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R° siensie coboio
1) MOHOUMKMiIYHMIA abo GiuukniYHWA  6-14-4uneHHui
apwrn, e apun € MOHo-, Au- abo TpM3aMmilleHuMm, He-
3aneXxHo OAuH Bif 0QHOrO, RS,
2) MOHOUMKNIYHMIA abo BiumkniyHun  4-15-4uneHHui
retepouuknin, BubpaHui i3 rpynu GeHsimigasoniny,
1,3-6eH3ogiokconiny, 6eHsodypaHiny, 6eHsokcasoni-
ny, ©6eHsoTiazoniny, 6eH30TiodeHiny, UMHOMIHINYy,
XpOMaHiny, iHgasoniny, iHAoniny, isoxpomMatiny, i3o-
iHaoniny, isoxiHoniHiny, deHinnipnguny, dpTanasvHi-
ny, NTepuauvHiny, nypuvHiny, nipyauny, nipygoimiga-
3oniny, nipugonipnanHiny, nipugonipumMiguHiny,
nipuMianHiny, XiHasoniHiny, XiHoniny, XiHoKcaniHiny
abo 1,4,5,6-TeTparigponipuaasviHiny, e 3asHayeHui
reTepoumnknin € HesamiweHum abo mMoHo-, au- abo
Tpu3amilleHUM, He3anexHo oAuH Big O4HOrO, RS, abo
3) MoHouwukniyHun abo GiumknivyHMA 4-15-4neHHun
reTepouuknin, wo Mictute 1, 2, 3 abo 4 retepoatomu,
BMOpaHi 3 a3oTy, Cipkm abo KUCHIO, Ae 3a3HayeHun
reTepoumnknin € HesamiweHum abo MoHo-, au- abo
TpU3aMilLeHNM, He3anexHo OAuH Bif OAHOro, RS, i

KA [0AaTKOBO 3aMilleHUA MOHOLMKNIYHUM abo
OiLmKniYHUM 4-15-4neHHMM reTepoLUMKNifoM, Lo Mic-
TMTe 1, 2, 3 abo 4 retepoatomu, BUOpaHi 3 asoTy,
Cipku abo KUCHIO,

e reTepoumknin € HesamilleHum abo MoHo-, au- abo
TpU3aMmiLLeHM, He3anexHo OOuH Bif OAHOrO, RS,

R® siBnsie co6oio

1) ranoreH,

2) -NOg,

3) -CN,

4) -C(0O)-NH,

5) -OH,

6) -NH>,

7) -O-CF3,

8) MoHouukniyHMn abo BiumKNivYHUA  6-14-4neHHni
apun, e apun € MoHo-, an- abo Tpu3amileHuM, He-
3anexHo oAuH Big opHoro, ranoreHoMm abo -O-(Cs-
Cs)-ankinom,

9) -(C+-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
Ho-, Au- abo Tpu3amilleHUM, He3aneXHO OAWH Bif
opHoro, ranoreHoMm, NHz, -OH abo meTtokcusanuiu-
KOM,

10) -O-(C4-Csg)-ankin, ge ankin € HesamiweHum abo
MOHO-, An- abo TpM3aMmilLleHNM, He3anNexXHo OAWH Bif
ofHoro, ranoreHoMm, NHz, -OH abo meTtokcusanuiu-
KOM,

1 1) -SOz-CHa abo

12) -SO,-CF3,

3a YMOBMW, LLO R® siBnsie coboto LLOHANMEHLLIE OAUH 3
ranoreHy, -C(O)-NH; abo -O-(C4-Cg)-ankineHoro 3a-
nvwky, skwo R” aBnsie coboro MoHoUMKMiYHWMIA abo
OiumKnivYHMA 6-14-4neHHUn apun,

