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Hactosiee

Pedepar:

n3obpeTteHne  OTHOCUTCS K

Apyra
OeH3oTmnasonuna,

RS, 2) reTepoLmKnun 13 rpynnbl

vwHgasonuna, nvpuauna, rae

coeguHeHnam dopmynebi |

N O R
(|
N

|
(I) (|2
RO

B kotopoir RO npencraenser  coGoii 1)
MOHOUMKINNYECKUA 6-14-4neHHbln  apwun, rae apwn
MOHO-, OW- WM TpuU3amelleH He3aBuCMMO Jpyr OT

YKa3aHHbIA reTepoLuKnum ABMSIETCS He3aMeLleHHbIM
UM MOHO-, AU- UMW TpU3aMmelleH He3aBMCUMO Apyr OT
apyra R8, u apyrve pagukanel, NnpeactaBneHHble B n.1
dopmynbl  M3obpeTeHuss; R npeactaensier cobon

ranoreH; nNpu ycrnoBuu, 4To R npeacrtaBnsetT cobow,
Mo MeHblUell Mepe, oAMH aToM ramnoreHa, ecnm RO
npeacraensieT cobor  MOHoUMKNuyeckun  6-14-

YMEeHHbIA apun; MOACTPYKTypa B
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dopmyne | npeacrtaBnser cobow  4-8-4neHHyto
HaCbILLEHHYO, YaCTUYHO  HEHaCbILLEHHYI0 unu
apomaTMyecKylo LMKNUYeckyto rpynmny, cogepxatuyto 0,
1 retepoatoma, BbiOpaHHbIX M3 a3oTa UMM Cepbl, U
ABNAETCH He3aMelleHHOW unu 3amewleHa 1, 2, 3
pas R3. q npeactasnset cobori -(C o-Co)ankunex-
C(O)NR'0-, metunen; R npeacraensiet co6oii atom
Bogopoda, -(C4-Cy)ankvn, rae ankun asBnsetcs
He3aMeLLeHHbIM M 3aMeLLeH OaMH-TPU pasa R13: R2
npeactasnsieT coboit npsmyto cesdb; R 1-N-R2-V
MOXeT 00pa3oBblBaTb 4-8-UNEHHYIO  LIMKIINYECKYHO
rpynny, BblOpaHHYyHO W3 Trpynnbl nunepasuHa wnm
nMNepuanHa; R14 npeacrtaesnset cobowm
ranoreH, =0, -(C4-Cg)ankun, -CN; V npegctasnser
coboin 1) 6-14-uneHHbln apun, roe apun saBndeTcs
He3aMeLLleHHbIM WM MOHO-, OW- UMM Tpu3amelleH
HesaBvcuMo Apyr oT Apyra R'®, u gpyrve pagukansi,
npeactaeneHHble B N.1 dopmynbl n3obpeteHuns; G
npeacraenseT cobor npsmyo cBa3b, -(CH 2)m-NR10,
roe m gBnsetca 0 m R 10 gensertcs
BogopofoM, -(CH,)m-C(O)-(CHy),-, roe m sensetca
0 wm 1, mu n gaenserca 0, -(CH 2)m-C(O)-
NR10-(CH2)n-, rae m gasngetca 0 wnm 1, n n
asnaetcs 0, 1 vnm 2, -(CH 5),-, rae m siensietca 1; M
npeacrtaenset cobov 1) atom Bogopoda, 2) 6-14-
YNEHHbI apun, 1 gpyrue pagvkanbl, NPeAcTaBleHHble
B n.1 copmynbl n306peTeHns;; R 3 npegcrasnseT
cobon 1) atom Bogopoga, 2) aToM ranorewa,
3) -(C4-Cylankun, rmoe ankun saBnsieTcs
He3aMeLLeHHbIM, " apyrvue paavkanbl,
npeacTasneHHble B .1 dopmynbl nsobpeterus;; R 1
n R'2 sanswoTcs HesaBuMcuMo Apyr OT apyra
OOVHaKOBBbIMW UMM PasnUYHbIMWU W NPEACTaBnsoT

cobon 1) arom Bogopoga, 2) -(C4-Cg)ankun, rge
arnkun SBNSIETCS HE3aMeLLeHHbIM UI MOHO3aMeLLeH
R'S, u ppyre paavkanbl, npeacTaBneHHbie B M.1
cbopmynbl nsobpeterusi; unin R ' n R12 Bmecre ¢
aTOMOM a30Ta, C KOTOPbIMA OHU CBSI3aHbl, MOFYT
obpasoBbiBaTh 4-8-yneHHoe MOHOUMKNNYecKoe
reTepOLMKINYECKOE KOMbLO, KOTOPOE B [OMOHEHUM K
aToMy as3oTa MOXET CoaepkaTb OAMH WnM [ARa
O[VHAKOBbLIX WMW Pa3MUYHbIX reTepoaTomMa Kormblia,
BbIGpaHHbIX M3 KUCMOpOAa, Cepbl W asoTa; rae
YKa3aHHOE reTepoLMKITNYECKOe KOMbLO SBASETCS

He3aMeLLEHHbLIM UM MOHO-, IU3aMeLLiEHO HE3aBUCUMO
apyr ot apyra R13; R'3 npencraensiet coboii ramoreH,
=0, -OH, -CF3, -(C3-Cg)uunknoankun, -(Co-Cz)ankmnex-

O-R10; R10 npeacrtaesnseT cobowm
Bogopoa, -(C,-Cgankun; RS n R'® npeacrasnsior
cobowm He3aBUCUMO apyr oT apyra
Bogopod, -(Cq-Cg)ankum; R17 npeacraenset

cobon -(C4-Cg)ankun, -(C3-Cg)umknoankun, BO BCeEX
MX CTepeou3oMepHbIX OpMax M Ux cMecsix B No6om
COOTHOLUEHUM N UX (DU3NONOrMYECKN MEePeHOCUMbIe
conn. CoeguHeHns dopmynbl | asngoTCA
obpaTtMMbIMN  MHIMBUTOpamMK (epMeHTHOro dakTopa
Xa (FXa) w/vnn daktopa Vlla (FVlla) cBepTbiBaHMSA
KPOBU, U KX MOXHO, B o06LleM, NPUMEHSATbL npwu
COCTOSIHMSX, MPU KOTOPbIX MMEETCH HexenartenbHas
aKTuBHOCTL hakTopa Xa w/unn dakropa Vlla unu gns
neyeHus 7 NpPoUNaKkTUKM KOTOPbIX
npegnonaraetca MHrMbuposaHue daktopa Xa wu/vnm
¢aktopa Vlla. Kpome Toro, nsobpeteHne oTHoCcUTCA K
crnocobam nonyveHnss coeguHeHuin dopmynbl |, unx
NPUMEHEHUIO B KayeCTBE aKTUBHbIX WHIPEAUEHTOB B
cdapmaueBTMHecKnx komno3uumsx. 5 H. n 14 3.n.
dopmynel, 1 Tabn.
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(54) DERIVATIVES OF BENZIMIDAZOL INHIBITING FACTOR Xa

(57) Abstract: substructure in the formula | is
FIELD: chemistry.
SUBSTANCE: invention concerns compounds of
the formula |
1 4-8-member saturated, partly non-saturated or

, where RY is 1) monocyclic 6-14-member aryl,
where aryl is independently mono-, di- or
trisubstituted by RS, 2) heterocyclyl out of group
of benzothiazolyl, indazolyl, pyridyl, where the
said heterocyclyl is independently non-

substituted or mono-, di- or trisubstituted by RS, and
other radicals referred to in point 1 of the claim; R® is
halogen; on condition that R® is at least one
halogen atom if R? is monocyclic 6-14-member aryl;

aromatic cyclic group including 0, 1 heteroatom
selected out of nitrogen or sulfur, and is non-
substituted or substituted 1, 2, 3 times by R3 Q
is  ~(Cy-Cp)alkylene-C(O)NR'®-, methylene; R' is
hydrogen atom, -(C¢-C4)alkyl, where alkyl is non-
substituted or substituted one to three times by R13; R?
is a direct link; R1-N-RZ-V can form 4-8-member
cyclic group selected out of piperazine or
piperidine group; R4 is
halogen, =0, -(C,-Cglalkyl, -CN; V is 1) 6-14-
member aryl, where aryl is independently non-
substituted or mono-, di- or trisubstituted by R14, and
other radicals referred to in point 1 of the
claim; G is direct link, -(CH2)m-NR'®, where m is 0
and R'9 is hydrogen, -(CHy),-C(O)-(CHs)q-, Where m
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is 0 or 1, and n is 0, -(CH2);-C(O)-NR'0-(CHy)p-,
where mis 0O or 1, and nis 0, 1 or 2, -(CH2)-, Where
m is 1; M is 1) hydrogen atom, 2) 6-14-member
aryl, and other radicals referred to in point 1
of the claim; R3 is 1) hydrogen atom, 2) halogen
atom, 3) -(C4-Cylalkyl, where alkyl is non-
substituted, and other radicals referred to in
point 1 of the claim; R'" and R'2 are independently
the same or different and are 1) hyfrogen atom,
2) -(C4-Cg)alkyl, where alkyl is non-substituted
or monosubstituted by R'3, and other radicals
referred to in point 1 of the claim; or R'" and R'2 can
form 4-8-member monocyclic heterocyclic ring
together with nitrogen atoms to which they are
linked, and beside the nitrogen atom the ring can
include one or two similar or different ring
heteroatoms selected out of oxygen, sulfur and
nitrogen; where the said heterocyclic ring is
independently non-substituted or mono-,

disubstituted by RS R13 is
halogen, =0, -OH, -CF;, -(C3-Cg)cycloalkyl, -(Co-C3
)alkylene-O-R1% R0 is hydrogen, -(C¢-Cg)alkyl; R'®
and R'® are independently hydrogen, -(C4-Cg)alkyl;
R17 is -(Cq-Cglalkyl, -(Cs-Cg)cycloalkyl; in all
stereoisomer forms and their mixes at any ratio,
and physiologically tolerable salts. Compounds of
the formula | are reversible inhibitors of enzyme
factor Xa (FXa) and/or factor Vila (FVlla) of
blood clotting, and can be generally applied in
states accompanied by undesirable factor Xa
and/or factor Vlla activity, or supposing factor
Xa and/or factor Vlla inhibition for treatment or
prevention. In addition, invention concerns
methods of obtaining compounds of the formula I,
their application as agents in pharmaceutical
compositions.

EFFECT: obtaining compounds applicable as
agents in pharmaceutical compositions.

19 cl, 1 thl, 169 ex
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HacTosdwee n3obpeteHne oTHOCUMTCA K coeanHeHnsiM oopmyrbl |

N O R

D | i

/N»—‘U—‘N—RL\/*G—M
|

Q
R°

B koTopoii R%, R", R?, Q, V, G 1 M umeloT 3HaueHns, ykasaHHble Huxe. CoeanHeHns
dopmynbl | ABNAIOTCS LEeHHbIMKY, hapMaKonorMyeckm akTMBHbIMU coeanHeHnamm. OHum
NPOSIBASIIOT CUITbHOE aHTUTPOMBOTMYECKOe OENCTBME U ABMASIOTCA NOAXOASALMMN, HAaNnpuvep,
OnNa neyeHns n NpodnNakTUKN CEPAEYHO-COCYANCTbIX HapyLLeHNA, NOAOOHbIX
TpoMmboambonunyeckum 3aboneBaHnam mnm pecteHosamMm. OHKU ABNAOTCA 0b6paTUMbIMM
uHrMbuTopamu cepmeHTHOro caktopa Xa (FXa) n/vnn cakropa Vlla (FVlla) ceepTbiBaHMsA
KPOBU, N UX MOXHO, B OBLLEM, MPUMEHSITL NPU COCTOSAHUAX, NPU KOTOPbIX MMeeTCH
HexenaTenbHasa akTMBHOCTb hakTopa Xa u/unun dakropa Vlla nnu ana neyvenus mnm
npodmnNakTUKM KOTOpbIX NpegnonaraeTcs HrMbupoBaHune daktopa Xa wu/unu gakropa Vlla.
Kpome Toro, n3obpeteHne oTHOCUTCS K CNOCOBY nonyyeHus coegnHeHnn popmynbi |, nx
NPUMEHEHWIO, B YAaCTHOCTU, B KA4YEeCTBE aKTUBHLIX MHIPeaMEHTOB B hbapMaLeBTUYECKMX
npenapaTax U cogepxalum nx dpapmaleBTUYeCKUM Npenapartam.

HopmanbHbIn remocTas siBnsieTcs pesynbTaTtoM KOMMEKCHOro 6anaHca mexay npoueccamu
CTMMYNAUMM, 06pa3oBaHUs CrycTka KpOBM U pacTBOPEHMS CrycTka KpoBu. KoMnnekcHoe
B3aMMOLENCTBME MEXAY KreTkaMu KpoBu, cnelmdunyecknmmn 6enkamm nnasmMbl U BaCKynsipHOM
NOBEPXHOCTLIO NOAAEPKMBAET TEKYHECTb KPOBU, ECINN TONbKO HE UMEET MECTO MOBPEXAEHNE U
noteps kposu (EP-A-987274). MHorne cyuiectBeHHble NaTonorndeckmne CocTosiHUS OTHOCATCS K
aHomanbHOMy remocTasy. Hanpumep, nokansHoe obpa3soBaHune TpoMba ABAsieTCA pe3ynbTaTtoM
paspbiBa aTEPOCKEPOTUYECKON BNALLKMA, OCHOBHOWM NPUYMHBLI OCTPOro UHhapKkTa MMokapaa u
HecTabunbHOW CTeHoKapauun. JleyeHne obTypupyoLLEero KOpoHapHoro Tpomba nmbo
TpoMmbonutTnyeckon Tepanven, MMbo NOAKOXKHON NACTMYECKOW onepaunen Ha cocygax MoxeT
COMpoBOXAaTbCA OCTPbIM TPOMOOMUTUYECKMM MOBTOPHLIM 3aKPbITUEM NOPaXKEHHOro cocyaa.

MpopomkaeT octaBaTbCcsa NOTPEOHOCTL B 6€30MacHbIX N 3(PPEKTUBHBLIX TEPANEBTUYECKNX
aHTMKoarynsaHTax anst orpaHMdeHus nnu npogpmnakTnkm obpasosaHus Tpomoos. Hanbonee
XenaTenbHbIM SBMSeTCHa pa3pabdoTka areHToB, KOTOpble UHIMOMPYIOT CBEpPThIBaHWE KpoBU 6e3
HenocpeacTBEHHOrO MHIIMBMpoOBaHMS TPOMOMHA, HO MOCPEACTBOM MHIMOUPOBAHNS ApYrMX CTaaui
B Kackage koarynsiumm, nogobHoro MHrMonpoBaHUIo akTUBHOCTK dhakTopa Xa u/vnn daktopa
Vlla. B HacToslLLee BpeMs CUMTAETCH, YTO MHIMOMTOPbLI hakTopa Xa NpMBOLAT K MEHbLUEMY
PUCKY KPOBOTEYEHMS, YeM MHIMOMTOPLI TpombuHa (A. E. P. Adang & J. B. M. Rewinkel, Drugs
of the Future 2000, 25, 369-383).

B WO-A-95/29189 onucaHbl, Hanpumep, UMeLoLLMe HU3KYH MOJSIEKYNAPHYO Maccy,
crneyundmryHble onsa gaktopa Xa UHrMOMTOPbl CBEPTLIBAHUS KPOBU, KOTOPbIE SIBNAKOTCS
9(hbeKTUBHLIMM, HO HE BbI3bIBAIOT HeXenaTenbHbIX NOO0YHbIX adhdekToB. OaHaKo, KpOMe TOoro,
YTO OHU SABMISAOTCHA MHIMBUTOPaMK CBEPTbIBAHWS KPOBU, cneunduyHoro anga dakropa Xa,
XenaTtenbHo, YTobbl Takne MHIIMBUTOPLI MMENN Takke AOMONHUTENbHbIE BraronpuATHbIe
CBOWCTBA, Hanpumep NposBNANN CTabubHOCTb B Nia3Me U NeYeHN U CENEKTUBHOCTL B
OTHOLLEHUWN OPYINX CEPUHNPOTEA3, MHIMOMPOBAHNE KOTOPbLIX HE NpeanonaraeTcs, Takux Kak
TpoMOUWH. B HacTosLee Bpemsa uMeeTcst NOTPEOHOCTb B AOMOMHUTENbHbLIX, UMEHOLLMX HU3KYHO
MOJIEKYNAPHYIO Maccy, cneunduyHbix Ans daktopa Xa UHrMbuTopax cBepTbIBaHWSI KPOBH,
KoTopble ABNATCA aP(EKTUBHBIMU N UMEIOT Takke yKasaHHble Bbille npenMyLlecTBa.

Cneuyundmyeckoe NHIMBbUpoBaHne kaTanuTuieckoro komnrekca dakrop Vlla/TkaHeBbin dhakTop
C NMpUMEeHeHneM MOHOKIOHanbHbIX aHTutTen (WO-A-92/06711) unu Genka, Takoro Kak
WHaKTMBUPOBaHHLIN XxnopmMmeTunketoHoMm ¢aktop Vila (WO-A-96/12800, WO-A-97/47651),
ABNAETCHA o4eHb 3PEKTMBHBIM cnocobom 6opbObl ¢ 06pa3oBaHMemM Tpomba, BbI3BAHHOIO
OCTPbLIM apTepuarnbHbIM NOBPEXAEHNEM UM TPOMBOTUYECKUMN OCIOXHEHMAMMW, OTHOCSLLUMUCA

(h)

Crpanuua: 5



170

15

20

25

30

35

40

45

50

RU 2346 944 C2

Kk 6akTepranbHOMy cencucy. MimeeTcst Takke 3KCNepUMeEHTanbHoOe J0Ka3aTenbCTBO,
Nno3BonsLLEee NPeanonoXuTb, YTO MHIMOUPOBaHME aKTMBHOCTM KOMMNekca dakTop
Vlla/TkaHeBbIN hakTop MHIIMOMpPYET pecTeHo3 nocne 6ansoHHOM NacTUYECKOK onepauun Ha
cocygax. ViccrniegoBaHue KpoBOTEYEHUS NPOBOAUNN HAa NaBMaHax U Takoe uccrnegoBaHue
nokasano, YTo nHrmbuposaHue kommnnekca gaktop Vlla/TkaHeBbIi (hakTOp MMEEeT camoe LLIMPOKOe
OKHO 6€e30MacHOCTU B OTHOLLEHWW TepaneBTUYEeCKON aPdEKTUBHOCTU N pUCKa KPOBOTEYEHUS ONs
nb0oro UCNbITAHHOIO aHTUKOArynAHTHOro NoAxoaa, BKovatoLwero MHrimbrnposaHue TpombuHa,
TpomGounToB n chakTopa Xa. Hekotopble uHrmoutopel gaktopa Vlla yxe onncadbl. B EP-A-
987274, HanpuMep, onucaHbl cogepallne TpunenTuaHoe 3BeHO CoeaUHEHNs, KOTopble
uHrMoupytoT chaktop Vlla. OgHako npodunb CBONCTB NPUBELAEHHBIX COEAMHEHUI BCE Xe He
ABNgeTca naeanbHbIM, U B HacTosLee BpeMsa MMeeTcs NoTpebHOCTb B JOMOMHUTENbBHbIX,
UMEIOLLMX HU3KYI0 MOMEKYNAPHY Maccy MHrimbupytowmux dakrop Vila nHrmbrutopax ceepTbiBaHNS
KpOBMU.

HacTtosuee n3obpeTeHne yaoBrneTBOPSIET yKa3aHHbIM BbllLe NOTPebHOCTAM
npegocTaBneHnem HOBbIX coegUHEHUI hopMynbl |, KOTOpbIE MPOSABMAIOT MYYLLYHO
WHIMOVPYHOLLYIO aKTUBHOCTb B OTHOLIEeHUN chakTtopa Vlla n/vnu TkaHeBoro daktopa 1 SBAsitOTCA
NOAXOASALUMUN areHTamm C BbICOKOW OMONOrmyeckon A0CTYMHOCTBHO.

1. Tak, HacTosLee n3obpeTeHne OTHOCUTCS B coeauHeHusaM popmynbl |

N O R
D | R
) SN

U]

A-0—=Z

B KOTOpOW

R npencraensieT coboi

1) MOHOUMKNNYECKUIA NN BULMKNNYECKNIA 6-14-4neHHbIN apui, rae apui MOHo-, An- Unm
TpU3aMelLeH HeaaBucMO Apyr oT apyra R,

2) MOHOUMKINYECKMIA U BULMKNNYECKniA 4-15-4neHHbIN reTepouUmKnmnn 13 rpynnel
©eHaummaasonuna, 1,3-6eH3oguokconuna, 6eH3odypaHunna, 6eH3okcasonunna, 6eH3oTnasonmna,
©eH3oTnoeHmna, UWMHHOMNHMNA, XPOMaHuna, MHaasonuna, MHaAonuna, N30XpomMaHuna,
n3onHgoNuna, M30XMHONMHWUNA, deHunnupuauna, pTanasnHuna, NTepuanHMna, NypmHuna,
nupuauna, NpunaonMuaasonuna, NMpuaonMpuanHUNIAa, NPUAONMPUMUONHUIIE, NTMPUMUAMHMNA,
XWHA30MMHMUNA, XMHONWUIAa, XMHOKcanuHuna nnn 1,4,5,6-tetparnaponupuaasvmHuna, roe
YKa3aHHbIV reTepoLUKNUI SBNSETCA He3aMeLLEeHHbIM UM MOHO-, AN- UMW TpU3aMeLLeH
HesaBucuMo Apyr oT apyra R&, unm

3) MOHOLMKINYECKUI NN OMLMKINYECKNIA 4-15-4neHHbIN reTepoLMKInA, cogepXallimi OauH,
OBa, TpU UNn YeTbIpe reTtepoaToma, BblOpaHHbIX U3 a30Ta, Cepbl UK KACNopoaa, rae
yKa3aHHbI reTepoLMKITMN ABMSAETCA He3aMeLLLEeHHbIM UM MOHO-, AN- UIN TPpU3aMeLLeH
He3aBMcMMO Apyr oT Apyra R u koTopeblii 4ONONHUTENBHO 3aMeLLEH MOHOLIMKIIMYECKUM WK
OMUMKNMYeckuM 4-15-4neHHbIM reTepPoLUKITMITIOM, coaepKallMm OauH, ABa, TPWU UMK YeTbipe
reTepoatomMa, BblibpaHHLIX 13 a30Ta, Cepbl UMK KUCOpoAa, rAe reTepoLmKnmn aBnseTcs
He3aMeLLEHHbIM 1N MOHO-, AV- U TPM3aMeLLieH He3aBucKmo Apyr oT aApyra R8,

R8 npeacraesnsdeT cobon

1) ranoren,

2) -NO,,

3) -CN,

4) -C(O)-NH,

5) -OH,

6) -NH>,

7) -O-CF5,

8) MOHOLMKNNYECKNI UK BMLUMKIMYECKNIA 6-14-4neHHbIn apyn, rae apun MOHO-, An- Unu
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TpusamelleH He3aBMcnMmMo apyr ot gpyra ranoreHom unm -O-(C4-Cg)ankunom,

9) -(C4-Cgankun), roe ankun aBnseTcs He3aMeLLeHHbIM Ui MOHO-, AN- U TpU3aMeLLeH
He3aBMCUMO Apyr oT gpyra ranoreHoM, NH,, -OH nnu octatkoM MeTOKCH,

10) -O-(C4-Cgankun), roe ankun sBnseTcsa He3aMeLeHHbIM UM MOHO-, AW- NN TpUu3ameLleH
He3aBucMmo apyr ot agpyra ranoreHom, NH,, -OH munn octatkom MeToKcu,

11) -SO5-CH3 nnun

12) -SO,-CF3,

npv yCrnoBuu, 4to R8 npeacTaendaeT cobon, N0 MeHbLUeNn Mepe, 0aMH aToM ranoreHa, -C(0)-
NH, nnu -O-(C4-Cg)ankunbHelii octatok, ecnm R npegcraBnset coboit MOHOLMKNMYECKWIA M
Omuuknunyecknii 6-14-4neHHsIn apuwn,

npu ycnoeum, uto R® He sBnsetcs -O-(C4-Cg)ankunbHbIM octaTkom, ecrni RO n V
npeacTaBnsatoT cobon MOHOUMKNNYECKUI UM BUUMKNNYECKUIA 6-14-4neHHbIN apun,

noacTpyKTypa
B hopmyne | npeacraenseT cobor 4-8-4neHHy HacbILWEHHYH0, YaCcTUYHO

HEeHaCbILLIEHHYI0 N apoMaTUYeCKyto LMKIMYeckyto rpynny, cogepxawyto 0, 1, 2, 3 unn 4
rerepoatomMa, BblOpaHHbIX U3 a30Ta, Cepbl UK KNCNOPOAa, U ABMASIETCA He3aMELLLEHHOW Unn
3amelleHa 1, 2, 3, 4, 5 unu 6 pas R® unu 3amelyenHyto 1 unm 2 pasa =0,

Q npeacTaenseT coboii Npamyio cBsi3b, -(Co-Cy)ankuner-C(O)NR -,

-NR'%-C(O)NR%-, -NR'°-C(0)-, -SO,-, MeTuneH,

~(CH)m-NR%-C(0)-NR~(CHy),-, -(CHZ)-NR0-C(0)-(CHo),-,

-(CH2)mS-(CH2)n7, ~(CH2)m-C(0)~(CHo)n-, ~(CH2)m-SO2-NR-(CH),-,

-(CH2)m"NR%-804-(CHy)p-, -(CH2)rNR%-SO,-NR'%-(CHp),-,

-(CH2)m=CH(OH)~(CHy)y-, -(CH2);-O-C(0)-NR%-(CH,),-

-(Co-Cy)ankuneH-0-(Cy-Cs)ankuneHn-, -(Co-Cg)ankuneH-S(0)-,

-(C,-C3)anknneH-S(0)y-, -(CH,)m-NR19-C(0)-O-(CH,) -,

-(C5-C3)ankuneH-S(0),-NH-(R9)-, -(C,-Cj)ankunen-N(R'°)- unu

-(Co-Cs)ankuneH-C(0)-O-(CHy) -,

rae R0 umeet 3HaueHus, ykasaHHbIE HIDKE, 1 FAe N i M SBASIOTCS He3aBUCUMO ApPYT OT
Opyra ogMHaKkoBbIMU UK PasfMYHbIMKU U paBHbl LenbiM Yncnam 0, 1, 2, 3, 4, 5 unu 6, rae
arnkuneHoBble OCTaTku, KoTopble 06pa3oBaHbl -(CHy) - unu -(CHy),-, IBNSAOTCS He3aMeLLeHHbIMU
WM MOHO-, OM- UNU TpU3ameLlleHbl He3aBUCUMO ApYr OT Apyra ranoreHoMm, -NH, unu -OH; nnm

-(C3-Cg)umknoankuneH, rge UuknoankuneH aBnseTca HedameLleHHbIM UM MOHO-, An- Unn
TpusameLLeH He3aBMCMMO Apyr OT Apyra ranoreHom, -NH, nnu -OH;

R' npeacTtaendaeT cobon atom Bogopoaa, -(C4-Cylankun, roe ankun asnaetca
He3aMeLLeHHbLIM 1N 3amellieH oauH-Tpu pasa R'3; -(C4-Cs)ankunen-C(O)-
NH-R?, -(C4-C3)ankunen-C(0)-0-R ', moHoumknmnueckuin unu Guumknnyeckuii 6-14-unerHsoii
apvn, rae apun MOHo-, IU- U TpusamelleH Hesaeucumo apyr ot apyra R8, roe R® nveer
3HAYeHWs!, yKa3aHHbIE Bbille; MOHOLMKIMYECKMI U BULUKNNYECKUI 4-15-UneHHbIn
reTepouUnKnumn, cogepxallmii oguH, ABa, TPy Unu YeTblpe reTepoaTtoma, BbIbpaHHbIX U3 a30Ta,
cepbl unu knucnopoaa; -(Cq-Cs)nepdtopankuneH, -(C4-Czankunen)-S(0)-
(C4-Cy)ankmn, -(C4-Czankunen)-S(0),-(C4-Cylankun, -(C4-CiankuneH)-
S(0),-N(R*)R®, -(C4-CzankuneH)-O-(C4-C4)ankun, ~(Cq-CankuneH)-(Cs-Cg)upmkroankur
unu -(C,-Csankunen)-het, roe het npeacrtasnaet coboi 3-7-4neHHbIV LIMKIMHYECKUI OCTaTOK,
cogepxaiumii oo 1, 2, 3 unu 4 retepoatomMoB, BbIOpaHHbLIX U3 a30Ta, Cepbl UK KUCINOPOAaA, rae
YKa3aHHbIN LMKIMYECKMIA OCTATOK ABMSETCHA HE3aMELLEHHbIM UM MOHO-, OW- UMK TpU3aMmeLLeH
Hesasucumo apyr ot apyra R™,

R* 1 R® asnsaiotca He3aBMCMMO Apyr OT Apyra OAMHAKOBLIMW UMK Pa3INYHLIMM 1
npeacTaensAlT cobon atom Bogopoaa nnu -(C4-Cy)ankun,
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R? npencTtaenseT coboii npsiMyto CBSA3b,

R'-N-R?-V moxeT 06pa30BbIBaTh 4-8-UneHHyH0 LMKIMYECKYI0 rpynny, coaepxatuyio 1, 2, 3
unu 4 retepoatoma, BeiGpaHHbIX U3 a30Ta, Cepbl UK KMUCNopoaa, rae ykasaHHasi UMKimyeckas
rpynna aBnsieTcsi He3ameLleHHOW UM MOHO-, AN- NN TpU3aMeLLeHa He3aBMCUMO Apyr OT Apyra
R™

R npeacrtaensaeTt cobown ranoreH, -OH, =0, -(C4-Cg)ankun,

-(C4-Cy)ankokeu, -NO,, -C(O)OH, -CN, -NH,, -C(0)-0O-(C4-Cy)ankun,

-(Cy-Cg)anknn-S0O,-(C4-C,)ankmn-,

-(Co-Cg)ankun-S0O,-(C4-C,)nepdropankun, -(Cqy-Cg)ankun-SO,-N(R'8)-R?",

-C(0)-NH-(C-Cg)ankun-, -C(O)-N-[(C4-Cg)ankun]y,

-NR'8.C(0)-NH-(C4-Cg)ankun-, -C(0)-NH,, -S-R"® unm

-NR'8-C(0)-NH-[(C4-Cg)ankun]s,

roe R'® u R?! npeacraensior coboit, HeaaBUCUMO Apyr OT Apyra, aToMm
Boaopoaa, -(C,-C;)nepdtopankun unu -(C4-Cg)ankun,

V npegcraBndaeT cobon

1) 6-14-4neHHbIn apun, rae apun sSBnseTCa He3ameLlleHHbIM UM MOHO-, AN- UMW TpU3aMeLLeH
HesaBucumo apyr ot apyra R, nnu

2) reTepouMKInMn 13 rpynnel akpuanHmna, 8-azabuuymnkno[3.2.1]okr-3-una, azanngona (1H-
nMpposionMpuanHa), azabeHsMMmmngasonuna, asacnupogekaHmuna, asenuHuna, aseTnanHuna,
asvpuavHuna, 6eHsmmumaasonuna, 6eHsodypaHuna, 6eH3oTnodypaHmuna, 6eHsoTmodeHuna,
OeH3okcasonuna, 6eH3Tuasonuna, 6eHsTpmnasonuna, 6eH3TeTpasonuna, 6eH3n3okcasonuna,
©eH3nsoTnasonuna, kapbasonuna, 4H-kapbasonuna, kapbonuHuna, XxpomaHuna, XxpoOMeHunna,
UMHHONMHUNA, AeKkarngpoxnHonuimna, 1,4-gmasenada, 4,5-anrngpookcasonuHuna,
Junokcasonuna, aunokcasvHuna, 1,3-auokconaduna, 1,3-anokconenuna, 6H-1,5,2-autnasmuuna,
aurngpodypol2,3-b]teTparngpodypanHmna, dypaHuna, dpypasaHmna, UMnaasonuamHina,
uMmngasonuHuna, umugasonuna, 1H-nHgasonuna, MHAONUHWNA, UHOONN3NHUNE, nHgonuna, 3H-
nHOonuna, n3obeH3odypaHuna, N3o0XpoMaHuna, M3oMHaga3onuna, M30MHAONMHMNA,
N30UHOONUIA, U30XMHOMMHWIA, M30THa3onuna, N3o0TnasonManHuna, N30TMasoNMHUNA,
M30Kcas3onuna, N3oKcasonuMHuna, U3okcasonuanHmna, 2-n3oKcasonmHuna, KeTonunepasnHuna,
MopdonuHuna, HadpTupnanHMna, oKTarngpoM3oXMHoONMHUNA, okcaguasonuna, 1,2,3-
okcagmasonuna, 1,2,4-okcagnasonuna, 1,2,5-okcaguasonuna, 1,3,4-okcaguasonuna, 1,2-
okcaTtuenanuna, 1,2-okcaTtuonanuna, 1,4-okcasenaHuna, 1,2-okcasvHuna, 1,3-okcasuHuna,
1,4-0Kkca3nHuna, okcasonuanHuna, okcasonuHuna, okcasonuna, @eHaHTpUaANHUNA,
deHaHTponNnHMNa, peHasmHuna, dheHoTnasnHmna, eHokcaTumHmnna, deHoKcasnmHUna,
dTanasnHuna, nunepasvHunia, nunepunanHnna, NTepuanHuna, NnypuHnna, NMpaHmna,
nupasuvHWna, NMpasonuanHuna, NMpasonuHuna, Nupasonuna, NMpMaasnHMna,
nupuaookcasonuna, nupuogoMMmuaasonuna, nupugoTunasonuna, nupuavna, nupuMnagnHina,
nUpponuanHuna, NMPPoONMANHOHUNA, NMPPONNHUNE, 2H-Nupponuna, nMpponuna, XMHasonMHUNa,
XUHONUHWUNA, 4H-XMHONM3MHMNA, XMHOKCaNMHMNa, XMHyKNuaMHmMna, TetTparngpodypanHmna,
TeTparnapon3oxXmMHONMHUIG, TeTparngpoxmHonuuuna, 1,4,5,6-tetparmgponnpugasnHnna,
TeTparngponupuanHuna, TeTparngpotuodeHuna, TeTpasmHuna, Tetpasonuna, 6H-1,2,5-
TnaguasuHuna, 1,2,3-tnagnasonuna, 1,2,4-tnagnasonuna, 1,2,5-tnagnasonuna, 1,3,4-
Tnagwasonuna, TmaHTpenuna, 1,2-tmasnnuna, 1,4-tmasmuHuna, 1,3-tmasonuna, Tmasonuna,
TMasonManHuna, TMasonuHuna, TUeHuna, TueTaHuna, TMeEHOTMa3onuna, TMeHookcasonuna,
TUeHonmMmaasonuna, TueTaHuna, TnomopdonuHuna, 1).6-tnomopdonmHnna, TmodeHnna,
Tnonunpanuna, 1,2,3-tpmasmuHuna, 1,2,3-tpuasonuna, 1,2,4-tpmasonuna, 1,2,5-tpmasonuna,
1,3,4-Tpnasonuna n KCaHTeHunNa, rae ykasaHHbli reTepouUnKnnn ABASETCS He3aMeLLEeHHbIM Unn
MOHO-, - UMW TpU3aMeLLeH He3aBMCUMO Apyr oT apyra R4,

G npegcrasnsieT cobor npsamMyto CBA3b,

-(CH2)m-NR%-80,-NR%-(CH,),-, -(CH)-CH(OH)-(CH2)p-, -(CHz) -,

-(CH2)m-O-(CHy)y-, <(CH2)m-C(0)-NR®-(CHy),-, -(CH2)-SO,~(CHy)p-,

-(CH2)m-NR%-C(0)-NR"%-(CH,),-, -(CH)m-NR'%-C(0)-(CHy),-,
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-(CH)m-C(0)~(CH2)y-, ~(CHZ)-S-(CHy)y, -(CHZ)m-SO2-NR%-(CHy),-,

-(CH)m-NR%-SO2-(CHy)p-, ~(CH2)m-NR %, -(CH2);,-O-C(0)-NR'%-(CHj),-

nnm -(CH,) -NR%-C(0)-0-(CHy),r-,

N 1 m ABNSATCA HE3aBMCMMO APYr OT Apyra oANHaKOBbLIMW UMW PasfUYHbIMAU 1 paBHbl LenbiM
yucnam 0, 1, 2, 3, 4, 5 unu 6,

M npeacraensieT cobon

1) atom BogoOpoAa,

2) -(C4-Cg)ankun, roe ankun sBnseTca HesaMeLleHHbIM UM MOHO-, An- UNKU TpusameLlleH
Hesasucumo Apyr oT apyra R,

3) -C(O)-N(R")-R?,

4) -(CH2)m-NR™,

5) 6-14-uneHHbI apun, rge apun SBNAeTCA He3aMeLLeHHbIM UM MOHO-, AW- UK Tpu3aMeLleH
HesaBucuMmo Apyr oT apyra R,

6) MOHOLIMKINYECKUI NN BULMKITMYECKNIA 4-15-UneHHbI reTepoUUKNNI, rae reTepounknnn
SIBNAETCS He3aMELLEHHbLIM UM MOHO-, - UMK TPU3aMeLLieH He3aBncMMO apyr oT apyra R,

7) -(C3-Cg)umknoankun, rae ykasaHHbIN LMKIoankun aBnaeTca HesaMeLeHHbIM U MOHO-,
AV- UNn TprU3amelLieH Hesasrcumo apyr oT apyra R™, unn

8) 3-7-4neHHbIN LMKNNYECKUIA OCTaToK, cogepxawmi 1, 2, 3 nnn 4 retepoatoma, BblIOpaHHbIX
u3 asoTa, cepbl UNKU KACNOPOAA, rAe yKasaHHbIN LMKIMYECKMI OCTaTOK SABMSETCH He3aMeLLEeHHbIM
WA MOHO-, U- UNK TpU3aMelleH HeaaBucumo apyr ot apyra R', roe R umeert sHauehus,
yKasaHHble BblLLe,

R3 npeacraesnsdeT cobown

1) aTom BOOOPOAA,

2) aToM ranoreHa,

3) -(C4-Cyankmn, roe ankun aBnaeTca He3aMeLeHHbIM UM MOHO-, OU- UK TpusameLleH
He3aBucumo apyr ot apyra R13,

4) -(C4-C3)nepcTopankun,

5) beHun, rae peHnn aBnseTcs He3amelleHHbIM U MOHO-, AN- UM TpU3aMeLLeH
HesaBucumo apyr oT apyra R™3,

6) -(Co-C4)ankunen-O-R'®, roe R'® npencrasnsiet coboi

a) atom Bogopoaa,

b) -(C4-C,)ankun, rae ankmn ABNsieTCs He3ameLleHHbIM U MOHO-, AN- UM TpU3aMeLLeH
Hesasucumo apyr ot apyra RS, nnu

C) dbeHun, roe peHnn ABNAeTCa HesaMeLeHHbIM U MOHO-, An- UNU TpusameLlleH
Hesasucumo apyr ot apyra R'3,

d) -CF; nnn

e) -CHF,,

7) -NO,,

8) -CN,

9) -SO.-R", roe s paBHo 1 unun 2,
10) -SO-N(R'")-R", rpe t paBHO 1 unu 2,

11) ~(C4-C4)ankuneH-C(0)-R",

12) -(C4-C4)ankuneH-C(0)-0-R™,
13) -(Co-C4)ankunen-C(O)-N(R'")-R'?,
14) -(Co-C4)ankunen-N(R'")-R'?,

5) NR'%-S0,-R°,

) -S- R’IO

17) -(Cy-C,)anknnen-C(0)-0-(C,-C,)ankmnen-O-C(O)-(C4-C,4)ankun,

18) -C(0)-0-C(R'5,R"6)-0-C(0)-R"7,

19) -(Cy-C,)ankuneH-C(0)-0O-(C,-Cy)anknnen-0O-C(0)-0-(C4-Cg)ankun,
20) -C(0)-0-C(R"®,R"6)-0-C(0)-0-R",
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21) -(Cy-Cy)anknnen-(Cg-C44)apun, rae apun MOHO-, AN- UNN TPU3aMELLLEH HE3aBUCMMO OpYT
ot apyra R™3,
22) -(Co-Cy)ankuneH-(Cy4-Cq5)retepounknun, roe reTepouUmnknnn aBnseTcs HesameleHHbIM

W MOHO-, AN- NN TPU3aMeLLleH He3aBUCUMO apyr oT apyra R'3,

23) -(Cy-Cy)ankuneH-(C3-Cg)umknoankus, rae LMKIoankun sBnseTca HesaMeLeHHbIM UIn
MOHO-, M- NN TpU3aMelLLleH He3aBnMcumo apyr oT apyra R'3,

24) -(Cy-C,)ankunen-het, raoe het asnserca HesamelLeHHbIM U MOHO-, AN- UMW TpU3aMeLLeH
Hesasucumo apyr oT apyra R'3,

25) -(Co-C4)ankmnen-0O-CH,-(C4-Cz)nepdTopankunen-CH,-O-(Cy-Cy)ankun,

26) -SOy-N(R'")-R'3, roe w paBHo 1 nnu 2,

27) -(Co-C4)ankunen-C(0)-N(R)- R13

28) -(Co-C4)ankunen-N(R'-R"3 un

29) ocTaToK 13 cnegyroLuiero nepeqHﬂ OCTaTKOB:

_ 9
0O NH 0= N Il =N (@]
\:N/ ‘\m—// /j\N// /U\ 502 M/SQ,%,—
20 N B N
H
N N._ O
Z o O N~ \fo { NH 1
0
o M om N N
0 H N-Oe H 0 HO
O 0 0
] g i w
Na=0O 0 NH o~
2 (s (R WA N
—S N—O N—S H N=N
o Y
$—O /L\A /\m/

roe Me npepgcrasnset cobor MeTun munu,

ecnu aBa octatka -OR'® npucoeanHeHb! kK cocegHUM aTomam, OHW MoryT 06pa3soBbLIBaTH C
aToMaMu, K KOTOPbIMW OHU NMPUCOEAMHEHBI, 5- UK 6-4neHHoe KoMbLo, KOTOpoe ABMAsieTCH
He3aMeLLEHHbLIM UMM MOHO-, AN- UM TPU3aMEeLLLeHO He3aBncuMo apyr oT apyra RS,

R™ n R'2 aenaioTtcsa He3aBMcUMO Apyr OT Apyra OAMHAKOBLIMU UMW PasiUYHBLIMU U
npeacTaensAwT cobon

1) atom BogoOpoOAa,

2) -(C4-Cg)ankun, roe ankun aBnseTcsa He3aMeLeHHbIM UM MOHO-, An- NN TpusameLleH
HezaBucuMo Apyr oT apyra R'3,

3) -(Cy-Cg)ankmn-(C5-Cg)umknoankmn,

4) -SO-R"°, rne t paBHO 1 1nm 2,

5) -(Cy-Ce)ankmn-(Cg-C14)-apuin, rae anknn u apun He3aBMCUMO ApYr OT Apyra sBNsaTCS
He3aMeLLeHHLIMU U MOHO-, AW- UMK TpuaamelleHsl R'3,

6) -(C4-C3)nepdropankun,

7) -O-R" unm

8) -(Cy-Cg)ankmn-(C4-Cq5)retepoumknun, rae ankun n reTepoLmKknunm, He3aBucumMo apyr ot
Apyra SBNSIOTCA HE3aMELLEHHBIMW UMM MOHO-, AU- NN TpusamelleHsl R'3, unu

R 1 R'? BmecTe c aToMoM a30Ta, C KOTOPLIMI OHU CBA3aHbLI, MOryT 06pa3oBbLIBaTH 4-8-
UYNEeHHOE MOHOLUKINYECKOE reTEPOLUKIINYECKOE KOMbLO, KOTOPOE B JOMOMHEHNM K aTOMy a3oTa
MOXET coaepaTb OAWH UNW ABa OAWUHAKOBbLIX UMW Pa3nunyHbIX retepoaTtoMa KonbLa, BbibpaHHbIX
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W3 KNCNOPOAA, Cepbl U a30Ta; rAe ykasaHHOe reTepoLMKIMYEcKoe KOMbLIO SBMSeTCs
He3aMelLLeHHbLIM U MOHO-, AU- UMW TpM3aMeLLLeHo HeaaBncumo apyr oT apyra R'3,

R'3 npeacrasnsieT coboit ranoreH, -NO,, -CN, =0, -OH, -CF3, -C(O)-
0-R", -C(O)N(R"%)-R?, -N(R'%)-R?°, -(C5-Cg)umknoankun, -(Cy-Cs)ankunen-
0-R'0, -Si(CH3)3, -N(R"%)-S(0),-R"°, roe u pasHo 1 unm 2, -S-R'°, -SO,-R'°, rge r pasHo 1
unm 2, -S(0),-N(R')-R?, rge v paBHo 1 unun 2, -C(0)-R"°, -(C4-Cg)ankun, -(C4-Cg)ankokcm,
ennn, deHunokem-, -O-CF3, -(Cy-C4)ankun-C(0)-0O-C(R'°,R6)-0-
C(0)-R", -(C4-C4)ankokcndenmn, -(Cy-C4)ankun-C(0)-0-C(R'°,R6)-0-C(0)-
O-R", -(C4-C3)nepdtopankun, -O-R"°, -NH-C(O)-NH-R'?, -NH-C(0)-0-R"® unu octatok u3
creqytoLLero nepeyHs OCTaTKOB:

(0]

A P H
)Ll‘ N SOéH ,N /[k ~OH ,-OMe
\N’O%O \(H\NH o\ P i o
= e b e e

0 9 O
iLNH NH\/M N OOJL,N[ :N/
)\N )N
" N/N\\N’
A
N

roe Me npeacTtaBnseT cobov MeTun, unm

R'% »n R?° npencrasnsioT coboii, He3aBMCMMO Apyr OT Apyra,
Bogopon, -(C,-Cy)ankun, -(C,-C,)ankun-OH,

-(Co-Cy)ankmn-0-(Cqy-Cy)ankmn nnm -(C4-C)nepdTopankmn,

R R npeacTaBnalT cobon, He3aBMCMMO Apyr OT Apyra, Bogopos, -(Cq-Cg)ankmun nnum
BMECTE C aTOMOM Yrrnepoaa, C KOTOpPbIM OHU CBs3aHbl, OHWM 06pa3ytoT 3-6-4reHHoe
KapbounKnMyYeckoe KorbLo, KOTOPOE SABMSETCA He3aMeLLEHHbIM UM 3aMeLLEHO OAMH-TPU
pasa R10

R' npencrasnsieT co6oit -(C4-Cg)ankun, -(C4-Cg)ankun-OH,

-(C4-Cg)anknn-0-(C4-Cg)ankumn, -(C5-Cg)umknoankmn,

-(C4-Cg)ankmn-0-(C4-Cg)ankmn-(C5-Cg)umknoankmn,

-(C4-Cg)ankun-(C5-Cg)umnknoankun, rae ykasaHHOe LMKIOoankubHOE KOMbLO ABMAsSETCs
He3aMelLLeHHbLIM UMK 3aMeLLeHo OAWH, ABa unu Tpu pasa -OH, -O-(C4-C,)ankunom nnmn R0,

BO BCEX UX CTEPEOM3OMEPHBIX (POPMaXx N UX CMECSAX B NIOOOM COOTHOLLEHUN U MX
PU3NONOrMIECKN NEPEHOCUMbBIM COMSM.

2. Takxe, HacTosiLLee nsobpeTeHne OTHOCUTCS K coeanHEHNAM popmyrbl |, B KOTOPbIX

RO npeacraesnsdeT cobon

1) MOHOLMKNNYECKNIA U BULMKNNYecknii 6-14-4neHHeln apyun 13 rpynnel peHuna, Hadtmna,
BudeHuna, aHTpuna unu cdryopeHunna, rae apun MoHo-, An- UNu TpusameLleH He3aBUCUMo Apyr
ot apyra R&,

2) reTepouumknun n3 rpynnesl 6eHsanmmagasonuna, 1,3-6eHsoanokconuna, 6eHsodyparHmna,
OeH3okcasonuna, 6eH3oTnasonuna, 6eH3oTnodeHnna, UUHHONMHUIA, XpPOMaHWIa, UHA4Aa3onuna,
uHAONMNAa, N30XpPoMaHumna, U3oMHOONUNA, N30OXNHONUHUNA, deHnnnupuanna, dTanasmHuna,
nTepuauHuna, NnypuHuna, nupuanna, NupuaouMuaasonuna, nupuaonupuanHina,
NMPUAONNPUMUAMHUIA, TUPUMUONHUNAG, XMHA30NNHWUMA, XMHONUNAa, XMHokcanuHuna unm 1,4,5,6-
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TeTparngponupuaasnHuna, rae ykasaHHblli reTepoLUnKnun SBnseTcsa HeaaMeLleHHbIM UM MOHO-,
Q- U1 TpU3aMeLLieH He3aBucuMo apyr oT apyra R, unu

3) reTepoumKnu, rae reTepoumknun BolbpaH U3 rpynnsl akpuanHuna, asabeHanmmaasonvna,
asacnupogekaHuna, asenuHuna, aseTnanHuna, aspuanHuna, 6eHsnmugasonuna,
O6eH3odypaHunna, 6eH3oTnodypaHmna, 6eHsotTmodeHnna, 6eHsokcasonuna, 6eH3Tnasonmna,
OeH3Tpunasonuna, 6eH3TeTpasonuna, 0eH3usokcasonuna, 6eH3ansoTnasonuna, kapbasonuna, 4H-
kapbasonuna, kapbonuHuna, XxpoMaHuna, XpoMeHuna, LMHHONMHWUNA, AeKarnapoXnHoONnHmuna,
4,5-nMrngpookcasonuHuna, guokcasonuna, guokcasmHuna, 1,3-anokconanuna, 1,3-
aunokconenuna, 6H-1,5,2-gutnasnnuna, gurngpodypol2,3-bjtetparnapodypanuna, dpypanumna,
dypasaHuna, umugasonngmHina, ummgasonuHuna, ummgasonuna, 1H-nHgasonvna,
WHOOMNMMHUNA, MHAONM3MHMNA, nHaonuna, 3H-nngonuna, n3obeHsodypaHnna, N30XpomMaHuna,
n3onHgasonuna, U3oNHAONNHMNA, N30NHAONUNA, U30XMHONWHUIA, U3oTnasonuna,
n3oTnasonuanHuna, N3o0TnasonuHuna, M3oKkcasonuna, M3okcasonuHuna, n3okcasonuanHuna, 2-
M30KCca3onuHmnna, KetonunepasmHuna, mopdonmHmna, HadTUpUauHUNa,
OKTarmapounsoxXmMHoONnHuNa, okcagmasonuna, 1,2,3-okcagnasonuna, 1,2,4-okcagmasonuna,
1,2,5-okcagmasonuna, 1,3,4-okcaguasonuna, 1,2-okcatnenaduna, 1,2-okcatnonanuna, 1,4-
okcasenaHuna, 1,2-okcasmHuna, 1,3-okcasuHuna, 1,4-okcasmHuna, okcasonuauHuna,
OoKcasonuHuna, okcasonuna, oeHaHTpuanHuna, geHaHTponMHuna, deHasnHnna,
deHoTnasnHmMna, eHokcaTumHmnna, eHokcasmHuna, ptanasnHuna, nunepasmHuna,
nunepuanHuna, NTepuavHuna, NypuHuna, nupaduna, nupasuHuna, nupasonuanHina,
nupasonuHuna, NMpasonuna, NMpuaasnHuna, Nnupuagookcasonuna, NMpuaonMnaasonmna,
nupugoTnasonuna, nupuanna, NIMPUMManNHUNG, NMPPONMANHUNA, NMPPONNONHOHMNA,
nupponuHuna, 2H-nnpponuna, nupponuna, XMHasonuHMNa, XMHonuHuna, 4H-xuHonuanHuna,
XWUHOKCanNuHUNa, XMHyKNManHuna, TeTparnapodypaHuna, TeTparngpon3oxXnHonnHnna,
TeTparmgpoxvHonuHuna, 1,4,5,6-tetparmaponupugasnHnna, TeTparnaponMpuanHmina,
TeTparngpoTtmodeHuna, TeTpasnHuna, Tetpasonuna, 6H-1,2,5-tnagnasununa, 1,2,3-
Tnaguasonuna, 1,2,4-tnaguasonuna, 1,2,5-tnaguasonuna, 1,3,4-tnagnasonuna,
TnaHTtpeHuna, 1,2-tmasuHuna, 1,3-tmasnnuna, 1,4-tnasmHnna, 1,3-tmasonuna, Tmasonuna,
TMasonuanHwuna, TMasonuHuna, TueHuna, TueTaHuna, TMeHoOTMa3onuna, TMeHookcasonuna,
TUeHouMMaasonuna, TmetTaHmna, TuomopdonuHuna, TnodeHonuna, TmodeHnna, TMoNMpaHuna,
1,2,3-TpnasunnHunna, 1,2,4-tpmasmuuna, 1,3,5-tpuasmuumna, 1,2,3-tpuasonuna, 1,2,4-
Tpuasonuna, 1,2,5-tpnasonuna, 1,3,4-Tpnasonuna n KCaHTeHuna,

roe ykasaHHbl reTepoLuKnui SBnseTca He3aMeLLeHHbIM UM MOHO-, AW- UK TpU3aMeLleH
He3aBuUcKUMO Apyr oT Apyra R® v gononHWTensHo 3aMelLieH reTepoLMKIIoM, BblIGpaHHbIM 13
rpynnbl akpuauMHuna, asabeHsnmuagasonuna, asacnmpoaekaHuna, a3enMHuna, aseTnamHuna,
asupugmHuna, 6eHanmmaasonuna, 6eHsodyparHmna, 6eH3oTnodypaHuna, 6eH3oTnodeHmna,
©eH3okcasonuna, 6eH3Tnasonuna, 6eHsTpruasonuna, 6eHsteTpasonuna, 6eH3nsokcasonuna,
©eHaunsoTnasonuna, kapbasonuna, 4H-kapbasonuna, kapbonuHuna, XxpomaHuna, XpoMeHuna,
LUMHHONUHWUNA, OeKarngpoXUHONUHUNA, 4,5-anrnapookcasonmHmna, Anokcasonuna,
aunokcasnHuna, 1,3-gnokconanuna, 1,3-guokconenuna, 6H-1,5,2-gutnasnHuna, gurngpodypo
[2,3-b]JteTparngpodypanHnna, dpypaHuna, pypasaHmna, UMngasonuamHmna, UMngasonuHuna,
nmuagasonuna, 1H-nngasonuna, MHLONMHUNA, MHAONM3MHUNA, nHaonuna, 3H-nHgonuna,
n3obeH3odypaHmna, N3oxXpoMaHuna, n3omHaasonuna, U3oMHAoNNHMNA, N30MHAONNNA,
W30XMHOMMHMNA, M30THasonuna, N3oTnasonuanHuna, N30TMa3oNuHUNa, n3okcasonuna,
N30KCa3onunHmMna, n3okcasonuanHmnna, 2-M3oKkcasonmHuna, ketonunepasnHmuna, MopgonuHmnna,
HadbTUPUANHNNE, OKTarMapon3oXMHONNHUIA, okcagmasonuna, 1,2,3-okcagnasonuna, 1,2,4-
okcaguasonuna, 1,2,5-okcagnasonun, 1,3,4-okcaguasonuna, 1,2-okcatmenaduna, 1,2-
okcatunonaHuna, 1,4-okcasenanuna, 1,2-okcasuHuna, 1,3-okcasnHuna, 1,4-okcasuHuna,
OoKCas3onuauHmna, okcasonuHuna, okcasonuna, eHaHTpuanHuna, deHaHTponmMHmMna,
deHasnHmna, peHoTnasnHuna, peHokcaTumHmna, peHokcasnHuna, pranasnHuna,
nunepasuHuna, nunepuanHuna, NTepuanHuna, NnypuHnna, nupaduna, NnMpasnHuna,
nupasonuanHuna, NMpasonMHWna, nupasonuna, NupugasnHuna, NMpuagookcasonuna,
nupugonmuaasonuna, nupugotuasonuna, nupuauna, IMpUMUaMHUNG, NMPPONNANHUNA,
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nMpponNuANHOHWNAa, NMpponuHuna, 2H-npponuna, NMpponuna, XMHasonuHuna, XmHonuHuna, 4H-
XVUHOMM3NHUIA, XMHOKCanNnHuna, XuHyknuguHuna, Tetparngpodypanuna,
TeTparngpou3oXnHoONMHUNa, TeTparnapoxmHonuuuna, 1,4,5,6-tetparngponupuaasnHnna,
TeTparngponupuanHuna, TeTparngpotuodeHuna, TeTpasmHuna, Tetpasonuna, 6H-1,2,5-
TnaguasuHuna, 1,2,3-tnagnasonuna, 1,2,4-tnagnasonuna, 1,2,5-tnagnasonuna, 1,3,4-
Tnagwasonuna, TMaHtpenHuna, 1,2-tmasnnuna, 1,3-tnasmHuna, 1,4-tmasmHuna, 1,3-

Tnasonuna, Tmasonuna, TMasonManHuna, TmasonuHuna, TMeHuna, TueTaHnna, TMEHOTMa3onNuna,
TUEHOoOKCca3onuna, TMeHoMMmnaasonuna, TuetTaHmna, TMomopgonuHuna, TmogeHonmna,
TnodpeHunna, Tnonmpanuna, 1,2,3-tpuasmHmna, 1,2,4-tpuasmiuna, 1,3,5-tpuasununa, 1,2,3-
Tpunasonuna, 1,2,4-tpnasonuna, 1,2,5-tpnasonuna, 1,3,4-Tpnasonuna n KcaHteHuna, rge
reTepouUnKnun ABASETCS He3aMeLLeHHbIM N MOHO-, AN- U TpU3aMeLLeH He3aBUCUMO ApYr OT

npyra R®,
R8 npeacraesnsdeT cobon
1) ranoreH,

-NO,,

-CN,

-C(O)-NH,,

-OH,

6) -NH,,

7) -O-CF5,

8) MOHOLMKNNYECKNI Unn BULMKNNYECKUin 6-14-4neHHbIn apun, rae apun UMeeT YKa3aHHbIe
BblLLEe 3HAYEHUA 1 rae apun MOHO-, ON- NN TPU3aMeLLEeH HE3aBMCUMO APYr OT Apyra rasioreHom
unu -O-(C4-Cg)ankunom,

9) -(C4-Cgankun), roe ankun aBnseTcs He3aMeLLeHHbIM Ui MOHO-, AN- UK TpU3aMeLLeH
He3aBMCUMO Apyr oT gpyra ranoreHoM, NH,, -OH unn octatkom METOKCU, Unum

10) -O-(C4-Cgankun), roe ankun sBnseTca HesaMeLleHHbIM Ui MOHO-, An- UNKU TpusameLlleH
He3aBucMmo apyr ot agpyra ranoreHom, NH,, -OH munn octatkom MeToKcu,

11) -SO,-CH5 nnun

12) -SO,-CF3,

npv yCrnoBuu, 4to R8 npeacTaendaeT cobon, N0 MeHbLUen Mepe, 0aMH aToM ranoreHa, -C(0)-
NH, nnu -O-(C4-Cg)ankunbHbiii octaTok, ecnu R® npeacrasnsieT coboi MOHOLMKIIMYECKUIA Unn
Omuuknnyecknii 6-14-4neHHbln apyn, rae apun uMeeT 3Ha4YeHUs, yKa3aHHbIe Bbille,

npu ycnosum, uto R® He sBnsetcs -O-(C4-Cg)ankunbHbIM octaTkoMm, ecrni RO n V
NpeacTaBnAT COOON MOHOLMKIMYECKUIA UK OULMKNNYECKUIA 6-14-4neHHbIi apun,

noactpyktypa D npeacrasnset coboi ocTaTok, BbiOpaHHbI U3 rpynnbl a3eTuanHa, a3eTuHa,
asokaHa, asokaH-2-oHa, UMKnobyTuna, UMKNOOKTaHa, LMKIOOKTEHa, LMKITONeHTNNa,
UMKrorekcuna, uuknorentuna, unknooktuna, 1,4-gnasenunna, 1,2-guasenuvHa, 1,3-anasenuHa,
1,4-anasenuna, [1,4]anasokaHa, [1,2]anasokaH-3-oHa, [1,3]anasokaH-2-oHa, gnokcasona,
OunokcasunHa, gnokcona, 1,3-anokconeHa, 1,3-aunokconaxa, gpypaHa, nmmgasona, UMMAasonmHa,
nMngasonuauHa, u3otTmasona, u3oTmasonngnHa, M30TnasonuHa, M3okcasona, M30KCa3onnHa,
n3okcasonuauHa, 2-n3okcasonuHa, ketonunepasunHa, mopgonuHa, 1,2-okcatuenaHa, 1,2-
okcatmonaHa, 1,2-okcasuHa, 1,3-okcasuHa, 1,4-okcasmHa, okcasona, [1,4]Jokca3okaHa,
[1,3]okca3okaH-2-0Ha, oKCeTaHa, OKCOKaHa, OKCOKaH-2-0Ha, nunepasuHa, nunepunanHa,
deHunna, nupaHa, NMpasuHa, NMpasona, NMpasoniMHa, NupasonuanHa, nupuaasnHa, NMpuanHa,
nMpuMuamnHa, nuppona, NMpponuanHa, NMpponuanHoOHa, NMpponuHa, 5,6,7,8-tetparngpo-1H-
a30UUH-2-0Ha, TeTparngpodypaHa, TeTparngponnpaHa, TeTparngponupuanHa, TetpasmHa,
TnaguasuHa, 1,2-tmasuHa, 1,3-tmasuHa, 1,4-tmasuHa, 1,3-Tmasona, Tmasona, TmasonuauHa,
TWas3onunHa, TMeTaHa, TuokaHa, 1,1-gnokcuaa TmokaHa, 1-okcmuaga TMokaHa, TMOKaH-2-0Ha,
TnomopdgonuHa, TnodeHa, TmonmpaHa, 1,2,3-tpnasuna, 1,2,4-tpmasmHa, 1,3,5-tpnasuna,
1,2,3-Tpnasona unu 1,2,4-tpnasona n HesameLleHHbIn Unn 3ameLleHHbin 1, 2, 3, 4, 5 unn 6
pa3 R3 unu samellerHbIii 1 unu 2 pasa =0,

Q npegcrasnseT cobor NpsAmMyto CBA3b,

-(Co-Cy)ankunen-C(O)NR -, -NR'°-C(O)NR'°-, -NR°-C(O)-, -SO,-,

w N

4

a

)
)
)
)
)
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meTuneH, -(CH,),-NR%-C(0)-NR"%-(CH,), -, -(CH,),,-NR'°-C(O)-(CH,),-,
CHy)m-S-(CHz)y=, -(CH2)m=C(0)-(CHy)y-, (CH2)m-SO,-NR'%-(CH),-,
CHy)pm, NR‘O-SOZ ~(CHy)p-, -(CH2)-NR1%-S0,-NR'%-(CH,),.-,

CHy)m-CH(OH)-(CHy)y-, -(CH3)m-0-C(0)-NR-(CHy),-,
C,-Cj)ankunen-0O-(Cy-Cs)ankuneh-, -(C,-Cs)ankmneH-S(0)-,
C,-Cs)ankuneH-S(0),-, -(CH,)-NR'°-C(0)-0-(CH,),-,

~(
~(
~(
-( )
-( )
-(C,-Cgz)ankunen-S(0),-NH-(R9)-, -(C,-C3)ankuneH-N(R'0)- unu
-(CO-C3)aJ'IKVIJ'IeH-C(O)-O-(CHz)m-,

roe R umeet sHauenus, ykazaHHble HIDKE, U TAe N U M SBMSIOTCS HE3aBUCUMO ApYr OT
Apyra oguMHaKkoBbIMU UKW Pa3nMYHbIMK 1 paBHbl LenbiMm yicnam 0, 1, 2, 3, 4, 5 unun 6, roe
arnkuneHoBble OCTaTku, KoTopble 06pa3oBaHbl -(CHy) - unu -(CHy),-, IBNSAOTCS He3aMeLLeHHbIMU
MAN MOHO-, AN- UK TpM3aMeLLieHbl HE3aBMCUMO ApYr OT Agpyra ranoreHom, -NH, nnum -OH;
unu -(Cz-Cg)umknoankuneH, rae UMkroankurneH SBnsaeTcs HesamMeleHHbIM NN MOHO-, AN- Unn
TpusameLleH He3aBMCMMO ApYr OT Apyra, ranoreHom, -NH, nnu -OH;

R’ npeacTtaBngaet cobon atom Bogopoaa, -(C4-Cylankun, roe ankmn ABnsoTCs
He3aMelLieHHbIM 1N 3amelleH oauH-Tpu pasa R'3; (C4-Cs)ankuneH-C(O)-

NH-R?, -(C4-C3)ankunen-C(0)-0-R"S, apun n3 rpynnbl dernna, HadTuna, 6udenuna, aHTpuna
“nM conyopeHunna, rae apun MoHo-, An- N TpuaamelleH Hesaemcumo apyr ot apyra R, roe R®
UMeEeT 3Ha4YeHUs, yKa3aHHbIE BhbILLE;

MOHOLMKITUYECKUIA NN OULMKNNYECKUIA 4-15-4neHHbIN reTEPOLMKIINI, KOTOPbIA MMeeT

3HaveHus, ykasaHHble Bbllwe, -(C4-Cz)nepdTopankuneH, -(C4-CzankuneH)-S(0)-

(C4-Cy)ankmn, -(C4-Czankunen)-S(0),-(C4-Cs)ankun, -(C4-CankuneH)-

S(0),-N(R*)R?, -(C4-CzankuneH)-O-(C4-Cg4)ankun, -(Co-Czankunen)-(C3-Cg)LiMKnoankus

unu -(C,-Csankunen)-het, rae het npeacrtaenser coboii octatok, BblopaHHbIA U3 rpynnbl
asenuHa, aseTnauHa, ampuanHa, asnpuna, 1,4-gnasanada, 1,2-gnasennna, 1,3-gmasenuHa,
1,4-anasenvHa, guasvpuauHa, gnasmpunHa, guokcasona, AnokcasmHa, gnokcona, 1,3-
AnokcorneHa, 1,3-gnokconaHa, dypaHa, ummgasona, UMMAA3oNuHa, UMMAa3oNnanHa,
n3oTmasona, M30TnasonuauHa, N30TMasonNuHa, N3oKcasorna, N3okcasonuHa, n3okcasonuanHa, 2-
M30KCa3ofnHa, ketonunepasmHa, mopdonuHa, 1,4-okcasenaHa, 1,2-okcatnenaxa, 1,2-
okcatmonaxa, 1,2-okcasuHa, 1,3-okcasunHa, 1,4-okcasnHa, okcasosia, OKcasnpuamHa,

OoKCcupaHa, nunepasuHa, nunepyuavHa, nupaHa, nMpasuHa, nupasona, NMpasonuHa,
nupasonuaunHa, NMpMaasuHa, NMpuanHa, NpUMMUarHa, Nuppona, nMpponuanHa, NMPpPoNIMaUHOHA,
NUPpPoONuHa, TeTparnaponMpuanHa, TeTpasuHa, TeTpasona, TuaguasunHa, Tvaguasona, 1,2-
TnasuHa, 1,3-tasuHa, 1,4-tmasmHa, 2,3-tnasona, Tmasona, TMa3onuanHa, TMa3onunHa,
TUeHuna, TMeTaHa, TMomopgonuHa, Tmonupana, 1,2,3-tpuasuna, 1,2,4-tpnasuHa, 1,3,5-
TpuasuHa, 1,2,3-Tpnasona nnu 1,2,4-tpmnasona, roe het aBnsercs HesamelleHHbIM NN MOHO-,
AW- VNV TprU3amellieH Heasrcumo apyr oT apyra R™,

R* 1 R% sBnsioTca He3aBMCMMO ApYr OT Apyra OAVHAKOBLIMM UM Pa3fNyHbLIMU 1
npeactaensAwT cobon atom Bogopoaa unu -(C4-Cy)ankun,

R? npenctaenseT coboii npsiMyto CBSA3b,

R'-N-R?-V moxeT 06pa30BbIBaTh 4-8-UneHHyI LIMKIMYECKYIO rpynny, BbIGPaHHYI0 N3 asenuHa,

aseTnauHa, gmokcasona, gnokcasuia, 1,2-guasenuna, 1,3-auasenuvHa, 1,4-gnasenuHa,
umMugasona, uMmaasonuHa, uMugasonuanHa, n3otTuasona, usotTvasonuanHa, U3oTMasonuHa,
n3okcasona, n3oKkcasonuHa, n3okcasonuanHa, 2-M30KcasornuHa, ketonunepasunHa, MopdonuHa,
okcasona, nunepasvHa, NunepuanHa, NMpasuHa, Nupasona, NMpPa3onuHa, NMPasonuanHa,
nMpVAasuHa, NUpUarHa, NTMPMMUAMHA, NMppona, NMMpPPoNManHa, NMPPONIMAUHOHA, NMMPPOSINHA,
TeTparnaponvpuauHa, TeTpasuHa, TeTpasorna, Tmasona, Tmagvasona, TvasonuanHa,
TnasonuHa, TnomopdonuHa, 1,2,3-tpnasuna, 1,2,4-tpuasmHa, 1,3,5-tpnasmna, 1,2,3-
Tpuasona unu 1,2,4-Tpnasona, rae ykasaHHas LMKrmyeckas rpynna siBnseTcs He3amelleHHON
UMK MOHO-, AN- N TPU3aMeLLleHa He3aBNCMMO Apyr oT apyra R

R4 npencraensieT cobon dpTop, xnop, 6pom, noa, -OH, =0,
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-(C4-Cg)ankun, -(C4-Cy)ankokcu, -NO,, -C(O)OH, -CN, -NH,,

-C(0)-0O-(C4-Cyankmun, -(Cy-Cg)ankmnn-SO,-(C4-Cy)ankun-,

-(Co-Cg)ankmn-S0O,-(C4-Cs)nepcTopankun,

-(Cy-Cg)ankun-SO,-N(R'8)-R?!, -C(0O)-NH-(C,-Cg)ankun-,

-C(0)-N[(C4-Cg)ankun],, -NR'8-C(0)-NH-(C4-Cg)ankun, -C(O)-NH,,

-S-R"™® unu -NR"8-C(0)-NH-[(C4-Cg)ankun]s,

roe R'® u R?! npencrasnsior coboit He3aBMCMMO Apyr OT Apyra aTom
Boaopoaa, -(C,-C;)nepdtopankun unu -(C4-Cg)ankun,

V npeactaensaeT cobon

1) MOHOUMKNNYECKMIA UNN BULMKNNYECKNIA 6-14-4neHHbId apun U3 rpynnbl beHuna, HadTuna,
oudeHuna, aHtpmna unu cdnyopeHuna, rae apuin MoHo-, Au- UNU TpUu3ameLlleH He3aBUCUMO APYr
oT Apyra Ry,

2) reTepouMKMn 13 rpynnel akpuanHmna, 8-aszabuuymnkno[3.2.1]okr-3-una, azanngona (1H-
nuppononMpuanHa), asabeHsMMmngasonuna, asacnupogekaHmna, asenuHuna, aseTnauHuna,
asupugmHuna, 6eHanmmaasonuna, 6eHsodyparHmna, 6eHsoTnodypaHuna, 6eH3oTnodeHmna,
©eH3okcasonuna, 6eH3Tnasonuna, 6eHaTpuasonuna, 6eHsteTpasonuna, 6eH3n3okcasonunna,
OeH3nsoTnasonuna, kapbasonuna, 4H-kapbasonuna, kapbonuHuna, xpomaHuna, XpoMeHuna,
UMHHONMHWUNA, AeKkarngpoxnHonuimna, 1,4-gmasenada, 4,5-anrngpookcasonuHuna,
AnoKcasonuna, agnokcasunmna, 1,3-guokconanuna, 1,3-anokconexuna, 6H-1,5,2-gutnasvmHmnna,
aurngpodypol2,3-b]teTparngpodypaHmna, pypaHuna, pypasaHuna, UMnaasonuamHina,
nMuagasonuHuna, umngasonuna, 1H-nHgasonuna, MHAONMHWNA, MHAONN3NHWUNA, nHaonuna, 3H-
nHgonuna, n3obeHsodypaHuna, nsoppomaHmna, nsomHaasonuna, N3oMHAONNHUNA,
N3onHOO0NUNA, N30XMHOMMHMAA, M30TUasonuna, N3o0TnasonManHuna, N30TMasoNMHUNa,
M30Kcasonuna, U3oKcasonuHmnna, n3okcasonuanHmnna, 2-M30KkcasonIMHuNa, KeTonunepasmHna,
MOpONUHUNA, HapTUPUANHUNA, OKTarngpon3oxXMHonNuHuna, okcagmasonuna, 1,2,3-
okcagmasonuna, 1,2,4-okcagnasonuna, 1,2,5-okcagunasonuna, 1,3,4-okcagmasonvna, 1,2-
okcatuenanuna, 1,2-okcaTtuonanuna, 1,4-okcasenanuna, 1,2-okcasvHuna, 1,3-okcasuHuna,
1,4-0oKcasnHnna, okcasonuanHmnna, okcasonuHnna, okcasonuna, eHaHTpuaMH1Mna,
deHaHTponNuHMNa, peHasmHuna, deHoTnasnHmna, eHokcaTumHmnna, deHoKcasmHUna,
dhTanasnHuna, nunepasnHuna, NnunepuanHnna, NTepuanHuna, nypuHnna, nupaHuna,
nupasvHuna, NMpasonNuamMHuna, NMpasonuHuna, nupasonuna, NMpuaasnHuna,
nupugookcasonuna, NMpMaonMmmngasonuna, nupugoTnasonuna, niMpuanna, NMpMMnanHnna,
nupponuanHuna, NMPPoONMANHOHMNA, NMpponMHMna, 2H-nnpponuna, NMpponuna, XMHa3onuHnna,
XUHONUHWUNA, 4H-XMHONM3MHMNA, XMHOKCANMHUNa, XMHYKNuaMHuna, TetTparngpodypanHmna,
TETParngpon3oXMHONMHUNG, TeTparngpoxmHonuHuna, 1,4,5,6-tetparngponupugasnHuna,
TeTparngponupuanHnna, TeTparugpotTmodeHnna, TeTtpasmHmna, TetTpasonuna, 6H-1,2,5-
TnaguasuHuna, 1,2,3-tnagnasonuna, 1,2,4-tnagnasonuna, 1,2,5-tnagnasonuna, 1,3,4-
Tnagwasonuna, TuaHtpeHuna, 1,2-tmasnnuna, 1,3-tnasmHunna, 1,4-tmasmHuna, 1,3-

TMasonuna, Tuasonuna, TMasonuavHuna, TMasonuHuna, TMeHuna, TueTaHuna, TMeHoTunasonuna,
TUEHOoOKca3onuna, TMeHoMMmngasonuna, Tmetadmna, Tmomopdgonuimna, 1).6-tnomopconunHmna,
TnodpeHnna, Tnonmpanuna, 1,2,3-tpuasuHmna, 1,2,3-tpnasonuna, 1,2,4-tpuasonuna, 1,2,5-
Tpuasonuna, 1,3,4-TpMasonuna 1 KCaHTeHUna, rae ykasaHHbIA reTepouuknun sBnseTca
He3aMeLLEeHHbIM U MOHO-, AW- WU TPU3aMeLLieH He3aBUcUMo Apyr oT apyra R4,

G npencrasnsieT coboli NpsiMyto CBA3b,

-(CH2)m-NR'%-80,-NR"%-(CHy),-, -(CHz)m-CH(OH)-(CH2)p-, <(CHa)rm,

CHy)m-O-(CHa)n-, -(CH3);m=C(0)-NR*-(CHy) -, -(CH,)-S0p-(CHy),-,
CHy)m-NR'0-C(0)-NR-(CH,)-, -(CH)-NR°-C(0)-(CHo),-,
CHy)m-C(0)-(CHy)n-, -(CH3)-S-(CHa)n-, ~(CHo)m-S02-NR'0-(CHo),-,
CHy)m-NR0-SO,~(CHy)-,-(CHy)-NR -, <(CHy)-O-C(0)-NR0-(CHo) -

nnn -(CH,)m-NR0-C(0)-0-(CH,),.-,

N 1 M SBNASOTCS HE3aBMCUMO APYr OT Apyra 04MHaKOBbLIMU UM Pa3fMYHBbIMU U paBHbI LEbIM
uncnam 0, 1, 2, 3, 4, 5 nnn 6,

~(
~(
~(
~(

Crpanuua: 15



170

15

20

25

30

35

40

45

50

RU 2346 944 C2

M npegcraBnsieT cobowi

1) atom BogopoAa,

2) -(C4-Cg)ankun, roe ankun aBnsaeTcsa HesaMeLeHHbIM U MOHO-, AN- UK
TpusamelLieH He3aBucumo apyr ot apyra R,

3) -C(O)-N(R'")-R?,

4) -(CH,)-NR1°,

5) -(Cg-C14)-apun, rae apun MeeT yKkasaHHble Bbllle 3HaYeHNs 1 rae apun aBnseTcs
He3aMelLLeHHbLIM UM MOHO-, AW- UMW TpU3aMeLLieH HeaaBrucnumo apyr ot apyra R™,

6) (C4-Cq5)reTepouunknun, rae reTepouuKn UMeeT YKasaHHble Bbile 3Ha4YeHUs U SBNsieTCA
He3aMeLLeHHbLIM UM MOHO-, AW- UMW TpU3aMelLieH Hesasrcumo Apyr oT apyra R™, unn

7) -(C3-Cg)umknoankun, rae ykasaHHbIn LMKIoankun aBnaetca HesaMeLeHHbIM NN MOHO-,
AV- UNn TprU3amellieH Heaasrcumo apyr oT apyra R™,

R3 npencTaBnsieT coboi

1) aTom BOOOPOAA,

2) ranoreH,

3) -(C4-Cyankmn, roe ankun aBnaeTca He3aMeLeHHbIM Ui MOHO-, OW- NN TpU3ameLleH
He3aBucumo apyr ot apyra R3,

4) -(C4-Cs3)nepdTopankun,

5) beHun, rae peHun aBnseTcs He3amelleHHbIM UM MOHO-, AN- NN TpU3aMeLLeH
He3asucumo apyr ot apyra R13,

6) -(Co-C4)ankunen-0-R'®, roe R'® npencrasnset coboit

a) aToM Boaopoaa,

b) -(C4-Cs)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- U TpU3aMeLLeH
HezaBucumo Apyr oT apyra RS, unu

C) cbeHun, rae eHun ABNAEeTCA He3aMeLLEeHHbIM U MOHO-, AW- UK TpU3ameLleH
He3aBucumo apyr ot apyra R'3,

d) -CF3; nnun

e) 'CHF2,

7) -NO,,

8) -CN,

9) -SO-R™, rne s paBHO 1 unu 2,

10) -SO-N(R'")-R'2, rne t paBHO 1 1nu 2,

21) -(Cy-Cy)ankunen-(Cg-Cq4)apun, rae apmn MoHo-, AW- UK TPU3ameLLeH He3aBnCcMMOo Apyr
ot apyra RS,

22) -(Cy-Cy)ankuneH-(C,4-Cqs5)reTepounknui, roe reTepoLUmnknmni aBnseTcs HesameleHHbIM
WAU MOHO-, V- UMW TpU3aMelLLleH HeaaBnucumo Apyr oT apyra R'3,

23) -(Cy-Cy)ankmnen-(Cs-Cg)umknoankus, rae LUKoankmun aBnsaeTcst HesameLlleHHbIM Uin
MOHO-, - UNn TpU3aMelLieH He3aBMcuMo apyr oT apyra R'3,

24) -(Cy-C,)ankunen-het, raoe het asnserca HesamelLeHHbIM U MOHO-, AN- UM TpU3aMeLLeH
HesaBucumo apyr oT apyra R'3,

25) -(Cy-Cs)ankuneH-O-CHy-(C4-C3)nepdtopankmneH-CH,-O-(Cy-Cz)ankmn,
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rae Me npepncrasnset cobor MeTun, unu,

ecnu aBa octatka -OR'® npucoeanHeHs! k cocegHNM aToMam, OHM MOryT 06pa3oBbIBaThL
BMeCTe C aToMaMu, K KOTOPbIM OHW NPUCOEAMHEHbI, KonbLo 1,3-AnMokcona nnu Kkonbuo 2,3-
anrnapo[1,4]amMokcyHa, KOTOpoe 3amellieHo OAVH, ABa, TPU UK YeTbipe pasa R'3,

R 1 R agnsaioTcs He3aBMCUMO [pyr OT Apyra OAMHAKOBLIMU UK PasinyHbIMU 1
npeacTaensAwT cobon

1) atom BogopoAa,

2) -(C4-Cg)ankun, roe ankun aBnseTcsa He3aMeLeHHbIM UM MOHO-, An- NN TpUu3ameLleH
HezaBucuMo Apyr oT apyra R'3,

3) -(Cy-Cg)ankmn-(C5-Cg)umknoankmn,

4) -SO-R"°, rne t paBHO 1 1nu 2,

5) -(Cy-Cg)ankmn-(Cg-C14)-apuin, rae anknn u apun He3aBMCUMO ApYr OT Apyra sBNsaTCS
HEe3aMeLLEHHLIMN UM MOHO-, AN- UNn TpnaameleHsl R '3,

6) -(C4-C3)nepdropankun,

7) -O-R" unm

8) -(Cy-Ce)ankmn-(C4-Cq5)reTepoumknnn, rae ankmn u reTepoLmKnmn MMeloT 3HaYeHNs,
yKa3aHHbIe BbILLE, U SIBNATCS HE3aBUCUMO APYr OT Apyra He3aMeLleHHbIMU U MOHO-, AN~ I
TpuaamelleHsl R, unm

R" 1 R"? BMecTe ¢ aToMOM a30Ta, C KOTOPLIM OHU CBSI3aHLI, 06Pa3yIOT reTePoLMKINYEcKoe
KOnbLO U3 rpynnbl a3enuHa, aseTnanHa, AMokcasona, guokcasuHa, 1,4-gnasenana, 1,2-
AvasenuHa, 1,3-gnasenuHa, 1,4-gnasennHa, uMmaasona, UMMAa3onvHa, MMMaa3onuanHa,
n3oTrasona, M30Tna3onuauHa, N30Tna3onnHa, M30Kcasosna, N3oKcas3onvHa, N3oKca3onuanHa, 2-
M30KCa30fnHa, KkeTonunepasuHa, mopdonuvHa, [1,4]JokcasenaHa, okcasona, nunepasuHa,
nunepuanHa, nupasuHa, nupasona, NMpasonunHa, NMpasonuavHa, NupyMaasvHa, NMpUanHa,
nMpUMMAMHA, NUppona, NMPpPoNuanHa, NMPPONNAMHOHA, NMMPPONNHA, TeTParMapPONUPUANHA,
TeTpasuHa, TeTpasona, Tmasona, Tmagvasona, TvasonuanHa, TuasonuHa, TMoMopdonuHa,
TnodpeHa, 1,2,3-tpnasuna, 1,2,4-tpnasuHa, 1,3,5-tpnasuna, 1,2,3-tpnasona nnum 1,2,4-
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Tpuasona, rae ykasaHHoe reTepoLMKINYeckoe KOmMbLOo SABNSETCS He3aMeLeHHbIM U MOHO-, Au-
U TPU3aMELLEHO He3aBMCUMO apyr oT apyra R'3,

R'3 npeacrasnsieT coboit ranoreH, -NO,, -CN, =0, -OH, -CF3, -C(O)-
0-R", -C(O)N(R"%)-R?, -N(R'%)-R?°, -(C5-Cg)umknoankun, -(Cy-Cs)ankunen-
0-R'0, -Si(CH3)3, -N(R"%)-S(0),-R"°, roe u pasHo 1 unm 2, -S-R'°, -SO,-R'°, rge r pasHo 1
unm 2, -S(0),-N(R')-R?, rge v paBHo 1 unun 2, -C(0)-R"°, -(C4-Cg)ankun, -(C4-Cg)ankokcm,
ennn, deHunokem-, -O-CF3, -(Cy-C4)ankun-C(0)-0O-C(R'°,R6)-0-
C(0)-R", -(C4-C4)ankokcndenmn, -(Cy-C4)ankun-C(0)-0-C(R'°,R6)-0-C(0)-
O-R", -(C4-C3)nepdtopankun, -O-R"°, -NH-C(O)-NH-R'?, -NH-C(0)-0-R"® unu octatok u3
creayoLLEero nNepeyHst OCTaTKOB:

0
=N O
/U\N// /u\ S / \‘ \‘(_é /U\ ~OH
l N CH, OMe

S g S aln b

O 1% e) (o) O
)k 8N I
LN M~ N e QN N /gro
N o) \ =~ /=N 10
H N=N N R
No
VI N ~ E)
P
N
\
H

roe Me npeacrtaensieT cobor meTun,

R'% 1 R npeacTtaBnsioT coboii He3aBMCUMO Apyr OT Apyra
Bogopoa, -(C,-Cylankun, -(C,-C,)ankun-OH, -(Co-Cy)ankun-0-(Cy-Cy)ankun
nnun -(C4-C3)nepdrtopankun,

R'S 1 R'® npeacTtaensioT coboii HesaBucMO apyr oT Apyra Bogopod, -(Cq-Ceg)ankun,
LMKIONPONuUIT, UMKNOOYTUA, LMKNONEHTUI UK LMKIOFEKCUIT, rAe KaXkaoe KonbLo sSBnsieTcs
He3aMeLLEHHbLIM 1N 3ameLLeHo oauH-Tpu pasa R0, n

R' npencrasnseT coboii -(C4-Cg)ankun, -(C4-Cg)ankun-OH,

-(C4-Cg)anknn-0-(C1-Cg)ankumn, -(C3-Cg)uymnknoankmn,

-(C4-Cg)anknn-0O-(C-Cg)ankun-(Cs-Cg)umknoankun,

-(C4-Cg)ankun-(C5-Cg)umnknoankun, rae ykasaHHOe LMKIOoankuibHOE KOmnbLOo ABMASETCS
He3aMeLLeHHbLIM UM 3aMeLLieHo OauH, ABa, Tpu pasa -OH, -O-(C4-C,)ankunom nnm R,

BO BCEX UX CTEPEOM3OMEPHBIX (POPMaXx N UX CMECSAX B NMIOOOM COOTHOLLEHUN U MX
PU3NONOrM4ECKN NEPEHOCUMbBIM COMSM.

