1H), 3,81-3,88 (m, 10H), 3,01-3,02 (m,
4H), 2,71 (wwup, 4H). LCMS (ESI, maca/sapag): 468 [M+H]*.

Mpuknag 4. 1-(4-metun-4-(metun(2-mopdoniHo-4-(tpudptopmeTun)beHsun)amiHo)ninepuamH-1-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary

B

o § okl DHISSY BE M, aper-Bali “*
k) i S 5 S
3 S T % e
GooN BG L 4ron. NN

Y konby nomiwanu 1H-nipason-3-kapboHoBy kucrnoty (10,0 r, 89,2 mmons, 1,00 ekB.), DMAP
2,15 r, 17,6 mMonb, 0,20 ekB.), Tpuetunamin (27,0 r, 267 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aunkap6onar (80,0 r, 366 mmonb, 4,00 ekB.) B TpeT-OyTaHoni (100 M), Ak onucaHo B npuknaai 1,
ctagia 1, 3 otpumanHam 25,0 1 1,3-gu-Tpet-6yTun-1H-nipason-1,3-gukapbokcnnaty (HEOUNLLEHOTO) Y
Burnagi 4epsoHoi onuen. LCMS (ESI, maca/sapsaa): 269 [M+H]".

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,2 mmonb, 1,00
ekB.), NaOH (5,60 r, 140 mmonb, 1,50 ekB.) y Bogi (80 mn) i MeOH (240 mn), sk onucaHo B npuknagi
1, ctagia 2, 3 otpumanHam 10,0 r (Buxig 64 %) Tpet-OyTun-1H-nipason-3-kapbokcunaty y surnagi
TBEPAOI peyvoBuHU Binoro konbopy. LCMS (ESI, maca/sapag): 169 [M+H]*.

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (2,42 r, 14,4 mmons, 1,00 eks.), DCM
(20 mn), 4-HiTpodheHin-xnopdopmiat (2,90 1, 14,4 mmonb, 1,00 ekB.) i Tpuetunamin (4,36 r, 43,1
MMosb, 3,00 eks.). OTpuMaHWii po34nMH NepemillyBanun NpoTArom 3 roauH npu KiMHaTHIn TeMmnepartypi
i KOHUEHTPYBanu Mpu 3HWKEHOMY TUCKY 3 OTpumaHHam 4,80 r 3-(TpeT-0yTun)-1-(4-HiTpodeHin)-1H-
nipason-1,3-gukapbokcunarty (HEOYMLLEHOTO) Y BUrnA4i »KoBToi onveu. LCMS (ESI, maca/zapsag): 334
[M+H]*.

Cragia 4: oTpuMaHHs 2-mopdoniHo-4-(TpudTopMmeTnn)beH3ansaerigy
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Y konby nowmiwanu 2-gptop-4-(tpucptopmeTun)derHsansaeria (5,00 r, 26,0 mmonb, 1,00 ekB.),
kap6oHat kanito (10,8 r, 78,1 mmonb, 3,00 ekB.), mopdoniH (6,79 r, 78,0 mmonsb, 3,00 eks.) i DMSO
(50 mn) B aTMocdpepi azoTy. OTpUMaHUin PO3YNH NepeMillyBanu NpoTarom Hodi npu 80 °C i racunu 3a
aonomoroto Boan (50 mn), ik onucaHo B npuknaai 3, cragisa 3, 3 otpumaHHam 4,00 r (Buxig 59 %) 2-
MopdroniHo-4-(TpudTopmeTnn)beH3anbaeriay y BUrnsiai Teepaoi pe4oBUHU XOBTOro Konbopy. LCMS
(ESI, maca/sapag): 260 [M+H]*.

Ctapiqa 5: OTPUMaHHSA TpeT-0yTun-4-metun-4-((2-mopdoniHo-4-
(TpudbTopMmeTnn)GeH3umamiHo)ninepuamnH-1-kapbokcunaty
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B 100-mn KpyrnogoHHy konby nomiwanu 2-mopdoniHo-4-(tpudptopmetun)bensanbaeria (2,50 r,
9,64 mMonb, 1,00 ekB.), MeOH (25 mn), AcOH (1,70, 28,3 mMonb, 3,00 ekB.) i TpeT-0yTuN-4-amiHo-4-
MeTunninepuanH-1-kapbokeunat (2,46 r, 11,5 mmonb, 1,20 ekB.). OTpUMaHWUIA PO3YMH NEPEMILLIYBANM
npotarom 30 XBUNUWH Npu KiMHATHIA TemnepaTypi. Joaasanu uiaHo6oprigpng Hatpito (1,78 r, 28,3
MMosb, 3,00 ekB.). OTpuMaHuii PO3YUH NMEPEMILLyBanU NPOTAroM HOYi NpU KiIMHAaTHIW Temnepartypi i
racunu 3a gonomoroto soaun (30 mn). OTpumaHuin pos3yvnH ekcTparysanu 3a gonomoroto DCM (3 x 30
M) i opraHiuHi wapu o6'eaHyBanu, NpOMMBAaNM 3a AOMNOMOIOK COMbOBOrO Po3ymHy (2 x 30 mn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY. 3anuok xpomartorpadyBany Ha KONOHL Ha OCHOBI cunikarento 3 oTpumanHam 3,51 r (Buxia

80 %) TpeT-0yTun-4-metun-4-((2-mopdoniHo-4-(tpudpropmeTun)beHsnn)amiHo)ninepmamH-1-
kapbokcunarty y Burnsgi >koetoi onuen. LCMS (ESI, maca/sapaa): 458 [M+H]+.
Ctapiqa 6: OTPUMaHHSA TpeT-6yTun-4-metnn-4-(Metun(2-mopdoniHo-4-

(TpudbTopmeTun)GeH3umamiHo)ninepuanH-1-kapbokcunaty
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B 100-mn  kpyrnogoHHy  konby  nomiwanu  TpeT-0yTun-4-metun-4-((2-mopdoniHo-4-
(TpudbtopmeTun)BbeHsunmyamiHo)ninepuanH-1-kapbokcunatr (3,51 r, 7,67 wmmonb, 1,00 ekB.),
napadopmansaerig (2,30 r, 76,7 mmonsb, 10,0 eks.), Tpuetunamid (2,30 r, 22,7 mmonb, 3,00 ekB.) i
DCE (30 mn). OTpumaHuii po3yunH nepemiwysanu npotarom 30 XBUNUH Npu KiIMHATHIA TeMmneparypi.
HDopasanu Tpuauetokcuboprigpua Hatpito (4,80 r, 22,6 mmonb, 3,00 ekB.). OTpuMaHuii PO3YMH
nepemiwlysanu NPOTAroM HOYi NpU KiMHaTHIW TemnepaTypi i racunu 3a gonomoroto sogu (30 Mmn), sk
onucaHo B Npuknaai 2, cragia 3, 3 otpuManHam 3,39 r (Buxiag 94 %) Tpet-0yTun-4-metun-4-(metun(2-
MOPAONiHO-4-(TpudTOpMETUN)BEHIMM)aMIHO)NINEPUANH-1-KapOboKeunaTy y BUINAAI >KOBTOT ONMBW.
LCMS (ESI, Macalaapﬂp,) 472 [M+H]*.

Ctapiqa OTPUMaHHSA TpeT-6yTun-4-metnn-4-(Metun(2-mopdoniHo-4-
(Tpmq)TopmeTmn)6eH3mn)ammo)mnepmnw 1-kapbokcunarty
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y kondy nomiwanm TpeT-6yTun-4-metnn-4-(Metun(2-mopdoniHo-4-
(TpudptopmeTun)beHsun)amino)ninepugnH-1-kapbokeunart (3,39 r, 7,19 mmonb, 1,00 eks.), DCM (20
mn) | TFA (5 mn), g9k onucaHo B npuknagi 1, ctagia 5, 3 otpumanuam 3,50 r TpeT-6yTun-4-metun-4-
(meTnn(2-mopdoniHo-4-(TpudTopmeTnn)6eH3un)amiHo)ninepuamH-1-kapbokeunarty (HEOUMLLEHOTO) y
BUIMAAI TBepAol pevoBuHm Ginoro konbopy. LCMS (ESI, maca/sapsag): 372 [M+H]*.

Ctapiqa 8: OTPUMaHHSA TpeT-0yTun-1-(4-metnn-4-(metun(2-mopdoniHo-4-
(TpucptopmeTun)beHsun)amino)ninepugnH-1-kapOoHin)-1H-nipason-3-kapbokcunaty

K. T, TEGTRIOR Row

Y konby nomiwanu 3-tpet-6yTun-1-(4-uirpodenin)-1H-nipason-1,3-aukapbokcunar (3,50 r, 9,43
MMOJTb, 1,00 €KB.), DCM (20 MI), TpeT-6yTun-4-metTun-4-(Metun(2-mopdoniHo-4-
(TpudbTopmeTun)beH3umamiHo)ninepuanH-1-kapbokcunat (6,28 r, 18,7 wmmonb, 2.00 ekB.) i
Tpuetunamin (2,86 r, 28,3 mmonsb, 3,00 ekB.), AK onucaHo B npuknagi 4, ctagia 3, 3 oTpuMaHHam 4,58
r (Buxia 80 %) TpeT-0yTun-1-(4-metun-4-(MeTun(2-mopdoniHo-4-
(TpucptopmeTun)bensun)amino)ninepugmH-1-kapboHin)-1H-nipason-3-kapbokcunaTy y BUrnsAgi >xosTol
onuen. LCMS (ESI, maca/zapsa): 566 [M+H]*.

Ctapiqa 9: OTPUMaHHSA 1-(4-meTnn-4-(MeTun(2-mopdponiHo-4-
(TpucpTopmeTun)beHsun)amiHo)ninepuanH-1-kapboHin)-1H-nipason-3-kapOboHOBOI KUCNOTK

e,
t N‘-\\

Qﬂi):vs
N

y kondy nomiLLanm TpeT-0yTnn-1-(4-metnn-4-(metnn(2-mopdoniHo-4-
(TpuptopmeTun)beHsun)amino)ninepugnH-1-kapboHin)-1H-nipason-3-kapbokcnnat (4,58 r, 8,10
MmMmonb, 1,00 eks.), DCM (50 mn) i TFA (10 mn), sk onucaHo B npuknagi 1, ctagia 5. HeounweHni
npoAykT (3,50 r) ounwanu sa gonomoroto npenapatusHoi HPLC 3 oTpumaHHaM 694,3 mr (Buxig 17 %)
1-(4-meTun-4-(metun(2-mopdoniHo-4-(tpudropmeTun)deHsun)amido)ninepuamnH-1-kapbonin)-1H-
nipason-3-kapboOHOBOI KUCNOTW y BUMMAAI TBEpPAOT peyoBuHu Ginoro kombopy. 'H AMP (300MIy,
MetaHon-d4) 6 8,08 (a4, J=2,6 'u, 1H), 7,84 d, J=8,4 'y, 1H), 7,49-7,52 (m, 2H), 6,78 (g, J=2,6 U,
1H), 4,12-4,25 (M, 4H), 3,84-3,87 (m, 4H), 3,54-3,65 (m, 2H), 2,93-3,07 (m, 4H), 2,41 (wwmp, 3H), 2,11-
2,16 (m, 2H), 2,03-2,10 (m, 2H), 1,41 (wmp, 3H). LCMS (ESI, maca/sapsaa): 510 [M+H]*.

Mpuknag 5: 1-(4-(2-(1H-teTpason-5-in)-4-(TpucdTopmeTun)deHsun)ninepasuH-1-kapobonin)-1H-
nipason-3-kapboHoBa KUcnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboxoBy kucnoty (10,0 r, 89,2 mmonb, 1,00 ekB.), 4-
auMeTtunamiHonipuaud (2,15 r, 17,6 mmons, 0,20 ekB.), Tpuetunamid (27,0 r, 267 mmons, 3,00 ekB.),
an-tpet-6ytun-aukapbonar (80,0 r, 366 mmonb, 4,00 ekB.) B TpeT-6yTaHoni (100 mm), Ik ONUCaHO B
npuknaai 1, cragis 1, 3 orpumanHsam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeouuLeHoro) y BurnsAgi YyepsoHoi onueu. LCMS (ESI, maca/sapsaa): 269 [M+H]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,2 mmons, 1,00
ekB.), NaOH (5,60 r, 140 mmonb, 1,50 ekB.) y Bogi (80 mn) i MeOH (240 mn), sk onucaHo B npuknagi
1, ctagia 2, 3 otpumanHam 10,0 r (Buxig 64 %) Tpet-OyTun-1H-nipason-3-kapbokcunaty y surnagi
TBEPAOT peyvoBurHU Binoro konbopy. LCMS (ESI, maca/sapsag): 169 [M+H]*.

Cragis 3 OTPUMaHHA  TpeT-6yTun-4-(2-6pom-4-(TpucbTopmeTun)6eHsunn)ninepasuH-1-
kapBokcunary
g,f‘ \.?E?“ga:ji
5D HML e

BN, NaBHEMey, BUE

£ T., DPOTRIDS sos

Y konby nomiwanu 2-6pom-4-(tpucptopmetun)dbensansaerig (500 wr, 1,98 mmons, 1,00 eks.),
Tpuetunamid (600 mr, 5,93 mmons, 3,00 ekB.), TpeT-6yTun-ninepasuH-1-kapdokcunar (443 wmr, 2,38
Mmmornb, 1,20 eks.)) B DCE (10 mn). OTpumaHuin po3dnH nepemiwysanu npotarom 0,5 roguHu npu
KiMHaTHIn TemnepaTypi. JoaaBanu Tpuauetokcuboprigpng Hatpito (1,26 1, 5,94 mmonb, 3,00 ekB.).
OTpUMaHMin pPoO34YMH MepemillyBanyd MpPoOTAroM HOYi Mpu KiIMHATHIA TemnepaTtypi i racunu 3a
gonomoroto soan (10 mn), 9k onucaHo B npuknagi 2, cragia 3. 3anuwok xpomaTtorpadysanu 3
oTpuMaHHaM 680 mr (Buxig 81 %) TpeT-6yTun-4-(2-6pom-4-(tpudropMmeTun)densun)ninepasuH-1-
kapbokcunaTty y BUrnsagi teepaoi pedosunun 6inoro konbopy. LCMS (ESI, maca/sapag): 423 [M+H]J*.

Ctapiqa 4: OTPUMAaHHSA TpeT-0yTun-4-(2-uiaHo-4-(TpudtopmeTnn)beHsunmninepasmH-1-
kapbokcunaTty
S ) - R .
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Y konby nomiwanu TpeT-0yTun-4-(2-6pom-4-(tpudropmeTnn)deHsun)ninepasunx-1-kapbokeunar
680 wmr, 1,61 w™monb, 1,00 ekB.), uiaHig uuHky (374 wmr, 3,22 wMmonb, 2,00 ekB.),
TeTpakic(tpudenindocdid)nanagin (170 mr, 0,150 mmons, 0,10 eks.) B DMF (10 mn) B atMocdepi
a3oTy. OTpMMaHUin PO34YKH nepemillysanu npotTarom Hodi npu 120 °C i racunu 3a 4ONOMOroK BOAU
(10 mn). OTpumaHuii po3dnH ekcTparysanu 3a gonomoroto EtOAc (3 x 30 mn) i opraniyHi wapwu
ob'eAHyBanu, NpoMMBanNM 3a AOMOMOIOK CONMbOBOro po3udnHy (2 x 30 Mn), BMCyLUyBanuM Hag
6e3BOAHUM CynbdaToM HaTpito, INbTPyBanu i KOHUEHTPYBANM MPU 3HWKEHOMY TUCKY. 3anuLlok
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xpomaTtorpadpyBanu 3 oTpumaHHam 230 wmr (Buxig 39 %)  TpeT-OyTun-4-(2-uiaHo-4-
(TpudbTopmeTnn)6eHsunmninepasuH-1-kapdbokeunarty y BUrnsaagi Teepaoi peyvyoBuHu Oinoro Konbopy.
LCMS (ESI, maca/zapsa): 370 [M+H]*.

Crapia 5: otpumanHsa TpeT-6yTun-4-(2-(1H-tetpason-5-in)-4-(TpudtopmeTnn)beHsunnm)ninepasmH-
1-kapbokcunarty

Y konby nomiwanu TpeT-0yTun-4-(2-uiaHo-4-(tpudropmeTnn)deHsun)ninepasunx-1-kapbokeunar
(230 wr, 0,620 mmonb, 1,00 ekB.), asng Hatpito (203 wmr, 3,12 mmonsb, 5,00 ekB.), xnopua aMmoHito (198
mr, 3,70 mmonsb, 6,00 eks.) B DMF (10 mn). OTpumMaHuii po3ynH nepemilyBanu NpoTArom Houi npu
120 °C i racunu 3a gonomoroto soau (10 Mn). OTpUMaHWn po3vMH eKkcTparysanu 3a JONOMOrow
EtOAc (3 x 30 mn) i opraHivHi wapu o6'egHyBanu, NpoM1MBanu 3a AONOMOIOK CONbOBOr0 PO34uHy (2
x 20 Mn), BACywyBanu Hag Ge3BOAHMM Cynbdartom HaTpilo, iNbTpyBanu i KOHUEHTPYBanu npu
3HMXKEHOMY TUCKY. 3anuok xpomarorpadysanu 3 oTpumanHam 140 mr (Buxig 55 %) TpeT-6yTun-4-
(2-(1H-TeTpason-5-in)-4-(tpucdropmeTun)bensun)ninepasuH-1-kapbokeunaty y Burnsagi  teepgol
pe4oBuHK Ginoro konbopy. LCMS (ESI, maca/sapsaa): 413 [M+H]*.

Crapia 6: otpumanHs 1-(2-(1H-teTpason-5-in)-4-(TpudtopmeTnn)beHsun)ninepasmHy

. :._.Bu:::. w8 \{
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Y konby nomiwanu TpeTt-0yTun-4-(2-(1H-tetpason-5-in)-4-(tpudtopmeTun)deH3un)ninepasun-1-
kapbokcunatr (140 wmr, 0,340 mMonb, 1,00 exB.), 1,4-piokcaH (10 wmF), KOHUEHTPOBaHy
XMOPUCTOBOAHEBY KMCNOTY (3 M), ik onucaHo B npuknagi 2, cragisa 4, 3 otpuManHam 130 mr 1-(2-
(1H-TeTpason-5-in)-4-(tpudptopmeTun)bensun)ninepasmHy  (HEOUMLLEHOrO) y  BUrMAAi  TBepaol
pe4oBuHK Ginoro konbopy. LCMS (ESI, maca/sapsaa): 313 [M+H]*.

Ctapiqa 7. OTPUMAaHHA TpeT-0yTun-1-(4-(2-(1H-teTpason-5-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipazon-3-kapbokcunary
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Y konby nomiwanu tpudocren (38,0 mr, 0,130 mmonb, 0,40 ekB.), TpeT-OyTun-1H-nipason-3-
kap6okcunat (70,0 mr, 0,420 mmonb, 1,30 eks.) B8 DCM (10 mn) B atmocdepi asoty. Jogasanu no
kpannax DIPEA (122 wr, 0,960 mmonb, 3,00 ek.) npu 0 °C. OTpuMaHWi pPO3YMH NepemillyBanu
npotarom 2 roaud npu 0 °C. Jogasanu 1-(2-(1H-teTpason-5-in)-4-(TpudtopmeTnn)beHsun)ninepasux
(100 wr, 0,320 mmonb, 1,00 ekB.), Ak onucaHo B npuknaai 1, ctagia 3, 3 oTpumaHHam 90,0 mr (Buxig
55 %) TpeT-0yTun-1-(4-(2-(1H-teTpason-5-in)-4-(tpudtopmeTun)densnn)ninepasuH-1-kapOoHin)-1H-
nipason-3-kapbokcunarty y Burnagi teepaoi pedosunu 6inoro konbopy. LCMS (ESI, maca/sapsag): 507
[M+H]*.

Crapia 8: otpumanHa  1-(4-(2-(1H-teTpason-5-in)-4-(tpucdropmeTun)deHsun)ninepasuH-1-
kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK
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Y konby nomiwanu TpeT-6ytun-1-(4-(2-(1H-TeTpason-5-in)-4-(TpudbTopmeTnn)beHsunnm)ninepasmH-
1-kapboHin)-1H-nipason-3-kapbokcunart (90,0 mr, 0,180 mmonb, 1,00 ekB.) i TFA (3 mn) B DCM (10
5 M), Ik onucaHo B npuknagi 1, cragis 5, 3 oTpUMaHHAM HeouuweHoro npoaykty (100 mr), skui
ounwianu 3a gonomorow npenapatuHoi HPLC. OuuweHHs 3abesnedvyBano oTpuMaHHa 22,3 Mr
(Buxig 28 %) 1-(4-(2-(1H-TeTpason-5-in)-4-(tpuptopmeTnn)densnn)ninepasuH-1-kapboHin)-1H-
nipason-3-kapboHOBOI KMCNOTW Yy BUIMAdi TBepaoi peyvoBuHu Binoro konbopy. 'H AMP (300MIu,
MetaHon-d4) 6 8,30 (c, 1H), 8,14 (8, J=2,7 l'u, 1H), 7,76-7,87 (M, 2H), 6,78 (g, J=2,7 'y, 1H), 4,44 (c,
10  2H), 4,18 (wwmp, 4H), 3,24 (wup, 4H). LCMS (ESI, maca/sapsag): 451 [M+H]*.
Mpuknag  6: 1-(4-(2-(4-umknonponinninepasuH-1-in)-4-(tpudropMmeTun)beH3unninepasuH-1-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa

S
X

15
Crapia 1: oTpumaHHs 2-(4-yuknonponinninepa3sud-1-in)-4-(tpudptopmetun)bensansaerigy
S F_:giv\.
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20 Y konby nomiwanu 2-dprop-4-(tpudropmeTun)bensansaeria (400 wmr, 2,08 mmons, 1,00 eks.),

DMSO (10 mn), kapboHar kanito (861 mr, 6,24 Mmmonb, 3,00 ekB.) i 1-umknonponinninepasuH (524 wr,
4,16 mmonb, 2,00 ekB.) B aTMocdiepi asoTy, 9k onucaHo B npuknaai 3, cragia 3, 3 OTpMMaHHAM
HEOUYMULLEHOro NPOoAYyKTY. 3anuuok xpomartorpadysanu 3 oTpumMaHHAM 460 mr (Buxia 74 %) 2-(4-
yuknonponinninepasud-1-in)-4-(tpudptopmetun)bensansaerigy y surnagi >kostoi onueu. LCMS (ESI,
25 maca/sapag): 299 [M+H]J-*.
Crapia 2: oTpumaHHs au-TpeT-0ytun-1H-nipason-1,3-gukapbokcunary
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30 Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmons, 1,00 eks.), DMAP

2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aunkapbonar (77,8 r, 357 mmonb, 4,00 ekB.) i TpeT-6yTaHon (100 mn), Ak onucaHo B npuknaai 1, cragis
1, 3 oTpumaHHam 25,0 r 1,3-au-Tpet-6yTun-1H-nipason-1,3-gukapbokcunaTty (HEOYMLLEHOTO) Y
Burnagi 4epsoHoi onuen. LCMS (ESI, maca/sapsaa): 269 [M+H]".

35 Crapia 3: oTpumanHs TpeT-0yTun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00
ekB.), NaOH (5,60 r, 140 mmoneb, 1,50 ekB.), Bogy (80 mn) i MeOH (240 mn), Ak onucaHo B npuknagi 1,
cTagia 2, 3 OTpUMaHHAM HEOQUYULLEHOTO NPOAYKTY. 3anuwok xpomaTtorpadysanu 3 otpumaHHam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunaty y BUrnagi TBEpAol pevyoBrHU Binoro Konbopy.
LCMS (ESI, maca/sapsaa): 169 [M+H]*

Cragiqa 4: OTPUMAHHSA TpeT-0yTun-1-(4-6eHsunninepa3sunH-1-kapboHin)-1H-nipason-3-
kapbokcunaTty
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Y kon®y nomiwanu TpudocreHd (1,24 r, 4,18 mmonb, 0,70 eks.) i DCM (20 mn). OJogaBanu TpeT-
6ytun-1H-nipason-3-kap6okcunart (1,00 r, 5,95 mmonb, 1,00 eks.) npu 0 °C. Joaasanu DIPEA (3,07,
23,8 mmonb, 4,00 ek.) npu 0 °C. Cymiw nepemiwlyBanu npu KiMHaTHIN TeMnepaTypi npotarom 2
roanH npu 0 °C. Jopgasanu 1-6eH3unninepasuH (1,26 r, 7,15 mmonb, 1,20 ekB.) npu 0 °C, sik onucaHo
B npuknagi 1, cragia 3, 3 OTpUMaHHAM HEOYMLUEHOro NPOAYKTY. 3anuuwok xpomaTorpadysanu 3
otpuManHaMm 1,35 1 (61 % Buxig) TpeT-O6yTnn-1-(4-6eHsunninepasud-1-kapbonin)-1H-nipason-3-
kapbokcunarty y Burnsgi >koetoi onueun. LCMS (ESI, maca/sapaa): 371 [M+H]*.

Crapia 5: oTpumaHnHs TpeT-0yTun-1-(ninepasun-1-kapbonin)-1H-nipason-3-kapbokcunary
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Y konby nomiwanu TpeT-0yTun-1-(4-6eHsnnninepasut-1-kapboHin)-1H-nipason-3-kapbokcunar
(1,00 r, 2,70 mMmonb, 1,00 ekB.), MeOH (10 mn), EtOAc (10 mn) i nanagin Ha Byrinni (0,400 r).
Beoaunu BogeHb. OTpUMaHUI PO3YKH NepemillyBany NpoTaromMm 3 roauH npu KiMHaTHIN TemnepaTypi i
karanisatopu BiadinbTpoByBanu. dinbTpar KOHUEHTPYBamnu MNpU 3HWKEHOMY TUCKY 3 OTPUMAHHAM
0,690 r TpeT-6yTHUN-1-(NinepasuH-1-kapboHin)-1H-nipason-3-kapbokcunaty (HEOYMLLEHOrO) y BUMAIi
GesbapeHoi onuen. LCMS (ESI, maca/sapaa): 281 [M+H]~.

Ctapiqa 6: OTPUMaHHSA TpeT-0yTun-1-(4-(2-(4-umknonponinninepasuH-1-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipazon-3-kapbokcunary
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Y konOy nomiwanu 2-(4-umknonponinninepasuH-1-in)-4-(tpudpropmetun)bensansaeria (92,2 wr,
0,309 mmonb, 1,00 ekB.), TpeT-6yTun-1-[(ninepasuH-1-imkapbonin]-1H-nipason-3-kapbokcunat (130
mr, 0,464 mmonsb, 1,50 ekB.), DCE (10 mn). OTpumaHuii po3vynMH nepemiwlyBanu npoTarom 1 roanHu
npu KiMHaTHin Temnepatypi. Joaaeanu Tpuauetokcubopriapua Hatpito (262 wr, 1,24 mmonb, 4,00
€KB.), K OnMcaHo B MNpuknagi 2, cragia 3, 3 OTPMMaAHHAM HEOYMLLEHOro NPOAYKTY. 3anuLiok
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Xpomartorpadgpysanu 3 OTPUMAHHAM 140 Mr  (Buxig 81 %)  Tper-OyTun-1-(4-(2-(4-
yuknionponinninepasud-1-in)-4-(tpudptopmetun)bensun)ninepasud-1-kapbonin)-1H-nipason-3-
kapbokcunarty y Burnsgi >koetoi onuen. LCMS (ESI, maca/sapaa): 563 [M+H]*.

Ctapiqa 7. OTPUMaHHSA 1-(4-(2-(4-umknonponinninepasnH-1-in)-4-
(TpucptopmeTun)beHsun)ninepasul-1-kapodoHin)-1H-nipazon-3-kapOoHOBOT KNCNOTU

y kondy nomianm TpeT-0yTun-1-(4-(2-(4-ymknonponinninepasuH-1-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipason-3-kapbokcunar (140 wmr, 0,250 MMoOnb,
1,00 ekB.), DCM (12 mn) i TFA (2 mn), 9k onucaHo B npuknaai 1, cragia 5. HeounweHunin npoaykt (127
Mr) ouuLlanu sa gonomoroto npenapatusHoi HPLC 3 oTpumaHHam 53,2 mr (Buxig 42 %) 1-(4-(2-(4-
yuknonponinninepasud-1-in)-4-(tpudptopmetun)bensun)ninepasud-1-kapbonin)-1H-nipason-3-
kapOOHOBOI KUCNOTKW y BUrMAAI TBEPAOT peyvoBuHK Ginoro konbopy. 'H AMP (400MIMy, MetaHon-ds) O
8,14 (c, 1H), 7,70 (g, J=8,4 T'u, 1H), 7,42-7,44 (m, 2H), 6,83 (c, 1H), 3,99 (wwup, 4H), 3,87 (¢, 2H), 3,15
(wwup, 8H), 2,69-2,70 (m, 4H), 2,28-2,34 (m, 1H), 0,65-0,84 (m, 4H). LCMS (ESI, maca/sapsag): 507
[M+H]*.

Mpuknag 7 1-(4-(3-(niponiguH-1-in)-4-(TpudptopmeTnn)beHsun)ninepasun-1-kapbonin)-1H-
nipason-3-kapboHoBa KUcnoTa

N =
OH
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Y konby nomiwanu 3-6pom-4-(tpucbtopmeTtun)dbensansaerig (380 mr, 1,50 mmonb, 1,00 eks.),
niponiauH (160 mr, 2,25 mmonb, 1,50 ekB.), Tpuc(andeHsunigeHauetToH)aunanagin (77,6 mr, 0,0750
MmMonb, 0,05 ekB.), anuuknorekcundocdito-2',6'-aiizonponokeun-1,1'-6icdpeHin (52,5 wr, 0,110 MmMonb,
0,07 exB.), kapboHaT uesito (978 mr, 3,00 mmonb, 3,00 ekB.) i Tonyon (10 mn) B atmocdepi Na.
OTpUMaHuin po3YnH Nepemiwysanu npoTaroMm Hodi npu 80 °C i racunu 3a gonomoroto sogau (20 mn).
Cymiw ekctparyeanu 3a gonomorow DCM (3 x 30 mn) i opradiyHi wapu o6'eaHyBanu, npoMuBanu 3a
ponomoroto Boan (3 x 10 wmr), BucywyBanu Hag 6e3BoAHMM CynbdhaTOM HaTtpilo, QinbTpyBanu i
KOHUEHTPYBanu Npyu 3HWXKEHOMY TUCKY. 3anuLlok xpomarorpadyysanu 3 oTpuMaHHam 84,0 mr (Buxig
23 %) 3-(miponiguH-1-in)-4-(tpudtopmeTun)bensanserigy y surnagi >xoetoi onueu. LCMS (ESI,
Maca/sapan): 244 [M+H]+,

Crapia 2: oTpumaHHs au-TpeT-0ytun-1H-nipason-1,3-gukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), An-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamid (54,1 r, 536 mmonb, 3,00 ekB.) i TpeT-6ytaHon (200 mn), Ak onucaHo B npuknagi 1,
ctagia 1, 3 otpumanHam 20,0 1 1,3-gu-Tpet-6yTun-1H-nipason-1,3-gukapbokcnnaty (HEOUNLLEHOTO) Y
Burnaai xostoi onueu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 3: oTpumanHs TpeT-0yTun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), NaOH (10,0 r, 250 mmonb, 3,35 ekB.) i Bogy (40 mn), sk onucaHo B npuknagi 1,
cragia 2, 3 oTpumaHHam 6,70 r TpeT-6ytun-1H-nipason-3-kapbokcunaty (HEOUULLEHOr0) y BUMAgi
TBEPAOT pe4OBUHU XKOBTOro Konbopy. LCMS (ESI, maca/zapsa): 169 [M+H]-.

Cragiqa 4: OTPUMAHHSA TpeT-0yTun-1-(4-6eHsunninepa3sunH-1-kapboHin)-1H-nipason-3-
kapbokcunaTty
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Y konby nomiwanu TpeT-6yTUNn-1H-nipason-3-kapbokcunat (1,68 r, 10,0 mmonb, 1,00 eks.),
Tpudpocren (1,49 r, 5,00 mmons, 0,50 eks.) i DCM (20 mn). MoTim no kpannax aogasanu DIPEA (3,87
r, 30,0 mmonb, 3,00 ek.) npu 0 °C. OTpuMaHuii PO3YMH nepemilyBanu NPoTAroM 2 roauH npwu
KiMHaTHIn Temnepartypi. MNMoTim goaasanu 1-6eH3unninepasuH (1,76 r, 10,0 mmonb, 1,00 ekB.), Sk
onucaHo B npuknagi 1, cragia 3, 3 OTPUMAHHAM HEOYULIEHOrO MPOAYKTY. 3anuiok
xpomaTorpadyyBanu 3 oTpuMaHHaMm 2,20 r TpeT-Oytun-1-[(4-6eHsunninepasuH-1-imkapbonin]-1H-
nipason-3-kapbokcunaty (Buxig 59 %) y surnagi >xoetoi onueu. LCMS (ESI, maca/sapsg):. 371
[M+H]*.

Crapia 5: oTpumaHnHs TpeT-0yTun-1-(ninepasun-1-kapbowin)-1H-nipason-3-kapbokcunary

Y konby nomiwanu TpeT-6ytun-1-[(4-6eHsunninepasuH-1-in)kapOoHin]-1H-nipason-3-kapbokcunar
(2,20 1, 5,94 mmonb, 1,00 eks.), nanagiv Ha Byrinni (200 mr) i THF (20 mn) B atMocdepi BogHIO, SK
onucaHo B npuknagi 6, ctagis 2, 3 otpumanHam 1,37 r Tpet-6yTun-1-[(ninepasuH-1-in)kapboHin]-1H-
nipason-3-kapbokcunaty (HEOUULLEHOrO) y BUrNAAi TBepAoi peyoBuHu BGinoro konsbopy. LCMS (ESI,
Maca/sapag): 281 [M+H]~.

Crapia 6: oTpumMaHHa TpeT-6ytun-1-(4-(3-(niponiguH-1-in)-4-(Tpudtopmetnn)beHsun)ninepasmH-
1-kapboHin)-1H-nipason-3-kapbokcunarty

K. T., NPOTArOM HOMi
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Y konby nomiwanu 3-(niponiauH-1-im)-4-(tpudropmetTnn)bensansaeria (84,0 mr, 0,350 mMmonb,
1,00 ekB.), TpeT-6yTun-1-[(ninepasun-1-in)kapboHrin]-1H-nipason-3-kapbokcunar (106 wmr, 0,380
Mmmornb, 1,10 ek.) i DCE (10 mn). OTpuMmaHuin po3dnH nepemiwlyBanu npotarom 1 roguHu npwu
KiMHaTHIn TemnepaTypi i gogaeanu Tpuauetokeudoprigpug Hatpito (148 mr, 0,700 mMonb, 2,00 ekB.),
K onuMcaHo B npuknagi 2, cragia 3, 3 OTPUMaHHSAM HEOYMLUEHOro MpPOAYKTY. 3anuuiok
xpomaTorpadpyBanm 3 otpumaHHam 83,0 mr (Buxia 47 %) Tper-OyTun-1-(4-(3-(niponignH-1-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipazon-3-kapbokcunaty y surnsagi 6inoi onueu.
LCMS (ESI, maca/sapsag): 508 [M+H]*.

Crapia 7: oTpumanHa 1-(4-(3-(niponigaux-1-in)-4-(tpudtopmeTun)deHsun)ninepasul-1-kapOoHin)-
1H-nipason-3-kapboHOBOT KNCNOTU

¥
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Y konby nomiwanu TpeT-0yTun-1-(4-(3-(niponiauH-1-in)-4-(tpudtopmeTnn)deH3un)ninepasmnt-1-
kapboHin)-1H-nipason-3-kapbokcunar (83,0 mr, 0,160 mMmonb, 1,00 eks.), TFA (1 mm) i DCM (4 mn), Ak
onucaHo B npuknagi 1, cragisa 5. HeounweHnin NpoaykT ouuwlanu 3a AONOMOro npenapaTUBHOI
HPLC 3 OTPUMAHHAM 32,0 Mr (Buxia 43 %) 1-(4-(3-(niponiguH-1-in)-4-
(TpucptopmeTun)beHsun)ninepasud-1-kapoboHin)-1H-nipazon-3-kapOoOHOBOT KUCMOTU y BUMAAi TBEpAOT
peyoBuHu Binoro konsopy. 'H AMP (300 MIu, MeTtaHon-d4) 6 8,08-8,15 (m, 1H), 7,45-7,56 (m, 1H),
7,13 (c, 1H), 6,73-6,94 (M, 2H), 3,71-3,94 (m, 6H), 3,26-3,34 (m, 4H), 2,71-2,87 (m, 4H), 1,74-2,01 (m,
4H). LCMS (ESI, maca/sapsg): 452 [M+H]-*.

Mpuknag 8: 1-(4-(3-(tiazon-2-in)-4-(tpuptopmeTnn)beH3un)ninepasund-1-kapbonin)-1H-nipason-3-
kapboHOBa KucnoTa

Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunarty

MY 60,0, DUAR EN

Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), An-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamid (54,1 r, 536 mmonb, 3,00 ekB.) i TpeT-6ytaHon (200 mn), Ak onucaHo B npuknaai 1,
ctagia 1, 3 otpumanHam 20,0 1 1,3-gu-Tpet-6yTun-1H-nipason-1,3-gukapbokcnnaty (HEOUNLLEHOTO) Y
Burnaai xostoi onueu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-Tpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), NaOH (10, 0 r, 250 mmoneb, 3,35 ekB.) i Bogy (40 mn), sk onucaHo B npuknagi 1,
cragia 2, 3 oTpumanHam 6,70 r TpeT-0yTun-1H-nipason-3-kapbokcunaTty (HEOYMLLEHOTO) y BUMAi
TBEPAOT pe4OBUHU XKOBTOro Konbopy. LCMS (ESI, maca/zapsa): 169 [M+H]-.

Cragia 3: OTPUMAHHA TpeT-0yTun-4-(3-6pom-4-(TpudropmetTnn)deHsnnmninepasmH-1-
kapbokcunaTty

ey =
{_‘.i‘ " N et w {w
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Y konby nomiwanu 3-6pom-4-(tpudtopmerun)éensannvaeriag (1,80 r, 7,11 mmonb, 1,10 ekB.),
TpeT-6yTun-ninepasun-1-kapéokeunar (1,20 r, 6,44 mmonb, 1,00 ekB.) i DCE (50 mn). OTpumaHuii
PO34YMH nepemilyBanu npoTaroM 2 ToAMH Npu  KiMHATHIW  Temnepatypi. [loTiM gopgasanu
TpuaueTokcuboprigpua Hatpito (2,74 1, 12,9 mmonb, 2,00 ekB.), AK ONUCaHO B Npuknagi 2, cragia 3, 3
OTPUMAHHSIM HEOYULLIEHOrO MPOAYKTY. 3anuuok xpomatorpadysanu 3 oTpumaHHam 1,52 r (Buxia
56 %)  TpeT-0yTun-4-(3-6pom-4-(TpudTopmeTunbeHsunmninepasmi-1-kapbokcunaty y  Burnagi
TBEPAOT peyoBuHU Binoro konsopy. LCMS (ESI, maca/sapsag): 423 [M+H]-.

Crapia 4. oTpuMaHHa TpeT-OyTun-4-(3-(tiazon-2-in)-4-(tpudtopmeTnn)deH3un)ninepasux-1-
kapbokcunaTty

. K{};\_\{,«Sﬂsb‘g N . - e
$F BT, - "~\N.~'\3Qw
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= g R Rtk E ; §
i \ T N
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Y konby nomiwanu TpeT-0yTun-4-(3-6pom-4-(tpucropmeTnn)deHsun)ninepasux-1-kapbokeunar
(423 wmr, 1,00 mmonb, 1,00 ekB.), 2-(TpudyTuncranin)-1,3-tiason (374 mr, 1,00 mmonb, 1,20 ekB.),
TeTpakic(tpudenindocdid)nanaagin (115 mr, 0,100 mMone, 0,10 eks.) i Tonyon (10 mn) B atMocdepi
aszoty. OTpUMaHUI PO3YUH NepeMillyBanm npotaroMm Houi npu 80 °C i pos3baBnsanu 3a AONOMOro0
Boan (10 mm). Cymiw ekctparysanu 3a gonomoroto etunaudetaty (3 x 30 mMn) i opraHidHi wapwu
ob'eAHyBanu, NpoMMBanU 3a [AOMNOMOrOK COMbOBOrO po3umMHy (3 x 10 mm) i BuCywlyBanu Hag
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
xpomaTtorpadpyBanu 3 oTpuMmaHHam 188 wr (Buxig 44 %) TpeT-OyTun-4-(3-(tiason-2-in)-4-
(TpudbTopmeTnn)6eHsunmninepasmH-1-kapbokeunarty y Burnagi TBepaoi pevoBUHU XKOBTOMO KOMbOPY.
LCMS (ESI, maca/sapsag): 428 [M+H]*.

Cragia 5: oTpuMaHHs 2-(5-(ninepasuH-1-inmeTun)-2-(TpudTopmetTun)deHin)tiasony

‘\.;..--*-.AN..-§%){¥ HOL 14-glossas Fabon oty
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Y konby nomiwanu  TpeT-0yTun-4-(3-(tiazon-2-in)-4-(tpudropmetun)deHsun)ninepasuH-1-
kap6okcunat (188 wmr, 0,440 mmonb, 1,00 ekB.), HCI (1 mn) i 1,4-giokcaH (4 mm), sIK ONUCAHO B
npuknagai 2, cragis 4, 3 OTPUMAHHAM 144 Mr  2-(5-(ninepasun-1-inmeTnn)-2-
(TpuptopmeTun)peHin)tiasony (HEOUULLEHOTO) Yy BUINAAI TBEPAOT pedoBUHM Ginoro konbopy. LCMS
(ESI, maca/sapag): 328 [M+H]+.

85



10

15

20

25

30

35

40

UA 124990 C2

Crapia 6: oTpumaHHsa TpeT-0yTun-1-(4-(3-(tiazon-2-in)-4-(tpudropmeTun)deHsun)ninepasuH-1-
kapboHin)-1H-nipason-3-kapbokcunarty

A T N OO %
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Y konby nomiwanu TpeT-0ytnn-1H-nipason-3-kapbokcunat (74,0 mr, 0,440 mmonb, 1,00 eks.),
Tpudpocren (65,0 mr, 0,220 mmons, 0,50 exs.) i DCM (10 mn). MNoTtim aogasanu DIPEA (170 wmr, 1,32
MmMorb, 3,00 ekB.) npu 0 °C i oTpUMaHWiA PO3YUH NepemillyBanu NPOTAroM 2 roguH nNpu KiMHaTHIRA
Temnepatypi. MMoTim aopasanu 2-(5-(ninepasux-1-inmetTun)-2-(tpucptopmetun)enin)tiason (144 wr,
0,440 mMmoneb, 1,00 ekB.), Ak onucaHo B npuknagi 1, ctagisa 3, 3 OTPUMaHHAM HEOUULLEHOTO NPOAYKTY.
3anuwok xpomarorpadysanu 3 otpumanHamM 119 mr (Buxig 52 %) tpet-6ytun-1-(4-(3-(tiason-2-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipazon-3-kapbokcunaty y surnsagi 6esbapsHoi
onueun. LCMS (ESI, maca/zapaa): 522 [M+H]-.

Crapia 7: otpumManHsa 1-(4-(3-(Tiason-2-in)-4-(TpudtopmeTnn)beHsun)ninepasun-1-kapbonin)-1H-
nipason-3-kapboHOBOI KNCNOTK

Y «konby nomiwanu TpeT-6yTun-1-(4-(3-(tiazon-2-in)-4-(tpudropmetun)deHsun)ninepasuH-1-
kapboHin)-1H-nipason-3-kapbokcunar (119 wmr, 0,231 mmonb, 1,00 eks.), TFA (1 mn) i DCM (4 mn), Ak
onucaHo B npuknaai 1, ctagia 5, 3 OTPUMAHHAM HEOYMLLEHOro NPOAYKTY. HeouuweHuin npoaykrt
ouuLanu 3a gonomoroto npenapatusHoi HPLC 3 oTpumanHam 31,2 Mr (Buxig 29 %) 1-(4-(3-(tiason-2-
in)-4-(tpudTopmeTun)beHsnn)nine pasuH-1-kapOoHin)-1H-nipason-3-kapboHOBOT KMCHOTW Yy BUIMSAAI
TBEPAOT pevoBuHU Binoro konbopy. 'H AMP (300 MI'y, MeTtaHnon-d4) d 8,13 (¢, 1H), 7,70-7,90 (m, 5H),
6,80-6,85 (M, 1H), 3,70-3,90 (m, 6H), 2,60-2,70 (M, 4H). LCMS (ESI, maca/sapag): 466 [M+H]*.

Mpuknag 9: 1-(4-(3-(1,3,4-okcagiazon-2-in)-4-(tpuptopmeTun)beHs3nn)ninepasunH-1-kapboHin)-1H-
nipason-3-kapboHoBa KUcnoTa

0
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Cragia 1: OTPUMaHHSA TpeT-0yTun-4-(3-6pom-4-(TpudropmetTnn)deHsnnmninepasmH-1-
kapbokcunary
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Y kon®y nomiwanu TpeT-6yTun-ninepasui-1-kapéokecunar (0,800 r, 4,30 mmonb, 1,00 ekB.), 3-
6pom-4-(tTpucpbtopmeTun)bensansaeria (1,20 r, 4,74 mmonb, 1,10 exkB.) | DCE (20 mn). OTpumMaHuii
PO34YMH MepemiyBanu nNpoTaAroMm 2 TroAMH nNpW  KiMHaTHIK  TemnepaTtypi | gogasanu
TpuaueTokcuboprigpua Hatpito (1,83 r, 8,63 mmonb, 2,00 ekB.), Ak onucaHo B nNpuknagi 2, craais 3.
3anmwok  xpomatorpadysanu 3 oTpumaHHam 1,56 1 (Buxig 86 %) TpeT-OyTnn-4-(3-
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(meTokcukapboHin)-4-(TpudTtopmeTun)beHsun)ninepasuH-1-kapbokcunaty y  Burnsagi TBepaoi
peyoBuHu Ginoro konbopy. LCMS (ESI, maca/sapsaa): 423 [M+H]~.

Crapia 2: oTpumaHHa TpeT-0yTun-4-(3-(metokcukapboHin)-4-(Tpudtopmetun)beHsun)ninepasmH-
1-kapbokcunarty
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B 6Gak peaktopa nig TUCKOM  3aBaHTaxkyBanu TpPeT-OyTun-4-(3-(metokcukapboHin)-4-
(TpudbtopmeTnn)beHsunmyninepasui-1-kapbokcunar (600 wr, 1,42 wmMmonb, 1,00 exB.), [1,1'-
Bic(andenindocdito)dbepoueH]anxnopnanagin(ll) (203 wmr, 0,280 mmonb, 0,20 ekB.), TpueTUnamiH
(421 wmr, 4,16 mmonsb, 3,00 ekB.) i MeOH (10 mn). OTpuMaHuin pO34nH Nepemillysanu npotarom 3 AHIB
npu 100 °C B atMocdepi MoHooKkcuay Byrneuwo (10 atm.) i racunu 3a gonomoroo Boau (20 mn).
Cymiw ekctparyeanu 3a gonomoroo DCM (3 x 30 mn) i opraHivHi wapu o8'egHyBanu, npomMuBanu 3a
ponomoroto Boan (3 x 10 wmn), BucywyBanu Hag 6e3BoaHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTPYBanu npu 3HWXKEHOMY TUCKY. 3anuiok xpomatorpadpysanu 3 oTpuMaHHam 560 mr (Buxig
98 %) TpeT-0yTun-4-(3-(MeTokcukapOoHin)-4-(tpudropmeTun)beHsnnninepasunH-1-kapbokeunaty y
Burnagi >koetoi onuen. LCMS (ESI, maca/zapsaa): 403 [M+H]".

Crapia 3: oTpuMaHHa TpeT-0yTun-4-(3-(rigpasmHkapboHin)-4-(TpudtopmeTun)beHsun)ninepasmH-
1-kapbokcunarty

| P Bl SR

B 50-mn KpyrnogoHHy  komOy  3aBaHTaxyBanu  TPeT-OyTun-4-(3-(meTtokcukapOoHin)-4-
(TpudbTopmeTun)bensunninepasm-1-kapdokeunar (560 mr, 1,39 mmonb, 1,00 ekB.), riapar rigpasmny
(209 wmr, 4,17 mmonb, 3,00 ek.) i EtOH (10 mn). OTpuMaHuin po3dnH nepemiysanu npotarom 3
rogumH npu 100 °C i KOHUEHTPYBanNU Npu 3HMWKEHOMY TUCKY 3 OTpUMaHHAM 560 mr TpeT-0yTnn-4-(3-
(rinpasuHkapboHin)-4-(TpudTopmeTnn)beHsun)ninepasmH-1-kapbokcunary (HEOUYULLEHOr0) y BUrnaai
»oBToi onueu. LCMS (ESI, maca/sapsa): 403 [M+H]*.

Cragisa 4. OTPUMAaHHA TpeT-0yTun-4-(3-(1,3,4-okcapiason-2-in)-4-
(TpudTopmeTnn)bensun)ninepasuH-1-kapbokeunarty

Y konby nomiwanu TpeT-6yTnn-4-(3-(rigpasuHkapOoHin)-4-(TpudropmeTun)densun)ninepasuH-1-
kapbokcunat (560 wr, 1,34 mmonb, 1,00 ekB.) i TpuetokcumeTtaH (10 mn). OTpUMAHWUI PO3YMH
nepemiwysanu npotarom 5 roguH npu 140 °C i KOHUEHTPYBanW NpU 3HWKEHOMY TUCKY. 3anuLiok
xpomaTorpadyyBanu 3 oTpuMaHHaMm 540 mr (Buxig 94 %) TpeT-6yTnn-4-(3-(1,3,4-okcagiason-2-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbokcunarty y Burnagi  »xkostoi ommeu. LCMS (ESI,
maca/sapag): 413 [M+H]J*.

Cragia 5: oTpuMaHHs 2-(5-(ninepasuH-1-inmeTun)-2-(tpudtopmetun)deHin)-1,3,4-okcagiasony
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y Konoy nomiLanu TpeT-0yTun-4-(3-(1,3,4-okcapiason-2-in)-4-
(TpudbTopmeTnn)beHsunmyninepasuH-1-kapbokeunar (540 wmr, 1,26 mmonsb, 1,00 eks.), HCI (3 mn) i 1,4-
fiokcaH (10 mn), Ak onucaHo B npuknaai 2, cragia 4, 3 orpumaHHam 409 mr 2-(5-(ninepasuH-1-
inmeTun)-2-(tpudropmeTun)derin)-1,3,4-okcagiasony (HeouuLleHOro) y BUrnadi Teepaoi pevyoBuHU
Ginoro Konbopy. LCMS (ESI maca/sapag): 313 [M+H]*.

Cragia OTPUMAaHHA TpeT-6yTun-1-(4-(3-(1,3,4-okcagiason-2-in)-4-
(Tpmq)TopmeTmn)6eH3mn)mnepasvm 1-kapboHin)-1H-nipason-3-kapbokcunarty
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Y konby nomiwanu 2-(5-(ninepasuH-1-inmetun)-2-(tpudropmeTun)deHin)-1,3,4-okcagiason (264
mr, 1,57 mmonb, 1,20 ekB.), Tpudpocren (235 wr, 0,790 mmons, 0,60 ekB.) i DCM (10 mn). MNoTiMm no
kpannax popasanu DIPEA (676 wr, 5,23 mmonb, 4,00 ekB.) npu 0 °C i oTpuMaHuii pPO3YMH
nepemiwyBanyu nNpoTArom 2 roguH npu KiMHaTHIn Temnepartypi. MNMoTtim gogasanu TpeT-6yTun-1H-
nipason-3-kapbokcunar (409 wmr, 1,31 mmonb, 1,00 ekB.), sk onucaHo B npuknagi 1, cragis 3.
3anvwok xpomatorpadysanu 3 oTpuMaHHam 302 wmr (Buxig 46 %) TpeT- 6yTvm1( -(3-(1,3,4-
okcagiason-2-in)-4-(tpucropmeTun)deH3unyninepasud-1-kapboHin)-1H-nipaszon-3-kapbokcnnary y
BUrNALI TBEPAOT PE4OBMHU XOBTOro Konbopy. LCMS (ESI, maca/szapsa): 507 [M+H]-.

Crapia 7. otpumanHs 1-(4-(3-(1,3,4-okcagiazon-2-in)-4-(tputopmeTnn)deH3un)ninepasun-1-
kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK

y Konoy nomiLanu TpeT-6yTun-1-(4-(3-(1,3,4-okcagiason-2-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipason-3-kapbokcunar (302 wmr, 0,600 Mmonb,
1,00 ekB.), TFA (1 mn) i DCM (4 mn), 9k onucaHo B npuknagi 1, cragiga 5. HeounweHun npoaykr
ouvianu 3a gonomoroto npenapatusHoi HPLC 3 oTpumaHHam 60,3 mr (Buxig 22 %) 1-(4-(3-(1,3,4-
okcagiason-2-in)-4-(tpucdropmeTun)bensnn)nine pasuH-1-kapBoHin)-1H-nipason-3-kapboHoBOI
KUCNOTWU y BUrnsai TBepaol pedyoBuHu Ginoro konsopy. '"H AMP (300 MMy, MetaHon-ds) & 9,14 (c, 1H),
8,08-8,15 (m, 1H), 8,06 (c, 1H), 7,88-7,99 (m, 1H), 7,76-7,88 (M, 1H), 6,74-6,87 (m, 1H), 3,89 (c, 3H),
3,69-3,78 (m, 2H), 2,54-2,67 (m, 4H). LCMS (ESI, maca/sapsag): 451 [M+H]-*.

Mpuknag 10: 1-(4-meTun-4-(metun(2-(tiason-2-in)-4-(rpudpropmetnn)beHsun)amiHo)ninepuanH-1-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa
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OH
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,2 mmonb, 1,00 eks.), DMAP
2,15 r, 17,6 mMonb, 0,20 ekB.), Tpuetunamin (27,0 r, 267 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aunkap6onar (80,0 r, 366 mmonb, 4,00 ekB.) B TpeT-6ytaHoni (100 mm), Ak onucaHo B npuknagi 1,
ctagia 1, 3 otpumanHam 25,0 1 1,3-gu-Tpet-6yTun-1H-nipason-1,3-gukapbokcnnaty (HEOUNLLEHOTO) Y
Burnagi 4epsoHoi onuen. LCMS (ESI, maca/sapsaa): 269 [M+H]".

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty

Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,2 mmons, 1,00
ekB.), NaOH (5,60 r, 140 mmonb, 1,50 ekB.) y Bogi (80 mn) i MeOH (240 mn), sk onucaHo B npuknagi
1, ctagia 2, 3 otpumanHam 10,0 r (Buxig 64 %) Tpet-OyTun-1H-nipason-3-kapbokcunaty y surnagi
TBEPAOT peyvoBurHU Binoro konbopy. LCMS (ESI, maca/sapsag): 169 [M+H]*.

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y kon®y nomiwanu 4-Hirpodeninxnopdopmiat (448 mr, 2,22 mmonb, 1,05 eks.), Tper-6yTun-1H-
nipason-3-kapbokcunart (356 mr, 2,12 mmonb, 1,00 eks.), DCM (5 mn) i Tpuetunamiv (642 wr, 6,34
MMonb, 3,00 ekB.), Ak onmcaHo B npuknaai 4, cragia 3, 3 otpuMmanHam 500 mr 3-Tpet-0yTun-1-(4-
HiTpodeHin)-1H-nipason-1,3-gukapbokcunaty (HeouuweHoro) y Burnagi »koetoi onuen. LCMS (ESI,
maca/sapag): 334 [M+H]*.

Cragiqa 4: OTPUMAHHSA TpeT-0yTun-4-((2-6pom-4-(tpudropMeTun) beH3nn)amiio)-4-
MeTunninepuanH-1-kapbokcunaTty
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Y konby nomiwanu 2-6pom-4-(tpucptopmetun)dbensansaerig (970 mr, 3,83 mmonb, 1,00 eks.),
TpeT-6yTun-4-amiHo-4-metTunninepuanH-1-kapdokcunar (1,07 r, 4,99 mmonb, 1,30 eks.), MeOH (10
Mn) i AcOH (696 wmr, 11,6 mMonb, 3,00 ekB.). OTpMMaHUA PO34YMH NepeMilyBanu NpPoTAarom 1 roanHu
npu 60°C. [Hogmasanu ©OGoprigpua Hatpito (441 wmr, 11,6 wmmonb, 3,00 ekB.). 3anuuwok
Xpomarorpacgpysanu 3 oTpumaHHam 1,41 r (euxiaz 81%) Tper-6yTnn-4-((2-6pom-4-
(TpudbTopMeTnn)BeH3nMamiHo)-4-meTunninepunanH-1-kapbokcunaty y Burnagi »oetoi onusnu. LCMS
(ESI, maca/sapag): 451 [M+H]*.

Crapia 5: oTpumaHHa  TpeT-OyTun-4-((2-6pom-4-(TpudbTopmeTun)beH3nm)(MeTun)amiHo)-4-
MeTunninepuanH-1-kapbokcunaTty
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Y konOy noMiwanu TpeT-6ytun-4-((2-6pom-4-(TpudTopmMeTn)beH3nm)aMiHo)-4-MmeTunninepuanH-
1-kapbokcunart (1,41 r, 3,12 mmonb, 1,00 eks.), napacopmanbgeria (939 wmr, 31,2 mmonb, 10,0 ekB.),
Tpuetunamin (948 mr, 9,36 mmonb, 3,00 ekB.) i DCE (20 mn). OTpuMaHuii po34nMH NepemillyBanm
npotarom 1 roguHW Npu KiMHaTHIA Temnepatypi. [logasanu Tpuauetokcudbopriapug Hatpito (1,99 T,
9,36 mmonb, 3,00 ekB.), Ak onucaHo B npuknagi 2, cragia 3. 3anuwok xpomatorpadgpysanu 3
otpumManHam 1,10 1 (Buxig 76 %) TpeT-6yTun-4-((2-6pom-4-(TpudptopmeTnn)beHaunn)(MeTnn)amiHo)-4-
MeTunninepuanH-1-kapbokcunaty y Burnagi xostoi onueu. LCMS (ESI, maca/zapag): 465 [M+H]*.

Ctapiqa 6: OTPUMAaHHSA TpeT-6yTun-4-metTun-4-(MetTun(2-(tiazon-2-in)-4-
(TpudbTopMmeTnn)GeH3umamiHo)ninepuamnH-1-kapbokcunaty

. <

y kondy nomianm TpeT-0yTun-4-((2-6pom-4-(TpucpropmeTnn)deH3nn)(MeTnn)amiHo)-4-
mMeTunninepuanH-1-kapbokcunar (417 wr, 0,899 mmonb, 1,00 eks.), 2-(TpubyTuncraniny-1,3-tiason
(506 wr, 1,35 mmonb, 1,50 ekB.), TeTpakic(Tpuderindocdiv)nanagiv (104 mr, 0,0899 mmons, 0,10
ekB.) i Tonyon (10 mn). OTpUMaHMin pPo3vnH nepemiwysanu npoTaroMm Hodi npu 110 °C i racunu 3a
gonomoroto soau (10 mn), 9k onucaHo B npuknagi 8, cragia 4. 3anuwok xpomaTorpadysanu 3
OTPUMaHHSAM 400 Mr (Buxig 95 %) TpeT-6yTun-4-metTun-4-(MetTun(2-(tiason-2-in)-4-
(TpudbTopMmeTun)6eH3umamiHo)ninepuanH-1-kapbokcunaty y Burngai >xoetoi onueu. LCMS (ESI,
maca/sapag): 470 [M+H]*.

Crapia 7. otpuMaHHa N, 4-gumeTtun-N-(2-(Tiazon-2-in)-4-(TpudTopMeTUn)6eH3nmninepuanH-4-
amiHy

y kondy nomiLanm TpeT-6yTnn-4-metTun-4-(MetTun(2-(tiazon-2-in)-4-
(TpudbTopmeTun)beH3umyamiHo)ninepuanH-1-kapbokeunart (495 mr, 1,05 mmonb, 1,00 exB.), 1,4-
aiokcaH (5 mn), koHueHTpoBaHy HCI (1 M), 9k onucaHo B npuknaai 2, ctagia 4, 3 otpumaniamM 500 mr
N, 4-gumeTun-N-(2-(tiason-2-in)-4-(tpudropMeTun)beH3nMmninepuanH-4-aMiHy  (HEOUULLEHOTO) Y
Burnaai xostoi onueu. LCMS (ESI, maca/sapsaa): 370 [M+H]+.

Ctapiqa 8: OTPUMaHHSA TpeT-0yTun-1-(4-metun-4-(metnn(2-(tiazon-2-in)-4-
(TpucptopmeTun)beHsun)amino)ninepugnH-1-kapOoHin)-1H-nipason-3-kapbokcunaty
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Y konby nomiwanu 3-1pet-6yTun-1-(4-HitpodeHin) 1H-nipason-1,3-aukapbokcunar (708 mr, 2,12

mmonb, 2,00 ekB.), N, 4-gumetun-N-(2-(tiason-2-in)-4-(TpudtopmeTnn)deHsun)ninepnanH-4-amiu
(391 wmr, 1,06 mmonb, 1,00 eks.), DCM (10 mn) i Tpuetunamid (321 wmr, 3,17 mmonsb, 3,00 ekB.).
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OTpuMaHuin po34ynH nepemiwlysanuM npoTaroMm 3 roguH nNpu KiMHaTHIA TemnepaTtypi i racunu 3a
gonomoroto soau (10 mn), 9k onucaHo B npuknagi 4, cragia 3. 3anuwok xpomatorpadysanu 3
OTPUMaHHSAM 560 Mr  (Buxig 94 %)  TpeT-OyTun-1-(4-metun-4-(metun(2-(Tiazon-2-in)-4-
(TpucptopmeTun)bensun)amino)ninepugmH-1-kapboHin)-1H-nipason-3-kapbokcunaTy y BUrnsAgi >xosTol
5 onusun. LCMS (ESI, maca/sapsaa): 564 [M+H]*.
Ctapiqa 9: OTPUMaHHSA 1-(4-meTun-4-(MeTun(2-(tiason-2-in)-4-
(TpucptopmeTun)bensun)amivo)ninepuamnH-1-kapboHin)-1H-nipason-3-kapboHOBOI KNCNOTK

\ _
! ¥.oT, R
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10
y kondy nomiLLanm TpeT-0yTun-1-(4-metnn-4-(metun(2-(Tiazon-2-in)-4-

(TpudptopmeTun)beHsun)amito)ninepugnH-1-kapboHin)-1H-nipason-3-kapbokcunar (560 wr, 0,990
Mmornb, 1,00 eks.), DCM (10 mn) i TFA (2 mn), sk onucaHo B npuknaai 1, craaia 5. HeounweHuin
npoaykt (400 mr) ounwanu 3a gonomorolo npenapatuHoi HPLC 3 oTpumaHHam 132,0 mr (Buxig

15 26 %) 1-(4-meTun-4-(metun(2-(tiason-2-in)-4-(TrpudTopmeTnn)beHsnm)aMiHo)ninepuanH- 1-kapooHin)-
1H-nipa3on-3-kapboHOBOT KMUCNOTK y BUIMALI TBEPAOT pevoBuHU Binoro konbopy. 'H AMP (400MIu,
MeTaHon-d4) & 8,00-8,10 (m, 4H), 7,84-7,88 (m, 2H), 6,80 (g, J=2,7 'y, 1H), 4,20-4,30 (m, 4H), 3,62
(wwup, 2H), 2,38 (wup, 3H), 2,14 (wup, 2H), 1,91 (wup, 2H), 1,36 (wup, 3H). LCMS (ESI, maca/szapag):
508 [M+H]*.

20 Mpuknag 11:  1-(4-(4-xmop-2-(niponiauH-1-in)deHokcu)nine puaunH-1-kapborin)-1H-nipason-3-
kapboHOBa KucnoTa

o]
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25 Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary

Z-Z

- B, svpam-BelH
DM =g o, RROTATOR v

&

Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), Anu-TpeT-
30 oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamid (54,1 r, 536 mmonb, 3,00 ekB.) i TpeT-6ytaHon (200 mn), Ak onucaHo B npuknagi 1,
ctagia 1, 3 otpumanHam 20,0 1 1,3-gu-Tpet-6yTun-1H-nipason-1,3-gukapbokcnnaTy (HEOUNLLEHOTO) Y
Burnagi >kostoi onusu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc].
Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
35
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), NaOH (10,0 r, 250 mmonsb, 3,35 ekB.) i Bogay (40 mn). OTpMMaHUn PO3YNH
40 nepeMiwysany npoTArom Hodi Npu KiMHaTHIN Temneparypi i racunu 3a gonomoroto soan (40 mn), sk
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onucaHo B npuknaai 1, cragisa 2, 3 orpuMaHHaM 6,70 r Tper-6yTun-1H-nipason-3-kapbokcunarty
(HeoumnLeHoro) y BUrnsdi TBepaoi pevoBUHK xoBTOTo Konbopy. LCMS (ESI, maca/sapaa): 169 [M+H]+.
Cragia 3: oTpuMaHHs TpeT-0yTun-4-((meTuncynbgoHin)okcn)nine puanH-1-kapbokecunary
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Y kon®y nomiwanu TpeT-6yTun-4-rinpokcuninepunauni-1-kapbokeunar (1,00 r, 4,97 mmons, 1,00
ekB.), DCM (20 mn), meTaHcynbdoHinxnopug (629 mr, 5,47 mmonsb, 1,10 eks.). o kpannsx gogasanu
Tpuetunamin (1,51 r, 14,9 mmons, 3,00 ekB.) npu 0 °C. OTpUMaHUI PO3YMH NepeMiLlyBanu NPOTArom
HOYi NpK KIMHATHI TemnepaTypi i KOHUEHTPYBanM NpPu 3HWXEHOMY TUCKY 3 OTpuUMaHHam 1,29 r TpeT-
OyTun-4-(MeTaHcynbOHINOKcH)NinepuanH-1-kapbokcunaTty (HEOUMLIEHOro) y BUrnAdi  TBepaoi
pe4oBuHU Ginoro konbopy. LCMS (ESI, maca/zapsaa): 280 [M+H]*.

Crapia 4: oTpumaHHs TpeT-0yTun-4-(2-6pomM-4-xnopdeHokcu)ninepuanH-1-kapbokcunarty

Y konby nomiwanu 2-6pom-4-xnopdeHon (367 wmr, 1,77 mmonsb, 1,10 eks.), DMSO (15 mn), TpeT-
OyTun-4-(MeTaHcynboHInokcu)ninepuanH-1-kapbokcunat (450 wmr, 1,61 mmonb, 1,00 ekB.) i
kapboHat kanito (667 wmr, 4,83 mmonb, 3,00 ekB.). OTpUMaHUIA PO3YMH NEPEMILUYBANN NPOTSATOM HOMi
npu 80 °C i racunu 3a gonomoroto Boan (30 mn). Cymiw ekctparysanu 3a gonomoroio EtOAcC (3 x 50
MIT) i opraHivHi wapu ob'eaHyBanu, npoMuBanu 3a gonomoroto soau (3 x 20 Mn), BUCYLLYBaNW Haj
6€e3BOAHNM CynbdaToM HaTpilo, INbTPYBanNM i KOHUEHTPYBanNM NPU 3HMXEHOMY TUCKY. 3anuuiok
xpomaTtorpadpyBanu 3 oTpumaHHam 400 wmr  (Buxig 64 %)  TpeT-Oytun-4-(2-6pom-4-
xnopdeHoken)ninepuamnn-1-kapbokcunaty y surnagi »xoetoi onuen. LCMS (ESI, maca/sapsag): 390
[M+H]*.

Ctapiqa 5: OTPUMaHHSA TpeT-0yTun-4-(4-xnop-2-(niponiauH-1-in)deHokcu)ninepuanH-1-
kapbokcunaTty
a ﬁ ﬁ
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Y konby nomiwanu TpeT-byTnn-4-(2-6pom-4-xnopdreHoken)ninepnamnt-1-kapbokcunar (400 wr,
1,02 mMonb, 1.00 ekB.), Tonyon (15 mn), niponigaud (109 wmr, 1,53 mmonsb, 1,50 ekB.), kapboHaT uesito
(665 wmr, 2,04 mmonb, 2,00 ekB.), Tpuc(ambensunigeHaueTon)aunanagin-xnopodgopm (52,8 mr, 0,0510
MMonb, 0,05 ekB.) i auguknorekcundocdiHo-2',6'-giisonponokecu-1,1'-6icpenin (35,7 wmr, 0,0714
MmMonb, 0,07 ekB.), Sk onnucaHo B Npuknagi 7, ctagia 1. 3anuwok xpomartorpadgysanu 3 OTPUMaHHAM
220 mr (Buxig 56 %) TpeT-0yTun-4-(4-xnop-2-(niponignH-1-in)dpeHokcn)ninepnanH-1-kapbokeunary y
Burnagi >koetoi onuen. LCMS (ESI, maca/zapsaa): 381 [M+H]".

Cragia 6: oTpuMaHHsA 4-(4-xnop-2-(niponianH-1-in)deHokeu)ninepuanHy
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Y konby nomiwanu TpeT-0yTun-4-(4-xnop-2-(niponiauH-1-in)deHokcn)ninepuant-1-kapbokeunar
(220 wr, 0,582 mmoneb, 1,00 ekB.), 1,4-giokcaH (10 mn) i HCI (2 mn), sk onucaHo B npuknagai 2, craaida
4, 3 oTpumMaHHam 150 mr 4-(4-xnop-2-(niponiauH-1-imdeHokcn)ninepuanHy (HEOUULLEHOrO) Y BUrNAAI
»oBToi onueu. LCMS (ESI, maca/sapsaa): 281 [M+H]*.

Crapia 7: oTpumaHHs 4-(4-xnop-2-(niponigunH-1-in)deHokcn)ninepuaunn-1-kapdoHinxnopuay

[
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Y konby nomiwanu 4-(4-xnop-2-(niponigun-1-in)deHokcn)ninepmamu (150 wmr, 0,532 mmons, 1,00
eks.), DCM (10 mn) i Tpuchocren (79,3 mr, 0,266 mmonb, 0,50 ekB.). MNo kpannax aogasanu DMAP
(207 wr, 1,60 mmoneb, 3,00 ekB.) npu 0 °C, Ak onucaHo B npuknaai 1, cragia 3, 3 otpumaHHam 183 mr
4-(4-xnop-2-(niponiguu-1-in)peHokcn)ninepuanu-1-kapOboHinxnopuay (HEOYMLLEHOTO) y  BUrMAgi
JKOBTOT OJIMBMU.

Ctapiqa 8: OTPUMaHHA  TpeT-0yTun-1-(4-(4-xnop-2-(niponignx-1-im)deHokecn)ninepnanu-1-
kapboHin)-1H-nipason-3-kapbokcunarty
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Y konby nomiwanu 4-(4-xnop-2-(niponignx-1-inm)enoken)ninepnamnt-1-kapboHinxnopung (183 wr,
0,530 mmonb, 1,00 ekB.), THF (10 mn), Tper-6ytun-1H-nipason-3-kapbokcunar (89,7 wr, 0,530
MmMorb, 1,00 eks.), DIPEA (138 wr, 1,07 mmons, 2,00 ekB.) i DMAP (13,1 mr, 0,107 mmons, 0,20 eks.).
OTpUMaHUin PO3YnH NepemMillyBanu NpoTAroMm Hodi npu 60 °C i racunu 3a gonomoroto sogu (20 mn),
SK ornucaHo B npuknagi 1, ctagia 4. 3anuwok xpomartorpadysanu 3 oTpumaHHsam 135 mr (Buxig 53 %)
TpeT-0yTun-1-(4-(4-xnop-2-(niponigux-1-inm)deHokcn)ninepuani-1-kapobowin)-1H-nipason-3-
kapbokcunary y surnsagi >koetoi onuen. LCMS (ESI, maca/sapaa): 475 [M+H]*.

Crapgia 9: otpumMaHHa  1-(4-(4-xnop-2-(niponiguH-1-in)deHokeun)ninepuamnn-1-kapobowin)-1H-
nipason-3-kapboHOBOI KNCNOTK

Y konby nomiwanu TpeT-6yTun-1-(4-(4-xnop-2-(niponiauH-1-in)deHokcu)ninepuaunH-1-kapoOoHin)-
1H-nipason-3-kapb6okcunart (135 mr, 0,282 mMonb, 1,00 ekB.), DCM (5 mn) i TFA (1 mrm), Ak onucaHo B
npuknaai 1, cragia 5. HeouuweHunin npoaykT ounwanu 3a gonomorow npenapatusHoi HPLC 3
oTpuMaHHaM 12,6 mr (Buxig 11 %) 1-(4-(4-xnop-2-(niponiguu-1-imydpeHokcn)ninepnanH-1-kapOoHin)-
1H-nipa3on-3-kapboHOBOT KMCNOTK y BUIMALI TBEPAOT PEYOBMHU OBTOro konbopy. 'H AMP: (300
My, MetaHon-ds4) 6 8,12 (¢, 1H), 6,87-6,95 (m, 1H), 6,82 (m, 1H), 6,66-6,75 (M, 2H), 4,60 (m, 1H),
3,92-4,11 (m, 2H), 3,60-3,80 (M, 2H), 3,32 (m, 2H), 3,29 (M, 2H), 2,00-2,20 (M, 2H), 1,80-2,00 (M, 6H).
LCMS (ESI, maca/szapsa): 419 [M+H]*.

Mpuknag 12: 1-(4-(2-(4-meTokcuninepuamnH-1-in)-4-(rpuropmeTun)beHsumninepasuH-1-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmons, 1,00 ekB.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aunkap6onar (77,8 r, 357 mmonb, 4,00 ekB.), TpeT-6ytaHon (100 mn), ik onucaHo B npuknaai 1, cragis
1, 3 oTpumaHHam 25,0 r 1,3-au-Tpet-6yTun-1H-nipason-1,3-gukapbokcunaty (HEOYMLLEHOTO) Y
Burnagi yepsoroi onuen. LCMS (ESI, maca/sapsaa): 269 [M+H]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmonb, 1,00
ekB.), NaOH (5,60 r, 140 mmoneb, 1,50 ekB.), Bogy (80 mn) i MeOH (240 mn), Ak onucaHo B npuknagi 1,
cragia 2. 3anuwok xpomaTtorpadyyBany Ha KONOHUI Ha OCHOBI cunikareno 3 otpumanHam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunarty y Burnagi TBEpAOT pev4oBUHU BINOro Komnbopy.
LCMS (ESI, maca/sapag): 169 [M+H]*.

Cragiqa 3: OTPUMAHHSA TpeT-0yTun-4-(2-6pom-4-(TpudropmetTnn)deHsnnmninepasmH-1-
kapbokcunaTty
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Y konby nomiwanu 2-6pom-4-(tpudropmerun)éensannvgeriag (2,00 r, 7,90 mmonb, 1,00 ekB.),
TpeT-6yTun-ninepasun-1-kapbokcunar (2,94 r, 15,8 mmonb, 2,00 ekB.) i DCM (30 mn). Cymiw
nepemiwyBanu npoTarom 1 roauHU npu KiMHaTHiN TemnepaTypi. Jogasanu TpuaueTokcuboprigpua
HaTpio (6,70 r, 31,6 mmonb, 4,00 ekB.), sSK onucaHo B npuknagi 2, cragig 3. 3anuwok
xpomaTtorpadpyBanu 3 oTpuMaHHaMm 3,25 r  (Buxia 97 %)  TpeT-O6ytun-4-(2-6pom-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbokcunary y surnagi 6esbapsHoi onmueu. LCMS (ESI,
maca/sapag): 423 [M+H]J*.

Ctapiqa 4. OTPUMaHHSA TpeT-0yTun-4-(2-(4-metokcuninepnanH-1-in)-4-
(TpudbTopmeTun)bensunm)ninepasmnH-1-kapbokeunarty
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Y konby nomiwanu TpeT-0yTun-4-(2-6pom-4-(tpudropmeTnn)deHsun)ninepasunH-1-kapbokeunar
(0,500 r, 1,18 Mmonb, 1,00 ekB.), 4-metokcuninepuguH (0,271 r, 2,36 mmonb, 2,00 eks.),
Tpuc(anbensunigeHaueton)aunanagin (0,162 r, 0,177 mmonb, 0,15 ekB.), 2,2"-6ic(andeHindocdiHo)-
1,1-6inacdptun (0,331 r, 0,531 mmonb, 0,45 ekB.), kapboHat uesio (1,73 r, 5,31 mmonb, 4,50 ekB.) i
Tonyon (15 mn) B atmoccepi azoty. OTpUMaHMin po3ynH nepemiwtysanu npotaroMm Hodi npu 100 °C i
noTiM racunu 3a gonomoroto soaun (30 mn). OTpuMaHuin PO3YKH ekcTparysanu 3a gonomoroo DCM (3
x 50 mn) i opraHiyHi wapu o6'eaHyBanu, NPOMUBaNM 3a 4ONOMOIOK CONbOBOrO po3ynHy (1 x 50 mn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY. 3anuwlok xpomaTorpadyyBanu Ha KONOHLUi Ha OCHOBI cusnikarenio 3 oTpuMmaHHam 0,200 r (Buxig
37 %) TpeT-0yTnn-4-(2-(4-metokeuninepuanH-1-in)-4-(rpudropmetun)densun)ninepasuH-1-
kapbokcunarty y Burnsgi >koetoi onuen. LCMS (ESI, maca/sapaa): 458 [M+H]*.

Crapia 5: oTpumaHnHs 1-(2-(4-meTokeuninepuanH-1-in)-4-(rpudtopmetun)beHsnn)ninepasnHy

y kondy nomiwanm TpeT-0yTun-4-(2-(4-meTokcuninepngnH-1-in)-4-
(TpudbTopmeTnn)bensunninepasm-1-kapdokeunar (200 mr, 0,438 mmonb, 1,00 ekB.), 1,4-aiokcaH (5
M) i KoHueHTposaHy HCI (1 mn), Sk onucaHo B npuknagi 2, cragia 4, 3 oTpumaHHam 210 wmr
(HeouuweHoro)  1-(2-(4-meTokcuninepuamnH-1-in)-4-(tpudbTopmeTun)beHsnmninepasmHy  y BUIMSAI
»oBToi onueu. LCMS (ESI, maca/sapsa): 358 [M+H]*.

Cragia 6: OTPUMAHHS TpeT-0yTun-1-(4-(2-(4-meTokcuninepuamnH-1-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipazon-3-kapbokcunary

N ot
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Y konby nomiwanu Tpudocren (90,9 mr, 0,306 mmonb, 0,70 eks.) i DCM (10 mn). JoaaBanu TpeT-
O6ytun-1H-nipason-3-kapbokcunat (147 mr, 0,874 mmons, 2,00 eks.) npu 0 °C. Oopgasanu DIPEA (283
mr, 2,19 mmonb, 5,00 eks.) npu 0 °C. Cymiw nepemiwyBanu NpoTAroMm 2 roaguH Npu KiMHAaTHIRA
TemnepaTypi. Joaasanu 1-(2-(4-meTokcuninepuaul-1-in)-4-(tpudtopmetnn)bersun)ninepasmd (156
mr, 0,437 mmonb, 1,00 eks.). OTpUMaHM pPoO34YMH NepemillyBanu MNPOTArOM HOYi MpPU KiMHaTHIN
TemnepaTtypi i noTiMm racunu 3a gonomorow soau (15 mn), Ak onucaHo B npuknagi 1, cragia 3, 3
OTPUMaHHSAM 220 Mr (Buxig 92 %) TpeT-0yTun-1-(4-(2-(4-metTokcuninepuamnH-1-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapboHin)-1H-nipason-3-kapbokcunaty y  BUMNSagi  >KOBTOT
onuen. LCMS (ESI, maca/zapsaa): 552 [M+H]*.
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Crapia 7: oTpumaHHsa 1-(4-(2-(4-meTokeuninepuauH-1-in)-4-(tpudtopmeTun)deH3un)ninepasun-1-
kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK

y kondy nomiwanm TpeT-0yTun-1-(4-(2-(4-meTokcuninepuanH-1-in)-4-
(TpucptopmeTun)bensun)ninepasud-1-kapbonin)-1H-nipason-3-kapbokcunar (220 wmr, 0,400 MMoOnb,
1,00 exB.), DCM (5 mn) i TFA (2 mn), sk onucaHo B npuknagi 1, cragia 5. HeounweHuin npoaykr (195
Mr) ouuLlanu sa gonomoroto npenapatusHoi HPLC 3 oTpumaHHam 68,4 mr (Buxig 35 %) 1-(4-(2-(4-
MeTOKcuNinepuauH-1-in)-4-(tpudptopmetnn)bexsun)ninepasmnt-1-kapboHin)-1H-nipason-3-kapboHosoi
KMUCNOTK y BUINAAI TBepAoi pevoBuHn Ginoro konbopy. 'H AMP (400MI'y, MetaHon-ds) & 8,14 (¢, 1H),
7,69 (g, J=7,6 'y, 1H), 7,36-7,38 (M, 2H), 6,83 (¢, 1H), 3,70-3,99 (m, 6H), 3,39-3,48 (M, 4H), 3,12-3,15
(m, 2H), 2,66-2,82 (m, 6H), 2,05-2,08 (m, 2H), 1,69-1,77 (m, 2H). LCMS (ESI, maca/zapsag): 496
[M+H]*.

Mpuknag 13:  1-(4-(3-xmop-2-(niponiauH-1-in)deHokcu)nine puaunH-1-kapborin)-1H-nipason-3-
kapboHOBa kucnorta

0

jege

cl o N=
OH
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), An-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamin (54,1 r, 536 mmonb, 3,00 ekB.) i TpeT-6ytaHon (200 mn), Ak onucaHo B npuknagi 1,
ctagia 1, 3 otpumanHam 20,0 1 1,3-gu-Tpet-6yTun-1H-nipason-1,3-gukapbokcnnaty (HEOUNLLEHOTO) Y
Burnaai xostoi onueu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 2: oTpumaHnHs TpeT-0yTun-1H-nipason-3-kapbokcunarty

- RN AN
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- S ;\,]_:‘&:,-;\
Py
T A s S R S

N

Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), NaOH (10,0 r, 250 mmonb, 3,35 ekB.) i Bogay (40 mn). OTpMMaHuin po3dnH
nepemiwlysanu NPoTAroM HoYi Npu KiMHaTHIR TeMnepaTypi i racunu 3a gonoMoroio soau (40 mn), sk
onucaHo B npuknaai 1, cragisa 2, 3 orpuMaHHaM 6,70 r Tper-6yTun-1H-nipason-3-kapbokcunarty
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(HeoumnweHoro) y BUrMAAI TBepAoi peyvyoBUHU XKOBTOro konbopy. LCMS (ESI, maca/sapaan). 169
[M+H]*.
Cragia 3: oTpuMaHHs TpeT-0yTun-4-((meTuncynbgoHin)okcn)nine puanH-1-kapbokecunary

Y kon®y nomiwanu TpeT-6yTun-4-rinpokcuninepunauni-1-kapbokeunar (2,00 r, 9,94 mmons, 1,00
ekB.), Tpuetunamid (3,01 r, 29,8 mmonb, 3,00 eks.) i DCM (30 mn). lMNMoTiMm No Kpannsax gogasanu
MeTaHcynbdoHinxnopug (1,71 r, 14,9 mmonb, 1,50 ekB) npu 0°C. OTpuMaHUN pPO3YKH
nepemiwlysanu NpoOTArom 2 roguH nNpu KiMHaTHIR TemnepaTtypi i racunu 3a gonomoroto soau (30 mn),
AK onucaHo B npuknagi 11, cragia 3, 3 otpumaHHam 2,50 r  TpeT-OyTMn-4-
((meTuncynboHin)okcn)ninepuanH-1-kapbokcunary (HEOUULLIEHOrO) y BUrNsidi TBEPAOi PEYOBUHU
6inoro Konbopy.

Crapia 4: oTpumaHHs TpeT-0yTun-4-(3-xnop-2-HirpodeHokcn)ninepnanH-1-kapbokeunary

e PN 561
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i i i
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B nocyauHy nowmiwanm 3-xnop-2-HitpodeHon (0,500 r, 2,88 mmonb, 1,00 ekB.), TpeT-0yTnUn-4-
((meTuncynbonin)oken)ninepuaun-1-kapdokcunar (0,804 r, 2,88 mmonb, 1,00 ekB.), kapboHaT Uesito
(1,88, 5,77 mmons, 2,00 ek.) i DMF (15 mn). OTpuMaHuii po3ynH nepemiysanu npoTaroM Hodi npu
80 °C i racunu 3a ponomoroto soau (10 mm). Cymiw ekctparysanu sa gonomoroto DCM (3 x 20 Mn) i
opraHiyHi wapu ob'egHyBanu, npommMBanu 3a agonomorow Boau (3 x 10 mm), BUCyLlyBanu Haj
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
Xpomarorpadpysanu Ha KONOHLUi Ha OCHOBI cunikarento 3 oTpumanHam 0,714 r (Buxig 69 %) TpeT-
OyTun-4-(3-xnop-2-HirpodeHokeun)ninepuanH-1-kapbokennaTty y BUrnagdi TBepaoi peyoBuHu 6inoro
konbopy. LCMS (ESI, maca/sapsaa): 357 [M+H]~.

Crapia 5: oTpumaHHs TpeT-0yTun-4-(2-amiHo-3-xnopdeHokcu)nine puanH-1-kapbokcunarty

P, MR

B nocyauHy nomiwanu tpeT-6yTun-4-(3-xnop-2-HirpodeHokeum)ninepuand-1-kapbokeunar (0,400
r, 1,12 mmone, 1,00 ekB.), 3anizo (0,628 r, 11,2 mmonb, 10,00 ekB.), xnopua amoHito (1,21 r, 22,6
MmMorb, 20,00 ekB.) i EtOH (15 mn). OTpuMaHuii po3ynH nepemiwysany Nnpotarom 2 rogud npu 80 °C i
racunu 3a gonomoroio Boau (10 mn). Cymiw ekctparysanu 3a gonomoroto DCM (3 x 20 wmn) i
opraHiyHi wapu ob'egHyBanu, npommMBanu 3a agonomorow Boau (3 x 10 mm), BUCyLlyBanu Haj
6e3BOAHUM CynbdaToM HaTpito, INbTPYBanNM i KOHUEHTPYBANMW MPU 3HUXKEHOMY TUCKY. 3anuLiok
Xpomarorpadpysanu Ha KONOHLUi Ha OCHOBI cunikareno 3 oTpumaHHam 0,327 r (Buxia 89 %) Tpet-
OyTun-4-(2-amino-3-xnopdeHoken)ninepuanH-1-kapbokeunaty y BUrnsAgi TBEPAOT peyvyoBrHM Binoro
konbopy. LCMS (ESI, maca/sapsaa): 327 [M+H]~.

Cragia 6: OTPUMAHHA TpeT-0yTun-4-(3-xnop-2-(niponignu-1-imygeHokcn)ninepnanu-1-
kapbokcunaTty

Ha¥H, THE R
£8 "0, PEOTR Hagt o
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B nocyauHy nomiwanu Tpet-0yTun-4-(2-amiHo-3-xnopdeHokcun)ninepuanH-1-kapbokeunar (327
mr, 1,00 mmonb, 1,00 ekB.), 1,4-gunoabytan (324 wr, 1,05 mmonb, 1,50 eks.) i THF (15 mn). Mo
Kpannax gogasanu rigpug Hatpito (486 mr, 20,3 mmonb, 3,00 eks.) npu 0 °C. OTpUMaHWn PO3YUH
nepemiwlysanu npoTarom Houi npu 60 °C i racunu 3a gonomMoroto sogun (10 mn). Cymiw ekcTparysanu
3a gonomoroto DCM (3 x 20 mn) i opranidHi wapu o6'egHysanu, npoMuMBanu 3a AoNoOMoroto soam (3 x
10 mn), BucywyBanu Hag 6e3BoAHMM cynbdaroM Hatpito, QinbTpyBanu i KOHUEHTPyBanu mnpu
3HWKEHOMY TUCKY. 3anuuiok xpomatorpacpyBanu Ha KONOHLUiI Ha OCHOBI CURiKareno 3 OTPUMaHHAM
270 mr (Buxig 71 %) TpeT-0yTun-4-(3-xnop-2-(niponignH-1-in)deHokcn)ninepugnH-1-kapbokeunary y
BUMAAi TBepaoi pevoBuHu Ginoro konbopy. LCMS (ESI, maca/sapsag): 381 [M+H]*.

