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1. CoeguHeHne copmynbi |

AN z
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| / /

nnu ero hapmaueBTUYECKM NpUeMnemMast Coflb,

roe r pasHo 0-4;
Z obosHayvaet O, N unu CH;

Y n W HesaBucumo BbiOMpatoT 13 Bogopoaa, octatka dpopmynbl la:

(R®)s
A—V—Q Re

Ia
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roe A obosHayvaeT -T-NH-,

/st. 5"3 RC

e f‘“%;/% "’\Aji‘

~

roe T obosHavaeT cBa3b uUnun Cq_g MMHENHYIO UK pa3BeTBNEHHYO anndaTuieckyto Luenb, rae
MeTuneHosas eauHnua B T HeobasaTenebHo 3ameHeHa Ha Cs.g UuknoanudaTnieckyto rpynny;

U o6o3HavaeT -CH,- nnn -CH,CHo-;

X obosHavaeT N-C4ankmn, NH, O, S, S(O) unu SO,; n

B KaXkjOM crny4yae RC HeszaBucuMo npencrasnder M-R*, rae M o6o3HauaeT cBs3b Unm Cis
ankvnuaeHoByHo Lenb, rae A0 ABYX HECOCeAHUX MeTUNeHoBbIX eanHuy, B M HeobssaTensHO
3ameHeHbl Ha C(0O), CO,, C(O)C(0O), C(O)NR, OC(O)NR, NRNR, NRNRC(O), NRC(O), NRCO,,
NRC(O)NR, S(0O), SO,, NRSO,, SO,NR, NRSO,NR, O, S nnn NR,

R* o6o3HauvaeT R', ranoreH, NO, unu CN; roe B kaxxgom criydae R' HesaBMCUMMO BbIOUpaoT 13
BOAOPOAA MM HeobA3aTeNbHO 3aMeLLEHHON rpynmbl, BolopaHHom n3 C_g anndartmnyeckomn
rpynnbl, Ce.19 @apuna, retepoapunbHOro konbsla, cogepxawero 5-10 aTomoB B KonbLe, UK
reTepouUKNUITBLHOrO KonbLa, cogepxatlero 3-10 atomoB B konbue, unv R n R' BMmecTe ¢
aTomoMm(amu), K KoTopomy(bIM) OHU NpUcoeanHsIoTCH, Unn Asa R' BMecTe ¢ aTomoM(amu), K
KOTOPOMY(bIM) OHW MPUCOEANHAIOTCS, 06pa3yoT 5-8-4uneHHoe LMKNoankuneHoe,
reTepoLMKNUNbLHOE, apunbHOE Unu retepoapunbHoe KonbLo, Bknovatowee 0-3 reTepoatoma,
He3aBUCMMO BbIbpaHHbLIX U3 aToMa asoTa, KMCcropoaa Unu cepsl;

V ob6o3Ha4vaeT cBA3b, -C(O)- nnm -S(0),-;

Q obosHavaeT cBA3b unu Cy_4 anknnMaeHoBYHo Uenb, rae 40 ABYX HECOCEAHUX METUNEHOBbIX
eavHuy B Q HeobsizaTenbHO 3ameHeHbl Ha -O-, -NH- nnn -S-;

m paBeH 0 nnu 1;

konbuo E ob6osHavaeTt Cg.1g apun, 5-10-uneHHoe reTepoapuribHoe KonbLo, cogepxatlee 1-4
retepoaroma, He3aBMCMMO BblIGpaHHbIX U3 aTOMa a3oTa, kKucnopoga unm cepsbl, unm 3-10-
YNEeHHOE reTepoLMKNMIbHOE KOMbLOo, coaepxallee 1-4 retepoaTtoma, HE3aBUCMMO BbIGpaHHbIX
n3 aTtoma asoTa, Kucnopoga unu cepel,

s paBeH 0-5;

unu ocratka dopmynsl Ib

_/(RD):

——
N/

Ib

roe D obosHavaeT -C_gankun- unm censb;

t paBeH 0-5;

B KaXkgom criydae R HesaBucMMO BbIOMpatoT n3 Bogopoaa unm HeobssarternbHo
3amelleHHor Cy_g anudatmyeckon rpynnbl;

B kaxxgom cnyyae RA, RB u RP HesaBucumo Boibupatot n3 R', R?, R®, R* unn R®, roe

R' o6o3HauaeT okcorpynny, R® unu (C,4anndatnyeckas uens),-J, rae n paseH 0-1;

J o6osHauaet ranoreH, CN, NO,, CF3, OCF3;, OH, SR8, S(O)R®, SO,R®, NH,, NHR®, N(R®),,
NR®R8, C(O)OH, C(0)OR® unn OR®; unu

nBea R Ha cocegHux aTomax KornbLa BMecTe obpasytoT 1,2-meTuneHamnoken mnm 1,2-
STUNEHANOKCH;

R? o603HauaeT CyganndaTnyeckyto Lienb, Heobs3aTenbHO 3aMeLLeHHYI0 3aMeCTUTENsIMU, B
KonMYecTBe A0 ABYX, Heobs3aTenbHo BbiGpaHHbIMK M3 R, R* unmn R,

R® o603HauaeT Cj gLmknoanugatuyeckoe, Cq.q0apurbHoe, 5-10-4neHHoe reTepoapunbHoe
KonbLo, cogepxalee 1-4 retepoaToma, He3aBUCUMO BblOpaHHbLIX M3 aToMa a3oTa, Kucrnopoaa
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nnn cepbl, unn 3-10-4neHHoe reTepouUUnKMibHOE KombLo, cogepxallee 1-4 retepoatoma,
He3aBNCUMO BbIGPaHHLIX 13 aTOMa a30Ta, Kucropoaa unm cepsl, rae R3 HeoBsasaTtensHo
3aMeLLeH B KONMYECTBE A0 TpeX 3aMeCcTUTENsIMU, HE3aBUCUMO BblOpaHHbIMM

n3 R R2 R*umm R5;

R* o603Hauaet OR®, OR®, OC(0O)R®, OC(O)R®, OC(O)OR®, OC(0)OR®, OC(0)N(RY),,
OC(O)N(R?),, OC(O)N(R®R?), SR®, SR?®, S(O)R®, S(O)R®, SO,R®, SO,R%, SO,N(R®),,
SO,N(R®),, SO;NR®R®, SO;R®, SO3R®, C(O)R®, C(O)OR®, C(O)R®, C(O)OR®, C(O)N(R®),,
C(O)N(R®),, C(O)N(R°R®), C(O)N(OR®)R®, C(O)N(OR®)R®, C(O)N(OR®)R®, C(O)N(OR®)R,
C(NOR®)R®, C(NOR®)R®, C(NOR®)R®, C(NOR®)R5, N(R®),, N(R®),, N(R°R®), NR®C(O)RS,
NR®C(O)R®, NR®C(O)R5, NR8C(O)OR®, NR3C(O)OR®, NR®C(0)OR®, NR®C(0O)OR?,
NREC(O)N(R®),, NR®C(O)NR®R®, NREC(O)N(R®),, NR®C(O)N(R®),, NR5C(O)NR°RE,
NR5C(O)N(R?),, NR®SO,R®, NR®SO,R?% NR®SO,R?® NR®SO,N(R®),, NRéSO,NR°R®,
NRESO,N(R?),, NR°SO,NR°R®, NR3SO,N(R?),, N(OR®)R®, N(OR®)R®, N(OR®)R® unu
N(OR%)RE;