3. HacTosiLee nsobpeteHme Takke OTHOCUTCS K coeanHeHnsM cbopmynl |, B KOTOpoi

RO npeacraesnsdeT cobon

1) MOHOUMKNNYECKMIA UNN BULMKNNYECKNIA 6-14-4neHHbId apun U3 rpynnbl beHuna, HadTuna,
OudeHuna, aHTpuna unu donyopennna, rae apun MoHo-, An- UNu TpU3amMeLLeH HE3aBUCUMO Opyr
oT gpyra R®,

2) reTepouumknun ua rpynnsl 6eHsnmmngasonuna, 1,3-6eHsognokconuna, 6eHsodypaHmna,
OeH3okcasonuna, 6eH3oTnasonuna, 6eH3oTnodeHnna, UUHHOMMHUIA, XpPOMaHWma, UHA4Aa3onuna,
uHOONMNAa, N30XpPoMaHmuna, U3oMHOONUNA, N30OXNHONMMHUNA, deHnnnupuanna, dTanasmHuna,
nTepuanHuna, NnypuHuna, nMpuanna, nMpMaonMmmnaasonuna, npuaonupuanHnna,
NMPUAONNPUMUAMHUNE, MMPUMUONHWUNAG, XMHA30NNHWNA, XMHONUNA, U30XUHONNHMNa unu 1,4,5,6-
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TeTparngponupuaasnHuna, rae ykasaHHblli reTepoLUnKnun SBnseTcsa HeaaMeLleHHbIM UM MOHO-,
Q- U1 TpU3aMeLLieH He3aBucuMo apyr oT apyra R, unu

3) reTepoumknun U3 rpynnel azabeHammmaasonuna, 6eHsnmmngasonuna, 1,3-
©eH3ogmokconuna, 6eH3odypaHuna, beHsoTnasonuna, 6eHsoTnodeHuna, 6eH3okcasonuna,
XpomaHuna, UMHHONNHUNA, 2-dypuna, 3-dypuna, ummaasonuna, nHgonuna, MHgasonuna,
M30XpOMaHuIa, M3oMHOOoNUMIAa, MU30XMHONMMHWMIA, U30TUA30NKua, M3oKca3onuna, okcasonuna,
dhTanasnHuna, NTepuanHuna, NnypuHnna, nMpasvHuna, nupasonuna, nupuaasnHnna,
nupuaonmuaasonuna, NIMpUaonNUpUANHUNG, NMpMACNIMPUMMANHUNG, 2-Nupuanna, 3-nupuauna, 4-
nupuauna, NMPUMUAMHKUNEA, NMPpPoONUna, 2-NMpponuna, 3-Nupponunna, XMHONMMHMUNA,
XWHA30MMHWUNA, XMHOKCanNuHuna, Tetpasonuna, Tmagnasonuna, tmasonuna, 2-TueHnna nnm 3-
TUeHuna,

KOTOPbIN SONONHUTENBHO 3aMeLLeH reTePOLMKINIOM, BbiIGpaHHbIM U3 rpynnbl akpuanHuna,
asabeH3nmuaasonuna, azacnMpoaekaHnna, asenuHuna, aseTuamHina, asmpuanHuna,
O6eHaumumaasonuna, 6eH3odypaHmna, 6eHsoTnodypaHuna, 6eHsoTnodeHmna, 6eH3okcasonmna,
OeH3Tnasonuna, 6eH3Tpmnasonuna, beHsteTpasonuna, 6eHansokcasonuna, 6eH3n3oTmasonuna,
kapbasonuna, 4H-kapbasonuna, kapbonMHmuna, XxpomaHuna, XpoOMeHuna, LUMHHONMMHMNA,
[eKkarmapoxuHonuuuna, 4,5-aMrnapookcasonmMHmna, Anokcasonuna, gnokcasmHmna, 1,3-
auokconanuna, 1,3-anokconexunna, 6H-1,5,2-gutnasmHmna, gurngpodypol2,3-b]
TeTparngpodypanunna, dypanuna, ypasaHuna, UMnaasonMamHina, UMnaasonuHuna,
mMmngasonuna, 1H-nHgasonuna, HAONUHUNA, UHOONU3NHWUNAE, uHaonuna, 3H-uHgonuna,
n3obeH3odypaHmna, n3oxpomaHuna, nsomHaasonmna, U3oMHAoNNHMNA, N30MHAONUNA,
M30XMHONMMHUNa (beH3nMmngasonuna), N3oTmasonuna, M30TuasonuanuHuna, N3oTnasonnHuna,
M30Kcasonuna, U3oKcasonuHmnna, n3okcasonuanHmnna, 2-M30KkcasonMHuNa, KeTonunepasmHna,
MOpONUHUNA, HapTUPUANHMNA, OKTarngpon3oxXMHoNuHuna, okcagmasonuna, 1,2,3-
okcaguasonuna, 1,2,4-okcagmnasonuna, 1,2,5-okcagunasonuna, 1,3,4-okcagmnasonvna, 1,2-
okcatuenanuna, 1,2-okcatuonanuna, 1,4-okcasenanuna, 1,2-okcasvHuna, 1,3-okcasuHuna,
1,4-0Kkca3nHuna, okcasonuanHuna, okcasonuHuna, okcasonuna, @eHaHTpUANHUNA,
deHaHTpoNuHMNa, peHasmHuna, deHoTnasnHmna, eHokcaTumHmnna, deHoKcasnmHUna,
dTanasnHuna, nunepasnHuna, NnunepuanHuna, NTepuanHuna, nypuHnna, nupaHmna,
nupasvHWna, NMpasonuanHuna, NMpasonuHuna, Nupasonuna, NMpUaasnHMna,
nupugookcasonuna, NMpuaonMmugasonuna, nupunaoTunasonuna, NMpUanH1na, nMpuanna,
NMMPUMUOMHUIIE, NTMPPONNONHUIIA, NTUPPONUOVNHOHUNAE, NMPPoNnHNNa, 2H-nnpponnna,
nupponunna, XMHa3oNuHUNa, XMHonmHuna, 4H-xnHonnanHmuna, XMHOKCanuHuNa, XMHyKnManHuna,
TeTparugpodypaHuna, TeTparnapousoxXnMHonnHuna, TeTparuapoxmuHonuduna, 1,4,5,6-
TeTparngponupuaasnHuna, TeTparngponupuanHuna, TeTparngpotmodeHuna, TeTpasmHmna,
TeTpasonuna, 6H-1,2,5-tnagnasnnuna, 1,2,3-tnagnasonuna, 1,2,4-tnagnasonuna, 1,2,5-
Tnagwasonuna, 1,3,4-tnagmnasonuna, TnaHTpenuna, 1,2-tnasmHuna, 1,3-tmasuHuna, 1,4-
TMasuHuna, 1,3-tnasonuna, TMasonuna, TMasonuavHuna, TMasonuHuna, TMeHnna, TueTaHmna,
TUEeHOTUa3onuna, TMeHookcasonuna, TMeHoMMMaasonuna, TMeTaHuna, TMIoMopdonMH1Mna,
TnocpeHnna, Tnonmpanuna, 1,2,3-tpuasmHumna, 1,2,3-tpuasonuna, 1,2,4-tpuasonuna, 1,2,5-
Tpuasonuna, 1,3,4-Tpnasonuna n KCaHTeHuna,

roe reTepoumnKnun 9BnAeTcs He3aMeLLeHHbIM UM MOHO-, AN- UNW TPpU3aMeLLeH HE3aBUCUMO

npyr ot apyra R?,

R8 npeacraesnsdeT cobon

1) dpTop, xnop unum Gpom,

2) -NO;,

3) -CN,

4) -C(O)-NH,,

5) -OH,

6) -NH,,

7) -OCF3,

8) MOHOUMKNMYECKMI UNU BULUKINYECKUIA 6-14-UneHHbIn apur, rae apyun MMeeT yKasaHHbIe
BblLLE 3HAYeHUs U MOHO-, OU- UMK TpU3ameLleH He3aBMCMMO Apyr OT gpyra ranoreHom unu -O-

Crpanuua: 19



170

15

20

25

30

35

40

45

50

RU 2346 944 C2

(C4-Cg)ankunom,

9) -(C4-Cgankun), roe ankun aBnseTcs He3aMeLLeHHbIM Ui MOHO-, AN- U TpU3aMeLLeH
He3aBMCUMO Apyr oT gpyra ranoreHoM, NH,, -OH unn octatkom METOKCU, Unum

10) -O-(C4-Cgankun), roe ankun sBnseTcsa He3aMeLeHHbIM UM MOHO-, AW- NN TpUu3ameLleH
He3aBucMmo apyr ot agpyra ranoreHom, NH,, -OH munn octatkom MeToKcu,

11) -SO,CH3 nnun

12) -SO,CF3,

npv yCrnoBuu, 4to R8 npeacTaBnaeT cobown, No MeHbLlen mepe, oauH ranoreH, -C(0O)-NH,
nnm -O-(C4-Cg)ankunbHelii octatok, ecn R® npegcraeBnset coboii apun unu reTepoumknun,
KOTOpble UMEIOT 3HaYEHMs!, YKa3aHHble BhiLLe,

npu ycnoeum, uto R® He sBnsetcs -O-(C4-Cg)ankunbHbIM octaTkoMm, ecrni RO n V
npencraensaoT cobon deHnn,

noactpyktypa D npeactaenaeT cobon ocTaTok, BbibpaHHLIN M3 rpynnbl heHmna, nupugmna, N-
oKkcuaa nupuguna, nupponuna, dypuna, TMeHuna, uMmmaasonuna, nMpasonuna, okcasonuna,
n3okcasonuna, Tmasonuna, TpMasonuna, n3otuasonuna, Tnaguasonuna, NMpUMUOMHMNA,
NUPWOA3NHUNA, MUPa3UHUNA, U SBNSETCS He3aMeLLeHHbIM unn 3amelleH 1, 2, 3 unu 4 pasa R®
mnn 3ameweH 1 nnu 2 pasa =0,

Q npeacraenseT cobor npsimyto ¢BA3b, -(Cy-Co)ankuneH-

C(O)NR'C-, -NR™-C(O)NR'®-, -NR'°-C(0)-, -SO,-, meTuneH unu -(Cy-Cs)ankunen-C(0)-O-
(Cy-Cyankunen-,

R' npenctaenset coboii atom Bogopoza, -(C4-C,)ankun, rae ankvn SenseTcs
HesaMelLeHHbLIM UK 3amellieH oanH-Tpu pasa R13;

-(C4-C3)ankuneH-C(0)-NH-R?, -(C4-Cg)ankunen-C(0)-O-R®,

-(C4-C3)nepdtopankuneH, -(C4-Cs)ankuneH-S(0)-(C4-Cy)ankmn,

-(C4-Cs)ankmuneH-S(0),-(C4-Cs)ankun,

-(C4-Cj)ankunen-S(0),-N(R*)-R?, -(C4-C3)ankunen-O-(C4-C,)ankun,

-(Cy-Cs)anknnen-(Cs-Cg)umknoankun nnm -(Cy-Cs)ankmnen-het, roe het npegcrasngaer
coboli ocTaTokK, BbIbpaHHbIN U3 rpynnbl a3ennHa, aseTManHa, asupuanHa, asupuna, 1,4-
ovasanaHa, 1,2-gnasenuHa, 1,3-guasenuHa, 1,4-anasenvHa, guasnpuaguHa, gnasmpuHa,
Ounokcasona, guokcasuHa, gnokcona, 1,3-anokconeHa, 1,3-guokconaxa, dgypaHa, ummgasona,
nMMaasonuMHa, MMmnaasonuauHa, n3otnasona, M3oTuasonnauHa, n3oTmasonmHa, M3oKkcasona,
N30KCa30nHa, N30KcasonmuanHa, 2-M30KCas3onnHa, KetonunepasmHa, MmopdonuHa, 1,2-
okcatuenaHa, 1,2-okcaTtuonaHa, 1,4-okcasenaHa, 1,2-okcasunHa, 1,3-okcasuHa, 1,4-
OKCa3WHa, oKcasona, okcasnpuanHa, okcupaHa, nunepasvHa, nunepuanHa, nMpaHa, nupasuHa,
nupasona, NMpasonvHa, NupasonuauHa, NnpuaasvHa, NnpuanHa, NMpUMUanMHa, nuppona,
nupponuanHa, NMPPoONMANHOHA, MMPPONIMHA, TeTparngponMpuanHa, TeTpasuHa, TeTpasona,
TuaguasuHa, Tmaguasona, 1,2-tmasuHa, 1,3-tmasuHa, 1,4-tmasuHa, 1,3-Tvasona, Tmasona,
TMasonuauHa, TMasonuHa, TMeHuna, TueTaHa, TnomopdonuHa, Tmonupaxa, 1,2,3-tpnasmHa,
1,2,4-TpnasuHa, 1,3,5-Tpnasuna, 1,2,3-tpuasona unu 1,2,4-tpmnasona, rae het saensercsa
He3aMeLLEeHHbIM UMW MOHO-, AW- WU TPU3aMeLLieH He3aBrUcUMo apyr oT apyra R4,

R* 1 R% saBnsioTca He3aBMCMMO Apyr OT Apyra OAMHAKOBLIMU UMK Pa3IMYHLIMU 1
npeactaensAwT cobon atom Bogopoaa unu -(C4-Cy)ankun,

R? npepncTaensieT coboii NpsiMyto CBA3b,

R'-N-R2-V o6pasyeT 4-8-UneHHyto LIMKMNYECKYIO rpynmny, BoIBPaHHYI0 13 a3enuHa,
aseTnauHa, 1,4-guasenadHa, guokcasona, gmokcasuHa, 1,2-gnasenuvHa, 1,3-gnasenuHa, 1,4-
AuvasenvHa, uMmmaasorna, UMngasonuHa, UMuMaasonManHa, M3otTuasona, n3oTmasonuanHa,
N30TnasonnHa, N3oKkcasorna, M30KCa3onnMHa, N3oKcasonmuanHa, 2-M3oKcasonunHa,
KeTonunepasuHa, mopdonuHa, 1,4-okcasenaHa, okcasona, nunepasuHa, NMnepuavHa,
nupasuHa, nupasona, NMpasonMHa, NMpasonuanHa, NnupuaasnHa, NMpuanHa, MMpUMMAanHa,
nupporna, NMpponManHa, NMPpPoNMaMHOHa, NMPPONNHA, TeTparMaponupuanHa, TeTpasnHa,
TeTpasona, Tvasona, Tvagmasona, TMasonuguHa, TmasonuHa, TmomopdonuHa, 1,2,3-tpnasuHa,
1,2,4-TpnasuHa, 1,3,5-tpnasuna, 1,2,3-tpuasona unu 1,2,4-tpnasona, rae ykasaHHas
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LUKIn4ecKkasa rpynna AaBnaeTcd He3aMeLLl|eHHOl7I nnn MoHo-, an- nnn TpusamelleHa He3aBMcMmo

napyr ot apyra R,

R' npencrasnsieT coboit dptop, xrop, 6pom, nog, -OH, =0,

-(C4-Cg)ankun, -(C4-Cy)ankokecu, -NO,, -C(O)OH, -CN, -NH,,

-C(0)-0-(C-Cy)ankun, -(Cy-Cg)ankmn-SO,-(C4-C,)ankun-,

-(Cop-Cg)anknn-S0O,-(C4-C3)nepdTopankun,

-(Cq-Cg)ankun-SO,-N(R'8)-R?!, -C(0)-NH-(C4-Cg)ankun,

-C(0)-N[(C4-Cg)ankun],, -NR'8-C(0)-NH-(C4-Cg)ankun, -C(O)-NH,,

-S-R"® ynmn -NR'8-C(0)-NH-[(C4-Cg)ankun],,

roe R n R?! npeacraBnsioT coboii He3aBMCMMO Apyr OT Apyra aTom
Boaopoaa, -(C,-C,)nepdropankun unu -(C4-Cg)ankun,

V npeactaensaeT cobon

1) octatok het ua rpynnsl 8-azabuyukno[3.2.1]okT-3-una, asamHgona (1H-
NMppoNoNMpuanHa), asenuHa, aseTnanHa, asupuanHa, asmpuna, 1,4-gnasenana, 1,2-
OunasenuHa, 1,3-guasenuHa, 1,4-gnasenvHa, gMasvpuanHa, aMasmpuna, AMokcasona,
AnokcasuHa, amokcosona, 1,3-gmokconeHa, 1,3-guokconaHa, dgypaHa, umnaasona,
MMnaasonuMHa, UMMaasonuanHa, u3oTuasona, N3oTnasonuanHa, U3oTruasonnHa, u3okcasona,
N30KCca3onunHa, N3oKcasonuanHa, 2-130Kkca3onuHa, ketonunepasmHa, mopdonuHa, 1,2-
okcaTtuenana, 1,2-okcatmonaHa, 1,4-okcasenaHa, 1,2-okcasuHa, 1,3-okcasuHa, 1,4-
oKcasWHa, okcasona, okcasupuamnHa, okcupaHa, nunepasuHa, nunepuanHa, nMpaHa, nupasuHa,
nupasona, NMpasonvHa, NupasonuauHa, NnpuaasvHa, NnupuanHa, NMpUMUanMHa, nuppona,
nupponuanHa, NMPPoNMANHOHAa, MMPPONMHA, TeTparnaponMpuanHa, TeTpasuHa, TeTpasona,
TuaguasuHa, Tmaguasona, 1,2-tmasuHa, 1,3-tmasuHa, 1,4-tmasuHa, 1,3-Tmasona, Tmasona,
TUasonuauHa, TMasonuHa, TMeHuna, TueTaHa, TmomopdonuHa, Tmonupaxa, 1,2,3-TpnasmHa,
1,2,4-TpnasuHa, 1,3,5-tpnasuna, 1,3,5-tpuasona unu 1,2,4-tpnasona, rae het asnsercs
He3aMeLLeHHbIM UN MOHO-, AW- UK TpU3aMeLLeH HeaaBucumo apyr ot apyra R, unu

2) dbeHnn, rge eHnn ABnsaeTcs HesamMelleHHbIM U MOHO-, OU- UNU TpusameLlleH
HesaBucuMmo Apyr oT apyra R,

G npeacraensieT cobor NpsiMyto CBS3b,

-(CH2)m-NR0-S0,-NR-(CH,) -, -(CHy)m-CH(OH)-(CHy) -, ~(CHp)m-,

-(CH2)m-O-(CHy)y-, <(CHy);m-C(0)-NR%-(CHy) -, <(CH,)-SO,-(CHy),r-,

-(CH2)m-NR'0-C(0)-NR"%-(CH,),-, -(CHp)-NR0-C(0)-(CHy),-,

~(CH2)m-C(0)~(CHy) -, ~(CH2)m-S-(CH2)n-, ~(CH2)m-SO2-NR°-(CHy),-

~(CH2)m-NR'0-80,-(CHy) -, -(CHy)m-NR %, -(CH,)-O-C(0)-NR"%-(CH,) -

il -(CHz)m-NR1°-C(O)-O-(CH2)n-,

N 1 m ABNSTCA HE3ABMCMMO APYr OT Apyra OAUHAKOBbLIMWU UM PasfIUYHbIMA U paBHbI LEeNbIM
uyncnam 0, 1, 2, 3, 4, 5 unu 6,

M npegcraBnsieT cobow

1) atom Bogopoaa,

2) -(C4-Cg)ankun, roe ankun aBnseTcsa He3aMeLeHHbIM U MOHO-, AW- NN TpUu3ameLleH
HesaBucuMo Apyr oT apyra R,

3) -C(0)-N(R")-R"?,

4) -(CH)~NR ™0,

5) dbenun nnu HadpTmN, rae deHnn n HadbTUN ABASTCA HE3aMELLLEHHBIMU UK MOHO-, OW- Uin
TpU3amelLeHbl He3aBMCHUMO Apyr oT apyra R4,

6) reTepoUMKIIn, rae reTepoLnKInIT ABNSAETCS OCTATKOM Ipynmbl, KOTOpasi MOXET ObiTb
BblbpaHa 13 azenaHa, asenuHa, 1,4-guasenaHa, 1,2-gnasenuna, 1,3-gnasenuHa, 1,4-
auasenuHa, umuaasona, u3oTvMasorna, u3okcasorna, U3okcasonuanHa, 2-M30KcasonuHa,
KeToMmopdonnHa, ketonunepasuHa, mopdonmHa, okcasona, [1,4JokcasenaHa, nunepasuHa,
nunepasuHoHa, NMNepuanHa, NMNepuanHoOHa, NMpasnHa, nupuaasuHa, NMpuaasnuHoHa, NMpUanHa,
nupuaoHa, MIMpUMMUAnHa, NMPPoNMAnHa, NMPPONMANHOHA, TeTparmaponupaxa, 1,4,5,6-
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TeTparngponupuaasnHuna, TeTpasunHa, TeTpasona, Tmaguasona, Tmasona, TnomopdgonuHa, 1)6-
TnomopdgonuHuna, TnodeHa, 1,2,3-tpnasuna, 1,2,4-tpmasmHa, 1,3,5-tpnasuna, 1,2,3-
Tpuasona unu 1,2,4-Tpnasona, rae ykasaHHblil reTepouUnKnmn ABAsSEeTCS He3aMeLleHHbIM Unm
MOHO-, OU- UMK TpUsameLleH He3aBnucumo gpyr ot apyra R14, unu

7) -(C3-Cg)umknoankun, rae ykasaHHbIN LMKIoankun aBnaeTca HesaMeLeHHbIM U MOHO-,
AW- UNW TprU3amelLieH Heasrncumo apyr oT apyra R,

R3 npeacraesnsdeT cobon

1) aTom BOOOPOAA,

2) ranoreH,

3) -(C4-Cyankmn, roe ankun aBnaeTca He3aMeLeHHbIM Ui MOHO-, OU- NN Tpu3ameLleH
Hesasucumo apyr ot apyra R™3,

4) -(C4-C3)nepdTopankun,

5) beHun, rae peHun aBnseTcs He3amelleHHbIM UM MOHO-, AN- NN TpU3aMeLLeH
HesaBucuMo Apyr oT apyra R'3,

6) -(Co-C,)ankunen-O-R", roe R'® npepncrasnsiet coboi

a) atom Bogopoaa,

b) -(C4-C,)ankun, rae ankun gABnsieTcst HedameLlleHHbIM U MOHO-, AN- UMK TPU3aMeLLeHbl
Hesasucumo apyr oT gpyra RS, unu

C) dbeHun, roe peHnn ABNAeTCa HesaMeLeHHbIM U MOHO-, An- UNKU TpusameLlleH
Hesasucumo apyr ot apyra R13,

d) -CF3 nnu

e) -CHF,,

7) -CN,

8) -(Cy-Cy)ankmneH-(C4-Cy5)retepoumknun, rae reTepouUmKnmi MMeeT 3HaYeHNS, yKazaHHble
BbllLE, 1 ABMASETCA He3aMeLLeHHbIM UM MOHO-, AW- UM TpU3aMeLLeH He3aBMCMO Apyr OT Apyra
R13,

9) -SOs-R", rne s pasHo 1 unun 2,

10) -SO-N(R'™)-R'?, rge t paBHo 1 unu 2,

11) -(Co-C4)ankunen-C(O)-R",
12) -(Cq-C4)ankunen-C(0)-0-R™,
13) -(Co-C4)ankunen-C(0)-N(R')-R 2,
14) -(Co-C4)ankunen-N(R'")-R 12,
15) -NR'°%-S0,-R"°,
16) -(Cy-C,4)ankunen-het, rae het nmeeTt 3HaveHns, ykasaHHble Bbille, U ABNAETCA
He3aMelLLeHHbLIM UM MOHO-, AW- UMK TpU3aMelLieH He3asrncumo apyr ot apyra R13,
17) -(Cy-C,)anknnen-C(0)-0-(C,-C,)ankmnen-0O-C(O)-(C4-Cy)ankun,
18) -C(0)-0-C(R'5,R"6)-0-C(0)-R"7,
19) -(Cy-C,)anknnen-C(0O)-0-(C,-C,4)ankmnen-0O-C(0)-0O-(C4-Cg)ankumn,
20) -C(0)-0-C(R"°,R"%)-0-C(0)-0-R",
21) -(Cy-Cy)ankuneH-(Cg-Cqq)apun, rae apun nmeeT 3HaYEHNS, yKkaszaHHble Bbllle, 1 MOHO-,
AV- UNn TprU3amellieH Heaasrcumo apyr oT apyra R,
22) -(Cy-Cy)ankunen-(C3-Cg)umkroankun, rae LMKioankun sBnsaeTca HesaMeLleHHbIM Unu
MOHO-, - UNKn TpU3aMelLieH He3aBMcuMo apyr oT apyra R'3,
23) -(Cy-Cy)ankmneH-0O-CH,-CF,-CH,-O-(Cy-Cs)ankun,
24) -(Cy-Cs)ankuneH-0O-CHy-CF,-CF,-CH,-O-(Cy-Cs)ankmn,
25) -(Cy-Cs)ankuneH-O-CHy-(C4-C3)nepdropankmneH-CH,-OH,
26) -SOy-N(R'")-R'3, roe w paBHo 1 unu 2,
27) -(Co-C4)ankunen-C(0)-N(RM)- R13

28) -(Co-C4)ankunen-N(R""-R"3 un

29) ocTaToK M3 crneayoLLero nepeqHﬂ OCTaTKOB:
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roe Me npeacrtaensieT cobor meTun,

ecnu gBa octatka -OR'® nprcoeamnHeHbl kK cocefHMM aTomaMm, OHM MoryT 06pa3oBbIBaThL
BMECTE C aToMaMU, K KOTOPbIM OHU NPUCOEANHEHDI, KonbLo 1,3-guokcona unm Konbsuo 2,3-
avrnapo[1,4]amMokcuHa, KoTopoe 3aMeLLEeHo OAWH, ABA, TPU UK YeTbipe pasa R'3,

R 1 R agnsaioTcs He3aBMCUMO pyr OT Apyra OAMHAKOBLIMU UK PasinyHbIMU 1
npeacTaensAwT cobon

1) aTom BOOOPOAA,

2) -(C4-Cg)ankun, roe ankun aBnseTcsa He3aMeLeHHbIM UM MOHO-, An- NN Tpu3ameLleH
He3aBucumo apyr ot apyra R13,

3) -(Cy-Ce)ankmn-(Cg-C14)-apun, roe apun MMeET 3HaYEHUS, YKa3aHHbIe Bbille, U rae ankun
W apun sSiBNSTCSA, HE3aBUCUMO ApYr OT Apyra, He3aMeLlEeHHbIMU UM MOHO-, AW- U
Tpuaamellerbl R'3,

4) -O-R" nunn

5) -(Cy-Ce)ankmn-(C4-Cq5)reTepoumknnn, rge ankmn u reTepoumKnmn MMelT 3HaYeHNs,
yKasaHHble Bhbllle, 1 He3aBUCMMO APYr OT Apyra siBNSTCA He3aMeLLeHHbIMU U MOHO-, AN- UK
TpusameteHsl R'3, nnu

R" 1 R'2 BMecTe ¢ aTOMOM a30Ta, C KOTOPbIM OHU CBS3aHbI, MOTYT 06pa30BbIBATL KOMbLIO,
BblOpaHHOE M3 rpynnbl a3enuHa, aseTuauHa, 1,4-anasenana, anokcasona, AnokcasuHa, 1,2-
anasenuHa, 1,3-gmasenuna, 1,4-gnasenvHa, ummngasona, MMMAa3onuHa, UMMaasonuanHa,
n3oTrasona, M30Tna3onuauHa, N30Tnas3onnHa, M30KCcasora, N30KCa3onvHa, N3oKca3onuanHa, 2-
M30KCca30fnHa, KkeTonunepasuHa, mopdonuvHa, [1,4JokcasenaHa, okcasona, nunepasuHa,
nunepuanHa, nupasuHa, nupasorna, NMpasonnHa, NMpasonuauHa, NupuaasHa, NMpuanHa,
nupuMnanHa, nuppona, NMppPonManHa, NMPPONMANHOHA, NUPPONUHA,
TeTparaponupuavHa, TeTpasvHa, TeTpasona, Tuasona, Tmagnasona, TMasonuauHa,
TnasonuHa, TmomopdonuHa, 1,2,3-tpnasuna, 1,2,4-tpmasuHa, 1,3,5-tpnasuna, 1,2,3-
Tpuasona unu 1,2,4-Tpuasona, KoTopbl SBNSIETCS HE3aMeLLEHHbIM U MOHO-, ON- UIK
TpusamelleH HeaaBvcumo Apyr oT apyra R'3,

R13 npeacrtaensaeT cobon gTop, xnop, 6pom, nog, -NO,, -CN, =0,

-OH, -CF3, -C(0)-0-R'°, -C(O)N(R"%)-R?°, -N(R%)-R?,

-(Co-Cz)ankunen-0-R'0, -Si(CHs)3, -N(R"9)-S(0),-R'?, -S-R"0,

-S0,-R"%, -5(0),-N(R"%)-R?%, -C(0)-R°, -(C4-Cg)ankun,

-(C4-Cg)ankokecu, deHun, dperHnnokcu-, -O-CF,,
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-(C4-C3)nepdpropankun, -(Co-C4)ankun-C(0)-0-C(R'®,R'6)-0-C(0)-R",
-(C4-C,)ankokcudpeHun,

-(Cy-Cy4)ankun-C(0)-0-C(R'5,R16)-0-C(0)-0-R", -O-R"S,

-NH-C(0)-NH-R'°, -NH-C(0)-0-R'° unu octaTok n3 creayioLLero nepeyHs 0CTaTkoBs:

N
O 0 72N 0
N O O
/U\N// L se. /U\N/SQéF \<_< /U\N/OH j’\
| .
H N Ch 8 3 0 H n-OMe
H
\N’O%O Mo ° ° i H M
\ . N_o Nig=0 N __0
N N ~ 7 ( " F
o 0 HO N—S N—O N—S
O] O 0 0

roe Me npeacrtaensieT cobor meTun,

R' 1 R?° npenctaBnsioT coboii He3aBUCUMO Apyr OT Apyra
Bopopog, -(C,-Cg)ankun, -(C,-C,)ankun-OH, -(Cy-C,)ankun-O-(Cy-Cy)ankun
nnun -(C4-C3)nepdtopankun,

R' 1 R'® npeacTtaensioT coboii HesaBucMo apyr oT Apyra Bogopod, -(C4-Ceg)ankun unu
BMeCTe 00pa3syloT KOMbLO M3 rpynnbl LMKoMNponuna, UMknodyTmuna, UMKIoneHT1na unm
UMKIiorekcuna, rge kaxzgoe KomnbLo SIBNSIeTCs He3aMeLLEHHbIM U 3aMeLLEHO OAWH-TPU
pasza R'", n

R' npencrasnsiet coboii -(C4-Cg)ankun, -(C4-Cg)ankun-OH,

-(C4-Cg)anknn-0-(C4-Cg)ankmn, -(C5-Cg)umknoankmn,

-(C4-Cg)anknn-0O-(C-Cg)ankun-(Cs-Cg)umknoankun,

-(C4-Cg)anknn-(C5-Cg)umknoankus, rae ykasaHHoe LMKNoankuibHoe KoMbLo SBMsETCH
He3aMeLLEHHbLIM 1N 3aMeLLIeHO OAVH, ABa, Tpu pasa -OH, -O-(C4-C,)ankunom nnm R0,

BO BCEX X CTEPEOM3OMEPHbIX hOpMax U UX CMeCHX B NMOOOM COOTHOLLUEHMM U UX
PU3NONOrM4YECKN NEPEHOCHMMbIM COJISIM.

4. HacTosiliee n3obpeTeHne oTHOCUTCA K coeauHeHnaM doopmyrbl |, B KOTOpoW

RO npeacraensdeT cobon

1) beHun, rge peHun sBNSETCA He3aMeLLeHHbIM UM MOHO-, AW- NN TpU3aMeLLeH
He3aBucumo apyr ot apyra R,

2) reTepouMknun n3 rpynnesl 6eHsanmmagasonuna, 1,3-6eHsoanokconuna, 6eHsodypaHmna,
OeH3okcasonuna, 6eH3oTnasonuna, 6eH3oTnodeHnna, UUHHOMMHUIA, XpPOMaHWIa, UHA4Aa3onuna,
WMHOOMNMNA, U30XPOMaHuma, M3oMHAOoNUNA, N30XUHONUHUIA, deHnnnpuanna, dgpranasmHina,
nNTepuauHuna, NnypuHuna, nupuanna, nupuaoMMuaasonuna, npuaonupuanHina,
NUPUAONNPUMUAMHUIA, TUPUMUANHUNEG, XMHA30IMHWUNA, XMHONUNAa, XnHokcanuHmuna wnm 1,4,5,6-
TeTparngponupuaasnHuna, rae ykasaHHbli reTepoLUnKnum SBnseTcsa He3aMeLleHHbIM UM MOHO-,
AV- VNV TpU3ameLLieH HeaaBrcumo Apyr oT apyra R8, unu

3) reTepoumknun 13 rpynnel NMpUAKMNa, 2-nupuaunna, 3-nupuanna, 4-nupuguna, nupponuna,
2-nupponuna, 3-nupponuna, gypuna, 2-pypuna, 3-dypuna, TMeHuna, 2-tmexHuna, 3-TueHuna,
umMugasonuna, nupasonuna, okcasonuna, n3okcasonuna, Tuasonuna, Tvaguasonuna,
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u3zoTmasonuna, Tpuasonuna, TeTpasonuna, NupuaasMHnna 1 NUpasvMHuna, rae ykasaHHblii
reTepoLUMKnMI SBNSETCA HE3aMELLLEHHBIM NN MOHO-, AWN- UMW TpU3aMeLLleH He3aBNCUMO Apyr OT
apyra R® u nononHutenbHo 3amelleH 0cTaTKoOM, BbIGpPaHHBIM M3 rpynMbl IMPUAWAA, 2-NMPUANNA,
3-nupuguna, 4-nupuguna, nupponuna, 2-nupponuna, 3-nupponuna, dypuna, 2-dypuna, 3-
dypuna, TMeHuna, 2-tmeHuna, 3-TueHuna, UMnugasonuna, nupasonuna, okcasonuna,
u3okcasonuna, Tuasonuna, Tuagnasonuna, n3otTuasonuna, Tpyasonuna, Tetpasonuna,
nupuaasvHuna n NMpasvHuna, rae ykasaHHbI OCTaTOK ABMSAETCA He3aMeLleHHbIM Ui MOHO-, AN-
Unn TpMsamelLeH He3aBrncumo apyr oT apyra R8,

R8 npeacraesnseT cobon

1) F, Cl, Brunn |,

2) -C(0)-NHy,

3) -(C4-Ciankun), roe ankun aBnaeTca He3aMeLeHHbIM Ui MOHO-, OW- NN TpU3ameLleH
He3aBMCUMO OpYyr OT Apyra ranoreHom, -OH unm octatkoM MEeTOKCH,

4) -O-(C4-C4ankun), rae ankun siBnsieTca HesameLleHHbIM UM MOHO-, AW- UMK TpU3aMeLleH
He3aBMCUMO ApYr OT Apyra raforeHoM Umn ocTaTkoM METOKCH,

npw ycnoeum, uto R® npencrasnsiet co6oit, No MeHbLUel Mepe, oavH ranoreH, -C(0)-NH,,
unm octatok -O-(C4-Cgankun), ecrim R® npeactasnsieT coboii apyn unu reTepoLmKnm, KoTopbie
UMEIT 3HAYEHUS, YKa3aHHbIe BhILLIE,

npv ycnosuu, yto R® He npencrtasnsieT coboii octatok -O-(C4.Cgankun), ecnv R n V
ABNATCA (PEHMOM,

nogactpyktypa D npeacrtaBnset cobor ocTaTok, BelOpaHHbIA 13 rpynnel dheHuna, nupuauna, N-
oKkcuaa nupuguna, nupponuna, dypuna, TMeHuna, uMmmaasonuna, nMpasonuna, okcasonuna,
n3okcasonuna, Tmasonuna, TpMasonuna, n3otmasonuna, Tnaguasonuna, NMPUMUAMHMNA,
nupuaasvHuna, nupasmvHuna unm TMopeHuna, n aBNAeTCcA HesaMeLleHHbIM Uy 3ameLleH 1, 2, 3
unu 4 pasa R unu samelnex 1 unu 2 pasa =0,

Q npepncraensieT cobon npsimyto cBasb, -C(0)-, -SO,-, meTuneH, -(Cy-Cs)ankmneH-C(O)-
NR'%- unu -(Co-C3)ankuneH-C(0)-O-(Cy-Co)ankuneH-,

R npeacTaBnsiet coboii aTom Bogopoaa, -(C4-C,)ankun, -(C4-Cs)ankunen-C(O)-

NH-R?, -(C4-C3)nepdropankunen, -(C4-Cs)ankuneH-C(0)-0-R 'S, -(C4-Cs)ankuneH-
S(0),-(C,-Cy)ankun unu -(C4-Cs)ankunen-S(0),-N(R*)-R%, rae R* n R® sasnsiotcs Hesasncumo
Opyr OT Apyra oAnHAKOBBLIMW UKW pas3nNUYHbLIMU 1 NPeAcTaBnsanT cobon aTtoMm Bogopona

unu -(C4-Cy4)ankun,

R? npepncTaenset coboii npsiMyto CBA3b,

R'-N-R?-V moxeT 06pa30BbIBaTh 4-7-UneHHYH LIMKIMYECKYIO rpynny U3 rpynnbl a3eTuanHa,
a3eTMaAMHOHA, NUNepuamnHa, NunepasuHa, NUpUanHa, NMPUMMUAMHA, NMMPPONNANHA,
nupponuaunHoHa, 1,2,3-tpuasuHa, 1,2,4-tpnasuHa, 1,3,5-tpnasuna, 1,2,3-tpmasona, 1,2,4-
Tpuasona, TeTpasuHa, TeTpasona, 1,4-anasenana, 1,2-guasenuvHa, 1,3-anasenuHa, 1,4-
AnasenuHa, a3enuHa, ketonvnepasuHa, 1,4-okcasenaHa, okca3ona, M3okcasona,
n3oKcasonuanHa, 2-M3oKcasonuHa, MmopdonnHa, Tmasorna, u3otuasona, Tuaguasona unu
TMOMOPAONMHA, FAe YKaszaHHas UMKNuyeckas rpynna saBnseTcsl He3aMeLeHHOW Unm MOHo-, an-
UNU TpU3aMeLLeHa He3aBMCUMO Apyr oT apyra R,

R npeacrtasnsaeTt cobon grop, xnop, -OH, =0, -(C4-Cg)ankun,

-C(O)OH, -CN, -NH,, -C(0)-0O-(C4-C,4)ankun, -C(O)-NH-(C4-Cg)ankun,

-C(0)-N-[(C4-Cg)ankun],, -C(0)-NH, unm -N(R'8)-R?",

roe R'® u R?! npencraesnsior coboit He3aBMCMMO Apyr OT Apyra aTom
Boaopoaa, -(C,-C;)nepdtopankun unu -(C4-Cg)ankun,

V npeactaensaeT cobon

1) UMKNMYECKNIA OCTATOK M3 rPYNnbl, CoOAepXKaLLen coeaMHEeHNs, KOTopble BbibpaHbl 13 8-
as3abuumkno[3.2.1]okT-3-una, asauHgona (1H-nMppononupuanHa), asvupuguHa, asupuHa,
aseTnauHa, aseTnanHoHa, 1,4-gmasenada, nuppona, NnMpponuanHa, NMpuaoHuNa, UMnaasona,
nupasona, 1,2,3-tpnasona, 1,2,4-Tpmuasona, TeTpasona, nupunavHa, NMpUMMAanHa, NMpasuHa,
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1,2,3-TpnasuHa, 1,2,4-tpnasuna, 1,3,5-TpmasvHa, TeTpasuHa, TeTpasona, a3enuHa,
avasvpuHa, 1,2-guasenuHa, 1,3-anasenuHa, 1,4-guasenuHa, nMpugasuHa, nunepuanHa,
nunepasuHa, NMPPONNANHOHA, KeTonunepasuHa, dypaHa, nupaHa, guokcona, 1,4-okcasenaHa,
okcasona, U3okcasona, 2-M3oKkcasofinHa, n3okcasonuanHa, MopdonmHa, okcupaHa,
okcasnpuguHa, 1,3-gnokconeHa, 1,3-guokconaxa, 1,2-okcasuHa, 1,3-okcasuHa, 1,4-

oKcasunHa, okcasmpuauHa, TmodeHa, TmonmpaHa, TueTaHa, Tuasona, u3otTmasona,
M30TMa3onnHa, n3oTmasonuauHa, 1,2-okcatnonana, Tmogunasona, Tmonupana, 1,2-tmasmna,
1,3-Tnasona, 1,3-TmasuHa, 1,4-tMasvHa, TmagmuasmHa unu TMomMmopdonmHa,

roe ykasaHHbI UMKITMYECKUA OCTaTOK SIBNSIETCA He3aMeLLleHHbIM UM MOHO-, OW- UMK
TpusamelleH HeaaBncumo Apyr oT gpyra R, unu

2) cheHnn, roe eHnn ABnsaeTcs He3aMeLeHHbIM U MOHO-, OU- UNW TpU3ameLleH
HezaBucuMo Apyr oT apyra R™, unu

G npeacTaBnsieT coboii npsiMyto cBsi3b, -(CHy),y, -unm -(CH,),NR -,

m paBHo uenomy uucny 0, 1, 2, 3 unu 4,

M npencraBnsieT cobow

1) atom BogopoAaa,

2) reTepoLMKIInA, rae reTepoLMKInMn SBnsSeTcs OCTaTKOM U3 rpynmbl, KOTOpast MOXeT ObiTb
BblOpaHa 13 asenaHa, asenuHa, 1,4-anasenana, 1,2-anasenuHa, 1,3-anasenuna, 1,4-
AuasenuHa, nmugasona, n3oTmasorna, n3okcasona, U3okcasonunamHa, 2-M3oKcasonunHa,
keToMopdonnHa, keTonunepasnHa, mopdonuHa, okcasona, [1,4JokcazenaHa, nunepasuHa,

nunepasvHoHa, nunepuanHa, NMNepuanHoHa, nupasuHa, NpuaasuHa, NMpUaasnuHoHa, NMpUanHa,

NUPUAOHA, MMPUMUANHA, MMPPONMAMHA, NMPPONMANHOHA, TeTparugponupaxa, 1,4,5,6-
TeTparngponupuaasnHuna, TeTpasunHa, TeTpasona, Tmaguasona, Tmasona, TnomopdgonuHa, 1)6-
TnomopdonuHuna, tnodeHa, 1,2,3-tpnasuna, 1,2,4-tpuasmHa, 1,3,5-tpnasuna, 1,2,3-
Tpuasona unu 1,2,4-Tpnasona, rae ykasaHHblil reTepoUnKnmn ABAsSeTCS He3aMeLleHHbIM Unm
MOHO-, - U TpU3amelLeH He3asncmo Apyr ot apyra R,

3) -(C4-Cg)ankun, roe ankun aBnseTcs He3aMeLLeHHbIM Ui MOHO-, AN- U TpU3aMeLLeH
HesaBucumo apyr ot apyra R™,

4) (C3-Cg)umknoankmn nnu

5) -C(0)-NR")-R"?,

R3 npencTaBnsieT coboi

1) aTom BOOOPOAA,

2) ranoreH,

3) -(C4-Cyankmn, roe ankun aBnaeTca He3aMeLeHHbIM UM MOHO-, OW- NN Tpu3ameLleH
Hesasucumo apyr ot apyra R™3,

4) -(C4-C3)nepdTopankun,

5) beHun, rae peHnn aBnseTcs He3amelleHHbIM U MOHO-, AN- NN TpU3aMeLLeH
He3aBucumo apyr ot apyra R3,

6) -(Co-C4)ankunen-0-R'®, roe R'® npeacrasnset coboi

a) aToM BoAopoaa,

b) -(C4-Cs)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- U TpU3aMeLLeH
Hesasucumo Apyr oT gpyra RS, unu

c) dbeHun, rae peHun sBRseTCca He3aMeLLeHHbIM UM MOHO-, AW- UM TpU3aMeLLeH
He3aBucumo apyr ot apyra R13,

d) -CF3; nnn

e) 'CHF2,

7) -CN,

8) -NR'%-S0,-R,

9) -SO-R™, rne s paBHO 1 unn 2,

10) -SO-N(R'")-R'2, rne t paBHO 1 1nu 2,

11) -(Co-C4)ankunen-C(O)-R",
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12) (CO- 4)ankunen-C(0)-0-R™,
13) -(Co-C4)ankunen-C(0)-N(R')-R 2,

14) (CO-C4)aJ'IKVIJ'IeH -N(R")-R"?,

15) -(Cy-C,)ankuneH-C(0)-O-(C,-Cy)anknneH-0O-C(0O)-(C1-C4)ankun,
16) -C(0)-0-C(R"°,R')-0-C(0)-R"”,

17) -(Cy-C,)ankuneH-C(0)-0O-(C,-C,)anknneH-0O-C(0)-0-(C4-Cg)ankun,
18) -C(0)-0-C(R"5,R"%)-0-C(0)-0-R",

19) -(Cy-Cs)anknneH-0-CH,-CF,-CH,-O-(Cy-Cs)ankumn,

20) -(Cy-Cs)anknneH-0O-CH,-CF,-CF5-CH,-0O-(Cqy-Cg)ankun,

21) -(Cy-Cs)ankuneH-0O-CHy-(C4-C3)nepdropankmneH-CH,-OH,

22) -SOw-N(R")-R'3, roe w paBHo 1 unu 2,

23) -(Co-C4)ankunen-C(0)-N(R")- R13

24) -(Co-C4)ankunen-N(R")-R"3 un

25) ocTtaToK 13 cnegyrouiero nepeqHﬂ OCTaTKOB:

H 3 H
H
0 NS
O \< N NH >—o
/U\N/OH M ome N% \ \/Kf
H N~ (@]

roe Me npeacrtaensaet cobon meTun,

ecnu gBa octatka -OR'® npucoeaunHeHbl k coceHMM aToMaM, OHU MOryT 06pa3oBbIBaTL
BMECTE C aToMaMWU, K KOTOPbIM OHU NPUCOEANHEHDI, KonbLo 1,3-guokcona unm Konbsuo 2,3-
anrnapo[1,4]aMokeuHa, KOTopoe 3aMeLLeHo OAVH, ABa, TPU UK YeTbipe pasa R'3,

R n R'2 BmecTe ¢ aToMOM a30Ta, C KOTOPLIM OHU CBA3aHbI, MOTYT 06pa30BbIBATL KOJbLIO,
BblGpaHHOE M3 rpynnbl a3enuHa, aseTuauHa, 1,4-anasenana, anokcasona, AnokcasuHa, 1,2-
anasenuHa, 1,3-gnasenuHa, 1,4-guasenvia, umuaasorna, UM1Ugas3onnHa, UMMaas3onuanHa,
n3oTrasona, M30Tna3onuauHa, M30Tnas3onnHa, M30Kcasorna, N30KCa3onvHa, N3oKCa3onuanHa, 2-
M30KCa30NnHa, keTonunepasunHa, MopdponuHa, [1,4JokcasenaHa, okcasona, nunepasunHa,
nunepuanHa, nupasunHa, Nnpasorna, NMpasonuHa, NMpasonManHa, NMpuaasvHa, NpuauHa,
NMPMMUAMHA, NMppona, NMMPPoNMANHa, NMPPONUAVNHOHA, NMMPPONUHA, TETPArMapoNMpuamnHa,
TeTpasuHa, TeTpasona, Tmasona, Tmagmasona, TuasonuanHa, TuasonuHa, TmomopdonuHa,
TnodpeHa, 1,2,3-tpnasuna, 1,2,4-tpnasuHa, 1,3,5-tpnasuna, 1,2,3-tpnasona nnu 1,2,4-
Tpuasona, rge ykasaHHOE KonbLo SBMASIeTCS He3aMeLLEHHbIM UM MOHO-, AW- UNU TPU3aMELLLEHO
HesaBucumo apyr ot apyra R™3,

R npeacrasnsieT coboit dptop, xnop, -NO,, -CN, =0, -OH, -CF;,

-C(0)-0-R", -C(O)N(R'%)-R?°, -N(R"%)-R?°, -(Cy-C3)ankunen-O-R",

-Si(CH,3)3, -N(R19)-S(0),-R"°, -S-R'?, -S0,-R "9, -S(0),-N(R'%)-R?°,

-C(0)-R"°, -(C4-Cg)ankun, -(C4-Cg)ankokcu, peHun, heHUMNoKeu-,

-O-CF3, -(C4-C3)nepdropankun, -NH-C(0)-NH-R ',

-(Cq-C4)ankun-C(0)-0-C(R'°,R%)-0-C(0)-R"", -(C4-C,)ankokcudeHun,

-(Cq-C4)ankun-C(0)-0-C(R'5,R%)-0-C(0)-0-R", -O-R"S,

-NH-C(0)-0-R"® unun ocTtaTtok 13 cregytoLiero nepeyHs ocTaTKoB:
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N
* N O 0 2N S,
7 (
)I\N// )J\ /S\Oz /u\ /SQZ )}\ /OH @]
| N" CH H CF, 0 ﬂ /U\N,OMe
0

NH /U\
\o )\N /k( )*N

roe Me npeacrtaensieT cobor meTun,

R'® n R?° npenctaBnsioT coboii, He3aBMCMMO ApYr OT Apyra,

Bogopoa, -(C,-Cylankun, -(C,-C,)ankun-OH, -(Co-Cy)ankun-0-(Cy-Cy)ankun
nnun -(C4-C3)nepdrTopankun,

R' 1 R'® npeacrasnsioT coboii Hesasrcmo apyr oT Apyra Boaopoa, -(C4-Cg)ankun vnm
BMeCTe 06pa3syloT KOMbLO M3 rpynnbl LMKNonponuna, Uuknobytmuna, UMKnoneHT1na nnm
UMKIorekcuna, rae Kaxaoe KonbLo SIBNSeTCS He3aMeLeHHbIM UMK 3aMeLleHO OAUH-TPU
pasa R0

R' npencrasnsieT co6oit -(C4-Cg)ankun, -(C4-Cg)ankun-OH,

-(C4-Cg)anknn-0-(C4-Cg)ankun, -(Cs-Cg)umknoankmn,

-(C4-Cg)anknn-0-(C4-Cg)ankmn-(C5-Cg)umknoankmn,

-(C4-Cg)ankun-(C5-Cg)umnknoankun, rae ykasaHHOe LMKIOoankuibHOE KOmbLo ABMAsSeTCs
He3aMeLLEeHHbIM MK 3aMeLLEeHOo OauH, ABa, Tpu pasa -OH, -O-(C4-C,)ankmunom nnu R0

BO BCEX UX CTEPEOM3OMEPHbIX hOpMax M UX CMecsX B NMOOOM COOTHOLLUEHUM U UX
PU3NONOrM4YECKN NEPEHOCHMMBIM COJISIM.

5. HacTosiee n3obpeTeHne oTHOCUTCA K coegmHeHnam copmynbl |, B KOTOpoW

RO npeacraesnseT cobon

1) dbeHnn, roe eHnn aBnaeTcs HesaMeLeHHbIM UK MOHO-, OU- UNU Tpu3ameLlleH
HesaBucuMO Apyr oT apyra R&,

2) reTepounKknun, BeIOpaHHbIA U3 rpynnbl MHgoNUNa, M3onHgonuna, 6eHsodypaHuna,
6eH3oTnodeHnna, 1,3-6eH3oanokconuna, nHaasonuna, 6eHsnmmaasonuna, 6eH3okcasonuna,
©eH3oTnasonuna, XMHONMHUMNA, N30XNUHOMNNHMNA, XpOMaHunia, M3oXpoMaHuna, UMHHONNHMNA,
XWHA30MMHMNA, XMHOKCanuHuna, dranasnHina, nMpuaouMmmaasonuna, nupuaonupuanHina,
NMPUOONMPUMUONHUNAG, NUpUAUNa, NypuHuna n NTepuanHnna, rae ykasaHHbIin reTepounknmn
SBNSIeTCA He3aMeLLEeHHbIM UM MOHO-, - UNK TpU3aMeLLleH He3aBucumo Apyr ot apyra Ré,

3) reTepoumknun U3 rpynnel NMpuanna, 2-nupuguna, 3-nupuavna, 4-nupuguna, nupponuna,
2-nupponuna, 3-nupponuna, gypuna, 2-pypuna, 3-dypuna, TMeHuna, 2-tmexHuna, 3-TueHuna,
nMMaasonuna, nMpasonuna, okcasonuna, usokcasonuna, Tmasonuna, Tmagnasonuna,
n3oTnasonuna, Tpuasonuna, TeTpasonuna, NpuaasnHuna u NnupasvHuna, rae ykasaHHbln
reTepounKnun ABASETCS He3aMeLLEeHHbIM N MOHO-, AN- U TpU3aMeLLeH He3aBUCUMO ApYr OT
ppyra R n gononHnTensHo 3amellieH ocTaTkoM, BbIGpaHHbLIM 13 rpyNMbl MMpMAUna, 2-Mpuanna,
3-nupuauna, 4-nupuguna, nupponuna, 2-nupponuna, 3-nupponuna, gypuna, 2-dypuna, 3-
dypuna, TMeHuna, 2-tmeHuna, 3-TueHuna, ummaasonuna, nupasonuna, okcasonuna,
n3okcasonuna, Tmasonuna, Tmagnasonuna, n3otuasonuna, Tpuasonuna, Tetpasonuna,
nupuaasvHuna n NnpasvHuna, rae ykasaHHbIi OCTaTOK ABMSETCA He3aMeLlleHHbIM UM MOHO-, AN-
Unu TpMsamelLeH He3aBrncmo apyr oT apyra R8,

R8 npeacraBnsdeT cobon

1) F, Cl, Br, I,

2) -C(O)-NH,,

3) -(C4-Chankun), roe ankun aBnaeTca He3aMeLeHHbIM Ui MOHO-, OW- NN TpU3ameLleH
He3aBMCMMO OpYyr OT Apyra ranoreHom, -OH unu octatkom MeTOKCH, Unu

4) -O-(C4-C4ankun), rae ankun siBnsieTcs HesameLlleHHbIM U MOHO-, AW- UK Tpu3ameLleH
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He3aBMCMMO OpYyr OT Apyra rarioreHOM Ui OCTaTKOM METOKCH,
npu ycnosuu, yto R® npeacrasnsiet coboit, no MeHbluelt Mepe, oaunH ranoreH, -C(O)-NH,

nnm -O-(C4-Cg)ankunbHelii octatok, ecn R® npegcraeBnset coboit apyn unu reTepoLmknmn,

KOTOpblE UMEKOT 3HaYEHMUS, YKa3aHHbIE BhbILLE,

npu ycnoeum, uto R® He siBnsietcst -O-(C4-Cg)ankunbHbIM octaTkoM, ecniv R% un V
npegcraensaoT cobon deHun,

nogctpyktypa D npeacrtaBnset cobor ocTaTok, BelOpaHHbIA 13 rpynnel dheHuna, nupuauna, N-
oKkcuaa nupuguna, nupponuna, dypuna, TMeHuna, uMmaasonuna, NnMpasonuna, okcasonuna,
n3okcasonuna, Tmasonuna, Tpuasonuna, n3otmasonuna, Tnaguasonuna, NMPUMUAMHMNA,
NUPWMOA3NHUNA, MNPa3UHUNA, U SBNSETCS He3aMeLLeHHbIM unn 3amelleH 1, 2, 3 unu 4 pasa R3
unu 3ameleH 1 nnu 2 pasa =0,

Q npegcrasnseT cobor npsamyto ceasb, -C(0)-, -SO,-, -C(0)-O-meTnneH, meTunex
unm -(Co-C,)ankunen-C(O)-NR0-,

R' npeacrtaensiet coboii aTom Bogopoaa unm -(C4-Cy)ankun,

R? npepncTaenseT coboii NpsiMyto CBA3b,

R'-N-R2-V moxeT 06pa3oBbiBaTh 4-7-4neHHYIO LIMKIUYECKYIO rPyNy, BbIGpaHHYO 13
nunepuavHa, nunepasvHa, NMpuavHa, NMPUMUAMHA, NMPPONUAMHA, NMPPONUANHOHA, 1,2,3-
TpuasuHa, 1,2,4-TpnasuHa, 1,3,5-TpmasmHa, 1,2,3-tpnasona, 1,2,4-tpmasona, TeTpasmHa,
TeTpasona, 1,2-gnasenvHa, 1,3-guasenuHa, 1,4-gnasenunHa, asenvHa, KetonmnepasmHa,
oKcasosa, U3okcasona, U3okcasonuanHa, 2-u3okcasonnHa, mopdgonmHa, Tuasona, M3otTmasona,
TMagmasona unm TMoMopdonnHa, rae ykasaHHas LMKIMyeckas rpynna siBnsietcs HeaamelleHHON
WA MOHO-, V- UM TpU3aMelLieHa He3aBMcUMo apyr oT apyra R4,

R' npencrasnsiet coboit dptop, xnop, -(C4-C4)ankun unm -NH,,

V npegcraBndaeT cobon

1) UMKNNYECKNIA OCTATOK M3 rPYnnbl, CoOAepXKaLlen coegnHEeHNs, KOTopble BbibpaHbl 13 8-
as3abuumkno[3.2.1]okT-3-una, azanHgona (1H-nuppononupnanna), azeTMamHa, asenuHa,
asvpuauHa, asnpuHa, 1,4-gmasenaHa, 1,2-gnasenuHa, 1,3-gmasenuHa, 1,4-gnasenunHa,
avasnpuaunna, 1,3-gMokconaHa, guokcasona, dypaHa, uMuaasorna, M30XMHONMMHA, M30Tuasona,
n3oTnasonuamnHa, n3oTmasonmHa, n3okcasona, 2-M3oKcasonnHa, N30Kca3onmanHa,
KeTonunepasunHa, MopdonunHa, 1,2-okcasnHa, 1,3-okcasuHa, 1,4-okcasnHa, okcasona, 1,2-
oKcaTuornaHa, nunepuanHa, NMpaHa nupasvHa, nupasona, nupuaasvuHa, nunepasuHa, NMpManHa,
nMpuaoHa, NMpMMMAnHa, NMppona, NMPPoNuAMHa, NMPPONNAMHOHA, XMHA30MIMHA, XMHOMMWHA,
TeTpasuHa, TeTpasona, TnaguasmHa, 1,2-tnasuHa, 1,3-tmasmna, 1,4-tmasuHa, 1,3-tvasona,
TuetaHa, TMoMmopconuHa, TnodeHa, Tnonupana, 1,2,3-tpuasmHa, 1,2,4-tpnasuHa, 1,3,5-
TpuasuHa, 1,2,3-Tpnasona nnu 1,2,4-tpuasona, rge ykasaHHbl LUKNNYECKUIA OCTaTOK
SBNSIeTCA He3aMeLLEeHHbIM UM MOHO-, AW- UNK TpU3ameLLleH HeaaBucumo apyr ot apyra R, unm

2) cheHnn, roe heHnn ABnsaeTcs He3aMeLeHHbIM U MOHO-, OU- UNW TpU3ameLlleH
HesaBucuMo Apyr oT apyra R,

G npeacTaBnsieT coboii npsiMyto cBsi3b, -(CHy)y,- nnn -(CH,),NR -,

m paBHo uenomy vucny 0, 1, 2, 3 unu 4,

M npegcraBnsieT cobow

1) atom BogoOpoOAa,

2) reTepouUMKnu, rae reTepoLMKIInMn SBMSEeTCA OCTAaTKOM, KOTOPbIN MOXET ObiTb 0Opa3oBaH

n3 1,4-gnasenaHa, ketomopdumHa, TModeHa, NnupuaasoHa, nunepungmHa, nMnepasunHa, nupuanHa,
nMpUMuanHa, NMPPoNManHa, NMPPONMANHOHA, NMPUAOHUNA, MM1gasona, NMpuaasvHa, nupasuHa,
1,2,3-TpnasuHa, 1,2,4-tpnasuna, 1,3,5-tpmasmHa, 1,2,3-tpnasona, 1,2,4-tpmnasona,
TeTpasuHa, TeTpasona, 1,2-guasenuHa, 1,3-anasenuHa, 1,4-gMasenuHa, asenuHa,
KeTonunepasuHa, oKkcasosia, M3oKkcasona, U3oKca3onuauHa, 2-M3okcasonmHa, MopdonunHa,
Tuasona, usotuasona, TeTparngponupana, 1,4,5,6-tetparngponupuaasnHa, Tnagmasona, 1)6-
ToMopdonMHuna nnn TmMomopdonnHa, rae ykasaHHbIin reTepouUnknnn SBnaeTcs HeaaMeleHHbIM
UMM MOHO-, V- UMK TPU3aMeLLLeH He3aBucuMo Apyr ot apyra R,

3) -(C4-Cg)ankun, roe ankun aBnseTcs He3aMeLLeHHbIM Ui MOHO-, AN- UK TpU3aMeLLeH
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Hesasucumo apyr oT gpyra R™, unu

4) (C3-Cg)umnknoankmn,

R3 npencTaBnsiet coboi

1) aTom BOOOPOAA,

2) ranoreH,

3) -(C4-Cy)ankun, roe ankun aBnseTcs He3aMeLLeHHbIM Ui MOHO-, AN- U TpU3aMeLLeH
Hesasucumo apyr oT apyra R'3,

4) -(C4-Cs3)nepdTopankun,

5) cdeHnn, raoe deHnn sBnsieTcst He3aMeLeHHbIM UM MOHO-, AU- UMK TPU3aMeLleH
HesaBucumo apyr ot apyra R™3,

6) -(Co-C4)ankunen-O-R'®, roe R'® npencrasnsiet coboi

a) aToMm Bogoponaa,

b) -(C4-C4)ankun, rae ankmn ABnsieTCs He3ameLleHHbIM U MOHO-, AN- U TpU3aMeLLeH

HezaBucuMmo Apyr oT apyra RS, unu
C) heHun, rae eHnn SBNAeTCA He3aMeLLeHHbIM U MOHO-, AW- UMK TpU3aMeLLeH
He3aBucumo apyr ot apyra R13,
d) -CF3; nnn
e) -CHF,,
7) -CN,
8) -NR'%-S0O,-R"°,
9) -SO,-R", rne s pasHo 1 unun 2,
10) -SO-N(R'™)-R'?, rge t paBHo 1 unu 2,
11) -(Co-C4)ankunen-C(O)-R",
12) (CO-C4)anKvmeH C(0)-0-R™,
13) -(Co-C4)ankunen-C(0)-N(R'")-R?,
14) (CO-C4)aJ'IKVIJ'IeH -N(R")-R"?,
15) -(Cy-C,)ankuneH-C(0)-0O-(C,-Cy)anknneH-0O-C(0O)-(C4-C4)ankun,
16) -C(0)-0-C(R'®,R"%)-0-C(0)-R"",
17) -(Cy-C,)anknnen-C(0)-O (CZ-C4)aJ'IKI/IJ'IeH-O-C(O)-O-(C1-CG)aJ'IKI/Iﬂ,
18) -C(0)-0-C(R",R"6)-0-C(0)-0-R"" un
19) ocTtaToK 13 cnegyroLwero nepeyHs OCTaTKoB:
0O
/[L o ¢ o
O__/NHO:/\ /N /LL///N o) \R
N N N Y2
)‘ H‘< ! N CH3

H
H 0

oo g W P ka ﬁt

roe Me npeacrtaensaet cobon meTun,

R 1 R agnsaioTcs He3aBMCUMO [pyr OT Apyra OAMHAKOBLIMU UK PasinyHbIMU 1
npeacTaensAwT cobon

1) aTom BOOOPOAA,

2) -(C4-Cy)ankun, roe ankun aBnseTcsa He3aMeLeHHbIM UM MOHO-, AW- NN TpUu3ameLleH
He3aBucumo apyr ot apyra R13,

3) -(Cy-Cg)ankun-(Cs-Cg)umknoankun,

4) -O-R" nunn

5) -(Cy-Ce)ankmn-(C4-C15)retepoumknun, roe ankmn u reTepoumknmi He3aBncmMmo apyr ot
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Apyra SBNSOTCA He3aMeLLeHHbIMW UMM MOHO-, Au- N Tpuamellersl R'3, u roe
reTepoLMKNUA BIBpaH 13 rpynnbl aseTuaMHa, LMknonponuna, uuknobyTuna, 4,5-
AVMMAPOOKCa3ona, UMUAA30onuanHa, MopdornHa, (1,4)-okcasenaHa, okcasonuamnHa,
nunepuanHa, NUnepasnHa, NMpPPoOnNMANHa, TeTparuapoTModeHa, TMasonuanHa unm
TMOMOPCOSINHA, NN

R 1 R'2 BMecTe ¢ aToMOM a30Ta, C KOTOPbIM OHU CBSA3aHbI, 06Pa3yioT reTepoLmKInyeckoe
KONMbLO, KOTOPOE BLIGPAHO M3 rPyNMbl a3eTUANMHA, LMKNonponuna, uuknobytuna, 4,5-
AVMMAPOOKCa3ona, MUAA30onuanHa, MopdornHa, (1,4)-okcasenaHa, okcasonuamnHa,
nunepuanHa, NUnepasuHa, NMpPPonNuanHa, TeTparnapoTModeHa, TMasonuanHa unm
TMOMOPEONNHA, e yKa3aHHOE KOJbLIO SBMSETCA He3aMeLLeHHbIM UM MOHO-, AW- UK
TpusametyeHo R'3,

R'3 npeacrasnsieT coboit dptop, -CN, =0, -OH, -CF3, -C(0)-0-R"%, -C(O)N(R'?)-R?°, -N(R'?)-
R20, -(C5-Cg)umknoankun, -(Cq-Cs)ankuneH-0O-R'0-,
Si(CH,)4, -S-R"?, -S0,-R"°, -(C;-Ca)nepdhTopankun unm octaTok U3 CrieaytoLLero nepeyHs
OCTaTKOB:

NH NH O /U\
ﬁ J )\N /kf )-N

roe Me npeacrtaensieT cobor meTun,

R'% u R npenctaBnsioT co6oii He3aBUCUMO Apyr oT Apyra Bogopos, -(C4-C4)ankun
nnu -(C,-Cs)nepdtopankun,

R R npeacTaBnalT coboin, He3aBUCMMO ApYr OT Apyra Bogopoa, -(C4-Cy)ankun nnm
BMeCTe 06pa3syloT KOMbLO M3 rpynnbl LMKNonponuna, UuMknobytmna, UMKNoneHT1na nnm
UMKIorekcuna, rae Kaxaoe KonbLo SIBNSeTCS He3aMeLeHHbIM UK 3aMeLleHOo OAUH-TPU
pasa R'%, n

R' npencrasnsieT co6oit -(C4-Cg)ankun, -(C4-Cg)ankun-OH,

-(C4-Cg)anknn-0-(C1-Cg)ankmn-(C5-Cg)umknoankmn,

-(C4-Cg)ankmn-0O-(C4-Cg)ankun nnm

-(Cop-Cg)anknn-(Cs-Cg)umknoankus, rae ykasaHHoe LMKNoankuibHoe KoMbLo SBMsSETCH
He3aMelLLieHHbIM U1 3aMeLLieHO OAWH, ABa, Tpu pasa -OH, -O-(C4-C4)ankunom unu R,

BO BCEX UX CTEPEOM3OMEPHbLIX hopMax U UX CMeCHAX B NIIOOOM COOTHOLUEHUN N NX
PU3NONOrMYECKN NEPEHOCUMBIM COSISIM.

6. HacTtosiee nsobpeteHme oTHOCMTCS K coeanHeHnsam oopmynbl |, B koTopon

R npencraensiet coboi

1) dbeHnn, roe peHnn aBnaeTcs He3aMeLeHHbIM UM MOHO- UIn An3aMeLLeH He3aBUCUMO
npyr ot apyra R®,

2) nnpuann unn 1H-nHgasonun, rae nupmuann unu 1H-nHaasonun 9BnsTCS He3amelleHHbIMU
WU MOHO- MU AM3aMelLeHbl HeaaBrcumo Apyr oT apyra RE, unm

3) reTepouunKknu 13 rpynnbsl TUEHUNA, TMagmasonuna, M3okcasonuna u Tmasonuna, rge
yKa3aHHbI reTepoLMKIIAI 3aMeLLleH OCTaTKoOM, BblbpaHHbLIM M3 rpynnbl TUEHWUNA, 2-TUeHuna u 3-
TUEeHMNa, rAe yKasaHHbIN OCTaTOK SABMSAETCA He3aMeLLeHHbIM UM MOHO- NN AM3aMeLLeH
He3aBucumo apyr ot apyra R,

R8 npeactaendaet cobon F, Cl, Br, -O-CH3 nnn -C(O)-NH,,

npu ycnosuu, uto R® He siBnsieTcs -O-(C4-Cg)ankunbHbimM octaTkoM, ecniv RO 'V
npeacTaensAwT cobon deHnn,
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nogctpyktypa D npeactaBnset cobor ocTaTok, BelOpaHHbIA 13 rpynnbl dheHuna, nupuauna, N-
oKcuaa nupuauna, nupponuna, TMeHuna, UMMaasonuna, nMpasonuna, okcasonuna,
n3okcasonuna, Tmasonuna, nu3otmasonuna, Tuagmasonuna, nMpuMManHuna, NnMpuaasmHuna unu
NUPa3vHWNa, 1 ABMAETCA He3aMelLeHHbIM Unu 3amelleH 1, 2, 3 unu 4 pasa R® nnu 3ametue 1
umnn 2 pasa =0,

Q npencraensieT cobon npsimyto cBa3b, -C(0)-, -SO,-, -C(0)-O-meTuneH, -CH,-C(O)-NH- nnu
METUMEH,

R' npencraensiet coboii aTom Bogopoaa,

R? npepncTaenseT coboii NpsiMyto CBA3b,

R'-N-R2-V moxeT 06pa30BbIBaTh 4-8-UneHHYH LIMKIMYECKYIO rpynny U3 rpynnbl a3eTuanHa,
nupponuanHa, NUNepuavHa u nunepasuHa,

R' npencrasnsieT coboit dptop, xnop, Metun, atun, =0, -SO,-CH; nnmn -NH,,

V npegcraBndeT cobon

1) ocTaToK 13 rpynnbl, cogepXxallern coeanHeHns, KotTopble BblbpaHbl n3 8-azabuuymkno[3.2.1]
okT-3-una, azanHgonuna (1H-nnppononmpuamna), asetnaguna, 1,4-anasenanHa, n3okcasona,
M30XMHOMNKWHA, NUnepasnHa, NunepuanHa, NnMpasuHa, nupuaasnHa, NIMpMMManHa, NMPpPonManHa,
XWHA30/MHA, XMHOMNNHA NN TeTparMaponupana, rae ykasaHHbIN LMKITMYECKNA OCTaToK sIBNSieTCs
He3aMeLLeHHbIM UM MOHO- UMW Au3aMeLLeH He3aBncumo apyr ot apyra R, unu

2) dheHun, roe dheHnn ABNsSeTCs He3aMeLeHHbIM UM MOHO- Au3aMeLLleH He3aBUCMMO Apyr OT
apyra R™,

G npepacrasnseT coboit npamyto cBasb, -(CHy) -, -C(O)- unm -(CH,),,NR°-,

m paBHo uernomy yucny 0, 1 unu 2,

M npeactaBnsaet cobon atom Bogopoaa, (Co-Cyankun, azenanHun, LUKNONponu,
LMKNOBYTWM, LMKNONEHTUN, LMKITOreKCUIl, UMMAaasonun, KEToMopdonnHUI, MOpdonuHun, [1,4]
oKcasenaHus, NMnepasnuHu, NUNEPUANHWA, NMMNEPULOHU, MMPA3UHIUI, NUPA30NU,
NUPUAA3NHUI, NTUPUANI, NTUPUMUEUA, NMPPONMAnHUN, 1).6-Tnomopdonuuun, 1,4,5,6-
TeTparnaponupuaasvHun Unu TeTparngponupaHun, rae octaTki SBNsSTCA He3aMeLlleHHbIMU Unn
MOHO- UMK AM3amelLieHbl HeaaBncumo apyr oT gpyra R™,

R3 npencTaensieT coboi

1) atom Bogopoaa,

2) pTop, xnop,

3) -(C4-Cyankmn, roe ankun aBnaeTca He3aMeLeHHbIM UM MOHO-, OU- NN TpUu3ameLleH
He3aBucumo apyr ot apyra R13,

4) -(C4-C3)nepdcTopankun,

5) beHunn, rae peHnn aBnseTca He3ameLlleHHbIM UM MOHO-, AN- NN TpU3aMeLLeH
HesaBucumo apyr ot apyra R3,

6) -(Co-C,)ankunen-0-R'®, roe R'® npencrasnset coboi

a) aToMm Bogoponaa,

b) -(C4-C,)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- UMK TpU3aMeLLeH
Hesasucumo apyr oT apyra R'3,

c) dbeHun, roe eHnn ABNAeTCa He3aMeLeHHbIM UM MOHO-, AU- NN TpU3ameLleH
HesaBucuMo Apyr oT apyra R'3,

d) -CF3; nnn

e) -CHF,,

7) -CN,

8) -NR'%-S0O,-R",

9) -SOs-R", rne s pasHo 1 unun 2,

10) -SO-N(R'")-R'?, roe t paBHO 1 unu 2,

11) -(Co-C4)ankunen-C(O)-R",

12) -(Co-C4)ankunen-C(0)-0-R™,

13) -(Co-C4)ankunen-C(O)-N(R"")-R'?,
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14) -(Co-C4)ankunen-N(R'")-R'?,

15) -(Cy-C,)anknnen-C(0)-0-(C,-C,)ankmnen-O-C(O)-(C4-C,4)ankun,

16) -C(0O)-0-C(R'5,R"6)-0-C(0)-R"7,

17) -(Cy-Cy)ankunen-C(0)-0O-(C,- C4)aJ'IKVIJ'IeH -O-C(0)-0O-(C4-Cg)ankun, nnu

(18) -C(0)-0-C(R'5,R"6)-0-C(0)-0-R"" un

R™ n R'? aensaiotca HesaBMCUMO Apyr OT Apyra OAMHAKOBLIMU UMW PasiNYHbIMU U
npeacTaensAwT cobon

1) atom Bogopoaa,

2) -(C4-Cy)ankun, roe ankun aBnseTcsa He3aMeLeHHbIM UM MOHO-, AW- NN TpUu3ameLleH
HesaBucumo apyr ot apyra R'3,

3) -(Cy-Ce)anknn-(Cs-Cg)ankun,

4) -O-R" unn

5) -(Cy-Cg)ankunreTepoumknun, rae ankun n reTepouuknmn aBnatTcs He3aBMCMMO Apyr oT
Apyra He3aMmeLLeHHbIMW UM MOHO-, Au- U TpusamelleHbl R v roe retepoumknun BuiGpaH u3
rpynnbl a3eTuanHa, uMmmaasonuauHa, mopdonuHa, (1,4)-okcasenaHa unu NUpponuanHa, unm

R™ n R'2 BmecTe ¢ aToMOM a30Ta, C KOTOPLIM OHU CBA3aHbI, MOTYT 06pa30BbIBATL KOJbLIO,
KOTOpoe BblOpaHo 13 rpynnbl aseTuamHa, umuaasonuavnHa, mopdonuna, [1,4]JokcasenaHa,
nunepasuHa, NMNepuanHa, NMppPonuaMHa unu TmomopdonuHa, rae ykasaHHoe KombLo SBrisieTcs
He3aMelLLeHHbLIM UM MOHO-, AW- UNK TpusamelleHo R'3,

R'3 npeacrasnsieT coboit dptop, -CN, =0, -OH, -CF3, -C(0)-0-R"%, -C(O)N(R'?)-R?°, -N(R'?)-
R20, -(C4-C3)ankun, -(C3-Cg)umknoankun, -(Co-Cs)ankunen-0-R'0, -Si-(CH3),, -S-R10, -S0O,-R™°,
-SO,-NH nnu -(C4-Cs)nepdTopankun,

R' 1 R?° npeactaBnsitoT coboii HesaBrcMMO Apyr OT Apyra Boaopod, -(C4-C4)ankun
nnu -(C,-Cs)nepdtopankun,

R R npeacTaBnAlT cobon He3aBUCMMO Apyr OT Apyra Bogopos, -(C4-C,)ankmn nnm
BMeCTe 00pa3syloT KOMbLO M3 rpynnbl LMKoMNponuna, UMknodyTmuna, UMKIoneHT1na unm
UUKnorekcuna, rae Kaxgoe KonbLlo ABndeTcda He3aMelleHHbIM U 3amMeleHo OAUNH-TpU
pasa R un

R' npencrasnsiet coboii -(C4-Cg)ankun, -(C4-Cg)ankun-OH,

-(C4-Cg)anknn-0O-(C-Cg)ankun-(Cs-Cg)umknoankun,

-(C4-Cg)anknn-0O-(C4-Cg)ankun nnm

-(Co-C4)ankun-(C5-Cg)umnknoankun, rae ykasaHHOe LMKIOoankuibHOE KOmbLO ABMAsSETCs
He3aMmeLlLEeHHbIM UK 3aMeLLEeHO OAMH, ABa unu Tpu pa3a -OH, -O-(C4-C,)ankunom unum R0,

BO BCEX UX CTEPEOU3OMEPHLIX (POPMaXx U UX CMECSX B NMOOOM COOTHOLLEHUM U MX
PU3NONOrMYECKN NEPEHOCUMBIM COSSIM.

7. HacTosiiee n306peTeHne OTHOCUTCS Takke K coeanHeHnusiMm bopMynbl |, B KOTOpOW

R npencraenset coboii

1) dbeHnn, roe eHnn aBnaeTcs He3aMeLeHHbIM UM MOHO- UIn An3aMeLLeH He3aBUCUMO
Apyr ot apyra R®,

2) nupuann nnn 1H-nHgasonun, roe nupugun n 1H-nHaasonun 9BNATCS HE3aMeLLEHHbIMU
UMM MOHO- UMW Au3aMelLieHbl He3aBucumo apyr ot apyra R8, unu

3) reTepouunknun 13 rpynnesl TMaguasonuna, okcasonuna u TMasonuna, rae ykasaHHbIn
reTepoLMKIMn 3aMeLLeH OCTAaTKOM, BblGpaHHbIM U3 Fpynnbl TUeHWNa, 2-TueHuna n 3-TueHuna,
roe ykasaHHblii OCTaToK SBMSIETCA He3aMeLLEHHbIM UM MOHO- MW AU3aMELLEH HE3aBUCUMO ApYyr
oT apyra RS,

R® npencraensiet coboii Cl nnm -O-CHs,

npu ycnoeum, uto R® He sBnsetcs -O-(C4-Cg)ankunbHbIM octaTkom, ecrni RO n V
npeacTaensAwT cobon deHnn,

noactpyktypa D npeacTtaBnsiet coboli ocTaToK, BblGpaHHbIA 13 rpynnbl dheHuna, Nupuanna,

TUEeHWUNa UNn NMPUMUAVHWNE, U ABMSETCA He3aMeLLeHHbIM unu 3amelleH 1, 2, 3 unu 4 pasa R®
mnn 3ameweH 1 nnu 2 pasa =0,
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Q npegacrtaenset cobori -CHy-C(O)-NH- nnm meTtunen,

R' npeacraBnsiet coboii aTom Bogoposa,

R? npencTtaenseT coboii npsiMyto cBSA3b,

R' npencrasnsieT coboit dtop unu =0,

V npeacTaBnsieT cobor nunepnanHun nnu dennn, rae deHnn SBnseTcst HeaaMeLeHHbIM UNn
MOHO- UNW AM3aMeLleH He3aBucumo Apyr ot apyra R™,

G npencraensieT cobor npsmyto cesasb unu -C(0)-,

M npencrtaBnsieT cobor atom Bogopoaa, (C,-Cys)ankun, nsonponun, LMKNonponumn,
MOPONMHUN, NMNEPa3UHNI, NMUNEPUANHUN, MUPA3UHWI, NTMPUANI, TMPUMUONI, NTMPPONNANHUI
unm 1).6-TMOMOPdONUHUIT, TAe OCTaTKM SABNSAIOTCA He3aMeLLEHHbIMU UM MOHO- UK
[v3aMelLeHbl He3aBucumo apyr ot apyra R™,

R3 npeacraesnsdeT cobown

1) atom Bogopoaa,

2) goTop, XNop,

3) -(C4-Cy)ankmn, roe ankun aBnaeTca He3aMeLeHHbIM UM MOHO-, OU- NN Tpu3ameLleH
HezaBucuMo Apyr oT apyra R'3,

4) -(Co-C,)ankunen-0-R"®, roe R'® npeacraensieT coboi

a) aToM BoAopoaa,

b) -(C4-C4)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- U TpU3aMeLLeH
HeaaBucumo apyr ot apyra RS, unu

C) 'CF3,

5) -SO,-R™,

6) -(Co-C4)ankunen-C(0)-O-R"",

7) -(Co-C4)ankunen-C(0)-N(R')-R"?,

8) -(Cy-Cy)ankmneH-C(0)-0-(Cy-Cy)ankunen-0O-C(0)-0O-(C4-Cg)ankmn nnm

9) -C(0)-0-C(R"5,R%)-0-C(0)-0-R",

R 1 R'? aBnsioTcst He3aBMCUMO Apyr OT Apyra OAMHAKOBBLIMU UMK PasinyHbIMU 1
npeacTaBnsawT cobon

1) aTom BOOOPOAA,

2) -(C4-Cy)ankun, roe ankun SBnseTca HesaMeLleHHbIM UM MOHO-, An- UNKU TpusameLlleH
Hesasucumo apyr oT gpyra R, unu

3) -(Cy-Cg)ankun-(Cs-Cg)umknoankun, nnm

R" 1 R'2 BMecTe ¢ aTOMOM a30Ta, C KOTOPbIM OHU CBS3aHbI, MOTYT 06pa30BbIBATL KOMbLIO,
KOTOpoe BblOpaHO M3 rpynnbl aseTuamHa, mopdonuna, (1,4)-okcasenaHa unv nunepuanHa, rae
yKasaHHOe KObLO SBNSIETCS He3aMeLLeHHbIM UM MOHO-, Au- Unu TpusametueHo R'3,

R npencrasnseT coboii ptop, =0, -OH, -CF3, -C(O)-

0-R"%, -(C4-C3)ankun, -(C3-Cg)umknoankun unm -(Cy-Cs)ankunen-0-R1°,

R10 npeacrtaensaeT cobon atom Bogopoga nnm -(C4-Cylankun,

R' 1 R'® npeactaensitoT coboii HeaaBUCUMO ApYr OT Apyra aToM BogopoAaa
nnm -(C,-C,)ankun n

R' npencrasnset coboit -(C4-Cg)ankun, -(C4-Cg)ankun-OH nnu -(Cy-C,)ankun-
(C4-Cg)umknoankun,

BO BCEX UX CTEPEOU3OMEPHLIX (POPMaXx U UX CMECSX B NMOOOM COOTHOLLEHUM U MX
PU3NONOrM4EeCcKn NEPEHOCUMbIM COMSM.

8. HacTosiee nsobpereHme OTHOCUTCS Takke K coeguHeHusam popmynel |, KoTopble
npeacTaBnsAwT cobon

1) (1-nsonponunnunepunaunnH-4-un)ammng 1-[5-(5-xnopTnodeH-2-nn)nusokcason-3-unmetmnl-1H-
©eH3onmmaason-2-kapboHOBOW KACMOTHI,

2) (1-n3onponunnunepnanH-4-un)amung 1-[(4-xnopdeHunkapbamonn)metun]-1H-
©eH3oMmMMaason-2-kapboHOBOW KUCMNOTHI,

3) (1-usonponunnunepunanH-4-un)ammng 1-[(5-xnopnupungmnH-2-unkapbamounn)meTtun]-1H-
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©eH3oMMMaason-2-kapboHOBOW KUCNOTHI,

4) (1-nnpnMmungunH-4-unnunepngunn-4-un)ammug, 1-[5-(5-xnoptnodeH-2-un)nusokcason-3-nnmMeTun]
-1H-6eH30nMmaason-2-kapboHOBOW KMCMNOTHI,

5) meTunosbli acpmp 1-[5-(5-xnopTnodeH-2-mn)msokcason-3-unmetunl-2-(1-
nsonponunnunepugun-4-nnkapbamoun)-1H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

6) meTunosbli acpup 3-[5-(5-xnopTnodeH-2-mn)msokcason-3-unmetunl-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-3H-6eH3onmmaason-5-kapboHOBON KNCIOTbI,

7) 1-[5-(5-xnopTuodeH-2-nn)mnsokcason-3-nnmetTun]-2-(1-nsonponunnunepuanH-4-
unkap6amowun)-1H-6eH3omMmnaason-5-kapboHOBYO KMCHOTY,

8) 3-[5-(5-xnopTuodeH-2-nn)mnsokcason-3-nnmetun]-2-(1-nsonponunnunepuanH-4-
unkap6amowun)-3H-6eH3ommMmnaason-5-kapboHOBYO KMCAOTY,

9) meTunosbli acpup 1-[2-(5-xnopTrnodeH-2-nn)tTmason-s5-unmetnn]-2-(1-
nsonponunnunepugun-4-unkapbamomn)-1H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

10) meTunosbli achunp 3-[2-(5-xnopTruodeH-2-nn)tmason-5-unmetnn]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-3H-6eH3onmmaason-5-kapboHOBOM KNCIOTbI,

11) 1-[2-(5-xnopTuopeH-2-un)tnason-5-unmetnnl-2-(1-nsonponunnunepuanH-4-
unkapbamowun)-1H-6eH3omMmaason-5-kapboHOBYIO KMCMOTY,

12) 3-[2-(5-xnopTuopeH-2-un)tnason-5-unmetnnl-2-(1-nsonponunnunepuanH-4-
unkap6amowun)-3H-6eH3oMmMmnaason-5-kapboHOBYIO KMCAOTY,

13) meTunosbivi achmnp 1-[5-(5-xnopTrmodbeH-2-nn)msokcason-3-nnmetTnn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

14) meTunosbli acmnp 3-[5-(5-xnopTruoceH-2-nn)mnsokcason-3-unmvetTnn]-2-(1-
nsonponunnunepugun-4-nnkapbamounn)-3H-6eH3ommmaason-4-kapboHOBOW KNCNOThI,

15) 1-[5-(5-xnopTunopeH-2-nnusokcason-3-unmetunl-2-(1-n3onponunnunepuanH-4-
unkapbamoun)-1H-6eH3onmmnaason-4-kapOOHOBYO KUCMOTY,

16) 3-[5-(5-xnopTnodeH-2-un)usokcason-3-unmetunl-2-(1-n3onponmnnnunepngnH-4-
unkapb6amowun)-3H-6eH3onmmnaason-4-kapboHOBYO KMCAOTY,

17) (1-nsonponmnnunepunaunn-4-un)ammng 3-[5-(5-xnopTtnodeH-2-nn)msokcason-3-unmetmnl-3H-
mMmngasol4,5-bjnupnanH-2-kapboHOBOM KUCNOTHI,

18) meTunosbIi acpump 1-[(5-xnopnupuanH-2-unkapbamonn)meTtun]-2-(1-n3onponunnunepuanH-
4-nnkapbamownn)-1H-6eH3onmnaason-4-kapGoOHOBOW KUCMOThI,

19) 1-[(5-xnopnupuamnH-2-unkapbamounn)meTtun]-2-(1-u3onponunnunepnamnH-4-unkapbamonn)-
1H-6eH30mMMnaason-4-kapOboHOBYO KMCMOTY,

20) meTunosbi acup 1-[(5-xnopnupuamnH-2-unkapdbamonn)metun]-2-(1-n3onponunnmunepuanH-
4-unkapb6amownn)-1H-6eH3ommmnaason-5-kapboHOBON KUCIOThI,

21) meTunosbi acup 3-[(5-xnopnupmnaunn-2-unkapdbamonn)metTnn]-2-(1-ns3onponmnnunepuant-
4-unkapb6amownn)-3H-6eH3ommmnaason-5-kapboHOBON KNCIOTbI,

22) 1-[(5-xnopnupuamnH-2-unkapbamonn)meTtun]-2-(1-n3onponunnmnepuamnH-4-nnkapbamownn)-
1H-6eH30MMmnaason-5-kapboHOBYO KMCMOTY,

23) 3-[(5-xnopnupuamnH-2-unkapbamounn)meTtun]-2-(1-n3onponmnnmnepunamnH-4-mnkapbamonn)-
3H-6eH3onmmaason-5-kapboHOBYIO KACIOTY,

24) 1-3TOKCMKapOOHUNOKCUITUNOBLIN achup 1-[5-(5-xnopTuodeH-2-nn)usokcason-3-unmeTnnl-
2-(1-n3onponunnunepuanH-4-nnkapodamownn)-1H-6eH3onmmnagason-4-kapboHOBOW KNCIOTbI,

25) 1-UMKNOrekCMnoKCcMKkapboHNNOKCUaTMNOBbLIN achunp 1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-
unmeTtun]-2-(1-nsonponunnunepunaunH-4-unkapbamonn)-1H-6eHsomnmmnaason-4-kapboHoBO
KUCIOThI,

26) 4-[(2-rngpokcnaTtun)amua]-2-[(1-unsonponunnunepuamnH-4-un)amua] 1-[5-(5-xnoptrnodeH-
2-un)nsokcason-3-nnmetun]-1H-6eHzonmmngason-2,4-gukapboHOBON KNCIOTbI,

27) (1-usonponunnunepuanH-4-un)ammng 1-[5-(5-xnoptnodeH-2-nn)musokcason-3-unmeTtmnl-4-
(3-rmgpokcuraseTngun-1-kapooHun)-1H-6eH3onmngason-2-kapboHOBOW KMCAOThI,

28) 4-[(2-rngpokcnaTtun)meTtunamual-2-[(1-nsonponunnunepuanH-4-nn)ammg) 1-[5-(5-
XxnopTnoeH-2-nn)msokcason-3-unmetunl-1H-6eHzonmmaason-2,4-ankapOboOHOBOW KNCIOTbI,

29) 5-[(2-rugpokcmnaTtun)metunamugl-2-[(1-n3onponunnunepuamH-4-mn)amua) 1-[5-(5-
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XNnopTrnogeH-2-nn)msokcason-3-unmeTtnn]-1H-6eHzonmmaason-2,5-4MkapOboHOBON KNCNOTHI,

30) (1-usonponunnunepuanH-4-nn)ammng 1-[5-(5-xnoptTrodeH-2-un)nsokcason-3-nnmeTus]-5-
(3-rmgpokcuraseTngun-1-kapboHun)-1H-6eH3onmngason-2-kapboHOBOW KMCAOThI,

31) 1-3TOKCMKaPBOHNNOKCUITMNOBLIN 3dpunp 1-[5-(5-xnopTrnodeH-2-nn)nsokcason-3-nnmeTunn)-
2-(1-n3onponunnunepuamnH-4-unkapbamownn)-1H-6eH3onmnaason-5-kapboOHOBOWN KUCHOTBI,

32) 1-umMKnorekcunokcmkapboHUnokenaTunosbli acpump 1-[5-(5-xnopTnodeH-2-mn)musokcason-3-
unmeTtun]-2-(1-nsonponunnunepunaunH-4-unkapbamonn)-1H-6eHsommmnaason-5-kapboHoBoO
KUCIOTI,

33) (1-usonponunnunepuanH-4-nn)ammng 1-[5-(5-xnoptrodeH-2-un)nsokcason-3-nnmeTus]-5-
(2-rmppokcuataHcynbgoHun)-1H-6eH3onmmnaason-2-kapOboHOBONM KUCHOTHI,

34) (1-uzonponunnunepuanH-4-nn)amng 1-[5-(5-xnoptnodeH-2-nn)nsokcason-3-nnmeTun]-6-
(2-rmgpokcunataHcynbgoHmn)-1H-6eH3omMngason-2-kapOboHOBOW KMCAOThI,

35) 4-[(2-rngpokcuatun)amngl-2-[(1-usonponunnunepunanH-4-un)amng] 1-[(5-xnopnupmnaunt-
2-nnkap6amoun)meTnn]-1H-6eH3oumuaason-2,4-amkapOOHOBOW KNCMNOTHI,

36) 4-[(2-rngpokcmatun)metunamua]-2-[(1-n3onponunnmunepnamnH-4-un)amug] 1-[(5-
xnopnupunanH-2-unkapdamoun)metun]-1H-6eH3onmngason-2,4-ankapboHOBO KUCMOThI,

37) (1-n3onponunnunepugunH-4-nn)amug 1-[(5-xnopnupnanH-2-unkapbamonn)metus]-4-(3-
rmgpokcmaseTuamH-1-kapooHnn)-1H-6eH3onmmnaason-2-kapGoHOBOW KUCMOThI,

38) 1-3TOKCMKapBOHNNOKCUATMNOBLIN adup 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

39) 1-ymknorekcunokcmkapboHMNoKCNaTUNoBbIi acpup 1-[(5-xnopnmpuanH-2-
unkapbamoun)metun]-2-(1-usonponmnnunepugunH-4-nnkapbamownn)-1H-6eH3onmngason-4-
KapOOHOBOW KNCIOTHI,

40) [4-(3-okcomopdonunH-4-un)dpenunjamug 1-[(5-xnopnmpuguH-2-mnkapdamounn)metun]-1H-
©eH3oMMMaason-2-kapboHOBOW KUCNOTHI,

41) meTnnosebli acup 1-[(5-xnopnupuanH-2-unkapbamonn)meTtun]-2-[4-(3-okcomopdonmH-4-
un)dpeHunkapdbamomnn]-1H-6eH3onmmaason-4-kapboHOBOW KUCIOThI,

42) [4-(4-okco-4H-nupngun-1-un)dpenmn]ammng 1-[5-(5-xnoptnodeH-2-nn)nsokcason-3-
nnmeTtun]-1H-6eH3onmmnaason-2-kapboHOBOWM KUCMNOThI,

43) [4-(4-okco-4H-nupnanH-1-un)cdennnlammng 1-(3-metokcmbeHsnn)-1H-6eH3onmmnaason-2-
KapOOHOBOW KNCIOTHI,

44) [4-(4-okco-4H-nupngun-1-un)permn]ammng 1-[(5-xnopnupngun-2-unkapbamonn)metnn]-1H-
©eH3oMMMaason-2-kapboHOBOW KUCNOTHI,

45) (8-meTtun-8-azabuuyunkno[3.2.1]okt-3-un)amug 1-[5-(5-xnoptrnodeH-2-nn)msokcason-3-
mnmeTtun]-1H-6eH3onmmnaason-2-kapboHOBOWM KUCMNOThI,

46) [4-(2,4-pnokco-3,4-aurngpo-2H-nupummnant-1-nn)dpenunlammg 1-[5-(5-xnopTmodeH-2-
unjunsokcason-3-unmetun]-1H-6eH3onmmnagason-2-kapboHOBON KMCROThI,

47) [4-(2-okcookcasonuauH-3-un)deHnnlamug 1-[5-(5-xnopTunodeH-2-nn)musokcason-3-
unmeTtunn]-1H-6eH3onmMmaason-2-kapboHOBOW KUCHOTHI,

38) [4-(2-okcookcazonuamnH-3-un)dennn]amug, 1-[(5-xnopnupugmH-2-unkapbamounn)meTtun]-1H-
©eH3onmmaason-2-kapboHOBOW KNCMOThI,

49) [4-(2,4-anokco-3,4-anrnapo-2H-nupummanH-1-un)penunnjamua 1-[(5-xnopnvpuanH-2-
unkapbamoun)meTtun]-1H-6eH3onmmngason-2-kapOboHOBOWN KMCAOThI,

50) [4-(4-okconunepuanH-1-un)denunn]ammg 1-[5-(5-xnoptTrmodeH-2-nn)msokcason-3-mnmeTnn|
-1H-6eH30nMmaason-2-kapboHOBOW KMCMNOTHI,

51) [4-(1,1-anokco-1)\6-TnomopdonuH-4-un)peHunlammg 1-[5-(5-xnoptnodeH-2-
un)musokcason-3-unmeTtun]-1H-6eH3nmmnaason-2-kapboHOBOW KUCHOTHI,

52) [4-(1,1-anokco-1).6-TnomopdonuH-4-un)penunlammg 1-[(5-xnopnupunguH-2-
un)kapbamounn)metnn]-1H-6eH3nmMmaason-2-kapboHOBOM KUCHOTHI,

53) [4-(2-okco-2H-nunpasuH-1-un)dpennnjamug 1-[5-(5-xnopTmodeH-2-nn)mnsokcasorn-3-
mnmeTtun]-1H-6eH3onmnaason-2-kapboHOBOWM KUCMNOThI,

54) [4-(2-okco-2H-nnpa3un-1-un)dpenun]amug 1-[(5-xnopnupuanH-2-unkapbamonn)metun]-1H-
©eH3oMMMaason-2-kapboHOBOW KUCNOTHI,
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55) [4-(2-okconunepasunH-1-un)deHnnlamug 1-[5-(5-xnopTrnodeH-2-mn)msokcason-3-unmeTun|
-1H-6eH3onmmnaason-2-kapboHOBON KUCMOTHI,

56) [4-(2-okconunepasuH-1-un)dennn]amug 1-[(5-xnopnmpnanH-2-unkapdbamomn)meTtun]-1H-
©eH3onmmaason-2-kapboHOBOW KNCMOTHI,

57) [4-(3-okcomopdonun-4-un)denun]amug 1-[(5-xnopnupnanH-2-unkapbamonn)meTtun]-4-(2-
MeToKcuaTokeun)-1H-6eH3ommnaason-2-kapOboHOBOW KNCIOThI,

58) 1-[(5-xnopnupnaunH-2-unkapbamounn)meTunn]-2-[4-(3-okcomopponmH-4-
un)dpennnkapbamonn]-1H-6eH3onmmnaason-4-kapOoOHOBYO KMCMOTY,

59) (1-n3onponunnunepuaunH-4-nn)amug 1-[(5-xnopnupmnanH-2-unkapbamounn)meTtus]-5-(3-
rmgpokcmaseTuamH-1-kapooHun)-1H-6eH3onmmnaason-2-kapboHOBOW KUCMOThI,

60) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-6-(3-
rmgpokcuaseTnaunn-1-kapooxmn)-1H-6eHzommngason-2-kapOboHOBOW KNCIOTbI,

61) 5-[(2-rnapokcuatnn)amngl-2-[(1-usonponunnunepunanH-4-un)amng] 1-[(5-xnopnupmnaunt-
2-nnkap6amoun)meTnn]-1H-6eH3oumuaason-2,5-gmkapboHOBOWN KNCNOThI,

62) 5-[(2-rngpokcmatun)amngl-2-[(1-nsonponunnunepmnant-4-un)ammng] 3-[(5-xnopnupmnant-
2-nnkap6amoun)meTnn]-3H-6eH3oumuaason-2,5-gmkapOoOHOBOWN KNCNOTHI,

63) 5-[(2-rnapokcuatnn)metnnamua]-2-[(1-unsonponunnunepuamnH-4-un)amual 1-[(5-
xnopnupunanH-2-unkapdamoun)metun]-1H-6eH3onmngason-2,5-ankapboHOBO KUCMOThI,

64) 5-[(2-rngpokcmatun)metnnamui]-2-[(1-n3onponunnunepunamnH-4-un)amug] 3-[(5-
xnopnupunanH-2-unkapdamonn)metnn]-3H-6eHzommmnaason-2,5-aukapboHOBON KMCROThI,

65) 1-LmMKnorekcunokcmkapboHMNoKCnaTUNoBbIi acpup 1-[(5-xnopnmpuanH-2-
unkapbamoun)meTtun]-2-(1-usonponunnunepugunH-4-nnkapbamownn)-1H-6eH3onmngason-5-
KapOOHOBOW KNCIOTHI,

66) 1-LMKIOrekCMnoKCMKapboHNNOKCMATMNOBBIN adup 3-[(5-xnopnmpuaunH-2-
unkapbamoun)metun]-2-(1-usonponunnunepuaunH-4-nnkapbamownn)-3H-6eH3onmmnaason-5-
KapOOHOBOW KNCIOTHI,

67) 1-9TOKCMKapPBOHNNOKCUITMNOBLIN adup 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCIOTbI,

68) 1-3TOKCMKapPBOHNNOKCUITMNOBLIN adup 3-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nzonponunnunepugunH-4-nnkapbamounn)-3H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

69) 2-rugpokcnatunosbln adup 1-[5-(5-xnopTrodeH-2-unjnsokcason-3-nnmetun]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

70) 2-rugpokcnatunosbln adup 3-[5-(5-xnopTrnodeH-2-unjnsokcason-3-nnmetun]-2-(1-
nzonponunnunepugun-4-unkapbamomnn)-3H-6eH3omMmmaason-5-kapboHOBOM KNCNOTHI,

71) kapbokcumeTnnoBbIn acup 1-[5-(5-xnopTnoden-2-un)nsokcason-3-nnmeTtun]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

72) 1-(3-meToKcnbeH3nn)-2-[4-(3-okcoMopdonuH-4-un)peHmnkapdbamomnn]-1H-
©eH3onmMmaason-4-kapboHOBYO KNCIIOTY,

73) (1-n3onponunnunepuaunH-4-nn)amug 1-[(5-xnopnupmnanH-2-unkapbamonn)meTtus]-5-(2-
rmapokcuaTaHcynbgoHmn)-1H-6eH3ommnaason-2-kapboHOBON KUCMOTHI,

74) (1-nsonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-6-(2-
rmapokcmaTaHcynegoHun)-1H-6eHsonmmaason-2-kapboHOBOM KUCHOTH,

75) ynknonponuMeTMnoBbIn agup 1-[(5-xnopnupnann-2-unkapbamonn)metunn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

76) 2-meToKcMaTUNoBbIn acup 1-[(5-xnopnmpuamnH-2-nnkapbamounn)meTtun]-2-(1-
nsonponunnunepugun-4-nnkapbamomn)-1H-6eH3ommmaason-4-kapboHOBOW KNCNOTHI,

77) (1-n3onponunnunepuaunH-4-nn)amug 1-[(5-xnopnupmanH-2-unkapbamonn)meTtun]-4-
ruapokcumeTmn-1H-6eH3ommmnaason-2-kapboHOBOW KUCIOThI,

78) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-4-(2-
METOKCU3TOKCMMeTUN)-1H-6eH3onmmnaason-2-kapboHOBON KUCMOTHI,

79) (1-usonponunnunepuanH-4-nn)amng 1-[(5-xnopnupungunn-2-unkapbamonn)meTnn]-4-
(mopdonnH-4-kap6oHun)-1H-6eH3omMmmnaason-2-kapboHOBOW KUCMOTHI,

80) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnaunn-2-unkapbamonn)vetnn]-4-([1,4]
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okcasenaH-4-kap6oHun)-1H-6eH3omMmaason-2-kapboHOBOW KUCMOThI,

81) (1-n3onponunnunepugunn-4-nn)amug 1-[(5-xnopnupmnanH-2-unkapbamoun)metun]-4-(2,6-
anmeTtunnunepunann-1-kapooxun)-1H-6eH3onmnaason-2-kapOboHOBOW KUCMOTHI,

82) (1-usonponunnunepuanH-4-nn)amng 1-[(5-xnopnupunaun-2-unkapbamonn)meTtunn]-4-(4,4-
andpropnunepuamH-1-kapbonun)-1H-6eH3nmnaason-2-kapboHOBOW KMCIOTHI,

83) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupunaunn-2-unkapbamonn)metnn]-5-([1,4]
okcasenaH-4-kap6oHun)-1H-6eH3onmmnaason-2-kapboHOBOW KUCMOTHI,

84) 2-rmgpokcnatunosblin adup 1-[5-(5-xnopTrnoden-2-unjnsokcason-3-nnmetun]-2-(1-
nsonponunnunepugun-4-unkapbamoun)-1H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

85) kapbokcumeTnnosbi acpup 1-[5-(5-xnopTmodeH-2-nun)msokcason-3-unmeTnn]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmagason-5-kapboHOBON KNCIOTbI,

86) (1-uszonponunnunepuanH-4-nn)amng 1-[5-(5-xnoptTnodeH-2-un)nsokcason-3-nnmeTun]-4-
(3-meTokcmazeTnamH-1-kapboHun)-1H-0eH3oMmmaason-2-kapboHOBOM KUCMOThI,

87) 2-(1-uzonponunnunepuguH-4-unkapbamomn)-1-(3-metokcnbeHaun)-1H-6eHsonmugason-4-
KapOOHOBYO KMCOTY,

88) 2-(1-uzonponunnunepuguH-4-unkapbamomn)-3-(3-metokcnbeHsun)-3H-6eHsonmugason-4-
KapOOHOBYO KMCMOTY,

89) 1-[2-(4-xnopdeHun)atun]-2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBYO KACIIOTY,

90) 3-[2-(4-xnopdeHunn)atnn]-2-(1-nsonponunnunepmanH-4-nnkapdamownn)-3H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

91) (1-n3onponunnunepuamnH-4-nn)amug, 4-(3-rugpokcnaseTnanH-1-kapooHun)-1-(3-
MeToKcubeH3un)-1H-6eH3ommmnaason-2-kapboHOBOW KUCIOThI,

92) (1-nsonponunnunepuanH-4-unn)ammng 1-[2-(4-xnopdeHun)atun]-4-(3-rugpokcnasetTuamnH-1-
kap6oHun)-1H-6eH3onmnaason-2-kapboHOBOW KNCNOTHI,

93) (1-usonponunnunepuanH-4-nn)amng 1-[2-(4-xnopdeHun)atun]-4-(3-meTokcnaseTnanH-1-
kap6oHun)-1H-6eH3onmnaason-2-kapboHOBOW KUCMOTHI,

94) meTunosbli achmnp 2-(1-n3onponunnunepunamH-4-mnkapbamounn)-1-(3-metTokcmdeHaun)-1H-
©eH3onmmaason-5-kapboHOBOK KUCNOTHI,

95) meTtunosein adup 2-(1-usonponunnunepugun-4-kapbamonn)-3-(3-metTokcnbeHsunn)-3H-
©eH3oMMMaason-5-kapboHOBON KUCNOTHI,

96) meTunosbli achmnp 1-[2-(4-xnopdeHnn)atun]-2-(1-n3onponunnunepnamnH-4-unkapbamonn)-
1H-6eH30MMnaa3on-5-kapboOHOBOW KUCIOThI,

97) meTtunosbin agup 3-[2-(4-xnopdeHnn)atun]-2-(1-n3onponunnunepuanH-4-unkapbamownn)-
3H-6eH30nmMmaason-5-kapboHOBOM KMCMNOTHI,

98) 1-[2-(4-xnopdeHunn)atnn]-2-(1-nsonponunnunepmanH-4-nnkapdamownn)-1H-
©eH3onmmaason-5-kapboHOBYO KACTOTY,

99) 1-(5-xnop6eHso[b]TnodeH-2-nnmeTtun)-2-(1-nsonponunnunepuguH-4-nnkapbamomn)-1H-
©eH3onmMmaason-4-kapboHOBYO KACIIOTY,

100) 3-(5-xnopbeHso[b]tnodeH-2-nnmeTnn)-2-(1-n3onponunnunepmnanH-4-nnkapdamonn)-3H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

101) 1-(5-xnop-1H-nHgason-3-unmetun)-2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

102) (1-uzonponunnunepunanH-4-un)ammg 1-[5-(5-xnoptnodeH-2-un)usokcason-3-nnmeTtumnj-4-
(4-rngpokcununepuanH-1-kap6oHun)-1H-6eH3ommmnaason-2-kapboHOBOW KMCAOThI,

103) (1-usonponunnunepunanH-4-un)ammng 7-[5-(5-xnoptnodeH-2-un)usokcason-3-nnmeTun]-
1,3-oumeTunn-2,6-anokco-2,3,6,7-tetparngpo-1H-nypnH-8-kapboHOBOW KUCIOThI,

104) meTunosbli admp 1-[5-(5-xnopTrnodeH-2-nnjmsokcason-3-mnmetnnl-2-(1-
ymknonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCIOTbI,

105) meTunosbli admp 3-[5-(5-xnopTrmodeH-2-nn)msokcason-3-mnmetnnl-2-(1-
ymknonponunnunepuanH-4-unkapbamownn)-3H-6eH3onmmaason-5-kapboHOBON KNCIOThI,

106) 1-[5-(5-xnopTnodeH-2-un)nsokcason-3-nnmetun]-2-(1-umknonponunnunepuanH-4-
unkap6amowun)-1H-6eH3oMmmaason-5-kapboHOBYO KMCAOTY,
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107) 3-[5-(5-xnopTnodeH-2-nn)nsokcason-3-unmeTtun]-2-(1-umknonponunnunepunomH-4-
unkapbamowun)-3H-6eH3omMmaason-5-kapboHOBYIO KMCHOTY,

108) 1-[5-(5-xnopTnodeH-2-un)nsokcason-3-nnmetun]-2-(1-umknonponunnunepuanH-4-
unkap6amowun)-1H-6eH3nmmnaason-4-kapOboHOBYIO KMCAOTY,

109) 3-[5-(5-xnopTnodeH-2-nn)nsokcason-3-unmeTtun]-2-(1-umknonponunnunepunamH-4-
unkap6amownn)-3H-6eH3nmmnaason-4-kapOboHOBYIO KMCAOTY,

110) meTunosblvi achmnp 1-[(5-xnopnupmnann-2-unkapbamonn)metnn]-2-(1-
uuknonponunnunepuaunH-4-mnkapdamoun)-1H-6eH3mmaason-4-kapboHOBOW KACNOTHI,

111) 1-[(5-xnopnmpuguH-2-nnkapbamonn)meTnnl-2-(1-LmknonponunnunepuanH-4-
unkapbamownn)-1H-6eH3nmunaason-4-kapboHOBYIO KUCMOTY,

112) yuknonponunmeTunoBbin acup 1-[(5-xnopnupuamnH-2-mnkapbamounn)meTtun]-2-(1-
ymknonponunnunepunanH-4-unkapbamownn)-1H-6eH3nmmaason-4-kapboHOBOW KMCAOThI,

113) 3-[5-(5-xnopTmnodeH-2-un)usokcason-3-mnmeTtun]-2-(1-n3onponmnnnunepngnH-4-
unkap6amownn)-3H-tneHo[3,4-dJumnaason-6-kapOOHOBYIO KUCMOTY,

114) 3-[5-(5-xnopTnodeH-2-nn)usokcason-3-unmetun]-2-(1-nsonponunnunepuanH-4-
unkap6amownn)-3H-tneHo[3,4-d]ummnaason-4-kapboHOBYIO KUCIIOTY,

115) 3-[5-(5-xnopTnodeH-2-nn)nsokcason-3-unmeTtun]-2-(1-umknonponunnunepunomnH-4-
unkap6amownn)-3H-tneHo[3,4-dJumnaason-6-kapOOHOBYIO KUCMOTY,

116) 3-[5-(5-xnopTnodeH-2-un)nsokcason-3-nnmetun]-2-(1-umknonponunnunepuanH-4-
unkapbamonn)-3H-tneHo[3,4-dJumnaason-4-kapOOHOBYIO KUCMOTY,

117) 6-[(2-rnapokcmaTtun)ammngl-2-[(1-n3onponmnnunepunaunnH-4-un)ammng] 3-[5-(5-
XnopTuodeH-2-un)musokcason-3-mnmeTtun]-3H-tneHo[3,4-dlummaason-2,6-amkapboHoOBOM
KUCIOThI,

118) 3-[(5-xnopnupuamnH-2-nnkapbamonn)meTnn]-2-(1-u3onponunnmnepuanH-4-
unkap6amownn)-3H-tneHo[3,4-d]umnaason-6-kapOOHOBYIO KUCMOTY,

119) 3-[(5-xnopnupuamnH-2-nnkapbamonn)meTnn]-2-(1-u3onponunnmnepuanH-4-
unkap6amonn)-3H-tneHo[3,4-d]Jumnaason-4-kapOOHOBYIO KUCMOTY,

120) (1-uzonponunnunepunanH-4-un)ammg 3-[(5-xnopnupunamH-2-mnkapdbamomnn)metun]-6-([1,4]
okcasenaH-4-kap6oHun)-3H-tneHo[3,4-dJummaason-2-kapboHOBOW KUCMOThI,

121) meTunosbli agup 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetun]-2-(1-
nsonponunnunepuaunH-4-nnkapbamownn)-6-(2,2,2-tpucptopatokcn)-3H-TneHo[3,4-dJummaason-4-
KapOOHOBOW KNCIOTbI,

122) 1-[3-(5-xnopTnodpeH-2-un)usokcason-s5-nnmetun]-2-(1-uuknonponunnunepuanH-4-
unkapbamownn)-1H-6eH3nmunaason-5-kapboHOBYIO KUCMOTY,

123) 3-[3-(5-xnopTnodeH-2-un)nsokcason-5-nnmetun]-2-(1-umknonponunnunepuanH-4-
unkap6amowun)-3H-6eH3nmmnaason-5-kapOboHOBYIO KMCAOTY,

124) 1-[5-(5-xnoptnoden-2-un)[1,3,4]tnagnason-2-nnmeTun]-2-(1-umknonponunnmnepuamH-
4-unkapbamownn)-1H-6eH3nmngason-5-kapOOHOBYIO KUCMOTY,

125) 3-[5-(5-xnoptnodpeH-2-un)[1,3,4]tnagnason-2-nnmetnn]-2-(1-ymknonponmunnmnepnamnH-
4-unkapb6amounn)-5H-6eH3nmnaason-5-kapOboHOBYO KUCMOTY,

126) (1-usonponunnunepunanH-4-un)amug 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtun]-4-(2-
MeToKcuaTokeu)-1H-6eH3ommnaason-2-kapOboOHOBOW KUCIIOThI,

127) (1-uzonponunnunepunanH-4-un)amug 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtunn]-4-(2-
3TOKCUITOKCK)-1H-BeH3onMmaa3on-2-kapboHOBOW KUCMNOTHI,

128) (1-uzonponunnunepuanH-4-un)amug 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtunn]-4-(2-
rmgpokcmatokcu)-1H-6eH3onmmnaason-2-kapboHOBOW KACMOThI,

129) meTtunosein agup 1-[(5-xnopnmpugun-2-unkapbamovn)meTnn]-2-[2-cpTop-4-
(nMpponnanH-1-kapboHun)peHnnkapbamounn]-1H-6eH3onmmnaason-4-kapboHOBON KUCNOTbI,

130) 1-[5-(5-xnopTnoceH-2-un)nsokcason-3-nnmetun]-2-(1-umknonponunnunepuanH-4-
unkapbamoun)-7-meTtun-1H-6eH3onmmnaason-5-kapboHOBYO KACNOTY,

131) 3-[5-(5-xnopTnoceH-2-un)nsokcason-3-nnmetun]-2-(1-umknonponunnunepuanH-4-
unkapbamoun)-7-meTtun-3H-6eH3onmmnaason-5-kapboHOBYO KACNOTY,

132) 1-[5-(5-xnopTnodeH-2-nn)msokcason-3-unmetunl-5-gprop-2-(1-u3onponmnnmnepnamnH-4-
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unkapbamowun)-1H-6eH3omMmmaason-5-kapboHOBYO KMCHOTY,

133) 1-[5-(5-xnopTunodpeH-2-nn)usokcason-3-unmetunl-2-(1-n3onponunnunepuanH-4-
nnkapbamownn)-5-(2,2,2-tpncptopatokcu)-1H-6eH3ommmnaason-5-kapboHOBYIO KMCIIOTY UNn

134) (1-uzonponunnunepunanH-4-un)ammg 1-[5-(5-xnoptnodeH-2-un)nsokcason-3-nnmeTmnj-4-
(3-rmppokcmaseTmamH-1-kapboHnn)-5-(2,2,2-tpudptopatoken)-1H-6eH3onmmnaason-2-kapboHOBO
KMCNOTbI.