Cragia 7: oTpuMaHHsA 4-(3-xnop-2-(niponianH-1-in)deHokcu)ninepuanHy

TFS, RO f
| o Yy
N §. T, SYSITRICSS Hou PO

B nocyauHy nomiLLanu TpeT-0yTnn-4-(3-xnop-2-(niponiaux-1-in)deHokcn)ninepuaunx-1-
kap6okcunat (270 wmr, 0,710 mmonb, 1,00 ekB.), TFA (1 mn) i DCM (5 mn), sik onucaHo B npuknagi 1,
crapia 5, 3 otpumaHHsam 200 mr 4-(3-xnop-2-(niponiguH-1-in)peHoken)ninepuanHy (HEOUULLEHOro) Y
BUMAAi TBepaoi pevoBuHm Ginoro konbopy. LCMS (ESI, maca/sapsag): 281 [M+H]*.

Cragia  8: OTPUMaHHA  TpeT-0yTun-1-(4-(3-xnop-2-(niponignx-1-im)deHokcn)ninepnann-1-
kapboHin)-1H-nipason-3-kapbokcunarty

50, RO TATS Mo

B nocyauHy nomiwanu Tpet-6yTun-1H-nipason-3-kapbokcunat (120 mr, 0,710 mmonb, 1,00 eks.),
Tpuetunamin (287 wmr, 2,84 mmonb, 4,00 eks)) i DCM (15 wmn). lNo kpannax goaasanu 4-
HiTpodeHinxnopdopmiatr (174 wmr, 0,860 mmonb, 1,20 ekB) npu 0 °C. OTpUMaHUIA PO3YMH
nepemiwysani npoTArcM 2 roAuH nNpu KiMHaTHiW Temnepartypi. lNoTiMm gopasanu 4-(3-xnop-2-
(niponiaun-1-in)peHoken)ninepugnd (200 wmr, 0,710 mmonb, 1,00 ekB.). OTpuMaHWid pPO3YKH
nepemiwlysanu NpPoTAroM HOYi NpU KiMHaTHIW TemnepaTypi i racunu 3a gonomMoroto soaun (10 mn), Ak
onucaHo B npuknaai 4, cragia 3. 3anuwok xpomarorpadyyBany Ha KONOHL HA OCHOBI cunikarento 3
oTpuManHamM 180 mr (Buxig 53 %) TpeT-6yTun-1-(4-(3-xnop-2-(niponignt-1-imygpeHokcn)ninepnanH-1-
kapboHin)-1H-nipason-3-kapbokcunarty y Burnmagi teepaoi peyvosuHu Ginoro konbopy. LCMS (ESI,
maca/sapag): 475 [M+H]J*.

Crapgia 9: otpumanHa  1-(4-(3-xmop-2-(niponiguH-1-in)deHoken)ninepuamnn-1-kapbowin)-1H-
nipason-3-kapboHOBOI KNCNOTK

U TN
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B nocyauHy nomiwanu  Tpet-6ytun-1-(4-(3-xnop-2-(niponiguu-1-inydpeHokcn)ninepnann-1-
kapboHin)-1H-nipason-3-kapbokcunar (180 wmr, 0,380 mmonb, 1,00 ekB.), TFA (1 mn) i DCM (5 mm).
OTpUMaHUin PO34YKH NepemillyBanyu NPOTAromM 2 roguH npu KiMHaTHIA TeMmnepaTypi i KOHUEeHTpyBanu
Npu 3HMXKEHOMY TUCKY. HeounweHuii npoaykT po3YmMHANM B Hacu4eHomMy posdmHi NaHCO3 (10 mn) i
ekcTparyBanu 3a gonomoroto DCM (3 x 20 wmr). OpraHidHi wapu o6'egHyBanu, npoMuBanu 3a
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JOMOMOIOK0 COMbOBOrO po3unHy (10 Mn), BucywyBanu Hag ©6e3BOAHMM Cynb(aToM HaTpilo,
dinbTpyBanu i KOHUEHTpyBanmu MpuU 3HWXKEHOMY TMCKY. HeouuweHun npoaykT ouuwanu 3a
ponomoroto npenapatusHol HPLC 3 oTpumanHam 65,1 mr (Buxig 41 %) 1-(4-(3-xnop-2-(niponianH-1-
imydpeHoken)ninepuguH-1-kapboHin)-1H-nipason-3-kapboHOBOI KUCNOTK y BUIMAAI TBEPAOT PEYOBUHU
6inoro konbopy. 'H AMP (400 MI'y, MetaHon-ds4) & 7,92-8,22 (m, 1H), 6,88-7,12 (M, 3H), 6,58-6,85 (M,
1H), 4,66-4,75 (M, 1H), 3,61-4,20 (m, 4H), 3,18-3,29 (M, 4H), 2,04-2,25 (M, 2H), 1,77-2,02 (m, 6H).
LCMS (ESI, maca/sapsag): 419 [M+H]*.

Mpuknag 14: 1-(4-(4-kapb6amoin-3-(tpudptopmeTun)bensnn)ninepasud-1-kapbonin)-1H-nipason-3-
kapboHOBa KucnoTa

O CF,
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmonb, 1,00 eks.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aukapbonar (77,8 r, 357 mmonb, 4,00 ekB.), TpeT-OytaHon (100 mm). OTpuMaHwWii pPO34YUH
nepemiwysanu npotarom 4 rogud npu 80 °C i racunu 3a gonomoroto Bogu (50 M), SK ONUCaHo B
npuknaai 1, cragis 1, 3 orpumanHsam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeouuLeHoro) y Burnagi yepsoHoi onueu. LCMS (ESI, maca/sapsag): 269 [M+H]+.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty

U S
=T

Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00
€kB.), rigpokcug Hatpito (5,60 r, 140 mmonb, 1,50 eks.), Boay (80 mn) i MeOH (240 mn). OTpumaHuii
PO34YMH NepemMillyBanu NpoTaroMm 2 roguMH Npy KiMHaTHIR TemnepaTypi i racunu 3a 4oNoMOoroK BoAu
(30 mm), 9k onucaHo B npuknaai 1, cragia 2. 3anuwok xpomartorpadyysanu 3 otpumaHHam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunarty y Burnsagi TBEpAOT pevyoBuMHU BINOro Komnbopy.
LCMS (ESI, maca/szapsa): 169 [M+H]*.

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-0yTun-1H-nipason-3-kapbokcunar (2,00 r, 11,9 mmonb, 1,00 eks.), 4-
HiTpodeHinxnopdopmiat (2,87 r, 14,2 mmonb, 1,20 eks.), Tpuetunamid (3,61 r, 35,7 mmons, 3,00
ekB.) i DCM (20 mn), gk onucaHo B npuknagi 4, cragia 3, 3 otpumanuam 3,90 r 3-Tpet-6yTun-1-(4-
HiTpodbeHin)-1H-nipa3on-1,3-gukapbokcunaty (HEOUULLEHOTO) Yy BUrNAAI TBEPAOT PEYOBUHU XKOBTOIO
koneopy. LCMS (ESI, maca/sapag): 334 [M+H]*.

Cragia 4: oTpuMmaHHa MeTun-4-copmin-2-(TpudtopmetTun)beHsoary
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Y konfOy nomiwanu 4-6pom-3-(tpucdbtopmetun)bensansgerig (1,61 r, 6,36 mmonb, 1,00 exs.), 1,1'-
Bic(anderindocdiHo)dbepoueHnanaaito auxnopua (0,466 r, 0,636 mmonb, 0,10 ekB.), TPUeTUNAMIH
(1,93 1, 19,1 mmonb, 3,00 ekB.) i MeOH (15 mn). Beogunu moHookcua syrneuto (10 atm). OtpumaHuii
pPO34MH nepemiwysanu npotarom Hodi npu 80 °C i noTiM racunu 3a gonomorow soau (30 mn), Ak
onucaHo B npuknagi 9, craaia 2. 3anuuwok xpomarorpadysanu 3 otpumanHsaMm 1,00 r (Buxia 68 %)
MeTun-4-opmin-2-(TpudbTtopMeTMn)6eH30aTy y BUrNsidi >XOBTOT ONMBMN.

Crapia 5: oTpumaHHa TpeT-0yTun-4-(4-(metokcukapboHin)-3-(TpudtopmeTun)beHsun)ninepasmH-
1-kapbokcunarty

K. 7., IpGTROH How

Y konby noMiwanu metun-4-gopmin-2-(tpudptopmetTun)bensoar (0,800 r, 3,45 mmonsb, 1,00 ekB.),
TpeT-6yTun-ninepasun-1-kapbokecunar (0,962 r, 5,17 mmonb, 1,50 eks.) i DCM (15 wmn). Cymiw
nepemiwyBanu nNpoTaroMm 2 roguMH npu KiMHaTHiA Temnepartypi. Joaasanu TpuaueTokcuboprigpua
HaTpito (2,93 1, 13,8 mMonb, 4,00 ekB.). OTpUMaHUI PO3YMH NepeMillyBanu MPOTArOM HOYi npu
KiMHaTHin Temnepartypi i noTiM racunu 3a gonomoroto soau (30 mn), K onncaHo B Npuknaai 2, craaia
3. Banumwok xpomatorpadysanm 3 oTpumaHHam 1,26 1 (Buxig 91 %) TpeT-6yTun-4-(4-
(meTokcukapOoHin)-3-(TpudTopMeTun)beH3unninepasuH-1-kapbokcunaTty y BUIMsA4iI XKOBTOI ONUBW.
LCMS (ESI, maca/szapsa): 403 [M+H]*.

Ctapiqa 6: OTPUMaHHA 4-((4-(TpeT-OyTOKCHMKapOOHim)ninepasuH-1-im)meTnn)-2-
(TpMdTOPMETUN)BEHIOMHOT KUCIOTK

oS I
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Y konby nomiwanu TpeT-6yTnn-4-(4-(MeTokcukapOoHin)-3-(tpudropmeTun)densun)ninepasuH-1-
kap6okcunat (1,21 r, 3,01 mMmonb, 1,00 eks.), THF (10 mn), Boay (2 mn) i NaOH (2,41 r, 60,2 Mmonb,
20,00 ekB.). OTpMMaHUin pO34YKUH Nepemiysanu npoTaromMm Hodi npu 60 °C. pH po3unHy gosoaunu 4o
6 3a gonomorow HCI (1 M). OTpumaHuin po3duH ekctparysanu 3a gonomorowo DCM (3 x 80 mn).
OpraHivHi wapu o6'eaHyBanu, NnpoMuBanu 3a 40NOMOroK CONbLOBOro po3yuHy (100 mn), BUCywyBanu
Hag ©e3BogHUM cynbdaTtoMm HaTpilo, QINbTpyBanu i KOHUEHTPYBanM MNpu 3HWKEHOMY TUCKY 3
OTPUMAHHSAM 1,40 r 4-((4-(TpeT-OyTOKCUKAPOOHIN)NinepasunH-1-in)meTnn)-2-
(TpMdTOPMETUN)OEHIONHOT KUCNOTKU (HEOUULLIEHOT) Yy BUrNSAi TBEPAOT peyvoBMHM OBinoro Konbopy.
LCMS (ESI, maca/szapsa): 389 [M+H]*.

Crapia 7: oTpuMaHHa  TpeT-OyTun-4-(4-kapbamoin-3-(tpudtopmeTun)deHsun)ninepasuH-1-
kapbokcunaTty

y kondy nomiwanm 4-((4-(TpeT-OyTOKCUKapOOHiIN)Ninepa3unH-1-in)meTnn)-2-
(TpucptopmeTun)bensoriny kucnoty (1,24 r, 3,19 mmons, 1,00 eks.), N,N,N',N'-tetpametun-O-(7-
asabeHsoTpuason-1-in)ypoHito rekcagpropdocdar (2,43 r, 6,39 mmonb, 2,00 eks.), DIPEA (1,24 T,
12,8 mmonb, 4,00 eks.), DMF (10 mn) i amiak (0,5 M y posuuHi 1,4-giokcany, 63,8 mn, 31,9 Mmonb,
10,00 ekB.). OTpuMaHWii PO3YMH NepeMillyBanm NPOTArOM HOYi NpW KIMHaTHIW Temnepartypi i NOTiM
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KOHUEHTPYBanM nNpu 3HWXEHOMY TWUCKY. 3anuuok XxpomatorpacdpyBanu Ha KOMOHUi Ha OCHOBI
cunikaresno 3 OTPUMaHHAM 1,00 r (Buxig 81 %) TpeT-0yTun-4-(4-kapbamoin-3-
(TpudbTopmeTnn)6eHsunmninepasuH-1-kapdbokeunarty y BUrnsaagi Teepaoi peyvyoBuHu Oinoro Konbopy.
LCMS (ESI, maca/szapsa): 388 [M+H]*.

Cragia 8: oTpuMaHHs 4-(ninepasunH-1-inmeTun)-2-(TpudTtopmetTnn)beHsamiay

Y  konby nomiwanu  TpeT-OyTun-4-(4-kapbamoin-3-(tpudtopmeTun)densun)ninepasuH-1-
kap6okcunat (520 wr, 1,34 mmonb, 1,00 eks.), DCM (10 mn) i TFA (3 mn), sik onucaHo B npuknagi 1,
cragia 5, 3 oTpumanHHam 550 wMr  4-(ninepasuH-1-inmeTun)-2-(tpudTtopmeTun)beHsamiay
(HeounwweHoro) y Burnagi xoeToi onueu. LCMS (ESI, maca/sapsn): 288 [M+H]*.

Crapia 9: oTpumaHHa TpeT-OyTun-1-(4-(4-kapbamoin-3-(tpudtopmeTnn)deHsun)ninepasux-1-
kapboHin)-1H-nipason-3-kapbokcunarty
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Y kon®y nomiwanu 4-(ninepasux-1-inmetTun)-2-(tpudtopmeTun)dexHsamia (185 wr, 0,645 Mmmonb,
1,00 ekB.), 3-TpeT-OyTun-1-(4-nirpodenin)-1H-nipason-1,3-aukapbokcunar (322 wr, 0,968 mmonb,
1,50 ekB.), DCM (10 mn) i Tpuetunamin (261 wmr, 2,58 mmonb, 4,00 ekB.), Ak onucaHo B npuknaai 4,
cragia 3. 3anuwok xpomatorpadyyBany Ha KOSIOHUi Ha OCHOBI cunikarento 3 otpumMaHHsam 200 mr
(Buxin 67 %) TpeT-6yTun-1-(4-(4-kapbamoin-3-(tpucpropmerun)beHsnnyninepasuH-1-kap6oHin)-1H-
nipason-3-kapbokcunarty y Burnagi »kostoi onueu. LCMS (ESI, maca/szapag): 466 [M+H]-*.

Crapia 10: oTpuMaHHa 1-(4-(4-kapbamoin-3-(TpudtopmeTnn)beHsun)ninepasun-1-kapbonin)-1H-
nipason-3-kapboHOBOI KNCNOTK
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Y konby nomiwanum  TpeT-0yTun-1-(4-(4-kapbamoin-3-(tpudtopmeTnn)deH3un)ninepasux-1-
kapboHin)-1H-nipason-3-kapbokcunar (200 mr, 0,430 mMonb, 1,00 ekB.), DCM (15 mn), TFA (4 mn), Sk
onucaHo B npuknagi 1, cragia 5. HeounweHuin npoaykt (280 mr) ouuwanu 3a [OMOMOrOIo
npenapatueHoi HPLC 3 oTpumaHHam 256 wmr  (Buxia 14 %)  1-(4-(4-kapbamoin-3-
(TpucptopmeTun)beHsun)ninepasud-1-kapborin}-1H-nipazon-3-kapOoOHOBOT KUCMOTU y BUMAAi TBEpAOT
peyoBuHu Binoro konbopy. 'H AMP (300MIu, MetaHnon-ds4) 6 8,14 (a, J=2,7 'y, 1H), 7,80 (c, 1H),
7,70 (g, J=8,1 I'u, 1H), 7,57 (@, J=7,8 'y, 1H), 6,83 (g, J=2,7 'y, 1H), 3,87 (wwmp, 4H), 3,72 (c, 2H),
2,63-2,64 (m, 4H). LCMS (ESI, maca/sapag): 424 [M-HJ-.

Mpuknag 15: 1-(TpaHc-5-((2-xnopbeHaun)okeun)okTarigpoyuknoneHTalcnipon-2-kapbonin)-1H-
nipason-3-kapboHoBa KUcnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmonb, 1,00 eks.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aukapbonar (77,8 r, 357 mMmonb, 4,00 ekB.), TpeT-OytaHon (100 mm). OTpUMaHWUIA PO3YMH
nepemiwysanu npotarom 4 roguH npu 80 °C i racunu 3a gonomoroto Bogu (50 M), SK ONUCaHo B
npuknaai 1, cragis 1, 3 orpumanHsam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeoumnweHoro) y surnsgi YepsoHoi onueu. LCMS (ESI, maca/szapsa): 269 [M+H]-.

Crapia 2: oTpumanHs TpeT-0yTun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00
€kB.), rigpokcug Hatpito (5,60 r, 140 mmonb, 1,50 ekB.), Boay (80 mn) i MeOH (240 mn). OTpumMaHui
PO34YMH NepemillyBanu NpPoTAroMm 2 rogMH Npu KiMHaTHIW TeMnepaTypi i racunu 3a 4oNoOMOroK BoAu
(30 mm), 9k onucaHo B npuknaai 1, cragia 2. 3anuwok xpomartorpadyysanu 3 otpumaHHam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunarty y BUrnsai TBEpAoi pe4oBuMHU Binoro Konbopy.
LCMS (ESI, maca/szapsa): 169 [M+H]*.

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary

Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (225 wmr, 1,34 mmonsb, 1,00 exs.), DCM
(10 mn) i Tpuetunamiy (406 wr, 4,01 mmonb, 3,00 eks.). Aogasanu 4-HiTpodheHinxnopdopmiaT (296
mr, 1,47 mmonb, 1,10 ekB.) npu 0 °C, sk onucaHo B npuknaai 4, cragia 3, 3 oTpumaHHam 500 mr 3-
(TpeT-0yTun)-1-(4-HiTpodbenin)-1H-nipason-1,3-gukapbokcunaty (HEOUULLEHOrO) y BUIMA4I TBepaol
peyoBuHU 0BTOro konbopy. LCMS (ESI, maca/sapag): 334 [M+H]*.

Crapgia 4: oTpumaHHa  TpeT-OyTun-TpaHc-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konby nomiwanu TpeT-OyTun-(3aR, 6aS)-5-okcorekcarigpoumknonentalclnipon-2(1H)-
kap6okcunat (1,00 r, 4,44 mmonb, 1,00 ekB.) i MeOH (15 mn). bopriapua Hatpito (0,507 r, 13,4
MmMmonb, 3,00 ekB.) gogasanu npu 0 °C. OTpMMaHUin po3yYnH nepemilyBanu NpPoTAroM 2 roguH npu
KiMHaTHIn Temnepartypi i racunu 3a gonomoroto Boan (20 mn). OTpumMaHuii po3vynH ekcTparyeanu 3a
aonomoroto DCM (3 x 30 mn) i opradivdi wapun o6'egHyBanu, npoMuBany 3a AOMOMOIO0 CONMbOBOro
posumHy (1 x 50 wmMn), BucywyBanu Haa 6e3BogHMM cynbdatoM HaTtpilo, dinbTpyBanm i
KOHUEHTPYBanu npv 3HWXKEHOMY TUCKY 3 OTpumMaHHAM 0,950 r (Buxia 94 %) TpeT-OyTnn-TpaHc-5-
rigpokcurekcarigpouyuknonertalclnipon-2(1H)-kapbokcunarty y Burnsagi »xoeT1oi onmueu. LCMS (ESI,
maca/sapag): 228 [M+H]J-*.

Crapia 5: oTpumaHHsa TPeT-OyTUn-TpaHc-5-((4-HiTpobeHsoin)oken)rekcarigpoymknoneHtalcinipon-
2(1H)-kapbokcunaty
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Yy Konoy nomianu TpeT-0yTun-TpaHc-5-rigpokcurekcarigpouuknonentalclnipon-2(1Hj)-
kap6okcunat (0,500 r, 2,20 mmonb, 1,00 ekB.), 4-HiTpobeH3onHy kucnoty (0,735 r, 4,40 mmons, 2,00
ekB.), TpucpeHindgocdin (1,15, 4,40 mmons, 2,00 eks.) i THF (10 mn) B aTMmocdepi asoTy. [logasanu
apietunasoaukapbokcunar (0,766 r, 4,40 mmonb, 2,00 ekB.) npu 0°C. OTpuMaHui po3vnH
nepemiwlysanu nNpoTAroM HoYi NpW KiMHATHI TemnepaTypi i racunu 3a gonomMorow soau (20 mn).
OTpuMaHuin po34vnH ekcTparyesanu 3a gonomoroio DCM (3 x 30 mn) i opraHiyHi wapu ob'eaHysanm,
npoMmMBanu 3a 4ONOMOIOL0 CONbOBOro po3unHy (1 x 50 mn), Bucywysanu Hag 6e3BogHUM CynbdaTtoM
HaTpilo, inbTpyBanu i KOHUEHTpyBanu MNpuU 3HWXKEHOMY TUCKY. 3anuwok xpomaTorpadyysanu 3
OTPUMaHHSAM 0,540 r (Buxia 65 %) TpeT-0yTun-TpaHc-5-((4-
HiTpoGeH30imoken)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunaty y Burnagi Teepaoi pevyoBrHU
6inoro konbopy. LCMS (ESI, maca/zapag): 377 [M+H]*.

Crapgia 6: oTpumaHHA  TpeT-OyTun-TpaHc-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konby noMiwanu TpeT-OyTun-TpaHc-5-((4-HirpobeHsoin)okcn)rekcarigpoymknoneHtalclnipon-
2(1H)-kapbokcunat (540 wr, 1,43 mmons, 1,00 ekB.), kapOoHat kanito (396 mr, 2,87 Mmonsb, 2,00 ekB.),
MeOH (15 wmn) i Bogy (5 mn). OTpUMaHWi PO3YUH NepemillyBanu NPOTArOM HOYI NpU KiMHaTHIR
Temnepartypi i racunu 3a gonomoroto sogu (15 mn). OTpumMaHuii po3vmnH ekcTparyeanu 3a 4OMoMOrolo
DCM (3 x 30 mn) i opraHivHi wapu o6'egHyBanu, NPOMMUBANM 3a AOMNOMOTOK CONMbOBOIO po3dnHy (1 x
50 mn), BucywyBanu Haa ©Oe3BogHUM cynbaTom HaTpilo, INbTpyBanu i KOHUEHTpyBanu npu
3HWXKEHOMY TUCKY. 3anuwok xpomarorpadyyBanu 3 oTpumanHam 270 mr (Buxig 83 %) Tpet-Oytun-
TpaHc-5-rigpokeurekcarigpouuknonentalcnipon-2(1H)-kapbokcunaty y Burnagi TBepaoi peqoBUHM
6inoro konbopy. LCMS (ESI, maca/zapag): 228 [M+H]*.

Crapia 7: oTpumaHHs TpeT-OyTun-TpaHc-5-((2-xnopbeHsun)okeu)rekcarigpoymknoneHTalclnipon-
2(1H)-kapbokcunaty
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Yy Konoy nomianu TpeT-0yTun-TpaHc-5-rigpokcurekcarigpouuknonertalclnipon-2(1Hj)-
kap6okcunat (270 wr, 1,19 mmonb, 1,00 eks.) i DMF (10 mn). [lopaeanu rigpua HaTpito (95,2 mr, 60 %
B MiHepanbHin onuei, 2,38 mmons, 2,00 exks.) npu 0 °C. Cymiw nepemiwysanu npotarom 20 XBUNUH
npu KiMHaTHIN Temnepatypi. JoaaBanu 1-(6pommeTnn)-2-xnopbexHson (291 wmr, 1,42 mmons, 1,20
ekB.). OTpMMaHUIA PO34YMH NepemillyBanu MPOTArOM HOYi Npu KiMHaTHIR Temnepartypi i racunu 3a
gonomoroto sBoau (15 mn). OTpuMaHuin po3umnH ekcTparysanu 3a gonomoro EtOAc (3 x 20 mn) i
opraHivyHi wapu o6'egHyBanu, nNpoMuBanyM 3a [JAOMNOMOIOK CONbOBOro po3umHy (1 x 30 wmn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY. 3anuuok xpomaTorpacpysanu Ha KONOHUiI Ha OCHOBI cunikarento 3 oTpumMaHHam 380 mr (Buxia
91 %) TpeT-OyTun-TpaHc-5-((2-xnopbexsun)okcu)rekcarigpouyuknonertalclnipon-2(1H)-kapbokcunarty
y Burnagi xostoi onusu. LCMS (ESI, maca/sapsa): 352 [M+H]*.

Crapia 8: oTpumaHHs TpaHc-5-((2-xnopbeH3unmoken)okrTarigpoyumknoneHTalclnipony

W~
T

Y konby nomiwanu TpeT-0yTun-TpaHc-5-((2-xnopbeHsun)okeu)rekcarigpoymknonerTalclnipon-
2(1H)-kapbokcunart (380 wr, 1,08 mmonb, 1,00 eks.), DCM (10 mn) i TFA (2 mn), 9k onucaHo B
npuknagai 1, crTagis 5, 3 OTPUMAHHAM 450 Mmr TpaHc-5-((2-
XrnopBeH3nn)oKkcn)okTarigpoumknoneHTalcinipony (HeouuLwleHoro) y Burnaai »oetoi onueu. LCMS
(ESI, maca/sapag): 252 [M+H]*.

Crapia 9: oTpumaHHsa TpeT-0yTun-1-(rpaHc-5-((2-xnopbeHsunmyoken)okTarigpoymknoneHTalclnipon-
2-kapboHin)-1H-nipason-3-kapbokcunaty

Y konBy nomiwanu TpaHc-5-((2-xnopbenaun)okcu)okTarigpouuknonentalclnipon (260 mr, 1,03
mmonb, 1,00 ekB.), 3-(TpeT-OyTun)-1-(4-Hitpodbenin)-1H-nipason-1,3-gukapbokcunar (448 wr, 1,34
Mmonb, 1,30 eks.), Tpuetunamid (314 wmr, 3,10 mmonb, 3,00 eks.) i DCM (10 mn), SK onucaHo B
npuknagi 4, cragia 3. 3anuwok xpomaTtorpacysanu Ha KONOHUi Ha OCHOBI CUSTIKarenio 3 OTPUMaHHAM
340 mr (Buxig 74 %) TpeT-6yTun-1-(TpaHc-5-((2-xnopbeHsnn)okcu)okTarigpoumknonenTalclnipon-2-
kapboHin)-1H-nipason-3-kapbokcunarty y surnsaai 6esbapsHoi ormsn. LCMS (ESI, maca/sapag): 446
[M+H]*.

Crapgia 10: oTtpumaHHa  1-(TpaHc-5-((2-xnopbeH3unnm)okeu)okTarigpoyuknoneHTalcnipon-2-
kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK
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Y konby nomiwanu TpeT-6yTnn-1-(TpaHc-5-((2-xnopbeHaun)okeun)okTarigpouuknoneHTalclnipon-2-
kapboHin)-1H-nipason-3-kapbokcunar (210 wmr, 0,470 mmonb, 1,00 eks.), DCM (10 mn) i TFA (2 mn).
OTpUMaHuin PO3YNH NepemMillyBanyu NPOTArOM HOYI NPW KiIMHaTHIN TemnepaTypi i KOHUEHTpYBanu npu
3HUXKEHOMY TUCKY, SIK ONUcaHO B nNpuknagi 1, cragia 5, 3 oTpumaHHAM 66,2 Mr (Buxia 36 %) 1-(TpaHc-
5-((2-xnopbeH3un)okcm)okTarigpoumknoneHtalclnipon-2-kapboHin)-1H-nipason-3-kapboHOBOT KMCNOTK
y BUrnagi Teepaoi pevosunHu Ginoro konsopy. 'H AMP (300MI'u, MeTtaHon-d4) & 8,14 (a, J=2,7 I'u,
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1H), 7,47-7,50 (m, 1H), 7,32-7,38 (M, 1H), 7,23-7,30 (m, 2H), 6,74 (g, J=2,7 Tu, 1H), 4,56 (c, 2H),
4,23-4,29 (M, 1H), 3,40-4,20 (m, 4H), 2,92 (wwup, 2H), 2,10-2,16 (m, 2H), 1,76-1,84 (m, 2H). LCMS
(ESI, maca/sapag): 412 [M+Na]*.

Mpuknag 16:  1-(4-((3-metun-[1,1'-6idheHin]-4-in)meTun)ninepasud-1-kapbonin)-1H-nipazon-3-
kapboHOBa KucnoTa

Crapia 1: oTpumanHs 3-meTtun-[1,1'-6icenin]-4-kapbanbaerigy

Y «konby nomiwanu 4-6pom-2-metundeHsanbgeris (5,00 r, 251 wmmonb, 1,00 ekB.),
deHinGopoHoBy kucnoty (3,98 r, 32,6 mmonsb, 1,30 ekB.), TeTpakic(TpudeHindocdiHynanaain (2,90 r,
2,51 mmonb, 0,10 ekB.), kapboHart kanito (10,4 r, 75,3 mmonsb, 3,00 ekB.), 1,4-giokcan (200 mn) i BOAY
(40 mn) B atMmocdepi azoty. OTpUMaHU PO3YMH Nepemillysany nNpoTsarom Hodi npu 80 °C i noTim
racunu 3a gonomoroto Boaun (250 mn). OTpuMaHuin po3ymnH ekcTparysanu 3a gonomoroo DCM (3 x
250 Mn) i opraHiyHi wapu o6'eaHyBanu, NPOMMBAaNM 3a AONOMOIOK COMbOBOrO po3udnHy (2 x 150 mn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY. 3anuLok xpomaTtorpadyyBanu Ha KOSMOHLiI HA OCHOBI cunikarento 3 oTpumaHHam 4,79 r (Buxig
97 %) 3-metun-[1,1'-6idbeHin]-4-kapbanbgeriny y Burnagi 6GesbapsHoi onuen. LCMS (ESI,
maca/sapag): 197 [M+H]J*.

Cragia 2: OTPUMAaHHA TpeT-0yTun-4-((3-metun-[1,1'-GicpeHin]-4-im)meTun)ninepasnH-1-
kapbokcunaTty
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Y konby nomiwanu 3-metun-[1,1'-6icdbenin]-4-kapbansgerig (0,700 r, 3,57 mmonb, 1,00 ekB.), TpeT-
OyTun-ninepasuH-1-kapbokcunar (0,797 r, 4,28 mmonb, 1,20 ek.)) i DCM (20 mm). Cymiw
nepemiwysanu npoTarom 1 roguHu npu KiMHaTHIn Temnepatypi. Jogasanu Tpuauetokcubopriapua
HaTpito (2,27 1, 10,7 mmonb, 3,00 ekB.). OTpUMaHUN PO3YMH NepeMilyBanu NPOTAroM HoYi npu
KiMHaTHin Temnepartypi i racunu 3a gonomoroto soaun (30 mn), Ak onucaHo B npuknaai 2, cragia 3.
3annwok xpomaTorpadpysanu Ha KOMOHUi Ha OCHOBI cunikarenio 3 oTpumMaHHam 1,00 r (Buxig 76 %)
TpeT-0yTun-4-((3-metun-[1,1'-6idpenin]-4-in)meTun)ninepasuH-1-kapbokcunarty y BUIMSAI  KOBTOI
onusun. LCMS (ESI, maca/sapsaa): 367 [M+H]-*.

Crapia 3: otpumanHs 1-((3-metun-[1,1'-6icbeHin]-4-im)meTun)ninepasmHy

Y konby nomiwanu TpeT-0ytun-4-((3-metun-[1,1'-6icbeHin]-4-in)meTun)ninepasux-1-kapdokcunart
(300 mr, 0,820 mmonb, 1,00 eks.), DCM (8 mn) i TFA (3 Mn), Sk onucaHo B npuknaai 1, cragia 5, 3
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otpuManHaMm 218 mr 1-((3-metun-[1,1'-BicpeHin]-4-imymeTun)ninepasmHy (HEOYMLIEHOTO) y BUIMAi
»oBT1oi onusu. LCMS (ESI, maca/zapsaa): 267 [M+H]*.
Crapia 4: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmonb, 1,00 eks.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), Tpuetunamin (27,1 r, 268 mmonb, 3,00 ekB.), AW-TPeT-OyTUN-
aukapbonar (77,8 r, 357 mMmonb, 4,00 ekB.), TpeT-OytaHon (100 mm). OTpUMaHWUIA PO3YMH
nepemiwysanu npotarom 4 rogud npu 80 °C i racunu 3a gonomoroto Bogu (50 M), SK ONUCaHo B
npuknaai 1, cragis 1, 3 orpumanHam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeouunweHoro) y surnsgi yepsoHoi onueun. LCMS (ESI, maca/zapag): 269 [M+H]+.

Crapia 5: orpumanHs TpeT-0yTun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00
€kB.), rigpokcug Hatpito (5,60 r, 140 mmonb, 1,50 ekB.), Boay (80 mn) i MeOH (240 mn). OTpumMaHui
PO34YMH NepemMillyBanu NpoTaroMm 2 roguMH Npy KiMHaTHIR TemnepaTypi i racunu 3a 4oNoMOoroK BoAu
(30 mm), Ak onucaHo B npuknaai 1, cragia 2. 3anuwok xpomaTtorpadysanu 3 otpumaHHsam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunarty y BUrnsai TBEpAoi pe4oBuMHU Binoro Konbopy.
LCMS (ESI, maca/szapsa): 169 [M+H]*.

Crapia 6: oTpumaHHs 3-(Tpet-0yTun)-1-(4-HitpodeHin)-1H-nipason-1,3-aukapbokcunary

.-‘/)

Y konby nomiwanu TpeT-0yTun-1H-nipason-3-kapbokcunar (2,00 r, 11,9 mmonb, 1,00 eks.), 4-
HiTpodeHinxnopdopmiat (2,87 r, 14,2 mmonb, 1,20 eks.), Tpuetunamin (3,61 r, 35,7 mmons, 3,00
ekB.) i DCM (20 mn), gk onucaHo B npuknagi 4, ctagia 3, 3 otpumanHam 4,50 r 3-(tpet-6yTun)-1-(4-
HiTpodeHin)-1H-nipason-1,3-gukapbokcunaTy (HEOUULLEHOTO) Yy BUIMAAI TBEPAOTI PEYOBUHU >KOBTOMO
koneopy. LCMS (ESI, maca/sapag): 334 [M+H]*.

Crapgia 7: oTtpumaHHa  TpeT-Oytun-1-(4-((3-metun-[1,1'-6idbeHin]-4-in)meTun)ninepasux-1-
kapboHin)-1H-nipason-3-kapbokcunarty

ELN, DO
¥ T, TPOTHION HOW

Y konby nomiwanu 3-(tpet-6ytun)-1-(4-HirpodeHin)-1H-nipason-1,3-gukapbokcnnat (218 wr,
0,820 mmonb, 1,00 ekB.), 1-((3-meTun-[1,1'-Bipenin]-4-in)meTnn)ninepasuy (410 wr, 1,23 mmonb, 1,50
ekB.), DCM (5 mn) i Tpuetnnamid (331 wmr, 3,27 mMmons, 4,00 ekB.), Ak onucaHo B npuknagi 4, ctagia 3.
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3anuwwok xpomarorpadyyBanu Ha KONOHLUi Ha OCHOBI cunikareno 3 oTpumaHHsaMm 200 Mr (Buxia 53 %)
TpeT-0yTun-1-(4-((3-metun-[1,1'-6idbenin]-4-in)meTunyninepasuH- 1-kapGoHin)-1H-nipason-3-
kapbokcunaTty y Burnagi xostoi onueu. LCMS (ESI, maca/zapsag): 461 [M+H]*.

Crapia 8: oTtpumanHa  1-(4-((3-meTun-[1,1'-6iceHin]-4-in)meTun)ninepasumn-1-kapbonin)-1H-
nipason-3-kapboHOBOI KNCNOTK

Y konby nomiwanu Tpet-0ytun-1-(4-((3-metun-[1,1'-6idbeHin]-4-in)meTun)ninepasux-1-kapooHin)-
1H-nipason-3-kapb6okcunat (200 mr, 0,430 mmonb, 1,00 eks.), DCM (5 mn) i TFA (2 mn). OTpumanui
PO34YMH NepemillyBanu NPOTArOM HOYi NpY KiMHaTHIA TeMnepaTypi i KOHUEHTPYBanu NPy 3HUXKEHOMY
TUCKY. HeounweHnin npoaykT po3vynHAanu B HacudeHomy po3dnHi NaHCOs (10 mn) i ekcTparysanu 3a
gonomoroo DCM (3 x 20 mn), Sk onucaHo B npuknaai 1, cragia 5, 3 otpumaHHam 87,1 mr (Buxig
50 %) 1-(4-((3-meTun-[1,1'-6icheHin]-4-in)meTun)ninepasux-1-kapodoHin)-1H-nipazon-3-kap6oHoBoT
KACNOTKU y BUrMaAai TBepaoi pevyosuHu Ginoro konbopy. 'H AMP (300MIu, MetaHon-d4) & 8,12 (a,
J=2,.4 Ty, 1H), 7,59 (8, J=7,2 T'y, 2H), 7,29-7,46 (m, 6H), 6,81 (8, J=2,4 'y, 1H), 3,97 (wmp, 4H), 3,74
(c, 2H), 2,76 (wwp, 4H), 2,48 (¢, 3H). LCMS (ESI, maca/sapsag): 405 [M+H]*.

Mpuknag 17: 1-(5-(4-mopdoniHo-2-(TpudTopMmeTun)beHsnnyokTarigponipono[3,4-clnipon-2-
kapboHin)-1H-nipason-3-kapbokcamig
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Y konby nomiwanm ACN (100 mn), mopdoniH (4,50 r, 51,7 mmonb, 1,00 ekB.), 4-¢pTop-2-
(TpudbtopmeTun)bensanbaeria (10,0 r, 51,7 mmonb, 1,00 eks.) i kapboHaT kanito (14,0 r, 101 MMonb,
2,00 ekB.) B atMocdepi azoty. OTpMMaHuin po3ynH nepemiwysanu npotaroM Hodi npu 80 °C i racunu
3a gonomoroto sBogn (150 mn). Cymiw ekctparysanu 3a gonomoroio DCM (3 x 50 mn) i opraHivHi
wapu ob'egHyBanu, npoMuBanu 3a gonomorot Boam (3 x 50 mm), BucywyBanu Hag Ge3BOAHUM
cynbhatoM HaTpilo, inbTpyBanu i KOHUEHTPyBanM nNpPU  3HWKEHOMY TUCKY. 3anuwiok
xpomarorpadyBanu Ha KOMOHLUi Ha OCHOBi cunikarermo 3 otpumanHam 10,0 r (Buxig 75 %) 4-
MopdroniHo-2-(TpudTopmeTun)beH3anbaeriay y Burnsiai Teepaoi pe4oBUHU XOBTOro Konbopy. LCMS
(ESI, maca/sapag): 260 [M+H]+.

Ctapiqa 2: OTPUMAaHHA TpeT-0yTun-5-(4-mopdoniyo-2-
(TpucptopmeTun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapbokcunary
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Y konby nomiwanu 4-mopdoniHo-2-(Tpudtopmetun)éensanbaeria (5,00 r, 19,3 mmonb, 1,00
€KB.), TpeT-byTun-okrarigponipono[3,4-cJnipon-2-kapbokcunar (4,10 r, 19,3 mmonb, 1,00 eks.) i DCE
(100 mn). CyMiw nepemiwysanuM NpoTArom 2 roguMH Npu KiMHaTHIA TemnepaTypi, NOTIM gogasanu
Tpuauetokcuboprigpua Hatpito (8,20 r, 38,7 mmonb, 2,00 ekB.), sk onuMcaHo B nNpuknagi 2, craais 3.
Sanuwwok xpomaTorpadpysanu Ha KOMOHUi Ha OCHOBI cunikarenio 3 otpumanHsam 6,00 r (Buxia 68 %)
TpeT-0yTun-5-(4-mopdoniHo-2-(tpudropmeTnn)bensnn)rekcarigponipono[3,4-clnipon-2(1Hj)-
kapbokcunaTty y Burnaai ceitno-»oetoi onuenu. LCMS (ESI, maca/sapsan): 456 [M+H]*.

Ctapiqa 3: OTPUMaHHA 4-(4-((rekcarigponipono[3,4-clnipon-2(1H)-im)meTun)-3-
(TpupTopmeTun)deHin)mopdoniHy
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Y konby nomiwanu TpeT-0yTun-5-(4-mopdoniHo-2-(tpudropMmeTun)beHsunmrekcarigponipono[3,4-
c]nipon-2(1H)-kapbokcunart (6,00 r, 13,2 mmonb, 1,00 ekB.), 1,4-aiokcan (100 mn) i KOHUEHTPOBaHY
HCI (20 mn), sk onucaHo B npuknagdi 2, cragisa 4, 3 orpumaHHam 4,00 r 4-(4-((rekcarigponipono[3,4-
clnipon-2(1H)-in)MmeTun)-3-(tpucpropmeTun)derin)mopdoniHy (HEOUMLLEHOro) y BUIMAAI pPoOXeBOT
TBEpAol pedoBuHu. LCMS (ESI, maca/sapag): 356 [M+H]+.

Crapia 4: oTpuMaHHs 5-(4-mopdoniHo-2-(TpudTopMeTun)beHsumyrekcarigponipono[3,4-clnipon-
2(1H)-kapboHinxnopugy

Y kondy nomiwganu 4-(4-((rekcarigponipono[3,4-clnipon-2(1H)-im)meTun)-3-
(TpudptopmeTun)deninymopdonid (1,00 r, 2,81 mmoneb, 1,00 eks.), DCM (10 mn) i Tpucpocren (0,335,
1,14 mmonb, 0,40 ekB.). Mo kpannax gogasanu DIPEA (1,09 r, 8,45 mmonb, 3,00 eks.) npu 0 °C.
OTpruMaHuin po3vnH nepemiwlysanu npotarom 2 roaud npu 0 °C i racunu 3a gonomoroto sogu (5 mn),
Ak onucaHo B npuknaai 1, cragia 3, 3 oTpumaHHam 1,12 r 5-(4-mopdponiHo-2-
(TpudptopmeTun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapboHinxnopuay  (HEOYMLIEHOTO) y
BUTNSAAI >KOBTOT ONUBN.

Crapia 5: oTpumanHsa 1-(5-(4-mopdponino-2-(tpudptopmeTun)bensun)okrarigponipono[3,4-clnipon-
2-kap6oHin)-1H-nipason-3-kapbokcamigy

¥ DHPES, DMaP THF
CFs E8 0, ADOTRRSE HOH

3aBaHTaxkyBanu 5-(4-mopdonino-2-(TpudptopmeTtun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-
kap6oHinxnopug (235 wmr, 0,560 mmonb, 1,00 ekB.), 1H-nipason-3-kap6okcamia (62,0 mr, 0,560
Mmonb, 1,00 eks.), DIPEA (147 wr, 1,14 mmons, 2,00 eks.), DMAP (14,0 mr, 0,110 mmonb, 0,20 ekB.) i
THF (10 mn). OTpumaHuii po3ynH nepemiysani npoTaromM Houi npu 60 °C i racunu 3a 4ONOMOrolo
Bogau (10 mn), 9k onucaHo B npuknagi 1, cragia 4. HeounweHnii NpoagykT ovullanu 3a 40MoOMOroio
npenapatusHoi HPLC 3 oTpumanHam 358 wmr  (Buxia 13 %)  1-(5-(4-mopdboniHo-2-
(TpudptopmeTun)bensun)oktarigponipono[3,4-clnipon-2-kapbonin)-1H-nipason-3-kapbokcamigy y
BurnsAgi xostoi onueu. 'H AMP (300 MMy, Xnopodopm-d) 6 8,30 (a, J=2,6 'y, 1H), 7,50-7,60 (M, 1H),
6,80-7,20 (m, 3H), 6,60-6,80 (wup m, 1H), 5,56-5,70 (wmp, 1H), 4,00-4,30 (m, 2H), 3,60-3,90 (M, 8H),
3,18-2,26 (m, 4H), 2,80-3,00 (m, 2H), 2,50-2,76 (m, 4H). LCMS (ESI, maca/sapag): 493 [M+H]*.
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Mpuknag 18: 1-(4-(3-(mipuann-3-inokcun)beHsun)ninepasun-1-kapbowin)-1H-nipason-3-kapboHosa
KucrnoTa

O
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmonb, 1,00 eks.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mmonb, 3,00 ekB.), AU-TPeT-OyTUN-
aukapbonar (77,8 r, 357 mMmonb, 4,00 ekB.), TpeT-OytaHon (100 mm). OTpUMaHWUIA PO3YMH
nepemiwysanu npotarom 4 rogud npu 80 °C i racunu 3a gonomoroto Bogu (50 M), SK ONUCaHo B
npuknaai 1, cragis 1, 3 orpumaHHsam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeoumnweHoro) y surnsgi YepsoHoi onueu. LCMS (ESI, maca/szapsa): 269 [M+H]~.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00
€kB.), rigpokcug Hatpito (5,60 r, 140 mmonb, 1,50 ekB.), Boay (80 mn) i MeOH (240 mn). OTpumMaHui
PO34YMH NepemMillyBanu NpoTaroMm 2 roguMH Npy KiMHaTHIR TemnepaTypi i racunu 3a 4oNoMOoroK BoAu
(30 mm), 9k onucaHo B npuknagi 1, cragia 2. 3anuwok xpomartorpadyysanu 3 otpumaHHam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunarty y BUrnsai TBEpAoi pe4oBuMHU Binoro Konbopy.
LCMS (ESI, maca/szapsa): 169 [M+H]*.

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-0yTun-1H-nipason-3-kapbokcunar (2,00 r, 11,9 mmonb, 1,00 eks.), 4-
HiTpodeHinxnopdopmiat (2,87 r, 14,2 mmonb, 1,20 eks.), Tpuetunamin (3,61 r, 35,7 mmons, 3,00
ekB.) i DCM (20 mn), gk onucaHo B npuknagi 4, cragia 3, 3 orpumadHam 3,90 r 3-tpet-6yTun-1-(4-
HiTpodeHin)-1H-nipason-1,3-gukapbokcunaTy (HEOUULLEHOTO) Yy BUIMAAI TBEPAOTI PEYOBUHU >KOBTOMO
konbopy. LCMS (ESI, maca/szapsa): 334 [M+H]~.

Cragpia 4: oTpumaHHs 3-(nipuaunH-3-inokcn)beHsansaerigy
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Y kondy nomiwanu 3-noabeHsanbaeria (0,928 r, 4,00 mmonb, 1,00 ekB.), noana migi(l) (0,152 r,
0,800 mmonb, 0,20 exB.), L-nponiH (0,184 r, 1,60 mMonb, 0,40 ekB.), kapboHat uesito (3,91, 12,0
MmMonb, 3,00 ekB.), nipuguH-3-on (0,570 r, 6,00 mmonb, 1,50 eks.) i DMF (15 mn) B atmocepi asoTy.
OTpuMaHuin po34nH nepemiwysanu NpotTarom Hodi npu 120 °C i noTiM racunu 3a AONOMOrOK BOAM
(15 mn). OTpumaHuii po3dnH ekctparysanu 3a gonomoroto EtOAc (3 x 20 mn) i opraHiyHi wapwm
o6'eaHyBanu, NPOMMBANM 3a AONOMOIOIO CONMbOBOrO po3vuMHy (20 mn), BucywlyBanu Hag 6e3BogHUM
cynbhatoM HaTpilo, inbTpyBanu i KOHUEHTPyBanM nNpPU  3HWKEHOMY TUCKY. 3anuwiok
xXpomarorpadyBanu Ha KONOHUi Ha OCHOBI cunikarenioo 3 oTpumaHHam 0,160 r (Buxia 20 %) 3-
(nipuamH-3-inokcn)bensanbaeriay y surnagi »koetoi onusun. LCMS (ESI, maca/zapag): 200 [M+H]*.

Crapia 5: oTpumaHnHs TpeT-0yTun-4-(3-(nipuaunH-3-inokcn)6ensnnynine pasuH-1-kapbokcunary
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Y konby nomiwanu 3-(nipuanH-3-inokcn)dernsanoaeria (160 mr, 0,800 mmonb, 1,00 ekB.), TpeT-
OyTun-ninepasuH-1-kapbokcunar (179 wmr, 0,960 mmonb, 1,20 ekB) i DCM (15 wmn). Cymiw
nepemiwyBanu nNpoTaroMm 2 roguMH npu KiMHaTHiA Temnepartypi. Joaasanu TpuaueTokcuboprigpua
HaTpito (678 wmr, 3,20 mMonb, 4,00 eks.). OTpUMaHUA PO34YUH nepemillyBanu NPOTAroM HOYi nNpu
KiMHaTHin Temnepatypi i noTiM racunu 3a gonomoroio soau (20 Mn), 9k onucaHo B npuknaai 2, craaia
3. 3amuwok xpomatorpadysanu 3 otpumaHHam 270 mr (Buxig 91 %) TpeT-6yTun-4-(3-(nipnanH-3-
inokcu)6eHsnmninepasunH-1-kapbokcunaTy y BUrnsagi KopuyHeBol ONuBM.

Crapia 6: otpumanHs 1-(3-(nipnauH-3-inokcn)bensun)ninepasuHy

Y konby nomiwanu TpeT-6yTun-4-(3-(nipnanH-3-inokcn)6exHsunninepasuH-1-kapbokcmnat (270 wr,
0,730 mmonb, 1,00 eks.), DCM (15 mn) i TFA (3 mn), 9k onucaHo B npuknagi 1, cragia 5, 3
oTpuMaHHamM 197 mr 1-(3-(nipuauH-3-inokcu)6eHsumyninepasuHy (KinbKiCHO) y BUrNsAi XKOBTOI ONUBMK.
LCMS (ESI, maca/szapsa): 270 [M+H]*.

Crapia 7: oTpumaHHsa TpeT-OyTun-1-(4-(3-(nipuamnn-3-inokcn)bensun)ninepasunn-1-kapbonin)-1H-
nipason-3-kapbokcunarty
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Y konby nomiwanu 1-(3-(nipuaunn-3-inokcm)éensun)ninepasud (197 wr, 0,730 mmonb, 1,00 eks.),
3-TpeT-6yTun-1-(4-uirpodeniny)-1H-nipason-1,3-gukapbokcunar (340 wmr, 1,02 mmonb, 1,40 eks.),
DCM (15 mn) i Tpuetunamin (222 wr, 2,19 mmonb, 3,00 eks.). OTpMMaHUin po34ynH NepemilyBanu
NPOTArOM HOMI NPK KIMHATHIN TeMmnepaTypi i NOTiM racunu 3a gonomoroto sBoaun (20 mn), K onNMcaHo B
npuknaai 4, cragia 3. 3anuwok xpomartorpadyeanu 3 otpumanHsam 200 mr (Buxig 59 %) TpeT-6yTun-
1-(4-(3-(nipnamnn-3-inokcn)beHsun)ninepasuu-1-kapbonin)-1H-nipason-3-kapbokcunaty y  BUrnsAi
»oBT1oi onusu. LCMS (ESI, maca/zapsan): 464 [M+H]-*.

Crapia 8: oTpumaHHA 1-(4-(3-(nipuaunn-3-inokcu)beHsun)ninepasuH-1-kapbowin)-1H-nipason-3-
KapOOHOBOT KUCNOTK
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Y «konby nomiwanu TpeT-0yTun-1-(4-(3-(nipuaunn-3-inokcn)bensun)ninepasunn-1-kapbonin)-1H-
nipason-3-kapbokcunart (200 mr, 0,430 mmons, 1,00 eks.), DCM (15 mn) i TFA (3 mn), 9K onucaHo B
npuknagi 1, crtagia 5. Heounwenunii npogykt (200 Mr) ounwianu 3a gonoMorow npenapatmusHoi HPLC
3 oTpumaHHam 17,9 mr (Buxig 10 %) 1-(4-(3-(nipnamnn-3-inokcn)bensun)ninepasud-1-kapobonin)-1H-
nipason-3-kapboHOBOI KMCNOTU Yy BUIMNSAi TBepaol pevoBuHu Ginoro konbopy. 'H AMP (300 Mru,
MeTaHon-d4) 6 8,28-8,30 (m, 2H), 8,06 (g, J=2,7 'y, 1H), 7,36-7,44 (m, 3H), 7,20-7,22 (m, 1H), 7,11-
7,12 (m, 1H), 6,96-7,00 (m, 1H), 6,74 (g, J=2,7 Ty, 1H), 3,86 (wwup, 4H), 3,60 (¢, 2H), 2,57-2,60 (M,
4H). LCMS (ESI, maca/sapsg): 408 [M+H]-*.

Mpuknag  19:  1-(4-(3-xnop-5-(4-xnopdeHoken)bensnn)ninepasud-1-kapbonin)-1H-nipason-3-
kapboHOBa KucnoTa
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Y kon®y nomiwanm Mm-xnoprnepokcubeHsonHy kucnoty (1,60 r, 9,27 mmonb, 1,10 eks.), DCM (10
MIT), KOMMNeKC eTepy Tpudtopuay dopy (3,58 r, 25,2 mmonsb, 3,00 ekB.) i 1-xnop-4-noadenson (2,00,
8,39 mmonb, 1,00 ek.). OTpumMaHuii po3dnH nepemiwysanu npotarom 0,5 roguHW nNpu KiMHaTHIRA
Temnepatypi. MNoTtim gogasanu (4-xnopdeHin)éopoHoBy kucnoty (1,44 r, 9,22 mmonb, 1,10 ekB.) npu
0 °C. OTpumaHuii po3yuH nepeMiwysanu npotarom 20 XBUNUH Npu KIMHATHIA Temnepartypi i
KOHUEHTPYBanu npu 3HWKEHOMY TUCKY. HeounweHnin npoaykT po3Tupanu B NOPOLWOK 3 OTPUMAHHAM
3,00 r (Buxig 78 %) Bic(4-xnopdeHin)inoaoHito TeTpadptopboparty y BUrnsAai Teepaoi pedoBuHU Ginoro
koneopy. LCMS (ESI, maca/sapag): 349 [M-BF4]*.

Crapia 2: oTpumaHHs au-TpeT-0ytun-1H-nipason-1,3-gukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmons, 1,00 ek.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aukapbonar (77,8 r, 357 mMmonb, 4,00 ekB.), TpeT-OytaHon (100 mm). OTpUMaHWUIA PO3YMH
nepemiwysanu npotarom 4 rogud npu 80 °C i racunu 3a gonomoroto Bogu (50 M), SK ONUCaHo B
npuknaai 1, cragis 1, 3 orpumanHsam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeoumnweHoro) y surnsgi YepsoHoi onueu. LCMS (ESI, maca/szapsa): 269 [M+H]-.

Crapia 3: oTpumanHs TpeT-0yTun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00
€kB.), rigpokcug Hatpito (5,60 r, 140 mmonb, 1,50 ekB.), Boay (80 mn) i MeOH (240 mn). OTpumMaHui
PO34YMH NepemillyBanu NPoTAroM 2 roaumH npu KiMHaTHIM TeMneparypi i racunu 3a 4oNOMOroK BOAM
(30 mm), 9k onucaHo B npuknaai 1, cragia 2. 3anuwok xpomartorpadyysanu 3 otpumaHHam 10,0 r
(Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunarty y BUrnsai TBEpAoi pe4oBuMHU Binoro Konbopy.
LCMS (ESI, maca/szapsa): 169 [M+H]*.

Crapis 4: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gukapbokcunary
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Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (208 wmr, 1,24 mmonsb, 1,00 exs.), DCM
(10 mn), 4-HiTpodbeHinxnopdopmiatr (264 mr, 1,30 mmonb, 1,05 ekB.) i Tpuetunamin (378 wmr, 3,72
MMonb, 3,00 ekB.), Ak onmcaHo B npuknaai 4, cragia 3, 3 otpuMmanHam 450 mr 3-Tpet-0yTun-1-(4-
HiTpodeHin)-1H-nipason-1,3-gukapbokcunaTy (HEOUULWIEHOro) y BUrMALI »xoBToi onmeu. LCMS (ESI,
maca/sapag): 334 [M+H]J*.

Crapia 5: oTpumaHnHs TpeT-0yTun-4-(3-xnop-5-rigpokcubensun)ninepasud-1-kapbokcunarty
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Y konby nomiwanu 3-xnop-5-rigpokcubensansaeria (300 wmr, 1,92 mmons, 1,00 eks.), DCE (10
M), TpeT-0ytunninepasuH-1-kapbokcunar (536 mr, 2,88 mmonb, 1,50 ekB.) i TpueTunamid (582 wr,
5,76 mmMonb, 3,00 ekB.). OTpMMaHU PO3YMH MepemiyBanu nNpoTaArom 1 roauHU npu KiMHaTHIRA
TemnepaTtypi. logasanu Tpuauetokcuboprigpua HaTpito (1,21 1, 5,76 mmonb, 3,00 ekB.). OTpumaHuii
PO34YMH NepemillyBanu NpPoTAroM HOYi NpW KiMHAaTHIA TemnepaTypi i racunu 3a gonomMoroto soam (20
MIT), IK OMMUcCaHo B Npuknagi 2, cragia 3. 3anuwok xpomartorpadysanu 3 oTpuMaHHam 460 mr (73 %
Buxia) TpeT-0yTun-4-(3-xnop-5-rigpokcubensun)ninepasuH-1-kapbokeunaty y Burngaai  teepaol
peyoBuHK Ginoro konbopy. LCMS (ESI, maca/sapsaa): 327 [M+H]*.

Cragia 6: OTPUMAHHA TpeT-0yTun-4-(3-xnop-5-(4-xnopdeHokcn)beHsun)ninepasmt-1-
kapbokcunaTty

A8 0 AROTRIOM How

B 50-mn kpyrnogoHHy konby 3aBaHTaxkyBanu Tpet-0yTun-4-(3-xnop-5-rigpokcubensun)ninepasuH-
1-kapbokcunart (300 mr, 0,920 mmonb, 1,00 ekB.), THF (10 mn) i NaOH (40,4 wmr, 1,01 mMmonsb, 1,10
ekB.). OTpuMaHuin po3unH nepemiwysanu npotarom 15 xeunud npu 0 °C. MoTtim gogasanu 6Gic(4-
xnopdpeHinogoHito tetpacdpropbopar (440 wmr, 1,01 mmonb, 1,10 ekB.). OTpUMAHUA PO3YMH
nepemiwysanu npotaroMm Houi npu 40 °C i racunu 3a gonomoroto Bogaun (10 mn). Cymil ekcTparysasnu
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3a gonomoroto EtOAc (3 x 10 mm) i opraHiyHi wapu o6'egHyBanu, NpoMMBanu 3a AOMNOMOTOH
COMbOBOr0 PoO34ynHy (2 x 15 mn), Bucywyeanu Hag 6e3BoAHUM CynbdaTtoM HaTpilo, QiNnbTpyBanu i
KOHUEHTPYBanM nNpu 3HWXEHOMY TWUCKY. 3anuuok XxpomaTorpadyBanu Ha KOMOHUi Ha OCHOBI
cunikaresno 3 OTPUMAHHAM 100 Mr (Buxia 25 %) TpeT-6yTnn-4-(3-xnop-5-(4-
xnopdeHokcn)beHsun)ninepasuH-1-kapbokeunaty y Burnagi 6esbapeHoi onmueu. LCMS (ESI,
maca/sapag): 437 [M+H]J*.

Crapia 7: otpumanHs 1-(3-xnop-5-(4-xnopdeHokcu)beHsunnmninepasmHy

Y konby nomiwanu TpeT-0yTun-4-(3-xnop-5-(4-xnopdeHokcn)densunyninepasunx-1-kapbokeunar
(100 wr, 0,229 mmonb, 1,00 eks.), DCM (5 mn) i TFA (1 Mn), Sk onucaHo B npuknagi 1, cragia 5, 3
otpuManHaMm 80,0 mr 1-(3-xnop-5-(4-xnopdeHoken)BeH3nmninepasmHy (HEOUYMLLIEHOTO) y BUrMAgi
»oBT1oi onusu. LCMS (ESI, maca/zapsaa): 337 [M+H]*.

Cragia 8: OTPUMAaHHA TpeT-0yTun-1-(4-(3-xnop-5-(4-xnopdeHokcn) bensun)ninepasuH-1-
kapboHin)-1H-nipason-3-kapbokcunarty

Eigh, DOM
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Y konby nomiwanu 1-[[3-xnop-5-(4-xnopdeHoken)denin]metun]ninepasud (80,0 mr, 0,238 mmons,
1,00 ekB.), DCM (10 mm), 3-TpeT-0yTun-1-(4-nirpodeHin)-1H-nipason-1,3-aukapbokcunar (159 wr,
0,476 mmonb, 2,00 eks.) i Tpuetunamin (72,1 mr, 0,714 mmonb, 3,00 ekB.). OTpMMaHUA PO3YUH
nepemiwlysanu NPOTAroM HoOYi Npy KiMHaTHIW TemnepaTypi i racunu 3a gonomoroio sBogu (10 Mmn), sk
onucaHo B npuknagi 4, cragia 3. 3anuwok xpoMaTorpadysanu 3 oTpuMmaHHam 100 Mr (Buxig 79 %)
TpeT-0yTun-1-(4-(3-xnop-5-(4-xnopdeHokcun)6eHsnnninepasund-1-kap6oHin)-1H-nipason-3-
kapbokcunaTty y Burnsagi xostoi onueu. LCMS (ESI, maca/zapsag): 531 [M+H]*.

Crapia 9: otpumanHa  1-(4-(3-xnop-5-(4-xnopdeHokcn)bersun)ninepasmH-1-kapboHin)-1H-
nipason-3-kapboHOBOI KNCNOTK
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Y konBy nomiwanu TpeT-0yTun-1-(4-(3-xnop-5-(4-xnopdeHokcn)deHsun)ninepasun-1-kapooHin)-
1H-nipason-3-kapb6okcunart (70,0 mr, 0,132 mmonb, 1,00 eks.), DCM (5 mn) i TFA (1 mn). OTpumMaHui
PO34YMH NepemillyBanu NPOTArOM HOYi NpY KiMHaTHIA TeMnepaTypi i KOHUEHTPYBanu NPy 3HUXKEHOMY
TUCKY. HeounweHnin npoaykt posymHanu 8 DCM (10 mn). 3HayeHHA pH po3unHy goBogunu oo 8 3a
AonoMoroto HacuyeHoro po3unHy NaHCOs, sk onucaHo B npuknagi 1, cragia 5. HeounweHunin npoaykr
(200 mr) ounwanu sa gonomoreto npenapatusHoi HPLC 3 oTpuMaHHam 15,4 mr (Buxig 25 %) 1-(4-(3-
xnop-5-(4-xnopdeHokcn)bensun)ninepasul-1-kapboHin)-1H-nipazon-3-kapOOHOBOT KUCNOTK Y BUTNAAI
TBEpAoi pevyoBuHu Ginoro konsopy. 'H AMP (300MI'y, MetaHon-ds) & 8,14 (a, J=2,7 'y, 1H), 7,35-
7,43 (m, 2H), 7,19 (uwmp, 1H), 7,02-7,06 (m, 2H), 6,93-6,97 (m, 1H), 6,92 (¢, 1H), 6,82 (a, J=2,7 Ty,
1H), 3,86 (wwup, 4H), 3,60 (c, 2H), 2,57-2,67 (m, 4H). LCMS (ESI, maca/sapag): 475 [M+H]*.

Mpuknag 20: 4-xnop-1-(5-(4-(imigaso[1,2-alnipnamnH-3-in)-2-
(TpucptopmeTun)bensun)okTarigponipono[3,4-clnipon-2-kapbonin)-1H-nipason-3-kapboHosa kucnorta

113



10

15

20

25

30

35

UA 124990 C2

Z\ N
Z/
=

ReUsSR g
N\
N

OH
CF, o

Cragpia 1: oTpumanHs TpeT-0yTun-4-xnop-1H-nipason-3-kapbokcunary
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Y konby nomiwanu 4-xnop-1H-nipason-3-kapboHosy kucnoty (2,00 r, 13,6 mmonb, 1,00 eks.), au-
TpeT-6ytun-ankapbonar (11,9 r, 54,5 mmonb, 4,00 eks.), DMAP (332 wmr, 2,72 mMonb, 0,20 ekB.),
Tpuetunamin (4,12 r, 40,8 mmons, 3,00 eks.), TpeT-BuOH (20 mn). OTpuMaHuin po3ymnH nepemiwlysasm
npotarom Hodi npu 80 °C i racunu 3a gonomMoroto sogu (50 Mn), Ak onucaHo B npuknagi 1, ctagia 1.
3anuwok xpomartorpadysanu 3 oTpumaHHam 260 mr (Buxig 9 %) Tpet-6ytun-4-xnop-1H-nipason-3-
kapbokcunaTty y BUrnsgi TBEpAOT peH0BUHM KOBTOro konbopy. LCMS (ESI, maca/sapsag): 203 [M+H]+.

Cragisa 2: OTPUMAaHHA 4-(4,4,5,5-tetpameTtun-1,3,2-giokcaboponan-2-in)-2-
(TpudbTopmeTnn)beH3anbaeriay
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Y konby nomiwanu 4-6pom-2-(tpucdropmerun)éensansgeria (2,00 r, 7,90 mmonb, 1,00 eks.), 1,1'-
Bic(andenindocdino)dbepoueHnanaainanxnopug (578 mr, 0,790 mmons, 0,10 ekB.), aueTar kaniwo
2,32 r, 23,7 mmonb, 3,00 eks.), DMSO (30 wmn), 4,4,55-tetpameTun-2-(tetpametun-1,3,2-
aiokcaboponan-2-in)-1,3,2-giokcaboponan (2,40 r, 9,45 mmonb, 1,20 ekB.) B aTtmocdepi asoTy.
OTpMaHuin pPo34YnH nepemiwysanu npotarom Hodi npu 80 °C iracunu 3a gonomMoroio soau (20 mn).
Cymiw ekctparyBanu 3a gonomoroto EtOAc (3 x 30 mn) i opraHivHi wapu o6'egHyBanu, npommBanu 3a
JOMOMOTOK0 CONbOBOrO po3unHy (3 x 30 mn), BucywyBanu Haa 6e3BoAHUM cynb(aTom HaTpilo,
dinbTpyBanu i KOHUEHTPYBanu Npu 3HMXEHOMY TUCKY. 3anuLok xpomatorpadyBanu 3 OTpUMaHHAM
2,00 r (Buxig 84 %) 4-(4,4,5 5-TetpameTtun-1,3,2-giokcaboponan-2-in)-2-
(TpudbtopmeTun)bensanbaerinzy y Burnaai Teepaoi pedoBuHu OGinoro konbopy. LCMS (ESI,
maca/sapag): 301 [M+H]*.

Crapia 3: oTpumaHHs 4-(imiga3so[1,2-a]nipuguH-3-in)-2-(TpudptopmeTun)bensansaerigy

Y konby nomiwanu 4-(tetpametun-1,3,2-giokcaboponaH-2-in)-2-(tpudptopmetun)beHsansaeria
(900 wr, 3,00 mMonb, 1,00 ekB.), 3-6pomimigaso[1,2-aJnipnanH (886 mr, 4,50 mmonb, 1,50 ekB.),
TeTpakic(tpucenindocoin)nanagin (173 mr, 0,151 mmonb, 0,05 eks.), kapbonar kanito (1,24 r, 8,97
MmMmornb, 3,00 ekB.), 1,4-giokcaH (10 mn) i Bogy (10 Mn) B atmocdpepi asoty. OTpuMaHuii PO3YmH
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nepemiwysanu npotarom Hodi npu 80 °C iracunu 3a gonomoroto sogun (20 mn). Cymiw ekcTparysanu
3a gonomorolo DCM (3 x 30 mn) i opraHiyHi wapu o6'egHyBanu, NpoMMBanu 3a AOMNOMOrO
CONbOBOro po3ynHy (3 x 30 mn), Bucywyeanu Hag 6e3BoAHUM CynbdaTtoM HaTpilo, QinbTpyBanu i
KOHUEHTPYBanu npu 3HWXKEHOMY TUCKY. 3anuiok xpomarorpadyysanu 3 oTpumaHHaM 740 mr (Buxig
85 %) 4-(imigaso[1,2-a]nipnauH-3-in)-2-(TpudptopmeTnn)beHsansaerigy y Burnsagi TBepaoi pevoBuHU
»OBTOro konbopy. LCMS (ESI, maca/sapsaan): 291 [M+H]~.

Ctapiqa 4: OTPUMAaHHA TpeT-0yTun-5-(4-(imigaso[1,2-a]nipngnH-3-in)-2-
(TpucptopmeTun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapbokcunary
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Y konby nomiwanu 4-(imigaso[1,2-alnipuanH-3-in)-2-(tpudropmeTun)bensansaeria (290 wr, 1,00
MmMonb, 1,00 ekB.), DCE (5 mn) i TpeT-6yTun-oktarigponipono[3,4-c]nipon-2-kapbokcunar (233 wr,
1,10 mmonb, 1,10 ekB.). OTpuMaHWiA pPO34YMH NepemilyBanu MPOTAroM 2 roguH nNpu KiMHaTHIRA
Temnepatypi. Joaasanu Tpuauetokcubopriapua Hatpito (636 mr, 3,00 mMonb, 3,00 ekB.), Ak ONUCAHO
B npuknagi 2, crapia 3. 3anuwok xpoMatorpadysanu 3 oTpumaHHam 430 wmr (Buxig 88 %) Tpert-
OyTun-5-(4-(imigaso[1,2-alnipnaunn-3-in)-2- (tpucdbTopmetun)bensun)rekcarigponipono[3,4-clnipon-
2(1H)-kapbokcunaty y Burnagi ceitno-xoetoi onueu. LCMS (ESI, maca/sapag): 487 [M+H]*.

Ctapiqa 5: OTPUMaHHA 3-(4-((rekcarigponipono[3,4-c]nipon-2(1H)-in)meTun)-3-
(TpudpTopmeTun)deHrin)imigaso[1,2-alnipuanHy

£,

y kondy nomiLanu TpeT-0yTun-5-(4-(imigaso[1,2-alnipnanu-3-in)-2-
(TpucptopmeTun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapbokcunar (430 wmr, 0,881 MmoOnb,
1,00 exB.), giokcaH (6 mn) i koHueHTpoBaHy HCI (1 mnm), sk onucaHo B npuknagi 2, cragiqa 4.
OTpUMaHuin PO3YNH NepemMillyBanyu NPOTArOM HOYI NPW KiIMHaTHIN TemnepaTypi i KOHUEHTpYBanu npu
3HWKEHOMY TUCKY 3 OTpumMaHHaAM 341 wMr 3-(4-((rekcarigponipono([3,4-c]nipon-2(1H)-in)meTnn)-3-
(TpudbTopmeTun)deHin)imigaso[1,2-ajnipnamHy (HeoumuLLeHoro) y surnsagi xoetoi onusu. LCMS (ESI,
Maca/sapag): 387 [M+H]-.

Ctapiqa 6: OTPUMAHHA TpeT-0yTun-4-xnop-1-(5-(4-(imigaso[1,2-alnipugun-3-in)-2-
(TpudptopmeTun)bensun)oktarigponipono[3,4-clnipon-2-kapbowin)-1H-nipason-3-kapbokcunarty

Y konby noMiwanu 4-HirpodeHinxnopdopmiar (212 mr, 1,05 mmonb, 1,20 ekB.), TpeT-0yTun-4-
xnop-1H-nipason-3-kapbokcunart (212 mr, 1,05 mmonb, 1,20 eks.) i DCM (5 mn). Qogasanu DIPEA
(340 wr, 2,64 mmoneb, 3,00 ekB.) npu 0 °C. OTpUMaHWiA PO3YMH MepeMilllyBanu nNpoTArom 2 roauH npu
KiMHaTHin TemnepaTypi. Honasanu 3-(4-((rexcarigponipono[3,4-clnipon-2(1H)-immeTun)-3-
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(TpuptopmeTun)deHrinyimigaso[1,2-alnipnanH (340 mr, 0,881 mmonb, 1,00 ekB.). OTpUMaAHUIA PO3YUNH
nepemiwlysanu NPOTAroM HOYi Npu KiMHaTHIW TemnepaTypi i racunu 3a gonomoroto sogu (20 mn), sk
onucaHo B npuknaai 1, cragia 4. 3anuwok xpomartorpadyyBany Ha KONOHLi HA OCHOBI cunikarento 3
oTpuMaHHaM 274 wr  (Buxia 51 %) Tpet-6yTun-4-xnop-1-(5-(4-(imigaso[1,2-alnipngunn-3-in)-2-

(TpudptopmeTun)bensun)oktarigponipono[3,4-clnipon-2-kapbowin)-1H-nipason-3-kapbokcunarty y
Burnagi xostoi onueu. LCMS (ESI, maca/sapsagn): 615 [M+H]~.
Ctapiqa 7. OTPUMAHHA 4-xnop-1-(5-(4-(imigaso[1,2-alnipuamn-3-in)-2-

(TpucptopmeTun)bensun)okTarigponipono[3,4-clnipon-2-kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK
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y kondy nomiLLanu TpeT-0yTun-4-xnop-1-(5-(4-(imigaso[1,2-alnipugun-3-in)-2-

(TpudptopmeTun)bensun)okTarigponipono[3,4-clnipon-2-kapboHin)-1H-nipason-3-kapbokcunar (274
mr, 0,45 mmonb, 1,00 eks.), DCM (5 mn) i TFA (1 mn), Ak onucaHo B npuknagi 1, cragia 5.
HeounweHnii npoaykt (301 mr) ounwanu 3a gonomoroio npenapatusHoi HPLC 3 otpuManHam 101,1
Mr (Buxia 41 %) 4-xnop-1-(5-(4-(imigaso[1,2-alnipuaunn-3-in)-2-
(TpuptopmeTun)bensun)okTarigponipono[3,4-clnipon-2-kapboHin)-1H-nipason-3-kapboHOBOT KMCNOTU
y BUrnsiai teepaoi peqoBuHU Binoro konbopy. 'H AMP (400 MIMy, Xnopodopm-d) & 8,23-8,29 (m, 2H),
7,92-8,02 (m, 2H), 7,75-7,79 (m, 3H), 7,27-7,32 (m, 1H), 6,93-7,00 (m, 1H), 3,86-4,37 (m, 4H), 3,72
(wwup, 2H), 2,62-3,04 (M, 5H), 2,40 (wwp, 1H). LCMS (ESI, maca/sapag): 559 [M+H]*.

Mpuknag 21: 1-(2-(4-xnop-3-etokcubensun)-2,8-giasacnipol[4.5]aekaH-8-kap6oHin)-1H-nipason-3-
kapboHOBa KucnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoty (22,4 r, 200 mmons, 1,00 ekB.), TpeT-
6ytaHon (100 mn), Tpuetunamid (60,6 r, 599 mmonb, 3,00 eks.), DMAP (4,88 r, 39,9 mmonb, 0,20
ekB.) i an-TpeT-6yTun-gukapdoHat (174 r, 797 mmonb, 4,00 ekB.). OTpMMaHuUIii poO34nH NepemillyBanu
npotarom 2 roaud npu 80 °C i racunu 3a gonomoroto soaun (100 mn), Sk onucaHo B npuknagi 1, cragis
1, 3 oTpuMaHHaMm 62,5 1 1,3-au-Tpet-6yTun-1H-nipason-1,3-gukapbokcunarty (HEOYMLLEHOTO) Y
BuUrnaai kopuuHesoi onueu. LCMS (ESI, maca/sapsaa): 269 [M+H]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y konby nomiwanu 1,3-au-tpet-6yTnn-1H-nipason-1,3-aukapbokcunar (62,5 r, 233 mmons, 1,00
ekB.), MeOH (240 mn), Bogy (80 mn) i rigpokcna Hatpito (14,0 r, 350 mmonsb, 1,50 ekB.). OTpumaHui
PO34YMH nepemiwyBanu nNpoTAroMm 2 roAuMH MpPW KiMHaTHIM TemnepaTypi i KOHUEHTpyBanu npu
3HWXKEHOMY TUCKY, SIK ONUCaHO B Npuknaai 1, ctagia 2. 3anuuwok xpoMartorpadysanu Ha KOMOHUi Ha
OCHOBI cunikarenio 3 oTpumaHHaMm 16,2 1 (Buxig 41 %) TpeT-6ytun-1H-nipason-3-kapbokcunaty y
BUIMAAI TBepAoT pevoBuHm Ginoro konbopy. LCMS (ESI, maca/sapsag): 169 [M+H]*.

Crapia 3: oTpumaHHa TpeT-0yTun-8-(3-(rpet-6yrokcukapbonin)-1H-nipason-1-kapbonin)-2,8-
aiasacnipo[4.5]aekaH-2-kapbokcunaty
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Y konby nomiwanu TpeT-0ytun-1H-nipason-3-kapbokcunar (2,52 r, 15,0 mmonb, 1,50 eks.), 4-
HiTpodeHinxnopdopmiat (3,02 r, 15,0 mmons, 1,50 eks.), DCM (50 mn) i Tpuetunamid (3,03 r, 29,9
MMOSb, 3,00 ekB.). OTpuUMaHuin PO34YMH NeEpeMiLLyBanu NPOTAroM 2 roauH Npu KiMHaTHIA TeMmneparypi.
HDopasanu TpeT-0yTun-2,8-piasacnipol[4.5]aekaH-2-kapbokcunar (2,40 r, 9,99 mmonb, 1,00 ekB.).
OTpuMaHuin po34YMH MepemillyBand MpoTAroM HOYi Mpu KiIMHATHIA Temnepatypi i racunu 3a
gonomoroto Boau (30 mn), Sk onucaHo B npuknagi 4, craaia 3. 3anuwok xpomMatorpacdysanu Ha
KOMOHUi Ha OCHOBI cunikarenmio 3 oTpumaHHam 4,16 1 (Buxia 96 %) TpeT-0yTun-8-(3-(TpeT-
O6yTokcukapboHin)-1H-nipason-1-kapboHin)-2,8-giasacnipo[4.5]aekaH-2-kapbokcunaty  y  BUIMSAAI
TBEPAOI pevoBurHU Binoro konbopy. LCMS (ESI, maca/sapsag): 435 [M+H]*.

Crapia 4: oTpumanHs 1-(2,8-giaszacnipo[4.5]aekaHn-8-kap6oHin)-1H-nipa3on-3-kapboHOBOI KNCNOTK
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Y konby nomiwanu  TpeT-0yTun-8-(3-(tpet-6yrokcukapbonin)-1H-nipason-1-kapbonin)-2,8-
niasacnipo[4.5]aekaH-2-kapbokcunat (1740 wr, 4,00 mmonb, 1,00 eks.), DCM (15 mn) i TFA (5 mn).
OTpUMaHMin pO34YMH NepemillyBanu NpoTarom 3 roguH Npu KiMHaTHI TeMneparypi i KOHUeHTpyBanu
Npu 3HWKEHOMY TUCKY 3 oTpuMaHHam 1116 mr 1-(2,8-giaszacnipo[4.5]aekaH-8-kap6oHin)-1H-nipason-3-
KapOOHOBOI KMCNOTH (KINbKICHO) y BUTNAAi »oBTOT onuen. LCMS (ESI, maca/sapag): 279 [M+H]*.

Cragia 5: oTrpumMaHHs 4-xnop-3-eTokcubeHsanbaeriny
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Y konby nomiwanu 4-xnop-3-rinpokcndersanvgerig (785 mr, 5,01 mmonb, 1,00 eks.), DMF (10
M), nogetan (1560 mr, 10,0 mmonb, 2,00 ekB.) i kapboHaT uesito (4890 mr, 15,0 mmonb, 3,00 eks.).
OTpUMaHuin po3YnH Nepemiwysanu npoTaroMm Hodi npu 40 °C i racunu 3a gonomoroto sogu (10 mn).
OTpuMaHuin po34nH ekcTparyesanu 3a gonomoroto EtOAc (3 x 20 mn) i opraHiyHi wapu o6'eaHyBanu,
nNpoMMBAanNM 3a AONOMOTOL0 COMbOBOrO PO3uvnMHy (2 x 20 Mn), BUCYyLLyBanu Hag 6e3BoAHUM cynbdaTom
HaTpilo, QiNnbTpyBanu i KOHUEHTPyBamnu MpPU 3HWXKEHOMY TUCKY. 3anuulok xpomaTorpadysanu Ha
KOFMOHLi Ha OCHOBI cuniKaremnto 3 oTpuManHam 710 Mr (Buxig 77 %) 4-xnop-3-etokcubeHsanbaerigy y
Burnaai »ostoi onuen. 'H AMP (300MIu, Xnopodopm-d) 6 9,94 (¢, 1H), 7,55 (a, J=7,8 'u, 1H), 7,42
(c, 1H), 7,39 (g, J=7,8 T'u, 1H), 4,20 (m, 2H), 1,51 (1, J=6,9 'y, 3H).

Crapia 6: oTpumanHs 1-(2-(4-xnop-3-eTokcmbeHsun)-2,8-aiasacnipo[4.5]aekan-8-kapboHin)-1H-
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. Sk I . &
P = AN N
P \i\\k g PR AT i R
------------------------- { & i N
e o e : e Nt - .
O RN MBI OAGH,, DOE . SR

K. T., REOTAoss s

Y kon®y nomiwanu 4-xnop-3-etokcubeHsansaeria (92,5 mr, 0,501 mmons, 1,00 exkB.) B DCE (10
mn), 1-(2,8-piasacnipo[4.5]aekan-8-kapbonin)-1H-nipason-3-kapboHoBy kucnoty (278 mr, 1,00 MMoOnb,
2,00 ekB.) i TpuetunamiH (152 wmr, 1,50 mmonb, 3,00 ekB.). OTpuUMaHWii PoO34YMH nepemilysanu
NpoTAromMm 2 roAuH Npu KiMHaTHIA Temnepatypi. Joaasanu TpuaueTtokcuboprigpua Hatpito (318 wr,
1,50 mmonb, 3,00 ekB.). OTpuMaHUW pPO3YMH nNepemiyBanu MPOTArOM HOYi NpPWU  KiMHATHIA
TemnepaTypi i racunu 3a 4ONOMOro HacudeHoro pos3umHy NaHCOs (10 mn), 9k onucaHo B npuknagi
2, cragia 3. HeounweHuin npoaykt (500 mr) ouuwanu 3a gonomorow npenapatuHoi HPLC 3
oTpuMaHHaM 92,9 wmr (Buxia 41 %) 1-(2-(4-xnop-3-eTokcubensun)-2,8-giasacnipol[4.5]aekaH-8-
kapboHin)-1H-nipa3on-3-kapboHOBOT KUCNOTK Y BUrNAAI TBEPAOT peyoBuHK Binoro konsopy. 'H AMP
(300MTl'y, MeOH-d4) 6 8,06 (a, J=2,7 'y, 1H), 7,43 (a, J=8,1 'y, 1H), 7,29 (4, J=2,1 'y, 1H), 7,08-7,05
(m, 1H), 6,76 (g, J=2,7 Tu, 1H), 4,34 (c, 2H), 4,14-4,07 (m, 2H), 3,86-3,69 (m, 4H), 3,44 (1, J=6,9 I'L,
2H), 3,28 (¢, 2H), 2,07 (1, J=4,2 Ty, 2H), 1,89-1,77 (m, 4H), 1,41 (1, J=6,9 'y, 3H). LCMS (ESI,
mMaca/sapsn): 447 [M+H]J*.

Mpuknag 22: 1-(1-((6-(TpucptopmeTun)benso[b]riodeH-2-in)meTnn)-1,8-giazacnipo[4.5]aekaH-8-
kapboHin)-1H-nipason-3-kapbokcamig
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Y konby nowmiwanu 1H-nipason-3-kapbokcamia (73,4 wmr, 0,660 mmonb, 1,00 ekB.), 4-
HiTpodeHinxnopdopmiat (159 wmr, 0,790 mmons, 1,20 eks.), DCM (10 mn) i Tpuetunamin (200 mr, 1,98
Mmornb, 3,00 ekB.), 9k onucaHo B npuknagi 4, cragia 3, 3 oTrpumMaHHaM 182 Mr 4-HiTpodpeHin-3-
kapbamoin-1H-nipason-1-kapbokcunaTty (HeouuweHoro) y Burnagi >koetoi onueu. LCMS (ESI,
mMaca/sapsaa): 277 [M+H]*.

Crapgia 2: oTpumaHHa  TpeT-6yTun-1-(6-(TpudbTopmetun)benso[b]riodeH-2-kapbonin)-1,8-
diasacnipo[4.5]pekaH-8-kapbokcunary
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Y konby nomiwanu 6-(tpudptopmeTtnn)-1-6eH3oTioen-2-kapboHoBy kucnoty (0,492 r, 2,00
MMonb, 1,00 ekB.), TpeT-6yTun-1,8-giasacnipo[4.5]aekan-8-kapbokcunar (0,720 r, 3,00 mmonb, 1,50
ekB.), DMF (10 mm), N, N,N',N'-tetpametun-O-(7-azabensotpuason-1-in)yponin (1,52 r, 4,00 mmons,
2,00 exs.) i DIPEA (0,774 r, 6,00 mmonb, 3,00 ekB.). OTpumMaHuii PO3YMH NEpPeEMiLLyBanu NpPoOTArom
HOYi NpuW KiMHAaTHI TeMmnepatypi i racunu 3a gonomorolo sogn (10 mn), 9K onucaHo B npuknagi 14,
cragia 7. 3anuwok xpomatorpadyyBany Ha KOSIOHUi Ha OCHOBI cunikarento 3 otpumaHHsam 800 mr
(Buxig 85 %) TpeT-6yTUn-1-(6-(tpudpTtopmeTnn)bensolbltioden-2-kapboHin)-1,8-giasacnipo[4.5]aekaH-
8-kapbokcunaty y BUrNaai TBepaoi peqoBUHM XOBTOro konbopy. LCMS (ESI, maca/sapsag): 469
[M+H]*.

Crapgia 3: oTpumanHHa  TpeT-OyTun-1-((6-(tpudtopmeTun)densol[blriodeH-2-immerTnn)-1,8-
diasacnipo[4.5]aekaH-8-kapbokcunar

y kondy nomiLLanu TpeT-0yTun-1-(6-(tpudtopmeTun)bensolblriodeH-2-kapboHin)-1,8-
diasacnipo[4.5]aekaH-8-kapbokcunat (300 mr, 0,640 mmonb, 1,00 ekB.), THF (3 mn) i 6opan (1 My
po3unHi THF, 2,56 mn, 2,56 mmonb, 4,00 ekB.). OTpuMaHuii PoO3YnH NepemillyBanu NPOTAroM HoOMi
npu KiMHaTHin Temnepatypi. Jogasanu MeOH (20 mn) i ogepxaHy cymiw nepemiwysanu npu 60 °C
npotarom 1 roguHu i racunu 3a gonomoroto sogu (20 mn). OTpMMaHWn PO3YUH ekcTparyeanu 3a
ponomoroto DCM (3 x 30 mn) i opradivHi wapu o6'egHyBanu, NpoMuBanu 3a A0NOMOrol COnbOBOro
posumHy (1 x 30 wmMn), BucywyBanu Haa O6e3BogHMM cynbdatoM HaTtpito, dinbTpyBanm i
KOHUEHTPYBanM npu 3HWXEHOMY TUCKY. 3anuuok xpomatorpadyyBanyM Ha KONMOHUi Ha OCHOBI
cunikarento 3 otpuManHamM 200 mr (Buxig 69 %) TpeT-6ytun-1-((6-(TpudptopmeTtun)benso[b]riodeHn-2-
immeTun)-1,8-giasacnipo[4.5]aekan-8-kapbokcunaty y Burnagi 6esbapeHoi onueu. LCMS (ESI,
maca/sapag): 455 [M+H]J*.