R® o603HauaeT Cj gumknoanudatnyeckoe, Cg 1papurbHoe, 5-10-4neHHoe reTepoapunbHoe
KonbLo, cogepxawee 1-4 rerepoaTtoma, He3aBUCUMO BbIOpaHHbLIX U3 aToMa a3oTa, KUCrnopoaa
unu cepsl, unu 3-10-4neHHoe reTepoUuKNUbHOE KorbLo, cogepxallee 1-4 retepoaToma,
He3aBNCUMO BbIGPaHHLIX 3 aTOMa a30Ta, K1cropoaa unm cepsl, rae R® HeobasaTensHo
3amelleH B konnyecTee Ao Tpex R samectutensmu;

R® o6o3HauaeT R, Heobs3aTensHO 3amelleHHbIi R’ roe

R’ o6o3HauaeT Cj gumknoanudarnyeckoe, Cg qpapuribHoe, 5-10-4neHHoe reTepoapunbHoe
KonbLo, cogepxawee 1-4 rerepoaTtoma, He3aBUCUMO BbIOpaHHbLIX U3 aToMa a3oTa, KUCrnopoaa
unu cepsbl, unun 3-10-4neHHoe reTepouunKuIbHOE KomnbLo, coaepxallee 1-4 retepoatoma,
He3aBUCHMO BbIGPaHHbIX M3 aToMa a3oTa, kucnopoaa unu cepsl, rae R’ HeobssaTensHo
3aMeLLeH B KonmMyecTBe A0 ABYX 3aMeCcTUTENsAMM, He3aBUCUMO BblibpaHHbiMu u3 R, 1,2-
meTuneHgmnokeu, 1,2-atunergmnokem unm (CH,) -G, rae G Boibupatot 13 ranoreHa, CN, NO,,
CF3, OCF3, OH S-anudatnyeckoin rpynnel, S(O)-anudaTtudeckon rpynnsl, SO,-anndatmnyeckon
rpynnbl, NH,, N-anudatuyeckori rpynnel, N(anudatudeckon rpynnsl),, N(anndaTtnyeckon
rpynnbl)RE, COOH, C(0)O(-anndaTnyeckoii rpynnbl unm O-anndaTnyeckoin rpynnbi);

R® 0603HauYaeT aMUHO3aLMTHYIO rpynny;

npu yCnoBum, 4To TOMbKo oauH U3 Y n W onuceisatotca dpopmynoi la unu Ib, a gpyrori ns Y
n W obo3Ha4yaeT BOOOpOL;

v roe
a) B TOM cny4ae, korga Z o6o3sHavaet N, Y obosHavaeT Bogopoa, W onuckiBaeTtca chopmyrnon
la, A obosHayaeT 55.5 nV un Q, kKaxabln, 0603Ha4aeT cBA3b, TO
HC
X
—%
0

(i) B ToM cnyyae, koraa r paseH 1 n R” o6o3HavaeT metvn B

C-5 unun C-6 nonoxeHun 6eH3MMNAa30bHOro KosnbLa,

TO E He obo3HavaerT:

He3aMmelleHHbIN eHun;

doeHun, 3ameLleHHbI B opTononoxeHun metunom, OMe nnn OEL; nnu
deHun, 3amelleHHbI B napanonoxeHnn OMe nnm meTunom; un

(i) B TOM cny4yae, korga r paeeH 0, To E He ob6o3HauvaerT:
He3aMmelleHHbIN eHun;

He3aMeLleHHbIN HadTus;

deHun, 3amelleHHbI B napanonoxexdmnn OEt, Br, OH nnun OMe;
doeHuUs, 3aMeLLEeHHbI B METAMNONOXEHUN XSTOPOM; UK

deHnn, 3ameLleHHbI B OPTOMONOXEHUN METUITOM;

(b) B TOM cnyyae, korga Z obosHadvaeT N, Y obosHavaeT Bogopoa, W onuceiBaeTcs
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dopmynoii la, Q obosHavaeT -NHCH,-, r paBeH 0 1 V obosHavaeT C(0O), To:
(i) B TOM cnyyae, korga A o6osHavaeT -CH,CH,NH-,

To E He obo3HavaeT ;
cl :
N

(ii) B TOM cny4ae, korga A obosHavaet -CH,oNH-,

To E He obo3HavaeT ?-v ;
1@
$

Cl

Cl
(c) B TOM cniyyae, korga Z obosHavaeT C, W ob6o3Ha4aeT Bogopog, Y onucbiBaeTcs
dopmynofii la, r paeseH 0, A o6o3HavaeT -CH,CH,5NH-, V o6o3HadaeT C(O), Q
0603HavaeT -CH,0- n E o6o3HavaeT dennn, 1o
(i) s He paBeH O;
(i) korna s paseH 1, RB He oBosHauaeTt
He3amelleHHbIn deHun, xnop, OMe, meTun, 6pom,

i i B NapanonoXeHnu;

|

Tt 'Z{ﬁ\N
DOYRL®
, HIIH k/O

ynarorpynny unm OMe B opTONONOXeHUN; Nnm

MEeTWN B METanoNoXeHUu;

(iii) B TOM cnyyae, korga s paBeH 2,

RB He o6o3HavaeT anxnop B opTo/NapanonoXeHusix; n

(iv) B TOM cnyyae, korga s paBeH 3,

RB He o6o3HauaeT 2,3,4-TpumeToken unu 2,4,5-Tpuxnop; u rae

a) B TOM cny4ae, korga Z obosHavaet N, W onuckiBaeTca dpopmyrnon la, A
o6osHavaeT -CH,CH,NH-, V o6o3HavaeT -C(O)-, Q o6o3HavaeT -CH,O- 1 konbuo E o6o3HavaeT
deHun, To RA He 0603HauaeT -Cl, -Br, C_4ankumn, MeToKCu UM HATPO HU MO OTAENBHOCTU, HK
B coYeTaHuu;

b) B Tom cnyyae, koraa Z obo3HauaeT N, W onncbiBaetcs bopmynonm la, A
o6osHavaeT -CH,CH,NH-, V o6o3HavaeTt -C(O)-, Q o6o3Ha4aeT cBs3b 1 Konbuo E o6o3HavaeT
deHun, To RA He o6o3HauaeT -Cl, -Br, C/_4ankun, MeToKkC U HATPO HU MO OTAENBLHOCTU, HK
B COMeTaHuu;