B obLieM, 3HayeHue ntoboi rpynnbl, ocTaTka, retepoaToma, Yicna u T1.4., KoTopoe MoXeT
BCTpeYaTbCH B coeguHeHnax hopmynbl | bonee yem oguH pas, He 3aBUCUT OT 3HAYEHUS ITOM
rpynnbl, ocTaTtka, rerepoaToma, Yncrna u T.4. B nobom gpyrom cny4vae. Bece rpynnel,

OoCTaTKu, reTepoaTtoMel, Yicna v T.4., KOTopble MOryT BCTpeyaTtbcs bornee 4yem oavH pas B
coefunHeHnax opmMynbl |, MOryT BbITb OOUHAKOBLIMU UMW PA3NTNYHbLIMMN.

Mcnonb3yemblli B JaHHOM ONMCaHUM TEPMUH «ankuny crnegyeT noHuMaTh B CAMOM LLUMPOKOM
cMbicne ang 0603HayYeHMs yrineBoAoOpOaHbIX OCTATKOB, KOTOPbIE MOTYT ObITb JIMHEAHBbIMYA,
Hanpumep MMEIT Hepa3BETBIEHHYHO LieMNb, U pa3BeTBIEHHbIMU, U KOTOPbIE MOTYT ObITh
aUUKNNYECKMMU UITN LUKNMYECKMMI OCcTaTKaMu, unu cogepxat nobyro kombuHauumio
AUUKINYECKMX N LUMKNUYeckux cybbeaunnl. Kpome Toro, TepMmUH «ankumn», UCNonb3yemMblii B
OaHHOM ONMcaHuK, IBHO BKIOYaeT B cebs HaChILWEHHbIE TPYNMbl, @ TAKKE HEHACbILWEHHbIE
rpynnbl, NOCNeAHWe rpynnbl cogepXxaT OgHY UMK HECKOIbKO, HanpuMep OAHY, ABEe UM Tpu
OBOWHbIE CBA3W U/UNU TPOKHbIE CBA3W, MPU YCNOBUW, YTO ABOWHbIE CBA3W HE PacnonoXeHbl B
LMKINMYECKOK ankunbHowW rpynne taknum obpasom, 4to obpasyeTca apomaTuydeckas cuctema. Bee
3TW yTBEpPXAeHUSA NPUMEHUMbI Takxke, ecrnn ankurnbHas rpynna BCTpevaeTcs B kavyecTse
3amMecTuTensi B Apyrom octaTtke, Hanpumep B ankumoKCUrpynmne, ankMnokcukapboHUneHOM
ocTaTtke unu apunankunbHom octaTke. MNpumepamu «-(C4-Cg)ankmna» nnm «-(C4-Cg)ankuneHa»
SABMAIOTCA ankunbHble ocTaTkn, cogepxawme 1, 2, 3, 4, 5, 6, 7 unn 8 atomos yrnepoaa,

Takune Kak MeTUn, MeTWUeH, 3Tun, 3TUINeH, Nponun, nponuneH, 6yTnn, 6yTnneH, neHTun,
NEHTUNEH, FEKCUIT, FeMTUIT UITN OKTUIT, H-M30MEPbI BCEX NEPEYNCIIEHHBIX OCTATKOB, M30MPOoNus,
n3o6yTnn, 1-MeTundyTnn, N30NEHTUN, HEONEeHTUN, 2,2-ouMeTUNoyTUN, 2-MeTUnNneHTun, 3-
METUNNEHTUN, U30rekcun, BTop-6yTun, TpeT-6yTun, TpeT-neHTun, BTop-6yTun, TpeT-6yTtnn

unu TpeT-neHTun. TepmuH «-(C4-Cg)ankmny» nnm «-(C4-Cg)ankmneH» o3HadaeT yrneBogopoaHblii
ocTaTtok, cogepxawun 1, 2, 3, 4, 5, 6, 7 unu 8 atomoB yrnepoaa. TepMnHoM «-Cqarnkun» nnu
«CoankuneH» onpegeneHa KoBaneHTHasi CBA3b. HeHachILWEeHHbIMY anKUITbHbIMU OCTaTKaMm
ABNAOTCA, HaNPUMep, arkeHuUnbHble OCTaTKWU, Takne Kak BUHWUN, 1-nponeHun, 2-nponexHun, (=
annun), 2-6yteHun, 3-6yteHun, 2-meTnn-2-6yteHnn, 3-MeTun-2-0yTeHnn, 5-rekceHnn unu
1,3-NneHTagneHns, UNn ankMHUMbHbIE OCTaTKN, Takne Kak 3TMHUN, 1-NponnHMI, 2-NPonNuHUA, (=
nponaprun) unu 2-6yTUHUN. AnKurbHble OCTaTKN MOryT BbiTb Takke HeHaCbIWEHHbLIMW, KOrga OHM
ABNAOTCA 3ameLleHHbIMU. [Mpumepamu -(C3-Cg)UMKNOAnKUbHbIX LUKINYECKUX anKUNbHbIX
OCTaTKOB SABNATCSA LUKMNoankunbHble ocTaTku, cogepxaiume 3, 4, 5, 6, 7 nnu 8 atomos
yrnepoga kornbua, nogobHble LMKNonponuy, LKMoy Tuny, LMKNONEeHTUY, LIMKITOreKCUny,
LUKNOrenTuny Unm LMKITOOKTUIY, KOTOPbIE MOTYT ObITb Takke 3aMeLLleHHbIMY U/nUnn
HeHachblLWeHHbIMWU. HeHacbIWweHHbIe LUKIMYecKkme ankunbHble rpynnbl U HEHACbIWEHHbIe
UUKnoankunbHble rpynnbl, NogobHble, HAaNpUMep, LUKNONEHTEHUY UMW LUKINOreKCeHuny, MoryT
ObITb CBA3aHbl Yepe3 nMobon atoM yrnepoaa.

TepMUHbI « MOHOLMKIMYECKUI UNU BULMKnnyeckuin 6-14-unenHblin apun» unu «-(Cg-Cqy)-
apuny» o3Ha4daloT apomMaTUyeckmne yrneBoopOaHble pagukarnsl, cogepxaiue ot 6 go 14 atomos
yrnepoga B konbLe. Mpumepamu (Cg-C14)-apunbHbIX pagukanoB SBASOTCA deHun, HadTun,
Hanpumep 1-HadTUN u 2-HadTun, GudeHun, Hanpumep 2-6udeHun, 3-6udexHun n 4-6udeHun,
aHTpun unu gnyopenun. budeHunsHble pagvkansl, HapTUNbHbLIE paguKanbl U, 0COGEHHO,
deHUmnbHbIE paguKanbl ABMSIOTCA NPeanoyYTUTENbHBIMU apUibHBIMU paguKanamu.

TepMNH «MOHO- UNN BULIMKINYECKNIA 4-15-4neHHbIA reTEPOLNKNUAY UNN «-
(C4-Cy5)reTepoumknmn» OTHOCUTCS K reTepoLmKkiam, B KOTOPbIX OAUH WU HECKONbKO M3 4-15
aToOMOB yrrepofa KorbLa 3aMeHeHbl reTepoaToMamu, TakuMU Kak as3oT, KMCNOopOoA Unu cepa.
Mpumepamn aenstoTcs akpuanHun, 8-azabuumkno[3.2.1]okt-3-un, azamHgon (1H-
nMppononMpuanHnn), azabeHanmmnaasonur, asacnupogekaHun, asenuHun, aseTnanHun,
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asvpuavHun, 6eHsmmaasonun, 6eHsodypanun, 6eHzoTuodypanun, 6eHsoTnodeHnn,
OeH3okcasonun, 6eH3Tnasonun, 6eH3Tpuasonun, 6eH3TeTpasonun, 6eH3M30Kcasonu,
©eH3nsoTnasonun, kapbasonun, 4H-kapb6asonun, kKapOoNUHUN, XPOMaHWUIT, XPOMEHWS,
UMHHOMNHWUIT, AeKarngpoXnMHONuUHun, 4,5-anrnapookcasonuHun, AUoKcasonun, gnokcasumHun, 1,3-
aunokconanun, 1,3-anokconexun, 3,3-guokco[1,3,4]Jokcatnasmyumn, 6H-1,5,2-autnasnHun,
anrngpodypol2,3-b]teTparngpodypanmn, pypanHun, dpypasaHun, UMUAa3oNMaNHW,
uMngasonuHun, ummngasonun, 1H-nHgasonun, UHOONUHUI, MHAONU3UHWUN, nHgonun, 3H-nHgonun,
n3o06eH30dypaHnn, N30XpoMaHun, N30MHAA30MNI, N30UHAONNHNUI, U30UHOONWUIT, U3OXMHONMHMWI
(6eH3Mmngasonu), N30TMasonum, M30TUa3oNNONHUIT, N30TUA30NNHWI, N30KCa30InN,
N30KCa30MNHNI, N30KCA30NNONHWUIT, 2-N30KCA30MMHWI, KeTonunepasnHnmn, MopdONMHNIT,
HadTUPUANHNUIT, OKTarMapoun3oXMHONNHUI, okcaguasonun, 1,2,3-okcagnasonun, 1,2,4-
okcaguasonun, 1,2,5-okcagmnasonun, 1,3,4-okcagmasonun, 1,2-okcatnenadun, 1,2-
okcatunonaHun, 1,4-okcasenanun, 1,2-okcas3nnun, 1,3-okcasvnHun, 1,4-okcasnHun,
OKCa30MNUAMHWI, OKCA30JIMHWI, OKCa30JIMI1, OKCETaHWUIT, OKCOKaHWN, heHaHTpuanHun,
deHaHTpoONUHUN, beHasnHuN, eHOTUasnHUMA, EHOKCATUNHUI, (PEHOHOKCA3NHUI, ddTanasnHu,
nunepasuHuIl, NUNEPUANHUN, NTEPUANHNI, NYPUHWUI, NMMPAHWI, MMPa3UHUIT, NMPa3oNNOUHNIT,
NUPa3soNNHWI, NMMPa3oNn, NMMPUAA3MHUIT, NTMPUOOOKCA30NNUIT, NMPUOOUMMAA30MNWS,
nMpUAOTUA30NNN, MMPUANHWI, TMPUANI, TMPUMUOVNHUI, NTMPPONUAVNHWUIT, NMPPONMONHOHNI,
nUpponuHUN, 2H-Nnpponun, NMPPONUI, XUHA30NMNHUI, XUHONNHWUI, 4H-XUHONN3NHUA,
XWUHOKCANUHWUI, XMHYKNUANHWA, TeTparnapodypaHus, TetparnaponsoxXmHONnHN,
TETParngpoXmMHONUHUA, TETparMapodypaHusn, TeTparngponMpaHun, TeTparnaponupuanHnn,
TeTparngpoTmodeHun, TeTpasnHun, tetpasonun, 6H-1,2,5-tnagnasnuunn, 1,2,3-tnagnasonun,
1,2,4-tvagunasonun, 1,2,5-tnagmasonun, 1,3,4-tnagnasonun, TMaHTpeHun, 1,2-tnasmHun,
1,3-Tnasmuun, 1,4-tmasuHun, 1,3-tnasonusn, Tmasonun, TMa3onUANHUI, TUA30NNHUIT, TUEHWUI,
TUETaHWUIT, TUEHOTNA30MNI, TMEHOOKCA30TNI, TUEHOUMMAA30MWI, TUETAHUI, TUOMOPAOSTMHUIT,
TnocpeHonun, Tnodenun, Tmonmpanun, 1,2,3-tpuasmuunn, 1,2,4-tpnasuHun, 1,3,5-tpnasnHun,
1,2,3-Tpnaszonun, 1,2,4-tpuasonun, 1,2,5-tpnasonun, 1,3,4-TpMasonun n KCaHTEHWUT.

MpegnodTnTenbHbIMK ABNSOTCA Takne reTepoumknbl, kak 6eHsnmuaasonun, 1,3-
©eHsogmokconun, 6eHsodypaHun, 6eH3oTrnasonun, 6eH3TnodeHnn, 6eH30Kkca3onum, XpoMaHun,
LUMHHONUHUI, 2-chbypun, 3-dypun, UMUOasonun, MHAONWM, NHAA30MNN, N30XPOMaHUI,
N30UHOONWIT, U3OXMHOMMHWI, N30TMAa30MuI1, M30KCA30MUIT, OKCas3onun, dtanasnHn,
NTEPUANHWA, NYPUHWUI, NMNPA3UHUA, NMPA30NUI, NMPUEANHUA, NTMPUAONMNLA30SNN,
NMPUOONNPUANHNI, MUPUAOTIMPUMUANHNN, 2-NUpNaun, 3-nnpuann, 4-nupuaun, NMPUMUANHWA,
NUPPONNI, 2-NUPPONuI, 3-NMMPPONUI, XMHONTMHWUIT, XMHA30JTMHUIT, XMHOKCANWHWI, TeTPa3onusl,
Tnasonun, 2-TUeHUN n 3-TMeHun.

MpegnodTnTenbHbIMK ABNAOTCS Takke

Q 0
O - AN 7Y / N—{
Eljh N, &:ﬂ N O\.._JNM K/Nn

O

n

O T

o)
AV e B
0 N’z © K/N

@) N
— %

)
5 O

“

TepmuHbl "het" unu «3-7-4neHHbl LMKIMYeCcKnin octaTok, cogepxawimii go 1, 2, 3 unn 4
reTepoatoMoB» OTHOCHATCS K CTPYKTypaM reTepoLMKIIOB, KOTOpbIE MOryT OblTb OOpa3oBaHbl U3
Taknx coeanHEHWN, Kak asenviH, aseTUauH, asupuaund, asvpuH, 1,4-gnasanaH, 1,2-gmasenuH,
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1,3-anasenwuH, 1,4-guasenuH, gnasnpuanH, ouasmpuH, ANoKcasorn, ouokcasuH, guokcon, 1,3-
aunokconeH, 1,3-guokconaH, dypaH, UM1Maasosn, MMU4asonnH, UMNMasonuauH, M3oTmason,
M30TMa3onnanH, N30TNa30NnH, N30KCa30, N30KCA30MNH, M30KCa30MNNaMH, 2-M30KCa30fNH,
KeToMopdOnuH, keTonunepasuH, mopdonuH, 1,2-okcatuenan, 1,2-okcatnonaH, 1,4-okcasenaH,
1,2-okcaswuH, 1,3-okcasuH, 1,4-oKCasunH, OKCa3orn, OKCasnpUanH, OKCeTaH, OKCUpaH,
nunepasuH, NMNEPUANH, NUPaH, NMpasuH, NMPa3sos, NMPa3onnH, NUPasoNNanH, NMPUOA3H,
NUPUONH, MTMPUMUOUH, NTMPPON, NMPPONNANH, MMPPONUANHOH, MUPPONUH, TeTparngpodypaH,
TeTparngponupaH, TeTparngponupuavH, TeTpasunH, TeTpason, ThaguasuH, Tnaguason, 1,2-
TnaswuH, 1,3-tnasuv, 1,4-tmasuH, 1,3-tmason, TMason, TMa3onuanH, TMa3onuH, TUEeHWUTT,
TnetaH, TMoMoponuH, Tnonupad, 1,2,3-tpmnasun, 1,2,4-tpnasun, 1,3,5-TpmasuH, 1,2,3-
Tpuason unu 1,2,4-tpnason.

Tepmut "R'-N-R2-V MoxeT 06pa30BbiBaTh 4-8-uneHHyto uuknuyeckyto rpynny” unm " R n R'?
BMECTE C aTOMOM a30Ta, C KOTOPbIM OHW CBSA3aHbl, MOryT 06pa3oBbiBaTh 4-8-4rieHHOe
MOHOLIMKINNYECKOEe reTepoLMKNnYeckoe KombLo, KOTOpOe MOMUMO aTtoMa a3oTa MOXET CoAepXKaTb
OAVIH N ABa OAMHAKOBbLIX UMW pa3nU4YHbLIX reTepoaToma Kosbla, BbIbpaHHbIX U3 KUCIopoaa,
cepbl 1 asoTa" OTHOCUTCA K CTPYKTypaM reTepoLmKnoB, KOTOpble MOryT GbiTb 06pa3oBaHbl U3
TakUX COEAUHEHWUI, KaK asenaH, a3enuH, aseTuanH, AMOoKcasos, AnokcasuH, 1,4-anasenaH,
1,2-gnasenwuH, 1,3-gmnasenuH, 1,4-gnasenviH, 2,3-gUrnaponHaon, UMMAaasos, MUMUOa3onuH,
MMNOa3onuanH, MHAOM, U30TMas30r, N30TUAa30NMANH, U30TMAa30sNH, N30KCa30r1, N30KCA30IVH,
M30KCa30MNnaMH, 2-M30KCa30NnH, kKeTonunepasnH, MopdonuH, [1,4]JokcasenaH, okcason,
nunepasuH, NMNEPUANH, NUPa3uH, NMPasos, NMPa3osivH, MNPa3oNUANH, NMPUAA3VH, MMPUOMH,
NMUPUMUOMH, NTMPPON, NMPPONNANH, MTMPPONUANHOH, MUPPOSIMH, TETPaArngponMpUAanH, TETpasuH,
TeTpason, TMasor, Thagmason, TMasonuaunH, TMasonud, TmomopdonuH, 1,2,3-tpuasut, 1,2,4-
TpuaswuH, 1,3,5-Tpnasun, 1,2,3-tpuason nnu 1,2,4-tpmason.

TepmuH "R'® 1y R'® BMmecTe c aTomMoMm yrrnepoaa, ¢ KOTOpbIM OHU CBA3aHbl, MOTyT
06pasoBbiBaTh 3-6-4NeHHoe kapbounKnyYecKkoe KomnbLo" OTHOCUTCS K CTPYKTYpaMm, KoTopble
MOryT ObiTb 06pa3oBaHbl U3 COEANHEHWI, TAKNX KaK LIMKITONPONWI, LMKNOBYTUI, UMKITONEHTUN
MW UMKNOreKkcun.

TepMuH «cybCcTpykTYpa
B chopmyne I» nunn «cTpyktypa D aBnsetcs 4-8-4neHHOWN HaCbILLEHHON, YaCTUYHO

HEHaCbILLEHHON UM apoOMaTUYECKOM LIMKIMYECKON rpynnon, cogepxawen 0, 1, 2, 3 nnm 4
reTepoatomMa, BblbpaHHbLIX U3 aTOMa a30Ta, Cepbl UIKM KUCIOopOoAa» OTHOCUTCSA K CTPYKTypam,
KoTopble MOryT ObiTb 06pa3oBaHbl U3 TaKUX COEANHEHWIA, Kak a3enaH, aseTUAnH, a3eTuH,
a30KaH, a3oKaH-2-0H, UMKIo6YTWN, LUMKNOOKTaH, LUUKIOOKTEH, LUKNOMNEHTU, LMKIOrekcun,
uMknorenTun, uMknooktun, 1,2-guasenax, 1,4-gnasenviH, 1,2-guasenuH, 1,3-gmasenuH, 1,4-
awnasenuH, [1,4]anasokaH, [1,2]anasokaH-3-0H, [1,3]anasokaH-2-0H, guokKcason,
OunokcaswuH, anokcon, 1,3-anokconex, 1,3-guokconax, dpypaH, Mnaason, UMMAA30MH,
UMMAA30MANH, N30TMa30s1, M30TUA30NNAUH, N30TNA30MMH, U30KCA30S1, N30KCA30MWMH,
N30KCa30MNauH, 2-n30KCa3onuH, ketonunepasunHd, MopdonuH, 1,4-okcaasenaH, 1,2-
okcaTuenaH, 1,2-okcatnonaH, 1,2-okcasuH, 1,3-okcasuH, 1,4-okcasuH, okcason, [1,4]
oKkcasokaH, [1,3]okca3okaH-2-0H, OKCeTaH, OKCOKaH, OKCOKaH-2-0H, NunepasuH, NunepuanH,
deHun, nupaH, NMpasuH, NMpPasos, NMPa3osivH, NMPa3oNUanH, NMPUAA3NH, MMPUANH,
NMPUMUOMH, NTUPPOS, NUPPONNANH, NMPPONNONHOH, NMMPPONKH, 5,6,7,8-TeTparnapo-1H-asoumnn-2-
OH, TeTparngpodyypaH, TeTparmgponmpaH, TeTparngponMpuanH, TeTpasvH, TMagmasuvH,
Tnaguason, 1,2-tmasuH, 1,3-tnasu, 1,4-tnasuvt, 1,3-tmason, TMason, TMa3onuauH,
TMa30mnuH, TUeTaH, TMOKaH, 1,1-anokcng TMokaHa, 1-okcmna TMokaHa, TMOKaH-2-0H,
TMoMOpdOnuH, TModeH, TuonmpaH, 1,2,3-tpmnasun, 1,2,4-tpnasuH, 1,3,5-TpmasuH, 1,3,5-
Tpuason unn 1,2,4-tpmnason.

TepmuH «cybeTpykTypa D siBnsetca 5-6-4neHHON HaCbILWEHHOW, YaCTUYHO HEHACHILLEHHON
MM apomMaTmMyecKor LMKNuyeckon rpynnon, cogepxawein 0, 1, 2, 3 unn 4 retepoaTtoma,
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BblOpaHHbIX M3 aToMa a3oTa, Cepbl UMK KUCIIopoaa» OTHOCUTCS K CTPYKTYpaM, KOTopble MOryT
ObITb 00pa3oBaHbl M3 COEAMHEHUI, TAKNX KaK LIMKITONEHTW, LMKINOreKkcun, QuoKcason,
OunokcaswuH, anokcon, 1,3-anokconex, 1,3-guokconax, dgpypaH, Mnaason, UMMAA30MyH,
UMMUAA30MANH, N30TMa30s1, M30TUA30NNAUH, N30TUA30MMH, U30KCA30S1, N30KCA30MWH,
N30KCa3onuauH, 2-n30KcasonuH, KETOMOPMONuH, keTonunepasuH, MmopdonuH, 1,2-okcaTnonat,
1,2-okcaswuH, 1,3-okcasuH, 1,4-okcasnH, oKcason, nunepasuH, NUNepPUanNH, eHns, nNMpaHx,
nMpasvH, NMPasos, NMPasonnH, NMPasonMAanH, NMPasnH, NUPa3NHOH, NMPMAA3nH, NMPULA30H,
NUPUANH, MTMPUOOH, MUPUMUONH, MMPUMWOOH, NMMPPOI, MMPPOSTMANH, MUPPOSTMANHOH, NMUPPOINH,
TeTparngpodypaH, TeTparMaponupaH, TeTparMaponupuanH, TeTpasvH, TeTpasos, TMagmasuH,
Tnaguason, 1,2-tmasuH, 1,3-tnaswvH, 1,4-tnasuvt, 1,3-tmason, TMason, TMa3onuauH,

TNa30nNuH, TMIOMOPMOIMH, TMOEH, TMONUPaH, TeTpasnH, TeTpason, 1,2,3-TpmnasuH, 1,2,4-
TpuaswuH, 1,3,5-Tpnasun, 1,2,3-tpuason unu 1,2,4-tpmason.

Tepmun "R 1 R® BMecTe ¢ aToMamu, ¢ KOTOPbIMW OHW CBSI3aHbl, MOryT 06pa3oBbIBaThL 6-8-
UNEHHYI0 LIMKNNYECKYIO rpynny, cogepxatlyo Ao 1, 2, 3 nnu 4 retepoaTtoMoB, BbIOpaHHbIX 13
aToOMOB a30Ta, Cepbl UM KUCnopoaa» OTHOCUTCS K CTPYKTYpaM reTepoLUKIIoB, KOTOPbIe MOryT
ObITb BbIGpaHbl M3 TaKNMX COEAMHEHWUI, KaK a30KaH, a30KaH-2-0H, LIMKNOrenTusl, LMKIorekcusn,
LMKIMNOOKTaH, LUMKNOOKTeH, 1,4-amasenaH, 1,2-anasenvH, 1,3-guasenuH, 1,4-gnasenwvn, [1,4]
AunasokaH, [1,2]anasokaH-3-0H, [1,3]anasokaH-2-0H, AnokcasvH, [1,4]4MOoKCOKaH, AMOoKCcon,
KeTonunepasunH, mopdonuH, 1,2-okcatnenaH, 1,4-okcasenaH, 1,2-okcasuH, 1,3-okcasuH, 1,4-
okcasuH, [1,4]okca3okaH, [1,3]okca3okaH-2-0H, OKCOKaH, OKCOKaH-2-0H, dpeHun,
nunepasuH, NUNEPUANH, NpaH, NUpasuH, NMpUaasvH, NMPMMUAnH, 5,6,7,8-TeTparngpo-1H-
a30UUH-2-0H UNu TMIOMOPAONUH. TEPMUH «OCTaTOK OKCO» UNKN «=0» OTHOCUTCH K Taknum
ocTtaTkaMm, kak kapbonun (-C(O)-) nnm Hutpo3so (-N=0).

ToT hakT, 4TO MHOIMe U3 BbllLENepeynCriEHHbIX Ha3BaHWI reTepPOLNKIIOB SABMAIOTCS
XUMUYECKMMUN HA3BAHMSIMW HEHACILLEHHbIX UMM apOMaTUYECKNX LUMKITUYECKUX CUCTEM, HE
0O3Ha4aeT, YTo 4-15-4neHHas MOHO- NN NONULUKINNYECKas rpynna MOXeT OblTb BblOpaHa TONbKO
N3 COOTBETCTBYIOLLEN HEHACKILEHHOW LIMKINYECKON cUCTeMbI. HasBaHna cnyat TonbKo Ans
ONUCaHUA UUKIIMYECKOM CUCTEMbI OTHOCUTENBHO pasMepa Kosblia 1 Yucna reTepoaTtomMoB N Ux
OTHOCMKTESbHbLIX NONOXeHNN. Kak 06bsiCHANOCH Bbilwe, 4-15-4neHHast MOHO- Unx
NONMUUKNNYECKas rpyrnna MOXeT ObiTb HACLILLEHHOW MM YaCTUYHO HEHACILLEHHON UMK
apomMaTu4ecKon 1, TakuM 00pa3oM, MoXeT BbITb BblOpaHa He TONbKO U3 caMmnx
BblLLENEPEUNCIIEHHbIX reTEPOLIMKIIOB, HO TakXke, ecrim 37O LenecoobpasHo, N3 BCeX UX YaCcTUYHO
WIM MOSTHOCTLIO MMAPUPOBAHHBLIX aHaNoroB, a Takke N3 nx bonee 3Ha4YNTENBHO HEHACILLEHHbIX
aHanoroB. B kayecTBe npumepoB MNOMHOCTLIO UM YaCTUYHO MTMAPUPOBAHHBLIX aHaNoros
BblLLENEPEYNCIIEHHbIX reTEPOLIMKIIOB, U3 KOTOPbIX 3Ta rpynna MOXeT ObiTb BbibpaHa, MoryT ObiTb
yKa3aHbl CriegyloLlime aHanoru: NMpposivH, NUPPoONnanH, TeTparngpodypaH, TeTparngpoTModeH,
OnrnaponupuanH, TeTparnaponupuand, nunepuanH, 1,3-uokconax, 2-MMmnaasonuH,
uMngasonuauH, 4,5-gurngpo-1,3-okcason, 1,3-okcasonungut, 4,5-gurngpo-1,3-tnason, 1,3-
TMasonuavH, nepruapo-1,4-gmMokcaH, nunepasuH, neprugpo-1,4-okcasuH (= MoponuH),
neprugpo-1,4-tuasuH (= TMOMOPAONUH), NeprugpoasenuH, UHAONWH, n3ouHaonuH, 1,2,3,4-
TeTparngpoxXmHonuH, 1,2,3,4-teTparngpon3oXMHONNH U T.4.

TepmuH «-(C4-C3)nepdTopankun» o3Ha4aeT YaCcTUYHO UK NOSTHOCTLI0O PTOPUPOBAHHbIN
ankunbHbIA OCTaTOK, KOTOPbLIN MOXeT ObiTb BblOpaH 13 Takux octaTkoB, Kak -CFs;, -CHF,, -CH,5F,
-CHF-CF3, -CHF-
CH,F, -CH,-CF3, -CH»-CHF,, -CH5-CH5F, -CF»-CF3, -CF,-CHF5, -CF,-CH,F, -CH,-CHF-
CF3, -CH,>-CHF-CHF,, -CH,-CHF-
CH,F, -CH,-CH,-CF3, -CH,-CH,-CHF», -CH,-CH,-CH,F, -CH,-CF,-CF3, -CH,-CF,-CHF,, -CH,
-CF,-CH5F, -CHF-CHF-CF3, -CHF-CHF-CHF,, -CHF-CHF-CH,F, -CHF-CH,-CF5, -CHF-
CH,-CHF,, -CHF-CH,-CH,F, -CHF-CF,-CF3, -CHF-CF,-CHF,, -CHF-CF,-CH,F, -CF,-CHF-CF3,
-CF,-CHF-CHF,, -CF»-CHF-
CH2F, -CFz-CHz-CF:;, -CFz-CHz-CHFz, -CF2-CH2-CH2F, -CF2-CF2-CF3, -CFz-CFz-CHFz nnn -CF2
-CF,-CH,F.

TepMmuH «-(C4-C3)nepdropankuneH» o3HavyaeT YacTUYHO UM NOSTHOCTLIO PTOPUPOBAHHbIN
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arKuIeHoBbIA OCTATOK, KOTOPLIA MOXET ObiTb BbIOpaH N3 Takux ocTaTkos, kak -CFo-, -CHF-

, -CHF-CHF -, CHF-CHF-, -CH,-CF5-, -CH,-CHF-, -CF,-CF,-, -CF»>-CHF-, -CH,-CHF-

CF5-, -CH,-CHF-CHF-, -CH,-CH,-CF,-, -CH,-CH,-CHF-, -CH,-CF,-CF,-, -CH,-CF,-CHF-, -CHF-
CHF-CF,-, -CHF-CHF-CHF-, -CHF-CH,-CF -, -CHF-CH,-CHF-, -CHF-CF,-CF,-, -CHF-CF,-CHF-
, -CF>-CHF-CF,-, -CF,-CHF-CHF-, -CF,-CH,-CF,-, -CF»-CH,-CHF-, -CF,-CF,-CF»-

mnn -CF,-CF,-CHF-,

["anoreH o3HayaeT ¢TOp, XNop, 6poM Unu nod, NpeanoyTUTENbLHO OTOP, XMop UM 6pomMm,
0COBEHHO NPeAnoYTUTENBHO XITOP UNKn Gpom.

OnTu4yeckn akTMBHbIE aTOMbI yriepoaa, NpUcyTCTBYOWMUE B coeauHeHnax opmynel |, MoryT
He3aBMCUMO Apyr OT Apyra umeTb R-koHdurypaumio nunu S-koHdpurypaumo. CoegmHeHus
dopmynbl | MOryT npucyTcTBOBaThb B pOPME HYUCTLIX S3HAHTUOMEPOB UMW YNCTbIX
anactepeomepoB unun B hopme cMecein 3HaHTUOMEPOB /UK AuacTepeoMepoB, Hanpumep B
dopme pauemaTtoB. HacTosuee naobpeteHne 0OTHOCUTCH K YACTbIM SHAHTUOMEpPaAM U CMEeCsiM
SHaHTMOMEPOB, a Takke YUCTbIM AuacTepeomepamM N cMecsam avactepeomepoB. N3obpeTeHre
COAEPXUT cMecun ABYX Unu 6onee AByx cTepeonsomepoB opmynbl | U coaepxuT Bce
COOTHOLLEHUSI CTEPEOM3OMEPOB B cMecsx. B cny4yae, korga coeanHeHus dopmynsl | moryT
npucyTcTeoBaTh B Buae E-nsomepos unm Z-u3aomepos (Mnun Uuc-u3oMepoB Unmn TpaHec-
N30MepoB), n3obpeTeHne OTHOCUTCS Kak K YucTbiM E-n3omepam v uncteim Z-u3omepam, Tak u
cmecam E/Z Bo Bcex cooTHoLeHUsX. N3obpeTeHre coaepuT Takke Bce TayToMepHble hopMbl
coeguHeHun popmynel .

Onactepeomepsl, B ToM yncne E/Z-nsomepsbl, MoryT 6biTb pasgeneHsl Ha MHOUBMAYarnbHbIe
n3oMepbl, Hanpumep, xpomaTtorpadguei. Pauematbl MOryT ObITb pa3geneHsl Ha ABa
3HaHTMoMepa obblYHbIMU cnocobamm, HanpuMep XxpoMaTtorpaduer Ha XxMpasnbHbIx hasax unm
pasgeneHnem, HanpuMmep Kpuctannusayuen gmactepeoMepHbIX Conemn, nonyyYeHHbIX C ONTUYeCcKku
aKTMBHbLIMM KUCNOTaMM UNn oCHoBaHUAMU. CTepeoXnMuyeckn oaHOPOAHbIE COeANHEHUS
dopmynbl | MoryT 6biTb Takke NOMyyYeHbl NPUMEHEHNEM CTEPEOXUMUYECKN OQHOPOOHbIX
WCXOAHbIX BELLECTB UMM UCMONb30BaHNEM CTEPEOCENEKTUBHBIX peakLmi.

duanonornyeckm nepeHoCcnmMble Conu coeamHeHuin popmynbl | SBNAKOTCA HETOKCUYHBLIMU
consiMK1, KOTopble ABMSTCA (PU3NONOrnyeckn npuemMnemMboiMm, B 4aCTHOCTU, hapMaLeBTUYECKU
ncnornb3yemMbiMy CONAMU. TakuMu conamu coeanHeHuii opmynel |, cogepawmx KUCAOTHbIE
rpynnbl, Hanpumep kapbokcunbHyto rpynny COOH, asnsoTcs, HanpyMMep, COnu LenoYHbIX
MeTanmnoB U Conu LWenoYHO-3eMerbHbIX METaNMoB, TakMe Kak CONM HaTpUs, CONu Kanus, conmu
MarHusi U Conu Karnbuus, a Takke Conu ¢ omM3nonorndeckn nepeHoCcUMbIMU YeTBEPTUYHbBIMU
aMMOHMEBLIMU MOHaMU, TaKMMU Kak TeTpaMeTUnaMMOHUA UNU TeTPasTUNaMMOHUIA, N KUCNOTHO-
agavTUBHbIE COMM C aMMUAKOM U OU3UONOTMYECKN NEPEHOCUMbIMU OPraHUYECKUMU aMUHAMU,
TaknMW Kak MeTurnamMuH, gUMeTUnaMmuH, TpPUMeTUNaMuH, 3TUNaMuH, TPUITUNAMUH, STaHONaMUH
unu Tpuc-(2-rmgpokcmatun)ammH. OCHOBHbIE rpynnbl, cogepXalmnecsa B coeguHeHnaX hopMynbl
|, HaNpYMep aMUHOrPYMNbl MW F'yaHUOUHOTPYNNbl, 00Pa3yT KUCIOTHO-aaAUTUBHbBIE COMK,
HanpuMep, C HeopraHMYeCKMMKM KUCNoTaMu, TakMMK Kak XnopucTOoBOAOpPOAHAs KACMOTa,
BpomMncTOBOOOPOAHANA KUCMOTA, CepHas KMCNoTa, a3oTHas KucnoTta unu gocdopHas Kucnota,
UK C OpraHN4eCcKUMN KapboHOBBLIMY KUCITOTaMM N CYTb(POHOBLIMW KUCMOTaMU, TAKUMU KakK
MypaBbWHasi KUCNOTa, YKCYCHasi KUCMNOTa, LiaBenesast KUCNoTa, NMMMOHHAs KUCNoTa, MOSioYHas
Kucnota, abnoyHas KMcnoTa, sHTapHasa KMcrnoTa, ManoHoBas Kucnota, 6eH3olriHasa KucnoTa,
MarnenHoBas KucroTa, (oymMmapoBasi KUCNoTa, BUHHasA KUCMOTa, MeTaHCYNbOHOBAs KMCroTa unm
n-TonyoncynboHOoBas K1croTa.

CoeaunHeHus oopMynel |, KOTOpble OQHOBPEMEHHO COAepXXaT OCHOBHYIO rPynMy U KUCNOTHYHO
rpynny, Hanpumep ryaHngauHorpynny u kapbokCUbHY rpynny, MOryT NPUCYTCTBOBATL TAKKE B
BMAE LBUTTEPUOHOB (BeTanHOB), KOTOPbIE TakNM e 0Bpa3om BKIHOYEHbI B HAacTosLee
n3obpeTeHue.

Conu coeamHeHnii dopmyrbl | MOryT 6bITb NOMyYeHbl 06bIYHBIMU criocobamm, N3BECTHBIMM
crneynanuncTy B AaHHon obnactu, HanpuMep cMeLlmnBaHneM coeauHeHns copmynel | ¢
HeopraHM4YecKon UM OpraHN4eCcKon KUCNOTON NN OCHOBaHMEM B pacTBopuUTene unm B
aucnepraTope uUnu u3 gpyrux conemn KaTMoHOOBMeHOM unu aHMoHoobMeHoM. HacTtosiwee
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n3obpeTeHre TaKkke BKITOYAET BCE CONM coeanHeHni opmynbl |, KOTopble BCNeACTBUE HU3KOW
HU3NMoNOrM4eckor NepeHOCUMOCTU He SABMAITCA HenocpeacTBEHHO NoAXOoAAWNMU ANg
npMMeHeHVs B hapMaLeBTUYECKUX NpenapaTtax, HO ABNSTCA NoaxoaawWwumMu, Hanpumep, B
KayecTBe NPOMEXYTOUHbIX COeAMHEHWI ANs NpoBeaeHNs AONONMHUTENbHbLIX XUMUYECKUX
MoaudmKauun coegmHeHnn chopmynbl | UM B Ka4ecTBe MCXOOHbIX BELLECTB AN Nony4eHus
PU3MONOrM4ecKkn NepeHOCUMbIX CONen.

HacToswee nsobpeteHue, Kpome TOro, BKMOYAET BCe CONbBaThl coeguHeHnn chopmMynsi |,
Hanpumep ruapaTbl UK agayKTbl CO CIMpTaMu.

M306peTeHne Takke BKINIOYAET NPON3BOAHBLIE U NPOAYKTHI MOAUMUKALUIA COeQUHEHUN
dopmynel |, HaNpuMep nponekapcTsa, 3aluLleHHble (opMbI U Apyrne prusmonormyeckn
nepeHocnMble NPOM3BOAHLIE, @ Takke akTUBHble MeTabonuTbl coeguHeHnn popmynbi |.
N306peTeHne 0THOCUTCH, B YACTHOCTK, K NporekapcTBam v 3awulieHHbIM dhopMamM coeanHeHNn
dopmynebl |, koTopble MOryT BbITh NPecbpasoBaHbl B coeanHeHnsa doopmyrbl | B U3nNonornyeckmx
ycnosusix. [Nogxoasuime nponekapcTsa Ans coeanHeHu oopMynel |, T.e. XuMuyecku
MoaUULMPOBaHHbIE NPOM3BOAHbIE COeAMHEHNI DOPMYIbI |, uMetoLL e CBOWCTBA, KOTOpbIe
yny4LlaoT XenaTenbHbiM 06pa3om, Hanpumep, B OTHOLLEHMU pacTBOPUMOCTH, Bronormyeckom
OOCTYMHOCTM UNKN ANUTENBHOCTU AEACTBUS, N3BECTHbI CNeLuManncTy B gaHHon obnactu. bonee
noApo6HYyH MHOpMaLMIO, OTHOCSLLYOCS K MponekapcTBam, MOXHO HanTu B OObIYHOWN
nutepatype, nogobHon, Hanpumep, nydnukauyuam Design of Prodrugs, H. Bundaard (ed.),
Elsevier, 1985; Fleisher et al, Advanced Drug Delivery Reviews 19 (1996) 111-130; nnm
H. Bundgaard, Drugs of Future 16 (1991) 443, koTopble BCe BKMNOYEHbI B JaHHOE OnucaHue B
KayecTBe ccbinku. MNMogxoaawmmy nponekapcTsaMm Ansi coegmHenuii gopmynbl | ocobeHHo
SBNATCA auunbHble NPoNekapcTBa U kapbamaTHble NporekapcTBa auunmnpyembix
as3oTcoAepKalLMX rpynn, Takux Kak aMUHOMPYMMbl M F'yaHUOUHOIrpynna, a Takke CroXHO3UupHbIe
nporekapcTBa 1 aMmnaHble NposiekapcTea rpynn KapboHOBbLIX KMCMOT, KOTOPbIE MOTyT
NpUCYTCTBOBATb B COeAMHEHMAX popMynbl |. B aumnbHbIX nponekapcTBax U kapbamaTHbIX
npornekapcTBax oAvH U HECKONbKO, HanpuMmep OAuH UNu ABa, aTOMOB BOAOpO4a Ha aTomax
asoTa B TakMX rpynnax saMeHeHbl auunbHOM rpynnon nnmn kapbamatom, npeanoyTuTensHO
(C4-Cg)ankmnokcmkapboHunbHOM rpynnon. Noaxoasawmmm aumnbHbIMK rpynnamMmm m
kapbamaTHbIMK rpynnaMu Anst auuiibHbIX NPOfiekapcTB 1M KapbaMaTHbIX MPONeKapCTB ABMSOTCS,
Hanpumep, rpynnel RP'-CO- n RP2-0-CO-, B koTopbix RP! npeacraenset coboii Bogopoa,
(C,-C,g)ankun, (C3-Cg)umknoankun, (C3-Cg)unknoankun-(C4-Cy)ankun, (Cg-Cq4)apun, Het-,
(Cg-C14)apun-(C4-Cy)ankun- unu Het-(C4-C4)ankun- u B koTopbix RP? umeeT 3HaueHus,
ykasaHHble ana RP!, 3a uckniouenmem sopopoaa.

OcobeHHO NpeanoyTUTENbHLIMU coeauHeHUAMN popMynbl | ABASAIOTCA coeanHeHus, y
KOTOpbIX ABa MM Gonee oCTaTkoB UMEKOT 3HAYEHUS, YKa3aHHbIe Bbille AN8 NpeanoyYTUTENbHbIX
coefuHeHu opMynbl |, UM ocTaTKM MOTYT UMETb OOHO UMW HECKOSbKO onpedeneHHbIX
3HayYeHW OCTaTKOB, yKa3aHHbIX Bbille B UX OOLUMX onpegeneHusax unm B onpegeneHmsax
npeanoYTUTENbHbIX cCoeanHEeHNA. Bce BO3MOXHbIE KOMBUHaL MK onpefeneHni, ykasaHHble
noapo6HO ANs NpeanoYTUTENbHbLIX ONPEeAENEeHNA N KOHKPETHBIX 3HAYEHWUIA OCTaTKOB, ABMASKOTCA
NpeaMETOM HaCTOALLEro n3odpeTeHus.

Kpome Toro, 4to KacaeTcs BCex NpeanoyTUTenbHbIX coeanHeHu hopmynebl |, Bce ux
cTepeonsomMepHble (PopMbl U UX CMeCK B NI0BOM COOTHOLLEHNU U MX (PU3NOMNOrMYecKm
npuemrnemMble CONK, a Takke UX NpornekapcTsa onpeaeneHHo ABNSITCA NpeaMeToM HaCTosLWero
nzobpeTeHns. AHanorM4HoO aToMy BO BCEX NPEANOYTUTENBHbBIX CoeaAnHEeHNsX popmynbl | Bce
ocTaTKu, KOTOpble NPUCYTCTBYIOT B Monekyne 6onee 4eM oguH pas, Takke He 3aBUCAT Apyr OT
apyra v MoryT 6bITb OANHAKOBBLIMW NN Pa3fINYHbLIMU.

CoepnunHeHus dopmynbl | MOryT BbiTb MONyYEHbl MPUMEHEHMEM METOOUK 1 CNOCOOO0B, KOTOpbIE
per se ABMASITCA XOPOLUO U3BECTHLIMU U NMPU3HAHHLIMU CPEOHNM CNELManMcTOM B JaHHON
obnacTtu. MicxogHble BellecTBa unun «6rnoku ans nocTpoeHus» Ans Ucnonb3oBaHus B 06LLmnx
MeToAMKax CUHTEe3a, KOTOpble MOXHO NPUMEHATb NPY MoNyyYeHun coeguHeHuin opmMynei |,
ABNAIOTCA NErko 4OCTyNHbIMK ANs cpegHero cneynanncTa B gaHHon obnactn. Bo MHormx
cny4asix OHM SIBNSAOTCS KOMMEPYECKM AOCTYMHbIMU UMW ONUCaHbl B niuTepaTtype. B npoTtuBHoM

Ctpanuua: 45



170

15

20

25

30

35

40

45

50

RU 2346 944 C2

cny4ae OHM MOTyT ObITb MOMYyY€eHbl U3 JIETKO OOCTYMHbLIX COeAUHEHNA-NPeaLeCTBEHHNKOB
aHanorn4yHo MeToamkam, onucaHHbIM B nntepaType, Unu no Metogmkam, onncaHHbIM B aHHOM
3asiBKe, U1 aHanormM4yHo Takum MeTOAMKaM.

B obuem, coeanHeHns dopmyrnbl | MOryT BbiTb NOMyYeHbl, HANPUMEP, B XOA4E KOHBEPreHTHOro
CUHTE3a CBsA3blBaHMEM ABYX Unu 6onee gparMeHTOB, KOTOpble MOryT ObITb OnpeaeneHsbi
peTpoCUHTETMYECKUM 0Opa3om 13 bopmMynbl |. Bonee KOHKPETHO, NpK NONYyYEHUN COEANHEHUN
dopmynbl | B kayecTBe B0OKOB 4Ns1 MOCTPOEHUSA NCNONBb3YIOT NOAXOAALMM 0Bpa3om
3aMeLleHHble UCXOAHble NPoM3BoAHbIe BeH3onmmnaasona. Ecnm Takme nponsBogHble He
SABIAKOTCS KOMMEPYECKN OOCTYMHLIMW, OHWU MOTYT ObITb MOSYY€HbI MO XOPOLLO U3BECTHLIM
cTaHOapTHbIM MeToaMKkaM 0bpa3oBaHMs LUMKNMYECKOn cuctembl 6eHzommmngasona. Nocpeacteom
BblOOpa NoaxoadaLmMx Monekyn-npeawecTBEHHUKOB CUHTE3bl 3TUX BEH30MMNAA30510B NO3BOMSAOT
BBOAUTb pPa3fiMyHble 3aMeCTUTENN B pa3fiMyHble NONOXeHUs cucteMbl 6eH3onmmnaasona, kotopasi
MOXET ObITb XMMMYECKN MoandULMpOBaHa, YTODbI B KOHLE KOHLIOB MOMYy4YnTb MOMNEKyIy
dopmynbl |, nmetoLyto TpebyemMyto CTPYKTYpY 3amelleHust. B kayecTBe 04HOro 13 NosHbIX
00630pOoB, B KOTOPbIX MOXHO HANTW pasfnyHble AeTann N nuTepaTypHbI€ CCbINKN MO XUMUK
OeH3onMmMMaasona u No CUHTETMYECKMM METOAMKaM MX MoslydeHus, MOXXHO yKka3aTb J. Backes, B.
Heinz, W.G. Ried in Houben-Weyl, "Methoden der Organischen Chemie" (Methods of
Organic Chemistry), Georg Thieme Verlag, Stuttgart, Germany, 1994, Vol. E8c Hetarene.

Ecnn ncxogHbele npon3BoaHble 6eH3ouMmMaa3ona He ABNATCA KOMMEPYECKM AOCTYMHbIMU U
OOMXKHbI ObITb CUHTE3MPOBAaHbI, 3TO MOXET ObITb cAenaHo, Hanpumep, B COOTBETCTBUM C XOPOLLIO
N3BECTHLIMW CMHTE3aMN BEH30MMUNAA30I0B, YKa3aHHbIMUY BbIlEe. B crnegyowmx metogukax
nepeyncrieHbl U KpaTKo NprMBeaeHbl MeTOANKN, 0COBEHHO MHTEPECHLIEe AN BapuaHTa
OCYLLIECTBMNEHNS] AAaHHOro NM3006peTeHns, OAHAKO OHU SBNSOTCS CTaHOAPTHBIMU MeToauKamu,
LUMPOKO 0bCyXaaemMbiMM B NiMTepaType U XOPOLLO U3BECTHLIMU CMeLManucTy B JaHHOW obnacTu.
XoTH He Bcerga nokasaHo TOYHO, B HEKOTOPbIX Cy4Yasix BO BPEMS CUHTE3a B YKa3aHHbIX HUKE
peakumsix MOXeT MMeTb MecTo 0Opa3oBaHNe NO3ULMOHHbIX M3OMEPOB. TEM He MeHee, Takme
CMECM MO3ULMOHHbBIX N30OMEPOB MOTYT ObITb pasgeneHbl COBPEMEHHbIMM criocobamm
pasgenenus, nogobHbIMK, Hanpumep, npenapaTtneHon BOXX.

1) J.H. Musser et al., Synth. Commun. 1984, 10, 947.
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B 3aBMCMMOCTU OT 3aMecTUTENEeN B UCXOAHbIX BELLLECTBAX B HEKOTOPbLIX CUHTE3aX
©eH30MMMAaa30n0B MOryT 6bITh NOSTYYEHBbI CMECU MO3ULMOHHBIX M3OMEPOB, KOTOPbIE, OOHaKO,
MOryT ObITb pa3gerieHbl COBPEMEHHbIMU crnocobamn pasgenenns, NoagooHLIMK, Hanpumep,
npenapaTtueHon BOXKX.

Kpome Toro, ons nonyyeHnsa Tpebyemblx 3aMecTUTenemn y LUKNNYeCcKorn CUCTEMbI
©eH3onmmaasona B opmyrne | pyHKUMOHaNbHbIE FPynMbl, BBEAEHHbIE B LIMKINYECKY0 CUCTEMY
BO BpeMsi CMHTe3a 6eH3omMuMaasona, MoryT 6biTb Xumudeckn mogmdpuumpoBaHsl. OcobeHHO
rpynnbl, MPUCYTCTBYHOLLUNE B LIMKINYECKON cucteme 6eHzommmnaasona, MoryT ObiTb
MoAMMLMPOBaHbI Pa3fMYHBIMU peakumMsamMu, U, TakuMm o6pasom, MOryT OblTb NOMyYEHbI
Tpebyemble ocTaTkm R°. Hanpumep, 6eH3ommmnaason, cogepxallnii aTom Boaopoaa B
NONOXEHNN 2, MOXET ObITb Takke NOSTy4EeH OMbISIEHNEM U NOCNEAY WM
nekapbokcmnmpoBaHnem 6eH3onmMmnaasona, MMeLWEero CroXHy aupHyto rpynny B
COOTBETCTBYHOLLEM NONOXEHUN. ['pynnbl KAPOOHOBOW KUCMOTLI U IPYMMbl YKCYCHOWM KACIOTbI B
NONOXEHUN 2, NONOoXeHNN 4, MONOXEHUN 5, NONOXEHUN 6 1 NONOXEHUN 7 MOTyT ObiTb
npeobpasoBaHbl B X FOMOJION OObIYHBIMY peakUunsaMn Anst yorIMHEeHUs ueny KapboHOBbIX
KMCNOT. ATOMbI rarnioreHa MoryT ObITb BBEAEHbLI, HAaNpumep, No MmeToaukam, onnucaHHbIM B
nutepatype, aHanorM4Ho Huwxkecneaywouwemy. [na doropmpoBaHnsa 6eH3oMMmnaga3onos
BblOpaHHbIM peareHToM aBnseTcs Tpudnat N-cptop-2,4,6-TpumeTunnupnannmna (T. Umemoto, S.
Fukami, G. Tomizawa, K. Harasawa, K. Kawada, K. Tomita, J. Am. Chem. Soc. 1990, 112,
8563), Ho BbIOOp HE OrpaHMYMBaETCS AaHHBIM peareHToM. XrnopupoBaHve, 6poMupoBaHMe Mnm
nogmpoBaHme 6eH30MMMAA30M0B MOXET ObiTb OCYLLIECTBIEHO B3anMOOeNCcTBUEM C
3NeMeHTHbIMK ranoreHamm unu ¢ ncnonb3osaHnem NCS, NBS mnnu NIS n mHormnx gpyrmx
peareHTOB, XOPOLLO U3BECTHbIX CNeuManicTy B JaHHOW obnactu. 3T METOAMKN YKasaHbl,
Hanpumep, y Y. Shi et al., Synth. Commun. 1993, 23, 2623; H. Rapoport et at.,

Synthesis 1988, 767; R. Jones et al., J. Org. Chem. 1999, 64, 6575; J. Sessler et
al., Chem. Eur. J. 2001, 7, 721. B 3aBUCMMOCTU OT YCNOBWIA peakuun, peareHTa,
CTEXMOMETPUMN M KapTUHbI 3aMeLLEHUS rarioreH BBOAAT B MOMNOXEHME 2, U/unn nonoxexue 4,
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n/vnu nonoxenue 5, n/unu nonoxeHune 6, n/unu nonoxenune 7. CenekTMBHbIM 06MEHOM
ranoreH/metann unu meTannMpoBaHUEM CENeKTMBHbBIM 0OMeHOM Bogopoa/mMeTann u
nocrneaynLmm B3aMMmogencTBUEM C LUMPOKNM AMana3oHOM 3MekTpoduioB B reTepoLmknnyeckme
KonbLa MoryT 6bITb BBeAEHbI pa3nuyHble 3amectutenu (R. Breslow et al., J. Am. Chem. Soc.
1983, 105, 5337; P. Knochel et al., J. Org. Chem. 2000, 65, 4618; S. Ohta et al.,

Chem. Pharm. Bull. 1996, 44, 1831). ManoreHbl nnu rugpokcurpynnel - Yepes TpudnaT mnm
HoHacbnaT - UNM NepBUYHbIE aMUHBI - Yepe3 UX ANA30HMEBYHO COSb - UMK NOchne
B3auMMOMNpeBpaLleHMs B COOTBETCTBYHOLLNIA CTaHHAH UM OOPOHOBYHO KACMOTY, MPUCYTCTBYOLIMNE
B CTPYKType GeH3ommMumaasona, MoryT ObiTb Npeobpa3oBaHbl B pasnuyHbie gpyrue
PyHKUMOHanbHbIe rpynnbl, nogobHele, Hanpumep, -CN, -CF3, -C,F5, npocTeie agmpbl, KUCNOTHI,
amuabl, aMUHbI, ankuibHbIE UKW apuUrbHbIE FPYNMbl, peakumMsiMn, ONocCpeaoBaHHbIMM
nepexogHbIM1 MeTannaMmm, a UMEHHO C MOMOLLbIO NannagueBblX U HUKENEBLIX KaTannm3aTopoB
Unu conen meam v peareHToB, ykasaHHbIX Huxe (F. Diederich, P. Stang, Metal-catalyzed
Cross-coupling Reactions, Wiley-VCH, 1998; nnun M. Belier, C. Bolm, Transition Metals

for Organic Synthesis, Wiley-VCH, 1998; J. Tsuiji, Palladium Reagents and Catalysts,

Wiley, 1996; J. Hartwig, Angew. Chem. 1998, 110, 2154; B. Yang, S. Buchwald, J.

Organomet. Chem. 1999, 576, 125; T. Sakamoto, K. Ohsawa, J. Chem. Soc. Perkin Trans

I, 1999, 2323; D. Nichols, S. Frescas, D. Marona-Lewicka, X. Huang, B. Roth, G.

Gudelsky, J. Nash, J. Med. Chem, 1994, 37, 4347; P. Lam, C. Clark, S. Saubern, J.

Adams, M. Winters, D. Chan, A. Combs, Tetrahedron Lett, 1998, 39, 2941; D. Chan, K.

Monaco, R. Wang, M. Winters, Tetrahedron Lett. 1998, 39, 2933; V. Farina, V.

Krishnamurthy, W. Scott, The Stille Reaction, Wiley, 1994; F. Qing et al. J. Chem.

Soc. Perkin Trans. 11997, 3053; S. Buchwald et al. J. Am. Chem Soc. 2001, 123, 7727,

S. Kang et al. Synlett 2002, 3, 427; S. Buchwald et al. Organic Lett. 2002, 4, 581;

T. Fuchikami et al. Tetrahedron Lett. 1991, 32, 91; Q. Chen et al. Tetrahedron Lett.

1991, 32, 7689). Hanpumep, HATpOrpynnbl MOryT BbiTb BOCCTAHOBIEHbI B @aMUHOTPYNMbl
pasnnYHbLIMM BOCCTaHABMMBAOLLMMWN areHTaMn, TakuMn Kak cynbuabl, ANTUOHUTDI,
KOMMSEKCHbIE TMApUAbI, NN KaTanuTU4eCcKUM ruapupoBaHnem. BocctaHoBneHne HUTpOrpynnbl
MOXeT OblTb NpoBeaeHO Ha 6onee NO34HEN CTaaum cMHTe3a coegmMHeHUs opmynbl | 1
BOCCTaHOBMNEHNE HUTPOrpynnbl B aMUHOMPYNny MOXHO TakKe NpoBOAMUTb OQHOBPEMEHHO C
peakuuen, BbINONHAEMOM Ha ApYron yHKUUOHANLHOW rpymnne, HanpuMmep npy peakuuun rpynnsl,
nogo6bHom unaHorpynne, ¢ cynbuaoM BOAOPOAA MW Npy rMapupoBannn rpynnel. [Ana BBegeHus
octaTka R3® amuHorpynnbl MoryT 6bITb 3aTeM MOANDULMPOBAHLI MO CTAHAAPTHLIM METOAMUKAM
ONs anknunMpoBaHus, HanpMmep B3anMo4encTBMEM C (3aMeLLEHHbIMKW) ankunranoreHaamm nnu
BOCCTa@HOBUTESbHbIM aMUHUPOBAHNEM KapOOHMWMbHbIX COEAUHEHWIA, MO CTaHO4APTHBIM METOAMKaM
auMnMpoBaHns, HanpMMep B3auMOAENCTBUEM C aKTUBUPOBAHHLIMU NPOM3BOAHbIMU KapOOHOBLIX
KMCNOT, TaKUMK KaK XNopaHrnapuabl, aHrMapvabl, akTMBMPOBaHHbIE 3Mpbl UNu gpyrue
Npon3BoAHbIE KACIOT, UM B3anMogencTBUeEM C KapOOHOBLIMU KACNIOTaMKU B MPUCYTCTBUK
aKTMBUPYIOLLIErO areHTa, Unn ctaHgapTHbIMM METOAMKaMU CYNbOHUNNPOBaHNSA, HanpumMmep
B3aMMoencTBnem ¢ cynboHUNXnopuaamun.

CnoxxHoadunpHbIe rpynnbl, NPUCYTCTBYOLWME B KOMbLe GeH3onmmngasona, MoryT 6biTb
rMaponM3oBaHbl B COOTBETCTBYOLLME KapOOHOBLIE KUCIOTbI, KOTOPLIE NOCIE akTuBaLmMm MoryT
ObITb 3aTEM NOABEPrHYTLI B3aMMOAENCTBUIO C aMMHAMMK UM CNMPTaMKU B CTaHOAPTHbIX
ycrosusax. Kpome Toro, 3T CrnoXXHO3(UPHbIE NN KUCIOTHbIE rpynmnbl MOryT ObiTb
BOCCTaHOBSEHbI B COOTBETCTBYHLUME CIMPTLI MO MHOMMM CTaHAAPTHbIM MeToankaM. lNMpocTbie
3hbmpHbIe rpynnbl, NPUCYTCTBYOWME B BEH30MMMAA30ITbHOM KOSbLie, Harnpumep
©EH3MMOoKCUIpynnbl UNK Apyrne nerko pacliennsiemMsie rpynmnbl, MOryT ObiTb pacLlensieHbl ¢
nonyyYeHnem rmgpoKCUrpynmn, KoTopble 3aTeM MoryT ObiTb MOABEPrHYThl B3aMMOAENCTBUIO C
pasnuYHbLIMKU areHTamu, Hanpumep areHTamu Ans ob6pasoBaHNs MPOCTLIX 3UPOB NN
aKTUBMPYIOLLMMN areHTaMu, NO3BONSAOLWMMN 3aMEHNTb TMAPOKCUIPYNNy Ha Apyrue rpynneoil.
AHanornM4yHo MoryT B3aMMOAENCTBOBaTb cepacofepxaline rpynnbl.

B npouecce cuHTe3a ana moandmnkaymm rpynn R unu R®, npucoeamHeHHbIX K LMKNMYeCcKoi
cucteme beHsonmmaasona, ¢ UCnosib3oBaHMEM METOAOSOMMM NapansiensHoro cMHTe3a NoOM1MMo
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pasnuyHbIX peakLmii Ype3BblYaiHO NPUMEHNMbBIM MOXET ObITb KaTanua ¢ nannaguem, HUKenev
unu megeto. Takne peakuuu onucadsl, Hanpumep, y F. Diederich, P. Stang, Metal-catalyzed
Cross-coupling Reactions, Wiley-VCH, 1998; unu M. Seller, C. Bolm, Transition Metals

for Organic Synthesis, Wiley-VCH, 1998; J. Tsuiji, Palladium Reagents and Catalysts,
Wiley, 1996; J. Hartwig, Angew. Chem. 1998, 110, 2154; B. Yang, S. Buchwald, J.
Organomet. Chem. 1999, 576, 125; P. Lam, C. Clark, S. Saubern, J. Adams, M. Winters,
D. Chan, A. Combs, Tetrahedron Lett. 1998, 39, 2941; D. Chan, K. Monaco, R. Wang, M.
Winters, Tetrahedron Lett. 1998, 39, 2933; J. Wolfe, H. Tomori, J. Sadight, J. Yin,

S. Buchwald, J. Org. Chem. 2000, 65, 1158; V. Farina, V. Krishnamurthy, W. Scott, The
Stille Reaction, Wiley, 1994; S. Buchwald et al., J. Am. Chem Soc. 2001, 123, 7727;

S. Kang et al., Synlett 2002, 3, 427; S. Buchwald et al., Org. Lett. 2002, 4, 581.

Kpome Toro, npvBefdeHHbIE Bbille peakuny Ang npeobpasoBaHns YHKUMOHAMNbHbIX rpynm, B
obueM, LIMPOKO onucaHbl B y4ebHMKaxX Mo OpraHn4eckor Xummumn, nogobHeix M. Smith, J. March,
March's Advanced Organic Chemistry, Wiley-VCH, 2001 1 B MmoHorpadusax, nogobHbix Houben-
Weyl, "Methoden der Organischen Chemie" (Methods of Organic Chemistry), GeorgThieme
Verlag, Stuttgart, Germany, or "Organic Reactions", John Wiley & Sons, New York, unn R.C.
Larock, "Comprehensive Organic Transformations”, Wiley-VCH, 2" ed (1999), B. Trost, I.
Fleming (eds.) Comprehensive Organic Synthesis, Pergamon, 1991; A. Katritzky, C.

Rees, E. Scriven Comprehensive Heterocvdic Chemistry I, Elsevier Science, 1996), B

KOTOPbIX MOXHO HaWTWU AeTanu npoBedeHUs peakuni 1 nepBuYHbIe NUTEpPaTypHbIE NCTOYHUKN.
Bcnenctsue Toro pakta, 4To B HACTOSALWEM criyvyae yHKUMOHAanNbHbIE FPYNnbl IPUCOeANHEHbI K
KonbLy OeH3oMMMaa3ona, B HEKOTOPbIX Cy4vasix MOXeT BbiTb Heobxoanmo cneumdpuieckn
afanTvMpoBaTh YCIOBMSA peakuun unm Beibpatb cneymdmyeckne peareHTsl U3 psga peareHTos,
KOTOpble, B MPUHLMNE, MOTYT UCNOMNb30BaThCS B peakuun npeobpa3oBaHns, Unuv, nHade,
ncnonb3oBaTh ONpeaeneHHble MeponpuaTUs Anst AOCTMXEHUSA Tpebyemoro npeobpasoBaHus,
Hanpumep MCNomnb30BaTbh METOAbI 3alMTHbIX rpynn. Kak Obl To HM ObINo, HaxoxaeHue
NnoaxoAsLmnX BapuaHToB peakumii 1 YCNOoBUIN peakuny B TakUX Cryvasx He co3aaeT HUKaKMX
npobrem Ansg cneynanucta B gaHHon obnactn. CTPYKTYpHbIE 3NeMeEHThbI, MPUCYTCTBYIOLWNE B
ocTaTkax B nonoxeHun 1 konoua 6eHsoumMugasona B coeguHeHusax popmynel | 1 B rpynne
CORS?, NPUCYTCTBYIOLLEN B NONOXEHUN 2 KonbLa 6eH3onmmaasona, MoryT 6biTe BBEAEHbI B
ncxogHoe npoussogHoe 6eH3onmmnaasona, 4OCTYNMHOE, Kak ONUCAHO Bbille, NocneaoBaTenbHbIMM
CTagmsiMu peakuum ¢ UCNoNb30BaHNEM METOAOB NapansienibHOro CUHTE3a, NoA0OHbIX MeToaam,
OMNMCaHHLIM HUXE, C NCMOMb30BaHWEM METOOMK, KOTOPbIE per se XOPOLUO U3BECTHbI crneunanucty
B AaHHOW obnacTu.

Octatkn R® MoryT 6bITb BBEAEHBI B COeauHeHne hopMyIbl 2, HanpuMep, KoHaeHcaLmeil
COOTBETCTBYIOLLEI KapBOHOBOM KUCIOTLI hopMynibl 2 ¢ coeanHeHnem dopmynsl HRE, T.e. ¢
amuHom cpopmynbl HN(R')R?-V-G-M, ans nonyyeHusi coeamHenns popmynbl 3. MonyyeHHoe
Taknm obpasom coeguHeHue popmynbl 3 MOXET yxxe cogepxaTtb TpebyemMble KOHeYHbIe rpynbl,
T.e. rpynnbl R® 1 R% moryT 6b6iTb rpynnamm -N(R")R?-V-G-M n R%-Q-, 3HaueHus koTopbix
ykasaHbl B oopmyne |, unu, HeobasaTensbHO, B MONyYEHHOM TakMM 06pa3oM coeanHeHnn
copmynbl 3 octaTok unm octatkn R® 1 octatok R®2 npeobpasyiot B octatkn N(R"R2-V-G-M

1 RO.Q cooTBetcTBEHHO ANA NonyyeHust TpeByemoro coeanHeHNs opmybi |.

N N
Ty e (Tt
N RS N R& dopmyna 1
2 IlQez

3 fe

Takum o6pasom, octaTku R® n octatkn R" 1 R?-V-G-M, copepxalumecs 30ech, MOryT UMETb
3HaueHnst R' 1 R%-V-G-M cooTBeTCTBEHHO, NPUBEAEHHbIE BbILLE, UMY B AOMNOMHEHUM K OCTaTKaM
R" 1 R?-V-G-M cbyHKLMOHarbHbIe rpynmbl MOTYT NPUCYTCTBOBATL Takke B hopme rpynn,

KOTOpble MOXHO 3aTeM npeobpasoBaTh B KOHeuHble rpynnbl R n R%-V-G-M, T.e.
dYHKUMOHarnbHbIE rpynmnbl MOrYT NPUCYTCTBOBaTb B hopMe rpynn-npeawecTBEHHUKOB UMK
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Npon3BOAHbLIX, HaNpUMep B 3alluLLeHHoN rpynne. B npouecce nonyyeHus coeanHeHui hopmynel
| 0ObIYHO BLIFOAHO MM HEOOXOAMMO BBOAUTL (PYHKLMOHANbHBIE TPYMMbl, KOTOPbIE CHVXKAKOT UMK
npefoTBpaLLaloT HexenaTtenbHble peakunm Unm noboyHble peakLun Ha COOTBETCTBYIOLLEN
CTaguun cuHTesa, B hopMe rpynn-npeiLlecTBEHHUKOB, KOTOpble No3xe npeobpasyoT B
Tpebyemble PyHKUMOHANbHbIE FPYMNbl UK BO BPEMEHHO BNOKUPYOLLME (DYHKLMOHAMNbHbIE
rpynmnbl cTpaTernein 3alnTHLIX rpynmn, nogxoddwen ana npobnemsl cuHTesa. Takme ctpaTterum
XOpOLLO M3BECTHbLI CrieuManucTy B JaHHor obnacTtu (cM., Hanpumep, Greene and Wuts,
Protective Groups in Organic Synthesis, Wiley, 1991, unu P. Kocienski, Protecting

Groups, Thieme 1994). MNpumepamu rpynn-npeaLecTBEHHNKOB ABNATCA LuaHorpynmnbl 1
HUTporpynnbl. LinaHorpynna moxeT ObiTh Ha Gonee nosaHer ctagum npeobpasoBaHa B
Npoun3BoAHble KapbOHOBOW KMCIOTbI UM BOCCTAHOBIIEHA B aMUHOMETUNBHYO rpynny, unm
HUTPOrpynMbl MOTyT BbITb NPeobpasoBaHbl BOCCTAHOBMEHUEM, NOAOBHbLIM KaTanuTnyeckomy
rMapupoBaHns, B aMUHOrpynnbl. 3alnTHbIE rpynnbl MOTYT UMETb Takke BuA TBepaon gassl, U
oTLenneHve OT TBepaon dasbl 03HavYaeT yaaneHue 3awmnTHou rpynnbl. [pumeHeHne Takux
cnocoboB M3BECTHO cneyunanucTy B AaHHon obnacTtu (Burgess K (Ed.) Solid Phase Organic
Synthesis, New York, Wiley, 2000). Hanpumep, deHonbHasa rugpokcurpynna MoxeT ObiTb
npucoeguHeHa K TpUTUANONMCTUPOIBHON CMOMe, KOTopas CryXXUT B KayecTBe 3aLMTHON rpynnbl,
W MOINEKyny OTLENnNSAT OT AaHHOW cMonbl obpaboTkon TFA Ha Gonee no3gHern cTagun CMHTe3a.

OcTtatok R%2 B coeanHenmnsax dopmyn 2 u 3 moxeT o3HauaTh rpynny -Q-R°, sHaueHune
KOTOPOW yKa3aHO Bbllle, KOTOpas B KOHLE KOHLIOB JOMMKHA NpUCyTCcTBOBaTh B Tpebyemon
uenesoin monekyne opmynbl |, UnNn oHa MOXeT 03HayaTb rpynny, KoTopas MoXeT BblTb 3aTeM
npeobpasosaHa B rpynny -Q-R°, Hanpumep rpynny-npealecTBEHHIK, UM NPOM3BOAHOE
rpynnbl -Q-R%, B KOTOPOIt dhyHKLMOHANBLHbIE FPYNMbI NPUCYTCTBYIOT B 3aLLMLEHHO dopme, uni
R®2 MoxeT 03HauaTb aToM BOAOPOAA UMK 3aLUMTHYIO rPynny Anst aToMa asoTa KonbLa
6eH3ommmaasona. AHanornyHo atomy octatkm R3C umetoT cootBeTcTBYIOWME Onpeaenennst R3
B cbopmyne |, Kak ykaszaHo Bbille, O4HAKO 4SS CUHTE3a coeanHeHun dopMynbl | 3T ocTaTKu
TOXe MOTyT B MPUHLMNE NPUCYTCTBOBATL Ha CTaguWn KOHOEHcauuM coeamHeHns opMynbl 2 ¢
coeaunHennem cdopmynbl HR® ansa nonyuenuns coeguHenns copmynsl 3 B hopme rpynn-
npeaweCcTBEHHUKOB UMK B 3aLLUMLLEHHON hopMme.

OctaTkammn R®3 B coeuHeHnax opmyrbl 2, KOTOPbIE MOTYT BbiTh OAMHAKOBLIMM U
pasfMYHbIMK, MOTYT BbITb, Hanpumep, rMmapokey unn (C4-C4)ankokem, T.e. rpynnsl COR®,
NpUCYTCTBYIOLNE B COEAMHEHUAX POPMYIbI 2, MOryT BbiTb, HAaNpumMep, cBOBOAHbLIMU
KapbOHOBLIMW KUCOTaMKU UK NX adnpamu, NogobHO ankumnoBbiM acpmpam, Kak MoryT 6biTb
rpynnsl COR® B coeanHernsix coopmynel |. Fpynnamu COR® moxeT 6biTh Takke nioboe apyroe
aKTMBMPOBAHHOE NMPOU3BOAHOE KApOOHOBOW KMCIOThI, KOTOPOE MO3BOMSIET NofnyvaTb aMua,
nonyyatb CROXHbIA 3P NN NonyyaTb CROXHbLIA TUOAUP NpU B3aMMoaencTBun ¢
coegmHeHneM opMyIbl HR®. "pynnown COR?®3 MoxeT 6bITb, HaNpUMeP, XNopaHrMAPUL
KMCNOTbI, aKTUBUPOBAHHbIVA CNOXHBIN 3P, NOA0BHbLIN 3aMeLLLEHHOMY CMOXHOMY (DEeHUNOBOMY
acupy, azonua, nogobHbIN UMUOAa3onuny, asug UM CMeLaHHbI aHrngpua, Hanpumep
CMeLLaHHbIN aHrMapua ¢ 3(pMpoM YronbHOW KUCMNOThbl UX C CEPHON KNCIOTON, Npu4emM Bce
yKa3aHHble NPOu3BOAHblE MOTYT BbITb MOMYyYeHbl U3 KAPOOHOBOW KUCMNOThLI CTaHAAPTHLIMU
MeToAnKamMu 1 MoryT 6biTb MOABEPrHY Tl B3aUMOAENUCTBUIO C aMUHOM, CMIUPTOM Un
mepkanTaHom cdopmynbl HR® B cTangapTHbIx ycnosusx. Ipynna kap6oHoBoii kucnoTtsl COOH,
npeactaensowas COR® B coenmHernn hopmynbl 2, MOXeT BbITb NonyyYeHa, Hanpuvep, 13
CNOXHO3(UPHOW rpynmnbl, BBEAEHHOW B cucTeMy GeH3oMMuMaa3ona BO BpeMs CMHTe3a
BeH3omMMmaasona ctaHgapTHeIMKM cnocobamu rmaponmaa.

CoeaunHeHus cdopmynebl |, B kKOTOpOR rpynna COR?® npencraensiet coboit rpynmny CrnoXxHoro
achmpa, MoryT BbITh Takke NofnydeHbl M3 CoeanHeHU OopMYynbl 2, B KOTOPOW COR®?
npeacraendaeT cobon rpynny kapboHOBOM KMCIOTbI, OBbIYHBIMU peakumMsamMu aTepurdukaumm,
nogo0Ho, HanpuMep, peakLn KUCNOoTbl CO CMMPTOM B YCMOBUSIX KUCIOTHOrO Katanuaa, unm
anknnNMpoBaHUs CONU KapbOHOBOW KUCHOTbI 3NEKTPOUITOM, NOAOOHBLIM ankunranoreHuay, unm
nepeatepudmrKauumn u3 pyroro cnoxHoro acoupa. CoeamHeHus copmynel |, B KOTOpoK rpynna
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COR?® npepncrtaBnset coboit aMuaHyto rpynmy, MoryT 6biTb NOMyYeHbl U3 aMUHOB U COEAMHEHWIA
copmynbl 2, y koTopbix COR® npeacraenset coboii rpynny kapGOHOBOI KUCMOTLI UNK ee
achmpa, 0ObIYHBIMK peakumsaMm aMmnHnpoBanna. OcobeHHO A4S NoNy4YeHns aMUAOB, COEANHEHMS
copmyrbl 2, B koTopoit COR®® npencrasnsieT coboit rpynny kap6oHOBOI KUCNOTbI, MOTYT BbITh
KOHZEHCMPOBaHbI B CTAHAAPTHBIX YCIOBUSIX C coeamHennsmn dopmynbl HRE', koTopble
ABNAOTCA aMUHaMM, NMPU NOMOLLM OObIYHBLIX peareHTOB COYETaHUs, NMPUMEHSIEMbIX B CUHTE3€e
nentMaoB. TakMMK peareHTaMy codeTaHus SBMATCA, HanpumMep, kapbogunmMmmabl, NOAOOHbIE
avupmknorekcunkapbognmmmay (DCC) unu gumnsonponunkapoogmumuay, kKapooHunguasonsi,
nogobHble kapboHungummmngasony (CDI) n nogobHbIM peareHTam, nponundgocgoHOBLIN
aHrmgpug, tetpacdTopbopat O-((unaHo(aTokcmkapooHun)meTuneH)ammHo)-N,N,N',N'-
TeTpameTunyponus (TOTU), anatundocdopunumnanug (DEPC) unu 6uc-(2-okco-3-
okcasonuauHun)docdopunxnopu (BOP-CI) n mHorve gpyrue.

Ecnun octaTtok -Q-RO, NPUCYTCTBYIOLWMI B GeH3onmuaasone dopmynbl |, nnm octaTok R63,
nNpUCyTCTBYOLWMI B 6eH3oummaasone opmynbl 2, NN OCTaTokK, B KOTOPOM PYHKLMOHAsbHbIE
rpynnbl B octatke -Q-R° nnu R® npucyTcTBytoT B 3awmieHHoi dopme nnu B doopme rpynmbi-
npeaLwecTBEHHNKA, HE BBEAEH ellle BO BpeMs npeabiayLlen crtagnum, Hanpumep BO BpeMs
CUHTEe3a KonbLua 6eH3omMmmngasona, 3TM OcTaTku MOryT ObiTb, HAaNpUMep, BBEAEHbI B MONTOXKEHNE
1 cuctemMbl 6eH3oMMMaa3ona obLWENPUHATLEIMM NUTepaTypPHbIMKU cnocobamm, XopoLLo
W3BECTHLIMW cneunanucTy B AaHHoW obnacTtn ans N-ankmnnpoBaHus, BOCCTAaHOBUTENbHOMO
amuHupoBaHus, N-apunuposaHus, N-aumnupoBaHus nnn N-cynboHUNMpoBaHNA aToOMOB a3oTa
KonbLa retepouuknoB. MicxogHoe nponsBogHoe 6eH3onmmaasorna, KoTopoe criegyet
NCnonbL30BaThb B TaKOW peakuyuu, UMeeT aToM BoAopoAa B nonoxeHun 1. N-ankunvposaHue
aToma asoTa KofbLa MoXeT ObITb, Hanpumep, NPOBEAEHO B CTAHOAPTHBLIX YCNOBUSIX,
npeanoyYTUTENBHO B NPUCYTCTBMM OCHOBaHMs, nogobHoro K,CO5, Cs,CO3, NaH nnn KO-t-Bu, ¢
MCNOMNL30BaHMEM anKUnMpyoLLero coeamHerns dopmynsl LG-Q-R® unn popmynsl R%2-LG, B
KoTopoii aTom B rpynne Q unu B rpynne R%2, ceasanHbIii ¢ rpynnoii LG, B 3ToMm crnyyae
SBNAETCA anudaTtuyeckum atoMoM yrnepoaa ankunbHou Yyactu n LG npeacraenseTt cobol
yXOsLLYI0 rpynny, Hanpumep ranoreH, NoAoOHkIN Xnopy, 6pomMy nnu noay, nnm
CcynboHMMNoKeHrpynny, NOA0OHYI0 TO3UMOKCH, ME3UNOKCU U TPUTOPMETUICYNbGOHNTOKCH.
IG MOXeT ObITb, HaNpUMep, Takke rMMOPOKCUTPYNMON, KOTOPYHO AN NPOBeaeHNs peakuum
ankunMpoBaHns akTUBUPYIOT OBLLENPUHATBIM aKTUBUPYOLWMM areHToM. [1ns nonyyeHns
COeaNHEHWI, Y KOTOpbIX A NpeacTaBnsaeT cobon NpsiMyto CBA3b M apoMaTtnyeckas rpynna
HenocpeacTBEHHO CBsi3aHa C NofoXeHneM 1 cuctembl 6eH3oMMmnaasona, MOXXHO NPUMEHATb
obLWwenpuHATLIE METOOUKN apuUnNMpoBaHusl. B kadecTBe apunmMpyoLmMx peareHTOB MOXHO
ncnonb30BaTb, HaNpumMep, apundTopuabl, NogobHble ankndTopbeHzoaTtam, unm 4-
dTOopheHmnmeTnncynbqoHbl. Takne cnocobbl onncaHsl, Hanpumep, M. Yamada et al. J. Med.
Chem. 1996, 39, 596; J. Ohmori et al. J. Med. Chem. 1996, 39, 3971. AnbTepHaTUBHO,
©0nbLUOE YNCO 3aMELLEHHbIX apunMoaMaoB, apundpoMmaoB unu apuntpudnaTtos mMoryT
CNYXWUTb B KQYeCTBE apuiMpyOLLNX areHToB B NOMOXEHNN 1 aToma a3oTa retepouukna B
onocpenoBaHHONM CONb Meaun uUnu nannagnem peakumm B COOTBETCTBUN, Hanpumep, ¢ P. Cozzi
et at. Farmaco 1987, 42, 205; P. Unangst, D. Connor, R. Stabler, R. Weikert, J.

Heterocyd. Chem. 1987, 24, 811; G. Tokmakov, |. Grandberg, Tetrahedron 1995, 51, 2091;

D. Old, M. Harris, S. Buchwald, Org. Lett. 2000, 2, 1403, G. Mann, J. Hartwig, M.

Driver, C. Fernandez-Rivas, J. Am. Chem. Soc. 1998, 120, 827; J. Hartwig, M.

Kawatsura, S. Hauk, K. Shaughnessy, L J. Org. Chem. 1999, 64, 5575; S. Buchwald et

al., J. Am. Chem. Soc. 2001, 123, 7727. Kpome TOro, Takme apunmpoBaHnsa MoryT ObiTb

Takke NpoBeAeHbl B3anmogencTemem 00mbLIOro Yncra 3ameLleHHbIX apuiidoopoHOBLIX KACTOT,
Kak nokasaHo, Hanpumep, Mederski, M. Lefort, M. Germann, D. Kux, Tetrahedron 1999,

55, 12757; J. Collman et al., J. Org. Chem. 2001, 66, 7892. Bo Bpems BbilleyKa3aHHbIX
npeobpasoBaHnii MOXET MMEeTb MECTO 0Opa3oBaHMe MO3ULMOHHbIX M3OMEPOB, TEM HE MEHee, 3TU
CMeCM MO3ULMOHHbIX M30OMEPOB MOryT ObiTb pasgeneHbl COBPEMEHHbLIMM criocobamm
pasgenenus, nogobHbIMKU, HanNpumep, npenapaTtneHon BOXX.
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M306peTeHne oTHOCUTCA Takke K Cnocody nonyyeHus coeguHeHus opmynbi 1V.

Cnocob nonyyeHns npon3BodHbIx GeH3onmmuaasonaHunuaoe onncaH B DE 3708292.
YKkasaHHble coegnHEeHUs noryyanu B CUMbHO KUCIOTHbIX YCITOBUAX C BbIXO4aMu NpUBnnM3nTenbHo
50%. AHanornyHble cnocobbl onucaHbl Takke B DE 4304650 wnu B Journal of Medicinal
Chemistry (1984, Vol. 27, Ne 2, pages 121-125), B KOTOpbIX COeANHEHMS Nonyyanu B
npucyTcTBMM BukapboHaTa HaTpus. 3TU ycnosusa obecnevmsatoT nonyvyeHne NpoayKToB TOMbKO C
HU3KUMK BbIxogamu. [lpyron uenbto HacTosLero n3obpeTeHns aBnsaeTca HaxoxaeHue cnocoba
aMVHUPOBaHUSA CoeanHeHui opMynbl V C BLICOKMMU BbIXO4AaMU U YACTOTOW.

M306peTeHune, cnegoBaTenbHO, OTHOCUTCS K CNOCOOY nomnyyeHns coeguHeHms hopmynei V.