Ctapiqa 4: OTPUMAaHHA 1-((6-(TpudpTopmeTun)beHso[blrioden-2-in)metun)-1,8-
Adiasacnipo[4.5]aekaHy
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y kondy nomianu TpeT-0yTun-1-((6-(tpudropmeTnn)bensolblrioden-2-in)metunn)-1,8-
diasacnipo[4.5]aekaH-8-kapbokcunat (200 mr, 0,440 mmonb, 1,00 eks.), DCM (10 mn) i TFA (2 mn).
OTpUMaHUin PO34YKH NepemillyBanyu NPOTAromM 2 roguH npu KiMHaTHIA TeMmnepaTypi i KOHUEeHTpyBanu
Npu 3HWKEHOMY TUCKY 3 OTPUMaHHAM 156 mr 1-((6-(TpudpTopmeTun)bensolblrioden-2-inymetun)-1,8-
diasacnipo[4.5]aekaHy (KinbkicHo) y Burnagi »koeToi onueu. LCMS (ESI, maca/sapsag): 355 [M+H]*.
Crapia 5: otpumanns 1-(1-((6-(TpudbTopmeTun)beHso[blriodeH-2-in)meTun)-1,8-giasacnipol[4.5]aexkaH-
8-kapboHin)-1H-nipason-3-kapbokcamigy
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Y konby nomiwanu 1-((6-(tpudptopmetun)benso[b]rioden-2-inymetnn)-1,8-giazacnipol[4.5]aekan
(156 wr, 0,440 mMonb, 1,00 ekB.), 4-HiTpodeHin-3-kapbamoin-1H-nipason-1-kapbokcunar (182 wr,
0,660 mmonb, 1,50 eks.), DCM (10 mn) i Tpuetunamin (133 wmr, 1,32 mmoneb, 3,00 ekB.). OTpumaHun
PO34YMH NepeMilllyBanu NPOTAroM HOYi NpK KiMHaTHIW TemnepaTtypi i NOTiM racunu 3a 40NOMOroK BOAU
(20 mn), sk onucaHo B npuknagi 4, cragia 3. Heounwenun npoaykt (200 mr) oynwianu sa 4oNOMOroto
npenapatueHoi HPLC 3 oTpumanHam 80,6 mr (37 % Buxig) 1-[(1-[[6-(TpudTopmeTun)-1-6eH3oTiodheH-
2-injmeTtun]-1,8-giasacnipo[4.5]aekan-8-in)kapOoHin]-1H-nipason-3-kapbokcamigy y Burnagi Teepaoi
peyvoBuHK Ginoro konbopy. 'H AMP (300MIu, Xnopodopm-d) & 8,09 (a, J=2,7 'y, 1H), 8,04 (c, 1H),
7,74 (g, J=8,4 'y, 1H), 7,53 (g, J=8,7 'y, 1H), 7,20 (¢, 1H), 6,91 (g, J=2,7 'y, 1H), 6,64 (wwup, 1H),
5,47 (wmp, 1H), 4,60-4,47 (m, 2H), 3,96 (c, 2H), 3,15 (1, J=12,9 'y, 2H), 2,85 (1, J=6,3 'y, 2H), 2,01-
1,78 (M, 6H), 1,62-1,57 (m, 2H). LCMS (ESI, maca/sapag): 492 [M+H]*.

Mpuknag 23: 1-(TpaHc-5-(3-(nipumiguH-5-in)deHokcun)okTarigpoumknoneHTalclnipon-2-kapOoHin)-
1H-nipason-3-kapboHoBa kucnoTa
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Crapia 1: oTpumanHs au-TpeT-6ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), Au-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamii (54,1 r, 536 mmonb, 3,00 ekB.) i Tper-GytaHon (200 mn). OTpUMaHWUIA pPO3UNH
nepemiwysanu npoTarom Hodi npu 65 °C i racunu 3a gonomoroto sogu (200 M), SK ONUCaHO B
npuknaai 1, cragis 1, 3 orpumanHam 20,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeounwweHoro) y Burnagi ostoi onuen. LCMS (ESI, maca/szapsag): 169 [M+H-Boc]*. Cragia 2:
oTpuMaHHg TpeT-6yTun-1H-nipason-3-kapbokcunaty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), rigpokcua Hatpito (10,0 r, 250 mmonb, 3,35 ekB.) i Boay (40 mn). OTpumaHui
PO34YMH NepemillyBanu NpoTAroM HOYi Npu KiMHaTHIKM TeMnepaTypi i racunu 3a gonomoroio soau (40
MIT), 9K onucaHo B npuknagi 1, cragia 2, 3 oTpumaHHam 6,70 r TpeT-6yTun-1H-nipason-3-
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kapbokcunaty (HEOYMLIEHOro) y BUIMA4I TBEpAOi PEYOBMHM >KOBTOTO Konbopy. LCMS (ESI,
Maca/sapag): 169 [M+H]-.
Crapia 3: oTpumaHnHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (1,68 r, 9,99 mmons, 1,00 eks.), DCM
(20 mn) i TpuetTunamin (3,03 r, 29,9 mmonsb, 3,00 eks.). logaBanu 4-HitpodeHinxnopdopmiar (2,42 T,
12,0 mmoneb, 1,20 ekB.) npu 0 °C, 9k onucaHo B npuknaai 4, ctagia 3, 3 otpumaHHam 3,33 r 3-TpeT-
OyTun-1-(4-nitpodperin)-1H-nipason-1,3-aukapbokcunarty  (HEOUMLWEHOrO) y  BUrMNSAi  TBepaol
PEYOBUHMU XKOBTOIO KOMbOPY.

Crapia 4: otpumManHsa TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konby nomiwanu TpeT-OyTun-(3aR, 6aS)-5-okcorekcarigpoumknonentalclnipon-2(1H)-
kap6okcunat (3,00 r, 13,3 mmonb, 1,00 ekB.), MeOH (20 mn) i 6opriapua Hatpito (0,760 r, 20,1
MMorb, 1,50 ekB.). OTpuMaHWi PO34YUH NepemMillyBanun NPOTArom 5 roauH npu KiMHaTHIn Temnepartypi
i KOHLUEHTPYBanNu Npu 3HWKEHOMY TUCKY. OaepxkaHy cymiw po3baBnanu 3a gonomoroto sogamn (40 mn),
ekcTparyBanu 3a gonomoroto EtOAc (3 x 50 mn) i opraHiuHi wapu ob6'egHyBanu, npoMuMBanu 3a
ponomoroto Boan (3 x 20 wmn), BucywyBanu Hag 6e3BogHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTPYBanu npu 3HWKEHOMY TUCKY, SIK ONMUCaHO B npuknaai 15, ctagia 4, 3 otpumanHam 3,01 r

TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouumknonentalc]nipon-2(1H)-kapbokcunary
(HeouuLLEHOTO) y BUIMAZI TBepAoT pevoBuHm Binoro konbopy. LCMS (ESI, maca/sapsag): 228 [M+H]*.
Cragiqa 5: OTPUMAHHS TpeT-0yTnn-(3aR, 5r, 6aS)-5-
((meTuncynbdoHin)okcu)rekcarigpouuknonertalclnipon-2(1H)-kapbokcunarty
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Y konby nomiwanu TpeT-0yTUN-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouuknonentalcinipon-2(1H)-
kap6okcunat (1,00 r, 4,40 mmonb, 1,00 eks.), DCM (20 mn) i Tpuetunamid (1,34 r, 13,2 mmonsb, 3,00
ekB.). [No kpannax gogasanu metaHcynbdoHinxnopug (0,608 r, 5,28 mmonb, 1,20 eks.) npu 0 °C, sk
onucaHo B npuknagi 11, cragia 3, 3 oTpumaHHam 1,34 r Tper-Oytun-(3aR, 5r, 6aS)-5-
((meTuncynbdoHin)okcu)rekcarigpouuknonertalclnipon-2(1H)-kapbokcunarty (Heo4nLLEHOr0) y
Burnagi >koetoi onuen. LCMS (ESI, maca/zapsaa): 306 [M+H]-.

Cragisa 6: oTpuMaHHA 3-(nipuMiaunH-5-in)dbeHony
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B nocyaumHy nomiwanm 5-6pomnipumignH (1,58 r, 10,0 wmmonb, 1,00 ekB.), (3-
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rigpokcudbeHin)bopoHoBy KMCAOTY (2,07 r, 15,0 MMOIb, 1,50 €KB.), 1,1'-
Bic(andenindocdito)dbepoueHnanaaio auxnopua (0,731 r, 1,00 mmonb, 0,10 ekB.), kapOoHaT Kanito
(414 r, 30,0 mmonb, 3,00 ekB.), AMMeTUNOBUIA eTep eTunelrnikonio (16 mn) i Boay (4 mn).
OTpUMaHuin po3YnH Nepemiwysanu npoTaroMm Hodi npu 80 °C i racunu 3a gonomoroto sogau (20 mn).
Cymiw ekctparyBanu 3a gonomMoroto EtOAc (3 x 20 mn) i opraHivHi wapu o8'egHysanu, npomMueanu 3a
ponomoroto Boan (3 x 20 wmn), BucywyBanu Hag 6e3BogHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTPYBanM npu 3HWXEHOMY TUCKY. 3anuuok xpomatorpadyyBanyM Ha KONMOHUi Ha OCHOBI
cunikaremo (1/1) 3 oTpumanHam 1,27 r (Buxig 74 %) 3-(nipumiguH-5-in)ceHony y surnagi Teepaoi
pe4oBWHHU >k0BTOro konbopy. LCMS (ESI, maca/sapag): 173 [M+H]*.

Cragiqa 7: OTPUMAHHS TpeT-0yTnn-(3aR, 5s, 6aS)-5-(3-(nipumignH-5-
imdeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunary

B nocyauHy nomiwanu 3-(nipumignH-5-inycdperon (206 mr, 1,20 mmonb, 1,00 eks.), TpeT-OyTnn-
(3aR, 5r, 6aS)-5-(MeTaHcynb(OHINoOKeH)-okTarigpoumknoneHTalclnipon-2-kapbokcunat (366 wmr, 1,20
MmMonb, 1,00 ekB.), kapbonart uesito (782 mr, 2,40 mmonb, 2,00 ekB.) i DMF (15 mn). OTpumaHuit
PO34MH nepemiwysanu npotarom Houi npu 100 °C i racunu 3a gonomoroto sogun (10 Mn), K onucaHo
B npuknaai 13, cragia 4. 3anuwok xpomarorpacdyBanu Ha KOMOHUi Ha OCHOBI cunikarenio 3
oTpuManHaMm 320 wmr  (Buxig 70 %)  Tper-Oytun-(3aR, 5s, 6aS8)-5-(3-(mipumignH-5-
imydeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunaty y surnagi >kostoi onveu. LCMS (ESI,
maca/sapsaa): 382 [M+H]*. Crapia 8: otpumanHa (3aR, 5s, 6aS)-5-(3-(nipumigun-5-
in)deHokcu)okTarigpouuknoneHtalclnipony

Ry ﬁ‘,'j "%G
P I e n
§ TES, DO
i, ,;\ ,«f\ -
¥.7. 7 rod.
B nocyauHy nomiwganu TpeT-6yTun-(3aR, Bs, 6aS)-5-(3-(nipumignH-5-

imdeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunar (200 mr, 0,520 mmonb, 1,00 eks.),
TFA (2 mn) i DCM (5 mn). OTpuMaHWin Po3YnH NepemilyBanu NpPoTAroMm 2 roguH npu KiMHaTHIR
TemnepaTypi i KOHUEHTpyBanu MpuU 3HWXEHOMY TUCKY, SK OMMCaHO B npuknagi 1, cragia 5, 3
otpuManHaMm 147 wr (3aR, 5s, 6aS)-5-(3-(nipumignu-5-imydeHoken)okTarigpoymknonerTalclnipony
(kinbkicHO) y BurnsAgi »kosToi onueu. LCMS (ESI, maca/szapag): 282 [M+H]*. Ctagis 9: oTpumaHHs
TpeT-0yTun-1-(Tpanc-5-(3-(nipumignu-5-im)dpeHokcn)okrarigpouymknonentalclnipon-2-kapboHin)-1H-
nipason-3-kapbokcunarty

G S 0
. P, Vord
e e P O NN = N S
£ \i } \/\;"J G.Nwi“‘“";&—g N G *j‘ \? ¥y ;
e A e b g - Ry e f
N “\A‘T g ¢ N S «\34’ = \hﬁ A
ENN‘% BN, TOM 1 &9
' €72 A WY
B NOCYyauHy nomianu (3aR, 5s, 6aS)-5-(3-(nipumignH-5-

in)dpeHokcn)okTarigpouuknonentalclnipon (147 wmr, 0,520 mmonsb, 1,00 ekB.), TpueTunamin (263 wr,
2,60 mmonb, 5,00 ekB.), 3-TpeT-6ytun-1-(4-HitpocheHnin)-1H-nipason-1,3-gukapbokcunar (260 wr,
0,780 mmonb, 1,50 ekB.) i DCM (15 mn). OTpuMmaHuin po3vnMH NepemillyBanu NpoTAaroM 2 roauH npu
KiMHaTHIn TeMnepatypi, K onMcaHo B npuknagi 4, cragia 3. 3anuwok xpomartorpadyysanu Ha KONOHL
Ha OCHOBIi cumikareno 3 oTpumaHHam 166 mr (Buxig 67 %) TpeT-OyTun-1-(tpaHc-5-(3-(nipumignH-5-
imydeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunarty y BUrNsi
TBEepAoi pevoBuHu Ginoro konsopy. LCMS (ESI, maca/sapan): 476 [M+H]*.

Cragia 10: oTpumaHHsa 1-(TpaHc-5-(3-(nipumMigun-5-im)deHokcu)okTarigpoLukrnoneHTalclnipon-2-
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kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK

L i
TFA, OOM AN ’& NNy
5 ) i 3 T p ‘J ;g’.-u S
X7, SOOTRROM Ao N Ry S o o H ,En -0
l_;\N;_‘.\-;J {':)
B nocyauHy nomianu TpeT-6yTun-1-((3aR, 5s, 6aS)-5-(3-(nipumignH-5-

imydpeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunar (166 wr, 0,350
MmMorb, 1,00 ekB.), TFA (2 mn) i DCM (5 mn). OTpumMaHuii po3ynH nepemillysanu NpoTAroM Houi npu
KIMHaTHIn TemnepaTypi i KOHUEHTPYBanu Npu 3HUXEHOMY TUCKY, K ONUcaHo B npuknagi 1, craaia 5.
HeounweHnii npoaykT ovnwanu 3a gonomMoroto npenapatusHoi HPLC 3 oTpumaHHam 82,1 mr (Buxig
56 %) 1-(TpaHc-5-(3-(nipumignH-5-imydeHokcn)oktarigpoyuknonerTalc]nipon-2-kapobowin)-1H-nipason-
3-kapOoHOBOIT KUCNOTK Y BUINAAI TBEpPAOT peyoBuHmM Binoro konbopy. 'H AMP: (300 MI'y, MeOH-d4) &
9,14 (c, 1H), 9,05 (¢, 2H), 8,17 (a, J=9,3 T'u, 1H), 7,43 (1, J=8,0 'y, 1H), 7,27-7,18 (m, 2H), 7,08-6,98
(m, 1H), 6,80 (g, J=2,7 'y, 1H), 5,17-5,08 (m, 1H), 4,35-3,51 (m, 4H), 3,08-2,88 (m, 2H), 2,28-2,15 (m,
2H), 2,08-1,92 (M, 2H). LCMS (ESI, maca/sapag): 420 [M+H]*.

Mpuknag 24: 1-((28, 48)-2-meTun-4-(metun(3-(tpudptopmetun)beHsun)amiHo)ninepnanH-1-
kapboHin)-1H-nipason-3-kapbokcamig

N

z—Z

F30\©/\

Crapia 1: oTpumaHHs TpeT-0yTun-(2S, 4S)-4-rigpokcu-2-MeTunninepuanH-1-kapbokeunary i Tpet-
OyTun-(2S, 4R)-4-rigpokcu-2-meTunninepnanH-1-kapbokeunary

N -BOC NaBH,, THF, MeCH r»f\N»-E@ﬁ yy-Bo
f’“\‘\\ *"\ 3°C 1 rog. H@(\‘*’ *L\ H Qﬂ-‘\\\ ey

Y konby nomiwanu TpeT-0yTun-(2S)-2-meTun-4-okconinepugni-1-kapbokcunat (10,0 r, 46,9
MMonb, 1,00 ekB.) i THF (36 mn). Mo kpannsix gogasanu Gopriapua Hatpito (1,07 r, 28,2 mMons, 0,60
ekB.) i MeOH (12 mn) npu 0 °C. OTpumaHuii po3dnH nepemiwysanu npotarom 1 roguHu npu 0 °C i
racunu 3a gonomoroto soau (50 mn), Ak onucaHo B npuknagi 15, cragia 4. HeounweHuii npoaykr
(11,0 1) ounwanu 3a gonomorot npenapatuHoi HPLC 3 otpumaHHsam 4,90 r (Buxig 49 %) TpeT-
OyTun-(2S, 4S)-4-rigpokcu-2-meTunninepuaul-1-kapbokeunarty y Burnsai xostoi onueu (LCMS (ESI,
maca/zapsag): 216 [M+H]+) i 4,10 r (Buxig 41 %) TpeT-6yTun-(2S, 4R)-4-rigpokcn-2-mMeTunninepnanH-1-
kapbokcunaTy y Burnaai teepaoi pevosunu 6inoro konsopy LCMS (ESI, maca/zapsa): 216 [M+H]+.

Crapia 2: oTpumMaHHa TpeT-OyTun-(2S, 4R)-2-meTun-4-((MetuncynbdoHin)okcu)ninepuanH-1-
kapbokcunarty

SN -Boc EGN, MsCl DM e -Boc

HOY "\v ¥. T, Frog. MsQ” \

Y konby nomiwanu TpeT-6ytun-(2S, 4R)-4-rigpokcu-2-metnnninepuani-1-kapbokecunat (600 wr,
2,79 mmonb, 1,00 eks.), DCM (15 mn) i Tpuetunamin (845 wr, 8,35 mmonb, 3,00 eks.). Mo kpannax
aoaasanu metaHcynbdoHinxnopug (417 wmr, 3,63 mmonsb, 1,30 ekB.) npu 0 °C, 9k onucaHo B Nnpuknaai
11, cragis 3, 3 OTPUMaHHAM 817 Mr TpeT-0yTun-(2S, 4R)-2-meTnn-4-
((meTuncynboHnin)okcn)ninepuanH-1-kapbokcunarty (HEOUMLLEHOrO) y BUInAAi »oBToi onueu. LCMS
(ESI, maca/sapag): 294 [M+H]*.
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Crapia 3: oTpumaHnHs TpeT-0yTun-(2S, 4S)-2-meTnn-4-(meTunamiHo)ninepnanH-1-kapbokennary

- NH»‘? o ,-B’DC
CON

N ACN Hrg"”\“v‘"‘*‘%

Y konby nomiwanu TpeT-6ytun-(2S, 4R)-4-(MeTaHCynbdOHINOKCK)-2-METUNNINEPUAUH-1-
kap6okcunat (817 mr, 2,78 mmonb, 1,00 eks.), ACN (10 mn) i meTunamid (2,2 mn, 27,8 mmons, 10,0
ekB., 40 % y Bogi). OTpuMaHuii po34ynH nepemiwtysanu nNpoTsarom 3 gHis npu 60 °C i KOHUEHTpyBanu
Npu 3HWXKEHOMY TUCKY. 3anuwok xpomatorpadpyBanu Ha KOMOHLUI Ha OCHOBI cunikarenio 3
oTpuMaHHaM 420 wr (Buxig 66 %) TpeT-0yTun-(2S, 4S)-2-meTtnn-4-(metunamiHo)ninepuanH-1-
kapbokcunarty y surnsagi >koetoi onven. LCMS (ESI, maca/sapaa): 229 [M+H]*.

Cragia 4: OTPUMAHHS TpeT-0yTnn-(2S, 48)-2-meTun-4-(metun(3-
(TpudbTopMmeTnn)GeH3umamiHo)ninepuamnH-1-kapbokcunaty

F.\'-; t»: ey S
EE N R Ny .
RN - T oy BEC
N .:-:\-\:5\_.;;;-., . § 3
N LA s TR
% BN, NaBH{Oacy, BOR

. T, DROTRNGW s

Y kon®y nomiwanu 3-(tpudtopmetTun)éeHsannbaeria (264 mr, 1,52 mmons, 1,00 ekB.), TpeT-0yTnn-
(28, 4S)-2-meTun-4-(meTunamido)ninepugn-1-kapbokcnnat (380 mr, 1,66 mmonb, 1,10 eks.), DCE
(10 mn) i TpueTunamid (460 wmr, 4,55 mmoneb, 3,00 eks.). OTpuMaHuin PO3YNH NepemMillyBanu NPoOTArom
1 rogvHu npu KiMHaTHIA Temnepatypi. [Joaasanu TpuaueTokcuboprigpua Hatpito (967 wmr, 4,56
MmMmornb, 3,00 ekB.), SK onucaHo B npuknagi 2, cragiga 3, 3 OTPUMaHHAM HEOYMLLUEHOro MNPOAYKTY.
3anuwwok xpomarorpadyyBanu Ha KONOHUi Ha OCHOBI cunikareno 3 oTpumaHHsaMm 400 mr (Buxia 68 %)
TpeT-0yTun-(2S, 4S)-2-metun-4-(metun(3-(tpudtopmetun)beHsun)amiHo)ninepugnH-1-kapbokeunary
y Burnsai xoetoi onusu. LCMS (ESI, maca/sapsaa): 387 [M+H]*.

Crapia 5: otpumanHs (23, 4S)-N, 2-gumetun-N-(3-(TpudptopmeTun)beHsun)ninepuamnH-4-amiHy

e, SR . T
N HOL, 4, 4-ploxeau ¢ W
FsC - Ry, _‘»r\\_Nfi\:\w_ﬂﬁ\_ . ) e Fill 5 ,\I‘Qx{,f.-/‘w‘*\ Nr"\«ﬁ\ .
i ; ¥ T, T reg. ] ;
.“a__'x:::.;;‘; : ;\‘\:::;:‘;.\
Yy Konoy nomiLanu TpeT-0yTnn-(2S, 48)-2-meTun-4-(metun(3-

(TpudbTopmeTun)beHsumamiHo)ninepuanH-1-kapbokcunar (400 mr, 1,04 mmonb, 1,00 exB.), 1,4-
aiokcad (10 mn) i KOHUEHTPOBaHY XMNOPUCTOBOAHEBY Kucnoty (2,5 mn). OTpUMaHWin po3ynH
nepemiwysanu npoTarom 1 roguMHuM Npu KiMHaTHIA TeMnepaTypi i KOHUEHTpyYBanu Npu 3HUXKEHOMY
TUCKY 3 OTPUMaHHAM 296 Mr (2S5, 4S)-N, 2-aumeTtun-N-(3-(TpudTopMeTun)GeH3nm)ninepuanH-4-amidy
(kinbkicHO) y BUrnagi >koetoi onuen. LCMS (ESI, maca/sapsaa): 287 [M+H]~.

Crapia 6: otpuMaHHsa (2S, 4S)-2-metun-4-(metun(3-(tpudtopmeTun)beHsun)aMiHo)ninepuanH-1-
kapGoHinxnopuay

wpfoores | DFFES, DO

¥. 7., 3 rog.

Y konby nomiwanu (2S, 4S)-N, 2-gumeTun-N-(3-(TpudropmeTun)beHsnmninepuanH-4-amii (296
mr, 1,03 mmonb, 1,00 eks.), DCM (10 mn) i Tpucpocren (154 wmr, 0,520 mmons, 0,50 ekB.) B aTmocdepi
asoTy. Mo kpannax gogasanu DIPEA (402 wmr, 3,12 mmonb, 3,00 eks.) npu 0 °C. OTpuMaHuin po34vnH
nepemiwlysanu NpoTArom 3 roguH nNpu KiMHaTHIR TemnepaTtypi i racunu 3a gonomoroto sogau (10 mn),
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K onucaHo B npuknaai 1, cragia 3, 3 oTpumaHHam 362 Mmr (2S5, 4S)-2-meTun-4-(metun(3-
(TpudbTopMmeTnn)6eH3nmamiHo)ninepuanH-1-kapboHinxnopnay (HEOUULLEHOrO) y BUIMAAi  XKOBTOT
onuen. LCMS (ESI, maca/zapsaa): 349 [M+H]*.

Crapia 7: oTpumanHa 1-((2S, 4S)-2-meTun-4-(metun(3-(tpudTropMeTun)beHsnmamiHo)ninepuamnH-
1-kapboHin)-1H-nipason-3-kapbokcamigy

e
Q HTRy '
Ry s
e LY N T g e
([ NoC Nk HONTY
. £ * H I'; _
O L N 9 Féﬁ\tj\e S M T
U DIPEA, DMAR, THF " SR,
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Y konby nomiwanu (2S, 4S)-2-metun-4-(Metun(3-(tpudTopmeTnn)beHsnn)amiHo)ninepuanH-1-
kap6oHinxnopug (181 wmr, 0,520 mmonb, 1,00 ekB.), 1H-nipason-3-kap6okcamia (86,6 wmr, 0,780
Mmmonb, 1,50 eks.), THF (10 mn), DMAP (12,7 wr, 0,104 mmonb, 0,20 ekB.) i DIPEA (201 wr, 1,56
MMmornb, 3,00 eks.). OTpUMaHWiA PO3YMH nepemiyBanu MNPOTArom Houi npu 60 °C i racunu 3a
gonomoroto soau (10 mn), Sk onucaHo B npuknaai 1, cragia 4. HeounweHuii npoaykt (300 mr)
ounanu 3a gonomorow npenapatuHoi HPLC 3 oTpumaHHam 54,6 mr (Buxig 25 %) 1-((2S, 4S)-2-
MeTun-4-(metun(3-(tpudtopmetun)bensun)amino)ninepuauH-1-kapboHin)-1H-nipason-3-
kapbokcaMigy y Burnagi Hanieteepaoi pevosuHu Ginoro konbopy. 'H AMP (300 My, Xnopodopm-d)
6 8,09 (n, J=2,7 I'u, 1H), 7,60 (c, 1H), 7,53-7,51 (m, 2H), 7,46-7,41 (m, 1H), 6,90 (a, J=2,7 'y, 1H),
6,68 (wwmp, 1H), 5,61 (wmp, 1H), 4,32-4.21 (M, 1H), 4,14-4,07 (m, 1H), 3,64 (uup, 2H), 3,52-3,42 (M,
1H), 2,82 (wwmp, 1H), 2,20 (c, 3H), 2,07-2,03 (m, 2H), 1,83-1,73 (M, 2H), 1,48 (g, J=6,3 'y, 3H). LCMS
(ESI, maca/sapag): 424 [M+H]*.

Mpuknag 25: 1-(TpaHc-5-(3-(okcason-2-in)deHokcn)okTarigpouuknoneHTalclnipon-2-kapOoHin)-
1H-nipason-3-kapboHoBa kucnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), An-TpeT-
oytun-gukapboHatr (158 r, 714 mmonb, 4,00 eks.), DMAP (4,35 r, 35,7 mmonb, 0,20 ekB.),
Tpuetunamii (54,1 r, 536 mmonb, 3,00 ekB.) i Tper-GytaHon (200 mn). OTpUMaHWUIA pPO3UNH
nepemiwysanu npoTarom Hodi npu 65 °C i racunu 3a gonomoroto sogu (200 mr), SK ONUCaHO B
npuknagi 1, cragia 1, 3 oTpumanHam 20,0 r (HeounweHoro) Aaun-tpet-6ytun-1H-nipason-1,3-
avkapbokcunary y Burnsagi >kostoi onusu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y konby nomiwanu aun-tpet-6ytun-1H-nipason-1,3-aukap6okcunar (20,0 r, 74,6 mmons, 1,00
ekB.), MeOH (80 mn), rigpokcua Hatpito (10,0 r, 250 mmonb, 3,35 ekB.) i Boay (40 mn). OTpumaHui
PO34YMH NepemillyBanu NpPoTAroM HOYi NpW KiMHAaTHIA TemnepaTypi i racunu 3a gonomMoroto soau (40
MIT), 9K onucaHo B npuknagi 1, cragia 2, 3 orpumaHHsaMm 6,70 r Ttpet-6ytun-1H-nipason-3-
kapbokcunaty (HEOYMLIEHOro) y BUIMA4I TBEpAOi PEYOBMHM >KOBTOTO Konbopy. LCMS (ESI,
Maca/sapan): 169 [M+H]*,

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary

Q;;NI\“ -r:f‘&\ e -

Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (1,68 r, 9,99 mmons, 1,00 eks.), DCM
(20 mn) i TpuetTunamin (3,03 r, 29,9 mmonsb, 3,00 eks.). logaBanu 4-HitpodeHinxnopdopmiat (2,42 T,
12,0 mmonb, 1,20 ek.) npu 0 °C. OTpumMaHuii po34MH MEpeMiyBanu npoTarom 3 roguH npwu
KiMHaTHIR TeMmnepaTtypi i KOHUEHTPYBanu Npyu 3HWXXEHOMY TUCKY, SIK ONMCaHO B npuknagi 4, ctagia 3, 3
OTPUMaHHSAM 3,33 r 3-(TpeT-6yTun)-1-(4-Hirpodbeniny-1H-nipason-1,3-gukapbokcunaTty
(HeoumnLEeHOro) Y BUrNSAi TBEPAOT PEYOBUHU XKOBTOTO KOMbOPY.

Crapia 4: otpumManHsa TpeT-6ytun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty

b goo M o~ .Boc
{ﬁ_:\&f\;\; Ny, MeOH Y ~y
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Y konmby nomiwanu (3aR, 6aS)-TpeT-0yTun-5-okco-rekcarigpouuknonentalcnipon-2(1H)-
kap6okcunat (3,00 r, 13,3 mmonb, 1,00 ekB.), MeOH (20 mn) i 6opriapua Hatpito (0,760 r, 20,1
MMorb, 1,50 ekB.). OTpuMaHWi PO34YUH NepemMillyBanun NPOTArom 5 roauH npu KiMHaTHIn Temnepartypi
i KOHLUEHTPYBanNU Npu 3HWXEHOMY TUCKY, SIK ONMCaHO B npuknaai 15, ctagia 4, 3 otpumanHam 3,01 r

TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouumknonentalc]nipon-2(1H)-kapbokcunary
(HeounweHoro) y Burnaai teepaoi pevosuHu inoro konsopy. LCMS (ESI, maca/sapsaa): 228 [M+H]*.
Cragiqa 5: OTPUMAHHS TpeT-0yTnn-(3aR, 5r, 6aS)-5-

((meTuncynbdoHin)okcu)rekcarigpouuknonertalclnipon-2(1H)-kapbokcunarty

H o E‘EI..“ H Fa ,@E "
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B nocyauHy nomiwanu Tpet-0yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoyuknonentalclnipon-
2(1H)-kapbokcunat (200 mr, 0,881 mmonb, 1,00 ekB.), TpueTunamid (267 mr, 2,64 mmons, 3,00 ekB.) i
DCM (15 mn). Mo kpannsax goaasanu metaHcynbdoHinxnopua (152 mr, 1,32 mmons, 1,50 eks.) npu
0 °C. OTpumaHuin PoO3YMH nepemiwlyBanu MpoTAroMm 2 rouH Mpu KiMHaTHIW TemnepaTypi. Cymiw
racunu 3a gonomoroto sogu (10 mn), ekctparysanu 3a gonomoroo DCM (3 x 20 mn) i opraHivHi wapwm
o6'eaHyBanu, NPOMMBANM 3a AONOMOrOI0 CONMbOBOro po3vuMHy (10 mn), BUCywlyBanu Hag 6e3BOAHUM
cynbhatoM HaTpilo, PiNbTpyBanu i KOHUEHTPYBanu Npu 3HWXEHOMY TUCKY, SIK ONMWCAHO B NpUKnaai
11, cragis 3, 3 OTPUMaHHAM 268 Mr TpeT-6yTun-(3aR, Br, 6aS)-5-
((meTuncynbdoHin)okcu)rekcarigpouuknonertalclnipon-2(1H)-kapbokcunarty (Heo4nLLEHOr0) y
BUTNSAAI >KOBTOT ONUBN.

Crtagia 6: oTpumaHHa 3-(okcason-2-imdeHony
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Y konby nomiwanu 1,3-okcaszon (1,00 r, 14,5 mmonb, 1,00 ekB.), 3-6pomdcbeHon (1,25 r, 7,25
MMonb, 0,50 ekB.), kapboHar kanito (6,00 r, 43,5 mmonb, 3,00 ekB.), nieaneBy kucnoty (0,592 r, 5,80
MmMorb, 0,40 eks.) i Tonyon (100 mn). Joaasanu auetar nanaaito(ll) (0,326 r, 1,45 mMoneb, 0,10 exB.) i
2-auuuknorekcundgocdido-2',6'-giisonponokcu-1,1'-6icbenin (1,35 r, 2,90 mmonb, 0,20 ekB.) B
aTMocepi azoty. OTpUMaHuin po3ymH nepemiwysanyi npotarom Houi npu 110 °C. Cymiw racunu 3a
gonomoroo Bogu (20 mn), ekctparysanu 3a gonomoroto EtOAc (3 x 50 mn) i opraHiyHi wapu
ob'eaHyBanu, nNpoMMBanuM 3a AOMNOMOrOK CONbOBOrO po3uuHy (3 x 30mn), BuCyllyBanu Hag
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
XpomarorpadyBarnu Ha KONOHLi Ha OCHOBI cunikarenio 3 otpumaHHsam 0,220 r (Buxig 9 %) 3-(okcason-
2-in)cbeHony y surnagi xoetoi onusu. LCMS (ESI, maca/sapagn): 162 [M+H]+.

Cragiqa 7 OTPUMAaHHA TpeT-0yTun-(3aR, 5s, 6aS)-5-(3-(okcason-2-
imdeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunary

B nocyauHy nomiwanu 3-(okcason-2-in)dpeHon (142 mr, 0,88 mmonb, 1,00 ekB.), kapboHaT Uesio
(860 M, 2,63 MMOnb, 3,00 €KB.), TpeT-6yTnn-(3aR, Br, 6aS)-5-
((meTuncynedoHin)okcu)rekcarigpouuknonentalcnipon-2(1H)-kapbokcunar (268 wr, 0,881 mMmonsb,
1,00 ekB.) i DMF (15 mn). OTpumaHuii po3ynH nepemiwysanu npotarom 2 roguH npu 80 °C. Cymiwl
racunu 3a gonomoroto sBogn (10 mn), ekcrparysanu 3a gonomoroio EtOAc (3 x 20 mn) i opraHiyHi
wapu ob'egHyBanu, NpoMuBany 3a AOMOMOrOK COMbOBOr0 pPo3ynHy (2 x 20 mn), BUCYLLYBANW Hag
6e3BOAHNM CynbaToM HaTpilo, piNnbTPyBanM i KOHUEHTPYBaNM Npu 3HUXXEHOMY TUCKY, SIK OMUCaHO B
npuknaai 13, cragis 4. 3anuuwok xpomatorpacpyBanu Ha KOMOHLUI Ha OCHOBI cunikareno 3
OTPUMAHHSIM 105 Mr  (BUXig 32 %)  Tpet-OyTun-(3aR, 5s, 6aS)-5-(3-(okcason-2-
imdeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunaty y surnagi >kostoi onveu. LCMS (ESI,
Maca/sapag): 371 [M+H]-.

Cragia 8: OTPUMAaHHA 2-(3-(((3aR, 5s, 6aS)-okTarigpounknoneHTtalc]nipon-5-
inokcu)dpeHin)okcasony

¥ X N N‘ i ] NE‘{
N ;"* Y g THEA, DOW g“‘-f"""\?s *“%5 i,
S, . ‘\ .13 PN . S
\ N S : e \\.-' *}\"ﬁ ‘wj. €T . 2 ;’{}Q »{‘:‘M'{:-?»-' BN, '\.{}f’ e N
ot R
B nocyauHy nomianu TpeT-6yTun-(3aR, 5s, 6aS)-5-(3-(okcason-2-

imdeHokeun)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunar (105 wmr, 0,284 mmonb, 1,00 eks.),
TFA (2 mr) i DCM (10 mn), sik onucaHo B npuknagi 1, cragia 5, 3 otpumanHam 76,6 mr 2-(3-(((3aR, 5s,
6aS)-okrarigpoyuknoneHTalc]nipon-5-in)okcu)denin)okcasony (KinbKiCHO) y BUIMSAAI >KOBTOT OMNUBMU.
LCMS (ESI, maca/sapag): 271 [M+H]*.

Cragis 9: OTPUMaHHS TpeT-6yTnn-1-((3aR, 5s, 6aS)-5-(3-(okcason-2-
imydeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunarty
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B NnocyanHy nomiLanu 2-(3-(((3aR, bs, 6aS)-okTarigpounknoneHTtalcinipon-5-
inyokcn)dpeHin)okcason (76,6 mr, 0,284 mmons, 1,00 eks.), Tpuetunamin (115 wr, 1,14 mmons, 4,00
ekB.), 3-(TpeT-0yTun)-1-(4-niTpodpenin)-1H-nipason-1,3-aukapbokcunar (142 wmr, 0,426 mmonb, 1,50
ekB.) i DCM (15 mn). OTpumMaHuii po3ynH nepemiyBanu NpoTAromMm Houi Npu KiMHaTHIn TemnepaTypi.
Cymiw racunu 3a gonomoroto Bogu (10 mn), ekctparysanu 3a gonomoroww DCM (3 x 20 mn) i
OpraHiyHi wapu o6'egHyBanu, NPOMMBanu 3a AONOMOIOI0 COMbOBOrO po3udnHy (10 M), BUCYLLYBAMNM
Hag 06e3BogHMM cynbdatoM HaTpilo, (piNbTpyBanuM i KOHUEHTPYBaNM NPU 3HUXKEHOMY TMUCKY, 5K
onucaHo B npuknaai 4, cragia 3. 3anuwok xpomarorpadyyBany Ha KONOHL HA OCHOBI cunikarento 3
oTpuManHHam 108 wmr  (Buxia 82 %) Tper-6ytun-1-((3aR, b5s, 6aS)-5-(3-(okcason-2-
im)dpeHokemn)oktarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunarty y BUrnsgi >koBToi
onueun. LCMS (ESI, maca/zapaa): 465 [M+H]~.

Cragia 10: oTpumaHHa 1-(TpaHc-5-(3-(okcason-2-inm)deHokcu)okTarigpouuknoneHTalclnipon-2-
kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK

O

AL
N ’> | TFA, DCM > ;i ) w&\
SO e 0N

B nocyauHy nomianu TpeT-6yTun-1-((3aR, 5s, 6aS)-5-(3-(okcason-2-
imydpeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunar (108 wr, 0,232
MmMorb, 1,00 ekB.), TFA (2 mn) i DCM (10 mn). OTpuMaHuii po3vmnH nepemiwlysany NpoTarom 2 rogut
npy KiIMHaTHIN TeMnepaTtypi i KOHUEHTPYBanW Npu 3HUXXEHOMY TUCKY, SIK ONMcaHo B npuknagai 1, craaia
5. HeounweHnii npoaykt oyvwanu 3a gonomoroto npenapatusHoi HPLC 3 oTpumanHam 71,0 mr
(Buxin 75 %) 1-(TpaHc-5-(3-(okcason-2-inydbeHokcn)okTarigpounknonentalclnipon-2-kap6oHin)-1H-
nipason-3-kapboOHOBOI KUCNOTK y BUMNSAAI TBEPAOI pevoBuHmn Binoro konbopy. 'H AMP: (300 My,
MeOH-d4) 6 8,17 (g, J=2,7 'y, 1H), 8,02-7,95 (m, 1H), 7,67-7,56 (m, 1H), 7,56-7,49 (m, 1H), 7,45-7,37
(m, 1H), 7,31-7,27 (m, 1H), 7,10-6,99 (m, 1H), 6,76 (g, J=2,7 'y, 1H), 5,14-5,05 (m, 1H), 4,30-3,82
(wwup, 3H), 3,82-3,57 (wwup, 1H), 3,11-2,84 (wwup, 2H), 2,30-2,11 (m, 2H), 2,11-1,89 (M, 2H). LCMS
(ESI, maca/sapag): 409 [M+H]+.

Mpuknag 26: 4-xnop-1-(2-(3-xnop-2-(tpudropmeTun)bensnn)-2,8-giazacnipo[4.5]aexkan-8-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa

0
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N" NN ¢l
FsC N N
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Cragia 1: oTpuMaHHs 3-xnop-2-(TpudtopmeTun)deH3anbaerigy
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Y konby nomiwanu 1-6pom-3-xnop-2-(tpuctopmetun)benson (500 mr, 1,94 mmons, 1,00 ekB.) i
THF (20 mn) B atmocdepi asoty. o kpannax gogasanu H-6ytunnitin (0,93 mn, 2,32 mMons, 1,20
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ekB., 2,5 M B rekcaHdi) npu -78 °C. OTpMMaH1in PO3UYUH NepemillyBanu npoTarom 2 roauH npu -78 °C.
Dopasanu DMF (10 mn). OTpMMaHUn pO3yYUH nepemillyBanu npoTsaroM 2 roauH npu -78 °C i racunu
3a gonomoroto sogn (20 mn). Cymiw ekctparysanu 3a gonomoroto EtOAc (3 x 20 mn) i opraHiyHi
wapu ob'egHyBanu, NnpoMuBany 3a AOMNOMOrOK COMbOBOrO PO3YMHY (2 x 25 mn), BUCyLlyBanu Haj
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
XpomarorpadyBarnu Ha KONOHLi Ha OCHOBI curnikarenio 3 oTpumMaHHam 130 mr (Buxig 32 %) 3-xnop-2-
(TpucptopmeTun)bensansaerigy y Burnaai xkostoi onusun. LCMS (ESI, maca/sapag): 209 [M+H]*.
Crapia 2: oTpumaHHs TpeT-0yTun-4-xnop-1H-nipason-3-kapbokcunary

HN ROl (Back,0, AR, B BN S

i

= T R
u{’-\‘m mpen-BulH . ol .-
& OM  g5°C, npoTmmos soy A S

£ 3

Y konby nomiwanu 4-xnop-1H-nipason-3-kapboHoBy kucnoty (4,00 r, 27,4 mmonb, 1,00 eks.),
TpeT-6ytaHon (50 mn), an-tpet-6ytun-gukapdonat (21,5 r, 98,6 mmonb, 3,60 eks.), DMAP (468 wr,
3,83 mmonb, 0,14 ekB.) i TpuetunamiH (8,30 r, 82,2 mmonb, 3,00 ekB.). OTpMMaHWin pPO3YMH
nepemiwysanu npotaroMm Hodi npu 65 °C i racunu 3a gonomoroio Bogu (50 mn), 9K onucaHo B
npuknaai 1, cragia 1. 3anuwok xpomaTtorpacdysanu Ha KONOHLUi HA OCHOBI CUSTIKarenio 3 OTPUMaHHAM
520 wr (Buxig 9 %) TpeT-byTun-4-xnop-1H-nipason-3-kapbokcunaty y BUrNAgi TBEPAOi PEYOBUHU
»KOBTOro konbopy. LCMS (ESI, maca/sapsaa): 203 [M+H]*.

Crapia 3: oTpumaHHA TpeT-0yTun-8-(3-(TpeT-byTokcmkapOoHin)-4-xnop-1H-nipason-1-kapboHin)-
2,8-piasacnipo[4.5]aekaH-2-kapbokcunarty
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Y konby nomiwanu TpeT-0yTun-4-xnop-1H-nipason-3-kapbokcunar (355 wr, 1,75 mmonb, 1,20
ekB.), DCM (20 mn), 4-HiTpodhbeHinxnopdopmiat (442 mr, 2,19 mmonb, 1,50 eks.) i DIPEA (565 wr,
4,38 mMonb, 3,00 ekB.). OTpUMaHWM PO3YMH nNepemiyBanu nNpoTAaAroMm 3 roguH NpPu KiMHATHIA
TemnepaTypi. Jogasanu TpeT-0yTun-2,8-aiasacnipo[4.5laekan-2-kapbokeunart (350 mr, 1,46 mmons,
1,00 ekB.). OTpUMaHUin PO3YNH NEpPEMiLLyBany NPOTATOM HOMYI NPU KIMHATHIA TemnepaTypi i racunu 3a
gonomoroto sogaun (20 mir). Cymiw ekctparysanu 3a gonomoroo DCM (3 x 20 mn) i opraHiyHi wapu
ob'eaHyBanu, NpoMUBanM 3a AOMNOMOIOK CONMbOBOrO pPo3dMHy (2 x 25 Mn), BUCyLlyBanu Hag
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
xpomaTorpadyyBanu Ha cunikareni 3 otpuMaHHaMm 650 mr (Buxig 95 %) Tper-OyTun-8-(3-(TpeT-
O6yTokcukapboHin)-4-xnop-1H-nipason-1-kapboHin)-2,8-giasacnipo[4.5]aekaH-2-kapbokcunary y
Burnagi >koetoi onuen. LCMS (ESI, maca/sapsaa): 469 [M+H]-.

Crapia 4. oTpumanHsa 4-xnop-1-(2,8-giaszacnipo[4.5]aekaH-8-kapboHin)-1H-nipa3on-3-kapboHoBOI
KncnoTu
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Y konby nomiwanu Tpet-6yTun-8-(3-(tpeT-byTokcukapOoHin)-4-xnop-1H-nipason-1-kapboHin)-2,8-
niasacnipo[4.5]aekaH-2-kapbokcunat (650 mr, 1,39 mmonb, 1,00 exkB.), DCM (10 mn) i TFA (3 mn), Sk
onucaHo B npuknagi 1, cragia 5, 3 oTpumaHHsam 433 mr 4-xnop-1-(2,8-piaszacnipo[4.5]aekaH-8-
kapboHin)-1H-nipason-3-kapboHoBoi kucnotu (KinbKicHO) y BurnsAgi koetoi onuveu. LCMS (ESI,
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maca/sapag): 313 [M+H]J*.
Crapia 5: oTpumaHHa 4-xnop-1-(2-(3-xnop-2-(tpudbtopmetTnn)beHsun)-2,8-aiasacnipo[4.5]aekaH-
8-kap6oHin)-1H-nipason-3-kapOOHOBOT KNCIOTH
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Y konby noMiwanu 3-xnop-2-(tpucptopmeTun)bensansaeria (77,8 mr, 0,374 mmonb, 1,00 eks.),
DCE (20 wn), 4-xnop-1-(2,8-giasacnipo[4.5]aekan-8-kapboHin)-1H-nipason-3-kapboHoBy KucnoTy
(140 wr, 0,449 mmonsb, 1,20 ekB.) i Tpuetunamid (113 wmr, 1,12 mmons, 3,00 ekB.). OTpUMaHUii PO3UNH
nepemiwyBanyu npoTarom 1 rogMHu nNpu KiMHaTHIN Temnepatypi. Jogasanu tpuaueTokcubopriapua
HaTpito (238 wmr, 1,12 mMonb, 3,00 ekB.). OTpUMaHUA PO3YUH nepemillyBanu NPOTAroM HOYi Npu
KiMHaTHIN TemnepaTypi i racunu 3a 4ONOMOrol HacudeHoro posunHy NaHCOsz (20 mr), Sk onucaHo B
npuknagi 2, ctagia 3. Heounwenuii npogykt (200 Mr) ounwianu 3a gonoMorow npenapatmsHoi HPLC
3 otpumaHHam 10,8 wMr (Buxig 6 %) 4-xnop-1-(2-(3-xnop-2-(TpudtopMeTun)dbeHsnmn)-2,8-
diasacnipo[4.5]aekaH-8-kap6oHin)-1H-nipason-3-kapboOHOBOI KMCNOTW Yy BUMMAAI TBEPAOI PEYOBUHM
6inoro konbopy. 'H AMP (300 MIu, MeOH-d4) & 8,13 (¢, 1H), 7,90-7,88 (M, 1H), 7,82-7,80 (M, 1H),
7,57-7,52 (m, 1H), 4,26 (wwup, 2H), 3,93-3,79 (M, 2H), 3,69-3,57 (m, 2H), 3,14-3,07 (m, 2H), 2,99-2,84
(M, 2H), 1,94 (1, J=7,2 Ty, 2H), 1,84-1,72 (m, 4H). LCMS (ESI, maca/sapsaa): 505 [M+H]*.

Mpuknag 27: 1-(4-((3-xnop-5-(4-xnopdeHokcn)benaunn)oken)ninepuamnt-1-kapoboHin)-1H-nipason-
3-kapboHoBa kucnota
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kapboHoBy kucnoty (10,0 r, 89,3 mmons, 1,00 ek.), DMAP
2,18 r, 17,9 mMonb, 0,20 ekB.), TpuetunamiH (27,1 r, 268 mMonb, 3,00 ekB.), AU-TPeT-OyTUN-
aukapbonar (77,8 r, 357 mmonb, 4,00 ekB.) i Tper-6yraHon (100 mn). OTpMMaHui pPO3YMH
nepemiwysanu npotarom 4 rogud npu 80 °C i racunu 3a gonomoroto Bogu (50 M), SK ONUCaHo B
npuknaai 1, cragis 1, 3 orpumanHsam 25,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeouuLeHoro) y BurnsAgi YyepsoHoi onueu. LCMS (ESI, maca/sapsa): 269 [M+H]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (25,0 r, 93,3 mmons, 1,00

130



10

15

20

25

30

35

40

UA 124990 C2

€kB.), rigpokcug Hatpito (5,60 r, 140 mmonb, 1,50 ekB.), Boay (80 mn) i MeOH (240 mn). OTpumMaHui
PO34YMH NepemillyBanu NPoTAroM 2 roaumH npu KiMHaTHIM TeMneparypi i racunu 3a 40NOMOroK BOAM
(30 M), gk onucaHo B npuknagi 1, cragia 2. 3anuwok xpoMarorpadyBanu Ha KOSMOHUi Ha OCHOBI
cunikareno 3 otpumanHsam 10,0 r (Buxig 64 %) TpeT-6yTun-1H-nipason-3-kapbokcunaty y Burnagi
TBEPAOI peyvoBuHU Binoro konbopy. LCMS (ESI, maca/sapsag): 169 [M+H]*.

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-0yTun-1H-nipason-3-kapbokcunar (2,00 r, 11,9 mmonb, 1,00 eks.), 4-
HiTpodeHinxnopdopmiat (2,87 1, 14,2 mmonb, 1,20 ekB.), Tpuetunamid (3,61 r, 35,7 mmono, 3,00
ekB.) i DCM (20 mn). OTpuMaHWi pPO3YMH NepemiyBand npoTaromMm 1 roAWHU nNpu KiMHAaTHIRA
TeMnepaTypi i KOHUEHTpyBanu npv 3HWKEHOMY TUCKY 3 oTpumMaHHsam 3,90 r 3-tpet-6ytun-1-(4-
HiTpodeHin)-1H-nipason-1,3-gukapbokcunaTy (HEOYULLEHOTO) Yy BUMMAAI TBEPAOI PEYOBUHU >KOBTOMO
koneopy. LCMS (ESI, maca/sapag): 334 [M+H]*.

Cragia 4: otpumaHHs 6ic(4-xnopdeHin)oaoHito TeTpactopboparty
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Y kon6y nomiwanu m-CPBA (3,18 r, 18,4 mmonb, 1,10 ekB.) i DCM (25 mn). [logaBanu KOMNNeKc
eTepy Tpuctopuay 6opy (7,16 r, 50,4 mmonb, 3,00 ekB.) i 1-xnop-4-oadeHson (4,00 r, 16,8 mmons,
1,00 eks.) npu 0 °C. OTpumaHuii po3ynH nepemiwysanu npotarom 0,5 roguHu npu KiMHaTHIRA
Temnepatypi. Joaasanu (4-xnopdeHin)éopoHoBy kucnoty (2,89 r, 18,5 mmonsb, 1,10 eks.) npu 0 °C,
SK onucaHo B npuknagi 19, cragia 1. OTpumaHnii po3dnH nepemiwysanu npotarom 0,5 roauHu npu
KIMHaTHIR TemnepaTypi i KOHUEHTPYBanu Npu 3HWXKEHOMY TUCKY. HeounweHnin npoaykT postupanu B
MOpPOLUOK 3 €TUIIOBUM €TepoM 3 OTpuMaHHam 5,50 r (Buxig 75 %) Oic(4-xnopdeHin)ioaoHito
TeTpadropboparty y BUrnaai Teepaoi pevyosuHmn Ginoro konbopy. LCMS (ESI, maca/sapag): 349 [M-
BF4]*.

Crapia 5: oTpumaHnHs 3-xnop-5-(4-xnopdeHokeun)beHsanbaeriay
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Y konby nomiwanu Tpet-6yTtokcua kanito (0,840 r, 7,50 mMmonb, 1,50 ekB.) i THF (20 mn).
HDopaesanu 3-xnop-5-riapokcndensansaeriag (780 mr, 5,00 mmonb, 1,00 ekB.) npu 0 °C i peakuiiny
cymiw nepemiwysanu npotarom 20 xeunuH. Joaasanu 6ic(4-xnopdeHin)iioaoHio TeTpadpTopbopar
(2,62 r, 6,00 mmonb, 1,20 eks.) npu 0 °C. OTpuMaHuii PO3YNH NepeMillyBanu MPOTAroM HOYi Npu
40 °C i racunu 3a gornomoroto soau (20 mn). Cymiw ekctparyeanu 3a gonomoroo DCM (3 x 40 mn) i
OpraHivHi wapmu o6'egHyBanu, NPOMUBanNKM 3a AONOMOIOI COMbOBOro po3unHy (30 mn), BuCywyBanu
Haa 6e3BOAHUM CynbdaToM HaTPIlo, PINbTPYBANM i KOHUEHTPYBANMU NPy 3HUKEHOMY TUCKY. 3anuLUOK
XpomarorpadyBarnu Ha KOMOHLUi Ha OCHOBI curmikaresnto 3 oTpumaHHam 300 mr (Buxig 19 %) 3-xnop-5-
(4-xnopdeHoken)beHsanbaerigy y surnagi 6esbapeHoi onueun. LCMS (ESI, maca/sapag): 267 [M+H]*.

Crapia 6: oTpumaHHs (3-xnop-5-(4-xnopdeHokcun)denin)-MeOH
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Y konby nomiwanu 3-xnop-5-(4-xnopdeHokcn)bensansvgerig (310 mr, 1,16 mmons, 1,00 eks.),
5 MeOH (15 wmn) i Goprigpuag Hatpito (129 wmr, 3,41 mmonb, 3,00 ekB.). OTpUMaHMn PO3YWH
nepemiwlysanu npoTaroMm 2 roguH Npu KiMHaTHIA TemnepaTypi, NOTiM racunu 3a 4onomoroto soan (20
M), sk onucaHo B npuknagi 15, crapia 4, 3 orpumaHHam 303 wmr (Buxia 97 %) (3-xnop-5-(4-
xnopdeHoken)deHin)-MeOH y surnagi 6esbapsHoi onusun. LCMS (ESI, maca/szapsag): 269 [M+H]-*.
Crapia 7: oTpumanHs 1-(6pommeTun)-3-xnop-5-(4-xnopdeHokcn)6eHsony
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Y konby nomiwanmu (3-xnop-5-(4-xnopdeHoken)denin)-MeOH (303 wmr, 1,13 mMonb, 1,00 ekB.) i
DCM (15 mn). Joaasanu Tpubpomia cdoccopy (610 mr, 2,25 mmons, 2,00 ekB.) npu 0 °C. OTpuMaHuii
15 PO34YMH NepemillyBanu NPOTAroM HOYi NpU KiMHATHIW TemnepaTypi, NoTiM racunu 3a JONOMOrow BoAU
(20 mn). OTpumaHuin po3ynH ekcTparysanu 3a gonomoroto DCM (3 x 40 wmn) i opraHivyHi wapu
o6'eaHyBanu, NPOMMBANM 3a AONOMOrOI0 CONMbOBOro po3vuHy (30 mn), BUCyLlyBanu Hag 6e3BOAHUM
cynbhatoM HaTtpito, inbTpyBanu i KOHUEHTpYBanu MNpu 3HWXEHOMY TUCKY 3 oTpuMaHHaMm 200 mr
(Buxin 54 %) 1-(6pommeTun)-3-xnop-5-(4-xnopeHokeun)beHsony y surnagi koetoi onusu. LCMS

20 (ESI, maca/sapag): 331 [M+H]*.
Crapia 8: oTpumaHHa TpeT-0yTun-4-((3-xnop-5-(4-xnopdeHokcn)dbeH3nmn)okcn)ninepuanH-1-

kapbokcunaTty
o S
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25
Y konby nomiwanu TpeT-6ytun-4-rigpokcuninepuamnH-1-kapdokeunar (183 wr, 0,910 mmons, 1,50

ekB.) i DMF (5 mn). Joaasanu riapua HaTtpito (72,8 mr, 60 % B MiHepanbHii onuei, 1,82 mmons, 3,00
ekB.) npu 0 °C. Cymiw nepemiwysanu npu 0 °C npotsarom 5 xsunuH. Joaasanu 1-(6pommeTnn)-3-
xnop-5-(4-xnopdeHokcn)benson (200 mr, 0,606 mmMonb, 1,00 eks.) npu 0 °C. OTpPUMaHUN PO3YUH

30 nepeMiwysany nNpoTsAroM HOYi Npu KiIMHATHIM TemnepaTtypi i noTiM racunu 3a aonomorow soau (10
Mf), K onucaHo B npuknaai 15, cragia 7. 3anuwok xpomatorpadyyBanu Ha ONOHLi Ha OCHOBI
cunikaresno 3 OTPUMAHHAM 150 Mr (Buxin 55 %) TpeT-0yTun-4-((3-xnop-5-(4-
xnopdeHoken)beH3unokenyninepuanH-1-kapbokeunaty y Burnagi »koetoi onueu. LCMS (ESI,
maca/sapag): 452 [M+H]J-*.

35 Cragpia 9: oTpumaHHs 4-((3-xnop-5-(4-xnopdeHokcn) beH3nn)okCu)NinepuanHy
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Y konby nomiwanum  TpeT-0yTun-4-((3-xnop-5-(4-xnopdeHokcn)be H3un)okc)ninepuanH-1-
40 kapbokcunatr (150 wr, 0,330 mmonb, 1,00 eks.), DCM (10 mn) i TFA (3 mn). OTpUMaHMin PoO3YKH
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nepemiwlysanu NpoTAroM 2 roguH Npy KiMHaTHIA TeMnepaTypi | KOHUEHTPYBanu Npu 3HWXEHOMY TUCKY
3 oTpuMaHHam 117 mr 4-((3-xnop-5-(4-xnopdeHoKen)GeH3NM)OKCH)MINE puanHy (KinbkiCHO) y BUrnAgi
»oBToi onueu. LCMS (ESI, maca/sapsa): 352 [M+H]*.

Crapia 10: oTpumaHHa TpeT-6yTun-1-(4-((3-xnop-5-(4-xnopdeHokcn)deH3nn)okcn)ninepuamnt-1-
kapboHin)-1H-nipason-3-kapbokcunarty
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Y konby nomiwanu 4-((3-xnop-5-(4-xnopdernokeun)beHsnn)okcn)ninepugnd (117 mr, 0,330 mmons,
1,00 ekB.), 3-TpeT-OyTun-1-(4-nirpodenin)-1H-nipason-1,3-aukapbokcunar (166 wmr, 0,500 mmonsb,
1,50 eks.), DCM (10 mn) i Tpuetunamin (100 mr, 0,990 mmons, 3,00 ekB.). OTpUMaHUN PO3UNH
nepemiwlysanu NpPoTAroM HOYi NpU KiMHaTHIW TemnepaTypi i racunu 3a gonomMoroto soaun (10 mn), Ak
onucaHo B npuknaai 4, cragia 3. 3anuwok xpomarorpadyyBany Ha KONOHL HA OCHOBI cunikarento 3
OTPUMAHHAM 160 Mr (Buxin 88 %) TpeT-0yTun-1-(4-((3-xnop-5-(4-
xrnopdeHoken)beH3unoken)ninepuanH-1-kapooHin)-1H-nipason-3-kapbokcunaty y BUIMSAi >KOBTOI
onuen. LCMS (ESI, maca/zapsa): 546 [M+H]*.

Cragia 11: oTpumanHa 1-(4-((3-xnop-5-(4-xnopdeHokcn)bensun)okcu)nine puamnn-1-kapoonin)-1H-
nipason-3-kapboHOBOI KNCNOTK

Y «konby nomiwanu TpeT-6ytun-1-(4-((3-xnop-5-(4-xnopdeHokcn)dbeH3nn)okcn)ninepuamnH-1-
kapboHin)-1H-nipason-3-kapbokcunar (160 mr, 0,290 mmonb, 1,00 eks.), DCM (10 mn) i TFA (3 mn),
K onucaHo B npuknagi 1, cragia 5. HeounweHun npogykt (200 mr) odnwanu 3a AONOMOrolo
npenapatusHoi HPLC 3 oTpumaHHam 60,7 wmr  (Buxia 42 %)  1-(4-((3-xnop-5-(4-
xnopdeHoken)beH3un)okcn)ninepuanH-1-kapooHin)-1H-nipason-3-kapboHOBOT  kUCnoTM y  BUrMSai
>koBTOi onuen. 'H AMP (300MTI'y, MeOH-d4) & 8,05 (a, J=2,7 'u, 1H), 7,41-7,35 (m, 2H), 7,15 (¢, 1H),
7,04-6,99 (m, 2H), 6,92-6,89 (m, 2H), 6,76 (a, J=2,7 'y, 1H), 4,55 (¢, 2H), 4,00 (wwmp, 2H), 3,76-3,71
(m, 1H), 3,70-3,54 (m, 2H), 2,03-1,96 (m, 2H), 1,79-1,68 (m, 2H). LCMS (ESI, maca/zapsag): 490
[M+H]*.

Mpuknag 28: 1-(tpaHc-5-((3-xnop-2-(TpudpTopmeTnn)beH3aunn)okeun)okTarigpouuknoneHTalclnipon-
2-kapboHin)-1H-nipason-3-kapboHoBa kucnoTa

N
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary

Z-Z
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoty (20,0 r, 179 mmonb, 1,00 ekB.), Au-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamii (54,1 r, 536 mmonb, 3,00 ekB.) i Tper-GytaHon (200 mn). OTpUMaHWUIA pPO3UNH
nepemiwysanu npoTarom Hodi npu 65 °C i racunu 3a gonomoroo sogu (200 mm), KK onucaHo B
npuknaai 1, cragis 1, 3 orpumanHam 20,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeouuLeHoro) y BurnAgi >xostoi onueu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty

;‘% [ ey __.-"ff;_eﬁ‘ 3 -
NS WL

Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), rigpokcua Hatpito (10,0 r, 250 mmonb, 3,35 ekB.) i Boay (40 mn). OTpumaHui
PO34YMH NepemillyBanu NpPoTAroM HOYi NpY KiMHaTHIA Temnepartypi i racunu 3a gonomoroto sogau (40
MIT), 9K onucaHo B npuknagi 1, cragia 2, 3 oTpumaHHam 6,70 r TpeT-6yTun-1H-nipason-3-
kapbokcunaty (HEOYMLIEHOro) y BUIMA4I TBEpAOi PEYOBMHM >KOBTOTO Konbopy. LCMS (ESI,
Maca/sapan): 169 [M+H]*,

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (1,68 r, 9,99 mmons, 1,00 eks.), DCM
(20 mn) i TpuetTunamin (3,03 r, 29,9 mmonsb, 3,00 eks.). logaBanu 4-HitpodeHinxnopdopmiat (2,42 T,
12,0 mmonb, 1,20 ekB.) npu 0 °C, 9k onucaHo B npuknaai 4, ctagia 3, 3 otpumaHHam 3,33 r 3-TpeT-
OyTun-1-(4-nitpodperin)-1H-nipason-1,3-aukapbokcunarty  (HEOUMLWEHOrO) y  BUrMNSAi  TBepaol
PEYOBUHMU XKOBTOIO KOMbOPY.

Crapia 4: otpumManHsa TpeT-6ytun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouuknonentalclnipon-2(1H)-
kapbokcunaTty

Mo oe . Bon
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Y konmby nomiwanu (3aR, 6aS)-TpeT-0yTun-5-okco-rekcarigpouuknonentalcnipon-2(1H)-
kap6okcunat (3,00 r, 13,3 mmonb, 1,00 ekB.), MeOH (20 mn) i 6opriapua Hatpito (0,760 r, 20,1
MMosb, 1,50 ekB.). OTpUMaHWiA PO34YUH NepeMillyBanu NPOTArom 5 roguH nNpu KiMHaTHIn TemnepaTtypi
i KOHLUEHTPYBanNU Npu 3HWXEHOMY TUCKY, SIK ONMCaHO B npuknaai 15, ctagia 4, 3 otpumanHam 3,01 r

TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouumknonentalc]nipon-2(1H)-kapbokcunary
(HeouuLLeHOTO) y BUIMNAZi TBEpAol pevoBuHmn 6inoro konbopy. LCMS (ESI, maca/sapsag): 228 [M+H]*.
Cragiqa 5: OTPUMAHHS TpeT-0yTun-(3aR, 5s, 6aS)-5-((4-
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HiTpoGeH3oImoKken)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunary
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Y konby nomiwanu TpeT-0yTUN-(3aR, 5r, 6aS)-5-rigpokcurekcarigpounknonentalcnipon-2(1H)-
kapbokcunat (2,27 r, 9,99 mmonb, 1,00 ekB.), 4-HiTpoOeH30MHY kucnoty (6,68 r, 40,0 mmons, 4,00
ekB.), TpudeHindocgdin (10,5 r, 40,0 mmonb, 4,00 ekB.) i THF (30 mn). Mo Kpannsax gogasanu
apietunasoaukapbokcunar (6,96 r, 40,0 mMmonb, 4,00 ekB.) npu 0°C. OTpUMaHUn poO3UNH
nepemiwlysanu NPOTAroM HOYi Npu KiMHaTHIN TeMmnepaTypi B aTMocdepi a3oTy i racunu 3a 4onoMOoroo
Boau (50 mn), Ak onucaHo B npuknaai 15, cragia 5. 3anuwok xpomartorpadyysanu Ha KOMNOHUi Ha
OCHOBi cumikareno 3 oTpumaHHam 2,36 1 (Buxig 62 %) TpeT-OyTun-(3aR, 5s, 6aS)-5-((4-
HiTpoBeH3o0ImoKkeun)rekcarigpoyumknonentalclnipon-2(1H)-kapbokcunaty y Burnsagi TBepaoi peyoBuHU
Ginoro konbopy. LCMS (ESI, maca/sapsa): 377 [M+H]*.

Crapia 6: otpumanHa TpeT-6ytun-(3aR, 5s, 6aS)-5-rigpokcurekcarigpouuknonentalcnipon-2(1H)-
kapbokcunaTty
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y kondy nomiLanu TpeT-6yTun-(3aR, 5s, 6aS)-5-((4-

HiTpoGeH3oimoken)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunatr (2,36 r, 6,27 mmonb, 1,00
ekB.), MeOH (30 mn), kap6oHar kanito (2,60 r, 18,8 mmonb, 3,00 ekB.) i Bogy (5 mn). OTpumMaHuii
PO34YMH nepemiwyBanu npoTaAroMm 3 roAuH MpPW KiMHATHIW TemnepaTypi | KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY, SK OnNMcaHo B mpuknaai 15, cragia 6, 3 orpumanHam 1,31 r (3aR, 5s, 6aS)-5-
rigpokcurekcarigpouyuknonertalclnipon-2(1H)-kapbokcunaty (HeouuweHoro) y Burnsgi  TBepaol
pe4oBuHU Ginoro konbopy. LCMS (ESI, maca/sapsaa): 228 [M+H]*.

Crapia 7: oTpumanHs 1-(6pommeTun)-3-metun-2-(tpupropMmeTun)beHsony
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B nocyauHy saBaHTaxkyBanu 1-xnop-3-metun-2-(tpudpropmerun)benson (800 mr, 4,11 mmons,
1,00 ekB.), anbeHsoinnepokcug (264 mr, 1,03 mmonb, 0,250 eks.), 1-6pom-2,5-niponiauHaioH (956 wr,
5,37 mmonb, 1,30 ekB.) i TeTpaxnopmeTaH (15 Mn). OTpuMaHuin PO3YnH NepemMillyBanm NPOTAroM Houi
npu 60 °C i racunu 3a gonomoroto Boan (20 mn). Cymiw ekcTparysanu 3a gonomorot EtOAc (3 x 20
MIT) i opraHivHi wapu ob'eaHyBanu, npoMuBanu 3a gonomoroto soau (3 x 20 Mn), BUCYLLYBaNW Haj
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
XpomarorpadyBanu Ha KOFMOHUi Ha OCHOBI curnikarenio 3 oTpumaHHam 400 mr (Buxig 36 %) 1-
(6pommeTun)-3-meTun-2-(TpudpTopmeTun)bensony y surnsaai »xoetoi onueu. 'H AMP (300 Mru,
Xnopodopm-d) & 7,60-7,38 (M, 3H), 4,67 (wup, 2H).

Cragis 8: OTPUMaHHs TpeT-6yTnn-(3aRk, 5s, 6aS)-5-((3-xnop-2-
(TpudpTopmeTun)bensun)okcu)rekcarigpouuknonertalclnipon-2(1H)-kapbokcunarty
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Y «xonby nomiwanu TpeT-6ytun-(3aR, 5s, 6aS)-5-rigpokci-okTarigpoyuknonextalcnipon-2-
kap6okcunat (227 wmr, 1,00 mmonsb, 1,00 exB.) i DMF (15 mn). MoTim gogasanu rigpua Hatpito (60 % B
onusi, 80,0 mr, 2,00 mmonb, 2,00 ekB.) npu 0 °C. OTpumaHuii po34nH nepemiwysanu npotsarom 0,5
roguHu npu KiMHaTHIN Temnepartypi. Motim Jopasanu 1-(6BpoMmeTnn)-3-MeTun-2-
(TpudbtopmeTnn)benson (228 wmr, 0,830 mmonb, 0,800 ekB.). OTpUMaHMN PO3YMH MEpPEMILLYBANM
NPOTArOM HOYi NpW KiMHaTHIM Temnepartypi i racunu 3a gonomoro Bogu (20 mn), 9k onucaHo B
npuknaai 15, cragia 7. 3anuuwok xpomatorpacpyBanu Ha KOMOHLUI Ha OCHOBI cunikareno 3
OTPUMAHHSIM 85,0 Mr (Buxia 24 %) TpeT-0yTun-(3aR, 5s, 6aS)-5-((3-xnop-2-
(TpudptopmeTun)bensun)okcu)rekcarigpouuknonentalclnipon-2(1H)-kapbokcunaty y BUMMISAgi >koBTOT
onuen. LCMS (ESI, maca/sapsag): 420 [M+H]*. Ctaaia 9: otpumaHHa (3aR, 5s, 6aS)-5-((3-xnop-2-
(TpudbTopmeTnn)BeH3MM)OKCH)oKTariapouuknoneHTa[clnipony

E)] -Bas
:\/‘ ~ 5 Bl
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y kondy nomiLLanu TpeT-6yTun-(3aR, 5s, 6aS)-5-((3-xnop-2-
(TpudptopmeTun)beHsun)okeun)rekcarigpouyuknonertalclnipon-2(1H)-kapbokcnnar (85,0 wmr, 0,200
Mmonb, 1,00 eks.), TFA (2 mn) i DCM (5 mn). OTpuMaHuii po3ynH nepemilyBany npoTaroMm 2 roauH
npu KiMHaTHIA TeMmnepaTtypi i KOHLEHTPyBanu npu 3HUXeHOMY TUCKY. Lle npuBoanno oo yTBOpPEHHSA
65,0 mr (3aR, 5s, 6aS)-5-((3-xnop-2-(TpudTopMeTun)beH3nm)oKCHM)oKTarigpoumknoneHTalclnipony
(KiNbKICHO) y BUINSA4i TBEPAOI pe4voBMHU KOBTOro kombopy. LCMS (ESI, maca/sapag): 320 [M+H]*.
Cragis 10; OTPUMaHHA TpeT-6yTnn-1-((3aR, 5s, 6aS)-5-((3-xnop-2-
(TpudpTopmeTun)beH3un)okeun)okTarigpouuknonertalclnipon-2-kapboHin)-1H-nipason-3-kapbokcunary

EtaN, DO
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B NOCYyauHy nomianu (3aR, 5s, 6aS)-5-((3-xnop-2-
(TpudbTopmeTnn)GeH3unmokcn)okTarigpoumnknoneHrta[cjnipon (65,0 wmr, 0,200 mmonb, 1,00 ekB.),
Tpuetunamin (124 wr, 1,23 mmonb, 6,00 ekB.), 3-TpeT-OyTun-1-(4-Hitpoderin)-1H-nipason-1,3-
aunkap6okeunat (99,9 wmr, 0,300 mmonb, 1,50 ekB.) i DCM (15 mm). OTpuMaHuin po3ymH nepemillyBanm
NPOTArOM HOYI NpU KiMHaTHIW Temnepatypi. CyMiw racunu 3a gonomoroto sogn (10 mn), K ONMcaHo B
npuknagi 4, cragia 3. 3anuwok xpomartorpadysanu Ha KONOHLi HA OCHOBI CUJTiKarento 3 OTPUMaHHAM
50,0 Mr (Buxip 48 %) TpeT-0yTun-1-((3aRk, 5s, 6aS)-5-((3-xnop-2-
(TpudpTopmeTun)beHsun)okcu)okTarigpouuknonentalclnipon-2-kapboHin)-1H-nipason-3-kapbokcunary
y Burnagi »xostoi onueu. LCMS (ESI, maca/sapsag): 514 [M+H]*. Ctagia 11; otpumaHHa 1-(TpaHc-5-
((3-xnop-2-(tpucropmeTun)deH3un)okcn)okTarigpoumknoneHtalclnipon-2-kap6oxin)-1H-nipason-3-
KapOOHOBOT KUCNOTK
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B nocyauHy nomiwanu tpet-0yTun-1-((3aR, 5s, 6aS)-5-(3-xnop-2-(TpuTopMeTUN)GEHINMOKCH)-
okTarigpouuknonenTa[clnipon-2-kap6oHin)-1H-nipason-3-kapbokcunat (50,0 mr, 0,100 mmons, 1,00
ekB.), TFA (2 mn) i DCM (5 mn). OTpuMaHuin po3vynH nepemiwlyBanu NpoTAaroMm 2 roauH npu KiMHaTHiIn
TemnepaTtypi i KOHUEHTpyBanu npu 3HWKEHOMY TMUCKY, SK onucaHo B npuknagi 1, cragia 5.
HeounweHnii npoaykT ounwanu 3a gonomMoroto npenapatusHoi HPLC 3 otpumanHam 30,3 mr (Buxig
68 %) 1-(TpaHc-5-((3-xnop-2-(tpudrTtopmeTnn)6eH3nn)okcr)okTarigpoumknoneHTalclnipon-2-
kap©OoHin)-1H-nipason-3-kapboHOBOT KMCNOTU y BUINAAI TBEPAOT pevoBUHU Binoro konbopy. 'H AMP
(400 MI'y, MeOH-d4) 6 8,15 (8, J=4,0 T'u, 1H), 7,67-7,61 (m, 1H), 7,55-7,48 (m, 2H), 6,74 (g, J=2,8 'L,
1H), 4,64 (g, J=2,0 'y, 2H), 4,25-4,19 (M, 1H), 4,15-3,48 (M, 4H), 2,90 (wwmp, 2H), 2,15-2,05 (M, 2H),
1,85-1,75 (m, 2H). LCMS (ESI, maca/sapsg): 458 [M+H]+.

Mpuknag 29: 1-(tpaHc-5-(2-(1H-nipason-1-in)deHokcu)okTarigpouuknoneHTalclnipon-2-kapOoHin)-
1H-nipason-3-kapboHoBa kucnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), An-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamii (54,1 r, 536 mmonb, 3,00 ekB.) i Tper-GytaHon (200 mn). OTpUMaHWUIA pPO3UNH
nepemiwysanu npoTarom Hodi npu 65 °C i racunu 3a gonomoroto sogu (200 M), SK ONUCaHO B
npuknaai 1, cragis 1, 3 orpumanHam 20,0 r 1,3-au-tpet-6yTun-1H-nipason-1,3-gukapbokcunarty
(HeouuLeHoro) y BurnAgi >xostoi onueu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y kondy nomiwanu 1,3-au-tTpet-6yTnn-1H-nipason-1,3-gukapbokcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), rigpokcua Hatpito (10,0 r, 250 mmonb, 3,35 ekB.) i Boay (40 mn). OTpumaHui
PO34YMH NepemillyBanu NpPoTAroM HOYi NpM KiMHaTHIW TeMmnepatypi i racunu 3a gonomoroio sogun (40
MIT), 9K onucaHo B npuknagi 1, cragia 2, 3 oTpumaHHam 6,70 r TpeT-6yTun-1H-nipason-3-
kapbokcunaty (HEOYMLIEHOro) y BUIMA4I TBEpAOi PEYOBMHM >KOBTOTO Konbopy. LCMS (ESI,
Maca/sapan): 169 [M+H]*,

Crapia 3: oTpumaHnHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu N-(1H-nipason-3-in)metaHcynsgoHamig (1,68 r, 9,99 mmons, 1,00 eks.), DCM
(20 mn) i TpuetTunamin (3,03 r, 29,9 mmonsb, 3,00 eks.). Jogasanu 4-HitpodeHinxnopdopmiar (2,42 r,
12,0 mmonb, 1,20 ek.) npu 0 °C. OTpumMaHuii po34MH MEpeMiyBanu npoTarom 3 roguH npwu
KiMHATHIRN TeMnepaTtypi i KOHUEHTPYBanu Npu 3HKEHOMY TUCKY 3 OTpUMaHHAM 3,33 1 3-(TpeT-6yTun)-
1-(4-HiTpodberin)-1H-nipason-1,3-agukapbokcunaty (HEOYULLEHOTO) Yy BWUIMSAI TBEPAOI PEYOBWHU
>KOBTOTO KOMNbOpY.

Cragia 4: oTpumaHHs 2-(1H-nipason-1-in)cdeHony

B nocyauHy nomiwanu 2-noadeHon (2,00 r, 9,09 mmone, 1,00 eks.), 1H-nipason (0,741 r, 10,9
MMonb, 1,20 ekB.), kapboHat kanito (3,15 r, 22,8 mmonb, 2,50 ekB.), noana miagi(l) (433 wmr, 2,27
MmMonb, 0,25 ekB.), giokcaH (8 mn) i sogy (8 mn) B atmoccpepi N2. OTpuMaHUin po3vnH NepemillyBasnu
npotarom 5 roguH npu 100 °C i racunu 3a gonomoroio Bogu (20 mn). Cymiw ekcTtparysanu 3a
ponomoroto EtOAc (3 x 20 mn) i opraHivHi wapu o6'egHyBanu, npomMuBanu 3a 4onomMorow soam (3 x
20 Mn), BucywyBanu Hag 6e3BogHMM CynbdaTOM HaTpilo, iNbTpyBanu i KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuuiok xpomatorpacpyBanu Ha KONOHLUiI Ha OCHOBI CURiKareno 3 OTPUMaHHAM
700 wmr (Buxia 48 %) 2-(1H-mipason-1-im)cpeHony y BurnsAgi ceitno-xostoi ormmeu. LCMS (ESI,
Maca/sapan): 161 [M+H]+

Crapia 5: otpumanHs TpeT-6ytun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konmby nomiwanu (3aR, 6aS)-TpeT-0yTun-5-okco-rekcarigpouuknonentalcnipon-2(1H)-
kap6okcunat (3,00 r, 13,3 mmonb, 1,00 ekB.), MeOH (20 wmn) i 6opriapng HaTpito (0,760 r, 20,1
MMosb, 1,50 ekB.). OTpuMaHWi PO34YUH NepemillyBanu NPOTArom 5 roauH npu KiMHaTHIn TeMmnepartypi
i KOHLUEHTPYBaAnNU NPU 3HWXEHOMY TUCKY, SIK ONUCaHO B npuknaai 15, cragisa 4, 3 otpumanuam 3,01 r

TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouumknonentalc]nipon-2(1H)-kapbokcunary
(HeouuLLEHOTO) y BUIMAZI TBepAoT pevoBuHm Binoro konbopy. LCMS (ESI, maca/sapsag): 228 [M+H]*.
Cragiqa 6: OTPUMAHHS TpeT-0yTnn-(3aR, 5r, 6aS)-5-

((meTuncynbdoHin)okcu)rekcarigpoyuknonertalclnipon-2(1H)-kapbokcunarty
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Y konby nomiwanu TpeT-0yTUN-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouuknonentalcinipon-2(1H)-
kap6okcunat (1,00 r, 4,40 mmonb, 1,00 eks.), DCM (20 mn) i Tpuetunamid (1,34 r, 13,2 mmonsb, 3,00
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ekB.). MNo kpannax gogasanu metaHcynbdoHinxnopua (0,608 r, 5,28 mmone, 1,20 eks.) npu 0 °C.
OTpUMaHUin pO34YnH Nepemillysanu NpoTarom 3 roguH npu KiMHaTHIA TeMnepaTypi i KOHUEeHTpyBanu
Npu  3HWKEHOMY  TUCKY 3 oTpumaHHam 1,34 1 T1peT-6ytun-(8aR, 5r, 6aS)-5-
((meTuncynbdoHin)okcu)rekcarigpoyuknonertalclnipon-2(1H)-kapbokcunarty (Heo4nLLEHOr0) y
Burnagi >koetoi onuen. LCMS (ESI, maca/zapsaa): 306 [M+H]-.

Cragia 7: OTPUMaHHA TpeT-6yTun-(3aR, 5s, 6aS)-5-(2-(1H-nipason-1-
imdeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunary
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B nocyauHy nomiwanu 2-(1H-nipason-1-in)penon (160 wmr, 1,00 mmonb, 1,00 eks.), (3aR, 5r,
6aS)-TpeT-0yTun-5-(MeTuncynbdoHinokcu)-rekcarigpoumknonentalclnipon-2(1H)-kapbokcunar (305
mr, 1,00 mmonb, 1,00 ekB.), kapboHat kanito (652 wr, 2,00 mmonb, 2,00 ekB.) i DMF (15 wmn).
OTprMaHuin po3vnH nepeMiwlyBanu NpoTarom Hodi npu 100 °C i racunu 3a gonomoroto sogu (20 mn),
SK onucaHo B npuknagi 13, crtagia 4. 3anuwok xpoMartorpadyyBanu Ha KONOHUi Ha OCHOBI cunikaresno
3 otpumaHHaMm 313 wmr (Buxis 85 %) Tper-Oytun-(3aR, b5s, 6aS)-5-(2-(1H-nipason-1-
imydeHokeun)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunaty y BUrms4i  CBITNO-KOBTOI  ONMUBM.
LCMS (ESI, maca/szapsa): 370 [M+H]*.

Ctapiqa 8: OTPUMAHHA (3aR, 5s, 6aS)-5-(2-(1H-nipason-1-
in)deHokcu)okTarigpouuknoneHtalclnipony

- DG S SN
Y ESN Y
R o
TEA, DOM S
,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,, o \k\t - \Q!"" e, ®
§.T. 288 }J
g N
R
Yy Konoy nomiLLanu TpeT-6yTun-(3aR, 5s, 6aS)-5-(2-(1H-nipason-1-

imdeHokeun)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunar (313 wmr, 0,850 mmonb, 1,00 eks.),
TFA (2 mn) i DCM (5 mn). OTpuMaHWin Po3YnH NepemilyBanu NpPoTAroMm 2 roguH npu KiMHaTHIR
TemnepaTypi i KOHUEHTpyBanu MpuU 3HWKEHOMY TUCKY, 9K OMMWCaHO B npuknaai 1, cragiga 5, 3
oTpumaHHaMm 228 wmr (3aR, 5s, 6aS)-5-(2-(1H-nipason-1-imydeHokcu)okrarigpouumknoneHTalcinipony
(kinbkicHO) y BUrnaai ceirno-xostoi onusu. LCMS (ESI, maca/sapaa): 270 [M+H]*.

Cragia 9: OTPUMaHHA TpeT-0yTun-1-((3aR, 5s, 6aS)-5-(2-(1H-nipason-1-
imydeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunarty

B NnocyanHy nomiLanu (3aR, 5s, 6aS)-5-(2-(1H-nipason-1-in)deHokcw)-
oktarigpouuknonentalc]nipon (228 mr, 0,850 mmonb, 1,00 ekB.), TpueTunamin (429 wmr, 4,25 MMonsb,
5,00 ekB.), 3-(TpeT-6yTun)-1-(4-Hitpodbenin)-1H-nipason-1,3-gukapbokcunar (426 wr, 1,28 Mmonsb,
1,50 ekB.) i DCM (15 mn). OTpumMaHuii po3yYuH nepemilyBanu APOTAroM 2 roAuH Npu KiMHATHIA
Temnepatypi. Cymiw racunu 3a gonomoroto soau (10 mn), ekctparysanu 3a gonomoroo DCM (3 x 20
M) i opraHiuHi wapu o6'egHyBanu, NpOMMBAaNM 3a AOMNOMOIOK COMbOBOrO PO3yMHY (2 x 20 Mn),
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BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY, SIK OMWCAHO B Npuknagi 4, cragia 3. 3anuwok xpomatorpadpyBanu Ha KOMOHLi Ha OCHOBI
cunikareno 3 oTpuMaHHaM 295 mr (Buxig 75 %) tpet-6ytun-1-((3aR, 5s, 6aS)-5-(2-(1H-nipason-1-
imydeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunarty y BUrNsi
6esbapsHoi onueu. LCMS (ESI, maca/sapsgn):464 [M+H]*. Ctagia 10: otpuManHa 1-(TpaHc-5-(2-(1H-
nipason-1-imydeHokcun)okrarigpoymknonerTalclnipon-2-kapboHin)-1H-nipason-3-kapboHoOBOT KNCNOTU

B nocyauHy nomianu TpeT-6yTun-1-((3aR, 5s, 6aS)-5-(2-(1H-nipason-1-
imydpeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunar (166 wr, 0,360
Mmonb, 1,00 eks.), TFA (2 mn) i DCM (5 mn). OTpuMaHuii po3ynH nepemilyBany npoTaroMm 2 roauH
npu KiMHaTHIR TemnepaTypi | KOHUEHTpyBanu npu 3HWXKEHOMY TUCKY. HeouuweHun npoaykrt
pPO34YnHANU B HacudyeHomy po3unmHi NaHCOs (10 mn) i ekcTparysanu 3sa gonomorcto DCM (3 x 20 mn).
OpraHivHi wapu 06'egHyBanu, NpoOMMBanM 3a ONOMOrO CONMbOBOro po3vnHy (10 mm), BUCyLwyBanu
Hag 06e3BogHMM cynbdatoM HaTpilo, (piNbTpyBanuM i KOHUEHTPYBaNM NPU 3HUXKEHOMY TMUCKY, 5K
onucaHo B npuknagi 1, cragia 5. HeounwleHnint NpoaykT ovuwianu 3a AOMOMOrol npenapaTtuBHOI
HPLC 3 OTPUMAHHSAM 61,2 Mr (Buxin 42 %) 1-(TpaHc-5-(2-(1H-nipason-1-
imydeHokemn)okTarigpoymknonerTalclnipon-2-kapboHin)-1H-nipason-3-kapboHOBOI KMCNOTK y BUrNAgi
TBEepAoi peyoBuHu Ginoro konsopy. 'H AMP: (300 MIu, MeOH-d4) & 8,25 (a, J=2,7 'y, 1H), 8,14 (4,
J=2,1 Ty, 1H), 7,71 (g, J=1,8 'y, 1H), 7,57-7,54 (m, 1H), 7,41-7,33 (M, 1H), 7,24-7,19 (m, 1H), 7,12-
7,05 (m, 1H), 6,79 (g, J=2,7 'y, 1H), 6,50 (T, J=2,1 'y, 1H), 5,13-5,08 (M, 1H), 4,35-3,41 (m, 4H), 2,82
(wwup, 2H), 2,21-2,11 (m, 2H), 2,01-1,89 (M, 2H). LCMS (ESI, maca/sapsag):430 [M+Na]+.

Mpuknag 30: 1-(TpaHc-5-(3-(NipumiguH-4-in)deHokcu)oKTarigpouuknoneHTalclnipon-2-kapOoHin)-
1H-nipason-3-kapboHoBa kucnoTa
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Crapia 1: oTpumanHs au-TpeTt-0ytun-1H-nipason-1,3-aukapbokcunary
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Y konby nomiwanu 1H-nipason-3-kap6oHoBy kucnoTy (20,0 r, 179 mmonb, 1,00 ekB.), An-TpeT-
oytun-gukapboHat (158 r, 714 mmonb, 4,00 ekB.), DMAP (4,35 r, 35,7 mMonb, 0,20 ekB.),
Tpuetunamii (54,1 r, 536 mmonb, 3,00 ekB.) i Tper-GytaHon (200 mn). OTpUMaHWUI pPO3YUNH
nepemiwysanu npoTarom Hodi npu 65 °C i racunu 3a gonomoroto sogu (200 mr), SK ONUCaHO B
npuknaai 1, cragia 1, 3 otpuMaHHam 20,0 r au-tpet-6yTun-1H-nipason-1,3-gukapbokcunary
(HeouuLeHoro) y BurnAgi »xostoi onueu. LCMS (ESI, maca/sapsaa): 169 [M+H-Boc]*.