C) B TOM crniyyae, korga Z obosHadvaet N, W onuceiBaetca doopmynoi la, A
o6osHavaeT -CH,CH,CH,NH-, V o603HauaeT -C(O)-, Q o60o3HauaeT cBA3b 1 konbuo E
0603HavaeT eHun, To RA He 0603HaYaeT 4-aMVHO UnNn 4-meToKCnKapboHW;

d) B Tom cny4ae, korga Z o6o3sHavaet N, W onuckiBaeTca dpopmyrnon la, A
o6o3HavaeT -CH,CH,CH,NH-, V o60o3HavaeT -C(O)- n Q obo3HavaeT cBA3b, TO KOMbLo E He
MOXeT ObITb -2-(2,3-aurngpobeH3o[1,4]anokcnHom);

€) B TOM cny4ae, korga Z o6osHavaet N, W onuckiBaeTca dpopmyrnon la, A
o6o3HavaeT -CH,CH,CH,oNH-, V 0603HavaeT -C(O)- n Q o6osHavaet -CH,0-, T0 konbuo E He
MOXET ObITb -6-(4-aumeTnn-2H-xpomMmeH-2-0Hom);

f) B TOM crniyyae, korga Z o6osHavaeT N, W onucbeiBaetca doopmynoi la, A
o6osHavaeT -CH,CH,NH-, V o6o3HavaeTt -C(O)- n Q o6o3HavaeT -CH,CH,0-, T0o kKonbuo E He
MOXET ObITb He3aMeLLEeHHbIM (DEHNIOM;

g) B TOM cny4ae, korga Z o6osHavaet N, W onuckiBaeTca dpopmyrnon la, A
o6o3HavaeT -CH,CH,NH-, V 06o3HavaeT -C(O)- n Q obo3HayaeT cBs3b, TO konbLo E He
MOXeT BbITb He3aMeLLEHHbIM TUEHUIOM;

h) B Tom cnyyae, koraa Z obo3HadaeT N, W onncbiBaeTcs bopmynonm la, A
o6osHavaeT -CH,CH,NH-, V o6o3HavaeTt -C(O)-, Q ob6o3Ha4vaeT -CH,O-u konbuo E ob6o3HavaeT
deHun, To RA He MoxeT BbITb deHnnom B 4 NonoxeHuu;

i) B TOM cny4yae, korga Z obosHadvaeT N, W onuckiBaeTcst doopmynoii la, A

o]
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o6o3HavaeT -CH,CH,NH-, V o6osHavaeT -C(O)- n Q o6o3HavaeT -CH,CH,-, To konbuo E He
MOXEeT ObITb 2-U30UHAONUNH-1,3-ANOHOM;

j) B TOM cniyyae, korga Z o6osHadvaeT N, W onuceiBaeTcs dopmynoi la, A
o06o3HavaeT -CH,CH,NH-, V ob6osHnavaeT -C(0O)-, Q o603HavaeT -CH,CH,0- u konbuo E
obo3HavaeT deHun, To RA He MoxeT BbITb deHNNoM B 4 NonoXeHuu;

k) B ToM cny4ae, korga Z obosHa4vaeT N, W onuckiBaeTcst doopmyrnotii la, A
o6o3HavaeT -CH,CH,NH-, V 06o3HauvaeT -C(O)- n Q obo3HavaeT cBA3b, TO konbLo E He
MOXeT ObITb He3aMeLLEeHHbIM afaMaHTUIOM;

[) B TOM cnyyae, korga Z obosHadvaeT N, W onuceiBaeTcs gopmynoti la, A
o06o3HavaeT -CH,CH,NH-, V ob6osHavaeT -C(0O)-, Q o603HavaeT -CH,CH,0- u konbuo E
o603HauaeT denun, To RB He 06o3HavaeT -Cl, -Br, C4_4ankun, MeToKcu, HeaameLLeHHbI
deHun, -C(CH3)>dbeHnn nnu HUTporpynny H1 no oTAeNbHOCTU, HA B COYETaHUM;

m) B TOM cniyyae, korga Z obosHavaet N, W onuceiBaeTcsa popmynon la, A
o6o3HavaeT -CH,CH,NH-, V o6o3HavaeTt -C(O)-, Q o6o3HavaeT -CH=CH- 1 konbuo E
0603HauaeT denun, To RB He 06o3HauaeT -Cl B opTo-nonoxernu; u

n) B TOM cryyae, korga Z obosHavaet N, W onuceiBaetcsa cpopmynon la, A
obosHavaeT -CH,CH,NH-, V o6o3HauaeT -SO,-, Q o603Ha4vaeT cBs3b U KonbLo E o6o3HavaeT
cenun, To RB He MoxeT BbITb xopom.

2. CoeagnHeHne no n.1, B KOTOPOM

A o603HauaeT -T-NR®-, rae T o603HauaeT Cqg MUHEHYIO UMW Pa3BETBIEHHYIO
anudaTnyeckyto Lenb;

Q obosnavaeTt -CH,CH,0-, -CH,0-, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0-
unun -CH,S- n

konbLo E BbibupatoT n3 beHuna, HadTuna, nupuanna, TMeHuna, ypaHuna, XMHOMMHUIa unu
©eH3odypaHmna.

3. CoegmHeHune no n.1, koTopoe onuckiBaeTcs dopmyrotii lla:

H
N _— B
oI X . ) PG
Q
IX

a

nunu ero papmMaueBTUYECKM NpUEMeMas Cofb.

4. CoeanHeHne no n.3, B KOTOPOM

Q obosHavaeTt -CH,CH,0-, -CH,0-, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0-
unm -CH»S-;

A obos3HavaeT -CHQCHQN(CH3)-, -CHQCHQNH-, -CH2NH- nnn -CHch(CH3)NH- n

kaxablii RB o6o03HauaeT HesaBucumo OR®, N(R®),, NR6C(O)R®, ranoren, R®, C(O)R® unu
NO,.

5. CoeanHeHue no n.3, B koTopom A o603HavaeT

-’;\/\N)‘» -

L

6. CoeagmHeHune no n.3, B koTopom A obo3HavaeT

d
=

o}

7. CoeanHeHue no n.3, B koTopom A obo3HavaeT -T-NH-, rae T o6o3HayaeT Cqg NMMHENHYIO
WIM pa3BETBIEHHYO anndaTn4eckyto uenb 1 rge MetTurneHoBast eanHnla B T 3ameHeHa Ha Cag
umknoanudaTtmyeckyto rpynny.
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8. CoeavHeHue no n.1, roe ykasaHHoe coefuHeHne nveet dopmyny i

o}

)]\ (R®)s
A Q

RA \
N
I

unu ero hapmaueBTUYECKM NpUemnemMas corsb.

9. CoegmHeHue no n.8, B KOTOPOM

Q obosHavaet -CH,CH,0-, -CH,0-, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0-
unm -CH»S-;

A o6o3Ha4vaeT -CH,CH,5N(CHs3)-, -CH,CH,NH-, -CH5NH- nnmn -CH,CH(CH3)NH- n

kaxablii RB o6o03HauaeT HesaBucumo OR®, N(R®),, NR®C(O)R®, ranoren, R®, C(O)R® unu
NO.,.