MiACTPYKTYpY

ska y cdopmyni | aBnsie coboro 4-8-4neHHy Hacu4eHy,
YacTKOBO HeHacuyeHy abo apomaTuyHy LMKNiYHY
rpyny, wo mictutb 0, 1, 2, 3 abo 4 reTepoatomu, Bu-
6paHi 3 a30Ty, cipkm abo KMCHI, | Sika € 3amileHoto 1,
2,3,4,5a606R”,

abo 3amiweHa 1 abo 2 =0,

3a yMOBM, WO 3a3HaveHa UMKmivyHa rpyna He € deHi-
NbHUM 3anuwkom, Q aBnse coboo NpsMUiA 3B'A30K, -
(Co-Co)-arkineH-C(O)-NR™’-,  -NR'°-C(O)-NR"’-,
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NR'’- -C(O)-, -80z, ~(Ci-Co)-ankinex, ~(CHz)m -NR™-
C(0)-NR"-(CHz)r-,  -(CH2)m-NR'®-C(O)-(CH2)r, -
(CH2)m -S-(CH2)n-, -(CH2)m- C 0)-(CH2)n-, -(CH2)m-SO--
NR'’-(CH2)n-, -(CH2)m-NR™-SO2-(CHg)n-, -(CHa)m-
NR'"-S02-NR'"-(CHo)r-, -(CH2)m-CH(OH)-(CHa)-, -
(CH2)m-0-C(0)-NR'"’-(CHy),-, -(C2-Cs)-ankineH-O-(Co-
Cs)-ankineH, -(C2-Cs)-ankineH-S(0)-, -(C2-Ca3)-
ankinen-S(O)-, ~(CHa)m- NR10 -C(0)-O-(CHz)-, -(Co-
C3) ankineH-S(0)2-NH-(R'%)-, -(C2-Cs)-ankineH-N-
(R')- a60 -(Co-Cs)-ankineH-C(0)-O-(CHaz)m-,
ae R mae 3HauveHHs, BU3Ha4eHi HUxXYe, i ge n i m,
He3anexHo OAdvH Big O4HOro, € 0gHaKoBUMM abo pis-
HUMM | aBRsOTL coboto winiuncna 0, 1, 2, 3, 4, 5 ato
6, Oe ankineHoBi 3anuLKu, ki yTBopeHi -(CH2)m- abo
-(CH2)s-, € HesamiweHumn abo MoHo-, au- abo Tpu-
3aMilleHnMK1, He3anexHo oauH Big OAHoro, rasnore-
HoMm, -NH; abo -OH, abo -(Cs-Cg)-umknoankineHom,
[e uuknoarnkineH € HesamiweHnm abo moHo-, an- abo
TPM3aMilLeHNM, He3anexHoO OAWH Bi4 OQHOro, rarno-
reHOM -NH; a6bo -OH;
R' siBnsie coGoto atom BogHto, -(C1-Ca)-ankin, ge an
Kin € HesaMileHnm abo 3aMILIJ,eHI/IM Big 1 0o 3 R™: -
(C1-Ca)-ankineH-C(0)-NH-R’, -(C1-Cs)-ankineH- C(O)—
O-R MOHOLMKITIYHWIA a60 OiUMKNiYHMA  6-14-
qJ‘IeHHI/II/I apwvn, ge apun € MOHo-, Au- a6o TpVISaMI-
LLeHNM, He3anexHo oavH i ogHoro, R®, ae R® mae
3HaYeHHs, BM3HaYeHi BULLE; MOHOLMKMIYHUIA abo Oi-
UMKNIYHMA 4-15-4neHHUAn reTepoumknin, Wo MiCTUTb
1, 2, 3 abo 4 retepoaTomu, BUOpaHi 3 asoTy, Cipku
abo kucHo; -(Cq-Cs)-nepdropankineH, -(C4-Cs)-
ankineH-S(0O)-(C4-Cs)-ankin, -(C1-Cs)- aJ'IKIJ'IeH S(O)2-
(C1-Ca)-arkin, -(C1-Cs)-ankineH-S(0)>-N(R*)-R*, -(Cs-
Cs)-ankineH-O-(C1-Cy)-ankin,  -(Co-Cs)-ankineH-(Cs-
Cs)-umknoankin ado -(Co-Cs)-ankineH-het, ge het sB-
nse cobol 3-7-YNeHHUA UMKNIYHUIA 3anuLiok, LWo
MicTuTb o 1, 2, 3 abo 4 reTepoaTtomiB, BUOpaHUX 3
asoTy, Cipku abo KWCHI, A€ 3a3HaYeHWr LMKMIYHWUA
3anuvLIoK € HesaMmiweHum abo MoHo-, an- abo Tpusa-
MilLleHMM, He3aneXxHo OAuH Big OAHOro, R ,
R* i R5', He3anexHi oauH Big O04HOro, € 0OgHaKOBMMU
abo pisHuMU i sBNsitOTL coboto atom BoaHo abo -(Cs-
Cy)-ankin,
R® sBnsic coGol npsiMuii 3B'S30k abo -(Cq-Ca)-
ankineH, abo
R'i R pa3oM 3 atomMamy, 3 SIKUMU BOHWU 3B'si3aHi,
MOXYTb YTBOPIOBATU 6-8-UneHHy UMKMivHYy rpyny, Lo
micTuTb 1, 2, 3 abo 4 reTepoatomu, BUOpaHi 3 a3oTy,
Cipkm abo KMCHIO, Oe 3a3HayeHa UMKIiYyHa rpyna €
He3amilueHoo abo MOHo-, Ar- abo TpusamilleHoto,
HesarnexHo oAuH Bif ogHoro, R™, a6o
R'-N-R*V MOXYTb yTBOPIOBaTU 4 -7-4NEeHHY LMKNIYHY
rpyny, wo mictuts 1, 2, 3 abo 4 retepoatomu, BUG-
paHi 3 a30Ty, Cipkv abo KWUCHIO, e 3a3HayeHa LuKIiy-
Ha rpyna € He3amiweHoto abo MoHo-, gn- abo Tpusa-
Mi1|:1|.|.eHoro, He3anexHoO OAWH Big OJHOro, e OAHVUM