Crapia 2: oTpumanHs TpeT-0ytun-1H-nipason-3-kapbokcunarty
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Y konby nomiwanu aun-tpet-6ytun-1H-nipason-1,3-aukap6okcunar (20,0 r, 74,6 mmonb, 1,00
ekB.), MeOH (80 mn), rigpokcua HaTtpito (10,0 r, 250 mmonb, 3,35 ekB.) i Bogy (40 mn). OTpumaHuii
PO34YMH NepemillyBanu NpPoTAroM HOYi NpW KiMHAaTHIA TemnepaTypi i racunu 3a gonomMoroto soau (40
MIT), 9K onucaHo B npuknagi 1, cragia 2, 3 oTpumaHHam 6,70 r TpeT-6yTun-1H-nipason-3-
kapbokcunaty (HEOYMLIEHOro) y BUIMA4I TBEpAOi PEYOBMHM >KOBTOro konbopy. LCMS (ESI,
Maca/sapan): 169 [M+H]+

Crapia 3: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gnkapbokcunary
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Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (1,68 r, 9,99 mmons, 1,00 eks.), DCM
(20 mn) i TpuetTunamin (3,03 r, 29,9 mmoneb, 3,00 eks.). Jogasanu 4-HitpodeHinxnopdopmiat (2,42 T,
12,0 mmonb, 1,20 ek.) npu 0 °C. OTpumMaHuii po34MH MEpeMiyBanu npoTarom 3 roguH npwu
KiMHaTHIR TeMnepaTypi i KOHUEHTPyBanu Npyu 3HWXXEHOMY TUCKY, SIK ONMCaHO B npuknagi 4, ctagia 3, 3
OTPUMaHHSAM 3,33 r 3-(TpeT-6yTun)-1-(4-Hirpodbeniny-1H-nipason-1,3-gukapbokcunaTty
(HeoumnLEeHOro) Y BUrNSAi TBEPAOT PEYOBUHU XKOBTOTO KOMbOPY.

Crapia 4: otpumManHsa TpeT-6ytun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konby nomiwanu TpeT-OyTun-(3aR, 6aS)-5-okcorekcarigpoumknonentalclnipon-2(1H)-
kap6okcunat (3,00 r, 13,3 mmonb, 1,00 ekB.), MeOH (20 mn) i 6opriapua Hatpito (0,760 r, 20,1
MMosb, 1,50 ekB.). OTpuMaHWi PO34YUH NepemillyBanu NPOTArom 5 roauH npu KiMHaTHIn TeMmnepartypi
i KOHLUEHTPYBANN NPU 3HWKEHOMY TUCKY. OaepxkaHy cyMmil po3baBnanu 3a gonomMoroio sogamn (40 mn),
ekcTparyBanu 3a gonomoroto EtOAc (3 x 50 wmn) i opraHiuHi wapu o6'egHyBanu, nNpoMMBanu 3a
ponomoroto Boan (3 x 20 wmn), BucywyBanu Hag 6e3BogHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTPYBanu npu 3HWKEHOMY TUCKY, SIK ONMUCaHO B npuknaai 15, ctagia 4, 3 otpumanHam 3,01 r

TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouumknonentalc]nipon-2(1H)-kapbokcunary
(HeouuLLEHOTO) y BUIMAZI TBepAoT pevoBuHm Binoro konbopy. LCMS (ESI, maca/sapsag): 228 [M+H]*.
Cragiqa 5: OTPUMAHHS TpeT-0yTnn-(3aR, 5r, 6aS)-5-

((meTuncynbdoHin)okcu)rekcarigpouuknonertalclnipon-2(1H)-kapbokcunarty
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Y konby nomiwanu TpeT-0yTUN-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouuknonentalcinipon-2(1H)-
kap6okcunat (1,00 r, 4,40 mmonb, 1,00 eks.), DCM (20 mn) i Tpuetunamin (1,34 r, 13,2 mmons, 3,00
ekB.). MNo kpannax gogasanu meTaHcynbdoHinxnopua (0,608 r, 5,28 mmons, 1,20 eks.) npu 0 °C.
OTpUMaHUin pO34YnH Nepemillysanu NpoTarom 3 roguH npu KiMHaTHIA TeMnepaTypi i KOHUEeHTpyBanu
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Mpu 3HUXKEHOMY TUCKY, SIK OMMCaHO B Npuknagi 4, ctagia 3, 3 otpumanHam 1,34 r tpet-6ytun-(3aR, br,
6aS)-5-((meTuncynbdoHin)okcu)rekcarigpouuknonertalcnipon-2(1H)-kapbokcnnaty  (HEOUMLLEHOTO)
y Burnsai xoetoi onueu. LCMS (ESI, maca/sapsaa): 306 [M+H]*.

Crapia 6: oTpumaHHs 4-(3-6pomdpeHin)nipumignny

B nocyauny nomiwanu N-(aundpopmamigometun)cdpopmamig (1,45 r, 9,99 mmons, 1,00 exs.), 1-(3-
6pomMderin)eTaH-1-oH (4,00 r, 20,10 mmonb, 2,00 ekB.), 4-meTunGeH30NCyNbGPOHOBY Kucnoty (172
mr, 1,00 mmons, 0,05 ekB.) i DMF (10 mn). OTpuMaHuin po3vynH nepemillysanu npoTaroMm 2 roanH npu
160 °C i racunu 3a gonomoroto soau (10 mn). Cymiw ekctparysanu 3a gornomoroto EtOAc (3 x 30 mn)
i opraHiuHi wapu ob'eaHyBanu, NpoMMBaNM 3a AOMNOMOrOK CONMbOBOrO po3uMHy (2 x 10 wmn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaTom HaTpilo, pinbTpyBanu i KOHUEHTPYBANM NPU 3HUXKEHOMY
TUCKY. 3anuLok xpomaTtorpadyyBany Ha KOMOHUi Ha OCHOBI cunikarento 3 otpumanHam 1,05 r (Buxig
45 %) 4-(3-6pomcpeHin)nipumianHy y Burnsaai TBepaoi peyoBuHu Ginoro konbopy. LCMS (ESI,
Maca/sapag): 235 [M+H]~.

Cragia 7: otpumaHHsa 3-(nipuMignH-4-in)deHony
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B nocyauHy nomiwanu 4-(3-6pomdenimnipumianH (940 mr, 4,00 mmonb, 1,00 ekB.), 2-gn-TpeT-
oytundocdido-2',4',6'-Tpuisonponin-1,1'-6icdenin (339 mr, 0,800 mmonb, 0,20 ekB.), riapokcua Kaniwo
(896 mr, 16,0 mMonb, 4,00 ekB.), Tpuc(aubeHsunigeHaueToH)aunanagin (414 wmr, 0,450 mmons, 0,10
ekB.), aiokcaH (10 mn) i Bogy (10 mn) B atmocdepi N2. OTpuMaHuii po3yunH nepeMillyBarnu npoTArom
Houi npu 80 °C i racunu 3a gonomoroto Bogun (10 mn). Cymiw ekcTparysanu 3a gonomoroto EtOAc (3 x
30 M) i opranivHi wapwu 06'egHyBanu, npoMuBany 3a 4onoMorow soau (3 x 10 mr), BUCYLUYBanu Hag
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
XpomarorpadyBanu Ha KOFMOHUi Ha OCHOBI curmikarenio 3 oTpumaHHaAm 460 mr (Buxia 67 %) 3-
(nipumignH-4-in)peHony y Burnsai TBepaoi peyoBuHK XOBTOro konbopy. LCMS (ESI, maca/sapag):
173 [M+H]*.

Cragiqa 8: OTPUMAaHHA TpeT-0yTnn-(3aR, 5s, 6aS)-5-(3-(nipumignH-4-
imdeHokemn)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunary
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Y konby nomiwanu 3-(nipumigun-4-in)derdon (172 mr, 1,00 mmone, 1,00 eks.), TpeT-6yTun-(3aR,
5r, 6aS)-5-((meTuncynsdoHin)okcuyrekcarigpouuknonentalclnipon-2(1H)-kapbokcunar (305 wmr, 1,00
MmMonb, 1,00 ekB.), kapbonart uesito (978 mr, 3,00 mmonb, 3,00 ekB.) i DMF (15 mn). OTpumaHuit
PO34MH nepemiwysanu npotarom Houi npu 100 °C i racunu 3a gonomoroto sogun (40 mn), sk onucaHo
B npuknaai 13, cragia 4. 3anuwok xpomarorpacdyBanu Ha KOMOHUi Ha OCHOBI cunikarenio 3
oTpuMaHHaM 263  wMmr  (Buxig 69 %)  Tper-Oytun-(3aR, 5s, 6aS)-5-(3-(mipumignH-4-
imdeHokemn)rekcarigpoumknoneHtalclnipon-2(1H)-kapbokcunary y surnagi 6esbapsHoi onveu. LCMS
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(ESI, wmaca/sapsap): 382 [M+H]+. Cragia 9: oTtpumanHa (3aR, 5s, 6aS)-5-(3-(nipumigun-4-
in)deHokcu)okTarigpouuknoneHtalclnipony
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y Konoy nomiLLanu TpeT-6yTnn-(3aR, 5s, 6aS)-5-(3-(nipumignH-4-

imdeHokeun)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunar (263 wmr, 0,690 mmonb, 1,00 eks.),
TFA (2 mn) i DCM (10 mn). OTpuMaHuii Po34YUH NepeMillyBanu nNpPoTAroM 2 roguH nNpu KiMHaTHINA
TemnepaTypi i KOHUEHTpyBanu MpuU 3HWKEHOMY TUCKY, 9K OMWCaHO B npuknagi 1, cragia 5, 3
OTPUMaHHSAM 267 Mr (kinbKicHO) (3aR, 5s, 6aS)-5-(3-(nipumignH-4-
in)deHokcu)okTarigpouuknoneHtalclnipony y surnaai ceirno-xostoi onusu. LCMS (ESI, maca/sapsa):
282 [M+H]*.

Cragiqa 10: OTPUMAHHS TpeT-6yTun-1-((3aR, 5s, 6aS)-5-(3-(nipumignH-4-
imydeHokemn)okTarigpoymknonertalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunarty
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B NOCYyauHy nomianu (3aR, 5s, 6aS)-5-(3-(nipumignH-4-

in)deHokcn)okTarigpouuknonentalclnipon (267 mr, 0,950 mmonsb, 1,00 ekB.), Tpuetunamin (576 wr,
5,70 mmonb, 6,00 ekB.), 3-(TpeT-OyTun)-1-(4-HiTpodpeHin)-1H-nipason-1,3-gukapbokcunar (476 wr,
1,43 mmonb, 1,50 ekB.) i DCM (15 mn). OTpumaHuin PO3YMH NepemilyBanu NPOTAroM HOYi Npu
KiMHaTHin TemnepaTypi. Cymiw racunu 3a gonomoroto sogn (10 mn), ekctparysanu 3a 4ONOMOIoOIo
DCM (3 x 20 mn) i opraHidHi wapu ob'egHyBany, NPOMUBANU 3a AOMOMOIOK CONMbOBOIO PO3YMHY (2 X
20 Mn), BucywyBanu Hag 6e3BogHMM CynbdaTOM HaTpilo, iNbTpyBanu i KOHUEHTpyBanu npu
3HWXKEHOMY TUCKY, SIK ONUCaHO B npuknagi 4, cragia 3. 3anuwok xpoMmartorpadyysanu Ha KOMNoHUi Ha
OCHOBI cunikarento 3 oTpuMaHHam 302 mr (Buxig 67 %) TpeT-6ytun-1-((3aR, 5s, 6aS)-5-(3-(nipumignH-
4-im)beHoken)okTarigpoyuknonenTalclnipon-2-kapbonin)-1H-nipason-3-kapbokcunaty y  Burmsgi
6esbapsHoi onueu. LCMS (ESI, maca/zapsag): 476 [M+H]+. Ctaaia 11: oTtpumanHa 1-(tpaHc-5-(3-
(nipumigmnH-4-in) peHokemn)okrarigpoymknonertalclnipon-2-kapboHin)-1H-nipazon-3-kap6oHoBoi
KncnoTu
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B nocyauHy nomiwanu TpeT-6ytun-1-((3aR, 5s, 6aS)-5-(3-(nipumignH-4-imypeHokcn)-
okTarigpouuknoneHnTa[clnipon-2-kapboHin)-1H-nipason-3-kapbokcunar (238 wmr, 0,500 mmonb, 1,00
ekB.), TFA (2 mn) i DCM (5 mn). OTpuMaHuin po3vynH nepemiwlyBanu NpoTAaroMm 2 roauH npu KiMHaTHiIn
TemnepaTtypi i KOHUEHTpyBanu npu 3HWKEHOMY TUCKY, AK onucaHo B npuknagi 1, cragia 5.
HeounweHnii npoaykT ounianu 3a gonomoroto npenapatuHoi HPLC 3 oTpuMaHHam 131,3 mr (Buxia
63 %) 1-(TpaHc-5-(3-(nipumignH-4-imypeHoken)oktarigpoyuknonerTalc]nipon-2-kapooxin)-1H-nipason-
3-kapOoHOBOIT KUCNOTK Y BUINAAI TBEpPAOT peyuoBuHmM Binoro konbopy. 'H AMP: (400 MI'y, MeOH-d4) &
9,16 (¢, 1H), 8,78-8,72 (m, 1H), 8,18-8,12 (g, J=2,8 'y, 1H), 8,01-7,91 (m, 1H), 7,72-7,65 (m, 2H),
7,44-7,37 (m, 1H), 7,12-7,08 (m, 1H), 6,78-6,72 (g, J=2,4 Ty, 1H), 5,12-5,08 (m, 1H), 4,28-3,61 (m,
4H), 2,98 (wwup, 2H), 2,25-2,11 (M, 2H), 2,09-1,95 (M, 2H). LCMS (ESI, maca/sapsag): 420 [M+H]+.

Mpuknag 31:  1-(2-(3-(nipumigmnn-5-inokcn)bensun)-2,8-giasacnipol[4.5]aekaH-8-kapboHin)-1H-
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nipason-3-kapboHoBa KUcnoTa
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B nocyauHy nomiwanu 5-6pomnipumianH (500 wmr, 3,14 mmonb, 1,00 eks.), noamua migi(l) (30,0 wr,
0,160 w™monb, 0,05 ekB.), nikoniHoBy kucnoty (38,9 wmr, 0,320 wmmonb, 0,10 ekB.), 3-
rigpokcubeHsanbaeria (463 mr, 3,79 mmonb, 1,20 ekB.), TPbOXOCHOBHUIA dhocchaT kanito (1,30, 6,13
MMorb, 2,00 ekB.) i DMSO (15 mn). OTpuMaHuin po3yvmH nepemilysanu npoTarom Houi npu 80 °C i
racunu 3a gonomoroio sogun (20 mn). OTpuMaHuin Po3ymnH ekcTparysanu 3a gonomoroto EtOAc (3 x 20
M) i opraHiuHi wapu o6'egHyBanu, NpOMMBAaNM 3a AOMNOMOIOK COMbOBOrO PO3yMHY (2 x 20 Mn),
BUCyLlyBanu Hag 6e3BogHMM cynbdaToM HaTpilo, pinbTpyBanu i KOHUEHTPYBANM NpPU 3HUXKEHOMY
TUCKY. 3anuuok xpomaTorpacdysanu Ha KOMOHLUI HA OCHOBI cusikarento 3 oTpumaHHam 130 mr (Buxig
21 %) 3-(nipumigunH-5-inokcn)bensansaerigy y Burnsai »koetoi onuen. LCMS (ESI, maca/zapag): 201
[M+H]*.

Crapia 2: oTpumaHHa TpeT-0yTun-8-(3-(tpet-6yrokcukapbonin)-1H-nipason-1-kapboHin)-2,8-
aiasacnipo[4.5]aekaH-2-kapbokcunaty
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Y konby nomiwanu TpeT-6ytun-1H-nipason-3-kapbokcunat (3,15 r, 18,8 mmons, 1,50 eks.), DCM
(20 mn), 4-HiTpodbeHinxnopdopmiar (3,80, 18,8 mmons, 1,50 eks.) i DIPEA (4,83, 37,5 mmonb, 3,00
ekB.). OTpuMaHuii po34nH Nepemiysanu NpoTarom 3 roauH nNpu KiMHaTHIK Temnepatypi. Jogasanu
TpeT-0yTun-2,8-giasacnipo[4.5]aekan-2-kapbokcunat (3,00 r, 12,5 mmonb, 1,00 ekB.). OTpumaHui
PO34YMH NepemillyBanu NpPoTAroM HOYi Npu KiMHaTHIW TeMnepaTypi i racunu 3a gonoMoroio sogu (20
mm). Cymiw ekctparyeanu 3a pgonomorolo DCM (3 x 20 mn) i opraHidHi wapu o8'egHyBanu,
nNpoMMBAanM 3a 4ONOMOTOL0 COMbOBOIO PO3UMHY (2 x 25 Mn), BUCYLLYBanu Hag 6e3BoAHUM cynbdaTom
HaTpilo, QiNnbTpyBanu i KOHUEHTPyBanM MpU 3HWKEHOMY TUCKY. 3anuuiok xpomartorpadyysanu Ha
KOMOHUi Ha OCHOBI cunikarenmio 3 otpumaHHam 4,00 r (Buxig 74 %) TtpeT-OyTun-8-(3-(TpeT-
6yTokcukapboHin)-1H-nipason-1-kapboHin)-2,8-giasacnipo[4.5]aekaH-2-kapbokcunaty  y  BUIMSAAI
CBITNO-XOBTOI TBEPAOT peyoBuHn. LCMS (ESI, maca/sapsa): 435 [M+H]*.

Crapia 3: otpumanHs 1-(2,8-giaszacnipo[4.5]aekaH-8-kap6oHin)-1H-nipa3on-3-kapboHOBOI KUCNOTK
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Y konby nomiwanu  TpeT-0yTun-8-(3-(tpet-6yTrokcukapbonin)-1H-nipason-1-kapbonin)-2,8-
niasacnipo[4.5]aekaH-2-kap6okcunat (380 mr, 0,870 mmonb, 1,00 ek.), DCM (10 mn) i TFA (3 mn), sk
onucaHo B npuknagi 1, ctagia 5. OTpumMaHuii PO3YnH NepemillyBany NPOTAroM HOYi NpW KiMHaTHIR
TemrepaTypi i KOHUEHTpyBanuM npu 3HWKEHOMY TUCKY 3 oOTpumaHHam 242 wmr  1-(2,8-
diasacnipo[4.5]aekaH-8-kap6oHin)-1H-nipason-3-kapboHOBOI KMCAOTK (KINBbKICHO) y BUIMAAi XKOBTOI
onueun. LCMS (ESI, maca/zapaa): 279 [M+H]-.

Crapia 4: otpumManHs 1-(2-(3-(nipumigmnn-5-inokcn)ben3un)-2,8-giasacnipo[4.5]aekaH-8-kapOoHin)-
1H-nipason-3-kapboHOBOT KNCNOTU
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Y konBy nomiwanu 3-(nipumMiaunH-5-inokeun)6ensansgerig (130 mr, 0,650 mMonb, 1,00 ekB.), 1-(2,8-
diasacnipo[4.5]aekaH-8-kapOoHin)-1H-nipason-3-kapboHoBy kucnoty (217 wr, 0,780 mmons, 1,20
€kB.), TpueTunamid (196 mr, 1,94 mmonsb, 3,00 ekB.) i DCE (10 mn). Cymiw nepemiwlyBany npoTarom
0,5 roanHn npu KiMHaTHIN Temnepatypi. JoaaBanu TpuaueTtokcuboprigpug Hartpito (413 wmr, 1,95
MMosb, 3,00 ekB.). OTpuMaHuii PO3YUH NMEPEMILLyBanU NPOTAroM HOYi NpU KiIMHAaTHIW Temnepartypi i
racunu 3a 4onomoro HacuveHoro posdynHy NaHCOs (20 mi), 9k onucaHo B npuknagi 2, cragia 3, 3
OTPUMAHHSIM Heo4YULeHoro npoaykry. Heounwenuin npoaykt (400 mr) ounwanum 3a A0OMOMOroo
npenapatueHoi HPLC 3 oTpumanHam 30,7 mr (Buxig 10 %) 1-(2-(3-(nipumignH-5-inokcn)ben3un)-2,8-
diasacnipo[4.5]aekaH-8-kap6oHin)-1H-nipason-3-kapboOHOBOI KMCNOTW Yy BUMMAAI TBEPAOI PEYOBUHM
6inoro konsopy. 'H AMP (300 My, MeOH-d4) & 8,90 (c, 1H), 8,54 (a, J=6,0 I'u, 2H), 8,03 (a, J=2,7
My, 1H), 7,50 (m, 1H), 7,39 (g, J=7,5 'y, 1H), 7,34 (¢, 1H), 7,21-7,18 (m, 1H), 6,72 (g, J=2,7 'y, 1H),
4,26 (c, 2H), 3,83-3,65 (m, 4H), 3,33-3,28 (m, 2H), 3,15 (c, 2H), 2,01 (1, J=7,2 'y, 2H), 1,82-1,72 (m,
4H). LCMS (ESI, maca/sapsg): 463 [M+H]-*.

Mpuknag 32: 1-(1-(3-(1H-nipason-1-in)-5-(tpudTopmeTnn)bensnn)-1,8-giazacnipo[4.5]aekaH-8-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa
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Crapia 1: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gukapbokcunary
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Y konby nomiwanu TpeT-0ytnn-1H-nipason-3-kapbokcunat (70,0 mr, 0,420 mmonb, 1,00 eks.),
DCM (10 mn), Tpuetunamin (126 mr, 1,25 mmonsb, 3,00 ekB.). [logasanu 4-HitpodeHinxnopdopmiar
(92,1 wmr, 0,460 mmonb, 1,10 eks.) npu 0 °C. OTpUMaHMIn PO3YMH NEepeMilyBanu NPoTAroMm 2 roauH
npu KiIMHaTHIN TeMnepaTtypi i KOHUEHTPYBanW Npy 3HUXEHOMY TUCKY, SIK ONMCaHO B nNpuknagi 4, craaia
3, 3 otpumaHHam 137 wr 3-(TpeT-6yTun)-1-(4-Hitpodbeniny-1H-nipason-1,3-gukapbokcnnary
(HeounwweHoro) y Burnagi xoeToi onueu. LCMS (ESI, maca/sapsan): 334 [M+H]*.

Cragiqa 2: OTPUMAHHS TpeT-6yTun-1-(3-6pom-5-(TpudtTopmeTnn)beHsun)-1,8-
diasacnipo[4.5]pekaH-8-kapbokcunary
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Y konby nomiwanu 3-6pom-5-(Tpudbtopmetnn)bensansvgerig (0,504 r, 1,99 mmonb, 1,00 eks.),
TpeT-6yTun-1,8-giasacnipo[4.5]aekan-8-kapbokcunat (0,576 r, 2,40 mmonb, 1,20 exs.) i DCE (20 mn).
Cymiw nepemiwysanu npotarom 1  roauMHM nNpu  KiMHaTHIW  Temnepatypi. [oaasanu
TpuaueTokcuboprigpua Hatpito (1,27 1, 5,99 mmonb, 3,00 ekB.). OTPUMAHUI PO3YMH MEPEMILLYBANM
NPOTArOM HOYi NpW KiMHaTHIM Temnepatypi i racunu 3a gonomoroio Boan (20 M), SK ONUCaHO B
npuknaai 2, cragia 3. 3anuwok xpomaTtorpacysanu Ha KONOHLUi Ha OCHOBI CUSTIKarenio 3 OTPUMaHHAM
0,790 r (Buxig 83 %) TpeT-OyTUN-1-(3-6pom-5-(TpudTopmeTun)GeHsnn)-1,8-giazacnipo[4.5]aekaH-8-
kapbokcunaTty y Burnsagi xostoi onueu. LCMS (ESI, maca/zapag): 477 [M+H]*.

Crapgia 3: otpumanHa  TpeT-Oytun-1-(3-(1H-nipason-1-in)-5-(tpudpropmeTun)dbersun)-1,8-
diasacnipo[4.5]pekaH-8-kapbokcunary
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B npobipky Aana  mikpoxsunboBoi  0OpoOkM  3aBaHTaxkyBanmu  TpeT-Oytun-1-(3-6pom-5-
(TpucptopmeTun)bensun)-1,8-giasacnipol[4.5]aekaH-8-kapbokecunar (0,600 r, 1,26 mmonb, 1,00 exs.),
1H-nipason (0,128 r, 1,88 mMonb, 1,50 ekB.), nogua migi(l) (0,0479 r, 0,250 mmonb, 0,20 eks.),
kapboHat uesito (1,23 r, 3,78 mmonsb, 3,00 ekB.), 1,4,7,10,13,16-rekcaokcaumkrnookragekaH (0,0333 r,
0,130 mmonb, 0,10 ekB.) i gaumetuncynbcokena (10 mn) B atmoccpepi asoty. OTpMMaHUn PO3YNH
nepewmiwysanu npotarom 6 roanH npu 120 °C npu MIKPOXBUSILOBOMY OMPOMIHIOBAHHIO i racunu 3a
gonomoroto sBoau (20 mn). OTpuMaHuin po3dnH ekctparysanu 3a gonomorowo EtOAc (3 x 30 mn) i
opraHivyHi wapu o6'egHyBanu, nNpoMuBanyM 3a [JAOMNOMOIOK CONMbOBOrO po3uuHy (1 x 50 wmn),
BUCyLlyBanu Hag 6e3BoaHMM cynbdaTom HaTpilo, pinbTpyBanu i KOHUEHTPYBANM MPU 3HUXKEHOMY
TUCKY. 3anuwlok xpomaTtorpadyyBanu Ha KONOHLi Ha OCHOBI cunikarenio 3 oTpumanHam 0,100 r (Buxig
17 %) TpeT-0yTun-1-(3-(1H-nipason-1-in)-5-(tpudropmeTun)6eHsnn)-1,8-aiazacnipo[4.5]aekaH-8-
kapbokcunaTty y Burnsagi xostoi onusn. LCMS (ESI, maca/zapag): 465 [M+H]*.

Cragia 4: OTPUMAaHHA 1-(3-(1H-nipason-1-in)-5-(tpucdropmeTnn)deHsnn)-1,8-
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Y «konby nomiwanu TpeT-6ytun-1-[[3-(1H-nipason-1-in)-5-(rpudbtopmerun)deninlmetun]-1,8-
diasacnipo[4.5]aekaH-8-kapbokcunat (100 mr, 0,220 mmonb, 1,00 eks.), DCM (15 mn) i TFA (1 mn).
OTpUMaHUin PO3YKNH Nepemillysany NnpoTaroMm 1 rogMHu Npu KiMHaTHIN TeMmnepaTtypi i KOHUEHTpyBanu
Npu 3HWKEHOMY TUCKY 3 OoTpumaHHam 78,4 mr 1-(3-(1H-nipason-1-in)-5-(tpudptopmetnn)den3un)-1,8-
Jiasacnipo[4.5]aekaHy (kinbkicHO) y BUrnaai »kostoi onuen. LCMS (ESI, maca/sapsaa): 365 [M+H]*.

Crapia 5. otpumanHa T1peT-6yTun-1-(1-(3-(1H-nipason-1-in)-5-(tpucpropmeTun)6eHsnn)-1,8-
diasacnipo[4.5]aekaH-8-kapOoHin)-1H-nipason-3-kapbokcunaTy

Y konby nomiwanu 1-(3-(1H-nipason-1-in)-5-(tpudropmeTun)bensnn)-1,8-giazacnipol[4.5]aekan
(78,4 wmr, 0,220 mmonb, 1,00 ekB.), 3-(TpeT-6yTun)-1-(4-Hitpodbenin)-1H-nipason-1,3-gukapbokcunat
(108 wr, 0,320 mMonb, 1,50 ekB.), TpuetTunamin (65,3 mr, 0,650 mmons, 3,00 eks.) i DCM (10 mn).
OTpUMaH1in po34YMH MepemillyBanyM NpoTAroM 2 roguH nNpu KiMHaTHIA TemnepaTtypi i racunu 3a
gonoMoroto Boau (15 mn), Sk onucaHo B npuknagi 4, craaia 3. 3anuwok xpomMatorpacdysanu Ha
KONMOHLi Ha OCHOBI cumikarento 3 oTpumanHam 96,0 mr (Buxig 80 %) Tpet-6yTun-1-(1-(3-(1H-nipason-
1-im)-5-(tpudpTopmeTun)benHsun)-1,8-giasacnipo[4.5]aekan-8-kapboHin)-1H-nipason-3-kapbokcunarty y
Burnaai xkoetoi onueu. LCMS (ESI, maca/sapsaa): 559 [M+H]*.

Ctapiqa 6: OTPUMAHHA 1-(1-(3-(1H-nipason-1-in)-5-(tpudpropmeTun)beHsumn)-1,8-
diasacnipo[4.5]aekaH-8-kapOoHin)-1H-nipason-3-kapboHOBOI KUCNOTK
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Y konby nomiwanm  TpeT-6ytun-1-(1-(3-(1H-nipason-1-in)-5-(tpucropmeTun)6eHsnn)-1,8-
diasacnipo[4.5]aekaH-8-kap6oHin)-1H-nipason-3-kapbokcunat (96,0 mr, 0,170 mmonb, 1,00 eks.),
DCM (7 mn) i TFA (1 mn). OTpumMaHuii po3vnH nepemilyBand nNpoTaroMm 2 roauH Npu KiMHaTHIRA
TemnepaTypi i KOHUEHTpyBanu npu 3HWKEHOMY TUCKY. HeounweHnin npoaykt po3dnHanu B8 DCM (15
MIT). 3HaYeHHa pH po3unHy gosoaunu A0 8 3a AOMOMOrow HacuveHoro po3umHy NaHCOs. Cymiw
ekcTparyBanu 3a gonomororo DCM (3 x 20 mn) i opraniyHi wapu o®'egHyeBanu, npoMuBanu 3a
JOMOMOTOK0 COMbOBOMO PO3YMHY (2 x 15 mn), BucywyBanu Haa 6e3BoAHUM cynb(aTom HaTpilo,
dinbTpyBanu i KOHUEHTpPyBanu nNpu 3HWXKEHOMY TUCKY, SK onucaHo B npuknaai 1, cragia 5.
HeounweHnii npoaykr (230 mr) ounwanu 3a gonoMorow npenapatuHoi HPLC 3 oTpumaHHsaM 46,1
mr (Buxig 53 %) 1-(1-(3-(1H-nipason-1-in)-5-(tpudrropmeTnn)bensnn)-1,8-agiazacnipo[4.5]aekaH-8-
kap©oHin)-1H-nipason-3-kapboHOBOT KMCNOTU y BUINAAI TBEpAOT pevoBuHK Ginoro konbopy. 'H AMP
(400MTl'y, MeOH-d4) d 8,41 (8, J=2,4 T'y, 1H), 8,18 (c, 1H), 8,13-8,11 (m, 2H), 7,79-7,74 (m, 2H), 6,82
(a, J=2,4 T'u, 1H), 6,60 (c, 1H), 4,63 (wwup, 2H), 4,19 (c, 2H), 3,33-3,20 (M, 2H), 3,10-3,08 (m, 2H),
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2,24-2,15 (M, 4H), 2,04-1,99 (m, 2H), 1,79-1,76 (m, 2H). LCMS (ESI, maca/sapag): 503 [M+H]*.
Mpuknag 33: 4-xnop-1-((28)-2-meTun-4-(MeTun(2-(niponignH-1-in)-4-
(TpucptopmeTun)bensun)amito)ninepugnH-1-kapooHin)-1H-nipason-3-kapboHoBa kucnota
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N
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Cragpia 1: oTpumanHs TpeT-0yTun-4-xnop-1H-nipason-3-kapbokcunary
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Y konby nomiwanu 4-xnop-1H-nipason-3-kapboHosy kucnoty (1,60 r, 10,9 mmonb, 1,00 eks.),
TpeT-6ytaHon (100 mn), an-TpeT-6yTMn-gukapboHat (9,50 r, 43,6 mMonb, 4,00 ekB.), TPUETUNAMIH
(3,30, 32,7 mmonb, 3,00 eks.). OTpumMaHuii po34nH Nnepemilysanu npotaroMm Hodi npu 90 °C i racunu
3a gonomoroio Bogun (100 M), sk onucaHo B npuknaai 1, craagia 1. 3anuwok xpomarorpadysanu Ha
KOMOHL Ha OCHOBI cumikarento 3 oTpumaHHam 800 mr (Buxig 36 %) Tpet-6yTun-4-xnop-1H-nipason-3-
kapbokcunaty y BUIMSAL4I TBEPAOI PEYOBMHM >KOBTOro konbopy. LCMS (ESI, maca/sapsag): 405
[2M+H]*.

Cragia 2: oTpumaHHs TpeT-0yTun-(2S)-2-meTun-4-(meTunamiHo)ninepuaunH-1-kapbokeunary

¥ e
PPN NaBHs, THOPe., THF HNT S
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Y konOy nomiwanu TpeT-6yTun-(2S)-2-meTun-4-okconinepnamnH-1-kapdokcunar (300 wmr, 1,41
MmMmorb, 1,00 ekB.), metunamin (5,00 mn, 2,82 mmons, 2,00 eks., 2 M B THF), DIPEA (545 wrr, 4,23
MMosb, 3,00 ekB.) i TeTpaisonponokcua Tutay (4 mn). Cymiw nepemiwysanu npoTarom 1 roguHu npu
KiMHaTHIn Temnepatypi. Joaasanu Tetparigpobopar Hartpito (54,0 mr, 1,41 mMmonb, 1,00 ekB.).
OTpUMaHMin PoO3YMH MepemillyBany MPOTArOM HOYi Npu KiMHaTHIW Temnepartypi i racunu 3a
agonomoroto sogaun (30 mu). Cymiw ekctparysanu 3a gonomoroo DCM (3 x 50 mn) i opraHiyHi wapu
ob'eAHyBanu, NpoMMBanNM 3a AOMOMOIOK CONbOBOro po3udnHy (3 x 30 mn), BMCyLlyBanuM Hag
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBANM i KOHUEHTPYBaNM NPU 3HUXKEHOMY TUCKY. 3anuiLiok
Xpomartorpadpysanu Ha KOSOHUi Ha OCHOBI cunikarento 3 oTpuMmaHHam 250 mr (Buxig 78 %) TpeT-
OyTUn-(2S)-2-meTun-4-(MetTunamiHo)ninepuanH-1-kapbokcunaty y Burnagi >kostoi onveu. LCMS (ESI,
maca/sapag): 229 [M+H]*.

Cragia 3: oTpumaHHs 2-(niponiauH-1-in)-4-(tpudropmetTnn)beHsanbaerigy

H Fala o
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Y kon®y nomiwanu 2-grop-4-(tpudptopmetTun)bensanoaeria (4,00 r, 20,8 mmonsb, 1,00 ekB.), ACN
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(15 mm), niponiauH (2,21 r, 31,0 mmonb, 1,50 exB.) i GikapboHaTt HaTpito (4,37 1, 52,0 mmonb, 2,50
ekB.). OTpMMaHUin po3ynH nepemiwysanu npotarom Hodi npu 80 °C i racunu 3a gonomMoroto sogu (30
M), OTpumMaHuii po3dnH ekctparysanu 3a gonomoroto EtOAc (3 x 50 mn) i opraHivHi wapwu
ob'eaHyBanu, NpoMuBanyM 3a JOMOMOrOK CONbOBOro po3umMHy (3 x 30 mn), BUCyLUyBanu Haj
6e3BOAHUM CynbdaToOM HaTpilo, QINbTPYBanNM i KOHUEHTPYBANM MPU 3HMXKEHOMY TUCKY. 3anuLLoK
xpomarorpadyBanu Ha KOMOHLi Ha OCHOBi cunikarernio 3 oTpumaHHam 2,20 r (Buxig 43 %) 2-
(niponiguu-1-in)-4-(tpudbTopmeTun)beHsanbaerigy y surnsgi >kostoi onusu. LCMS (ESI, maca/sapag):
244 [M+H]*.

Cragia 4: OTPUMAHHA TpeT-0yTnn-(28)-2-meTun-4-(MeTun(2-(niponigunH-1-in)-4-
(TpudbTopMmeTnn)GeH3umamiHo)ninepuamnH-1-kapbokcunaty
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Y konby nomiwanu 2-(niponiguH-1-in)-4-(tpuctopmerun)éensansaeria (200 mr, 0,820 mMmonb,
1,00 ekB.), DCE (10 mn), TpeT-0yTun-(2S)-2-metun-4-(MetunamiHo)ninepugnH-1-kapbokeunar (225
mr, 0,990 mmonb, 1,20 ekB.), Tpuetunamid (249 wmr, 2,46 mmons, 3,00 ekB.). Cymil nepemiysanu
npoTarom 1 rogMHW Npu KiMHaTHIR Temnepatypi. JogaBanu TpuaueTokcuboprigpua Hatpito (523 wr,
2,46 mMonb, 3,00 ekB.). OTpumaHWi pPo34YMH NepemilyBanu npoOTAroM HOYI NpU  KiMHaTHIK
TemnepaTtypi i racunun 3a gonomorolo Boan (30 mn), Ak onucaHo B npuknaai 2, cragiga 3. 3anuuok
Xpomarorpadpysanu Ha KOSMOHUi Ha OCHOBI cunikarento 3 oTpumaHHam 300 mr (Buxig 80 %) TpeT-
OyTun-(2S)-2-metun-4-(metun(2-(niponignu-1-in)-4-(tpudropmeTnn)beHsnn)amiHo)nine puanH-1-
kapbokcunarty y Burnsgi >koetoi onuen. LCMS (ESI, maca/sapaa): 456 [M+H]+.

Ctapiqa 5: OTPUMaHHSA (29)-N, 2-aumeTun-N-(2-(niponiguH-1-in)-4-
(TpudbTopmeTnn)BeH3MMNiNePUANH-4-aminy
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Yy Konoy nomianu TpeT-0yTun-(2S)-2-metun-4-(metun(2-(niponigux-1-in)-4-
(TpudbTopmeTun)beHsunmyamiHo)ninepuanH-1-kapdokcunart (300 mr, 0,660 mmons, 1,00 ekB.), 1,4-
aiokcadH (8 M) i KOHUEHTPOBaHY XMIOPUCTOBOAHEBY Kucnoty (2 ™Mn). OTpUMaHUin pPO3YMH

nepemiwysanu npoTAroM 2 roguMH NpW KiMHATHIA TemnepaTypi i KOHUEHTpyBanu Mpu 3HUXKEHOMY
TUCKY. HeouunwweHunin npoaykt posyunHany B 1 M posundi NaOH (30 mn) i ekcTparysanu 3a 40NOMOrol0
DCM (3 x 50 mn). OpraHiuHi wapu o8'egHyBanu, NpoMmuBanu 3a A0MNOMOrol COnbOBOro posdnHy (10
M), BucywyBanu Hag 6e3BogHMM CynbdaTtoM HaTpito, inbTpyBanu i KOHUEHTPyBanu mpu
3HWXKEHOMY TUCKY, SIK OMMCaHO B Npuknagi 2, cragia 4, 3 orpumanHsam 200 mr (Buxig 85 %) (2S)-N, 2-
anmetun-N-(2-(niponigaunH-1-in)-4-(tpudropmeTun)beHsnmninepuanH-4-amiHy  y  BUrMAZI  >KOBTOI
onuen. LCMS (ESI, maca/zapsa): 356 [M+H]*.

Ctapiqa 6: OTPUMaHHSA (29)-2-meTnun-4-(metnn(2-(niponiguH-1-in)-4-
(TpudTopMmeTnn)6eH3umamiHo)ninepuamnH-1-kapboHinxnopuay
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Y kondy nomiwanu (2S)-N, 2-numeTun-N-(2-(niponignn-1-in)-4-

(TpudbTopmeTun)beHsumyninepuanH-4-amin (200 wmr, 0,560 mmonb, 1,00 ek.), DCM (5 mn) i
TpudpocreH (84,0 mr, 0,280 mmoneb, 0,50 eks.). logasanu DIPEA (218 wmr, 1,68 mmonb, 3,00 ekB.) npu
0°C. OTpumMaHuin pPoO3YMH nepemillyBanu nNpoTAroM 2 roAuH nNpuW KiMHATHIN Temneparypi i
KOHUEHTPYBanu nNpu 3HWXEHOMY TUCKY, K onucaHo B npuknagi 1, crtagia 3, 3 otpumaHHam 234 mr
(28)-2-meTun-4-(metun(2-(niponiguH-1-in)-4-(rpudptopmetun)beHsun)amiHo)ninepugmuH-1-
kapOoHinxnopuay (HeouueHoro) y surnagi xkoetoi onusu. LCMS (ESI, maca/sapsaa): 418 [M+H]*.
Crapgia 7: oTpumaHHa  TpeT-Oytun-4-xnop-1-((2S)-2-metnn-4-(metnn(2-(niponign-1-in)-4-
(TpucptopmeTun)beHsun)amino)ninepugnH-1-kapOoHin)-1H-nipason-3-kapbokcunaty
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Y kondy nomiwarnu (29)-2-meTun-4-(metnn(2-(niponiaunu-1-in)-4-

(TpudbTopmeTnn)beHsnmamiHo)ninepuanH-1-kapboninxnopua (150 mr, 0,360 mmonb, 1,00 eks.), THF
(5 mn), TpeT-byTun-4-xnop-1H-nipason-3-kapbokcunart (87,0 wmr, 0,430 mmons, 1,20 eks.), DMAP
(9,00 wmr, 0,0700 mmonsb, 0,20 eks.), DIPEA (201 wmr, 1,08 mmonb, 3,00 ekB.). OTpUMaHUX PO3UNH
nepemiwysanu npotarom Hodi npu 60 °C i racunu 3a gonomoroto Boau (10 mn), ekcTparyBanu 3a
ponomoroto DCM (3 x 20 mn) i opranivHi wapu o6'egHyBanu, NpoMMBanu 3a JONOMOIO0 CONbOBOrO
posumHy (2 x 20 mMn), BucywyBanu Haa 6e3BogHMM cynbdatoM HaTtpilo, dinbTpyBanm i
KOHUEHTPYBanu npu 3HMWXKEHOMY TWUCKY, €K onucaHo B npuknagi 1, crtagia 4. 3anuwok
Xpomarorpadpysanu Ha KOSMOHUi Ha OCHOBI cunikarento 3 oTpumaHHam 100 mr (Buxig 48 %) TpeT-
OyTun-4-xnop-1-((2S)-2-meTun-4-(metun(2-(niponignH-1-in)-4-
(TpucptopmeTun)bensun)amino)ninepugmH-1-kapboHin)-1H-nipason-3-kapbokcunaTy y BUrnsAgi >xosTol
onuen. LCMS (ESI, maca/zapsaa): 584 [M+H]*.

Cragia 8: OTPUMAaHHA 4-xnop-1-((2S)-2-meTun-4-(meTun(2-(niponignu-1-in)-4-
(TpucpTopmeTun)bensun)amino)ninepuamnH-1-kapboHin)-1H-nipason-3-kapboHOBOI KNCNOTK

Yy Konoy nomiLLanu 4-xnop-1-((28)-2-meTun-4-(MeTun(2-(niponignH-1-in)-4-
(TpuptopmeTun)beHsun)amito)ninepugnH-1-kapboHin)-1H-nipason-3-kapbokcunar (100 wr, 0,170
Mmonb, 1,00 eks.), DCM (3 mn) i TFA (1 mn). OTpuMaHuii po3ynH nepemiwlysany NpoTarom 2 roguH
npu KiMHaTHIR TemnepaTypi | KOHUEHTpyBanu npu 3HWXKEHOMY TUCKY. HeouuweHun npoaykrt
posunHanun B DCM (20 mn). 3HavyeHHs pH po3uuHy goBoaunu A0 8 3a AONOMOrOK HaCUYEHOro
posunHy NaHCOs. Cymiw ekctparysanu 3a gonomororo DCM (3 x 50 mn) i opradidHi wwapu
ob'eAHyBanu, NpPOMMBAnNM 3a AOMOMOIOK COMbOBOrO po3dMHy (2 x 20 mMn), BUCyLUyBanu Hag
6e3BOAHNM CynbaToM HaTpilo, piNnbTPyBanM i KOHUEHTPYBaNM Npu 3HUXXEHOMY TUCKY, SIK OMUCaHO B
npuknagi 1, ctagia 5. Heounwenunii npogykt (150 Mr) ounwanu 3a gonoMmorow npenapatmsHoi HPLC
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3 otpumaHHam 8,70 wmr (Buxiga 10 %) 4-xnop-1-((2S)-2-meTnn-4-(metun(2-(niponign-1-in)-4-
(TpudptopmeTun)beHsun)amito)ninepugnH-1-kapOoHin)-1H-nipason-3-kapboHOBOT KMCNOTW y BUrNAi
TBEPAOI pedoBuHM Binoro konsopy. 'H AMP (400 MI'y, MeOH-d4) & 8,21 (¢, 1H), 7,68 (a, J=8,0 'y,
1H), 7,52 (c, 1H), 7,40 (g, J=7,6 Ty, 1H), 5,11 (wwup, 1H), 4,58-4,43 (m, 3H), 4,27-3,41 (m, 2H), 3,36-
3,19 (m, 4H), 2,73-2,71 (m, 3H), 2,20-1,89 (m, 8H), 1,45-1,35 (M, 3H). LCMS (ESI, maca/sapsag): 528
[M+H]*.

Mpuknag 34. 1-(TpaHc-5-((3-yuknoneHTunNbeH3nm) okcn) okTarigpouuknoneHTalclnipon-2-
kapboHin)-1H-nipason-3-kapboHoBa kucnoTa

[ RN

P

BE T, OpoTRess Houl

B nocyauHy nomiwanu 2-(UMknoneHT-1-eH-1-im)-4,4,5 5-tetpametun-1,3,2-giokcaboponan (747
mr, 3,85 mMmonb, 1,50 eks.), (3-noaderim)MeOH (600 wmr, 2,56 mmonb, 1,00 exs.), 1,1'-
Bic(andenindocdito)dhepoueHnanaginanxnopua (365 mr, 0,500 mmons, 0,20 ekB.), kapboHaT Kanito
(704 wr, 5,09 mmonb, 2,00 ekB.), AUMETUNOBUIA €Tep eTuneHrnikonto (16 mn) i soagy (4 wmn).
OTpMaHuin po3ynH nNepemiwysanu npotarom Hodi npu 80 °C i racunu 3a gonomoroto sogau (20 mn).
Cymiw ekctparyBanu 3a gonomoroto EtOAc (3 x 20 mn) i opraHivHi wapu o6'egHyBanu, npommBanu 3a
ponomoroto Boan (3 x 20 wmn), BucywyBanu Hag 6e3BogHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTpYBanu nMpu 3HWKEHOMY TUCKY, SIK OMWCaAHO B npuknaai 23, cragia 6. 3anuuwok
XpomarorpadyBanu Ha KOMOHLi Ha OCHOBi cunikarenioo 3 oTpumaHHaMm 350 mr (Buxin 78 %) (3-
(umknoneHT-1-eH-1-in)peHin)MeOH y Burnaai xostoi onuen. LCMS (ESI, maca/sapag): 175 [M+H]*.

Ctagia 2: oTpumaHHsa (3-umuknoneHTundeHin)metTaHony
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B nocyaunHy nomiwanu (3-(uMknoneHT-1-eH-1-in)peninymetanon (0,525 r, 3,01 mmons, 1,00 eks.),
4-metunbensoncynosdoHorigpasug (1,12 r, 6,02 mmons, 2,00 eks.), 6e3BoaHuin auetar HaTpito (0,738
r, 9,00 mmonb, 3,00 ekB.), giokcad (8 Mmn) i Bogy (2 mn) B armoccepi No. OTpUMaHWiA po3ymH
nepemiwysanu npotarom Houi npu 90 °C i racunu 3a gonomMoroto sogum (20 mn). Cymiw ekcTparysanu
3a gonomoroto EtOAc (3 x 20 mn) i opraHivHi wapu o6'eaHyBanu, npoMuBany 3a gonomorow soau (3
x 20 Mn), BACywyBanu Haa 6e3BOAHUM CynbdaTtom HaTpilo, INbTpyBanu i KOHUEHTPYBAnu Mpu
3HWKEHOMY TUCKY. 3anuuiok xpomatorpacpyBanu Ha KONOHLUiI Ha OCHOBI CURiKareno 3 OTPUMaHHAM
0,130 r (Buxig 24 %) (3-umknoneHTundeHinMeTaHony y BUrnsaai >kOBToi ONMBM.

Cragpia 3: oTpumanHs 1-(6poMmmeTun)-3-yuknoneHTunbeHsony
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B nocyauHy nomiwanu (3-umknonentunderin)-metadon (0,130 r, 0,740 mmonsb, 1,00 eks.) i DCM
(15 mnm). MoTim no kpannsix aoaasanu Tpudpomdocdin (1,00 r, 3,69 mmonb, 5,00 eks.) npu 0 °C.
OTpUMaHMin po34MH MepemillyBanM NpPoTAroMm 2 roguMH nNpu KiMHaTHIR TemnepaTypi i racunn 3a
gonomoroto Boau (20 mn), 9k onucaHo B npuknagi 27, cragia 7. 3anuwok xpomatorpadysanu Ha
KOMOHUi Ha OCHOBI cunikaremo 3 oTpuMaHHam 0,095 r (Buxia 54 %) 1-(6pommeTun)-3-
UUKITONEHTUNBEH30My Y BUMMAAI XKOBTOT ONUBHN.

Crapia 4: otpumManHsa TpeT-6ytun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoumknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konmby nomiwanu (3aR, 6aS)-TpeT-0yTun-5-okco-rekcarigpouuknonentalcnipon-2(1H)-
kap6okcunat (3,00 r, 13,3 mmonb, 1,00 ekB.), MeOH (20 mn) i 6oprigpua Hatpito (0,760 r, 20,1
MMosb, 1,50 ekB.). OTpuMaHWi PO34YUH NepemillyBanu NPOTArom 5 roauH npu KiMHaTHIn TeMmnepartypi
i KOHLUEHTPYBanNu Npu 3HWKEHOMY TUCKY. OaepxkaHy cymiw po3baBnanu 3a gonomoroto sogamn (40 mn),
ekcTparyBanu 3a gonomoroto EtOAc (3 x 50 mn) i opradivHi wapu ob'egHyBanu, npomMuBanu 3a
ponomoroto Boan (3 x 20 wmn), BucywyBanu Hag 6e3BogHMM CynbdaTtoM Hatpilo, inbTpyBanm i
KOHUEHTPYBanu npu 3HWKEHOMY TUCKY, SIK ONMUCaHO B npuknaai 15, ctagia 4, 3 otpumanHam 3,01 r

TpeT-6yTun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpoumknonentalc]nipon-2(1H)-kapbokcunary
(HeouuLLEeHOTO) y BUIMNAZI TBepAol pevoBuHm Binoro konbopy. LCMS (ESI, maca/sapsag): 228 [M+H]*.
Cragiqa 5: OTPUMAHHS TpeT-0yTun-(3aR, 5s, 6aS)-5-((4-

HiTpoGeH3oImoKken)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunary
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Y konby nomiwanu TpeT-0yTUN-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouuknonentalcinipon-2(1H)-
kapbokcunat (2,27 r, 9,99 mmonb, 1,00 ekB.), 4-HiTpoOeH30MHY kucnoty (6,68 r, 40,0 mmons, 4,00
ekB.), TpudeHindgocgiH (10,5 r, 40,0 mmonb, 4,00 eks.) i THF (30 mn). Mo kpannax gogasanu
apietunasoaukapbokcunar (6,96 r, 40,0 mMmonb, 4,00 ekB.) npu 0°C. OTpUMaHUA pPO3UNH
nepemiwlysanu NPOTAroM HOYi Npu KiMHaTHIN TeMmnepaTypi B aTMocdepi a3oTy i racunu 3a 4onoMOoroo
Bogau (50 mn), Ak onucaHo B npuknaai 15, cragia 5. 3anuwok xpomatorpadpyBanu Ha KOMOHLU Ha
OCHOBi cumikareno 3 oTpumaHHaMm 2,36 1 (Buxig 62 %) TpeT-OyTun-(3aR, 5s, 6aS)-5-((4-
HiTpoBeH3o0ImoKkeun)rekcarigpoyumknonentalclnipon-2(1H)-kapbokcunaty y Burnsagi TBepaoi peyoBuHU
Ginoro konbopy. LCMS (ESI, maca/sapsa): 377 [M+H]*.

Crapia 6: otpumanHa TpeT-6ytun-(3aR, 5s, 6aS)-5-rigpokcurekcarigpouuknonentalcnipon-2(1H)-
kapbokcunaTty
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y kondy nomiLanu TpeT-6yTun-(3aR, 5s, 6aS)-5-((4-

HiTpoGeH3oimoken)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunatr (2,36 r, 6,27 mmonb, 1,00
ekB.), MeOH (30 mn), kap6oHar kanito (2,60 r, 18,8 mmonb, 3,00 ekB.) i Boay (5 mn). OTpumaHuii
PO34YMH nepemiwyBanu npoTaAroMm 3 roAuH MpPW KiMHATHIW TemnepaTypi | KOHUEHTpyBanu npwu
3HMKEHOMY TUCKY. PeakuiiHy cymiw noTim posbasnanu 3a gonomoroto Boau (30 mn), ekcTparysanm
3a gonomoroto EtOAc (3 x 50 mn) i opraHivHi wapu o6'eaHyBanu, npoMuBany 3a gonomorow soau (3
x 20 Mn), BACywyBanu Hag Ge3BOAHMM Cynbdartom HaTpilo, iNbTpyBanu i KOHUEHTPYBanu npu
3HWKEHOMY TUCKY, SIK OMMcaHo B npuknagdi 3, crtagia 3, 3 otpumanHam 1,31 r Tpet-6ytun-(3aR, 5s,
6aS)-5-rigpokcurekcarigpouyuknonertalclnipon-2(1H)-kapbokcnnaty  (HeounweHoro) y  BUrMNAgi
TBEPAOI peyvoBurHU Binoro konsopy. LCMS (ESI, maca/sapsag): 228 [M+H]*.

Cragiqa 7 OTPUMAHHS TpeT-0yTun-(3aR, 5s, 6aS)-5-((3-
yuknoneHTunbexaun)okeun)rekcarigpouumknonentalclnipon-2(1H)-kapbokcunary
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Y konby nomiwanu TpeT-0yTUN-(3aR, 5s, 6aS)-5-rigpokcurekcarigpounknonentalcnipon-2(1H)-
kap6okcunat (135 wmr, 0,590 mmonb, 1,50 ekB.) i DMF (15 mn). MoTiMm gogasanu riapua Hatpito (60 %
B onuei, 32,0 mr, 0,800 mmons, 2,00 eks.) npu 0 °C. OTpuMaHuin po3vnH nepemiwysanu npotarom 0,5
roAMHUW  Mpu  KiMHaTHiW  Temnepatypi 3  HacTynHuMm  gogaBaHHaAM  1-(BpommeTnn)-3-
yuknoneHtTunéensony (95 mr, 0,400 mmonb, 1,00 ekB.). OTpuMaHuini PO3UNH NepeMillyBanyu NPoOTArom
HOYi NpuW KiMHATHI TeMnepatypi i racunu 3a gonomoroto soau (20 mn), 9K onucaHo B npuknagi 15,
cragia 7. 3anuwok xpomatorpadyyBany Ha KOSIOHUi Ha OCHOBI cunikarento 3 otpuMaHHsam 135 wmr
(Buxin 88 %) TpeT-0yTun-(3aR, 5s, 6aS)-5-((3-
yuknoneHTunbexaun)okeun)rekcarigpoymknonertalclnipon-2(1H)-kapbokcunaty 'y BWUrnsai  >koBTOT
onuen. LCMS (ESI, maca/zapsa): 386 [M+H]*.

Crapia 8: oTtpumanHa (3aR, 5s, 6aS)-5-((3-umknoneHTUNOEeH3nn)OKCH)OKTariapoLmKkno-
neHta[c]nipony
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y kondy nomiLanu TpeT-6yTun-(3aR, 5s, 6aS)-5-((3-

yuknoneHTunbensun)okeun)rekcarigpoyumknonentalclnipon-2(1H)-kapbokcunat (135 mr, 0,350 MMonb,
1,00 ekB.), TFA (2 mn) i DCM (5 mn). OTpumMaHuii po3ynH nepemiwlyBani NpoTArom 2 roguH npu
KiMHaTHIR TeMnepaTypi i KOHUEHTPyBanu Npyu 3HWXXEHOMY TUCKY, SIK ONMCaHO B npuknagi 1, ctagia 5, 3
oTpuManHaMm 100 mr (3aR, 5s, 6aS)-5-((3-uuknoneHTMNOEH3MT)OKCK)OKTarigpoymknoneHTalclnipony
(kinbkicHO) y Burnagi >koetoi onuen. LCMS (ESI, maca/sapsaa): 286 [M+H]".

Cragiqa 9: OTPUMAaHHA TpeT-0yTnn-1-((3aR, 5s, 6aS)-5-((3-
UUKIoneHTunbeH3aunn)okeun) oktarigpouyuknonenTalclnipon-2-kapbonin)-1H-nipaszon-3-kapbokcunary
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B nocyauHy nomianu (3aR, 5s, 6aS)-5-((3-
uuknoneHTunbeHsun)okcu)oktarigpoumknonenrta[clnipon (100 wr, 0,350 wmmonb, 1,00 ekB.),
Tpuetunamii (212 wmr, 2,10 mmonb, 6,00 ekB.), 3-TpeT-OyTun-1-(4-HitpodeHrin)-1H-nipason-1,3-
aunkap6okeunat (175 wmr, 0,525 mmonb, 1,50 exkB.) i DCM (15 mn). OTpumaHuii po34ymH nepemillysanm
NPOTArOM HOYi nNpu KiMHaTHIW Temnepatypi. Cymiw racunu 3a gonomoroto Bogu (10 wmn),
ekcTparyBanu 3a gonomoroto DCM (3 x 20 mm) i opraHiyHi wapu o6'egHyBanu, npommMBanu 3a
JOMOMOTOK0 COMbOBOIO PO3YMHY (2 x 20 mn), BMCyllyBanu Haa 6e3BoAHUM cynb(aTom HaTpito,
GdinbTpyBanu i KOHUEHTPYBanNKU Npu 3HWXXEHOMY TUCKY, SIK ONUCaHO B npuknaai 4, ctagia 3. 3anuwok
Xpomarorpadpysanu Ha KOSMOHUi Ha OCHOBI cunikarento 3 oTpuMmaHHam 144 mr (Buxig 86 %) TpeT-
O6ytun-1-((3aR, 5s, 6aS)-5-((3-umMknoneHTUNOEH3UN)OKCU)OKTarigpoumknoneHTalclnipon-2-kapOoHin)-
1H-nipason-3-kapbokcunaty y Burmsgi TBepAOi PeyvYoBMHU KOBTOro konbopy. LCMS (ESI,
Maca/sapag): 480 [M+H]

Crapia 10: oTpumanHs 1-(TpaHc-5-((3-yuknoneHTunbeHsnm)okcn)okTarigpoyuknoneHtalcnipon-2-
kapboHin)-1H-nipason-3-kapboHOBOT KNCNOTK
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B nocyauHy nomiLanu TpeT-6yTun-1-((3aR, 5s, 6aS)-5-((3-
yuknoneHTunbeH3aum)okeu) okrarigpouyuknonerTalclnipon-2-kapboHin)-1H-nipason-3-kapbokcunar
(144 wr, 0,300 mmonb, 1,00 ekB.), TFA (2 mn) i DCM (5 Mmn). OTpuMaHuin po3vnH NepemillyBanu
NPOTAroM 2 roguH Npu KiMHaTHIR TemnepaTtypi i KOHUEHTPYBanNu Npu 3HWXeHOMY TUCKY. HeounweHni
NPOAYKT PO3YUHANU B HacuyeHoMy po3umHi NaHCOs (10 mn) i ekctparysanu sa gonomoroto DCM (3 x
20 mn). OpraHivHi wapu ob'eaHyBanu, NpoMMBanM 3a ACMOMOrOK COMbOBOrO po3yuHy (10 mn),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY, SIK onucaHo B npuknagi 1, cragia 5. HeouuweHunin nNpoaykt ounwanu s3a JOnNoMOrolo
npenapaTtuBHoOl HPLC 3 OTPUMAHHAM 476 Mr (Buxin 37 %) 1-(TpaHc-5-((3-
UUKIToNeHTunbeH3um) okeun) oktarigpouuknonerTalclnipon-2-kapooHin)-1H-nipazon-3-kap6oHoBoi
kucnoTtu y Burnsai 6inoi teepaoci pevosuHu. 'H AMP: (400 MMy, MeOH-d4) & 8,16 (c, 1H), 7,23-7,18
(m, 2H), 7,16-7,07 (m, 2H), 6,75 (g, J=2,8 T'u, 1H), 4,41 (c, 2H), 4,25-4,15 (M, 1H), 4,11-3,48 (m, 4H),
3,01-2,91 (m, 1H), 2,88 (wwup, 2H), 2,15-1,98 (m, 4H), 1,85-1,51 (m, 8H). LCMS (ESI, maca/sapag):
424 [M+H]*.

Mpuknag 35: 4-(4-((5-(3-kapbamoin-1H-nipason-1-kapboHin)rekcarigponipono[3,4-clnipon-2(1Hj)-
immeTun)-3-(tpudTopMmeTun)deHin)Tetparigpo-2H-nipaH-4-kapboHoBa kucnota

COOH S

CF3 O

Crapia 1: oTpumaHHs 4-HiTpodeHin-3-kapbamoin-1H-nipason-1-kapbokcunaty
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Y «konby nomiwanu 1H-nipason-3-kapbokcamig (64,0 mr, 0,580 wmmonb, 1,00 ekB.), 4-
HiTpodeHinxnopdopmiat (129 mr, 0,640 mmonb, 1,10 eks.), Tpuetunamin (176 wmr, 1,74 mmone, 3,00
ekB.) i DCM (10 mn). OTpuMaHWi pPO3YMH NepemiyBand npoTaroM 1 roAWHU nNpu KiMHAaTHIRA
TemnepaTypi i KOHUEHTpyBanu npu 3HWXEHOMY TUCKY 3 OTpUMaHHAM 160 mMr (HeouduwleHoro) 4-
HiTpodeHin-3-kapbamoin-1H-nipason-1-kapbokcunaty y Burnagi koetoi onueu. LCMS (ESI,
mMaca/sapsaa): 277 [M+H]*.

Ctapiqa 2. OTPUMaHHSA ((5-(TpeT-6yTOKCUKapBoHiMrekcarigponipono[3,4-clnipon-2(1Hj)-
immeTun)TpudTopbopary kanito
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Y kon®y nomiwanu TpeT-6ytun-okrarigponipono[3,4-clnipon-2-kapbokcunat (1,20 r, 5,65 mmonb,
1,00 ekB.), (6pommeTun)TpudTopbopriapua kanio (1,13 r, 5,63 mmons, 1,00 ekB.) i THF (15 mn) B
aTMocdepi asoTy. Cymiw nepemiwyBanu npoTaroMm Hodi npu 80 °C i KOHUEHTPYBanu Npyu 3HUXEHOMY
Tucky. Oogasanu kap6oHat kanito (0,781 r, 5,65 mmonb, 1,00 ekB.) i auetoH (10 mn). OTpumMaHuit
PO34YMH NepemMillyBanu NPOTAroM 2 roauH Npy KiMHaTHIM TeMnepartypi, PO34YUHANKU B aueToHi (2 x 200
M) | inbTpyBanu. dinbTpar KOHUEHTPYBanu Npu 3HWXEHOMY TUCKY 3 oTpumaHHaMm 1,40 r (Buxig
75 %) ((5-(TpeT-6yTOKCUKapOOHIN)rekcarigponipono[3,4-clnipon-2(1H)-inymeTun)tpudropbopaty
Kanito y BUrnsai TBEpA0T pedoBUHU KOBTOro Konbopy. LCMS (ESI, maca/sapsag): 293 [M-K]-.

Crapia 3: oTpumaHHs TpeT-0yTun-2-(4-xnop-3-(tpudpropmeTun)deHin)ayerary
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Y konbBy nomiwanu 2-(4-xnop-3-(rpudropmeTun)deHin)ouyrosy kucnoty (1,00 r, 4,19 mmons, 1,00
ekB.), TpeT-OytaHon (25 wmn), TpuetunamiH (1,27 r, 12,6 mmonb, 3,00 ekB.) i Au-TpeT-OyTUN-
aunkapbonar (4,58 r, 20,9 mmonb, 5,00 ekB.). OTpuMaHuil PO34YMH NEPEMILLYBANM NPOTSArOM HOYi Npu
90 °C i noTim racunu 3a gonoMorow Boau (25 Mmn), Sk onucaHo B npuknaai 1, cragia 1. 3anuwok
Xpomarorpadpysanu Ha KONOHLUi Ha OCHOBI cunikarento 3 oTpumaHHam 0,810 r (Buxig 66 %) TpeT-
OyTun-2-(4-xnop-3-(tpucptopmetun)erin)yauetary y surnagi >koetoi onueu. 'H AMP (300 My,
Xnopodopm-d) & 7,60 (c, 1H), 7,48-7,40 (m, 2H), 3,56 (c, 2H), 1,45 (c, 9H).

Crapia 4: oTpumaHHA TpeT-0yTun-4-(4-xnop-3-(tpudropmeTun)denin)terparigpo-2H-nipaH-4-
kapbokcunaTty
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Y konby nomiwanu Tpet-0yTun-2-(4-xnop-3-(rpudtopmetun)denin)auerat (500 mr, 1,70 mmons,
1,00 exs.) i DMF (10 mn). Oogasanu rigpua Hatpito (340 wmr, 8,50 mMmonb, 5,00 eks., 60 % B
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MiHepanbHin onuei) npu 0 °C. OJogasanu 1-6pom-2-(2-6pomeTokcn)etan (782 wr, 3,37 mmons, 2,00
ekB.). OTpuUMaHuii po34MH NepemilyBanu NPoOTAroM HOYi NpU KiMHATHIN Temnepartypi i NoTiM racunu
3a gonomoro Boaun (10 mn). OaepkaHy cymiw ekcTparysanu 3a gonomoroto EtOAc (3 x 15 mn) i
opraHivyHi wapu o6'egHyBanu, nNpoMuBanM 3a [JAOMNOMOIOK CONMbOBOTO po3uuHy (1 x 20 wmn),
BUCyLlyBanu Hag 6e3BOAHMM cynb(aToM HaTpilo, pinbTpyBanu i KOHUEHTPYBANM NPU 3HUXKEHOMY
TUCKY. 3anuuiok xpomaTorpacdysanu Ha KOMOHLUI HA OCHOBI cuslikarento 3 oTpumaHHam 190 mr (Buxig
31 %) TpeT-0yTun-4-(4-xnop-3-(rpudbtopmetun)deninrerparigpo-2H-nipax-4-kapbokcunary y
Burnagi »xoetoi onusun. 'H AMP (300 MI'u, Xnopodopm-d) & 7,69 (c, 1H), 7,48 (wmp, 2H), 3,97-3,93
(m, 2H), 3,61-3,55 (M, 2H), 2,48-2,44 (m, 2H), 1,92-1,85 (m, 2H), 1,39 (c, 9H).

Crapia 5: oTpumaHHA TpeT-6yTun-5-(4-(4-(TpeT-OyTokcukapOoHin)TeTpariapo-2H-nipan-4-in)-2-
(TpucptopmeTunm)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapbokcunary
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Y konby nomiwanu TpeT-0yTun-4-(4-xnop-3-(tpudropmeTun)dein)terparigpo-2H-nipaH-4-
kapbokcunat (364 mr, 1,00 mmonb, 1,00 ekB.), ((5-(TpeT-6yTOKCMKapOoHin)rekcarigponipono[3,4-
c]nipon-2(1H)-imymeTun)TpudbTopbopat kanito (398 mr, 1,20 mmons, 1,20 eks.), auetaT nanagito (22,4
mr, 0,100 mMons, 0,10 ekB.), 2-(auuuknorekcundocdino)-2',4',6'-Tpuisonponinbicderin (95,0 mr, 0,200
MMonb, 0,20 ekB.), kapboHaT uesito (978 mr, 3,00 mmonb, 3,00 eks.), 1,4-giokcad (10 mn) i Bogy (2
Mi) B atMocdepi a3oTy. OTpMMaHuin po3yYmnH nepemiwysanu npotaroM Hodi npu 90 °C i noTiM racunu
3a gonomoroto Boan (10 mn). OagepxaHy cymiw ekctparysanu 3a gonomoroto DCM (3 x 15 mn) i
opraHiyHi wapu o6'egHyBanu, nNpomMuBanyM 3a [AOMNOMOIOK COMbOBOTO po3dmHy (1 x 20 M),
BUCyLlyBanu Hag 6e3BoAHMM cynbdaToM HaTpilo, (hinbTpyBanu i KOHUEHTPYBANU NpPU 3HUXKEHOMY
TUCKY. 3anuuok xpomaTorpacdysanu Ha KOMOHLUI HA OCHOBI cuslikareno 3 oTpumaHHaM 250 mr (Buxig
45 %) TpeT-0yTun-5-(4-(4-(tpet-6yTokcukapboHin)TeTparigpo-2H-nipaH-4-in)-2-
(TpuptopmeTun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapbokcunarty y Burnsagi KOBTOi OJNIUBU.
LCMS (ESI, maca/szapsa): 555 [M+H]*.

Ctapiqa 6: OTPUMaHHA 4-(4-((rekcarigponipono[3,4-clnipon-2(1H)-im)meTun)-3-
(TpudTopmeTun)eHin)TeTpariapo-2H-nipaH-4-kapboHOBOT KUCNOTU
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Y konby nomiwanu TpeT-6ytun-5-(4-(4-(TpeT-OyTokcukapOoHin)TeTpariapo-2H-nipaH-4-in)-2-
(TpucptopmeTun)bensun)rekcarigponipono[3,4-clnipon-2(1H)-kapbokcunar (250 wmr, 0,450 MMOnb,
1,00 eKkB.), KOHLUEHTPOBaHY XIOPUCTOBOAHEBY KUCNOTY (4 mn) i 1,4-giokcad (10 mm). OTpumaHui
PO34YMH NepemillyBanu NPOTArOM HOYi NpY KiMHaTHIA TeMnepaTypi i KOHUEHTPYBanu NPy 3HUXKEHOMY
TUCKY, Ik ONMcCaHo B Npuknagi 2, cragia 4, 3 otpumanHsam 180 mr 4-(4-((rekcarigponipono[3,4-c]nipon-
2(1H)-imymeTnn)-3-(tpudTopmeTun)deHrin)teTparigpo-2H-nipaH-4-kapboHOBOT kMCnoTn (KiNbKiCHO) y
Burnagi »oetoi ommeu. LCMS (ESI, maca/sapsa): 399 [M+H]*. Crtagia 7: otpumanHa 4-(4-((5-(3-
kapbamoin-1H-nipason-1-kapboHin)rekcarigponipono[3,4-clnipon-2(1H)-in)meTtun)-3-
(TpudbTopmeTun)eHin)TeTpariapo-2H-nipaH-4-kapboHOBOT KUCNOTU
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Y kondy nomiwganu 4-(4-((rekcarigponipono[3,4-clnipon-2(1H)-im)meTun)-3-
(TpudbtopmeTun)eHin)teTpariapo-2H-nipaH-4-kap6oHoy kucnoty (180 mr, 0,450 mmonb, 1,00 ekB.),
4-HiTpodheHin-3-kapbamoin-1H-nipason-1-kapbokcunar (138 wr, 0,500 wmmonb, 1,10 ekB.),
Tpuetunamin (137 wr, 1,35 mmonsb, 3,00 ekB.) i DCM (10 mn). OTpuMaHuii po34ynH nepemilyBanu
NPOTAroM 2 roguMH npu KiMHaTHIA TemnepaTtypi i noTim racunu 3a gonomorow Boam (10 mm), Ak
onucaHo B npuknagi 4, cragia 3. HeounweHuin npoaykt (300 mr) ounwanu 3a AOMNOMOroLo
npenapatueHoi HPLC 3 oTpumanHam 126,1 mr (Buxig 52 %) 4-(4-((5-(3-kapbamoin-1H-nipason-1-
kapboHin)rekcarigponipono[3,4-clnipon-2(1H)-in)meTun)-3-(Tpudtopmetnn)denin)tetparigpo-2H-
nipaH-4-kapOOHOBOT KMCNOTW Yy BUrnadi TBepaoi pedosuHu 6Gimoro konbopy. 'H AMP (300MIu,
MetaHnon-ds4) & 8,30 (g, J=2,7 'y, 1H), 7,77-7,72 (m, 2H), 7,67-7,65 (m, 1H), 6,88 (g, J=2,7 Ty, 1H),
4,23-3,83 (M, 8H), 3,65-3,56 (m, 2H), 2,98 (wup, 2H), 2,74-2,67 (M, 4H), 2,55-2,51 (m, 2H), 1,94-1,87
(m, 2H). LCMS (ESI, maca/sapag): 536 [M+H]-*.

Mpuknag 36: 1-(4-((2-rigpokcu-2-metunnponin(3-(rpudtopmetun)beHsun)amiHo)ninepuamH-1-
kapboHin)-1H-nipason-3-kapbokcamig

\

Cfxw )

Crapisa 1: OTPUMAaHHA TpeT-0yTun-4-((3-(TpudbtTopmeTnn)beHsnn)aMiHo)ninepuanH-1-
kapbokcunaTty
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Y konby nomiwanu 3-(tpudtopmetTun)éensannvaeria (522 mr, 3,00 mmonsb, 1,00 ekB.), TpeT-0yTnN-
4-amiHoninepnaunn-1-kapokcunat (1,20 r, 6,00 mmonb, 2,00 ekB.) i MeOH (15 wmn). Cymiw
nepemiwysanu npotarom 4 roauH npu 60 °C. Joaasanu Gopriapua Hatpito (456 wr, 12,0 mmonsb, 4,00
ekB.). OTpMMaHUn po34YnH NepemilyBanu NpoTarom Hodi npu 60 °C i racunu 3a gonomMoroto sogu (20
Mf1), SK onucaHo B npuknagi 15, cragiga 4. 3anuwok xpomaTorpadysanu Ha KONOHLiI Ha OCHOBI
cunikaresno 3 OTPUMAHHAM 0,800 r (Buxia 74 %) TpeT-0yTun-4-((3-
(TpuptopmeTun)beHsun)amino)ninepugnH-1-kapbokcunaty y Burnagi >koetoi onumeu. LCMS (ESI,
maca/sapag): 359 [M+H]J*.

Ctapiqa 2: OTPUMAaHHSA TpeT-0yTun-4-((2-rigpokcu-2-meTunnponin)(3-
(TpudbTopMmeTnn)GeH3umamiHo)ninepuamnH-1-kapbokcunaty
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Y konby nomiwanu TpeT-0yTun-4-((3-(Tpudtopmetnn)bersun)amiHo)ninepugnd-1-kapbokeunar
(358 wr, 1,00 mmonb, 1,00 ekB.), 2,2-gumeTunokcupar (360 mr, 5,00 mmons, 5,00 eks.), MeOH (10
M) i 6pomig nitito (258 mr, 3,00 mmonb, 3,00 ekB.). OTpUMaHWUI PO3YMH MEPEMILLYBANMW MPOTATOM
Houi npu 60 °C i racunu 3a gonoMoroto Boaun (20 mn). OgepkaHy CyMill ekcTparysanu 3a 4ONOMOrolo
DCM (3 x 30 Mmn) i opranivHi wapu o6'egHyBanu, NPOMUBAaNM 3a A0MNOMOIOK CONMbOBOTO Po3dnHy (30
M), BucywyBanu Hag 6e3BogHMM CynbdaTtoM HaTpito, inbTpyBanu i KOHUEHTPyBanu mpu
3HWKEHOMY TUCKY. 3anuuiok xpomMatorpacpyBanu Ha KOJSIOHUi Ha OCHOBI CURiKareno 3 OTPUMaHHAM
230 Mr (Buxig 53 %) TpeT-0yTun-4-((2-rigpokcu-2-meTunnponin)(3-
(TpucptopmeTun)beHsun)amito)ninepugnH-1-kapbokcunaty y Burnagi >koetoi onueu. LCMS (ESI,
maca/sapag): 431 [M+H]J*.

Cragia 3: oTpuMaHHs 2-metun-1-(ninepnaunH-4-in(3-(tpudpropmetTnn)beHsnn)amiHo)nponaH-2-ony

o, D08 TN

y kondy nomiLanm TpeT-0yTun-4-((2-rigpokcu-2-meTunnponin)(3-
(TpudbTopmeTnn)6eH3nmamiHo)ninepuamnH-1-kapbokeunat (215 mr, 0,500 mmons, 1,00 eks.), DCM (10
M) i TFA (2 mm). OTpuMaHuii po3vynH nepemillysanu NpoTArom 2 rogumH nNpu KiMHaTHIA TemnepaTtypi i
KOHUEHTPYBanu nNpu 3HUXEHOMY TUCKY, SIK onucaHo B npuknaai 1, cragis 5, 3 oTpumaHHaM 165 mr 2-
MeTun-1-(ninepuanH-4-in(3-(tpudpropmetun)deHsmnyamiHo)nponan-2-ony  (KiNnbkiCHoO) 'y BUrNsAi
»oBToi onueu. LCMS (ESI, maca/sapsaa): 331 [M+H]*.

Ctapiqa 4: OTPUMaHHSA 4-((2-rinpokcu-2-metunnponin)(3-
(TpudTopMmeTnn)6eH3umamiHo)ninepuamnH-1-kapboHinxnopuay
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Y konby nomiwanu Tpudgocred (104 mr, 0,350 mmonb, 0,70 ekB.) i DCM (10 mn). Joaasanu 2-
MeTun-1-(ninepuanH-4-in(3-(tpudpropmerun)deHsmnyamiHo)nponan-2-on (165 mr, 0,500 mmonsb, 1,00
ekB.) i DIPEA (258 wr, 2,00 mmonb, 4,00 ekB.) npu 0 °C. OTpMMaHUIn pO3vNH NepemMillyBanu nNpoTarom
1 roauHun Npu KiMHaTHIA TemnepaTypi i racunn 3a gonomorot soau (20 M), K onucaHo B npuknagi 1,
cragis 3, 3 OTPUMAHHAM 196 Mr 4-((2-rigpokcun-2-meTunnponin)(3-
(TpudbTopMmeTnn)6eH3nmamiHo)ninepuanH-1-kapboHinxnopuay (HEOUMLLEHOrO) Y BUrNSAI KOPUYHEBOT
onuen. LCMS (ESI, maca/zapsaa): 393 [M+H]*.

Ctapiqa 5: OTPUMaHHSA 1-(4-((2-rigpokcun-2-meTunnponin)(3-
(TpucptopmeTun)beHsun)amino)ninepuamH-1-kapboHin)-1H-nipason-3-kapbokcamigy
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Y konby nomiwanmu 4-((2-rigpokcu-2-metunnponin)(3-(rpudtopmeTun)beHsun)aMiHo)ninepuanH-1-
kap6oHinxnopug (196 wmr, 0,500 mmonb, 1,00 ekB.), 1H-nipason-3-kap6okcamia (66,6 mr, 0,600
Mmmonb, 1,20 eks.), THF (10 mn), DIPEA (258 wr, 2,00 mmonb, 4,00 eks.) i DMAP (6,1 mr, 0,0500
MmMorb, 0,10 ekB.) B aTMocdhepi a3oTy. OTpuMaHuii po3vynH nepemiwlysanu npoTaroMm Hodi npu 60 °C i
noTiM racunu 3a gonomoroio Bogu (20 mn), Ak onucaHo B npuknaai 1, ctagia 4. HeounweHnid npoaykt
(280 mr) ounwanu 3a gonomoroto npenapatusHoi HPLC 3 oTpumanHam 106,9 mr (Buxig 46 %) 1-(4-
((2-rigpokcu-2-meTunnponin) (3-(TpudropmeTun)dbeHsnmamiHo)ninepuanH-1-kapbowin)-1H-nipazon-3-
kapbokcamigy y Burnagi He 3oBciM 6inoi tBepaoi peyoBuHu. 'H AMP (400MIu, MeTtaHon-ds4) 6 8,16
(a,J=2,4 Tu, 1H), 7,77 (c, 1H), 7,71 (g, J=7,2 'y, 1H), 7,55-7,49 (m, 2H), 6,87 (g, J=2,4 T'u, 1H), 4,49-
4,46 (m, 2H), 3,95 (c, 2H), 3,00-2,86 (M, 3H), 2,56 (c, 2H), 1,97-1,94 (m, 2H), 1,75-1,64 (M, 2H), 1,17
(c, 6H). LCMS (ESI, maca/sapag): 468 [M+H]*.

Mpuknag 37: 1-(4-(2-xnop-3-(2-rigpokcu-2-MeTUNnponokcn)bensnnyninepasuH-1-kapOoHin)-1H-
nipason-3-kapbokcamia

|
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Crapia 1: oTpumaHHs 2-xnop-3-(2-rigpokcu-2-metTunnponokcu)bexsansaerigy
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Y konby nomiwanu 2-xnop-3-rinpokcndensanoaeria (0,624 r, 4,00 mmonb, 1,00 eks.), 2,2-
anmetunokcupad (0,576 r, 8,00 monb, 2,00 ekB.), DMSO (10 mn) i kap6oHat kanito (1,66 r, 12,0
MMmornb, 3,00 eks.). OTpuMaHWiA pPO3YMH nepemiwysanu npotsarom Hodi npu 80 °C i racunu 3a
gonomoroto soan (30 mn). OagepxaHy cymiw ekctparysanu 3a gonomorowo EtOAc (3 x 40 mn) i
OpraHivHi wapmu o6'egHyBanu, NPOMUBanNKM 3a AONOMOIOI COMbOBOro po3unHy (30 mn), BuCywyBanu
Haa 6e3BOAHUM CynbdaToM HaTpIlo, PINbTPYBANM i KOHLUEHTPYBANW NPU 3HMXEHOMY TUCKY. 3anuLuok
xpomarorpacdysanu 3 oTpumaHHam 550 wmr  (Buxip 60 %)  2-xnop-3-(2-rinpokcu-2-
MeTUNNPONoKcH)beH3anbaeriay y surnsagi 6esdapsHoi onueu. LCMS (ESI, maca/zapag): 229 [M+H]*.

Crapia 2: oTpumaHHs 4-HiTpodeHin-3-kapbamoin-1H-nipason-1-kapbokcunaty
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Y konby nomiwanu 1H-nipason-3-kapbokcamig (0,555 r, 5,00 mmonb, 1,00 ekB.), 4-
HiTpodeHinxnopdopmiart (1,21 r, 6,00 mmons, 1,20 eks.), DCM (20 mn) i Tpuetunamid (1,51 r, 15,0
MMorib, 3,00 ekB.). OTpMMaHMK pPO3YMH nepemiwyBanu npotarom 1 TroAuMHM NpU  KiIMHaTHIRA
TemrnepaTypi i KOHUEHTpyBanmu npuv 3HUXKEHOMY TWUCKY 3 OTpuMaHHaM 1,38 1 4-HiTpodpeHin-3-
kapbamoin-1H-nipason-1-kapbokcunaTty (HeouuweHoro) y Burnsagi koetoi onueu. LCMS (ESI,
mMaca/sapsaa): 277 [M+H]*.

Cragia 3: OTPUMAaHHA TpeT-0yTun-4-(3-kapbamoin-1H-nipason-1-kapboHin)ninepasux-1-
kapbokcunaTty
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Y konby nomiwanu 4-Hirpodenin-3-kapbamoin-1H-nipason-1-kapbokcunar (1,38 r, 5,00 mmons,
1,00 ekB.), TpeT-6yTun-ninepasuH-1-kapdokcunar (0,930 r, 5,00 monb, 1,00 ekB.), DCM (15 wmn) i
Tpuetunamin (1,51 r, 15,0 mmone, 3,00 ekB.). OTpUMaHWI PO3YUH NEPEMILLyBany NPOTArOM HOYI Npu
KiMHaTHin Temnepartypi i racunu 3a gonomoroto soaun (30 mn), Ak onucaHo B npuknaai 4, cragia 3.
Sanuwwok xpomarorpadyyBanu Ha KOMoHLi Ha OCHOBI cunikarenio 3 otpumanHamM 0,500 r (Buxig 31 %)
TpeT-0yTun-4-(3-kapbamoin-1H-nipason-1-kapboHin)ninepasuH-1-kapbokcunaty y Burmsagi TBepaoi
peyoBuHu Oinoro kombopy. LCMS (ESI, maca/sapag): 324 [M+H]*. Crapis 4: oTpumaHHa 1-
(ninepa3suH-1-kapboHin)-1H-nipason-3-kapbokcamigy
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Y konby nomiwanu TpeT-0yTun-4-(3-kapbamoin-1H-nipason-1-kapboHin)ninepasux-1-kapbokcunar
(150 wr, 0,460 mmonsb, 1,00 eks.), DCM (10 mn) i TFA (2 mn). OTpuMaHuii Po3YnH NepemillyBanu
NPOTAroM 2 roguH Npu KiMHaTHIA TeMnepaTtypi i KOHUEHTPYBanu Npu 3HWXEHOMY TUCKY, K ONUCaHOo B
npuknagi 1, cragia 5, 3 orpumanHam 110 mr (kinbkicHO) 1-(ninepa3uH-1-kapOoHin)-1H-nipason-3-
kapbokcamigy y surnsagi »kostoi onveu. LCMS (ESI, maca/zapag): 224 [M+H]*.

Crapgia 5: otpumanHa  1-(4-(2-xnop-3-(2-rigpokcu-2-MeTunnponokcu)beHsunninepasuH-1-
kapboHin)-1H-nipason-3-kapbokcamigy
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Y konby nomiwanu 1-(ninepasuH-1-kapobowin)-1H-nipason-3-kapbokcamig (75,8 mr, 0,340 mMonb,
1,20 ekB.), 2-xnop-3-(2-rigpokcu-2-metTunnponokcu)dbersansgerig (64,7 mr, 0,280 mmonb, 1,00 ekB.) i
DCM (15 mn). CyMiw nepemiwyBanu npoTAroMm 2 roguH npu KiMHaTHIK Temnepatypi. Joaasanu
TpuaueTokcuboprigpua Hatpito (241 wr, 1,14 mmonb, 4,00 ekB.). OTpUMaHWUiA PO3YMH MEpPEMILLYBATIMU
NPOTArOM HOMI NPU KIMHATHIN TeMnepaTypi i NoTiM racunu 3a gonomorot soau (20 mn), K ONUCaHo B
npuknagai 2, ctagia 3. Heounwenuin npoaykt (200 Mr) ounwianu 3a gonomoroto npenapatusHoi HPLC
3 OTPUMaHHAM 52,7 Mr (Buxig 36 %) 1-(4-(2-xnop-3-(2-rigpokcu-2-mMeTunnponokcu)beH3un)ninepasmH-
1-kapboHin)-1H-nipason-3-kapbokcamigy y Burnsai Tsepaoi pedosunun Ginoro konsopy. 'H AMP (300
My, Xnopodopm-d) 6 8,09 (g, J=2,7 Ty, 1H), 7,25 (g, J=7,8 'y, 1H), 7,12 (wwmp, 1H), 6,90 (g, J=2,7
My, 1H), 6,86 (a, J=7,8 'y, 1H), 6,65 (wup, 1H), 5,47 (wwmp, 1H), 3,85 (¢, 6H), 3,71 (c, 2H), 2,65 (wwp,
4H), 2,40 (c, 1H), 1,39 (c, 6H). LCMS (ESI, maca/sapsag): 436 [M+H]*.