10. CoeguHeHune no n.1, raoe ykasaHHoe coeanHeHne onunceiBaeTcs dpopmyrnon 1V

(RB);

R6
¥ y

_!/\/ N T et ]
K/\N/

IV

unu ero papmMaveBTUYECKN NpuemMnemas corb.

11. CoegnHeHmne no n.10, B KoTopom KonbLo E obo3HavaeT peHnn nnm 5-6-uneHHoe
retepoapunbHoe KonbLo, cogepxallee 1-4 retepoatoMa, He3aBUCMMO BblOpaHHbIX U3 aToma
asoTa, Kucrnopoga unu cepbl, Unu 3-7-4neHHoe MOHOLIMKIIMYECKOE reTePOLIMKIMITbHOE KOSbLIO,
copepxawee 1-4 retepoaTtoma, He3aBUCUMO BbIOpaHHbIX M3 aToMa a3oTa, KUCIopoaa U cepbl.

12. CoeanHeHne no n.11, B KOTOpoM

Q obosHavaeTt -CH,CH,0-, -CH,0-, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0-
unu -CH,S-.

13. Komnoauyus, cogepkawaa coegnHeHne opmynel | n hapmaueBTUYeckn npuemMnembli
HOCUTENb, adbIOBAHT UMM HAMNOMHUTENMb.

14. Cnocob neyeHusa nnun ocnabneHns TAxXecTn 3aboneBaHnsi, pacCTPONCTBA MU COCTOSTHUS,
BbIOpaAHHOIoO M3 OCTPON, XPOHUYECKON, HEBponaTuyeckor 6onm unm 6onv npu BocnaneHum, 6onu
npu pake 6eapa; XpOHUYECKON KOCTHOM 60NN HE3NOKaYeCTBEHHOMO XapakTepa; peBMaTongHoro
apTpuTa; 0OCTe0apTpUTa; CNMHANBHOIO CTEHO3a; HEBpPOMNaTMYeCcKor 60nm B NOACHULLE;
MunodacuymanbHoro 6onesoro cuHgpoma; pubpommanrum; 60nn B BUCOYHO-HNUKHEYEMOCTHOM
CyCTaBe; XpOHWYECKON BUCLiepanbHon 6onu, Bknoyaa abgomMmHanbHyo 6onb; 6onm npu
naHkpeaTuTe; 6onu Npu CUHgPOME pasapa)eHHoro kuweyvHuka (IBS); XpoHN4YecKkom rofioBHOM
©0onu; MurpeHu; ronosHon 6onu, CBA3aHHOW C AaBfEHNEM, BKIKOYas KNacTepHbIe ronoBHbIe Bonu;
XPOHWYECKOW HeBponaTnyeckor 6onu, BkNoYas NnocTrepneTnyeckyto Hespanrmo; Anabetuyeckon
HeBponaTtun; BUY-accoummpoBaHHoM HeBponaTuK; HeBparnrum TPOMHUYHOIO HEPBA; HeBponaTum
LWapko-Mapu-TyTa; HacnegcTBEHHbIX CEHCOPHbIX HEBPOMNATUIA; NOBpeXaeHUs nepndepu4eckoro
HepBa; 60ne3HeHHbIX HEBPOM; SKTOMUYECKNX NPOKCUMarbHbIX U OUCTanbHbIX paspsgax;
paguvkynonaTuu; HeBponaTuyeckor 6onu, BbI3BaHHON XMMUOTEpanuen; HeBponaTmu4eckon 6onu,
BbI3BaHHOWN paauoTepanuen; 6onm nocrne MacTaKTOMUK; LeHTpanbHon 6onu; 60nu1, BO3HMKatoLen
B pesynbTaTe NnoBpexaeHns cnnHHoro Moara; 6onu nocne ygapa (MHCynbTa); TanamMmmyeckomn
6onu; KOMMNNEKCHOro pernoHanbHoro 60neBoro cuHapoma; haHTOMHOM BonKn; HeKynNMpyemom
6onu; ocTpon 6onn, ocTpor nocrneonepaunoHHON 6onn; OCTPON MbiLLEYHO-CKENEeTHOW bonu;

CcycTaBHOM 60nmn; MexaHmyeckor 6onum B nosicHuue; 6onu B obnactu weu; TeHanHUTE; 6onun npm
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noBpexaeHun/cpmanyeckon Harpyske; OCTpOKr BUcLepansHon 6onu, BKAYatoLL el
abgomuHanbHyo 6onb; nuenoHedpuTa; anneHaMunTa; XoneumncTuTa; HeNnPOXoAMMOCTH
KULLEYHMKa; FpbkK U T.M.; 6onu B obnacTtu rpygHoOnM KNeTku, BKNoYas cepaedHyo 6onb; 6onm

B obnacTu Tasa, NoYeyHbIX KoUK, OCTPOM aKyLlepckon 6onu, BkMYasa poaoBble cxBaTku; 6onu
npu kecapeBoM cedeHumn; 6onm Npyu oCTPOM BocnaneHuun, 6onu npu oxore U TpaBMme; OCTPOM
nepemexatolerics 6onu, BKNoYass 3HAOMETPMO3; OCTpoin 6onm Npu onosiceiBatoLLEM reprece;
CEepnoBNAHOKNETOYHON aHeMUK; OCTPOro NaHKpeaTuTa; NpoHu3bIBatoLwen 6onu; 6onm B obnactu
nvua, Bknto4vas 6onb Npu cMHycnTte, 3yoHyto 6onb; 6onu npm paccesiHHoM cknepo3se (PC); 6onu
npw genpeccun; 6onu npu nenpe; 6onu npu 6onesHn bexyeta; 6one3HeHHOro oXnpeHus; 6onu
npu conebute; 6onu npu cuHgpome miieHa-bappe; 6onmn B 06nacTy HOT U KOHYMKOB NarnbLEB;
cvHapoma XarnyHga; 6onv npu aputpomenanruu; 6onu npu 6onesHn abpu; 6onesHn MoyeBoro
ny3bIpsi MU yporeHuTansHoro 3abonesaHusd, BKNOYas HegepxaHne Moyu; rmnepakTMBHOCTU
MOY€EBOro MNy3blps; cMHApoMa 60Me3HEHHOCTN MOYEBOTO My3bIpsl; UHTEPCTULMANBHOIO LMCTUTA
(MU (IC)); wnn npocTatuTa; apTpuTa, MUIPEHW, KracTepHbIX FONOBHbLIX Bonewn, HeBpanrum
TPOWHWUYHOIO HEPBa, reprneTMYecKkon HeBpanrumn, obLWNX HeBPaNrMn, aNUNencun nu
3NUNEenTUYECKOro COCTOAHUSA, HeripoaereHepaTUBHOrO paccTporCcTBa, NCUXMaTPUIECKOro
paccTponCTBa, TAaKOro Kak Tpesora u genpeccusi, MMOTOHUW, apuTMUK, ABUraTENbHOMo
paccTponcTBa, HEMPOIHAOKPUHHOINO PacCTPONCTBA, aTakCum, pacCesHHOro ckrneposa, cMHapomMa
pa3apaXXEHHOro KMULIEYHUKa Ui HeAepKaHus, BKNKYaLWNiA CTaauio BBeOEHUS yKasaHHOMY
nauyueHTy addeKTUBHOIO KonmMyecTBa coeauHeHnsa opmynsl I:

Y
~
() — w
|
P

unu ero hapmaueBTUYECKN MPUEMINEMOI COMMU,

roe r paseH 0-4

Z obosHavaet O, N unu CH;

Y n W He3aBucrMMO BbiOMpatoT U3 BOAOpOAa, ocTaTka dhopmynsbl la:

ndy

2006118312 A

RU

(RB)S]
A—V—aQ {Q R®

Ia

roe A obosHayvaeT -T-NH-,

:‘,5 /LLLL fé i HN" %, ,5’5
N s oS o N/%i
Wy O

, H

roe T obo3HayaeT cBsA3b Unn Cqg NMHENHYIO UNN Pa3BETBMNEHHYIO anudaTu4eckyto Lenb, rae

MeTuneHoBas eanHnua B T Heobsi3aTenbHO 3ameHeHa Ha Csg UuknoanudaTUieckyto rpynny;
U o6o3HavaeT -CH,- nnn -CH,CHo-;
X obosHavaeT N-C,4ankmn, NH, O, S, S(O) unu SO,;

B KaXkjOM crny4yae RC HesaBvcMMo npencrasnder M-R%; roe

M o6o3Ha4aeT cBsA3b MK C1-6 ankmnmaeHoBywo Uenb, rae Ao AByX HeCOCeQHUX METUINEHOBbIX

eauHuy B M HeobsasaTenbHo 3ameHeHbl Ha C(0), CO,, C(0)C(0), C(O)NR, OC(O)NR, NRNR,
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NRNRC(0), NRC(O), NRCO,, NRC(O)NR, S(0), SO,, NRSO,, SO,NR, NRSO,NR, O, S unm NR,

R* o6o3HayaeT R', ranoreH, NO, unu CN; roe B kaxaom cnyyae R' He3aBUcMMO BbIGMpatoT 13
BOAOpOAAa Unn HeobA3aTenbHO 3aMeLLEeHHON rpynnbl, BolbpaHHom n3 Cq_ganudgatmnyeckom
rpynnbl, Cg.1o apuna, retepoapuribHOro Konbsla, cogepxawero 5-10 aTomoB B KonbLe, Ui
reTepouuKNUITbHOro KonsLa, cogepxatlero 3-10 atomoB B konbue, unv R n R' BMmecTe ¢
aTtoMom(amu), K KoTopoMy(bIM) OHM NPUCOEaUHAIOTCS, UK ABa R' BMecTe ¢ aToMom(amu), K
KOTOPOMY(bIM) OHW MPUCOEANHAIOTCS, 06pa3ytoT 5-8-4uneHHoe LMKNoankuneHoe,
reTepoLMKNUNbLHOE, apunbHoOe Unu reTepoapurbHoe konsLo, Brknovatowee 0-3 reTepoatoma,
He3aBUCMMO BbIbpaHHbLIX U3 aToMa asoTa, KMCropoaa Unu cepsl;

V ob6o3Ha4vaeT cBA3b, -C(O)- unm -S(0),-;

Q obosHavaeT cBA3b unu Cy_4 anknnuaeHoByto Lenb, rae 40 ABYX HECOCEAHMX METUMEHOBbIX
eomHuy B Q HeobsizaTenbHO 3amMeHeHbl Ha -O-, -NH- nnm -S-;

m paseH 0 unn 1;

konbuo E ob6o3HavaeT Cg 19 apunbHoe, 5-10-uneHHoe reTepoapunbHoe KonbLo, cogepxallee
1-4 reTepoaToMa, He3aBMCUMO BbIOpaHHbLIX U3 aToMa a3oTa, kucnopoga unm cepbl, nnu 3-10-
YrieHHOe reTepoLUMKNMIbHOE KOmnbLo, coaepxaliee 1-4 retepoatoma, He3aBUCUMO BblIBPaHHbIX
13 atoma asoTa, Kucnopoaa unm cepebl;

s paBeH 0-5;

unu octatka copmynbi Ib:

_/(RD):
Y/

Ib

roe D obosHavaeT -C_gankun- unm censb;

t paBeH 0-5;

B KaXkgom criydae R HesaBucMMO BbIOMpatoT n3 Bogopoaa unm HeobssarternbHo
3amelleHHor Cy_g anudatmuyeckon rpynnbl;

B kaxxgom cnydae RA, RB u RP HesaBucumo Beibupatot n3 R, R?, R®, R* unmn R®, roe R’
0603HayaeT okco, R® unu (C,4anudatnyeckas uenb),-J, rae n paseH 0-1;

J o6osHauaet ranoreH, CN, NO,, CF5, OCF3;, OH, SR8, S(O)R®, SO,R®, NH,, NHR®, N(R®),,
NR®R8, C(0)OH, C(O)OR® unu ORS; unu

aBa R" Ha cMexHbIx aTomax KonbLa BMecTe 0bpasytoT 1,2-meTuneHgmokcu nnm 1,2-
STUNEeHONOKCH;

R? o603HavaeT C,.sanndaTnyeckyto Lenb, HeobsiI3aTeENbHO 3aMeLLLEHHYIO 3aMeCTUTENSMU, B
KonmMyecTBe A0 ABYX, He3aBMCUMMO BbiGpaHHbiMu 13 R', R* unn R;

R® o603HauaeT CjgLmknoanudatnyeckoe, Cq.q0apurbHoe, 5-10-uneHHoe reTepoapunbHoe
KonbLo, cogepxallee 1-4 reTepoaTtoma, He3aBUCMMO BbIGpaHHbIX U3 aToMa asoTa, Kucnopoga
unu cepsbl, unun 3-10-4neHHoe reTepoUunKNnIbHOE KomnbLo, cogepallee 1-4 retepoaTtoma,
He3aBMCKMMO BblOpaHHLIX N3 aToMa a30Ta, Kucropoda unm cepsl, rae R3 HeoBa3aTenbHO
3aMelleH B Kornmn4yecrtee 40 TpexX 3aMecTtuternidmm, HeaaBncnmo Bbl6paHHbIMVI
3 R' R2 R4 unn R5;