R aense coboto ranoreH, -OH, =0, -(C+-Cg)-arkin, -
(C4-C4)-ankoken, -NO2-, -C(0O)-OH-, -CN, -NH,, -C(O)-
0-(C1-Cy)-ankin, -(Co-Csg)-ankin-SO2-(C+-Ca)-ankin,
(Co-Cs)-ankin- SOz -(C4-Cs)-nepcptopankin, -(Co-Cs)-
ankin-SO-N(R'®)-R*', -C O)-NH-(C1-Cg)-ankin, -
C(0O)-N-[(C4-Cs)- aJ'IKIJ'I]z, NR C( 3 NH-(C+-Cs)-ankin,
-C(O)-NHz, -S-R™ abo -C(O)-NH-[(C4-Cg)-
ankin],, ge R i R* asnsiots co6oro Hes3anexHo
OOVH Bifg ogHOro, atom BoaHt, (C1-Cs)-nepdTopankin
abo -(C4-Cg)-anxin,
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V aBnsie coboto

1) 3-7-4NeHHWN UUKNIYHWUIA 3anuULLIOK, Lo MiCTUTb 1, 2,

3 abo 4 retepoatomu, BubGpaHi 3 a3oTy, Cipkn abo

KWUCHIO, A€ 3a3Ha4YeHun LUUKMiYHMA 3anuuloK € Hesa-

MilLleHuMm abo MoHo-, An- a6o TpU3aMilleHUM, Hesa-

NEXHO oauH Big ogHoro, R™

2) 6-14-yneHHun apun, ge apvu'l € He3amiweHuMm abo

MOHO-, AN abo Tpu3amilLleHM, He3anexHo OAWH Big

O[HOrO, R™ a6o

3)M0H0LWIKJ'IILIHI/II7I abo OGiumkniyHu  4-15-4neHHni

reTepouuKnin, Ae 3as3HavyeHUn reTepouuknin € Hesa-

MileHMM abo MOHO-, au- abo TpusamilleHnM, Hesa-

NEXHO oauH Big ogHoro, R™,

G siBnsic coGolo NPsIMMIA 3B'130K, -(CHg)m-NR'%-SO,-

NR'®-(CHg)n-, -(CHa2)m-CH(OH)- (CHa)-, ~(CHz)nr, -

(CH2)m-O-(CH2z)n-, -(CH2)m- C 0)- -NR™ (CHz)n -(CHy)-

SO,- (CHz)n -(CH2)m- -NR' -C(O)- -NR™ -(CH2)n-, -

(CH2)m- -NR' -C(O) (CH2)n-, (CHz)m C(0)-(CH2)n-, -

(CHz) S-(CH2)n-, -(CH2)m- SOZ-NR -(CH2)n-, -(CH2)m-

NR -SOZ'(CHz)n -(CH2)m- NR -, -(CH2)n-O-C(O)-
(CH2)n a60 -(CH2)m- -NR' -C(O) -O-(CH2)n-,

n i m, He3anexHo oAWH Bi4 OAHOro, € O4HAKOBUMU

abo pisHuMK | sBRsAOTL coboto uini uncna 0, 1, 2, 3, 4,

5 abo 6,

M aBnsie coboto

1) atom BoAHHO,

2) -(C4-Cg)-ankin, ge ankin € HesamiweHnm abo mo-

HO-, An- abo TpM3aMilleHUM, He3anexHO OauvH Bif

oHoro, R1

3) -C(O)-N- (R” -R",

4) -(CH2)m- -NR'