N O R4 po21

I
| Ay, - g2 (V)
N
L
R23

B KOTOpOWA

X paBHo uenomy umcny 0 nnm 1,

R2" n R?* apnsaioTca ouHaKkoBLIMU UMW Pa3NMYHBIMU 1 HE3ABUCMMO [PYr OT Apyra
npeacTaBnsaoT cobon

a) aToM Boaopoaa,

b) -(C4-C,)ankvn, rae ankun SBnseTcs HeaamelleHHLIM U 3amellieH oauH-Tpu pasa R'3,

c) -(C4-Cg)ankunen-C(0O)-NH-R°,

d) -(C4-C3)ankunen-C(0)-O-R°,

e) -(Cy-Cy)ankunapwvn, rae apvn aBnsieTCst MOHOLMKITMYECKMM UNN BULMKITMYecknm 6-14-
YNEeHHbLIM apUMOM U MOHO-, - UM TPU3aMeELLIEH He3aBMCUMO Apyr oT Apyra R,

f) -(Co-C4)ankmnretepoapun, rge retepoapun siBfseTcs MOHOLMKINYECKUM UNn
BULMKNNYECKUM 4-15-4neHHbIM reTePoLMKINIIOM, COAEPXKaLLMM OONH, ABA, TPU UNN YeTbipe
rerepoaTtomMa, BblOpaHHbIX U3 a30Ta, Cepbl UMK KACNOPOAa, U MOHO-, AN- UM TPU3aMelLeH
HesaBucuMo Apyr oT apyra R&,

g) -(C4-C,)anknnreTepoumknun, rae reTepoLnKNn aBNAeTC MOHOLMKINYECKUM Unn
OMUMKNNYecKknm 4-15-4neHHbIM reTepoLMKIIMIIOM, cCoaepXXaliumM OauH, ABa, TPU UMK YeThbipe
rerepoatomMa, BblOpaHHbIX U3 a30Ta, Cepbl UMW KUCNOPOAA, rAe yKasaHHbIN reTepoLuKIvm
ABNSETCA He3aMeLLeHHbIM UM MOHO-, U- U TPU3aMeLLeH He3aBMCUMO Apyr oT apyra R8 u
AONOMHUTENBHO 3aMeLLeH MOHOLMKITMYECKUM NN BULIMKNNYECKUM 4-15-4neHHbIM
reTepouUKMIIoM, CoaepXaLlnm OAWH, ABa, TPU UMK YeTbipe reTepoaTtoma, BblOpaHHbIX U3 a3oTa,
cepbl UNu kucnopopaa, rae reTepounKnun SBNSeTCa He3aMeLeHHbIM UM MOHO-, AW- UMK
Tpu3amellEeH HeaaBncumo Apyr oT apyra R,

h) -(C4-C3)nepdTopankuneH,

i) -(C4-C3)ankuneH-S(0)-(C4-Cy)ankun,

j) -(C4-C3)ankmneH-S(0),-(C4-Cz)ankmn,

k) -(C4-C3)ankuneH-S(0),-N(R*)-R?,

) -(C4-Cz)ankuneHn-O-(C4-Cy)ankun,

m) -(Cq-Cs)ankunen-(Cs-Cg)umknoankmn mnm

n) -(Cq-Cs)ankun-het, roe het npeactaBnset cobor 3-7-4nNeHHbIV LUKINYECKMIA OCTaTOK,
cogepxawmn 1, 2, 3 unu 4 retepoatoma, BbIbpaHHbIX U3 a30Ta, Cepbl NN KUCMOPOAa, rae
YKa3aHHbIN LMKIMYECKMIA OCTaTOK ABMSETCHA HE3aMELLEHHbIM UM MOHO-, AW- UMK TpU3aMeLLeH
HesaBucuMmo apyr oT apyra R,

roe R%, R*, R%, R® R, R"™ u R umetoT 3HauyeHus, ykasaHHble B popmyne |,

R?? npencrasnsieT coboit

a) aToM BoaopoAaa,

b) -(C4-C4)ankvn, roe ankvn SBnsieTCs HeaameLLeHHbIM UK 3aMelleH oauH-Tpu pasa R13,

c) -(C4-Cs)ankunen-C(0)-NH-R°,
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d) -(C4-C3)ankunen-C(0)-O-R°,

e) -(Cy-Cy)ankmnapwun, rae apvn aBnsieTCst MOHOLMKITMYECKUM UNKN BULMKITMYecKnm 6-14-
YNEeHHbIM apUNoM U MOHO-, AW- UMK TpU3aMeLLieH HeaaBrcnumo apyr oT apyra R,

f) -(Co-C4)ankmnretepoapun, rge retepoapun siBfseTcs MOHOLMKIINYECKUM UNn
BmumKknnyecknm 4-15-4neHHbIM reTepoLMKNUIOM, cogepXalium oguH, Asa, TpPY UK YeTbipe
rerepoatomMa, BblOpaHHbIX U3 a30Ta, Cepbl UMK KACNOPOAa, U MOHO-, AN- UM TpU3aMelLeH
HesaBucuMo Apyr oT apyra R&,

g) -(Co-C,4)ankmnreTepouunknun, rae reTepoLUMKn SBsSETCAS MOHOLMKINYECKUM U
BnumMKNnyecknm 4-15-4neHHbIM reTepoLMKNUIoOM, cogepXalium oguH, ABa, TpY UK YeTbipe
retepoatomMa, BblOpaHHbIX U3 a30Ta, Cepbl UMW KUCNOPOAA, rae yKasaHHbIN reTepoLMKIv
ABNSETCA He3aMeLLeHHbIM UM MOHO-, U- U TPU3aMeLLeH He3aBMCUMO apyr oT apyra R8 u
OOMONMHUTENBHO 3aMeLLleH MOHOLUMKIMYECKUM Uy BULMKNNYECKUM 4-15-4neHHbIM
reTepouUmKnuMnoM, cogepxallumMm OauvH, ABa, TPU UNK YeTbipe retepoaTtoMa, BblGpaHHbIX U3 asoTa,
cepbl Ny KUcrnopoaa, rae reTepouuknun aBnNaeTcs HesaMeLeHHbIM U MOHO-, AN- UMK
Tpu3amelleH HeaaBncumo Apyr oT apyra R,

h) -(C4-C3)nepdTopankuneH,

i) -(Co-Cs)ankuneHn-S(0)-(C4-Cy)ankun,

j) -(Co-C3)ankmneH-S(0),-(C4-Cz)ankmn,

k) -(Co-Cs)ankunen-S(0),-N(R*)-R¥,

) -(C4-C3)ankunen-O-(C4-Cy)ankun,

m) -(Cqy-Cs)ankuneH-(Cs-Cg)umknoankun,

n) -(Cq-Cs)ankmneH-het, rae het npeacraBnsieT cobon 3-7-4neHHbIV LMKINYECKUIA OCTaTOoK,
cogepxalumii 1, 2, 3 unu 4 retepoatoMa, BeIbpaHHbIX U3 a30Ta, Cepbl UNK KUCNopoaa, rae
YKa3aHHbIV LIMKITUYECKUI OCTaTOK SABNAETCH He3aMeLLeHHbIM U MOHO-, AN- UK Tpu3aMeLleH
Hesasucumo apyr oT gpyra R™, unu

0) R%-V-G-M,

roe R%, R2, R*, R% R& R'" R"™ R™ V, G n M umeloT 3HauyeHus, ykasaHHble B hopmyne |,
unm cybetpyktypa R?'-N-R2-V B chopmyne IV MoxeT 06pasoBbiBaTh 4-8-UNEHHYIO LIMKINYECKYHo
rpynny, cogepxatuyto 1, 2, 3 unun 4 retepoatoma, BbiIbpaHHbIX U3 a30Ta, Cepbl UMK KMCIopoaa,
roe ykasaHHas Luknuyeckas rpynna sBnseTcs HesameLleHHOW UM MOHO-, AW- UNu TpusamelleHa
Hesasncumo Apyr oT apyra R, roe octatok R'* umeet sHauenns, ykasaHHbie B opmyne |,

R npeacTtasnsieT coboi

a) aToMm Bogoponaa,

b) -(C4-C4)ankvn, roe ankun siBnsieTcst HeaameLLeHHbIM UK 3aMelLeH oauH-Tpu pasa R13,

c) -(C4-Cs)ankunen-C(0)-NH-R°,

d) -(C4-C3)ankunen-C(0)-O-R°,

€) MOHOUMKIMYECKMI Unu BULMKNIMYECKUn 6-14-4neHHblA apun, rae apun MOHO-, An- UIn
Tpu3amelleH HeaaBncuMo Apyr oT apyra R,

f) MOHOLMKNUYECKUn nnu BULMKNNYECKUIA 4-15-4neHHbIN reTEPOLMKINI, COAEPXaLLM OONH,
OBa, TpW Unu YeTblpe reTepoaTtoma, BbIbpaHHbIX U3 a30Ta, Cepbl UK KUCIopoaa,

g) -(C4-C3)nepdTopankuneH,

h) -(C4-C3)ankmneH-S(0)-(C4-C,)ankumn,

j) -(C4-C3)ankmneH-S(0),-(C4-Cz)ankumn,

k) -(C4-Cg)ankunen-S(0),-N(R*)-R?,

) -(C4-Cs)ankmnnen-0O-(C4-Cy)ankun,

m) -(Cq-Cs)ankmneH-(Cs-Cg)umknoankmn,

n) -(Cy-Cs)ankun-het, rae het npegcraBngaeT cobon 3-7-4YneHHbIA LMKITMYECKUA OCTaTOoK,
cogepxawmii go 1, 2, 3 unn 4 retepoaToMoB, BbIOpaHHbLIX N3 a30Ta, Cepbl UMK KMCnopoaa, rae
YKa3aHHbIV LIMKITUYECKUI OCTaTOK SABNAETCH He3aMeLLeHHbIM UM MOHO-, AN- UK Tpu3ameLleH
HesaBucuMo Apyr oT apyra R™, unu

0) -Q-R°,
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roe R%, R?, R*, R R® R'° R13, R14, Q, V, G # M uUMeloT 3HauYeHWs:, ykazaHHble B
dopmyne |, n noacTpykTypa
B hopmyne IV npegcraBnsieT cobon 4-8-4neHHyo HacbIWeHHYH, YacTUYHO

HEHaCbILLEHHYIO UM apOMaTMYECKyH0 LIMKITMYeCKyto rpynny, cogepxatdyto 0, 1, 2, 3 nnu 4

retepoatomMa, BblOpaHHbIX U3 a30Ta, Cepbl UMM KMCNopoaa, N ABNAeTcst HeaaMeLlleHHON nnm

3amelleHa 1, 2, 3, 4, 5 unu 6 pas R3, roe R® nmeeT 3HaueHus, yKa3aHHble B oopmyne |,
KOTOpbIA BKMNIOYAET B3anMoaencTene coegmHeHmst oopmynel V

roe R% umeet 3Hauenus ykasaHHble B hopmyne IV, 1 nogcTpykTypa
B pbopmyne V nmeet 3HayeHns, ykaszaHHble B popmyne IV, ¢ nepBMYHBIM aMUHOM

U1 BTOPUYHBIM aMWHOM B NPUCYTCTBUM BOAbI, MO MEHbLUEN Mepe, OQHOr0 OCHOBAHMWS U, MO
MEHbLLEN Mepe, OQHOro CMELLMBAEMOro C BOAOW OpraHMYeCcKoro pacTBOpUTESS.
[pyrov uenbio HacTosLWEro n3obpeTeHns ABNAeTCA cnocob nonyyYyeHnss coegnHeHns
dopmynel IV, B KOTOPOM NEPBUYHBIA aMUH NpeacTaBnaeT cobown
a) NH,-R?', rge R?' umeet 3Hauenus, ykasaHHble B oopmyne 1V,
b) NH2-R2-V-G-M, roe R?, V, G u M umetoT 3HayeHus, yKasaHHble B oopmyne |V,
c) NH,-N(R?"M-R?2, rge R?" n R? umeloT 3HaueHus, ykasaHHble B cpopmyne 1V, nnm
d) coegmHeHne dopmynbl VI
R21
7N
HEN—N\RA/V—G_M (V)
roe R?, R?", V, G u M umeloT 3HaueHuns, ykasaHHble B cpopmyne V.
[pyroi Lenbio HacToswero n3obpeteHus aBnseTcst cnocob nonyveHnsa coeamHeHus 1V,
rae BTOPUYHBIM aMUHOM SIBMISIETCA
a) coeguHeHne

roe R?' 1 R% nmeloT 3HayeHus, ykasaHHble B chopmyne 1V,
b) coeauHeHne dopmynel VI
R21

VN
H*N\ /V~G—M (Vi)
R2

roe R?", R?, V, G n M umeloT 3HayeHus, ykasaHHble B coopmyne [V, nnu
c) coeanHeHue copmynsl Vi
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R24 R

| /
H-N=N  Sy—g—m (V)
R

roe R?, R?", R?*, V, G n M nmeloT 3HaueHus, ykasaHHble B doopmyne V.

C BBeOEHUSA NEPBUYHOIO UM BTOPUYHOIO amuHa B CMECb BOAbl U CMELUMBAEMOro C BOLOM
OpPraHN4yeckoro pacTBOPUTENSA HaYMHAETCS NonyyeHne coegmHennsa popmynsl V. 3atem
[06aBNAT OCHOBaHWE, B YaCcTHOCTU, BukapboHaT HaTpmsa N ob6pa3oBaBLUMINCS PacTBOP UMK
CYCMEH3UNI0 NEpEMELLNBAIOT NN BCTPAXUBAIOT Npu K.T. HakoHew, obaBnsaoT coegmHeHne
dopmynbl V nnubo B TBEpAOH hopme, NMBO pacTBOpPEHHOE B NOAXOAALLEM OPraHN4eCKOM
pacTtBopuTene. O6pa3oBaBLLYOCSA peakLMOHHY0 CMECh 3aTeM NEpPEeMELLMBAIOT UMN BCTPSAXUBAIOT
npu perynuposaHnm Temnepatypbl. CnycTs nogxoasilee Bpems peakumm coegmHeHne opmynbl
IV BbIOENsOT ocaxgeHneM, HanpumMep yaaneHneM opraHN4YecKoro pactBoOpUTENs
BblNapmBaHueM. AnbTepHaTMBHO, coeguHeHne copmynbl [V MoXeT ObiTb 3KCTparnpoBaHo ¢
NCMonb30BaHNEM OpPraHN4YeCcKoro pacTBOPUTENS, TAKOro Kak AUXropMeTaH, aTunaueTar,

TONyon, TPeT-0yTUNMETUNOBbLIV 3PP UNN ONSTUNOBLIN 3Up.

TepMUH «CMeLLMBaEMBbI C BOAOW OpraHUYeCKUin pacTBOPUTENb» MCMNONb3YOT AN
00603Ha4eHus1, HanpMMmep, OpraHUYeCcKNX pacTBOPUTENEN, TakMX Kak TeTparnapodypaH,
aLeToOHUTPUN, AMMeTUncynbdokena, amokcaH, 1,2-aumetokcnatad, N,N-gumetuncdopmammg, N-
METUMNUPPONNAOH, aueToH Unu cynbgonaH.

TepMUH «OCHOBaHME» UCMONb3YOT A51si 0003Ha4YeHMs1 KapboOHATOB LENOYHbIX MeTasnoB,
Hanpumep brukapboHaTa HaTpusi unu bukapboHaTa Kanusi, B TBepaor doopme nnm B hopme
pacTBOPOB pa3fiMyHbIX KOHLEHTpauuii. o cyllecTBy Bce HeopraHMyeckmne conm, 0Cob6eHHO
OukapboHaTbl, KOTOPbIE UMEIOT OCHOBHOCTL, CPaBHUMYHK C OCHOBHOCTbIO BukapboHaTa HaTpus,
MOXHO MCMONb30BaTh ANA ONMCAHHOro Bbilwe cnocoba. Kpome Toro, TepMmMH «OCHOBaHNE»
MCMonb3ylT Takke Anst 0603HaYeHNs TPETUYHbBIX aMUHOB, TakUX Kak TPUITUNAMUH UK
OMM30NponuUAaTUIaMmMH.

TepMUH «NepBUYHBIA aMUH» UCNONb3YIOT AN 0003Ha4YEeHUA aMMUHa, KOTOPbI 3aMeLLeH O4HUM
OCTaTKoOM Yy aToma a3oTa. TepMUH «BTOPUYHBLIA aMUH» MCNONb3YIOT AS1si 0003Ha4YeHMs1 aM1Ha,
KOTOPbI 3aMeLLeH ABYMA ocTaTkaMy y atoma asoTa.

TepmuH

R24

")

B hopmyrie IV aABnseTca koBaneHTHON CBA3bIO U, kKorga X paBHo 1, npeacTtaenseT coboi
octaTok N(R%).

[nsa peakumm n3obpeTeHnsa NpeanoyTUTENbHO UCMONb3YHOT OT 2 Moner Ao 12 monen
OCHOBaHMA Ha 1 Monb coeguHeHus opmynbl V.

[nga peakumm n3obpeTeHnst NpeanovTUTENBbHO NCNOMb3yT OT 1 Monsa o 1,5 mons
NepBMYHOrO aMmmHa U BTOPMYHOrO ammnHa Ha 1 Monb coegmHeHus chopmynbl V.

KonnyecTtBo nMcnonb3yemoro CMeLLMBAEMOro ¢ BOL4OM OpraHN4eckoro pacteoputens obbli4HO
coctaBnget ot 5 r go 300 r Ha 1 r coeamHeHus dopmynel V, npegnovtutensHo ot 10 go 200 r.

Bpemsi peakumm 0ObI4HO COCTaBNSET OT HECKOMBbKMX MUHYT 00 24 YacoB, NpeanoyTUTENbHO 1-
5 yacoB, B 3aBUCMMOCTU OT cOCTaBa CMeCK 1 BbIOpaHHOro Ananas3oHa Temneparypbi.

Temnepatypa peakumm coctaBngaeT ot 5°C go 120°C, npegnoytutensHo ot 10°C go 35°C, B
yacTtHocTu 25°C. B cnyyae 1-3amelleHHbIX NPON3BOAHbIX MMUAa3ona (CoeauHeHus, rae R% He
ABNSETCA aTOMOM BoAopoaa) TeMmnepaTypa peakuum coctaenseT oT 50°C go 120°C,
npegnoytutensHo ot 70°C go 100°C, B yactHocTh 90°C.

OcTtaTo4Hoe cogep)kaHne UcxodHoro cyocrpara, coeanHeHnst dopmynbl V, CHUXKanm go
coaepXaHusi B BblaeneHHoM coeguHeHnn cdopmynbl IV Huxe 0,5%.

MpenmyLlecTBEHHLIMM MPU3HaKaMm crnocoba N3odpeTeHns ABNATCA O4YeHb KOPOTKOE BPeMs
peakumm, OTCyTCTBUE OOMONMHUTENbHbLIX CTaAUA OYMCTKM, BbICOKME BbIXOAbl U BbICOKasi YACTOTA

o Ioe ¥ paBHO HYI©D, "
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NOSTy4YEeHHbIX MPOAYKTOB.

[ononHNTENbHBIMU NPENMYLLIECTBEHHBIMW NMPU3HaKkamu cnocoba n3obpeTeHns ABNSTCSA:

- nerkas 4OCTYMHOCTb Pa3HOOB6pa3HO 3aMeLleHHbIX aMUa0B UMMAA30M-2-KapbOoHOBLIX KACOT,
ocobeHHO amnaoB 6eH3oMMMAa30M-2-kapOoHOBBLIX KACIOT. [onyyeHne ykazaHHbIX CTPYKTYPHbIX
KnaccoB siBNAeTCHA TPyAHbLIM NpY NPUMEHEHUM CTaHOAapPTHBIX MEeTOAUK, TakMX Kak codeTaHue
©eH3onmmaason-2-kapboHOBLIX KUCNOT ¢ aMnHaMn. OYeHb YTO CUHTE3 3aMELLEHHbIX
©eH3onmMmaason-2-kapboHOBLIX KUCNOT ABMAsSEeTCs TpyaHbIM. Kpome Toro, 6eH3onmmaason-2-
KapbOOHOBbIE KUCMOTbI, 0COBEHHO 1-3amelLeHHble BeH30MMMaa30n-2-kapboHOBbIE KMCIOTHI,
UMEIT TEHOEHUMIO AeKapOoKCUNMpoBaTbCs BO BPEMS UX CMHTE3a, @ TAKKE B TUMUYHBIX
YyCroBUSAX coYeTaHns Ans nonyyeHnss amnios;

- nerkas JOCTYMHOCTb elle NOMHOCTBH HEM3YYEHHbIX CTPYKTYPHbIX KIaccos, Hanpumep
amnaoB TMeHo[3,4]umnaason-2-kapOoHOBLIX KNCHOT.

AMWHBI C O4EHb HM3KOW peaKLMOHHOW COCOOHOCTLIO, HAaNpUMepP aMUHbI, KOTOpbIe He
pearvpyroT Aaxe C XropaHrugpuaamm cooTBeTCTBYOLWMNX 6eH30MMMAa30M-2-kapboHOBBLIX KUCITOT,
Takue Kak (4-aMnHo-3-pTopdeHnn)NMppPoNnanH-1-mnmeTaHoH (Npumep 165) MM MeTUNOBbIN
aup 2-aMUHO-3-HUTPOOEH30KHOM KucnoTon (Mpumep 167), rmagko pearnpyroT (B 04EeHb MATKMX
YCIOBUSAX), YTO NMO3BOMSIET CMHTE3MPOBATh CheuuanbHble aHnnuabl MMUaa3on-2-kapboHOBbIX
KUCINOT, KOTOpble TPYAHO CMHTE3MPOBaTh APYrMMUY CyLLECTBYOLWMMN cnocobamu. Hanpumep,
auMnMpoBaHne METUNOBOro adpmpa 2-aMMHO-3-HUTPOBEH3O0MHON KUCMOThI AaXe CO CTEPUYECKHN
He3aTpyaHEHHbIM XJITOPaHrMaPUAOM KUCMOThI, HanpUMep aueTunxnopuaom, Tpedbyet 6onbLIoro
n306bITKa COOTBETCTBYHOLLErO XopaHrnapuaa KUCnoThbl U NoBbIWeHHbIX Temnepatyp (100°C,
TOMyosn B Ka4ecTBe pacTBOpUTENS).

MpegnoyTnTenbHble cnocobbl BKMOYAKT, HO HE OrpaHNYMBAKOTCSH UMK, CNOCOOLI, ONNCaHHbIE B
npumMmepax.

CoeanHeHnst HacTosLEro n3obpetTeHns ABNATCA UHIMBUTOpPaMKN cepuHNpPoTeasbl, KOTOpble
WHIMOVPYIOT aKTMBHOCTb (hepMeHTHOro chaktopa Xa n/mnu depmeHTHoro gakropa Vila
CBepTbIBaHUS KPOBU. B 4aCTHOCTM, OHM SIBNSAIOTCA OYE€Hb aKTMBHBLIMU MHIMOUTOpaMn dakTtopa Xa.
OHu aBnaTCa cneymduyeckMMmmn MHMMGUTopammn CepuUHNpPoTeasbl, MOCKOSbKY OHM MO CYLLECTBY
He MHIMBUPYIOT aKTUBHOCTL APYrMX NpoTeas, MHMIMOBMpPoBaHME KOTOPbIX HE XXenaTesnbHo.

AKTMBHOCTb COeaUHEHN popMyrbl | MOXeT BbITb onpeaeneHa, Hanpumep, B aHanusax,
OMNMCaHHbIX HWXe, UMW B APYINX aHanu3ax, U3BeCTHbIX B JaHHOM obnacTtu. Yto kacaeTcs
WHrMOMpoBaHua cakTopa Xa, NpeanoyTUTENbHbIN BapuaHT OCYLLIECTBINEHMS U30bpeTeHuns
COOEPXUT coeanHeHus, koTopble umetoT Ki<1 MM gns nHrnbrnpoBaHus daktopa Xa,
onpegensiemMbli B ONMCaAHHOM HUXe aHanmnse, ¢ ConyTCTBYHOLMM MHIMOupoBaHmeM cakTtopa Vlla
unu 6e3 Hero, 1 KOTopble NPEANOYTUTENBHO MO CYLLECTBY HE MHIMOUPYIOT aKkTUBHOCTb APYIMX
npoTeas, NPUHNUMAILLNX y4acTue B Koarynauum n pubpunHonmnse, MHrMOMpoBaHne KOTOpPbIX
ABNSAETCHA HexenaTtenbHbIM (MPY NCNOMNb30BaHUM TaKOW e KOHLUEHTpauum nHrmbutopa).
CoeanHeHns n3obpeTeHnst MHIMOMPYIOT KaTanMTUYECKYHO aKTUBHOCTb (hakTopa Xa nubo
HenocpeacTBEHHO B NPOTPOMOUHA3HOM KOMIMIEKCE UM B BUAE pacTBOPUMON CyObeaNHULbI,
nnbo HenpsiMbIM NyTEM NOCPEACTBOM UHIMOMpoBaHUs cbopku dakTopa Xa B NPOTPOMOMHA3HbIN
KOMMneKc.

B kauecTBe nHrubutopos chaktopa Xa wu/unu daktopa Vlla coegnHeHunsa dopmynsl |, n nx
PU3MONOrM4ECKn NEPEHOCHUMbIE COMU, U UX NPOMEKapCTBa ABMAITCA 00bIMHO NOAXOAALLMMN NS
neyvyeHNsa n NPouUNakTUKN COCTOSIHWIA, B KOTOPbIX aKTUBHOCTb hakTopa Xa u/unun daktopa Vlla
UrpaeT posib UM NMEET HeXenaTenbHy BEMUYUHY, UX Ha KOTopble BnaronpmuaTHOE BAUsIHME
oKasblBaeT UHrMbmnpoBaHue daktopa Xa u/unu dakropa Vlla unm cHuxeHne nx akTMBHOCTEN,
unu ans npodunakTuki, obrneryeHns Unn fieYeHnst KOTopbIX XenaTenbHbIM SIBNsSieTCs
uHrMbuposaHune daktopa Xa n/mnu dakropa Vlla Bpayom. MNMockonbky MHrMbrnposaHue cakrtopa
Xa n/vunu daktopa Vlla okasbiBaeT BNUsIHUE Ha CBEPTbIBaHUE KPOBU M PUBPMHONU3, coeanHEHNS
dopmynbl | 1 nx dranonorniyeckm nepeHocnuMbIe Conu U UX NPosiekapcTBa ABMASTCSA 00bIYHO
NOAXOAALWMNMMN ANS CHUKEHUS CBEPTbIBAHWUS KPOBM UMW O1151 NeYeHNs U NpodunnakTuku
COCTOSHWI, B KOTOPbIX aKTUBHOCTb CUCTEMbI CBEPTBIBAHUSA KPOBWU UrPaeT poslb U NMeeT
HexenaTenbHy0 BEMUYUHY, N Ha KOTOpble 6riaronpusiTHoe BIUSIHNE MOXET OKasblBaTb
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CHWKEHME CBepPTbIBaHMS KPOBUW, UK ANst NPOUNAKTUKA, OONErYeHns nunm nedeHms KOTopbIix
XenaTtenbHbIM SBNSAETCSH CHMKEHNE aKTUBHOCTU CUCTEMbI CBEPThLIBAHMS KPOBM BpayoM.
KoHKpeTHON Lenbio HacTodALWero n3obpeTeHns, Takum obpasom, SBNAETCA CHMKEHME Unn
WHIMBUpoBaHME HexenaTenbHOro CBEPThIBAHMS KPOBM, B YAaCTHOCTU, Y UHOUBMAYYMA BBEAEHNEM
3(pPEKTUBHOrO KONM4ecTBa coeanHeHuns |, nnn ero rU3nMonorn4eckn NepeHoCMMor Conum, Unu
€ro nNponeKkapcTBa, a Takke ux hapMaleBTUYECKMX NpenapaTos.

HacTtoswee nsobpeteHme oTHOCUTCA Takke K coeauHeHnsam oopmynsl |, n/mnu mx
dU3nMonNorn4eckm nepeHoCUMbIM ConsaM, U/Mnm nx NponekapcTeam Ans NpUMeHeHsl B kKa4ecTse
dapmaueBTUYECKNX CPEACTB (MM NEKapCTBEHHbIX CPEACTB), K MPUMEHEHUIO COeaUHEHNI
dopmynbl |, n/unm nx ouanonornyeckn NePeHOCMMbIX Conen, U/nnu nx NposiekapcTs Ans
nonyyeHns bapMmaleBTUHECKMX NpenapaToB Ans UHrmbuposaHusa caktopa Xa u/mnu aktopa
Vlla, nnn gna Bo3genctesns Ha CBEPTbIBaHUE KPOBKM, BOCNANUTENbHYIO peakLumio nnm
punbprHoONus, nnu Ang Tepanuu unm NpopmnakTnkn 3abonesaHni, ykazaHHbIX BbILLE UMK HUXE,
HanpuMep Ansa nonyyeHns papmaueBTUYECKUX npenapaToB A1 fleYeHnUs 1 NpodUnakTnkm
CEPAEYHO-COCYANCTLIX HapyLUeHUA, TpoMBoaMmbonuyeckmx 3abonesaHnin Unn pecTeHosa.
N306peTeHne oTHOCUTCH Takke K NPUMEHEHNIO coeguHeHuid hopmynsbl |, n/unu nx
PU3MONOrM4eckn NEPEHOCUMbIX COMNeNn, U/Unu nx NPoNeKapcTB As UHIMOMpoBaHuUs dakTopa Xa
n/vnu caktopa Vlla unu gna Bo3gencTems Ha CBepTbIBaHUE KPOBW UIK rOpUHONN3, Unu Ans
Tepanun unu NpounakTMkn 3aboneBaHui, yKkazaHHbIX BbILLE UMM HUXE, HAaNnpumep 4
NPUMEHEHNST B NeYEeHNN Unun npodunakTmke cepaeyHo-CoOCyaANCTbIX HapyLLUEHWH,
TpoMb6oambonuyecknx 3abonesaHnin N pecTeHo3a, U K cnocobam nevyeHns, UMerLLnM Takme
Lenu, BKYas cnocobbl AN yKa3aHHbIX NeYeHnst u npodunnakTuki. Hactosiee nsobpeteHne
OTHOCUTCS Takke K hapmaueBTUYecKuM npenapatam (Mnu papMaLeBTUYECKMM KOMMO3ULMAM),
KoTopble codepaT adhdeEKTUBHOE KONNYECTBO, MO MEHbLUEN Mepe, OAHOIr0 COeaUHEHMNS
dopmynbl |, n/unn ero prnanonornyeckn NEPEHOCUMbIX CONen, U/Mnun ero NPorekapcTs B
OOMOorHeHre K 0bblYHOMY (hbapmaLeBTUYECKN MPUEMITIEMOMY HOCUTENO, T.€. OOHOMY UIN
HECKONbKMM (hapMaLleBTUYECKM NPUEMMNEMbIM BELLECTBAM-HOCUTENSM, UIN 3KCUUNUEHTaM,
n/unn BcnomoraTenbHbIM BELecTBaM, Ui JobaBkaMm.

M300peTeHne OTHOCUTCA TakkKe K NeYEHNI0 NaToNOrMyecknx COCTOSHUI, Taknx Kak
aHomarnbHoe obpa3oBaHue Tpomba, OCTpbIN MHAPKT MUoKapaa, HecTabunbHasa CTEHOKapAms,
TpomBoambonus, ocTpas 3akynopka cocyaa, CBs3aHHasi C TPOMOONMTUYECKOW Tepanmen nnm
NOAKOXXHOW TpaHCNIOMUHANbHOW NNacTUYeckon onepaumen Ha kopoHapHbix cocyaax (PTCA),
NpexoasLme NpUCTyMbl ULEMUMW, YAap, NepeMexXaloLLasca XxpomMoTa unum obxogHoe cocygucroe
LUYHTUPOBaHWE KOPOHAaPHbIX UK nepudepnyecknx apTepun, nioMMHansHoe Cy>xeHue cocyaos,
pecTeHo3 nocse NacTMYeckon onepalmm Ha KOPOHapHbIX M BEHO3HbIX cocyaax, noaaepxaHve
[OCTyNa K packpbITOMYy COCyAy Npy NPOAOIKUTENBHOM reMoanannie naumeHToB,
natosnornyeckoe obpasoBaHue TpomMOOB, UMEIOLLLEE MECTO B BEHAX HUXKHUX KOHEYHOCTEN Nocne
Xvpyprum B GproLLIHON NonocTu, koneHe unu 6egpe, natonormyeckoe obpasoBaHne TpomMOOB,
UMetoLLee MECTO B BEHAX HMXKHUX KOHEYHOCTEW NOocne XMpyprum B GpOLIHON NOMOCTU, KONEHe
unu 6eape, pUCK NEro4yHon TpomoB0oamM6oNNUN UM ANCCEMUHNPOBAHHAsi CUCTEMHAs
BHYTpMcOCyaucTas Koarynonatus, MMetoLLast MecTo B BacKynsapHbIX CUCTEMaXx BO BpeEMS
CENTUYECKOro LLIOKa, HEKOTOPbIX BUPYCHBIX MHAEKLUIA nnmn pakoBoro 3abonesaHus. CoeguHeHus
HaCTOosLLEro N306peTeHNs MOXHO Takke NPUMEHSATb Ans ocnabneHnsa BocnanmMTenbHOW peakLumu.
MprMepamn KOHKPETHBLIX HAPYLLUEHUI, ANSA NeYEHUa UM NPoUNakTUKN KOTOPbIX MOXHO
NPUMEHATbL COeANHEHMA hopMyrbl |, ABNSAOTCS KOpoHapHOe 3aboneBaHnin cepgua, MHapKT
MuoKapaa, CTeHOKapAns, BaCKynsApHbIN pecTeHo3, HanpuMep pecTeHo3 nocne nnactuyeckomn
onepauun Ha cocynax, nogobHon PTCA, pecnvpaTopHbIi AMCTPECC-CUMHOPOM B3POCHIbIX,
MHOXXECTBEHHas He4OCTaTOYHOCTb M ANCCEMUHUPOBAHHOE BHYTPUCOCYANCTOE HapyLleHne
CBepTbIBaHUA KpoBU. [NpumMepamMmm pOACTBEHHbBIX OCNIOXHEHUN, CBA3AHHbLIX C XMPYPrn4yecKumMm
onepaumsmn, ABnsTCs TPoMO03bl, Nog06HbIE TPOMOO3Y rNy6oKMX BEH U TpoMOO3y
NOBEPXHOCTHLIX BEH, KOTOPbLIE MOTYT MMETb MECTO NOCIE XMPYPruiecKon onepauum.

CoeanHenuns cdopmynsbl |, n nx GU3NONOrMYECKM NEPEHOCUMbIE CONK, N NX NPONeKapcTBa
MOryT ObITb BBEAEHbI XXMBOTHbLIM, MPEANOYTUTENBHO MAEKONUTAOLWMM, U, B YACTHOCTU, N0AAM B
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KayecTBe hapmaLeBTUYECKNX CPEACTB AN Tepanuu unm NpounakTnki. MIx MoxHo BBOAUTL Kak
TakoBble, UMK B CMeCcsX Apyr ¢ ApyroM, unmn B oopme dapmMaLeBTUYECKMX npenaparTos, KOoTopble
OOMyCcKaloT aHTepanbHOe UMW NapeHTepanbHoe BBeAeHUe.

dapmaueBTnyeckne npenapatbl MOryT BbiTb BBEAEHbI NepoparbHOo, HanpumMep B hopme
nunonb, TabneTok, TabneTok-gpaxe, TabneTok ¢ NOKPbITUEM, FPaHyI, TBEPAbIX U MATKUX
XenaTUHOBbIX Kancyr, pacTBOPOB, CUPOMNOB, AMYNbCUA, CYCNEH3NIN UM adPO30JSTIbHbIX CMECEN.
BeeneHve, ogHako, MOXeT BbITb Takke NPOBEAEHO peKTanbHO, Hanpumep B oopme
Cynno3vTopueB, Unu napeHTepanbHo, HanpuMep BHYTPUBEHHO, BHYTPUMBILLEYHO UMM NOOKOXHO
B (popme pacTBOPOB AN UHBEKLMM UMM PaACTBOPOB A58 UHAY3UKU, MUKPOKANCyI, UMMNNaHTaToB
UIn narnoyek, UM NOAKOXHO UMM MECTHO, HanpumMep B hopMe Masen, pacTBOPOB UMY HacTOEK,
UnNu gpyrumu NyTaMu, HanpuMmep B popme asposorniein Unm HasarnbHbIX Crpees.

dapmaveBTUYeCKNe Npenapatbl NO N306pPETEHNIO MONyYaT CNOCOBOM, U3BECTHLIM per se U
3HAKOMbIM CNeLManncTy B JaHHOM obnacTtu, npuyeM Kpome coeamHeHusi(nin) popmynel |, u/mnm
ero (nx) pmsmonormyeckn NepeHoCUMbIX Cornenr, U/vnm ero (Ux) NPonekapcTs NPUMEHSIOT
dapmaLeBTUYECKM NpremMnemMble UHEPTHbIE HEOpPraHNYeckne U/Mnm opraHmyeckme HOCUTEnNMu.
Onsa nonyyeHus nunonb, TabneTok, TabneTok C NOKPbITUSAMU U TBEPAbIX XKEeNaTMHOBbIX Kancyn
MOXHO NPUMEHATb, Hanpumep, NakTo3y, KyKypy3HbIi KpaxmMan Unmn ero NpouM3BoHble, Tanbk,
CTeapuHOBYIO KUCIOTY UNn ee conu u T.4. Hocutenamu ansg MArkmx xenaTnmHOBLIX Kancyn u
CYNno3nTOpUEB ABMSIOTCH, HanNpuUMep, >XX1pbl, BOCKW, NONyTBEpAbIE U XUAKUE MONNOnb,
NpUpoaHbIe UNKU rMaporeHn3npoBaHHble Macna u T.4. lNoaxoasawmumm HocuTenamm Ans
nony4yeHns pacTBOPOB, HaNpMMep PacTBOPOB AN UHBbEKUWIA, NN SMYTNbLCUA N CUPONOB
SABMSAOTCS, HaNpuMMep, BoAa, CONeBOW pacTBop, CAMPThLI, MMULEPUH, NONUONLI, caxapo3a,
WHBEPTHLIN caxap, rMKo3a, pacTuTensHble Macna u 1.4. NogxoasawumMm HocutTensaMmmn aons
MUKpOKarncys, UMNaHTaToB Unu nanovek SBnaTCs, Hanpumep, cononnumepsbl rMUKoneBon
KMCNOThbI U MOJTOYHOW KMcnoThl. ®apmaleBTuyeckne npenapatbl 06bIYHO cogepxart
npnbnuantensHo 0,5-90% macc. coeguHeHnn popmynbl |, /unm nx dpmsmonormyeckn
nepeHOCUMbIX conewn, U/vnu nx nponekapcTs. KonmyecTBo akTUBHOMO MHrpeaneHTa gopmynbi |,
n/nnun ero OU3MoNormyeckn NepeHoCMMbIX Conemr, /mnun ero NponekapcTs B hapmaLeBTUYECKNX
npenapatax obbl4HO cocTaBnsaeT NpubnmantensHo ot 0,5 mr oo npnbnuantensHo 1000 wmr,
npegnovTuTensHo NpnbnuanTensHo ot 1 Mr go npubnuantensHo 500 mr.

Kpome akTuBHbIX MHrpeaneHToB opMynsl |, n/mnun nx rusnonornyeckn npuemMnemblx coneu,
n/unmn nx NpornekapcTs U BeLLEeCTB-HocUTenen papmaueBTudeckne npenapatbl MOTYT COAepXKaTb
no6aBku, TakvMe Kak, HanpuMep, HaNoNHUTENW, Ae3NHTErPUPYIOLLUE areHTbl, CBA3bIBaOLne
BELLEeCTBa, CMa3biBaloLLMeE BELLECTBA, CMaYMBaLLMe areHThbl, CTabunua3aropbl, 3Mynbratops,
KOHCepBaHTbl, MoACNaLuBaoLLmMe BeLecTBa, Kpacsllme BelecTBa, KOPPUreHThl,
apomarumsaTtopsbl, 3aryctutenu, pasbasutenu, ydepHble BellecTBa, pacTBOPUTENH,
conobunnaaTopsl, areHTbl 418 JOCTUXeHUsa addpekTa aeno, conu Ang U3MeHeHus
OCMOTUYECKOro AaBneHnd, areHTbl 4515 NofyYeHUs NOKPLITUA UNKU aHTUOKCUAAHTbl. OHU MOTyT
cogepxaTtb Takke ABa unu 6onee coegmHeHuin hopmynsl |, n/unu nx pusnonornyeckm
nepeHoCUMbIX conewn, U/mnu nx nponekapcTs. B cnyvae cogepxaHma papMaLeBTUHECKUM
npenapaTom AByx unu 6onee coegnHeHnn popmyrbl | BbIGOP MHAMBUAYANbHBLIX COeQUHEHUI
MOXeT ObITb Lienbio Npy onpegeneHHom obLem gpapmakonornieckomMm npodpumne
hapmaLeBTMYeckoro npenapata. Hanpumep, odeHb cunbHoOENCTBYOLEEe coeanHeHne ¢ bonee
KOPOTKOW NPOAOIIKUTENBHOCTBIO eNCTBUS MOXET BblTb KOMBUHUPOBAH C ANUTENbHO
OeNCTBYOLWNM coegnHeHneM ¢ Bonee HM3KOM akTUBHOCTbLIO. [MBKOCTb, AonyckaeMas B
OTHOLLEHMU BbIOOpa 3aMecTuTenel B coegmHeHnsax opmynbl |, N03BONseT 3Ha4YUTENBHO
perynupoBaTtb bronoruyeckue n uU3nNKo-XMMnUIECKne CBOMNCTBA COEAMHEHWI 1, TakuM 06pa3om,
no3BonseT NpPoBOAUTL OTOOP Takux Tpebyembix coegnHeHuin. Kpome Toro, Kpome, no MeHbLUewn
Mepe, OQHOro coeauHeHns popMynbl |, W/unu uUanonornyeckn NnepeHocuMon conu, n/nnn ero
nporekapcTea hapmavueBTUYecKne npenapartbl MOMyT Takke coaepKaTb OOUH UMM HECKONbKO
Apyrnx TepaneBTUYECKN N NpounakTnieckn akTUBHbIX UHFPEOUEHTOB.

Mpu NnpuMeHeHnn coeamHeHui opmMynbl | o3a MOXeT BapbMpoBaTh B LUMPOKUX Npegenax u,
yTO ABNSAETCA 06blYHLIM U U3BECTHLIM NevalleMy Bpayy, AomkHa ObiTb nogxoadiwen ons
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OTAEeNbHbIX COCTOSIHMI B KaXXAOM YacTHOM crnyyae. OHa 3aBUCUT, HanpuMep, OT KOHKPETHOro
NPYMEHSAEMOro COeQUHEHMNS, NPUPOAbI N TSHKECTU 3aboneBaHns, NOABEPraeMoro Ne4YeHuio,
cnocoba 1 cxembl NpuemMa NekapcTBEHHOro CPeAcTBa, UM OT TOro, fieyaT fi OCTpoe Unu
XPOHMYECKOE COCTOSIHUE UIK NPOBOAAT NpodmnakTuky. MNoaxoasailyto o3y MOXHO YCTaHOBUTL C
NPYMEHEHNEM KITMHNYECKNX NMOAXOA0B, XOPOLLO M3BECTHbIX B 0bnactn meanumHbl. B obwem,
CyTOuYHas [403a ANs AOCTVKEHNSA HYXKHbIX pe3ynbTaToB Y B3POCIOro nalmMeHTa, Maccom
npuénunantensHo 75 kr, coctaenset ot 0,01 mr/kr go 100 mr/kr, npegnoyvtutensHo ot 0,1

mr/kr ao 50 mr/kr, B yacTHocTn OoT 0,1 mr/kr go 10 mr/kr (B KagoMm criydae B Mr Ha Kr

Maccel Tena). CyTouHasi 4o3a MOXeT OblTb pasgeneHa, ocobeHHo, B Criyyae BBEAEeHNS
OTHOCUTESbHO BOMbLUNX KOMMYECTB, HA HECKONBbKO YacTen, Hanpumep, Ans 2, 3 nnm 4
BBeAeHuIi. Kak 00bl4HO, B 3aBMCUMOCTM OT NOBEAEHUSI MHANBUAYYMA MOXET BbITb HE06X0ANMO
N3MEHUTb YKa3aHHY CYTOYHYIO [O3Y B CTOPOHY YBENUYEHUS UM YMEHbLLUEHNS.

CoepnunHeHve gopmynbl | MOXHO Takke noaxogsLmMmMm oOpa3oM NPUMEHATb B Ka4ecTBe
aHTUKoarynsHTa BHe opraHnsama uHgmsugyyma. Hanpumep, adhdekTMBHOE KONMYeCcTBO
COeANHEHNs N3006peTeHns MOXKeT ObITb MOABEPrHYTO KOHTaKTY CO CBEXeoTobpaHHbIM 0bpa3Luom
KpOBW ANg npefoTBpalleHnst koarynaumm obpasua kposu. Kpome Toro, coeanHeHne dopmynbi |
UIn ero cofb MOXHO MPUMEHATbL ANA AMarHOCTUYECKUX Lerner, HanpuMmep npu ycTaHoBNeHUn
OMarHo3os in vitro, n B ka4ecTBe BCMOMOraTefnlbHoOro CpeacTea B OMOXMMUYECKMX
nccnegosaHusix. Hanpumep, coeanHeHme opmyrbl | MOXXHO NPUMEHATL B aHanu3e ans
naeHTudmkaumm npucytctena aktopa Xa n/vnm dpakropa Vila unu gna sbigeneHunsa gpakropa Xa
n/vnun daktopa Vlla no cywecTtsy B ovnieHHon popme. CoeamHeHne n3obpeTeHnst MOXHO
TaKke MeTUTb, Hanpumep, pagnoakTUBHLIM M30TOMOM, N MeYeHoe CoeIHeHne, CBS3aHHOe C
dakTopom Xa n/unu caktopom Vlla, 3aTemM MOXHO AETEKTMPOBATL C UCMOMb30BaHNEM OObLIYHOMO
crnocoba, NPMMEHNMOro Ans AeTEKTMPOBaHUS ONpeaeneHHon MeTkn. Tak, coeanHeHne opmyIb
| unNn ero conb MOXHO NPUMEHSATH B Ka4eCcTBe 30HAa ANs 0OHapyXXeHUsS MECTOMOMOXEHMS UMK
KONM4eCTBEHHOW akTUBHOCTW (hakTopa Xa n/munu dakropa Vlla in vivo, in vitro unum ex vivo.

Kpome Toro, coeanHeHmsa chopmyribl | MOXXHO NPUMEHATE B KQYECTBE NPOMEXYTOUHbIX
COEeANHEHMWI CUHTE3a ANS NONYyYeHUs OPYrMX COEQUHEHNIA, B YAaCTHOCTM APYTnX
hapmMaLeBTUYECKN aKTUBHbIX MHIPEOMEHTOB, KOTOPbIE MOXHO MOMYYNTb U3 COEANHEHUI
dopmynel |, HaNpumep, BBeAeHWEM 3aMecTuTenen nunu mogudukaumen yHKLMOHaNbLHbIX rpynmn.

O6wwme cuHTEeTUYECKNE NOCNEA0BATENbHOCTM NOMYyYEHUA COEAMHEHNIA, NCMOMNb3yEMbIX B
HacTosILLEeM N306peTeHn, onucaHbl B NPUBEAEHHbIX HMXE npumepax. Npn HeobxoanmocTu
NpvBEOEHO ONMcaHue Kak 06 bACHEHWs, Tak U AENCTBUTENbHON METOAMKM Pa3NNYHbIX aCMeKTOB
HacTosLero n3obpeTteHus. HmxecneaywoLime npuMmepbl NpegHasHavanTcs NuULlb s
UNACTPaLMN HACTOALLEro N306pETEHUS U HE OrPaHNYMBatOT €ro HYU Mo 06bLEMY, HU MO
cyuwectsy. CneumanncTy B faHHon obnactu OygeT o4eBUOHO, YTO ANSA CUHTE3a CoeAUHEHUI
HacTosLLEero n3obpeTeHnsa MOXHO MCMONb30BaTb N3BECTHbLIE BapMaHTbl YCNOBUA 1 cnocoboB,
ONUCaHHbLIX B NpUMepax.

IMOHATHO, YTO M3MEHEHUS, KOTOPbIE NO CYLLIECTBY HE OKa3blBalOT BIIMSHUSA Ha aKTUBHOCTb
pasnNYHbIX BapUaHTOB OCYLLECTBIIEHNSA JAHHOrO N306peTeHUs, BKIMOYEHbI B ONMCbIBAaeMoe
n3obpeTteHuns. Takum obpasom, HUKecneayLme NnpuMepbl NpegHasHavYeHbl Ans unncTpaumum,
a He Ons orpaHNYeHnst HaCToALEro n3obpeTeHus.

NMPUMEPDI

Korga B KOHEYHON CTagumn CMHTE3a CoeMHEHNS NCNONb30Banun KMCIOTY, TaKyto Kak
TP TOPYKCYCHAdA KMCNOoTa UK YKCYCHasa KUCNoTa, HanpumMep Koraa TpuTOPYKCYCHYH KUCIOTY
ucnonb3oBanu Ansa yaaneHus rpynnsl tBu nnu korga coegmMHeHune ouuniianu xpomartorpadumein ¢
NCnorib3oBaHUeM 3MI0EHTA, KOTOPbLIA coaepyKarn Takyro KMCMOTY, B HEKOTOPbIX Criyvasx, B
3aBMCUMOCTM OT MeToda 0b6paboTkun, Hanpumep aeTtanen cnocoba CyLIKN 3aMOpaXnBaHUEM,
coeANHeHME nonyyanu YacTUYHO UM NOSHOCTLIO B POPME COMKM MCNOMb3YEMOW KNCNOTHI,
Hanpumep B hOpMe COMM YKCYCHOM KMCAOThI UM CONMN TPUPTOPYKCYCHOM KNCIOTbI, MK COnun
XJTOPUCTOBOAOPOAHOM KUCIOTbI.

VMcnonb3yemble abbpeBmatypbl:

TpeT-bytun tBu

2,2'-buc(andennndocduHo)-1,1'-6uHacdTin Binap
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Buic(okco-3-okcasonnanHnn)docdopunxnopua BOP-CI
[OnbeHannnaeHaueToH dba
[uxnopmeTtaH OXM
Ouumknorekcunkapbogmummg, DCC
Ouatundochopunumanng DEPC
OuchocdopunaTunammH DIPEA
4-InmeTnammHONMPUANH DMAP
N,N-OumeTtundopmammng OM®A
[nmeTuncynbdokens aMco
1,1'-Buc(andernndocdunHo)deppoueH DPPF
ekcadTopdocdatO-(7-azabeHzoTpuaszon-1-un)-N,N,N',N'-teTpameTmoypoHus HATU
N-BpomcykuuHnmmng NBS
N-XnopcykumHummng, NCS
N-MoacykumHumma, NIS
N-3tnmopdonmH NEM
MeTtaHon MeOH
KomHaTHasi Temnepatypa, 20°C-25°C K.T.
HacbiLeHHbIn HacblL,
TetparngpodypaH e
TpudTopyKcycHas kucnota TFA

TeTpadTopbopaTO-((aTokcrkap6oHun)umaHomeTuneHamuHo)-N,N,N',N'-tetpameTunyporns TOTU

Mpumep 1: (1-UsonponunnunepuanH-4-un)amug 1-[5-(5-xnoprnodeH-2-nn)nsokcason-3-
unmetun]-1H-6eH3onmmaason-2-kapboHOBOW KUCNOTbI

(i) TpeT-ByTunosbin achmp (1-m3onponunnunepuanH-4-nn)kapbaMmMHOBON KACMNOTbI

K pacteopy 5,0 r TpeT-06yTunosoro acpupa nunepnanH-4-unkapbammHoBOK KUCNOThl B 15 Mn
MeTaHona gobaenawT 7,34 mn aueTtoHa, 3,14 r Na(CN)BH3; n 0,3 mn ykcycHol kucnothl. [Nocne
nepemeLLMBaHns B TedeHre 16 4 nNpu K.T. pacTBOpPUTENDb yOanaoT Npu NOHWXEHHOM AaBMEHUN U
octaTok pacnpegenstoT mexagy 30 mn Bogbl u 30 mn atunauetata. OpraHmyeckuii crnon
NPOMbIBAIOT HachbIWeHHbIM pacTBopoM Na,CO3, Bogon n 3atem cywaTt Hag Na,SOy,.
PacTtBopuTenb yaansitoT Npy NOHWXKXEHHOM AaBIIeHUK, Nonyyasa npy 3TOM NpoaykT B Buae 6enoro
TBEPOOro BellecTBa.

Buixoa: 4,8 r. MC(ES™): m/e=243.

(ii) 1-U3onponunnunepnanH-4-unammH

K 4,8 r TpeT-6yTUnosoro acgmpa (1-nsonponnnnunepuamH-4-mn)kapbammHoBor KMCnoTebl B 15
M MeTaHona gobasnaT 20 Mn pacTBopa XITIOPUCTOBOAOPOAHON KACNOTbI B MeTaHorne (8M) n
CMeCb NepemMeLLnBaroT B TedeHne 16 4. YganeHue pacTBopuTens Npy NOHMXKXEHHOM AaBMEHUN C
nocreaywLlmMm yaaneHnem octaTouHbIX NIeTYy4nX KOMMOHEHTOB ABYKPaTHbIM BbiMapuBaHNEM
COBMECTHO C TONyOsIoM AaeT NpoayKT.

Bbixoa: 5,42 r. MC(ES™): m/e=143.

(iii) (1-N3onponunnunepnaunH-4-un)amug 1H-6eH30MMnaa3on-2-kapboHOBOWN KNCIOTbI

K pacteopy 300 mr 1H-6eH30oMMmaason-2-kap6oHoBon knucnotbl B 3 M AM®A n 1 mn NEt;
pobaensoT 398 mr rmgpoxnopuga 1-msonponunnunepuamnH-4-nnamvHa u 470 mr BOP-Cl n cmech
nepemMeLLnBaloT B TedeHne 3 4. HakoHel, gobasnaoT 3 mn HacblweHHoro pacteopa NaHCO; u
cMecb UNbTPYIOT Yepes kapTpuak chem elut®, antompysa atunagetatom. MNocne yaaneHuns
pacTBOpUTENS MPX MOHWKEHHOM AaBNTEHUN HEOUMLLEHHbIA NPOAYKT NOABEpraloT crieaytoLlen
cTagun peakumm 6e3 gONONHUTENbHOM OYNCTKN.

Bbixoa: 604 wr.

(iv) (1-MN3onponunnunepuanH-4-nn)ammng 1-[5-(5-xnopTmodeH-2-nn)nsokcason-3-nnmeTnn)-
1H-6eH30MMnaa3on-2-kapboHOBOW KUCIOThI

K pactBopy 200 wmr (1-n3onponunnunepungunn-4-un)amuaa 1H-6eH3ommmaason-2-kapboHOBOM
kncnotbl B 2 mn OM®A nipu k.T. gobasnsatoTt 227 mr Cs,CO3; n 194 mr 3-6pommeTnn-5-(5-
XNopTUOEH-2-MN)M30KCa301 [NONYYEHHbI MO aganTUPOBaHHON MeToAMKe, onncaHHon Ewing,
William R.; Becker, Michael R.; Choi-Sledeski, Yong Mi; Pauls, Heinz W.; He, Wei;
Condon, Stephen M.; Davis, Roderick S.; Hanney, Barbara A.; Spada, Alfred P.; Burns,
Christopher J.; Jiang, John Z.; Li, Aiwen; Myers, Michael R.; Lau, Wan F.; Poli,
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Gregory B; PCT Int. Appl. (2001), 460 pp. WO 0107436 A2] n cMecb nepemeLLvBaioT B
TedeHue 16 u. MNMocne gobaBneHus 5 mn Bogbl CMeCb hUnbTPYIOT Yepes kapTpuax chem elut®,
anonpys atunauetatoM. Nocne yaaneHusi pacTBopuTens npy NOHWXKEHHOM AaBfEHMM OCTaTOK
ounLatoT npenapatmBHon BOXKX (konoHka ¢ obpalyeHHon ason C18, antonpoBaHue
rpagmneHTom cmecn H,O/MeCN ¢ 0,1% TFA). ®pakunn, cogepxalime NpoaykT, ynapmsarT U
nnocmnnsyoT, nony4yast Npu 3Tom 6enoe TBEpAoe BewlecTBO. [1poayKT nonyyatroT B BUAE €ro
TpudTOopaueTaTHOn conu.

Buixoa: 29 mr. MC(ES™): m/e=484, cnekTp XnoprnponssogHoro.

Mpumep 2: (1-UsonponunnunepuanH-4-un)amug 1-[(4-xnopdennnkapbamonn)metun]-1H-
OeH3oMMraa3on-2-kapboHOBOW KMCAOTbI

(i) 2-Bpom-N-(4-xnopdeHun)aletammg

K pactBopy 5 r 4-xnopdeHnnammunHa n 1,5 mn nupuguda 8 30 Mn Tonyona npu oxnaxgeHum
nbaom no kannam gobaenstoT 8 r pomaueTunbpommnaa, pactsopeHHoro B 10 mn Tonyona.
Cnycts 2 ya ocafoK BbiAensaT hubTpOBaHMEM M NEPEKPUCTANM30BLIBAKOT U3 TONyona,
nony4as npm aToM 6enoe TBepAoOe BELLECTBO.

Bbixog: 10 .

(i) (1-N3onponnnnunepuamnH-4-nn)amug, 1-[(4-xnopdennnkapbamonn)meTnn]-1H-
©eH3oMmMmaason-2-kapboHOBOW KUCNOTbI

K pacteopy 200 wmr (1-n3onponunnunepungunn-4-unjamuaa 1H-6eH3ommmaason-2-kapboHoBoM
Kncnotbl B 2 mn JM®A npu k.T. gobasnaoT 227 mr Cs,CO5; n 173 mr 2-6pom-N-(4-
xnopdpeHun)aletammaa n CMecb nepemelLmBaioT B TedeHne 16 J. Nocne gobasnexHms 5 mn Boabl
cMecb UNbTPYIOT Yepes kapTpuax chem elut®, antompysa atunagetatom. MNMocne yaaneHns
pacTBopuTens Mnpu NOHWXKEHHOM AaBneHnn ocTaTok ounLaloT npenapaTtneHor BAXKX (konoHka ¢
obpauleHHon dason C18, antompoBaHue rpagneHtom cmecn H,O/MeCN+0,1% TFA). ®pakunn,
coaepxallume NpoaykT, ynapveatoT U NModunnnsytoT, nony4vas npy aToMm denoe TBepaoe
BeLlecTBo. [1poayKT nony4yaroT B BUAe ero TpudrtopaleTaTtHOM conu.

Buixon: 63 mr. MC(ES®): m/e=454, cniekTp Xnoprnpon3BoaHOro.

Mpumep 3: (1-NsonponunnunepuamnH-4-nn)amug, 1-[(5-xnopnupnanH-2-nnkapbamounn)metumn]-
1H-6eH30MMnaa3on-2-kapboHOBOWM KMCAOThI

(i) 2-Bpom-N-(5-xnopnmpnanH-2-nn)ayetammg

K pactBopy 5 r 5-xnopnupuamnH-2-unammHa u 1,5 mn nupuguHa 8 30 mn Tonyona gobasnsawT
no Kannsim Npu oxnaxageHum nogom 8 r 6pomanetTnnbpommaa, pactsopeHHoro B 10 mn Tonyona.
CnycTa 2 4 0cagok BbIAENST (UNbTPOBAHNEM U NEPEKPUCTANNN30BLIBAIOT M3 TONyona,
nony4as npm aToM 6enoe TBepaoOe BELLECTBO.

Bbixoa: 12 .

(i) (1-N3onponunnunepmanH-4-nn)amng 1-[(5-xnopnupngun-2-unkapbamonn)metnn]-1H-
©eH3onmmaason-2-kapboHOBOWM KNCMOThI

K pacteopy 200 wmr (1-n3onponunnunepungunn-4-unjamuaa 1H-6eHzommmaason-2-kapboHoBoM
kncnotel B 2 M AM®A npu k.T. gobasnstoTt 227 mr Cs,CO5 u 174 mr 2-6pom-N-(5-xnopnupuamH-
2-nn)auetaMmmaa u cMecb nepemMeLumBaroT B TedeHne 16 4. MNocne gobaenenvsa 5 mn Boabl cMecb
GuUnbTPYIT Yepes KapTpuax chem elut®, antonpysa stunayetaTom. lNocne yaaneHus
pacTBOpUTENS MPU MOHUXKEHHOM [aBNEHNN OCTATOK oumLaloT npenapaTtneHor BAOXKX (KonoHka ¢
obpauleHHon dason C18, antompoBaHue rpagneHtom cmecn H,O/MeCN+0,1% TFA). ®pakunn,
cofepXalyme npoaykT, ynapusarT 1 NMOUNN3YIOT, Nonyyasa npu aTom 6enoe TBepaoe
BeLecTBo. [1poayKT nony4yaroT B BUAE ero TpudtopaleTaTHOM Conu.

Buixoa: 34 mr. MC(ES™): m/e=455, cnekTp XnoprnponssoaHoro.

Mpumep 4: (1-NupumnanH-4-unnunepugun-4-un)amug, 1-[5-(5-xnoptrnodeH-2-nnjmaokcason-3-
unmeTun]-1H-6eH3onmMmaason-2-kapboHOBON KUCHOTbI

(i) TpeT-bByTunosbin acpup (1-NMpUMUAMH-4-UNnunepuanH-4-un)kapbammHOBOM KNCIOThI

K pacteopy 395 mMr TpeT-6yTnnoBoro acupa [1-(2-xnopnmpumnanH-4-un)nmnepunamH-4-mun]j
kap6amunHoBon kncrotbl B 10 mn ataHona m 0,3 mn ykcycHon kucnoTel gobasnstot 20 mr Pd/C
(10%) 1 cmecb npoaysatoT aproHomM B TedyeHme 10 MymH. 3aTtem cmecb nepemeLlunBaloT B
aTMocdepe Bogopoaa B TeveHue 5 4 npu K.T. Nocne gobasneHus 10 mn aTunaveTarta
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peakUMOHHYI0 CMeCb (OUNbLTPYIOT Yepes phIXIbIv cnon uenuta. PacTeoputens BbinapuBatoT Npu
MOHWXEHHOM [AaBMNEeHMUM U OCTATOK ABaXdbl NEPErOHSIIOT BMECTE C TOMYOroM, nonyyasi npu 3Tom
nNpoaykT B Buae 6enoro TBepaoro BeLecTea.

Bbixon: 468 mr.

(i) 1-MupummnanH-4-nnnnunepuavH-4-mnammH

K pacteopy 468 mr TpeT-6yTunosoro acdmpa (1-nmpumnanH-4-nnnunepuanH-4-
un)kap6amnHoson kncnotbl B 2 mn DCM gobasnsaoTt 2 mn TFA 1 cmecb nepemelunsaroT B
TedyeHue 2 4 npm K.T. 3ateM gobaensioT 10 M Tonyona u pacTBOpPUTENY yYAaNsioT nNpu
NMOHWXEHHOM AaBneHunn. OcTaTok ABaXAbl NEPEroHsT BMECTE C TOMyOnoM, nony4dasi npyu 3Tom
xentoe macno. lNpoayKkT nonyyarT B BUAE ero TpudTopaneTaTtHOW Conu.

Bbixog: 703 r.

(iii) (1-MupummanH-4-nnnnnepuamH-4-un)ammg 1H-6eH3onmmnaason-2-kapboHOBON KMCAOThI

K pactBopy 80 mr 1H-6eH3omMMmaason-2-kapooHoBol kucnotel B 1 Min AM®A n 0,2 mn NEt;
pobaensoTt 200 mr TpudTopaleTata 1-nupumnanH-4-unnunepugunH-4-nnammia u 125 mr BOP-CI
N CMeCb NnepemMeLunBaroT B TedeHne 3 4. HakoHel, o6aBnsaoT 3 MN pacTBopa HaCbILLEHHOMO
NaHCO3 1 cmecb hunbTpytoT Yepes kapTpuax chem elut®, antonpys atunauetatom. Nocne
yaaneHusi pacTBOpUTENS MPU MOHWKEHHOM AaBfIEHUN HEOUULLEHHbIA NPOAYKT NoaBeprarT
cnegylowen ctagum peakunmn 6e3 gononHNTENbHON OYNUCTKN.

Bbixon: 160 wmr.

(iv) (1-NMnupnmngun-4-unnunepmnann-4-un)ammng, 1-[5-(5-xnoptmnoden-2-unynsokcason-3-
nnmeTtun]-1H-6eH3onmMmngason-2-kapboHOBOM KMCNOTbI

K pactBopy 160 wmr (1-nupumunguH-4-unnunepugun-4-nn)amuga 1H-6eH3onmmngason-2-
kapboHoBow kucnoTbl B 2 mn AM®A npu k.T. gobasnaot 161 mr Cs,CO5 1 138 mr 3-6pommeTun-
5-(5-xnopTrodeH-2-nn)msokcasona U CMecb NepemeLLmBaloT B TeveHne 16 4. MNocne gobaeneHus
5 mMn BoAbl cMecb PUNBLTPYIOT Yepes kapTpuax chem elut®, anonpya atunagetatom. MNMocne
yOaneHnsa pactBOpUTENS NPW NOHMXEHHOM AaBNeHUN OCTaTOK oYuLaloT npenapaTtmuBHon BOXKX
(konoHka ¢ obpalyeHHon hason C18, antompoBaHue rpagneHtom cmecn H,O/MeCN+0,1% TFA).
dpakyun, cogepxalyme NpoaykT, ynapusarT 1 nnodunmayioT, nony4das npu atom 6enoe tBepgoe
BeLecTBo. [1poayKT nony4yaroT B BUAE ero TpudtopayeTaTHOM Conu.

Buixoa: 114 mr. MC(ES™): m/e 520, crniekTp X1opnpov3BOAHOrO.

Mpumep 5: a) MeTtunosbln admp 1-[5-(5-xnopTrodeH-2-nn)nsokcason-3-nnmetun]-2-(1-
usonponunnunepuaunH-4-nnkapbamownn)-1H-6eH3omnmmaason-5-kapboHOBO KMCNOThI

b) MeTunosbili adup 3-[5-(5-xnopTroden-2-nn)usokcason-3-nnmetunl-2-(1-
usonponunnunepuguH-4-nnkapbamomnn)-3H-6eH3ommmaason-5-kapboHOBON KMCNOThI

(i) MeTun-2-tpuxnopmeTun-1H-6eH3onmmngason-5-kapbokcunat

2,00 r (12,0 mmonb) meTun-3,4-anammHobeH3oaTa pacTBopstoT B 50 M KOHLEHTPUPOBAHHOM
YKCYCHOW KMcnoTbl. 3atem megneHHo gobasnsaoTt 2,09 mn (1,4 3kB.) MeTun-2,2,2-
TpuxnopaueTMmuaaTa n o6pa3oBaBLLYHOCS CMECh NepeMeLLMBaloT Npu K.T. B TedeHue 2 4. Cmecb
pasbasngaoT 100 Mn Tonyona v pacTBopuTenb YAansitoT Npy NOHWKEHHOM AasrneHnn. OcTaTtok
pacTBOpPSIOT B AUXIIOPMETaHe U NPOMbLIBAOT OAMH pa3 HacblweHHbIM pacTBopoMm NaHCO; n
O[VH pa3 HachbILWEeHHbIM pacTBOpoM conn. OpraHndeckuii cron cywart Hag MgSO, m
pacTBopuTEnb YAANAT NPU NOHWKEHHOM AaBfieHUK, NoslyYasa Npy 3TOM YUCTbIA MeTUN-2-
TpuxnopmeTun-1H-6eH3onmmngason-5-kapbokcmnart B BUAE CBETNO-KOPUYHEBOIO aMOpPHOro
TBEPOOro BellecTBa.

Buixoa: 3,64 r. MC(ES™): m/e 293, criekTp Xnopnpou3BOAHOrO.

(ii) MeTunosbii achmp 2-(1-n3onponunnunepunamnH-4-unkapbamounn)-1H-6eHsommnaason-5-
KapOOHOBOW KNCIOThI

500 mr (1,7 mmonb) MeTun-2-tpuxnopmeTtun-1H-6eH3ommmaason-5-kapbokcunara gobasnsaoT
K cMmeck 548 wmr (1,8 akB.) gurngpoxnopuaa 1-usonponunnunepnanH-4-unammiHa n 1,43 r (10
akB.) NaHCO3; B 15 Mn TT'® u 7,5 mn Hy,O 1 cMecb 3HEPrMYHO NepeMeLLMBatoOT B TeYeHne 4 4 npu
K.T. PeakumoHHyto cMecb pa3baBnsaiT AUXNIOPMETAHOM U NPOMbIBAOT HaCbILWEHHBLIM PacTBOPOM
NaHCO3; 1 HacblWweHHbIM pacTBOpOM conu. OpraHmyecknin crnon cywat Hag MgSO,4 n
KOHUEeHTpupytoT. MNpenapatmeHas BAOXKX (rpagneHt cmecn CH3;CN/H,0+0,05% MypaBbUHOWN
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KNCNOThI) AaeT YNCTbI METUNOBbLIA 3chup 2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1H-
OeH3ommmaason-5-kapboHOBON KUCOTHI B BUae 6enoro TBepaoro BellecTea.

Bbixoa: 300 mr. MC(ES™): m/e=345.

(iii) @) MeTtnnosbin acoup 1-[5-(5-xnopTnodeH-2-unynsokcason-3-nnmeTtun]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmagason-5-kapboHOBOM KNCIOTbI

b) MeTtunosbin acpup 3-[5-(5-xnopTnodeH-2-un)msokcason-3-nnmetmn]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-3H-6eH3onmmagason-5-kapboHOBON KNCIOTbI

115 wr (0,33 mmonb) meTunosoro acupa 2-(1-usonponunnunepunannH-4-nnkapbamownn)-1H-
©eH3onmmaason-5-kapboHoBol kMcnoTel pacteopsaoT B 10 mn OM®A. 3atem gobasnstoTt 69,2 mr
(1,5 akB.) K;CO3 1 111,6 wmr (1,2 akB.) 3-6pommeTun-5-(5-xnopTnodeH-2-mn)usokcasona u
obpasoBaBLLYOCA CMECH NepemMeLLnBatoT B TedeHne 2 4 npu 80°C. PeakuynoHHy0 CMeChb
pa30aBngAlT TONYOsIOM M ABaX4bl MPOMbIBAIOT HachklWweHHbIM pacTBopoMm NaHCO; u oauH pas
HacCbILLEHHbIM PacTBOPOM Conu, cywart Hag 6e3sogHbiM MgSO4 1 KOHLEHTPUPYIOT Npu
NoHWXeHHOM aaeneHun. MNMpenapatneHaa OP-BOXKX (rpagmeHT cmecn CH3CN/H,O+0,05%
MYpPaBbUHOM KMCIOTbI) JAeT CMechb 6:4 060MX yKaszaHHbIX B 3arofioBKE M30OMEPOB. YKa3aHHbIe
n3omepbl MoryT ObiTb pasgeneHsl OP-BIXKX ¢ ucnonb3oBaHneM XxnparnbHON HenodBukHoW dasbl
W CMecK rentaHa, aTaHona, MeTaHona u gMaTunamuHa B kayectse pacteoputens. CTpyKTypHoe
OTHeceHne obounx nsomepor gocturatoT NOE-cnekTpockonuen.

Bbixog meTunosoro acupa 1-[5-(5-xnoptnodpeH-2-unnsokcason-3-nnmetun]-2-(1-
nsonponunnunepuguH-4-unkap6amonn)-1H-6eHzonmmaason-5-kapboHoBon knucnotel: 52 mr; MC
(ES*): m/e=542, cneKkTp Xnopnpou3BoaHOro.

Bobixog meTunosoro acupa 3-[5-(5-xnoptnoden-2-unynsokcason-3-nnmetun]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-3H-6eH3onmmnaason-5-kapboHoson kucnotel: 34 mr; MC
(ES™): m/e=542, cnekTp Xrnopnpou3BoaHOrO.

Mpumep 6: 1-[5-(5-XnopTuodeH-2-nn)usokcason-3-nnmetun]-2-(1-n3onponmnnunepuaunH-4-
unkapbamoun)-1H-6eH3onmmnaason-5-kapboHoBas knucnota

K cycneHaun 43,6 mr (0,080 mmonb) meTunosoro agpupa 1-[5-(5-xnopTtunodeH-2-
un)musokcason-3-mnmeTtun]-2-(1-nsonponunnunepunanH-4-unkapdamoun)-1H-6eHsonmmaason-5-
kapboHoBow kucnotsl B 4 mn MeOH go6aenstot 0,4 mn 1M BogHoro pacteopa LiOH n
obpasoBaBLuUytoca cmech nepemelumBatoT npy 60°C B TeyeHne 5 4. CMecb NOKUCHSIOT
pobaeneHnem 1M pacteopa HCI (pH=2-3) 1 KOHLEHTPUPYIOT NPY NMOHMXXEHHOM AABMEHMWM.
KoHeuHas ounctka npenapatueHoin OP-BOXKX (rpagmeHt cmecn CH;CN/H,O+0,05%
MYpPaBbUHOW KUCMOThI) AaeT 4ymctyro 1-[5-(5-xnoptmnoden-2-un)nsokcason-3-nnmetun]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmagason-5-kapboHOBYO KMCMOTY.
CooTBeTcTBYHOLWNIA aurnapoxnopug nony4yatTt obpadotkon npoaykta 0,1M pactBopom HCI ¢
nocriegytoLler nnounnsaumen.

Biixoa: 43 mr. MC (ES™): m/e=528, cnekTp Xnoprnponu3BoaHOro.

Mpumep 7: 3-[5-(5-XnoptrnodeH-2-nn)nsokcason-3-mnmeTtunnl-2-(1-nsonponunnunepnany-4-
unkapbamowun)-3H-6eH3onmmnaason-5-kapboHoBas knucnota

3-[5-(5-XnopTnodeH-2-nn)msokcason-3-unmetun]-2-(1-nonponunnunepuanH-4-
unkapb6amoun)-3H-6eH3omMmMmnaason-5-kapboHOBYIO KUCIIOTY NOMy4aT, Kak onMcaHo B npumepe 6,
13 20 mr (0,037 mmornb) meTtunosoro acumpa 3-[5-(5-xnopTnodeH-2-un)nsokcason-3-nnmeTun]-
2-(1-n3onponunnunepuanH-4-nnkapodamownn)-3H-6eH3onmmnagason-5-kapboHOBOW KNCIOTbI.

Buixoq: 18 mr. MC (ES™): m/e=528, cnekTp Xnopnpoun3BoAHOrO.

Mpumep 8: a) MeTunosbit adup 1-[2-(5-xnopTnoden-2-un)tmason-5-nnmetnnl-2-(1-
usonponunnunepuguH-4-nnkapbamonn)-1H-6eH3ommmaason-5-kapboHOBO KMCNOThI

b) MeTtunoBbin sdup 3-[2-(5-xnopTrnodieH-2-nn)tmason-5-nnmeTunn]-2-(1-
usonponunnunepuguH-4-nnkapbamomnn)-3H-6eH3ommmaason-5-kapboHOBON KMCNOThI

K pacteopy 80,0 mr (0,23 mmonb) meTunosoro adupa 2-(1-nsonponunnunepuanH-4-
unkapbamowun)-1H-6eH3ommmnaason-5-kapboHoBon kucnoTel B 5 mn JM®A gobasnstot 9,3 mr
rmapuga Hatpus (60% cycneHsns B MuHepanbHoM Macne). Cmechb nepemelumnsatoT B TedeHme 30
MUWH Npu K.T. 1 3atem gobasnsoTt 68,4 mr (0,23 Mmonb) 5-6pommeTun-2-(5-xnoptnodeH-2-
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un)Tnasona [nony4eH No aganTmpoBaHHOW MeToauke, onucaHHou Ewing, William R. et al;

PCT Int. Appl. (2001), 460 pp. WO 0107436 A2]. CnycTa 1 4 gobasnstoT ewe 17,1 mr (0,25

9KB.) 5-OpoMmeTnn-2-(5-xnopTUodeH-2-1n)Tnasona n peakuMoHHy CMeCb NepemMeLLnBatoT B
TeyeHune OOMNONHNUTENBHbIX 2 Y. Peakuunto ocTaHaBNMBaOT OCTOPOXHbIM aobasneHnem MeOH un
BoAbl. PacTBopuTEnb yaansoT Npy NOHWXEHHOM OaBNEHNN U OCTaTOK OYMLLA0T npenapaTuBHOM
OD-BOXX (rpagmeHT cmecn CH3CN/H,0+0,05% MypaBbuHOW KMCNOTHI). [lBa M3omMepa 3aTem
pasgenstoT ¢ ucnonb3oBaHneM OP-BIXKX Ha xMpanbHOW HeNnoaBMXKHOM hase n cmecn renTaHa,
aTaHona, MeTaHomna n AnaTunaMmmHa B kadecTtBe pactBoputensi. CTpyKTypHOe OTHeceHue obounx
nsomepoB gocturaot NOE-cnekTpockonuen.

Bbixog meTunosoro acupa 1-[2-(5-xnoptnodeH-2-un)tnason-5-unmetun]-2-(1-
nonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmmnaason-5-kapboHoson kucnotel: 40 mr; MC
(ES*): m/e=558, cnekTp Xnopnpou3BoaHOro.

Bbixog metunosoro acupa 3-[2-(5-xnoptnodeH-2-un)tnason-5-unmetmn]-2-(1-
nsonponunnunepuguH-4-unkapbamonn)-3H-6eHzonmmaason-5-kapboHoBon kncnotel: 26 mr; MC
(ES*): m/e=558, crniekTp Xnoprnpou3BoaHOrO.

Mpumep 9: 1-[2-(5-XnopTuoden-2-nn)tnason-5-unmetnnl-2-(1-m3onponunnunepuamnH-4-
unkapbamowun)-1H-6eH3onmmnaason-5-kapboHoBas kucnota

1-[2-(5-XnopTrodeH-2-un)tmason-5-nnmetun]-2-(1-usonponunnunepuaun-4-nnkapbamomn)-
1H-6eH30MMnaa3on-5-kapOoHOBYIO KMCMOTY Mosly4vaoT No MeToauke npumepa 6, ncxogsa ns 40 mr
(0,072 mmonb) meTtunosoro acpumpa 1-[2-(5-xnopTnodeH-2-mn)tnason-5-unmetmnl-2-(1-
nsonponunnunepunanH-4-nnkapdamownn)-1H-6eH3onmmagason-5-kapboHOBOM KACNOTbI. YKasdaHHoe
B 3arosioBKe coefMHeHne nony4yarT B BUAe ero gurugpoxnopuaa.

Buixon: 23 mr. MC (ES™): m/e=544, cnekTp X1opnpou3BOAHOrO.

Mpumep 10: 3-[2-(5-XnopTuodeH-2-un)tnason-5-unmetnnl-2-(1-m3onponunnunepuanH-4-
unkapbamoun)-3H-6eH3onmunaason-5-kapboHoBasa kucnorta

3-[2-(5-XnopTuodpen-2-nn)tnason-5-unmetun]-2-(1-n3onponunnunepnanH-4-unkapoamoun)-
3H-6eH30uMmnaason-5-kapOboHOBYO KMCIOTY NOMy4aoT No MeToAunke npumepa 6, ncxonsa ns 26 mr
(0,047 mmonb) meTtunosoro acpumpa 3-[2-(5-xnopTnodeH-2-mn)tnason-5-unmetmn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-3H-6eH3onmmaason-5-kapboHOBOM KUCNOTbI. YKasdaHHoe
B 3arosioBKe coefMHeHne nony4yarT B BUAe ero gurugpoxnopuaa.

Buixoa: 19 mr. MC (ES™): m/e=544, cnekTp Xnopnpou3BoAHOrO.

Mpumep 11: a) MeTtunosbin adump 1-[5-(5-xnopTnodeH-2-un)nsokcason-3-mnmetun]-2-(1-
usonponunnunepuguH-4-nnkapbamonn)-1H-6eH3onmmaason-4-kapboHOBOW KMCNOThI

b) MeTunosbili adup 3-[5-(5-xnopTroden-2-nn)usokcason-3-nnmetunl-2-(1-
nsonponunnunepunanH-4-nnkapbamownn)-3H-6eH3onmmaason-4-kapboHOBOW KNCNOTbI

(i) MeTtnn-2,3-anammHobeH3oat

3,0 r (15,3 mmMonb) MeTun-2-aMmmHo-3-HUTpobeH3oata pacteopsatoT B 200 mn abc. MeOH. U3
Konbbl C pacTBOPOM OTKa4MBaKOT BO3OYX U KONBY C pacTBOPOM HECKOSbKO pa3 NpoayBaroT
aproHom. flo6asnstoT 300 Mr nannagus Ha yrne (10%), 3 konbbl ¢ pacTBOPOM CHOBA
OTKa4MBaloT BO3QYX M KONOY HECKONBbKO pa3 NpoAyBalT aproHoM. HakoHeL, aproH 3amMeHstoT
BOAOpoAoM (6annoH, 3anofiHeHHbIN BOAOPOAOM) N CMeChb NepeMeLunBaloT B TeveHne 4 4 npu K.T.
PeakumoHHY0 cMecb hunNbTPYIOT Yepes LEenuT 1 0CTaToK Ha unbTpe npombiBatoT 150 mn
MeTaHona. PunbTpaT KOHLEHTPUPYIOT NPU NOHMXKXEHHOM aBNeHUN, Nofy4vast Npu 3ToOM MeTuUs-
2,3-anamuHobeH30aT B BUAE KOPUYHEBOro Macna.

Bbixoa: 2,53 r. MC (ES™): m/e=167.

(ii) MeTun-2-tpuxnopmeTtnn-1H-6eH3onmmaason-4-kapbokcunar

MeTtnn-2-tpnxnopderHnn-1H-6eH3ommmnaason-4-kapbokcmnar nony4atoT aHanormMyHo
nony4yeHnto MeTun-2-TpuxnopmeTun-1H-6eH3onmmnaason-5-kapbokcunarta, kak onnucaHo B
npumepe 5 i), ncxonda ns 2,53 r (15,1 mmone) metun-2,3-guammHobeH3oaTa.

Buixon: 4,15 r. MC (ES™): m/e=293, cnekTp Xnoprpov3BoaHOro.

(iii) MeTunoBbIn acoup 2-(1-nsonponunnunepuanH-4-nnkapdamomnn)-1H-6eH3onmmnaason-4-
KapOOHOBOW KMCOThI

MeTtunoBbin acpmp 2-(1-n3onponunnunepuamH-4-nnkapbamounn)-1H-6eHsommnaason-4-
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kapboHOBOW KMCNOTbI nony4yatoT M3 1,82 r (6,2 MMonb) MeTun-2-Tpuxnopgenun-1H-
OeH3ommmaason-4-kapbokcmnara, Kak onMcaHo B npumepe 5 ii).

Bbixoa: 1,10 r. MC (ES™): m/e 345.

iv) a) Metunoskin acoup 1-[5-(5-xnoptrnodeH-2-unnsokcason-3-nnmetun]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI

b) MeTtunosbin acpup 3-[5-(5-xnopTnodeH-2-un)msokcason-3-nnmetmn]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-3H-6eH3onmmagason-4-kapboHOBOW KNCIOTbI

O6a nsomepa nony4aroT N0 METOAUKE, aHANOrMYHO ONMcaHHON B npumepe 5 iii), ncxoaa uns
150,0 wmr (0,44 mmorb) meTunoBoro agpupa 2-(1-n3onponunnunepunanH-4-unkapdbamounn)-1H-
OeH3ommmaason-4-kapboHoBor kucroTel 1 145,6 mr (1,2 akB.) 3-6pommeTnn-5-(5-xnopTrnodeH-
2-un)nsokcasona. B aTom cnyyae cooTHoLwweHne obonx nsomepos coctaenseT 3:1. Kak onvcaHo
B nNpumepe 5 iii), nsomepbl pasgenstot ODP-BAXKX ¢ ncnonb3oBaHNeEM XMpanbHON HEMOABMXHOM
dasbl M CMecu renTaHa, aTaHona, MeTaHona u gnatunammHa. M B aTom cnyyae CTpykTypHoe
oTHeceHune obounx nsomepos nposogaT NOE-cnekTpockonuei.

Bbixog meTunosoro acupa 1-[5-(5-xnoptnodeH-2-unnsokcason-3-nnmetun]-2-(1-
nsonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmmaason-4-kapboHoBoi kmucnotebl: 105 mr; MC
(ES™): m/e=542, cnekTp Xrnoprpou3BOAHOrO.

Bbixog metunosoro acumpa 3-[5-(5-xnoptnodeH-2-un)usokcason-3-unmetmnl-2-(1-
nsonponunnunepnanH-4-unkapdamownn)-3H-6eH3onmmaason-4-kapboHoBon kucnotel: 45 mr; MC
(ES*): m/e=542, cnekTp Xnopnpou3BoaHOro.

Mpumep 12: 1-[5-(5-XnopTrnodeH-2-nn)nsokcason-3-nnmeTtunnl-2-(1-nsonponunnmnepnany-4-
unkapbamowun)-1H-6eH3onmmaason-4-kapboHoBas kKucnoTa

1-[5-(5-XnopTuodeH-2-nn)mnsokcason-3-nnmetun]-2-(1-n3onponunnmnepngnH-4-
unkapbamownn)-1H-6eH3onmmngason-4-kapOoHoByo knucroTy nony4varoT ns 60 mr (0,111 Mmorb)
MeTurnoBoro agupa 1-[5-(5-xnoptuodeH-2-nn)nsokcason-3-unmetnn]-2-(1-
nsonponunnunepuguH-4-unkapbamomn)-1H-6eH3ommmaason-4-kapboHOBON KUCMOTbI, Kak
onucaHo B nNpumepe 6. YkasaHHOe B 3arofioBke CoeanHeHne Mnony4vatoT B BUae ero
aurngpoxnopuaa.

Bbixoa: 34 mr. MC (ES™): m/e=528, cnekTp Xnoprnpon3BoaHOro.

Mpumep 13: 3-[5-(5-XnopTrnodeH-2-nn)nsokcason-3-mnmeTtunnl-2-(1-nsonponunnunepnany-4-
unkapbamownn)-3H-6eH3onmmngason-4-kapboHoBas Kncnota

3-[5-(5-XnoptnodeH-2-nn)msokcason-3-unmetun]-2-(1-nonponunnunepuanH-4-
unkapbamownn)-3H-6eH3omMmmnaason-4-kapboHoBYO KMcroTy nony4atoT u3 20 mr (0,037 Mmonb)
MeTunoBoro agupa 3-[5-(5-xnoptmodeH-2-nn)mnsokcason-3-nnmeTnn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-3H-6eH3onmmaason-4-kapboHOBOK KUCNOThI, Kak
onuncaHo B nNpumepe 6. YkasaHHOe B 3arofioBke CoeanHeHne nony4vatoT B BUae ero
aurngpoxnopuaa.

Bbixoa: 16 mr. MC (ES™): m/e=528, cnekTp Xnoprnpou3BoaHOro.

Mpumep 14: (1-UN3onponunnunepuanH-4-un)amug 3-[5-(5-xnopTmodeH-2-nn)n3okcason-3-
unmeTtun]-3H-nmnaasol4,5-blnnpnanH-2-kapboHOBON KUCNOThI

(i) MeTnnosbii acpmp 3H-ummngasol4,5-b]jnnpnanH-2-kapboHOBOK KUCHOTbI

1,76 1 (9,16 MMOnb) MeTUNgMXNopmeTokcnaleTara godaenswoT k pacteopy 1,00 r (9,16
MMOfb) 2,3-anammHonmpuanHa B 40 Mn meTaHona n pactsop nepemMeLumBatoT npu K.T. Mo
kannsam gobasnsatoTt 1,85 r (18,32 mMmonb) TpustunammHa. Nocne 3aBeplueHns gobaeneHus
peakuMOoHHY0 CMech nepemeLumBatoT B TeveHme 15 4 npu 80°C. Peakunsa He 3aBepLUaeTcs, YTo
TpebyeT nobasneHus ewe 1,76 r meTungmxnopmMmeTokcualeTarta u 1,85 r tpustunammHa.
PeakumoHHy0 cMecb CHOBa nepemeLumBatoT B TedeHne 8 4 npu 80°C. CMeChb KOHLEHTPUPYIOT
npu NOHWXXEHHOM AaBfieHMM N OCTaToK 0bpabaTbiBaloT nocneaoBaTenbHO AUSTUOBLIM 3hUPOM
1 HacblweHHbIM pacTBopoM NaHCO; 1 3aTem NpoMbiBalOT BOAOW, NOfy4vasi Npu 3TOM NoYTH
YncTbii MeTunoBbii adup 3H-umngasol4,5-blnupnanH-2-kapboHOBOW KMCNOTLI.

Bbixoa: 210 mr. MC (ES™): m/e=178.

(i) MeTnnosbii acpup 3-[5-(5-xnopTnodpeH-2-nn)usokcason-3-unmetun]-3H-umnaaso[4,5-b]
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NUPUAMH-2-kapbOHOBOW KUCMOTbI

100 wmr (0,56 mmorb) meTunosoro agupa 3H-ummaaso[4,5-bjnnprnanH-2-kapboOHOBOW KUCMOThI
pactBopsitoT B 3 mn IM®A. [lobaenstoT 22,6 mr (0,56 mmonb) rugpmaa Hatpus (60% B
MUHepanbHOM mMacre) u cmeck nepemelumsatotT 30 MuH npwm K.T. lobasnsatoTt 157,2 mr (0,56
MMOrb) 3-6poMmeTun-5-(5-xnopTuodeH-2-un)msokcasona n 06pa3oBaBLLYOCH CMECH
nepemeLumBatoT B TedeHne 1 4 npu 80°C. PeakuMOHHYO CMeChb OXnaxaarT A0 K.T. 1 nocne
nobaBneHnst HECKOMbKNX Kanerb BoAbl KOHLEHTPUPYHOT NpU NOHMKEHHOM aasneHnn. BOXKX-MC-
aHanua nokasblBaeT NPUCYTCTBUE OPYroro naomepa (COOTHOLLIEHNE M30MEPOB=7:1).
OkoHuaTenbHasa ounctka npenapatusHor OD-BOXKX (rpagmeHT cmecn CH3CN/H,0+0,05%
MYpPaBbWHOW KUCNOTbI) AaeT MeTUNoBbIi adunp 3-[5-(5-xnopTmodeH-2-nn)nsokcason-3-unmeTunn)-
3H-umngasol4,5-b]nnpuamnH-2-kapboHOBON KUCHOTHI B BUAE KOPUYHEBOrO aMopdHOro TBEpAOro
BeLLecTBa.

Bbixoa: 203 mr. MC (ES™): m/e=375, cnekTp Xfoprnpon3BOAHOrO.

(iii) 3-[5-(5-XnopTnodeH-2-un)nsokcason-3-unmetun]-3H-nmnaasol[4,5-bljnpmanH-2-
kapboHoBas kucnoTa

175,0 mr (0,46 mMmonb) MeTunoBoro agupa 3-[5-(5-xnopTmodeH-2-nn)nsokcason-3-nnmeTnn)-
3H-nmnaaso[4,5-blnmpnanH-2-kapboHoBoK kKMcnoThl A406aBnsOT K pacteopy 19,6 mr (0,82
Mmonb) LIOH B 6 mn TT® n 2 mn H,O. PeakumoHHy0 cMecCh NepemelLmBaloT B TEYEHNE 2 4 Npu
60°C, oxnaxgatoT 4o K.T. n nogkmecnsaoT (pH 2) aobaBneHneM NONyKOHLEHTPUPOBAHHOMO
pactBopa HCIl. Ocagok oThmnbTpoBbIBaOT 1 NPOMbIBAOT BOAOW, Nofy4vasi npu 3ToM 4nctyro 3-[5-
(5-xnopTnodeH-2-unynsokcason-3-mnmetun]-3H-nmmaaso[4,5-b]nmpunanH-2-kapOoHOBYO KUCMOTY
B BMAE KOPMYHEBOrO KpMUCTanM4YecKkoro TBEpOOro BellecTsa.

Bbixoa: 150 mr. MC (ES™): m/e=361, cnekTp Xfoprnpon3BOAHOrO.

(iv) (1-MN3onponunnunepuanH-4-nn)ammng 3-[5-(5-xnopTmodeH-2-nn)nsokcason-3-nnmeTunn)-
3H-nmupaso[4,5-b]nnpnagnH-2-kapOboHOBOM KMCNOTbI

150,0 mr (0,41 mmonb) 3-[5-(5-xnoptnodeH-2-unnsokcason-3-nnmetun]-3H-ummaasol4,5-b]
NMPUAMH-2-kapboHOBOW KMCnoTel pacTeopstoT B 4 mn AM®A. 3atem gobasnsiot 142 mkn DIPEA
n 151,8 mr (0,41 mmone) HATU n cmech nepemewnBatoT B TedeHne 20 muH npu k.7. [lobasnstoT
74,3 mr (0,41 mmonb) rmgpoxnopuaa 1-nsonponunnunepuanH-4-mnammHa n ewe 71 mkn DIPEA m
06pa3oBaBLLUYOCH CMeChb NepemeLlunBatoT 3 4 npu K.T. KOHLEHTpMpoBaHME Mpu NOHMXKXEHHOM
OaBrneHum n okoHvatenbHast ounctka OP-BIAXKX (rpagueHt cmecn CH3CN/H,0+0,05%
MYpPaBbWHOW KUCNOTbI) AaeT YicTbin (1-nsonponunnunepuanH-4-nn)ammg 3-[5-(5-xnoptTmogeH-2-
un)unsokcason-3-unmetun]-3H-nmmnaasol4,5-b]nmpnanH-2-kapboHOBOK KUCMOThI B BUAE CBETIO-
KOpMYHEBOro aMopdHOro TBEPAOro BellecTBa. YKkasaHHOE B 3arofioBKe CoeMHEHNe NonyyatoT B
BMAE ero rmapoxnopuaa.

Buixon: 17 mr. MC (ES™): m/e=485, cnekTp Xfopnpou3BoAHOrO.

Mpumep 15: MeTtunosbi acpup 1-[(5-xnopnupuanH-2-unkapbamounn)meTtun]-2-(1-
usonponunnunepuguH-4-nnkapbamonn)-1H-6eH3ommmaason-4-kapboHOBOW KMCNOThI

100,8 wmr (0,29 mmonb) meTunoBoro agupa 2-(1-n3onponunnunepuanH-4-unkapbamounn)-1H-
©eH3onmmaason-4-kapboHOBOW KMCMOThI pacTBopsAloT B 6 mn JM®A. 3atem gobaensiot 60,6 mMr
(0,44 mmonb) K,CO3 1 87,5 mr (0,35 mmonb) 2-6pom-N-(5-xnopnmpuamH-2-un)avetamumga v
obpasoBaBLLYylOCA CMeCb nepemeLunBatoT B TedeHne 3 4 npu 80°C. PeakuynoHHy0 CMeCh
pasbaBnsoT 60 mn Tonyona u NpombIBatoT HackiweHHbIM pacTBopoM NaHCO3; 1 HacbIWeHHbIM
pacTtBopom conu. OpraHmyeckuin cnor cywat Hag MgSO, u pacTBopuTenb yaansaoT npu
NOHWXXEHHOM AasneHunn. OcTaTok ounwaroT npenapatmeHolr BOXKX (rpagmMeHT cmecu
CH5;CN/H,0+0,05% MypaBbMHOM KUCMOTLI), Nonyyas npu aToMm MeTurnosbli acoup 1-[(5-
Xnopnupuann-2-unkapbamonn)metun]-2-(1-n3onponunnunepunamnH-4-mnkapdbamonn)-1H-
OeH3ommmaason-4-kapboHOBOM KUCNOTLI B Buae 6enoro amopcHoOro TBepaoro BeLecTsa.
MpoaykT nony4atoT B BUAe ero rmgpogopmmara.

Buixoa: 106 mr. MC (ES™): m/e=513, cnekTp Xnoprpon3BoaHOro.

Mpumep 16: 1-[(5-XnopnupmnanH-2-nnkapbamonn)metnnl-2-(1-nsonponuanunepuanH-4-
unkapbamowun)-1H-6eH3onmmaason-4-kapboHoBas kucnoTa
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30 wr (0,058 mmonb) meTnnosoro acpupa 1-[(5-xnopnupuaunH-2-nnkapbamonn)meTnn]-2-(1-
nsonponunnunepuguH-4-unkapbamonn)-1H-6eH3ommmaason-4-kapboHOBON KMCMOTbI PacTBOPSIOT
B 3 MmN gnxnopmeTaHa un oxnaxgatT o 0°C. OctopoxHo gobasnsatoT 234 mkn 1M pacTteopa BBr;
(4 akB.) B guxnopmeTaHe 1 06pa3oBaBLUYHCS CMECh NEPEMELLMBAIOT MPU K.T. B Te4yeHne 16 u.
Mpu oxnaxgeHun no kannsam gobaesnsaoT 3 Mn BoAbl ¢ nocreayowmm godasnennem 0,7 mn 1M
pactBopa NaOH. Cmecb KOHLEHTPUPYIOT Npu MNOHWXEHHOM AaBneHun. O4ncTka npenapaTUBHON
B3XX (rpagueHt cmecn CH3CN/H,0+0,05% MypaBbuHON KUCNOTLI) AaeT unctyto 1-[(5-
Xnopnupuann-2-unkapbamonn)metun]-2-(1-m3onponmnnunepunamnH-4-mnkapbamonn)-1H-
©eH3ommmaason-4-kapboHoByo kKMcrnoTy. COOTBETCTBYOLMIA ONMAPOXI0PUA Nomy4varoT
obpaboTkon npoaykta 0,1M pacteopom HCI n nocneaytoweri nnodunmsaumen.

Buixon: 26 mr. MC (ES™): m/e=499, cnekTp X1opnpou3BoaHOrO.

Mpumep 17: a) MeTunoBbii acdup 1-[(5-xnopnupuanH-2-unkapbamoun)meTtnn]-2-(1-
nsonponunnunepunanH-4-nnkapbamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCNOTbI

b) Metunosbii adup 3-[(5-xnopnupuanH-2-nnkapdbamounn)metunl-2-(1-n3onponunnnnepuamnH-
4-nnkapbamownn)-3H-6eH3onmmaason-5-kapboHOBOW KNCAOThI

102,3 wr (0,297 mmonb) MeTunoBoro agmpa 2-(1-m3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmuaason-5-kapboHOBOM KUCIOTLI pacTBopsaoT B 6 mn AM®A. 3atem gobaenstot 61,6 mr
(0,446 mmonb) Ko;CO3 1 88,9 mr (0,356 mmonb) 2-6pom-N-(5-xnopnupmnanH-2-un)auetamuga v
06pa3oBaBLLYOCS CMeChb NepemMeLunBaloT B TeveHne 2 4 npu 80°C. PeakynoHHyo cmech
pa3basngaoT 60 M Tonyona u NPoMbIBaOT HacbkIWweHHbIM pacTBopomM NaHCO; 1 HacbILWEeHHbIM
pactBopom conun. OpraHunveckuin cnon cywat Hag MgSO, n pacteopuTens yaandaoT npu
NOHWMXeHHOM AasneHunn. OctaTok ounwaroT npenapaTtusHor BAOXKX (rpagneHT cmecu
CH3CN/H,0+0,05% MypaBbWHOM KUCIOThI), Nofyyvasa npu aTom ob6a nsomepa, onvcaHHble B
3aronioBke, B cooTHoweHumn 1,3:1. O6a nsomepa moryT ObiTb pasgeneHsl OD-BOXKX ¢
NCNoNb30BaHNEM XUPanbHOW HENOABWKHOW (ba3bl U CMECU renTaHa, 3TaHona u metaHona B
KayecTBe pacTtBopuTens. CTpyKkTypHoe oTHeceHne obonx naomepos gocturaroT NOE-
cnekTpockonueri. Oba nsomepa npeobpasytoT B ux gurngpoxnopug odpadotkon 0,1M pactsopom
HCI n nocnegytowein nuodunusaymnen.

Bbixog metunoBoro acupa 1-[(5-xnopnvpugun-2-unkapbamoun)metun]-2-(1-
nonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmmngason-5-kapboHoson kucnotel: 50 mr. MC
(ES*): m/e=513, cneKkTp Xnopnpou3BoaHOro.

Bbixog metunosoro acupa 3-[(5-xnopnupuamnH-2-unkapbamounn)meTtun]-2-(1-
nonponunnunepunanH-4-unkapdamownn)-3H-6eH3onmmnaason-5-kapboHoson kucnotel: 51 mr. MC
(ES*): m/e=513, cnekTp Xnoprnpou3BoaHOro.

Mpumep 18: 1-[(5-XnopnupuamnH-2-unkapbamounn)meTtnn]-2-(1-n3onponunnmnepunanH-4-
unkapbamoun)-1H-6eH3onmuaason-5-kapboHoBasa kucnorta

1-[(5-XnopnupuanH-2-unkapbamoun)metun]-2-(1-usonponunnunepuauH-4-nnkapbamownn)-1H-
©eH3oMmMmaason-5-kapboHOBYO KACINOTY Mony4atoT no meToauke npumepa 16, ncxoos us 27,8 mr
(0,047 mmonb) meTtunosoro acmpa 1-[(5-xnopnupuamnH-2-mnkapbamounn)meTtun]-2-(1-
nsonponunnunepngunH-4-unkap6amonn)-1H-6eH3ommMmaason-5-kapboHOBON KMCMOTLI. YKasaHHOe
B 3arofloBKe COeAMHEHME NMonyyatT B BUAE ero guruapoxnopuaa.