R* o6o3HauaeT OR®, OR® OC(O)R®, OC(O)R5, OC(0)OR®, OC(O)OR?, OC(O)N(R®),,
OC(O)N(R?),, OC(O)N(R®R?), SR®, SR®, S(O)R®, S(O)R®, SO,R®, SO,R®%, SO,N(R®),,
SO,N(R®),, SO;NR°R®, SO3R®, SO;R®, C(O)R®, C(O)OR®, C(O)R®, C(O)OR®, C(O)N(R®),,
C(O)N(R®),, C(O)N(R®R®), C(O)N(OR®)R®, C(O)N(OR®)R®, C(O)N(OR®)R®, C(O)N(OR®)RS,
C(NOR®)R®, C(NOR®)R®, C(NOR®)R®, C(NOR®)R®, N(R®),, N(R®),, N(R°R®), NR°C(O)R?®,
NR®C(0)R®, NR8C(0O)R®, NR®C(0)OR®, NR®°C(0)OR®, NR®C(O)OR®, NR°C(O)OR?,
NROC(O)N(R®),, NR6C(O)NR®°R®, NR®C(O)N(R®),, NR°C(O)N(R®),, NRSC(O)NR°RS®,
NR3C(O)N(R®%),, NR®SO,R®, NR®SO,R®, NR°SO,R?®, NR®SO,N(R®),, NR®SO,NR°R®,
NR®SO,N(R?®),, NR’SO,NR°R®, NR3SO,N(R?),, N(OR®)R®, N(OR®)R®, N(OR®)R® unu
N(OR%)RE;
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R® o0603HauaeT Cj gumknoanudatnyeckoe, Cg 1papurbHoe, 5-10-4neHHoe reTepoapunbHoe
KonbLo, cogepxawee 1-4 rerepoaToma, He3aBUCUMO BbIOpaHHbLIX U3 aToMa a3oTa, Kucrnopoaa
unu cepsl, unu 3-10-4neHHoe reTepoUuKnNUbHOE KorbLo, cogepxallee 1-4 retepoatoma,
HEe3aBUCHMO BbIGPaHHbLIX M3 aToMa a3oTa, Kucrnopoaa unm cepsl, rae R® HeobasaTensHo
3amellieH B konnyecTse Ao Tpex R' samectutenamy;

R® 0603HauaeT R, Heo6si3aTeNnbHO 3aMeLLEHHbI R’ roe

R’ o603HauaeT CjgLmknoanudatnyeckoe, Cq.qgapurbHoe, 5-10-uneHHoe reTepoapunbHoe
KonbLo, cogepxallee 1-4 reTepoatoma, He3aBUCMMO BbIGpaHHbIX U3 aToMa asoTa, Kucnopoga
unu cepsbl, unun 3-10-4neHHoe reTepoUuKuIbHOE KonbLo, coaepxallee 1-4 retepoaTtoma,
He3aBUCHMO BbIGPaHHbIX M3 aToMa a3oTa, Kucrnopoaa unu cepsl, rae R’ HeobssaTensHo
3aMeLLeH B KonmMyecTBe A0 ABYX 3aMecTuTensamu, BbibpaHHbiMu n3 R, 1,2-metunengmoken, 1,2-
atuneHamokeun unu (CH,),-G, rae G BeibupatoTt 13 ranoreHa, CN, NO,, CF3, OCF;, OH, S-
anndartmyeckon rpynnel, S(O)-anudaTtndeckon rpynnsl, SO, anudgatnyeckon rpynnel, NH,, N-
anudaTtnyeckoii rpynnbl, N(anudatudeckoii rpynnbl),, N(anudaTtnyeckoii rpynns)RE, COOH,
C(O)O(-anudaTtudeckon rpynnsl unm O-anudgaTtnieckon rpynmnol);

R® 0603HauaeT aMMHO3aLMUTHYIO rpynny;

npu yCnoBun, 4YTo TOsNbKo oguH u3 Y n W onuceiBaetca copmynoit la unum Ib, a gpyroii ns 'Y
n W obosHavaeT BOAOPOA.

15. Cnocob no n.14, rge ykasaHHoe 3aboneBaHue, COCTOSIHNE MU PacCTPOCTBO

npencTaBnsoT coboN OCTPYHO, XPOHUYECKYI0 HEBponaTMyeckyto 60nb unu 6omb npy BocnaneHunn.

16. Cnocob nHrnbuposanuna aktnsHoctn NaV1.1, Nav1.2, NaV1.3, NaV1.4, NaV1.5, NaVv1.6,
NaV1.7, NaV1.8, NaV1.9 nnn CaV2.2 (a) y nayueHta; unm (b) B buonornyeckom obpasiie;
rae ykasaHHbI cnocob BkNoYaeT BBEAEHWE yKa3aHHOMY NauUMeHTy Ui KOHTaKTMpoBaHue
ykasaHHoro buonorunyeckoro obpasua ¢ coeguHeHvem copmynsi I:

T
\ Z
(R, ; )
F N
1
UM ero hapMaLeBTUHECKN NPUEMMEMOIE COMblo, rAe

r paseH 0-4;
Z obosHavaet O, N unu CH;
Y n W He3aBucMMO BbiOMpatoT U3 BOAOPOAA, ocTaTka dhopmynsbl la:

(R®)s
A—V—Q R®

Ia

roe A obosHayvaeT -T-NH-,

f"s 3 s"s i HN/%, f,s
N s X o N/.zfz
g WD O

H

roe T obo3HavaeT cBsA3b Unu Cq_g NMMHENHYIO UNN Pa3BETBMNEHHYIO anudaTu4eckyto LUenb, rae
MeTuneHoBas eguHula B T Heobs3aTenbHo 3aMmeHeHa Ha Csg UuknoanudaTnyeckyto rpynmny;

U o6o3HavaeT -CH,- nnn -CH,CHo-;
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X obosHavaeT N-C,4ankmn, NH, O, S, S(O) unu SOy;

B kaxaom cnyyae RC Hesasucumo npeactasnset M-R%; roe

M o6o3HauvaeT cBsA3b unu C,g ankMnMaeHoBYo Uenb, rae 40 ABYX HeCOCeaHNX METUNEHOBbIX
eomHuy B M HeobsizaTenbHo 3ameHeHbl Ha C(0), CO,, C(0)C(0), C(O)NR, OC(O)NR, NRNR,
NRNRC(O), NRC(O), NRCO,, NRC(O)NR, S(O), SO,, NRSO,, SO,NR, NRSO,NR, O, S unu
NR, u

R* o6o3HavaeT R', ranoreH, NO, unu CN; raoe

B kaxxgoMm cny4yae R' He3aBucumo BbIOGMpaloT M3 BOAOPOAA UNn HeobA3aTeNnbHO 3aMeLLeHHOM
rpynnel, Bi6paHHon us Cy_ganudatnyeckon rpynnsl, Cq_1g apuna, rerepoapunbHOro KonbLa,
coaepxatyero 5-10 aToMOB B KOnbLe, UK reTepoLMKIIMIBHOro Korbua, cogepxxatero 3-10
aToMoB B KonbLe, nnM R n R' BMecTe ¢ aTomoM(amu), K KOTOPOMY(bIM) OHU NMPUCOEONHSIOTCS,
unu gea R' BMecTe ¢ atomomMm(amm), K KOTOPOMY(bIM) OHM MpUcoeauHATCH, 0bpasytoT 5-8-
YNEHHOE LMKIoanknneHoe, reTepoLUKNNIbLHOE, apuibHOE UMK reTepoapuribHoe KosnbLo,
Bkntovatlee 0-3 retepoatoma, He3aBMCUMO BblIGpaHHbIX M3 aToMa a3oTa, KUCnopoaa unm cepbl;