5) 6-14- HJ‘IeHHMVI apuvn, ge apun € HesamiweHum abo

MOHO-, An- abo TpM3aMilLleHUM, HE3aNEeXHO OAMH B

ogHoro, R,

6) MoHOUMKNIYHMIA abo OiumkniyHMA  4-15-4yneHHnin

reTepouuknin, e retepouuknin € HesamieHuMm abo

MOHO-, JJ,VI- abo Tpu3amillleHM, HE3anexHo OA4MH B

o[Horo, R™

7) -(C3-Cs)- u,MKJ'loanKin e 3a3HayYeHuni LumKnoarkin e

HesaMilleHnm abo MOHO-, A abo TpusamileHum,

HesanexHo oauH BiA ogHoro, R, aGo

8) 3-7-4neHHU LUKKNiYHUiA SaJ'II/ILIJOK, wo mictutb 1, 2,

3 abo 4 retepoatomu, BubGpaHi 3 asoTy, cipku abo

KUCHIO, A€ 3a3HaYeHUN LMKIIYHUA 3anuloK € Hesa-

MilLleHUM abo MOHOo-, Au- a60 TpI/I3aMILIJ,eHMM Hesa-

nexHo oauH Big oaHoro, R™, ge R'™ mae 3HaueHHs,

BMU3HAYEHI BULLE,

R® siBnsie coboro

1) atom BogHM,

2) ranoreH,

3) -(C4-Cy)-ankin, Ae 3a3HayeHuin ankin € He3amille-

HUM abo MOHO-, An- abo TpusaMilEHUM, He3anexHo

OJVH Big OQHOrO, R’ ,

4) -(C4-Cs3)-nepdTopankin,

5) deHin, ge deHin € He3amiweHm abo MoHo-, Au-

ai?g) TpU3aMilLleHNM, He3anexHo OOWH BiA4 OAHOrO,

R™,

6) -(Co-Ca)-arkineH-O-R"®, ne R" sensie coboio

a) aToMm BOZHIO,

b) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-

HO-, ou- abo Tpu3amillleHUM, He3anexHo OAMH Bif,

ogHoro, R™,

c) -CF3 abo

d) -CHF>,

7) -NOg,

8) -CN,
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9)-SO«R", me s /:l,op|BHroe 1 ab6o 2,
10) - SOt-N(R”) R™ /:l,et/.'l,opleroe 1 abo 2,
11) -(Co-C4)-ankinen-C(0)-R"'
12) -(Co-Ca)-ankinen-C(0)-O-R"",
13) ~(Co-Cy)-ankinex-C(O)- N(R”) R",
14) (Co-C4) anKmeH N(R')-R"

86767

15) -NR" SO -R'
16) -S-R"°
17) (Co-Cz) ankineH-C(0)-O-(Cz-C4)-ankineH-0O-

C(0)-(C1-Cy)-anxin,

18) -C(0)-0-C(R"*,R"®}-0-C(0)-R",

19) -(Co-C2)-ankineH-C(0)-0O-(C,-C4)-ankineH-O-
C(0)-O-(C+-Cs)-ankin,

20) -C(0)-0-C(R™® R™®)-0-C(0)-O-R",

21) -(Co-C4)-ankineH-(Ce-C14)-apun, ge apun € MOHo-,
Av- abo TpM3aMmilLeHNM, HE3ANEXHO OAVH Bif OOHOrO,
R