Mpuknag 38: 1-(TpaHc-5-((2-xnop-3-(2-rigpokcu-2-
METUNNPONOKCU)DEH3NIM)OKCH)OKTarigpoymknonerTalclnipon-2-kapbonin)-1H-nipason-3-kapboHoBa
KucnoTa
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Crapia 1: oTpumanHs 3-(Tpet-0yTun)-1-(4-Hitpocpenin)-1H-nipason-1,3-gukapbokcunary
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Y konby nomiwanu TpeT-0ytun-1H-nipason-3-kapbokcunar (138 mr, 0,822 mmMonb, 1,00 ekB.), 4-
HiTpodeHinxnopdopmiat (198 mr, 0,986 mmonb, 1,20 eks.), TpuetTunamin (249 wr, 2,46 mmons, 3,00
ekB.) i DCM (10 mn), sk onucaHo B npuknagi 4, cragia 3. OTpUMaHUM PO3YMH MepemillyBanu
npotarom 1 roAuHWM nNpu KiMHATHIA Temnepatypi i KOHUEHTpyBanu nNpu 3HWXKEHOMY TUCKY 3
OTPpUMaHHAM 274 mMr 3-TpeT-0yTun-1-(4-Hitpopenin)-1H-nipason-1,3-gnkapbokcunaty (HEOUMLLEHOTO)
y Burnsai xoetoi onueu. LCMS (ESI, maca/sapsaa): 334 [M+H]*.

Crapia 2: otpumManHsa TpeT-6ytun-(3aR, 5r, 6aS)-5-rigpokcurekcarigpouuknonentalclnipon-2(1H)-
kapbokcunaTty
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Y konby nomiwanu TpeT-bytnn-(3aR, 6aS)-5-okco-okTarigpouuknoneHtalclnipon-2-kapbokcunar
(1,00 1, 4,44 mmonb, 1,00 ekB.) i MeOH (15 mn). Jloaasanu 6oprigpua Hatpito (0,507 r, 13,4 MMonb,
3,00 ekB.) npu 0°C. OTpumMaHWin pPO3YMH MNepemillyBanu nNpPoTAroM 2 roguH npu  KiMHaTHIN
Temnepatypi i racunu 3a pgonomorow Bogu (20 mn), Ak onucaHo B npuknaai 15, cragia 4, 3
OTPUMaHHSAM 0,950 r (Buxig 94 %) (3aR, Br, 6aS)-TpeT-0yTnn-5-rigpokcu-
rekcarigpouuknonenta[clnipon-2(1H)-kapbokcunary 'y Burnsagi  koetoi onumeu. LCMS (ESI,
maca/sapag): 228 [M+H]J*.

Cragiqa 3: OTPUMAHHS TpeT-0yTun-(3aR, 5s, 6aS)-5-((4-
HiTpoGeH3oImoKken)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunary
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Y konby nomiwanu (3aR, 5r, 6aS)-TpeT-0yTun-5-rigpokcu-rekcarigpouuknonentalclnipon-2(1H)-
kap6okcunat (2,00 r, 8,81 mmonb, 1,00 ekB.), 4-HiTpoOeH30MHY kucnoty (1,470 r, 8,80 mmonb, 2,00
ekB.), TpucpeHindgocdin (2,30 r, 8,80 mmoneb, 2,00 eks.) i THF (20 mn) B aTMocdepi asoTy. [jogasanu
apietunasoaukap6okcunar (1,53 r, 8,80 mmonb, 2,00 ekB.) npu 0°C. OTpUMaHUn pO3UNH
nepemiwlysanu NPoTAroM HOYi NpU KiMHaTHIW TemnepaTypi i racunu 3a gonomMoroto soan (40 mn), Ak
onucaHo B npuknagi 15, cragia 5. 3anuwok xpoMartorpadgysanu Ha KOMOHUiI Ha OCHOBI cunikarenio 3
OTPUMAHHSIM 1,8 r (Buxia 54 %) TpeT-0yTun-(3aR, 5s, 6aS)-5-((4-
HiTpoBeH3o0ImoKkeun)rekcarigpoyumknonentalclnipon-2(1H)-kapbokcunaty y Burnsagi TBepaoi peyoBuHU
Ginoro konbopy. LCMS (ESI, maca/sapsa): 377 [M+H]*.
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Crapia 4: otpumanHa TpeT-6ytun-(3aR, 5s, 6aS)-5-rigpokcurekcarigpouuknonentalclnipon-2(1H)-
kapbokcunaTty
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y kondy nomiLanu TpeT-6yTun-(3aR, 5s, 6aS)-5-((4-

HiTpoBeH3oImoKkeun)rekcarigpoyumknonentalclnipon-2(1H)-kapbokcunar (1,8 r, 4,79 mmons, 1,00 exs.),
kap6oHat kanito (1,32 r, 9,58 mMonsb, 2,00 ekB.), MeOH (30 mn) i Bogy (10 mn). OTpuMaHuin po3ymnH
nepemiwlysanu NPoTAroM HOYi NpW KiMHaTHIW TemnepaTypi i racunu 3a gonomMoroto soam (30 mn), Ak
onucaHo B npuknagi 15, cragia 6. 3anuwok xpoMartorpadgysanu Ha KOMOHUi Ha OCHOBI cunikarenio 3
OTPUMAHHSIM 900 Mr (Buxia 82 %) TpeT-0yTun-(3aR, 5s, 6aS)-5-
rigpokcurekcarigpouyuknonertalclnipon-2(1H)-kapbokcunaty y Burnsgi TBepaoi pedvoBuHu 6Binoro
konbopy. LCMS (ESI, maca/sapsa): 228 [M+H]*. Ctaaia 5: oTpumaHHa TpeT-6ytun-(3aR, 5s, 6aS)-5-
((3-6pom-2-xnopbeHsnn)okcu)rekcarigpoumknonentalclnipon-2(1H)-kapbokcunarty

k,i

B, o
Hooe Boe f \"
‘_—.3@: N ‘s',x ;:o
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LA Natt, AR
o Yy

BT, NIDOTHION S

Y konby nomiwanu TpeT-0yTUN-(3aR, 5s, 6aS)-5-rigpokcurekcarigpounknonentalcnipon-2(1H)-
kapbokcunart (600 mr, 2,64 mMonb, 1,00 ekB.), 1-6pom-3-(GpommeTun)-2-xnopbenson (820 mr, 2,91
mmornb, 1,10 eks.), NaH (211 wmr, 5,28 Mmonb, 2,00 eks.) i DMF (10 mn). OTpuMaHuin po3duH
nepemiwlysanu NPoTAroM HOYi NpU KiMHaTHIW TemnepaTypi i racunu 3a gonomMoroto soam (20 mn), Ak
onucaHo B npuknagi 15, cragia 7. 3anuwok xpoMartorpadgysanu Ha KOMOHUiI Ha OCHOBI cunikarenio 3
OTPUMAHHSIM 660 Mr (Buxia 60 %) TpeT-6yTNn-(3aR, 5s, 6aS)-5-((3-6pom-2-
xnopbeHsun)okcu)rekcarigpouuknonentalclnipon-2(1H)-kapbokcunaty y Burnsagi TBepAoi PEYOBUHU
YKOBTOro konbopy. LCMS (ESI, maca/sapsaa): 430 [M+H]*.

Cragia 6: oTpumaHHa TpeT-O0yTun-(3aR, 5s, 6aS)-5-((2-xnop-3-(4,4,5,5-TeTpametun-1,3,2-
JiokcaboponaH-2-in)bexsun)okeun)rekcarigpoyuknonentalcinipon-2(1H)-kapbokcunary

. .

o ~§ > 1 Bt i o e RO
} ‘;k A . “L . H B\“‘H\ . '\'i_-_ . i A e ?:K
kl:l e ;R LY R f;i AN
Bt e ""N&\ \‘? : - = \c it?} s : g f ‘”\-./ Yy
R i (PP, KO, 1 S-gioweay o W = o H
Q‘m ;g;s L TROTRIDNM B { Sl
Yy konoy nomiLanm TpeT-6yTun-(3aR, 5s, 6aS)-5-((3-6pom-2-

xnopbeHsun)okcu)rekcarigpouuknonentalclnipon-2(1H)-kapbokcunar (500 wmr, 1,16 mmons, 1,00
ekB.), 4,44'4'55,5' 5 -okrametun-2,2'-6i(1,3,2-giokcaboponan) (444 wr, 1,75 mmonb, 1,50 exB.),
Bic(TpudbeHindocdiv)nanagito auxnopua (246 mr, 0,35 mmonb, 0,30 eks.), auetar kanito (341 wr,
3,48 mmons, 3,00 eks.), 1,4-giokcaH (10 M) i asoT. OTpUMaHWn PO34MH NEPEMILLYBaANU NPOTATOM HOMI
npu 80 °C i racunu 3a gonomorot sogn (20 mn). OTpuMaHuii PO3YNH ekcTparysanu 3a 4onoMoroo
EtOAc (3 x 30 mn) i opraHivHi wapu o6'eaHyBanu, NpoMUBany 3a A0MNOMOrOl COMbOBOIO PO3ynHy (1
x 20 Mn), BAcywyBanu Hag 6e3BOAHUM CynbdaToOM HaTpilo, INbTPyBanu i KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuuiok xpomatorpacpyBanu Ha KONOHLUiI Ha OCHOBI CURiKareno 3 OTPUMaHHAM
480 wmr (Buxin 86 %) Tper-Oytun-(3aR, 5s, 6aS)-5-((2-xnop-3-(4,4,5,5-teTpameTnn-1,3,2-
JiokcaboponaH-2-in)bexsun)okeu)rekcarigpoyuknonertalclnipon-2(1H)-kapbokcunaty y  Burnsai
TBEPAOI peyvoBumHU Binoro konbopy. LCMS (ESI, maca/sapsag): 478 [M+H]*.

Cragis 7: OTPUMaHHS TpeT-6yTnn-(3aRk, 5s, 6aS)-5-((2-xnop-3-
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rigpokcubeHsumokeun)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunary
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Y konby nomiwanm TpeT-6ytun-(3aR, 5s, 6aS)-5-((2-xnop-3-(4,4,5,5-TeTpameTtun-1,3,2-
JiokcaboponaH-2-in)bexsun)okeu)rekcarigpoyuknonertalclnipon-2(1H)-kapbokcunat (430 wr, 0,90
MmMorb, 1,00 ekB.), rigpokcua HaTtpito (72 mr, 1,80 mmons, 2,00 ekB.), nepokcua BoaHio (1,80 mn, 1,80
Mmornb, 2,00 ekB.) i THF (10 mn). OTpumMaHuii pPO3yYMH NepemiwlyBanu nNpoTAroMm 4 roguH npu
KiMHaTHin TeMnepaTypi i racunu 3a gonomoroto Boaun (5 mr). Cymilwl ekcTparysanuM 3a AONOMOrolo
EtOAc (3 x 40 mn) i opraHiyHi wapu o6'egHyBanu, npommuBanu 3a gonomorow soau (1 x 50 mn),
BUCyLlyBanu Hag 6e3BOAHMM cynb(aToM HaTpilo, pinbTpyBanu i KOHUEHTPYBANM NPU 3HUXKEHOMY
TUCKY. 3anuLok xpomaTtorpadyyBany Ha KOMNOHLi Ha OCHOBI cusikarenio 3 oTpuMmaHHam 260 Mmr TpeT-
O6ytun-(3aR, 5s, 6aS)-5-((2-xnop-3-rigpokcnbeHsumokcu)rekcarigpoumknonentaclnipon-2(1H)-
kapbokcunaTty (KinbKicHO) y Burnagi TBepaoi pedosunn Ginoro konbopy. LCMS (ESI, maca/sapsaa):
368 [M+H]*.

Cragia 8: OTPUMaHHA TpeT-6yTnn-(3aR, 5s, 6aS)-5-((2-xnop-3-(2-rigpokcun-2-
METUANPONOKCH)OeH3nMmoKkeun)rekcarigpoymknonentalclnipon-2(1H)-kapbokcunary

H& j\-‘ﬁN,&i‘- "] H g ~Bog
i N o A o *”\
T AN 7 { &l r
m-«g* ‘«-\z}r“ O T OH KGOy, DMSD HQ\“ - ﬁ’\’“ S Crf\* Kﬁ
g 100 0, npoTaroa Hou 'ﬁ .
y Konby nomianm TpeT-6yTun-(3aR, 9s, 6aS)-5-((2-xnop-3-

rigpokcmbeHsumokeun)rekcarigpoyumknonentalclnipon-2(1H)-kapbokcunar (260 wr, 0,708 mmonb, 1,00
€KB.), 2,2-aumeTunokcupan (61 mr, 0,850 mmonb, 1,20 ekB.), kapboHat kanito (294 wr, 2,12 MMOnb,
3,00 ekB.) i DMSO (5 mn). OTpuMaHuin po3dunH nepemiwiysanu npotarom Hodi npu 100 °C i racunu 3a
gonoMoroto Bogau (5 mn), Sk onucaHo B npuknagi 41, cragia 1. 3anuwok xpomMarorpadysanu Ha
KOMOHL Ha OCHOBI cumikarento 3 oTpumanHam 200 mr (Buxig 64 %) TpeT-0ytnn-(3aR, 5s, 6aS)-5-((2-
XIop-3-(2-rigpokcu-2-MeTunnponokeu)beHsnn)okcu)rekcarigpoumknonentalcnipon-2(1H)-
kapbokcunaTty y BUrnsagi teepaoi pedosunun 6inoro konbopy. LCMS (ESI, maca/sapag): 440 [M+HJ*.

Crapgia 9: otpumaHHa  1-(2-xnop-3-((((3aR, 5s, 6aS)-okTarigpoyuknoneHtalcnipon-5-
in)OKCU)METUIT)(PEHOKCK)-2-METUNNPONAH-2-011y

M JBae H

RSN
) N o~ A THH
: 3 “&\}g ] TEA, TCK o o r \i .
. \ i -~ - ~d | § -
o S & N R S L **"» N SN
HOT TN e g T HOT T ¢

Yy Konoy nomianu TpeT-0yTnn-(3aR, 5s, 6aS)-5-((2-xnop-3-(2-rigpokcmn-2-
METUANPONOKCHU)BeH3nm)okemn)rekcarigpoumknonentalcinipon-2(1H)-kapbokeunar (200 wmr, 0,456
MmMorb, 1,00 ekB.), DCM (8 mn) i TFA (2 mn). OTpuMaHuii po3vnH nepemMiysanu npoTarom 1 roanuHu
npu KiMHaTHIR TemnepaTypi | KOHUEHTpyBanu npu 3HWXKEHOMY TUCKY. HeouuweHun npoaykrt
06pobnanu, Ak onucaHo B npuknagi 1, ctagisa 5, 3 otpuManHam 136 mr 1-(2-xnop-3-((((3aR, 5s, 6aS)-
okTarigpouuknoneHTta[clnipon-5-in)okcn)MeTun)PeHoKcun)-2-MmeTunnponaH-2-ony (KinekicHo) y BUrnsai
TBEPAOI peyoBuHU Binoro konmbopy. LCMS (ESI, maca/sapag): 340 [M+H]*. Ctaais 10: oTpumaHHs
TpeT-6yTun-1-(TpaHc-5-((2-xnop-3-(2-rigpokcu-2-

METUANPONOKCH)DEH3MM)OKCK) oKTarigpoymknonerTalclnipon-2-kapbowin)-1H-nipason-3-kapbokcunarty
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Y konby nomiwanum  1-(2-xmop-3-((((3aR, 5s, 6aS)-okrarigpouyuknonenTalcnipon-5-
imoKkcn)MeTun)peHokemn)-2-meTunnponad-2-on (136 wr, 0,401 mmonb, 1,00 eks.), 3-TpeT-6yTnn-1-(4-
HiTpodeHin)-1H-nipason-1,3-gukapbokcunat (160 mr, 0,481 mmonb, 1,20 ekB.), TpueTunamid (121 wr,
1,20 mmonb, 3,00 eks.) i DCM (5 mn). OTpMMaHUin pPO3YMH NepemillyBanu MNpoTAroM HOYi npu
KiMHaTHIn Temnepartypi i racunu 3a gonomoroto soaun (20 mn), Ak onucaHo B npuknaai 4, cragia 3.
3anuwwok xpomarorpadyyBanu Ha KONOHUi Ha OCHOBI cunikarenio 3 oTpuMaHHam 180 mr (Buxig 82 %)
TpeT-0yTun-1-((3aRk, 5s, 6aS)-5-((2-xnop-3-(2-rigpokcu-2-
METUANPONOKCH)DEH3MM)OKCK) oKTarigpoymknonerTalclnipon-2-kapbowin)-1H-nipason-3-kapbokcunarty
y BUrNAAi TBEpAOT pevoBuHU Binoro konsopy. LCMS (ESI, maca/szapaa): 534 [M+H]-*.

Ctapiqa 11: OTPUMAaHHA 1-(TpaHc-5-((2-xnop-3-(2-rigpokcu-2-
METUNNPONOKCKU)OEH3MM)OKCK) OKTarigpoymknonerTalclnipon-2-kapbonin)-1H-nipason-3-kapboHosoi
KncnoTu

Yy konby nomiLganu TpeT-0yTun-1-((3aR, 5s, 6aS)-5-((2-xnop-3-(2-riapokcu-2-
METUMNPONOKCU)OEH3MM)OKCH)OKTarigpoumknoneHnTalclnipon-2-kapboHin)-1H-nipason-3-kapbokcunart
(180 mr, 0,338 mmonb, 1,00 eks.), DCM (8 mn) i TFA (1 mn). OTpuMaHuii po34nH NepemillyBanu
nNpoTAarom 1 roauHy Npu KiIMHaTHIN TeMnepaTypi i KOHLUEeHTPpYBanu Npu 3HW>KEHOMY TUCKY, SIK ONUCaHO B
npuknagi 1, crtagia 5. Heounwenunii npogykt (200 Mr) ounwianu 3a gonoMorow npenapatmusHoi HPLC
3 OTPUMAHHAM 32,8 Mr (Buxia 21 %) 1-(TpaHc-5-((2-xnop-3-(2-rigpokcu-2-
METUNNPONOKCKU)OEH3MM)OKCK) OKTarigpoymknonerTalclnipon-2-kapbonin)-1H-nipason-3-kapboHosoi
KACNOTWU y BUrNAAI TBepaoi peyvoBuHu BGinoro konsbopy. 'H AMP (400 MI'y, MetaHon-d4) & 8,16 (g,
J=26 l'u, 1H), 7,26 (1, J=7,9 T'u, 1H), 7,12 (g, J=7,7 T'y, 1H), 7,01 (a, J=8,2 'y, 1H), 6,76 (a, J=2,6 'y,
1H), 4,59 (c, 2H), 4,28 (1, J=4,1 'y, 1H), 3,85 (c, 6H), 2,94 (c, 2H), 2,14 (c, 2H), 1,84 (a4, J=13,1,6,4
My, 2H), 1,38 (c, 6H). LCMS (ESI, maca/sapsa): 495 [M+NH4]*.

Mpuknagn 39-456: npuknagu 39-456 oTpuMmyBanu 3a [JOMNOMOrOK MNpoueayp, aHanoridyHux
onucaHum B npuknagax 1-38.

AMP
Mpukn. Hassa CTpykTypa ("H AMP, 300 MI'y abo
400 MI'y, metaHon-d)

MS
[M+H]*

0 8,05 - 8,08 (m, 1H),

1-(4-((4-xnop- 7,20 - 7,32 (m, 1H), 6,95
3-(niponigunx-1- L 7,09 (M, 1H), 6,83 -
in)6ensnn)(meTun) o) ; ’ 74

OH3WI o 6,87 (M, 1H), 6,71 - 6,79
gg Llino)-4 X NN, [ 1H), 351 - 425 (.
METUANINe PUANH- G N= 6H), 3,30 - 3.41 (m, 4H) 460,1
1-kapGoHin)-1H- oH b 26 (c, 3H), 2,02 - 2,15

nipason-3- °

(M, 2H), 1,90 - 1,99 (m,
kapGoHoBa 4H), 1,71 - 1,85 (m, 2H),
KUCnoTa

1,20 (c, 3H)
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1-(4-(3-(3-
okca-8-
a3abiyukno[3.2.1]o o 0 8,05 - 8,17 (m, 1H),
KTaH-8-in)-4- F.C L 7,52 - 7,64 (m, 1H), 7,05

40 [TPMGTOPMETUN) * j@\/ NN - 7,21 (v, 2H), 674 {0, .
GeHsun)ninepa- N NS Ns 6,87 (M, 1H), 3,54 - 4,01 ’
3WH-1-kapboHin)- (@ OH (M, 12H), 2,63 - 2,71 (Mm,
1H-nipason-3- © 4H), 1,91 - 2,04 (m, 4H)
kapboHoBa
kucrota

08,05, J=24Tu,

i = 1H), 7,41 - 7,44 (m, 1H),
oresie e T
oKTariapoLmKmnone H JU [ 7,26 (m, 2H), 6,72 (A, J

; N7 NN = 2,4 Ty, 1H), 4,56 (c,
HTa[c]nipon-2- cl ) 4124
41 kap6oHin)-1H- N= 2H), 4,24 - 4,45 (m, 1H), [M+Na]*
; o H oH 415 - 4,20 (m, 1H), 3,88
nipason-3- J | 406 (v, 3H), 2.83
kapboHoBa ' ' oy
CHOTE (wmp, 2H), 2,18 - 2,23
(M, 2H), 1,82 - 1,85 (M,
2H)
1-(4-((3-xnop- 58,05 (g, J =26 Iy,
5- o 1H), 7,22 (c, 1H), 7,07 -
cbTopGEH3UN)OKCH) NJ\N N 7,10 (M, 2H), 6,75 (8, J =

42 ninepuaunH-1- F /Q N= 2,6 Tu, 1H), 4,59 (c, 2H),| 399,1
kapOoHin)-1H- o OH 4,04 (wnp, 2H), 3,72 - [M+NH4]+*
nipason-3- o 3,80 (m, 1H), 3,60 - 3,66
kapboHoBa cl (m, 2H), 1,99 - 2,07 (m,

Knucnorta 2H), 1,73 - 1,83 (m, 2H)
1-(2-(5-xnop-2-
(TpudpTopmeTnn)o 6 8,05 (c, 1H), 7,86
o (c, 1H), 7,67 (a, J = 8,4
eH3nn)-2,8-
: ; J My, 1H), 7,45 (o, J = 8,4
niasacnipo[4.5] N7 TN r
. u, 1H), 6,76 (c, 1H),
43 |nexaH-8- N N 471,4
X 3,76 - 3,80 (m, 6H), 2,71
kapboHin)-1H- OH
; cl o (T, J = 6,9 'y, 2H), 2,56
nipason-3- CFs
(c, 2H), 1,72 - 1,84 (m,
kapboHoBa
6H)
kucrota
1-(2-(3-xnop-5- 08,06 (g, J = 2,7 'y,
(niponignH-1- 1H), 6,74 - 6,82 (m, 2H),
in)6eHsun)-2,8- cl o 6,64 (c, 1H), 6,60 (c, 1H),
niasacnipo[4.5] I:\/N L 4,22 (c, 2H), 3,85 (mp,

44 |nekan-8- N “&‘l\\ PH), 3,69 - 3,71 (m, 2H)| 472,2
kapboHin)-1H- N 3,48 - 3,52 (m, 2H), 3,23
nipason-3- g O 332 (v, 6H), 1,91 -
kapboHoBa 2,08 (m, 6H), 1,76 - 1,88
Kucnorta (m, 4H)

1-(4-(4-(4-
08,06 (o, J =2,7Tu,
XMOPPEHOKCH) 0 1H), 7,31 - 7,38 (M, 4H),
GeHs3um)ninepasuH PN 6,94 - 6,99 (m, 4H). 6,74
45 1-kap6oHin)-1H- ' ; : , 0, 4412

nipason-3-
kapboHoBa

KUCIOTa

(a, J = 2,7 Tu, 1H), 3,87
(wnp, 4H), 3,58 (c, 2H),
2,59 (1, J = 4,8 'y, 4H)
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1-(4-((4-xn0p- 58,07 - 8,11 (m, 1H),
2-(niponianH-1- 7,45 - 7,56 (m, 1H), 7,19
in)6e|-|)32n)(|v|emn) cl | j’\ 7 177,25( (M,1 I—T)H),G ;,507( -
@MIHO)-4- NN : M, , 6, c,

46 heTunninepuaui- \Q\/N\p g,%r 1H), 3,76 - 4,75 (m, 4H)| 4601
1-kapGoHin)-1H- N oH 13,37 - 3,64 (m, 2H), 3,14
nipason-3- O S (c. 4H), 2,52 (c, 3H), 1,90
kapboHoBa - 2,17 (m, 8H), 2,48 (c,

Kucnorta 3H)

1-(4-((3-xnop-
2-(niponianH-1- 5 8,07 - 8,15 (m, 1H),
im)6ex3un)(meTunn) JOL 7,47 - 7,55 (M, 2H), 7,25
AMiHO)-4- | N7 N L 7,31 (v, 1H), 6,75 (c,

47 letanninepuamny- C|/©\/N\p ,'q% 1H), 3,90 - 4,78 (M, 4H)| 460,3
1-kap6boHin)-1H- N oH 13,32 - 3,83 (M, 6H), 2,60
nipason-3- (7 o (c, 3H), 1,85 - 2,27 (m,
kapboHoBa 8H), 1,49 (c, 3H)
kucnorta

(R)-1-(4-(2- 58,07 (a,J =27y,
(rexcarigponipono[ )OL 1H), 7,66 (a, J = 7,8 I'L,
1,2-a]nipasvH- FsC 1H), 7,43 - 7,47 (m, 2H),
2(1H)]-in)-4- ? (\\)N NS 6,76 (o, J = 2,7 T, 1H),

4g [TPUCbTOPMETUN) N N 3,83 (wnp, 4H), 3,70 (¢ o .
GeH3nn)ninepasuH N g OH PH), 3,50 - 3,57 (m, 5H), ’
-1_-Kap6ogin)-1H- [ H ?,03 - i’s236r(M’4|A:|§|)’220’82
nipason-3- N T, =401, , &,U9 -
kapboHoBa 2,23 (M, 3H), 1,91 (wwmp,

Kucnorta 1H)

(S)-1-(4-(2- 58,07 (0, J =27,
(rexcarigponipono[ o) 1H), 7,66 (a, J = 8,1 I'y,
1,2-a]nipasuH- FsC (\NJ\N A\ 1H), 7,42 -_7,46 (M, 2H),
2(1H)-in)-4- e 6,75 (a, J = 2,7 Tu, 1H),

49 (TpudbTOpMETUN) N N 3,83 (wwmp, 4H), 3,69 (c, 507 5
GeH3un)ninepasuH N d OH PH), 3,43 - 3,50 (m, 5H), ’
1 in-1H- 3,12 - 3,15 (m, 2H), 2,93
o (e o0 o 2 2 s
kapboHoBa = 4,8 'y, 4H), 2,06 - 2,13
kncnoTa (M, 3H), 1,82 (wmp, 1H)

1-(4-(4- 58,08 (a,J=27T,
eTUHINGeH3NmM) S 0 1H), 7,44 (g, J = 8,3 'y,
ninepasmH-1- N (\NJ’\N N PH), 7,36 (a,J =83y,

50 [kapGoHin)-1H- NS N%F oH), 6,76 (4, J = 2,7 Ty|  339,0
nipason-3- 1H), 3,87 (wwmp, 4H),
kap6oHOBa &M .65 (c, 2H), 3,47 (c, 1H),
kucnoTta 2,63 (1,J=5,0Tu, 4H)

1'(4'(3'(4' 6 8711 (pn J = 237 rL'n
cbTOphbeHoKeH) o 1H), 7,33 (1, J = 7,8 Ty,
BeHsnn)ninepasuH F (\NJLN N 1H), 6,98 - 7,13 (M, 6H),

-1 - in)-1H- N=. - 2 1H), 6,79 4250

51 |-1-kapGoHin)-1H \Q\OOVN\) N%OH 6,88 - 6,92 (M, TH)

nipason-3-
kapboHoBa

KUCIOTa

(a, d = 2,7 'y, 1H), 3,88
(wup, 4H), 3,68 (wwup,

2H), 2,70 (wwmp, 4H)
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58,12 - 8,14 (m, 2H),

1-(4-(3- 7,80 - 7,86 (M, 1H), 7,41
(nipnanH-2- o (r, d =7,8Tu, 1H), 7,25
inokcu)GeHsun) Py (0, J =75 U, 1H), 7,18

5o Minepasuh-1- @ /©\/(\N NN\ (wup, 1H), 7,04 - 714,000
KapBOHin)-1H- SN0 NS NS, 2H), 6,95 (4, J = 8,7 ’
nipason-3- g OH 'y, 1H), 6,80 (A, J = 2,7
kapboHoBa My, 1H), 3,89 (wup, 4H),

KucnoTta 3,76 (wwup, 2H), 2,77
(mp, 4H)

1-(TpaHc-5-((3- 08,13 (g, J = 2,8y,

Xrnop-5- o 1H), 7,19 (¢, 1H), 7,03 -
PTOPOEHINIT)OKCH) H L 7,09 (m, 2H), 6,73 (8, J =
oKTarigpouuknone (&']‘ ';u\'l\\ 2,8 T, 1H), 4,47 (c, 2H)|  45c 5

53 ra[c]nipon-2- F o Y 4,20 - 4,24 (w, 1H), 3,87 /A
kap6oHin)-1H- \QA g 410 (m, 3H), 3,68 - K
nipason-3- 3,75 (M, 1H), 2,91 (wup,
kapboHoBa c 2H), 2,03 - 2,11 (M, 2H),

KucnoTta 1,77 - 1,83 (M, 2H)

4-x110p-1-(4- 5 813 (c, 1H), 7,88
({((5-xnop-2-

(c, 1H), 7,64 (o, J = 8,4
(TpudpTopmeTnn) cl o
BeH3nn)(MeTun) g fu, 1H), 7,41 - 7,43 (,
amiHo)MeTun)nine | N g [[H) 437 - 4,40 (m, 2H),

B4 [T & b 3,67 (c, 2H), 3,08 - 3,14  493,0
EaS(SOHiJ'I)-‘IH- on [M2H), 2,33 (p, J = 6.8
I-” a3OJ'I-3- CF3 (o} rL'n 2H)s 2324 (Cs 3H)s
Kap e 1,86 - 1,93 (m, 3H), 1,22

P - 1,32 (M, 2H)
kucnorta

1-(TpaHc-5-((4-

] 58,16 (0, J = 2,7 ',
ooopdororcn 1. 732 730 . 4
) JOL 6,95 - 7,00 (M, 4H), 6,77
inpounknonexTa Ho NN

! Y (4, d = 2,7 'y, 1H), 4,48 4992

> L(;]nflspoonﬂj_wz):1H- c'\Q O”o S on [, 2H), 3,60 - 4,27 (M) [M+NHq]*
O o5, o ¢ T BH), 292 (ump, 2H),

P 2,09 - 2,12 (m, 2H), 1,77
kapboHoBa 1 86 (m, 2H)

KucnoTa ’ ’

b 8,29 (c, 1H), 8,12

1-(1-(6- (a,

(TpudpTopmeTnn) J =27y, 1H), 8,06 (A4,
GeHso[b]rioden-2- o J = 8,4 'y, 1H), 7,84 (c,
kap6oHin)-1,8- FsC S\ o 1H), 7,63 - 7,67 (m, 1H),

56 |niasacnipo[4.5]nek N N Nr.\l\\ 6,78 (0, J = 2,7 Tu, 1H)| 507,0
aH-8-kapOoHin)- 4,61 (wmp, 2H), 3,92 (1, J
1H-nipason-3- & %" £ 6,6, 2H), 3,12 - 3,32
kapboHoBa (m, 4H), 2,25 (1, J = 6,6
KucnoTta My, 2H), 1,98 - 2,00 (m,

2H), 1,60 - 1,64 (M, 2H)
1-(4-(3-((4-

58,32 (a,J=52Tu,
ugromern) | . meomita
in)okcu)BeHamnn) § A 1H), 7,35 - 7,45 (m, 2H),

. Z NN 7,23 - 7,30 (M, 3H), 7,09
57 [ninepasuH-1- < NS R 476,4
. N~ O - 7,12 (M, 1H), 6,78 (/J., J
kapboHin)-1H- OH
nipason-3- 4 = 2,7 'y, 1H), 3,89 (wwmp,
4H), 3,75 (c, 2H), 2,74
kapboHoBa
(wmp, 4H)
kucnorta

167




UA 124990 C2

1-(2-(6-
(TpudbTOpMETUN)
GeHso[b]Tioden-2-
kapboHin)-2,8-
niasacnipo[4.5]

FsC.
0]
s-4 NJ\N A
N N=
o OH
(]

5 8,32 (c, 1H), 8,04 -
8,12 (M, 2H), 8,00 (c,
1H), 7,67 (a, J = 8,4 T,
1H), 6,75 - 6,79 (M, 1H),

58 | cian8. 4,02 - 4,06 (m, 1H), 3,76]  507,2
A : - 3,84 (M, 6H), 3,63
ﬁ?pfszﬂ‘_g:m' (wwp, 1H), 2,02 - 2,07

P (M, 2H), 1,78 - 1,83 (m,
kapboHoBa AH)
KUCnoTa
5 8,40 - 8,42 (M, 2H),

1-(4-(3- 8,13 (n, J = 2,7 Ty, 1H),
(nipnanH-4- 7,48 (1, J = 7,8 Ty, 1H),
inokcu)GeHann) j\ 7,34 (0, J = 7,8 Ty, 1H),

59 nlnepa:%_MH-1— N | N\)N '};‘\\ 7,22 (wmp, 1H), 7,08 - 4082
kapboHin)-1H- X0 7,12 (m, 1H), 6,97 - 6,99
nipason-3- g O [(m, 2H), 6,82 (a, J = 2,7
kap6oHoBa My, 1H), 3,87 (wmp, 4H),

KucnoTta 3,73 (wwmp, 2H), 2,72
(mp, 4H)
aia 5 8,41 (c, 1H), 8,28
(nip;3(v|4H-(g- (c, 1H), 8,13 - 8,14 (m,
. o 1H), 8,05 (g, J = 2,7 T,
inokcu)6eHsnn)
ninepasui1- _N (\NJLN N 1H), 7,38 - 7,42 (m, 1H),

60 . Tl Q\/N N 721 - 7,27 (w, 2H). 7,07  409,4
kapboHin)-1H- N~ O
ina30m-5- oH | 7,10 (m, 1H), 6,72 (a, J
Kar:‘)60HOBa o _ 2,7 [y, 1H), 3,87 (wmp,

oo 4H), 3,61 (c, 2H), 2,57 -
2 60 (1, J = 2,7 'L, 4H)

1-(4-(3-((5-

(TpudbTOpMETUN) & 8,42 (wup, 1H),
nipnanH-2- o 8,08 - 8,12 (M, 2H), 7,44
injokcn)GeHsun) FiC J (1,J =8,0Tu, 1H), 7,24 -

61 [ninepasum-1- AN rs2mo2m), 711-718 4764
kapboHin)-1H- ° oH (M, 2H), 6,79 (o, J = 2.4
nipason-3- ° My, 1H), 3,79 - 3,90 (m,
kapboHoBa 6H), 2,78 (unp, 4H)

KUCnoTa
aia 58,59 (a0, J = 48T,
(nip;M(;Vﬁ_z_ PH), 8,12 (n, J = 2,8 T,
\ o 1H), 7,44 (1, J = 8,0 Iy,
inokcu)6eHsnn)
ninepasH-1- A (\NJLN N 1H), 7,30 (a, J = 8,0 I'y,
62 | Aot H- g /©\/N\) N 1H), 7.20 - 7,25 (m, 2H)|  409,4
ap N""o on [7,12 - 7,15 (m, 1H), 6,80
nipason-3- d
kapGOHOBA (o, J = 2,8 My, 1H), 3,89
enona (wnp, 4H), 3,77 (c, 2H),
276 (1,J = 4,8 [y, 4H)
5 8,70 (c, 1H), 8,60

1-(4-(3- (n, J = 6,0 Ty, 1H), 8,05
(nipumianH-4- (n, J = 2,7 Tu, 1H), 7,43
inokcu)6eHsnn) j\ (T, d = 7,8 'y, 1H), 7,31
ninepasuH-1- N? NTTNTN ,Jd=78Tu, 1H), 7,22

63 Kap6%Hin)-1H- Q\OJ@»(\ “%FOH ?S 1H), 703 7,)11 (] 4090
nipason-3- d °H), 6,73 (o, J = 2,7 Iy,
kapOGoHOBA 1H), 3,87 (wwp, 4H),
kucnoTa 3,62 (c, 2H), 2,59 (1, J =

4.8 'y, 4H)
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58,85, J=52rL,

1-(4-(3- oH), 8,47 (c, 1H), 8,37
(nipuMiguH-2- o) (o, J =76 Iy, 1H), 8,12
in)6eHsun)ninepas (\NJ\N A (a, J = 2,4 Ty, 1H), 7,50

64 |H-1-KapGOHin)- Np»m) b= 7,57 (M, 2H), 7,37 (1, J =|  393,4
1H-nipason-3- E: on 8T, 1H), 6,79 (a, J =
kapBoHoBa 2N o 2.4 T, 1H), 3,88 - 4,04
KucnoTta (m, 6H), 2,83 (1, J = 4,8

'y, 4H)

A 5 8,90 (c, 1H), 8,53
(nip;Nf;Vﬁ_& (c, 2H), 8,08 (a, J = 2,4
. o My, 1H), 7,43 (1, J = 7.8
inokcu)6eHsnn) N I My, 1H), 7.27 (0, J = 7.8
ninepasuu-1- ¢ NN AR ’ ’

65 \apGomin)-1H- N NS N= My, 1H), 7,19 (c, 1H)| 4091
ina3on-5- o oH [7,04 - 7,07 (M, 1H), 6,76
Ka%60Hosa ° (@, J =24 Tu, 1H), 3,86
orors (lmp, 4H), 3,62 (c, 2H),

2,60 (1, J = 4,8 'y, 4H)

1-(4-(4-meTun- 5 9,07 (c, 1H), 8,09
2-(1,3,4- JOL (@, J = 2,8 Ty, 1H), 7,76
okcaaiason-2- (\N NN\ (c, 1H), 7,49 - 7,51 (m,

66 in)6eH3V|n)ni|_'|epa3 N\) N= 1H), 7,42 - 7,44 (M, 1H), 3975
MH—1—_Kap60Hm)- OH 6,77 (o, J = 2,8 Ty, 1H),
1H-nipason-3- o N o 4,13 (c, 2H), 3,78 (wwmp,
kap6oHOBa \=p 4H), 2,80 (wmp, 4H),
KucnoTta 2,43 (c, 3H)

1-(4-(4-xnop-2-

. b 9,09 (c, 1H), 8,12

_ - o]

(21_,3,4 okcagiason o JJ\ (1, J = 2.4 Ty, 1H), 7.92

67 Iy ooy NS Ns DHY, 6,82 (1, J = 2.4 [y| 4174
Hrioaon s \ OH [H), 4,01 (c, 2H), 3,69

P Q" N o (wnp, 4H), 2,62 - 2,64
kapboHoBa \=pN

(m, 4H)
Kucnora

1-(4-(2-(1,3.4-
oKcadiason-2-in)- b 9,10 (c, 1H), 8,09
4- o] (a,d =24 Ty, 1H), 7,80
(6Tpl/lq:)TOpMeTOKCVI) FsCO (\NJ\".‘ N (rc, 11H|_)|, 7%741 (Ll,7J Z 8,5

6g [0eH3UN) NS Ns u, 1H), 7,51 - 7,54 (m, 467 4
ninepasuH-1- on [1H). 6,79 (A, J =24 Tu,
kapOOoHin)-1H- o N J 1H), 4,01 (c, 2H), 3,68
nipason-3- \=N (mp, 4H), 2,57 - 2,59
kapboHoBa (M, 4H)

Kucnora

1-(4-(2-(1,3,4-
okcagiason-2-in)- j\ ( 16H)9,18205(9C,(;|_fj),—8,202
4-(TpudbTopmeTHn) FaC (\N N\ ’ 9 R
GeHsun)ninepasuH JN= fu, 1H), 7,85 - 7,91 (u,

69 [ g GoHin)-1H- N N °H), 6,80 (0, J = 2,8 Ty| 4515
¥ as?)n-s- . OH [1H), 4,04 (c, 2H), 3,67

P QN o (wmp, 4H), 2,54 - 2,56
kapboHoBa -
(M, 4H)
Kucnora
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1-(2-(3-xnop-5-
pTopbeH3umn)-2,8-
iniasacnipo[4.5]

58,04 (a,J=27Tw,
1H), 7,40 (c, 1H), 7,22 -
7,28 (M, 2H), 6,76 (a, J =
27 Ty, 1H), 4,13 - 4,19

F
o)

o pexans- ch QQNJH,?F (v, 2H), 3,77 (wnp, 2H)| .. -
kapboHin)-1H- N N= 3,63 - 3,68 (M, 2H), 3,22 '
nipason-3- oH | 332 (M, 2H), 3,10
kap6oHoBa o (wmp, 2H), 1,96 - 2,01
Kucnorta (m, 2H), 1,68 - 1,83 (m,

4H)
58,05, J= 24w,
1-(2-(2-meTuUn-
3-(TpV|((1)T(opM6TV|n) 1H), 7,61 - 7,65 (m, 2H),
GeHaur)-2,8- o 7,31 - 7,39 (m, 1H), 6,76
niasacnipo[4.5] FaC Aoy N (0, J =24 'y, 1H), 3,99

71 JJ,eKaH-S- ’1‘\ (C’ 2H)’ 3’83 (LUMp, 2H)s 451,2
kapBoHin)-1H- N 3,72 (wmp, 2H), 2,90 (1, J
nipason-3- g~ M E 66 Tu, 2H), 2,78 (c,
kapGoHOBa 2H), 2,53 (c, 3H), 1,86 (T,
kncnoTa J =7,2 Ty, 2H), 1,75 -

1,82 (M, 4H)
1-(2-(3-xnop-5- 58,05 (0, J = 2,7 Iy,
(TpudbTOpMETUN) 1H), 7,73 (c, 1H), 7,68 (c,
GeHsun)-2,8- CFs o 1H), 7,65 (c, 1H), 6,76
niasacnipo[4.5] cl L (a,d=2,7Tu, 1H), 3,81 -

72 |nekaH-8- N 3,86 (M, 4H), 3,68 - 3,71| 4712
kapGOoHin)-1H- N N (M, 2H), 2,83 (1, J = 6,9
nipason-3- &M [y, 2H), 2,68 (c, 2H),
kapboHoBa 1,85 (1, J = 6,9 T, 2H),

Knucnorta 1,81 -1,70 (M, 4H)

- 58,05 (n, J=27Tu,
6icp;H(ii]f[31_’1 1H), 7,83 (c, 1H), 7,74 -
o I USRS ik N

o fseetss | O Nea~g - xa s
kap6oHin)-1H- N on [P 3,86 (wmp, 2H), 3,68
nipason-3- J (wnp, 2H), 3,42 (1, J =
kapboHOBa 6,9 My, 2H), 3,26 (c, 2H),

Kkucrnota 2,06 (1, J = 6,9 'y, 2H),
1,84 -1,76 (M, 4H)

12 (25mop-b- 5 8,06 (wup, 1H)

gg,:ﬁ,);())_gmg_m") o 7,68 - 7,73 (M, 2H), 7,46

i ino 5 >\: (a, J = 7,8 Ty, 1H), 6,78

74 ﬁ?f:i%'fmw y NJL'? ) (wvp, 1H), 3,98 (c, 2H),  ,-, 5
kapGOHin)-1H- FsC N N= 3,70 - 3,77 (m, 4H), 2,76 ’
nipa3on_3_ g OH (T, J = 6,9 rU', 2H), 2,63
kapBGoHOBa (c, 2H), 1,64 - 1,74 (m,
KucrnoTa 6H)

58,06 (o, J = 2,7y,

1-(2-(4-(4- 1H), 7,53 (a, J = 8,7 Tu,
XIIopdEHOKCH) 2H), 7,49 - 7,37 (M, 2H),
Cenaun)-2,8- o~ Yo 7,00 - 7,08 (M, 4H), 6,76
niazacnipo[4.5] o (3, J = 2,7 Ty, 1H), 4,31

75 lnexar-8- Q NN, [, 2H), 3,82 - 3,88 (m| 4952
kapGOHin)-1H- Ncp N%r oH), 3,65- 3,78 (M, 2H),
nipason-3- O B,40 (1, J = 7,2 Ty, 2H),
kapboHoBa 3,23 (c, 2H), 2,06 (T, J =
kucnora 7,2 Tu, 2H), 1,86 - 1,76

(M, 4H)
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58,07 (0, J = 2,7 T,

(Tpm1¢>(T10;()2M§v?ﬁ)4 1H), 7,72 - 7.77 (M. TH).
GeHann)-1,8- cl 7,67 (c, 1H), 7,58 - 7,61
. - FsC 0 (m, 1H), 6,77 (o, J = 2,7

niasacnipo[4.5] L o 1H i
a. N7 NN\ L, ), 454 - 458 (M,

76 inexar-8 QNJQ N</ M), 3.89 (c, 2H), 309 | 4713
kapOoHin)-1H- on B.19 (M, 2H), 2,75 - 2,80
”'p%3°”'3' J (M, 2H), 2,00 - 2,04 (m,

P onoed 4H),1,91 - 1,98 (M, 2H),
1,82-1,89 (m, 2H)

1-(2-(2-xnop-4- 08,07 (n, d = 2,7 ',

(TpudbTOpMETUN) FsC 1H), 7,75 - 7,81 (m, 2H),

GeH3un)-2,8- o 7,66 (4, J = 8,1 Ty, 1H),

niasacnipo[4.5] Jl\ 6,78 (8, J = 2,7 Ty, 1H),

77 |nekaH-8- N° N 4,00 (c, 2H), 3,72 - 3,86| 4712
kapBoHin)-1H- cl N N= (M, 4H), 2,91 (1, J = 6,9
nipason-3- OH |y, 2H), 2,76 (c, 2H),
kapboHoBa o 1,86 (T, J = 6,9 T, 2H),
Knucnorta 1,80-1,72 (M, 4H)

1-(2-(3-xnop-4- 08,07 (n, d = 2,7 ',
(TpudbTOpMETUN) G 1H), 7,83 - 7,81 (m, 2H),
GeHsun)-2,8- s o 7,62 (0, J = 7,8 'y, 1H),
niasacnipo[4.5] cl L 6,79 (8, J = 2,7 Ty, 1H),

78 |nekaH-8- NTONTN 4,22 - 416 (m, 2H), 3,71 4712
kapOoHin)-1H- N N= - 3,80 (M, 4H), 2,94 -
nipason-3- g OH 392 (m, 4H), 1,99 (T, J =
kapboHoBa 6,9 'y, 2H), 1,85 - 1,73
kucnoTta (m, 4H)

08,08 (n,J =2,7 Iy,

1-(2-(3,5- 1H), 7,16 - 7,20 (m, 2H),
nnTopOeHsnn)- F 7,06 - 6,99 (m, 1H), 6,79
2,8-aiaszacnipo[4.5] F Joj\ (a, J = 2,7 'y, 1H), 4,19

79 nekaH-8- /\:/\A)N N\ (c, 2H), 3,82 - 3,87 (M, 405.2
kapOoHin)-1H- N N= 2H), 3,67 - 3,72 (M, 2H), ’
nipason-3- oH 13,25 (1, J = 6,9 l'u, 2H),
kapboHoBa o] 3,09 (c, 2H), 2,01 (1, J =
KucnoTta 6,9 'y, 2H), 1,75 - 1,87

(M, 4H)

1-(1-(2- 08,08 (n,J =2,7 Iy,
((2R,58)-2,5- 1H), 7,81 (a, J = 7,8 'y,
AUMeTUANiponi- 1H), 7,66 (c, 1H), 7,50
AnH-1-in)-4- (a,d = 7,8 Ty, 1H), 6,76
(TpudbTOpMETUN) FaC N o (a, d = 2,7 'y, 1H), 4,62

80 GeH3un)-1,8- \Q\\ e (wmp, 2H), 4,16 (c, 2H), 5343

i i N“ N ;
niasacnipo[4.5] N NN 3,10 - 3,32 (m, 4H), 2,89
nekan-8- QJQ N% (t,J = 6,9 'y, 2H), 2,01 -
kapGoHin)-1H- 4 OH P13 (M, 6H), 1,86 - 1,96
nipason-3- (M, 2H), 1,61 - 1,88 (M,
kapboHoBa 2H), 1,57 - 1,60 (M, 2H),
Kucnota 0,90 (g, J =6,0 'y, 6H)

o 08,08 (n,J=27Tu,

1-(4-((5-xnop- L 1H), 7,90 (c, 1H), 7,64
2-(TpudTopMeTUn) CF3 O NTR (o, J=8,4 Ty, 1H), 7,40 4
GeH3un)(MeTumn) N N= 7,44 (m, 1H), 6,80 (g, J =

81 aMiHO)NinepUAnH- I d OH 2,7 Ty, 1H), 4,47 - 452 445 1
1-kap6oHin)-1H- (m, 2H), 3,83 (c, 2H), ’

nipason-3-
kapboHoBa
kucrota

3,06 - 3,14 (M, 2H), 2,81
L 2,89 (m, 1H), 2,26 (c,
3H), 1,93 - 1,96 (M, 2H),

1,69 - 1,82 (M, 2H)
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1-(1-(2-(3-

58,09 (1, J=2,7 L,

okca-8- 1H), 7,75 (o, J = 8,1 Ty,
asaGiuukno[3.2.1]o o 1H), 7,34 (a, J = 8,1 I'Ly,
KTaH-8-in)-4- @ 1H), 7,23 (c, 1H), 6,78
(TpchbTOPMETMN) Fac N o (o, J = 2,7 Ty, 1H), 4,63

go [peHann)-1.8- ﬂ L (up, 2H), 4,26 (c, 2H)| g0 o
niasacnipo[4.5] N N™ "NTX 3,92 (g, J = 9,3 Iu, 2H),
nekaH-8- N= 3,60 - 3,75 (M, 4H), 3,07
kapGoHin)-1H- OH | 329 (M, 4H), 2,14 -
nipason-3- 0 2,26 (M, 4H), 1,88 - 2,06
kapboHoBa (m, 6H), 1,66 - 1,85 (m,

Kucnorta 2H)

1-(4-(2- 58,10 (a, J = 2,6 T,
(niponianH-1-in)-4- o 1H), 7,61 (a, J = 7,8 I'w,
(TpudpTopmeTnn) F3C (\NJ\N N 1H), 7,12 - 7,15 (M, 2H),

83 GeHsumninepasux \Q\/N\) N= 6,79 (a0, J = 2,6 T, 1H), 452.0
-1_-Kap60H|n)-1H- OH 3,88 (wwmp, 4H), 3,71 (c,
nipason-3- N o 2H), 3,24 - 3,28 (M, 4H),
kapboHoBa < 7 2,61 (1, J = 4,9 'y, 4H),

Kucnora 1,96 - 2,03 (M, 4H)
58,10 (a, J = 2,7 Ty,
1H), 7,35 - 7,47 (M, 1H),
1-(4-(3-(3-
xnopq()el-fox(cm) cl o 7,28 - 7,34 (m, 1H), 7,21
o 61e|-|3mg)ni_nep1a|:m-| @ /@\/(\NJ\N \ _7,17é2(7M,(g|’—|),1g,)ézi’%?gé s
el oSS NS oH) 689 - 692 m) 4T
P OH l{H), 6,80 (g, J = 2,7 'y,
kapboHoBa 0
ACTIOTA 1H), 3,89 (wwmp, 4H),
3,73 (c, 2H), 2,72 - 2,76
(M, 4H)
68,10 (a, d = 2,7 u,
1(-*()4-(3-(2-) 1I—2|)6 7,473é (7,502|(_||\;|, 1I—1|)2
XropdreHOKCK o) 7,26 - 7, M, , 7,
GeH3umn)ninepasmH cl NN - 7,18 (m, 2H), 7,01 -

85 |1-kap6oHin)-1H- C[ N\) N= 7,08 (m, 2H), 6,85 - 6,88 441 2
nipason-3- © on M, 1H), 6,78 (a, J = 2,7
kap6oHoBa © My, 1H), 3,89 (wmp, 4H),
kucnota 3,76 (c, 2H), 2,76 - 2,88

(M, 4H)

1'(1'(3'Xﬂ0p'5' 6 8710 (pn J = 237 rL'n

gpmqm))amgmn) FsC él-é){ (762J 7é75 éM, 21%:;
eH3un)-1,8- 81 (@, d = 2,7 Ty, |
niasacnipo[4.5] Q j\ 4,55 - 4,59 (M, 2H), 3,99

86 |nekaH-8- cl N™ N7 (c, 2H), 3,09 - 3,32 (m, 471,0
kapGoHin)-1H- N N= OH), 2,89 - 2,94 (M, 2H),
nipason-3- oH 12,05 - 2,15 (M, 4H), 1,91
kapboHoBa 0 - 1,99 (M, 2H), 1,71 -

Kucnora 1,89 (M, 2H).

e 5811 (a, J=27 Ty,

(niponiaui.1-in)-5- 1H), 6,91 (c, TH), 6,83 (c,
CF3 o] 1H), 6,80 (a, J = 2,7 Ty,
(TpudbTOpMETUN) L
: 1H), 6,70 (c, 1H), 3,93
Gensun)ninepasuH NN

87 . N b (wup, 4H), 3,73 (c, 2H)| 452,0
-1-kapbonin)-1H- N 334 - 33 5H). 3.31
nipason-3- C’ on [334-335(m, 2H), 3,
kapGoHoBa o - 3,32 (M, 2H), 2,74 -
ornora 2,78 (M, 4H), 2,04 - 2,10

(M, 4H)
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1-(1-(8-
(niponiguH-1-in)-5-

08,11 (a,J =27,
1H), 7,01 (c, 1H), 6,90 (c,

e 15 Fa)j/c 1H), 6,79 - 6,80 (1, 2H),

. s Q 4,76 (wmp, 2H), 4,32 (c,

niasacnipo[4.5] N

88 N NN OH), 3,34 - 3,56 (M, 4H)| 5086, 1
pekan-g- S QNJQ Ns 3,09 - 3,32 (m, 4H), 2,26
apookin) TH- oH | 246 (m, 4H), 196 -
:;p%?lﬂ;B; o 212 (M, 6H), 1,81 - 1,85
Kl/IgJ'IOTa (M, 2H)

5811 (a,J =27y,

1H), 7,59 (o, J = 7,2 Ty,

1-(2-MeTun-4- oH), 7,28 - 7,43 (M, 6H),
(3-meTun-[1,1'- 6,82 (0, J = 2,7 Ty, 1H),
GicheHin]-4- O b 4,63 (wup, 1H), 4,20 -

o P | S OUC0R R EOEE
31H-1-KapBoHin)- , 3,40 - 3, : ]
1H-nipason-3- OH [2,87 - 2,91 (m, 1H), 2,77
kapGoHOBa ° L 2,81 (m, 1H), 2,48 (c,
kucnoTa 3H), 2,38 - 2,43 (m, 1H),

222 - 2,31 (v, 1H), 1,41
(0, J = 6,6 My, 3H)
5811 (a,J =27y,

. 1'(.4'(2'1 s o 1H), 7,92 - 7,94 (m, TH),
(niponiank-1-in)-3- 1 7,56 - 7,60 (m, 1H). 7,33
(ToucpTopmeTUn) NN, L 7,38 (w, 1H), 6,79 (c, J
GeHsnn)ninepasnH N\) N= i

90 [ apGorin 1H. Fc _ 2.7 Ty, 1H), 3,89 (wnp,|  452,0

; N oH WH), 3,67 (c, 2H), 3,21 -
nipason-3- O d 3.32 (M, 4H). 2,60 - 2,63
kapboHoBa (M, 4H). 1,99 - 2,05 (m,
KUCnoTa

4H)

1-(4-(2-xr0p-4- 5812 (a,J =27y,
(TpudpTOpMETUN) o 1H), 7,72 - 7,81 (m, 1H),
Gensun)ninepasuH FsC (\NJ\N A 7,65 (c, 1H), 7,60 - 7,65

91 -1_-Kap6ogm)-1H- N g,% (rM, m)) g,ssg ((n, J =42H,)7 416,9
nipason-3- u, , 3, Lmp, )
kap6oHoBa cl &M .78 (c, 2H), 2,67 (1, J =
Knucnorta 5,0 'y, 4H)

5813 (a,J = 26y,

(S).'1'(A."(2'(?' o 1H), 7,62 (a, J = 8,0 Ty,
(bropriporigut-1-1 - 1 1H), 7.19 - 7,21 (m, 2H),
in)-4- 3 NNy 6,82 (n, J = 2,6 Tw, 1H),
(TpudbTOpMETUN) N\) N N

92 [BeH3unyninepasuH 0,27 - 5,41 (m, 1H), 3,87 470,5
1 -ap6oHin)-1H- N OH [(wup, 4H), 3,76 (wwup, '

: o 2H), 3,46 - 3,69 (M, 3H),
nipason-3- (—Z 321 - 3,26 (m, 1H). 2,65
kapboroBa F L 2,67 (m, 4H), 2,22 -
kucnoTa 2 34 (m, 2H)

1-(1-(2- 58,13 (a,J = 2,6 Iy,
(niponiguH-1-in)-4- 1H), 7,67 (a, J = 7,8 Ty,
(TpudbTOpMETUN) NO 1H), 7,49 (c, 1H), 7,39
6_eH3V|n)_-1,8- Fsc\g\\ o (a, d = 7,8 'y, 1H), 6,80

et O R i
kap6oHin)-1H- Qjo N%ﬁ 2H), 3,19 - 3,24 (m, 8H),
nipason-3- g O R56 (wmp, 4H), 2,02 -
kapboHoBa 2,08 (m, 6H), 1,80 - 1,84
Kucnorta (m, 2H)
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1-(4-(2- 08,13 (a,J =27 T,
((2R,58)-2,5- 1H), 7,86 (a, J = 8,1 'y,
AUMeTUANiponi- o) 1H), 7,64 (c, 1H), 7,49
nUH-1-in)-4- FsC (\NJ\N N (a, d = 8,1 'y, 1H), 6,81

ou [TPUGTOPMETUR) \Q\/N\) ,h% (8, J=27Tu,1H), 3,891 o0,
GeH3nmninepasuH 4,02 (m, 6H), 3,06 - 3,20 '
-1-kap6oHin)-1H- \@, g OH (M, 2H), 2,55 - 2,67 (M,
nipason-3- 4H), 2,05 - 2,12 (M, 2H),
kapboHoBa 1,53 - 1,58 (m, 2H), 0,90
kucnoTta (a,J =6,0u, 6H)

0813 (a,J=28Tu,
1H), 7,72 (a, J = 8,0 'y,

(R)-1-(4-(2-(2- 1H), 7,32 (c, 1H), 7,27
MeTunniponianH-1- o (a, J = 8,0 'y, 1H), 6,81
ir)-4- (a, J =2,8 Iy, 1H), 3,60 -
(TpucbTOpMETUN) FsC (\NJ\N N\ 3,90 (M, 7H), 3,56 - 3,58

95 |Bensun)ninepasuH N\) N= (m, 1H), 2,81 - 2,87 (m,| 466,5
e AT o BT e 4
nipason-3- 21 -2, M, 1,
kapboHoBa - 2,00 (M, 1H), 1,82 -

Kucnorta 1,88 (M, 1H), 1,52 - 1,70
(M, 1H), 0,98 - 1,02 (M,
3H)

1-(5-(4- 08,14 - 8,30 (g, J =
(TpudbTOpMETUN) 2,7 Ty, 1H), 7,66 - 7,73
GeHsumokTarigpon j.L (a,J =08 Ty, 2H), 7,59 -
ipono[3,4-c]nipon- .N_ P [7,66 (0, J = 0,8 I'u, 2H),

N IR Uosli Gl A
nipason-3- ,80 - 4,27 (m, , 2,97
kapboHoBa - 3,14 (M, 4H), 2,63 -

Knucnorta 2,92 (a,J =6,4 Ty, 2H)

" 1-(4-(4-xnop-2- ° 5814 (1, J =25y,
uMKnon1poninnine— c (\NJLN A m; ;12 (ﬂ7#6 (SIOZFHL)"
e M e =2s T

97 A3UHA - N OH [3,87 (wwp, 4H), 3,74 (c| 473,0
e Sorin){H- [ ] ° 2H), 3,12 - 3,17 (, 8H),
ni;fason-S- N 2,72 - 2,74 (M, 4H), 2,29
kapBoHOBa A (wup, 1H), 0,74 (wwmp,
kucrota AH)

0814 (n,J=2,6Tu,

1-(4-(3-(4- 1H), 7,35 - 7,40 (M. 3H).
D | s S [I9AIZTETL )
) NTTNTN 7,09 (c, 1H), 6,92 - 7,01

98 | -kapGoin)-1H- \QOQ\/Q N%r ™ 3|(4), 6,8)2 PeY B
nipason-3- OH
kapGoHoBa o My, 1H), 3,92 (wwmp, 4H),

CHOTE 3,76 (wmp, 2H), 2,79
(mp, 4H)

(Xnopodopm-d) e

1-(2-(5-xnop-2- 8,08 (4, J = 2,7 Ty, 1H),

(TpudbTOpMETUN) cl 7,78 (¢, 1H), 7,57 (a, J 5

GeH3un)-2,8- o 8,4 'y, 1H), 7,32 (g, J 5

g9 Piasacnipo[4.5] QQNJLN \ 8.4 Ty, 1H), 6,91 (1,0 0,
nekaH-8- FaC N N% 2,7 Ty, 1H), 6,68 (wwup, ’
kapOoHin)-1H- NH, [TH), 5,49 (uwmp, 1H),
nipason-3- o 3,54 - 3,90 (m, 6H), 2,60

kapbokcamia

L 2,76 (M, 2H), 2,52 (c,

2H), 1,75 -1,77 (m, 6H)
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1-(4-(2-
(ninepuaunH-1-in)-
4-(TpudpTopmeTUn)
GeH3nmninepasuH

58,14 (a,J = 2,6 T,
1H), 7,72 (a, J = 7,8 T,
1H), 7,36 - 7,39 (M, 2H),
6,82 (0, J = 2,6 Tu, TH),

100 14 vapGoHin)-1H- 388 - 3,90 (M, 6H), 2,92 4665
nipasorn-3- N d (wnp, 4H), 2,77 (wwp,
kapboHoBa 4H), 1,76 - 1,77 (M, 4H),
Knucnorta 1,63 (wup, 2H)

(R)-1-(4-(2-(3- 5814 (o, J = 2,7 Iy,
cbTopniponianH-1- 0 1H), 7,62 (a, J = 7,8 I'w,
ir)-4- FsC (\NJ'\N N [H). 7.20 - 7,23 (m, 2H),
(TpudpTopmeTnn) N\) N= 6,83 (4, J = 2,7 Ty, 1H),

101 |BeHsun)ninepasuH OH 5,27 - 5,41 (M, 1H), 3,71 470,5
-1-kapbonin)-1H- N o - 4,04 (M, 6H), 3,45 -
nipason-3- ( ; 3,71 (m, 3H), 3,21 - 3,26
kapboHoBa F (m, 1H), 2,55 - 2,89 (m,
Kucnorta UH), 2,24 - 2,36 (m, 2H)

68,14 (a, J = 2,7 Ty,
AAPAA 1H), 7,71 (a, J = 7,7 Ty,
oropnmeom-1- 0 1H), 7.41 (c, 1H), 7,39
)4 FaC (\NJLN N [@J=77Tu 1H), 682
) (a,d=2,7Tu, 1H), 4,69 -

(TpudbTOpMETUN) N\) N=
, 4,88 (M, 1H), 3,87 (Lump,

102 |BeHsun)ninepasuH OH 4845
-1-kap6oHin)-1H- N g AH), 3,79 (uwmp, 2H),
Casor3- 3,11 - 3,17 (m, 2H), 2,88
Kar:')6OHOBa - 2,95 (M, 2H), 2,70
CHOTE F (wup, 4H), 2,08 - 2,18

(m, 1H), 1,89 - 2,05 (m,
3H)
58,14 (o, J = 2,7 Ty,
(A (D (D 1H), 7,74 (a, J = 8,0 Iy,
enunhinopna. . 1H), 7,51 (6, 1H), 7,44
iy 4 Co )l (o, J = 8,0 [y, 1H), 6,82
3 ,J=27Tu, 1H), 3,80 -
(TpucpTopmMeTUN) O '\‘IN\\ éﬂsg (M GH)U' 3 0; C311
103 [BeHsun)ninepasuH ’ ’ LY : 480,5
. (m, 2H), 2,69 (wmp, 4H),
-1-kapOoHin)-1H- N OH
. 0 2,57 - 2,64 (m, 1H), 1,83
nipason-3-
kapGOHOBA - 1,88 (M, 2H), 1,70 -
MCnoTa 1,75 (M, 2H), 1,44 - 1,56
(M, 2H), 0,83 (4, J = 6,4
My, 3H)
58,14 (o, J = 2,8 Iy,
1H), 7,72 (o, J = 8,0 Ty,

(S)-1-(4-(2-(2- 1H), 7,32 (c, 1H), 7,28
MeTURMIponianH-1- o (0, J = 8,0 My, 1H), 6,82
in)-4- F.C L (0, J =28 Tu, 1H), 3,63 -
(TpUchTOpMETUN) 3 NN 3,90 (m, 7H), 3,57 - 3,61

104 |GeHsun)ninepasuH N\) N= (m, 1H), 2,82 - 2,87 (m,| 466,5
-1-kapboHin)-1H- oH [1H), 2,70 (wwnp, 4H),
nipasgn-s- ) ’“'(Ny Y 2,1)2 - 2,26 (n(/., 1pH), 1,9)8
kapboHoBa - 1,99 (M, 1H), 1,84 -
Kucnorta 1,91 (M, 1H), 1,61 - 1,68

(M, 1H), 1,02 (a, J = 6,0

My, 3H)
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1-(4-(2-(3-
okca-8- o 08,15 (g, J = 2,5 'y,
asabiumkno[3.2.1]o - L 1H), 7,45 (a, J = 8,0 Iy,
KTaH-8-i)-4- NN 1H), 6,99 - 7,01 (m, 1H),

105 JTopGeHaun) NS  N= 6,95 (c, 1H), 6,84 (8, J = 4o,
ninepasuH-1- N oH .5 Iy, 1H), 3,80- 3,95 '
kapGOHin)-1H- E B o (M, 10H), 3,66 - 3,68 (m,
nipason-3- o 2H), 2,77 (wwmp, 4H),
kapboHoBa 1,96 - 2,05 (M, 4H)

KUCnoTa

1-(4-(2-
(TeTparigpo-1H- 0 0815(@,J=26Tu,
thypo[3,4-c]nipon- FaC N 1H), 7,68 (a, J = 7,8 Ty,
5(3H)-in)-4- O 'El\\ 1H), 7,39 - 7,41 (m, 2H),

106 (TpudTOopMmeTUn) 6,82 (o, J = 2,6 Ty, 1H), 4945
Gensun)ninepasuH N &M 8,96 (wump, 8H), 3,74 - ’
-1 -kapBoHin)-1H- } i 3,79 (M, 2H), 3,02 - 3,20
nipason-3- (M, 4H), 3,02 (wup, 2H),
kapboHoBa (o] 2,82 (wmp, 4H)

KUCnoTa

o ] 58,15 (o, J = 2,7 Ty,
. . cl WAy 1H), 7,00 (c, 1H), 6,89 -
in)6ensun)ninepas 5 NN 6.92 (v, 1H). 6,83 (3 J =

107 mH-1-kapBoHin)- N\) N= 2’7 m’ 1H)’ ?;86 3 91 418,5
l;;g:)pHas;’:'S' N &M |m, 6H), 3,30 - 3,19 (u,
kncnoTa \,—\/ 4H), 2,80 (wwmp, 4H),

206 - 1,92 (M, 4H)
1-(4-(2-(4 4
: 0 58,15 (0, J = 2,7 Iy,
pucropinepuant | - L 1H), 7,72 (1, J = 7.8 T,
(l 'S&)ﬁ'o werun) O NN fiH), 7,40 - 7,43 (m, 2H),
prcTOp N N 6,85 (a, J = 2,7 Ty, 1H),

108 [BeHsun)ninepasuH 502,5

1 _kapGoHin)-1H- N ¢’ ~°" .87 (wwp, 4H), 3,80 (c,
B aa?)n-s- 2H), 3,10 - 3,13 (M, 4H),
apGonona 2,69 - 2,72 (m, 4H), 2,12
kucnorta FF - 2,24 (m, 4H)
1-(4-(2-(4-(2- o 58,15 (0, J = 2,7 Ty,
rigpokcunponaH-2- E.G Py 1H), 7,72 (a, J = 8,0 'y,
inninepuanH-1- 8 (”\N NN 1H), 7,38 - 7,42 (m, 2H),
in)-4- N  N= 6,85 (a, J = 2,7 [y, 1H),
(TpudpTOpmeETHUN) oH 3,89 (wup, 6H), 3,24 -

109 S enaun)ninepasnk N & B27m 2H), 270 - 2,77 224
-1 -kapBoHin)-1H- (M, 6H), 1,89 - 1,92 (M,
nipason-3- oH), 1,55 - 1,65 (M, 2H),
kapboHoBa 5 1,44 - 1,50 (m, 1 H), 1,25
Kucnorta H (c, 6H)

58,15 (o, J = 2,7 Ty,
A Ao 1H), 7,72 (a, J = 8,0 Iy,
MeTfA?'l)n:néA;;vfim(Hz- 1H), 7,51 (c, 1H), 7,74
-in)-4- . j’\ (n, J = 8,0 'y, 1H), 6,83
(TpucbTOpMETMN) ? O NN\\ éﬂébj (=M22|-T)U'C; '6'% 3:%4
110 |beHsun)ninepasnH ' ' L . 480,2
OH

-1-kapbonin)-1H-
nipason-3-
kapboHoBa
kucrota

(M, 2H), 2,71 (wnp, 4H),
257 - 2,62 (M, 1H), 1,84
L 1,85 (M, 2H), 1,69 -
1,72 (m, 2H), 1,41 - 1,58
(M, 2H), 0,82 (4, J = 6,0

My, 3H)
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1-(4-(4-xnop-2-
(TeTparigpo-1H-

0
cbypo[3,4-clnipon- | ¢l X 0 &15 @ 1H),
5(3H)- (\N N\ 7,42(d,
in)6ensun)nine- N\) N= J =80Ty, 1H), 7,22 (¢,

111 23UH-1 - N oH [1H), 7,16 - 7,21 (m, 1H), 460,4
Ea Sorin)-1H- o 7,15 (c, 1H), 3,93 - 4,91
ni;fason-S- (M, 10H), 3,11 - 3,16 (m,
kapGOHOBA o 4H), 2,96 - 3,01 (m, 6H)
kucnoTa

4-xnop-1-(4- 5 8,15 (c, 1H), 7,90
((5-xnop-2- o (c, 1H), 7,65 (a, J = 8.7
(TpudpTOpMETUN) J My, 1H), 7,41 - 7,47 (m,
OeH3unm)(MeTun) CF3 /O N“Ny—cl 1H), 4,49 - 4,53 (M, 2H),

112 [aMiHO)NinepuamnH- ©/\N N= 3,84 (c, 2H), 3,05 - 3,16 479,1
1-kapGoHin)-1H- | OH M, 2H), 2,84 - 2,89 (m,
nipa3son-3- © 1H), 2,27 (c, 3H), 1,93 -
kap6oHOBa c 2,03 (m, 2H), 1,71 - 1,81
kucnota (m, 2H)

1-(4-(2-(4- o 58,16 (

M 16 (A, J =27 Ty,
kapGamoinninepua|  F,c (\NJ’\N N [H), 7.70 - 7,73 (m, 1H),
MH-1-i51)-4- \

N\) N= 7,39 - 7,41 (M, 2H), 6,84
(TpudbTOpMETUN) _ .

. (a,Jd =2,7 Ty, 1H), 3,83

113 |BeHsun)ninepasuH N OH 509,2

. o 3,89 (M, 6H), 3,24 - 3,30
-1-kapbonin)-1H-
nipason-3- (m, 2H), 2,66 - 2,85 (m,
6H), 2,36 - 2,46 (m, 1H),
kapboHoBa
MCnoTa 0% NH, 1,95 - 1,98 (M, 4H)
5817 (o, J = 2,3 Iy,

1-(4-(2-(2,5- 1H), 7,86 (4, J = 8,1 I'y,
AUMeTUANiponi- o 1H), 7,66 (c, 1H), 7,51
nuH-1-in)-4- (n, J = 8,1 Tu, 1H), 6,86
(TpudpTopmeTHn) FaC (\NJ\",‘ N (0, J = 2,3 'y, 1H), 3,96

114 |Genann)ninepasmH NS N= (wnp, 2H), 3,87 (ump| 4803
-1-kap6oHin)-1H- OH K4H), 3,16 - 3,20 (M, 2H),
nipasgn-s- ) \(17/ Y 2,6)8 (Lwmp, 4H),(2,06 )-
kapboHoBa 2,12 (m, 2H), 1,54 - 1,58
KucnoTa (m, 2H), 0,91 (a, J = 6,0

My, 6H)

1-(5-(3-xnop-5-
cbTopGeH3unn) o 08,17 (g, J = 2,4 'y,
oKTarigponipono F JU 1H), 7,30 (c, 1H), 7,15 -

115 [34-clnipon-2- NN 7,18 (M, 2H), 6,77 (8,5 5gq 4
kapboHin)-1H- N N= 2,4 Ty, 1H), 3,98 (wwup, ’
nipason-3- Cl OHB6H), 3,08 (wmp, 4H),
kap6oHOBa 0 2,91 -2,93 (M, 2H)
kucnoTa

58,17 (o, J = 2,4 Ty,
o 1H), 7,42 (1, J = 8,0 'y,
1-(5-(3-(4 1H). 7.32 - 7,36 (M, 2H).
XIIopdEHOKCH)
J 7,24 (0, J = 7,6 Ty, 1H),
GeHsumokTarigpon o
11 [Pomol3,4-clnipon- | ﬂ e (71\,/|1 41 I(-(|:) 16Hs)a’77’0; 607’(%5 467,4
N= 3 3 3 - 3 3| 3
T AU

2-kapboHin)-1H-
nipason-3-
kapboHoBa
kucrota

oH), 6,75 (g, J = 2,4 Ty,
1H), 3,96 - 4,30 (m, 6H),
3,35 (wmp, 1H), 3,33 -
3,34 (m, TH), 3,13 (mp,

2H), 3,03 - 3,06 (M, 2H)
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1-(5-(3-
(TP TOPMETOK- 08,17 (g, = 2,5 'y,
cn)beHsun)okra- (o} 1H), 7,41 - 7,52 (m, 3H),
riaponipono[3,4- NJ\N N 7,24 - 7,30 (m, 1H), 6,76

117 ]nipon-2- Q § b (@, J=25Tu, 1H), 3,96 | 4252
kapOoHin)-1H- F4CO N on H12 (m, 6H), 3,27 - 3,32
nipason-3- o (M, 2H), 3,00 - 3,11 (M,
kapboHoBa 4H)
kucrota

1'(4'(2'(3' 6 8717 (pn J = 237 rL'n
oKca-8- o 1H), 7,70 (4, Jd = 7,9 Iy,
asaGiuukno[3.2.1]o G L 1H), 7,28 (a, J = 7,9 I'L,
KTaH-8-in)-4- 3 (\N N 1H), 7,17 (c, 1H), 6,85

118 (TpudpTopmeTnn) N\) = (a, d = 2,7 'y, 1H), 3,96 4945
GeH3unyninepasuH N oH [(A,d =96 Tu, 2H), 3,81 - '
-1-kap6oHin)-1H- E B o 3,85 (m, 8H), 3,68 - 3,70
nipason-3- o (m, 2H), 2,70 (wnp, 4H),
kapboHoBa 2,03 - 2,08 (m, 2H), 1,95
Knucnorta - 1,99 (M, 2H)

0817 (o, J =2,7 'y,
1-(4-(2-(4- o
A F.C J 1H), 7,71 (a, J = 8,0 'y,
auetamiponinepua) - 2 (NN, liH) 7,44 (o, 1H), 7,40
UH-1-in)-4- N\) N= :
(a, J = 8,0 'y, 1H), 6,86
(TpudbTOpMETUN) OH [0, J = 2,7 Fu, 1H 1
. N /J., - ’ L'u )! 3582
119 |GeHsun)ninepasuH o 523,3
) 3,88 (M, 7H), 3,18 - 3,21
-1-kapboHin)-1H-
. (M, 2H), 2,83 - 2,88 (M,
nipason-3- oH
HN ), 2,74 (wvp, 4H),
kapboHoBa \n/
kucroTa 1,97 - 2,01 (m, 5H), 1,67
0 - 1,76 (M, 2H)
1-(4-(2-(4- o 0818 (n,J=26Tu,
rigpokcuninepu- 1H), 7,71 (3, J = 7,6 T'w,
-1 -in)-4- FaC (\NJ\I\‘I N 1H), 7,38 - 7,42 (m, 2H),
(TpuchTopMETHN) N  N= 6,86 (0, J = 2,6 My, 1H),

120 |BeHsun)ninepasuH N oH 13,77 - 3,89 (m, 7H), 3,16 4825
-1-kap6oHin)-1H- 0 - 3,32 (M, 2H), 2,76 -
nipason-3- 2,85 (M, 6H), 1,92 - 2,05
kapboHoBa (m, 2H), 1,71 - 1,79 (m,

OH
Kucnorta 2H)
1-(4-(4-xnop-3- 0819 (@, J=27Tu,
(niponianH-1- o 1H), 7,21 (o, J = 8,7 'y,
in)cbeHokeu)nine- cl P 1H), 6,90 (m, 1H), 6,66

1oq [PrRUH-1- j@\ /ON e (M, 1H), 658 (M, TH)| .0,
kapOoHin)-1H- N o = 4,68 (m, 1H), 3,87 - 4,05 '
nipason-3- C’ d OH |(m, 2H), 3,69 - 3,85 (m,
kapOoHoBa 2H), 3,36 - 3,47 (M, 4H),
KucnoTta 1,77 - 2,20 (M, 8H)

1-(5-(3-
(TpudbTOpMETUN) _
OEH3nM)oKTa- o 1H 0819 J=27Tu,
: ; ), 7,58 - 7,78 (m, 4H),
rinponipono[3,4- NJ\N N\ 6 78

: \ 78 (a, J = 2,7 'y, 1H),

122 c]nipon-2- N= 409,4
kap6oHin)-1H- N 4,16 (c, 2H), 3,96 (wwmp,

; FaC OH KH), 3,23 - 3,32 (M, 2H),
nipaso-3- O P99-3,11 (m, 4H)
kapboHoBa ' ' '
kucrota
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1-(5-(4-
(niponiguH-1-in)-2-
(TpudbTOpMETUN) 0 68,19 (c, 1H), 7,53
X L (a,J=8,5Tu, 1H), 6,74 -
GeHsunjokTariapon C,L N7 SN\
) . \ 6,82 (m, 3H), 3,51 - 4,61
123 |ipono[3,4-c]nipon- N=, 478,5
: N (M, 6H), 3,28 - 3,37 (m,

2-kapboHin)-1H- OH

: 6H), 2,92 - 3,18 (M, 4H),
nipason-3- CF3 0 b 05 (Lump, 4H)
kapboHoBa ' P,
kucnota

1-(5-(3-xnop-5-

(TpudbTopmeTHn) ° 08,22 (g, J = 2,7 'y,
GeHsumokTarigpon cl g 1H), 7,66 - 7,79 (m, 3H),

124 ipono[3,4-c]nipon- N NN 6,82 (4, J = 2,7 Ty, 1H), 443 1
2-kapboHin)-1H- N N= 3,69 - 4,16 (M, 6H), 3,04 '
nipason-3- FaC O (ump, 4H), 2,84 (ump,
kapboHoBa 2H)
kucnorta

. B 0 8,23 (M, 1H), 7,54 -
1-(Tpanc-5 7.69 (M, 2H), 7,24 - 7,51
([1,1'-Bicpenin]-3-
inoKcK)okTariapo- I (M, 4H), 7,08 - 7,23 (m,
HO~NAN oH), 6,87 - 6,98 (M, 1H),
umknoneHTa[c] N 435,2

125 | : O N= 6,83 (M, 1H), 5,03 - 5,16
nipon-2-kapOoHin)- [M+NH4] *
Hominason.3. O O’ oH |(m, 1H), 3,50 - 4,41 (m,
el © AH), 2,88 - 3,13 (m, 2H),

o 2,10 - 2,40 (M, 2H), 1,87
- 2,10 (m, 2H)
1-(1-(2-(1H-
TeTpason-5-in)-4- N b 8,45 (c, 1H), 8,14
(TpudbTOpMETUI) HN""N (n, J=2,7 'y, 1H), 7,80
GeHsun)-1,8- G =N o 7,88 (M, 2H), 6,82 (4, J =

106 [piasacnipo[4.5] ¥ I 2,7 Tu, 1H), 443- 468 .. .
nekaH-8- NN (M, 2H), 440 (c, 2H), ’
kapGoHin)-1H- N= 3,36 - 3,58 (M, 4H), 2,45
nipason-3- OH | 2,70 (m, 4H), 2,15 -
kapGoHoBa ° 2,22 (M, 4H)
kucnorta

1-(2-((& 5 8,97 (c, 1H), 8,70
(TpudbTOpMETUN) (a,
nipuanH-3- N o J =51 Ty, 1H), 8,07 (4,
inymetun)-2,8- \_ Pg J =27 Tu, 1H), 7,70 (g,

197 niasacnipo[4.5] Y4 N™ N7 J =5,1Tu, 1H), 6,78 (a4, 438.3
nekaH-8- F3C N N= J = 2,7 'y, 1H), 3,90 (c, ’
kapboHin)-1H- OH [2H), 3,73 - 3,90 (M, 4H),
nipason-3- o 274 (1, J = 6,9 [, 2H),
kapboHoBa 2,60 (c, 2H), 1,84 - 1,68
KucnoTa (M, 6H)

) 4 (Xnopodopm-d) e
. atfzgof(; 8,25 (c, 1H), 7,44 - 7,46
P (M, 1H), 7,33 - 7,35 (m,
xnop6eHsnn) o
X H L 0 1H), 7,16 - 7,22 (m, 2H),
(MeTun)amixo) ° 6.62 (c, 1H), 5,75 (c, 1H)
128 |okTarigpoyukno- ' ’ s ' 1 436,0

nexTa[c]nipon-2-
kapboHin)-1H-
nipason-3-

kapbokcamia

3,96 - 4,15 (M, 2H), 3,60
L 377 (M, 4H), 3,13 -
3,21 (v, 1H), 2,90 (c,
oH), 2,17 (c, 3H), 1,94 -

2,02 (M, 2H), 1,61 (c, 2H)
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129

1-(4-(3-(4-
XropdyeHOKCH)
GeH3un)ninepasuH
-1-kap6oHin)-4-

peSeVspsct

57,87 (c, 1H), 7,32 -
7,37 (M, 3H), 7,13 - 7,16
(M, 1H), 7,05 (c, 1H),
6,91 - 6,99 (m, 3H), 3,85

455,2

mz;”;‘;;g (c, 4H), 3.62 (c, 2H), 2.60)
(@pGOHOB - 2,63 (M, 4H), 2,26 (c,
KUCnoTa 3H)

1-(2-(5-xnop-2-
gg:'fﬁl’;‘)’_pz“,"gf””) 58,33 (c, 1H), 7,62 -
{a33CNpO[A4.5] JOL o [767 (M, 2H), 7,40 - 7,43
E'GKaH_s_ N7 NN (M, 1H), 3,66 - 3,86 (M,

130 | Gonin-4- \ &ﬂm 6H), 2,75 - 2,79 (M, 2H),| 4852
Kapoori- C'\dcp 2,62 (¢, 2H), 2,27 - 2,29
nipason-3. s (M, 3H), 1,70 - 1,85 (M,
kapboHoBa 6H)

KUCnoTa
1-(2-(5-xnop-2-
(TpudpTOpMETUN)
GeH3un)-2,7- o) 0 7,89 (wwmp, 1H),
niasacnipo[3.5] cl J. . N O [7,71-776 (m, 2H), 7,50

131 [Honan-7- RS - 7,53 (W, TH), 409 (G| 4740
kapGOHin)-4- N OH bH), 3,73 (c, 4H), 3,47 ’
meTun-1H- (M, 4H), 2,29 (c, 3H),
nipason-3- CF3 1,96 (M, 4H)
kapboHoBa
KUCnoTa

4-x110p-1-(4-(31 58,20 (c, 1H), 7,35 -
(4-xnopdreHoKcH) ' ' T
GeHsumninepasux o (\Nj\N o ;gBF(U'M1C|’:_|I-)|)77O198(((:A1]J_|)_

182 [1vapOoun -1 O QA bise- 7,02 o, 3y 3igg 475
(@pGOHOB ol (wup, 4H), 3,70 - 3,74
oo (M, 2H), 2,72 (wnp, 4H)

4-x510p-1-(2-(5-
XrIOp-2- 5 8,17 (c, 1H), 7,94
(TpudbTOpMETUN) 1% (c, 1H), 7,71 - 7,74 (m,
GeHsunn)-2,8- NN £ [H), 7,51 - 7,54 (m, 1H),
niasacnipo[4.5] N/\:p =( oH @4,09 (c, 2H), 3,67 - 3,84

133 | exan-8- C'\d G (. 4H), 2,97 - 3,02 (| 2090
kapGOHin)-1H- CFs oH), 2,86 (c, 2H), 1,89 -
nipason-3- 1,94 (M, 2H), 1,74 - 1,86
kapboHoBa (M, 4H)

KUCnoTa
4-x510p-1-(2-(5-
Xrop-2-
gé’H”fEL‘)’_%“,”?_T””) ¢ R W o L _B8M2( 1H), 771 -
iasacnipo(3.5] N7 NN 7,76 (M, 2H), 7,51 - 7,54

134 [0 =/ OH M, 1H), 423 - 427 (m| 4910
capGorin)-1H- N o oH), 3,65 - 3,82 (M, 8H),
nipason 3. CFs 1,93 - 1,97 (M, 4H)
kapboHoBa
KUCnoTa
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4-meTun-1-(2-
(2-(niponignH-1-

in)-4- o 57,83 (c, 1H), 7,53 -
(TpudbTOpMETUN) JL 7,55 (m, 1H), 7,31 (c,
Genaun)-2,7- FaC DQN T‘\\ 1H), 7,24 - 7,26 (m, 1H),

135 |miasacnipo[3.5] \Q\/N oH 4,40 (c, 2H), 3,74 - 3,75 506,1
HOHaH-7- g (m, 8H), 3,24 - 3,32 (m,
kap6oHin)-1H- (17 4H), 2,27 (c, 3H), 1,91 -
nipason-3- 2,06 (m, 8H)
kapboHoBa
kucnorta

4-xnop-1-(5-
(2,5- 5 8,24
o , (c, 1H), 7,53
AMXTIOpOEH3UN) c J (@, J = 2,7 Ty, 1H), 7,38
OKTariAponipono N" NNyl |pn,J=84Tu 1H), 7,25 -

136 [3,4-c]nipon-2- N= - ’9 ,1H ’3 79’ ’401 443.0
KapGOHr)-1H- N ,29 (M, 1H), 3,79 - 4,
kapGOHOBA 2,70 - 2,82 (M, 4H)
kucnorta

4-xnop-1-(5-(3-
(4-xnopdreHoKcH) 8 8,21 (c, 1H), 7,33 -
GeH3UN)oKTa- o 7,44 (m, 3H), 7,22 (8, J =
riaponipono(3,4- o NN o 7,5 Ty, 1H), 7,13 (c, 1H),

T | OO SRR e
nipason-3- © 1,22 (m, 2H), 3,10 (ump,
kapboHoBa 2H), 2,97 - 3,00 (m, 2H)
kucnorta

4-xnop-1-(2-(4- 5 8,11 (c, 1H), 7,56
(niponianH-1-im)-2- o (o, J =8,4Tu, 1H), 6,79 -
(TpudbTOpMETUN) Py 6,86 (M, 2H), 4,22 (wwmp,
GeH3un)-2,8- o :}3“ ';.\‘l\\ ¢ RH), 3,82 (uwmp, 2H),

. . 3 N -

el B SA S i T
kapGoHin)-1H- . oH), 3,11 (wmp, 2H),
nipason-3- Q 2,04 - 2,08 (m, 4H), 1,99
kapboHoBa - 2,01 (M, 2H), 1,73 -
kncnoTa 1,84 (M, 4H)

6 4-xnop-1-(1-

i b 8,15 (c, 2H), 7,86
(TPuchTOpMETIN) (a, J = 8,1 Ty, 1H), 7,55 -
GeHso[b]Tioden-2- o
fl F3C \ 7358 (Ms 1H)s 7338 (Cs