V ob6osHa4vaeT cBA3b, -C(O)- nnm -S(0),-;

Q obosHavaeT cBA3b unu C,_4 anknnMaeHoBYHo Uenb, rae 40 ABYX HECOCEAHUX METUNEHOBbIX
eavHuy B Q HeobsizaTenbHO 3ameHeHbl Ha -O-, -NH- nnn -S-;

m paBeH 0 nnu 1;

konbuo E ob6osHavaeTt Cg.1g apun, 5-10-uneHHoe reTepoapuribHoe KonbLo, cogepxatlee 1-4
retepoaroma, He3aBMCMMO BblIGpaHHbIX U3 aTOMa a3oTa, kucnopoga unum cepsbl; unm 3-10-
YrieHHOe reTepoLUMKNMIbHOE KOMbLo, coaepxaliee 1-4 retepoaTtoma, He3aBUCUMO BblIGPaHHbIX
n3 aToma a3oTa, Knucnopoga wnu cepbil;

s paBseH 0-5;

unu octatka copmynbl b:

__/(RD)t
TN/

Ib

roe D obosHavaeT -C_gankun- unm censb;

t paseH 0-5;

B KaXXOM crnyyae R HesaBucnmo BeIGUpatoT 13 Bogopoda nnm HeobsizaTernsHo
3ameLleHHon Cqg anudaTU4ecKon rpynnol;

B kaxxgom cnydae RA, RB u RP HesaBucumo Beibupatot n3 R, R?, R®, R* unmn R®, roe R’
o6o3HauaeT okco, R® unu (Cq4anndatnyeckas uenb),-J, rae n paseH 0-1;

J o6osHauaet ranoreH, CN, NO,, CF5, OCF3, OH, SR, S(O)R®, SO,R®, NH,, NHR®, N(R®),,
NR®R8, C(0)OH, C(O)OR® unu ORS; unun

aBa R' Ha cMexHbIx aTomax KonbLa BMecTe 0bpasytoT 1,2-meTuneHgmokcu nnm 1,2-
3TUNEHONOKCH;

R? o603HauaeT CyganndaTnyeckyto Lienb, Heobs3aTenbHO 3aMeLLEHHYI0 3aMeCTUTENsIMU, B
KonM4ecTBe A0 ABYX, He3aBMCUMO BbiGpaHHbIMM 13 R’ R* unn RS;

R® o603HauaeT Cj gLmknoanudatnyeckoe, Cq.q0apurbHoe, 5-10-uneHHoe reTepoapunbHoe
KonbLo, cogepxawee 1-4 retepoaTtoma, He3aBUCUMO BbIOpaHHbLIX U3 aToMa a3oTa, KUCrnopoaa
unn cepbl, unn 3-10-4neHHoe reTepouUUnKMibHOE KombLo, cogepxallee 1-4 retepoatoma,

He3aBMCKMMO BblOpaHHLIX N3 aTomMa a30Ta, Kucropoda unm cepsl, rae R3 HeoBsa3aTenbHO
3aMelleH B Kormn4yecTtee 40 TpexX 3aMecTtuternidmmn, HeaaBncnmo Bbl6paHHbIMVI
3 R' R2 R4 unn R5;

R* o6o3Hauaet OR®, OR®, OC(O)R®, OC(O)R5, OC(O)OR®, OC(0)OR®, OC(O)N(R?),,
OC(O)N(R?),, OC(O)N(R®R?), SR®, SR®, S(O)R®, S(O)R®, SO,R®, SO,R%, SO,N(R®),,
SO,N(R®),, SO,NRR®, SO;R® SO3R®, C(O)R®, C(O)OR®, C(O)R®, C(O)OR®, C(O)N(R®),,
C(O)N(R®),, C(O)N(R°R®), C(O)N(OR®)R®, C(O)N(OR®)R®, C(O)N(OR®)R®, C(O)N(OR®)R®,
C(NOR®)R®, C(NOR®)R5, C(NOR®)R®, C(NOR®)R5, N(R®),, N(R®),, N(R°R?), NR3C(0O)R?,
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NR8C(0)R®, NR8C(0O)R®, NR®C(0)OR®, NR®°C(0)OR®, NR®C(O)OR®, NR°C(O)OR?,
NROC(O)N(R®),, NR6C(O)NR®°R®, NR®C(O)N(R®),, NR°C(O)N(R®),, NRSC(O)NR°RS®,
NRSC(O)N(R?%),, NR8SO,R®, NR8SO,R® NR®SO,R5, NR®SO,N(R®),, NR6SO,NR®R®,
NRESO,N(R?),, NR°SO,NR°R® NR°SO,N(R?),, N(OR®)R® N(OR®)R® N(OR®)R® unu
N(OR®)RS;

R® o603HauaeT Cj gumknoanudatnyeckoe, Cg 1papurbHoe, 5-10-4neHHoe reTepoapunbHoe
KOnbuo, cogepixatlee 1-4 rerepoatomMa, He3aBnCMMO Bbl6paHHbIX M3 atomMa asoTa, Kucrnopoga
nnn cepbl, unn 3-10-4neHHoe reTepouUUnKMibHOE KombLo, cogepxallee 1-4 retepoatoma,

HEe3aBUCHMO BbIGPaHHbLIX M3 aTOMa a3oTa, Kucrnopoaa unm cepsl, rae R® HeobasaTensHo
3amellieH B konnyecTse Ao Tpex R' samectutenamy;

R® o6o3HauaeT R, Heobs3aTensHO 3amelleHHbIi R’ roe

R’ o603HauaeT CjgLmknoanudaTnyeckoe, Cq.q0apurbHoe, 5-10-uneHHoe reTepoapunbHoe
KonbLO, cogepxallee 1-4 reTepoaTtoma, He3aBUCMMO BbIGpaHHbIX U3 aToMa asoTa, Kucnopoga
unu cepsbl, unun 3-10-4neHHoe reTepoUuKuIbHOE KomnbLo, cogepxallee 1-4 retepoatoma,
He3aBMCHMO BbIGPaHHbIX M3 aToMa a3oTa, kucrnopoaa unu cepsl, rae R’ HeobssaTensHo
3aMeLLeH B KonmMyecTBe A0 ABYX 3aMeCcTUTENAMU, He3aBUCUMO BblibpaHHbiMu u3 R, 1,2-
meTuneHgmnokem, 1,2-atunergmnokem unm (CH,) -G, rae G Beibupatot 13 ranoreHa, CN, NO,,
CF3, OCF3, OH, S-anudartnyeckoin rpynnel, S(O)-anudaTtudeckon rpynnbl, SO,-anudatmyeckon
rpynnbl, NH,, N-anudatuyeckori rpynnel, N(anudatudeckon rpynnsl),, N(anudaTtnyeckon
rpynnbl)RE, COOH, C(0)O(-anndaTnyeckoii rpynnbl unu O-anndaTnyeckoit rpynnbl); v

R® 0603HauaeT aMMHO3aLLMUTHYIO rpynny;

npw yCNoBun, 4YTo TOsMbKo oauH 13 Y n W onuceiBaeTca chopmynoit la unum Ib, a gpyroii ns 'Y
n W obosHavaeT BOAOPOA.