X
o

\N

ﬁ

\Z/

’\\/
i H
ne Me saBnsie coboro metun, abo
SAKLLO 2 3anunLKn OR'" npuegHaHi 4o CycCiaHiX aToMiB,
BOHW MOXYTb YTBOPIOBATU pa3oM 3 aToMamu, A0 SKUX
BOHW NpueHaHi, 5- abo 6-uneHHe KIJ'IbLl,e O € He-
SaMILIJ,eHVIM abo 3amileHnm Big 1 go 4 R
R?® aBnsie coboro
1) atom BogHMO,
2) ranoreH,
3) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, ou- abo Tpu3aMmillieHVUM, He3anexHo OAMH Bif
o[Horo, R1
4) -(C4-Cs)- nepq)TopanKm
5) -(Co-Ca)-ankineH-O-R'®, e R'® siensie co6oto
a) aToMm BOZHIO,
b) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Ou- abo Tpu3amilleHVM, He3anexHo OAMWH Bif,
o[Horo, R’ ,
c) -CF3 abo
d) -CHF»,
6) -NO2,
7) -CN,
8) -SOs-R"", ne s nopisHioe 1 a6o 2,

i s

6
22) -(Co-Cs)-ankineH-(C4-C1s)-retepounknin, ge rete-
POLMKIIN € He3amilleHMm abo MoHo-, aun- abo Tpusa-
MilLIEHMM, He3aneXXHo OAuvH Bifd OAHOrO, R’ ,
23) -(Co-Cs)-ankineH-(Cs-Cg)-umknoankin, ge umkrnoa-
KN € He3amilleHM abo MoHo-, Au- a6o Tpusamile-
HUM, HE3anexHo oavH BiA oaHoro, R™
24) -(Co-C4)-ankineH-het, ge het € HeBaMiLLl,eHVIM abo
MOHO-, An- abo TpuzamileHnM, He3anexHo oavH Big
oJHoro, R’
25) -(Co-Cy)-ankineH-O-CH,-(C4-Cs)-
nepchopanKmeH CH2 O-(Co-C4)-ankin,
26) -SOu-N(R")-R™, ne wp.opleroe 1 abo 2,
27) ~(Co-Ca)-ankine-C(O)- N(R'")-R",
28) -(Co-C4)-ankineH-N(R'")-R"®, a6o
29) 3annLWoK 3 HACTYMHOro neperiky

0] o
O
\
HO ’
~ /ﬁ\ Q j
NH NH o
4 W oS

9) -SO-N(R'")-R", ,qet,qoplaHroe1 abo 2,
10) -(Co-Ca)-ankineH-C(O)-R"’

11) -(Co-Ca)-ankinen-C(0)-O-R"",

12) (Co-Ca)-ankinex-C(O)- N(R”) R",

13) (Co-C4) anKmeH N(R')-R"™

14) -NR'°-S0,-R"
15) -S-R",
16) -(Co-Cy)-ankineH-C(O)-O-(C,-Cs)-ankineH-O-

C(O)~(C1-Cas)-ankin,

17) -C(0)-0-C(R"® R')-0-C(0)-R",

18) -(Co-Cy)-ankineH-C(O)-O-(C,-Cs)-ankineH-O-
C(0)-0-(C1-Ce)-arin,

19) -C(0)-0-C(R"®* R"®)-0-C(0)-0-R",

20) -(Co-Cs)-ankineH-(Cs-Cg)-umknoankin, ge umkrioa-
KN € He3amilweHM abo MoHo-, Au- abo Tpusamille-
HUM, He3aneXHo oauvH Big OAHOrOo, R’ ,

21) -(Co-Cy)-ankinen-O-CH,-(C4-Cs)-
nepchopanKmeH CHz O-(Co-C4)-ankin,

22) -SOu-N(R")-R™, ne w,u.opleroe 1 abo 2,

23) -(Co-Ca)-ankinen- C(O) (R )R

24) -(Co-C4)-ankineH-N(R'")-R"?, a6o

25) 3anuLIoK 3 HACTYMHOro nepeniky
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ne Me saBnsie coboro meTun, abo

SAKWO 2 3anuLKu -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHU MOXYTb YTBOpIOBATM pa3oM 3 aTomMamu, 0
SIKMX BOHU NMpuedHaHi, 5- abo 6-uneHHe KIJ'IbLI,e wo €
He3aMmilLleHMM abo 3amillieHum Big 1 oo 4 R

R" i R, HesanexHo oauH Big 0gHOTO, € O,EI,HaKOBVIMVI
abo pi3HUMK | ABNAOTL COBOK0