139 '”ié“iilﬂ?)(;?fé] 3 s NN g [TH), 449 - 453 (m 2H) o
piasacripol. N N%j 4,11 (mp, 2H), 3,13 - ’
A : oH [3,22 (m, 2H), 2,93 - 2,98
kapboHin)-1H- fof 5H). 184 - 203
nipason-3- gﬁ 1 %’9 164 (m e
kap6oHoBa ), 1,59 - 1,64 (m, 2H)
kucnorta

4-xnop-1-(5-(4
(niponiguH-1-in)-2- 0824 (n,Jd=24Tu,
(TpudbTOpMETUN) o 1H), 7,51 - 7,57 (m, 1H),
OEH3nM)oKTa- C\ L 6,77 - 6,82 (M, 2H), 3,79
riaponiponol3,4- N NN o | 422 (m, 6H), 3,42

140 Linipon-2- QVN N= (wmp, 2H), 333 - 335 2123
kapGoHin)-1H- - g% M, 3H), 3,24 - 3,28 (m,
nipason-3- 1H), 3,01 - 3,13 (m, 4H),
kap6oHOBa 1,99 - 2,08 (m, 4H)
kucnorta

181




UA 124990 C2

1-(5-(4-(1H-
TeTpason-5-in)-2-
g;if;?mim) N-NH j\ (DMSO-ds) 6 8,61 (c,
riaponipono[3,4- N N NTY—cl 1H), 8,23 - 8,28 (m, 2H),

141 C]nipon-2- ’ N N= 7,83 - 7,86 (M, 1H), 4,24 511,4
KapBOHin)-4-xnop- & gor [ump, BH), 2,89 (ump,
1H-nipa3on-3- 3 2H), 2,57 - 2,73 (m, 4H)
kapboHoBa
kucrota

1-(4-(4-(1H-
reTpason-5-in)-2- N-NH o 58,38 (c, 1H), 8,25 -
(TpudbTOpMETUN) N ' ' C

142 GeHsunyninepasuH N (\NJ\N N—acl 8,28 (1, 2H), 8,00 - 8,03
1 kapGoHin)-4- NS Ns (M, 1H), 3,81 -_3,84 (m| 4849
xrop-1H-nipasor- 3, oH SE), 265 (1, J=46Tuy,
3-kapboHoBa ° )
kucrota

1-(5-((2-
xropoersun) 58,46 (c, 1H), 7,36 -
o S o [0 Ta T
143 zipo”'z'Kap6°”i”)' i /@N o .(2%) 4,)5’3 (c, 2H),’3,8(2M-’ s
- 4,19 (m, 5H), 2,83 (up) [M+Nal
(TpudTOpMETUN)- ° CFs
1H-nipason-g- 2H), 2,16 (wwup, 2H),
kapGoHoBa 1,82 - 1,87 (m, 2H)
kucrota
(Xnopodopm-d) 0
8,09 (a4, J = 2,7 Ty, 1H),
1-(4-(4- o 7,46 (a0, J = 8,1 Iy, 2H),
eTUHINGeH3un) X I 7,29 (g, J = 8,1 Ty, 2H),

144 ninepasuH-1- \O\/ (\N NTN 6,89 (g, J = 2,7 Ty, 1H), 338.0
KapGOHIN)-1 H- NS N 6.66 (ump, 1H), 5,63 :
nipason-3- NH, [(wup, 1H), 3,84 (wwup,
kapGokcamig, o 4H), 3,56 (c, 2H), 3,08 (c,

1H), 2,54 (1, J = 4,7 'y,

4H)
4-xnop-1-(4-(4- (Xnopodopm-d) e
(imipaso[1,2- J 8,28 - 8,30 (m, 1H), 8,07
a]nipuauH-3-in)-2- \ - 8,11 (M, 2H), 7,95 -
(TpudbTOpMETUN) NG N JOL 7,98 (m, 1H), 7,80 - 7,82

145 [BeHsun)ninepasmnH Z (NN ¢ [(M, 2H), 768 - 7,70 (m| 5330
-1 -kapGoHin)-1H- N A= 1H), 7,35 - 7,39 (m,
nipason-3- CF, oH [1HG153:G162), 6,95 -
kap6oHOBa ° 6,99 (M, 1H), 3,77 - 4,15
Kucnorta (m, 6H), 2,61 (wwp, 4H)

1-(5-(2,5-
nmuxnopbeHsnn)
X ) o (DMSO-ds) 0 8,62 (c,
Fé‘fg'ﬁ‘i’sgﬁg?o o AN P [IH), 7.46 - 7.49 (. 1H)

146 KapGorin)-4- & D9 43 @ 11,7201 738 e
(TpchbTOPMETMN)- N nE (, 1H), 365 (c, 7H), ,
1H-nipason-3- L 3 2,87 (wwnp, 2H), 2,50 -

2,58 (M, 4H)
kapboHoBa
kucrota
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1-(5-(3-(4-
XIIopdEHOKCH)
GeH3nn)okTa- 5 8,45 (c, 1H), 7,37 -
rinponipono(3,4- 7,43 (M, 1H), 7,29 - 7,34
clnipon-2- e N (M, 2H), 7,19 - 7,27 (m,

"7 apooniny- oS e¥sS 1H), 6,90 - 7,10 (m, 4H)| 5>
(TPucbTOpMETHN)- ° 4,00 (wmp, 6H), 3,10
1H-nipason-3- (Lunp, 6H)
kapboHoBa
kucnoTa

1-(2-(5-xnop-2-
(TpudbTOpMETUN)
Gensun)-2,8- 6 8,61 (c, 1H), 7,90
niasacnipo[4.5] (c, 1H), 7,64 - 7,72 (m,

eKan-8- 1H), 7,43 - 7,46 (M, 1H),
148 |3 GOHin)-4- 3,88 (c, 2H), 3,54 - 3,80| 5395
(Tgmq)TopmeTmn)- (M, 4H), 2,72 - 2,77 (m,
1H-nipazon-3- 2H), 2,61 (c, 2H), 1,74 -
1,95 (m, 6H)

kapboHoBa

kucnoTa

4-

ﬁT??f‘{}g‘?p“”eT””* 5 8,63 (c, 1H), 8,17
(Cs 1H)s 7387 (/J., J = 8,4

(TpudpTOpmeETHUN)

GeHso[b]rioheH-2- My, 1H), 7,56 - 7,59 (m,

inymetun)-1,8- Facm 1H), 7,39 (c, 1H), 4,41 -

149 |iasacnipo[4.5] ® 4,45 (v, 2H), 413 (c| 5612
ﬂeKaH-sP . 2H), 3,20 - 3,28 (M, 2H),

" i 2,97 (1, J = 7,2 Ty, 2H),
kapboHin)-1H-
i 1,86 - 2,05 (m, 6H), 1,64
nipason-3- 1 68 (, 2H)
kapboHoBa ; ;
kucnoTa
1-(2-(4-
(niponianH-1-im)-2- 58,41 (c, 1H), 7
3 3 3 555 n
(roudmopmeTn) JL 7,58 (M, 1H), 6,77 - 6,82
GeH3un)-2,8- N~ NN
niasacnipo[4.5] -~ (m, 2H), 4,20 (c, 2H),
' N 3,63 - 3,80 (M, 4H), 3,30
150 |nekaH-8- 5743
i - 3,32 (M, 4H), 3,23 (1, J
kapOoHin)-4-
= 6,9 Iy, 2H), 3,09 (c,
(TpudpTOpMETUI)-
! 2H), 1,96 - 2,04 (m, 6H),
T nipason-3- 1,67 - 1,86 (M, 4H)
kapboHoBa ; ; ;
kucnoTa
4-xnop-1-(5-(3-
(niponiguu-1-in)-5-
(TpudbTOpMETUN) b 8,19 (c, 1H), 6,87 -
OEH3nM)oKTa- 6,92 (M, 2H), 6,71 (c,

151 rinponipono[3,4- N 1H), 3,70 - 4,28 (m, 6H), 5125
clniporn-2- N 3,27 - 3,32 (M, 6H), 3,05 ,
kapGoHin)-1H- L 3,11 (M, 4H), 2,00 -
nipason-3- 2,03 (M, 4H)
kapboHoBa

KUCIOTa
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1-(2-(3-cprop- 5807 (o, J = 2,7 Ty,
5-(TpudpTOopMETHUN) F 1H), 7,65 (c, 1H), 7,45 -
GeH3nn)-2,8- G o 7,56 (m, 2H), 6,78 (a4, J =
niasacnipo[4.5] 3 L 2,7 'y, 1H), 4,08 (c, 2H),

152 [nexan-8- ; N7 N 3,83 - 3,87 (M, 2H), 3,68 4552
kapGoHin)-1H- N N= - 3,73 (m, 2H), 3,09 (1, J
nipason-3- g OH = 1,8 lu, 2H), 2,90 (c,
kapboHoBa 2H), 1,96 (1, J = 6,9 Iy,

KucnoTta 2H), 1,73 - 1,85 (m, 4H)
. 58,07 (4 J =27,
OHOTOpETOR: 1H), 7,53 - 7,58 (M, 3H),
7,34 - 7,36 (m, 1H), 6,77
Cu)6eH3nn)-2,8- Fco 0 (@, J = 2,7 Ty, 1H), 423
niasacnipo[4.5] g Q NJLN N\ (C,’ 2H), ,3,84 g 3,é7 ’(M,

198 pexan. N N;ZF DH), 3,60 - 3,71 (m, 2H)| 4982
ﬁ?ﬁaszﬂng ) 47O B,28 - 3,20 (M, 2H), 3,09
apGon0na (c, 2H), 2,00 (1, J = 6,9
o ZE',) 2H), 1,86 - 1,75 (m,

58,06 (1, J=27ru,

1-(2-(3-x510p-4- 1H), 7,58 (c, 1H), 7,35 -
MeTundeH3nn)- 3,38 (M, 2H), 6,77 (0, J =
2,8-giasacnipof4.5] 2 2.7 Ty, 1H), 4,29 (c, 2H),

154 nekaH-8- /\:ﬁ)\l ".‘%\ 3,84 - 3,89 (M, 2H), 3,66 417.2
kap6oHin)-1H- y N L 3,71 (m, 2H), 3,32 - ’
nipason-3- on B,40 (M, 2H), 322 (c,
kapboHoBa o 2H), 2,40 (c, 3H), 2,05 (T,

Kucnota J = 6,9 Iy, 2H), 1,88 -
1,75 (M, 4H)
58,06 (1,J =27y,
e W
oo g N 0
. L J7 (3, d =27 T, )
155 gl;\;:irg_pom.ﬂ \Q /\:’Q\IJLN N ?,292|(_c|:), 23HE)3, 3,83 —23,(88 4513
K [ij\ M, , O, 7 - ,7 M, ’

apookin)-TH- N %C,H bH), 3,30 - 3,32 (M, 2H),
Kar:‘)60HOBa g 3,17 (c, 2H), 2,51 (c, 3H),
o 203 (1, J = 6,9 My, 2H),

1,88 - 1,74 (m, 4H)

1-(5-([1,1-

GicpeHnin]-3- b 8,12 (m, 1H), 7,72
inMeTun)okra- o (m, 1H), 7,50 - 7,64 (m,
rinponiponol3,4- PN 3H), 7,33 - 7,49 (m, 4H),

156 [c]nipon-2- N&' r'q% 7,11 - 7,33 (M, 1H), 6,72 417,2
kap6oHin)-1H- O on |(c, 1H), 3,63 - 4,37 (m,
nipason-3- 0 6H), 3,33 - 3,42 (m, 2H),
kapboHoBa 2,97 - 3,18 (M, 4H)
kncnoTa

1-{Tpanc-5-((3- 5817 (, 1H), 7,61 -
g(fm’;‘)’m%””) . 7,72 (m, 1H), 7,40 - 7,61
: ] W L (M, 3H), 6,77 (M, 1H),
e e R e BT
o [ TH), 350 - 4,20 (m| [M+NH]*

kap6oHin)-1H-
nipason-3-
kapboHoBa
kucrota

4H), 2,92 (c, 2H), 2,00 -
2,23 (M, 2H), 1,68 - 1,94
(m, 2H)

184
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1-(TpaHc-5-((3-
(4-xnopdreHoKcH)

58,16 (M, TH), 7,28 -
7,43 (M, 3H), 7,06 - 7,19

GEH3NIT)OKCH) °
: ] (M, 1H), 6,87 - 7,03 (M,
OKTaripoLmkno LVO SN 4H), 6,75 (M, 1H), 4,49 5042

158 |nenTa[c]nipon-2- N=

eptonin1H. | (YT e [ 20, 340 - 432 () [MaNal

; n o S 5H), 2,90 (c, 2H), 1,99 -

nipasor-3 018 (M, 2H), 1,70 - 1,91

kapboHoBa (M, 2H)

KucnoTta ’

o pane (2 5 817 (w, 1H), 7,60

TpUbTOpMETAI) (M, 2H), 7,27 - 7,41 (m,

o3 oKon) 0 1H), 6,77 (m, 1H), 4,57

OKTariapoLMKno- "oy N (c, 2H), 4,22 - 4,37 (M) 4545
5 . N= , 3,47 - 4,19 (m, , ’

159 nexTalc]nipon-2- FaC l 1H), 3,47 - 4,19 (m, 4H) [M+Na]*

capGotin-1H- 0"~ Jron 294 (¢, 2H), 245 (n, J =
APDOHIN)- 1,2 My, 3H), 1,99 - 2,23
nipason-3 . 2H), 1,77 - 1,91 (m,
kapboHoBa oH)
Kucnora
1-(4-((2- 5811 (a0, J=27TL,
(2R,58)-2,5- 1H), 7,88 (0, J = 8,0 'y,
AUMeTUANiponi- 1H), 7,70 (c, 1H), 7,57
AnH-1-im)-4- o (n, J = 8,0 My, 1H), 6,81
(TpudpTopmeTHn) FaC | U (n, J = 2,7 Tu, 1H), 4,17

160 [oersun)(meTun) nf N N\\ (wup, 4H), 870 (ump| ;4
aMiHO)-4- ! oH), 3,11 - 3,28 (M, 2H), :
MeTunnine puanH- v d OH 33 (c, 3H), 2,01 - 2,21
1-kap6boHin)-1H- (m, 4H), 1,87 (wmp, 2H),
nipason-3- 1,50 - 1,66 (m, 2H), 1,32
kapGoHOoBa (c, 3H), 0,93 (A, J = 6,1
KucnoTta My, 6H)

A (A 68,14 (a, J = 2,7 Ty,
ropdenaron-5- 1H), 7,87 - 7,42 (u, 2H),
. o 6,99 - 7,07 (M, 2H), 6,92

(bropoeHsun) X 6,95 (M, 1H), 6,86
ninepasuH-1- “ NN - 6,95 (m, ), 6,86 (c,

161 . () R 1H), 6,84 (4, J = 2,7 Ty 459,2
kapboHin)-1H- o 1H), 6,67 (a, J = 6,0 Iy
:;p%?ﬁog’a ¢ WHy 386 (ump, 4H)
o 3,62 (c, 2H), 2,62 - 2,67,

(M, 4H)
ey ) 68,07 (a, d = 2,7 Ty,
1-(23,5 1H), 7,48 - 7,51 (M, 3H),
nMxnopbeHsnn)- cl _
b 8-niasacnipo[4.5] 0 6.79 (n, d =27 Tu, TH),
,eKaH-8- ) cl L 4,14 (c, 2H), 3,82 - 3,88

162 ﬁ‘a SoHin)-1H- N N\\ (m, 2H), 3,70 - 3,78 (m| 4371
nipason-S- N oH), 3,20 (T, J = 7,2 T,

P d OH 2H), 3,05 (c, 2H), 1,99 (T,
kapboHoBa

MCnoTa J = 7,2 Iy, 2H), 1,86 -

1,74 (m, 4H)

b 8,13 (c, 1H), 8,12

1-(unc-5- (c, 1H), 7,69 - 7,82 (m,

(([1,1"-6icbenin]-3- 1H), 7,60 - 7,63 (M, 2H),

inmeTun)(MeTumn) 7,46 - 7,60 (m, 2H), 7,30

aMiHO)oKTariapo- PN - 7,42 (M, 3H), 6,69 (g, J

163 |uuknoneHTalc] r‘q% = 2,7 Tu, 1H), 4,34 (c| 4452
OH

nipon-2-kapOoHin)-
1H-nipason-3-
kapboHoBa
kncnoTa

OH), 4,00 (wwp, 4H),
3,62 - 3,74 (M, 1H), 2,82
(unp, 2H), 2,67 (c, 3H),
246 - 2,55 (M, 2H), 1,89

- 2,04 (M, 2H)

185
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5 8,04 - 8,14 (c, 1H),
7,47 - 7,60 (m, 2H), 7,37

1-(ume-5-([1,1'- L 747 (m, 2H), 7,24 -
GicpeHin]-3- o 7,37 (m, 2H), 7,00 - 7,17
inokcu)okTariapo- H NJ\N N\ (a,J=82Tu, 1H), 6,97 -

164 LmknoneHTalc] O & N% 7,07 (1, J = 4,0 'y, 1H), 4353
Mipon-2-kapGoHirn)- O o~ oH 6,77 - 6,87 (M, 1H), 6,64 [M+NHd]*
1H-nipason-3- o 16,74 (0, = 2,7 Ty, 1H),
kapBoHoBa 4,92 - 5,02 (M, 1H), 3,70
KucnoTta - 4,44 (m, 4H), 2,90 (c,

2H), 2,23 - 2,40 (m, 2H),
1,81 - 2,00 (M, 2H)
58,10 (a,J = 2,7 T,
1H), 7,27 - 7,33 (m, 1H),
1-(4-(2-xm10p-4-
ovsirmeime | g Psemm e

165 ig”g‘l‘g;‘iam“ QQ " (wwp, 1H), 556 (ump,| 4332
ni;fason-S- ! x, [1H), 3,84 - 3,83 (m, 8H),
capGoKcami J 3,63 (wvp, 2H), 3,15 -

3,18 (M, 4H), 2,63 (wmp,
4H)
1-(5-(4-xnop-3-
(TeTparigpo-1H- 68,17 (a,d = 2,7 u,
bypo[3,4-c]nipon- 1H), 7,39 (a, J = 8,1 'y,
5(3H)- o 1H), 7,17 (c, 1H), 7,02
i) GeH3nn)okTa- o NS, (@ J =81 Ty, 1H), 8,75

166 [riponipono[3,4- ij,@ N% (o, J=2,7 Ty, 1H), 3,94 |  486,2
clnipon-2- @ JOH 14,40 (m, 8H), 3,94 - 3,64
kapBoHin)-1H- o (M, 2H), 3,31 - 3,36 (m,
nipason-3- 2H), 3,08 - 3,30 (M, 8H),
kapboHoBa 2,92 - 2,99 (M, 2H)

KUCNOoTa

1-(4-(4- 5811 (1, J=27Ty
(niponiguu-1-in)-2- o 1H 7,’51 ’J =— 8,1 r ’
povgromeeran | L B 6 87 o)

167 _1_';a”pg)o”H"i‘n)‘_’1 o \QVN J k= 3,86 (wmp, 4H), 3,68 (c| 4522
ipasom3. I on RH), 3,28 - 3,32 (m, 4H),
anbonona 3 I 2,65 (T, J = 4,8 T, 4H),

oo 2,02 - 2,06 (M, 4H)
58,07 (g, J=27Tw
1H), 7,46 (a, J = 2,7 T,
. O 6,95 (0, J = 8.7 T, 1H),
in)6ex3nn)-2,8- N 6.77 (0, J = 2.7 Ty, 1H),

68 masac_rg_po[4.5] ol j’\ 4,23 (c, 2H), 3,84 - 3,89 4722
”e'(g” 1 NN (M, 2H), 3,72 - 3,68 (M, ’
ﬁ?ﬁas‘;ﬂ{g ; N N= oH), 3,37 - 3,45 (M, 6H),
anbonona JOH B.22 (c, 2H), 2,05 (1, J =

7,2 Ty, 2H), 2,01 - 1,95
KUCNOoTa

(M, 4H), 1,83 - 1,75 (m,

4H)

186
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58,06 (1, J = 2,7 T,
1H), 7,49 (g, J = 8,7 T,

1-(2-(2-xr0p-4-

{ i o 1H), 7,07 (a, J = 2,7 T,
MopcponiHoGeH <:> 1H). 6.95 - 6,99 (M, TH).
pnn)-2,8- N 6,76 (1, J = 2,7 Ty, 1H)
niasacnipo[4.5] o ’ ’ 181 . 388

4,42 (c, 2H), 3,81 - 3,88
169 |[nexaH-8- JU M) 379 - 362 | 4882

kapGoHin)-1H- N™ NTN (m, 6H), 3, 62 (m,
ipason 8. c N N= oH), 3,45 (1, J = 7,2 Ty,
e o onRH), 3,32 - 3,33 (M, 2H),
ngnma d 3,21 - 3,24 (m, 4H), 2,06
(1, J = 7,2 Ty, 2H), 1,89 -

1,78 (m, 4H)
o ia 58,06 (a,J=28TL,

1-(2-(3 1H), 7,93 - 7,88 (M, 3H),

(TpudTOpMETUN)- )
[1,1-GicpeHin]-4- 7’68487’(66 (gﬁ)zH),gém
N - 7, M, , 7, -
E;“g:lm&?fé] 0 7,43 (m, TH), 6,77 (a, J =
170 : O PR 28y, 1H), 3,97 (c, 2H)| 513,3
pekan-8- NS Blg1 (ump, 2H), 374
Kgp60Hm)—1H— FaC N N= (wp, 2H), 2,86 (T, J =
ipason-S- & OH7.2 Ty, 2H), 2,70 (c. 2H),
ngnma 1,85 (1, J = 7,2 Ty, 2H),
1,82 - 1,73 (m, 4H)
58,06 (n,J =27y,
1-(2-(4-xr0p-2- 1H), 7,42 (a, J = 8,4 Ty,
(niponiguH-1- o 1H), 7,15 (c, 1H), 7,02
in)6en3un)-2,8- o (a, Jd = 8,4 'y, 1H), 6,76
niazacnipo[4.5] U (a, J = 2,7 Ty, 1H), 4,38
171 |nekan-8- NN (c, 2H), 3,83 (ump, 2H)| 4723
kap6oHin)-1H- U N N= 3,72 (wmp, 2H), 3,34 -
nipason-3- g OH 1340 (m, 1H), 3,27 - 3,30
kapboHoBa (m, 1H), 3,10 - 3,25 (m,
kucnoTa 6H), 2,05 - 2,00 (m, 6H),
1,86 - 1,74 (m, 4H)
58,10 - 8,23 (g, J =
MeT;J'f_TAE’_a”C'5'((3' b8 Ty, 1H), 7,53 - 7,65
(a,J=8,0rlu, 1H), 7,25 -
(rpucpropmeTn) 0 7,40 (m, 2H), 6,70 - 6,84
GeHsnn)oken) Ho A @ J = 2,8 M, 1H), 4,53
172 [PKTanapouvkno- ,& N (c, 2H), 4,22 - 430 (m| 4382
neHTa[q]mpon-Z- D/\O ! o [1H). 3.38 - 4,21 (m, 4H).
apookin)-TH- Fic © ' P82-303(c, 2H), 2,43
e o 2,56 (4, J = 1,2 [y, 3H),
ngnma 2,02 - 2,22 (M, 2H), 1,73
L 1,91 (M, 2H)
58,09 (n,J = 2,7y,

1_(4_(2_ 1H), 7,54 (/J,, Jd = 8,1 FLI,,
(nipOigMH-1-in)-4- 1 1H), 7,10 - 7,12 (u, 2H),
(TpuchTOopMETUN) FaC NN ggg (@, J= 2,17HFLI., ;|;)7

173 Berann)ninepa- NS Ns 65 (wwp, 1H), 557 454 5
P (wmp, 1H), 3,84 (wwp ’
3WH-1-kapboHin)- N NHz |, ’ ;o ’
g ), 361 (c, 2H),

1H-nipason-3-
kapbokcamia

3,22 - 3,26 (M, 4H), 2,56
(wnp, 4H), 1,93 - 2,00

(M, 4H)

187
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1-(1-(2-
(niponiguH-1-in)-4-

08,09 (g, J = 2,8 Iy,
1H), 7,69 (a, J = 8,0 Iy,
1H), 7,12 - 7,16 (m, 2H),

(TpudbTOpMETUN) 6,91 (a, J = 2,8 Ty, 1H),
Genaurn)-1,8- Facg\\ o 6,66 (wmp, 1H), 5,53

174 |niasacnipo[4.5] NN (wmp, 1H), 4,53 - 4,56 505,3
nexa-8- {j@ N (M, 2H), 3,67 (c, 2H),
kap6oHin)-1H- NH, 3,13 - 3,17 (m, BH), 2,64
nipason-3- o L 2,67 (M, 2H), 1,81 -
kapbokcamia 1,95 (M, 10H), 1,58 (lwwmp,

oH)
5 9,00 (c, 1H), 8,71
1-(4-((4- (0, J = 5,1 Ty, 1H), 8,10
(TpudpTopmeTHn) o (0, J = 2,7 Ty, 1H), 7,53
NipUaMH-3- Ny (\NJ’\N \ (0, J = 5.4 [y, 1H), 6.91

175 fin)meTun)ninepa- | L« ) h= (a, J = 2,7 Ty, 1H), 6,65 383,2
3WH-1-kapboHin)- NH (wup, 1H), 5,50 (wwup,
1H-nipason-3- CFs g T2 1H), 3,86 (wwmp, 4H),
kapbokcamia 3,76 (c, 2H), 2,60 - 2,63

(M, 4H)
58,08 (1, J=28Tu,
1H), 7,60 (c, 1H), 7,51 -
1-(4-(MmeTUN(3- 7,53 (M, 2H), 7,42 - 7,46
(TpudpTopmeTnn) o] (m, 1H), 6,91 (o, J = 2,8
GEH3MM}amiHO) NJ\N A My, 1H), 6,68 (wup, 1H),

176 |ninepuanH-1- FoC /Q N= 5,56 (wmp, 1H), 4,52 - 410,2
kapGOoHin)-1H- \©AT %NHZ 456 (M, 2H), 3,67 (c,
nipason-3- o 2H), 3,04 - 3,10 (m, 2H),
kapbokcamia 2,74 - 2,79 (M, 1H), 2,24

(c, 3H), 1,95 - 1,98 (m,

2H), 1,69 - 1,79 (M, 2H)
58,80 (1 J=75Tw,
(nip;n(:sl(/ﬁ-|4- 1H), 8,09 - 8.10 (M. 2H).
\ 0 7,75 (c, 1H), 7,62 - 7,67
inokcu)6eHsnn) N L (M, 1H), 7,50 - 7,54 (m

177 [linepasni-1- O TN Bversiad=27ru] 4092
kapGOoHin)-1H- N NS N= » 6,788, J =2,/ T, ’
nipason-3- on [1H), 6,69 - 6,73 (M, 1H),
kapGoHoBa o 3,86 (wwmp, 4H), 3,70 (c,

oH), 2,63 (T, J = 4,8 Ty,
KUCnoTa
4H)
58,06 (1, J=24ru,
1-(2-(3-xnop-5- o 1H), 7,11 (c, 1H), 6,98 (c,
pTopbeH3umn)-2,8- L 1H), 6,95 (¢, 1H), 6,90
niazacnipo[4.5] N }‘h\ (o, J = 2,7 Ty, 1H), 6,66

178 |nekaH-8- N (wup, 1H), 5,46 (wwup, 420,2
kapGOHir)-1H- CI\Q( & N 1H), 3,62 - 3,81 (M, 4H),
nipason-3- 3,56 (c, 2H), 2,63 (1, J =
kapbokcamia F 6,9 'y, 2H), 2,44 (c, 2H),

1,68 - 1,79 (M, 6H)
5 9,22 (c, 1H), 8,97
(c, 2H), 8,10 (a, J = 2,7
(nip;Nf;Wﬁ_& o fu, 1H), 7,60 (c, 1H),
iny6ensun)nine- PN /.51 (8, J =51 Ty, 2H),

179 |pasuh-1- (;N N A8 =51 TU H), a5
capGorin)-1H- N N 6,90 (1, J = 2,7 'y, 1H), ’

ap (g NH: 564 (wup, 1H), 5,44

nipason-3- N 0

kapGokcamiz (wup, 1H), 4,00 (wwp,
4H), 3,67 (uup, 2H),

2,62 (wnp, 4H)

188
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1-(1-(4-xnop-2-
(niponianx-1-
in)6enaun)-1,8-
niasacnipo[4.5]

O

58,09 (0, J=2,7 Ty,
1H), 7,42 (a, J = 8,1 Ty,
1H), 7,25 (¢, 1H), 7,10
(@, J = 8,1 Ty, 1H), 6,77
(a, J = 2,7 Ty, 1H), 4,70

CI\Q\\ Jo]\

8 N” NN

100 peant MHOTHQ e, 2 o ) 722
nipason 3. onH), 3,05 - 3,24 (m, 8H),
c@pGonoBa 3 215 - 2,41 (m, 4H), 1,90
oHoTa - 2,10 (m, 6H), 1,77 -

1,82 (M, 2H)
(Xnopodopm-d) d

1-(4-(4- 8,10 (4, J = 2,7 My, 1H),
xnop6eHsnn) j\ 7,25 - 7,33 (M, 4H), 6,90
ninepasuH-1- cl 3 o (a,dJ=27Tu, 1H), 6,66

181 | apGonin)-1H- a NN (wup, 1H), 570 (ump| &0
nipason-3- NS s NHz21H), 3,74 - 3,84 (M, 4H),
kapbokcamig 3,53 (¢, 2H), 2,53 - 2,56

(M, 4H)

1-(5-(4- (DMSO-ds) 0 8,78 (c,
(TpudbTOpMETUN) 1H), 8,07 (c, 1H), 7,80 (c,
OEH3nM)oKTa- )ol\ 1H), 7,61 - 7,73 (m, 2H),
riaponiposno[3,4- NP 7,42 - 7,60 (M, 2H), 7,28

182 lnipon-2- Fsc@\/@ O, (6 1H), 343 - 416 (u| 2082
kap6oHin)-1H- N 6H), 2,85 (c, 2H), 2,53 -
nipason-3- 2,60 (m, 2H), 2,41 - 2,51
kapbokcamia (M, 2H)

1-(5-(4-
xnop6eHsnn) 0 8,19 (¢, 1H), 7,41 -
oKTariaponipono )(J)\ 7,50 (m, 4H), 6,78 (c,
[3,4-c]niporn-2- .N_ 2 [1H), 3,70 - 4,50 (m, 6H),

183 | ap6oHin)-1H- CI\@»@ O, B37 G 1H), 3.31 . 1H)] 37>
nipason-3- N 3,16 (c, 2H), 2,96 - 3,10
kapboHoBa (M, 2H)
kucnoTa

1-(TpaHc-5-((2- 58,10 (a, J = 2,7 Ty,
xrop6eH3nn) 1H), 7,52 - 7,65 (m, 1H),
(MeTumamiHo) o 7,43 - 7,52 (m, 1H), 7,28
oKTariapoLmKno- H NJ\N—N\ P | 7,43 (m, 2H), 6,78 (g, J

184 |nenTalc]nipon-2- cl ,& MOH =27 Ty, 1H), 3,76 - 4,30  403,2
kapGoHin)-1H- ©/\N H (m, 5H), 3,42 - 3,75 (m,
nipason-3- ! oH), 2,75 - 3,08 (M, 2H),
kapboHoBa 2,42 (c, 3H), 2,00 - 2,25
kucnoTta (m, 4H)

1-(1-((6- D=7 T 1H) 754
(rpucpTopmerun) e e h et v
Gerao[bJTioden-2- 87 (m, 1H), 7,54 - 7,

) (m, 1H), 7,35 (c, 1H),
inymetun)-1,8- Facm o 6.78 (0. J = 2.7 Iy, 1H)
niasacnipo[4.5] s NJ\N i\ Lo\ = sl ’

185 Py N L 4.53 - 4,57 (M, 2H), 4,08  493,0
peKaH-C Qjo :; (c, 2H), 3,09 - 3,32 (m,
kapOoHin)-1H- OH
nipason-3- o 2H), 2,88 - 2,92 (M, 2H),
kapGOHOBA 1,92 - 2,03 (m,4H), 1,83 -

1,90 (M, 2H), 1,57 - 1,62
kucnoTa

(M, 2H)

189
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T(8-(2-(4-
cbroprinepuank-1- 8,20()?;,0 ?OH??O;“;;)- 7,82
A P (M, H), 7,40 - 7,43 (m,
gg:lsos;)_pzms_mn) Q ] oH), 6,83 (c, 1H), 4,78 -

186 |niasacnipo[4.5] N NOG“J\N N j’ﬁ;' é“"7’71 ). 242’3(6M(L2”H‘;’ 5381
pekar-2- Q N%ﬁ 3,39 - 3,53 (M, 2H), 3,08
apookin) TH- F S | 357 (m, 3H), 267 -
nipason-3- ! ’ -

Bl (2'\,/I811 éﬁ; 4H), 1,67 - 2,08
Kucnorta ’

1-(4((5-
xnop6eH3so[b] cl o 5 8,09 - 8,15 (m, 1H),
riochen-2- it 7,64 - 7,85 (M, 2H), 7,18
immeTunininepa- N™ NN - 7,33 (M, 2H), 6,80 -

187 1 -1 -kapGoHin)- QJV(\) h% 6,89 (m, 1H), 3,78 - 4,02 4054
1H-nipason-3- on [m, 6H), 2,61 - 2,78 (m,
kapboHoBa o 4H)

KUCNOoTa

1-(4-((5-xnop-

(DMSO-ds) d 11,02
ﬁ*'p“l":;_”;'m' cl 2 (c, 1H), 7,46 - 7.51 (m,

s e | Py R TR o
3V|H-1_-Kap60H|n)— N N\) N= ((’:, 1H),73,60 " 3,8,3 ’(M, [M+Na]*
1H-nipason-3- H OH g1), 2,37 - 2,62 (M, 4H).
kapboHoBa o 2,20 (c, 3H)

Kucnorta ’ ’

1-(4-

(6ewsoldJriazon-2- o 57,90 - 8,10 (M, 2H),
inMeTIn)ninepa- QN (\NJ'\N N\ 7,40 - 7,55 (m, 2H), 6,70

189 [3H-1-kapGOHin)- A s | '6.79 (v, 1H), 4.05 (c| 3722
1H-nipason-3- s o H). 3.80 - 3,90 (u, 4H),
kapboHoBa o 2,70 - 2,85 (M, 4H)

KUCNOoTa
5808 (o, J=27Tu,
1-(4-((3-(4- 1H), 7,37 - 7,63 (m, 3H)
g’;ﬂgﬁ:ﬁ’ﬂfsg; . 7,24 - 7,26 (m, 1H). 7,16
i Ky fc 1H), 6,93 - 7,06 (m,

190 [ - 0 NJQ &%ﬁ 3H), 6,77 (n, J = 2,7 Ty|  455,1
nipason-3- /©/ \©/\H gon [1H), 4,51 - 470 (m, 2H),
S ono0n o 411 (c, 2H), 3,01 - 3,32
apoond (M, 4H), 2,14 - 2,24 (u,

oH), 1,60 - 1,91 (m, 2H)

T2 3
(nipomianH-1-in)-2- 0 1H)678’5%6_(@’ go (5’71&)"
(rpucpTopmeTHn) NJ\N \, 6,76 - 6,85 (m, 3H), 4,33
ponoun) 28 RGN N% (c, 2H), 3,73 - 3,84 (m,

191 “':'f:ﬁgf’o[ 9] OH [PH), 3,57 - 3,71 (m, 2H)| 506,3
" Gorin)-1H- ° 3,328 - 3,46 (M, 6H),
ni;faaon-S- N 314 - 3,22 (M, 2H), 2,01

(> [ 210 (m, 6H), 1,81 -
kapboHoBa 1,87 (M, 4H)
Kucnorta ’ ’

190
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58,06 (1, J = 2,7 T,

1-(2-(3-
1H), 7,88 (¢, 1H), 7,73 -
Sanaklil 0 U (m, 2|(4), 765 767
. < N (m, 1H), 6,77 (o, J = 2,7
niasacnipo[4.5] N r}:‘\\ ML 1H), 442 (c, 2H)
he E:;ggﬁ;)-m- N on D82 (wmp, 2H), 356 | 372
ipa3on-3- FiC J 3,70 (M, 2H), 3,17 - 3,32
apGon0na (M, 2H), 3,06 - 3,17 (m,
CHOTA OH), 2,02 - 2,05 (M, 2H),
1,80 - 1,96 (M, 4H)
e (7 58,03 (1, J=28TL,
Xm;_g_‘”c (3 1H), 7,13 (c, 1H), 7,03 -
0 7,06 (M, 1H), 6,97 - 6,99
mg‘iﬁ:ﬁ”%- LV T N (1 1ﬁ|), 6,6)9 (a, J=28
193 LI,VIKJ'IOI'IeHTgl[E] F & N= fu, 1H), 445 (c, 2H)| 4301
: - o~ H oH 14,15 - 4,35 (M, 1H), 4,07 [M+Na]*
n|p0r_|—2-|<ap60H|n)- g 412 (a 2H), 3.07 -
Bisimain & 3,96 (M, 2H), 2,80 (ump,
CHOTA oH), 2,12 - 2,19 (M, 2H),
1,78 - 1,82 (M, 2H)
1-(TpaHc-5-((4- 08,14 (0, J = 2,7 Iy,
(4-xnopceHokcn) 1H), 7,48 (a, J = 8,7 I'y,
BeHsnn)amiHo) o 2H), 7,35 - 7,38 (M, 2H),
oKTariapoLykno- H NJL,, N 6,97 - 7,06 (m, 4H), 6,74
194 Inenta[c]nipon-2- . ,[‘5\; N%\ (0, J = 2,7 Ty, 1H), 4,16 4812
kapGoHin)-1H- QL Ly g |c 2H), 3,82 - 3,87 (m,
nipason-3- o 5H), 2,98 (wmp, 2H),
kapboHoBa 2,17 - 2,20 (M, 2H), 2,01
Knucnorta - 2,03 (M, 2H)
(Xnopodhopm-d) d
1_(2_(4_ 8,05 (ﬂ,, Jd = 2,7 FLI,, 1H),
(niponianH-1-in)-2- 0 7,48 (wmp, 1H), 6,89 (n,
Py J =27 Iy, 1H), 6,76 (a,
(TpudpTOpmeETHUN) N7 N ) = 24 My 1H) 6,66
195 [nasacnipolt e " (wmp, 2H), 543 (wmp,
niasacnipo[4.5] s NH, 1H), 3,65 - 3,71 (M, 6H) 505,3
ﬂ:gggj,;)_m_ N 3,30 (1, J = 6,6 L, 4H),
nipason-3- Q 2,64 (wup, 2H), 2,44
Ka%60|<ca|v|in (wmp, 2H), 2,03 (1, J =
6,6 My, 4H), 1,72 (wwp,
6H)
in(a. = (Xnopodopm-d) d
! (2-(3xnop-3 8,07 (g, J = 2.7 T, 1H),
(TPucbTopMeTUR) CFs o 7.62 - 7,65 (M, 3H), 6,91
o c X (4, J = 27 Ty, 1H), 6,68
196 eKaH-8- ) N,:,\\ (wup, 1H), 5,55 (ump,| 470,2
Eap60Hin)-1H- N i, 1H); 3,51 - 3,91 (m, 6H),
2 -
nipason-3- d 2,65 - 2,77 (M, 2H), 2,47

kapbokcamia

(c, 2H), 1,75 - 1,76 (m,

6H)
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(Xnopodopm-d) e
8305 (pu J = 257 rL'l! 1H)!

1-(2-(2-xnop-4- - ¢ 7.27 (wwup, 1H), 6,87 -
MOpPdOoniHOGEH- <_—N> 6.91 (M, 2H), 6,79 (1, J =
gun)-2,8- A o 8.7 Iy, 1H), 6,66 (LKp,

1g7 {iasacnipo[4.5] J 1H), 546 (ump, 1H)| 4873
flekaH-8- NN 3.83 - 3,86 (M, 4H), 3,64
Kgp60Hm)—1H— cl N N= | 377 (m, 6H), 3,13 -
nipason-3- & N2 347 (m, 4H), 2,69 (Lmp,
kapbokcamia oH), 2,51 (wmp, 2H),

1,73 (ump, 6H)
1-(4-(3- (Xnopodopm-d) e
8.09 (c, 1H), 7,26 - 7,37
(peHOKcm6e1H3mn) )OL o | 3H), 669 - 7,13 (u,

19g [NePasH-1- NN 7H), 6,66 (c, 1H), 5,61 (c|  406,2
kapOoHin)-1H- @\o/g\/(\) O, 1H§, 3,82( , ZH>, 3,(54
nipason-3- (, 2H), 2,54 2,57 (m,
kapbokcamia AH)

(Xnopodopm-d) d

8,10 - 8,12 (M, 1H), 7,79

1-(4-(2- 0 (n, J = 7,7 Ty, 1H), 7,59
MOPOTIHO-3- (\NJLN N\ (a,J = 7,7 T, 1H), 7,28 -
(TpudpTopmeTnn) /@\/N\) N% 7,32 (m, 1H), 6,88 - 6,91

199 |GeHsun)ninepasuH F3C (m, 1H), 6,75 (wup, 1H),| 467,0
-1-kap6oHin)-1H- N d NH2 523 - 6,41 (M, 1H), 3,76
nipason-3- [ ] | '3.86 (M, 8H), 3,68 (C,
kapBokcamia 0 OH), 3,36 - 3,42 (M, 2H),

078 - 2,86 (M, 2H), 2,60

| 261 (M, 4H)
(Xnopodopm-d) 0
1-(TpaHc-5-((2- 8.25 (1, J = 2,7 M, 1H),
xnop6eHsnn) o 7,40 - 7,60 (m, 1H), 7,36
(MeTun)amiHo) H o J v o [ 740 (m, 1H), 7,17 -

500 loXTariapouyKso- al ,&“ L)—/(NH 722 (M, 2H), 892 (n, J= 4005
nexTalc]nipon-2- N s 2 2,7 Tu, 1H), 6,58 - 6,80 ’
kapboHin)-1H- | (m, 1H), 5,45 - 5,80 (m,
nipazon-3- 1H), 3,40 - 4,32 (m, 6H),
kapBokcamia 272 - 3,36 (M, 3H), 1,82

| 2,39 (M, 7H)
(Xnopodopm-d) 0
1-(5-(3-xnop-5- 8,26 (8, J = 2,6 My, 1H),
(TpucbTopmeTu) 7.36 - 7,56 (M, 3H), 7,90
Gensun)okTa- cFs S . o B J=26Tu 1H), 6,70

201 [1APONIPONo[3,4- @ N e 1H), 5,80 (c, TH), 4,00 42,2
clnipon-2- . N =/ NH 430 (wup, 2H), 3,70 -
kapOoHin)-1H- ! 4.00 (wup, 2H), 3,60 (c,
nipason-3- 2H), 2,90 (c, 2H), 2,60 (c,
kapbokcamia AH)

(Xnopodopm-d) 0

8,26 (c, 1H), 7,50 - 7,56

1'(56(2’5' o (M, 1H), 7,28 - 7,30 (m,
AMXTIOPOEH3NN) cl 1 o [TH), 7,10 - 7,20 (m, 1H),
okTariaponipono N NN 6.90 (c, 1H), 6,60 - 6,80

202 [3,4-clnipon-2- | < Nl 110, 560 (6, 1] 4079
kapOoHin)-1H- 4.00 - 420 (ump, 2H).
nipason-3- cl

kapbokcamig

3,70 - 4,00 (m, 4H), 2,90
- 3,10 (wmp, 2H), 2,70 (c,

4H)
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(Xnopodopm-d) e

1-(5-(4- =
] 8,25 (1, J = 2,7 'y, 1H),
XNOPOEH3UIN)OKTA o 7.20 - 7,30 (m, 4H), 6,90
riaponiponof3,4- Lon 2 | Jd=27Ty 1H) 671
I O N N~ ’ ’ ’ y Uy
o RapGoniny- 1t O S O et s0 1), 363 5740
nipason-3- " - 4,40 (v, 4H), 3,56 (c,
P . 2H), 2,90 (c, 2H), 2,58 (c,
kapbokcamia 1)
(Xnopodopm-d) 0
1-(unc-5- 8,25 (4, J = 2,7 Ty, 1H),
(meTnn(2- 7,55 (M, 2H), 7,42 (m,
(TpudbTOpMETUN) JOL o 2H), 6,90 (n, J = 2,7 Iy,
GeH3n)aMiHo) Ho/~N W 1H), 6,73 (wmp, 1H),
204 (okTariapouukno- CFy & = NH; (5,88 (wwup, 1H), 3,91 436,0
nexTa[c]nipon-2- N H (wup, 4H), 3,57 (c, 2H),
kapGoHin)-1H- ! 2,87 - 2,98 (M, 1H), 2,73
nipason-3- (wup, 2H), 2,17 - 2,26
kapbokcamia (m, 2H), 2,13 (c, 3H),
1,49 - 1,59 (M, 2H)
(Xnopodopm-d) 0
8,25 (1, J = 2,7 'y, 1H),
1-(umc-5- 7,82 (n, J = 7,8 Ty, 1H),
(MeTun(4- 7,60 (B, J = 7,8 'y, 1H),
(TpudpTOpmeETHUN) j\ o 7,52 (T, J = 7,6 Mu, 1H),
GeH3u)amiHo) "N N\’\Ny_,( 7,32 (1, J = 7,6 Tu, 1H),
205 (okTarigpouyukno- &' =/ NH; 590 (a,dJ =2,7 Ty, 1H),| 436,2
neHTalc]nipon-2- gT‘ H 6,75 (wmp, 1H), 6,18
kapboHin)-1H- FsC (wup, 1H), 3,68 - 4,11
nipason-3- (M, 6H), 2,94 - 3,02 (M,
kapBokcamis 1H), 2,73 (wmp, 2H),
214 - 2,22 (m, 5H), 1,52
(mp, 2H)
(Xnopodopm-d) e
) e 8,25 (¢, 1H), 7,47 (a, J 5
1-(Lmc-5-((2 6.4 [y, 1H), 7,33 - 7,36
xnop6eHsnn) o
(MeTumanio) )i o |m 1H), 7,15 - 7,26 (m,
oKTarAPOLMKIO- HO~N W 2H), 6,89 - 6,90 (M, 1H),
206 , cl =/ NH, 6,71 (wmp, 1H), 5,70 402,1
nexTa[c]nipon-2- .
KapGOHir)-1H- N H (wunp, 1H), 3,95 (wwmp,
i a30n-3. ' 4H), 3,63 (c, 2H), 2,97 -
KaF:)60KcaMip, 3,02 (M, 1H), 2,73 (wmp,
2H), 2,18 - 2,27 (M, 5H),
1,60 (wup, 2H)
T-(a-(2-3-
okca-8-
23a6iLukno[3.2.1]0 | (g“gsro'd?: B’fgéﬂ’
KTaH-8-in)-4- o) o “':"" )’2 e
(TpucbTopMeTN) FsC | )y 7,89 (M, 1H), 7,32 - 7,35
N°ONTR (M, 1H), 7,05 (c, 1H),
GeH3nn)(mMeTnn) N N
207 |07 6,80 (g, J = 2,7 'y, 1H)| 536,5
aMiHO)-4- N
MeTUnnine pPUaAnH- @ 0 of 3,58 - 3,81 (m, 12H),
. 1,80 - 2,09 (m, 9H), 1,52
1-kapboHin)-1H- o
: - 1,59 (M, 2H), 1,06 (c,
nipason-3- 3H)
kapboHoBa
kucnoTa
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(Xnopodopm-d) 0

1-(5-(3- g
P TopueTn) 4070 . 441 5,90
ﬁ,‘i:i”m“zﬁﬁi,?g 4 CFs L W o [BJ=27Tu 1H) 660-

208 \nipon-2- N D—/( 6,80 (M, 1H), 5,46 - 5,60  408,0
kapGoHin)-1H- N =/ NHp (m, 1H), 4,00 - 4,20
nipason-3- (wmp, 2H), 3,60 - 4,00

; (M, 4H), 3,00 (c, 2H),
kapbokcamia .60 (c. 4H)

58,06 (a,J=27ru,

I-(1-({(5xnop- 1H), 7,88 (c, 1H), 7,63

2-(TpudpTopmMeTU) 0. J = 8.4 Ty 1H), 7.40 -

potsum (et i 1 7,43 (m, 1H), 6,79 (, J =

amiHo)MeTuN) | N7 SN - iy , 1H), 439 - 4an

209 I'III'Iepl/IL.I,VIH-‘I- N r'u% (I\,/I, 2|_,|), 3,,66, . 2,H), 459 1
ﬁ?;f;;%?—:{g:‘l i CF, oH [3,09 - 3,15 (m, 2H), 2,33
kapGoHOBa ° (A, J = 6,8 'y, 2H), 2,23
ICHOTA (c, 3H), 1,90 - 1,93 (m,

3H), 1,22 - 1,32 (M, 2H)
58,02 (g, J=27Tu,
H), 7,40 - 7,45 (M, 1H),
1234 7.24 - 7,33 (m, 3H), 7,16
XIIopdEHOKCH) J?\ 718 1H), 7.04 -
s NN 7,11 (m, TH), 6,96 - 7,01
niasacnipo[4.5] N N= oM, B.79 o

210 |gekaH-8- d on [(M, 2H), 6,72 (A, , 495.2
ap6oHin)-1H- ° ¢ |y, 1H), 422 (¢, 2H), ’
ﬁi§a3on_3_ Q 3,74 - 3,83 (m, 2H), 3,64
kapGoHoBa a - 3,68 (m, 2H), 3,27 -
kncroTa 3,34 (m, 2H), 3,07 - 3,13

(M, 2H), 1,97 - 2,02 (m,
oH), 1,71 - 1,82 (M, 4H)
1-(4-(3-xnop-2- o
(TeTparigpo-1H-
thypo[3,4-c]nipon- (\NJ\N N 58,03 - 8,14 (M, 1H),
5(3H)- cl NS N= 7,26 - 7,43 (m, 2H), 7,13
in)6ensun)nine- N OH 7,24 (M, 1H), 6,68 -

211 basun-1- 0 6,82 (, 1H), 3,62 - 4,05 601
kapGoHin)-1H- (M, 12H), 2,90 - 3,09 (M,
nipasorn-3- o 4H), 2,74 - 2,90 (M, 4H)
kapboHoBa
KUCnoTa
om;éf"‘z"“' 58,03 - 8,14 (m, 1H),

: o 7,34 - 7,42 (m, 1H), 7,15
a3a6||_|,v!|<no[3.2.1]o g 720 n, 1H), 6.83 -
12 in) 5 Q\/ O ':l% 6,94 (u, 1H), 6,77 - 6,83

212 [P ) cl (M, 1H), 3,98 - 4,12 (M| 460,3
oottt N & °" BH), 3,95 (c, 2H), 3,75 -
nilfag,on_%_ E_Z 3,88 (M, 6H), 3,54 - 3,67,
kapBGoHOBa © (M, 2H), 2,54 - 3,73 (M,

AH), 2,01 - 2,24 (M, 4H)
KUCnoTa
1-(4-(2-xnop-3- 58,09 (a0, J =27,
(2-rigpokcu-2- H), 7,24 (1, J = 7,8 Ty,
METUNMNPOMOKCH) 9 H), 7,13 (a0, J = 7,8 Tw,
213 OeHsumninepa- ; 6,98 g ,Jd =7.8Tu, 4371

3UH-1-kapBOOoHI)-
1H-nipason-3-
kapboHoBa

KUCIOTa

6,77 (0, d = 2,7 Iy,
H), 3,85 - 3,82 (m, 6H),
3,73 (c, 2H), 2,68 - 2,64

(M, 4H), 1,36 (c, 6H)
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08,07 (o, J = 2,7 'y,

H), 7,23 (1, J = 7,8 TU,

(R)-1-(4-(2- H), 7,14 (n, J = 7,8 Tu,
xrop-3-(2- H), 6,97 (g, J = 7,8 I,
rigpokcu-2- H), 6,77 (g, J = 2,7 Ty,
METUNNPONOKCH) j’f\ 1H) 484 (wup, 1H),

214 beH3un)-2- (NN 4,30 - 4,26 (m, 1H), 3,82 451 1
MeTUINiNepasmH- H(}(\ N, N (c, 2H), 3,64 (c, 2H), 3,51 ’
1-kap6oHin)-1H- a g °H | 342 (m, 1H), 2,91 -
nipason-3- 2,86 (M, 1H), 2,80 - 2,76
kapboHoBa (m, 1H), 2,46 - 2,41 (m,
KucnoTta H), 2,34 - 2,25 (m, 1H),

1,44 (a, J = 6,4 Ty, 3H),

1,36 (¢, 6H)
08,04 (n,J=2,7Tu,
H), 7,23 (1, J = 7,8 TU,
(S)-1-(4-(2- H), 7,14 (n, J = 7,8 Tu,
xrop-3-(2- H), 6,96 (a, J = 7,8 Ty,
rigpokcu-2- H), 6,74 (g, J = 2,7 Ty,
METMMNPONOKCH) j’\ 1H) 470 (wmp, 1H),

215 beH3un)-2- NN 4,34 - 429 (m, 1H), 3,82 451 1
METUNMINE PA3UH- S N M= (c, 2H), 3,63 (c, 2H), 3,46 :
1-kap6oHin)-1H- Ho ¢ J7OH k341 (v, 1H), 2,89 -
nipason-3- 2,86 (M, 1H), 2,79 - 2,75
kapboHoBa (m, 1H), 2,45 - 2,40 (m,
KucnoTta H), 2,33 - 2,24 (m, 1H),

1,44 (a, J = 6,4 Ty, 3H),
1,36 (¢, 6H)
(Xnopodopm-d) e
8,10 (4, J = 2,7 Ty, 1H),
7,24 - 7,20 (m, 1H), 7,15
- 7,13 (M, 1H), 6,92 (g, J
xno;()l-q?z:(12_f4-(2- L 2,7 Ty, 1H), 6,89 - 6,86
riapoKou-2- (M, 1H), 6,69 (wmp, 1H),
METUMNPOOKCH) (\NiN \ ?u?v?p (;.u|_1r)p,41zlé|),_ jgg
N 3 3 3 3

O LIIZ | AT i s ] 02
{-xapGOoHin)-1 H- al g "2 1371 - 3,60 (m, 2H), 3,54
nipason-3- - 3,44 (M, 1H), 2,93 -
kapGokcamiz 2,89 (M, 1H), 2,80 - 2,76

(M, 1H), 2,48 - 2,43 (M,
2H), 2,37 - 2,28 (M, 1H),
1,52 (g, J = 6,6 Ty, 3H),
1,41 (c, 6H)
1-(9-(5-xnop-2-
(TpudbTOpMETUN) o 58,06 (o, J =2,7 I,
GeH3un)-3,9- cl )J\ 1H), 7,91 (c, 1H), 7,67
niasacnipo[5.5] O@ N N\ (a, d = 8,7 'y, 1H), 7,46

217 lyHaekaH-3- N= (a, d = 8,7 'y, 1H), 6,78 485,5
kapOoHin)-1H- N onla, J =2,7 'y, 1H), 3,87 -
nipason-3- oF 0 3,74 (m, 6H), 2,61 - 2,56
kapboHoBa 3 (M, 4H), 1,70 - 1,64 (m,
kucnoTta 8H)
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1-(TpaHc-5-(Mm-
TOMINOKCKU)oKTa-

58,16 (o, J = 2,7 Iy,
1H), 7,12 (1, J = 7,8 'L,

kapboHin)-1H-

L 368 (M, 2H), 3,07 -

o
rigpouuknoneHTa H )k H), 6,79 - 6,65 (M, 4H),
01g [CInipon-2- @ /&T NN 5,02 - 4,98 (M, 1H), 4,35 oo
KapBOHin)-1H- N= L 351 (m, 4H), 2,98 !
nipason-3- 0 H OH |(wmp, 2H), 2,28 (c, 3H),
kapboHoBa o 2,21 - 2,11 (M, 2H), 2,01
Knucnorta - 1,91 (M, 2H)
5 8,14 (uup, 1H),
7,09 (T J—80rLl,,1H,
1-(Tpakc-5-(3- 6.74 én, J-28Ty, 1H;,
LuknonponingeHo 6.64 - 6,55 (M. 3H), 4,98
kcu)oktarigpo- N 492 (m, 1H), 4.28 - 4041
219 [uKnonenTalc] \ 3,51 (M, 4H), 2,96 (Lmp, ’
n|p0r_|—2-|<ap60H|n)- Ne= oH), 2,18 - 2,08 (M, 2H), [M+Na]*
l;;g:)pHas;’:'S' b.01 - 1,89 (m, 2H). 1,88
apoone L 1,79 (m, 1H), 0,95 -
0,88 (m, 2H), 0,68 - 0,61
(m, 2H)
58,16 (o, J = 2,7 Iy,
ison:)'é;%ac';g'_5'(3' 1H), 7,45 (1, J = 7.9 T,
; H), 6,81 - 6,65 (m, 4H),
HOKGH)OKTariApo- P 5,02 - 4,98 (m, 1H). 4,43
290 [WuKnonenTale] Y | 348 (m, 4H), 2,98 3842
nipon-2-kapGoHin)- (wnp, 2H), 2,88 - 2.81
l;;g:)pHas;’:'S' (M, 1H), 221 - 2,11 (m,
MCnoTa 2H), 2,01 - 1,91 (M, 2H),
1,23 (n, J = 6.9 'y, 6H)
68,14 (a, J = 2,8 ',
1H), 7,14 (8, J = 8,0 Iy,
ison:)_o(;ﬁ'lagé_—&(z_ H), 7,08 - 7,01 (m, 1H),
HOKCM)OKTarigpo- 6,85 (1, J = 7,6 T, 2H),
LuknoneHTalc] N7y 6.75 (1, J =24 TW, 1H)) 44565
201 M . [ S :/ N 5,05 - 4,97 (M, TH), 4,29 !
n|p0r_|—2-|<ap60H|n)- ["352 (m, 4H), 3.28 - [M+Na]*
l;;g:)pHas;’:'S' 3,29 (m, 1H), 2,97 (wmp,
apoone OH), 2,24 - 2,15 (M, 2H),
2,01 - 1,91 (m, 2H), 1,18
(n,J = 7,2 Ty, 6H)
1-(TpaHc-5-(3-
r10p-5- 58,18 (n, J =27 Iy,
chTopdeHoKCH) H), 6,82 - 6,58 (m, 4H),
oKTarigpouunkno- N 5,08 - 4,98 (M, 1H), 4,51 416.0
222 [neHTalc]nipon-2- /@\ /&/ ,‘\l% - 3,38 (M, 4H), 3,11 - [M+N,a]+
KapBoHin)-1H- 288 (M, 2H), 2,24 - 2,09
nipason-3- (M, 2H), 2,07 - 1,91 (m,
kapboHoBa 2H)
KucrnoTa
5804 (n J=27T0,
1-(2-(2,5- 1H), 7,20 (c, 1H), 7,13 -
nuMeTunbeHsun)- 7,05 (m, 2H), 6,75 (g, J =
> 8-niasacnipo[4.5] 07 I, 1H), 3,97 (c, 2H),
003 nekaH-8- GQ %\ 3,90 - 3,84 (m, 2H), 3,71 397.2

nipason-3-
kapboHoBa
kucrota

3,02 (m, 2H), 2,90 (c,
PH), 2,38 - 2,32 (m, 6H),
1,93 - 1,88 (My 2H)1 1784

- 1,71 (m, 4H)
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1-(4-((3,5-
nmuxnopbeHsnn)
oKcu)ninepuanH-1-

08,04 J=27Tu,
1H), 7,33 (c, 3H), 6,75
(o,

J = 2,7 Ty, 1H), 4,57 (c,

396,1

224 Kap6OHiJ'I)-1 H- H), 4,07 - 4,01 (M, 2H), [M_H]
nipason-3- \QA 3,79 - 3,72 (m, 1H), 3,66
kapboHoBa & - 3,58 (M, 2H), 2,07 -
kucrota 1,98 (m, 2H), 1,82 - 1,81

(M, 2H)
5805 (a,J=-27Tw,

S H), 7,67 - 7,63 (M, 2H)
TpUdTOPMETUN o : , 2H),
Yt i 7,56 - 7,50 (1, 2H), 6,75
ninepuanH-1- NN (A, J =2,7 Ty, 1H), 467 490

225 CN A FoC N (c, 2H), 4,06 - 4,04 (m, s
kapOoHin)-1H o o [M-H]
nipason-3- 108 o RH). 382373 (m, 1H)
kapGoHoBa o 3,64 - 3,56 (m, 2H), 2,09
Kl/lgj'IOTa - 2,01 (m, 2H), 1,84 -

1,73 (M, 2H)
58,03 (a,J=-28TL,

1-(4-((3- H), 7,13 (1, J = 7,8 T,
(miporiaut-1- 0 H), 6,73 (a, J = 2.8 My,
ir)GeH3nn)oken) S H), 6,62 - 6,58 (m, 2H),
ninepmuanH-1- N N7 6,50 - 6,48 (M, 1H), 4,53

%25 kaporin)-1H- & QQ *‘%ﬁ (c, 2H), 4,05 (wwp, 2H)| 3992
nipason-3- \(jA g o B,76 - 3,71 (m, 1H), 3,59
kapboHoBa (wup, 2H), 3,31 - 3,23
Kucnorta (m, 4H), 2,04 - 1,96 (m,

6H), 1,80 - 1,70 (M, 2H)

1-(2-(3- 68,04 (0, J=24Tuy,
XropBeH3nn)-2,8- cl H), 7,58 (c, 1H), 7,47 -
niasacnipo[4.5] o 7,39 (m, 3H), 6,74 (n, J =
inekaH-8- NLN 2,4 'y, 1H), 4,27 (c, 2H),

227 | apGonin)-1H- ) 3,80 (wmp, 2H), 3,66 4032
ni;fason-s- N N= (wup, 2H), 3,34 - 3,30
kapGoHoBa g O (M, 2H), 3,12 (ump, 2H),

Kkucrnota 2,01 (1, J = 6,8 'y, 2H),
1,84 - 1,73 (M, 4H)

0811 (a,J=27Tu,

H), 7,62 - 7,59 (m, 4H),

' 7,47 - 7,40 (m, 4H), 7,35

R)-1-(4-([1,1"-
6i¢)((eHi)n]-A(f- { - 7,29 (m, 1H), 6,82 (g, J
inMeTnn)-2- O i = 2,7 [y, 1H), 4,67 - 4,63
MEeTUNMinepasuH- NN (M, 1H), 4,32 - 4,28 (m,

228 |4 _capGoin)-1H- N, N H), 8,74 - 3,70 (m, 1H)|  405,2
nipagon-s- on [3:64 - 3,55 (m, 1H), 3,54
kapGoHoBa d - 3,46 (v, 1H), 3,07 -
kucnoTa 2,96 (M, 1H), 2,88 - 2,84

(m, 1H), 2,48 - 2,33 (m,
oH), 1,46 (o, J = 6,9 I,
3H)

58,93 -891 (v, 1H),

1-(4-(3-

(nipmu(asl(/m-s- 8,10 (4, J = 2,7 'y, 1H),
inokcu)6eHsmn) 1 7,7763—97,72 (gll,—|1 H)7, 371,47
ninepasuH-1- Ay (\N NN -4 (M, ), 7, -

229 kapboHin)-1H- < N\) N 7,26 (M, 2H), 7,16 - 7,120 409,2
ni;fason-s- ° oH [(M, 1H), 6,78 (a4, J = 2,7
kapGoHoBa © Mu, 1H), 3,88 (wwup, 4H),
kucnoTa 3,72 (c, 2H), 2,70 (1, J =

4,5y, 4H)
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1-(TpaHc-5- 08,16 (o, J =2,7 'y,

(3,5- 1H), 6,97 (1, J = 1,8 'y,
UXopdEHOKCH )0 ol (o} 1H), 6,91 (g, J = 1,8 U,
KTariAPOLIMKIIO- H o~ PH), 6,76 (8, J = 27 Tul 400

230 [neHTa[c]nipon-2- /@\ /&/ . 1H), 5,08 - 5,01 (m, 1H), [M+N,a]+
kapOoHin)-1H- cl o M on (462 -3,42 (m, 4H), 3,18
nipason-3- o - 2,88 (M, 2H), 2,24 -
kapOoHoBa 2,11 (m, 2H), 2,10 - 1,89
Kucnorta (m, 2H)

1-(TpaHc-5-(3-

(TpudpTopmeTUn)d 5819 (a,J =2,7 Iy,
€HOKCU) OKTa- o] 1H), 7,53 - 7,42 (m, 1H),
rigpouUmnKnoneHTa H NJKN \ 7,28 - 7,11 (m, 3H), 6,77 4318

231 [c]nipon-2- O\ /&/ ,‘\‘% (o, J =2,7 'y, 1H), 5,13 - [M+N,a]+
kapOoHin)-1H- FiC o 4 on [P.04 (m, 1H), 4,38 - 3,51
nipason-3- o] (m, 4H), 3,08 - 2,96 (m,
kapOoHoBa 2H), 2,29 - 2,11 (M, 2H),

Knucnorta 2,11 - 1,94 (m, 2H)
1-(TpaHc-5-(3-
LMKNONEHTUN-
PEHOKCU)OKTa- o) 68,17 (a,d = 2,7 Ty,
riapoumknoneHTa Ho 1H), 7,21 - 7,03 (W, H)| 40

232 [cJnipon-2- N NN 6,87 - 6,63 (m, 4H), 5,10 1"
kapGOHin)-1H- N= (7491 (m, 1H), 443 | [M+Nal
nipason-3- O H OH (3,40 (M, 4H), 3,06 - 2,83
kapGoHoBa o (M, 3H), 2,24 - 1,38 (m,
kucnoTta 12H)

1-(TpaHc-5-((4- 0 8,57 (c, 1H), 8,33
(TpudbTOpMETUN) o (a,
nipnanH-3- )\\ J =49 Tu, 1H), 8,17 (a4,
in)okcu)okTa- Ho ~N" N U =27 Iy, 1H), 7,60 (o,
riapouuknoneHTa N= J =49 Ty, 1H), 6,76 (4,

233 | cjnipon-2- @ /& OH |y _ 57y 1H), 538 | 41
kapGOHin)-1H- ~ 0 0 5,31 (M, 1H), 4,35 - 3,48
nipason-3- CF, (M, 4H), 3,01 (wwmp, 2H),
kapOoHoBa 2,28 - 2,18 (m, 2H), 2,11
Knucnorta - 2,01 (M, 2H)

0817 (o, J =2,7 'y,
oo e 1, 731 698 . 1)
A 6,78 (4, J = 2,7 Ty, 1H),
in)cdheHokcu)okTa- o) 6.23 - 6,10 (M, 2H), 6,06
rigpouUmnKnoneHTa H N)J\N N ’ _4’4 I ,1H : 0’0_

234 [c]nipon-2- \ (1, J =4,4 Ty, 1H), 5, 411 1

e 1H /@ N 4,95 (M, TH), 4,30 - 3,47 ’
oasons. O T o, 4H), 3.28 - 3,16 (u,
kapGoHOBa 4H), 3,03 - 2,82 (M, 2H),

CHOTE 2,27 - 2,08 (m, 2H), 2,07
- 1,87 (M, 6H)

1-(4-((2- 08,06 (o, J =2,7Tu,
MeTun-3- 1H), 7,64 - 7,58 (m, 2H),
(TpudpTOpMETUN) o] 7,32 (1, J = 7,5 Ty, 1H),
BeH3nn)okeH) NN 6,77 (n, J =2,7 Ty, H)] .0

235 |ninepnamnH-1- FsC /O N 4,67 (c, 2H), 4,03 (wmp, [M-I-,|]'
kapOoHin)-1H- o on [PH), 3,84 - 3,77 (M, 1H),
nipason-3- o) 3,67 - 3,54 (m, 2H), 2,45
kapboHoBa (c, 3H), 2,09 - 2,01 (m,

Knucnorta 2H), 1,84 - 1,73 (m, 2H)
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1-(4-((4-

58,05, J=2,7 L,
H), 7,62 (¢, 1H), 7,50

|
MeTun-3- (A4,

(TpudbTopmeTUn) o] J =78 Tu, 1H), 6,50 (a,
GeH3nm)okcu) NN J = 7,8 Ty, 1H), 6,75 (g,

236 |ninepnaunH-1- FaC /Q N J =27 'y, 1H), 4,61 (c, 412,1
KapBoHin)-1H- ﬁO o PH), 404 (ump, 2H),
nipasorn-3- d 3,79 - 3,72 (M, 1H), 3,62
kapboHoBa (lwmp, 2H), 2,46 (c, 3H),

Kucnorta 2,07 - 1,99 (m, 2H), 1,82
L 1,71 (M, 2H)

(Xnopodopm-d) e

8,10 (a, J = 2,4 I, 1H),

1-(4-(3-(4- 7,53 - 7,50 (M, 1H), 7,44

rigpokcuteTpa- o - 7,39 (M, 1H), 7,37 -

riapo-2H-nipaH-4- ﬁNJ\N N 7,32 (m, 1H), 7,28 - 7,27

in)6ensun)nine- | (m, 1H), 6,91 (o, J = 2,4

237 basum-1- Ho. N N;; My, 1H), 6.69 (ump, 1H)| +1%?2
kap6oHin)-1H- g " 560 (wmp, 1H), 4,03 -
nipason-3- °© 3,85 (M, 8H), 3,60 (c,
kapbokcamia 2H), 2,58 (wwmp, 4H),

225 - 2,18 (M, 2H), 1,73

L 1,70 (m, 3H)
58,03 (g, J=27Tu,
e .75 o
b 8-niazacnipo[4.5] o /.16 (m, 2H), 6,75 (A, J =
g : P 2.4 Ty, 1H), 3,82 (c, 4H),

238 15 Gorin)-1H- N™ TN 3,71 - 3,69 (M, 2H), 2,87 417,2
ni;fason-S- N N= (t, J = 6,6 My, 2H), 2,75
apGonona JOH [le.2H), 2,37 (c, 3H), 1,85
ornora (1, J = 6,6 [y, 2H), 1,77 -

1,70 (M, 4H)
b 8,18 (c, 1H), 7,55 -
1-(TpaHc-5- o 7,45 (m, 2H), 7,45 - 7,33
([1,1"-GicheHin]-2- H PR (M, 2H), 7,33 - 7,21 (m,
inokcm)okrariapo- N™ "NTN 3H), 7,11 - 6,97 (M, 2H),

239 LuknoneHTajc] O Ne= 6,79 (o, d = 2,7 'y, 1H),| 439,8
Mipon-2-kapGoHir)- 0 H OH 5,04 - 493 (m, 1H), 4,23| [M+Na]*
1H-nipason-3- g L 350 (M, 4H), 2,77
kapboHoBa O (wup, 2H), 2,24 - 2,03
Kucnorta (m, 2H), 1,95 - 1,73 (m,

oH)
b 8,18 (c, 1H), 7,64 -
1-(TpaHc-5- 7,47 (M, 4H), 7,47 - 7,35
([1,1'-Gicpe Hin]-4- (M, 2H), 7,35 - 7,20 (M,
inokcu)okTariapo- O H j\ 1H), 7,03 - 6,91 (m, 2H),

240 LmknoneHTalc] N™ N7 6,78 (o, J = 2,7 Ty, 1H),| 439,8
Mipon-2-kapGoHir)- O A 5,13 - 5,01 (m, 1H), 4,39 [M+Na]+

OH
(o}

1H-nipason-3-
kapboHoBa
kncnoTa

L 346 (v, 4H), 3,00
(wmp, 2H), 2,34 - 2,11
(M, 2H), 2,11 - 1,89 (m,

oH)

199




UA 124990 C2

1-(TpaHc-5-(3-

(DMSO-ds) 0 8,89 (a,
J = 2,7 Ty, 1H), 8,62 -

(nipnanH-3- 8,50 (m, 1H), 8,25 (4, J 5
inycdbeHokcu)okTa- o 2,7 Ty, 1H), 8,15 - 8,01
rinpounknonexTa H NJ\N \ (m, 1H), 7,57 - 7,35 (m,
241 (c]nipon-2- /& N%\ 2H), 7,32 - 7,26 (m, 2H)| 419,2
kapOoHin)-1H- B Y H oH [7,06 - 6,90 (M, 1H), 6,74
nipason-3- N~ ° (a, J = 2,6 T, 1H), 5,20 -
kapboHoBa 5,03 (m, 1H), 4,29 - 3,29
kucnoTa (m, 4H), 3,00 - 2,80 (m,
2H), 2,14 - 1,90 (m, 4H)
0 8,61 - 8,55 (m, 1H),
1-(TpaHc-5-(3- 8,15 (4, J = 2,7 Ty, 1H),
(nipnanH-2- 7,91 - 7,78 (m, 2H), 7,47
inycdbeHokcu)okTa- o - 7,42 (M, 2H), 7,38 -
riapoLMKNoneHTa H o~y 7.31 (m, 2H), 6,99 - 6,95
242 (c]nipon-2- /& N (m, 1H), 6,73 (o, J = 2,7| 418,8
kapOoHin)-1H- [ N o H oH [fu, 1H), 5,13 - 5,08 (m,
nipason-3- N ° 1H), 4,38 - 3,51 (m, 4H),
kapboHoBa 2,98 (wwmp, 2H), 2,25 -
kucnoTa 2,15 (m, 2H), 2,05 - 1,95
(M, 2H)
08,52 (n,J=4,0Tu,
2H), 8,16 (a, J = 2,4 I'u,
1-(TpaHc-5-(3- 1H), 7,64 (a, J = 6,2 'y,
(nipnanH-4- 2H), 7,35 (1, J = 7,9 Ty,
inycdbeHokcu)okTa- o 1H), 7,24 (a, J = 8,0 Iy,
riapoLUKNoneHTa H NJ\N N 1H), 7,13 (T,
243 (c]nipon-2- /& N J =20 lu, 1H), 6,97 { 419,1
kapboHin)-1H- B o H on 6,93 (m, 1H), 6,75 (a4, J =
nipason-3- N~ °© 2,6 My, 1H), 5,05 - 4,98
kapboHoBa (m, 1H), 4,31 - 3,79 (m,
KucnoTta 4H), 2,92 (wwmp, 2H),
2,41 - 2,28 (m, 2H), 1,92
(g, J=13,6 'y, 2H)
° 08,64 (n,J =4,0Tu,
1H), 8,47 - 8,41 (m, 1H),
_ 1-{Tpanc-5-(2- H o~y 8.16 (0, J = 2,8 [y, 1H),
(nipnauH-3- NN
in)deHokcn)okTa- /& N== 8,00 - 7,93 (m, 1H), 7,49
riApoYyKIIoneHTa © H OH -7f57'i4(2M %)1;‘)1’ 17-’37801_
244 [c]n|p0r_|-2- 7 o ('\’A, 2H): 6,7é (L’l, J = ,2,8 419,0
kapGoHin)-1H- |
nipazon-3- ~_N My, 1H), 5,07 - 5,01 (m,
kapGoHosa 1H), 4,19 - 3,52 (m, 4H),
CHOTE 2,78 (wmp, 2H), 2,17 -
2,02 (M, 2H), 1,96 - 1,82
(M, 2H)
08,13 (n,Jd =27 Iy,
1H), 7,62 - 7,59 (m, 2H),
(R)-1-(2- 7,45 - 7,38 (M, 4H), 7,34
MeTun-4-((3- - 7,29 (m, 2H), 6,83 (a, J
metun-[1,1'- o) = 2,7 'y, 1H), 4,66 (wwp,
GiceHin]-4- O (\NJ\N \ 1H) 4,27 - 4,23 (m, 1H),
245 finymeTtun)ninepa- O N\) . 3,57 (c, 2H), 3,51 - 3,41 419,3
3UH-1-kapBOOoHI)- “ OH (m, 1H), 2,93 - 2,89 (m,
1H-nipason-3- d 1H), 2,83 - 2,79 (m, 1H),
kapboHoBa 2,50 (¢, 3H), 2,45 - 2,40
KucnoTta (m, 1H), 2,31 - 2,23 (m,

1H), 1,43 (a, J = 6,9 T,

SH)
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5811 (0, J = 2,7 T,
1H), 7,61 - 7,58 (M, 2H),

(S)-1-(2- 7,43 - 7,37 (m, 4H), 7,33
MeTIn-4-((3- | 7,28 (w, 2H), 6,81 (a, J
MeTun-[1,1'- o} = 2,7 'y, 1H), 4,64 (wwmp,
GicheHin]-4- O ﬁn*n \ 1H), 4,26 - 4,21 (m, 1H),

246 |imymeTun)ninepa- O N\)\ . 3,56 (c, 2H), 3,50 - 3,40 419,3
31H-1-KapOOHin)- on |M, 1H), 291 - 2,87 (m,
1H-nipason-3- o 1H), 2,81 - 2,77 (m, 1H),
kapboHoBa 2,48 (c, 3H), 2,43 - 2,31
KucnoTta (m, 1H), 2,30 - 2,22 (m,

1H), 1,43 (o, J = 6,9 Iy,
3H)
5810 (4, J = 2.7 Tu,
1H), 7,45 - 7,42 (m, 2H),
MeTﬁ,F,:)_Z_'((é'_ 7.40 - 7,25 (m, 5H), 7,18
MeTun-[1,1'- o - 7,16 (m, 1H), 6,80 (a, J
Gicberin]-4- O Pe = 2,7 Ty, 1H), 4,72 (wwp,
247 |imymeTun)ninepa- NN 1H), 4,36 - 4,32 (v, TH), .
pa N, N 3,68 - 3.47 (w, 3H), 2,99 4195
k- 1-KapOoKir)- ' OH | 2,95 (w, 1H), 2,88 -
1;;2:,235;’; > ° D84 (M, 1H), 2,45 - 2,40
kncnota (M, 1H), 2,37 - 2,33 (m,
1H), 2,30 - 2,26 (m, 3H),
1,43 (1, J = 6,8 I, 3H)
5 9,55 - 9,48 (m, 1H),
9,24 - 9,17 (m, 1H), 8,14
(nip;;;;)::j?_(s_ (, J = 2,7 'y, 1H), 8,01 -
- 7,96 (m, 1H), 7,52 - 7,43
i) cheHoKem)okTa- ) i Ay 74T et

248 {L’?ﬁ;ﬂﬁgi’”e”m /EQ* " 2H), 7,11 - 7,05 (m, 1H)| .09
kapBoHin)-1H- NS o ™~"\ o B74 (8 J =27 Ty 1H), ’
nipa30n_3_ N.__~ o] 5,17 - 5,08 (M, 1H), 4,41
kapBGoHOBa - 3,53 (m, 4H), 3,01
kncnoTa (wup, 2H), 2,28 - 2,12

(m, 2H), 2,09 - 1,96 (m,

2H)
58,80 (0, J = 4,0 I,
ipimn 2H), 8,16 (1, J = 2.8 I
in)ceHokcu)okTa- o 1H), 7,96 - 7,91 (m, 2H),
riZpOLIMKIIONeHTa H o~ A 7,41 - 7,31 (m, 2H), 7,07

249 [c]nipon-2- /&N Ng,\\ - 7,01 (m, 1H), 6,74 (8, J| 4494
kapboHin)-1H- Nﬁ/©\° ¥ on [ 2,8 u, 1H), 5,15 - 5,08 '
nipason-3- K/N o (M, 1H), 4,35 - 3,53 (m,
kapGoHoBa 4H), 3,01 (wwmp, 2H),

2,25 - 2,15 (m, 2H), 2,06
kucroTa

- 1,97 (v, 2H)
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0 8,569 - 8,57 (M, 1H),
8,07 (o, d = 2,7 Ty, 1H),
7,88 - 7,82 (M, 2H), 7,76

MeTf/IIJq'I)-Z--((Zz-- (. 1H), 7.71 - 7.68 (m,

. 1H), 7,40 - 7,32 (m, 2H),
MeTl/I6J'I-4-(I'IIpVILI,VIH- A j,\ 6,76 (1. J = 2.7 Ty, 1H)
2-imGeHsun)nine- SN (\N N ' ' ' ' ’

T N\ 4,68 (wup, 1H), 4,30 -
2 RapGonin) 1H- NN "%ﬁ 425 (w, 1H), 355 (¢ 20
o4, SO M), 345 -3,44 (m, 1H),
Kap oo 2,89 - 2,85 (M, 1H), 2,78
o L 2,74 (m, 1H), 2,51 (¢,
3H), 2,41 - 2,36 (M, 1H),
2,28 - 2,24 (m, 1H), 1,40
(a4, J =66 Ny, 3H)
0812 (a,J =27 T,
1-(4-(3-(n- 1H), 7,31 (1, d = 7,8 'y,
roninokcu)6eHsnn) o 1H), 7,17 - 7,02 (m, 3H),
ninepasuH-1- S N 7,02 - 7,01 (m, 1H), 6,91
251 [kapGorin)-1H- LYY Fe8e m 3H), 680 (o J 4212
nipason-3- ° oH [F2,7 Iy, 1H), 3,88 (wmp,
kapboHoBa ° 4H), 3,72 (c, 2H), 2,75 (T,
KucnoTta J =51 Ty, 4H), 2,31 (c,
3H)
1-(TpaHc-5-((3-
Xrop-5- 07,95 - 7,86 (M, 1H),
hTOpOEH3NM) o 7,23 - 7,17 (wmp, 1H),
OKCUH)OKTAarigpo- H N)J\N N\ 7,13 - 6,98 (M, 2H), 4,48
259 LuknoneHTalclnipo o /& N (c, 2H), 4,27 - 4,16 (M, 443,8
In-2-kapOoHin)-4- o H oH [TH), 4,16 - 3,41 (m, 4H),| [M+Na]*
MeTun-1H- ° 2,99 - 2,80 (wmp, 2H),
nipason-3- F 2,26 (o, J = 0,9 u, 3H),
kapboHoBa 2,19 - 2,01 (m, 2H), 1,87
KucnoTta - 1,71 (M, 2H)
0811 (a,J=27Tu,
(R)-1-(4-((3- 1H), 7,64 - 7,61 (m, 2H),
cpTop-[1,1" 7,56 - 7,51 (M, 1H), 7,47
GicheHin]-4- o - 7,42 (M, 3H), 7,38 -
inymeTun)-2- O (\NJKN \ 7,33 (m, 2H), 6,82 (8, J =
253 [meTunninepasux- O NJ N 2.4 Ty, 1H), 4,65 (ump,| 4232
1-kap6oHin)-1H- on |1H), 4,28 - 4,23 (m, 1H),
nipason-3- F d 3,67 (c, 2H), 3,54 - 3,45
kapboHoBa (m, 1H), 2,96 - 2,81 (m,
kucrota 2H), 2,46 - 2,27 (M, 2H),
1,45 (n,J =6,9 T, 3H)
1-(TpaHc-5-(3- 08,16 (g, J = 2,7 'y,
MeTUn-4- 1H), 7,561 (o, J = 8,7 'y,
(TpudpTopmeTUn)d o 1H), 6,92 - 6,84 (m, 1H),
€HOKCU) OKTa- H L 6,84 - 6,78 (M, 1H), 6,74
254 rigpouUmnKnoneHTa FsC NT N7 (n,J=2,7Tu, 1H),5,11 { 4458
[c]nipon-2- ;O\ N= 5,01 (M, 1H), 4,39 - 3,50, [M+Na]*
kapboHin)-1H- © H SO0 |, 4H), 3,06- 2,85 (m,
nipason-3- 2H), 2,48 - 2,33 (M, 3H),
kapboHoBa 2,27 - 2,09 (m, 2H), 2,09
Knucnorta - 1,92 (M, 2H)
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1-(TpaHc-5-((3-

(TpudpTOpMETUN)
GEH3UM)OKCK) o 58,18 - 7,96 (m, 1H),
oKTariapOLMKIO- H o~ 7.68 - 7,41 (M, 4H), 6,78

255 [nenTalc]nipon-2- o &f N= - 6,62 (M, 1H), 4,60 | 423,8
kapGoHin)-1H- s j@ﬂo H oH (4,48 (m, 2H), 4,40 - 3,66
nipason-3- ° (M, 5H), 2,98 - 2,67 (M,
kapboHoBa 2H), 2,29 - 2,05 (M, 2H),

KnucnoTta 1,91 - 1,68 (m, 2H)
1-(TpaHc-5-(2- 08,18 (g, J = 2,7 'y,
MeTun-3- 1H), 7,27 (1, J = 8,0 Iy,
(TpudpTopmeTUn)d o 1H), 7,21 - 7,14 (m, 2H),
€HOKCU) OKTa- H IS 6,76 (8, J = 2,7 Ty, 1H),

256 rigpouuknoneHTa N™ TN 5,13 - 5,08 (M, 1H), 4,38 4412
[c]nipon-2- N= - 3,56 (M, 4H), 3,02 [M+NH4]*
kap6oHin)-1H- FoC © H g0 (wmp, 2H), 2,96 (a, J =
nipason-3- 1,4 Iy, 3H), 2,28 - 2,15
kapboHoBa (m, 2H), 2,08 - 1,96 (m,

Kucnorta 2H)
(Xnopodopm-d) e
8309 (pu J = 257 rL'l! 1H)!
) 5. 7,60 (c, 1H), 7,53 - 7,51
| H(ERAR)-2 (M, 2H), 7,46 - 7,41 (m,
1H), 6,90 (a, J = 2,7 Ty,

(MeTun(3- o) 1H
), 6,68 (wwmp, 1H),

(TpudbTOpMETUN) IS
257 [6eH3nn)amiHo) O N 5,67 (ump, 1H), 430 1 45,5
ninepnank-1 F“C\Oﬁrlv‘“‘“ N 4.21 (m, TH), 4,14 - 4,07 !
- NH.
kapGoHin)-1H- g " (m, 1H), 3,64 (wmp, 2H),
nipason-3- 3,52 - 3,42 (m, 1H), 2,81
apGOCamn (wnp, 1H), 2,20 (c, 3H),
2,07 - 2,03 (m, 2H), 1,81
- 1,67 (m, 2H), 1,49 (n, J
= 6,3 I'u, 3H)
1-(4-meTun-4- 08,18 (g, J = 2,4 'y,
(meTun(3- o 1H), 7,69 - 7,67 (m, 2H),
(TpudpTopmeTnn) 1 7,56 - 7,51 (m, 2H), 6,88

58 GeH3un)amiHo) /@VL N N7 (o, J=24Tu, 1H), 3,94 - 446,1
ninepuanH-1- F3C N 3,82 (M, 4H), 3,72 (c| [M+Na]*
kapOoHin)-1H- d NH; PH), 2,15 - 2,08 (m, 5H),
nipason-3- 1,75 - 1,68 (M, 2H), 1,15
kapbokcamia (c, 3H)

(Xnopodopm-d) e
i 5 8,07 (4, d = 2,7 Ty, 1H),
MeT:”f_(f_S’A'R) 2 760 - 7,42 (M. 4H). 6,90
(a, J = 2,7 'y, 1H), 6,70
(meTun(3- o
IS (wup, 1H), 5,94 (wwup,
(TpudbTOpMETUN)

259 [benaun)amiro) CNK Ny 1M, 4.88 - 4.86 (M 1)) 4045

inepaMH-1 - FaC N N== 4,43 - 4,39 (m, 1H), 3,68 ’
bua @AI N f(unp, 2H), 3,23 - 3,15

kapOoHin)-1H- © (M, 1H), 3,02 (wwp, 1H)

nipason-3- ! T Al ' Y

kapbokcamia

224 (c, 3H), 2,24 - 1,63
(M, 4H), 1,37 (a, J = 6,9

My, 3H)
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(Xnopodopm-d) e
8,07 (g, J = 2,7 Ty, 1H),

1-((2R,4S)-2- 7,60 - 7,41 (m, 4H), 6,90
MeTUn-4- (a, d = 2,7 'y, 1H), 6,70
(meTun(3- o] (wup, 1H), 5,91 (wwmp,
(TpudbTOpMETUN) N)kN N 1H), 4,88 - 4,84 (m, 1H),

260 [GeH3un)amiHo) FiC ,O . 4,43 - 438 (m, 1H), 3,66 424,2
ninepuamH-1- @AT xw, |(Wmp, 2H), 3,23 - 3,15
kapboHin)-1H- o (m, 1H), 3,03 - 3,00 (m,
nipason-3- 1H), 2,23 (c, 3H), 1,98 -
kapbokcamia 1,83 (m, 3H), 1,76 - 1,62

(M, 1H), 1,65 (a, J = 5,4

My, 3H)
88,24 (a,J=3,0Tu,
1-(TpaHc-5-(3- 1H), 7,85 (a, J = 3,3 Iy,
(Tiason-2- 1H), 7,56 (a, J = 3,3 Iy,
in)cdheHokcu)okTa- o] 1H), 7,48 - 7,41 (m, 2H),
rigpouUmnKnoneHTa H NJ\N N 7,37 - 7,31 (m, 1H), 7,04

261 (c]nipon-2- /& . - 6,98 (M, 1H), 6,82 (a4, J|  425,1
kapOoHin)-1H- <Nj/©\o H on =2,7Tu, 1H), 5,17 - 5,06
nipason-3- \s o (M, 1H), 4,31 - 3,58 (M,
kapOoHoBa 4H), 3,11 - 2,88 (M, 2H),
kucrota 2,28 - 2,12 (m, 2H), 2,10

- 1,97 (m, 2H)
0 8,95 (c, 1H), 8,16

1-(TpaHc-5-(3- (a, J = 2,7 'y, 1H), 8,13
(Tiason-5- (c, 1H), 7,33 - 7,25 (m,
in)cdheHokcu)okTa- o 1H), 7,18 - 7,12 (m, 1H),
rigpounknonenTa H o 7,11 - 7,08 (m, 1H), 6,87

262 (c]nipon-2- /& N - 6,83 (M, 1H), 6,75 (a, J| 4251
kapOoHin)-1H- N/YQ\O H KOH = 2,7 'y, 1H), 5,01 - 4,96
nipason-3- s o (M, 1H), 4,41 - 3,65 (M,
kapboHoBa 4H), 2,91 (wwmp, 2H),
kucrota 2,42 - 2,28 (m, 2H), 1,90

(8, J = 13,6 'y, 2H)

1-(4-(4-pTOPp- 0813 (a,J=25Tu,

13- 1H), 7,35 - 7,26 (m, 2H),
cheHokcubenann) . i 7,23 - 7,15 (m, 3H), 7,11

o3 [inepasuk-1- @ j@vﬁn N - 7,06 (, 1H), 7,96 | 4o
kapOoHin)-1H- o NS N 7,94 (m, 2H), 6,82 (A, J 5 ’
nipason-3- g °" 25 Ty, 1H), 3,87 (wmp,
kapboHoBa 4H), 3,73 - 3,62 (M, 2H),

Kucnora 2,88 - 2,61 (M, 4H)
08,11 (n,J =27 Iy,
1-(4-(3-((3- 1H), 7,90 - 7,87 (m, 1H),
cbTOPNIpUANH-2- 7,70 - 7,64 (m, 1H), 7,40
in)okcu)6eHann) i (1, J = 7,8 Ty, 1H), 7,25

o4 [Minepasu-1- N /©th N (A, J=78Tuy 1H), 720,00 4
KapGOHr)-1H- S NS R c. 1H), 717 - 7.12 (m, :
nipason-3- F g o1 [1H), 7,11 - 7,06 (m, 1H),
kapboHoBa 6,79 (8, J = 2,7 Ty, 1H),
Kucnorta 3,89 (wwmp, 4H), 3,76 (c,

OH), 2,77 - 2,74 (M, 4H)

204
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265

1-(4-(3-((5-
chTopnipuanH-3-
inmjokcn)beHsun)nin
epasnH-1-
kapboHin)-1H-
nipason-3-
kapboHoBa
kncnoTa

5822 (n, J=24Trw,
1H), 8,17 (a, J = 2,1 Ty,
1H), 8,06 (g, J = 2,7 Ty,
1H), 7,42 (r, J = 7,8 T,
1H), 7,28 - 7,23 (M, 2H),
7,16 (c, 1H), 7,05 - 7,01
(M, 1H), 6,73 (a, J = 2,7
My, 1H), 3,86 (wup, 4H),
3,60 (c, 2H), 2,65 - 2,51
(M, 4H)

426,3

266

1-(4-(3-((5-
cbTOPNIpUANH-2-
injokcn)oen3un)
ninepasuH-1-
kapboHin)-1H-
nipason-3-
kapboHoBa
kncnoTa

5812 (a, J = 24w,
1H), 8,05 - 8,00 (M, 1H),
7,72 - 7,62 (M, 1H), 7,43
L 7,32 (M, 1H), 7,26 -
7,18 (M, 1H), 7,15 - 7,14
(M, 1H), 7,07 - 6,98 (M,
oH), 6,88 - 6,79 (M, 1H),
3,91 (wwp, 4H), 3,83 -
3,79 (M, 2H), 2,81 (Lmp,
4H)

426,3

267

1-(TpaHc-5-(3-
(TeTparigpo-2H-
nipaH-4-
in)cdheHokcu)okTa-
rigpouUmnKnoneHTa
[c]nipon-2-
kapboHin)-1H-
nipason-3-
kapboHoBa
kncnota

58,14 (g, J = 2,7 Ty,
1H), 7,31 - 7,10 (m, 1H),
6,85 - 6,67 (M, 4H), 5,12
L 495 (M, 1H), 4,46 -
3,42 (M, 8H), 3,03 - 2,87
(unp, 2H), 2,84 - 2,68
(M, 1H), 2,30 - 2,08 (M,
oH), 2,07 - 1,90 (M, 2H),
1,90 - 1,71 (M, 4H)

448,1
[M+Na]*

268

1-(TpaHc-5-(2-
(TeTparigpo-2H-
nipaH-4-
in)cdheHokcu)okTa-
rigpouUmnKnoneHTa
[c]nipon-2-
kapboHin)-1H-
nipason-3-
kapboHoBa
kncnota

5821 (a,d=27Tw,
1H), 7,21 - 7,11 (m, 2H),
6,93 (0, J = 7,5 T, 2H),
6,81 (0, J = 2,7 Ty, TH),
5,08 - 5,01 (M, 1H), 4,29
L 352 (M, 8H), 3,28 -
3,11 (m, 1H), 3,01 (mp,
OH), 2,28 - 2,12 (M, 2H),
207 - 1,93 (M, 2H), 1,88
- 1,66 (M, 4H)

4482
[M+Na]*

269

1-(4-(3-xnop-5-
(nipuMianH-5-
iny6ensun)nine-
pasuH-1-
kapboHin)-1H-
nipason-3-
kapboHoBa
kucrorta

5 9,16 (c, 1H), 9,08
(c, 2H), 8,12 (0, J = 2,7
My, 1H), 7,70 (c, 1H),
7,68 (c, 1H), 7,56 (c, 1H),
6,80 (a, J = 2,7 'y, 1H),
3,88 (wup, 4H), 3,72 (c,
oH) , 2,67 (1,J = 4,8 Ty,
4H)

4271

270

4-xrop-1-(4-(3-
(nipuMianH-5-
iny6ensun)nine-
pasuH-1-
kapboHin)-1H-
nipason-3-
kapboHoBa

KUCIOTa

58,84 (0, J=438T,
oH), 8,41 (c, 1H), 8,33 -
8,29 (M, 1H), 8,12 (c,
1H), 7,54 - 7,45 (M, 2H),
7,38 - 7,34 (m, 1H), 3,86
(wnp, 4H), 3,67 (c, 2H),

2,63 - 2,59 (M, 4H)

427,3
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(Xnopodopm-d) e
8309 (pu J = 257 rL'l! 1H)!