17. Cnocob no n. 14 unun 16, rae A o6osHavaeT -T-NR®-, rage T o6o3HauaeT Cyg NUHENHYI0
WIn pa3BeTBIEHHYO anudaTnieckyto uenb; Q obosHavaeT -CH,CH,0-, -CH,0-
, -OCHy-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0- nnu -CH,S- 1 konbLo E BbibupatoT 13
deHuna, HadTUNa, NMpMauna, TueHuna, pypaHmna, XmHonuHuna unu deHsodypaxuna.

18. Cnocob no n.17, rae kaxapiii RB BoiGupatoT Hesasucumo n3 OR®, N(R®),, NRC(O)RS,
ranoreHa, R®, C(O)R® unu NO..

19. Cnocob6 no n.14 unu 16, raoe ykasaHHoOe coeanHeHne onncbiBaeTcsa popmynon lla:

A___!_\ N s
T /—_A\”/Q \_/
N
Q
I

a

1Ny npeactaBnsaeT cobow ero hapmaueBTUYECKM NPUEMITEMYHO COSb.

20. Cnocob no n.19, rae Q o6o3HavaeT -CH,CH,0-, -CH,O-
, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0- unu -CH,S-; A
0603HavaeT -CH,CH,N(CHs)-, -CH,CH,NH-, -CH,NH- nnm -CH,CH(CH3)NH- 1

kaxablh R® 0603HauaeT Hesasucumo OR®, N(R®),, NRCC(O)RS, ranoren, R®, C(O)R® nnu
NO,.

21. Cnocob no n.19, roe A obo3HavyaeTt ,r:

jog

22. Cnocob no n.19, roe A obo3HavaeTt f
N—$

o}
23. Cnocob6 no n.19, B cooTBeTCTBUM C KOTOPbIM A 0603Ha4aeT -T-NH-, rae T o6o3HavaeT C¢
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NVHEHYIO UK pa3BETBNEHHYO anudaTtnyeckyto Lenb 1 rae ykasaHHag MeTuneHoBas eanHuLa B
T 3ameHeHa Ha C3_g UuknoanmudaTuyeckyto rpynny.
24. Cnocob no n.14 unun 16, raoe ykasaHHoe coeanHeHne onuceiBaeTcsa dpopmyrion Il

RA
o]
/“\ /©' -
(R, \ A Q
N
|

HA
11}

unu npeacraenseT cobon ero hapmMmaLeBTUYECKN MPUEMIIEMYIO COSb.

25. Cnocob no n. 24, rae Q o6o3Havaet -CH,CH,0-, -CH,O-
, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0- nnn -CH,S-; A
0603HavaeT -CH,CH,N(CHj3)-, -CH,CH,NH-, -CH,NH- unm -CH,CH(CH3)NH- 1 kaxablin RB
o6o3HauaeT Hesaemcumo OR®, N(R®),, NRC(O)R®, ranoren, R®, C(O)R® unn NO,.

26. Cnocob no n.14 nnn 16, roe ykasaHHoe coeanHeHue onncbiBaetcs popmynon 1V:

(R®)s

(\'/H\ . /v\Q 6 n
K/\N/
v

Unun npeacraenseT cobon ero hapmMaleBTUHECKN MPUEMIIEMYIO COSb.

27. Cnocob no n.26, rae konbuo E o6o3HavaeT dpeHun nnm 5-6-4neHHoe retepoapunbHoe
KonbLo, cogepxallee 1-4 reTepoaTtoma, He3aBUCMMO BbIGpaHHbIX M3 aToMa a3oTa, Kucnopoga
nnu cepbl, Unn 3-7-4neHHoe MOHOLMKIIMYECKOE reTepoLMKINIIbHOE KOMbLO, cogepxallee 1-4
retepoatoma, He3aBMCMMO BbIOpaHHbLIX M3 aToMa a3oTa, K1Ucropoda Unn cepbi.

28. Cnocob no n.27, roe

Q obosHavaeT -CH,CH,0-, -CH,0-, -OCH,-, -OCH,CH,-, -CH(CH3)O-, -NHCH,-, -C(CH3),0-
unu -CH,S-.

29. Cnocob no n.19, rae A o6o3Ha4vaet -CH,CH,5NH-, Q o603HauaeT -CH,O- 1 kaxapliii RB
obo3HauvaeT He3aBuncumMo Cy_ganudpatuyeckyto rpynny, -CHO mnnu ranoreH.

30. Cnocob no n.19, rae A o6o3Ha4vaeT -CH,CH5NH-, Q 06o3HavaeT -CH=CH-, -CH,O-
nnu -NHCH,- v kaxablit RB 0603HauaeT Hesasncumo CN, C,ganudatuyeckyto rpynny, -N(R),
WIN ranoreH.

31. Cnocob no n.19, rae A ob6osHavaeT -CH,CH,NH- nnm -CH(CH3)NH-; Q
0603HavaeT -CH,0-; kaxablii RE 0603HauaeT HeaaBucmo Cq.ganudaTtuyeckyto
rpynny, -N(R®),, -C(O)R® unu ranoren.

32. Cnocob no n.19, rae A o6osHa4vaeTt -CH,CH,;NH-; Q o6o3Ha4vaeTt -CH,0-, -NHCH,-
unm -CH(CHs)O-; kaxapiit RB 0603HauaeT HesaBucumMo Cqganudatudeckyio rpynny, -OR® unu
ranoreH.

33. Cnocob no n.19, rae A obosHavaeT -CH,CH,NH- nnm -CH,CH(CH3)NH-; Q
0603HauaeT -CH,0-, -NHCH,-, -NH-, -CH(CH3)O- nnu -C(CH,),0-; kaxapiii RB o6o3Hauaet
HesaBucumo Cqganudpatnueckyto rpynny, -OR® unm ranoren.

34. Cnoco6 no n.19, rae A o6o3sHauaeT -CH,CH,NH-; Q 0603Ha4aeT -CH,O-; kaxablit RE
0603HavaeT He3aBUCUMO MeTUI, hTOp UK Xrop.

35. Cnocob no n.19, rae A o6osnauaeT -CH,CH,NH-; Q 0603HauaeT -CH,O-; kaxablii RE
0603Ha4yaeT He3aBNUCUMO METUIT, BPOM MK XIop.

R6
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