1) atom BogHMo,

2) -(C4-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, ou- abo Tpu3amilleHVUM, He3anexHo OAMWH Bif,
o[Horo, R1

3) - Co-Ce;) ankin-(Cs-Cg)-uuknoankin,

4) -SO+-R"™, fie t popisHIoe 1 a6o 2,

5) -(Co-Ce)-ankin-(Cs-C14)-apun, ge ankin i apun, He-
3aNexHO OOUH BiA OOHOrO, € He3aMileHMmn abo Mo-
HO-, Au- abo TpusaMieHuMun R’ ,

6) -(Cs- C3) nepdropankin,

7)-0-R", a6o

8) (Co-Cs) ankin-(Cs-Cqs)-retepouuknin, ge ankin i
reTepoLuKin, He3anexHo oauH Big, OOHOro, € Hesa-
MilLleHuMn abo MoHo-, au- a6o Tpusamilierumn R™
abo

)th,//)“ im/ﬂez 3 iH
) |
>~ sN ﬁi

R'"iR" pa3oMm 3 aTOMOM a30Ty, 3 KM BOHU 3B'A3a-
Hi, MOXYTb YyTBOpIOBaTU 4-7-4rieHHe MOHOUMUKMiYHe
reTepouuknivyHe Kinbue i3 rpynu, Wo, Ha AoAaTok A0
aToma asoTy, Moxe Mictutn 1 abo 2 ogHakoBux abo
Pi3HMX KiNbLEBMX retepoatomu, BUOpaHi 3 KWUCHIO,
Cipk/ 1 a30Ty; Ae 3a3HayeHe retepouukniyHe Kinbue
€ HesaMmiweHnm abo MOHo-, An- abo Tpu3amilleHuM,
He3ane>|<Ho OJVH Bi OOHOrO, R’ ,
R"™ sBnsie coboto ramoreH, -NO,, -CN, -O, -OH, -CFs,
-qQORWCQNMW%WONm%Rm(QCQ
LMKnoarnkin, gCo-Ca) ankinen-O-R'°, ~ -Si- (CH3)3, -
N(R')-S(0)-R", ne u mopisHioe 1 a6o 2, -S-R"
SO-R"™ pmer p.opleroe 1 abo 2 -S(O)V-N(Rm) R20
Ae v aopieHioe 1 abo 2, -C(0)-R'®, «(C4-Cg)-arkin, -
(C4-Cs)-ankokcu, deHin, d)eHIJ'IOKCI/I- O-CF3, -(Co-C4)-
ankin-C(0)-0-C(R' R'®-0-C(0)-R"", ~-(C4-Cq)-
aJ‘IKOKCI/I(beHIJ'I -(Co-Cy)-ankin- C(O) -O- C(R15 R')-
C(0)-0-R", -(C+-C3)- nepchopanKm -0-R®, -NH-
C(O)-NH- R , -NH-C(0)-0-R™
abo 3anv|m0|< 3 HacTynHoro nepeniKy

Moo e
OH OMe
N/ N/
H )
o) :
H H H

N.__0 N___0O N.__0
wWow W

&AL
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ae Me aBnsie coboto MmeTun,

R* asnsie coboro ranoreH, -NO,, -CN, =0, -OH, -CF3,
-C(0)-0-R", -C(0)-N-(R"®)-R%, -N(R")-R?, -(Co-C3)-
ankinen-0-R'°, -Si-(CHa)s, -N(ng-S(O)u-Rm, ne u
JopiesHioe 1 abo 2, -S-R1°, -SO,-R' , 4e r gopisHioe 1
abo 2, -S(O)-N(R'*)-R®, ne v nopieHioe 1 abo 2, -
C(0)-R", -(C1-Cg)-arikin, -(C1-Cg)-ankokcy, eHinok-

N
I|-| N" “CH, N" “CF,

H

O \/o ’ y o) 0
\( “NH j\;<
o>7H , N‘QO HO ,

Y>:o
IZ\Z
T

Y>:o
O\Z
T

ﬁ/z>:O
Z\Z
T

R10

ne Me aBnsie coboto meTun,
R i R aensiots coboto, He3anexHo oavH Big, oaHo-
ro, BogeHb, -(C4-Cg)-ankin, -(Co-Ca)-ankin-OH, -(Co-