Buixoq: 15 mr. MC (ES™): m/e=499, cnekTp Xnopnpou3BoAHOrO.

Mpumep 19: 3-[(5-XnopnupuamnH-2-unkapbamounn)meTtnn]-2-(1-n3onponunnmnepunanH-4-
unkapbamowun)-3H-6eH3onmmnaason-5-kapboHoBas knucnota

3-[(5-XnopnupnanH-2-unkapbamonn)meTunn]-2-(1-n3onponunnunepnamH-4-mnkapdbamomnn)-3H-
©eH3oMmMmaason-5-kapboHOBYO KUCNOTY NMony4YatoT No meToauke npumepa 16, ucxogs us 28 mr
(0,048 mmonb) meTunosoro adgmpa 3-[(5-xnopnupmanH-2-unkapbamonn)meTtun]-2-(1-
nsonponunnunepnaunH-4-unkap6amonn)-3H-6eH3ommmaason-5-kapboHOBON KUCMOTLI. YKasaHHOe
B 3arofloBKe COeAMHEHME NMONy4yatT B BUAE ero guruapoxnopuaa.

Buixoa: 22 mr. MC (ES™): m/e=499, cnekTp Xnopnpovn3BoAHOrO.

Mpumep 20: 1-OTOKCUKaPOOHUITOKCUATUNOBLIN 3chup 1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-
unmeTunn]-2-(1-n3onponunnunepunanH-4-mnkapoamomnn)-1H-6eHzommMmmaason-4-kapboHOBoOW

KMCNOThI
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50 wr (0,08 mmonb) 1-[5-(5-xnopTrnodeH-2-un)usokcason-3-mnmetmnl-2-(1-
nsonponunnunepuguH-4-unkapbamonn)-1H-6eH3ommmaason-4-kapboHOBON KMCMOTbI PacTBOPSIOT
B 3 mn AM®A. 3atem gobasnsatoT 27,6 mr (0,16 mmonb) Kl, 46 mr (0,33 mmonb) K,CO5 1 45 mkn
(0,32 mmonb) 1-xnopaTnnatunkapboHaTa 1 peakyMOHHY CMeCk NnepemeLumBatoT npu 60°C B
TeyeHune 4 4. PeakLMOHHYO CMECb KOHLIEHTPUPYIOT 1 06pa30oBaBLUMIACS OCTaTOK OUMLLaoT
npenapaTtusHoin BOXX (rpagneHt cmecn CH3CN/H,0+0,05% MypaBbUHONW KUCHOTHI), Nony4vas
npu 3ToM 1-9TOKCMKapPOOHUNOKCUITUIOBBLIV adhmp 1-[5-(5-xnopTrmodeH-2-nn)msokcason-3-
unmeTtun]-2-(1-nsonponunnunepunaunH-4-unkapbamonn)-1H-6eHsommmnaason-4-kapboHoBoO
Kncnotel B Buae 6enoro amopdHoro tBepaoro Bewectea. CoOTBETCTBYIOLWMIA ANTMAPOXITOPUL
nony4atT obpaboTtkon 0,1M pactesopom HCI 1 nocnegytoulen nuogpunmsaymen.

Buixon: 46 mr. MC (ES™): m/e=644, cnekTp X1opnpou3BOAHOrO.

Mpumep 21: 1-LIMKNOrekcnnokcnkapOoHMNOKCMATUNOBLIN admp 1-[5-(5-xnopTrnodeH-2-
un)musokcason-3-unmetun]-2-(1-nsonponunnunepunanH-4-nnkapbamoun)-1H-6eHsonmmaason-4-
KapOOHOBOW KMCNOThI

1-LiMknorekcmnokcukapboHMnoKeuaTunoBbin acmp 1-[5-(5-xnoptuodeH-2-un)msokcason-3-
unmeTtunn]-2-(1-n3onponunnunepunanH-4-unkapoamoun)-1H-6eHzommmaason-4-kapboHOBOW
KMCNOThI NOJy4atoT No aganTMpoBaHHOW MeToAUKe, onucaHHon ans npumepa 20, ucxoas us 50
Mmr (0,08 mmonb) 1-[5-(5-xnopTrnodeH-2-un)usokcason-3-unmeTtun]-2-(1-n3onponmnnunepunamH-
4-nnkapbamownn)-1H-6eH3onmnaason-4-kap6oHoBow kucnoTel 1 61 Mk (0,32 MMorb)
umknorekcun-1-xnopatunkapboHarta. YkazaHHoe B 3arofioBke coeMHeHne nony4yatT B BUAE ero
anrngpoxnopuaa.

Bbixoa: 47 mr. MC (ES™): m/e=698, cnekTp Xnoprnpon3BoaHOro.

Mpumep 22: 4-[(2-'vapokcnatun)amnal-2-[(1-nsonponunnunepnanH-4-unn)amua] 1-[5-(5-
XNopTMogeH-2-nn)msokcason-3-unmetnn]-1H-6eHsonmmagason-2,4-4MkapbOHOBOWN KNCNOThI

30 wr (0,057 mmonb) 1-[5-(5-xnopTnodeH-2-un)musokcason-3-mnmetmnl-2-(1-
nsonponunnunepnaunH-4-unkap6amonn)-1H-6eH3ommMmmaason-4-kapboHOBON KUCIOTbI pacTBOPSIOT
B 3 mn OM®A. 3atem gobasngatot 29 mkn (0,171 mmornb) DIPEA n 21,6 mr (0,057 mmonbs) HATU.
Cnyctsa 30 mun gobaensot 3,5 mkn (0,057 mmonb) 2-amnHoataHona u 10 mkn DIPEA u
06pa3oBaBLUYOCSH CMECH MEPEMELUMBAIOT MPU K.T. B TeveHne 16 4. PeakumMOHHYI0 cMecb
KOHLIEHTPUPYHOT M OCTaTOK ounLLatoT npenapatmeHon BOXKX (rpagmeHT cmecn CH3CN/H,O+
0,05% mypaBbWHOW KMCROTLI). YKa3aHHOE B 3arofloBKE COeAMHEHME MOMNy4aloT B BUAE €ro
rmapodopmmnarta B popme 6enoro amopcHOro TBepaoro BeLlecTsa.

Bbixoa: 29 mr. MC (ES™): m/e=571, cnekTp Xnoprnpon3Bo4HOro.

Mpumep 23: (1-UN3onponunnunepuanH-4-un)amug 1-[5-(5-xnopTmodeH-2-nn)n3okcason-3-
unnmetunl-4-(3-rmgpokcnaseTnant-1-kapooHun)-1H-6eHsnmmnaason-2-kapboHOBOW KNCNOTbI

(1-U3onponunnunepuavH-4-un)amug 1-[5-(5-xnoptunoden-2-unynsokcason-3-nnmetun]-4-(3-
rmgpokcmaseTuamH-1-kapbonmn)-1H-0eH3anmngason-2-kapboHOBOW KMCNOThI MOMyYaoT Mo
MeToauke npumepa 22, ncxoas u3 50 mr (0,08 mmone) 1-[5-(5-xnopTrnodeH-2-nn)nsokcason-3-
unmeTtun]-2-(1-nsonponunnunepunaunH-4-unkapbamounn)-1H-6eHsnmmngason-4-kapboHOBOM
Kncnotbl u 6,7 mr (0,09 mmonb) 3-rmgpokcrmaseTngnHa. YkasaHHOE B 3arofioBke CoeanHeHne
nony4yatot B Buae ero rugpodopmmata B popme 6enoro amopgpHoOro Teepaoro BeLlecTsa.

Buixoa: 51 mr. MC (ES™): m/e=583, cnekTp X1opnpou3BoaHOrO.

Mpumep 24: 4-[(2-T'vapokecnatun)MeTunamunal-2-[(1-usonponunnunepuamnH-4-nn)amua] 1-[5-
(5-xnopTrnodeH-2-uninsokcason-3-nnmeTun]-1H-6eHsonmmnaason-2,4-omkapboHOBON KUCAOThI

4-[(2-T'ngpokcunatun)metunammal-2-[(1-nsonponunnunepmant-4-nn)amng) 1-[5-(5-
xnopTunodeH-2-nn)msokcason-3-unmetunl-1H-6eHzonmmaason-2,4-ankapOoOHOBOW KNCIOTbI
nony4yarT No Mmetoanke npumepa 22, ucxogsa us 40 mr (0,067 mmonb) 1-[5-(5-xnopTnodeH-2-
ununsokcason-3-unmetun]-2-(1-nsonponunnunepuanH-4-nnkapdamonn)-1H-6eH3onmmagason-4-
kapboHoBow kncrnoTbl u 5,6 Mr (0,075 mmonb) N-MeTun-2-amnHoaTaHomna. YkasaHHoe B
3arofioBKe CoeAvHEHVE Nony4varT B Buae ero rugpodopmumata B oopme 6enoro amopgHoro
TBEpPOOro BellecTBa.

Bbixoa: 35 mr. MC (ES™): m/e=585, cnekTp Xnoprnpon3BoaHOro.

Mpumep 25: 5-[(2-F'vapokcuatun)metunammnal-2-[(1-nsonponunnunepuauH-4-un)ammal 1-[5-
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(5-xnopTrnoden-2-un)nsokcason-3-nnmeTus]-1H-6eHsonmmnaason-2,5-0MkapboOHOBON KMCAOThI

5-[(2-Twapokcuatun)metmnammal-2-[(1-n3onponunnunepungmH-4-nn)amma] 1-[5-(5-
xnopTunodeH-2-nn)msokcason-3-unmetunl-1H-6eHzonmmaason-2,5-ankapOoHOBOM KNCIOTbI
nony4yarT No Metoanke npumepa 22, nucxoasa uns 50 mr (0,08 mmonsb) 1-[5-(5-xnopTnodeH-2-
un)usokcason-3-unmetun]-2-(1-nsonponunnunepuanH-4-nnkapdamonn)-1H-6eH3onmmaason-5-
kapboHoBow kucrnoTbl 1 6,8 mr (0,09 mmonb) N-mMeTun-2-amnHoaTaHona. YkasaHHoe B
3arosfioBKE CoenHeHMe nony4vakoT B Buae ero rmgpodopmmnarta B popme 6enoro amopcpHoro
TBEPOOro BellecTBa.

Buixon: 43 mr. MC (ES™): m/e=585, cnekTp X1opnpou3BOAHOrO.

Mpumep 26: (1-UN3onponunnunepuanH-4-un)amua 1-[5-(5-xnopTmodeH-2-nn)n3okcason-3-
unmetunl-5-(3-rmgpokcnaseTnant-1-kapooHun)-1H-6eHsomnmmnaason-2-kapboHOBOW KNCNOTbI

(1-M3onponunnunepuanH-4-un)amug 1-[5-(5-xnoptmnoden-2-un)nsokcason-3-nnmeTtunn]-5-(3-
rmapokcuaseTnaunn-1-kapooxHmn)-1H-6eH3onmmnaason-2-kapboHOBOWM KMCOTbI NOyYatoT Mo
MeToauke npumepa 22, ncxoas us 50 mr (0,08 mmone) 1-[5-(5-xnopTuodeH-2-nn)nsokcason-3-
unmeTtunn]-2-(1-n3onponunnunepunanH-4-unkapoamoun)-1H-6eHzommmaason-5-kapboHoBoOW
Kncnotbl u 6,7 mr (0,09 mmonb) 3-rmgpokcrmaseTnguHa. YkasaHHOE B 3arofioBke CoeanHeHne
nonyyatot B Buae ero rugpodopmmata B popme 6enoro amopgHoOro Teepaoro BeLlecTsa.

Bbixoa: 37 mr. MC (ES™): m/e=583, crnekTp Xnoprnpon3BogHOro.

Mpumep 27: 1-OTOKCUKAaPOOHUITOKCUATUNOBLIN 3dup 1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-
unmetunl-2-(1-nsonponunnunepunant-4-nnkapbamonn)-1H-6eHsonmmnaason-5-kapboHoBoO
KMCNOTbI

1-OTOKCMKapPBOHNNOKCUITUNOBbLIN adunp 1-[5-(5-xnopTnodeH-2-un)nsokcason-3-nnmeTun]-2-
(1-ns3onponunnunepunanH-4-mnkapoamoun)-1H-6eH3oummagason-5-kapboHOBON KUCMNOThI
nony4aroT no aganTUpOBaHHON MeToauke, onucaHHon anga npumepa 20, ncxogs ns 50 mr (0,08
Mmonb) 1-[5-(5-xnopTnodeH-2-nn)msokcason-3-unmetnnl-2-(1-nsonponunnunepmnanH-4-
unkapbamownn)-1H-6eH3onmmnaason-5-kapooHoBon kucnotbl u 45 mkn (0,32 mmons) 1-
XnopaTmnaTunkapboHarta. YkaszaHHoe B 3arofloBke COeAMHEHne nonyyatT B BUAE ero
avrmapoxnopuaa.

Bbixog: 57 mr. MC (ES™): m/e=644, cnekTp Xnoprnpon3BoaHOro.

Mpumep 28: 1-LinknorekcmnokcnkapboHmMnokenatunoBbii adump 1-[5-(5-xnoptmodeH-2-
un)musokcason-3-nnmeTtun]-2-(1-nsonponunnunepunanH-4-mnkapdamoun)- 1H-6eHsonmMmagason-5-
KapOOHOBOW KMCIOTbI

1-LiMknorekcmnokcukapboHMnoKeuaTunoBbin acup 1-[5-(5-xnoptuodeH-2-un)msokcason-3-
unmeTtun]-2-(1-nsonponunnunepunaunH-4-unkapbamonn)-1H-6eHsommmnaason-5-kapboHoBo
KMCNOTbI NONy4YatoT NO aganTUpoOBaHHOW MeToAuKe, onnucaHHon anga npumepa 20, ncxogsa ms 50
mr (0,08 mmonb) 1-[5-(5-xnopTrnodeH-2-un)nsokcason-3-unmeTtun]-2-(1-n3onponunnmnepunamH-
4-unkapbamownn)-1H-6eH3ommmaason-5-kapboHoBon kucnotbl 1 61 mkn (0,32 MMonb)
umknorekcun-1-xnopatunkapboHarta. YkazaHHOe B 3arofioBke coefiMHeHNe nony4yaroT B BUAE €ro
aurngpoxnopuaa.

Bbixoa: 59 mr. MC (ES™): m/e=698, cnekTp Xnoprnpon3BogHOro.

Mpumep 29: a) (1-N3onponunnunepuanH-4-un)amug 1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-
nnmeTunl-5-(2-rmapokcnatancynbgonun)-1H-6eHsonmmaason-2-kapboHOBOW KNCNOTbI

b) (1-U3onponunnunepuamny-4-un)amug 1-[5-(5-xnopTnodeH-2-nn)msokcason-3-nnmetTmnl-6-
(2-rmpgpokcmataHcynbgoHmn)-1H-6eH3onmmnaason-2-kapboHOBON KNCNOTbI

(i) 2-(2-TpuxnopmeTnn-1H-6eH30MMMAaa30Mn-5-CcynbGOHNN)3TaHON

500 mr (2,31 mmonb) 3,4-anammHobeH3oncynbOHMNaTaH-2-ona pacteopstoT B 10 mn
KOHLIEHTPUPOBAHHOM YKCYyCHOWM kncnoTel. MegneHHo gobasnstoTt 0,4 mn (1,4 skB.) MeTun-2,2,2-
TpuxnopauetTuMmpugaTa n o6pa3oBaBLLYOCS CMECb NepeMeLlnBatoT npu K.T. B TeveHne 4 4. Cmechb
pasbasngaoT 100 Mn Tonyona v pacTBopuTenb yAansitoT Npy NOHWKEHHOM AasrneHnn. OcTaTtok
NPOMBbIBAIOT TOSYONoM, (OUNBLTPYIOT U CyLLAT B BaKyyMme, nosny4yas npyv 9ToM KOpU4HEBOE
KpuUCTannmyeckoe TBepaoe BELLECTBO, JOCTAaTOYHO YNCTOE ANA BCEX CreayHLNX peakLui.

Buixoq: 680 mr. MC (ES*): m/e=345, cnekTp Xnoprpon3BoaHOro.

(i) (1-N3onponnnnunepramnH-4-un)amug 5-(2-rmgpokcuatancynbsgonnn)-1H-6eH3onmmngason-
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2-kapboOHOBOW KUCNOTbI

360 wmr (1,05 mmonb) 2-(2-TpuxnopmeTun-1H-6eH3umuaason-5-cynbsgoHnn)ataHona
pobasnaT k cmecun 225,4 mr (1,05 akB.) aurngpoxnopuga 1-nsonponunnunepuanH-4-mnammHa
n 880 mr (10 akB.) NaHCO3; B 6 Mn TT'® 1 3 mn H,O 1 cmecb aHEpPrnyHO nepemMeLlnBatoT B
TedeHue 2 4 npu K.T. PeakynoHHyo cmecb pa3baBnsioT AUXIIOPMETAHOM U MPOMbIBAOT
HacbllWweHHbIM pacTBopoM NaHCO; n HacbIWweHHbIM pacTBopoM conu. OpraHnyeckuin crnown cyaTt
Hag MgSQO,4 1 KOHLEHTPUPYIOT. MonyyYeHHbI NPOaYKT ABNAETCA JOCTAaTOYHO YACTbLIM AN
cnegyowmnx peakumi.

Bbixon: 207 mr. MC (ES™): m/e=395.

(iii) a) (1-N3onponunnunepuanH-4-nn)amng 1-[5-(5-xnoptTuodeH-2-un)nsokcason-3-
nnmeTun]-5-(2-rmgpokcnataHcynbgoHun)-1H-6eH3onmmaason-2-kapboHOBOW KNCIOTbI

b) (1-U3onponunnunepungmnH-4-un)amug 1-[5-(5-xnoptnodeH-2-nn)msokcason-3-unmetTmnl-6-
(2-rmgpokcmataHcynbgoHun)-1H-6eH3onmmnaason-2-kapboHOBON KUCNOTbI

126,2 mr (0,32 mmons) (1-n3onponunnunepunaunH-4-un)ammuaa 5-(2-ruapoKcnaTaHcynboHUI)-
1H-6eH3ommmaason-2-kapboHoBol kucnoTel pacteopsaT B 10 mn AM®. 3atem gobasnsiot 48,6
mr (1,1 akB.) K,CO3 1 89,0 mr (1,0 akB.) 3-6pomMmeTnn-5-(5-xnoptrnodeH-2-nn)msokcasona u
06pa3oBaBLLYOCS CMEChb NMepemMeLLnBaloT B TeveHne 3 4 npu 55°C. PeakynoHHyo cmech
pa30aBngAlT TONYOsIOM M ABaX4bl MPOMbIBAIOT HachkllWweHHbIM pacTBopoMm NaHCO3 u oauH pas
HaCbILWEHHbIM PacTBOPOM COnK, cywwaTt Hag 6e3BogHbiM MgSO,4 1 KOHLEHTPUPYIOT Npu
NoHmxeHHOM gasneHunn. MNpenapaTtueHaa OP-BOXKX (rpagmeHTt cmecn CH;CN/H,O+0,05%
MYpPaBbWHOW KUCNOTbI) AaeT CMecb 6:4 060MX Yka3aHHbIX B 3arofioBKe N30MeEpPOB. DTN U30OMeEpPbI
MOXHO pasgenuTtb OP-BIXKX ¢ ncnonb3oBaHnem xupanbHOW HEMOABWMXHON dhasbl 1 CMecu
rentaHa, aTaHona, MeTaHona u gusTunammHa B kayectse pacteoputens. CTpykTypHoe
OTHeceHne obounx nsomepor gocturatoT NOE-cnekTpockonuen.

Bobixopg, (1-n3onponunnunepuamH-4-un)ammaa 1-[5-(5-xnoptmodeH-2-nn)msokcason-3-
unmeTtunn]-5-(2-rugpokcnataHcynbsgoHmn)-1H-6eH3ommmaason-2-kapboHoOBOK KMCNOTbI: 79 Mr.
MC (ES™): m/e=391, cnekTp Xrnoprpon3BoaHOro.

Bobixog (1-nsonponunnunepuauH-4-un)ammaa 1-[5-(5-xnoptmodeH-2-nn)msokcasorn-3-
nnmeTun]-6-(2-rmgpokcnataHcynbhoHun)-1H-6eHsomMmmnaason-2-kapboHOBOW KUCNOTbI: 59 Mr.
MC (ES™): m/e=391, cnekTp Xnopnpon3BoaHOro.

Mpumep 30: 4-[(2-I'vapokcnatun)ammnal-2-[(1-usonponunnunepuanH-4-un)amua] 1-[(5-
xnopnupnanH-2-unkapbamoun)metun]-1H-6eHsonmnaason-2,4-aukapboHOBOM KUCAOThI

4-[(2-T'mppokcunatun)amual-2-[(1-n3onponunnunepuamH-4-un)amua) 1-[(5-xnopnupmnanH-2-
unkapbamonn)meTtun]-1H-6eH3ommmaason-2,4-AnkapboHOBON KMCINOThI NONy4YaroT No METOAMKE
npumepa 22, ncxoas mns 40 mr (0,08 mmone) 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nsonponunnunepugun-4-unkapbamonn)-1H-6eH3ommmaason-4-kapboHOBOM KUCHOTLI U 5,4 Mr
(0,088 mmorb) 2-ammMHO3TaHoOMa. YKkasaHHOE B 3arofiloBKke CoOeAMHEHe nony4vatoT B BUAE ero
rmgpodopmmnata B popme 6enoro amopgHOro TBepaoro BeLLecTsa.

Bbixoa: 34 mr. MC (ES™): m/e=542, cnekTp Xnopnpou3BoaHOro.

Mpumep 31: 4-[(2-T'vapokcnatun)metunamual-2-[(1-usonponunnunepuanH-4-un)amua] 1-[(5-
xnopnupnanH-2-unkapdamoun)metun]-1H-6eH3onmmnaason-2,4-4ukapboHOBO KACAOThI

4-[(2-T'mppokcunatun)metunammal-2-[(1-usonponunnunepuanH-4-nn)amng] 1-[(5-xnopnupunaunt-
2-nnkap6amouvn)metnn]-1H-6eH3oumugason-2,4-0MkapboHOBOW KMCMOThI NOMy4YaloT N0 METOANKE
npumepa 22, ncxoas ns 50 mr (0,10 mmone) 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
naonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KMCNoThl 1 8,3 Mr
(0,11 mmonb) N-meTun-2-aMmHo3TaHona. YkasaHHoe B 3arofloBke COeAMHEHME NonyyalT B BUAe
ero rugpodgopmuaTa B popme 6e5oro aMopdHOro TBEPAOro BeLlecTaa.

Buixoa: 30 mr. MC (ES™): m/e=556, cnekTp Xnopnpou3BoAHOrO.

Mpumep 32: (1-U3onponunnunepuguH-4-un)ammg 1-[(5-xnopnmpmnamH-2-unkapbamoun)metunnl-
4-(3-rngpokcuasetngun-1-kapboHun)-1H-6eH3onmMmaason-2-kapboHOBON KUCAOTbI

(1-N3onponunnunepuamnH-4-un)amug 1-[(5-xnopnupugunH-2-nnkapbamonn)meTnn]-4-(3-
rmapokcuaseTnaunn-1-kapooxmn)-1H-6eH3onmmnaason-2-kapboHOBOWM KMCOTbI NOyYatoT no
mMeToauke npumepa 22, ncxoas us 50 mr (0,10 mmone) 1-[(5-xnopnupnanH-2-
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unkapbamoun)metun]-2-(1-usonponmnnunepungunH-4-nnkapbamownn)-1H-6eH3onmngason-4-
kap6oHoBow kucnotbl 1 8,1 Mr (0,11 Mmornb) 3-rmgpokcnaseTuanHa. YkasaHHOe B 3arofnioBke
coefMHeHVe nony4atoT B BUAE ero rugpodgopmmata B oopme 6ernoro amopdHoOro TBEpAoro
BelllecTBa.

Buixoa: 28 mr. MC (ES™): m/e=554, cnekTp Xnopnpou3BoAHOrO.

Mpumep 33: 1-OTOKCMKaPOOHUITOKCMATUNOBLIN 3dump 1-[(5-xnopnupnanH-2-
unkapbamounn)meTun]-2-(1-n3onponunnunepuanH-4-nnkapbamownn)-1H-6eH3onmuaason-4-

KapOOHOBOW KMCNOTbI

1-OToKcnkapboHMIoKCuaTUNoBbIN achmp 1-[(5-xnopnupunanH-2-unkapdamoun)metmn]-2-(1-
nsonponunnunepuguH-4-unkapbamomn)-1H-6eH3onmmaason-4-kapboHOBON KUCMOTbI NOMAy4akoT
no metoguke npmumepa 20, nexoga ua 50 mr (0,10 mmonb) 1-[(5-xnopnvpuanH-2-
unkapb6amounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapbamownn)-1H-6eH3onmmnaason-4-
kap6oHoBown kucnoTbl 1 61,2 mr (0,401 mmonb) 1-xnopatunatunkapboHaTa. YkasaHHoOe B
3arofioBKe CoeAvHEeHVEe Nony4varoT B Buae ero rugpodopmumata B opme 6enoro amopgHoro
TBEpPAOro BeLLecTBa.

Biixoa: 38 mr. MC (ES™): m/e=615, cnekTp Xnoprnpon3BoaHOro.

Mpumep 34: 1-LINKNOrekcnnokcnMkapOOHUITOKCMATUNOBLIN admp 1-[(5-xnopnupunanH-2-
unkapbamoun)metun]-2-(1-usonponmnnunepuaunH-4-nnkapbamownn)-1H-6eH3onmngason-4-

KapOOHOBOW KMCIOThI

1-LinknorekcmmnokcnkapboHUTOKCUITUNOBLIN adunp 1-[(5-xnopnupmnanH-2-
unkapbamounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmnaason-4-
KapOOHOBOW KMCMOTbI Nofy4vatoT no metoamke npumepa 20, ncxoas ms 50 mr (0,10 mmone) 1-
[(5-xnopnnpuamnH-2-nnkapbamonn)metun]-2-(1-n3onponunnunepunanH-4-unkapdamounr)-1H-
OeH3ommmaason-4-kapboHoBor kucroTbl 1 82,8 mr (0,401 MMonb) UmMknorekcun-1-
XnopatunkapboHaTta. YkazaHHOe B 3arofloBke COeANHEHME NOoMyYaloT B BUAE €ro
rmapodopmmnarta B popme 6enoro amopcHOro Teepaoro BeLlecTaa.

Buixon: 46 mr. MC (ES™): m/e=669, cnekTp Xfopnpou3BoAHOrO.

Mpumep 35: [4-(3-OkcomopdonuH-4-un)pennnlammg 1-[(5-xnopnmpngunH-2-
unkapbamoun)meTtun]-1H-6eH3onmnaason-2-kapboHOBON KUCAOThI

(i) 4-(4-HutpodeHnn)MopdonuH

Cwmecb 24,5 r mopdonuHa n 13,3 1 1-dotop-4-HntpobeHsona B 30 mn AMCO HarpeatoT oo
100°C B TeveHue 4 u. MNMony4yeHHbIn pacTteop BbinnakoT B 300 mn Boakbl 1 06pa3oBaBLLMACSA
0CafoK OTAENST PUINbTPOBaAHUEM, NOMNyYas MPU 3TOM SAPKO-KENTbIN KPUCTaNNIMYECKUii NpoaykKT,
KOTOPbI cylaT Npu NOHWXEHHOM AasneHunn. Beixog: 19,7 T.

(i) 4-(4-HutpodeHun)mopdonnH-3-oH

K pactBopy 10 r 4-(4-HntpodeHun)mopdgonuHa B 200 mn DCM ocTopoXHO 406aBNST Npy
K.T. 32 Mr xnopuga 6eH3unTpnaTnnaMmmoHmsa u 22,7 r nepmaHradata kanus (325 mew). MNocne
nepemeLLMBaHns B TedeHre 1 4 npu K.T. peakLyMOHHYH CMECb HarpeBatoT Npu KUMEHUN C
obpaTHbIM XonoaunbHMKOM B TedeHne 10 4. 3atemM npu oxnaxageHUn u SHEPrMYHOM
nepemeLumBaHnm gobaenaoT 95 r Na,SO3; B 450 mn Bogbl. CMech (hunbTpyoT Yepes pbixnblii
CNon uenuTa u unbTpaT KOHLEHTPUPYIOT NPY MOHWXKEHHOM AaBneHun. XXentoe TBepaoe
BeLLecTBO nepemeLumBatoT ¢ 250 Mn BOAbI N OCaXAEHHbIA NPOAYKT OTAENAT (PUNbTPOBaHMEM.
HeounLeHHbIN NPoayKT OYMLLA0T XpomaTtorpadmen Ha cunukarene npy anonpoBaHnm
rpagueHTom cmecn DCM/MeOH 100%—50%. ®pakummn, cogepkawime NpoayKT, 00 beamHAT n
pacTBOpPUTENDb BbiNapMBaloT Npu NOHMKEHHOM AaBneHun. Boixoa: 2,6 T.

(iii) 4-(4-AmuHopeHnn)MopdonuH-3-oH

K pacteopy 2,6 r 4-(4-HutpoceHun)mopdonuH-3-oHa B 350 mn aTtunayetata n 17 mn
aTaHona pgobaenstoT 13,2 r gurnapata SnCl, 1 peakunoHHY0 CMeChb HarpesaroT Npu KUNEHUU ¢
00paTHbIM XONOAWUNBHMKOM B TEYEHUE 2 Y. 3aTeMm, Nocre oxnaxaeHusa o K.T., CMecb
nepemMeLLnBaroT B TedeHne 16 4. OcaxaeHHbI NpoayKT oTAeNnsaT punsTpoBaHMEM, OH
SABMSIETCA OCTAaTOMHO YMCTbIM ANS crneytoLlen ctagumn peakumun. Beixoa: 2,07 r.

(iv) [4-(3-OkcomopdonuH-4-un)cpeHun]ammng 1H-6eH3onmMmnaason-2-kapOboHOBOM KNCNOThI

K pacteopy 100 mr 1H-6eH3ommnaason-2-kapboHoBow kucnotel 1 118 mr 4-(4-
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amMuHopeHnn)mopdonmH-3-oHa B 2 mn DCM pgobaesnstot 157 mr BOP-CI n 0,3 mn NEt; n cmech
nepemMeLLMBaloT B TedeHne 16 4 npu K.T. 3aTem, nocne pa3baBneHnst peakymoHHorn cmecn 20 mn
BOAbl OCaXAEHHbIN NPOAYKT OTAENAT PUnbTpoBaHNEM. HeouunLeHHbIA NpoayKT nogsepratoT
cnepayiowen ctagnn peakumm 6e3 JononHUTENbHOW O4UCTKU. Bbixoa: 122 wmr.

(v) [4-(3-OkcomopdonuH-4-un)denunn]jamug 1-[(5-xnopnupungnH-2-unkapdamoun)metnn]-1H-
©eH3onmmaason-2-kapboHOBOW KNCMOThI

K pacteopy 50 mr [4-(3-okcomopdonunH-4-un)dernnnjammaa 1H-6eH3ommmaason-2-
kapboHoBow kncnoTbl B 2 mn AM®A npu k.T. gobasnaoT 49 mr Cs,CO3 n 37 mr 2-6pom-N-(5-
XNopnupuanH-2-nn)aletaMmmaa n peakuMoHHY0 CMeCb NepemeLLmBatoT B TedeHne 2 4. 3aTem
npu K.7. gobaenswoT gononHutensHble 20 mr Cs,CO3 n 30 Mr 2-6pom-N-(5-xnopnvpuguH-2-
un)auetammaa M peakuMOHHYIO CMeCb NepemMeLLMBaloT B TeYeHMe OOMNOMHUTENbHbIX 2 Y.
PeakuunoHHyto cmecbk pasbasnsaoT 20 M BoAbl M OCaXAEHHbIN NPOAYKT OTAENS0T
dunbTpoBaHnem. NpoaykT pacteopstoT B 3 mn pasbasneHHon HCI n nnodpununsytoT, nonyyas
npv aToM 6enoe TBepaoe BellecTBo. [1poayKT nonyyarT B BUAE ero rugpoxnopuaa.

Bbixoa: 128 mr. MC (ES™): m/e=505, cnekTp Xnopnpon3BoaHOro.

MNpumep 36: MeTtunosbin adump 1-[(5-xnopnmpuaunH-2-unkapbamoun)metmn]-2-[4-(3-
okcomopdonuH-4-un)dpeHunkapbamonn]-1H-6eHzonmMmaason-4-kapboHOBON KNCNOThI

(1) MeTtunoseinn adup 2-[4-(3-okcomopdonun-4-un)peHunkapbamonn]-1H-6eHzoummaason-4-
KapbOHOBOW KUCMOThI

Pacteop 69,4 mr (0,236 mmornb) meTun-2-tpuxnopmetun-1H-6eH3onmmaason-4-kapbokcmnara
B 2 mn TI'® meaneHHo gobaensaoT K cmecn, cogepxawen 50 mr (0,26 mmons) 4-(4-
aMmuHodeHnn)mopdonumH-3-oHa, 220 mr (2,62 mmons) NaHCO3, 8 Mn TT® 1 3 mn H,O. Cmech
3HEpPrMyHO NepemMeLlnBatoT B TedeHme 3 Y npu K.T., pasdaensiT 50 mn CH,Cl, 1 npombieatoT 30
M HacblweHHoro pacteopa NaHCO5. BogHbiin pactBop akcTparmpytoT 50 mn CH,LCl,,
00beaVHeHHbIe opraHnyeckne cnou cywat Hag MgSQOy4 1 KOHUEHTPUPYHOT NPU MOHMXXEHHOM
OaBreHun, noryyasi Npu 3ToM KOpMYHEBOE TBEPAOE BELLECTBO, KOTOPOE ABNSAETCS AOCTAaTOYHO
YNCTbIM AN NOCNeayoLWmMX peakumi.

Bbixog: 72 mr. MC (ES™): m/e=395.

(ii) MeTunosbii acpup 1-[(5-xnopnmpuanH-2-nnkapdamonn)meTmn]-2-[4-(3-okcCoMOpPONUH-4-
un)dpeHunkapdbamomnn]-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI

72,0 wvr (0,183 mmonb) meTnnosoro acumpa 2-[4-(3-okcomopdonun-4-un)dpeHunkapbamonn]-
1H-6eH3ommmaason-4-kapboHoBON KUCNOThI pacTBopsaoT B 7 M IM®A. NocnegoBaTensHo
pobasnsaoTt 37,8 mr (0,274 mmonb) K;CO3 1 54,6 mr (0,219 mmonb) 2-6pom-N-(5-xnopnnpunaunt-
2-nn)auetammaa n o6pasoBaBLLYOCS CMECh NepemelunBatoT B TeveHne 4 4 npu 80°C. Cmech
pasbaBnstoT 200 mn Tonyona un npomeiBatoT 50 Mn HacblweHHoro pacteopa NaHCO;. MpoaykT
He SIBNSETCS NOMHOCTLI0 PaCTBOPMMBIM B TOMyore, MOSTOMY HYXXHO 000aBuTb aTunaleTar.
OpraHnyeckunin Cror NPoOMbIBaOT HaCkILLEHHbIM pacTBOPOM COMnu, cywaT Hag 6e3sogHbiM MgSO,
W KOHLEHTPUPYIOT NpK NOHWXEHHOM AasrieHnn. OctaTok ounwatoT npenapatmeHon BOXKX
(rpagueHt cmecn CH3CN/H,0+0,05% MypaBbMHOW KACNOTLI), NONy4as npy 3TOM METUMNOBbIN
acup 1-[(5-xnopnupmnanH-2-unkapdbamounn)meTtun]-2-[4-(3-okcomopdonunH-4-
un)dpennnkapbamonn]-1H-6eH3onmmnaason-4-kapOoOHOBOWM KNCNOThI B BUAE CBETIIO-KOPUYHEBOIO
amMopgHOro TBepAoro BeLlecTsa.

Buixon: 46 mr. MC (ES™): m/e=563, cnekTp X1opnpou3BoAHOrO.

Mpumep 37: [4-(4-Okco-4H-nmpuguH-1-un)denunlamug 1-[5-(5-xnopTmodeH-2-nn)msokcason-
3-nnmetun]-1H-6eH3omMmmaason-2-kapboHOBOW KMCAOThI

(i) 1-(4-HutpodeHnn)-1H-nnpmnanH-4-oH

Cwmecb 10,1 r nupuanH-4-ona n 10 r 1-cpTop-4-HnTpobeHsona u 46,1 r Cs,CO5 B 30 mn AM®A
nepemMeLLMBaloT Npu K.T. B TedeHune 2 . MNMonyyeHHbln pactsop BbinusatoT B 300 Mn BOAbI U
06pa3oBaBLUMICA 0CAO0K BbIAENSAT hUNbTPOBAHMEM, NOMy4Yas NPy 3TOM SPKO-KENTbIN
KpUcTannmyeckunin NpoayKT, KOTOPbLINA cyLlaT nNpy NOHWXEHHOM AaBneHun. Beixoa: 11,2 .

(i) 1-(4-AmmHodbeHnn)-1H-NMpnanH-4-oH

K pacteopy 10 r 1-(4-HutpodeHun)-1H-nmpnamH-4-oHa B 510 mn aTunauetarta n 26 mn
aTaHona gobaensaoT 52,1 r gaurngpata SnCl, M peakuuoHHY0 CMeChb HarpeBatoT NPu KUNeHuu ¢
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obpaTHbIM XONoAUIIBHUKOM B TeyeHue 6 4. 3ateM, nocrne oxnaxaeHnst 4o K.T., pacTBopuTenu
yoansioT npu NoHWxXeHHoM AasneHuun. OcTtaTok pacteopstoT B 100 mn BogHOro pacteopa
NaHCO; 1 pobaenstot 200 mn aTunayetata. HeopraHnyeckuii ocagok oTUNbLTPOBLIBAKOT U
TBEpAble BELeCTBa NPOMbIBAIOT aTunauetratoMm. ocne otaeneHns opraHM4eckoro crost BOAHbIN
cnou uneTparta aKkcTparnpytoT atunagetratom (2x100 un) n DCM (3x150 mn). O6beanHeHHbIe
opraHudeckue cnowm cywat Hag Na,SO,4 1 pacTBopuTENM yOoansaoT Npyv NOHMWKEHHOM AaBMEHUM.
OcTtaBLIMNCA NPOAYKT ABMSETCA 4OCTAaTOYMHO YMCTLIM ANS CneayoLlen ctagun peakumm. Beixoa:
6r.

(iii) 2-TpuxnopmeTun-1H-6eH3onmmnaason

K pacteopy 10 r 6eH3on-1,2-guamuHa B 250 M yKCYCHOW KMCMOTbI MPU K.T. MO Kannam
pobaensoT 22,8 r MeTMnoBoro agupa 2,2,2-TpuxnopaleTmmmnaoBon kucnotbl. Cnyctst 2 4
pobasngaet 500 mn Tonyona v pacTBOPUTENN YAANSAKT NpU NOHWKEHHOM gasneHnn. OctaTok
OOMNOMNHNTENBHO COBMECTHO NMEPErOHSAIOT ABa pa3a ¢ TonyorioM. ocne cyLwku npy NOHWXEHHOM
OaBneHnn NpoayKT ABNAETCA OCTAaTOYHO YNCTLIM AN cnegyowen ctagum peakuun. Beixoa: 25
r.

(iv) [4-(4-Okco-4H-nnpnanH-1-nn)dpenun]amma 1H-6eH30nMmnaason-2-kapboHOBON KNCOThI

PactBop 769 mr 2-Tpuxnopmetun-1H-6eHzonmmaasona B 10 mn TId megneHHo obaBnstoT K
cmecn, cogepxawlen 304 mr 1-(4-ammHodennn)-1H-nnpnguH-4-ona, 1,3 r NaHCO;, 40 mn TT®
n 15 mn H,O. Cmecb 3HeprmiyHo nepemMeLuvBaroT B TedeHre 3 4 npu K.T., pasbasnsawoTt 200 mn
CH,Cl5 n npombiBatoT 40 mn HackiweHHoro pacteopa NaHCOs. BoaHbii pacTBop akCcTparvpytoTt
CH,Cl, (3x200 mn), o6beanHeHHble opraHudeckune croun cywat Hag MgSO,4 1 KOHLEHTPUPYOT
npv NOHMXXEHHOM JaBneHun, nony4vasi Npu 3TOM KOpPUYHEBOE TBEPAOE BELLECTBO, KOTOPOE
ABNSAETCHA JOCTATOYHO YNCTbIM A5 nocnenywmnx peakunn. Beixoq: 598 mr.

(v) [4-(4-Oxkco-4H-nupngun-1-un)perHmnlammng 1-[5-(5-xnoptnoden-2-unjnsokcason-3-
nnmeTtun]-1H-6eH3onmMmngason-2-kapboHOBOWM KMCNOTbI

K pacteopy 192 mr [4-(4-okco-4H-nnpnann-1-un)dpenunjammaa 1H-6eH3onmmngason-2-
kapboHoBow kucnotbl B 10 mn OM®A npu k.T. gobasnstoT 120 mr K,CO3 1 194 mr 3-6pommeTun-
5-(5-xnopTuodeH-2-nn)nsokcasona n CMecb HarpesatoT B TedeHue 2 4 npu 70°C. lNMocne
pobaeneHnst 30 MmN BoAbl CMeCh aKCTparMpytoT atunagetatom (3x100 mn). MNocne cyLku
006beanHeHHbIX opraHmdeckux a3 Hag Na,SO,4 pacTBoputTeny yoansoT Npyv NOHUKEHHOM
OaBneHnn N ocTaToK ouuLLaloT npenapatnBHon BOXKX (konoHka ¢ obpaweHHol dason C18,
antonpoBaHue rpagueHtom cmecn H,O/MeCN ¢ 0,1% TFA). ®pakumn, cogepkalme npoaykT,
BbiNapuBaoT 1 NMOMNn3yoT, Nonyyasa npm aTom 6enoe TBepAoe BellecTso. MNMpoayKT nony4varoT
B BMAE ero TpudTopaLeTaTHon Conu.

Buixoq: 70 mr. MC (ES™): m/e=528, cnekTp X1opnpou3BoAHOrO.

Mpumep 38: [4-[4-Okco-4H-nnpuanH-1-un)denunnljamug 1-(3-metokcnbeHsmn)-1H-
B6eH3omMMuraason-2-kapboHOBOW KUCOThI

YKasaHHOe B 3arofiloBke COeANHEHNE MONyYatoT aHanormyHo npumepy 37 ¢ TeM OTNMYNEM, YTO
1-6poMmeTunn-3-MeTOKCMOEH30MN UCNONB3YIOT BMECTO 3-6poMmeTun-5-(5-xnoptunoden-2-
nn)M3okcasona Ha ctaaum ankunuposanus. MC (ES*): m/e=451.

Mpumep 39: [4-[4-Okco-4H-nnpuanH-1-un)denun]amua 1-[(5-xnopnupnanH-2-
unkap6amoun)metunn]-1H-6eH3onmmaason-2-kapboHOBONW KMCAOTbI

YKasaHHOe B 3arofloBke COeAMHEHNE NOMyYaloT aHanornyHo npumepy 37 ¢ Tem OTNIMYNEM, YTO
2-6pom-N-(5-xnopnmpuaunH-2-mn)averamug UCnonb3yT BMecTo 3-0pommeTnn-5-(5-xnoptmoder-
2-Un)u3okcasona Ha ctaamu ankunuposanus. MC (ES™): m/e=499 cnektp Xrnoprpon3BoaHoro.

Mpumep 40: (8-MeTnn-8-aszabuumkno[3.2.1]okt-3-un)amma 1-[5-[5-xnoptmodeH-2-
un)msokcason-3-unmetun]-1H-6eH3ommmnaason-2-kapboOHOBOW KMCNOTbI

Yka3aHHOe B 3aronoBke CoeiNHeHMe nosy4atoT aHanorn4yHo npumepy 37 ¢ TemM OThMYneEM, 4YTO
rmgpoxnopuvg 8-metun-8-a3abnumkno[3.2.1]okr-3-unammHa ncnonb3yoT Bmecto 1-(4-
aMuHodeHnn)-1H-nmpuanH-4-ona Ha ctagum (iv). MC (ES™): m/e=482, cnekTtp
XNOPrpoOn3BOLHOrO.

Mpumep 41: [4-(2,4-Anokco-3,4-amrnapo-2H-nnpummants-1-un)dedunnjamug 1-[5-[5-

Ctpanuua: 74



170

15

20

25

30

35

40

45

50

RU 2346 944 C2

xnopTtuodeH-2-nn)usokcason-3-nnmvetun]-1H-6eHsonmmaason-2-kapboOHOBOW KUCHOThI

(i) 1-(4-HutpodeHun)-1H-nnpnmnaunH-2,4-01MoH

Cwmechb 3,5 r 1H-nupnmungmH-2,4-guoHa u 3 r 1-cptop-4-HutpoberHsona n 13,8 r Cs,CO3 B 60
mn OM®A HarpeatoT Ao 80°C B TedeHme 12 u. MNMony4deHHbIn pacTeBop BbinnsatoT B 200 mn Boabl
1 06pa3oBaBLUMIACA 0CAA0K OTAENAT PUNbTPOBAHMEM, NOMy4Yast MPU 3TOM SPKO-KENTbIN
KpUCTanNIMyYecknin NpoAayKT, KOTOPbLIW CyLlaT Npy NOHUXEHHOM AaBneHun. Boixoa: 2,6 r

(i) 1-(4-AMmHobeHNn)-1H-NMpUMUANH-2,4-AN0H

B pactBop 1,4 r 1-(4-HuTpodheHun)-1H-nnpnmunamnnH-2,4-gmoHa B 120 mn MeOH BBogaT 15 r
Hukensa PeHes (npombIT Tpu pa3a MeOH) B atmocdepe asoTa. 3atem gobasnstot 15 mn 7M
pactBopa NH; B MeOH. ATmocdepy asoTa 3ameHsaoT atmocdepor Bogopona n CMecb
rMapUpYOT NpU HopMarbHOM AaBneHun npu K.T. CnycTsa 2 4 peakuyMoHHY0 CMeCcb (punbTpyoT
yepes phIXnbli cnon uenurta. Pacteoputenn yaansitoT Npu NOHMXEHHOM OaBeHUN 1 OCTaToK
noABeprarT cnegyLwen ctagum peakunmn 6e3 gononHUTENbHOM o4nCTKA. Beixog: 502 wmr.

(i) [4-(2,4-Ownokco-3,4-gurngpo-2H-nnpumnaunn-1-un)penmnljammng 1H-6eH3onmmaason-2-
KapOOHOBOW KNCIOThI

YKkasaHHOe B 3arosfioBke coefMHEeHNe nony4yarT aHanormyHo ctagum (iv) npumepa 37 ¢ Tem
oTnnymnem, 4Yto 1-(4-ammHodennn)-1H-nupumMmanH-2,4-AnoH NCnonb3yT BMecTo 1-(4-
aMmuHodeHnn)-1H-nmpuamnH-4-oHa. MC (ES™): m/e=348.

(iv) [4-(2,4-Onokco-3,4-gurnapo-2H-nupummnanH-1-un)peHunlamug 1-[5-[5-xnopTnodeH-2-
un)usokcason-3-unmeTtun]-1H-6eHzommmaason-2-kapboHOBOM KMCNOThI

YkasaHHOe B 3arosfioBke coefMHEeHNe nony4yarT aHanormyHo ctagum (iv) npumepa 37 ¢ Tem
oTnmymnem, 4to [4-(2,4-gmokco-3,4-gurnapo-2H-nnpnmmngmH-1-un)dpenmnjammng 1H-
OeH3ommmaa3on-2-kapboHOBOM KUCIOThI UCMOMb3YOT BMECTO [4-(4-okco-4H-nmnpuaun-1-
un)dpernn]amaa 1H-6eH3onmmnaason-2-kapboHoBoii kucnotel. MC (ES™): m/e=545, cnektp
XJTOpPNPON3BOAHOrO.

Mpumep 42: [4-(2-OkcookcasonuanH-3-un)derHnnlammg 1-[5-(5-xnopTrnoden-2-mn)maokcason-
3-nnmeTtun]-1H-6eH3onmmnaason-2-kapboOHOBON KMCAOThI

YkasaHHOe B 3arofloBke COeaAnHEHNE Mosy4aroT aHanorn4yHo npumepy 41 ¢ Tem oTnimynem, 4Yto
OKCa30MnanH-2-0H UCMOMb3yoT BMeCTo 1H-nnpummanH-2,4-auonHa Ha ctaguu (i). MC (ES™):
m/e=520, cnekTp XNopnpon3BOAHOrO.

Mpumep 43: [4-(2-OkcookcaszonuanH-3-un)deHunlamua 1-[[5-xnopnupnanH-2-
nnkap6amoun)metunn]-1H-6eH3onmmaason-2-kapOboHOBOW KMCAOTbI

YkasaHHOe B 3arofloBke COeANHEHNE Mory4aroT aHanorn4yHo npumepy 41 ¢ Tem oTnimynem, 4Yto
OKCa3onuauH-2-oH 1 2-6poM-N-(5-xnopnmpuguH-2-un)avetamumg Mcnonb3yoT BmecTto 1H-
nMpumMnamnH-2,4-guoHa (ctagus (i)) n 3-6pommeTun-5-(5-xnopTnodeH-2-mn)msokcasona
(ctagusa (iv)). MC (ES*): m/e=490, cnekTp XnoprnponssoaHoro.

Mpumep 44: [4-(2,4-Ounokco-3,4-amrnapo-2H-nnpnmuamnH-1-un)dermnnlamug, 1-[[5-
xnopnupnanH-2-unkapbamonn)metnn]-1H-6eHzonmmnaason-2-kapbOHOBOW KMCAOThI

YKasaHHOe B 3arosfloBke COeANHEHNE MONyYatoT aHanormyHo npumepy 41 ¢ TemM oTNMYNEM, YTO
2-6pom-N-(5-xnopnupunaunH-2-un)avetammg, UCnosnb3yT BMecTo 3-6poMmmeTunn-5-(5-xnoptnodeH-
2-un)u3okcasona Ha ctagmu ankunuposanus. MC (ES™): m/e=516, cnekTp XnoprnponssoaHoro.

Mpumep 45: [4-(4-Okconunepuaunn-1-nn)derHunlamug, 1-[5-(5-xnopTmodeH-2-un)msokcason-3-
unmeTtunn]-1H-6eH3onmMmaason-2-kapboHOBON KUCHOTbI

YKasaHHOe B 3arofiloBke COeANHEHNE MOyYatoT aHanormyHo npumepy 41 ¢ TemM oTNMYNEM, YTO
rmapoxnopua nunepuanH-4-oHa ncnonb3yoT BMecTo 1H-nnpumnamnH-2,4-anoHa Ha ctaguum (i).
MC (ES*): m/e=532, cnekTp Xrnoprnpon3BoaHOro.

Mpumep 46: [4-(1,1-Anokco-1).6-TnomopdonuH-4-un)denunlamug 1-[5-(5-xnopTrnodeH-2-
un)usokcason-3-unmeTtun]-1H-6eHzonmmaason-2-kapboHOBON KMCNOThI

(i) TpeT-ByTUnosei admp [4-(1,1-amokco-1)6-TnoMopdonunH-4-mn)heHnn]kapbammHoBO
KMCNOTbI

Pacteop 408 mr TpeT-0yTnnosoro acmpa (4-ammHodeHnn)kapbaMmMHOBON KACIOTbI 1 254 Mmr
aTeHcynbdoHmnnaTeHa B 4 mn EtOH HarpesatoT B TeyeHne 30 muH npy 140°C npu
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MUKpoBonHoBoM obny4veHun (100 BT, annapat CEM Discover). 3atem, nocrne oxnaxgeHusi 4o
K.T., pacTBOpUTENW yOaNSaT Npy NOHMXEHHOM AABMEHUN 1 OCTATOK CyLLAT B BaKyyMme.
HeounLeHHbIN NpOAYKT NOABEpPratoT creayroLlen ctagumn peakumn. Beixoa: 0,64 r.

(ii) 4-(1,1-Anokco-1)6-TnomopdonmH-4-mn)peHnnammH

Pacteopy 640 mr TpeT-6yTunosoro admpa [4-(1,1-amokco-1)6-TnomopdonuH-4-un)peHunn]
kap6amnHoBol kncnotbl B 30 mnn DCM n 30 mn TFA gatoT BO3MOXHOCTb CTOATb B Te4YeHue 16 y
npu k.7. 3atem, nocne gobasneHusa 100 mn Tonyona, pacTBOPUTENU YOANAKT MNPU NOHMXKEHHOM
OaBneHnn N oCcTaToK cyllaTt B BakyyMe. [1poayKkT nonyyatoT B BUAE ero Tpudptopavetara. Boixog;:
0,44 r.

(i) [4-(1,1-Ownokco-1).6-TnomopdonuH-4-un)dpenun]amma 1H-6eH3ommmaason-2-kapboHoBOM
KMCNOTbI

YKasaHHOe B 3arosfioBke coefMHEeHNe Nnony4yarT aHanormyHo ctagum (iv) npumepa 37 ¢ Tem
pasnuynem, 4yto 14-(1,1-guokco-1x6-TnomoponmH-4-un)dpeHnnamMmmH UCnonb3yoT BMecTo 1-(4-
amuHodeHun)-1H-npuanH-4-oHa.

(iv) [4-(1,1-Onokco-1)6-Tnomopdonun-4-un)dperHmnlammng 1-[5-(5-xnoptrnodeH-2-
un)musokcason-3-unmeTtun]-1H-6eHzommmaason-2-kapboHOBOM KMCNOThI

YkasaHHOe B 3arofioBke coeMHeHne nony4atoT aHanorndHo ctagum (v) npumepa 37 ¢ Tem
pasnuunem, uTo [4-(1,1-anokco-1A16-tnomopdonuH-4-un)peHunjammng 1H-6eH3oumMmaason-2-
KapOOHOBOW KUCIOTbI CNONb3YIOT BMECTO [4-(4-okco-4H-nupugmnH-1-un)dernnjammaa 1H-
6eH3onmMmnaason-2-kap6oHosoit kucnoTbl. MC (ES™): m/e=568, cnekTp XnopnponsBoaHoro.

Mpumep 47: [4-(1.1-Onokco-1).6-TnomopdonuH-4-un)dernmnlammng 1-[(5-xnopnmpuanH-2-
unkap6amonn)metun]-1H-6eH3onmmaason-2-kapGoHOBOW KUCMOThI

YKazaHHOe B 3arofioBke COeQUHEHME MOMy4valoT aHaNormyHo npumepy 46 ¢ Tem pasnuymem,
yT0 2-6poM-N-(5-xnopnmpmanH-2-nn)auetTamma Ucnonb3yrT BmecTo 3-6pommeTun-5-(5-
xnoptuoeH-2-un)usokcasona (cragus (iv)). MC (ES™): m/e=500, cnekTp Xnoprpon3BoaHOro.

Mpumep 48: [4-(2-Okco-2H-nupasnH-1-un)dennnlammng_1-[5-(5-xnoptnodeH-2-nn)usokcason-
3-unmetun]-1H-6eH3ommmaason-2-kapboHOBOW KUCMAOThI

(1) 1-(4-HutpodbeHun)-1H-nmupasunH-2-oH

Cwmecb 632 mr nupasunH-2-onarta Hatpus u 720 mr 1-¢ptop-4-HutpobeHsona n 3,3 r Cs,CO; B
13 mn OM®A HarpesatoT o 35°C B TedeHue 6 4. [NonyyeHHblli pacTtBop BoinusatoT B 300 mn
BOAbl 1 06pa3oBaBLUMICS 0CaA0K OTAENAT PUNbTPOBaHMEM, NOMy4Yas Npu 3TOM APKO-KenTbli
KpUCTannmMyecknin NpoAayKT, KOTOPbLIA cyLlLaT Npyu NOHWXEHHOM AasrneHun. Boixoa: 545 wmr.

(i) 1-(4-AmnHOdeHunn)-1H-nnpasunH-2-oH

K pacteopy 520 mr 1-(4-HuTpodeHun)-1H-nmp3unH-2-oHa B 26 mn atunauetata n 1,3 mn
aTaHona pgobaenstoT 2,7 r gurnapata SnCl, M peakuynoHHy0 CMeChb HarpesaroT Mpu KUNEHUU ¢
0oBpaTHbIM XONOANNBHMKOM B TEYEHUE 6 Y. 3aTeMm, Nocre oxnaxaeHusa o K.T., CMecb
nepemMeLLnBaroT B TedeHne 16 4. OcakaeHHbI NPpoayKT oTAeNnsaT punsTpoBaHMEM, OH
SABMSIETCA OCTAaTOMHO YMCTbIM ANA cnefyoLwen ctagumn peakumn. Boixoa: 450 wmr.

(iii) [4-(2-Okco-2H-nupasun-1-nn)deHunlamug 1H-6eH3o0MMmaa3on-2-kapboHOBOW KUCTOThI

YkasaHHOe B 3arofioBke coeAMHeHe NosyvaroT aHanormyHo ctagum (iv) npyumepa 37 ¢ Tem
pasnu4yvem, 4to 1-(4-ammHodeHnn)-1H-nupasnH-2-oH Ncnonb3yT BmecTo 1-(4-amuHodeHnn)-
1H-nupuanH-4-ona. Beixog: 513 wmr.

(iv) [4-(2-Okco-2H-nnpasun-1-un)penmn]ammng 1-[5-(5-xnoptnodeH-2-mn)nusokcason-3-
nnmeTtun]-1H-6eH3onmMmmngason-2-kapboHOBOWM KMCNOTbI

YkasaHHOE B 3arofioBke coeMHeHe Nony4vatoT aHanormdHo ctagum (v) npumepa 37 ¢ Tem
pasnuynem, 4to [4-(2-okco-2H-nnpasuH-1-un)dpenunjammng 1H-6eH3onmmuaason-2-kapboHoBOM
KMCNOThbl UCNONb3YT BMECTO [4-(4-okco-4H-nupnanH-1-un)dennnjammaa 1H-6eH3ommmaason-2-
kapBoHoBoWi kncnotel. MC (ES™): m/e=529, cnekTp Xnopnpov3BoaHOro.

Mpumep 49: [4-(2-Okco-2H-nupasunH-1-un)dennnlamma 1-[(5-xnopnMpuanH-2-
unkap6amonn)metun]-1H-6eH3onmmaason-2-kapGoOHOBOW KUCMOThI

YKaszaHHOe B 3arofloBke COeAMHEHNE NOMyYaloT aHanornyHo npumepy 48 ¢ Tem oTnmymnem, 4YTo
2-6pom-N-(5-xnopnupunaunH-2-un)avetammg, UCnosnb3yT BMecTo 3-6pommeTunn-5-(5-xnoptnodeH-
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2-un)usokcasona. MC (ES™): m/e=500, cnekTp Xrnoprpon3BoaHOro.

Mpumep 50: [4-(2-Okconunepasux-1-un)denunn]jamug, 1-[5-(5-xnoptrnodeH-2-nn)usokcason-3-
unmetun]-1H-6eH3onmmaason-2-kapboHOBOKW KUCNOTbI

(i) 1-(4-AMMHOEHMN)NUNEPa3NH-2-0OH

K pacteopy 670 mr 1-(4-HuTpodpeHunn)-1H-nnpasmH-2-oHa B 100 mn MeOH gobaensatoT 8 r
Hukensa PeHes (npombiT Tpy pasa MeOH) B atmocdepe a3zota. 3atem gobasnsaiot 10 mn 7M
pacteBopa NH3; B MeOH. ATmocdepy aszoTa 3aMeHsAT aTMocdepon Bogopoaa N CMecb
rMAPUPYIOT NPU HOpMaribHOM AaBreHun Npu K.T. CnycTa 2 4 peakuyMoHHYH0 CMeCb (unbTpyoT
yepes pbIXMbIi crion yenuta. PactBopuTenu yoansaoT Npy NOHWXXEHHOM OABMEHUN 1 OCTaToOK
nodBeprarT cnegyowen ctagum peakuumn 6e3 0ononHUTENbHOW 04YNCTKA. Beixoa: 464 wmr.

(i) TpeT-bByTnnoBkIn acump 4-(4-ammHodeHNN)-3-okconunepasnH-1-kapboHOBOM KUCMOThI

K pacteopy 464 mr 1-(4-ammHodbeHunn)nunepasmH-2-oHa n 30 mr DMAP B 15 mn
aleToHuTpuna npu K.T. gobaensawT 794 Mr gu-tpeT-6yTunankapboHaTa. Cnycrta 2 4
pacTBOpPUTENN yOaAnsoT NPy NOHMKEHHOM aBIEHMM N OCTaTOK pacTeopsAoT B 200 mn
astunayetarta. OpraHuyeckyto ady NPOMbIBAOT BOAOW U HACBILLEHHbIM PACTBOPOM COMU, cyLluat
Hag Na,SO,4 1 pacTBopuTEnb YAANAT NPU NOHWXKEHHOM AaBneHunn. Boixon: 547 wmr.

(iii) TpeT-ByTnnosbiv acpup 4-{4-[(1H-6eH30MMHUaAa30N-2-kKapOOoHUN)aMmHo]peHnn}-3-
okconunepasunH-1-kapOboHOBOWM KUCHOTbI

YKka3aHHOe B 3arosfioBke coefMHEeHNe nony4yarT aHanormyHo ctagum (iv) npumepa 37 ¢ Tem
OTNIMYMNEM, YTO TPET-OYyTUNOBLIN 3chpnp 4-(4-amnHodeHunn)-3-okconmnepasnH-1-kapboHOBOM
KMCNOTbI UCNONb3yT BMECTO 1-(4-amuHodeHnn)-1H-nnpnannH-4-oHa. Beixoa: 160 wmr.

(iv) TpeT-ByTunosbin adup 4-[4-({1-[5-(5-xnopTnoden-2-un)nsokcason-3-unmeTtun]-1H-
©eH3onmmaason-2-kapboHunammHo)dpeHnn]-3-okconmnepasmnH-1-kapOoHOBOW KUCNOTbI

YkasaHHOe B 3arofioBKe coeMHeHe nony4vatoT aHanorndHo ctagum (v) npumepa 37 ¢ Tem
OTNNYMeM, 4YTO TpeT-OyTunoBbIn agpup 4-{4-[(1H-6eH3oMMmaason-2-kapboHun)ammHo]eHun}-3-
okconunepasuH-1-kapOboHOBON KMCINOThbl MCMOMNb3YT BMECTO [4-(4-okco-4H-nnpuguH-1-
un)dpernnjamaa 1H-6eH3onmmnaason-2-kapboHoBoii kucnotbl. MC (ES™): m/e=633, cnektp
XJTOPNPOUN3BOAHOrO.

(v) [4-(2-OkconunepasnH-1-un)denun]amma 1-[5-(5-xnoptrnodeH-2-nn)msokcason-3-mnmeTnn|
-1H-6eH30nmMmaason-2-kapboHOBOW KMCMNOTbI

Pacteopy 150 mr TpeT-6yTunosoro acup 4-[4-({1-[5-(5-xnopTrnoden-2-nn)nsokcason-3-
unmeTtun]-1H-6eH3ommmaason-2-kapboHnntaMmmHo)peHnn]-3-okconmnepasun-1-kapboHoBo
kncnotbl B 30 Mn DCM 1 10 mn TFA gatoT BO3MOXXHOCTL CTOSATb B TeYeHne 16 4 npu K.T.
3atem, nocne gobaeneHust 100 mn Tonyona, pacTBOPMTENN yAANSOT NPU MOHUKEHHOM
OaBnNeHnM N ocTaToK ouuLLalT npenapatnBHon BOXKX (konoHka ¢ obpaweHHor dason C18,
antounpoBaHue rpagneHTom cmecn H,O/MeCN ¢ 0,1% TFA). ®pakuuun, cogepxalime npoaykT,
BbINapuBaoT 1 NMoMnn3yoT, Nonyyasa npm aTom 6enoe TBepAoe BellecTso. MNpoayKT nonyyaroT
B BMAE ero TpudTopaLeTaTHoOn Conu.

Buixon: 84 mr. MC (ES™): m/e=533, cnekTp Xfopnpou3BoAHOrO.

Mpumep 51: [4-(2-Okco-2H-nunepasunx-1-un)dennn]jamua 1-[(5-xnopnupuamnH-2-
unkap6amonn)metun]-1H-6eH3onmmaason-2-kapGoOHOBOW KUCMOThI

YKasaHHOe B 3arofloBke COeAMHEHNE NOMyYalT aHanornyHo npumepy 50 ¢ Tem OTNMYNEM, YTO
2-6pom-N-(5-xnopnupunaunH-2-un)avetammg, UCnosnb3yT BMecTo 3-6pommeTnn-5-(5-xnoptnodeH-
2-un)usokcasona. MC (ES*): m/e=504, cnekTp Xnopnpon3BogHOro.

Mpumep 52: [4-(3-OkcomopdonuH-4-un)pennnlamug 1-[(5-xnopnmpuguH-2-
unkapbamounn)meTunn]-4-(2-meTokcmaToken)-1H-6eH3onmmnaason-2-kapboHOBOW KUCAOThI

(i) 2-(2-MeToKCHaTOoKCK)-6-HNTPOdeHUNamma

PactBop 5 r 2-amuHo-3-HutpodbeHona, 4,5 r 1-6pom-2-meTokcnataHa, 4,4 r K,CO5 B 50 mn
OM®A HarpeatoT go 60°C B TeueHue 16 4. 3aTtem gobaensaioT 50 Mn Bogbl U CMeChb
akcTparupytoT aTunauetatom (3x100 mn). O6beaMHEHHbIE OpraHMYeckue Crioun cyliaT Hag
MgSO, 1 pacTBopuTENnU YAansalT Npu NOHMWKEeHHOM AaBneHnn. OcTalowuncs NpoaykT ABnaeTcs
[OCTaTO4HO YNCTLIM AN cnegylowen ctaguu peakuyuu. Beixoa: 5,8 r.

(i) 3-(2-MeTokcmaTokem)b6eH3on-1,2-guammH
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K pactBopy 1 r 2-(2-MeTOKCUaTOKCK)-6-HnTpodbeHunammHa B 10 mn atunaudetara n 3 Mn
aTaHona gobaensoT 4,4 1 gurngpata SnCl, 1 peakyuoHHY CMEeChb HarpeBaroT NPU KUNEHUU ¢
obpaTHbIM XoNoaMNbHUKOM B TedeHne 6 4. 3aTtem, nocne oxnaxaenus, godasnaot 50 mn 2M
NaOH n HeopraHn4eckuii oCcTaTok OTOUNBLTPOBLIBAKT M OOUNBHO NPOMbLIBAKOT 3TUNALETATOM.
dunbTpaT aKcTparmpytoT aTunavetatom (3x100 mn), oGbeaMHEHHbIE OpraHNYeckne crnov cywat
Hag MgSQ, 1 pacTBopMTENM yOansaT Npy NOHMKEHHOM AaBneHuun. OcTaBLUNNCS NPOaYKT
ABNSAETCHA AOCTATOYHO YNCTbIM ANs cnenyowen ctagum peakummn. Boixog: 640 mr.

(iii) 4-(2-MeTokcnaToken)-2-TpmuxnopmeTun-1H-6eH3onmmnaason

YKasaHHOe B 3arofioBke COeAMHEHUE NonyyaroT aHanornyHo ctagum (iii) npumepa 37 ¢ Tem
OTNMYMneEM, 4To 3-(2-MeTOKCMITOKCK)OeH30n-1,2-guaMmH Ucnonb3yoT BMecTo 6eHson-1,2-
anamuHa.

(iv) [4-(3-Okcomophonun-4-unyperHmn]jamng 4-(2-meTokcnatokcm)-1H-6eH3ommmaason-2-
KapOOHOBOW KMCOThI

YKkasaHHOe B 3arosfioBke coefMHEeHne nony4yarT aHanormyHo ctagum (iv) npumepa 37 ¢ Tem
OTNINYMEM, YTO 4-(2-METOKCUITOKCM)-2-TpuxnopmeTunn-1H-6eH3ommMmaason ncnomnb3yT BMECTO
2-TpuxnopmeTtun-1H-6eHsonmmnaasona. MC (ES*): m/e=411.

(v) [4-(3-OkcomopdonuH-4-un)dennn]lamug 1-[(5-xnopnmpuamH-2-mnkapbamomnn)meTtun]-4-(2-
MeToKcuaTokeu)-1H-6eH3ommngason-2-kapOoHOBOW KUCHOThI

yKasaHHOe B 3arorioBke coejUHeHne nony4atoT aHanormyHo cragum (v) npumepa 35 ¢ Tem
oTnuymnem, 4to [4-(3-okcoMmopdonuH-4-un)derHmnlammng 4-(2-meTokcnatokcu)-1H-
©eH3onmmaason-2-kapboHOBOW KUCMOThl UCMOMb3YT BMECTO [4-(3-0KkcoMOpdonnH-4-mn)deHnn]
amuaa 1H-6eHarmmnaason-2-kapboHosoii kucnotel. MC (ES™): m/e=579, cnektp
XJTOPNPOUN3BOAHOrO.

Mpumep 53: 1-[(5-XnopnnpuamnH-2-unkapbamounn)meTtunn]-2-[4-(3-okcomopdonunH-4-
un)deHunnkapbamonn]-1H-6eH3onmmnaason-4-kapboHoBas KucnoTa

127 mr (0,20 mmonb) meTunosoro agupa 1-[(5-xnopnupmnann-2-unkapbamonn)mvetnn]-2-[4-(3-
okcomopdonuH-4-un)peHunkapbamonn]-1H-6eHzommMmaason-4-kapboHOBOM KNCNOThI
pacteopstoT B 15 mn CH,Cls,. Mpu 0°C gobaenstot 1,8 mn (1,8 mmonb) 1M pacteopa BBrj.
PeakunoHHy0 cMecb NepemeluvBaloT B TedeHune 24 4 npu K.T. Bcneactesne HenonHoro
npeobpasoBaHns gobaenstoT gononHuTenbHble 0,9 mn (0,9 mmonk) 1M pacTtBopa BBrj. Nocne
nepemeLLMBaHns B TedeHne 24 4 Npu K.T. peakLUNOHHYHO CMECb KOHLIEHTPUPYIOT U oYnLLatoT
npenapaTtusHoin BAOXX (rpagneHT cmecu CH3CN/H,0+0,05% mypaBbuHomn knucrnotol). 1-[(5-
Xnopnvpuanx-2-nnkapdamonn)metnn]-2-[4-(3-okcomopdonuH-4-un)penunnkapbamonn]-1H-
OeH3ommmaason-4-kapboHOBYIO KMCMOTY NOMyYatoT B BUAE CBETNO-KOPUYHEBOTO aMOPHOro
TBEPAOro BeLLecTBa.

Biixoa: 73 mr. MC (ES™): m/e=549, cnekTp Xnoprnpon3BoaHOro.

Mpumep 54: (1-N3onponunnunepuaunn-4-un)amug, 1-[(5-xnopnupuanH-2-unkapbamonn)meTtun]-
5-(3-rmuppokcraseTuanH-1-kap6onnn)-1H-6eH3onmnaason-2-kapboHOBOW KACNOThI

(1-M3onponunnunepuanH-4-un)amug 1-[(5-xnopnupunamnH-2-unkapbamounn)meTtunn]-5-(3-
rmapokcuaseTnaunn-1-kapooxmn)-1H-6eH3onmmnaason-2-kapboHOBOWM KMCOThI NOyYatoT Mo
mMeToauke npumepa 22, ncxoas us 50 mr (0,10 mmone) 1-[(5-xnopnupmnanH-2-
unkapbamoun)metun]-2-(1-usonponmnnunepugunH-4-nnkapbamownn)-1H-6eH3onmngason-5-
kap6oHoBow kucnotbl 1 8,1 Mr (0,11 Mmornb) 3-rmapokcnaseTuanHa. YkasaHHOe B 3arofioBke
coeanHeHWe nosy4atoT B BUAe ero popmmarta B gopme 6enoro amopdHOro TBEpAOro BellecTsa.

Buixoq: 10 mr. MC (ES™): m/e=552, cnekTp Xnopnpou3BoAHOrO.

Mpumep 55: (1-M3onponunnunepuanH-4-un)amug_1-[(5-xnopnupmnant-2-unkapbamonn)mvetnnl-
6-(3-rmgpokcunasetTnanH-1-kapooHun)-1H-6eH3onmmnaason-2-kapObOHOBOW KMCHOThI

(1-M3onponunnunepuanH-4-un)amug 1-[(5-xnopnupunamnH-2-unkapbamounn)meTunn]-6-(3-
rmapokcuaseTnamnn-1-kapooxHmn)-1H-6eH3onmmnaason-2-kapboHOBOWM KMCOTbI NOyYatoT Mo
mMeToauke npumepa 22, ncxoas us 50 mr (0,10 mmone) 3-[(5-xnopnupmnanH-2-
unkapbamoun)metun]-2-(1-usonponmnnunepunaunH-4-nnkapbamownn)-3H-6eH3onmmngason-5-
kapboHoBow kucnotbl 1 8,1 Mr (0,11 Mmonb) 3-rmgpokcnaseTuanHa. YkasaHHOe B 3arofioBke
coeanHeHWe nony4arT B BUAe ero popmmarta B oopme 6enoro amopdHoOro TBEpAOro BeLlecTsa.
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Bbixoa: 27 mr. MC (ES™): m/e=552, cnekTp Xnopnpon3BogHOro.

Mpumep 56: 5-[(2-I'vapokcnatnn)amual-2-[(1-n3onponunnunepnanH-4-un)ammna) 1-[(5-
xnopnupunanH-2-nnkapbamonn)metunl-1H-6eH3onmmaason-2,5-ankapboHOBOM KMCHOTbI

5-[(2-T'mapokcnaTtun)ammnal-2-[(1-n3onponmnnunepunaunn-4-unyamug] 1-[(5-xnopnmpuanH-2-
unkapbamounn)meTtun]-1H-6eH3onmmnaason-2,5-gmkapboHOBON KMCROTbLI NONyYatoT Mo MeToANKe
npumepa 22, ncxoas u3 50 mr (0,10 mmone) 1-[(5-xnopnupuamnH-2-nnkapbamonn)meTtnn]-2-(1-
nsonponunnunepunanH-4-unkapdamonn)-1H-6eH3onmmaason-5-kapboHoBON KMCNoThl 1 6,8 Mr
(0,11 Mmonb) 2-aMMHO3TaHosMa. YKazaHHOe B 3arofloBKe COeAMHEHWE NonyYaoT B BUAE €ro
dopmuata B hopme 6enoro amopgHOro TBEPAOro BellecTBa.

Buixoa: 4 mr. MC (ES™): m/e=542, cnektp Xrnoprpon3BoaHOro.

Mpumep 57: 5-[(2-['vapokcnatnn)amual-2-[(1-n3onponunnunepnanH-4-un)amua)] 3-[(5-
xnopnupunanH-2-nnkapbamonn)metunn]-3H-6eH3onmmaason-2,5-ankapboHOBOM KMCHOTbI

5-[(2-T'mapokcnaTtun)ammnal-2-[(1-n3onponmnnunepunaunH-4-unyamug] 3-[(5-xnopnmpuanH-2-
unkapbamonn)meTtun]-3H-6eH3ommmaason-2,5-aAnkapboHOBON KMCINOThI NOMy4YaroT No METOAMKE
npumepa 22, ncxoas u3 50 mr (0,10 mmone) 3-[(5-xnopnupuamnH-2-nnkapbamonn)meTtnn]-2-(1-
nsonponunnunepnanH-4-unkapdamonn)-3H-6eH3onmmaason-5-kapboHOBOW KMCNOTbI U 6,7 Mr
(0,11 Mmorb) 2-aMrMHO3TaHona. YkasaHHoe B 3arofioBke coeiMHeHue nonyyaioT B BUAE ero
dopmuata B hopme 6enoro amopgHOro TBEPAOro BellecTBa.

Buixoa: 18 mr. MC (ES™): m/e=542, cnekTp X1opnpou3BOAHOrO.

Mpumep 58: 5-[(2-I'vapokcnatnn)metunamunal-2-[(1-unsonponunnunepuamH-4-un)amu] 1-[(5-
xnopnupunanH-2-nnkapbamonn)metunl-1H-6eH3onmmaason-2,5-ankapboHOBOW KMCHOTbI

5-[(2-T'vapokcnaTtun)meTtunammal-2-[(1-nsonponunnunepmanH-4-un)amua) 1-[(5-xnopnnpuanH-
2-nnkap6amouvn)metnn]-1H-6eH3oumugason-2,5-gMkapboHOBOW KMCMNOThI NOMYy4YaloT N0 METOAMNKE
npumepa 22, ncxoad u3 50 mr (0,10 mmone) 1-[(5-xnopnupuamnH-2-nnkapbamonn)meTtnn]-2-(1-
nsonponunnunepnanH-4-unkap6amownn)-1H-6eH3onmmaason-5-kapboHoBON KMcnoTtbl 1 8,3 Mr
(0,11 mmonb) N-meTun-2-ammHo3TaHona. YkasaHHOE B 3arofloBKe COeANHEHUe nosny4varoT B BUae
ero oopmmuaTa B popme 6enoro amopdHoOro TBepaoro BeLlecTaa.

Bbixoa: 23 mr. MC (ES™): m/e=556, cnekTp Xnoprnpon3Bo4HOro.

Mpumep 59: 5-[(2-I'vapokcnatnn)metunamunal-2-[(1-unsonponunnunepuamH-4-un)amua] 3-[(5-
xnopnupunanH-2-nnkapbamonn)metunn]-3H-6eH3onmmaason-2,5-ankapOboHOBOW KMCHOTbI

5-[(2-T'vapokcnaTtun)meTtunammal-2-[(1-n3onponunnunepuanH-4-un)amua) 3-[(5-xnopnnpuanH-
2-nnkap6amouvn)metnn]-3H-6eH3onmugason-2,5-qMkapboHOBOW KMCMNOThI NOMyYaloT N0 METOANKE
npumepa 22, ncxoas u3 50 mr (0,10 mmone) 3-[(5-xnopnupuamnH-2-nnkapbamonn)meTtnn]-2-(1-
naonponunnunepunanH-4-unkapdamownn)-3H-6eH3onmmaason-5-kapboHoBON KMcnoThl 1 8,3 Mr
(0,11 mmonb) N-meTun-2-aMmHo3TaHona. YkasaHHoe B 3arofloBke COeAMHEHME NonyyarT B BUAe
ero popmuarta B popme 6enoro amopdHOro TBEpAOro BeLecTsa.

Bbixoa: 32 mr. MC (ES™): m/e=556, cnekTp Xnoprnpon3BoaHOro.

Mpumep 60: 1-LInknorekcnnokcnkapOoHUIOKCMaTUNOBLIN 3chup 1-[(5-xnopnupuanH-2-
unkapbamounn)meTun]-2-(1-n3onponunnunepuanH-4-nnkapbamownn)-1H-6eH3onmuaason-5-
KapOOHOBOW KMCIOTbI

1-LiMKknorekcmnokcukapboHMNoKCUaTuUnoBbIn acup 1-[(5-xnopnupnanH-2-
unkapbamoun)metun]-2-(1-usonponunnunepugunH-4-nnkapbamownn)-1H-6eH3onmngason-5-
KapOOHOBOW KMCIOTbI Nofy4vatoT no metoamke npumepa 20, ncxoas ms 50 mr (0,10 mmone) 1-
[(5-xnopnupuanH-2-nnkapbamonn)metmn]-2-(1-usonponunnunepmnannH-4-nnkapdamownn)-1H-
OeH3ommmaason-5-kapboHoBol kucnotsel 1 82,8 mr (0,40 MMoOnb) LMKNorekcun-1-
XnopatunkapboHaTta. YkasaHHOe B 3arofloBke COeANHEHME NOoMyYaloT B BUAE €ro
aurngpoxnopuaa B popme 6enoro amopcHoOro TBepaoro BeLecTsa.

Buixoa: 27 mr. MC (ES™): m/e=669, cnekTp Xnopnpoun3BoAHOrO.

Mpumep 61: 1-LIMKNOrekcnnokcnkapboHMNOKCUaTUNOBLIA adunp 3-[(5-xnopnupunanH-2-
unkapbamoun)metun]-2-(1-usonponmnnunepuaunH-4-nnkapbamownn)-3H-6eH3onmngason-5-
KapOOHOBOW KMCNOThI

1-LinknorekcmmnokcnkapboHUTOKCUMITUNOBLIN adunp 3-[(5-xnopnupnanH-2-
unkapb6amounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapdamownn)-3H-6eH3onmmnaason-5-
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KapOOHOBOW KMCIOTbI Nofy4vatoT no metoauke npumepa 20, ncxoas ms 50 mr (0,10 mmoneb) 3-
[(5-xnopnnpunanH-2-nnkapdamonn)metun]-2-( 1-usonponunnunepnannH-4-nnkapodamonn)-3H-
©eH3onmmaason-5-kapboHoBol kncnotbl 1 82,8 mr (0,40 mmonb) Lmknorekcmn-1-
XnopatunkapboHaTta. YkasaHHOEe B 3arofloBke COeANHEHME NONyYaloT B BUAE €ro
aurngpoxnopuaa B hopme 6enoro amopdHoOro Teepaoro BewecTsa.

Buixoa: 49 mr. MC (ES™): m/e=669, cnekTp X1opnpou3BoaHOrO.

Mpumep 62: 1-OToKCMKapPBOHUIOKCMATMUNOBLIN 3dmp 1-[(5-xnopnupnanH-2-
unkapbamonn)meTun]-2-(1-n3onponunnunepnanH-4-nnkapbamownn)-1H-6eHsonmmgason-5-
KapOOHOBOW KMCIOThI

1-OToKcnkapboHMIoKeuaTUNoBLIN achmp 1-[(5-xnopnupunanH-2-unkapdamoun)metmn]-2-(1-
nonponunnunepunanH-4-unkapbamonn)-1H-6eH3onmmaason-5-kapboHOBON KMCNOTbI NONyYatoT
no metoguke npumepa 20, nexoga ua 50 mr (0,10 mmonb) 1-[(5-xnopnvpuanH-2-
unkap6amounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmnaason-5-
kapboHoBow kucnotsl 1 61,2 mr (0,40 mMorb) 1-xnopatunatunkapboHaTa. YkazaHHoe B
3arofioBKe CoeanHeHne Nnomny4atoT B BUAe ero gurngpoxnopuaa B dopme 6enoro amopdHoro
TBEPOOro BellecTBa.

Buixoa: 21 mr. MC (ES™): m/e=615, cnekTp Xnopnpou3Bo4HOrO.

Mpumep 63: 1-3TOKCUKaPOOHMITOKCUITUNOBbIN 3dump 3-[(5-xnopnupuanH-2-
unkapbamoun)metunn]-2-(1-usonponunnunepuaniH-4-nnkapbamownn)-3H-6eHsonmmnaason-5-
KapOOHOBOW KMCNOThI

1-OTOKCMKapBOHNNOKCUATMNOBLIN achup 3-[(5-xnopnupnaunH-2-unkapbamounn)meTtunn]-2-(1-
nonponunnunepunanH-4-unkapdamonn)-3H-6eH3onmmaason-5-kapboHOBON KACNOTbI NOyYatoT
no metoguke npumepa 20, ncxogsa ua 50 mr (0,10 mmonb) 3-[(5-xnopnvpuanH-2-
unkapbamoun)metun]-2-(1-usonponunnunepuaunH-4-nnkapbamownn)-3H-6eH3onmngason-5-
kapboHoBown kucnoTbl 1 61,2 mr (0,40 mmonb) 1-xnopaTunatunkapboHaTa. YkasaHHoe B
3arofloBke CoeanHeHne nosy4atoT B Buae aurnapoxnopuaga B dopme 6enoro amopdHoro
TBEpPOOro BellecTBa.

Bbixoa: 42 mr. MC (ES™): m/e=615, cnekTp Xnoprnpon3BoaHOro.

Mpumep 64: 2-M'vapokenaTnnoBbIi apup 1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-unmeTnnl-2-
(1-nsonponunnunepunant-4-unkapbamownn)-1H-6eH3onmmaason-4-kapboHOBON KMCHOTbI

50 wr (0,08 mmonb) 1-[5-(5-xnopTrnodeH-2-un)usokcason-3-mnmetmnl-2-(1-
usonponunnunepuguH-4-unkapbamonn)-1H-6eH3ommMmmaason-4-kapboHOBON KMCMNOTbI PacTBOPSIOT
B 4 mn AM®A. 3atem gobasnstot 20 mr DMAP, 34,3 mr (0,16 mmonb) DCC n 46 mkn (0,83
MMONb) aTuneHrnnkons. O6pasoBaBLLYOCA CMECh NepemelumBatloT B TeveHue 8 4 npu 60°C u
3aTeM KOHLEHTPUPYIOT NpY MOHMXKEHHOM AaBneHmn. OCTaBLUMINCA OCTaTOK OYMLLA0T
npenapaTtusHor BAOXX (rpaguent cmecn CH3;CN/H,0+0,05% MypaBbUHOW KACNOTHI), Nonyyas
npyv 3TOM YACTLIN 2-rMAPOKCUITUNOBBIN apup 1-[5-(5-xnopTnodeH-2-nn)usokcason-3-unmeTun]-
2-(1-n3onponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmnaason-4-kapboHOBOW KUCMNOThbI B BUAE
©enoro amopdHoro TBepAoro sewectsa. CoOTBETCTBYOLMIA ANrMOPOXI0PUA Nofy4datoT
obpaboTtkon 0,1M pacteopom HCI n nocnegytoiiern nnocdoumnmsauymen.

Buixon: 22 mr, MC (ES™): m/e=572, cnekTp X1opnpou3BOAHOrO.

Mpumep 65: 2-M'nMapokcnaTUNoBbI 3unp 3-[5-(5-xnopTrnodeH-2-1nn)n3okcason-3-unmeTnn]-2-
(1-usonponunnunepuanH-4-mnkapdamoun)-3H-6eHzonmuaason-5-kapboHOBON KUCMNOThI

50 mr (0,08 mmonb) 3-[5-(5-xnopTrodheH-2-nn)msokcason-3-nnmetTunn]-2-(1-
nonponunnunepunanH-4-unkapdamownn)-3H-6eH3onmmaason-5-kapboHOBOW KUCNOTbI PAacTBOPSAOT
B 10 mn CH,Cl,. 3atem pobasnsatot 3 mr DMAP, 23 wmr (0,11 mmons) DCC n 46 mkn (0,83
MMONb) aTuneHrnmkonsi. O6pasoBaBLLYOCA CMECh NepemMeLLMBatoT NpU K.T. B TedeHne 16 4 u
3aTeM KOHLEHTPUPYIOT NpU MOHMXKEHHOM AaBneHmn. OCTaBLUMINCA OCTaTOK OYMLLA0T
npenapaTtusHor BAOXX (rpaguent cmecu CH3;CN/H,0+0,05% MypaBbUHOW KACNOTbI), Nosyyas
npyv 3TOM YUCTLIN 2-rMAPOKCUITUNOBBIN apup 3-[5-(5-xnopTnodeH-2-nn)usokcason-3-unmeTun]-
2-(1-n3onponunnunepuamnH-4-unkapbamownn)-3H-6eH3onmnaason-5-kapboHOBOW KACNOThLI B BUAE
©enoro amopdHoro TBepaoro sewectsa. CoOTBETCTBYOLMIA ANrMOPOXIOPMA Nomy4datoT
obpaboTkon 0,1M pacteopom HCI n nocneaytoLern nnocdpunmnsaumen.
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Buixon: 44 mr, MC (ES™): m/e=572, cnekTp X1opnpou3BOAHOrO.

Mpumep 66: KapbokcumeTmnosbiii agpup 1-[5-(5-xnopTrodeH-2-un)msokcason-3-munmeTun]-2-
(1-usonponunnunepunanH-4-nnkapbamoun)-1H-6eHsonmmagason-4-kapb6oHOBON KACAOThI

50 mr (0,08 mmonb) 1-[5-(5-xnopTrodheH-2-nn)msokcason-3-nnmetTunn]-2-(1-
nsonponunnunepnanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KUCNOTbI PAacTBOPSAOT
B 5 mn AM®A. 3atem gobasnstoT 27,6 mr Kl, 126,5 mr (0,88 mmonb) K,CO3 1 62,8 mr (0,64
MMOJ1b) XIOPYKCYCHOM KncnoTbl. Obpa3oBaBLUYyOCA CMEChb NepemMeLLnBaloT B TedeHue 8 4 npu
60°C. 3atem gobaenstot 92 mr K,CO3 1 62,8 mr (0,64 MMorb) XNOpyKCYCHOM KucrnoTbl. Mocne
BblAEPXKMBaAHUA JONONHUTENBHO 8 Y Npn 60°C peakLMOHHY CMECh KOHLIEHTPUPYIOT Mpu
NOHWMXEHHOM AaBneHnn. OcTaBLMIACA OCTATOK oumnLlatoT npenapaTtnsHon BOXKX (rpagueHT
cmecn CH3CN/H,0+0,05% MypaBbMHOW KUCMOTbI), Nofy4as npyu 3TOM YNCTbIN
kapbokcumeTunosebii agup 1-[5-(5-xnoptuoden-2-nn)usokcason-3-nnmetunl-2-(1-
nsonponunnunepugun-4-nnkapbamonn)-1H-6eH3ommmaason-4-kapboHOBON KUCMOTbI B BUAE
©enoro amopdHoro TBepaoro sewectsa. CoOTBETCTBYOLMIA ANrMOPOXIOPUA NoMy4YatoT
obpaboTkon 0,1M pacteopom HCI n nocnegytower nnocdunmsauymen.

Buixoa: 21 mr, MC (ES™): m/e=586, cnekTp Xnopnpov3BoAHOrO.

Mpumep 67: 1-(3-MeTokcmbeH3nn)-2-[4-(3-okcomopdonmH-4-un)deHnnkapbamonn]-1H-
B6eH3ommumaason-4-kapboHoBas KucnoTa

(i) MeTunoBbin acmp 1-(3-MmeToKCUBEH3NN)-2-[4-(3-okcoMOpdONUH-4-un)dpeHnnkapdamomnn]-
1H-6eH3omMmnaason-4-kapboHOBOWM KNUCMOThI

366,50 mr (0,929 mmonb) MmeTunoBoro acupa 2-[4-(3-okcomopdonuH-4-un)peHnnkapdbamonn]-
1H-6eH3ommnaason-4-kapboHoBoN kMcnoTel pacTBopsalT B 15 mn AM®A. 3atem gobasnsioTt
192,6 mr (1,394 mmonb) K;,CO5 1 156,1 mkn (1,394 mmonb) 1-6poMmeTunn-3-mMmeTokcmbeHsona u
obpasoBaBLuytoca cmecb nepemelumnsatoT 4 4 npu 80°C. Cmeck pasbasnatot 300 mn Tonyona u
npombiBatoT 50 mn HackiweHHoro pacteopa NaHCO;. MpoayKT NONHOCTLIO B TONyOne He
pacTBOPSIETCS, MO3TOMY HYXXHO A06aBuTb aTMnaueTart. OpraHMyeckuin Crov NpoMbIBatoT
HaCbILWEHHbIM PacTBOPOM COMnK, cywwaTt Hag 6e3sogHbiM MgSO,4 1 KOHLEHTPUPYIOT Npu
NOHWMXeHHOM AasneHunn. OctaTok ounwatroT npenapaTtusHor BAOXKX (rpagneHT cmecu
CH3CN/H,0+0,05% MypaBbUHOM KMCIOTbI (pasaeneHne n3oMepoB), nonyyas npu aTom
MeTunoBbI adup 1-(3-meTokcmbeHann)-2-[4-(3-okcomopdonmH-4-un)dpeHnnkapbamonn]-1H-
©eH3onmmaason-4-kapboHOBOW KMCMNOThI B BUAE CBET/I0-KOPUYHEBOrO aMopdHOro TBEPAOro
BellecTBa.

Bbixoa: 150 mr. MC (ES™): m/e=515.

(i) 1-(3-MeTokcnbeHsunn)-2-[4-(3-okcomopdponuH-4-un)peHunnkapbamonn]-1H-
©eH3onmmaason-4-kapboHoBas KMcnoTta

20 wmr (0,04 mmonb) meTunosoro agupa 1-(3-metTokcubeHsmn)-2-[4-(3-okcomoponmH-4-
un)dpeHunkapdbamomnn]-1H-6eH3onmmaason-4-kapboHOBOW KMCMOThI cycneHampytoT B 5 mn MeOH.
Ho6aenaoTt 194 mkn (0,19 mmonbk) 1M BogHoro pacteopa LiOH n obpasoBaBLuytocs cMecb
nepemMeLLmBatoT B TedeHne 8 4 npu 60°C. MNocne nogkucnexHms 1M pactsopom HCI cmech
KOHLEeHTpupytoT. OBGpa3oBaBLUMIACS OCTATOK ouMLaloT npenapatmBHon BOXKX (rpagneHT cmecn
CH3CN/H,0+0,05% mypaBbWHOM KMCIOThI), NONyYasa npu 3Tom 4mcTtyto 1-(3-meTokcnbeHsunn)-2-
[4-(3-okcomopdonuH-4-un)dpennnkapdamonn]-1H-6eHzomMmnaason-4-kapOboHOBYHO KUCMNOTY B
Buae 6ecLBeTHOro aMmopgHOro TBepaoro BeLLecTBa.

Buixoa: 44 mr. MC (ES™): m/e=501.

Mpumep 68: a) (1-U3onponunnunepnaunH-4-un)ammng 1-[(5-xnopnupnanH-2-
unkapbamoun)metun]-5-(2-rmugpokcmataHcynbgoHun]-1H-6eH3onmmnaason-2-kapboHOBOM
KNCNOTbI

b) (1-U3onponunnunepuanH-4-un)amug, 1-[(5-xnopnupnaux-2-unkapbamonn)meTnn]-6-(2-
rMapoKcMaTaHcynbgoHun)-1H-6eH3onmugason-2-kapboHOBON KUCHOThI

(1-N3onponunnunepuamnH-4-un)amug 1-[(5-xnopnmpugunH-2-nnkapbamoun)meTnn]-5-(2-
rmapokcuaTaHcynbhoHun]-1H-6eH3onmmaason-2-kapboHoBOM KMCAOThI K (1-
nsonponunnunepuanH-4-un)amug 1-[(5-xnopnupunamnH-2-mnkapbamounn)meTun]-6-(2-
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rmgpokcmaTaHcynbgoHun)-1H-6eHsonmmuaason-2-kapOboHOBOM KNCNOThI NOMy4YaroT No METOAMKE
npumepa 29, ncxoas ns 1 r (2,5 mmons) HeouuLeHHoro (1-nsonponunnunepuanH-4-un)ammaa 5-
(2-rmgpokcmataHcynbgoHun)-1H-6eH3onmnaason-2-kapboHoBon KNCnoTsl u 758,9 mr (3,04
MMonb) 2-6pom-N-(5-xnopnupunaunH-2-un)avetammuaa. NpenapatmueHas OP-BIXKX (rpagmeHT
cmecn CH3CN/H,0+0,05% MypaBbWHOI KMCNOThI) gaeT cmecb 1:1 060Mx ykasaHHbIX B 3arofoBke
N30MepPOB. YKasaHHble n3oMepbl MOryT 6bITh pasgeneHsl HO-BOXXX ¢ ncnonb3oBaHnem
XUpanbHOM HeNOABWMXHOM hbasbl U CMecu rentaHa, aTaHona, MeTaHona u guaTunamMmuHa B
kayecTBe pacTtBopuTens. CTpykTypHoe oTHeceHne obonx nsomepor gocturaroT NOE-
CMNEKTPOCKOMNUE.

Bbixoa (1-nsonponunnunepuanH-4-un)ammga 1-[(5-xnopnupmnanH-2-unkapdbamoun)meTtun]-5-
(2-ruapokcuataHcynbdoHun]-1H-6eHzonmmnaason-2-kapboHoBoii kucnotsl: 79 mr. MC (ES™):
m/e=563, cnekTp XNopnpon3BOAHOrO.

Bobixog, (1-n3onponunnunepugmH-4-un)ammaa 1-[(5-xnopnmpuanH-2-nnkapdamonn)meTmn]-6-
(2-rmapokcmataHcynbgoHu]-1H-6eH3onmmnaason-2-kapboHoBoii kucnotsl: 44 mr. MC (ES™):
m/e=563, cnekTp Xnopnpon3BOAHOrO.