(8)-1-(4-(3- 7,61 - 7,53 (m, 3H), 6,90
X1op-5- CF, o (0, J = 2,7 Ty, 1H), 6,64
(TpchbTOPMETMN) e (wmp, 1H), 5,52 (wmp,

o7q [peH3UN)-2- /@vﬁN NN fiH), 465 (unp, TH)| 40
MeTUnninepasuH- cl N\)\ N= 4.31 - 4,27 (m, 1H), 3,63 ’
1-kap6oHin)-1H- NHp 3,47 (m, 3H), 2,88 -
nipason-3- Y 2,84 (m, 1H), 2,69 - 2,65
kapbokcamia (m, 1H), 2,38 - 2,24 (m,

oH), 1,51 (g, J = 6,9 'y,

3H)
(Xnopodopm-d) e
8,09 (a, J = 2,7 Tu, 1H),
(R)-1-(4-(3- 7,61 - 7,53 (M, 3H), 6,90
X1Op-5- CF, o (0, J = 2,7 Ty, 1H), 6,65
(TpuchTopmeTn) P (wmp, 1H), 5,61 (ump,

7o [BEH3NN)-2- /@vﬁN NN 1H), 4,66 - 4,64 (M, 1H)| o0
MeTUnninepasuH- cl N\) N= 4.31 - 4,27 (m, 1H), 3,63 ’
1-kap6oHin)-1H- NH, 3,565 (M, 1H), 3,54 -
nipason-3- o 3,46 (M, 2H), 2,88 - 2,84
kapbokcamia (m, 1H), 2,69 - 2,65 (m,

1H), 2,38 - 2,24 (M, 2H),

1,51 (g, J =6,9 'y, 3H)
1-(TpaHc-5- (DMSO-ds) 0 8,25 (a4,
(([1,1'-GicheHin]-3- U =24 Tu, 1H), 7,76 (c,
inMeTnn)amMiHo) o 1H), 7,76 - 7,66 (M, 2H),
OKTariapOLMKIIO- H o~ 7,62 - 7,59 (m, 1H), 7,49

273 [neHTa[c]nipon-2- O /& h%\ - 7,40 (m, 5H), 6,75 (0, J| 431,2
kapGoHin)-1H- O N H S F 2,2 Ty, 1H), 3,97 (c,
nipason-3- 4H), 3,56 (wwmp, 3H),
kapboHoBa 2,87 (wwmp, 2H), 1,89 (a4,
Knucnorta J=5,1Tu, 4H)

1-(4-(4-xnop-3- 58,11 - 8,09 (M, 2H),
(Tiason-2- o 7,95 (o, J = 3,3 'y, 1H),
iny6ensun)nine- cl )J\ 7,76 (o, J = 3,3 'y, 1H),

074 PAIMH-1- NN 7,56 - 7,53 (m, 1H), 7,49 05,
kap6oHin)-1H- Ne NS M= - 7,45 (m, 1H), 6,78 (a, J ’
nipason-3- &,s OH =27 'y, 1H), 3,87 (lwmp,
kapboHoBa c 4H), 3,71 (c, 2H), 2,68
Kucnorta (lwmp, 4H)

1-(4-((3-xn10p- 58,06 (1, J = 2,8 Iy,
5-(TpudpTOopMETHUN) o 1H), 7,69 (c, 1H), 7,63 -
Genaum)okem) o 7,61 (m, 2H), 6,76 (8, J =

275 ninepmuanH-1- FoC /Q e 2,8 'y, 1H), 4,69 (c, 2H), 449 1
KapBoHin)-1H- \QAO o [h08 (wwp, 2H), 3,84 | [M+NHd*
nipason-3- o 3,78 (m, 1H), 3,68 - 3,65
kapboHoBa cl (m, 2H), 2,10 - 2,03 (m,
Knucnorta 2H), 1,85 - 1,83 (m, 2H)

1-(4-((4-xn10p- 58,24 (n, J = 2,7 Ty,
3-(TpudpTopmeTUN) o 1H), 7,76 (c, 1H), 7,63 -
GEH3NIT)OKCH) L 7,56 (m, 2H), 6,75 (a4, J 5

o7 [inepuanH-1- O/@ N 07 Ty, 1H), 4,64 (c, 2H)| 4541
kapGoHin)-1H- FoC N= 4,05 (wup, 2H), 3,82 4 [M+NaJ*
nipason-3- CIDA g o1 B.75 (m, 1H), 3,66 - 3,60
kapboHoBa (m, 2H), 2,08 - 2,00 (m,
kucnoTa PH), 1,84 - 1,81 (M, 2H)

206
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1-(4-((5-xnop-

2-(TpudpTopmeTUn)

58,04 (a,J=21Tw,
1H), 7,78 (c, 1H), 7,68 -
7,63 (M, 1H), 7,60 - 7,46

o
GeH3nn)oKcK) CFs /O N\ (m, TH), 6,75 (g, J = 2,1
ninepmuanH-1- N My, 1H), 4,75 - 4,64 (m, )
277 \apBowin)-1H- o bH), 4.05 (wmp, 2H)|+30.0 IM-H]
nipason-3- 3,85 - 3,75 (m, 1H), 3,66
kapboHoBa a - 3,62 (M, 2H), 2,10 -
Kucnora 1,96 (M, 2H), 1,86 - 1,73
(M, 2H)
] N 58,00 (n, J=27Tuy,
n 11'-6(5Ti§>11?n?-3- H), 7,64 - 7,55 (m, 2H),
iJ'II\/,IeTOKCl/I)OKTa- o 7,53 - 7,45 (m, 2H), 7,45
) H B - 7,19 (m, 5H), 6,70 (8, J
riapouuknoneHTa NN L 57 . 1H). 450 (o
278 [clnipon-2- ) ,& w27 T TH 450 (o) 45
kapBoHin)-1H- o>k on i), 4.30 - 4.04 (. 24D, ’
: Q d 4,04 - 3,72 (m, 3H), 2,88
nipason-3-
kapGoHoBa - 2,64 (m, 2H), 2,22 -
oo 2,01 (m, 2H), 1,90 - 1,67
(M, 2H)
5823 (o, J=27TIu,
1-(ume-5-([1,1" H), 7,70 - 7,58 (M, 3H),
GicpeHin]-3- 7,58 - 7,50 (M, 1H), 7,50
iMMEeTOKCH)OoKTa- o - 7,39 (M, 3H), 7,39 -
riapouumknoneHTa H N*N N 7,28 (m, 2H), 6,85 (4, J 5
279 [c]nipon-2- O & N 0.7 Iy, 1H), 4,56 (c, 2H)| 432,2
kapGOHin)-1H- C o™ H o 14,32 - 4,21 (m, 1H), 4,20
nipason-3- ° - 3,51 (wnp, 4H), 3,03 -
kapboHoBa 2,87 (m, 2H), 2,23 - 2,08
KucnoTta (m, 2H), 1,90 - 1,71 (m,
2H)
5 8,06 - 7,98 (M, 1H),
{-(rpatc5- 7,61 - 7,53 (M, 2H), 7,47
~ATPaHG - 7,36 (M, 2H), 7,36 -
(1 ooy I 2l
ummonema[gp . (M, 1H), 7,11 - 7,02 (m,
280 [nipon-2-kapGoHin)- ) /& . H), 6,90 - 6,81 (m, 1H)|  4q4 g
5,13 - 5,00 (M, 1H), 4,29
4-metun-1H- O o H ot 548 (m 4H), 3.07 -
nipason-3- ° ; : S
kapGOHOBA 2,84 (M, 2H), 2,32 (a0, J =
HCIOTa 0,9 Mu, 3H), 2,25 - 2,09
(M, 2H), 2,08 - 1,88 (m,
oH)
1-(TpaHc-5- 5 7,96 (c, 1H), 7,48 -
([1,1'-GicheHin]-2- 7,42 (m, 2H), 7,37 - 7,31
inokcu)okTariapo- (m, 2H), 7,29 - 7,22 (m,
LmknoneHTalc] /&/ 3H), 7,05 - 6,95 (M, 2H), 454 2
281 |nipon-2-kapGoHin)- 497 - 4,91 (m, 1H), 4,174 o
4-metun-1H- 3,48 (M, 4H), 2,73 (wup,
nipason-3- PH), 2,25 (¢, 3H), 2,15 -
kapboHoBa 2,05 (m, 2H), 1,85 - 1,75
kucnoTta (m, 2H)

207
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08,02 (n,Jd =24Tru,
1H), 7,46 (g, J = 2,4 'y,

MeTlK(czzméi::v?r?)-z cl 1H), 7,40 - 7,37 (m, 1H),
b 8-niazacnipo[4.5] o 7,07 - 7,05 (m, 1H), 6,74
ka8 ' P (0, J = 2,4 Ty, 1H), 4,21

282 Eap60Hin)-1H- N Nh\\ (c, 2H), 3,88 - 3,82 (M| 4332
nipason-3- -0 N 5H), 3,68 (wmp, 2H),
kapGoHOBa ¢ OH 1331 - 3,28 (M, 2H), 3,15
CHOTE (c, 2H), 2,00 (1, J = 6,8

My, 2H), 1,84 - 1,72 (m,
4H)

08,10 (n, d = 2,7 'L,
1H), 7,65 - 7,62 (m, 2H),

(R)-1-(4-((3- 7,48 - 7,41 (m, 3H), 7,36
MeTokcu-[1,1'- - 7,31 (M, 1H), 7,24 -
GicheHin]-4- o 7,22 (M, 2H), 6,79 (1, J =
inymeTun)-2- O (\N)J\N N 2,7 Ty, 1H), 4,77 - 4,76

283 |MeTunninepasuH- O NJ N (M, 1H), 4,45 - 4,41 (m, 4352
1-kap6oHin)-1H- " on [1H). 3,94 (c, 3H), 3,87 (c,
nipason-3- A2 d 2H), 3,57 - 3,47 (m, 1H),
kapGoHoBa 3,14 - 3,09 (m, 1H), 3,02
KucnoTta - 2,98 (M, 1H), 2,72 -

2,59 (M, 2H), 1,46 (a, J =
6,9 'y, 3H)
(Xnopodopm-d) e

1-(2-(3- 8,05 (a4, J = 2,7 Ty, 1H),
(TpudpTopmeTnn) o 7,59 (c, 1H), 7,52 - 7,50
GeHaun)-2,8- . S (M, 2H), 7,45 - 7,40 (M,

284 niasacnipo[4.5] <j© . 1H), 6,90 (a, J = 2,7 Ty, 436.2
nekaH-8- N NH, 1H), 6,66 (wump, 1H), ’
kapGoHin)-1H- Facd d 5,56 (wwmp, 1H), 3,80 -
nipason-3- 3,62 (m, 6H), 2,64 (1, J =
kapbokcamia 6,9 'y, 2H), 2,44 (c, 2H),

1,76 - 1,68 (M, 6H)

1-(2-(2,5- 08,02 (n,Jd =24Tru,
nMxnopbeHsnn)- Cl o 1H), 7,54 (g, J = 2,4 'y,
2,8-aiaszacnipo[4.5] )J\ 1H), 7,38 - 7,36 (m, 1H),

285 inekaH-8- Q GO\J N N\ 7,28 - 7,25 (m, 1H), 6,74 4372
kapOoHin)-1H- cl N N (a, J =2,4 Ty, 1H), 3,95 - '
nipason-3- onf72 (M, 6H), 2,77 - 2,74
kapboHoBa o (m, 2H), 2,62 (c, 2H),

Kucnota 1,81 - 1,68 (M, 6H)

1-(2-(2,3-
nMxnopbeHsnn)- o 568,02 (a, d = 2,7 Iy,
2,8-aiaszacnipo[4.5] ci 1 1H), 7,50 - 7,44 (m, 2H),

286 InekaH-8- \Q\ O@“ N7 7,31 - 7,26 (m, 1H), 6,73 4372
kap6oHin)-1H- c N N= (0, J =2,7 'y, 1H), 3,94 - :
nipason-3- OH 3,53 (M, 6H), 2,83 - 2,78
kapboHoBa (m, 2H), 2,66 (c, 2H),

KucnoTta 1,82 -1,70 (M, 6H)

1-(8-(3- 08,22 (n,Jd=24Tru,
(TpudbTOpMETUN) 1H), 7,88 (c, 1H), 7,80 -
GeHaun)-2,8- Fac\Q\ o 7,76 (M, 2H), 7,73 - 7,65
niasacnipo[4.5] 1 (m, 1H), 6,80 (o, J = 2,4

287 |nekaH-2- NQCN N7 My, 1H), 4,32 - 415 (m,| 4372
kapOoHin)-1H- N= 2H), 4,07 - 4,02 (M, 2H),
nipason-3- g °" 13,86 - 3,58 (m, 2H), 3,32
kapboHoBa - 3,09 (M, 4H), 2,17 -

Kucnota 1,88 (m, 6H)

208
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58,16 (0, J = 2,7 T,

1-(4-(3-(2- 1H), 7,33 - 7.21 (M, 1H
g"eTO"C”OPe”O"C”) | 1 7,2)0 719 (w, 1H), 7,1)8
eH3nmNinepasmx 0 (\N N |"713 (w, 1H), 7.08 -

288 | 1-kapboHin)-1H- @EO/Q\/N\) h%r 6,95 (w, 4H), 6.85 - 6,81 372
:;‘:%30‘:‘02’3 JOH [, 2H), 3,93 (up, 4H),

3,82 - 3,78 (M, 5H), 2,85
kncnota (uvp. 41)
1-(umc-5-((2-
MeTun-3- 58,18 - 7,90 (m, 1H),
(TpudpTOpMETUN) o 7,63 - 7,48 (m, 2H), 7,35
GEH3UM)OKCK) H 1 - 7,15 (M, 1H), 6,77 -

ogg [oKTariapouukmo- &’,‘ E\\ 6,62 (M, 1H), 4,62 - 4,47 4598
newTalc]nipon-2- Fsc\ﬁjﬁow Y .. [m 2H), 440 - 352 (m| [M+Nal*
kap6oHin)-1H- o 5H), 2,98 - 2,69 (wwmp,
nipason-3- OH), 2,48 - 2,30 (M, 3H),
kapboHoBa 2,28 - 2,07 (M, 2H), 1,91
KucnoTta - 1,72 (M, 2H)

4-metun-1-
(TpaHc-5-((3-
(TpudpTOpMETUN) o 57,95 (@, J=08T"Tu,
GEH3UM)OKCK) H P e 1H), 7,77 - 7,44 (m, 4H),

290 oKTarigpouunkno- /&‘ ’Il\\ 4,56 (c, 2H), 4,38 - 4,20 4378
neHtalc]nipon-2- FaC. o Y (m, 1H), 4,20 - 3,42 (m, ’
kapGoHin)-1 H- \OA ¢ WH), 3,03 - 2,75 (ump,
nipason-3- 2H), 2,30 (a, J = 0,8 Iy,
kapGoHoBa 3H), 2,21 - 2,00 (M, 2H),

Knucnorta 1,90 - 1,68 (M, 2H)
5811 (a,J=27Tw,
1H), 7,54 - 7,64 (M, 5H),
me[ﬁ'y',(_d"((?" 7,42 - 7,47 (w, 2H). 7,33
Bichonin-4- o L 7,38 (m, 1H), 6,82 (a, J
T2 O 1 = 2.7 [y, 1H), 4,66 (LM,

291 [veTunnine - K\N N 1H), 4,24 - 4,28 (m, 1H), 439,2
epasn N, N 3,68 (c, 2H), 3,45 - 354 439
;i'szggﬁfg‘_‘)'m' L oH |m, 1H), 2,90 - 2,95 (m,
KanGOonona d 1H), 2,80 - 2,84 (m, 1H),
ACTIOTA 2,44 - 2,49 (m, 1H), 2,30
L 2,38 (w, 1H), 1,47 (g, J
= 6,0 'y, 3H)

5811 (a,J=27Tw,
1H), 7,33 - 7,28 (m, 1H),
7,12 - 7,06 (m, 3H), 7,05
i
s o R Inomas
. F s L, , 4y LLnp,

202 [t T gy T.% 1H), 4,27 - 4,23 (w, 1H)|  439,1
nipa:?on-S- ° / on 13,65 - 3,61 (m, 1H), 3,54
KanGOonona S L 341 (m, 2H), 2,92 -

2,88 (M, 1H), 2,78 - 2,74
kncnota

(M, 1H), 2,38 - 2,27 (m,
oH), 1,38 (a, J = 6,6 L,

SH)

209
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(S)-1-(4-(3-(4-
chTopdeHoKCH)
GeH3nn)-2-
MeTunninepasuH-

5812 (a, J = 2,7 T,
1H), 7,33 - 7,28 (M, 1H),
7,12 - 7,03 (m, 3H), 7,01
L 6,98 (M, 3H), 6,90 -
6,87 (M, 1H), 6,83 (g, J =
27 Ty, 1H), 4,61 (wmp,

293 ; 1H), 4,26 - 4,21 (m, 1H)| 439,2
;i'gzggﬁf*é‘_‘)'1'*' 3,67 - 3,62 (M, 1H), 3,52
xapBoHoBa ° - 3,41 (M, 2H), 2,93 -

CHOTE 2,89 (M, 1H), 2,79 - 2,75
(M, 1H), 2,39 - 2,28 (M,
2H), 1,38 (4, J = 6,6 Ty,
3H)

0 8,12 (¢, 1H), 7,36 -
(R)-1-(4-(4- 7,22 (M, 2H), 7,22 - 7,07

hbTOp-3- (M, 4H), 7,10 - 6,94 (M,

hbeHokeubeHaun)- o) 2H), 6,84 (a, J = 3,0 I'y,

2- F hN)kN « [1H), 459 (uup, 1H),

294 |meTunninepasuH- Q\ DQVN\) N 4,23 - 4,19 (m, 1H), 3,63] 439,2
1-kap6oHin)-1H- ° on [ 3,54 (m, 1H), 3,49 -
nipason-3- o 3,32 (M, 2H), 2,91 - 2,87
kapboHoBa (m, 1H), 2,75 - 2,72 (m,

KucnoTta 1H), 2,37 - 2,27 (m, 2H),
1,40 - 1,35 (m, 3H)

6810 (a, J=24Tu,

1H), 8,02 (g, J = 3,0 'y,

1H), 7,68 - 7,62 (m, 1H),

(R)-1-(4-(3-((5- 7,39 - 7,34 (m, 1H), 7,22

cbTOPNIpUANH-2- - 7,20 (m, 1H), 7,14 (c,

imjokcmn)benaun)-2- . ﬁ i 1H), 7,02 - 6,97 (m, 2H),

MeTunninepasuH- ~ N NT N 6,81 - 6,80 (M, 1H), 4,64

295 |4 xapGoin)-1H- " OOVNJW *‘% (np, 1H), 429 - 424 4403
nipason-3- g " m, 1H), 3,69 - 3,65 (m,
kapboHoBa 1H), 3,56 - 3,43 (m, 2H),
kucrota 2,96 - 2,92 (m, 1H), 2,82

- 2,78 (M, 1H), 2,41 -
2,29 (m, 2H), 1,40 (g, J =
6,9 'y, 3H)

4-xnop-1-

(TpaHc-5-((3-xnop- o

5-bTopbeHsnn) H PR b 8,22 (c, 1H), 7,21

oKCH)OKTariapo- /&N Yo fo 1H), 7,12 - 701 () o

296 [umknoneHTalc] cl o Y N= on 2H), 4,48 (c, 2H), 4,26 - [M+NI,-|4]+
nipon-2-kapOoHin)- \Q/\ d 4,18 (M, 1H), 4,15 - 3,47
1H-nipason-3- (M, 4H), 2,92 (wmp, 2H),
kapGoHoBa F 2,18 - 2,05 (M, 2H), 1,87
KucnoTta - 1,73 (M, 2H)

1-(TpaHc-5-(5-

Xrop-2- 08,16 (o, J = 2,7 'y,

(TpudpTopmeTUn)d o} 1H), 7,58 (a, J = 8,4 Iy,

EeHOKCH)OKTa- ¢l H e 1H), 7,28 - 7,17 (M, 1H),

og7 [1APOLMKIIONEHTA /&']‘ "f%\ 7,11 - 6,99 (m, 1H), 6,78  466,8
[c]nipon-2- N= (a,J =2,7Tu, 1H), 5,25 4 [M+Na]*
kapBoHin)-1H- O H OH 5,11 (m, 1H), 4,38 - 3,50
nipason-3- CF3 o (M, 4H), 3,09 - 2,84 (M,
kapOoHoBa 2H), 2,30 - 2,10 (M, 2H),

Kucnora 2,10 - 1,88 (M, 2H)
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1-(TpaHc-5-
(([1,1'-6icbeHin]-3-
inMeTun){(meTun)
amMiHo)oKTarigpo-

0 8,18 (c, 1H), 7,70
(c, 1H), 7,62 - 7,53 (m,
3H), 7,44 - 7,30 (m, 5H),

298 jumknonenTalc] 6,80 (c, 1H), 4,35 - 3,80 445,2
nipon-2-kapboHin)- o (M, BH), 3,65 - 3,56 (M,
1H-nipason-3- 2H), 2,91 (c, 2H), 2,50 (c,
kapboHoBa 3H), 2,44 - 2,34 (M, 2H),
kucrnorta 2,07 - 2,00 (M, 2H)

58,12- 810 (M, 2H),

7.97 (4, J = 3,3 [, 1H).

7,79 - 7,76 (M, 1H), 7,57

L nop.3-(riason2- 755 (u, 1), 751 -
in)GeHann)-2- Q 7,48 (m, 1H), 6,82 (1, J =
MeTUMMine pasuH- “ (\NJ\N \ 2,7 Tu, 1H), 4,66 (wwup,

299 14 _xapGowin)-1H- Ne P 1H), 4,30 - 4,27 (w, 1H)| 4464
nipason-3- e " on 18,70 - 3,65 (m, 1H), 3,59
kapGoHoBa o - 3,48 (m, 2H), 2,95 -
kucnoTa 2,91 (m, 1H), 2,82 - 2,78

(m, 1H), 2,43 - 2,35 (m,
1H), 2,32 - 2,27 (m, 1H),

1,43 (3, J = 6,0 My, 3H)
568,06 (a, J = 2,7 Iy,
Kapga(nfo'ﬁ-& 1H), 7,81 - 7,78 (m, 1H),
xrop6eHsnn)-2,8- cl 7,66 (c, 1H), 7,59 - 7,57
hiasacnipo[4.5] i (m, 1H), 6,67 (n, J = 2,7

300 jgexan-8- NN T TH), 429 (6 2H) 0
kap6oHin)-1H- N= 3,89 (wmp, 2H), 3,70 ’
nipason-3- NH, o [(wup, 2H), 3,31 - 3,27
kapBGoHOBa ° (M, 2H), 3,14 (c, 2H),
kncnoTa 2,06 - 2,01 (m, 2H), 1,87

- 1,70 (M, 4H)
b 8,62 - 8,60 (m, 1H),

1-(2-(3- 8,13 (c, 1H), 8,03 - 8,00
(nipnanH-2- (M, 2H), 7,88 - 7,86 (M,
in)6eHann)-2,8- 2H), 7,62 - 7,53 (m, 2H),
niasacnipo[4 5] (N 1 7,39 - 7,35 (m, 1H), 6,73

301 |nexan-8- N NN s, J =27 Ty, TH), 441 40
kap6oHin)-1H- N N= (c, 2H), 3,84 - 3,79 (m, :
nipason-3- g °" RH), 3,68 - 3,63 (m, 2H),
kapboHOBa 3,40 - 3,30 (m, 2H), 3,32
kucnoTa - 3,27 (m, 2H), 2,06 -

1,97 (M, 2H), 1,84 - 1,73
(m, 4H)
5 9,18 (c, 1H), 9,08 -

1-(2-(3- 9,06 (m, 2H), 8,10 (a4, J 5
(nipuMignH-5- 2,7 My, 1H), 7,90 (c, 1H),
in)6eHaun)-2,8- N 7,78 (n, J = 6,3 'y, 1H),
uiasacnipo[4,5] ¢ )oJ\ 7,62 (1, J = 6,3 TU, 2H),

302 |neka-8- N= NTONT 6,72 (n, d =27 Ty, 1H)| .-,
kap6oHin)-1H- N N= 4,37 (c, 2H), 3,84 - 3,79 ’
nipason-3- g ©°F (M, 2H), 3,67 - 3,65 (m,
kapboHoBa 2H), 3,38 - 3,36 (M, 2H),

KucnoTta 3,24 (wup, 2H), 2,03 (1, J

= 732 rl—'” 2H), 1,85 = 1,75

(M, 4H)
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1-(1-(3-meTun-
5-(TpudpTOopMETHUN)

F3C

58,09 (0, J =24,
1H), 7,55 - 7,52 (M, 2H),
7,46 (c, 1H), 6,79 (4, J =

Oensun)-1,8- 2.4 Ty, 1H), 4,63 (Lmp,
niasacnipo[4.5] bH), 3,99 (ump, 2H)

303 [nekaH-8- N L ! ! 451,2
kapGOHin)-1H- r\\l 3,24 - 3,15 (m, 2H), 2,99
nipason-3- - 2,93 (M, 2H), 2,45 (c,
kapGoHOBa 3H), 2,29 - 2,06 (M, 4H),

ICHOTA 1,98 - 1,93 (M, 2H), 1,71
- 1,68 (M, 2H)

0 8,26 (c, 1H), 7,63 -

1-(TpaHc-5- 7,52 (m, 2H), 7,47 - 7,36
([1,1'-BicpeHin]-3- o (m, 2H), 7,35 - 7,23 (m,
inokcu)okTariapo- H e 2H), 7,18 - 7,12 (M, 1H),

304 LuknoneHTalclnipo O /&4 E\\ ¢ (7,11 - 7,08 (M, 1H), 6,91 450,1
In-2-kapOoHin)-4- o Y - 6,85 (M, 1H), 515 | [M-H]
xnop-1H-nipason- O d OH 5,06 (m, 1H), 4,33 - 3,53
3-kapboHoBa (M, 4H), 2,88 (wwup, 2H),
kucrota 2,28 - 2,12 (m, 2H), 2,09

- 1,91 (m, 2H)

0 8,18 (¢, 1H), 8,01 -

1-(2-(3- 8,00 (m, 2H), 7,88 (c,
(Tiazon-2- H), 7,64 - 7,62 (M, 2H),
in)6eHsun)-2,8- 7,61 - 7,53 (m, 1H), 6,73
niasacnipo[4.5] E N (a, Jd = 2,7Ty, 1H), 4,38

305 |pekaH-8- QO ,‘1 (c, 2H), 3,85 - 3,81 (m,| 452,2
kapOoHin)-1H- 2H), 3,69 - 3,64 (M, 2H),
nipason-3- 3,39 - 3,31 (m, 2H), 3,29
kapboHoBa - 3,23 (M, 2H), 2,06 -

Kucnorta 1,98 (M, 2H), 1,86 - 1,70
(M, 4H)
4-metun-1-
(TpaHc-5-((2- 0 7,95 (c, 1H), 7,55
MeTun-3- (a, d = 7,8 'y, 2H), 7,28
(TpudbTopmeTun) (T, d = 7,7 Ty, 1H), 4,52
GEH3NIT)OKCK) N (c, 2H), 4,27 - 4,18 (m,

306 [okTarigpouukno- /& ,L, 1H), 4,15 - 3,47 (m, 4H),| 4522
neHtalc]nipon-2- \©/\ 2,87 (wwmp, 2H), 2,40 (4,
kapOoHin)-1H- J = 1,3 'y, 3H), 2,24 (g,
nipason-3- J = 0,84 Iy, 3H), 2,19 -
kapboHoBa 2,02 (M, 2H), 1,85 - 1,17
kucnoTta (m, 2H)

08,10 (n, J=2,7Tu,
(nip;n(izvﬁ-1-in)-4- H), 7,09 - 7,01 (m, 2H),
(TpndpTopmeTuN) Fac N 6 93 (e, 1H). 6,79 (. J =
eHokcu)ninepu- '\“% 2.7 Ty, 1H), 4,81 - 4,72

307 ; (M, 1H), 4,04 (wwmp, 2H),| 453,2
nMH-1-kapOoHin)-
1H-nipason-3- N Hi3 77 (wnp, 2H), 3,38 -
kapGoHoBa Q 3,31 (M, 4H), 2,18 - 2,11
CHOTE (M, 2H), 2,03 - 1,91 (M,

6H)

0812 (a,J =27 T,
nipomia-1-n) 5 1. 6,82 (a, J = 2.7 Th
(TpUchTOPMETIIT) CF3 0 1H), 6,48 (c, 1H), 6,39 (c,

METI NN 1H), 6,34 (c, 1H), 4,76 -
308 [EHOKeu)ninepy /@ /Q \ 4,70 (v, 1H), 3,98 (wmp,| 453,2
UH-1-kapGoHin)- N o N= ’ ’ < ’ ’
?H—nipason—S- C/ OH eH), 385 (uwmp, - 2H),
kapGoHoBa o 3,30 - 3,28 (M, 4H), 2,16
CHOTE - 2,00 (M, 6H), 1,96 -
1,92 (M, 2H)
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309

N-(1-(3-
kap6amoin-1H-
nipason-1-
kapboHin)ninepu-
nUH-4-irm)-N-(3-
(TpudbTOpMETUN)
GEH3NM)rNiLUH

58,16 (o, J = 2,7 Iy,
1H), 7,84 (c, 1H), 7,75
(a,J=7,5Tuy, 1H), 7,62 -
7,52 (m, 2H), 6,85 (a4, J 5
2,7 Tu, 1H), 4,52 - 4,48
(m, 2H), 4,13 (c, 2H),
3,40 (c, 2H), 3,26 - 3,22
(m, 1H), 3,14 - 3,05 (m,
2H), 2,18 - 2,08 (M, 2H),
1,84 - 1,74 (m, 2H)

454, 1

310

(R)-1-(4-(3-(4-
XIIopdEHOKCH)
GeH3nn)-2-
MeTunninepasuH-
1-kap6boHin)-1H-
nipason-3-
kapbokcamia

58,10 (a, J = 2,7 T,
1H), 8,09 - 7,28 (M, 3H),
7,12 (0, J = 8,1 T, TH),
7,07 (c, 1H), 6,99 - 6,91
(M, 4H), 6,66 (np, TH),
5,53 (wup, 1H), 4,65 -
4,63 (M, 1H), 4,31 - 4,26
(M, 1H), 3,65 - 3,42 (m,
3H), 2,92 - 2,96 (M, 1H),
072 - 2,76 (M, 1H), 2,36
L 2,24 (m, 2H), 1,48 (a, J
- 6,6 'y, 3H)

4542

311

(S)-1-(4-(3-(4-
XIIopdEHOKCH)
GeH3nn)-2-
MeTunninepasuH-
1-kapOoHin)-1H-
nipason-3-
kapboHoBa
kncnoTa

5812 (a, J = 2,7 T,
1H), 7,36 - 7,31 (m, 3H),
7,14 - 7,12 (m, 1H), 7,00
(c, 1H), 6,98 - 6,90 (M,
3H), 6,83 (g, J = 2,7 Iy,
1H), 4,61 (wup, 1H),
4,26 - 4,22 (M, 1H), 3,66
L 3,62 (M, 1H), 3,54 -
3,42 (M, 2H), 2,92 - 2,89
(M, 1H), 2,78 - 2,74 (m,
1H), 2,39 - 2,26 (M, 2H),
1,39 (4, J = 6,8 'y, 3H)

455,2

312

2-meTun-2-(2-
(ninepaauH-1-
inmeTnn)-5-
(TpudpTopmeTumd
eHoKcHu)npona-
HOBa kKucnoTa

58,14 (0, J = 2,8 'y,
1H), 7,52 (a, J = 8,0 T,
1H), 7,35 - 7,31 (M, 2H),
7,21 - 7,11 (m, 1H), 7,10
L 7,06 (m, 2H), 6,97 (c,
1H), 6,90 - 6,85 (M, 2H),
4,63 (wup, 1H), 4,28 -
4,24 (M, 1H), 3,68 - 3,65
(M, 1H), 3,52 - 3,43 (m,
2H), 2,94 - 2,91 (m, 1H),
2,78 - 2,76 (M, 1H), 2,39
L 230 (M, 2H), 1,39 -
1,33 (M, 3H)

455,2

313

1-(2-(5-xnop-2-
(TpudTOopMmeTUn)
OeH3un)-2,7-
niasacnipo[3.5]
HOHaH-7-
kapboHin)-1H-
nipason-3-
kapboHoBa

KUCIOTa

58,03 (a,J = 2,7,
1H), 7,70 - 7,67 (m, 1H),
7,64 (c, 1H), 7,49 - 7,43
(M, 1H), 6,74 (g, J = 2,7
My, 1H), 3,89 (c, 2H),
3,75 (wup, 4H), 3,31 (c,

4H), 1,94 - 1,86 (m, 4H)

457,2
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4-xnop-1-
(TpaHc-5-((3- o
(TpudbTOpMETUN) H Pe
GEeH3MM)oKeK) /&N NN gl 0 8,19 (¢, 1H), 7,69 -

314 OKTariapoumnkno- F1C. o Y N= 7,49 (M, 4H), 4,5 (c, 2H), 4751
neHTalc]nipon-2- @A g M K26 -421 (M 1H), 4,19 [M+NH4*
kapGoHin)-1H- L 337 (M, 4H), 2,93
nipason-3- (wunp, 2H), 2,18 - 2,05
kapboHoBa (m, 2H), 1,86 - 1,75 (m,
kucnoTta 2H)

1-((3aR,6aS)- 5820 (0, J =24 T,
5-(4-xnop-3- 1H), 8,16 (g, J = 2,8 I'Ly,
(Tiason-2- 1H), 7,94 (o, J = 3,6 'y,
in)6eH3nn)okTa- | j\ 1H), 7,76 (o, J = 3,2 I'y,

315 riaponipono(3,4- cl NN 1H), 7,60 (o, J = 8,4 'y, 458 1
clnipon-2- @N N= 1H), 7,53 - 7,48 (M, 1H), ’
kapGoHin)-1H- Wl A g o 8,76 (a, J = 2,8 Ty, 1H),
nipason-3- 4,13 (c, 3H), 3,95 (wwmp,
kapboHoBa 3H), 3,31 - 3,21 (M, 2H),
Knucnorta 3,13 - 3,01 (m, 4H)

1-(2-(3,5-
nMxnopGeHsun)- 0 7,84 (c, 1H), 7,50 -
2,8-niasacnipo[4.5] cl 7,48 (m, 3H), 4,17 (c,
nekaH-8- o i oH), 3,81 - 3,77 (M, 2H),

316 [@POOHIN)-4- NN\ 3,67 - 3,60 (m, 2H), 324,
meTun-1H- N (wup, 2H), 3,10 (ump, ’
nipasorn-3- o [RH), 2,27 (c, 3H), 1,99 (T,
kapboHoBa J = 9,0 'y, 2H), 1,83 -
KucnoTta 1,71 (m, 4H)

58,07 (a,J=-24ru,

f(2(2- 1H), 7,38 (¢, 1H), 7,32 -
(aseTuamnn-1-in)-5- 7,23 (m, 1H), 6,75 (a, J =

cl 2,4 Ty, 1H), 6,73 - 6,70
propbeHann)-2,8- o M, 1H), 427 (c, 2H)

317 hocan s N, s aes (e 399 o
kapGoHin)-1H- N N N= - 3,86 (m, 2H), 3,73 - ,
. B on  B.71 (M, 2H), 3,42 - 3,32
Kap oo d (M, 2H), 3,25 - 3,21 (m,
ngnma OH), 2,43 - 2,33 (M, 2H),

2,05 (1, Jd = 6,9 T'u, 2H),

1,90 - 1,77 (M, 4H)
58,16 (0, J = 4,0 T,
] e 1H), 7,94 (8, J = 3,3 Ty,
iop. . (riasom 0 1H), 7.74 (. J = 33 My
in)peHokeu) o) 1H), 7.60 (a, J = 3,0 T,
OKTariApoLyKno- H o~ 1H), 7,42 (n, J = 8,9 Ty,
. cl N™ N 1H), 7,03 - 6,97 (m, 1H),

318 neHTa[q]mpon-Z- N\,jij\ N 6,77 (0. J = 2.7 Ty, 1H) 4591
kapOOHin)-1H- ® o7 H OH 507 - 5,01 (m, 1H), 4,48
nipason-3- ] %
kapGOHOBA - 3,51 (m, 4H), 2,98

(wup, 2H), 2,21 - 2,11
kucnota

(M, 2H), 2,05 - 1,91 (M,

2H)
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58,05, J=2,7 L,

1-(4-(3-(2- 1H), 7,54 - 7,51 (m, 1H),
xnopdeHokcu)-5- . o 7,39 - 7,33 (m, 1H), 7,25
hTOpOEH3NM) - 7,20 (M, 1H), 7,15 -
ninepasuH-1- °' (\N)kq: \ 7,12 (m, 1H), 6,89 - 6,86

319 | apGoHin)-1H- o N (v, 1H). 6,73 (0, J = 2.7 4092
nipason-3- g o [fu, 2H), 6,56 - 6,51 (m,
kapboHoBa 1H), 3,84 (wwmp, 4H),
kucnoTa 3,53 (c, 2H), 2,56 - 2,53

(M, 4H)

4-xnop-1-(4-(3- 5 8,15 (c, 1H), 7,38 -

(64-(1:)T0r;q:.)eHOKCVI) JOL (7,293%, 1H8,1 7,15 é87,(03
eH3nn nmepg- F NN M, , 7, - 6, M,

320 [suH-1-kapBOHin)- QOQV@ '~ BH), 6,90 - 6,88 (M, 1H)| 4592
1H-nipason-3- oH [3,85 (wup, 4H), 3,65 (c,
kapGoHOoBa o 2H),

Knucnorta 2,68 - 2,64 (M, 4H)
(A (a_(a. 568,16 (a, J = 2,8 'L,
Xm;qf)i:gkg)_& 1H), 7,41 - 7,37 (M. TH).
cl F o) 7,21 - 7,19 (m, 1H), 7,08
hTOpOEH3NM) s
ninepasuH-1- (\N N (c, 1H), 7,00 - 6,97 (m,

321 . N\/J New. 2H), 6,90 (c, 1H), 6,86 459,2
kapboHin)-1H- o
nipason-3- on |(8,d=28Tu, 1H), 6,74 -
ADGOHOBA o 6,71 (m, 1H), 3,87 (wwmp,

P 4H), 3,65 (c, 2H), 2,66
kucnoTa
(mp, 4H)

1-(2-((2- 08,05, Jd=2,7Tu,
metun-[1,1'- 1H), 7,53 - 7,33 (m, 5H),
GicpeHin]-3- 7,30 - 7,25 (M, 3H), 6,76
in)mMeTun)-2,8- i (0, J = 2,7 Ty, 1H), 4,42
niazacnipo[4.5] Q O N)I\N N\ (c, 2H), 3,90 - 3,85 (m

822 | exan-8- N *‘% DH), 3,72 - 3,68 (m, 2H)| 4093
kapGOHin)-1H- M 13,46 - 3,42 (m, 2H), 3,34
nipason-3- - 3,30 (M, 2H), 2,32 (c,
kapboHoBa 3H), 2,06 (1, J = 7,2 lu,

Knucnorta 2H), 1,87 - 1,78 (m, 4H)
4-xnop-1-(4-(3-

Xnop-5-

(NipUMignH-5- ¢l o) 0915 (a, J=428Tu,

iny6ensun)nine- (\NJKN Ny 1H), 9,09 (c, 2H), 9,18 (c,

323 |pasuH-1- N\/J N 1H), 7,71 (1, J = 1,8 U, 461,4
kapGoHin)-1H- hfk\ on  [TH), 7,67 (c, 1H), 7,55 (c,
nipason-3- N~ © 1H), 3,86 (wmp, 4H),
kapboHoBa 3,71 (¢, 2H), 2,66 (wwmp,
kucnoTta 4H)

58,12 -8,10 (M, 1H),
8,03 (o, J = 2,7 Ty, 1H),

123 - 7,82 - 7,80 (M, 1H), 7,50
(nipuanH-2- \_N - 7,45 (m, 1H), 7,36 -
inokcu)6eHsun)- JOL 730 (u, 1H), 7,28 (c,

: : NTONTY 1H), 7,20 - 7,10 (m, 2H),
2,8-niasacnipo[4.5] d@ N 6,99 (a, J = 8,1 Iy, 1H)

324 |[nekaH-8- N o ’ ’ ’ ’ | 462,3

kapboHin)-1H-
nipason-3-
kapboHoBa
kucrota

6,72 (a, J = 2,7 Ty, 1H),
4,25 (c, 2H), 3,82 - 3,79
(M, 2H), 3,70 - 3,63 (M,
2H), 3,42 - 3,31 (M, 2H),
3,15 (wnp, 2H), 2,00 (7, J
= 7,2 Ty, 2H), 1,82 - 1,71

(M, 4H)

215
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58,10 (0, J = 2,7 T,
1H), 7,54 (a, J = 7,8 T,
1H), 7,12 - 7,10 (m, 2H),

MeTf/IIJq1)-4:I-((22- . 6,92 (0, J = 2,7 Ty, TH),
(niponiguH-1-in)-4- FsC A 6,66 ~(ump, 1H), 5,52
NN (wvp, 1H), 4,65 (wmp,
305 (TPUPTOPMETHN) \Q\/N\) N= 1H), 4,29 - 4,25 (m, 1H)| 465,3
Gensun)ninepa- NH, 356 - 3,45 (m, 3H), 3,34
31H-1-kapBOoHin)- (b d 3903 ’(M 4|’_|) 290 -
l:pg:)ﬁ(i;ohjl‘ls .87 (M, 1H), 2,72 - 2,68
(M, 1H), 2,38 - 2,20 (M,
oH), 2,03 - 1,92 (M, 4H),
1,51 (4, J = 6,6 'y, 3H)
(Xnopodopm-d) e
8,08 (g, J = 2,7 Ty, TH),
9,53 (a, J = 6,9 'y, 1H),
7,26 - 7,10 (M, 2H), 6,70
MeTﬁ)_Aj_((f_ . (a, J = 27 Ty, 1H), 6.64
(nipomiauH-1-in)-4-|  Fc 3 (mp, 1H). 5,48 (wmp,
s NN 1H), 4,63 (wup, 1H),
326 gp”q’mp.“"em”) N N 497 - 423 (, 1H), 3,55 4652
eH3un)ninepa- | 332 (m, 3H), 3,38 -
31H-1-kapBOoHin)- N g N ’ ’ o
{H-nipagon 3- (7 3,18 (M, 4H), 2,88 - 2,81
capGoxoantin (M, 1H), 2,70 - 2,61 (M,
1H), 2,35 - 2,32 (m, 1H),
232 - 2,19 (M, 1H), 2,01
L 1,92 (M, 4H), 1,26 (a, J
- 5,4y, 3H)
5811 (a,J = 2,7 T,
1H), 7,58 (a, J = 7,5 T,
(R)-1-(2- 1H), 7,16 - 7,09 (m, 2H),
MeTun-4-(2- o 6,82 (o, J = 2,7 Ty, 1H),
(niponianH-1-in)-4- 4,66 - 4,61 (M, 1H), 4,28
(TpucbTOpMETIN) FsC (\N)kw \ [ 4,23 (m, 1H), 3,63 (c,
327 |beHsun)ninepa- N\) N= 2H), 3,56 - 3,45 (M, 1H),| 466,3
31H-1-KapBOHIN)- | OH 13,32 - 3,22 (M, 4H), 2,92
1H-nipason-3- (_7 © - 2,82 (M, 1H), 2,74 -
kapboHoBa 2,67 (m, 1H), 2,42 - 2,30
KucnoTta (m, 1H), 2,30 - 2,22 (m,
1H), 2,09 - 1,97 (m, 4H),
1,46 (g, J = 6,6 'y, 3H)
58,11 (a,J = 2,7 Ty,
1H), 7,59 (a, J = 7,8 T,
(S)-1-(2- 1H), 7,12 - 7,09 (m, 2H),
MeTun-4-(2- o 6,83 (o, J = 2,7 Ty, 1H),
(niponiguH-1-in)-4- 4,63 (wmp, 1H), 4,28 -
(TpuchTopMeTN) FsC ﬁNJ\w N, W24 (m, 1H), 3,63 (c,
328 BeHaun)ninepa- N M= oH), 3,56 - 3,41 (M, 1H)| 466,2

3WH-1-kapboHin)-
1H-nipason-3-
kapboHoBa
kncnoTa

OH

3,34 - 3,26 (M, 4H), 2,91
L 2,86 (m,1H), 2,75 - 2,68
(M, 1H), 2,39 - 2,30 (M,
1H), 2,29 - 2,21 (m, 1H),
2,04 - 1,98 (M, 4H), 1,46

(a,J =6,6 Iy, 3H)
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5812 (0, J = 2,7 T,
1H), 7,50 (g, J = 8,1 Ty,

(S)-1-(2- 1H), 6,83 (o, J = 2,7 Iy,
METU-4-(4- 1H), 6,76 - 6,74 (M, 2H),
(niponiguH-1-in)-2- <:? o 4,60 (wmp, 1H), 4,23 -
(TpudpTopmeTnn)o N (\NJ\N \ 4,18 (m, 1H), 3,56 - 3,51

329 [eH3un)ninepasuH- \Q\/N\)\ N (M, 2H), 3,51 - 3,31 (M| 466,2
1-kapGoHin)-1H- on [TH), 3,30 - 3,28 (m, 4H),
nipason-3- CFs d 289 - 2,80 (M, 1H), 2,76
kapGoHOBa L 2,72 (M, 1H), 2,39 -2,29
KucnoTta (m, 1H), 2,34 - 212 (m,

1H), 2,12 - 2,02 (m, 4H),

1,43 (a,J = 6,6 Iy, 3H)
58,11 (a,J = 2,7 Iy,
1H), 7,51 (o, J = 8,1 Ty,
1H), 6,81 (a, J = 2,7 Ty,
MeT&?_i'((f_' 1H). 6,76 - 6,74 (M, 2H).
(niponianH-1-in)-2- 0 .62 (ump, 1H), 4,24 -
ombroomernm | (k 1 4,17 (m, TH), 2,55 - 2,50
330 6p P NN (M, 2H), 3,49 - 3,32 (m,

eHaun)ninepasmH N\) N, 1H), 3.30 - 3.28 (m, 4H). 466,2
vl &5, JOH .88 - 284 (. 1H), 2,75
apGorona L 271 (M, 1H), 2,37 -
ornora 2,32 (M, 1H), 2,32 - 2,14
(M, 1H), 2,06 - 2,02 (M,
4H), 1,42 (a, J = 6,9 Ty,
3H)

58,05 (a,J=-28Tu,
143 1H), 6,85 (c, 1H), 6,77 -
(niponiguH-1-in)-5- o] 6,76 (v, 2H), 6,65 (c
(TpucbTOpMETUN) NN 1H), 4,58 (c, 2H), 4,03
GEH3MM)OKCH) FsC O/Q N (Lum,p ' ' ' 2’H)

331 inepuamH-1- QA on 378" 372 (u, 1H), 568 467
kapGoHin)-1H- T ¢ | 358 (m, 2H), 332 -
:;‘:%30‘:‘02’3 O 3,28 (, 4H), 2.07 - 1,99

(M, 6H), 1,85 - 1,75 (M,

kucrota DH)
58,12 (a,J = 2,7 Ty,
1H), 7,60 - 7,57 (M, 1H),
rinpf)sl&:v:nggog'lzipfﬁH % 730 - 7,25 (m, 1H), 7,25
i imd, FoC Py L 7,23 (v, 1H), 6,83 (g, J
(TPUcbTOpPMETUN) K\N N > [p27Tu 1H), 453449
330 6p P N R (M, 1H), 4,09 - 3,94 (m,

eHsmn)nu_'lepasvm OHBH), 3,57 - 3,49 (m, 1H). 468,2

'nli;';as‘;i?gf”)'m' dz d 13,46 - 3,41 (w, 1H). 3,28
apGorona L 3,12 (M, 2H), 2,88
enora OH (wup, 4H), 2,30 - 2,18
(M, 1H), 1,99 - 1,95 (m,

1H)
58,13 (a,J = 2,4 Tw,

(R)-1-(4-(2-(3- 1H), 7,60 - 7,57 (M, 1H),
rigpokcuniponianH j’\ 7,28 (c, 1H), 7,24 - 7,21
-1-in)-4- FsC (\N N\ (m, 1H), 6,81 (o, J = 2,4
(TpudpTopmeTHn) \Q\/N\) ,‘\l%\ My, 1H), 4,52 - 4,49 (m,

333 [GeHann)ninepasnt ol H), 418 - 3,71 (m, 6H)|  468,2

-1-kapbonin)-1H-
nipason-3-
kapboHoBa
kucrota

H3 67 - 3,31 (m, 2H), 3,30

L 317 (M, 2H), 2,85
(wnp, 4H), 2,29 - 2,18
(M, 1H), 1,99 - 1,94 (m,

1H)
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1-((2R,4S5)-4-
((3-(4-
XIIopdEHOKCH)
GEH3NI)OKCH)-2-

5 8,24 - 8,00 (Lmp,
1H), 7,43 - 7,26 (M, 3H),
7,16 (a, J = 7,7 Ty, 1H),
7,05 - 6,90 (M, 4H), 6,90
L 6,78 (wmp, 1H), 4,87 -
4,72 (m, 1H), 4,60 (c,

487,2

334 |meTunninepuaunH o ,@ h‘l%w
. ) 0 o, N 2H), 4,42 - 426 (M, 1H),| [M+NH4]*
17'(2530?31{1)_1'4' C.Q o e 4,0)0 23,80 (m, 1|(4), 3,3)1 [ ]
:;‘:)6();‘033 L 3,19 (v, 1H), 2,23 -
enora 1,97 (m, 2H), 1,80 - 1,50
(M, 2H), 1,38 (g, J = 7,0
[y, 3H)
58,02 (o, J=27Tu,
1H), 7,36 - 7,30 (M, 3H),
7,14 - 7,11 (v, 1H), 6,98
1-((2S,4R)-4- (c, 1H), 6,97 - 6,93 (m,
((3-(4- oH), 6,91 - 6,88 (M, 1H),
XIIopdEHOKCH) i 6,73 (g, J = 2,7 Ty, 1H),
GEH3NI)OKCH)-2- CNK NN 4,91 (wup, 1H), 4,57 492 0

335 |meTunninepuanH- onijﬂo“‘ N= o (WD, 2H), 4,44 - 438 [M+N,a]+
1-kapGoHin)-1H- o & (M, 1H), 3,88 - 3,82 (m,
nipasorn-3- 1H), 3,25 - 3,21 (M, 1H),
kapGoHOBa 214 - 2,09 (m, 1H), 2,04
KucnoTta - 1,98 (M, 1H), 1,74 -

1,68 (m, 1H), 1,59 - 1,54
(m, 1H), 1,33 (g, J = 7,2
Mu, 3H)
58,02 (g, J=24ru,
1H), 7,36 - 7,30 (M, 3H),
((3_(1_((23’48)'4' 7,14 - 7,12 (w, 1H), 7,01
(c, 1H), 6,98 - 6,94 (m,
’é’;agﬁ';%ﬁ;')z 7 oH), 6,92 - 6,89 (M, 1H),
336 MeTunninepuaunH- ,C'L p“\\ 6.75 (8, J = 2,4 Ty, 1H), 492,2
el /O/O\QAO N 4,62 - 4,59 (m, 1H), 4,55 [M+Na]*
apoorin) o & ¢, 2H), 4,14 - 4,10 (u,
E;‘:)O.O'j‘wa 1H), 3,86 - 3,84 (m, 1H),
ACTIOTA 3,56 - 3,46 (m, 1H), 1,95
- 1,86 (M, 4H), 1,46 (4, J
_ 6,6 'y, 3H)
1-(2-(2,35-
TpuxnopbeHsun)- cl 568,02 (a, d = 2,7 Iy,
2,8-niasacnipo[4.5] o j’\ 1H), 7,52 (c, 2H), 6,74

337 [pekan-8- QON h‘% (A, 471,2
kapboHin)-1H- cl N N= J = 2,7 Ty, 1H), 3,79 - ’
nipason-3- oH 3,54 (M, 6H), 2,77 - 2,72
kapboHoBa Y (m, 2H), 2,61 (c, 2H),

Knucnorta 1,82-1,71 (M, 6H)
4-xnop-1-(2-

(3,5-

nUxnopBeH3unn)- el o 5 8,12 (c, 1H), 7,61 -

2,8-niasacnipo[4.5] Cl )J\ 7,51 (m, 3H), 421 (c,

338 |gekaH-8- N"NTN—al pH), 3,80 (wup, 2H)| 471,0
kapGOHin)-1H- N N= 3,68 (wmp, 2H), 3,32 -
nipason-3- g B25 (m, 2H), 3,13 (c,
kapboHoBa 2H), 2,00 (1, J = 7,2 Ty,

Knucnorta 2H), 1,85 - 1,73 (m, 4H)
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58,07 (0, J = 2,7 T,

1-(2-(2-xnop-3- 1H), 7,97 - 7,87 (m, 1H),
(TpudbTOpMETUN) 7,82 - 7,79 (m, 1H), 7,57
GeH3nn)-2,8- o - 7,52 (m, 1H), 6,78 (a, J
niasacnipo[4.5] FsC NJKN \ = 2,7 'y, 1H), 4,25 - 4,23
339 |nekaH-8- cl NC}Q ,‘4% (m, 2H), 3,81 - 3,70 (m,| 471,2
kapOoHin)-1H- on [PH), 3,70 - 3,54 (m, 2H),
nipason-3- o 3,14 - 3,12 (m, 2H), 3,07
kapboHoBa - 2,97 (M, 2H), 1,96 -
KucnoTta 1,91 (M, 2H), 1,84 - 1,73
(M, 4H)
1-(2-(3-xnop-2-
(TpudbTOpMETUN) o
Genann)-2,8- C.Q I 58,01 (a,J=3,0Ty,
niasacnipo[4.5] N™ N7 1H), 7,65 - 7,59 (m, 1H),
340 |pekaH-8- FsC NC}Q N% 7,53 - 7,48 (m, 2H), 6,73 471,5
kapOoHin)-1H- d OH |(a,J=3,0Tu, 1H), 3,81 -
nipason-3- 3,57 (M, 6H), 2,65 - 2,61
kapboHoBa (m, 2H), 2,47 (c, 2H),
Knucnorta 1,80 - 1,64 (m, 6H)
4-xnop-1-
(TpaHc-5-((2- 0 8,21 (c, 1H), 7,60
MeTun-3- (o,
(TpudpTOpMETUN) o} J=78Tu, 2H), 7,31 (1, J
GeHann)oken) Mo E 7.8 T, TH), 4,55 (c,
341 |okTarigpoumkno- e /& r‘q%j 2H), 4,28 - 4,21 (M, 1H), 4722
neHTtalc]nipon-2- ° \GAO H on 4,23 - 3,43 (m, 4H), 2,88
kap6oHin)-1H- ° (wup, 2H), 2,40 (g, J =
nipason-3- 1,2 Ty, 3H), 2,21 - 2,08
kapboHoBa (m, 2H), 1,85 - 1,71 (m,
kucnoTta 2H)
08,06 (o, J =2,7Tu,
(nip;n(ii (5xnop-2 1H), 7,49 - 7.48 (M. TH).
A cl 7,38 - 7,34 (m, 1H), 7,24
irn)6eHsun)-2,8- o | 721 (m, 1H), 6,76 (n, J
niasacnipo[4.5] PR L7 T A, 4 40ﬂ’
342 [nexan-8- NN 27 T AH), 440 (e g0,
X N N 2H), 3,87 (wwup, 2H),
kapboHin)-1H- Q N 5 61 5H). 338 -
nipason-3- o .61 (ump, 2H), 3,
kapGoHOBa o 3,32 (M, 2H), 3,19 - 3,10
ICHOTA (m, 6H), 2,07 - 1,99 (m,
6H), 1,86 - 1,74 (m, 4H)
08,05, J=27Tu,
1H), 7,32 (g, J = 8,1 Iy,
om0 1H), 7,14 (8, J = 2,7 Ty,
; 1H), 6,93 - 6,89 (M, 1H),
in)6en3un)-2,8- cl
. : 0 6,76 (4, J = 2,7 Ty, 1H),
niasacnipo[4.5] CNQ\ N 4,31 (c, 2H), 3,84 - 3,80
343 [gekaH-8- NN ’ ’ L ’ 4723
i) H- NQQ N%F (M, 2H), 3,72 - 3,66 (M,
nipason-3- W 2H), 3,43 - 3,32 (M, 6H),
kapGoHOBa 3,32 - 3,30 (m, 2H), 2,06
CHOTE (T, =7,2 Ty, 2H), 1,96 -

1,90 (M, 4H), 1,83 - 1,76

(M, 4H)
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1-(1-(3-xnop-5-
(niponianx-1-
in)6enaun)-1,8-
niasacnipo[4.5]

(DMSO-de) © 8,27 (a,
U = 2,4 Ty, 1H), 6,86 (a,
U = 2,4 Ty, 1H), 6,56 (c,
1H), 6,43 - 6,37 (M, 2H),
4,28 - 4,25 (M, 2H), 3,57

gl AR s R i S A T
; (M, 6H), 2,68 (wup, 2H),
nipason-3- OH
kapGoHoBa d 1,95 - 1,92 (m, 4H), 1,86
ngnma - 1,74 (m, 6H), 1,48
(mp, 2H)
0821 (n,J=24Tu,
1_(Tpch_5_((4_ 1H)s 8306 (pu J i 230 rL'n
. 1H), 7,94 (g, J = 3,2 'y,
xnop-3-(tiason-2-
. 1H), 7,78 (a, J = 3,2 'y,
im)6eH3unjokcn) 0
. oo 1H), 7,565 (a, J = 8,4 Iy,
oKTanapouykrio- s NN 1H), 7,49 - 7,39 (M, 1H)
345 |nenTalc]nipon-2- S N~ 6.78 (n. J = 2.8 11|, 1H). 473,0
kapOoHin)-1H- N7 o H oH Jo A, J=2g011, |
; ) 4,52 (c, 2H), 4,38 - 4,21
nipason-3- cl
xapBoHoBa (M, 1H), 4,20 - 3,50 (M,
CHOTE 4H), 3,02 - 2,80 (M, 2H),
2,26 - 2,02 (m, 2H), 1,86
- 1,65 (M, 2H)
1-(4-(3-(4-
xnopdeHokcu)-5-
hTOpOEH3NM) . o 8 7,98 (c, 1H), 7,42 -
ninepasuH-1- c PR 7,39 (m, 2H), 7,07 - 7,03
346 [kap6oHin)-4- \CLO Q,@‘ iy (M, 2H), 6,95 - 6,92 (M| 473,1
MeTun-1H- §oH 1H), 6,86 (c, 1H), 6,69 -
nipason-3- 6,65 (M, 1H), 3,84 (wwmp,
kapboHoBa 4H), 3,60 (c, 2H), 2,60
kncnoTa (wmp, 4H), 2,28 (¢, 3H)
08,09 (n,J=24Tu,
1H), 7,39 (o, J = 2,4 Iy,
2H), 7,03 (a, J = 2,0 l'u,
(S)'1'(4'(3'(4' 2H)7 6189 (pu J = 878 rL'n
xropceHoken)-5- 1H), 6,83 - 6,79 (m, 2H),
el B - P L
MeTunninepasuH- N7 NN , c, , 4, n,dJ =
347 |4 _xapGonin)-1H- \O\o N *‘%_O 12,4 Ty, 1H), 3,57 (o, J o 4732
nipason-3- g " 16,0 Iy, 1H), 3,49 - 3,40
kapGoHOoBa (m, 2H), 2,85 (g, J = 10,8
kucnoTa i, 1H), 2,70 (o, d = 11,2
My, 1H), 2,34 - 2,22 (m,
2H), 1,38 (a, J = 6,8 'L,
3H)
0811 (a,J=24Tu,
1H), 7,40 - 7,36 (m, 2H),
(R)-1-(4-(3-(4- 7,05 -=7,01 (M, 2H), 6,8?
(a, J=8,8Tu, 1H), 6,83
xnopdeHokcu)-5-
[pTopGeHann)-2- E o 6,79 (M, 2H), 6,67 - 6,63
MeTunninepasuH- = (, 1H), 460 (c, 1H),
348 4,23 (o, J =13,2 Ty, 1H)| 473,2

1-kap6boHin)-1H-
nipason-3-
kapboHoBa
kucrota

3,56 (a, J = 13,6 Ty, 1H),
3,49 - 3,41 (v, 2H), 2,86
(a, J = 11,6 Ty, 1H), 2,71
(a, J = 11,6 Ty, 1H), 2,34
L 223 (m, 2H), 1,38 (g, J

= 6,8 'y, 3H)
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(S)-1-(4-(3-(2-
xnopdeHokcu)-5-
pTopOEH3NNM)-2-
MeTunninepasuH-

58,10 (0, J = 2,4 T,
1H), 7,53 - 7,51 (m, 1H),
7,38 - 7,33 (M, 1H), 7,25
L 721 (M, 1H), 7,16 -
7,13 (M, 1H), 6,85 - 6,81
(M, 2H), 6,72 (c, 1H),
6,58 - 6,55 (M, 1H), 4,60

349 | _xapGonin)-1H- (wmp, 1H), 422 (3, J 4 4732
nipason-3- d 13,6 'y, 1H), 3,57 (a, J 5
kapboHoBa 13,6 My, 1H), 3,47 - 3,39
KucnoTta (m, 2H), 2,86 - 2,83 (M,

1H), 2,70 - 2,67 (M, 1H),
2,32 - 2,24 (m, 2H), 1,35
(a,J=6,8ru, 3H)
58,12 (o, J = 2,8 Iy,
1H), 7,54 - 7,51 (1, 1H),
7,38 - 7,34 (m, 1H), 7,25
(R)-1-(4-(3-(2- - 7,21 (m, 1H), 7,16 -
xnopdeHokcu)-5- 7,14 (m, 1H), 6,85 - 6,83
(bTOpGEeH3NM)-2- i ? (M, 2H), 6,72 (c, 1H),
o N

350 [MeTMnninepasiH- (:[ (\)« N 6,59 - 6,56 (W, 1H), 4,58, .
1-kapboHin)-1H- N, N wup, 1H), 4,20 (g, J = :
nipagon-s-) o o gs,espru, 1)H), 3,57(?@ J=
kapboHoBa 13,6 My, 1H), 3,47 - 3,39
KucnoTta (m, 2H), 2,86 - 2,83 (M,

1H), 2,70 - 2,67 (M, 1H),
2,33 - 2,22 (m, 2H), 1,35
(a,J = 6,8 'y, 3H)

{_(o. 568,08 (a,d =2,7 Iy,
eTm (o 1H), 7,95 - 7,85 (u, 3H),
(TpncbTOpMETIN)- o 7,67 - 7,64 (m, 2H), 7,50

pTOpM ‘ 1 | 7.36 (v, 3H), 6,78 (1, J
[1,1'-Bicdbenin]-4- B
: . NN = 2,7 'y, 1H), 4,70 (wwp,

351 [in)meTum)ninepa- N\) [ . 1H), 4,33 - 4.29 (v, 1H) 473,2
3UH-1-KapBoHin)- i ’ ’ i
1 H-nipason-3- CFs OH [3,72 (c, 2H), 3,56 - 3,47
el ° (M, 1H), 2,91 - 2,75 (u,
KMEHOTa 2H), 2,46 - 2,26 (M, 2H),

1,48 (g, J = 6,9 Iy, 3H)
58,53 (o, J =48I,
1H), 8,32 (¢, 1H), 8,12
1-(4-(3((4- e 892 (e T
e ] U227 Ty, 1H), 7,77 (a,
injokcn)6ensnn) N | (\N)kh\l \ ‘;:3 A('Ms 1F||__|,|), 17%)0 (7n43=

352 nlnepa:%_MH-1— NN [ | N\) N 75 T, 1H), 7,20 (1mp, 476,5

kapOoHin)-1H- OH
; CFy 1H), 7,05 (a, J = 8,1 Ty,
nipason-3- o
1H), 6,80 (a, J = 2,7 Ty,
kapboHoBa
MCnoTa 1H), 3,89 (wwmp, 4H),
3,72 (wmp, 2H), 2,70
(mp, 4H)
1-(4-(3-((6- 08,14 (o,d = 2,7 Iy,
(TpudbTOpMETUN) 1H), 8,04 - 7,98 (m, 1H),
nipnanH-2- o 7,50 - 7,42 (M, 2H), 7,31
in)okcy)B6ensun) A - 7,28 (m, 1H), 7,25 -

353 ninepasuh-1- - fN | o@,@ Vw723 (m, 1H), 7,23 - 7,20 4762
kapGOHin)-1H- s Jor M, 1H), 7,16 - 7,13 (u,
nipason-3- 1H), 6,82 (o, J = 2,7 'y,
kapboHoBa 1H), 4,02 - 3,84 (m, 6H),
Knucnorta 2,83 (wmp, 4H)
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58,43 (0, J = 33T,

1-(4-(3-((6- 1H), 8,09 (a, J = 2,7 I'y,
(TpudbTOpMETUN) 1H), 7,80 - 7,77 (m, 1H),
nipnanH-3- ° 7,52 - 7,47 (m, 1H), 7,45
injokcn)oen3un) FsC._N Be - 7,42 (M, 1H), 7,30 -

354 ninepasuH-1- g o@@ - 7,28 (m, 1H), 720 (c| 4763
kapGoHin)-1H- on [TH), 7,09 - 7,07 (m, 1H),
nipason-3- ° 6,78 (0, J = 2,7 Ty, 1H),
kapboHoBa 3,85 (wwmp, 4H), 3,64 (c,
Kucnorta 2H), 2,62 (1, J = 4,8 lu,

4H)
58,69 (o, J =57,
1-(4-(3-((2- :
(TpuchTopmeTMn) oF o |IM.811(n J=27Ty,
nipnamH-4- : R 1H), 7,50 (1, J = 7,8 T'y,
injokcu)6ensunn) N7 | /@\/‘/\N [\\j/\;]H)s 7,38 - 7,35 (m, 1H),

355 [ninepasuh-1- N0 N\) N=( 33 - 7,32 (m, 1H), 7.25 446 4
kapGoHin)-1H- (c AH), 7,14 - 7,09 (m,
nipason-3- SeHIN6,79 (n, J = 2,7 Ty,
kapGoHoBa 1H), 3,86 (wwnp, 4H),
kMcnoTa 3,69 (c, 2H), 2,65 (wup,

4H)
b 8,77 (c, 1H), 8,58 -
1-(4-(3-((3-
(Tpmq)(To;()M((e(Tmn) 8,56 (m, 1H), 8,12 (A, J =
NipuanH-4- o 2,7 Tu, 1H), 7,54 - 7,40

a6 iJ'!)OKCM)6eI-!I3MH) > | (\N)kﬁ‘ . gl\l/1|)17H)257(f;01|_|)73781 (8M_, es
apoorin).TH- D b “%F 7,11 (M, 1H), 6,93 - 6,86 !
ni;fason-s- CFs g " |m, 1H), 6,81 (a, J = 2,7
kapGoHoBa u, 1H), 3,86 (wwup, 4H),
kucnoTa 3,72 (c, 2H), 2,68 (wmp,

4H)
4-xnop-1-(5-(3-
Xrop-5-
(TpudTOpMETUN) o
OEH3nM)oKTa- cl s

357 rinponipono[3,4- N" N7 477 1
clnipon-2- N N 5 8,28 (c, 1H), 7,78 ’
Kap6OHiJ'I)-1 H- FsC d OH (C, 1H), 7,72 (C, 2H), 4,08
nipason-3- - 3,82 (M, 6H), 3,14
kapboHoBa (wup, 4H), 3,00 (wwup,
kucnoTa oH)

58,06 (o, J =27,

1-(2-((2-xnop-
[1 1'-6(i(*)(e(Hin]-3-p 1H), 7,65 - 7,62 (g, J =
injmemn)-z 8- o 8,1 My, 1H), 7,48 - 7,35
niasacnipo[4.5] ) O S (rM, 7:4& 6,172 én, J =22H,7

358 D,eKaH-S- N\ L'n )1 3 (C7 )! 479 3
kap6oHin)-1H- “ N 3,88 - 3,83 (m, 2H), 3,74 ’
ni[faaon-S- g OH 3,72 (m, 2H), 3,20 (T, J
Kap6OHOBa = 7,2 rU', 2H), 3,09 (C,
kncnota 2H), 1,97 (1, J = 7,2 Ty,

2H), 1,88 - 1,80 (m, 4H)
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1'(4'(2' 6 8714 (pn J = 237 rL'n
((2R,5R)-2,5- 1H), 7,72 (a, J = 8,7 T,
nUMeTUNNiponi- o 1H), 7,32 - 7,25 (M, 2H),
AnH-1-in)-4- FsC hNJ\N \ 6,83 (4, J = 2,7 Ty, 1H),

| .
359 gpmqﬂop_memn) NJ N 3,87 (wwp, 6H), 3,72 480.3
eHamn)nu_'lepasvm c>|_|3,54 (m, 2H), 2,71 - 2,59
pesona |~ S Bl s 157 (o 210
kapGoHOoBa 0,91, (L,l, J= é,3 Fu,: 3H):
kucnoTa 0,71 (a,J =5,7 Iy, 3H)

(Ao 68,14 (a, J = 2,7 Ty,
((2815(;-(3 5- 1H), 7,72 (a, J = 8,1 Ty,
(2852t o 1H), 7,29 - 7,27 (m, 2H),

[AH-1 -in)-4- FsC A 6,83 (a, J = 2,7 Tu, 1H),
(TPUcbTOpMETMN) (ONTNT 3,87 (ump, 6H), 3,71 -

360 ! NS N 3,60 (M, 2H), 2,74 - 2,65  480,3
GeH3nmninepasuH oHl(wmp, 4H), 2,29 - 2.16
—1_—Kap60H|n)—1H— N d (M, 2H), 1.63 - 1,57 (m,
nipason-3- oH), 1,03 (3, J = 6,0 [y
kapboHoBa . ' ' ’

3H), 0,70 (g, J = 6,0 My,
Kucnora
3H)

1-(4-meTun-4- 08,07 (g, J = 2,7 'y,
((?'A(rﬂiPOHiﬂVlH-F m; 7,6414 (L(l, J1=H§3,1 FSU.,
ir)-4- o , 7,44 (c, 1H), 7,35
(TPuchTOpMETUN) F3C y N)kN (n, J = 8,1 Tu, 1H), 6,75

a1 [peH3MN)awiHO) NTO h% (8, J=27Tu 1H), 4571 o0
ninepmuanH-1- 4,46 (M, 2H), 4,383 (c, ’
kap6oHin)-1H- (b & " H), 3,50 - 3,38 (m, 2H),
nipason-3- 3,25 - 3,21 (M, 4H), 2,11
kapboHoBa - 1,84 (m, 8H), 1,59 (c,
Knucnora 3H)

A{(O. 68,11 (a,Jd =2,7 Iy,

1-(4-((2- 1H), 7,64 (3, J = 7,8 T,
(aseTuamnH-1-in)-4-

1H), 7,18 (&, J = 7,5 Ty,
pucropueran) 0 1H), 6,87 (c, 1H), 6,80
aM'i*Hg')‘Bf_M ™) . | e (8, J = 2,7 [, 1H), 4.24
362 e pnan- N\p g,% (wup, 2H), 4,03 - 3,98  480,3
. , 6H), 3,58 - 3,53 (m,
1-kapGoHin)-1H- @ g (1
: i oH), 2,47 (c, 3H), 2,42 -
nipason-3 2,32 (v, 2H), 2,14 - 2,09
kapboHoBa
MCnoTa (m, 2H), 1,98 (wup, 2H)
1,42 (c, 3H)

1-(unc-5-((4- 08,14 (g, J = 2,7 'y,
(4-xnoptheHOKeH) 1H), 7,47 - 7,44 (m, 2H),
GEH3MM}amiHO) o 7,37 - 7,34 (m, 2H), 7,04
oKkTarigpoLmKmo- H Nkw N - 6,97 (M, 4H), 6,74 (g, J

363 [neHTa[c]nipon-2- /& N% = 2,7 'y, 1H), 4,07 - 3,93 481,3

OH

kapboHin)-1H-
nipason-3-
kapboHoBa

KUCIOTa

(M, 6H), 3,60 - 3,45 (M,
1H), 2,85 - 2,72 (m, 2H),
2,48 - 2,35 (m, 2H), 1,69

L 1,53 (m, 2H)
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1-((R)-4-(2-
((S)-3-

58,11 (0, J = 2,7 T,
1H), 7,59 (a, J = 8,1 T,
1H), 7,17 - 7,16 (m, 2H),

3WH-1-kapboHin)-

3,77 (c, 2H), 3,41 - 3,32

cbTopniponiauH-1- i 6,82 (o, J = 2,7 Ty, 1H),
ir)-4- FaC NN 5,44 - 5,26 (M, 1H), 4,67
(TpudbTopmeTHn) N\) N (wmp, 1H), 4,30 - 4,25

364 [GeHaunr)-2- (M, 1H), 3,74 - 3,44 (m| 4842
METUNMiNepasmH- N o MeH), 3,31 - 3,22 (m, TH),
1-kapGoHin)-1H- { Z 2,89 - 2,85 (M, 1H), 2,77
nipason-3- = - 2,74 (M, 1H), 2,37 -
kapboHoBa 2,29 (M, 3H), 2,28 - 2,17
KucnoTa (m, 1H), 1,45 (a0, J = 6,9

My, 3H)

4o 58,13 (a,J = 2,7 Ty,
((S)jsf(s) 4-(2 1H), 7.58 - 7,55 (M. TH).
bropiponiAnt-1- o 7,15 - 7,14 (m, 2H), 6,85
in)_4_ F3C )J\ (pu J= 237 rL'n 1H)s 5345 °

(ONTONTN, 527 (m, 1H), 4,64 (Lunp,
(TpucpTOpMETI) NN N=C fiH), 426 - 4,22 (w, 1H)
365 [GeHaunr)-2- » : 4842
. N OH[3,74 - 3,46 (M, 6H), 3,30
MeTUnninepasuH- d (322 (m, 1H), 2,93 -
1 kapOokin)-1r+ <—Z 2,89 (M, 1H), 2,74 - 2,70
Kap oo F (M, 1H), 2,43 - 2,20 (m,
P 4H), 1,45 (g, J = 6,9 Ty,
KUCnoTa
3H)
1-(2-(5-xnop-2- 58,14 -8,11 (m, 1H),
(TpudbTOpMETUN) Cl 7,84 - 7,80 (m, 1H), 7,71
GeH30in)-2,8- i L 768 (M, 1H), 7,65 -
niasacnipo[4.5] N” N\ 7,61 (m, 1H), 6,86 - 6,83

366 |[nekaH-8- FoC N N (M, 1H), 3,88 - 3,68 (M| 4852
kapOoHin)-1H- o oH [PH). 3,58 (c, 1H), 3,28 (c,
nipasorn-3- d 1H), 3,18 (c, 1H), 2,05 -
kapboHoBa 1,93 (m, 2H), 1,80 - 1,70
Kucnorta (m, 4H)

5 8,26 (c, 1H), 8,02

1-(2-(4-xn10p-3- (a,J = 2,7 Ty, 1H), 7,96 -
(Tiason-2- 7,94 (m, 1H), 7,78 - 7,76
in)6eHann)-2,8- N cl o (m, 1H), 7,61 - 7,55 (m,
niasacnipo[4.5] 0 B 2H), 6,74 (n, J = 2,7 Ty,

367 |nekaH-8- NTUNT 1H), 4,27 (c, 2H), 3,80 -|  486,2
kapGoHin)-1H- N N~ 3,76 (M, 2H), 3,67 - 3,57,
nipason-3- g " |m, 2H), 3,32 - 3,27 (m,
kapboHoBa 2H), 3,13 (c, 2H), 2,00 (T,

KucnoTta J = 7,2 Iy, 2H), 1,82 -
1,69 (M, 4H)
4-xnop-1-(4-(4-
(niponianH-1-in)-2- o 5 8,19 (c, 1H), 7,53 -
(TpuchbTOpMeETHN) CL 1 7,50 (M, 1H), 6,78 - 6,75
i - N N
agg PeHaunninepa \QV Q N%\'CI (M, 2H), 3,88 (wmp, 4H)| a0
OH

1H-nipason-3-
kapboHoBa
kucnota

(M, 3H), 3,29 - 3,24 (m,
1H), 2,77 - 2,73 (M, 4H),

2,14 - 2,02 (M, 4H)
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1-(TpaHc-5-
([1,1'-Bicpenin]-3-
inokcu)okTariapo-
LuknoneHTalc)

58,72 - 8,60 (m, 1H),
7,64 - 7,53 (M, 2H), 7,49
L 7,37 (m, 2H), 7,37 -
7,27 (M, 2H), 7,21 - 7,12
(M, 1H), 7,12 - 7,02 (m,
1H), 6,93 - 6,78 (M, 1H),

) . NN

39 [} PO kapooHin) ) /[\Q h%;cﬁ 5,14 - 4,98 (m, TH), 4,27 [“,\ffm_
(TpudbTopmeTHn)- O ° i g M| 4,01 (wwp, TH), 4,01 -

i\ H-nipason-3- 3,74 (wmp, 2H), 3,74
capGoHoBa 356 (wmp, 1H), 3,08 -
oo 291 (wmp, 2H), 2,33 -
212 (M, 2H), 2,08 - 1,87

(M, 2H)
58,13 (0, J = 2,8 I,
1H), 7,49 (g, J = 8,0 Iy,
in)Genaun)-1,8- Q /.23 (m, TH), 6,79 (A, J =
niasacnipo[4.5] cl o 2.8 Tu, 1H), 4,76 (wwp,

370 [nexan-8- B eH), 428 (ump, 2H)) 440 5
capGoHir)-1H- \ N7 NN 3,32 (c, 2H), 3,27 - 3,21
nipason-3- N= (M, 2H), 2,90 (mp, 4H),
KapBOHOBA oH [2,36 - 2,20 (M, 4H), 2,09
oo o (wup, 2H), 1,87 - 1,84

(M, 2H), 1,78 - 1,75 (m,

4H), 1,63 (mp, 2H)
1-(2-(5-xnop-2- 58,05 (a0, J =27 Iy,
(TpudpTOpME- 1H), 7,64 (o, J = 2,7 Ty,
TOKCU)OEH3MN)- ol o 1H), 7,43 - 7,42 (m, 1H),
2 8-niasacnipo[4.5] P 7,40 - 7,39 (M, 1H), 6,76

371 |nekaH-8- NTONT (n,J=27Ty 1H), 3,88 4872
kap6oHin)-1H- FC=0 N= 3,59 (M, 6H), 2,78 (a, J =
nipason-3- g " .6y, 2H), 2,63 (c, 2H),
kapboHoBa 1,84 - 1,76 (m, 2H), 1,75
KnucnoTta - 1,69 (M, 4H)

58,06 (0, J =27 I'y,

1-(2-(4-xnop-3- 1H), 7,46 - 7,43 (M, 1H),
MopdponiHo- 7,35 (c, 1H), 7,19 - 7,16
GeH3nn)-2,8- cl (m, 1H), 6,77 (o, J = 2,7
niasacnipo[4.5] d N i My, 1H), 4,30 (c, 2H),

372 |nekaH-8- — G@* " 3,82 - 3,79 (M, 6H), 3,70 4882
kapboHin)-1H- N on 3,68 (M, 2H), 3,40 -
nipason-3- o 3,36 (M, 2H), 3,24 (wup,
kapboHoBa 2H), 3,05 - 3,02 (M, 4H),

KucnoTta 2,06 (1, J = 7,2 Ty, 2H),
1,87 - 1,78 (M, 4H)

58,35 (n, J = 5,4 Iy,

1H), 8,12 (g, J = 2,7 Ty,

MeT&?w)-Aj-(g—(m- 1H), 7.45 - 7,37 (m, 2H),

(TpUchTOpMETUN) 7,30 - 7,23 (M, 3H), 7,10

I'Iipl/I/J,l/IH-2- CF3 jj)\ - 7,07 (M, 1H), 6,83 (/J,, J

in)okcy)B6ensun) ~ NN = 2,7 Ty, 1H), 4,67 (wvp,

373 ninepasnt-1- | N ,u%ﬁ 1H), 4,32 - 4,27 (m, 1H)|  490,1
kapGoHin)-1 H- N on 13,72 - 3,68 (m, 1H), 3,59
nipason-3- o - 346 (M, 2H), 2,98 -
capGoHoBa 2,94 (M, 1H), 2,84 - 2,81
oo (M, 1H), 2,43 - 2,30 (m,

oH), 1,43 (g, J = 6,9 Ty,

SH)
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0835, J=54Tu,
H), 8,14 (n, J = 2,7 Tu,

(R)-1-(2- H), 7,46 - 7,43 (M, 1H),
MeTun-4-(3-((4- 7,41 - 7,37 (m, 1H), 7,30,
(TpudbTOpMETUN) oF o - 7,23 (M, 3H), 7,14 -
nipuanH-2- s PR 7,08 (m, 1H), 6,84 (g, J =

474 [moKen)Genaun) a O\/(\N NN 2,7 T, 1H), 465 (wnp| o0 4
ninepasuH-1- SN o N\) N= H), 4,30 - 4,26 (M, 1H), ’
kapOoHin)-1H- g °" B.73 - 3,68 (M, 1H), 3,59
nipason-3- - 3,46 (M, 2H), 2,98 -
kapboHoBa 2,95 (m, 1H), 2,85 - 2,81
Kucnorta (m, 1H), 2,44 - 2,30 (m,