C4)-ankin-O-(C4-Cs)-ankin abo -(C4-C3)-
neg)choganKin,
RS i R asnsiots coboto, He3anexHo oavH Big, 0aHO-

ro, BogeHb, -(C4-Cg)-ankin, abo pasom 3 atomom Byr-
newto, 3 SKMM BOHU 3B'A3aHi, MOXYTb yTBOpIOBaTHN 3-
6-uneHHe kapboumrKnivyHe KinbLe, Lo € He3aMilLeHUM
abo 3amiweHmm Big 1 go 3 R1°, i

R sBnsie coboto -(C1-Cs)-ankin, -(C1-Ce)-arkin-OH, -
(C4-Ce)-ankin-O-(C1-Cs)-ankin, -(Cz-Csg)-umknoankin, -
(C1-Ce)-ankin-O-(C1-Cg)-ankin-(Cs-Csg)-umknoankin, -
(C1-Ce)-ankin-(Cs-Cg)-umknoankin, ge 3asHayeHe uM-
KrnoarkinsHe Kinble € He3amilweHM abo 3amileHUM
1, 2 a6o 3 -OH, -O-(C4-C4)-ankin abo Rm,

y Bcix ii cTepeoizomepHmx dopmax y Oyab-sKkoMy
CniBBIAHOLUEHHI i 1T di3ionoriYyHo NPUAHATHI coni.

2. Cnonyka copmynm | 3a n. 1, ge

R° siensie coboto

1) MOHOUMKMiIYHMIA abo GiuukniyHuMn 6-14-4neHHui
apun, BubpaHui i3 rpynu ceHiny, HadTuny, GideHi-
niny, aHtpuny abo dnyopdeHiny, e apun € MOHo-,
Av- abo TpusamilLieHUM, He3anexHo OauH Big OOHOTO,
R%,
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cu-, O-CFs, -(Co-C4)-arkin-C(O)-O-C(R"® R'®)-O-
C(0)-R", -§C1-C4)-aJ'IK0KCI/I(beHiJ'I, -(Co-Cy)-ankin-
C(0)-0-C(R"™ R")-0-C(0)-0-R", -(C4-Ca)-
nepcPTopanKin, -O-R"®, -NH-C(0)-NH-R", -NH-C(0)-
O-R"

ab0 3anmLUIOK 3 HACTYMHOro Nepeniky

AN /ﬁ\
\Q{ |,:{/OH \ _OMe
0 :