Mpumep 69: LinknonponmnmeTunosbivi acup 1-[(5-xnopnmpuanH-2-unkapbamounn)metnnl-2-(1-
usonponunnunepuguH-4-nnkapbamonn)-1H-6eH3ommmaason-4-kapboHOBOW KMCNOThI

325,1 mr (0,57 mmonb) 1-[(5-xnopnmpuguH-2-unkapbamounn)metun]-2-(1-
nsonponunnunepuguH-4-unkapbamonn)-1H-6eH3ommMmmaason-4-kapboHOBON KMCMOTbI PacTBOPSIOT
B 20 mn CH,Cl,. 3atem gobasnstot 470 mkn (5,7 MMonb) LUMknonponunmeTaHona, 152,2 mr
(0,74 mmonb) DCC n 6,9 mr DMAP. ObpasoBaBLUyOCSi CMECb NEPEMELLMBAIOT MNPU K.T. B Te4YEHME
16 4. Ha cneaytowmii geHb gobaensatoT gononHutensHele 100 mkn (2,28 mmorb)
yuknonponunMmeTtaHona, 58,6 mr (0,29 mmons) DCC 1 20 mr DMAP 1 peakuyuoHHY0 CMeCh
nepemMeLLnBatoT B TedeHne 48 4. PacTBopuTens yaanstoT B Bakyyme. OKoHYaTensHas odmncTka
npenapaTtusHon OP-BIXKX (rpagneHt cmecn CH;CN/H,0+0,05 MypaBbUHOW KACNOTbI) AaeT
LuknonponunMeTunoBbii agup 1-[(5-xnopnupmnanH-2-unkapbamoun)metur]-2-(1-
nsonponunnunepugun-4-nnkapbamonn)-1H-6eH3ommmaason-4-kapboHOBON KUCMOTbI B BUAE
©enoro amopdHoro TBepaoro Bewectsa. CoOOTBETCTBYIOLLMI aueTaT nosnyyarT No creayroLlen
mMeToauke. BilweonucaHHoe BewectBo pacteopsitoT B CH,Cl, 1 npombIBalOT HacbIWEHHbIM
pactBopoM NaHCO;. OpraHuyeckuii cnown cywat Hag 6e3sBogHbiM MgSO,4 M KOHLEHTPUPYIOT.
O6pasoBaBLumiicst octatok pazbdasnaoT B 20 mn Boabl, cogepxalleri 4 aks. ACOH u
nMonnnayoT.

Bbixoa: 231 mr. MC (ES™): m/e=553, cnekTp Xnoprnpon3BoaHOro.

Mpumep 70: 2-MeTokcnaTnnosbi apup 1-[(5-xnopnupnanH-2-unkapbamonn)metun]-2-(1-
nsonponunnunepnantd-4-nnkapbamownn)-1H-6eH3onmuaason-4-kapboHOBOW KNCIOTbI

2-MeTokcnaTtunossblii acpup 1-[(5-xnopnmpuanH-2-nnkapdamonn)metmn]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOK KUCNOTbI NOyYatoT
no meTtoauke npumepa 69, ncxoga us 112 mr (0,22 mmons) 1-[(5-xnopnupnanH-2-
unkapbamoun)meTtun]-2-(1-usonponunnunepuagunH-4-nnkapbamownn)-1H-6eH3onmngason-4-
KapboHOBOW KMCNOTbI U 177 MK (2,2 MMOMb) 2-MeTOKCMaTaHona. YkasaHHOe B 3arorfioBke
coefMHeHVe Nony4alT B Buae ero aurugpoxnopuaa B gopme 6ernoro amopgHoro Tsepgoro
BellecTBa.

Buixoq: 66 mr. MC (ES™): m/e=557, cnekTp Xnopnpou3BoAHOrO.

Mpumep 71: (1-U3onponunnunepugunx-4-un)ammg 1-[(5-xnopnmpmnamH-2-unkapbamoun)metunnl-
4-rngpokcumeTnn-1H-6eHsonmmagason-2-kapboHOBON KUCOTbI

85,0 mr (0,166 mMonb) meTunosoro acmpa 1-[(5-xnopnmpmanH-2-nnkapdamonn)metmn]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KUCNOTbI PAacTBOPSAOT
B 3 mn abc. TI®. B atmocdepe aproHa gobasnstot 0,25 mn (0,497 mmone) 2M pacteopa LiBH,
B TI®. Nocne nepemelwnBaHms B TeveHne 1,5 4 npu k.7. gobasnsaoTt 0,5 mn Boabl 1
peakUMOHHY0 CMeCb KOHUEHTpUpytoT. OcTaTok ounwatoT npenapatmueHo OP-BOXKX (rpagmeHT
cmecn CH3CN/H,0+0,05% MypaBbMHOWN KMCMOTLI), Nonyyas npu atom (1-nsonponunnunepuanH-
4-un)amug 1-[(5-xnopnupungmH-2-unkapbamounn)meTtun]-4-rugpokcumetnn-1H-6eHsommmnaason-2-
KapOOHOBOW KNCIOTLI B BUAae 6enoro amopgHOro Teepaoro BewecTsa. YkazaHHoe B 3arosfioBke
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coeanHeHWe nony4arT B BuAe ero popmmara.

Buixoa: 20 mr. MC (ES™): m/e=485, cnekTp Xfopnpou3BO4HOrO.

Mpumep 72: (1-U3onponunnunepuanH-4-un)amua_1-[(5-xnopnnpmnanH-2-unkapbamonn)metnnl-
4-(2-meToKkcnaTokcumeTun)-1H-6eH3onmmaason-2-kapboHOBOW KNCNOThI

81,6 mr (0,065 mmonb) (1-usonponunnunepuanH-4-nn)ammga 1-[(5-xnopnupunanH-2-
unkapbamonn)meTtun]-4-rugpokcumeTnn-1H-6eHzommmaason-2-kapboHOBOK KUCHOTbI
pacTtBopstoT B 5 mn abe. AMPA. MNpu 0°C gobasnstot 21,9 mr (0,195 mmone) TpeT-6yTnnarta
kanuda. Cnycta 5 muH gobasnsaot 12 mkn (0,13 Mmonb) 1-6pom-2-MeToKCMaTaHa U peakLNoHHOM
CMecCu JalT BO3MOXHOCTb HarpeTbcs 40 K.T. CnycTta 3 4 o6aBnsaoT AononHMTENbHbIE 12 MK
(0,13 mmonb) 1-6poM-2-MeTOKCMITaHa U PEaKLMOHHYI0 CMECh NepeMeLLMBatoT B TeveHne 16 u.
PacTBopuTenb OTroHAT M 06pa3oBaBLUMICA OCTATOK ovMwaT npenapatuBHor OP-BIOXKX
(rpagmeHT cmecn CH3CN/H,0+0,05% MypaBbUHOM KMCNOThI), nonyyasa npy atom (1-
nsonponunnunepuanH-4-un)amug 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtun]-4-(2-
METOKCU3TOKCMMeTUN)-1H-6eH3onmmnaason-2-kapboHOBON KMCNOTLI B BUAE CBETIO-KOPUYHEBOO
aMopdHOro TBEpPAOro BelllecTBa. Yka3aHHOE B 3arofloBke CoeanHeHMe Mnony4atoT B BUae ero
dopmmuara.

Buixoq: 12 mr. MC (ES™): m/e=543, cnekTp Xnopnpou3BoAHOrO.

Mpumep 73: (1-3onponunnunepuaunH-4-un)ammg_1-[(5-xnopnmpmnanH-2-unkapdbamounn)metunnl-
4-(mopdonmH-4-kapboHun)-1H-6eH3onmnaason-2-kapboHOBOW KMCNOThI

(1-N3onponunnunepuamH-4-nn)amug, 1-[(5-xnopnmpunaunH-2-mnkapdamounn)meTun]-4-
(mopdhonnH-4-kap6oHun)-1H-6eH3ommMmaason-2-kapboHOBOM KMCNOTLI NOMy4YaoT N0 MeToanKe
npumepa 22, ncxoas ns 450 mr (0,90 mmone) 1-[(5-xnopnupmnann-2-unkapbamonn)metnn]-2-(1-
nonponunnunepunanH-4-unkapbamonn)-1H-6eH3onmmaason-4-kapboHOBOW KUCNOThI U 87 MKN
(2,70 mmonb) MopdonuHa. YkasaHHoe B 3arofioBke coeiInHeHne NnonyyaioT B BUAE ero
dopmuaTa. MNMocnegytoulee npeobpaszoBaHne B COOTBETCTBYIOLMIA aueTaT AaeT benoe
amopdHoe TBEPAOE BELLECTRBO.

Buixon: 456 mr. MC (ES™): m/e=568, crnekTp Xnoprpon3BoaHOro.

Mpumep 74: (1-UN3onponunnunepuanH-4-un)amug_1-[(5-xnopnnpnant-2-unkapbamonn)mvetnnl-
4-([1,4]okcasenaH-4-kap6oHnn)-1H-6eH3oMmMmnaason-2-kapboHOBON KUCMOTbI

(1-M3onponunnunepuanH-4-un)amug 1-[(5-xnopnupngun-2-unkapbamounn)metunn]-4-([1,4]
okcasenaH-4-kap6oHun)-1H-6eH3onmmaason-2-kapboHOBOK KMCNOThI NOMy4akoT N0 MeToanKe
npumepa 22, ncxoas uns 423 mr (0,85 mmone) 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nsonponunnunepuguH-4-unkapbamonn)-1H-6eHzommmaason-4-kapboHoBol kucnoTel 1 128,3 mr
(0,94 mmonb) rmgpoxnopuga romomopdporniHa. YkasaHHOe B 3arofioBKE COeANHEHNE nosy4vatoT B
Buae ero popmmara. lNocnegytowee npeobpasoBaHMe B COOTBETCTBYIOLWNI aueTaTt aaet 6enoe
amopcHoe TBepaoe BeLLECTBO.

Bbixoa: 370 mr. MC (ES™): m/e=582, cnekTp Xfopnpon3BoaHOro.

Mpumep 75: (1-M3onponunnunepuanH-4-un)amua 1-[(5-xnopnupmnanH-2-unkapbamonn)metnnl-
4-(2,6-gumeTnnnunepunamni-1-kapboxnn)-1H-6eH3onmmnaason-2-kap6boHOBON KUCNOTbI

(1-M3onponunnunepuanH-4-un)ammg 1-[(5-xnopnupuamnH-2-mnkapbamounn)meTtun]-4-(2,6-
anmetnnnunepuamnH-1-kapboHun)-1H-6eH3ommMmaason-2-kapboHOBOM KUCOThI MOMyYaroT Mo
mMeToauke npumepa 22, ncxoas us 100 mr (0,20 mmone) 1-[(5-xnopnupnanH-2-
unkapbamoun)metun]-2-(1-usonponmunnunepunaunH-4-nnkapbamownn)-1H-6eH3onmnaason-4-
kap6oHoBow kucnoTbl 1 50,0 mkn (0,40 mmonb) 2,6-gumeTmnnunepuanHa. YkasaHHoe B
3arofioBKe CoeanHeHMEe nony4arT B BUAe ero popmmarta B oopme 6enoro amopdHoOro TBepAoro
BellecTBa.

Bbixoa: 72 mr. MC (ES™): m/e=594, cnekTp Xnoprnpon3BoaHOro.

Mpumep 76: (1-M3onponunnunepuanH-4-un)amua 1-[(5-xnopnnpmnanH-2-unkapbamonn)metnnl-
4-(4,4-gndTopnunepuauH-1-kapboxHun)-1H-6eHsonmmagason-2-kapboHOBON KUCMNOThI

(1-N3onponunnunepuamnH-4-un)amug 1-[(5-xnopnmpuaun-2-nnkapbamovn)metnnl-4,4-
andpropnmnepuamnH-1-kapboHun)-1H-6eH3ommaason-2-kapboHOBOW KMCNOTbI MOAyYaloT Mo
mMeToauke npumepa 22, ncxoas us 870 mr (1,70 mmone) 1-[(5-xnopnnpmnanH-2-
unkapbamounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmnaason-4-
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kapboHoBow kucnoTbl 1 302,3 mr (1,87 mmonb) rugpoxnopuvaa 4,4-gudpTopnunepuguHa.
YKa3zaHHOe B 3arofloBke CoeanHeHne Mnosy4atoT B Buge ero popmmara. lNMocnegytowee
npeobpa3oBaHMe B COOTBETCTBYHOLMIA aleTaT gaeT 6enoe amopdHoe TBEPAOE BELLECTBO.
Bbixoq: 700 mr. MC (ES™): m/e=602, cnekTp Xnoprpon3BoaHOro.
Mpumep 77: (1-N3onponunnunepuanni-4-nn)amug 1-[(5-xnopnnpuanH-2-unkapbamonn)meTtunn]-

5-([1,4]okcasenaH-4-kap6oHun)-1H-6eH3onmmaason-2-kapboHOBOW KUCIOThI

(1-M3onponunnunepuanH-4-un)amug 1-[(5-xnopnupngun-2-unkapbamounn)metnn]-5-([1,4]
okcasenaH-4-kap6oHun)-1H-6eH3onmmaason-2-kapboHOBOK KMCNOThI NOMy4aoT N0 MeToAMNKe
npumepa 22, ucxogs us 147,8 mr (0,296 mmons) 1-[(5-xnopnupnanH-2-unkapbamonn)meTtun]-2-
(1-ns3onponunnunepunanH-4-unkapoamoun)-1H-6eH3onmugason-5-kapboHoBon kncnotel 1 44,8 mr
(0,326 mmonb) rugpoxnopuga romomopdonmHa. YkazaHHoe B 3arofioBke COeANHEHME NnosyyarT
B BMAe ero chopmumara. Nocneaytollee npeobpasoBaHne B COOTBETCTBYOLLMIA aueTaT gaet 6enoe
amopdHoe TBEPAOE BELLECTBO.

Buixoa: 113 mr. MC (ES*): m/e=582, cnekTp Xnoprpov3BoaHOro.

Mpumep 78: 2-T'napokenatunosbli adunp 1-[5-(5-xnoptrnodeH-2-nn)msokcason-3-unmeTunn]-2-
(1-usonponunnunepnaniH-4-nnkapbamownn)-1H-6eH3onmMmaason-5-kapboHOBON KMCIOTbI

2-'mppokcnatunosblii agup 1-[5-(5-xnopTruodeH-2-nn)mnsokcason-3-unmetnn]-2-(1-
nsonponunnunepuguH-4-unkapbamomn)-1H-6eH3ommMmaason-5-kapboHOBON KUCMOTbI NOAy4akoT
no meTtoauke npumepa 65, ncxogsa us 100 mr (0,17 mmonb) 1-[5-(5-xnopTruodeH-2-
un)unsokcason-3-unmetun]-2-(1-nsonponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmagason-5-
KapboHoBOW KMCNOTbIl 1 93 MKN (1,7 MMOIb) 3TUNEHINUKONSA. YKasaHHOE B 3arofioBke
coefMHeHWe nony4atoT B BUAe ero aurugpoxnopuga B oopme 6ernoro amopgHoro Tsepgoro
BeLLecTBa.

Bbixoa: 86 mr. MC (ES™): m/e=572, cnekTp X1opnpou3BOAHOrO.

Mpumep 79: KapbokcumeTnnosblii agup 1-[5-(5-xnoptnoder-2-nnjusokcason-3-nnmetunnj-2-
(1-usonponunnunepunanH-4-mnkapdamoun)-1H-6eH3onmmaazon-5-kapboHOBON KMCNOThI

Kap6okcumeTtunosbi acpup 1-[5-(5-xnoptmodeH-2-un)msokcason-3-unmetun]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-5-kapboHOBON KACNOTbI NOyYatoT
no meTtoauke npumepa 66, ncxoga na 100 mr (0,17 mmonk) 1-[5-(5-xnopTrnodeH-2-
un)unsokcason-3-unmetun]-2-(1-nsonponunnunepuanH-4-nnkapdamonn)-1H-6eH3onmmagason-5-
kapboHoBoOW kucnoTbl 1 62,9 mr (0,68 MMONb) XNMOPYKCYCHOM KMCIOThI. YKa3aHHOe B 3arofioBke
coeanHeHMe nony4alrT B BUAe ero agurngpoxnopuaa B gopme 6enoro amopdHoOro TBepaoro
BelllecTBa.

Buixoa: 44 mr. MC (ES™): m/e=586, cnekTp X1opnpov3BoAHOrO.

Mpumep 80: (1-M3onponunnunepuanH-4-un)amug 1-[5-(5-xnopTmoden-2-nn)ns3okcason-3-
unmeTunn]-4-(3-meTokcnaseTnanH-1-kapboxun)-1H-6eHsonmugason-2-kapboHOBON KUCNOThI

(1-M3onponunnunepuanH-4-un)amug 1-[5-(5-xnoptmnoden-2-un)nsokcason-3-nnmeTtunn]-4-(3-
MeToKcuaseTnanH-1-kapooHun)-1H-6eH3ommmngason-2-kapboHOBOM KMCIOTbI NOyYatoT no
mMeToauke npumepa 22, ncxoas us 205 mr (0,34 mmonb) 1-[5-(5-xnopTrmodeH-2-nn)msokcasorn-
3-nnmetun]-2-(1-usonponunnunepugun-4-nnkapbamownn)-1H-6eH3onmnaason-4-kapboHOBOM
Kncnotbl 1 46,6 1 (0,37 Mmons) rugpoxnopuaa 3-meTokcmaseTnanHa. YkaszaHHOe B 3arorioBke
coeanHeHuWe nony4atoT B Buae ero popmmara. lNocnegyrowiee npeobpasoBaHue B
COOTBETCTBYHOLMIA aueTaT gaeT 6enoe aMopdHOe TBEPAOE BELLECTBO.

Buixoa: 190 mr. MC (ES*): m/e=597, cnekTp Xnoprpov3BoaHOro.

Mpumep 81: a) 2-(1-N3onponunnunepnanH-4-nnkapbamownn)-1-(3-metokcnbeHann)-1H-
©6eH3onmmaason-4-kapboHoBasa kMcnorta

b) 2-(1-U3onponunnunepuanH-4-nnkapbamomnn)-3-(3-meTokcmdeHaun)-3H-6eHsonmmnaason-4-
kapboHoBas kucnoTta

1,45 1 (4,21 mmornb) MmeTunoBoro acumpa 2-(1-u3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBOW KMCMOThI pacTBopstoT B 45 mn JM®A. 3atem gobaensiot 698,2
Mmr (5,05 mmonb) K;,CO5 1 888,8 mr (4,42 mmonb) 1-6poMmeTun-3-MeTokcmbeHsona u
00pa3oBaBLLYIOCA CMECH NepeMELLMBAtOT B TedeHne 2 4 npm 60°C. PacTBOpUTENN OTrOHSAIOT.
Ocrtatok pacteopstoT B 300 mn aTMnaueTaTta M NPoMbIBaOT OAMH pa3 HacbIWEeHHbIM pacTBOPOM
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NaHCO3; 1 HacblWweHHbIM pacTBOpOoM conu. OpraHnM4ecknii cror cylwart Hag 6e3BOAHbLIM
MgSQO,, KOHLEHTPUPYIOT NMPU NOHMKEHHOM AaBNEHUM N ounLLaloT driaw-xpomatorpadumen Ha
cunukarene ¢ UCNonb3oBaHWEM CMeCU aTunaueTaT-MeTaHom B Ka4yecTBe 3Mt0eHTa, nonyyas npu
aTom 1,19 r cmecu 4:1 meTmnoBoro agupa 2-(1-u3onponmnnunepnamnH-4-mnkapbamonn)-1-(3-
MeTokcmbeH3nn)-1H-6eH3onmmnaason-4-kapboHOBOW KUCHOTLI U MeTUoBoro adgupa 2-(1-
nonponunnunepunaunH-4-unkapbamounn)-3-(3-metTokcmdeHaunn)-3H-6eH3onmnaason-4-kapboHOBOM
KMCNOTbI. YKa3aHHyo cmecb n3omepos pacteopstoT B 100 mn MeOH. Jo6asnsatoTt 12,8 mn (12,8
MMorb) 1M BogHoro pacteopa LiOH 1 06pa3oBaBLUyoCcsa CyCreH31o NepeEMELLMBAIOT B TeYEHNE
3 4 npu 60°C. Cmecb nogkucnstoT gobasnennem 1M pactesopa HCI 1 KOHLUEHTpUPYIOT Npn
NOHWXEeHHOM aaBneHnn. OkoH4YaTenbHas ouncTka npenapaTtnsHon OP-BOXKX (CH;CN/H,O+
0,05% mypaBbuHOM KMCIOThI) AaeT oba usomepa: a) 2-(1-nsonponunnunepnanH-4-
unkapbamownn)-1-(3-metokcnbeH3nn)-1H-6eH3onmmaason-4-kapboHOBYO KMCIOTY 1 b) 2-(1-
nsonponunnunepunanH-4-nnkapbamounn)-3-(3-metokcmdeHaun)-3H-6eHzonmmngason-4-
KapboHoBY10 KMCNoTy B BuAe 6enbix amopdHbIX TBepabix BelecTs. Oba nsomepa npeobpasytot
B COOTBETCTBYHLLUNE AUTMAPOXITOPUIbI.

Bobixopg, 2-(1-n3onponunnunepnaunH-4-unkapbamounn)-1-(3-metokcnbeHann)-1H-
BeH3onMmnaason-4-kapboHosoit kucnoTsl: 890 mr. MC (ES™): m/e=451.

Bbixoa 2-(1-u3onponunnunepugunn-4-nnkapbamoun)-3-(3-metokcnbeHsmn)-3H-
6eHsonmMmnaason-4-kap6oHosoit kucnoTsl: 250 mr. MC (ES™): m/e=451.

Mpumep 82: a) 1-[2-(4-XnopdeHnn)atun]-2-(1-n3onponunnunepuanH-4-unkapbamownn)-1H-
B6eH3ommMmumaason-4-kapboHoBas KucnoTa

b) 3-[2-(4-XnopdeHun)aTtun]-2-(1-n3onponunnunepuanH-4-nnkapbamounn)-3H-
6eH3onmuaason-4-kapboHoBas KMcnoTa

1,45 1 (4,21 mmornb) MmeTunoBoro acumpa 2-(1-u3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBOW KMCMOThl pacTBopsitoT B 45 mn IM®A. 3atem gobasnsioT 989, 1
Mmr (7,16 mmonb) Ko;CO3 1 1,11 1 (6,32 mmonb) 1-xnop-4-(2-xnopatun)b6eHsona u
06pa3oBaBLLYIOCA CMECb NepemMeLlLnBatoT B TedeHne 24 4 npu 80°C. PacTBopuTenb OTIOHAIOT.
Ocrtartok pacteopstoT B 300 mn aTMnaueTaTa 1 NPOMbIBAKOT OAMH pa3 HacblWeHHbIM pacTBOPOM
NaHCO3 1 HacbiWweHHbIM pacTBOpoM conu. OpraHnM4ecknii cror cylwat Hag 6e3BOAHbLIM
MgSO,, KOHLEHTPMPYIOT 1 ouMLatoT hnal-xpomaTorpaduen ¢ MCnonb3oBaHMEM CMECH
aTunaueTaT-MeTaHos B Ka4yecTBe arteHTa, nonyyas npy atom 1,30 r cmecun 3:1 MeTunoBoro
achupa 1-[2-(4-xnopdeHun)atun]-2-(1-n3onponunnunepuamH-4-nnkapdamomn)-1H-
©eH3onmmaason-4-kapboHOBOW KUCMOThI U MeTUNoBOro acpupa 3-[2-(4-xnopdenHnn)atun]-2-(1-
nsonponunnunepuguH-4-unkapbamonn)-3H-6eH3ommMmmaason-4-kapboHOBON KUCMNOTbI. YKa3aHHy
cmech n3omepos pacteopstoT B 100 mn MeOH. JobasngatoT 16,2 mn (16,2 mmons) 1M BogHoro
pacTtBopa LiOH n o6pasoBaBLuytocs cycrneH3nio nepemellnatot B TedeHme 3 4 npu 60°C. Cmecb
nogkucnaT gobasneHnem 1M pacteopa HCI 1 KOHLEHTPUPYIOT NPY NOHMXEHHOM AaBrEHUMN.
OkoHuaTenbHasa ounctka npenapatmeHor OP-BOXKX (rpagneHt cmecn CH3CN/H,0+0,05%
MypaBbUHOM KMCIOThI) AaeT oba usomepa: a) 1-[2-(4-xnopcennn)atmun]-2-(1-
nsonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHoByto KucnoTy u b) 3-[2-(4-
xnopdpennn)atun]-2-(1-n3onponunnunepunamnH-4-mnkapbamomnn)-3H-6eH3onmmnaason-4-kapboHoBY
KMCRoTy B BUAe 6enbix amopdHbIX TBepabIx BellecTB. Oba nsomepa BbAENAOT B BUAE UX
dopmmaTos.

Bbixoa 1-[2-(4-xnopdennn)atun]-2-(1-nsonponunnunepungnH-4-mnkapoamour)-1H-
6eH3onmMmnaason-4-kapboHoBol kucnoTsl: 800 mr. MC (ES™): m/e=468, cnekTp
XITOPrPON3BOLHOIO.

Bbixoa 3-[2-(4-xnopdennn)atun]-2-(1-nsonponunnunepungnH-4-mnkapoamounr)-3H-
6eH3onmMmnaason-4-kap6oHoBoi kucnoTsl: 250 mr. MC (ES™): m/e=468, cniektp
XJTOPNPOUN3BOAHOrO.

Mpumep 83: (1-M3onponunnunepnanH-4-un)ammg 4-(3-rmgpokcnaseTmami-1-kapoonmn)-1-(3-
MeTokcmbeHsnn)-1H-6eH3onMnaason-2-kapboHOBOW KMCNOThI

(1-N3onponnnnunepuamnH-4-nn)amug 4-(3-rugpokcuasetTnaunn-1-kapboHumrn)-1-(3-
MeToKcubeH3un)-1H-6eH3omMmmnaason-2-kapOboHOBOW KUCINOTbI NOfy4YatoT Mo MeToanke npuMmepa
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22, ncxogsa ns 150 mr (0,287 mmons) 2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1-(3-
MeTokcmbeH3nn)-1H-6eH3onmnaason-4-kapboHoBow kucnotsl 1 23,0 mr (0,315 mmonb) 3-
rmgpokcuaseTnanHa. YkasaHHOE B 3arofioBke CoeJMHeHne nony4aroT B Buae ero popmmata B
dopme 6enoro amopcHOro TBEpAOro BeLecTaa.

Bbixoa: 62 mr. MC (ES™): m/e=506.

Mpumep 84: (1-N3onponunnunepuanH-4-nn)amua 1-[2-(4-xnopdennn)atnn]-4-(3-
rmapokcuaseTnauni-1-kap6oxmn)-1H-6eHzonmmnaason-2-kapboHOBOW KMCHOTbI

(1-M3onponunnunepuanH-4-un)amug 1-[2-(4-xnopdeHunn)atun]-4-(3-ruapokcnasetTmamH-1-
kapboHun)-1H-6eH3onmnaason-2-kapboHOBOW KMCMNOThI MOMyYaloT N0 MeToAuke npumepa 22,
ucxogsa ns 150 mr (0,29 mmornb) 1-[2-(4-xnopdeHnn)atnn]-2-(1-usonponunnunepuamnH-4-
unkapb6amowun)-1H-6eH3ommmnaason-4-kapboHoBon kucnotobl 1 23,4 mr (0,32 mmonsb) 3-
rmapokcuaseTnamnHa. YkasaHHOE B 3arofioBKke CoeuMHeHe nony4varoT B Buae ero popmmarta B
¢opme 6enoro amopcpHOro BelecTaa.

Buixon: 62 mr. MC (ES™): m/e=524, cnekTp X1opnpou3BOAHOrO.

Mpumep 85: (1-N3onponunnunepuanH-4-nn)amua 1-[2-(4-xnopdennn)atnn]-4-(3-
MeTOKCMa3eTuanH-1-kap6onnn)-1H-6eH3onmnaason-2-kapboHOBOWM KMCNOThI

(1-U3onponunnunepuanH-4-un)amug 1-[2-(4-xnopdeHnn)atun]-4-(3-meTokcuaseTnamnt-1-
kapboHun)-1H-6eH3onmnaason-2-kapboHOBOW KMCMNOTLI MOMyYaloT N0 MeToANKe npuMepa 22,
ucxoasa ns 50 mr (0,097 mmornb) 1-[2-(4-xnopdeHnn)atnn]-2-(1-usonponunnunepunamnH-4-
unkapbamowun)-1H-6eH3onmmaason-2-kapboHoson kucnotbl 1 13,5 mr (0,015 mmone) 3-
MEeTOKCHaseTnanHa. YkasaHHOe B 3arofioBKke CoeJMHEHME Mony4aloT B BUAe ero popmmara B
dopme 6enoro amopHOro TBEpAOro BeLecTaa.

Bbixoa: 35 mr. MC (ES™): m/e=538, cnekTp Xnopnpon3BogHOro.

Mpumep 86 a) MeTunoBsebili acdup 2-(1-n3onponmnnunepuguH-4-unkapbamomn)-1-(3-
MeTokcmbeHann)-1H-6eH3onmnaason-5-kapboHOBOW KMCNOThI

b) MeTtnnosbliii admp 2-(1-n3onponunnunepuanH-4-unkapbamonn)-3-(3-meTokcmbeHann)-3H-
OeH3omMMuraa3on-5-kapboHOBO KMCAOThI

MeTtunoBkin acpmp 2-(1-n3onponunnunepunamH-4-unkapbamonn)-1-(3-metTokcmoeHaun)-1H-
6eH3onmmaason-5-kapboHOBOK KUCNOThI U METUNOBLIN achmp 2-(1-n3onponmnnunepnanH-4-
unkapb6amownn)-3-(3-meTokcnbeH3nn)-3H-6eH3onmmaason-5-kapboHOBOK KMCNOThI NOMAy4YatoT No
MeToauke npumepa 5 iii), ncxoas us 300 mr (0,87 mmonb) meTunosoro adgupa 2-(1-
nsonponunnunepnanH-4-unkap6amownn)-1H-6eH3onmmaason-5-kapboHoBol kucnotbl 1 210,2 mMr
(0,04 mmorb) 1-6pommeTun-3-meTokcmbeHsona. NpenapatmeHas OP-BIXKX (rpagueHT cmecu
CH3;CN/H,0+0,05% mypaBbuHOM KMCNOTbI) AaeT cmechb 1:1 060MxX yKasaHHbIX B 3arofioBke
N30MepOB. YKasaHHble u3oMepbl MOTyT ObiTb pasaeneHsl HO-B3XKX ¢ ucnonb3oBaHuem
XUpanbHOK HeNoABWXHOM hba3sbl U CMecu rentaHa, aTaHona, MeTaHona u guaTuiamMmuHa B
KayecTBe pacTtBopuTens. CTpyKTypHOe OTHeECEHNE 060MX M30OMEPOB MOXET OblTb AOCTUTHYTO
NOE-cnekTpockonue.

Bbixoa: meTtunoBoro acupa 2-(1-usonponmnnunepugun-4-unkapbamomn)-1-(3-
MeToKcubeH3sunn)-1H-6eHsonmmaason-5-kap6oHoBo kKucnoTsl: 65 mr. MC (ES™): m/e=465.

Bbixoa: meTtunoBoro acupa 2-(1-usonponmnnunepugun-4-unkapbamomn)-3-(3-
MeToKcubeH3unn)-3H-6eHsonmmaason-5-kap6oHoBoit kucnoTsl: 70 mr. MC (ES™): m/e=465.

Mpumep 87: a) Metunosbln admp 1-[2-(4-xnopdeHunn)atnnl-2-(1-usonponunnmnepuanH-4-
unkapbamownn)-1H-6eH3onmmnaason-5-kapboHOBON KMCNOTbI

b) MeTtunosbin admp 3-[2-(4-xnopdeHnn)aTun]-2-(1-n3onponunnunepunanH-4-unkapbamomn)-
3H-6eH3onmMmnaa30n-5-kapboHOBOW KNCNOThI

MeTtunoBbin acpmp 1-[2-(4-xnopdeHnn)atun]-2-(1-n3onponmnnmnepunamH-4-mnnkapbamonn)-1H-
OeH3ommraason-5-kapboHOBON KUCIOThI U METUIOBLIN adup 3-[2-(4-xnopdeHun)atun]-2-(1-
nsonponunnunepuguH-4-unkapbamomn)-3H-6eH3ommMmaa3on-5-kapboHOBON KUCMOTbI NOAy4aloT
no metoauke npumepa 5 iii), ncxogsa ua 300 mr (0,87 mmons) meTunosoro acupa 2-(1-
nonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-5-kapboHoBON KMCNoThl 1 365,9 mr
(2,09 mmonb) 1-xnop-4-(2-xnopatun)beHsona. MNockonbky 1-xnop-4-(2-xnopatun)beH3on
SIBNAETCA MEHEee peaKkLMOHHO-CNOCOOHbIM, BPEMS peakLumn JOIMKHO BbiTb npoaneHo Ao 10 u.
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MpenapatneHas OP-BOXKX (rpagneHt cmecn CH3CN/H,0+0,05% MypaBbuHas kucnota) gaet
cmech 4:3 060uMx yKasaHHbIX B 3arofioBke M30MEPOB. YKasaHHble U30Mepbl MOTyT ObITb
pasgeneHbl HO-BOXKX ¢ ncnonb3oBaHmMem xmpanbHOW HeNoaBMXHOW da3bl U CMECK renTaHa,
3TaHona 1 MeTaHomna B kadecTBe pactBoputens. CTpyKTypHOe oTHeceHne 06oMx naomepos
MoxeT 6biTb gocTurHyto NOE-cnekTpockonuen.

Bbixog meTtunosoro acgpmpa 1-[2-(4-xnopdeHnn)atun]-2-(1-m3onponmnnmnepnanH-4-
unkap6amownn)-1H-6eHsonmmaason-5-kap6oHoBoi knucnotbl: 102 mr. MC (ES™): m/e=483,
CMNEKTP XIOPMPON3BOAHOrO.

Bbixog meTtunnosoro agupa 3-[2-(4-xnopdeHnn)atun]-2-(1-n3onponunnunepnanH-4-
unkap6amownrn)-3H-6eH3onmmmaason-5-kap6oHoBoI KUcnoTel: 74 mr. MC (ES™): m/e=483,

CMEKTP XINOPMNpPOU3BOAHOrO.

Mpumep 88: 1-[2-(4-XnopdeHun)atun]-2-(1-n3onponunnunepuamH-4-mnnkapdbamomnn)-1H-
B6eH3ommMumaason-5-kapboHoBas KucnoTa

1-[2-(4-XnopdeHnn)atun]-2-(1-usonponmnnunepugmnH-4-nnkapbamownn)-1H-6eH3onmngason-5-
KapbOOHOBYIO KMCNOTY MOMy4atoT No MmeToanke npumepa 6, ncxoas us 100 mr (0,21 mmone)
mMeTunosoro acdmpa 1-[2-(4-xnopdeHun)atnn]-2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1H-
OeH3ommmaason-5-kapboHoBol kucnotsel 1 1,04 mn (1,04 mmornb) 1M pacteopa LiOH. Yka3saHHoe
B 3arofloBKe coeanHeHne nonyyarT B BUAE ero agurngpoxnopuga B gopme 6enoro, amopgHoro
TBEpPAOro BeLLecTBa.

Bbixoa: 54 mr. MC (ES™): m/e=469, cnekTp Xnoprnpon3BoaHOro.

Mpumep 89: a) 1-(5-XnopbeHso[b]TnodeH-2-nnmeTunn)-2-(1-nsonponunnunepuanH-4-
unkapbamownn)-1H-6eHsonmmnaason-4-kapboHoBasa Kncnota

b) 3-(5-Xnop6eHso[b]tnodeH-2-unmeTtnn)-2-(1-nsonponmnnunepunaunH-4-mnkapbamomn)-3H-
OeH3ommuraason-4-kapboHoBasi KMCNoTa

1-(5-Xnop6eH3o[b]tnoceH-2-nnmetnn)-2-(1-n3onponunnune pugunH-4-nnkapbamownn)-1H-
OeH3ommmaason-4-kapboHoByto kucnoty un 3-(5-xnopbeHso[b]tnodeH-2-unmetnn)-2-(1-
usonponunnunepuguH-4-unkapbamoun)-3H-6eH3onmmaason-4-kapboHOBYO KACNOTY NOMAy4atoT
no metoauke npmumepa 81, ncexoga ua 200 mr (0,58 mmonb) meTunosoro acmpa 2-(1-
nonponunnunepunanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHoBOK Kucnotel 1 151,9 mr
(0,58 mmornb) 2-6pommeTnn-5-xnopbeHso[b]tnodena. MNmaponna obpasosaBLunxcsa ahnpoB 1
ouncTtka npenapatmaHor OP-BIXKX (rpagneHt cmecn CH3CN/H,0+0,05% mypaBbuHas kucnora)
JaeT ykasaHHble B 3arofioBKe COeQUHEHMS B BUae ux oopmmaTtoB B popMe 6enbix amopdHbIX
TBEpObIX BELLECTB.

Bobixog, 1-(5-xnop6eH3o[b]tnoden-2-unmetnn)-2-(1-n3onponunnunepnamnH-4-unkapdbamonn)-
1H-6eH30onMmnaason-4-kap6oHosoii kucnotsl: 134 mr. MC (ES*): m/e=511, cnekTp
XJTOpPNPON3BOAHOrO.

Bobixog, 3-(5-xnop6eH3o[b]tnoden-2-unmetnn)-2-(1-n3onponunnunepnamnH-4-unkapbamonn)-
3H-6eH3ommmaason-4-kap6oHoBol kucnotsl: 49 mr. MC (ES™): m/e=511, cnekTtp
XJTOPNPOUN3BOAHOrO.

Mpumep 90: 1-(5-Xnop-1H-nHgason-3-unmeTtun)-2-(1-n3onponunnunepuanH-4-nnkapbamomnn)-
1H-6eH3omMmMmunaason-4-kapboHoBasi KUCNOTa

1-(5-Xnop-1H-nHgason-3-unmetnn)-2-(1-nsonponmnnunepugun-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBYO KACNOTY NosyyatroT no metoauke npumepa 81, ncxoga na 200 mr
(0,58 mmonb) meTunosoro achmpa 2-(1-n3onponunnunepuamH-4-mnkapbamonn)-1H-
OeH3ommmaason-4-kapboHoBoli kucrnotel U 116,8 mr (0,58 mmonk) 5-xnop-3-xnopmeTun-1H-
nHpasona. Mnaponma obpasosasLuerocs achmpa n oumctka npenapatmeHon OP-BIOXKX (rpagmeHT
cmecn CH3CN/H,0+0,05% MypaBbuHas KMcnoTa) AaeT ykasaHHOe B 3arofioBke coeMHeHWe B
Buge ero opmmnara B dopme 6enoro amopHOro TBEpAOro BeLlecTsa.

Buixoa: 20 mr. MC (ES™): m/e=495, cnekTp Xfopnpou3Bo4HOrO.

Mpumep 91: (1-U3onponunnunepuanH-4-un)amug 1-[5-(5-xnopTmodeH-2-nn)n3okcason-3-
nnmeTunl-4-(4-rmgpokeununepuamnH-1-kapbonunn)-1H-6eH3onmmaason-2-kapboHOBOW KUCNOTbI

(1-M3onponunnunepuanH-4-un)amug 1-[5-(5-xnoptrnoden-2-unnsokcason-3-nnmeTtun]-4-(4-
rmapokcununepuanH-1-kapbonun)-1H-6eH3onmmaason-2-kapboHOBOM KACNOTbI NOMy4YaoT no
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MeToauke npumepa 22, ncxoas us 670 mr (1,10 mmonb) 1-[5-(5-xnopTrnodeH-2-nn)msokcasorn-
3-nnmetun]-2-(1-usonponunnunepugun-4-nnkapbamownn)-1H-6eH3onmnaason-4-kapboHOBON
kncnotbl n 124,0 mr (1,21 mmonb) nunepuamnH-4-ona. YkazaHHoe B 3arofioBke coefuHeHne
nonyyatot B Buae ero coopmumara. lNocneaytoulee npeobpasoBaHne B COOTBETCTBYOLMIA aueTar
naet 6enoe amopdHoe TBepAOE BELLECTBO.

Bbixon: 538 mr. MC (ES*): m/e=611, cnekTp Xnoprpov3BoaHOro.

Mpumep 92: (1-UN3onponunnunepuanH-4-un)amug 7-[5-(5-xnoptmoden-2-nn)n3okcason-3-
unmetnnl-1,3-gumeTun-2,6-gnokco-2,3,6,7-tetparnapo-1H-nupuH-8-kapboHOBON KMCNOTbI

() 1,3-AnmeTnn-2,6-guokco-2,3,6,7-teTparnagpo-1H-nypunH-8-kapboHoBasi kucnota

5,00 r (24,0 mmonb) 8-rugpokcumeTnn-1,3-aumeTnn-3,7-gurngponypuH-2,6-anoHa
cycnenampytot B 15 mn Boabl. [lo6asnsatT 16,8 mn (33,6 mmonb) 2 H. pactBopa NaOH.
O6pa3soBaBLuytocst cmecb oxnaxaatoT go 5°C. NMpu Takon Temnepartype nobasnsatoTt pacteop 5,05
r (32,2 mmonb) KMnQO,4 B 86 mn Boabl. [Mocne nepemelunBaHuns Npu K.T. B TedeHne 4 Y
peakUMOHHY CMeCb ounbTPYIOT Yepe3s LenuT. Nocne aobaBneHns akTMBMPOBAHHOIO yrns
dunbTpaT CHOBa (UNbTPYHOT Yepes LenuT. PunbTpaT KOHUEHTPpUpYT Ao 06bema 200 mn u
pobaensaT 5 mn koHu,. pactBopa HCI. MNocne ctosHua npu 4°C B TedeHue 16 4
KpUCTanIMyecknin NpoAayKT oTMnbTPOBLIBAIOT, ABaXAbl MPOMbLIBAOT XOSI04HON BOAOWN U
aLeTOHOM U1 cyLlaT Npu NOHWXKEHHOM Aasnenun npu 40°C.

Bbixoa: 5,18 r. MC (ES™): m/e=225.

(i) (1-N3onponunnunepunanH-4-un)amng 1,3-gumeTun-2,6-amokco-2,3,6,7-tetparngpo-1H-
nypuH-8-kapOOHOBOW KNCIOTbI

100 wmr (0,45 mmonb) 1,3-gumeTnn-2,6-gmokco-2,3,6,7-tetparnapo-1H-nypuH-8-kapboHoBon
Kncnotel pacteopaoT B 5 mn AM®A. 3atem gobasnsatoT 227 mkn (1,35 mmorns) DIPEA 1 186,5 mr
(0,495 mmonb) HATU. CnycTtsa 1 4 gobasnstoTt 105,6 mr (0,495 mmone) gurnapoxnopuaa 1-
nonponunnunepnanH-4-unammHa n 227 mkn (1,35 mmone) PIPEA n o6pa3oBasLLyocs cMecb
nepemeLLnBatoT Npu K.T. B TedeHne 4 4. PeakumMOHHY0 CMECh KOHLIEHTPUPYIOT N oML atoT
npenapaTtusHon OP-BOXKX (rpagmeHTt cmecn CH;CN/H,0+0,05% mypaBbuHas kucnota),
nonyyas npu atom (1-usonponunnunepnanH-4-un)amug 1,3-gumeTnn-2,6-gnokco-2,3,6,7-
TeTparngpo-1H-nypuH-8-kapboHOBOW KMCNOTLI B BUAE ee hopmmaTa.

(iii) (1-N3onponunnunepnaunH-4-un)amug 7-[5-(5-xnopTnodeH-2-nn)msokcason-3-unmetunl-
1,3-oumeTunn-2,6-anokco-2,3,6,7-tetparngpo-1H-nmpuH-8-kapOoHOBOW KUCNOThI

155 wr (0,45 mmonsb) (1-nsonponunnunepnanH-4-un)amuga 1,3-gumeTtun-2,6-anokco-2,3,6,7-
TeTparngpo-1H-nypuH-8-kapboHoBON kMcnoThl pacTteopsoT B 5 mn MDA, 3atem gobasnsioT
184,4 mr (1,35 mmonb) K,CO5 1 111,5 mr (0,405 mmonb) 3-6pommeTnn-5-(5-xnoptrnodeH-2-
un)usokcasona v obpasoBaBLLyOcsa cMech nepemerunsatoT npu 80°C B TeveHne 1 4. Cmech
KOHLIEHTPUPYIOT 1 ouuwaroT npenapatmsHon OD-BIXKX (rpagmneHT cmecn CH3CN/H,0+0,05%
MypaBbWHasi KUCMoTa), nonyyasa npu aTtom (1-m3onponunnunepnanH-4-unyamug, 7-[5-(5-
xnopTnodeH-2-nn)msokcason-3-unmetmnl-1,3-gumeTnn-2,6-anokco-2,3,6,7-tetparngpo-1H-
nypwH-8-kapOOHOBOW KMCNOTbl. COOTBETCTBYIOLLUA OUTMOPOXIIOPUA NonyyaT o6paboTKom
npoaykta 0,1M pactesopom HCI 1 nocneaytoLlen nuopunusaumnei.

Buixon: 55 mr. MC (ES™): m/e=546, cnekTp Xfopnpou3BOAHOrO.

Mpumep 93: a) MeTtunosbivi admp 1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-mnmetTnnl-2-(1-
umknonponunnunepuanH-4-nnkapbamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCIOTbI

b) MeTtunosbin agump 3-[5-(5-xnopTrnodeH-2-un)nsokcason-3-nnmeTus]-2-(1-
uuknonponunnunepnanH-4-mnkapbamoun)-3H-6eH3onmMmaason-5-kapboHOBON KMCAOThI

(i) TpeT-bByTunosbin acmp (1-LmknonponMnnunepuanH-4-nn)kapbaMmmMHOBON KUCMNOThI

K pacteopy 14,0 r (0,0699 monb) TpeT-6yTunosoro achmpa nunepnamH-4-mnkapbammHoBom
kncnotel B 500 mn abe. MeOH pobasnstoT 250 r BbICyLIEHHBIX MOnekynspHbix cuT 3 E. B
aTmocdepe aproHa gobasnstoTt 39,9 mn (0,699 monk) ykcycHon kucnotel u 52,5 mn (0,262
MOnb) (1-9TOKCULMKITONPOMNOKCK)TpMeTuncunaHa. Hakoxew, no kannam godaensawT 314,5 mn
(0,3145 monb) 1M pacteopa NaCNBH; B TI'®. Nocne Bbigepxusadms 20 MUH Npu K.T.
peakUMOHHY0 CMeCb nepemMeLumBaloT B TeveHue 6 4 npu 60°C. Cmecb UnbTPYyOT Yepes LienurT.
OunbTpaT KOHUEHTPUPYIOT MPU MOHWKEHHOM faBneHnn. ObpasoBaBLUNNCA OCTAaTOK PpacTBOPSHOT
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B 700 mn atunauetarta n npombiBatoT 250 mn 1M pacteopa NaOH. BogHbii crior akcTparmpyroT
300 mn atunauetaTta. O6GbeAVHEHHbIE OpPraHNYeCcKne Crion NPOMbIBAOT HAChILLEHHBIM
pacTBopoM conu, cywat Hag MgSO,4 1 KOHUEHTPUPYIOT B Bakyyme, Nnonyyas npu aTom
HEOUMLLEHHbI TPeT-6yTMnoBbIN adup (1-LmknonponunnunepnanH-4-un)kapbamMmHOBON KMCMNOThI
B Buae GecLBeTHOro TBepAoro BeLLecTsa.

Bbixoa: 23,0 r. MC (ES™): m/e=241.

(i) Qurngpoxnopug 1-umMknonponuNnNMnepuanH-4-mnammHa

23,0 r BbILLEONUCAHHOIO HEOUYULLEHHOrO TPeT-6yTMnoBoro adupa (1-umMknonponunnMnepuamH-
4-nn)kap6aMrMHOBON KNCNOThl pacTBopsAloT B 350 mn TFA 1 pacTBop nepemeLunBatoT B TeYEHNe
45 MUHYT Npu K.T. PeakynoHHyo cMecb KOHLEHTPUPYHOT NPY MOHMXEHHOM AaBMEHUN Y
obpas3oBaBLUNNCS OCTATOK pacTBOpsOT B Boge. [locne gobasnernnsa 23,1 mn koHuy,. pacteopa HCI
CMeCb NMOUNM3yLoT, nony4vas npyn atom 6enoe amopgHoe TBepAoe BELLECTBO. YKazaHHoe
TBEpaoe Belecto cycneHaupytot B 300 mn aTunauetarta un BolAEPXKMBAOT B TeYeHne 45 MUHYT
B YCMOBUSIX YNIbTPA3BYKOBOIO BO3AENCTBUSA. Takyto npouenypy NOBTOpsiIOT ABaxabl. HakoHel,
OTUNLTPOBAHHOE KpUcTannnyeckoe TBepaoe BelecTso cywwaT npu 45°C npy NOHWXKEHHOM
OaBreHun.

Buixoa: 15,9 r. MC (ES™): m/e=141.

(iii) MeTunosbI admp 2-Tpuxnopmetnn-1H-6eHzommngason-5-kapboHOBOW KUCNOTbI

K pacteopy 10,0 r (0,060 monb) MmeTunosoro acpmpa 3,4-ouammHoOeH30HON KUCnoThl B 260
MIT YKCYCHOW kucnoTel godasnaoT 10,47 mn (0,084 monb) meTunosoro acumpa 2,2,2-
TpUXnopaueTMMnaoBor KUCNoThl. [locne nepemMellnBaHns B TEHEHNE 2 Y NMPU K.T. YKCYCHYHO
KMcnoTy BeinapueatoT. Octatok pacteopsatoT B CH,Cly, NpoMbIBalOT HAChILWEHHbIM pacTBOPOM
conu, cywat Hag MgSO,4 1 KOHUEHTPUPYIOT NPY NOHMXKEHHOM AaBfieHMU, nony4yas npyu 3Tom
HEOUNLLEHHBIN METUMNOBbLIV 3¢pup 2-TprxnopmeTun-1H-6eH3ommmaason-5-kapboHOBON KUCHOThI B
BMAE KOPUYHEBOrO CMONI006pa3Horo BeLLecTsa.

Biixoa: 20,5 mr. MC (ES™): m/e=293, cnekTp Xxnopnpou3soaHOro.

(iv) MeTunosbin acomp 2-(1-umknonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmnaason-5-
KapOOHOBOW KNCIOThI

K cmecu 7,53 r (35,3 mmonb) gurngpoxnopuga 1-uuknonponunnunepuanH-4-nnammHa n 32,39
r (0,386 monb) NaHCO; B 1300 mn TI'® 1 370 mn Boabl AobaenstoT pacteop 11,79 r (32,1
MMOJS1b) METMNOBOrO admpa 2-TpuxnopmeTun-1H-6eHzonmmnaason-5-kapboHoBoM KNCNOTbl B 360
Mn TIP. PeakynoHHYIO CMECb 3HEPIMYHO NEPEMELLMBAIOT B TeYeHNe 2 Y npu K.T. TIP
BbinapmsaoT. Ocagok oTUNbTPOBLIBAOT U ABaXAbl 0bpadaTbiBatoT NpubnuantensHo 300 mn
HacblweHHoro pacteopa NaHCO3; B ycnoBusax ynbTpa3BykoBOro sosgencreus. lNMocne
unbTpoBaHUA obpasoBasLLEeeCs TBepAOe BELLECTBO ABaXabl NpombiBaoT 150 mn Boabl U
cywart B Bakyyme npu 45°C, nonyyas npu aToM YUCTbIA MeTUNOBLIN acump 2-(1-
yuknonponunnunepuaunH-4-mnkapbamowun)-1H-6eHzommmaason-5-kapboHOBON KUCNOTLI B hopme
CBETMNO-KOPUYHEBOIO KPUCTaNfMYecKoro BeLecTsa.

Buixoa: 9,9 r. MC (ES™): m/e=343.

(v) MeTtunosbin aconp 1-[5-(5-xnopTrmodheH-2-nn)mnsokcason-3-mnmetnn]-2-(1-
ymknonponunnunepuanH-4-unkapbamownn)-1H-6eH3nmmaason-5-kapboHOBON KMCOThI

17,3 r (50,52 mmonb) meTunosoro acupa 2-(1-umknonponunnunepuamH-4-mnkapbamonn)-1H-
©eH3onmmaason-5-kapboHoBol kncnoTel pacteopsoT B 800 mn OM®PA. 3atem gobasnstot 10,47
r (75,8 mmons) K,CO3 1 14,84 1 (50,52 mmonb) 5-(5-xnopTuodeH-2-un)musokcason-3-
WIIMETUOBOIo 3bmpa MeTaHCyNb(OHOBOW KNCIOTbI 1 06pa3oBaBLLYOCS CMECh NEepeEMELLMBAIOT
B TeueHune 2 4 npu 80°C. CmMecb KOHLEHTPUPYIOT MpU NOHWXKEHHOM AdaBrneHun. OcTtaTok
cycnenampytot B 800 mn aTunauetaTa. Ha cnegyowuin geHs obpasoBaBLUMCS OCadokK
OoTUNLTPOBLIBAKOT U NpombiBatoT 100 Mn aTunaueTaTa, nonyyas npyM 3ToOM MeTUNoBbLIN adup 3-
[5-(5-xnopTuodeH-2-nn)msokcason-3-mnmetunn]-2-(1-ymknonponunnunepunanH-4-nnkapbamonn)-
3H-6eH3nmmaason-5-kapboHoBONM KUCNOTLl. PUAbTPaT KOHUEHTPUPYIOT A0 00bemMa
npnbnuantensHo 100 mn. CHoBa 0b6pa3oBaBLUMICA OCaf40K OTUNBLTPOBLIBAOT. Takyto
npoweaypy NoBTOPSIOT ele oauH pa3. OcTaBwninca unbTpaT KOHUEHTPUPYIOT NPU MOHMXEHHOM
OaBMeHMM N, HaKoHel,, ounwatoT dnaw-xpomartorpadumen Ha cunukarene ¢ NCNosib3oBaHNEM
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aTuMnaueTaTta B kadecTBe antoeHTa. Coaepxallme NpoayKT opakuumn KOHLEHTPUPYIOT B Bakyyme,
nonyyas npu aToM 4ucTblr (>98%) metunosbin agup 1-[5-(5-xnopTnoden-2-unjnsokcason-3-
unmeTunl-2-(1-yuknonponunnunepunaunH-4-unkapbamounn)-1H-6eHsnmmnaason-5-kapboHoBom
KMCNOTbl B BUAE CBETMO-KOPUYHEBOIO KPUCTaNIMYECKoro TBepaoro BeLecTsa.

Buixoa: 7,9 r. MC (ES™): m/e=540, crnekTp Xnopnpou3BoAHOrO.

(vi) MeTtnnosbini acoup 3-[5-(5-xnoptunodpeH-2-unynsokcason-3-nnmetusn]-2-(1-
ymknonponunnunepuanH-4-unkapbamownn)-3H-6eH3onmmaason-5-kapboHOBON KNCIOTbI

1,0 r HeouULLLEHHOIrO METMNOBOrO admnpa 3-[5-(5-xnopTModeH-2-nn)n3okcason-3-unmeTunn]-2-
(1-ymknonponunnunepnanH-4-unkapdamoun)-3H-6eH3onmmnaason-5-kapOOHOBOW KUCHOTbI
nepeKkpMCcTannmM3oBbIBaOT N3 TUNaueTaTa.

Biixoa: 500 mr. MC (ES*): m/e=540, crnekTp Xnoprpon3BoaHOro.

Mpumep 94: 1-[5-(5-XnoptrmodeH-2-nn)msokcason-3-nameTnnl-2-(1-umknonponunnmnepuani-
4-nnkapbamownn)-1H-6eH3onmnaason-5-kapboHoBas kucnota

7,84 1 (14,52 mmons) metunosoro adupa 1-[5-(5-xnoptnodeH-2-unjnsokcason-3-nnmeTus]-
2-(1-umknonponunnunepuamnH-4-nnkapbamownn)-1H-6eH3onmmnaason-5-kapboHOBOW KMCMOThI
pacteopstoT B 400 mn MeOH. Jo6aensoT 72,59 mn (72,59 mmone) 1M BogHoro pacteopa LiOH
1 00pa3oBaBLLYIOCS CMECb NepeMeLlnBaroT B TedeHne 7 4 npu 60°C. PacTBop KOHLEHTPUPYHOT
no obbema npubnuantensHo 200 mn 1 nogkncnaoT godasneHnem 4M BoagHoro pacteopa HCI oo
poctmkeHus pH=1. Cnycta 30 MnHyT 06pa3oBaBLUMIACS 0CafoK OTUNBTPOBLIBAIOT Y MPOMbIBAIOT
Heckonbko pa3 xonoaHeiM MeOH. Mepekpuctannusayua ns MeOH paet 1-[5-(5-xnopTuodeH-2-
un)musokcason-3-unmeTtun]-2-(1-unknonponunnunepuanH-4-unkapbamownn)-1H-6eHsonmmngason-5-
kapboHOBY1O KMCNOTY B hopme 6eCLBETHOrO KpUCTaNIMYeckoro TBEpAOro BellecTa. Yka3aHHoe
B 3aronoBke coeAvHeHne NnoryyaroT B BUAE ero MoHormapoxnopuaa.

Bbixog: 7,3 r. MC (ES™): m/e=526, cnekTp Xnopnpon3BoaHOro.

4,0 r (7,11 MMOfb) ONMCaHHOrO BbIlLe NpPoayKTa NpeobpasytoT B ero HaTPUEBYHO COMb
cycneHavpoBaHuem B 10 mn Bogpl, AobasneHmem 100,15 mn 0,2M BogHoro pactsopa NaOH ¢
nocnegywolen akctpakymen 100 mn H-6yTaHona (2x). ObbegnHeHHbIe cnon ByTaHona cHoBa
akcTparnpytoT 20 mn Boabl (3x) 1 neperoHsaoT coBmecTHo ¢ 200 mn Bogpl (3x). ObpasosaBLuniics
pacTBOp NNMOMUIIM3YIOT, NOyYas Npu 3TOM yKa3aHHOE B 3arofioBke coeguHeHue B BUae ero
HaTpueBon conu B bopme 6enoro amopdHoro BellecTtea. Boixoq: 3,49 .

1-[5-(5-XnopTnodeH-2-un)nusokcason-3-unmetmn]-2-(1-yuknonponunnunepuanH-4-
unkapbamownn)-1H-6eH3onmmnaazon-5-kapOOHOBYHO KMCIOTY TaKKe NOMy4aroT CENEKTMBHbLIM
CUHTE30M:

(i) C-[5-(5-XnopTnodeH-2-un)nsokcason-3-nnjMetTunammH

1,00 r (3,59 mmonb) 3-6pommeTun-5-(5-xnoptrnodeHn-2-nn)msokcasona m 503,3 mr (3,59
MMOJb) YpoTponuHa pacteopstoT B 40 mn EtOH. PeakuynoHHyo cMechb nepemMeLuvBatoT npu K.T. B
TedeHue 16 4. Ha cnegyrowun geHb gobaensiot 3 mn koHy. pacteopa HCI n o6pasosasLuytocs
CMeCb KMMATAT ¢ 0BpaTHbIM XONOAMIBHUKOM B TedeHue 45 MmuHyT. lNocne oxnaxaeHus ocagok
OT(PMNbLTPOBLIBAIOT M NPOMbIBAOT BOAOW. benoe kpuctannuyeckoe BeLLeCTBO cyLlaT npu
NoHWxeHHOM aasneHunn npu 40°C. Beixog: 806 wmr.

(i) MeTnnosbli acpup 4-{[5-(5-xnopTrnodeH-2-nn)n3okcason-3-nnmeTunn]aMmmHo}-3-
HUTPOGEH30MHOW KUCMOTbI

K pacTtBopy 634,4 wmr (3,19 mmonb) meTunoBoro agupa 4-pTop-3-HUTPOOEHIOMHON KNCNOThI B
12 mn OM®A pobasnstot 800,0 mr (3,19 mmonb) C-[5-(5-xnopTnodeH-2-mn)nusokcason-3-unj
meTunammHa un 0,88 mn (6,37 MMOrnb) TpuaTunamMmmHa. PeakuMoHHY0 CMeChb NepemMeLInBaloT npu
K.T. B TeueHne 16 4. [lobasnsawoT 12 mn Bogbl. Ocagok oTMnbTPOBLIBAOT Y NPOMbIBalOT BOAOMN.
XKenToe kpuctannuyeckoe BeLLECTBO CyLlaT Npu NOHWXEHHOM AaBreHunn npu 42°C.

Beixoa: 1,03 r. MC (ES*): m/e=394, cnekTp Xnoprpon3BoaHOro.

(iii) MeTunoBbIn acoup 3-amnHo-4-{[5-(5-xnopTnodeH-2-1n)mM3okcason-3-UnMmeTunjammHo}
©EH30MHOWN KNCIOTbI

97,1 wr (0,41 mmonb) NiCl,.6H,0O pacteopstoT B 10 mn MeOH n obpabaTtbeiaioT B
yNbTpa3BykoBbIX ycrnosusax. [lobaenstoT 46,4 r (1,24 mmonb) NaBH,4. Cnycta 15 MuHyT
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pobaensot 214,0 mr (0,54 mmonb) meTnnosoro acumpa 4-{[5-(5-xnopTnodeH-2-un)nsokcason-3-
unmMeTnn]amMmmHo}-3-HuTpobeH3soriHon kucnotbl B 20 mn CH,Cl,. CnycTa ewle 15 MuHyT B BUae
Tpex nopuumi gobaenstoT 55,6 mr (1,48 mmonbk) NaBH,4. PeakuynoHHyto cmecb obpabaTtbiBatoT B
yNbTPa3ByKOBLIX YCNOBUAX B TedeHue 2 4. [lo6asnenne NaBH, (55,6 Mr kaxablii pa3) un
06paboTKy B yNbTPa3BYKOBbLIX YCITOBUSIX CrieayeT NOBTOPATbL TPU pasa Afist 4OCTUXKEHMUST NOJTHOMO
npeBpaLleHnsi. PeakunoHHyo CMeCb (OUNbTPYIOT Ha LenuTe 1 punbTpaT KOHLEHTPUPYIOT Npu
noHwxeHHoM aasnerHunn. OctaTtok cycneHanpytoT B 30 mn MeOH. MNocne dunbTpoBaHus
uUnbTpaT KOHUEHTPUPYIOT B BakyyMme 1 octaTok pacteopsitoT B 100 mn CH,Cl,. OpraHudeckuii
CINOW NPOMBbIBalOT YeThblpe pa3a BOAoOW, cywaTt Hag 6e3ogHbiM MgSO, 1M KOHLEHTPUPYIOT Npur
NOHWXEHHOM AaBfeHnn, nony4dasa npu 3TOM HEOUYMLLEHHbI MeTUMOBLI adup 3-aMnHo-4-{[5-(5-
XNTOPTUNOEH-2-1)M30KCA30N-3-UNTMETUN]aMUHOYOEH30NHOM KNCINOTbI B BUAE KOPUYHEBOTO
macna.

Buixoa: 83 mr. MC (ES™): m/e=364, cnekTp X1opnpov3BoAHOrO.

(iv) MeTtnnosbiti acoup 1-[5-(5-xnopTnodeH-2-un)usokcason-3-nnmeTtun]-2-tpuxnopmetunn-1H-
©eH3oMmMmaason-5-kapboHOBON KUCNOThI

36,0 mr (0,098 mmonb) MeTunoBoro agupa 3-ammHo-4-{[5-(5-xnopTnodeH-2-mn)musokcason-3-
unMeTnn]amMmmHo}6eH30MHON KNCNOThl PACTBOPSAOT B 3 MI1 YKCYCHOW KMCMOTLI, AobaenstoT 17,4
Mk (0,14 MMOrnb) METUNOBOTO achmpa 2,2,2-TpUXnopaLeTMMmnaoBon KUCNOTbl U 06pa3oBaBLLYyHOCS
CMeCb NepeMeLLnBaloT Npu K.T. B TedeHne 3 4. PeakyMOHHY0 CMEChb KOHLEHTPUPYIOT Mpu
NOHWMXEHHOM [aBfieHMM N OCTaTOK NEPEroHsOT ABaXabl ¢ 15 Mn Tonyona, nonyyas npu 3Tom
HEOUMLLEHHbI MeTUNOBLIN achup 1-[5-(5-xnopTnodeH-2-nn)msokcason-3-unmeTmnl-2-
TpuxnopmeTun-1H-6eH3onmmaason-5-kapboHOBON KNCIOThI B BUAE KOPUYHEBOIO TBEPAOIrO
BeLLecTBa.

Biixoa: 49 mr. MC (ES™): m/e=491, cnekTp Xnoprpon3BoaHOro.

(v) 1-[5-(5-XnopTuodeH-2-nn)msokcason-3-unmetmunl-2-(1-yuknonponunnunepmnanH-4-
unkapbamoun)-1H-6eH3onmmnaason-5-kapboHoBas kucnota

21,0 mr (0,098 mmonb) auruapoxnopuaa (1-umknonponunnunepnanH-4-unaMmmHa) pactBopsitoT
B 3 mn CH3CN n 3 mn Bogpl. lo6asnsaoTt 82,3 mr (0,98 mmonb, 10 akB.) NaHCO3;. HakoHeu,
pobaensaoT pacteop 48,1 mr (0,098 mmonb) meTunoBoro agupa 1-[5-(5-xnoptTmoden-2-
nn)naokcason-3-unmeTunj-2-tTpmxnopmeTtun-1H-6eH3onmmnaason-5-kapboHOBON KNCIOTbI B 2 M1
CH5CN 1 obpasoBaBLUylOCSi CMECH NEPEMELLMBAIOT S3HEPINYHO B TEYEHUE 3 Y NPU KUMEHUN C
obpaTHbIM xonoaunbHUKoM. CMeCb KOHLEHTPUPYIOT NpY NOHMKEHHOM AaBneHun. OcTaTok
ounwatoT npenapatmHon OP-BIOXKX (rpagmeHT cmecn CH3CN/H,0+0,05% mypaBbuHOR
KMCIOTbI), nony4vas npyu aTomM unctyro 1-[5-(5-xnoptuodeH-2-un)msokcason-3-unmetun]-2-(1-
uuknonponunnunepuaunH-4-unkapbamowun)-1H-6eHzommmaason-5-kapboHoByt0 KMcnoTy B hopme
fecuBeTHOro aMopgHOro TBEPAOro BellecTsa.

Bobixog: 26 mr (50%). MC (ES™): m/e=526, cnekTp xnoprnpounssoaHoro. (B ykazaHHbIX
YCINOBUAX OLHOBPEMEHHO r'MAPONN3YIT METUIOBLIV 3hnp).

Mpumep 95: 3-[5-(5-XnopTnodeH-2-nn)nszokcason-3-unmeTun]-2-(1-unknonponunnunepuanH-
4-nnkapbamonn)-3H-6eH3onmnaason-5-kapboHoBasi Kucnota

3-[5-(5-XnopTtnogeH-2-un)msokcason-3-mnmetnn]-2-(1-yuknonponunnmnepngnH-4-
unkapbamoun)-3H-6eH3oMMmMaa3on-5-kapboOHOBYIO KMCROTY NOMy4vaoT N0 MeToanke npumepa 94,
ncxogsa ns 250,0 mr (0,46 mmonb) meTunosoro agupa 3-[5-(5-xnopTmodeH-2-nn)nsokcason-3-
unmetun]-2-(1-yuknonponunnunepunaunH-4-unkapbamounn)-3H-6eH3onmmngason-5-kapboHoOBOM
KMCNOTbI. YKa3aHHOE B 3arofioBKe COeaUHEHME BbIOENAIOT B BUAE €r0 MOHOrMapoxsopuaa B
dopme BeCLIBETHOIO KPUCTANIMYECKOro BeLecTBa.

Buixoa: 135 mr. MC (ES™): m/e=526, cnekTp Xnoprpov3BoaHOro.

Mpumep 96: a) 1-[5-(5-XnopTnodeH-2-nn)nsokcaszon-3-mnmetun]-2-(1-
uuknonponunnunepuaunH-4-mnkapdamoun)-1H-6eHsonmugason-4-kapboHoBas KMcnoTa

b) 3-[5-(5-XnopTuodeH-2-un)nsokcason-3-unMmeTtunnl-2-(1-umknonponunnmnepuanH-4-
unkapbamoun)-3H-6eH3onmmaason-4-kapboHoBas kKucnoTa

i) MeTunosbii acomp 2-(1-umknonponunnunepuamH-4-mnkapbamomnn)-1H-6eH3onmmngason-4-
KapOOHOBOW KNCIOThI

Crpanuua: 91



170

15

20

25

30

35

40

45

50

RU 2346 944 C2

MeTunosein acgup 2-(1-yuknonponunnunepugun-4-un)kapbamownn)-1H-6eH3onmmnaason-4-
KapbOOHOBOW KMCMOTbI MONyyaroT no metoauke npumepa 93 (iv), ncxoga ns 1,62 r (5,52
MMOJS1b) METMMOBOrO adupa 2-TpmuxnopmeTun-1H-6eHzonmmnaason-4-kapboHoBOW KNCOTbI 1 1,29
r (6,07 mmonb) agurngpoxnopuaa WknonponunnunepuamH-4-mnammHa.

Bbixoa: 1,62 r. MC (ES*): m/e=343.

(i) a) 1-[5-(5-XnopTunoeH-2-nn)usokcason-3-unmetun]-2-(1-umknonponunnunepuanH-4-
unkapbamowun)-1H-6eH3onmmnaason-4-kapboHoBasi KucnoTa

b) 3-[5-(5-XnopTunodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
unkapbamoun)-3H-6eH3onmmnaason-4-kapboHoBas kucnota

1-[5-(5-XnopTrnodpeH-2-un)usokcason-3-unmetun]-2-(1-yuknonponunnunepnanH-4-
unkapbamoun)-1H-6eH3ommmaason-4-kapboHoOBYO KMCROTY U 3-[5-(5-xnopTnoder-2-
un)unsokcason-3-unmetun]-2-(1-unknonponunnunepuanH-4-nnkapdamownn)-3H-6eH3onmmgason-4-
KapOOHOBYO KMCMOTY Nony4yarT No MeToanke npumepa 81, ncxoaa ns 248,0 mr (0,72 mmons)
MeTunoBoro admpa 2-(1-umknonponunnunepunanH-4-unkapbamownn)-1H-6eH3onmmnaason-4-
kapboHoBow kucnotbl 1 221,9 mr (0,79 mmonb) 3-6pommeTun-5-(5-xnoptmodeH-2-
unnsokcasona. N'vaponuns obpasoBaBLLMXCA 3UPOB N ouncTka npenapatusHo OP-BIXKX
(rpagmeHT cmecn CH3CN/H,0+0,05% mMypaBbMHOM KACNOThI) AAEeT yKa3aHHble B 3arorioBke
coefuHeHus B Buae ux gopmmnatoB B hopMe 6enbix amopdHbIX TBEPAbIX BELLECTB.
CooTBeTcTBYHOLME TMOPOXIopMAbI NonyyarT obpaboTkor obomx npoayktos 0,1M pacTtBopom
HCI n nocnegytowen nuodunusauymnen.

Bobixog, 1-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
nnkap6amownn)-1H-6eHsonmmaason-4-kap6oHoBsoit kucnotsl: 119 mr. MC (ES™): m/e=526,
CMEKTP XJIOPMNPON3BOSHOrO.

Bbixog 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
unkap6amownn)-3H-6eH3onmmaason-4-kap6oHosoit kucnotbl: 39 mr. MC (ES™): m/e=526,
CMEKTP XJIOPMpPON3BOSHOrO.

Mpumep 97: MeTtunosbii adup 1-[(5-xnopnupuaunH-2-unkapbamounn)metnn]-2-(1-
umknonponunnunepuanH-4-nnkapbamownn)-1H-6eH3onmmaason-4-kapboHOBOV KMCOTbI

MeTtunoBein acpup 1-[(5-xnopnmpuanH-2-unkapdbamonn)metmnl-2-(1-unknonponunnunepuanH-
4-unkapbamownn)-1H-6eH3onmnaason-4-kapboHOBOW KMCMOTLI NMOMy4YatoT No MeToAuKe Npumepa
15, ncxogs us 1,40 r (4,09 mmornb) meTunosoro acupa 2-(1-yuknonponunnunepuanH-4-
unkapbamounn)-1H-6eH3onmngason-4-kapboHoBon kucnotbl u 1,02 r (4,09 mmonb) 2-6pom-N-(5-
XnopnupuanH-2-un)auvetammaa.

Bbixoa: 1,90 r. MC (ES™): m/e=511, cnekTp XNoprpov3BoaHOro.

Mpumep 98: 1-[(5-XnopnupnanH-2-unkapbamonn)metnn]-2-(1-uuknonponunnunepuanH-4-
unkapbamoun)-1H-6eH3onmmnaason-4-kapboHoBas Kncnota

1-[(5-XnopnupunauH-2-unkapbamounn)meTtun]-2-(1-umknonponunnunepuanH-4-nnkapdamownn)-
1H-6eH30MMnaa3on-4-kapboHOBYHO KMCAOTY NOfy4YaoT No MeToanke npumepa 16, ncxoasa ns 1,89
r (3,70 mmonb) meTtunosoro acpumpa 1-[(5-xnopnupunamnH-2-unkapbamounn)meTtunn]-2-(1-
yuknonponunnunepuaunH-4-mnkapdamoun)-1H-6eHzonmmaason-4-kapboHOBOM KUCMOThI.

Biixoa: 1,90 r. MC (ES™): m/e=497, cnekTp Xnoprpon3BoaHOro.

Mpumep 99: LinknonponmnmeTmnosbiv acdup 1-[(5-xnopnmpuanH-2-unkapbamounn)metnnl-2-(1-
umknonponunnunepuanH-4-nnkapbamownn)-1H-6eH3onmmaason-4-kapboHOBON KMCOTbI

LinknonponunmeTtunosbii acoup 1-[(5-xnopnupungunn-2-unkapbamonn)metnn]-2-(1-
yuknonponunnunepuaunH-4-mnkapoamoun)-1H-6eHzonmmaason-4-kapboHOBOW KMCMOThI
nonyyarT No MeToanke npumepa 69, nucxoaa ns 589,0 mr (1,19 mmons) 1-[(5-xnopnupnaunH-2-
unkapbamounn)meTtun]-2-(1-umknonponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmgason-4-
kapboHoBow kucnoTbl 1 1,92 Mn (23,8 MMonb) LMKIONponuImMeTaHona.

Bbixoa: 362 mr. MC (ES™): m/e=551, cnekTp Xfopnpon3BoaHOro.

Mpumep 100: a) 3-[5-(5-XnopTuodeH-2-nn)usokcason-3-nnmetun]-2-(1-n3onponmnnunepunanH-
4-unkapbamownn)-3H-tneHo[3,4-dJummnaason-6-kapboHoBas KMcnoTta

b) 3-[5-(5-XnopTuodeH-2-un)msokcason-3-unmetun]-2-(1-nsonponunnunepugnH-4-
unkapbamoun)-3H-tneHo[3,4-dJummgason-4-kapoboHoBas kucrorta
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i) MeTunosein agup 2-TpuxnopmeTtun-3H-tneHo[3,4-dlummagason-6-kapboHOBON KMCTOThI

K pactBopy 2,00 r (11,6 mmonb) meTunosoro adupa 3,4-gnammHoTnodeH-2-kapboHoBO
KMCnoTbl B 50 MN ykcycHoM KncnoTbl gobaensaoTt 2,06 mn (16,24 Mmornb) MeTMNoBOro agupa
2,2,2-TpuxnopaueTMMmmnaoBon kucnoThl. [locne nepemelunBaHms B TedeHme 2 4 npu 95°C cmechb
KOHLIEHTPUPYIOT U COBMECTHO neperoHsAoT asaxabl ¢ 100 mn Tonyona. OctaTtok cywwar B
BaKyyme, rnony4asi npu 3ToM KOpMYHEBOE CMOSI006pa3HoOe BELLECTBO.

Buixon: 4,2 r. MC (ES™): m/e=300, crniekTp Xnoprpov3BoAHOrO.

(ii) MeTunosbii achmp 2-(1-n3onponunnunepuamnH-4-mnkapbamounn)-3H-tneHo[3,4-djumngason-
6-kapbOHOBOW KMUCMNOTbI

MeTunosein acup 2-(1-usonponunnunepuamnH-4-nnkapbamownn)-3H-tneHo[3,4-dlummaason-6-
KapbOOHOBOW KMCMOThI MONyyaroT no metoauke npumepa 93 (iv), ncxonsa ns 3,48 r (11,6
MMOJITb) METUIOBOro adupa 2-TpuxnopmeTun-3H-tueHo[3,4-dJummngason-6-kapOboHOBON KMCIOThI
n 2,50 r (11,6 mmonb) aurngpoxnopuga 1-usonponunnunepuanH-4-nnammHa.

Bbixoa: 3,7 r. MC (ES™): m/e=351.

(iii) a) 3-[5-(5-XnopTrodheH-2-nn)nsokcason-3-nnmeTunn]-2-(1-n3onponmnnmnepunanH-4-
unkapbamowun)-3H-tneHo[3,4-d]Jumngason-6-kapboHoBas Kucrorta

b) 3-[5-(5-XnopTrnodeH-2-nn)msokcason-3-mnmetnn]-2-(1-usonponunnunepnanH-4-
unkap6amonn)-3H-tneHo[3,4-dJumnaason-4-kapboHoBas Kucrnorta

3-[5-(5-XnopTnodeH-2-nn)msokcason-3-unmetun]-2-(1-nonponunnunepuanH-4-
unkapbamownn)-3H-tneHo[3,4-dJummaason-6-kapboHoByto kucnoty un 3-[5-(5-xnoptunodeH-2-
un)unsokcason-3-unmetunl-2-(1-nsonponunnunepuant-4-nnkapdamownn)-3H-tmeHo[3,4-d]
nmMmaason-4-kapboHOBYO KACOTY Mony4yatoT no metoauke npumepa 81, ncxogsa ua 500 mr (1,40
MMOJ1b) METUMOBOro achmpa 2-(1-nsonponunnunepunanH-4-unkapbamonn]-3H-tneHo[3,4-d]
umugason-6-kapboHoson kncnotel 1 397,4 mr (1,40 mmone) 3-6pommeTun-5-(5-xnopTnodeH-2-
ununsokcasona. MN'aponns ob6pasoBaBLUMXCA CITOXHbLIX 3PUPOB 1 o4YNCTKA NpenapaTtnBHon OP-
B3XX (rpagueHT cmecn CH3CN/H,0+0,05% MypaBbMHOW KACNOThI) AAeT YKa3aHHbIE B
3arofioBKe CoefMHeHus B Buae ux opmmatoB B hopme Oernbix aMopdHbIX TBEPAbIX BELLECTB.
CTpyKTypHble OTHeceHus1 o6oux nsomepor gocturatoT NOE-cnekTpockonue.

Bobixog, 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-usonponunnunepmnanH-4-
unkap6amownn)-3H-TneHo[3,4-dummaason-6-kap6oHosol kucnotel: 113 mr. MC (ES™): m/e=534,
CMNEKTP XIOPMpPON3BOAHOrO.

Bobixog, 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnn]-2-(1-nsonponunnunepmnanH-4-
unkap6amownn)-3H-TneHo[3,4-dummaason-4-kap6oHoBol kucnotel: 146 mr. MC (ES™): m/e=534,
CMEKTP XJIOPMNpPON3BOSHOrO.

Mpumep 101: a) 3-[5-(5-XnopTnodeH-2-un)nsokcason-3-nnmetun]-2-(1-
umknonponunnunepunanH-4-nnkapbamonn)-3H-tneHo[3,4-dlummaason-6-kapboHoBas Kucnorta

b) 3-[5-(5-XnopTuodeH-2-un)musokcason-3-unmetusl-2-(1-unknonponuinunepuanH-4-
unkapbamoun)-3H-tneHo[3,4-djummgason-4-kapboHoBas kucnorta

i) MeTunosbii achmp 2-(1-umknonponunnunepuanH-4-mnkapdamomnn)-3H-TneHo[3,4-d]
mMnaason-6-kapboHOBOM KMCNOTbI

MeTunosein agup 2-(1-ymknonponunnunepugunH-4-nnkap6amoun)-3H-tueHo[3,4-djummngason-
6-kapboHOBOM KMCMNOThI Nony4atoT No MeToauke npumepa 93 (iv), ucxoas na 203,7 mr (0,68
MMOJITb) METUIOBOro adupa 2-tTpuxnopmeTun-3H-tueHo[3,4-djummngason-6-kapOoHOBON KMCIOThI
n 158,7 mr (0,75 mmone) gurngpoxnopuaa 1-yuknonponunnunepuanH-4-nnammHa.

Bbixoa: 309 mr. MC (ES™): m/e=349.

(ii): a) 3-[5-(5-XnopTuodeH-2-nn)musokcason-3-unmetunl-2-(1-yuknonponunnunepuanH-4-
unkap6amownn)-3H-tneHo[3,4-dJumnaason-6-kapboHoBas kucnorta

b) 3-[5-(5-XnopTnodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
unkap6amownn)-3H-tneHo[3,4-d]Jumnaason-4-kapboHoBas Kucrnorta

3-[5-(5-XnopTuodeHn-2-nn)nsokcason-3-nnmeTun]-2-(1-umnknonponunnunepuanH-4-
unkapbamownn)-3H-tneHo[3,4-d]ummaason-6-kapboHoByto kucnoty un 3-[5-(5-xnoptuodeH-2-
un)unsokcason-3-unmetun]-2-(1-unknonponunnunepmnant-4-nnkapdamownn)-3H-tneHo[3,4-d]
nmMmaason-4-kapboHOBYO KACIOTY Mony4aloT no metoauke npumepa 81, ncxons ms 236,0 mr
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(0,68 Mmornb) meTunosoro acupa 2-(1-yuknonponunnunepunanH-4-unkapdamoun)-3H-tnexo[3,4-
d]umupgason-6-kapboHoBon kucnotel 1 188,7 mr (0,68 mmonk) 3-6pommeTun-5-(5-xnopTnodeH-2-
un)usokcasona. 'maponus o6pasoBaBLLUMXCH CNOXHbIX 3UPOB U o4McTKa npenapaTuBHon Od-
B3XX (rpagueHT cmecn CH3CN/H,0+0,05% MypaBbMHOW KUCNOThI) AAET YKa3aHHbIE B
3arofioBKe CoefMHeHWs B Buae ux opmmatoB B hopme Oerbix aMopdHbIX TBEPAbIX BELLECTB.
CTpykTypHble oTHeceHus obounx nsomepos gocturaot NOE-cnekTpockonuen.

Bobixog, 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
nnkap6amownn)-3H-TneHo[3,4-dJummaason-6-kap6oHoBO KucnoTel: 46 mr. MC (ES™): m/e=531.
CMEKTP XJIOPMPON3BOSHOrO.

Bbixog 3-[5-(5-xnopTuodeH-2-nnjmsokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
unkap6amownn)-3H-TneHo[3,4-dummaason-4-kap6oHoBoli kucnoTel: 78 mr. MC (ES*): m/e=531.
CMEeKTp XNoprnpon3BogHOro.

Mpumep 102: 6-[(2-I'mapokeusTtun)amual-2-[(1-nsonponunnunepnanH-4-un)amua] 3-[5-(5-
XNopTrmodeH-2-nn)msokcason-3-unmetnn]-3H-tneHo[3,4-dlumnaason-2,6-ankapboHOBO KMCAOThI

6-[(2-'mppokcnaTtun)amua]-2-[(1-unsonponunnunepuamH-4-un)amua) 3-[5-(5-xnoptmoden-2-
un)usokcaszon-3-unmeTtun]-3H-tneHo[3,4-djummngason-2,6-oukapboHOBOM KMCMAOThI NOMyYatoT Mo
MeToauke npumepa 22, ncxoas us 96 mr (0,18 mmone) 3-[5-(5-xnopTruodeH-2-nn)nsokcason-3-
unmeTtunn]-2-(1-umknonponunnunepuamnH-4-nnkapbamownn)-3H-tneHo[3,4-dJummaason-6-
kapboHoBow kucnotbl 1 11,0 mkn (0,18 MMornb) 2-amMnHO3TaHOMNa. YKa3aHHOE B 3arosioBke
coefuMHeHWe nony4atoT B BUge ero oopmmnata B popme 6enoro amopgHoOro TBepaoro BeLLecTsa.

Bbixoa: 55 mr. MC (ES™): m/e=577, cnekTp Xnoprnpon3BoaHOro.

Mpumep 103: a) 3-[(5-XnopnmpuaunH-2-nnkapbamoun)metnnl-2-(1-n3onponunnunepuanH-4-
unkapbamownn)-3H-1neHo[3,4-dlummaason-6-kapboHoBasi Kucnota

(b) 3-[(5-XnopnupnamnH-2-nnkapdamonn)metun]-2-(1-nsonponunnunepunantH-4-mnkapdamomn)-
3H-TneHo[3,4-dlumuaason-4-kapboHoBas KMcnoTa

3-[(5-XnopnupuamnH-2-nnkapbamonn)metun]-2-(1-n3onponunnunepunanH-4-mnkapoamounn)-3H-
TneHo[3,4-dlummaason-6-kapboHoByto kucnoty u 3-[(5-xnopnupunanH-2-unkapdamoun)veTun]-2-
(1-nsonponunnunepunannH-4-unkapdamownn)-3H-tneHo[3,4-dJummnaason-4-kapOOHOBYIO KUCIOTY
nonyyaroT No metoanke npumepa 81, nucxoasa ns 500 mr (1,40 mmons) meTunosoro acumpa 2-(1-
nonponunnunepunanH-4-unkapdamonn)-3H-tneHo[3,4-dJummnaason-6-kapbOHOBOW KUCIOTbI U
356,0 mr (1,40 mmonb) 2-6pomM-N-(5-xnopnupmnanH-2-nn)auetammga. 'magponns obpasoBaBLUMXCS
CNoXHbIX 3duposB obpadoTkor BBr; no npumepy 16 u ounctka npenapatusHon OP-BIXKX
(rpagmeHT cmecn CH3CN/H,0+0,05% mMypaBbMHOM KACNOThI) AAEeT yKa3aHHble B 3arofioBke
coeanHeHus B Buae ux oopmmatos B oopme 6enbix amopHbIX TBEPAbLIX BELECTB.
CTpyKTypHble OTHeceHus1 o6oux nsomepor gocturatoT NOE-cnekTpockonue.

Bobixog, 3-[(5-xnopnupuanH-2-nnkapdamonn)metnnl-2-(1-nsonponunnunepmnanH-4-
unkap6amownn)-3H-TneHo[3,4-dummaason-6-kap6oHoBol kucnotel: 142 mr. MC (ES™): m/e=505,
CMNEKTP XIOPMpPON3BOAHOrO.

Bobixog, 3-[(5-xnopnupuanH-2-nnkapdamonn)metnnl-2-(1-nsonponunnunepmnanH-4-
unkap6amownn)-3H-TneHo[3,4-d]ummaason-4-kap6oHoBoii kucnotel: 58 mr. MC (ES*): m/e=505,
CMEKTP XINOPMNpPOn3BOAHOrO.

Mpumep 104: 1-(U3onponunnunepnany-4-un)amma 3-[(5-xnopnvmpuany-2-
unkapbamounn)meTtunn]-6-([1,4]okcasenaH-4-kap6onHnn)-3H-TneHo[3,4-dJumnaason-2-kapboHoBom

KMCNOThI

1-(N3onponunnunepugnH-4-un)ammg, 3-[(5-xnopnupnanH-2-unkapbamonn)metun]-6-([1,4]
okcasenaH-4-kap6oHun)-3H-tneHo[3,4-d]ummnaason-2-kapboHOBOW KUCIOTbI NOSyYatoT no
mMeToauke npumepa 22, ncxoas ms 80 mr (0,158 mmone) 3-[(5-xnopnupmnanH-2-
unkapbamoun)metun]-2-(1-usonponunnunepuaun-4-nnkapbamonn)-3H-tneHo[3,4-dlummaason-6-
kap6oHoBow kucnotbl 1 21,8 mr (0,158 mmonb) rugpoxnopuaa romomopdonuHa. YkaszaHHoe B
3arosfioBke coegnHeHne nony4atoT B Buge ero opmmnarta B oopme 6enoro amopdHoOro TBepaoro
BellecTBa.

Bbixoa: 70 mr. MC (ES™): m/e=588, cnekTp Xnoprnpon3BoaHOro.

Mpumep 105: MeTunosbii adup 3-[5-(5-xnoptuodeH-2-nnjnusokcason-3-nnmetunnl-2-(1-
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vsonponunnunepuanH-4-unkapbamoun)-6-(2,2,2-t1pudpTopatokcu)-3H-tneHo[3,4-dlummgason-4-

KapOOHOBOW KMCIOThI

(i) MeTunoBbin acoup 2-TpuxnopmMeTun-6-(2,2,2-tpudtopatokcn)-3H-tneHo[3,4-dlummaason-4-
KapOOHOBOW KMCHOThI

MeTunoBbin acpup 2-TpuxnopmeTnn-6-(2,2,2-tpudptopatokcu)-3H-tneHo[3,4-djummngason-4-
KapOoHOBOW KMCMOTbI Nony4vatoT no metogmke npumepa 100 (i) 3 500 mr (1,85 mMmonb)
MeTunoBoro acupa 3,4-anammHo-5-(2,2,2-1pnTopaToKkcn)TnodeH-2-kapboHOBON KUCMOThI U
328,0 mkn (2,59 mmorb) MeTnnosoro acupa 2,2,2-tTpmuxnopaveTmmuaoBon KUCNOTbI.

Bbixoa: 735 mr. MC (ES™): m/e=397, cnekTp Xfoprpon3BOaHOrO.

(i) MeTunosbin acup 2-(1-usonponunnunepuaunH-4-mnkapdamoun)-6-(2,2,2-1pudTopaTokcn)-
3H-TneHo[3,4-dJumunaazo-4-kapboHOBOW KUCIOThI

MeTtunoBbin acpmp 2-(1-n3onponunnunepuamH-4-mnkapdbamomnn)-6-(2,2,2-tpndptopatokcn)-3H-
TneHo[3,4-dJumnaaso-4-kapboHOBOK KMCMOThI Nony4yaroT no metoauke npumepa 93 (iv), ncxoas
13 725,0 mr (1,85 mmonb) meTunoBoro adgmpa 2-TpuxnopmeTun-6-(2,2,2-tpucptopatokcu)-3H-
TneHo[3,4-dlummnaaso-4-kapboHoBon kucnotel u 397,8 mr (1,85 mmons) gurmgpoxnopuaa 1-
n3onponunnunepuanH-4-mnammHa.

Bbixoa: 71 mr. MC (ES™): m/e=449.

(iii) MeTunosbIn adup 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnn]-2-(1-
nsonponunnunepuaunH-4-nnkapbamownn)-6-(2,2,2-tpucptopatokcn)-3H-TneHo[3,4-dJummaason-4-
KapOOHOBOW KMCOThI

MeTtunoBbin acup 3-[5-(5-xnopTnodeH-2-nn)usokcason-3-unmetmn]-2-(1-
nsonponunnunepunanH-4-unkapbamounn)-6-(2,2,2-tpndptopatokcn)-3H-tneHo[3,4-dlJummaason-4-
KapbOOHOBOW KMCMOThI MOMyYarT no metoauke npumepa 81, ucxoas ua 68,0 mr (0,15 mmonb)
MeTunoBoro agpupa 2-(1-usonponunnunepuguH-4-unkapbamomnn)-6-(2,2,2-tpudpTopatokcu)-3H-
TneHo[3,4-dlumnaaso-4-kap6oHoBon kucnotbl 1 42,2 mr (0,15 mmons) 3-6pommeTun-5-(5-
xnopTunodeH-2-unjnsokcasona. Oumctka npenapatmeHon OP-BOXKX (rpagmeHT cmecu
CH3;CN/H,0+0,05% mypaBbMHOM KACIOThI) AaeT yKkasdaHHOe B 3arofioBKke COeaUHEHME B BUAE €ro
dopmuaTa B hopme 6enoro amopdHoro Teepaoro selectsa. CTPYKTypHblE OTHECEHUST 0O0OMX
n3omepoB gocturatoT NOE-cnekTpockonuen.

Buixoa: 19 mr. MC (ES™): m/e=646, cnekTp Xnopnpov3BoAHOrO.

Mpumep 106: a) 1-[3-(5-XnopTnodeH-2-un)nsokcason-5-unmetun]-2-(1-
uuknonponunnunepnanH-4-mnkapbmounn)-1H-6eHsommmgason-5-kapboHoBas kucnota

b) 3-[3-(5-XnopTuodeH-2-un)musokcason-5-unmetusnl-2-(1-unknonponuinunepuanH-4-
nnkapomowun)-3H-6eH3oMmuaason-5-kapboHoBas KMcnoTa

1-[3-(5-XnopTrnodpeH-2-un)usokcason-5-unmetun]-2-(1-yuknonponunnunepnanH-4-
unkapbamoun)-1H-6eH3ommmaason-5-kapboHoBY0 KNMCROTY U 3-[3-(5-xnopTnoden-2-
un)unsokcason-5-unmetun]-2-(1-unknonponunnunepuanH-4-nnkapdamownn)-3H-6eH3onmmgason-5-
KapOOHOBYHO KMCMOTY Nony4yaroT no Mmetoamke npumepa 81, ncxoas ns 240 mr (0,70 mmons)
MeTunoBoro admpa 2-(1-umknonponunnunepunanH-4-unkapbamownn)-1H-6eH3onmmngason-5-
kap6oHoBow kucnotbl 1 201,3 mr (0,70 mMonb) 5-6pommeTun-3-(5-xnoptmodeH-2-
unusokcasona. N'maponns obpasoBaBLLMXCS 3PUPOB N o4MCTKa npenapatueHo OP-BIOXKX
(rpagueHt cmecn CH3CN/H,0+0,05% MypaBbMHOW KACMNOTLI) AaeT yKa3aHHbIe B 3arofioBke
coefunHeHus B Buae ux dopmmnatos B popmMe 6enbix amopdHbIX TBEpAbIX BELLEeCTB.
CTpykTypHble oTHeceHus obounx nsomepos gocturaot NOE-cnekTpockonmen.

Bobixog, 1-[3-(5-xnopTuodeH-2-nn)msokcason-s5-unmetnnl-2-(1-yuknonponunnunepnanH-4-
nnkap6mowun)-1H-6eH3onmmnaason-5-kapboHosoii kucnoTsl: 93 mr. MC (ES*): m/e=526, cnekTp
XNOPrpON3BOLHOrO.

Bobixog 3-[3-(5-xnopTuodeH-2-nn)msokcason-s-unmvetnnl-2-(1-yuknonponunnunepnanH-4-
unkapémomn)-3H-6eH3onmMmnaason-5-kap6oHoBoii kucnotbl: 60 mr. MC (ES™): m/e=526, cnektp
XIOPrPON3BOLHOIO.

Mpumep 107: a) 1-[5-(5-XnopTnodeH-2-un)[1,3,4]tnagmason-2-nnmetunn]-2-(1-
uuknonponunnunepnaunH-4-nnkapbamoun)-1H-6eHsonmugason-5-kapboHoBas Kucnora

b) 3-[5-(5-XnopTtuodeH-2-un)[1,3,4]tmagmason-2-unmetun]-2-(1-unknonponuinunepuanH-4-
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unkap6amownn)-3H-6eH3onmmaason-5-kapboHoBas kucnorta

1-[5-(5-XnopTtunodpen-2-un)[1,3,4]tnagnason-2-unmetun]-2-(1-yuknonponunnunepnanH-4-
unkapb6amowun)-1H-6eH3onmmaason-5-kapboHoByo KNMCnoty n 3-[5-(5-Xnoptrnoden-2-nn)[1,3,4]
Tnagmason-2-unmeTtun]-2-(1-umknonponunnunepuanH-4-nnkapdamounn)-3H-6eH3onmmgason-5-
KapOOHOBYO KMCMOTY Nony4aroT No Mmetoamke npumepa 81, ncxoasa ns 200 mr (0,58 mmonsb)
MeTMNoBoro acmpa 2-(1-ymknonponunnunepnanH-4-unkapbamounn)-1H-6eHsommmnaason-5-
kapboHoBown kucrnoTbl 1 181,8 mr (0,58 mmonb) 2-6poMmeTnn-5-(5-xnoptmodeH-2-nn)[1,3,4]
Tnaguwasona. [mgponns o6pa3oBaBLUMXCH 3UMPOB 1 ounCTKa npenapatmeHon OP-BIXKX
(rpagmeHT cmecn CH3CN/H,0+0,05% mMypaBbMHOM KACNOThI) AAeT yKa3aHHble B 3arorioBke
coefuHeHus B Buae ux gopmmnatoB B hopMe 6enbix amopdHbIX TBEPAbIX BELLECTB.
CTpykTypHble oTHeceHus obounx nsomepos gocturaot NOE-cnekTpockonuen.

Bobixog 1-[5-(5-xnoptuodeH-2-un)[1,3,4]tmagunason-2-unmetmnl-2-(1-uuknonponunnunepuanH-
4-nnkapb6amoun)-1H-6eHsonmmngason-5-kapboHoBoit kucnotsl: 18 mr; MC (ES*): m/e=543,
CMEKTP XJIOPMPON3BOSHOrO.