2H), 1,43 (n, J = 6,9 Iy,
3H)

0 8,42 (c, 1H), 8,12 -
8,08 (m, 2H), 7,43 - 7,39

(S)-1-(2- (M, 1H), 7,28 - 7,26 (M,
meTun-4-(3-((5- 1H), 7,21 (c, 1H), 7,13 -
(TpudbTOpMETUN) 7,11 (m, 1H), 7,08 - 7,06
I'Iipl/I/J,l/IH-62- fo ~ i (m, 1H), 6,82 (o, J = 2,8
in)okcu)6eHaun N L N My, 1H), 4,62 - 4,58 (m,

375 I'Iil)'lepa3)VIH-1- ) . ojijv”VK N%F H), 4,26 - 423 (w, 1H)] 490
kap6oHin)-1H- d M B,68-3,67 (M, 1H), 3,55
nipason-3- - 3,45 (M, 2H), 2,95 -
kapboHoBa 2,91 (m, 1H), 2,81 - 2,78
Kucnorta (m, 1H), 2,39 - 2,28 (m,

2H), 1,41 (a, J = 7,8 U,
3H)

0 8,42 (c, 1H), 8,13
a,d=24Tuy, 1H), 8,13 -

(R)-1-(2- 8,10 (M, 1H), 7,44 - 7,40
meTun-4-(3-((5- (M, 1H), 7,29 - 7,27 (M,
(TpudbTOpMETUN) 1H), 7,21 (c, 1H), 7,14 -
I'Iipl/I/J,l/IH-62- ) o ~ j’\ (7,091 |(_||\;| 23|_£|3)4 z07J 7,2053r
injokcn)oeHsun ? NTONTY M, , 6, a,d =2,

376 linepasuh-1- \@LOOV'*J% *‘% My, 1H), 462 (ump, 1H)| 4902
kapOoHin)-1H- Jd " K26 - 4,23 (m, 1H), 3,71
nipason-3- - 3,67 (M, 1H), 3,57 -
kapOoHoBa 3,46 (M, 2H), 2,96 - 2,94
Kucnorta (m, 1H), 2,83 - 2,80 (m,

1H), 2,41 - 2,31 (m, 2H),
1,42 (n,J =7,8TuU, 3H)
0819 (n,J=24Tu,

1-(2-((6- H), 7,90 (a, J = 8,0 I'u,
(TpudbTOpMETUN) EG H), 7,75 (c, 1H), 7,60 -
GeHso[b]rioden-2- : 7 58 (m, 1H), 7,36 (c,
inymetun)-2,8- Q 1H), 6,86

377 |niasacnipo[4.5] §-¢ (a, J = 2,4 'y, 1H), 3,98 4922

nekaH-8- (c, 2H), 3,58 - 3,50 (m,
kapboHin)-1H- g H), 2,79 (1, J =70 Fu,,
nipason-3- 2H), 2,61 (c, 2H), 1 7 (
kapbokcamia J = 7,0 Ty, 2H),

1,66 (M, 4H)
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4-xnop-1-(4-(3-
(4-xnopdeHokcn)-
5-bTopbeHsnn)

5 8,20 (c, 1H), 7,42 -
7,39 (M, 2H), 7,08 - 7,04

o]
. A
ninepasnH-1- “ Q NN g (M, 2H), 6,92 (4, J = 9,0

378 | apBowin)-1H- \O\o L *‘% ry, 1H), 687 (c, 1H)| 93
nipason-3- g °" 16,70 - 6,67 (M, 1H), 3,86
kapboHoBa (lwmp, 4H), 3,70 (c, 2H),
Knucnora 2,66 (mp, 4H)

1-(4-(4-
(TeTparigpo-1H- & 8,13 (wwmp, 1H),
bypo[3,4-c]nipon- o 7,56 (8, J = 8,1 'y, 1H),
5(3H)-in)-2- % 2 6.87 - 6,81 (M. 3H). 3,99
(TpudpTopmeTnn) NN - 3,94 (m, 2H), 3,85

379 Senaun)ninepaan \Q\/l‘(\) h% (wmp, 4H), 3,69 - 3.65 4943
-1-kapbonin)-1H- CFs oH |(M, 4H), 3,48 - 3,43 (m,
nipason-3- ° 2H), 3,32 - 3,24 (M, 2H),
kapboHoBa 3,11 - 3,08 (m, 2H), 2,65
kucnoTta (mp, 4H)

1-(4-(2-(8- 08,20 (a, J =2,0 'y,
oKca-3- o 1H), 7,79 - 7,77 (m, 1H),
a3abiunkno[3.2.1]o F.C )k 7,51 (c, 1H), 7,48 - 7,45
KTaH-3-in)-4- g (ONTONTN {(m, 1H), 6,88 (8, J = 2,0

380 (TpudbTOpMETUN) NJ N= My, 1H), 4,41 (wup, 2H), 494 3
GeH3nmninepasuH oH#.05 (wmp, 2H), 3,93 ’
-1 -kapBoHin)-1H- S d (wnp, 4H), 3,09 - 3,05
nipason-3- @ (M, 2H), 2,91 - 2,84 (m,
kap6GoHoBa 6H), 2,23 - 2,09 (M, 2H),

Knucnorta 2,09 - 1,94 (m, 2H)
1-(4-meTun-4-

(meTun(3- 58,09 (a,J =27,

(niponianH-1-in)-5- oF, 1H), 7,96 (c, 1H), 7,87 (c,

(TpudTOpPMETUN) j’l\ 1H), 7,78 (c, 1H), 6,77

381 GeH3umyamiHo)nine J‘\Q N (a4, d =2,7 Ty, 1H), 4,58 - 494 3
pPUAUH-1- Gﬂ N% 4,39 (M, 2H), 4,10 - 3,98 ’
kapboHin)-1H- oH |(m, 2H), 3,58 - 3,36 (m,
nipason-3- ° 2H), 3,34 - 3,31 (M, 4H),
kapboHoBa 2,52 (¢, 3H), 2,14 - 1,84
KucnoTta (m, 8H), 1,46 (c, 3H)

58,07 (o, Jd =2,7 Iy,
(me:mffz;flemn 4 1H), 8,04 (1, J = 7,5 T,
N . 1H), 7,54 (g, J = 7,5 'y,
(niponiguH-1-in)-3- o 1H), 7,837 (1, J = 7,8 T
s 1 »J =701,
(TpudbTopmeTHn) PR ~
GeH3unmn)amiHo) NN 1H), 6,77 (p, J = 2,7 T,

382 ninepuanH-1- FsC \p Ne=, 1H), 3,91 (wwmp, 4H)| 4943
kap6oHin)-1H- N on 3,69 (wwmp, 2H), 3,21 -
. (7 d 317 (M, 4H), 217 (c,
kapGoHosa 3H), 2,09 - 1,99 (M, 6H),

1,82 - 1,63 (M, 2H), 1,17
kucnoTa (¢, 3H)

1-(4-meTun-4- 58,09 (a,J =27,
(MeTun(4- 1H), 7,69 (c, 1H), 7,51
(niponiguH-1-in)-3- (a, d = 5,7 'y, 1H), 7,10
(TpuchTopMeETHT) > 3 (n, J = 5.7 Ty, 1H), 6,77

a3 eH3AMaNiHO) D\/'L\Q »,% (0, J=27Tu 1H), 453 0,
ninepmuanH-1- FsC N (wup, 2H), 4,18 (wwmp, ’
kapboHin)-1H- oH [2H), 3,38 - 3,34 (M, 6H),
nipason-3- © 2,58 (c, 3H), 2,10 (Lmp,
kap6GoHoBa 4H), 2,00 - 1,96 (M, 4H),
Knucnorta 1,52 (c, 3H)
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1-(4-meTun-4- 08,07 (g, d = 2,7 'y,
(MeTun(2- 1H), 7,90 (c, 1H), 7,44
(niponiaunH-1-in)-5- CFs o (0, J = 4,2 Ty, 1H), 7,11
(TpudbTOpMETUI) P (n, J = 6,3 Ty, 1H), 6,77

254 PEHIN)aMiHO) L NN (0, J=24Tu,1H), 4024 0,
ninepnanH-1- N= 3,78 (M, 6H), 3,32 - 3,22 ’
kapOOoHin)-1H- N oH |(M, 4H), 2,23 (c, 3H),
nipason-3- \ / o 2,06 - 1,98 (m, 6H), 1,96
kapboHoBa - 1,81 (m, 2H), 1,27 (c,
KucnoTa 3H)

e m 58,08 (g,J =27,
(me:mﬁshflemn ) 1H), 7,58 (g, J = 8,1 I'y,
eTnr . 1H), 7,16 (c, 1H), 6,96
(niponiguH-1-in)-4- o (1, J = 7.8 [y, 1H), 6.77
(TpudbTOpMETUN) FsC B8 ’J _o 7 r ,1H 441 i
GEH3UN)amiHO) :@\/| NN (n, J=2,7Tu, 1H), 4,

385 PorenaMi O N{) N 4,09 (M, 2H), 3,97 (Wvp| 4943
e on  PH), 3,60 - 3,54 (m, 2H),
ﬁi pasoil'llj-g- © 3,48 - 3,31 (m, 4H), 2,44
Kar:')6OHOBa (c, 3H), 2,14 - 2,11 (m,

2H), 2,03 - 1,91 (M, 6H),
Kucnora 127 (o, 3H)
5817 (1,J = 1,5,
1H), 8,10 (g, J = 2,4 Iu,
1H), 7,99 - 7,93 (1, 1H),

(R)-1-(2- 7,93 - 7,90 (m, 1H), 7,73
MeTun-4-((3- L 7,68 (m, 1H), 7,52 (c,
MeTun-3'- 1H), 7,49 - 7,41 (m, 1H),
(meTuncynbgo- o 7,41 - 7,38 (M, 1H), 6,81
Hin)-[1,1-Gicbemin]-| O O o (3, J = 2,4 Ty, 1H), 4,65

386 W- o O Q N (wup, 1H), 4,27 - 4,23 4975
imMmeTun)ninepa- o |(m, 1H), 3,56 - 3,53 (m,
3UH-1-kapBOOoHI)- ° 2H), 3,50 - 3,40 (M, 1H),
1H-nipason-3- 3,18 (c, 3H), 2,91 - 2,87
kapboHoBa (m, 1H), 2,80 - 2,76 (m,
Kucnota 1H), 2,51 (¢, 3H), 2,43 -

2,38 (M, 1H), 2,31 - 2,22
(m, 1H), 1,42 (o, J = 6,6
My, 3H)
o ] 58,13 (8, J = 2,4 Ty,
" 1-(1-(4-x0p-2 . 1H), 7,53 (0, J = 8,0 ',

. 1H), 7,36 (c, 1H), 7,26 -
q)ToprllnepMﬂMH-1- @ 7,24 (M, 1H), 6,79 (a, J =
Im0erann)-1,8- N o4 Tu, 1H), 4,92 - 4,42
niasacnipo[4.5] ¢l ? A4 T, 1H), 4, ’

387 ' Py (M, 3H), 4,27 (wup, 2H)| 504,2
nekaH-8- N NN -

: \ \ 3,30 - 3,20 (M, 4H), 3,11
kapOoHin)-1H- N | 306 (M, 2H), 2,89 -
nipason-3- OH b 86 (m, 2H), 2,35 - 2,26
apoorosa © (M, 4H), 2,15 - 1,99 (,

6H), 1,85 - 1,83 (M, 2H)
4-xnop-1-(2-(3-
xrop-5-
(TpudbTopmeTHn) gl o 0 8,19 (c, 1H), 7,87
GeHann)-2,8- FiC 1 (c, 1H), 7,84 (c, 1H), 7,78

3gg Piasacnipo[4.5] N E\\ ¢ |c, 1H), 4,36 (c, 2H), 3,82 ;¢
nekaH-8- N - 3,77 (M, 2H), 3,69 - '
kap6oHin)-1H- g " BB,64 (M, 2H), 3,42 - 3,37
nipason-3- (M, 2H), 3,22 (wup, 2H),
kapboHoBa 2,03 (1, = 7,2 Ty, 2H),
Knucnorta 1,75-1,70 (M, 4H)

228
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1-(1-(6-
(TpudbTOpMETUN)
GeHso[b]Tioden-2-
kapboHin)-1,8-

(Xnopodopm-d) e
8,15 (c, 1H), 8,10 (a, J =
2,7 Tu, 1H), 7,91 (o, J =
8,4 'u, 1H), 7,71 (c, 1H),
7,61 (8, J = 8,4 'y, 1H),
6,90 (8, J = 2,7 Ty, 1H),

389 |niasacnipo[4.5] {jON N% 6.75 (wup, 1H), 552 [M5+2S|i]+
nekaH-8- (wup, 1H), 4,55 - 451
kapGOoHin)-1H- ¢ M m, 2H), 3,92 (1, J = 6,6
nipason-3- My, 2H), 3,35 - 3,14 (m,
kapBokcamin 4H), 2,19 - 2,14 (M, 2H),

2,05 - 1,96 (m, 2H), 1,64
L 1,47 (M, 2H)
1-(2-(6-
(TpudbTOpMETUN) FoC b 8,34 (c, 1H), 8,14 -
GeH3o[bTiodheH-2- . 8,10 (m, 1H), 8,01 (c,
kap6oHin)-2,8- 1H), 7,75 - 7,69 (M, 2H),

390 |niasacnipo[4.5] Ly GOLB‘I% 6,91 - 6,86 (M, 1H), 4,06/ 5061
nekaH-8- N N= (T, =7,0 Ty, 1H), 3,85 -
kap6oHin)-1H- d N 8,80 (m, 2H), 3,78 - 3,58
nipason-3- (M, 5H), 2,09 - 2,01 (m,
kap6okcamis OH), 1,82 - 1,68 (M, 4H)

1-(2-(5- 58,06 (a,J=27Tu,
(niponiguH-1-in)-2- 1H), 7,53 - 7,50 (m, 1H),
(TpuchTopMeTMN) D 7,04 (c, 1H), 6,78 (g, J =
Gensun)-2,8- N o 2,7 Ty, 1H), 6,61 (o, J =
niasacnipo[4.5] )J\ 7,8 'y, 1H), 4,35 (c, 2H),

391 [ exan-8- NN 383 - 3,79 (v, 2H), 3,72| 2063
kap6oHin)-1H- FaC N= L 3,67 (M, 2H), 3,32
nipason-3- d OH  Vimp, 4H), 3,21 - 3,14
kapboHoBa (m, 4H), 2,06 - 1,99 (m,
kucnota 6H), 1,82 - 1,69 (M, 4H)

5814 (n, J= 2,7 Ty,
. 1H), 7,70 (a, J = 8,1 T,
1-((2R)-2 1H). 7.33 - 7,30 (M, 2H).
MeTun-4-(2- _
) 0 6,84 (a, J = 2,7 Ty, 1H),
(TeTparigpo-1H-
bypol3 dcnipon- | (\NLN \ 4,65 (wmp, 1H), 4,30 -
5 0 4,25 (M, 1H), 4,02 - 3,97
5(3H)-in)-4- N, N= _
(M, 2H), 3,71 - 3,67 (m,

392 [(TpudTOopMETUN) OH _ 508,2

! N 4H), 3,67 - 3,47 (m, 1H),
6eH3mn)n||_'|epa3V|H o 3,24 - 3,12 (m, 2H), 3,12
1 kapoonin)-TH- 3,06 (m, 2H), 3,06 -
Kap oo o 2,91 (m, 3H), 2,79 - 2,75
o (M, 1H), 2,44 - 2,36 (u,

1H), 2,36 - 2,28 (m, 1H),

1,47 (g, J = 6,9 Ty, 3H)
5813 (0, J = 2,7 T,
) Ao 1H), 7,67 (a, J = 7,8 Ty,
1-((2R)-4-(2 1H). 7.30 - 7,25 (m, 1H).
(3-okca-8- 7.15 (c, 1H), 6,84 (, J =

aszabiuukno[3.2.1]o o ' ' " '
v B i A Fc L 27 Ty, 1H), 4,67 (wmp,
(ONTONTY,  [1H), 4,33 - 4,25 (m, TH),
(TPuchTOpMETU) N, N='  |4,03 - 3,89 (m, 4H), 3,74
393 [GeH3un)-2- o o ’ ’ ’ g 508,3
H

MeTunninepasuH-
1-kap6boHin)-1H-
nipason-3-
kapboHoBa
kncnoTa

L 3,63 (M, 4H), 3,56 -
3,42 (M, 1H), 2,96 - 2,81
(M, 1H), 2,81 - 2,78 (m,
1H), 2,47 - 2,42 (m, 1H),
237 - 2,28 (M, 1H), 2,06
L 1,94 (m, 4H), 1,43 (a, J

- 6,6 'y, 3H)

229
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1-((2S)-2-
MeTun-4-(2-
(TeTparigpo-1H-
bypo[3,4-c]nipon-

5813 (a,J = 2,7 T,
1H), 7,72 - 7,69 (m, 1H),
7,33 - 7,30 (M, 2H), 6,84
(o, J = 2,7 Ty, 1H), 4,67
(wvp, 1H), 4,31 - 4,28

5(3H)-in)-4- (M, 1H), 4,01 - 3,96 (m,

394 |(TpuchTopmeTyn) | oH), 3,71 - 3,62 (M, 4H)| 508,2
GeH3nmninepasuH o 3,57 - 3,48 (m, 1H), 3,23
1-kap6OoHin)-1H- L 3,19 (m, 2H), 3,13 -
nipason-3- 8 3,07 (M, 2H), 3,10 - 2,92
kap6oHOBa o (M, 3H), 2,79 - 2,75 (m,
kncroTa 1H), 2,44 - 2,29 (m, 2H),

1,47 (a,J = 6,9 [y, 3H)
5814 (o, J =27y,
1H), 7,69 - 7,66 (M, 1H),
(3_01;;(;_288_)'4'(2' 7,27 - 7,25 (w, 1H), 7,16
p 301 o (c, TH), 6,84 (a, J = 2,7
peadimknof3. 2.1l 1 My, 1H), 4,67 (wwp, 1H),
kTaH-8-in)-4- 3 CONTNT 1,30 - 4,25 (u, 1H), 4,00
(TpudbTOpMETUN) \)\ L i |

395 GeHaun)-2- N N 389 (m, 4H), 3.75 4 5485
] oHi3,63 (M, 4H), 3,56 - 3,43 ’
Q"eT”‘%”'”?pam”' N d (M, 1H), 3,00 - 2,92 (m,
“kapOoHin)-1H- @ 1H), 2,82 - 2,78 (M, 1H),
nipason-3- ° 0,47 - 2,42 (m, H), 2,37
kapGoHoBa ["208 (m, 1H), 2,09 -
knenota 1,92 (m, 4H), 1,44 (4, J =
6,6 My, 3H)
1-(5-(4-(&

rigpokcuteTpa- 68,31 (a,J=27Tlu,
rinpo-2H-nipat-4- . 1H), 7,84 (c, 1H), 7,76
in)-2- o (0, J = 8,1 [y, 1H), 7,68
(TpudbTOpMETUN) @*N N (a, J = 8,1 'y, 1H), 6,89

396 [Bensun)okTa- N N~ (n,J=27Ty 1H), 435 508,33
e | LT b
c]nipon-2- , 278 - 2, M, ,
kapGoHin)-1H- 062 - 2,57 (M, 2H), 2,20
nipason-3- L 210 (m, 2H), 1,67 -
kapbokcamia 1,63 (m, 2H) —

568,08 (a, J =2,7 Iy,

1H), 7,77 (, J = 8,1 Iy,

1-(4-meun-4- 1H). 7,51 (¢, 1H), 7,48
(metun(2- (a, J = 8,4 Iy, 1H), 6,77
(ninepuaunH-1-in)- FiC o) (0, J =27 Ty, 1H), 4,58 -
A-(TpucpTopmeTun) | NJ\I“I N 1434 (M, 2H), 4,19 - 4,09

397 DeH3un)amiro) \p N (M, 2H), 361 - 354 (m| 5083
”'”%p”ﬁ.‘””m N oH [PH), 2,90 (1, J = 5,1 Ty,

ﬁ?p °”'”§' ) O ° 4H), 2,48 (c, 3H), 2,24 -

pasor-o- 2,10 (M, 2H), 2,03 - 1,89
kapGoHoBa (M, 2H), 1,80 - 1,75 (m,
KUCnoTa

4H), 1,64 - 1,62 (M, 2H),

1,46 (c, 3H)
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1,1,1,3,3,3-
rekcadbTopnponaH- b 7,86 (c, 1H), 7,78
2-in-4-(7- o (n, J = 8,0 Iy, 1H), 7,36 -
Lukno6yTun-N- FsC . 7,31 (M, 2H), 4,16 - 4,02

398 MeTMN-5,6,7.8- \Q\/rh N (M, 4H), 3,63 (wwp, 2H)| o0 4
TeTparigpoimigasof N N= 3,19 - 3,13 (m, 4H), 2,35 ’
1,2-a]nipasnH-2- (_7 g lwmp, 3H), 2,26 (c, 3H),
kapBokcamino)-4- 210 - 2,04 (M, 2H), 2,02
MeTunninepuanH- - 1,96 (m, 4H), 1,89
1-kapbokcunar (wwup, 2H), 1,34 (¢, 3H)

4-xnop-1-(4-(3-
((4-
(TpudpTOpMETUN)
nipuanH-2- G i 58,32 (0, J=54Tru,

399 inokcn)oeHsnn) < | O/@y(\N NN —a  [1H), 8,19 (c, 1H), 7,47 - 5102
ninepasuH-1- SN NS N 7,42 (m, 1H), 7,37 - 7,29 ’
kapOoHin)-1H- g m, 2H), 7,26 (c, 2H),
nipason-3- 7,15 - 7,12 (m, 1H), 3,91
kapboHoBa (wup, 4H), 3,85 (c, 2H),
Knucnorta 2,91 - 2,82 (M, 4H)

58,06 (0, J = 2,8,

P 1H), 7,42 (g, J = 8,8 Iy,

1-(2-(2xnop-4 - 1H), 6.76 - 6,74 (M, 2H),

(reTparinpo-1H- 6.67 - 6,65 (M, 1H), 4,39
pypo(3,4-c]nipon- 2H), 3,99 - 3,95

5(3H)-ir)GeHann)- (c, 2H), 3,99 - 3,95 (M,

o 8-niasacnipo[4.5] N o eH), 388  (ump, - 2H).

400 [0 e ' 1 3,71 - 3,68 (m, 4H), 3,50 5143

Eap60Hin)-1H- YN - 348 (m, 2H), 3,43
X . cl N N= (wup, 2H), 3,34 - 3,28
nipasor-3 oH |, 4H), 312 (1, J = 3,2
kapboHoBa d ' * ) ' '
oo MU, 2H), 2,06 (T, J = 7,2
Mu, 2H), 1,88 - 1,80 (M,

4H)
58,06 (a0, J =27 I,
P TI 1H), 7,49 (g, J = 8,1 Iy,
1-(2-(4-xnop-3 1H), 7.26 (¢, 1H), 7,09
(retpariapo-1H- (a, J = 8,1 [y, 1H), 6,76
bplscrivor | [0z 27 i) 22

- - (o]

i . o T\ 1 (c, 2H), 3,99 - 3,94 (m,

401 szglf_lg?cmpo[4.5] @QQ@ v PH), 3,82 (wmp, 2H)| 5143
A : N 3,70 (wup, 2H), 3,61 -
K?p6°”'”§'1H' ™ 56 (m, 2H), 3,39 - 3,34
apGon0na (M, 2H), 322 (c, 6H),
oo 2,92 (wmp, 2H), 2,05 (1, J

= 72 Tu,  2H),
1,84 - 1,76 (M, 4H)
1-(1-(3-
(NipUMiguH-5-in)-5- 59,23 - 9,17 (m, 3H),
(TpudpTopmeTnn) FaC 8,13 - 8,08 (m, 3H), 7,95
GeHsun)-1,8- o (c, 1H), 6,82 (c, 1H), 4,64
niasacnipo[4.5] M (wup, 2H), 4,26 (wwup,

402 | ovan-g- N <Nj©l Ny RH),327-320 m 2] °102
kapGoHin)-1H- L o, 315 (wwp, 2H), 2,27 -
nipason-3- d 220 (M, 4H), 2,05 - 2,01
kapboHoBa (m, 2H), 1,82 - 1,70 (m,
kucnoTta 2H)
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1-(1-(2-
(niponiguH-1-in)-4-

5817 (4, J = 2,7 Tw,
1H), 7,24 (a, J = 7,8 T,

(TpuchTopMeETHT) w 1H), 6,96 - 6,93 (M, 2H),
GeH3oin)-1,8- FiC N o o 6,84 (a, J = 2,7 Ty, 1H),
niasacnipo[4.5] \Q\( 4,57 (wup, 2H), 3,50 -

403 | exan-8- ! NJ\N N, B38(m 4H), 332-3,09 2203
kapOoHin)-1H- N= (M, 6H), 2,31 - 2,13 (M,
nipason-3- d OH [PH), 2,03 - 1,97 (m, 4H),
kapOoHoBa 1,93 - 1,84 (m, 2H), 1,64
Kucnorta (mp, 2H)

08,08 (a,J=27Tu,

1-(1-(2- 1H), 7,69 (a, J = 7,8 'y,
(ninepuaunH-1-in)- 1H), 7,47 (c, 1H), 7,43 -
4-(TpudpTopmeTUn) Q 7,41 (m, 1H), 6,76 (a4, J =
GeH3un)-1,8- FoC N o 2,7 'y, 1H), 4,83 - 4,60
niasacnipo[4.5] \Q\\ (M, 2H), 4,25 - 4,06 (m,

404 [ exan-8- \ N)kw \ bH), 3,30 - 3,21 (w, 2H)| 2203
kapOoHin)-1H- N= 3,17 - 3,01 (m, 2H), 2,99
nipason-3- d OH | 288 (M, 4H), 2,30 -
kapboHoBa 2,14 (m, 4H), 2,03 - 1,95
Kucnorta (m, 2H), 1,75 (wnp, 6H),

1,63 (ump, 2H)
0811 (a,J =2,7Tu,
1-(1-(2- 1H), 7,74 (a, J = 8,1 Iy,
MOpPdOniHO-4- 1H), 7,60 (c, 1H), 7,56 -
(TpudpTopmeTnn) (\\)o 7,50 (m, 1H), 6,79 (a4, J =
GeH3un)-1,8- FiC N o 2,7 Ty, 1H), 4,80 - 4,67
niasacnipo[4.5] \Q\\ (m, 2H), 4,27 - 4,19 (m,

405 [ exan-8- \ N)kw \ DH), 3,87 - 3,84 (m, 4H)| 2223
kapBoHin)-1H- N= 3,32 - 3,18 (m, 4H), 3,07
nipason-3- g o1 289 (m, 4H), 2,40 -
kapOoHoBa 2,21 (M, 4H), 2,11 - 2,00
Kucnorta (m, 2H), 1,82 - 1,78 (m,

2H)
08,07 (o, J = 2,7 'y,
1-(4-((2- 1H), 7,88 (a, J = 8,4 Iy,
((2R,5R)-2,5- 1H), 7,33 (a, J = 8,0 'y,
nUMETMNNIpo- 1H), 7,28 (c, 1H), 6,77
nignH-1-in)-4- o (a,Jd=2,7Tu, 1H), 4,17 -
(TpucbTOpMETUN) FsC L 3,83 (M, 6H), 3,77 - 3,50

406 PN (MeTan) QV'L\Q 'L% (m, 2H), 235 - 226 (] o0 g
@AMIHO)-4- i 1H), 2,19 - 2,11 (m, 4H), ’
MEeTMRNiNe pUaNH- \Q g% [R,08 - 2,00 (m, 2H), 1,85
1-kap6oHin)-1H- - 1,62 (M, 2H), 1,60 -
nipason-3- 1,58 (M, 2H), 1,19 (c,
kapboHoBa 3H), 1,04 (o, J = 5,6 Iy,
kucnoTa 3H), 0,70 (n, J = 6,4 Iy,

3H)
1-(4-((2-
((2S,5S)-2,5- 08,11 (n,J=24Tu,
nMMeTUNniponi- 1H), 7,81 (a, J = 8,0 Iy,
AWH-1-in)-4- o 1H), 7,42 - 7,37 (m, 2H),
(TpudpTopmeTHn) FsC | M 6,80 (o, J = 2,4 Ty, 1H),

407 BeH3nmy(MeTun) \Q\/N\Q Nr‘q% 4,65 - 3,80 (m, 6H), 3,86 529 3

aMiHO)-4- o | 3,50 (M, 2H), 2,63 - '
o

MeTunninepuanH-
1-kap6boHin)-1H-
nipason-3-
kapboHoBa

KUCIOTa

2,12 (m, 5H), 2,14 - 1,80
(M, 4H), 1,66 - 1,54 (M,
2H), 1,37 - 1,20 (M, 3H),
1,08 (A, J = 6,0 'y, 3H),

0,73 (a, J = 6,0 [y, 3H)

232
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1-(4-(3-(4-
xnopdeHokcu)-5-
hTOpOEH3NM) F o 0 8,54 (¢, 1H), 7,42 -
ninepasuH-1- cl B 7,39 (m, 2H), 7,08 - 7,04

408 [kapGoHin)-4- \CLO @VQ N |, 2H), 6,92 (n, J = 9.0  527,1
(TpudbTOopMETUN)- on [fu, 1H), 6,87 (c, 1H),
1H-nipason-3- ° 6,70 - 6,67 (M, 1H), 3,86
kapboHoBa (lwmp, 4H), 3,70 (c, 2H),
kncnota 2,66 (wup, 4H)

4-xnop-1-(4-

MeTUn-4-
(meTnn(2-
(niponigun-1-in)-4-| ¢ 0 5 8,12 (c, 1H), 7,91
(TpudpTopmeTHn) | NJ\N \_¢ @ J=81Tu, 1H),7,25-

409 [6eHsun)amiHo) N\p N 7,20 (m, 2H), 3,96 (ump| 528,2
ninepuaunH-1- N o [EH), 3,81 (wwmp, 2H),
kapGoHin)-1H- 7 d 3,68 (c, 2H), 3,20 - 3,09
nipason-3- (m, 4H), 2,11 - 1,90 (m,
kapboHoBa OH), 1,72 - 1,65 (m, 2H),
kncnoTa 1,15 (¢, 3H)

(12 58,13 (g, J = 2,8 Ty,

o 1H), 7,71 - 7,70 (m, 1H),
ﬁfﬁéﬁﬁfﬁi’fom- 7,49 - 7,47 (m, 2H), 6,81
ANH-1-im)-4- \Q (A, J =28 Tu, 1H), 4,89 -

N 4,32 (m, 3H), 4,24 - 4,21
(TpudbTOpMETUN)
Soraun) 1 8. FaC S (M, 1H), 4,01 - 3,94 (m,

410 |, . NLN \ 2H), 3,33 - 3,06 (M, 4H)| 534,3
niasacnipo[4.5] N \ > 36 - 2 2 6H). 2.09

eKkaH-8- N=, ;36 - 2,25 (m, 6H), 2,
Eap60Hin)-1H- on [ 205 (m, 2H), 1,95 -
; d 1,86 (M, 2H), 1,67 - 1,57,
nipason-3-
KapBoHOBA (m, 2H), 1,11 (8, d = 6,0
KMCHoTa My, 3H), 0,75 (a4, J = 6,4
My, 3H)

(12 58,13 (g, J = 2,8 Ty,

s 1H), 7,71 - 7,69 (m, 1H),
srunmipo- 7,49 - 7,42 (w, 2H), 681
ﬁiﬂMH-1-iﬂ)?4- (a,J=28Tu, 1H), 4,89 4

N 4,41 (m, 3H), 4,30 - 4,20
(TpudbTOpMETUN)
Gensun)-1,8- FC ? (M, 1H), 4,01 - 3,94 (m,

411 k SN PH), 3,33 - 3,10 (M, 4H)| 5343
niasacnipo[4.5] N \ > 49 - 2 2 6H). 208
ﬂeKaH's' N==, 3 - 3 5 (Ms )s H
kapGoHin)-1H- o [ 200 (m 2H), 2,00 -
ha30n-3. d 1,77 (M, 2H), 1,67 - 1,57

P (m, 2H), 1,11 (a, J = 6,0
kapboHoBa
KMCHoTa My, 3H), 0,75 (a4, J = 6,4
"y, 3H)

A 58,09 (1, J=28TL,
erunninopass- |\ 1), 7,33 (, 1H), 7,24 (c.
1-in)-5- Nj 1H), 7,21 (c, 1H), 6,79

(a, Jd = 2,8 'y, 1H), 4,60
(rpucpTopmeTHn) (\N (Wnp, 2H), 4,04 (ump,

412 6;2%_16& 5] o eH), 342 (ump, - 4H))  gop 4
A pols. e 3,22 - 3,15 (m, 2H), 3,06 !
nekaH-8- N7 N

: F3C ) (wup, 2H), 2,98 (wwup,
kapGoHin)-1H- N N,
Hinason-3- 4H), 2,64 (c, 3H), 2,32 -
P OH b 13 (m, 4H), 1,98 - 1,95
kapGonosa ° (M, 2H), 1,78 - 1,69 (M
kucnoTa ’ v : :

oH)

233
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1-(1-(2-(4- 0811 (a,J =2,7Tu,
cbTopninepuanH-1- 1H), 7,73 (a, J = 8,0 Iy,
in)-4- F 1H), 7,565 - 7,48 (m, 2H),
(prepuorn - o3 a4 27 1)

eH3un)-1,8- FsC o , c, , 4,77 - 4,

413 |[niasacnipo[4.5] \Q\\ PR (M, 2H), 4,27 (wmp, 2H),| 538,3
nekaH-8- ﬁp E\\ 3,31 - 3,08 (M, 6H), 2,91
kapOoHin)-1H- o [ 2,88 (m, 2H), 2,31 -
nipason-3- d 2,15 (M, 4H), 2,13 - 1,90
kapboHoBa (m, 6H), 1,89 - 1,68 (m,
kucnoTta 2H)

4-

(TpudTOpMETUN)-

1-(4-(3-((4-

(TPUcbTOpPMETMN) GFs i

nipnanH-2- ~ | O\/(\N NN cry 6 8,65 (c, 1H), 8,37

414 (in)okcn)6eHaunn) SN o N (a,J=51Tu, 1H), 747 - 5442
ninepasuH-1- g °H [7,37 (v, 2H), 7,30 - 7,23
kapOoHin)-1H- (M, 3H), 7,13 - 7,10 (m,
nipason-3- 1H), 3,83 (wwmp, 4H),
kapboHoBa 3,70 (¢, 2H), 2,69 (wwup,
kucnoTta 4H)

1-(1-(2- 08,07 (o, J = 2,7 'y,
(TeTparigpo-1H- 1H), 7,71 (a, J = 8,1 Ty,
idodi 3 7124241 (n b, .76
5 -in)-4- 7,44 - 7, M, , 6,7
e |, K i

eH3un)-1,8- 3 , M, , 4,41 - 4,

415 |hiasacnipo[4.5] G\\ “J\ﬁ‘ N (M, 2H), 3,94 - 3,79 (| 2483
nekaH-8- \NJQ N% 4H), 3,29 - 3,01 (M, 6H),
kapboHin)-1H- on 13,07 - 2,96 (M, 4H), 2,33
nipason-3- o - 2,19 (M, 4H), 2,09 -
kapboHoBa 1,92 (M, 2H), 1,87 - 1,69
Kucnorta (m, 2H)

0811 (a,J =2,7Tu,
B 1H), 7,79 (a, J = 7.8 I,

, 1H), 7,46 - 7,42 (m, 2H),
aszabiuukno[3.2.1]o
R @ 6,61 (0, J = 2,7 My, 1H),
(TpUcbTOpMETMN) FiC N ° 4,73 - 4,52 (m, 2H), 4,43

416 enaun)-1,8- O\\ Ao b, 20, 10 (0 2 5482

, . ,34 - 3,10 (M, 2H), 3,09

p,lasacmpo[4_.5]ne|< <N/\IQ N | 305 (m, 2H), 2,94 -

mil';aaggﬁ”é”) oH 2,89 (m, 2H), 2,83 - 2,78

kapGoHoBa (M, 2H), 2,18 - 2,01 (M,

CHOTE 6H), 2,00 - 1,92 (M, 4H),
1,73 - 1,65 (m, 2H)

(R)-1-(1-(2-

(rekcarigponipono[ 68,07 (a, d = 2,7 Ty,
1,2-a]nipasuH- M, 1H), 7,63 (a, J = 8,1 'y,
2(1H)-in)-4- PN 1H), 7,56 (c, 1H), 7,46
ey 6. " %) 227 . 1) 456
€H3un)-1,8- FsC o) a,Jd=27Tuy, , 4.5

417 |iasacnipo[4.5] O\\ Ao (wwp, 2H), 435 - 370 2613
nekaH-8- QNJQ L (M, 3H), 3,55 - 3,31 (m,
kapboHin)-1H- oH 5H), 3,20 - 2,85 (m, 8H),
nipason-3- o 2,14 (wmp, 3H), 2,10 -
kapboHoBa 1,70 (M, 6H), 1,59 - 1,54
kucnoTta (m, 2H)
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(S)-1-(1-(2-
(rekcarigponipono[
1,2-a]nipasvH-

58,07 (0, J = 2,7 T,
H), 7,63 (a, J = 8,1 ',
1H), 7,56 (c, 1H), 7,46

2(1H)-in)-4- (a, J = 8,4 'y, 1H), 6,78
gpmqm))amgmn) gp,, J =22|_,|§ le,,31H), 353
eH3unn)-1,8- Lmp, , 435 - 3,7

418 niasacnipo[4.5] N (m, 3H), 3,55 - 3,46 (m, 5613
nekaH-8- §j© N 4H), 3,30 - 3,07 (M, 6H),
kapOoHin)-1H- 2,97 (wwmp, 3H), 2,13
nipason-3- (wup, 4H), 2,08 - 1,78
kapboHoBa (m, 5H), 1,58 - 1,54 (m,
kncnoTa 2H)

1-(1-(3-(8-
okca-2- 6812 (@, J=24Tu,
asacnipo[4.5] = H), 7,04 (c, 1H), 6,94 (c,
nekaH-2-in)-5- 8 H), 6,82 - 6,80 (m, 2H),
(TpudbTOpMETUN) o 4,69 (wwup, 2H), 4,26
Genaun)-1,8- . (ump, 2H), 3,80 - 3,70

419 |, : N N NN 576,3
niasacnipo[4.5] Ne= (m, 4H), 3,51 - 3,43 (m,
nekaH-8- on [BH), 3,32 - 3,15 (M, 6H}),
kapOoHin)-1H- o o 2,37 - 2,17 (m, 4H), 2,11
nipason-3- - 2,07 (M, 2H), 2,03 -
kapOoHoBa 2,00 (M, 2H), 1,93 - 1,84
kncnoTa (M, 2H), 1,66 (wmp, 4H)

1-(4-(4- (Xnopodopm-d) e
xnop6eHsnn) o 8,07 (c, 1H), 7,32 - 7,25
ninepasuH-1- Y o [(mM, 4H), 6,88 (c, 1H),

. cl N

420 [kapBoHin)-N- (\ W 6,73 (c, 1H), 3,82 - 3,74 362,2
meTnn-1H- NS W m, 4H), 352 (w, 2H),
nipason-3- 3,00 - 2,98 (m, 3H), 2,55
kapbokcamia - 2,52 (m, 4H)

(Xnopodopm-d) e

1-(7-(4- 8,26 (M, 1H), 7,32 - 7,27
xnop6eHsnn)-2,7- (m, 3H), 7,26 - 7,20 (m,
niasacnipo[4.4] al j’\ o H), 6,90 (c, 1H), 6,65 (c,

421 |HoHaH-2- \Q\/OG 'T/\Nﬂ H), 5,66 - 5,41 (m, 1H)| 3882
kapGoHin)-1H- N =/ NH, [5,11 - 4,82 (M, 2H), 3,80
nipason-3- - 3,49 (M, 4H), 2,79 -
kapbokcamia 2,28 (M, 4H), 2,07 - 1,80

(M, 4H)
1-(7-(4- (Xnopodopm-d) e
8,22 (c, 1H), 7,33 - 7,27
xnop6eHsnn)-2,7-

! : (M, 3H), 7,26 - 7,20 (M,
pasacripol.4] o ? H), 6,88 (c, 1H), 6,73 (c
HOHaH_ - /N o H H H H H H

422 kapGoHin)-N- \wa LHNH 1H), 4,11 - 3,80 (m, 2H)| 402,2

/ 3,78 - 3,50 (m, 4H), 3,09
MeTun-1H-
nipason-3- - 2,93 (M, 3H), 2,84 -
< anGoKCaMi 2,31 (m, 4H), 2,07 - 1,80

P A (m, 4H)

(Xnopodopm-d) e

i A 8,07 (c, 1H), 7,38 - 7,30

o e m, 2H), 7,28 (c, 1H),
7,13 - 7,05 (m, 2H), 7,05

4oy [oHokaHOGHSU) ~ Tox p e m (gﬂH) ban 4203
ninepasuH-1- N ONT ) ' Q. .
prapasct | (01 U o o 6o
nipason-3- (M, 1H), 6,72 (wmp, 1H),
kapGokcamiz 3,84 (M, 4H), 3,67 (m,

2H), 2,99 (m, 3H), 2,57
(M, 4H)
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1-(5-(4- (Xnopodopm-d) e
xnopOeH3nn)okTa- 8,21 (c, 1H), 7,30 - 7,26
riaponipono[3,4- i 5 (M, 4H), 6,89 (c, 1H),
c]nipon-2- _N 6,76 (c, 1H), 4,10 (m,

424 | ap6okin)-N- C'\Qv @ O bhy. 377 i, 2n), 360 388
meTun-1H- N / (M, 2H), 3,02 (c, 3H),
nipaéaon-s- 2,95 (M, 2H), 2,62 (M,
kapbokcamig 4H)

N-metun-1-(5-

(4- (Xnopodopm-d) e
(TpudbTOpMETUN) 8,22 (c, 1H), 7,58 - 7,56
GeH3un)okTa- 1 (M, 2H), 7,45 - 7,43 (m

@] H H H H )|

425 [rigponipono[3,4- FsC. NN 2H), 6,89 - 6,74 (c, 2H)| 4222
c]nipon-2- \Q\/N = M U111 (m, 2H), 3,78 (m,
kapboHin)-1H- 2H), 3,68 (M, 2H), 3,05
nipason-3- (c, 3H), 2,95 (m, 2H),
kapbokcamia 2,63 (M, 4H)

(Xnopodopm-d) e
8,26 (¢, 1H), 7,52 - 7,48
1-(7-(2,5-
ﬂmxno(p(sgmn)_ o (. 1H), 7,28 - 7,26 (m,
) : cl Jon p 1H), 7,17 - 7,15 (m, 1H),
2,7-giasacnipo[4.4] N™ "NT'N
6,90 (c, 1H), 6,69 (wwup,

426 HoHaH-2- = NH, 4221

KapGOHir)-1H- 1H), 561 (ump, 1H),
; N 4,10 - 3,85 (M, 2H), 3,81
nipason-3-
kapBokcamia cl [ 361 (m, 4H), 2,83 -
2,45 (M, 4H), 2,08 - 1,93
(M, 4H)
(Xnopodopm-d) e

1('5(”.”0'5'((2' &ig (a, j = 2,2 Fu, m)

7 =7
(Xﬁgfmﬁmﬂl) 0 7.37 Sﬂ% 34 (m, 1HL)L 72)6
OKTariapoLnKIo- H NJ\N’N\ P - ,7,17 (I\;I, 2H),, 6,88, (Li, J

427 [neHTa[c]nipon-2- cl [&' = /NH = 2,7 'y, 1H), 6,77 (wwmp, 416,1
kapBoHin)-N- N H 1H), 4,01 - 3,80 (m, 4H),
MeTun-1H- 3,62 (c, 2H), 3,02 - 2,96
nipason-3- (m, 4H), 2,74 (wnp, 2H),
kapbokcamia 2,28 - 2,18 (m, 5H), 1,59

(mp, 2H)
(Xnopodopm-d) e

1_(7(%(2,5_ ) o 23,231 |(_c|:) 1H%,87,52 2-67,(43
nnxnopoeHsun)- M, , 7, -7, M,
2,7-aiaszacnipo[4.4] cl N)I\N/N\ O [H), 7,18 - 7,15 (M, 1H),
HOHaH-2- - 6,88 (¢, 1H), 6,75 (wwmp,

428 | apBowin)-N- & NHHH), 4,05 - 3,87 (w, 2H)| 436
MeTun-1H- N 3,75 - 3,60 (M, 4H), 3,01
nipason-3- cl (wup, 3H), 2,75 - 2,51
kapbokcamia (m, 4H), 2,07 - 1,87 (m,

4H)

1-(7-(3- (Xnopodopm-d) 0
(TpudbTOpMETUN) o 8,25 (c, 1H), 7,60 - 7,41
e | o ol e Bt 2

429 ia p . \\>__< , , ( , )s , 422 2
HOHaH-?- = NH, [(wmp, 1H), 4,06 - 3,85 '
kapboHin)-1H- N (m, 2H), 3,80 - 3,46 (m,
nipason-3- 4H), 2,72 - 2,42 (M, 4H),

kapbokcamia

2,02 - 1,76 (M, 4H)
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(Xnopodopm-d) e

1-(5-(2,5- 8,26 (4, J = 2,6 Ty, 1H),
nmuxnopbeHsnn) o 7,48 (c, 1H), 7,25 (m,
okTarigponipono ¢l d_ & o [H), 7.16 (m, 1H), 6,90

430 [34-cInipon-2- &N w (c, 1H), 6,86 - 6,70 (ump| .,
KkapOoHin)-N- N = NH(1H), 4,26 - 4,00 (wwp,
meTun-1H- 2H), 3,90 - 3,76 (wwup,
nipason-3- ¢ 2H), 3,70 (c, 2H), 3,05
kapbokcamia (a, d = 5,0 'y, 3H), 2,95

(M, 2H), 2,66 (c, 4H)
(Xnopodopm-d) e
8,24 (o, J = 2,7 Ty, 1H),
mo;g;s:‘:ﬁ)'5'((2' 760 - 7,42 (m, 1H). 7,42
(MeTWn)amiHo) o - 780 (m, 1H), 7,24 -
Ayt 0 G T

431 [newralc]nipon-2- c /& \§7’</NH " 1”’H) 4)’30 o] 4162
"Maepﬁlﬂf;”&'_'\" @AT H oH), 3,85 - 3,32 (M, 4H),
nipason-3- 3,32 - 3,12 (m, 1H), 3,12
kapGokcamiz -2,98 (M, 3H), 2,98 - 2,70

(M, 2H), 2,18 (c, 3H),

2,12-1,82 (M, 4H)
N-meTun-1-(5- (Xnopodopm-d) e
(3- 8,26 (4, J = 2,8 Ty, 1H),
(TpudbTOpMETUN) o 7,68 - 7,55 (M, 3H), 7,52
GeH3nn)oKTa- CF3 )I\ N O [740(m 1H), 6,90 (a,J

432 [rigponipono[3,4- N W = 2,8 'y, 1H), 6,75 (wwmp, 422
clnipon-2- ©yb§’ ~/ NH[H), 4,20 - 4,00 (wwp,
kapOoHin)-1H- / 2H), 4,00 - 3,54 (wwmp,
nipason-3- 2H), 3,70 (c, 2H), 3,10 -
kapbokcamia 2,90 (m, 5H), 2,70 (c, 4H)

1-(7-(3-xnop-5- (Xnopodopm-d) e
(TpudbTOpMETUN) 8,26 (c, 1H), 7,67 - 7,48
GeH3un)-2,7- o i S (M, 3H), 6,90 (c, 1H),
niasacnipo[4.4] 3 N7 N 6,87 - 6,66 (M, 1H), 5,59

433 | onan-2- W (np, 1H), 4,05 - 3.89 4962
kapboHin)-1H- cl N (m, 2H), 3,75 - 3,53 (m,
nipason-3- 4H), 2,87 - 2,34 (M, 4H),
kapbokcamia 2,01 -1,77 (m, 4H)

(Xnopodopm-d) e

N-meTun-1- 8,22 (o, J = 2,7 Ty, 1H),
(umc-5-(meTnn(2- 7,55 (8, J = 8,1 'y, 2H),
(TpuchbTOPMETMN) i 7,42 (0, J = 2 Tu, 2H),
GeH3nn)amiHo) Ao ~N W 6,88 - 6,82 (M, 2H), 4,01

434 (okTarigpouumkno- CFs &' =~/ NH | 3,96 (M, 4H), 3,56 (c| 450,1
nenTa[c|nipon-2- N~ H /" bH), 3,01 (g, J = 5,0 Iy,
kapOoHin)-1H- | 3H), 2,97 - 2,86 (M, 1H),
nipason-3- 2,73 (wmp, 2H), 2,26 -
kapbokcamia 2,12 (M, 2H), 2,09 (c,

3H), 1,58 - 1,48 (m, 2H)
1-(7-(3-xnop-5-
(TpudbTOpMETUN) (Xnopodopm-d) e
GeH3un)-2,7- o 8,23 (c, 1H), 7,61 - 7,48
niasacnipo[4.4] CF3 N)I\N/N o (m, 3H), 6,89 (c, 1H),

435 [HoHaH-2- &/ ) w988 - 6,76 (v, 1H), 4,04 470,2
KkapOoHin)-N- i / - 3,85 (M, 2H), 3,71 -
meTun-1H- cl 3,43 (M, 4H), 3,03 - 3,00
nipason-3- (m, 3H), 3,00 - 243 (m,

kapbokcamia

4H), 2,00 - 1,75 (m, 4H)
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(Xnopodopm-d) e
8,25 (c, 1H), 7,63 - 7,43

1-(7-(4- (M, 1H), 7,13 - 7,11 (m,
MOpPdOniHO-2- 1H), 7,04 - 7,01 (m, 1H),
(TpudpTopmeTnn) i o 6,97 (c, 1H), 6,89 - 6,65
GeHann)-2,7- @ N W (M, 1H), 5,55 (wup, 1H),

436 |niasacnipo[4.4] N & =~/ NH; 401 -396 (m, 2H), 3,88 5071
HOHaH-2- \Q\/N - 3,85 (M, 4H), 3,72 -
kapOoHin)-1H- CFs 3,57 (M, 4H), 3,20 - 3,17
nipason-3- (T, J =4,6 Ty, 4H), 2,86 -
kapbokcamia 2,77 (m, 1H), 2,66 - 2,47

(M, 2H), 2,47 - 2,44 (M,

1H), 1,97 - 1,73 (m, 4H)
1-(5-(3-xnop-5- (Xnopodopm-d) e
(TpudbTOpMETUN) 8,26 (A, J = 2,6 Ty, 1H),
OEH3nM)oKTa- o 7,70 - 7,40 (m, 3H), 6,90
rinponipono[3,4- CFa (a,Jd=2,6Tu, 1H), 6,80 -

437 [cJnipon-2- - W 6,60 (wup, 1H), 4,30 | 4562
kapBoHin)-N- o N = N 4100 (wup, 2H), 3,98 -
MeTun-1H- 3,70 (wwmp, 2H), 3,60 (c,
nipason-3- 2H), 3,10 - 2,90 (m, 5H),
kapbokcamia 2,80 - 2,50 (M, 4H)

(Xnopodopm-d) e

8,20 (c, 1H), 7,60 - 7,54

N-meTun-1-(7- (M, 1H), 7,10 (c, 1H),
(4-mopdhoniHo-2- 7,09 - 6,92 (m, 1H), 6,88
(TpudTOpPMETUN) j’l\ - 6,85 (m, 1H), 6,71
Genann)-2,7- o™ N NN (wup, 1H), 4,06 - 3,71

438 |[niasacnipo[4.4] N & =/ NH (m, 6H), 3,82 - 3,54 (m| 5213
HOHaH-2- \Q\/N 4H), 3,17 - 3,14 (1, J =
kapboHin)-1H- CFa 4,8 Tu, 4H), 2,99 - 2,85
nipason-3- (M, 3H), 2,75 - 2,61 (M,
kapbokcamia 1H), 2,61 - 2,41 (m, 2H),

2,41 - 2,30 (m, 1H), 1,91
- 1,69 (M, 4H)
(Xnopodopm-d) e
N-meTu-1- 8,23 (1, J = 2,7 [y, 1H),
(umc-5-(meTtun(4- - 80 J=78Tu 1H)
(rpucpTopmermn) 1 e 50 (2t 735
OeH3un)amiHo) NN e i 7’5 F(M,1H ),6 88
439 |okTariapounkno- &' =~/ N g,84= 5 T, 1H), 6,88 1 450,2
L ENAY ,84 (M, 2H), 3,93 - 3,68
nexTa[c]nipon-2- N
kapGoHin)-1H- FC/©A| (M, 6H), 3,03 - 2,94 (M,
nipason-3- 3 4H), 2,73 (wwup, 2H),
xapBoKcamin 2,22 - 2,15 (m, 5H), 1,57
- 1,52 (M, 2H)
(Xnopodopm-d) e
8,30 (a, J =2,6 Iy, 1H),
N-meTun-1-(5- 7,60 - 7,50 (M, 1H),7,13
(4-mopdponiHo-2- (a, J =23y, 1H), 7,05 -
(TpudpTopmeTnn) Oﬁ o 6,92 (m, 1H), 6,85 (a4, J 5
OeH3uM)oKTa- [N nonN £ 27 Ty, 1H), 6,80 - 6,68

440 [rigponipono[3,4- @ ~/ w1 [|[(wup, 1H), 4,30 - 4,00, 507,1
c]nipon-2- QV" /" {m, 2H), 3,98 - 3,85 (M,
kapOoHin)-1H- CFs 4H), 3,82 - 3,60 (M, 4H),
nipason-3- 3,10 - 3,22 (m, 4H), 3,05

kapbokcamia

(0, J = 5,0 My, 3H), 2,95
(M, 2H), 2,70 - 2,50 (M,

4H)

238




UA 124990 C2

N,N-aumetun-

(Xnopodopm-d) e
8,10 - 8,09 (m, 1H), 7,63

(o)
1-(4-(2- FoC B L 7,62 (M, 1H), 7,36 -
MOPCPONIHO-4- O‘ NN F.27 (m, 2H), 6,74 - 6,73

441 [JPUcbTOPMETUN) N NS/l 1H), 4,02 (unp, 8H)| 4951
6eH3mn)n||_'|epa3V|H N N 18,65 (wmp, 2H), 3,28 -
-1-kapOoHin)-1H- [ j S VBl27 (m, 3H), 3,13 - 3,12
nipason-3- o (wwp, 3H), 2,97 (wmp,
kapOokcamia 4H), 2,59 (wmp, 4H)

(Xnopodopm-d) e

7,77 (wmp, 1H), 7,30 -

7,26 (M, 3H), 7,08 - 7,06

(S)-1-(4-(3-(4- (m, 1H), 7,01 (c, 1H),

g“opcpe”;"c”) 6,95 - 6,92 (M, 2H), 6,90

Miﬁﬂﬂ){ne'pam- o i X 6’881H(M’ 41H9), o,
N N7\

442 [1-kapGomin)-4- @Lo DN ,‘%; ﬁﬁ?,pa,zs » (M,(”m;: 469,2
meTnn-1H- & 18,58 - 3,54 (m, 1H), 3,49
nipason-3- | 3,39 (M, 2H), 2,86 -
kapboHoBa 2,83 (M, 1H), 2,69 - 2,66
Knenora (M, 1H), 2,32 - 2,09 (m,

5H), 1,39 (a, J = 6,4 Ty,

3H)
4-xnop-1-(4-(2- j\ (Xnopodopm-d) 0
(niponigun-1-in)-4-|  FsC NN 8,20 (wwp, 1H), 8,03 (¢,
(rpuchTopmeTwn) N N= T [tH), 7,59 (a, J = 8,0 My,

443 OeHsum)ninepasuH on[1H), 7.18 (¢, 1H), 715 4 4862
-1-kapGoHin)-1H- N d 7,13 (v, 1H), 4,20 - 3,80 ’
nipason-3- Q (M, 6H), 3,20 (wump, 4H),
kapboHoBa 2,82 (wup, 4H), 1,96
Kucrota (wwp, 4H)

(Xnopodopm-d) e

8,65 (wwup, 1H), 7,70

(S)-1-(4-(3-(4- (wup, 1H), 7,32 - 7,30

énopq)eHZOKCM) (m, 3H), 7,17 - 7,08 (m,

Mz:ilm)il_'le_paamw a Jok 1H), 7,03 (c, 1H), 6,96 -
N N

444 [1-«apGori)-4- T ﬁ%\—cﬁ 6.1 (i, 3H) 450 (Wb oy
(tpucpTopmeTw)- " B63 - 3,60 (M, 1H), 3,48
1H-nipason-3- - 3,45 (M, 2H), 2,94 -
kapboHoBa 2,91 (M, TH), 2,74 - 2,71
Knenora (M, 1H), 2,34 - 2,20 (m,

PH), 1,50 - 1,43 (M, 3H)
1-(TpaHc-5-(2-
XOp-3- 58,18 (0, J = 2,8 'y,
METOKCUEHOKCH) (o} 1H), 7,22 - 7,17 (m, 1H),
OKTariapoLmKmno- H N*N N 6,77 (A, J =28 Ty, 1H)} 4535

445 pnewralc]nipon-2- /& h%ﬁ 6.71 - 6,69 (v, 2H), 5,08 1\ \11 1,
kapBoHin)-1H- o o H on [ 505 (m, 1H), 4,19 -
nipason-3- cl o 3,69 (m, 7H), 3,04 (wwp,
kapGoHOBa OH), 2,22 - 2,20 (M, 2H),

Knucnorta 2,05 - 1,95 (m, 2H)
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(M, 1H), 3,87 (c, 2H),

{-(rpanc-5-(2- 59,08 (1,J=16TL,
. 1H), 8,23 (a, J = 2,4 Ty,
xrop-3-(tiason-4- 1H), 7,93 (a, J = 1,6 Iy
In)heHokam)oKTa- WL 1H), 7.37 - 7,34 (m, 2H),
riapoLMKnoneHTa NN
: ‘ 7,17 - 7,13 (m, 1H), 6,83
446 (c]nipon-2- y N, (1, J = 2.4 My, 1H). 5.15 4591
kapboHin)-1H- Y o) H OH ) J , » 9
: < d (wup, 1H), 4,35 - 3,57
nipason-3- s c
anbonona (M, 4H), 3,15 - 3,07 (u,
MCnoTa 2H), 2,35 - 2,17 (M, 2H),
2,04 - 2,00 (M, 2H)
b 9,10 (c, 1H), 8,17
1-(TpaHc-5-((2- (n, J = 2,4 Tu, 1H), 7,91
xnop-3-(tiason-4- (c, 1H), 7,67 (g, J = 7,6
im)6eH3unjokcn) o M, 1H), 7,59 (a, J = 7,6
OKTariapoumnkno- H NLN N\ My, 1H), 7,42 (1, J = 7,6
447 |newta[c]nipon-2- SF/N ol /& r‘q% My, 1H), 6,76 (a, J = 2,4 473,2
kapBoHin)-1H- V\@Ao y o [y, 1H), 474 (c, 2H),
nipason-3- ° 433 (wmp, 1H), 4,27 -
kapboHoBa 3,50 (M, 4H), 2,96 (uump,
KucnoTta 2H), 2,20 - 2,17 (M, 2H),
1,87 -1,84 (m, 2H)
b 8,18 (c, 1H), 7,18 -
1-(TpaHc-5-(2- 714 (m, 1H), 6,77 (c,
XI10p-3- 1H), 6,70 - 6,65 (M, 2H),
isobyTokcude- 5,06 (wmp, 1H), 4,17 -
HOKCU)OKTAriapo- " JOL 3,87 (M, 3H), 3,81 - 3,80
44g [wKnonenTalc] /&N NN (m, 2H), 3,73 - 3,50 (m| 465,1
Mipon-2-kap6oHin)- e Qo M, [IH), 316 -3,04 (m 2H)| [M+NHiJ
1H-nipason-3- L d 220 - 2,13 (m, 2H), 2,12
kapboHoBa - 2,04 (M, 1H), 1,99 -
KucnoTta 1,96 (M, 2H), 1,11 - 1,01
(M, 6H)
4-xn10p-1-(4-(2-
MopchoniHO-3- 0 6 8,15 (c, 1H), 7,81
Y (0, J = 7,8 Ty, 1H), 7,62
(TpudbTOpMETUN) _ )
: ONTONTN (8, J = 8,1 Ty, 1H), 7,34
GeH3nmninepasuH |
. NS N 7,29 (m, 1H), 4,10 - 3,70
449 |1-kapboHin)-1H- FsC 502,1
HiDa3011-3- N o [(M, 10H), 3,48 - 3,25 (m,
Kap 60HOBA [ HO 2H), 2,90 - 2,82 (M, 2H),
o 5 2,69 (Lump, 4H)
(Xnopodopm-d) e
8,10 (g, J = 2,7 Ty, 1H),
7,25 - 7,20 (m, 1H), 7,15
Ao, L 7,13 (m, 1H), 6,92 (a, J
Xno(ig_zzf”' 2 L 2.7y, 1H), 6,89 - 6,86
nop (M, 1H), 6,68 (wnp, 1H),
rigpokcu-2- o
MeTUNPONoKCH) ﬁn)kn N l(jl_fv: (;.u|_1r)p,41zlé|),_ jgi
450 BeHaun)-2- OQ\/N\)\ N p, 1H), 4, : 450.2
H‘ﬁﬁ NH;

MeTunninepasuH-
1-kap6boHin)-1H-
nipason-3-
kapbokcamia

3,67 - 3,65 (M, 2H), 3,53
L 3,49 (M, 1H), 2,93 -
2,89 (M, 1H), 2,80 - 2,76
(M, 1H), 2,48 - 2,45 (m,
oH), 2,36 - 2,29 (M, 1H),
1,52 (a, J = 6,6 Ty, 3H),

1,40 (c, 6H)

240




UA 124990 C2

1-(TpaHc-5-(2-

58,25 (1, J = 2,7 T,
1H), 7,20 (1, J = 8,4 T,

immMeTun)denin)

op-3-(2-
o 1H), 6,85 (a, J = 2.7 Iy,
1H), 6,79 - 6,68 (M, 2H),
METUnnponokeu) g g 5,11 - 5,05 (M, 1H), 4,29
45t Ehowom)orTa: HﬁN ¥ | 389 (m 3H), 389 | 4862
51 [rigpouuknoneHTa N=
[c]nipor-2- ”°ﬁ°@ " H w80 (c, 2H),  [M+NaJ*
capGorin) 1H- & s 3,75 - 3,55 (M, 1H), 3,12
o 3. L 2,99 (M, 2H), 2,30 -
P 2,18 (M, 2H), 2,05 - 1,90
ta‘gﬁg'::f‘a . 2H), 1,41 - 1,31 (c,
6H)
58,34 (0, J =27,
1-(TpaHc-5-(2- 1H), 7,19 (1, J = 8,4 Iy,
xnop-3-(2- 1H), 6,89 (g, J = 2,7 I'u,
rigpokcu-2- 1H), 6,77 - 6,65 (m, 2H),
Mﬂegmnnponomm)q) y i 5,1)2 - 5,05 (m, 1I(—|), 4,42) 485 2
452 ©HOKCH)OKTa- NN - 3,89 (M, 3H), 3,89 - [M+N,a]+
[ pOLIMKIIONeHTa v~ L, .80 (c, 2H),
[c]nipon-2- b d " 3,80 - 3,50 (M, 1H), 3,19
kapOOoHin)-1H- L 2,99 (M, 2H), 2,32 -
nipason-3- 2,18 (M, 2H), 2,06 - 1,91
kapbokcamia (m, 2H), 1,45 - 1,34 (c,
6H)

1'(4'(2' o 6 8704 (pn J = 237 rL'n
MopdponiHo-3- I 1H), 7,75 - 7,77 (m, 1H),
(TPUcbTOpMETUN) NN 7,49 - 7,51 (m, 1H), 7,23

453 GeHaun)ninepasuH E.G N\) N= - 7,27 (m, 1H), 6,73 (a, J 468.0
1 -kapGoHin)-1 H- = 1 on 2,7 Ty, 1H), 3,61 - 3,75 ’
nipason-3- [ j o (m, 10H), 3,31 - 3,35 (m,
kapboHoBa o 2H), 2,73 - 2,76 (M, 2H),

Kucnora 2,52 - 2,54 (M, 4H)

1-(4-(3-

: 58,04 - 8,16 (M, 1H),
(reTparinpo-1H- 7.57 - 7,64 (M, 1H), 7,40
bypo[3,4-c]nipon- o (c, 1H), 7,15 - 7,27 (m
i IO S o

454 : D\,N\) N= 3,94 - 4,07 (m,2H), 3,89 494,1
GeH3nmninepasuH N
1 . on  [c, 4H), 3,74 (c, 2H), 3,44
-1-kapbonin)-1H- o g N i

: 3,59 (M, 2H), 3,08
E;p%?;;g‘; 3.21 (M, 2H), 2,83 - 3,02
P (M, 4H), 2,71 (c,4H)
KUCnoTa
A 5817 (0, J = 2,4 Ty,
4-(3-((4-(3 1H), 7,50 (c, 1H), 7,46 -
ﬁ?pf;“ﬁ?ﬂ'm' 7.40 (m, 1H). 7,37 - 7,28
p6 -l o (M, 1H), 7,25 - 7,20 (M,
kapGoHin)ninepa- OH (\NLN N 1H), 6,84 (a, J = 2,4 Ty,
455 PA-1- o N s 1H), 3,91 - 3,83 (m, 6H)| 4422
y NH,

TeTparigpo-2H-
nipaH-4-
kapboHoBa
kncnoTa

3,68 - 3,53 (M, 4H), 2,62
L 2,59 (M, 4H), 2,53 -
2,48 (M, 2H), 1,95 - 1,87
(M, 2H)
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5 8,04 - 8,17 (m, 1H),
(Melm'ﬁt'z“_”em”"" 7,68 - 7,81 (M, 1H), 7,40
. . . - 7,50 (M, 1H), 7,29 -
(niponiguH-1-in)-4- NO 40 (0, 110, 6.2 - 6.85
(TPuchTOpMETUN) Fac\©/\\ o) (,\’,,, 1H),, 425 - 4.51 ’(M,
456 gﬁq'fp”ﬁﬁﬂ”_'?_") NN 2H), 4,00 - 425 (m, 2H)| 4943

kap6oHin)-1H- /N‘}i\) N 3,42 - 3,67 (m, 2H), 3,10
nipason-3- oH [ 3,26 (m, 4H), 2,37 -
kapGoHoBa © 2,58 (m, 3H), 1,88 - 2,21
(m, 8H), 1,31 - 1,56 (m,

kucnota o

Il. BionoriyHa ouiHka

BusHauyeHHs1 xapaktepucTuk 6inka Ha OCHOBI in Vitro KOHKYPEHTHOT aKTUBHOCTI.

Mpoteomu (memOpaHHa (ppakuisi rONOBHOrO MO3KY MULLI ANS aHani3iB LWoA0 MULLER; MeMOpaHHi
dpakuii npedpoHTaNbHOT KOPU FONOBHOrO MO3KY MOAWMHWM ANS adanisie woao noguHu) (50 mn,
KOHUeHTpauis 3aranbHoro ©6inka 1,0 mr/mn) 3asganerigb  iHKyOyBanu, BUKOPUCTOBYKOUM  Pi3Hi
KOHUeHTpauii inriditopis npu 37 °C. Yepes 30 xeunuH gogasanu FP-Rh (1,0 mn, 50 MM B DMSO) i
cymiw iHkyGyBanum npotarom we 30xBunuH npu  37°C. Peakuii racunu 3a JOMNOMOrow
3aBaHTaxkyBanbHoro 6ydepa SDS (15 mkn - 4X) i aHanisyBanu Ha SDS-PAGE. Micna Bizyanisauii
resfilo akTUBHICTb CepuHrigponasyu BU3Hayanu LNSAXOM BUMIPIOBAHHA IHTEHCUBHOCTI (pnyopecueHuil
cmyr Ha reni, BignosiaHux MAGL i FAAH, 3 BukopuCTaHHaM nporpaMHoro 3abesneveHHs
Imaged 1.43u. Oani wopo ICsp, oTpumaHi B mpoueci AaHOro adanisy, HaeBegeHi B Tabnuui 1. Bcei
crnonyku B Tabnuui 1 6ynu cunbHiwmMu iHribitopamm MAGL, Hixk FAAH.

OTpUMaHHA NPOTEOM rONMOBHOI0 MO3KY MULLI, y3ATUX Micna 06pobku MuLLen iHriGitopom

[Hribitopn BBOAUNKM C57BI/6J gnkoro Tuny 3a AOMOMOIOI0 rOAYBaHHA Yepes3 LUITYHKOBUIA 30HA B
CcepeaoBULLI-HOCIEBI 3 nonieTuneHrnikono. KoxHy TeapuHy BGusanu yepes 4 roanHu nicns BBEAEHHS i
NpPoOTEOMWU TOMIOBHOrO MO3KYy OTpUMMyBanu i aHaniaysanu BignNoOBiAHO A0 paHille BCTaHOBMEHUX
mMeTogie ([ue. Niphakis, M. J., et al. 2011) ACS Chem. Neurosci. and Long, J. Z., et al. Nat. Chem.
Biol. 5:37-44).

Cnonykn AeMOHCTPyBanu akTUBHICTbL B NPOUECi aHanisie, onucaHux B AaHOMY AOKYMEHTI, K
BKa3aHo B Tabnuui 1.

Tabnuus 1
FAAH, MAGL, FAAH, | MAGL, | FAAH, [MAGLPAAH,
MAGL, o o o Yo IHT. | % iHr.
Mpuk- o % iH. Yo iH. % iH. ICs0 ICs0
Yo iHF. 5 mr/kr|5 mr/kr
nap 1 MM 1 MM 1 MM (MkM) (MkM)
1 MkM (noguHa) (Mu- | (Mu-
(noguHa) (Muwwa) (Muwa) [(moauna)|(noaunHa)
wa) | wa)
1 C A (10 mkM) B D
2 A C
3 A D wrE * D D
4 A D A D D D
5 A D B D
6 A D A D D D
7 A D A D D D
8 A D A D D D
9 A D A D
10 A D A D D D
11 A D A D D D
12 A D A D D D
13 A D
14 C D C D
15 A A A C b b
16 A D A B wrE *
17 A A *kK *kK
18 B D C D
19 A A A A wrE **
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* Kk

* Kk

* Kk

* Kk

* Kk

*kK

* Kk

* Kk

* Kk
*kK
* Kk
*kK
*kK
* Kk
*kK
*kK
*kK
*kK
*kK
*kK

* Kk

*kK

*kK

*kK

*kK

*kK

*kK

*kK

*kK

*kK
*kK

D

A (10 MKkM)

A (10 MKkM)

20
21
22
23
24
25
26
27
28
29
30
31
32
33
34
35
36
37
38
39
40
41

42

43
44
45

46
47
48
49

50
51

52
53
54
55
56
57
58
59
60
61

62
63
64
65
66
67
68
69
70
71
72
73
74
75
76
77
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* Kk

* Kk

* Kk

* Kk

*kK

* Kk

* Kk

* Kk

*kK

*kK

* Kk

* Kk

*kK

* Kk

* Kk

*kK

*kK

*kK

*kK

*kK

*kK

*kK

*kK

*kK

*kK

*kK

* Kk

*kK

*kK

*kK

*kK

*kK

* Kk

*kK

*kK

*kK

D

B (10 MkM)

A (10 MKkM)

78
79
80
81

82
83
84
85

86
87
88
89
90
91

92
93
94
95

96
97

98
99
100
101
102
103

104
105
106
107
108
109
110
111

112
113
114
115

116
117
118
119
120
121
122
123

124
125
126

127
128
129
130
131

132
133

134
135
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194

195

O

>

196

197

> > >

> > >

198

199

200

201

202

203

204

205

206

207

>

O

208

209

210

211

212

O(O|>|>

O|O|>| 2|2 |02 |2 |2 |2 |2 || > | > | > >

0|00

0|00

213

214

215

216

217

218

219

220

221

222

223

224

225

* Kk

226

227

228

* Kk

229

230

231

232

233

234

235

236

pdpgp-dp-dp-db-db-dielp-db-db-db-JdbJdb-Jdb-dbdbdbgbgp-gp-gp-glvelp-dp-dp-dp-dpd

237

238

239

240

241

242

243

244

245

246

247

248

249

250

251

b b p-dielp-db-db-dp-dp-db-db-db-Jdb-Jdb

pdpdp-diwlp-db-db-dp-dp-dbdbdbJdbJdbdbd bbb b bbb dlwlp-dielp-dbdbdiwipdbdbdbJdbJdbJdbdbdbdbgbg bbb p-dp-dp-Jdp-Jdp-dp-dp-dp-db-db-db-Jdbd
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252

253

254

255

256

257

258

259

260

261

262

263

264

265

266

267

268

269

270

271

272

pd g p-dp-dp-dp-db-dp-dp-dbdbdb-dbJdbJdb-dbdbdbgbgb-gp-

pd g p-dp-dp-dp-db-dp-dp-db-divelb-Jdb-Jdb-Jdb-db-dlvel g b

273

A (10 MKkM)

274

275

276

277

278

279

280

281

282

283

284

285

286

287

288

289

290

291

292

293

294

295

296

297

298

299

pdp-gp-dp-divelp-dp-dp-db-db-dbJdbJdlelb-dbdbdb-dlvlp-d b p-dp-dp-dp-dpd

300

A (10 MKkM)

301

A (10 MKM)

302

A (10 MKM)

303

304

305

306

307

308

309

pdp-gp-dp-divel b

> ||| >|0|>|>|0|0|0|> | > | 2| > 2> > >|2>|>|0| 2| >|2>|>|0| > |2 || > | > | > | > >
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310

311

312

313

314

315

316

317

318

319

320

321

322

323

324

325

326

327

328

329

330

331

332

333

334

335

* Kk

336

337

338

339

340

341

342

343

344

345

346

347

348

349

350

351

352

353

354

355

356

357

358

359

360

361

362

363

364

* Kk

365

pdpdlwlp-dp-db-db-dp-dp-dbdbdb-Jdbdbdbdbdbdbgbdbd b B (eIp-dp-dp-dp-db-db-db-db-dlvelb-JdbJdbdbdb-d bbb b l@lp-dp-gp-dp-Jdp-Jdp-Jdp-dp-dp-db-db-db-db-Jdbg

366

A (10 MKkM)

367

A

pdlwlp-db-diwlp-db-dp-dp-db-dbdb-dbJdb-Jdbdbdbdbdbgbgpgpgpdp-dlwlp-dp-dp-db-db-dbdiveibdiwib-Jdb-Jdb-dbdbdbdbgbabdlwlp-gp-dp-dp-Jdp-Jdb-dp-db-db-db-db-db-dbJdbg

* Kk
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368

369

> >

370

371

372

373

374

375

376

377

378

379

380

381

382

383

384

385

386

W ||| 2> | 2> 2> | > |>|0|>|>|> >0 >

387

388

389

390

391

392

393

394

395

O|0(0|0

396

397

O

398

399

b p-dp-dp-db-db-dp-db-db-Jdb-Jdbg

400

A (1

o

MKM)

401

O|O| 2| 2| 2| 2| 2| 2|2 | 2| 2| 2| 2 2 22> > > 2| 2| 2| 2| 2| 2>|0| 2| 2| 2| > |0 > | > | > >

402

403

404

405

== |O

> > >

406

407

408

409

> >

410

411

412

413

414

415

416

417

418

ollelpdbapdp-—

419

* Kk

420

421

422

* Kk

423

424

425

|| 2|2 ||| >|0|0| > | > > (> O3>
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426

427

428

429

430

431

432

433

434

435

436

437

438

439

440

441

442

443

444

445

pdp-dlvslp-dp-dp-db-dp-dp-db-dbdb-dbJdb-Jdb-dbdbdbgbgpbgp-

446

447 A (10 MKkM)

448

449

450

A
451 A
452 A

453 D b * D D

454 D D D D

| 2| 2| 2| 2| 2| 2| 2| >

A
455 A
456 A

D D D D

*** |Cso cknagae meHwe abo gopisHioe 100 HM; ** ICso cknagae Ginbwe 100 HM | meHwe 1 MkM;
* 1Cso cknagae Ginblie abo gopisHoe 1 MkM i MmeHwe abo aopisHioe 10 MkM.

A = % iHribyBaHHsA, Akui Ginblwe abo gopiBHoe 75 %; B = % iHribyBaHHA, akuii Ginbwe abdo
nopiBHoe 50 % i meHwe 75 %; C = % iHribyBaHHs, Akuin 6inbwe abo gopiBHioe 25 % i MeHLwe 50 %;
D = % inHribyBaHHs, sikui 6inbwe abo gopisHioe 0 % i MeHwe 25 %.

$OPMYJIA BUHAXOLOY
1. Cnonyka chopmynu (1):

0

R3 '\‘l N R2
N\
R" | dopmyna ()
ae:
R' sBnsie coboto -C(O)OR'™ abo -C(O)NR'°R'";

R2 asnsie coboto H, ranoreH, Cisankin abo Ci.sranoreHarnin;
R3 aBnsie cobolo:

N R
(O

R4
A N_/\R12 N k'
5 = 4 (\N
ol v\J YN

R® R3 R"?
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R4 R6
A q m N q m
Ry @ m R @ N RY SN
o \N 4 N‘é‘ \ Z 12 N'g'
RE R N_é_ R™2 43" p n R™ 413 b n
R13 p n R5 R5
“Pon

N
: &
4 R4 N R4
5R A\ \% /Q% 5 A\ \'} /@ s A\ N
R ~ X R > X R >
R13 R12
R6 , RG a6o R6 :
A asnse coboto N abo C(H);
X aBnse coboto -O-, -N(R'8)- a6o -CH2N(R'6)CH2-;
Y aBnsie coboto -CHe- abo -C(O)-;
Z asnge coboto -S-, -O- abo -N(R'8)-;
R#* asnde coboto H, ranoreH, -OR?, Cisankin, Cz2sankeHin, Czeankidin, Cieranorenankin, -C(O)NRER?,
Cssumknoankin, Cooretepouuknoankin, -Cisankin-Czoretepouuknoankin, Ceroapun abo Ci.
oreTepoapun, ge Cssuumknoankin, Caeretepoumknoankin, -Ci-sankin-Czeretepouuknoankin, Ceroapun
abo Ci.greTepoapun He0OO0B'A3KOBO 3amilleHi 1 abo 2 R4,
R5 asnsie coboto H, ranoreH, Cisankin, CisranoreHankin, CisranoreHankokcm abo deHin;
RS asnge coboto H, ranoren adbo Cisankin;
R” siBnsie coboto H, Cisankin, CisranoreHankin, -Cieankin-OH, Ca.gretepouuknoankin, Cs-ioapun abo
Cioretepoapun, ge Cooretepouuknoarnkin, Ce.roapun abo Cioretepoapun Heob0B'A3KOBO 3aMmiLLeHi 1
abo 2 R™;
koxkHUi R8 i koxkHuiA R® HesanexHo BuGpaHuii 3 H i Creankiny; abo R® i R? pazom 3 atomom a3oty, 1o
SIKOrO BOHU NMpUEAHAaHi, 06'€AHaHi 3 YTBOPEHHSIM F€TEPOLMKIOAnKiNbHOIO KinbUs;
koxxHui 3 R i R HesanexHo aBnsie coboto H abo Cisankin;
R'2 apnse coboto H, ranoren abo Cieankin;
R'3 aBnsae coboto H abo C1-sankin;
KOXKHMII R4 He3anexxHo BubpaHuin 3 ranoredy, -OH, Cisankiny, CieranoreHankiny, Ci.sankokcu, -Ci-
sankin-OH, Cssyuknoankiny, -C(O)OH, -C(O)NRBR?®, -SO2-C1sankiny i -N(R'7)C(0)-C1-sankiny;
RS aBnsie coboto H abo Ci-sankin;
R'8 aBnse coboto H, Cisankin, -C(O)-Ci.sankin, -Cisankin-OH abo -CH2CO2H;
R'7 apnsie coboto H abo Ci-sankin;
R'8 apnsie coboto H abo Ci-sankin;
v aopieHtoe 0 abo 1;
n aopisHioe 0 abo 1;
m gopisHioe 0 abo 1;
p aopisHioe 0, 1 abo 2; i
g aopisHioe 0, 1 abo 2;
abo i hapMmaleBTUYHO NPUARHATHA Cinb.
2. Cnonyka 3a n. 1 abo ii (papMaLeBTUYHO NPUIHSATHA Cinb, Ae R3 aBnsie coboro

4
R A\
R5$Y\N d m
N
R R12m ¥
R13 p n

3. Cnonyka 3a n. 2 a6o 1i dapMaleBTUYHO MPUIAHATHA Cinb, A€ M AOpiBHIOE 1, n AgopiBHIoE 1,
aopisHioe 0 i p aopiBHioe 2.

4. Cnonyka 3a 6yab-akuM 3 nn. 2-3 abo i hapmaueBTUYHO NPUIRHATHA Cinb, Ae Y aense coboto -CHo-.
5. Cnonyka 3a 0yab-akum 3 nn. 1-4 abo i hapMaueBTUYHO NPUIRHATHA Cinb, ae R'3 aenae coboto H i
R'2 agnse coboto H.

6. Cnonyka 3a 6yab-akum 3 nn. 2-5 abo i hapmMaUeBTUUHO MPURHATHA Cinb, A€ A asnse coboto C(H).
7. Cnonyka 3a 6yab-akuM 3 nn. 2-6 abo i hhapmaleBTUYHO NPURHATHA Cinb, Ae R8 apnae coboto H.

8. Cnonyka 3a 6yab-sikuMm 3 nn. 1-7 abo 1 hapmaleBTUMHO NPUIAHATHA Cinb, e R* saBnsie coboto
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ranoreH, -OR7?, Cisankin, CosankiHin, Cieranorenankin, -C(O)NR8RS®, Cagretepoumknoankin, Ce.
1oapun abo Cieretepoapun, ae Cooretepouuknoankin, -Cisankin-Cooretepoumknoankin, Ce1oapun,
Ci-oreTepoapun HeoboB'si3k0BO 3aMileHi 1 abo 2 R4,

9. Cnonyka 3a n. 8 abo 1i chapmaleBTUYHO MPUIHSTHA Cinb, Ae R* sBnsie cobolo ranoreH abo R*
aBnsie coboo CoereTepouumknoarnkin, Heob6oB'a3koBO 3amilleHuin 1 abo 2 R,

10. Cnonyka 3a n. 9 abo i bapmaUeBTUYHO NPUIHATHA cinb, Ae R* aBnse coboto HesamiweHuin Co.
greTepouukioankin.

11. Cnonyka 3a 6yab-skum 3 nn. 1-10 abo 17 hapmaleBTUMHO NPUIRHATHA Cinb, Ae R5 siBnsie coboto H,
ranoreH, Cisankin, Ci.sranoreHankin abo CieranoreHankokcu.

12. Cnonyka 3a 6yab-akum 3 nn. 1-11 abo i hapMaleBTUUHO NPUIRHATHA Cinb, Ae R2 anae cobowo H.

13. Cnonyka 3a 6yab-akum 3 nn. 1-12 abo ii hapmaleBTUYHO NPURHSTHA Cinb, Ae R! asnse cobolo -
C(O)OR™" i R aBnsie coboto H.

14. Cnonyka 3a n. 1, subpana 3:

ool ool O
FoC | NJOLN FsC N I
El N\p N%OH E/l N N%OH [Nj

N
() N d X
(0] N=N

o] o] o
O" N N= s NS N= <o NS  Ns
| I
4 OH, <\,N d OH, }\‘_N 4 OH,
o]
OH

252



UA 124990 C2

o
@ [o) o Cl
JOL C cl o JOL
N N < é A ° NN
N\/:p N=, NQO\I T‘q%\ ol /©/ ©\, \) N%
\d oHt OH OH
Cl CFs o d J

253



UA 124990 C2

X
H
)OL N "NTN cl
N\
< RN F «Cﬁ LY NS
< N N OH N =
N o o
oo cl , CFs g
J?\ % i
H FaC o)
ot S SN
fo] OH
(0] , o
FsC
CF3 0 o
e SRR SN R " SRR
NP N N= N N= NS No NS N=
OH o OH OH
o , o , o
o o o
sUeVsa*TaeBeVsn JNeSeUSR
s N N= S No NS N= \NJ\O NS N=
OH OH OH
o o , o

0 o) o
(\NJ\"“ N cl (\NJLN \ F4CO (\NJLN N
NS N= NS N= NS A=
OH OH OH
0" N o Q" N o 0" N o
=N \=N =N
o)
FsC NJLN F o (o]
(NN cl Py FiC L
NS Ns C}QN NN QON NN
OH N N= N N=
o" N o OH OH
=N , d o
S O i I
C'Q NJ\N A\ NJ\N A\ QC' NJ\N )\
N N= N N= FaC N N=
OH OH oH
o d o

254



UA 124990 C2

C

255



UA 124990 C2

3
~r

256



10

FiC o j\
A N7 NN HOA NN
8 2 NN ,ﬁ R f</ NN
N/\:p N%OH N N%OH F30\©Ao H N%\OH
S

UA 124990 C2

FsC NJLN N o (o}
N cl L JU
N N™ NN cl N™ NNl
- o LD *
N © N OH O N OH
cl 0 , 0 ;
N
F1C /\:}\A}N rsj\ “ o
3 N = o
FC’( z N C\ U
N
OH
o

, [o] , CF3
o N-
N- N-NH 0
N L N Py
N® N NNy—c N (NNl
|
N N= N\) N=
OH OH { j
CFy o CFs 0 ,
7\
7N [0} cl o]
N A N JI§ L o
N“N
\QV(\N N N N\\ cl ~/ OH
N NS NN N CF
NH OH 3
o) 2, CFs o] , cl
o
0
o NJLN N\
O Sy
cl N7 NN N OH
T =, ™ C%j o
O CF3 CF3
o
o
e

NQ QQQX (‘@g

257



X
0~
FaC N N=
OH
o
(o}
F3C.

X
N7 NN
Nﬁ/QVNJ n%r
lN/ g NH;
o)
J o}

UA 124990 C2

258

N R
AN A=
CF; g NHZ,
o}



10

UA 124990 C2

(o]
2
AT
NH

o .
abo i hapMmaleBTUYHO NPUARHATHA Cinb.
15. Cnonyka 3a n. 1, subpana 3:
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abo i hapMmaleBTUYHO NPUARHATHA Cinb.
18. Cnonyka 3a n. 1, aka siBnae coboo

v

X K
N7 NN
@Q \
OH
0 ;
abo i hapmaleBTUYHO NPURHATHA CiMb.

19. Cnonyka 3a n. 1, aka siBnae coboo
CFs

X
N7 TN
N
SAP Gt
OH
o ;

abo i hapMmaleBTUYHO NPUARHATHA Cinb.
20. Cnonyka 3a n. 1, sika gsnsie coboto

O

F3C\©\\ (o]
NJ\I\‘I A
N N
OH
o ;

abo i hapMmaleBTUYHO NPUARHATHA Cinb.

21. dapmaueBTMYHA KOMMO3MUUiSl, SKa MICTUTb Cnomnyky 3a Oyab-akum 3 nn. 1-20 abo i
dapMmaueBTUYHO MPUAHATHY Cifb | WOHanMeHwe oaHy hapMaueBTUYHO MNPUAHATHY AOMOMDKHY
PEYOBUHY.

22. Cnoci6 ycyHeHHs 6onto y nauieHTa, skuii notpebye uboro, skun nepeabadae BBEAEHHS NALEHTY
TepaneBTUYHO edEeKTUBHOT KiNMbKOCTi cnomnyku 3a 6yab-akum 3 nn. 1-20 abo 1 dapmaueBTUYHO
NPUIRHATHOT COoni.

23. Cnoci6 nikyBaHHA MirpeHi y nauieHta, sikui notpebye uboro, skun nepeabayae BBEAEHHS
nauieHTy TepaneBTUYHO edEKTUBHOT KinMbKOCTi cnonyku 3a Oyab-akum 3 nn. 1-20 abo i
dapmaueBTUYHO NPUAHATHOT CONi.

Komn'toTepHa BepcTka O. Neprinb

O “YKpaiHCbKuiA iHCTUTYT iHTENeKTyanbHOi BNacHocTi”, Byn. MMasyHoBa, 1, M. Kuis — 42, 01601
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