Bbixog 3-[5-(5-xnoptuodeH-2-un)[1,3,4]Tmaguason-2-unmetunl-2-(1-yuknonponunnunepuanH-
4-unkapbamoun)-3H-6eH3onmmagason-5-kapboHoBol kucnoTbl: 6 mr; MC (ES™): m/e=543,

CMEKTP XJIOPMpPON3BOSHOrO.

Mpumep 108: (1-U3onponunnunepnany-4-un)amua 1-[(5-xnopnmpuany-2-
unkapbamonn)meTunn]-4-(2-meTokeunaTokeu)-1H-6eHsonmmaason-2-kapboHOBOW KNCAOThI

(i) 1-(2-MeTokcunaTokcu)-2,3-auHnTpobeH3on

1,50 r (8,15 mmonb) 2,3-4MHMTpPOEeHONa pacTBOPSAIOT B 75 MmN aueToHa. 3atem gobasnstoT
1,69 r (12,22 monb) K,CO3, 135,3 mr Kl (0,81 mmons) 1 0,93 mn (9,77 mmonb) 1-6pom-2-
MEeTOKCMaTaHa. PeakumoHHyo cMeck KMMATAT ¢ 0OpaTHBIM XONoAMbHUKOM B TedeHue 8 u. [Nocne
aToro gobaenstoT gononHutensHo 1,69 r (12,22 monb) K,CO3, 400 mr Kl 1 0,93 mn (9,77
MMOrb) 1-6pom-2-meTokcnaTaHa. O6pa3oBaBLLYHOCS CMECh KUMATAT ¢ 06paTHLIM XONOAMMBHUKOM
B TedeHue 16 4 1 3aTeM KOHLIEHTPUPYIOT Npy MOHWXEHHOM aBneHun. OCTaTok pacTBOPSOT B
HarpeToM aTunaueTaTe 1 oumaroT naw-XxpomaTorpaduer Ha cunukarene ¢ UCNofnb3oBaHMEM
cMmecu aTunaueTtat/renTaH B Ka4ecTBe 3MeHTa, nony4yas npu aTom 1-(2-MeToKCUaTokcn)-2,3-
ONHUTPO6EH30N B BMAE OPaHXEBOro KpUCTanIMyecKkoro BeLecTsa.

Buixoa: 1,35 . MC (ES™): m/e=243.

ii) 3-(2-MeTokcuaTokcn)beHson-1,2-guammH

1,80 r (7,43 mmonb) 1-(2-MeToKCMaTOKCK)-2,3-aUHNTPOGEH301a pacTBOpAOT B 250 Mn
MeOH. Bo3gyx u3 konbbl ¢ pacTBOPOM OTKa4MBaKOT U1 KONOY C coaepXMMbIM HECKOMBKO pa3
npogysatoT aproHoM. [lobaenstoT 250 mr nannagus Ha yrne (10%), u3 cMecu cHoBa OTKauMBaloT
BO34yX U NPOAYBaAlOT HECKONBbKO pa3 aproHOM. HakoHeLl, aproH 3aMeHsAT BoAgopoaom (6anmoH,
3anorHeHHbIN BOAOPOAOM) U CMECh NepeMeLlnBatoT B TeueHne 2 4 npu K.T. PeakunoHHyto cmecb
UnNbLTPYIOT Yepes LenuT 1 ocTaTok Ha unbTpe npombiatoT 100 mn MeOH. dunbTtpaTt
KOHLIEHTPUPYIOT B BaKyyMe, nony4vas npuv 9ToOM YUCThIN 3-(2-MeTOKCUITOKCK)6eH30m-1,2-anammuH
B BMAE KOPMYHEBOro Macna.

Bbixoa: 1,33 r. MC (ES™): m/e=183.

(iii) 4-(2-MeTokcuaToken)-2-TpuxnopmeTtun-1H-6eH3onmmnaason

1,33 r (7,30 mMonb) 3-(2-MeTOKCMITOKCU)DeH30n-1,2-aMaMmH pacTBOpSOT B 35 MnN
YKCyCHOW kucnotbl. [lo6asnstoT 1,25 mn (10,22 Mmonb) meTunosoro acgpupa 2,2,2-
TpUXnopaueTMMMA0BOM KMCIOTbl U 06pa30BaBLLYOCA CMECh MepeMELLNBAOT B TeHeHne 2 Y npu
K.T. CMeCb KOHLEHTPUPYIOT NPU NMOHUKEHHOM AaBfeHUU U OCTaTOK ABaXdbl NEPETrOHSOT
coBMecCTHO ¢ 20 M Tonyona, nony4yas npy 9ToM HEOUULLEHHbIN 4-(2-METOKCUITOKCH)-2-
TpuxnopmeTun-1H-6eH3oummagason B Buge KOpUHHEBOro TBEPOOro BellecTBa.

Buixon: 2,25 r. MC (ES™): m/e=309, cnekTp Xnoprpon3BoaHOro.

(iv) (1-N3onponunnunepuamnH-4-nn)amug, 4-(2-metokcuatoken)-1H-6eH3onmmnaason-2-
KapOOHOBOW KNCIOThI

(1-M3onponunnunepuanH-4-un)ammg 4-(2-meTokcmatToken)-1H-6eH3onmmnaason-2-kapboHoBon
KMCNOTbI NOfy4YaroT No Metoaumke npumepa 5(ii), ncxoas ms 1,91 r (6,18 mmons) 4-(2-
METOKCUITOKCU)-2-Tpuxropmetun-1H-6eHsonmmngasona n 1,46 r (6,79 Mmonb) aurugpoxnopuga
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1-usonponunnunepnanH-4-nnammHa. KOHeuYHyo O4NCTKY NPOBOAAT hnall-xpomartorpacuen Ha
cunukarersne ¢ NCnosib3oBaHMEM B KayecTBe aftoeHTa cmecu atunauetrat/MeOH.

Bbixoa: 660 mr. MC (ES™): m/e=361.

(v) (1-UsonponunnunepugmH-4-un)amug 1-[(5-xnopnmpnanH-2-nnkapdamonn)metun]-4-(2-
MeTOoKcuaTokeun)-1H-6eH3ommngason-2-kapboHOBOW KMCHOThI

(1-N3onponnnnunepuamnH-4-un)amug 1-[(5-xnopnupuamnH-2-nnkapbamonn)metnn]-4-(2-
MeTOoKcMaTokeu)-1H-6eH3onmmnaason-2-kapboHOBOW KMCNOThI NOMy4atoT No MeToauke npumepa
5(iii), ncxoas 13 650,0 mr (1,80 mmonb) (1-usonponunnunepuanH-4-nn)amvaa 4-(2-
METOKCMaTOKCU)-1H-6eH3onmmnaason-2-kapooHoBon kucnotsbl u 449,9 mr (1,80 mmonb) 2-6pom-N-
(5-xnopnupuaunH-2-un)auetammaa. Oumctka drali-xpomaTorpaduer Ha cunukarene c
NCnonb30BaHNEM B Ka4yecTBe 3t0eHTa cMecu aTunaueTaTt/rentaH gaet cmecb 9:1 (1-
nsonponunnunepuanH-4-un)ammga 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtun]-4-(2-
MEeTOKCKaTOoKCH)-1H-6eH30MMnaason-2-kapboHOBOM KNCNOThI U (1-M3onponmnnmnepunanH-4-
un)amuga 1-[(5-xnopnupnanH-2-unkapdamoun)meTun]-7-(2-meTokcmatokcu)-1H-6eHs3onmmngason-
2-kapboHOBO KMCIOThI. YKa3aHHble nsomepbl pasgensaot OD-BOXKX ¢ ncnons3osaHnem
XunparnbHOM HenoABWXHOM dasbl U CMecu renTaHa, sTaHona, MeTaHona u guatunamuHa B
KayecTBe pacTBopuTensi. YkasaHHoe B 3arofiloBke coeauHeHne npeobpasytoT B ero auerar,
nony4as npu atom 6ecuseTHoe aMopgHOe BELLECTBO.

Bobixog, (1-n3onponunnunepugmnH-4-un)ammaa 1-[(5-xnopnmpuanH-2-nnkapdamonn)metmn]-4-
(2-meTokcuaTokeu)-1H-6eHzonmmnaason-2-kapboHoBoii kucrnoThl coctasnset 500 mr, MC (ES™):
m/e=529, cnekTp XNopnpon3BOAHOrO.

MNpumep 109: (1-N3onponunnunepnany-4-un)amua 1-[(5-xnopnupnam-2-
unkapbamonn)meTun]-4-(2-aTokcnatokem)-1H-6eHzonmmnaason-2-kap6oHOBON KMCAOTbI

(i) 1-(2-OTokcmaTokeu)-2,3-auHNTPOBEH3ON

1-(2-OTOKCNaTOKCK)-2,3-ANHNTPOBEH30N NonyyalT no metoaunke npumepa 108(i), ncxoas mns
500 wmr (2,72 mmonb) 2,3-anHutpodeHona un 0,72 mn (6,52 MMorb) 1-xnop-2-3TokcuaTtaHa.

Bbixoa: 450 mr. MC (ES™): m/e=257.

(ii) 3-(2-OToKCHaTOKCK)bEH30M-1,2-ANaMUH

3-(2-3ToKCMaToken)beH3on-1,2-guaMumH nonyyarT no metoauke npumepa 108(ii), ncxoasa us
450 mr (1,76 mmonb) 1-(2-8TOKCUITOKCK)-2,3-OMHUTpo6EH30Ma.

Bbixoa: 345 mr. MC (ES™): m/e=197.

(i) 4-(2-OToKcuaToken)-2-TpuxnopmeTtun-1H-6eH3onmmnaason

4-(2-3TOKCMaTOKCK)-2-TpuxnopmeTun-1H-6eH3onmmugason nonyyarT No METOAMKE NpMMepa
108(iii), ncxoas ns 345 mr (1,76 mmonb) 3-(2-3TokcnaToken)beHson-1,2-anammna mn 0,30
Mn (2,46 MMONb) METMMOBOMO adunpa 2,2,2-TpuxnopaueTMMmmnaoBon KUCNOThI.

Bbixoq: 568 mr. MC (ES*): m/e=323, cnekTp Xnoprpov3BoaHOro.

(iv) (1-M3onponunnunepuanH-4-nn)amng 4-(2-aTokcnatokcu)-1H-6eHsommmngason-2-
KapbOHOBOW KUCMOThI

(1-M3onponunnunepuanH-4-un)ammg 4-(2-aTokcnaToken)-1H-6eH3onmmnagason-2-kapboHoBOM
KMCROTbI nonyyaroT no metoauke npumepa 108 (iv), ncxoas ns 569,6 mr (1,76 mmonb) 4-(2-
3TOKCUITOKCK)-2-TpuxnopmeTun-1H-6eHzonmmngasona n 454,4 mr (2,11 mmons) anrngpoxnopuaa
1-usonponunnunepnanH-4-unammHa.

Bbixoa: 540 mr. MC (ES™): m/e=375.

(v) (1-UzonponunnunepugmH-4-un)amug 1-[(5-xnopnmpuanH-2-nnkapdamonn)metun]-4-(2-
3TOKCUITOKCK)-1H-6eH3onmMmnaason-2-kapboHOBON KUCMOThI

(1-N3onponnnnunepuamnH-4-un)amug 1-[(5-xnopnmpugun-2-unkapbamounn)metunn]-4-(2-
3TOKCUITOKCK)-1H-6eH3onmMmnaason-2-kapboHOBON KMCMNOThI Nosy4YatoT No metoauke npumepa 108
(v), ncxoas ns 540,0 mr (1,44 mmonb) (1-nsonponunnunepuanH-4-nn)ammaa 4-(2-
3TOKCUITOKCH)-1H-6eH30MMmaason-2-kapboHoBol kucnoTel 1 359,8 mr (1,44 mmonb) 2-6pom-N-
(5-xnopnvpuguH-2-nn)auetaMmmaa. YkasaHHOe B 3arofloBKe coeanHeHne npeobpasyloT B ero
auerar, nony4as npu aTom 6ecuBeTHoe aMopdHOe BELLECTBO.

Bobixog, (1-n3onponunnunepuamnH-4-un)ammaa 1-[(5-xnopnmpuanH-2-nnkapdamonn)metmn]-4-
(2-aTOKCMaTOKCK)-1H-GEH301MMMaa3on-2-kapboHosoii kucnoTsl: 201 mr. MC (ES™): m/e=543,
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CMEKTP XJIOPMpPON3BOSHOrO.

Mpumep 110: (1-U3onponunnunepnany-4-un)amua 1-[(5-xnopnvmpuany-2-
unkapbamonn)meTun]-4-(2-ruapokcnaTokeu)-1H-6ensonmmaason-2-kapboHOBOM KMCNOTbI

(i) TpeT-ByTnn[2-(2,3-aNMHNTPOGEHOKCH)ITOKCU]OAUMETUIICUNAH

TpeT-byTun[2-(2,3-anHnTpodeHoKcn)aTokcnlaumMmeTuricnunaH nony4aroT no MeToanke npumepa
108 (i), ucxogsa ns 500 mr (2,72 mmons) 2,3-auHntpodeHona n 1,00 r (4,18 mmons) (2-
OpoMaTOKCH)-TpeT-0yTUNauMeTUncunaHa.

Bbixoq: 610 mr. MC (ES™): m/e=343.

(i) 3-[2-(TpeT-ByTUNaMMETUNCUNAHNIOKCK)3TOKCM]OeH30M-1,2-AnamMuH

3-[2-(TpeT-ByTUngumeTNCUNaHMNOKCU)3TokCK]6eH30mn-1,2-guamMmnH NonyyaroT No MeToauke
npumepa 108 (ii), ncxoas n3 610 mr (1,78 mmonb) TpeT-6yTnn[2-(2,3-
ONHUTPOMEHOKCH)3TOKCU]AMMETIUIICUNaHa.

Bbixoa: 503 mr. MC (ES™): m/e=283.

(iii) 4-[2-TpeT-ByTnngumeTnNcuUNaHMnoKcn)aTokcu]-2-tTpuxnopmeTtun-1H-6eH3onmmnaason

4-[2-TpeT-ByTnnanmeTuncnnaHunokcn)atokcul-2-tTpuxnopmeTnn-1H-6eHzommmaason
nonyyatot no metoauke npumepa 108 (iii), ncxoga ua 503 mr (1,78 mmons) 3-[2-(TpeT-
OyTMnaMmeTuncMnaHunoken)atokcn]bexHson-1,2-anammHa n 0,31 mn (2,49 MMornb) METUNOBOTO
apupa 2,2,2-TpuxnopaueTMmMmnaoBon KUCNOThI.

Buixoa: 680 mr. MC (ES™): m/e=409, cnekTp Xnoprpov3BoaHOro.

(iv) (1-M3onponunnunepuanH-4-nn)ammng 4-[2-(TpeT-6y TMnammeTnncmunaHmnokem)atokem]-1H-
©eH3onmmaason-2-kapboHOBOW KNCMOThI

(1-M3onponunnunepuanH-4-un)ammg 4-[2-t1peT-0yTunanmeTuncunaHnnokcn)atoken]-1H-
OeH3ommMmaason-2-kapboHOBON KMCIOThI Nony4vatoT no metoguke npumepa 108 (iv), ucxoast s
680,0 mr (1,66 Mmmonb) 4-[2-TpeT-6yTUNANMETUNCUNAHMUIOKCN)3TOKCHU]-2-TpruxnopmeTun-1H-
OeHsommmaasona n 428,4 vr (1,99 mmone) gurngpoxnopuaa 1-monponunnunepuanH-4-
unamuHa.

Bbixoa: 670 mr. MC (ES™): m/e=461.

(v) (1-UsonponunnunepnanH-4-un)amug 4-[2-(TpeT-0yTUNAMMETUNCUITAHNITOKCU)3TOKCH]-1-
[(5-xnopnnpuamnH-2-unkapbamomnn)meTtun]-1H-6eH3onmmnagason-2-kapboHOBON KNCNOTbI

(1-U3onponunnunepuanH-4-nn)amng 4-[2-(TpeT-6yTunammeTnncmunaHmnokcm)atokem]-1-[(5-
xnopnupunanH-2-nnkapdamonn)metnn]-1H-6eH3omMmmnaason-2-kapOboHOBOW KACNOTbI NOy4YaoT No
mMeTtoauke npumepa 108 (v), ucxogsa us 670,0 mr (1,45 mmons) (1-usonponunnunepuamH-4-
un)amuga 4-[2-(TpeT-0yTngumeTuncnnaHnnokcn)atoken]-1H-6eHsomnmmaason-2-kap6oHoBo
Kncnotbl n 362,8 mr (1,45 mmonb) 2-6pomM-N-(5-xnopnnpnanH-2-nn)auetammaa. OkoH4YaTenbHas
o4uCTKa (hnaL-xpomartorpadmenn Ha cunukarene ¢ UCNonb3oBaHWeM aTuUnaleTaTa B KayecTse
SMeHTa AaeT yka3aHHOe B 3arofioBKe COeAMHEHVE B BUAE KOPUYHEBOrO Macna.

Bbixoa: 350 mr. MC (ES™): m/e=629, cnekTp Xnoprnpon3BoaHoOro.

(vi) (1-M3onponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-4-(2-
rmapokcnatokeun)-1H-6eHzonmmnaason-2-kapboHOBOWM KNCIOTbI

250 wr (0,40 mmonsb) (1-n3onponunnunepunaunn-4-unjamuaa 4-[2-(tpet-
OyTMNAMMETUNCMIaHNNOKCH)3ToKCK]-1-[(5-xnopnupuamnH-2-nnkapbamovn)metnn]-1H-
OeH3ommmaason-2-kapboHoBol KMCroTel pacteopstoT B 15 mn TIP. Jobasnsiot 435 mkn 1M
pactBopa TBAF B TI'® n gobaensatT 26 MKN yKCycHon KncnoTbl. OBpa3oBaBLUYHOCS CMECH
nepemMeLLMBaloT B TeyeHue 48 4 npu K.T. PeakUMOHHYI0 CMECb KOHLEHTPUPYIOT MPU NOHUXKXEHHOM
paeneHun. OctaTok pacteopstoT B 50 mn CH,Cl, 1 npombiBalOT OANMH pa3 HACLILLEHHBIM
pactBopoMm NaHCO; 1 natb pas Bogon. OpraHmyeckuin crnon cywat Hag 6e3sogHbiM MgSO,4 m
KOHLIEHTPUPYHOT B Bakyyme. OkoH4YaTenbHasa ouncTtka npenapatnsHon OP-BIXKX (rpagueHt
cmecu CH3CN/H,0+0,05% MypaBbuHOM KUCNOThI) AaeT YnCTbIn (1-nsonponunnunepuanH-4-
un)amug 1-[(5-xnopnupmnanH-2-unkapoamoun)metun]-4-(2-rugpokcmatokcu)-1H-6eHsonmmngason-
2-kapOOHOBOW KMCNOTbI B Buae ero oopmmata B popme 6ecLBeTHOro amopdgHOro BellecTsa.
YkasaHHOe B 3aronoske coenHeHue npeobpasyloT B ero auerar.

Bbixoa: 132 mr. MC (ES™): m/e=515, cnekTp Xnoprnpon3BoaHOro.

Mpumep 111: MeTtunosbin admp 1-[(5-xnopnupnauH-2-unkapbamonn)metnn]-2-[2-pTop-4-
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(nupponunamnH-1-kap6oHun)deHnnkapdbamomnn]-1H-6eH3oMmMmaason-4-kapboHOBON KUCMOTbI

(i) (3-PTOpP-4-HUTPOCheHMN)NMppONNAnH-1-nMeTaHoH

1,00 r (5,40 mmonb) 3-dhTOp-4-HUTPOBEH3ONHOM KUCNOTLI CycneHampytoT B 55 mn 6eH3ona.
Ho6aenaT 1 mn TMoHUXxNopuaa un 7 kanens JM®A. O6pasoBaBLLyOCA CMEeCb NepemMeLunBaloT 5
4 npu 70°C 1 3aTeM KOHLEHTPUPYIOT NPy MOHWXEHHOM AasreHuun. OcTtaTtok pacTeopsaoT B 40 Mn
CH,Cl,. 3atem gobasnsaot 75 mn (5,40 mmonb) Tpuatunammda un 0,45 mn (540 mmonb)
nupponuanHa n obpasoBaBLLMIACA pacTBOP NepemeLLmBatoT B TedeHne 1 4 npum k.T. Cmecb
pasbasnstoT CH,Cl, n npombiBatoT nocrnegosatensHo 0,1 H. pactBopoM HCI, HacbIWEeHHbIM
pactBopoM NaHCO; 1 HacbIWeHHbIM pacTBOpom conn. OpraHnyYeckuin crown cyluaT Hag
©e3BogHbIM MgSQO,4 1 KOHUEHTPUPYIOT B Bakyyme, Nonyyas npu 9TOM HEOUULLEHHbIN (3-Top-4-
HUTpOheHun)NMpponNnanH-1-nnMeTaHoH B BUAe opaHXXeBOro TBepaoro BeLlecTsa.

Bbixoa: 1,35 . (ES™): m/e=239.

(i) (4-AMUHO-3-hTOpdEeHUN)NMPPONMANH-1-UNIMETaHOH

515,0 mr (2,16 mmonb) (3-pTop-4-HUTPOEHUN)IMPPONMANH-1-UNMeTaHoHa pacTeopstoT B 20
Mn MeOH. Bo3ayx 13 konbbl C paCTBOPOM OTKAYMBAIOT U KONOY C coaepXMMbIM NpoayBatoT
HecKonbko pas aproHom. [lobasnsoT 150 mr nannagua Ha yrne (10%) n konby co cMechio
CHOBa OTKa4yMBaloT M NPOAYBAOT HECKOSBKO pa3 aproHOoM. HakoHel, aproH 3amMeHsalT BO4OPOAOM
(6annoH, 3anofnHeHHbIN BOAOPOAOM) N CMeCh NepemMeLlMBaloT B TeYeHNe 2 4 Npu K.T.
PeakuMoOHHY0 cMeCb OUnNbLTPYIOT Yepes LenuT 1 ocTaTtok Ha punstpe npomsisatoT 30 mn MeOH.
dunbTpaT KOHUEHTPUPYIOT B Bakyyme, rnosyyas npy 3ToM YACTbIA (4-aMUHO-3-
dhTOopheHmn)NnpponnanH-1-unMmeTaHoH B Buae 6ecLBeTHOro macna.

Bbixoa: 448 mr. (ES™): m/e=209.

(iii) MeTunoBbIn acoup 2-[2-pTop-4-(NMpponuamnH-1-kapboHnn)dpeHunkapbamonn]-1H-
©eH3onmmaason-4-kapboHOBOW KUCNOThI

59,0 wmr (0,28 monb) (4-amnHo-3-bTOpdEHUN)NNPPONMANH-1-MNIMETaHOHa pacTBOPSAIOT B 6 MmN
Tr® n 3 mn Boabl. lo6aenstoT 238,0 mr (2,83 mmonb) NaHCO;. HakoHeu, nobasnstoTt 75,6 mr
(0,26 mMorb) meTunoBoro agupa 2-tTpuxnopmeTun-1H-6eHzommmaason-4-kapboHOBOM KUCHOTbI
1 00pa3oBaBLLYIOCS CMECb S3HEPIrMYHO NepeMeLLMBaloT B TedeHne 3 4 npum Kk.T. Cmecb
pasbaenstoT CH,Cl, n npombiBatoT HacbiweHHbIM pacTBopoM NaHCO3 1 HacbIWeHHbIM
pacTtBopom conu. OpraHuyeckuin crnon cywaTt Hag 6e3sBogHbIM MgSO,4 U KOHUEHTPUPYIOT NpuU
NOHWMXEeHHOM AasneHunn. OkoHYaTenbHas ouncTtka npenapaTtuneHor OP-BIXKX (rpagmeHT cmecu
CH3CN/H,0+0,05% MypaBbMHOM KUCMOThI) AaeT YUCTbIA METUNOBLIN 3cup 2-[2-pTop-4-
(MupponuanH-1-kap6oHnn)eHunkapdamoun]-1H-6eH3oMmmnaason-4-kapGoHOBOW KACNOThI B
dopme becuBeTHOro aMopdHOro TBEPAOro BelecTBa.

Buixoq: 69 mr. (ES™): m/e=411.

(iv) MeTtunosbin acdomp 1-[(5-xnopnupmnanH-2-unkapbamounn)meTtun]-2-[2-dpTop-4-(MMpponnanH-
1-kap6oHun)deHunkapbamoun]-1H-6eH3oMmmaason-4-kapboHOBOW KNCNOThI

MeTtunoBbin acpmp 1-[(5-xnopnmpuanH-2-nnkapdbamonn)metmn]-2-[2-cpTop-4-(NnupponnamnH-1-
kap6oHun)pennnkapdamonn]-1H-6eH3omMmnaason-4-kapOboHOBOW KNCIOTbI NOyYatoT no
meTtoamke npumepa 36 (i), ncxoas ns 40,0 mr (0,10 Mmonb) MmeTunoBoro admpa 2-[2-ptop-4-
(nMpponuanH-1-kapbonun)deHunkapdbamoun]-1H-6eH3onmmnagason-4-kapboHOBOM KMCMOThI U 29,2
mr (0,12 mmonb) 2-6pom-N-(5-xnopnupuaunH-2-nn)ayetammaa. OkoHYaTenbHast o4McTKa
npenapaTtnsHon OP-BIXKX (rpagneHt cmecn CH;CN/H,0+0,05% mMypaBbMHOW KUCMOThI) faeT
YNCTbIN MeTUnoBbI achmnp 1-[(5-xnopnnpuanH-2-nnkapdamonn)metunl-2-[2-gpTop-4-
(MupponnanH-1-kap6oHnn)deHunkapbamoun)-1H-6eH3onmmnaason-4-kapOoOHOBOWM KNCIOThbI B
Buae 6ecLBeTHOro aMmopgHOro TBepAOro BeLLEeCTBa.

Bbixoa: 13 mr. MC (ES™): m/e=579, cnekTp Xnoprnpou3BoaHOro.

Mpumep 112: a) 1-[5-(5-XnopTrmodeH-2-nn)nsokcason-3-nameTunnl-2-(1-
uuknonponunnunepuaunH-4-mnkapbamoun)-7-metun-1H-6eH3onmmnaason-5-kapboHoBasa kucnora

b) 3-[5-(5-XnoptrodeH-2-un)nsokcason-3-unMmetun]-2-(1-uMknonponnnnmnepuanH-4-
unkapbamownn)-7-metun-3H-6eH3onmmaason-5-kapboHoBas kucnora

(i) 4-AMnHO-3-MeTUN-5-HNTPOBEH30MHasA KNCnoTa

4-AMMHO-3-METUN-5-HUTPOBEH30MHYIO KMCIOTY NOoMy4atoT, kak onucaHo Bolhofer et al. B
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nateHTe CLUA 5369166.

(ii)) MeTunoBbIn aup 4-aMUHO-3-METUN-5-HUTPOOEH3OMHON KACNOThI

500 wmr (2,50 mMonb) 4-aMUHO-3-MEeTUM-5-HUTPOBEH30NHOM KMCINOTbI pacTBOPSIOT B CMeck 8
mn CH,Cl, n 2 mn MeOH. lMpwn 0°C gobasnstot 1,3 mn 2M pacTteopa
TpuMeTuncununanasomeTaHa B rekcaHe. Nocne soigepxmsannda 1 4 npu 0°C peakynoHHOM
CMecCu JalT BO3MOXHOCTb HarpeTbcs 40 K.T. Ha cnegytowmii aeHb godaensaioT ewe 1,3 mn 2M
pacTBopa TpumMeTuncunungmasoMmeTaHa B rekcaHe. [locne nepemelunBaHns B TedeHne 3 4 npm
K.T. N0 kannam gobasnsatoTt pacteop 0,22 mn ykcycHou kucnotsel B 1,8 mn CH,Cl, ana
paspyLleHns U30bITOYHOro TPUMETUNCUNUNAMasoMeTaHa. PeakLMoHHY0 CMEeCb KOHLEHTPUPYIOT
npv NOHWXeHHoM AaeneHuun. OctaTok oOpabaTbiBaloT renTaHoOM M KpUCTananyeckoe BeELLECTBO
OTUNLTPOBLIBAIOT, NONyYasa NpyM 3TOM YUCTLIN METUINOBbLIA adup 4-aMUHO-3-MeTun-5-
HUTPOGEH30MHOW KUCHOTBI.

Bbixoa: 496 mr. MC (ES™): m/e=211.

(iii) MeTunosbI acpup 3,4-0MaMUHO-5-MeTUNOEH30MHON KUCMOThI

MeTtunoBbin acup 3,4-0MaMMHO-5-MeTUNOEH30MHOM KMCIOTbI NOMy4YaoT N0 METOANKE
npumepa 11 (i), ncxoga ms 495,0 mr (2,36 MMonb) MeTUNOBOro acpmpa 4-aMmMHO-3-MeTUnN-5-
HUTPOOEH30MHON KNCMOTHI.

Bbixoa: 404 mr. MC (ES™): m/e=181.

(iv) MeTtunoseiin achup 7-meTun-2-tpmuxnopmeTunn-1H-6eHzonmmnaason-5-kapboHOBON KNCIOTbI

MeTunosein agup 7-meTun-2-tpmxnopmeTtun-1H-6eHzommmaason-5-kapboHOBON KUCHOTbI
nonyyarT No Metoauke npumepa 5 (i), ncxopa ns 404,0 mr (2,20 MmMons) METMIOBOMO adupa
3,4-gnamuHo-5-meTunbeHsonHomn kucnotsl 1 0,39 mn (3,08 mMornb) MmeTunosoro acupa 2,2,2-
TpMXnopaueTMMnaoBOM KACNOThI.

Bbixoa: 869 mr. MC (ES™): m/e=307, cnekTp Xnoprnpon3BoaHOro.

(v) MeTtunosbin acoup 2-(1-yuknonponunnunepuanH-4-unkapdamownn)-7-metnn-1H-
©eH3onMmMmaason-5-kapboHOBON KNCNOTLI

MeTunosein adup 2-(1-ymknonponunnunepuguH-4-nnkapbamomn)-7-metun-1H-
©eH3onmmaason-5-kapboHOBOK KMCMOThI NOMyYaloT No meToauke npumepa 93 (iv), ncxonsa ma
685,0 mr (2,20 MMonb) METUIOBOTO adupa 7-meTun-2-TpuxnopmeTtun-1H-6eH3onmmaason-5-
kapboHoBoOW kMcnoTbl N 474,4 vr (2,20 mmone) agurnapoxnopuaa

1-yuknonponunnMnepunanH-4-nnammHa.

Bbixoa: 730 mr. MC (ES™): m/e=357.

(vi) @) 1-[5-(5-XnopTnodeH-2-nn)msokcason-3-unmetmnl-2-(1-yuknonponunnunepmnanH-4-
unkapbamowun)-7-meTtun-1H-6eH3onmmnaason-5-kapboHoBas kucnorta

b) 3-[5-(5-XnopTnodeH-2-un)musokcason-3-mnmeTtmn]-2-(1-uuknonponunnmnepmany-4-
unkapbamownn)-7-metun-3H-6eH3ommmaason-5-kapboHoBas kucnoTa

1-[5-(5-XnopTnodpeH-2-un)usokcason-3-unmetun]-2-(1-yuknonponunnunepnanH-4-
unkapbamownn)-7-meTtun-1H-6eH3omnmumaason-5-kapboHoByo kucnoty un 3-[5-(5-xnoptunodeH-2-
un)musokcason-3-unmeTtun]-2-(1-umnknonponunnunepuanH-4-unkapbamounn)-7-metun-3H-
©eH3onmmaason-5-kapboHOBYO KACNOTY Nosy4yatoT no metoauke npumepa 81, ncxoga na 200 mr
(0,56 mmonb) meTunosoro admpa 2-(1-umknonponunnunepuanH-4-unkapdbamomnn)-7-metun-1H-
©eH3onmmaason-5-kapboHoBol kncnotel u 164,8 mr (0,56 mmonb) 5-(5-xnopTrnodeH-2-
Un)n3okcason-3-nnMeTUnoBoro acupa MeTaHcynbMOHOBOW KUCNOThI. [Maponus
obpasoBaBLumxca acpmpoB obpaboTkon LiOH n ounctka npenapatmeHon OD-BIOXKX (rpagmeHT
cmecn CH3CN/H,0+0,05% MypaBbUHOM KUCNOThI) AaeT YKka3aHHbIe B 3arofloBke COeANHEHMS B
Buae mx popmuatos B hopme 6enbix amopdHbIX TBEPAbIX BellecTB. CTPyKTypHOE OTHECEHUE
06oux nsomepos gocturann NOF-cnekTpockonuen.

Bobixog, 1-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
unkapb6amowun)-7-meTtun-1H-6eH3onmmnaason-5-kapboHoOBON KNCNOTbI cocTaenseT 7 mr; MC
(ES™): m/e=540, crnekTp Xnopnpou3BoaHOrO.

Bbixog 3-[5-(5-xnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-yuknonponunnunepnanH-4-
unkapbamownn)-7-metun-3H-6eH3onmmaason-5-kapboHoBol kucnoTel coctaenset 111 mr; MC (ES
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"): m/e=540, cnekTp Xnoprnpov3BOAHOrO.
MNpumep 113: 1-[5-(5-XnoptnodeH-2-nn)msokcason-3-nametun]-5-brop-2-(1-
usonponunnunepuanH-4-nnkapdamowunn)-1H-6eH3onmmaason-4-kapboHoBas KMcNoTa

(i) 3TMnoBbIN 3chup 2,3-ANaMNHO-6-PTOPOEHIONHOM KNCNOTbI

OTunnosbli acpup 2,3-0MamMmHO-6-OTOPOEH3OMHON KMCMOTLI NOSy4YaT No MeToauKe npuMmepa
11(i), ncxoga ns 200,0 mr (0,88 mmonb) aTunosoro acgupa 2-ammHo-6-pTop-3-
HUTPOBEH30MHON KNCMOTHI.

Buixoa: 157 mr. MC (ES™): m/e=229.

(i) Tunosbin agpup 5-pTop-2-TpuxnopmeTunn-1H-6eHzommMmaason-4-kapboHOBOK KUCTOThI

O1nnos.ebili achup 5-dpTop-2-TpuxnopmeTun-1H-6eH3onmmnaason-4-kapOOHOBOWM KNCNOThI
nony4aroT no metoauke npumepa 5(i), ncxoga us 150,0 mr (0,76 Mmonb) aTunoBoro acdmpa
2,3-anamuHo-6-dptopbeH3sonHon kncnotbl n 133 mkn (1,06 mmonk) meTunosoro acgpupa 2,2,2-
TpUXnopaueTMMnaoBOM KUCNOThI.

Buixoq: 280 mr. MC (ES™): m/e=325, cnekTp Xnoprpon3BoaHOro.

(iii) OTnnosbI acump 5-dpTOp-2-(1-U3onponunnunepuguH-4-nnkapbamomn)-1H-
©eH3onmmaason-4-kapboHOBOW KUCNOThI

OT1unosbii adnp 5-prop-2-(1-n3onponmnnunepunaunH-4-unkapbamonn)-1H-6eHsonmmaason-4-
KapbOOHOBOW KMCMOTbI MOMyYarT no metoavke npumepa 93(iv), ncxogsa ns 240,0 mr (0,74
MMOJb) 3TUMOBOro acmpa 5-pTop-2-Tpuxnopmetun-1H-6eH3onmnaason-4-kapbGoOHOBOW KUCMOThI
n 158,6 mr (0,74 mmonb) gurngpoxnopuaa 1-usonponmunnunepuanH-4-nnammHa.

Bbixoa: 232 mr. MC (ES™): m/e=377.

(iv) 1-[5-(5-XnopTtnodeH-2-un)nsokcason-3-unmeTtun]-5-gprop-2-(1-nsonponunnunepmnanH-4-
unkapbamowun)-1H-6eH3onmmaason-4-kapboHoBasi KucnoTa

1-[5-(5-XnopTrnodpeH-2-un)usokcason-3-unmetunl-5-gprop-2-(1-n3onponunnunepuanH-4-
unkapbamownn)-1H-6eH3onmmngason-4-kapOOHOBYO KMCIOTY NOMy4atoT No MeToauke npumepa 81,
ncxoasa ns 230 mr (0,60 mmonb) aTunosoro acdmpa 5-gpTop-2-(1-nsonponunnunepmuanH-4-
unkapbamownn)-1H-6eH3onmmnaason-4-kapboHoBon kucnotbl n 179,5 mr (0,60 mmorb) 5-(5-
XNOpTUOPEH-2-1N)M30KCaA30MN-2-UNTMETUNOBOrO 3hmpa MeTaHCyNbL(OHOBOW KUCNOTLI. 'Maponus
obpasoBaBLuerocsi aTunoBoro agupa obpaboTkon LIOH 1 ounctka npenapatneHon OP-BIOXKX
(rpagueHT cmecn CH3CN/H,0+0,05% MypaBbMHON KUCNOThI) AaeT YKka3aHHOe B 3arofioBke
coeanHeHne B Buae ero oopmmnata B popme 6enoro amopcpHoro Teepaoro BeLecTsa.

Buixon: 87 mr. MC (ES™): m/e=546, cnekTp X1opnpou3BOAHOrO.

Mpumep 114: 1-[5-(5-XnopTnodeH-2-nn)nsokcason-3-unmetun]-2-(1-nsonponunnnnepnanH-4-
unkapbamownn)-5-(2,2,2-Tpudtopatokcn)-1H-6eH3onmmaason-4-kapboHoBasi kKucnorta

(i) 3TMnoBbIN ahup 2-aMNHO-3-HUTPO-6-(2,2,2-TPUXNOPITOKCU)BEHIONHOM KNCIOTbI

420 mr NaH (60% cycneH3usa B Macne) gobaenstoT k pacteopy 2,16 mn (29,8 mmoneb) 2,2,2-
TpuTdopaTaHona B 5 mn TI®. Korga BbigeneHue rasa npekpawaetcs, godaenswot 1,0 r (4,38
MMOJ1b) 3TUNOBOro acpmpa 2-aMMHO-6-hTOp-3-HUTPOBEH30MHOM KNCNOTbl. OBpa3oBaBLLyHOCS
cmecb nepemelumnsatot npu 0°C B TedeHne 30 MUHYT 1 NpU K.T. B Te4eHne JononHuTenbHbIX 30
MuHyT. K cmecun gobasnsaot 2 mn 6M BogHoro pacteopa HCl n 0CHOBHyO YacTb pacTBoputens
yaansoT nNpy NOHWXEHHOM AasrieHnn. Octatok cmelumBatoT ¢ 20 M BoAbl 1 06pa3oBaBLleecs
TBEpAOE BELLECTBO BbIAENAKT U NPOMbIBAOT BOOOW U 3aTeM rekcaHoM. [onydeHHoe xenTtoe
KpUCTanimMyeckoe BELEeCTBO cyLllaT Npu NOHMXEHHOM AasneHuun npu 35°C.

Bbixoa: 1,22 r.

(i) QTunosbin achmp 2,3-gnammHo-6-(2,2,2-T1pnTOP3ITOKCK)OEHIONHON KNCINOThI

OTunosblii achmp 2,3-aMamMmHo-6-(2,2,2-TpUPTOPITOKCU)BEHIONHOM KACNOTLI NOMy4atoT no
mMeTtoauke npumepa 11(i), ucxogsa us 1,22 r (3,96 mmons) aTMNOBOro acpmpa 2-aMuHoO-3-HNTPO-
6-(2,2,2-TpndpTOPITOKCU)OEH30MHON KUCMOThI.

Bbixoa: 1,07 r. MC (ES™): m/e=279.

(iii) STnoBbI adhunp 2-TpuxnopmeTnn-5-(2,2,2-tpnctopatokcu)-1H-6eHzommnaason-4-
KapOOHOBOW KMCHOTbI

OTnnoBbIi achmp 2-TpuxnopmeTunn-5-(2,2,2-tpudtopatokcu)-1H-6eHzonmugason-4-
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KapbOOHOBOW KMCMOTbI MOMyYarT no metoauke npumepa 5(i), ncxogsa ns 200,0 mr (0,72 mmone)
3TMnoBoro agwmpa 2,3-gnammHo-6-propbeHsonHor kncnotol 1 128 mkn (1,01 Mmonb) MeTUNOBOroO
adhmpa 2,2,2-TpuxnopaueTMMmnaoBOn KACIOThI.

Buixoq: 340 mr. MC (ES™): m/e=405, cnekTp Xnoprpon3BoaHOro.

(iv) OTunosebii acpmp 2-(1-n3onponunnunepnanH-4-unkapbamonn)-5-(2,2,2-1pnTopaTOKCH)-
1H-6eH30MMnaason-4-kapboHOBOWM KUCMOThI

Otunosbii acmnp 2-(1-nsonponunnunepuanH-4-mnkapdamonn)-5-(2,2,2-tpudptopatoken)-1H-
©eH3onmmaason-4-kapboHOBOKM KMCMOThI NOyYaloT No metoamnke npumepa 93(iv), ncxoasa us
290,0 mr (0,72 mMonb) aTMNOBOro adupa 2-TpuxnopmMeTun-5-(2,2,2-tpuctopatokcn)-1H-
OeH3ommmaason-4-kapboHoBor kucnoTbl 1 153,8 mr (0,72 mmonk) aurngpoxnopuga 1-
n3onponunnunepuanH-4-mnammua.

Bbixoa: 299 mr. MC (ES™): m/e=457.

(v) 1-[5-(5-XnopTuodeH-2-nn)msokcason-3-unmetnnl-2-(1-usonponunnunepmnanH-4-
unkapbamownn)-5-(2,2,2-tpudtopatokcu)-1H-6eH3ommmnaason-4-kapboHoBas kKucrnorta

1-[5-(5-XnopTuodeH-2-nn)mnsokcason-3-nnmetun]-2-(1-nsonponunnmnepngnH-4-
unkapbamownn)-5-(2,2,2-tpudtopatokcu)-1H-6eH3onmmaason-4-kapboHOBYIO KMCMOTY NonyyatoT
no metoauke npumepa 81, ncxogsa us 299,0 mr (0,66 mmornb) aTunosoro acgpupa 2-(1-
nsonponunnunepuanH-4-nnkapbamownn)-5-(2,2,2-tpucptopatokcn)-1H-6eH3onmngason-4-
kapboHoBow kucnoTbl n 192,4 mr (0,66 mmonb) 5-(5-xnopTnogeH-2-un)nsokcason-3-
NIIMETUOBOro 3dmpa MeTaHCcyNbOOHOBOW KUCNOThI. Maponn3 obpasoBaBLLErocs 3TUIOBOrO
acbupa obpaboTkon LIOH n MeOH u ounctka npenapatusHon OP-BIOXKX (rpagneHT cmecu
CH3CN/H,0+0,05% MypaBbWHOM KMCNOTbI) JaeT ykasaHHOe B 3arofiloBKe COeMHeHWe B BUAE €ro
dopmumaTa B hopme 6enoro amopgHOro TBEpPAOro BellecTBa.

Bbixoa: 90 mr. MC (ES™): m/e=626, cnekTp X11opnpou3BOAHOrO.

Mpumep 115: (1-U3onponunnunepnany-4-un)amma 1-[5-(5-xnoprtmoden-2-nn)msokcason-3-
unnmetun]-4-(3-ruagpokcmasetTnaut-1-kapbonun)-5-(2,2,2-tpuctropatokcmn)-1H-6eHzonmuaason-2-

KapOOHOBOW KMCIOThI

(1-M3onponunnunepuanH-4-un)amug 1-[5-(5-xnoptmnoden-2-un)nsokcason-3-nnmeTtunn]-4-(3-
rmapokcmaseTnagunH-1-kapbonnn)-5-(2,2,2-TpudTopatokecu)-1H-6eH3onmmaason-2-kapboHoOBOM
KMCNOTbI NOMyYaroT No MeToauke npumepa 22, ncxoas ms 50,0 mr (0,08 mmonk) 1-[5-(5-
XNOpPTMOMEH-2-Un)musokcason-3-unmeTtun]-2-(1-nsonponunnunepnanH-4-unkapbamoun)-5-(2,2,2-
TpndTOpaTOKCU)-1H-6eH30MMMaa3on-4-kapboHoBo kucnothl 1 8,7 Mr (0,12 Mmonb) a3eTnanH-3-
ona. YkasaHHOe B 3arofloBke CoeanHeHne nony4arT B Buae ero popmmara B oopme 6eroro
aMopdHOro TBEPAOro BeLlecTsa.

Buixoq: 18 mr. MC (ES™): m/e=681, cnekTp X1opnpov3BoAHOrO.

Mpumep 116: 1-[5-(5-XnopTrnodeH-2-un)nsokcason-3-unMmeTun]-2-(1-umMknonponunnmnepuamnH-
4-unkapbamownn)-7-ptop-1H-6eH3onmmnaason-5-kapboHoBada kmucnorta

Yka3zaHHOe B 3arofioBKe COefAMHEHNE MOXET OblTb Nony4YyeHo aganTupoBaHMEM ONUCaHHOM
BbllLle METOOUKMN.

Mpumep 117: 7-Xnop-1-[5-(5-xnoptrnodeH-2-nn)msokcason-3-unmetnn]-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3ommnaason-5-kapboHoBas kncnota

YKasaHHOe B 3arofioBKe COegUHEHME MOXKET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 118: 1-[5-(5-XnopTuodeH-2-nn)msokcason-3-unmetun]-7-unknonponun-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3ommnaason-5-kapboHoBasa kncnota

Yka3zaHHOe B 3arofioBKe COeAMHEHNE MOXET OblTb NoMy4YeHo aganTMpoBaHMEM ONMUCaHHOM
BbllLle METOOUKMN.

Mpumep 119: 1-[5-(5-XnopTrnodeH-2-nn)maokcason-3-unmeTnn]-2-(1-umknonponMnnmnepuanH-
4-nnkapbamoun)-7-atun-1H-6eH3onmnaason-5-kapboHoBas kMcnoTa

Yka3aHHOe B 3arofioBKe COefMHEHNE MOXET OblTb Nony4YeHo aganTupoBaHMEM ONMUCAHHOM
BbllLle METOOUKMN.

Mpumep 120: 1-[3-(5-XnopTrodeH-2-nn)msokcason-5-unmetnn]-2-(1-UmMknonponMnnmunepuanH-
4-nnkapbamowun)-7-metun-1H-6eH3oumnaason-5-kapboHoBas kMcnoTa
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YKka3aHHOe B 3arofioBke coefuHeHne MOXeT ObITb Mofy4YeHo aaanTupoBaHMeM OnmcaHHOM
BbllLE METOAMKM.

Mpumep 121: 1-[3-(5-XnopTnoder-2-nn)msokcason-sS-nnmetmnn]-2-(1-umknonponunnmnepuany-
4-nnkapb6amoun)-7-dptop-1H-6eH3ommnaason-5-kapboHoBasa kMcnoTta

YKka3aHHOe B 3arofioBke coefuHeHne MOXeT ObITb Mofy4YeHo aaanTupoBaHMeM OnMcaHHOM
BbllLIe METOOUKMN.

Mpumep 122: 7-Xnop-1-[3-(5-xnoptnoden-2-un)nsokcason-s-nnmetunn]-2-(1-
umknonponunnunepnanH-4-nnkapbamownn)-1H-6eH3onmmaason-5-kapboHoBas KMcnoTa

Yka3aHHOe B 3arofioBke coeguHeHne MoXeT ObiTb MofyyYeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 123: 1-[3-(5-XnopTrodeH-2-un)maokcason-5-nnmetun]-7-umknonponmn-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3onmmnaason-5-kapboHoBasa kncnota

YKa3aHHOe B 3arofloBke COeMHEHME MOXET ObiTb NOSly4YeHO aganTUpPOBaHWEM OMUCaAHHOW
BblLLE METOOUKM.

Mpumep 124: 1-[3-(5-XnopTnodeH-2-un)nsokcason-5-nnmetun]-2-(1-umknonponunnmunepuamH-
4-nunkapbamownn)-7-atun-1H-6eH3onmnaason-5-kapboHoBas Kucnota

YKka3aHHOe B 3arofioBke coeguHeHne MoXeT ObiTb NofyyYeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 125: 1-[5-(5-Xnoptnoden-2-un)[1,3,4]tnaguason-2-unmvetunn]-2-(1-
uMknonponunnunepunanH-4-nnkapbamonn)-7-metnn-1H-6eHsonmuaason-5-kapboHoBas kucnorta

Yka3zaHHOe B 3arofioBKe COefMHEHNE MOXET OblTb NOMy4YeHo aganTMpoBaHMEM ONUCaHHOM
BbllLE METOAMKM.

Mpumep 126: 1-[5-(5-XnopTtnoden-2-un)[1,3,4]tnaguason-2-unmveTtun]-2-(1-
uMknonponunnunepunanH-4-nnkapbamonn)-7-dotop-1H-6eH3onmuaason-5-kapboHoBas kucnoTa

Yka3saHHOe B 3arofioBke coeguHeHne MoXeT ObiTb MofydeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 127: 7-Xnop-1-[5-(5-xnoptrnoden-2-un)[1,3,4]tnagmason-2-unmetmnl-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3omnmmnaason-5-kapboHoBasa kncnorta

YKkasaHHOe B 3arofioBKe COegUHEHME MOXKET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BblLLIE METOANKN.

Mpumep 128: 1-[5-(5-XnopTtnoden-2-un)[1,3,4]tnaguason-2-unmeTtunn]-2-(1-
uMknonponunnnnepunanH-4-nnkapbamonn)-7-atun-1H-6eHsonmuaason-5-kapboHoBas kucnorta

Yka3aHHOe B 3arofioBke coeguHeHne MoXeT ObiTb MofyyYeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 129: 1-[5-(5-XnoptrnodeH-2-nn)[1,3,4]tmaguason-2-unmetmnnl-7-unknonponun-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3onmmnaason-5-kapboHoBasa kncnota

YKasaHHOe B 3arofioBKe COegUHEHME MOXKET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLE METOAMKM.

Mpumep 130: 1-(6-XnopbeH3o[b]TnodeH-2-nnmeTtnn)-2-(1-umknonponnnunepunamnH-4-
unkapb6amoun)-7-metun-1H-6eH3onmngason-5-kapboHoBada kmucnora

YKasaHHOe B 3arofioBKe COeaUHEHME MOXET ObITb MOMy4YeHO adanTMpoBaHMEM OMNMCaHHOWN
BbllLE METOAMKM.

Mpumep 131: 7-Xnop-1-(6-xnopbeH3o[b]TnodeHn-2-nnmetun)-2-(1-umknonponunnunepunanH-4-
unkap6amowun)-1H-6eH3onmmaason-5-kapboHoBas kucnorta

YKasaHHOe B 3arofioBke COegUHEHME MOXET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLE METOAMKM.

Mpumep 132: 1-(6-XnopbeH3o[b]TnodeH-2-nnmeTtnn)-2-(1-umknonponnnunepunanH-4-
unkapbamoun)-7-dptop-1H-6eH3onmmnaason-5-kapboHoBasa KMcnoTa

YKasaHHOe B 3arofioBke COeaUHEHME MOXET ObITb MOMy4YeHO adanTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 133: 1-(6-Xnopb6eH3o[b]TnodeH-2-nnmeTunn)-7-unknonponun-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3onmmnaason-5-kapboHoBasa kncnota

YKaszaHHOe B 3arofloBke COeANHEHNE MOXET ObITb nony4eHo aganTnpoBaHUEM OrMcaHHoON
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BblLLIe METOAUKN.
Mpumep 134: 1-(6-XnopbeH3o[b]tnodeH-2-unmetnn)-2-(1-unknonponuinunepuanH-4-
unkapbamoun)-7-atun-1H-6eH3onmurgason-5-kapboHoBas KMcnorta

Yka3aHHOe B 3aronoBke CoefMHeHne MoxeT OblTb Nony4YyeHo aganTMpoBaHWEM ONMUCaHHOM
BblLLE METOOUKM.

Mpumep 135: 1-[5-(5-XnopTuodeH-2-un)nsokcason-3-nnmetun]-2-(1-umknonponunnunepuamH-
4-unkapbamownn)-7-metun-1H-6eH3onmmnaason-4-kapboHoBasa knucnorta

Yka3aHHOe B 3arofioBke coeguHeHne MoXeT ObiTb NofyyYeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 136: 1-[5-(5-XnopTrnodeH-2-nn)msokcason-3-unmetnn]-2-(1-umknonponmnnmnepuanH-
4-nnkap6amoun)-7-dptop-1H-6eH3ommnagason-4-kapboHoBasa KMcnoTa

YKkasaHHOe B 3arofioBKe COeaUHEHME MOXET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLE METOAMKM.

Mpumep 137: 7-Xnop-1-[5-(5-xnopTrnodeH-2-nn)msokcason-3-unmetnn]-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3omnmnagason-4-kapboHoBasa kncnorta

Yka3aHHOe B 3arofioBKke coeguHeHne MoXeT ObiTb NofyyYeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 138: 1-[3-(5-XnopTrnodeH-2-nn)msokcason-5-unmetnn]-2-(1-umknonponMnnmnepuanH-
4-nnkap6amowun)-7-metun-1H-6eH3onmnaason-4-kapboHoBasa kKMcnoTa

Yka3zaHHOe B 3arofioBKe COeMHEHNE MOXET OblTb NoMy4YeHo aganTMpoBaHMEM ONMUCaHHOM
BbllLle METOOUKMN.

Mpumep 139: 1-[3-(5-XnopTtrnodeH-2-nn)maokcason-5-nnmetnn]-2-(1-umknonponMnnmnepuani-
4-nnkapbamoun)-7-dpTop-1H-6eH3ommnaason-4-kapboHoBasa kucnoTta

Yka3aHHOe B 3arofioBke coeguHeHne MoXeT ObiTb MofyyYeHo aganTMpoBaHMEM OMMCAHHOM
BbllLE METOAMKM.

Mpumep 140: 7-Xnop-1-[3-(5-xnoptrnodeH-2-nn)msokcason-s-unmernn]-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3onmnaason-4-kapboHoBasa kncnota

YKasaHHOe B 3arofioBKe COegUHEHME MOXKET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 141: 1-[5-(5-XnopTtnoden-2-un)[1,3,4]tnaguason-2-unmveTtunn]-2-(1-
uMknonponunnunepunanH-4-nnkapbamoun)-7-metunn-1H-6eH3onmuaason-4-kapboHoBas KucnoTta

YKasaHHOe B 3arofioBKe COegUHEHME MOXKET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BblLLIE METOANKN.

Mpumep 142: 7-Xnop-1-[5-(5-xnoptnoden-2-un)[1,3,4]tnagnason-2-nnmeTtunn]-2-(1-
uMknonponunnunepunanH-4-nnkapbamownn)-1H-6eH3onmmnaason-4-kapboHoBasa kMcnota

Yka3zaHHOe B 3arofioBKe COeAMHEHNE MOXET OblTb NoMy4YeHo aganTupoBaHMEM ONMUCAHHOM
BbllLle METOOUKMN.

Mpumep 143: 1-[5-(5-XnopTtnoden-2-un)[1,3,4]tnaguason-2-unveTtun]-2-(1-
uMknonponunnunepunanH-4-nnkapbamonn)-7-dTop-1H-6eH3onmmaason-4-kapboHoBas KMcnoTa

YKasaHHOe B 3arofioBke COegUHEHME MOXET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 144: 1-[5-(5-XnoptuodeH-2-nn)msokcason-3-unmetunl-5-gprop-4-(3-
rmapokcunaseTuanH-1-kapbonun)-1H-6eH3onmuaason-2-kapboHoBas KUCIoTa

Yka3zaHHOe B 3arofioBKe COeAMHEHNE MOXET OblTb Nony4YeHo aganTupoBaHMEM ONUCAHHOM
BbllLle METOOUKMN.

Mpumep 145: 4-[(2-T'waopokcnatun)ammal-2-[(1-usonponunnunepuant-4-nn)ammg 1-[5-(5-
XNopTModeH-2-un)msokcason-3-unmetun]-5-gprop-1H-6eH3ommmaason-2,4-ankapboHOBOM

KMCNOThI

YKasaHHOe B 3arofioBke COeaUHEHME MOXET ObITb MOMy4YeHO adanTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 146: 4-Amna-2-[(1-n3onponunnunepnaund-4-un)amua] 1-[5-(5-xnoptrnodeH-2-
un)maokcason-3-nnmetnn]-5-(2,2,2-tpudtopatokcu)-1H-6eH3ommmnaason-2,4-ankapboHoBom

KMCNOThI
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YKka3aHHOe B 3arofioBke coefuHeHne MOXeT ObITb Mofy4YeHo aaanTupoBaHMeM OnmcaHHOM
BbllLE METOAMKM.

Mpumep 147: 4-[(2-T'wapokcnatun)ammal-2-[(1-usonponunnunepuant-4-nn)ammg 1-[5-(5-
xnopTtmnodeH-2-un)usokcason-3-nnmetnnl-5-(2,2,2-tpudtopstokcu)-1H-6eHsonmmnaason-2,4-
[OKapOOHOBOW KUCIOThI

YKasaHHOe B 3arofioBke COegUHEHME MOXET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 148: 4-OumeTunamuna-2-[(1-us3onponunnunepuand-4-un)amua) 1-[5-(5-xnopTnodeH-2-
un)unsokcason-3-mnmetunl]-5-(2,2,2-tpudropatokcu)-1H-6eHsonmmnaason-2,.4-ankapboHoBom
KMCNOThI

YKasaHHOe B 3arofioBke COegUHEHME MOXET ObITb MOMy4YeHO aganTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 149: 2-[(1-N3onponunnunepuann-4-nn)amual-4-(metunnponunamua) 1-[5-(5-
xnopTnodeH-2-nn)msokcason-3-nnmetnn]-5-(2,2,2-tpudptopatokcn)-1H-6eHsonmmnaason-2,4-
OnkapboHOBOW KNCIOTbI

YKka3aHHOe B 3arofioBke coefuHeHne MOXeT ObITb Mofy4YeHo aaanTupoBaHMeM OnmMcaHHOM
BbllLE METOAMKM.

Mpumep 150: 4-[(2-Tugpokcnatun)meTnnammnal-2-[(1-n3onponunnunepnamnH-4-nn)amug] 1-[5-
(5-xnopTrnodeH-2-un)usokcason-3-nameTun]-5-ptop-7-metnn-1H-6eHsonmmaason-2,4-
OnkapboHOBOW KNCIOThI

YKasaHHOe B 3arofioBKe COeaUHEHME MOXET ObITb MOMy4YeHO adanTMpoBaHMEM ONMCaHHOWN
BbllLE METOAMKM.

Mpumep 151: (1-U3onponnnnunepuanH-4-un)amua 1-[5-(5-xnoptmodeH-2-nn)msokcason-3-
unmeTtun]-5-prop-4-(3-rugpokcmnasetnamH-1-kapbonun)-7-metnn-1H-6eHsonmmnaason-2-
KapOOHOBOW KMCMNOThI

YKka3aHHOe B 3arofioBke coefuHeHne MOXeT ObITb Mofy4YeHo aaanTupoBaHMeM OnmncaHHOM
BbllLe METOAMKM.

Mpumep 152: 4-[(2-Tngpokcmnatun)meTrnammnal-2-[(1-nsonponunnunepnamnH-4-nn)amug) 1-[5-
(5-xnoptunoden-2-un)[1,3,4]tnagmnason-2-unmeTun]-5-dpTop-7-metun-1H-6eH3onmmnaason-2,4-
[OMKapOOHOBOW KUCIOThI

YKka3aHHOe B 3arofioBke coefuHeHne MOXeT ObITb Mofy4YeHo aaanTupoBaHMeM OnmncaHHOM
BbllLe METOAMKM.

Mpumep 153: (1-UN3onponunnunepuany-4-un)ammg, 1-[5-(5-xnoptnoden-2-un)[1,3,4]
TMaguason-2-unmetun]-5-gprop-4-(3-rugpokcnaseTnauH- 1-kapooHun)-7-metun-1H-
6eH3onmuraason-2-kapboHOBOW KNCAOThI

YKkasaHHOe B 3arofioBke coeuHeHne MOXeT BbiTb MNONy4eHO aganTMpPOBaHNEM OMNMMCAHHOWN
BbllLe METOAMKM.

Mpumep 154: (1-U3onponunnunepuanH-4-un)amug 1-[2-(4-xnopdeHunn)atun]-4-(2-
rMapokcnaTokcu)-1H-6eH3onmnaason-2-kapboHOBOM KMCNOThI

YKasaHHOe B 3arofioBke COoeMHEHME MOXKET ObiTb MNOMy4YeHO afanTupoBaHMEM ONUCAHHOWM
BbllLe METOAMKM.

Mpumep 155: (1-N3onponunnunepuanH-4-nn)ammng 1-(6-xnopdeHso[b]tnodeH-2-unmvetnn)-4-
(2-rngpokcmnatokcm)-1H-6eH3ommmnaason-2-kapboHOBOW KUCIOThI

YKasaHHOe B 3arofioBke COeaUHEHME MOXET ObITb MOMy4YeHO adanTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 156: (1-U3onponnnnunepuanH-4-nn)amua 1-[5-(5-xnoptmodeH-2-nn)msokcason-3-
nnmeTtun]-4-(3-rugpokcmasetTnamnt-1-kapooHmn)-1H-tneHo[3,4-dlummnaason-2-kapboHoBowm
KMCNOTbI

YKasaHHOe B 3arofioBke COeaUHEHME MOXET ObITb MOMy4YeHO adanTMpoBaHMEM ONMCaHHOWN
BbllLe METOAMKM.

Mpumep 157: beHsmnamug 5-xnop-1H-6eH3onmMmmnaason-2-kapboHOBOWM KMCNOTbI

Pacteop 120,0 wmr (0,45 mmonb) 5-xnop-2-Tpuxnopmetun-1H-6eHsommmnaasona B 2 mn
TeTparngpodypana (TIP) megneHHo gobasnsoTt kK cmecn 53,5 mkn (0,49 mmonb) BeHaunammHa
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n 373,8 mr (4,45 mmonb, 10 akB.) NaHCO; B 8 mn TT'® 1 4 mn Boabl. PeakumMoHHY0 cmech
nepemMeLLnBatoT B TedeHue 2 4 npu K.T. (0T 20°C go 25°C, B aansHeliwemMm K.T.). CycneHsuto
PUNBTPYIOT 1 PUNbTPaT KOHLEHTPUPYHOT NPU NMOHMKEHHOM AaBneHuun. [locne ouncTtkm
npenapaTtusHon OP-BIXKX (rpagneHt cmecn CH;CN/H,0+0,05% mMypaBbMHOM KUCAOTLI) YUCTbI
O6eHaunammg 5-xnop-1H-6eH3oMmmaason-2-kapboHOBONM KMCNOThLI NOny4aloT B BuAe 6enoro
aMopdHOro TBEPAOro BeLlecTsa.

Buixon: 84 mr. MC (ES™): m/e=286, cnekTp Xfopnpov3BOAHOrO.

Mpumep 158: MeTtunnosbi adup 2-(1-nsonponunnunepuanH-4-unkapbamownn)-1H-
B6eH3omMuraason-4-kapboHOBOW KUCAOThI

Pacteop 3,99 r (13,6 Mmonb) MeTunoBoro agupa 2-tpmuxnopmeTtun-1H-6eHsommmaason-4-
kapboHoBow kucnoTbl B 40 mn TIP megneHHo pobasnaoT kK cmecun 2,9 1 (13,6 MMonb)
aurngpoxnopuga 1-usonponunnunepnant-4-unamuHa n 13,7 r (0,163 monb, 12 akBMBanNeHToB)
NaHCO; B 200 mn TT'® 1 120 mn Boabl. PeakuynoHHy0 CMecb NepeMeLlnBatoT B TedeHue 2 4 npum
K.T. TT® oTtroHsatoT. ObpasoBasLuytocs BOAHYH cycneH3nto paszbasnstot 200 mn CH,Cl, n
akcTparupytoT asaxabl 150 mn Boabl. OpraHn4eckunii Cron KOHUEHTPUPYIOT NPpY NOHWXEHHOM
OaBneHnn n obpasoBaBLUMICS OCTATOK OYMLLAIOT doNial-xpomMaTorpadumer Ha cunukarene ¢
Ncnonb3oBaHNeM cMecu aTunavetat/meTaHon (4:1) B Ka4yecTBe ar0eHTa. YkazaHHoe B
3arofioBKe COeAVHEHNE Nony4varT B BUAE CBETINO-KOPUYHEBOIO KPUCTamNIMYeCcKoro BeLlecTsa.

Buixon: 3,20 r. MC (ES™): m/e=345.

Mpumep 159: MeTnnosblii 3¢omp 2-(1-umknonponunnunepuamnH-4-nnkapbamownn)-1H-
B6eH3omMMuraa3son-5-kapboHOBOW KUCAOThI

K cmecmn 7,53 r (35,3 mmonb) aurngpoxnopuga 1-umuknonponunnunepuanH-4-nnammHa n 32,39
r (0,386 monb) NaHCO; B 1300 mn TI'® 1 370 mn Boabl AobaenstoT pactesop 11,79 r (32,1
MMOJTb) METUIOBOrO adupa 2-TpmuxnopmMmeTtun-1H-6eHzommmaason-5-kapboHoBor knucnotsl B 360
Mn TT®. PeakynoHHYI0 CMECh 3HEPrnMYHO NepeMeLLMBaloOT B TedeHne 2 4 npu k.1. TTP
BbinapmBatoT. Ocagok oTUNbTPOBLIBAOT U 00pabaTtbiBatoT asaxabl NpubnmantensHo 300 mn
HacblweHHoro pactBopa NaHCO3 B ynbTpasBykoBbIX ycnosusix. lNocne gpunsTpoBaHus
obpa3oBaBLLeecs TBepAoe BELLECTBO ABax bl NpoMbiBaoT 150 mn BoAbl U cyLiat npu
NOHWMXXEHHOM AaBneHun npu 45°C, nony4vas npy 9ToM MeTunosbli acpump 2-(1-
yuknonponunnunepuauH-4-mnkapbamoun)-1H-6eHzommmaason-5-kapboHOBON KMCNOTLI B hopme
CBETNO-KOPMYHEBOrO KPUCTANNYECKOro BeLlecTaa.

Bbixoa: 9,9 1 (90%). MC (ES™): m/e=343.

Mpumep 160: Ouunsonponunamug 5-xnop-1H-6eH3zonmmnaason-2-kapboHOBOW KNCNOTbI

Pacteop 500,0 mr (1,85 mmonb) 5-xnop-2-tpuxnopmetun-1H-6eH3onmmngasona 8 20 mn T
MeAaneHHo gobaenstoT K cMeck 286 mkn (2,04 mmonb) anmsonponunamuba n 1,55 (18,5
mmorb, 10 akBusaneHTos) NaHCO5 B 70 mn TT® 1 20 mn BoAbl. PeakynoHHyo cmecb
nepemMeLLnBaroT B TedeHne 2 4 npu K.T. OpraHn4eckuii pactBopuTens BbinapmneatoT.
O6pasoBaBLUMICS KpUCTanNIM4Yeckoe ocagok oThubTPoBLIBAOT 1 0bpabaTtkiBaloT 0anH pas
npnbnuantensHo 50 mn HacklweHHoro pacteopa NaHCO; B ynbTpa3ByKoBbIX YCIOBUSX.
Kpuctannunyeckuin octatok cHoBa OT(OMNbTPOBLIBAKOT M ABaxdbl NpoMbiBatoT 20 mn Boabl. Cyluka
npu NOHWXXEHHOM AaBneHumn npu 35°C gaeT uicTbin gunsonponunammg 5-xnop-1H-
©eH3onmmaason-2-kapboHOBOW KUCMOTEI B OOPME CBETIIO-KOPUYHEBOIO KPUCTaNIMYECKOro
TBEPOOro BellecTBa.

Bbixoa: 321 mr. MC (ES™): m/e=280, cnekTp Xfoprpon3BOaHOrO.

Mpumep 161: (5-Xnop-1H-6eH3oumMuaason-2-mn)MoponuH-4-nnmeTaHoH

(5-Xnop-1H-6eH3onmnaazon-2-un)MopdonnH-4-MNMETaHOH NosyyarT No MeToauke npuvepa
157, ncxogsa us 120,0 mr (0,45 mmone) 5-xnop-2-tpuxnopmetun-1H-6eH3onmnaasona n 42,6
MKn (0,49 mmonb) MopdonmHa. YkazaHHOE B 3arofloBKE COeANHEHNE BbIOENSOT B BUae
fecuBeTHOro aMopgHOro TBEPAOro BellecTsa.

Bobixoa: 95 mr (80%). MC (ES™): m/e=266, cnekTp Xfiopnpon3BoaHOro.

Mpumep 162: (4-MeTunnunepasunn-1-nn)amug 5-xnop-1H-6eHzonmmaason-2-kapboHoOBOM
KMCNOTbI
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(4-MeTtunnunepasuH-1-un)amug 5-xnop-1H-6eHzommMmaason-2-kapboHOBON KUCHOTbI
nonyyarT No Mmetoauke npumepa 157, ncxoasa ns 120,0 mr (0,45 mmons) 5-xrnop-2-
TpuxnopmeTtun-1H-6eH3onmmngasona n 58,9 mkn (0,49 mmone) 4-meTunnunepasunH-1-unammHa.
YKa3zaHHOE B 3arofioBke CoeMHeHne BbIAENAoT B Buae 6ecLBeTHOro amopgHoro Teepaoro
BelllecTBa.

Buixoa: 89 mr. MC (ES™): m/e=294, cnekTp X1opnpou3BOAHOrO.

Mpumep 163: (4-LinaHodenunn)amug 5-xnop-1H-6eH3onmunaason-2-kapboHOBON KMCAOThI

(4-UnaHodenun)amung, 5-xnop-1H-6eH3onmmnaason-2-kapboHOBON KUCAOThI NOMy4YatoT no
mMeToauke npumepa 160, ncxoas mus 500,0 mr (1,85 mMmonb) 5-xnop-2-TpuxnopmeTtun-1H-
©eHsonmmaasona n 229,8 wmr (1,95 mmonb) 4-aMMHOGEH30HUTPUNA. YKa3aHHOE B 3arofioBke
coeAnHeHME BbIAENAIOT B BUAE CBETII0-KOPUYHEBOIrO KPUCTaNIM4YECKOro TBEpAOro BeLlecTsa.

Bobixog: 475 mr (86%). MC (ES™): m/e=297, cnekTp XnopnponssogHoro.

Mpumep 164: MeTunoBbin acup 2-[4-(3-okcomopdonuH-4-un)dennnkapbamonn]-1H-
OeH3omMMraa3on-4-kapboHOBOW KMCMAOThI

MeTunosein acup 2-[4-(3-okcomopponun-4-nn)ceHunkapoamoun]-1H-6eH3onmmnaason-4-
KapbOOHOBOW KMCMOTbI NOMyYarT no metoamke npumepa 160, nucxogs us 1,32 r (4,49 mmorb)
METUINOBOro acpmpa 2-TpuxnopmeTun-1H-6eH3onmmngason-4-kapboHoBon kucnotsbl n 950,0 mr
(4,94 mmonb) 4-(4-amnHodeHun)mopgonnH-3-oHa. YkasaHHOe B 3arofioBke coeuHeHune
BblAEeNSAT B BUAE CBETMNO-KOPUYHEBOrO KPUCTaNIMyYeckoro TBepaoro BellecTsa.

Bobixoa: 1,44 mr (81%). MC (ES™): m/e=395.

Mpumep 165: MeTtunossin 3dup 2-[2-OTop-4-(nupponuamt-1-kapboHun)deHunkapbamonn)-
1H-6eH30MMnaason-4-kapboHOBOWM KMCAOThI

59,0 mr (0,28 mmone) (4-amuHO-3-hTOopheHnn)nnpponuaunH-1-unMmetTaHoHa pacTBopsitoT B 6
mn Tr® 1 3 mn Boabl. Jobaenstot 238,0 mr (2,83 mmonb) NaHCO,. HakoHeu, gobaensioTt 75,6
mr (0,26 Mmonb) MeTunoBoro acupa 2-tTpuxnopmetun-1H-6eH3onmmuaason-4-kapboHOBOM
KMCNOThbl U 06pa30BaBLLYHOCS CMECh SHEPIMYHO MEPEMELLNBAIOT B TeveHne 3 4 npu K.T. Cmecb
pasbasngaoT 25 mn CH,Cl, 1 npombiBatoT HackiweHHbIM pacTBopoM NaHCO3 1 HacbILEeHHbIM
pacTtBopom conu. OpraHuyeckuin crnon cywaTt Hag 6e3sBogHbIM MgSO,4 1 KOHLEHTPUPYIOT NpuU
NOHWXeHHOM AasneHuu. lNMocne ounctkn npenapatneHon OD-BOXKX (rpagneHT cmecu
CH3CN/H,0+0,05% MypaBbWHOM KMCNOTbI) MOMYyYatoT YNCTbIA MeTUOBbIN adup 2-[2-PTop-4-
(MupponnanH-1-kap6oHnn)deHunkapbamoun]-1H-6eH3oMmmnaason-4-kapGoHOBOW KACNOThI B
dopme becuBeTHOro aMopdHOro TBEPAOro BelecTBa.

Bbixoa: 69 mr (65%). MC (ES™): m/e=411.

Mpumep 166: N3oxuHonuH-4-unamug 5-xnop-1H-6eHsonmmaason-2-kapboHOBOW KMCNOTbI

M3oxuHonuH-4-nnamug 5-xnop-1H-6eH3onmmaason-2-kapboHOBOW KUCMAOThI MNOy4YaroT no
mMeToauke npumepa 160, ncxoas mus 100,0 mr (0,37 mMMonb) 5-xnop-2-TpuxnopmeTtun-1H-
6eHsonmmaasona u 56,1 mr (0,39 MMonb) M3OXMHOMWH-4-MNaMnHa. YKa3aHHOE B 3arofloBKe
CcoeAnHeHME BbIAENAIOT B BUAE CBETII0-KOPUYHEBOIO KPUCTaNIM4YECKOro TBEPAOro BeLlecTsa.

Bbixog: 113 Mr (94%). MC (ES™): m/e=323, crnekTp Xnopnpon3Bo4HOrO.

Mpumep 167: MeTtunnosbii acomp 2-[(5-xnop-1H-6eH3onmmnaason-2-kapboHnn)ammHol-3-
HUTPOGEH30MHOW KUCAOTbI

MeTunosein acup 2-[(5-xnop-1H-6eH3onmmngason-2-kapboHNn)aMmmHo]-3-HUTPOOEH30MHOW
KMCNOTbI Nofny4yarT No Mmetoanke npumepa 160, ncxoas ns 200,0 mr (0,74 mmonb) 5-xnop-2-
TpuxnopmeTtun-1H-6eHzonmmngasona n 152,6 mr (0,78 mmonbs) MeTunoBoro acpmpa 2-aMmHo-3-
HUTPOBEH30MHON KMCNOTLI. YKazaHHOe B 3arofioBke coeaMHeHne BblAENSOT B BUOE XKENTOoro
KpMCTannmMyeckoro TBepAoro BeLecTea.

Bbixoa: 218 mr (79%).

Mpumep 168: MeTtnnosbin acmp 2-(1-n3onponunnunepunanH-4-unkapdbamonn)-1H-tneHo[3,4-d]

uMunaason-4-kapboHOBOW KMCAOThI

MeTunosein acup 2-(1-nsonponunnunepuamnH-4-nnkapbamownn)-1H-tneHo[3,4-dlummagason-4-
KapOOHOBOW KUCMOTbI NOMy4vatoT no metoamke npumepa 158, ncxogs ms 1,74 r (5,80 mmonb)
MeTunnoBoro acdupa 2-tTpuxnopmeTun-3H-tneHo[3,4-djummaason-6-kapboHoBoOW KMCnoThbl 1 1,25 1
(5,80 mmonb) aurngpoxnopuaa 1-usonponunnunepuanH-4-nnamuHa. YkasaHHoe B 3arorioBke
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coefMHeHVe BbIAENAT B BUAEe CBETNO-KOPUYHEBOIO TBEPAOrO BELLECTBA.

Bbixoa: 1,75 r (86%). MC (ES*): m/e=351.

Mpumep 169: 1-[5-(5-XnopTrmodeH-2-nn)mnsokcason-3-nnmeTunnl-2-(1-umknonponmnnmnepuamnH-
4-nnkapbamownn)-1H-6eH3onmnaason-5-kapboHoBas kucnota

21,0 mr (0,098 mmonb) guruapoxnopuga (1-ymknonponun)nunepuanH-4-nnammHa pactTBopsitoT
B 3 mn CH3CN u 3 mn Bogbl. lob6asnsitoT 82,3 mr (0,98 mmonb, 10 akBuBaneHToB) NaHCO;.
3atem pobasnstoT pacteop 48,1 mr (0,098 mmonb) meTunosoro acupa 1-[5-(5-xnopTnoden-2-
nn)nsokcason-3-unmeTunj-2-tTpmxnopmeTun-1H-6eH3onmmnaason-5-kapOboOHOBON KNCIOTbI B 2 M1
CH5CN 1 obpasoBaBLUyOCSi CMECb SHEPTMYHO NepemMeLInBaloT B Te4YeHne 3 4 Npu KUNeHun ¢
obpaTHbIM X0noauIbHMKOM. CMeCb KOHLEHTPUPYHOT NpU NOHWKEHHOM AasreHnn. OcTaTtok
ounatoT npenapatmHon OP-BOXKX (rpagmeHT cmecn CH3CN/H,0+0,05% mypaBbuHOR
KMCNOTbI), nony4vas npy 3Tom Ynctyto 1-[5-(5-xnopTtnodeH-2-mn)msokcason-3-unmetmnl-2-(1-
ymknonponunnunepunanH-4-unkapbamonn)-1H-6eHzonmmaason-5-kapboHOBYO KMCAOTY B hopme
DecLBeTHOro amopdHOro TBepAoro BellecTBa. (B ykaszaHHbIX yCrOBUSIX OAHOBPEMEHHO
rMaponM3yoT MeTUNOBLIN adump).

Bbixoa: 26 mr (50%). MC (ES*): m/e=526, cnekTp Xnoprnpon3soaHoro.

dapmakonormyeckoe ncnbiTaHue

CnocobHocTb coeguHeHmnin opmyrbl | MHIMBMpoBaThb dhakTop Xa, unu dakrop Vlla, nnm
apyrve depmeHTbl, MOA06HbIE TPOMOVHY, MA3MUHY UITM TPUMCKHY, MOXHO aHanM3nMpoBaTh
onpegeneHnem KoHUeHTpaumm coeguHeHns oopmynbl |, KoTopas MHIMOUPYET akTUBHOCTb
depmeHTa Ha 50%, T.e. BenuuumHbl IC50, koTopas COOTHOCUTCA C KOHCTAHTOW MHIIMOMPOBaHMWS
Ki. B XpOMOreHHbIX aHanuaax ncrnonb3oBann odunileHHble doepMeHTbl. KoHLeHTpaumio
UHrMouTOpa, KoTopas BbidbiBaeT 50% CHMXKeHMe CKOpOCTM rmgponunsa cybctparta, onpegensanm
NUHENHOW perpeccuein nocre HaHeceHust Ha rpadnkK OTHOCUTENbHbBIX CKOPOCTEN rmaponuaa (no
CpaBHEHMIO C HEMHIMOMPOBAHHBLIM KOHTPOSIEM) B 3aBUCMMOCTM OT l0g KOHLEHTpaUmMm coeauHeHns
dopmynebl . Ans BeluncneHnst KOHCTaHTbl MHIMBuposaHus Ki BBogunu senuunHy IC50 ansa
nonpaekn Ha KOHKYPEHLMIO C CyOCTpaToOM C MCMONb30BaHMEM opMyrbl

Ki=IC50/{1+(koHueHTpauuns cybctpata/Km)},

roe Km npegcrtaenset cobon koHcTaHTy Muxasnnca-MeHTeH (nybnukauumn Chen and Prusoff,
Biochem. Pharmacol. 22 (1973) 3099-3108; |.H. Segal, Enzyme Kinetics, 1975, John Wiley &
Sons, New York, 100-125; koTopble BKNIOYEHLI B JAHHOE OnMcaHue B Ka4eCTBe CChIMKN).

A) AHanuns pakTopa Xa

B aHanuae gns onpegeneHnsa MHrMbMpoBaHUSA akTUBHOCTK dhakTopa Xa npumeHanu oydep
TBS-M3r (50 mM tpuc-HCI, pH 7,8, 200 MM NaCl, 0,05% (mac./06.) IM3rr-8000, 0,02%
(mac./06.) NaNs). IC50 onpegensny cMelmBaHMeM B NOOXOASALWMX NyHKaX NOSIOBUHbLI Miowaau
TUTPaLMOHHOro MukponnaHweta Costar 25 mkn chaktopa Xa 4enoseka (Enzyme Research
Laboratories, Inc.; South Bend, Indiana) B TBS-IM3I; 40 mkn 10% (06./06.) AMCO B TBS-
M3l (HENMHrMOMPOBaHHbI KOHTPOSIb) UK Pa3fMYHbIE KOHLEHTPALUN UCNbITYEMOro COeANHEHMS,
pa3BeaeHHoro B 10% (06./06.) AMCO B TBS-M3I" n cybctpata S-2765 (N(q)-
©6eHaunokcmkapboHnn-D-Arg-Gly-L-Arg-n-Hutpoanunug; Kabi Pharmacia, Inc.; Franklin,
Ohio) B TBS-IM3I. AHan13 npoBoannu npeasapuTenbHoOW MHKyGaumen coegmHenns oopmynsi |
nntoc doepmeHTa B TedeHne 10 MuH. 3aTeM aHanm3 nHMumMmMpoBanu gobdaeneHnem cyberpara ao
nonyyeHuns koHevyHoro o6bema 100 Mkn. HavyanbHy0 CKOPOCTb rMaponmn3a XpoMOreHHOro
cybcTpaTta uamepsiny no n3amMeHeHuto B nornoteHmmn npy 405 HM ¢ MCNonNb3oBaHUEM
WMHCTpymeHTa BiO-Tek, cnektpodoTomMeTpa Anst KUHETUYECKOro NpoYTeHUs nnaHweTos (Ceres
UV900HD:i) npu 25°C Ha oTpe3Ke NMHENHOW 3aBUCMMOCTIN OT BpeMeHU (06bI4HO 1,5 MUH nocne
pobaeneHus cybctpara). KoHueHTpauma dbepmenTa coctansna 0,5 HM 1 kKoHUeHTpaums
cybeTtpata coctaBnsna 140 mkM.

b) AHanns cakTtopa Vlla

MHrmbupyoLLyo akTMBHOCTb OTHOCUTENBHO akTUBHOCTY chakTopa Vlla/TkaHeBoro daktopa
OMNpefensnu ¢ UCNoNb30BaHMEM XPOMOIEHHOTO aHanuaa, MpoBOAMMOrO MO CYLLEeCTBY, Kak
onucaHo paHee (B nyonukauyuun J.A. Ostem et al., Biochemistry 37 (1998) 1053-1059,
KOTOpas BKMOYEHa 34eCb B KadecTBe CCbikn). KnHeTnyeckne aHanunsel nposoannu npu 25°C B
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NonoBuHe nrowaamn TUTpaumoHHbix MyukponnaHweTos (Costar Corp., Cambridge, Massachusetts)
C Ucnosnb30BaHWEM crnekTpodoToMeTpa AN KMHeTMYeCKoro npoyteHus nnaHwetos (Molecular
Devices Spectramax 250). TunnyHasa cMmecb AN aHanmsa cocTouT n3 25 mkn dakropa Vlla
yenoseka u TF (5 HM 1 10 HM, cooTBeTCTBYIOLLAA KOHEYHAsA KOHLUEHTpaLns) B codeTaHmm ¢ 40
MKIT MpoayKTa pasBeaeHust MHirmbutopa B cmecn 10% OMCO/6ydep TBS-MAI (50 MM Tpuc, 15
MM NaCl, 5 MM CaCl,, 0,05% M3 8000, pH 8,15). MNMocne 15 MMHYT Nepuoaa npeaBapuUTEnbHON
WHKyBauumn aHanua nHuuumupytoT gobdaeneHnem 35 Mkn xpomoreHHoro cybetpata S-2288 (D-lle-
Pro-Arg-n-Hutpoanunua, Pharmacia Hepar Inc., koHeuHasa koHueHTpauusa 500 mkM).

PesynbTaTthl (kOHCTaHTbI MHrMOMpoBaHus Ki (FXa) ons nHrnbmpoBaHns gpaktopa Xa) nokasaHbl B
Tabnuue 1.

Tabnuua 1
Mpumep |Ki(FXa)|Mpumep| Ki(FXa |Mpumep |Ki(FXa)
[MkM] [MKM] [MkM]

1 0,0007 | 29b 0,0115 | 68a) | 0,070
2 0,0031 30 0,0090 | 68b) | 0,226
3 0,0014| 31 0,0155 69 0,015
4 0,0592| 32 0,0105 70 0,015
5a |0,0025| 33 0,0125 71 0,007
5b |0,1750| 34 0,0195 72 10,0125
6 0,0030| 35 0,041 73 0,019
7 0,0165| 36 0,0315 74 10,0105
9 0,0940| 37 0,012 75 |0,0026
10 1,357 39 0,047 76 |0,0085
11a | 0,004 40 0,020 77 |0,0525
11b | 0,001 41 0,006 78 |0,0035
12 10,0030 | 42 0,462 79 0,001
13 10,2990| 43 0,840 80 0,007
14 12,3900| 44 0,028 81a) | 0,558
15 |0,0115| 45 0,210 82a) | 0,064
16 |0,0110| 48 0,002 91 0,021
17a |0,0195| 49 0,015 92 |0,0225
17b 10,3710 50 0,141 94 |0,0245
18 0,0225| 51 0,510 96a) |0,0305
19 ]0,0235| 52 0,014 | 100a) | 0,005
20 |0,0085| 53 0,040 102 |0,0025
21 0,0310| 54 0,031 103a) | 0,022
22 10,0007| 55 (1,30 mkM| 103b) |0,0885
23 |0,0080| 57 0,585 104 | 0,020
24 10,0260 60 0,035 105 |0,0545
25 10,0650 | 61 0,867 | 106a) | 0,022
26 |0,0185| 62 0,019 | 106b) | 0,188
27 0,0125| 63 0,687 108 |0,0065
28 0,0480| 64 0,002 109 |0,0035
29a |0,0255| 65 0,121 110 | 0,004
66 0,003 | 112a) |0,0008

dopmyna n3obpeTeHus

1. CoegunHenne popmynsi |

B koTopoii R® npeacTtaBnsiet cob6oi
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1) MOHOUMKNUYeCKUi 6-14-4neHHbld apun, rae apyun MOHo-, AN- U TpU3aMeLleH He3aBUCUMO
apyr ot apyra R®,

2) reTepoumknun n3 rpynnesl 6eH3oTnasonuna, nHaasonuna, NMpuanna, rae ykasaHHbIn
reTepouUnKnun ABASETCS He3aMeLLEeHHbIM NN MOHO-, AN- U TpU3aMeLLeH He3aBUCUMO ApYr OT
ppyra R&, unu

3) MoHoUMKNNYeCcknii 4-15-4neHHbI reTepoLUnKnnn, coagepxallui sa unu Tpu retepoaroma,
BbIOpaHHbIX U3 a30Ta, Cepbl UMK KACNOPOAA, rAe YKa3aHHbIN reTepoLmKui aBnsieTcs
He3aMmeLLEeHHbIM U 3ameLLeH MOHOLUMKINYECKUM 4-15-4feHHbIM reTePOLUKITNIIOM,
coaepXallMM OAMH, ABa reTepoaToma, BblIOpaHHbIX M3 a30Ta, Cepbl UMK KUCIopoaa, rae
reTepoLMKNUN SBMSETCA He3aMelLeHHbIM Unn MoHosamMelleH RE;

R8 npeacTaensaeT cobow ranoren;

npv ycnosuu, yto R® npeacrasnsiet coboit, no MeHbLUel Mepe, oguH atom ranorexHa, ecnv R°
npencraenseT cobon MOHOLMKNUYECKUIA 6-14-4neHHbIn apun;

noacTpyKTypa

B chopmyrie | npeactasnsaeT cobor 4-8-4neHHyI0 HaCbIWEHHYH0, YACTUYHO HEHACILLEHHYO 1nu
apomaTuryecKyto LMKnudeckyto rpynny, cogepxatdyto 0, 1 retepoatoma, BblGpaHHbIX U3 a3oTa uUnu
cepbl, U SIBMSIETCA He3aMeLLeHHol unu 3aMellena 1, 2, 3 pas R3,;

Q npeacrasnsieT coboit -(Co-C,)ankunen-C(O)NR'0-, metunen;

R' npenctaenset coboii atom Bogopoza, -(C4-C,)ankun, rae ankvn SenseTcs
HesaMelLeHHbLIM U 3amellieH oanH-Tpu pasa R13;

R? npencTtaenseT coboii NpsiMyto CBSA3b;

R'-N-R?-V moxeT 06pa30BbIBaTh 4-8-UneHHYH LIMKIMYECKYIO rpynny, BbIGPaHHYI0 U3 rpynnbl
nunepasmHa unu NUNepuanHa;

R npeactaensaet cobown ranoreH, =0, -(C4-Cg)ankun, -CN;

V npegcraBndaeT cobon

1) 6-14-4neHHbIN apun, roe apun gBnseTcs HesamelleHHbIM UM MOHO-, AN- UMK TpU3aMeLLeH
Hesasucumo Apyr oT gpyra R™, unu

2) reTepouumknun u3 rpynnel 8-a3abuumkno[3.2.1]JokT-3-una, N30XMHONUHNNA,
nunepuanHWna, rge ykasaHHbli reTepoLmKnmn SBNSeTCa HesaMeLleHHbIM Ui MOHO-, AW- UNn
TpusamelleH HeaaBncumo Apyr oT apyra R™;

G npencrasnsieT coboli NpsiMyto CBA3b,

-(CH2)m-NR™, rae m siBnsietcst 0 u R'° aBnsietcs Bogopogom,

-(CH2),,-C(0O)-(CH,),-, rae m asnsietcs 0 unun 1, n n angaetca O,

-(CH,)-C(0)-NR'-(CH,),-, rae m siBnsietcst 0 unu 1, u n sensetca 0, 1 vnm 2,

-(CHy)-, rae m aensetca 1;

M npegcraBnsieT cobow

1) atom BogopoAa,

2) 6-14-4neHHbIn apun,

3) MoHouMKNMYecknit 4-15-UneHHbIn reTepoumMKnua, rae reTepounKnun aenseTcs
He3aMelLLeHHbLIM UM MOHO-, An3aMellieH He3aBucumMo apyr ot apyra R,

4) -(C5-Cg)umknoankus, rae ykasaHHbli LMKNoankun 9BngeTcs He3aMeLLeHHbIM,

5) 3-7-4neHHbIN UMKNNYECKMIA OCTaTOK, coaepxawuin 1 unu 2 retepoatoma, BoblGpaHHbIX 13
asoTa, cepbl UM KUCrnopoaa, rae ykasaHHbI LMKITMYECKUI OCTaTOK ABNAETCH He3aMeLleHHbIM
WA MOHO-, An3aMellieH Heaasucumo apyr oT apyra R™, rae R nmeet 3Havenns, ykasaHHble
BbILUE;

R® npencTaensieT coboi

1) atom BogopoAa,
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2) aTom ranoreHa,

3) -(C4-Cy)ankun, roe ankun sBnsieTcsl HeaameLeHHbIM,

4) -(Co-C4)ankunen-0-R"®, roe R'® npeacraensiet coboi

a) aToM BoAopoAa,

b) -(C4-C,)ankun, rae ankmn ABNsieTCs He3ameLleHHbIM U MOHO-, AN- UM TpU3aMeLLeH
Hesasucumo Apyr oT gpyra RS, unu

C) 'CF3,

5) -SO-R"", roe s paBHO 1 unun 2,

6) -(C-C4)ankunen-C(0)-R™,

7) -(Cy-C4)ankunen-C(0)-O-R",

8) -(Co-C4)ankunen-C(0)-N(R")-R'2,

9) -C(0)-0-C(R",R%)-0-C(0)-0-R",

10) -(Cy-Cy)anknnen-(C,4-C 5)retepoumknns, rae reTepoLmknn siBnsieTcs HesameLleHHbIM
WA MOHO-, V- N TpU3aMeLLeH HeaaBucumo apyr oT apyra R'3;

R 1 R'? aBnsioTcst He3aBMCUMO Apyr OT Apyra OAMHAKOBBLIMU UMK PasinyHbIMU 1
npeacTaBnsawT coboi

1) aTom BOOOPOAA,

2) -(C4-Cg)ankun, rae ankun SBRSeTca HesaMelleHHbIM U MoHo3amelleH R™3,

3) -(Cy-Cg)ankun-(Cs-Cg)umknoankun,

4) -(Cy-Cg)ankun-(Cg-Cq4)-apun, roe ankun n apun HesaBUCUMO Apyr OT Apyra aBMstoTCs
He3aMeLLEeHHbIMU,

5) -O-R", unu

6) -(Cy-Cg)ankmn-(C4-Cq5)retepoumknun, rae ankun n reTepoLmKknunm, He3aBucumMo apyr ot
[pyra, ABMATCA He3aMeLLeHHbIMU UM MoHo3amelleHbl R '3, nnm

R 1 R'2 BMecTe ¢ aToMOM a30Ta, C KOTOPbIMU OHU CBSI3aHbI, MOTYT 06pa3oBbIBaThL 4-8-
YneHHOe MOHOLMKIIMYECKOE reTePOLMUKIINYECKOE KOSbLO, KOTOPOE B JOMOMHEHUM K aTOMY a3oTa
MOXET CoepXaTb OAMH UINN ABa OAMHAKOBbLIX UM PasnUYHbIX reTepoaTtoMa Kosbla, BbIbpaHHbIX
n3 KMcnopoaa, cepbl U a30Ta; rae ykasaHHOe reTepoLMKIMYecKoe KOmbLO sIBNSeTCS
He3aMelLLeHHbLIM UM MOHO-, An3aMeLLieHo He3aBucumMo apyr ot apyra R'3;

R npencrasnset coboii ranoren, =0, -OH, -CF3, -(C5-Cg)umknoankun, -(Co-Cz)ankunen-
O-R10.

R10 npeacrtaensaeTt cobon Bogopoa, -(C4-Cg)ankun;

R' 1 R'® npeactaensitot coboii, He3aBMcUMMO Apyr oT apyra Bogopos, -(C4-Cg)ankun;

R' npencrasnset coboii -(C-Cg)ankun, -(C-Cg)LMKNoankur;

BO BCEX UX CTEPEOM3OMEPHBIX (POPMaXx N UX CMECAX B NIOOOM COOTHOLLEHUN U MX
(PU3NONOrMYECKN NEPEHOCUMbIE COSN.

2. CoegunHeHne opmynbl No n.1, B KOTOPOW

RO npeacraensdeT cobon

1) MOHOUMKNUYeCckniA 6-14-4neHHbli apun U3 rpynnsl peHuna, rae apyun MoHo-, An- unu
TpusamelleH HeaaBncuMmo Apyr oT apyra R,

2) reTepouumknun u3 rpynnsl 6eH30TMasonmna, uHaasonuna, NMPUMAKnNa, rae yKkasaHHbIn
reTepoLUMKNM SBNSETCA HE3aMELLLEHHBIM UMM MOHO-, OWN- UMW TpU3aMeLLleH HE3aBUCUMO ApYr OT
apyra R, unn

3) reTepouuknun, rae reTepouuknun BeibpaH ua rpynnsl 4,5-AnrnapookcasonuHmnna,
AnoKcasonuna, agnokcasunmna, 1,3-guokconanuna, 1,3-anokconenuna, 6H-1,5,2-gutnasmHmnna,
ypasaHuna, MnaasonuauHuna, UMMaasonuHuna, MMMaasonuna, n3oTnasonuna,
n3oTrasonuanHuna, n3oTuasonMHuna, N3okcasonuna, M3oKcasonuHuna, M3okcasonuanHuna, 2-
n3okcasonuHuna, MopdonuHuna, okcaguasonuna, 1,2,3-okcagmasonuna, 1,2,4-okcagnasonuna,
1,2,5-okcagmasonuna, 1,3,4-okcaguasonuna, 1,2-okcatnenaduna, 1,4-okcasenanuna, 1,2-
oKkcasuHuna, 1,3-okcasmHuna, 1,4-okcasmHuna, oKcasonuamvHuna, OKCca3ornuMHumna, oKkcasonuna,
nunepasvHuna, NMpasvHuna, NMpasonuNuanHUna, NMpPasonNuHuna, Nupasonuna, NMpuaasnHUna,
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nupumnguHuna, 1,4,5,6-tetparmgponvpmngasuHuna, 6H-1,2,5-tnagnasunnuna, 1,2,3-
Tnaguasonuna, 1,2,4-tnagunasonuna, 1,2,5-tnagunasonuna, 1,3,4-tnagnasonuna, 1,2-
Tnasuuuna, 1,3-tmasmnuna, 1,4-tnasmHuna, 1,3-tmasonuna, TMasonuna, TmasonuamHuna,
TnasonuHuna, TuetTaHuna, Tnomopdonuuuna, 1,2,3-tpnasnHunna, 1,2,4-tpmasmHmna, 1,3,5-
Tpunasunnuna, 1,2,3-tpmasonuna, 1,2,4-tpuasonuna, 1,2,5-tpnasonuna, 1,3,4-tpnasonuna,

roe ykasaHHbl reTepoLUKNI SBNSETCA He3aMeLLEHHbIM UM JOMNOMHUTENBHO 3aMeLLeH
reTepounKnMom, BolbpaHHbIM U3 rpynnbl a3enuHuna, asetTnauHuna, 1,3-gnokconanuna, 1,3-
OVOKCoNneHuna, UMMaasonManHuna, UMnagasonuHunia, UMMaasonuna, M3oTmasonuna,
n3oTnasonnanHuna, N30TnasonuHuNa, U30Kcasonura, M3okcasonuHuna, n3okcasonuanHuna, 2-
n3okcasonuHuna, mopdonuHuna, 1,2-okcatnenanuna, 1,2-okcatmonanuna, 1,4-okcasenaHuna,
1,2-okcasnHuna, 1,3-okcasuHuna, 1,4-okca3mHuna, okcasonuauHuna, okcasonuHuna,
okcasonuna, nunepasvHuna, NMNepManHuna, nMpadnna, nupasvHuna, nupasonuguHuna,
nupasonuHuna, NMpasonuna, nupuaasnHuna, nupuauna, NTMPUMUOMHUNIEG, NMPPONNANHUNA,
nupponuHuna, 2H-nupponuna, nupponuna, TeTparngpodypaHuna, 1,4,5,6-
TeTparngponupuaasnHuna, TeTparngponupuanHnna, teTparngpotnodenuna, 1,2-tmasnHuna,
1,3-TnasmHuna, 1,4-tnasmHuna, 1,3-tmasonuna, Tmasonuna, TMasonuauHuna, TMa3onMHuNa,
TUeHuna, TMeTaHuna, TMoMmopdonuHnna, TnodeHonmna, TmodeHuna, TMonNnupaHuna, rae
reTepoLMKnM SBNSETCS He3aMeLLeHHbIM UM MOHO3aMeLLEeH He3aBucuMo Apyr ot gpyra R,

R® npencraBnsiet coboii ranoreH,

npu ycnoeum, yto R® npepacrasnsieT coboit, No MeHbLUE Mepe, OAWH aToM ranorena, ecnm R°
npencraenseT cobon MOHOLMKNUYECKUIA 6-14-4neHHbIn apun;

noactpyktypa D npeacrasnset coboi ocTaTok, BbibpaHHbI U3 rpynnbl a3eTnanHa, a3eTuHa,
asokaHa, UMKIobyTunna, UMKNOOKTaHa, LMKINOOKTeHa, LMKINONEeHTUNa, LMKITorekcuna,
uumknorenTuna, UMKNOoKTUNa, nunepnannHa, peHmna, nuppona, nupponuanHa, NMpponuanHoHa,
NUPPONnHa, TeTparnaponupuanHa, TeTaHa, TMokaHa, TmodeHa, TMonNnpaHa, 1 aBnsieTcs
He3aMelLLeHHbIM Unu 3amelteH 1,2, 3 pas R3,

Q npeacTaenseT coboii -(Cy-Cy)ankunen-C(O)NR -, metunen;

R' npeacTtaendaeT cobon atom Bogopoaa, -(C4-Cylankun, roe ankun asnaetca
He3aMelLLeHHbIM UMK 3aMelLLeH oauH-Tpu pasa R13;

R? npencTtaenseT coboii npsiMyto CBSA3b,

R'-N-R2-V moxeT 06pa30BbiBaTh 4-8-UreHHYH LIMKINYECKYIO rpynny, BbIGpaHHYo 13
nunepasuHa Unu NUNepPUanHa;

R npeacrtaensaeT cobon gTop, xnop, 6powm, nog, =0, -(C4-Cg)ankun, -CN;

V npegcraBndaeTt cobon

1) 6-14-4neHHbIN apun 13 rpynnel beHuna, rae apun MoHo-, Ax- UNK Tpu3aMeLleH
HesaBucumo Apyr oT apyra R,

2) retepouumknun u3 rpynnsl 8-a3abuumkno[3.2.1]JokT-3-una, N30XMHONMUHNNA,
nUNepManHWUNa, rae ykasaHHbli reTepounKnnn ABASETCS He3aMeLeHHbIM U MOHO-, AN- NN
TpusaMelLeH HeaaBrcuMo Apyr oT apyra R,

G npegcrasnseT cobor npsamMyto CBA3b,

-(CH,)-NR'0, roe m sBnsietcst 0 n R'? sBnsietcst Bomopoaom,

-(CH5),-C(O)-(CH,),,-, rae m asngaetca 0 unn 1, n n aensetca 0,

-(CH,)m-C(0)-NR'-(CH,),-, rae m sBnsietcst 0 unum 1, n n asnsetcsa 0, 1 vnm 2,

-(CH2)-, rae 1 aBnsieTcs 1;

M npegcraBnsieT cobow

1) atom BogopoAaa,

2) 6-14-4neHHbIn apun,

3) MOHOLMKNNYECKUI 4-15-UneHHbIN reTepoUnKnna, rae reTepoLMKInI aBnseTcs
He3aMeLLeHHbIM UM MOHO-, AU3aMellieH He3aBucuMo apyr ot apyra R,

4) -(C3-Cg)umnknoankun, rae ykasaHHbl LMKIOoankum siBNseTca He3aMeLLeHHbIM,

R® npepncTaBnsiet coboi

1) atom BOogOpOAa,
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2) ranoreH,

3) -(C4-Cy)ankun, roe ankun sBnsieTcsl HeaameLeHHbIM,

4) -(Co-C4)ankunen-0-R"®, roe R'® npeacraensiet coboi

a) aToM BoAopoAa,

b) -(C4-C,)ankun, rae ankmn ABNsieTCs He3ameLleHHbIM U MOHO-, AN- UM TpU3aMeLLeH
Hesasucumo Apyr oT gpyra RS, unu

C) 'CF3,

5) -SO-R"", roe s paBHO 1 unun 2,

6) -(C-C4)ankunen-C(0)-R™,

7) -(Cy-C4)ankunen-C(0)-O-R",

8) -(Co-C4)ankunen-C(0)-N(R")-R'2,

9) -C(0)-0-C(R",R%)-0-C(0)-0-R",

10) -(Cy-Cy)anknnen-(C,4-C 5)retepoumknns, rae reTepoLmknn siBnsieTcs HesameLleHHbIM
WA MOHO-, V- N TpU3aMeLLeH HeaaBnUcuMo Apyr oT apyra R'3,

R 1 R'? aBnsioTcst He3aBMCUMO Apyr OT Apyra OAMHAKOBBLIMU UMK PasinyHbIMU 1
npeacTaBnsawT coboi

1) aTom BOOOPOAA,

2) -(C4-Cg)ankun, rae ankun sBNSeTcA He3ameLleHHbIM Unn MoHo3amelleH R'3,

3) -(Cy-Cg)ankun-(Cs-Cg)umknoankun,

4) -(Cy-Cg)ankun-(Cg-Cq4)-apun, roe ankun n apun HesaBUCUMO Apyr OT Apyra aBMstoTCs
He3aMeLLEeHHbIMU,

5) -O-R"" unm

6) -(Cy-Cg)ankmn-(C4-Cq5)retepoumknun, rae ankun n reTepoLmKknunm, He3aBucumMo apyr ot
[pyra, ABMATCA He3aMeLLeHHbIMU UM MoHo3amelleHbl R '3, nnm

R 1 R'2 BMecTe ¢ aToMOM a30Ta, C KOTOPbIM OHU CBSA3aHbI, 06Pa3yioT reTepoLmKIInyeckoe
KOMbLO M3 rpynnbl a3enuHa, aseTnamHa, guokcasona, guokcasuna, 1,4-gnasenana, 1,2-
anasenuHa, 1,3-gmasenuna, 1,4-gnasenvHa, ummngasona, MMMAa3onuHa, UM1MaasonuanHa,
n3oTrasona, M30TnasonuauHa, M30Tnas3onnHa, M30KCcasorna, N30KCas3onvHa, N3oKCca3onuanHa, 2-
M30KCa3ofnHa, keTonunepasuHa, mopdonuHa, [1,4]JokcasenaHa, okcasona, nunepasuHa,
nunepuavHa, Nupa3uHa, Nupasorna, NMpa3onuHa, NMPasonNuauHa, NnupuaasvHa, NMpuanHa,
NMPMMUAMHA, NMppona, NMMPPoNManHa, NMPPONUANHOHA, NMMPPONUHA, TETParMaApPoNMpUanHa,
Trasona, Tvaguasona, TMasonuamnHa, TuasonnHa, TMomopdgonuHa, Tnodena, 1,2,3-Tpnasuna,
1,2,4-TpnasuHa, 1,3,5-tpnasunna, 1,2,3-tpuasona unu 1,2,4-tpnasona, rae ykasaHHoe
reTepoLUmKIMyYeckoe KonbLo ABMSETCS He3aMeLLEHHbIM UM MOHO-, AN3aMeLLeHO HE3aBUCUMO
Apyr ot apyra RS,

R npencrasnseT coboit ranoren, =0, -OH, -CF3, -(C5-Cg)umknoankun, -(Co-Cs)ankunen-
O-R10.

R10 npeacrtaensaeTt cobon Bogopoa, -(C4-Cg)ankun;

Ry R npeacTaBnalT cobon, He3aBUCMMO Apyr OT Apyra, Bogopos, -(Cq-Cg)ankunm;

R' npencrasnseT coboit -(C4-Cg)ankun, -(Cs-Cg)umknoankun,

BO BCEX UX CTEPEOU30OMEPHLIX (hOPMaXx U UX CMECSX B NMIOOOM COOTHOLLEHUM U MX
PU3NONOrM4EeCcKn NeEPEHOCUMbIE COrK.

3. CoegunHeHue copmynsl | no nn.1 u 2,

roe R® npencrasnsieT co6oit

1) MOHOLMKINNYECKNIA 6-14-4neHHbIi apun U3 rpynnbl peHuna, rae apun MoHo-, An- UK
TpU3aMelLeH HeaaBncuMO Apyr oT apyra R,

2) reTepoumKnun u3 rpynnsl 6eH3oTrasonuna, uHaasonuna, NMPUMAKna, rae ykasaHHbIn
reTepoLUMKnMN SBNSETCA HE3aMELLLEHHBIM NN MOHO-, AWN- UMW TpU3aMeLLlleH He3aB1UCUMO Apyr OT
apyra R, unu

3) reTepouuknun 13 rpynnbl UMMAA30MMIa, N30TUa3onuna, M3oKcasonuna, OKcasonuna,
nupasuHuna, Nnupasonuna, NMpuaasvHuna, NMpUMUauHUNGa, Tuaguasonuna, Tmasonuna,
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KOTOPbIA OOMONMHUTENBHO 3aMeLLEH reTepPOoLUKINIOM, BbiIOpaHHbIM U3 rpynnbl asennHuna,
asetTnanHuna, 4,5-gurngpookcasonuHuna, 1,3-guokconanuna, 1,3-gnokconexuna,
nMuaasonuanHuna, UMMOasonNuHuna, uMMaasonuna, M3oTuasonuna, n3oTnasonuanHnna,
n30TnasonnHmnna, N3oKcasonumna, N3oKCcasonmHuna, M3okcasonunanmHuna, 2-m3okca3onmHmna,
MopdonuHuna, 1,2-okcatnenanuna, 1,4-okcasenanuna, 1,2-okcasumHuna, 1,3-okcasvHuna, 1,4-
OKCa3uHWUIIa, OKCa3oNnamMHuna, oKcasonumHuna, okcasonuna, nunepasvHina, nunepuanHuna,
nupaHuna, NMpasvuHuna, NMpasonuanHuNa, NMpasonuHuna, NMpasonuna, NMpuaasMHuna,
nupuauna, NMPUMUAMHUIEG, NTMPPONUAMHUIEA, NTMPPONUHUNA, 2H-Nnpponuna, nupponuna,
TeTparngpodypanuna, 1,4,5,6-teTparngponupuaasvHuna, TeTparngponupuanHuna,
TeTparngpotmodenuna, 1,2-tnasnHuna, 1,3-tnasmHunna, 1,4-tmasuHuna, 1,3-tmasonuna,
TMasonuna, TMasonuanHuna, TMasonuHuna, TMeHuna, TueTaHnna, TMIoMoponmMH1na,
TUOEHWUNa, TMONUPaHUNA, FAe reTePOLMKIN ABASETCS He3aMelLeHHbIM U MoHo3amelleH R8,

R® npencraensiet coboit dhTop, Xxnop unu Gpom,

npv ycnosum, 4to R npeacTasnseTt coboi, No MeHbLuei Mepe, oauH ranoreH, ecnn R°
npeacTaenset cobon 6-14-4neHHbIn apus;

noacTtpykTypa D npeacrtaensiet cobon ocTaTok, BbiOpaHHbIA U3 rpynnbl peHnna, nupuanna,
nUpponuna, TMeTaHuna U TModeHnna u HesaMeLLeHHbIN Unu 3amelleHHbIl 1, 2, 3 pasa R3;

Q npepacrasnsieT coboit -(Co-Cy)ankunen-C(O)NR'0-, metunen;

R' npencrtaenset coboii atom Bogopoga, -(C4-C,)ankun, rae ankvn SenseTcs
HesaMelLeHHbLIM UK 3amellieH oanH-Tpu pasa R13;

R? npencTtaenseT coboii npsiMyto CBSA3b,

R'-N-R2-V o6pasyeT 4-8-UneHHy0 LIMKNNYECKYI0 rpynny, BbIBpPaHHYI0 13 NUnepa3vHa unm
nunepuanHa;

R4 npeacTtaensaeT cobon gTop, xnop, 6powm, nog, =0, -(C4-Cg)ankun, -CN;

V npegcraBndaeT cobon

1) reTepoumknun u3 rpynnsl 8-azabuyunkno[3.2.1]JokT-3-mna, N30XMHONMHUNA, NMNEpPUAMHA,
roe ykasaHHbl reTepoLuvKIuIT SBNSIeTCA He3aMeLLleHHbIM UM MOHO-, AW- UK TpU3aMeLleH
Hesasucumo Apyr oT gpyra R™, unu

2) dbeHun, roe dpeHnn (apun) AaBnAeTca He3aMeLeHHbIM UM MOHO-, OW- UNW TpU3ameLleH
He3aBucumo apyr ot apyra R™,

G npegcrasnseT cobor npsamMyto CBA3b,

-(CH,)-NR' m aensetca 0 n R'° aensetca Bogopoaom,

-(CH5),-C(O)-(CH,),,-, rae m asngaetca 0 unn 1, n n aensetca 0,

-(CH)m-C(0)-NR"°-(CH,),-, rae m siBnsietcs 0 unm 1, u n siBnsietca 0, 1 unm 2,

-(CH5)-, rae m aensetca 1;

M npegcraBnsieT coboi

1) atom BogopoAa,

2) dbeHnn,

3) reTepoumKnum, rae reTepoLmKIn ABNAETCA OCTaTKOM rpynnbl, KOTOpast MOXET ObiTb
BblbpaHa 13 azenaHa, asenuHa, 1,4-guasenaHa, 1,2-gnasenuna, 1,3-gnasenuHa, 1,4-
OunasenuHa, nMmmaasona, n3oTmasona, M30Kcasona, U3oKkcasonuaunHa, 2-M30Kcas3onuHa,
KkeToMopdonnHa, KkeTonunepasuHa, mopdonmHa, okcasona, [1,4JokcasenaHa, nunepasuHa,
nunepasnHoHa, NMNepuanHa, NMNepPUaNHOHAa, NMpasnHa, NnupuaasuHa, NupuaasnHoHa, NMpuanHa,
nMpuaoHa, NIMpUMMUanHa, NMpponuanHa, NMPPonNuaAnHOHa, TeTparuaponupaxa, 1,4,5,6-
TeTparngponupuaasnHuna, TeTpasuHa, TeTpasona, Tmaguasona, Tmasona, TmogeHa,
TnomopdgonuHa, 1),6-tnomopcdonuHuna, 1,2,3-tpnasuna, 1,2,4-tpmasmHa, 1,3,5-tpnasmHa,
1,2,3-Tpnasona nnu 1,2,4-tpuasona, rae ykasaHHbl reTepoLmKnun SBnseTcs HesamelleHHbIM
UMM MOHO- UMW AU3aMeLLieH HesaBucuMo Apyr oT apyra R, unu

4) -(C3-Cg)umnknoankun, rae ykasaHHbli LMKIOoankun siBNseTca He3ameLleHHbIM,

R3 npeacraeBnsdeT cobomn

1) aTom BOOOPOAA,

2) aTom ranoreHa,
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3) -(C4-Cy)ankun, rge ankun sBnsieTcsl HeaameLleHHbIM,

4) -(C4-C,)ankuneH-O-R", roe R'® npeactaBnsiet coboii

a) aToM BoAopoaa,

b) -(C4-C,)ankun, rae ankmn ABNsieTCs He3ameLleHHbIM U MOHO-, AN- N TpU3aMeLLeH
HesaBucumo apyr ot apyra R'3, unu

C) 'CF3,

5) -SO¢-R", roe s paBHO 1 unu 2,

6) -(Co-C4)ankunen-C(0)-R',

7) -(Cy-C4)ankunen-C(0)-O-R",

8) -(Co-C4)ankunen-C(0)-N(R")-R"?,

9) -C(0)-0-C(R'%,R"6)-0-C(0)-0-R",

R™ n R'? aensatotcsa HesaBMCUMO Apyr OT Apyra OAMHAKOBLIMU UMW PasinYHbIMU U
npeacTaensAwT cobon

1) atom Bogopoaa,

2) -(C4-Cg)ankun, rae ankun siBnseTcst HesaMelLeHHbIM U MoHo3amelleH R'3,

3) -(Cy-Cg)ankmn-(Cg-C14)-apuin, rae anknn n apun SBnaTCA HE3aBUCUMO APYr OT Apyra
He3aMeLlEeHHbIMU,

4) -O-R" nunn

5) -(Cy-Ce)anknn-(C4-C5)reTepoumknnn, rge ankmn u reTepoumknmn HesaBncmMmo apyr ot
Apyra sIBNSIOTCA He3aMeLLeHHbIMW Uni MoHo3amelleHbl RS, nnu

R" 1 R'2 BMecTe ¢ aTOMOM a30Ta, C KOTOPbIM OHU CBSA3aHbI, MOTYT 06pa30BbIBATL KOMbLIO,
BblOpaHHOE M3 rpynnbl a3enuHa, aseTuauHa, 1,4-anasenana, anokcasona, AnokcasuHa, 1,2-
anasenuHa, 1,3-gmasenuna, 1,4-gnasenvHa, ummngasona, UMMAa3onuHa, UMMaasonuanHa,
n3oTrasona, M30TnasonuauHa, M30TnasonnHa, M3okcasona, N3okcasonuHa, N3oKkcasonuanHa, 2-
M30KCa3oNnHa, keTonunepasnHa, MopdponuHa, [1,4JokcasenaHa, okcasona, nunepasunHa,
nunepuavHa, NupasuHa, Nupasorna, NMpasonnHa, NMpasonuauHa, NupuaasHa, NMpuanHa,
NMPMMUAMHA, NMppona, NMMPPoNManHa, NMPPONUANHOHA, NMMPPONUHA, TETParMApPoONMpPUanHa,
Tnasona, Tvaguasona, TmasonuanHa, TmasonuHa, Tnomopdonuna, 1,2,3-tpnasuna, 1,2,4-
TpuaswuHa, 1,3,5-Tpnasuna, 1,2,3-tpmasona unum 1,2,4-tpnasona, KOTOpbI SABAsIETCA
He3aMelLLeHHbLIM UM MOHO-, An3aMellieH HeaaBucumMo apyr ot apyra R'3,

R'3 npencraBnsieT coboit dpTop, xnop, 6pom, ioa, =0, -OH, -CF3, -(Co-Cs)ankunen-0O-R™0,

R10 npeacrtaensaeTt cobon Bogopoa, -(C4-Cg)ankun,

Ry R npeacTaBnAlT cobon, He3aBUCMMO Apyr OT Apyra, Bogopos, -(C4-Cg)ankun; n

R' npencrasnseT coboit -(C4-Cg)ankun, -(C3-Cg)umknoankun,

BO BCEX UX CTEPEOU3OMEPHLIX (POPMaXx U UX CMECSX B NMIOOOM COOTHOLLEHUM U MX
PU3NONOrM4EeCcKn NePeHOCUMbIE COrK.

4. CoeguHeHune no n.1,

roe R® npeactasnset coboii

1) dbeHnn, roe eHnn aBnaeTcs HesaMeLeHHbIM U MOHO-, On- UNU Tpu3ameLleH
HesaBucuMO Apyr oT apyra R8,

2) reTepouvknun u3 rpynnsl 6eH30THMasonmna, uHaasonuna, NMPUMAKna, rae yKkasaHHbIn
reTepoLMKNMN SBNSETCA HE3aMELLEHHBIM UM MOHO-, OWN- UMW TpU3aMeLLLeH HE3aBUCUMO ApYr OT
apyra R, unu

3) reTepouuknun 13 rpynnsl UMuaasonuna, Nupasonuna, okcasonuna, u3okcasonuna,
TMasonuna, Tmaguasonuna, u3otuasonuna, Tpuasonuna, nupuaasvHuna u nupasvHuna, rae
yKa3aHHbI reTepOoLMKIUIT ABMNSETCA HE3aMELLLEHHbIM UM OOMONTHUTENBbHO 3aMeLLEH OCTaTKOM,
BbIOpaHHbIM 13 rpynnbl NUpManna, 2-nupuauna, 3-npuguna, 4-nnpyavna, nupponuna, 2-
nupponuna, 3-nupponuna, TMeHnna, 2-TueHuna, 3-TueHuna, umugasonuna, nupasonuna,
okcasonuna, u3okcasonuna, Tuasonuna, u3oTuasonuna, nupuaasvHuna n nupasvHuna, rae
yKasaHHbI OCTaTOK SIBMNSETCA HE3aMELLEHHbIM UINN MOHO-, AU- UK TpU3aMeLLeH HE3aBUCUMO

Apyr ot apyra R®,

)-
)-
)-
)-
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R® npencraensiet coboii F, Cl, Br vnu |,

npv ycnosuu, yto R® npeacrasnsiet coboit, no MeHbLUel Mepe, oguH atom ranorexHa, ecnv R°
npeactaBnsaeT cob0ON MOHOLMKITMYECKUIA 6-14-4neHHbIA apur,

noactpyktypa D npeactaenset cobor ocTaToK, BblGpaHHbIA 13 rpynnbl heHuna, nupuanna,
nupponuna, TMeHuna unn TMoeHnna, 1 ABNSeTCs He3amelleHHbIM unn 3amelleH 1, 2, 3
pasa R3

Q npeacTaenseT coboii MeTuneH, -(Co-Cy)ankunen-C(0)-NR10-,

R' npeacTtaengaet cobon atom Bogopoaa, -(C4-Cy)ankmn,

R? npeactaenseT coboii npsmMyto cesA3b,

R'-N-R2-V mMoxeT 06pa3oBbiBaTh 4-8-UneHHYI0 LIMKIUYECKYIO rPYNMy U3 rpynmbl NUnepuamHa
Unu nunepasuHa,

R' npencrasnsieT coboit dptop, xrop, =0, -(C4-Cg)ankun, -CN,

V npegcraBndaeT cobon

1) UMKNMYECKMIA OCTaTOK U3 IPynnbl, CoAepXallen coequHEHUs, KoTopble BbibpaHbl 13 8-
a3abuumkno[3.2.1]okT-3-una, nunepuamnHa, rae ykasaHHbli LMKIIMYECKUIA OCTaTOK SIBNAETCS
He3aMeLLeHHbLIM UM MOHO-, AW- UMW TpU3aMeLLieH HeaaBucumo apyr oT apyra R™, unn

2) dbeHnn, rge eHnn ABnaeTcs HesaMeLleHHbIM U MOHO-, OU- UNU TpusameLlleH
HesaBucuMo Apyr oT apyra R™, unu

G npeacrtaenset cobor NpsMyto CBA3b,

-(CHy), -, rAe m paBHo uenomy umcny 1,

-(CH,)\NR'°- m paBHo uenomy uncny 0 n R'® ansetca Bogoponom,

M npegcraBnsieT coboi

1) atom BogoOpoOAa,

2) reTepoumKnNun, rae reTepoumKnun SBAsSeTca 0CTaTKoM U3 rpynbl, KoTopas MoXeT BbiTb
BblOpaHa 13 a3enaHa, asenuHa, 1,4-anasenaxa, 1,2-anasenuHa, 1,3-anasenuna, 1,4-
OuasenuHa, uMmaasona, n3otuMasona, M3okcasona, u3okcasonuauHa, 2-M3oKkcasonuHa,
keToMopdonnHa, keTonunepasnHa, mopdonuHa, okcasona, [1,4JokcazenaHa, nunepasuHa,
nunepasvHoHa, NunepuauHa, NMNepuanHoHa, NupasnHa, NMpuaasnHa, NMpUAasuHoOHa, NMpUAnHa,
NMPUAOHa, NMMPUMUAUHA, NMPPONMAMHA, NMPPONMANHOHA, TeTparugponupaxa, 1,4,5,6-
TeTparngponupuaasvHuna, Tmaguasona, Tmasona, TmomopdonuHa, 116-tmomopdonmHuna,
TnocpeHa, TeTpasuHa, TeTpasona, 1,2,3-tpuasuna, 1,2,4-tpmasuHa, 1,3,5-tpnasuna, 1,2,3-
Tpuasona unu 1,2,4-Tpnasona, rae ykasaHHbli reTepoLnKnnn ABASEeTCS He3aMeLleHHbIM 1nm
MOHO-, IU3aMeLLieH He3aBMcMMo apyr oT gpyra R,

3) -(C3-Ce)umknoankmn;

R3 npencraeBnsdeT cobown

1) atom Bogopoaa,

2) ranoreH,

3) -(C4-Cy)ankun, rge ankun ABNAeTCA He3aMeLleHHbIM,

4) -(C4-Cy)ankunen-O-R", roe R'® npenctaenset coboii

a) atom Bogopoaa,

b) -(C4-C,)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- UK TpU3aMeLLeH
Hesasucumo Apyr oT gpyra RS, unu

c) -CF3 unu

5) -SOs-R™, roe s paBHoO 1 unu 2,

6) -(Co-C4)ankunen-C(0)-R™,

7) -(Co-C4)ankunen-C(0)-O-R",

8) -(Co-C4)ankunen-C(0)-N(R')-R"?,

9) -C(0)-0O-C(R"5,R"6)-0-C(0)-R",

R" 1 R'2 BMecTe ¢ aTOMOM a30Ta, C KOTOPbIM OHU CBSA3aHbI, MOTYT 06pa30BbIBaTL KOMbLIO,
BblOpaHHOe 13 rpynnbl a3enuHa, aseTnanHa, 1,4-gMasenaHa, gnokcasona, gnokcasuHa, 1,2-
AnasenuHa, 1,3-gmasenuHa, 1,4-gnasenvHa, umugasona, UMuMaasonuHa, UMnMaasonuanHa,
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n3oTrasona, M30Tna3onuauHa, M30Tnas3onnHa, M30Kcasorna, N30KCa3onvHa, N30KCa3onuanHa, 2-
M30KCa30fnHa, KkeTonunepasuHa, mopdonuvHa, [1,4]JokcasenaHa, okcasona, nunepasuHa,
nunepuanHa, nupasunHa, Nnnpasona, nMpasofninHa, NMpasonuanHa, NMpuaasvHa, NpuanHa,
nMpuMugMHa, nuppona, NMpponuanHa, NMPPoONMANHOHA, NMPPOSIMHA, TeTparngponMpuanHa,
Tuasona, TMaguasorna, TMasonuavHa, TuasonuHa, TmomopdgonuHa, Tnodena, 1,2,3-TpuasmHa,
1,2,4-TpnasuHa, 1,3,5-TpmasuHa, 1,2,3-tpuasona unum 1,2,4-tpuasona, rae ykasaHHoe

KOIbLIO SIBNAETCA HEe3aMeLLEeHHbIM UM MOHO-, AV3aMeLLeHo He3aBMcuMo apyr ot gpyra R'3,

R' npencrasnsieT coboit prop, xnop, =0, -OH, -CFj, -(Co-C3)ankunen-0-R°,

R10 npeacrtaensaeTt cobon Bogopoa, -(C4-Cg)ankun,

R' 1 R'® npeacrtaensioT coboii, HezaBrcumo Apyr oT Apyra, Boaopoa, -(Cq-Cg)ankun;

R' npencrasnset coboii -(C4-Cg)ankun, -(Cs-Cg)umknoankun,

BO BCEX UX CTEPEOM3OMEPHBIX (POPMaXx N UX CMECAX B NIOOOM COOTHOLLEHUN U UX
HPU3NONOrM4YECKN NEPEHOCUMBIE CONMN.

5. CoeagunHeHne copmynesl | no n.1,

roe R npencraensieT cobomn

1) dbeHnn, roe eHnn ABNaeTcs He3aMeLeHHbIM UM MOHO-, OW- UNW TpU3ameLleH
HesaBucuMo Apyr oT apyra R8,

2) reTepoumknui, BelbpaHHbIV U3 rpynnbl nHaasonuna, 6eHsoTnasonuna, nMpuauna, rae
YKa3aHHbIN reTepoLMKIUI SBMASIETCA HE3aMELLEHHbIM UM MOHO-, AW- UNN TpU3aMeLLEH
He3aBucumo apyr ot apyra R,

3) reTepoumnknui U3 rpynnsl MUMMaa3onuna, Nupasonuna, okcasonuna, n3okcasonuna,
TMasonuna, Tmaguasonuna, u3otuasonuna, Tpuasonuna, nMpuaasvHuna u nupasvHuna, rae
YKa3aHHbIV reTepoLMKIn SBNSeTCA He3aMeLlleHHbIM U1 OONONHUTENBHO 3aMeLLeH OCTaTKOM,
BbIOpaHHbIM U3 rpynnbl NMpuauna, 2-nnpuauna, 3-nupuguna, 4-nupuauna, nupponuna, 2-
nupponuna, 3-nupponuna, TMeHnna, 2-tueHuna, 3-TmeHuna, UMungasonuna, nupasonuna,
oKkcasonuna, usokcasonuna, Tuasonuna, u3oTuasonuna, nupuaasvHuna n nupasvHuna, rae
yKasaHHbIl OCTATOK SBMAETCA He3aMeLLeHHbIM Unn MoHosamelleH RS,

R® npencraensiet coboii F, Cl, Br, |,

npuv ycrnosuu, 41o R8 npeacTtaensdeT cobow, No MeHbLUeN Mepe, OOUH raforeH, ecnm RO
npeacTaensaeT coboin apuin, KOTOpbIi UMEET 3HaYeHUs!, yKa3daHHbIE BhbILLE,

noacTtpyktypa D npeacraenset coboin ocTaTok, BbiGpaHHbIM U3 rpynnbl peHnna, nupuanna,
NUPPONMNa Unu TModeHnna, 1 SBNAETCA He3aMeLLeHHbLIM 1N 3amelleH 1, 2, 3 unm 4 pasa R,

Q npeacTaenseT coboii MeTuneH nnu -(Co-C,)ankuner-C(0)-NR -,

R' npeactaenset coboii aTom Bogopoaa unu -(C4-Cy)ankun,

R? npencTtaenseT coboii NpsiMyto CBSA3b;

R'-N-R2-V moxeT 06pa3oBbiBaTh 4-7-4neHHYI LIMKITUYECKYIO rPYNMy U3 rpynnbl NunepuamHa
Unu nunepasuHa,

R npencrasnsieT coboit dptop, X1nop, -(C1-Cy)ankun;

V npeactaensaeT cobon

1) UMKNMYECKMIA OCTATOK U3 FPYNnbl, COAEPXKALLEN COeQUHEHMS, KOTOopble BbiOpaHbl 13 8-
a3abuymkno[3.2.1]okT-3-una, N30XMHONMHA, NUNEPUANHA, FAe YKa3aHHbIA LINKINYECKNIA
OCTaTOK ABMSETCH HE3aMELLEHHbIM MU MOHO-, AU- UNN TPU3aMeLLleH He3aBUCMMO ApYr OT apyra
R™ unm

2) dbeHnn, rge eHnn ABnaeTcs HesamMelleHHbIM U MOHO-, OU- UNU TpusameLlleH
HesaBucuMmo apyr oT apyra R,

G npegcrasnsieT coboli NpsiMyto CBA3b,

-(CH5)-, rae m paBHo uenomy umcny 1,

-(CH,)-NR - m paBHo uenomy uucny 0 n R'% snsetcs Bogopoaom,

M npegcraBnsieT cobow

1) aTom BOOOPOAA,

2) reTepouMKInA, rae reTepoLMKIIMn SBNSEeTCS OCTaTKOM, KOTOPbIN MOXET ObiTb BbIOpaH 13
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rpynnsl 1,4-AnasenaHa, keToMopdonuHa, TnodeHa, NMpuaasoHa, nunepuanHa, nunepasuHa,
NMPUAMHA, MMPUMUOWHA, MTUPPONMAMHA, MMPPONUANHOHA, MMPUAOHWNA, UMMAAa3ona, nupuaasvHa,
nupasuHa, 1,2,3-tpmnasuHa, 1,2,4-tpnasuna, 1,3,5-tpmasuHa, 1,2,3-tpnasona, 1,2,4-
Tpuasona, TeTpasuHa, TeTpasona, 1,2-anasenuna, 1,3-guasenvHa, 1,4-guasenuHa, asenuHa,
KeTonunepasumHa, okcasona, n3oKcasorna, M30KCa3onuauHa, 2-n3okcasonvHa, MopdonuHa,
Tnasona, u3oTuasona, TeTparugponupata, 1,4,5,6-tetparngponMpugasvHa, 1)6-
TMomopdonuHnna, Tuaguasona UM TMoMopdonnHa, rae ykasaHHblli reTepoLuKn sBNsieTcs
He3aMelLLeHHbIM UM MOHO-, An3aMellieH HeaaBucumMo apyr ot apyra R,

3) -(C3-Cg)umknoankmn,

R3 npeacraesnsdeT cobown

1) atom BogopoAa,

2) ranoreH,

3) -(C4-Cy)ankmn, roe ankun ABNAeTCA He3aMeLLeHHbIM,

4) -(Co-C4)ankunen-0-R"®, roe R'® npeactaensieT coboi

a) aToM BoAopoaa,

b) -(C4-Cy)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- U TpU3aMeLLeH
Hesasucumo Apyr oT gpyra RS, unu

c) -CF3 unu

5) -SO-R"", roe s paBHO 1 unun 2,

6) -(Cy-C4)ankunen-C(0O)-R™,

7) -(Co-C4)ankunen-C(0)-R,

8) -(Co-C4)ankunen-C(0)-O-R"",

9) -C(0)-0-C(R",R%)-0-C(0)-R",

R 1 R'? aBnsaioTcs He3aBMCUMO Apyr OT Apyra OAMHAKOBLIMUA UMK PasinyHbIMU 1
npeacTaBnsawT coboi

1) aTom BOOOPOAA,

2) -(C4-C,)ankun, rae ankun SBRSeTca HesaMelleHHbIM U MoHo3amelleH R™3,

3) -(Cy-Cg)ankmn-(C5-Cg)umknoankmn,

4) -O-R" nunn

5) -(Cy-Ce)ankmn-(C4-C5)reTepoumknnn, rge ankmn u reTepoumknmn HesaBnucmMmo apyr ot
Apyra sIBNSIOTCA He3aMeLLeHHbIMI UK MoHo3amelleHbl R'3, 1 roe retepoumknun BeIBpaH 13
rpynnbl aseTnanHa, Luknonponuna, uuknodytuna, 4,5-gurngpookcasona, MMMaasonuanHa,
MopdponuHa, [1,4]-okcasenaHa, okcasonuauHa, nunepuanHa, nunepasuHa, nMpponuanHa,
TeTparngpoTnodeHa, TMasonmManmHa unm TmomopdonuHa, nnm

R 1 R'2 BMecTe ¢ aToMOM a30Ta, C KOTOPbIM OHU CBSA3aHbI, 06pa3yioT reTepoLmKInyeckoe
KOmnbLO, KOTOpOE BbIOpaHO U3 rpynnbl aseTuanHa, yukrnonponuna, uuknobytuna, 4,5-
anrngpookcasona, umugasonuanHa, mopdonuna, [1,4]-okcasenana, okcasonuanHa,
nunepuanHa, nunepasvHa, NMpponuanHa, TeTparngpoTmodeHa, TMa3onManHa unm
TMOMOPEONNHA, e yKasaHHOE KObLIO SBMSIETCA He3aMeLLeHHbIM UN MOHO-, An3ameleHo RS,

R npencrasnsiet coboit ptop, =0, -OH, -CF3, -(C3-Cg)umknoankun, -(Cy-Cz)ankunen-O-R10-,

R' npencrasnsiet coboit Bogopoa, -(C4-C4)ankun,

R' 1 R'® npeacraensiot coboii Bogopon, -(C4-C,4)ankun,

R' npepncrasnsiet coboit -(C4-Cg)ankun,

BO BCEX UX CTEPEOU30OMEPHLIX (POPMaXx U UX CMECSX B NMIOOOM COOTHOLLEHUM U MX
PU3MONOrMYeCcKn NePeHOCUMbIE COSN.

6. CoeguHeHne copmynesl | no n.1,

roe R® npencraensieT coboit

1) dbeHnn, roe eHnn aBnaeTcs He3aMeLeHHbIM UM MOHO- UIK An3aMeLLeH He3aBUCUMO
Apyr ot Apyra R®,

2) nMpugun, roe NMpuaun siBNsSeTcs He3amMeLeHHbIM UM MOHO- UK AM3aMeLLEeH HE3aBUCUMO
apyr ot apyra R&, unu
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3) reTepouunKnuI U3 rpynnbl TMaagnasonuna, N3okcasonuna n TMasonuna, rae ykasaHHblii
reTepouUMKN 3amellleH OCTaTKOM, BbIOpaHHbLIM U3 TpynMnbl TUEHWUNA, 2- TUeHuna u 3-TueHnna,
rAe yka3aHHbI OCTATOK SIBMSIETCSH He3aMeLLeHHbIM U MoHo3aMelleHHbIM R,

R8 npencrtaesnsaet cobon F, Cl, Br;

noactpyktypa D npeacTtaBnsieT coboli ocTaToK, BblGpaHHbIA 13 rpynnbl dheHuna, Nupruanna,
nUpponuna, TeHuna, TModeHa v SBMNSETCS He3ameLLeHHbIM U 3amelleH 1, 2, 3 pasa R,

Q npeacrtaenset cobon -CHy-C(O)-NH-, meTune,

R npeacraensiet coboii aTom Bogopoza,

R? npepacTaenseT coboii NpsaMyto CBA3b,

R'-N-R2-V moxeT 06pa3oBbiBaTh 4-8-4neHHYI0 LIMKIUYECKYIO rPYNny, BbIGPaHHYIO 13
nunepvanHa n nunepasuHa,

R' npencrasnsieT coboit dtop, xnop, metun, atun, =0,

V npeactaensaeT cobon

1) ocTaToK, BbIGpaHHbIM M3 rpynnbl, BKAOYatoLwer 8-a3a-omuymkno[3.2.1]okT-3-un,
W30XWHOMWH, NUNEPUANH, TAe YKa3aHHbIA LMKIMYECKUIA OCTaTOK ABMSIETCA HE3aMeLLEHHbIM Ui
MOHO- UNW An3amelleH HesaBucumo apyr ot apyra R™, unm

2) cbeHun, rae beHnn aBnsieTcs He3amMeLeHHbIM UM MOHO- UITK AM3aMeLLeH He3aBUCUMO
napyr ot apyra R,

G npegcrasnsieT coboli NpsiMyto CBA3b,

-(CH,)., rae m pagHo Uenomy uncny 1,

-(CH,)m-NR'® m paBHo uenomy uncny 0 n R'® asnsetca Bogoponom,

M npeactaenseT coboli aToMm Bogopoaa, asenaHun, UMKNonponun, UAKNoGYTUM, LUKIONEHTHS,

LumKnorekcun, ummnaasonun, ketomopdonuHun, mopdonuHun, [1,4Jokcasenanun, nunepasnHun,
NUNePUANHNN, NUNEPUAOHUN, NUPA3UHWI, NMPAa3onU, NMPUAA3UHAN, NTMPUANI, NTUPUMNONW,
nupponuannun, 1,4,5,6-tetparngponupuaasniun, 1)6-TmomopdonmHUn nnm
TeTparngponupaHun, rae ocTaTku ABNAKTCA He3aMeLEHHLIMU UM MOHO- UM An3aMeLLEHbI
He3aBucumo apyr ot apyra R™,

R3 npencraesnsdeT cobon

1) atom BogoOpoAa,

2) goTop, XNop,

3) -(C4-Cy)ankun, roe ankun sBnsieTcsl HeameLeHHbIM,

4) -(Co-Cy)ankunen-0-R"®, roe R'® npeactaensieT coboi

a) aToM Boaopoaa,

b) -(C4-C,)ankun, rae ankmn ABnsieTcs He3aMmeLleHHbIM U MOHO-, AN- N TpU3aMeLLeH
Hesasucumo apyr oT gpyra RS, unu

c) -CF3 unu

5) -SOs-R", roe s pasHo 1 unun 2,

6) -(C-C4)ankunen-C(0)-R™,

7) -(Co-C4)ankunen-C(0)-O-R"",

8) -(Co-C4)ankunen-C(0)-N(R")-R"2,

9) -C(0)-0-C(R'%,R"%)-0-C(0)-0-R",

R 1 R agnaioTcs, He3aBrcMMo Apyr OT Apyra, OAMHAKOBLIMUA UK PasinyHbIMK 1
npeacTaensAwT cobon

1) aTom BOOOPOAA,

2) -(C4-C4)ankun, rae ankun sBnseTcs HesaMeLleHHbIM Unn MoHo3amelleH R, unm

3) -O-R" unm

4) -(Cy-Cg)anknn-(C4-Cq5)retepouunknui, rae ankun u reTepounknmn HesaBucmMmMo apyr ot
Apyra sIBNSIOTCA He3aMeLLeHHbIMI U MoHo3amelleHbl R'3, 1 roe retepoumknun BeIGpaH 13
rpynnsl aseTuavHa, umnaasonuauHa, mopdonuHa, [1,4JokcasenaHa unu nupponuanHa, nnm

R" 1 R'2 BMecTe ¢ aTOMOM a30Ta, C KOTOPbIM OHU CBSA3aHbI, MOTYT 06pa30BbIBATL KOMbLIO,
KOTopoe BbIOpaHOo 13 rpynnbl aseTuanHa, umugasonnavnHa, mopdgonuHa, [1,4]JokcasenaHa,
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nunepasuHa, NMnepyuavHa, NMpponuanHa unm TMoMopdonuHa, rae ykasaHHoe KOnbLo sIBNAETCS
He3aMeLLEeHHbIM 1N MOHO-, An3amMelteHo R13,

RS npencrasnset coboii drop, =0, -OH, -CF3, -(C5-Cg)umknoankun unu -(Cy-Cz)ankunen-O-
R0,

R0 npeacrtaensaeTt cobon Bogopoa, -(C4-Cy)ankun,

Ry R npeacTaBnAlT cobon, He3aBUCMMO Apyr OT Apyra, Bogopos, -(C4-Cy)ankun, n

R' npencrasnsiet coboit -(C4-Cg)ankun,

BO BCEX UX CTEPEON3OMEPHbBIX (POPMax N X CMECSIX B NIIOOOM COOTHOLLEHUU U UX
PU3NONOrM4EeCcKn NEPEHOCUMbIE COrK.

7. CoeguHeHne copmynesl | no n.1,

roe R® npeactasnset coboii

1) dbeHnn, roe eHnn aBnaeTcs He3aMeLeHHbIM UM MOHO- UIn An3aMeLLeH He3aBUCUMO
npyr ot apyra R?,

2) nMpugun, rge NMpuaun sBAseTcs He3ameLLEeHHbIM UM MOHO- UMK AM3aMeLLEeH HE3aBUCUMO
apyr ot apyra R8, nnu

3) reTepouuknun u3 rpynnsl TMagmMasonuna, M3okcasonuna u Tmasonuna, rae ykasaHHbIv
reTepoLUKnMI 3aMeLLeH OCTaTKOM, BbIOpaHHbIM U3 rpynnbl TMEHUNA, 2-TUeHuna u 3-TueHuna,
roe ykasaHHbI OCTaToK SBMSETCA He3aMeLLEHHbIM UM MOHO- UMW AM3aMeLLLEH HE3aBUCUMO OpYyr
oT gpyra R&,

R® npepncraensiet coboii Cl,

nogctpyktypa D npeacrtaBnset cobor ocTaToK, BelOpaHHbIN 13 rpynnbl heHuna, Nupuanna,
TMOeHNNa, TUeHNNa 1 ABNAETCS He3aMeLLeHHbIM unn 3aMelleH 1, 2, 3 pasa R?,

Q npeacrtaenset cobon -CH-C(O)-NH- nnu meTtune,

R' npeacrtaenset coboii atom Bogopoaa,

R? npeactaenseT coboii npsmMyto cesA3b,

R' npencrasnsieT coboit dotop unu =0,

V npegctaensaeT cobon nunepuanHun unu eHun, rae heHnn SBnseTcsa HesameLeHHbIM Unm
MOHO- UMK AM3aMelLieH He3aBMCUMO apyr oT apyra R4,

G npegcraenseT cobor npamyto cesasb unu -C(0)-,

M npencrtaBnsieT cobon atoM Bogopoaa, LUKNonponusi, MoOpdonvHuIi, nunepasMHu,
NUNEPUANHWI, NMPA3UHWUI, MUPUANUN, TMPUMUEUIT, TUPPONUANHUN UK 1)6-TnomopdonuHWn, rae
OCTaTKM ABMASIOTCA HE3aMELLLEHHBIMY UMM MOHO- UMY AM3aMeLLEHbl HE3aBMCMMO APYr OT
Apyra R4

R3 npeacraesnsdeT cobon

1) atom BogopoAaa,

2) pTop, xnop,

3) -(C4-Cy)ankun, rge ankun aBNAeTCA He3aMeLleHHbIM,

4) -(C4-Cy)ankuner-O-R", roe R'® npenctaenser coboi

a) aToM Boaopoaa,

b) -(C4-Cs)ankun, rae ankun aBngeTcs HesaMeLleHHbIM UM MOHO-, AN- U TpU3aMeLLeH
Hesasucumo Apyr oT gpyra RS, unu

C) -CF3,

5)-SO,-R",

6) -(Co-C4)ankunen-C(0)-O-R"",

7) -(Co-C4)ankunen-C(0)-N(R)-R?,

nnm

8) -C(0)-0-C(R"5,R"6)-0-C(0)-0-R",

R 1 R'? agnsioTcs, He3aBUcMMO Apyr OT Apyra, OAMHAKOBLIMUA UK PasinyHbIMK 1
npeacTaBnsaoT cobon

1) aTom BOOOPOAA,
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2) -(C4-Cy)ankun, rae ankun siBnsieTcd HesameLleHHbIM UM MOHO3aMeLLEH HE3aBUCMMO ApYT
ot gpyra R"3, unu

3) -(Cy-Ce)ankmn-(C5-Cg)umnknoankun, unm

R" 1 R'? BMecTe c aTOMOM a30Ta, C KOTOPbIM OHM CBSI3aHbI, MOryT 06Pa30BbLIBAaTH KOMbLIO,
KOTOpoe BbIOpaHO M3 rpynnbl aseTnanHa, mopdonuHa, [1,4]-okcasenaHa unv nunepuaunHa, roe
yKa3aHHOe KOMbLo SBMSETCS He3ameleHHbIM 1N MoHo3amelleHo R13,

RS npencrasnset coboii drop, =0, -OH, -CF3, -(C3-Cg)umknoankun unu -(Cy-Cz)ankunen-O-
R1O,

R0 npencrasnsiet coboit atom Bogopoaa unm -(C4-C,)ankun,

R'® n R'® npeacrasnsiot coboii, HeaaBMCMMO Apyr OT Apyra, aToM BoAopoaa
nnm -(C,-C,)ankun n

R'” npeacrasnset coboii -(C4-Cg)ankun,

BO BCEX UX CTEPEOM3OMEPHbLIX hopMax U UX CMeCHAX B NIIOOOM COOTHOLLEHUN N NX
PU3NONOrM4EeCcKn NepeHoOCUMbIE COrK.

8. CoeanHerne cdopmynebl | no n.1, rae coeanHerHne cdopmynel | NnpeactaensaeT coboun

1) (1-nsonponunnunepunannH-4-un)ammng, 1-[5-(5-xnopTnodeH-2-nn)usokcason-3-unmetmnl-1H-
©eH3onmmaason-2-kapboHOBOW KNCMOTHI,

2) (1-n3onponunnunepnanH-4-un)amug 1-[(4-xnopdgpeHunkapbamonn)metusn]-1H-
©eH3oMmMMaason-2-kapboHOBOW KUCMNOTHI,

3) (1-n3onponunnunepuanH-4-un)amug 1-[(5-xnopnupungnH-2-unkapdamounn)metmn]-1H-
©eH3onmmaason-2-kapboHOBOW KNCMOTHI,

4) (1-nnpnMmuguH-4-unnunepngunn-4-un)ammug, 1-[5-(5-xnoptnodpeH-2-un)nusokcason-3-nnmMeTus]
-1H-6eH30nMmaason-2-kapboHOBOW KMCMNOTHI,

5) meTunosbli acpmp 1-[5-(5-xnopTnodeH-2-mn)msokcason-3-unmetmnl-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCIOTbI,

6) meTunnosbl acump 3-[5-(5-xnopTrnodeH-2-nn)nsokcason-3-unveTunn]-2-(1-
nsonponunnunepuaun-4-nnkapbamomnn)-3H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

7) 1-[5-(5-xnopTrodeH-2-nn)nsokcason-3-unmeTun]-2-(1-n3onponun-nunepuanH-4-
unkapbamowun)-1H-6eH3ommMmaason-5-kapboHOBON KUCIOTbI,

8) 3-[5-(5-xnopTnodeH-2-unnsokcason-3-nnmeTtun]-2-(1-n3onponun-nunepuanH-4-
unkapb6amowun)-3H-6eH3ommMmaason-5-kapboHOBYO KMCAOTY,

9) meTunosbli acpup 1-[2-(5-xnopTrnodeH-2-nn)tmason-s5-unvetnn]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCIOTbI,

10) meTunosbli achup 3-[2-(5-xnopTruodeH-2-nn)tmason-5-unvetnn]-2-(1-
nsonponunnunepugun-4-unkapbamomnn)-3H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

11) 1-[2-(5-xnopTunodeH-2-un)Tnason-5-unmetun]-2-(1-n3onponun-nunepnanH-4-
unkapb6amowun)-1H-6eH3onmmaason-5-kapboHOBYO KMCAOTY,

12) 3-[2-(5-xnopTnodeH-2-un)tnason-5-unmetmn]-2-(1-n3onponun-nunepnanH-4-
unkap6amownn)-3H-6eH3omMmaason-5-kapboHOBYIO KMCHOTY,

13) meTunosbii achmnp 1-[5-(5-xnopTrmodeH-2-nn)msokcason-3-nnmetTunn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

14) meTunosbli achmnp 3-[5-(5-xnopTrnoceH-2-nn)msokcason-3-unmvetTnn]-2-(1-
nsonponunnunepugun-4-nnkapbamomnn)-3H-6eH3ommmaason-4-kapboHOBOW KNCNOThI,

15) 1-[5-(5-xnopTunodpeH-2-un)usokcason-3-nnmeTtun]-2-(1-n3onponun-nunepnanH-4-
unkap6amowun)-1H-6eH3onmmaason-4-kapboHOBYO KMCAOTY,

16) 3-[5-(5-xnoptnodeH-2-un)usokcason-3-nnmeTtun]-2-(1-n3onponun-nunepuanH-4-
unkapbamowun)-3H-6eH3omMmmnaason-4-kapboHOBYIO KMCHOTY,

17) (1-usonponunnunepnaunH-4-un)amug 3-[5-(5-xnopTtnodeH-2-un)mnsokcason-3-unmetun]-3H-
mMmngasol4,5-bjnupnanH-2-kapboHOBOM KUCNOTHI,

18) meTunoBsbIi acup 1-[(5-xnopnupuanH-2-unkapbamonn)meTtun]-2-(1-n3onponunnmunepuanH-
4-nnkapbamownn)-1H-6eH3onmnaason-4-kapGoOHOBOW KUCMOThI,

19) 1-[(5-xnopnupuamnH-2-unkapbamonn)meTtun]-2-(1-n3onponunnunepuanH-4-unkapbamownn)-
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1H-6eH3omMmnaason-4-kapboHOBYIO KUCMOTY,

20) meTunosbi achup 1-[(5-xnopnupuamnH-2-unkapbamonn)metun]-2-(1-n3onponunnmMnepuanH-
4-unkapb6amownn)-1H-6eH3ommmnaason-5-kapboHOBO KUCIOTbI,

21) meTtunosbi acoup 3-[(5-xnopnupunaunn-2-unkapdbamonn)metTunn]-2-(1-ns3onponmnnmunepuant-
4-nnkapbamownn)-3H-6eH3omraason-5-kapboHOBOW KUCMOThI,

22) 1-[(5-xnopnupuamnH-2-nnkapbamounn)meTtun]-2-(1-n3onponunnunepunamnH-4-unkapbamonn)-
1H-6eH30MMnaa3on-5-kapboHOBYO KUCMOTY,

23) 3-[(5-xnopnunpuaunH-2-nnkapbamonn)meTnn]-2-(1-n3onponunnunepuamnH-4-nnkapbamomnn)-
3H-6eH3onmmaason-5-kapboHOBYIO KACIIOTY,

24) 1-3TOKCMKapOOHUNOKCUITUNOBLIN 3chup 1-[5-(5-xnopTuodeH-2-nn)usokcason-3-unmeTnnl-
2-(1-n3onponunnunepuanH-4-nnkapdamonn)-1H-6eH3onmmnaason-4-kapboHOBOW KNCIOTbI,

25) 1-UMKNOrekCMnoKkCcMkapboHNNOKCUaTMNOBbLIN achunp 1-[5-(5-xnopTrmodeH-2-nn)msokcason-3-
unmeTtunn]-2-(1-n3onponunnunepunanH-4-unkapoamoun)-1H-6eHzommmaason-4-kapboHOBOW
KUCIOTI,

26) 4-[(2-rmppokcuatun)amual-2-[(1-nsonponunnunepuanH-4-nn)amma]1-[5-(5-xnoptTmodeH-
2-un)nsokcason-3-unmetun]-1H-6eHzonmmngason-2,4-gukapboHOBON KNCIOThI,

27) (1-usonponunnunepnaunn-4-un)amung 1-[5-(5-xnoptnodeH-2-nn)usokcason-3-unmetun]-4-
(3-rmppokcunasetnamnH-1-kapboHun)-1H-6eH3onmMmaason-2-kapboHOBOW KUCHOTHI,

28) 4-[(2-rngpokcnaTtun)meTtunamual-2-[(1-nsonponunnunepuanH-4-nn)ammg) 1-[5-(5-
xnopTnodeH-2-nn)msokcason-3-unmetun]-1H-6eHsonmmaason-2,4-ankapOboOHOBOW KNCIOTbI,

29) 5-[(2-ruapokcnaTtun)metunamual-2-[(1-n3onponunnunepuamH-4-un)amua) 1-[5-(5-
XNopTnogeH-2-nn)msokcason-3-unmetnn]-1H-6eHzonmmaason-2,5-4MkapOboHOBON KNCNOTHI,

30) (1-usonponunnunepuanH-4-nn)ammng 1-[5-(5-xnoptrodeH-2-un)nsokcason-3-nnmeTus]-5-
(3-rmapokcunaseTnamnH-1-kapboHun)-1H-6eH3ommMmaason-2-kapboHOBOW KUCHOTHI,

31) 1-3TOKCMKapOOHUNOKCUATUNOBBIN 3chup 1-[5-(5-xnopTuodeH-2-nn)usokcason-3-nnmeTunj-
2-(1-n3onponunnunepuamnH-4-unkapbamownn)-1H-6eH3onmnaason-5-kapboOHOBOWN KUCHOTBI,

32) 1-umMKnorekcunokcmkapboHMnokenaTunosbli acpump 1-[5-(5-xnopTnodeH-2-mn)musokcason-3-
unmeTtun]-2-(1-nsonponunnunepunaunH-4-unkapbamonn)-1H-6eHsommmnaason-5-kapboHoBoO
KMCNOTbI,

33) (1-usonponunnunepuanH-4-nn)ammng 1-[5-(5-xnoptnodeH-2-un)nsokcason-3-nnmeTus]-5-
(2-rmppokcunataHcynbgoHun)-1H-6eH3onmmnaason-2-kapOboHOBOW KUCHOTHI,

34) (1-uzonponunnunepuanH-4-nn)amng 1-[5-(5-xnoptTnodeH-2-nn)n3okcason-3-nnmeTun]-6-
(2-rmppokcuataHcynbgoHun)-1H-6eH3onmmnaason-2-kapOboHOBOW KUCTOTHI,

35) 4-[(2-rngpokcuatun)amngl-2-[(1-usonponunnunepuanH-4-un)amng] 1-[(5-xnopnupnaunt-
2-unkap6amoun)metnn]-1H-6eH3ommmnaason-2,4-ankapOoHOBON KNCIOThI,

36) 4-[(2-rngpokcmatun)metunamua]-2-[(1-n3onponunnunepunamnH-4-un)amua] 1-[(5-
xnopnupuanH-2-unkapdamonn)metunn]-1H-6eHsommmnaason-2,4-ukapboHOBON KMCROThI,

37) (1-n3onponunnunepugunH-4-nn)amug 1-[(5-xnopnupnanH-2-unkapbamonn)metun]-4-(3-
rmgpokcmaseTuamH-1-kapooHnn)-1H-6eH3onmmnaason-2-kapGoHOBOW KUCMOThI,

38) 1-3TOKCMKapBOHNNOKCUATMNOBLIN adup 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

39) 1-uMKNorekcMnoKcMKapboHNNOKCMaTMNOBbIN adup 1-[(5-xnopnvpugnH-2-
unkapbamounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapdamownn)-1H-6eH3onmmnaason-4-
KapOOHOBOW KNCIOTbI,

40) [4-(3-okcomopdhonuH-4-un)dpennn]amumg 1-[(5-xnopnmpmanH-2-nnkapdamonn)metmn]-1H-
©eH3oMMMaas3on-2-kapboHOBOW KUCNOTHI,

41) meTnnosebii acup 1-[(5-xnopnupuamnH-2-unkapbamonn)meTtun]-2-[4-(3-okcomopdonmH-4-
un)dpeHunkapdbamomnn]-1H-6eH3onmmaason-4-kapboHOBOW KUCIOThI,

42) [4-(4-okco-4H-nupnaun-1-un)dpermn]ammng 1-[5-(5-xnoptnodeH-2-un)nsokcason-3-
nnmeTtun]-1H-6eH3onmnaason-2-kapboHOBOWM KUCMNOThI,

43) [4-(4-okco-4H-nupnaunn-1-un)permn]ammng 1-(3-metokcnbeHsnn)-1H-6eHsonmmagason-2-
KapOOHOBOW KNCIOTbI,

44) [4-(4-okco-4H-nupngun-1-un)permn]ammng 1-[(5-xnopnupnaunn-2-unkapbamonn)metnn]-1H-
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©eH3oMMMaason-2-kapboHOBOW KUCNOTHI,

45) (8-meTtun-8-azabuuyunkno[3.2.1]okt-3-un)amug 1-[5-(5-xnoptrnodeH-2-nn)msokcason-3-
nnmeTtun]-1H-6eH3onmmnaason-2-kapboHOBOWM KUCMNOThI,

46) [4-(2,4-pnokco-3,4-gurngpo-2H-nupummnant-1-nn)dpenunlammg 1-[5-(5-xnopTmodeH-2-
un)musokcason-3-unmeTtun]-1H-6eH3ommmaason-2-kapboHOBOW KUCIOTHI,

47) [4-(2-okcookcasonuanH-3-un)dennn]amug 1-[5-(5-xnopTnodeH-2-nn)msokcason-3-
nnmeTtun]-1H-6eH3onmmnaason-2-kapboHOBOWM KUCMNOThI,

48) [4-(2-okcookcasonuaunH-3-un)deHun]amug 1-[(5-xnopnupnanH-2-unkapbamonn)metun]-1H-
©eH3oMMMaason-2-kapboHOBOW KUCMNOTHI,

49) [4-(2,4-anokco-3,4-anrnapo-2H-nupumnanH-1-un)dpennnjamua 1-[(5-xnopnvpuanH-2-
unkapbamounn)meTtun]-1H-6eH3onmmngason-2-kapOboHOBOWM KMCAOThI,

50) [4-(4-okconunepuanH-1-un)denunnjammg 1-[5-(5-xnoptTrnodeH-2-nn)msokcason-3-mnmeTnn|
-1H-6eH3onmmnaason-2-kapboHOBON KUCMOTHI,

51) [4-(1,1-anokco-1)\6-TnomopdonuH-4-un)penunjammg 1-[5-(5-xnoptnodeH-2-
un)musokcason-3-unmeTtun]-1H-6eH3nmnaason-2-kapboHOBOW KUCHOTHI,

52) [4-(1,1-anokco-1).6-TnomopdonuH-4-un)penunjammg 1-[(5-xnopnupunaunH-2-
un)kapbamonn)metun]-1H-6eH3nmmnaason-2-kapboHOBOW KUCIOTbI,

53) [4-(2-okco-2H-nnpasuH-1-un)dpennn]ammg 1-[5-(5-xnopTmodeH-2-nn)msokcason-3-
unmeTtunn]-1H-6eH3onmMmaason-2-kapboHOBOM KUCHOTHI,

54) [4-(2-okco-2H-nnpa3un-1-un)denun]amug 1-[(5-xnopnupuanH-2-unkapbamonn)metun]-1H-
©eH3onmMmaason-2-kapboHOBOW KUCNOTHI,

55) [4-(2-okco-2H-nunepasunH-1-un)dpenunnjammng 1-[5-(5-xnoptnodeH-2-nn)musokcason-3-
mnmeTtun]-1H-6eH3onmMmnaason-2-kapboHOBOWM KUCMNOThI,

56) [4-(2-okco-2H-nunepasuH-1-un)dennn]amug 1-[(5-xnopnmpuguH-2-unkapbamounn)meTnn]-
1H-6eH30MMmnaa3on-2-kapboHOBOW KUCIOThI,

57) [4-(3-okcomopdonuH-4-un)derun]ammng, 1-[(5-xnopnmpuamH-2-unkapbamomnn)meTtun]-4-(2-
MeToKcuaTokeun)-1H-6eH3ommnaason-2-kapOoHOBOW KUCIIOThI,

58) 1-[(5-xnopnupuguH-2-nnkapbamonn)metTnnl-2-[4-(3-okcomopdonuH-4-
un)dpennnkapbamonn]-1H-6eH3onmmnaason-4-kapOoOHOBYO KUCMOTY,

59) (1-uszonponunnunepuanH-4-nn)amng 1-[(5-xnopnupnaunn-2-unkapbamonn)metTnn]-5-(3-
rmapokcuaseTnaunn-1-kapooxmn)-1H-6eHzommngason-2-kapOboHOBOW KNCIOThI,

60) (1-n3onponunnunepuaunH-4-nn)amug 1-[(5-xnopnupnanH-2-unkapbamonn)meTtus]-6-(3-
rmgpokcmaseTuamH-1-kapboonHnn)-1H-6eH3onmmnaason-2-kapboHOBOW KUCMOThI,

61) 5-[(2-rngpokcmatun)amngl-2-[(1-nsonponunnunepmnant-4-nn)ammng] 1-[(5-xnopnupunamnt-
2-nnkap6amoun)meTnn]-1H-6eH3oumuaason-2,5-amkapboHOBOM KNCNOThI,

62) 5-[(2-ruppokcnaTtun)amunal-2-[(1-n3onponunnunepunanH-4-un)amua]3-[(5-xnopnupunamH-2-
unkapbamoun)metun]-3H-6eH3onmmnaason-2,5-ankapboHOBON KUCHOT,

63) 5-[(2-rngpokcmatun)metnamua]-2-[(1-n3onponmnnunepunaunH-4-un)amug] 1-[(5-
xnopnupnanH-2-unkapodamonn)metunl-1H-6eH3onmmaason-2,5-ankapOoHOBO KNCIOThI,

64) 5-[(2-rngpokcmatun)metunamunal-2-[(1-n3onponmnnunepunaunH-4-un)amug] 3-[(5-
xnopnupuanH-2-unkapodamoun)metun]-3H-6etoonmmnaason-2,5-0ukapboHOBOM KACNOTHI,

65) 1-UMKIorekcMnoKcMKkapboHNNOKCMaTMUNOBbIN adup 1-[(5-xnopnvpugnH-2-
unkapbamoun)metun]-2-(1-usonponunnunepungunH-4-nnkapbamownn)-1H-6eH3onmngason-5-
KapOOHOBOW KNCIOTHI,

66) 1-LMKIOrekCMnoKCcMKapboHNNOKCMaTMUNOBBIN adup 3-[(5-xnopnmpugunH-2-
unkapb6amounn)meTtun]-2-(1-n3onponunnunepuanH-4-nnkapdamownn)-3H-6eH3onmmnaason-5-
KapOOHOBOW KNCIOTbI,

67) 1-9TOKCMKapPBOHNNOKCUITMNOBLIN adup 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nsonponunnunepugun-4-unkapbamomn)-1H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

68) 1-3TOKCMKapPOOHUNOKCUATUNOBLIN achup 3-[(5-xnopnupuamnH-2-nnkapbamonn)meTnn]-2-(1-
nonponunnunepuanH-4-unkapbamownn)-3H-6eH3onmmagason-5-kapboHOBON KNCIOTbI,

69) 2-rugpokcnatunosbln adup 1-[5-(5-xnopTrnoden-2-unjnsokcason-3-nnmetun]-2-(1-
nsonponunnunepugun-4-nnkapbamomn)-1H-6eH3ommmaason-4-kapboHOBOW KNCNOTHI,
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70) 2-rmgpokcnatunosbln adup 3-[5-(5-xnoptrnodeH-2-unjnsokcason-3-nnmetun]-2-(1-
nsonponunnunepugun-4-unkapbamomnn)-3H-6eH3omMmmaason-5-kapboHOBOM KNCNOTHI,

71) kapbokcumeTnnoBbIn acup 1-[5-(5-xnopTnoden-2-un)nsokcason-3-nnmeTtun]-2-(1-
nsonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

72) 1-(3-meTokcmMbeH3nn)-2-[4-(3-okcomopdonunH-4-un)pennnkapbamownn]-1H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

73) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-5-(2-
rmagpokcmaTaHcynegoHun)-1H-6eHsonmmaason-2-kapboHOBOW KUCHOTHI,

74) (1-n3onponunnunepuaunH-4-nn)amug 1-[(5-xnopnupnanH-2-unkapbamonn)meTtus]-6-(2-
rmapokcmaTaHcynegoHun)-1H-6eHsonmmaason-2-kapboHOBON KUCHOT,

75) ynknonponuMeTMnoBbIn agup 1-[(5-xnopnupnann-2-unkapbamonn)metnn]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmaason-4-kapboHOBOW KNCIOTbI,

76) 2-meTokcuaTunoBsbIn adup 1-[(5-xnopnupnanH-2-unkapdbamoun)meTtur]-2-(1-
nzonponunnunepugun-4-unkapbamoun)-1H-6eH3ommmaason-4-kapboHOBOW KNCNOTHI,

77) (1-nsonponunnunepuanH-4-nn)amng 1-[(5-xnopnupungunn-2-unkapbamonn)meTnn]-4-
rmgpokcmmeTun-1H-6eH3ommmaason-2-kapboHOBOW KUCMOThI,

78) (1-n3onponunnunepugunH-4-nn)amug 1-[(5-xnopnupnanH-2-unkapbamonn)metus]-4-(2-
MeTokcuaTokcumeTun)-1H-6eH3onmnaason-2-kapboHOBOW KUCMOThI,

79) (1-usonponunnunepuanH-4-nn)amng 1-[(5-xnopnupungunn-2-unkapbamonn)meTnn]-4-
(mopdhonnH-4-kap6oHun)-1H-6eH3omMmmnaason-2-kapboHOBOW KUCMOTHI,

80) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnaunn-2-unkapbamonn)mvetnn]-4-([1,4]
okcasenaH-4-kap6oHun)-1H-6eH3omMmnaason-2-kapboHOBOW KUCMOTHI,

81) (1-n3onponunnunepugunnH-4-nn)amug 1-[(5-xnopnupmnanH-2-unkapbamoun)metun]-4-(2,6-
anmetnnnunepuamnH-1-kapboHnn)-1H-6eH3ommmaason-2-kapboHOBOM KUCMOThI,

82) (1-n3onponunnunepugunn-4-nn)amug 1-[(5-xnopnupmnanH-2-unkapbamoun)metun]-4-(4,4-
andpropnunepuamnH-1-kapbonun)-1H-6eH3nmnaason-2-kapOoHOBOW KMCTOTHI,

83) (1-usonponunnunepuanH-4-nn)ammng 1-[(5-xnopnupnaunn-2-unkapbamonn)metnn]-5-([1,4]
okcasenaH-4-kap6oHun)-1H-6eH3onmmaason-2-kapboHOBOW KUCMOThI,

84) 2-rmgpokcmatmnnosbin admp 1-[5-(5-xnoptnodeH-2-unnsokcason-3-nnmetun]-2-(1-
nzonponunnunepugunH-4-nnkapbamomn)-1H-6eH3ommmaason-5-kapboHOBOM KNCNOTHI,

85) kapbokcumeTnnosbi acpup 1-[5-(5-xnopTrmodeH-2-nn)msokcason-3-unmeTnn]-2-(1-
nonponunnunepuanH-4-unkapdamownn)-1H-6eH3onmmagason-5-kapboHOBOM KNCIOTbI,

86) (1-usonponunnunepuanH-4-nn)ammng 1-[5-(5-xnoptnodeH-2-unnsokcason-3-nnmeTun]-4-
(3-meTokcmazeTnamH-1-kapborun)-1H-0eH3ommaason-2-kapboHOBOM KUCMOThI,

87) 2-(1-usonponunnunepuanH-4-nnkapdamownn)-1-(3-metokcnbeHsnn)-1H-6eH3onmmnaason-4-
KapOOHOBYO KMCMOTY,

88) 2-(1-usonponunnunepuanH-4-nnkapdamownn)-3-(3-metokcnbeHsnn)-3H-6eH3onmmnaason-4-
KapOOHOBYO KMCHOTY,

89) 1-[2-(4-xnopdeHun)atun]-2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

90) 3-[2-(4-xnopdeHunn)atnn]-2-(1-nsonponunnunepmanH-4-nnkapdamownn)-3H-
©eH3onmMmaason-4-kapboHOBYO KACIIOTY,

91) (1-usonponunnunepuanH-4-nn)amng 4-(3-rugpokcmnasetTmamH-1-kapbonnn)-1-(3-
MeToKcnbeH3un)-1H-6eH3onmmaason-2-kapboHOBOW KUCIOTbI,

92) (1-usonponunnunepuanH-4-nn)ammng 1-[2-(4-xnopdeHun)atun]-4-(3-rugpokcnasetTmamH-1-
kap6oHun)-1H-6eH3onmnaason-2-kapboHOBOW KNCNOTHI,

93) (1-usonponunnunepuanH-4-nn)amng 1-[2-(4-xnoppeHun)atun]-4-(3-meTokcnaseTnanH-1-
kap6oHun)-1H-6eH3onmnaason-2-kapboHOBOW KUCMOTHI,

94) meTtunosbli achnp 2-(1-n3onponunnunepunamnH-4-mnkapbamounn)-1-(3-metTokcmdeHaun)-1H-
©eH3onmmaason-5-kapboHOBOK KUCNOTHI,

95) meTunosbii achmnp 2-(1-n3onponunnunepuamH-4-kapbamonn)-3-(3-meTokcnbeHann)-3H-
©eH3onmMmaason-5-kapboHOBOK KUCNOTHI,

96) meTunosbli acmp 1-[2-(4-xnopdeHnn)atun]-2-(1-n3onponunnunepnanH-4-unkapbamonn)-
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1H-6eH30MMnaa3on-5-kapOoOHOBOW KUCIOThI,

97) meTtunosbin agup 3-[2-(4-xnopdeHnn)atun]-2-(1-n3onponunnunepuanH-4-unkapbamonn)-
3H-6eH30nmMmaa3on-5-kapboHOBO KMCNOTI,

98) 1-[2-(4-xnopdeHun)atnn]-2-(1-nsonponunnunepmanH-4-nnkapdamownn)-1H-
©eH3oMMMaas3on-5-kapboHOBYO KACIIOTY,

99) 1-(5-xnop6eHso[b]TnodeH-2-nnmeTnn)-2-(1-n3onponunnunepnanH-4-mnkapdamomn)-1H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

100) 3-(5-xnopbeHso[b]TnodeH-2-nnmeTtun)-2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-3H-
©eH3onmMmaason-4-kapboHOBYO KACIIOTY,

101) 1-(5-xnop-1H-nHgason-3-unmetun)-2-(1-n3onponunnunepuamnH-4-nnkapbamownn)-1H-
©eH3onmmaason-4-kapboHOBYO KACIOTY,

102) (1-uzonponunnunepunanH-4-un)ammg 1-[5-(5-xnoptnodeH-2-un)usokcason-3-nnmeTumnj-4-
(4-rmppokcununepunanH-1-kapooHun)-1H-6eH3onmmnaason-2-kapOoOHOBOW KUCHOTHI,

103) meTunosbli adup 1-[5-(5-xnopTruodeH-2-nnjmsokcason-3-unmetnn]-2-(1-
ymknonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmmaason-5-kapboHOBON KNCIOTbI,

104) meTunosbli agup 3-[5-(5-xnopTruodeH-2-nnjmsokcason-3-unmetnn]-2-(1-
yuknonponunnunepuaunH-4-mnkapdamoun)-3H-6eH3onmmaason-5-kapboHOBON KMCMOThI,

105) 1-[5-(5-xnopTrnodeH-2-unjnsokcason-3-nnmeTtun]-2-(1-umknonponun-nunepunanH-4-
unkap6amowun)-1H-6eH3ommMmaason-5-kapboHOBYO KMCAOTY,

106) 3-[5-(5-xnopTnodeH-2-unynsokcason-3-nnmeTun]-2-(1-umknonponun-nunepuanH-4-
unkap6amowun)-3H-6eH3oMmMmaason-5-kapboHOBYO KMCAOTY,

107) 1-[5-(5-xnopTrnodeH-2-unjnsokcason-3-nnmeTtun]-2-(1-umknonponun-nunepunanH-4-
unkapbamowun)-1H-6eH3ommmaason-4-kapboHOBYIO KMCHOTY,

108) 3-[5-(5-xnopTnodeH-2-unnsokcason-3-unmeTtun]-2-(1-umknonponnn-nunepnanH-4-
unkapbamownn)-3H-6eH3ommMmmnaason-4-kapboHOBYIO KMCOTY,

109) meTtunoein acpup 1-[(5-xnopnmpuaunH-2-unkapbamoun)metTmn]-2-(1-
ymknonponunnunepuanH-4-unkapbamownn)-1H-6eH3onmmaason-4-kapGoHOBOK KNCIOTbI,

110) 1-[(5-xnopnupungmnH-2-unkapbamounn)meTun]-2-(1-umknonponun-nunepuanH-4-
unkapb6amowun)-1H-6eH3onmmaason-4-kapboHOBYO KMCAOTY,

111) umknonponunmeTunosbln adup 1-[(5-xnopnupuamnH-2-nnkapbamonn)meTnn]-2-(1-
yuknonponunnunepuaunH-4-unkapdamoun)-1H-6eH3nmmaason-4-kapboHOBOW KACNOTHI,

112) 3-[5-(5-xnoptnodeH-2-un)usokcason-3-nnmetun]-2-(1-nsonponunn-nunepnanH-4-
unkap6amownn)-3H-tneHo[3,4-dJumnaason-6-kapOOHOBYIO KUCMOTY,

113) 3-[5-(5-xnopTnodeH-2-un)usokcason-3-mnmeTtunl-2-(1-n3onponmn-nunepuanH-4-
unkapbamownn)-3H-tneHo[3,4-dJumnaason-4-kapOOHOBYIO KUCMOTY,

114) 3-[5-(5-xnopTnodeH-2-unjnsokcason-3-nnmeTtun]-2-(1-umknonponun-nunepuanH-4-
unkapb6amonn)-3H-tneHo[3,4-dJumnaason-6-kapOOHOBYIO KUCMOTY,

115) 3-[5-(5-xnopTnodeH-2-nnnsokcason-3-unmetun]-2-(1-umknonponnn-nunepnanH-4-
unkap6amownn)-3H-tneHo[3,4-d]ummnaason-4-kapboHOBYHO KUCTIOTY,

116) 6-[(2-rnapokcmaTtun)ammngl-2-[(1-n3onponmnnunepunannH-4-un)ammng] 3-[5-(5-
XnopTnodeH-2-nn)msokcason-3-mnmetun]-3H-tneHo[3,4-djummngason-2,6-gmkapboHoOBON
KUCIOThI,

117) 3-[(5-xnopnupuamnH-2-nunkapbamounn)meTtun]-2-(1-n3onponun-nunepnanH-4-
unkap6amowun)-3H-tneHo[3,4-d]Jumnaason-6-kapObOHOBYIO KUCMOTY,

118) 3-[(5-xnopnupuamnH-2-unkapbamounn)meTtun]-2-(1-n3onponun-nunepnanH-4-
unkapbamownn)-3H-tneHo[3,4-dJumnaason-4-kapOOHOBYIO KUCIOTY,

119) (1-n3onponunnunepugunH-4-nn)amug, 3-[(5-xnopnupmnanH-2-unkapbamounn)metun]-6-([1,4]
okcasenaH-4-kap6oHun)-3H-TneHo[3,4-dJummaason-2-kapboHOBOW KUCMOTHI,

120) meTunosbli admp 3-[5-(5-xnopTnodeH-2-nn)msokcason-3-unmetmn]-2-(1-
nsonponunnunepunanH-4-unkapbamounn)-6-(2,2,2-tpudrtopatokcn)-3H-tneHo[3,4-dlJummaason-4-
KapOOHOBOW KNCIOTbI,

121) 1-[3-(5-xnopTnodeH-2-unynsokcason-s5-nnmeTtun]-2-(1-umknonponun-nunepuanH-4-
unkap6amowun)-1H-6eH3nmmnaason-5-kapOboHOBYIO KMCAOTY,
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122) 3-[3-(5-xnopTrodeH-2-nnnsokcason-5-unnmetun]-2-(1-umknonponnn-nunepnanH-4-
unkapbamowun)-3H-6eH3omMmaason-5-kapboHOBYIO KMCHOTY,

123) 1-[5-(5-xnoptnodeHn-2-un)[1,3,4]tnagnason-2-nnmeTtun]-2-(1-umkno-nponmnnunepuanH-
4-unkapbamownn)-1H-6eH3ommmaason-5-kapboHOBYIO KMCAOTY,

124) 3-[5-(5-xnoptmnodpeH-2-un)[1,3,4]tnagnason-2-nnmetnn]-2-(1-ymkno-nponunnunepuanH-
4-unkapbamownn)-3H-6eH3ommMmaason-5-kapboHOBYIO KMCAOTY,

125) (1-uzonponunnunepunanH-4-un)amug 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtunn]-4-(2-
MeToKcuaTokeun)-1H-6eH3ommnaason-2-kapObOHOBOW KUCIOThI,

126) (1-n3onponunnunepuamnH-4-nn)amug 1-[(5-xnopnupunanH-2-mnkapdamounn)metmn]-4-(2-
3TOKCUITOKCK)-1H-6eH30nMmaa3orn-2-kapboHOBOW KUCMNOTHI,

127) (1-uzonponunnunepuanH-4-un)amug 1-[(5-xnopnupunamnH-2-nnkapbamounn)meTtunn]-4-(2-
rmapokcnatokemn)-1H-6eHzonmmnaason-2-kapboHOBOW KNCIOTbI,

128) meTtunosein agup 1-[(5-xnopnmpugun-2-unkapbamonn)metnn]-2-[2-pTop-4-
(MupponuanH-1-kap6oHnn)deHunkapbamoun]-1H-6eH3omMmmaason-4-kapboHOBOW KACNOTHI,

129) 1-[5-(5-xnopTnodeH-2-unynsokcason-3-nnmeTtun]-2-(1-umknonponun-nmnepuanH-4-
unkapbamownn)-7-meTtun-1H-6eH3ommmaason-5-kapboHOBYO KACMOTY,

130) 3-[5-(5-xnopTnodeH-2-unnsokcason-3-unmeTtun]-2-(1-umknonponun-nunepnanH-4-
unkapbamowun)-7-meTtun-3H-6eH3onmmnaason-5-kapboHOBYO KACIOTY,

nnm

131) (1-uzonponunnunepunanH-4-un)ammg 1-[5-(5-xnoptnodeH-2-un)nsokcason-3-nnmeTumnj-4-
(3-rmgpokcmaseTnaunH-1-kapbonHnn)-5-(2,2,2-tTpudTopatokcn)-1H-6eH3onmmaason-2-kapboHoBOM
KUCIOTbI.

9. dapmaueBTU4eCKUiA Npenapar, coaepxalinii, No MeHbLlen Mepe, 04HO CoeHeHne
dopmynel | N0 0gHOMY UK HeCKonbkMM Nn.1-8, BO BCeX ero cTepeonsoMepHbIX hopMax n nux
CMecsX B NM0GOM COOTHOLUEHUUN U/Minn ero rM3nonornyeckn NepeHocMMbIe CoONn n
hapmaLieBTUYECKM MPUEMINEMBI HOCUTENb, ABMASIOWNIACA 00paTUMbIM UHIMOUTOPOM
depMeHTHoro daktopa Xa n/unu dakropa Vlla cBepTbiBaHUS KPOBU.

10. NpumeHeHne coeguHenna popmMysnbl | N0 0QHOMY UM HECKONBbKUM Mn.1-8, BO BCeX ero
CTEPEON3OMEPHBbIX hopMax U UX CMecHAX B NIOBOM COOTHOLLEHUU U/ ero orM3nonormyeckn
nepeHoOCUMbIX conen Ans nonyvyeHnss apmaleBTUYECKMX NpenapaToB Anst MHIMbuposaHus
dakTopa Xa u/unu cpaktopa Vlla u onst BO3OencTBnsi Ha CBEpPTbIBAHME KPOBU U (oMOPUHONKS.

11. NpumeHenne no n.10 ansa cnydaes aHomarnbHOro obpasoBaHns Tpomba, OCTPOro
WHpapKTa MMoKapaa, cepaeyvyHo-CoOCyAUCTbIX HapyLUeHU, HeCTabnnbHOW CTEHOKapauu,
TpoM603MOONMK, OCTPOW 3aKyNOPKN COCYa0B, CBAA3aHHOW C TPOMOONUTUYECKON Tepanuen unm
NOAKOXHOW TpaHCIOMUHANBLHOM NnacTnyeckon onepaumen Ha cocyaax (PTCA), npexogawmx
NPUCTYNOB ULLIEMWW, YAapa, NepeMeEXatoLLEeNca XpoOMOTbl, 06X0O4HOro COCYyaAUCTOro
LUYHTUPOBaHNSA KOPOHaPHbIX UK Nepudeprnyecknx apTepuin, MIOMUHANBHOMO CY)XEeHUs COCY0B,
pecTeHo3a Mocrne NacTU4eCcKon onepawlmm Ha KOPOHapPHbIX UMM BEHO3HbIX COCYAaX,
noagepxaHuns 40CTyna K pacKpbITOMY COCTOSIHUIO COCyAa Mpu NpoSoSPKUTENBHOM remMmoavanmae
naumneHToB, NATONOrM4YecKoro obpasoBaHns TPOMOOB, UMEIOLLETO MECTO B BEHAX HMKHUX
KOHEYHOCTEN nocrie XMpyprum B OpOLLHOM NONOCTU, KoneHe unu 6eape, pucka nerovyHom
TPOMGO3IMOONUU UNKN AUCCEMUHUPOBAHHOW CUCTEMHOW BHYTPUCOCYAMCTON Koarynonartuu,
MMEKLLEN MECTO B BACKYNSIPHbIX CUCTEMAX BO BPEMS CENTUYECKOrO LLOKA, BUPYCHBLIX MHAEKLNI
Unn pakoBoro 3abonesaHus, Unu ocnabneHnsa BocnanuTensHon peakumm, dombpuHonuaa, unu
neyeHns KOpoHapHoro 3abonesaHusa cepAaua, UHdapkTa MMokapaa, CTeHoKapaMn, pecTeHos3a
COCya0B, Hanpumep, pecTeHo3a nocne nnacTUYecKoln onepauun Ha cocyaax, nogobHon PTCA,
pecnMpaTopHOro ANCTPECC-CUHAPOMA B3POCHbIX, MHOXXECTBEHHOW HELOCTAaTOYHOCTY U
ONCCEMUHUPOBAHHOIO BHYTPUCOCYANCTOrO HapyLUEHWsT CBEPTbIBaHMS KPOBU, TpoMO03a rinyBoknx
BEH 1 TpoMbB0O3a NOBEPXHOCTHbLIX BEH, KOTOPbIE MOTYT UMETL MECTO MOCE XUPYPrnYeCcKomn
onepaumn.

12. Cnoco6 nonyyeHnsa coegmHennsa popmynbi 1V
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N O R21 (IV)
N—R22

|

R23

B koTopoii R%! npeacrasnset coboi

a) aTom Bogopoaa,

b) -(C4-C4)ankvn, roe ankvn SBnsieTcst HeaameLLeHHbIM UK 3aMelleH oauH-Tpu pasa R13,

c) -(Cy-C4ankunretepoapun, rge retepoapun SBnseTca MOHOUMKINYECKUM 4-15-4neHHbIM
reTepoLUmKnMIoM, COAEPXKALLMM OAMH reTepoaTtoM, BblIOpaHHbIN 13 a3oTa, Cepbl UK KUCNOPOAa,
I MOHO-, Ai¥3aMelLleH He3aBnmcumo apyr ot apyra R,

d) -(C4-Cy)ankunretepoumnknun, rae reTepoLmKinnn SBnseTca MoHoUMKIn4ecknm 4-15-
UNEHHbIM reTePOLIMKITMITIOM, COAEPXKALLMM OAMH, Ba, reTepoaToma, BbibpaHHbIX N3 a3oTa, cepbl
WIn KUCNOopoAa, rae yKasaHHbIN reTepOoLMKIINI ABNSETCA He3aMeLlleHHbIM U MOHO-,
An3amelLieH He3aBucMo apyr oT Apyra R® unu gononHmTenbHo 3amelleH MOHOLMKIMYECKUM 4-
15-4neHHbIM reTepoLMKNNIIOM, codepXXallmMM OOuH, ABa reTepoaTtomMa, BblibpaHHbIX N3 a3oTa unm
KMcrnopoaa, rae reTepouuknui SBnseTca He3aMeLLeHHbIM UM MOHO-, AN3aMeLLEeH HE3aBUCUMO
npyr ot apyra R?,

roe R® n R umeloT 3Hauenns, ykasaHHble B n.1 Ans coeanHeHns dopmynsi |,

R?? npeacrasnsieT coboit

a) aToMm Bogoponaa,

b) -(C4-C4)ankvn, roe ankvn SBnsieTcst HeaameLLeHHbIM UK 3aMelleH oauH-Tpu pasa R13,

c) -(Co-C,)ankunretepoapun, rae retepoapun SBNAeTCa MOHOLMKINYECKUM Ui
OMUMKNMYeckum 4-15-4neHHbIM reTepPoLMKINIIOM, CoaepXKallMM OA4MH UK ABa reTepoaToma,
BbIGPAHHbIX 13 @30Ta, U MOHO- WU AU3aMeLLeH He3aBMCUMO apyr oT apyra R&,

d) -(Cy-C4)ankmnretepoLmKknun, rae reTepoLnKInI SBNsAeTCs MOHOLMKNNYECKUM 4-15-
YNEHHbIM FeTEPOLMKITMIIOM, COAEPXaLLMM OAMH, ABa reTepoaroma, BelOpaHHbIX U3 a3oTa, rae
YyKa3aHHbIA reTepoLMKIUI SBMASIETCH HE3aMELLEHHbIM UM MOHO-, AW- UNN TpU3aMeLLEH
HesaBucuMO Apyr oT Apyra R® nnu gononHutensHo 3amelleH MOHOLMKIMYECKUM 4-15-UneHHbIM
reTepouUmKnMInoM, COAEpXKallMM OAVH, ABa reTepoaToma, BbIOpaHHbIX U3 a30Ta UMK KUCNOpPOoAa,
roe reTepoumKnnn SBNSETCA He3aMeLeHHbIM UM MOHO-, AM3aMeLLeH He3aBUCMMO ApYr OT Apyra
RS,

f) R2-V-G-M,

roe R2, R8 R, V, G u M umeloT 3HaueHuns, ykasaHHble B .1 AN coeanHeHns B oopmyne
|, unn noacTpyktypa R2'-N-R2-V B dhopmyne IV MoxeT 06pa3oBblBaTh 4-8-UneHHYH LIMKINYECKYH0
rpynny, cogepxalulyto 1, 2 rerepoatoma, BblIOpaHHbIX 13 a30Ta, r4e ykasaHHas LMKnudeckas
rpynna siBnseTcsa He3ameLLeHHOW UM MOHO-, AW- UMW TpU3aMeLLeHa He3aBMCMMO Apyr OT Apyra
R™ rge octatok R™ nmeet sHaueHuns, ykasaHHble B N.1 ana coeguHenns dopmynsi |,

R?3 npencrasnseT coboit aToM Bogopoaa,

n noacTpyktypa B dopmyne IV

npeacraendaeT cobor 4-8-‘-IJ'IeHHyI-O HacCbILLEHHYIO UM apoMaTUYEeCKYO LUKIMMYECKYLo rpynny,
coaepiKallyro 0,1 rerepoatoma, Bbl6paHHbIX 13 asoTa u cepbl, U ABNAETCS He3aMeLLeHHON unm

sameleHa 1, 2, 3 pas R3, rae R® umeeTt sHaueHns), ykasaHHble B N.1 Ans coeanHerns opmynbl
l,
KOTOpbIN BKMOYaeT B3aMMmodencTesne coeguHeHnsa popmynst V
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B hopmyne V nmeet 3HavyeHus, ykasaHHble onga popmynsl 1V, ¢ nepBUYHBIM aMUHOM, rae
NepBUYHbIA aMWH BbIOpaH 13 rpynnbl
a) NH,-R?', rpe R?" umeeTt 3HaueHns,, ykasarHble ana coopmyns [V, unm
b) NH,-R?-V-G-M, roe R?, V, G u M nMetoT 3HaueHus, ykasaHHble Ans copmynsi [V,
U1 BTOPUYHBIM aMVHOM, TAe BTOPUYHbIA aMWH BbIOpaH 13 rpynnbl
a) coeguHeHus
R21
Ve
H—N
\
R22

roe R%' n R? nmetoT sHauyenus, ykaszaHHble Ans copmynsi 1V, nnm
b) coeguHeHns opmynsi VI

R21
H_

N V—
\RZ/

roe R?', R?, V, G n M umeloT 3HayeHus, ykasaHHble Ans dopmynbi 1V,

npu ycnoeum, uto R?! He sBnsieTca 8-a3abuumkno[3.2.1]JokTaHoM, nnu

npu ycnoeum, uto R2'-N-R?-V He obpasyeT ocTaTok nunepasuHa unu [1,4]anasenana,

B MPUCYTCTBUKN BOAbI, MO MEHbLUEN Mepe, OOHOIO0 OCHOBaHMWS U, MO MEHbLUEN Mepe, OAHOro
CMELLMBAEMOro C BOAOW OpraHNYeCcKoro pacTBOPUTENS, rAe CMeLUNBAEMbIN C BOOOMW
OopraHuM4eckuin pacTeBopuTenb BbibpaH M3 rpynnbl TeTparngpodypaHa, auetoHmTpuna, 1,2-
OMMeToKcuaTaHa, gumeTuncynbdokemnaa, gmokcarda, N,N-gumetnndopmammnga, N-
METURNMPPONNAOHA, aueToHa unu cynbgonaxa.

13. Cnoco6 nonyyeHnsa coegmHennsa popmynbl IV no n.12, roe ocHoOBaHWEM SBNSAETCA
kapboHaT Wweno4YyHoro meTanna, 6ukapboHaTt HaTpud, GukapboHaT Kanus, TPETUYHbBIA aMUH,
TPUITUNAMUH UITN AUU30NPONUNISTUITAMMH.

14. Crnocob nony4veHus coeamHeHnst coopmynsl IV no n.12, rge KonMyecTBo UCNONb3yemMoro
CMelLMBaeMoro ¢ Bogon pacteoputens coctasnset ot 5 go 300 r Ha 1 1 coeguHennsa hopmynbl
V, npegnoytutensHo, ot 10 go 200 r.

15. Crnocob nony4veHuns coeamHeHns opmynsl IV no n.12, roe Temnepatypa peakymm
coctaBnseT oT 5 go 120°C, npegnoytutensHo, oT 10 go 35°C, B yacTtHocTun 25°C.

16. Cnocob nony4veHns coeanHeHnst gopmynsl IX

G—M (VIT)

‘ N O 11{24 R21

[ | (IX)
)—‘—(N)X—N—Rzz

i
H

B KOTOPOW X paBHO Lienomy yucny 1,

R?* ngentnyen R?!, sHaueHmsa koToporo ykasaHbl Anst dopmynsl [V B n.12, n
R?2 umeeT 3HaueHus, ykasaHHble ansa copmynsi 1V,

BKMNIOYaOLLNIA B3auMmoaencrTeme coegmHeHna opmynbl X
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B popmyne X uMeeT 3HavyeHus, ykasaHHble onga popmynbl 1V, ¢ nepBUYHBIM aMUHOM, rae
NnepBUYHbIA aMWH BbIOpaH M3 rpynnbl

a) NH,-N(R?")-R?2, rge R2" 1 R?2 umeloT 3HaueHws,, ykasaHHble ans dopmynsl IV, unm

b) coeauHeHns opmynel Vi

JR21
H,N—N V—
\\RZ/

roe R?, R?', V, G u M umetoT 3HaueHus, yKkasaHHble ans doopmynbl [V, unu

BTOPMYHBIM aMUHOM, rde BTOPUYHLIM aMUHOM SiBNAeTCcHa coeauHeHne gopmynbl VI
RZ24

| /R2{

H—N—N W
\RZ/

G—M (VI)

—G—M (VIITI;

roe R2, R?", R?*, V, G u M uMeloT 3Ha4eHusl, ykasaHHble Ansi popmynsbi [V,

B MPUCYTCTBUKN BOAbI, MO MEHbLUEN Mepe, OOHOIO0 OCHOBaHMWS U, MO MEHbLUEN Mepe, OAHOro
CMELLMBAEMOro C BOAOW OpraHNYeCcKoro pacTBOpUTENS, rAe CMeLUNBAEMbIN C BOOOMW
OopraHuM4eckuin pacTBopuTenb BbibpaH M3 rpynnbl TeTparngpodypaHa, auetoHmTpuna, 1,2-
OuMeToKcuaTaHa, gumeTuncynbdokenaa, amokcaHa, N,N-gumetundopmammnga, N-
METURNMPPONNAOHA, aueToHa nunu cynbgonaxa.

17. Cnocob nony4veHus coeanHeHnss gopmynbl X no n.16, rae ocHoBaHUEM SIBMSIETCA
kapboHaT weno4yHoro metanna, bukapboHaT HaTpus, GukapboHaT Kanus, TPETUYHbIN aMuH,
TPMITUNAMUH UITN AUU30NPONUISTUITAMUH.

18. Cnocob nony4yeHunsa coegmHennsa popmynsl IX no n.16, rae KONMYeCTBO MCMNONbL3YEMOro
CMELLMBaEMOro ¢ BoAoW opraHn4eckoro pacteoputens coctaBnsget oT540300rHa 1 r
coenHeHus copmynel V, npeanodtutensHo, ot 10 go 200 r.

19. Cnocob nony4veHuns coeamHeHns gopmynsl IX no n.16, roe Temnepartypa peakuymm
cocTtaBnsieT oT 5 go 120°C, npegnoytutensHo, oT 10 go 35°C, B yacTtHocTn 25°C.
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