H H H

O
ﬁ i N -

2) reTepoumknin, BubpaHui i3 rpynun 6eHsimigasoniny,
1,3-6eH3ogiokconiny, 6eH3odypaHiny, 6eHsokcasoni-
ny, ©eHsoTiazoniny, 6eH30TiodeHiny, LMHOMIHINY,
XpoMaHiny, iHgasoniny, iHgoniny, isoxpomatiny, iso-
iHOoniny, isoxiHoniHiny, deHinnipuguny, dTanasuHi-
ny, NTepuauvHiny, nypuvHiny, nipyauny, nipyagoimiga-
3oniny, nipugonipuanHiny, nipugonipumiguHiny,
NipUMIAMHINY, XiHa3oniHiny, XiHoniny, XiHoKcaniHiny
abo 1,4,5,6-TeTparigponipugasvHiny, e 3asHadeHui
reTepoumnknin € HesamiweHum abo MoHo-, au- abo
Tpu3aMmiLLeHM, He3anexHo OauH Bif OAHOrO, RB, abo
3) reTepoumknin, e retepoumnknin BubpaHuii i3 rpynu
akpuauHiny, asabeHsimigasoniny, asacnipofekadiny,
aseniHiny, asetuauHiny, asvpuauvHiny, OeHsimigaso-
niny, 6eH3odypaniny, 6eH3oTiodypaHiny, GeH3oTio-
deHiny, 6eH3okcasoniny, 6eH3Tiasoniny, GeH3Tpua-
3oniny, OeHaTeTpasoniny, OeHsizokcasoniny,
OeHsizoTiazoniny, kap6asoniny, 4aH-kap6a3soniny,
KapOboniHiny, XxpoMaHiny, XpoMeHiny, LMHOMiHINy, ae-
KarigpoxiHonininy, 4,5-gurigpookcasoniHiny, Aiokca-
3oniny, JiokcasuHiny, 1,3-giokconaHiny, 1,3-
JiokcorneHiny, 6H-1,5,2-guTiasuHiny, aurigpod-
Top[2,3-b]-TeTparigpodypaHiny, dypaHiny, dypasa-
Hiny, imigasoniguHiny, iMigasoniHiny, imigasoniny, 1H-
iHOasoniny, iHOoNiHINY, iHgoni3uHiny, iHgoniny, 3H-
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iHooniny, i3o6eH3odypaHiny, izoxpomaHiny, i3oiHaa-
3oniny, i30iHOONIHINY, i3oiHAoNINY, i30XiHOMIHINY, i30-
Tiasoniny, izoTiazoniguHiny, i3oTiasoniHiny, i3okcaso-
niny, i3okcasoniHiny, i3okcasoniguHiny, 2-
i3okcasoniHiny, keToninepasuHiny, MopgoniHiny, Ha-
TUPMANHINY, OKTarigapoi3oXiHOMiHiNy, okcadiasoniny,
1,2,3-okcagiasoniny, 1,2,4-okcagiasoniny, 1,2,5-
okcagiasoniny, 1,3,4-okcagiasoniny, 1,2-
okcaTienaHiny, 1,2-okcaTionaHiny, 1,4-okcasenaHiny,
1,2-okcasuHiny, 1,3-okcasuHiny, 1,4-okcasuHiny, ok-
casoniguHiny, okcasoniHiny, okcasoniny, deHaHTpu-
OWHInNy, deHaHTponiHiny, deHasuHiny, geHoTiasuHi-
ny, deHokcartiiHiny, geHokcasuHiny, dTanasuHiny,
ninepasuHiny, ninepuauHiny, NTepuanHiny, nypuHiny,
nipaHiny, nipasuHiny, nipasoniguHiny, nipasoniHiny,
nipasoniny, nipugasuHiny, nipygookcasoniny, nipuao-
imigasoniny, nipugotiazoniny, nipuauny, nipyuMiguHi-
ny, niponiguHiny, niponiguHoHiny, niponininy, 2H-
niponiny, niponiny, XiHasoniHiny, XxiHoniHiny, 4H-
XiHOMi3WHiNy, XiHoKcaniHiny, XiHykniguHiny, teTparig-
podpypaHiny, TeTparigpoi3oxiHomniHiny, TeTparigpoxi-
HoniHiny, 1,4,5,6-TeTparigponipngasvniny, TeTtparig-
ponipuanHiny, TeTparigpoTioeHiny, TeTpasuHiny,
TeTpasoniny, 6H-1,2,5-TiagiasuHiny, 1,2,3-
Tiagiasoniny, 1,2,4-tiagiasoniny, 1,2,5-Tiagiasoniny,
1,3,4-Tiapgiaszoniny, TiaHTpeHiny, 1,2-tiasuHiny, 1,3-
TiasuHiny, 1,4-TiasuHiny, 1,3-Tiazoniny, Tiasoniny,
TiazoniguHiny, TiasoniHiny, TieHiny, TieTaHiny, TieHoTi-
asoniny, TieHookcasoniny, TieHoimigasoniny, TieTaHi-
ny, TiomopdoniHiny, TiodeHoniny, TiodeHiny, Tioni-
paHiny, 1,2,3-tpuasuHiny, 1,2,4-tpuasuniny, 1,3,5-
TpuasuHiny, 1,2,3-Tpuasoniny, 1,2,4-tpuasoniny,
1,2,5-Tpuasoniny, 1,3,4-Tpnasoniny n kcaHTeHiny, ae
3a3HaYeHWIn reTepoLUnKnin € He3amiweHM abo MOHO-
, ,u.m-sa6o TpMU3aMileHM, He3anexHo OavH Bi4 Of4HO-
ro, R, i

SIKUA [OAATKOBO 3aMiLLEHUI reTepouukninomM, sBubpa-
HWUM i3 rpynu akpuauHiny, aszabeHsimigasoniny, asac-
nipogekaHiny, asenininy, aseTnauHiny, asupuauvHiny,
6eHsimigasoniny, 6eH3odypaHiny, 6eH3oTiodypaHiny,
OeHsoTiocbeHiny, 6eH3okcasoniny, GeHaTiazoniny,
OeHsTpuasoniny, 6eHaTeTpasoniny, 6GeH3izokcasoni-
ny, 6ensisoTiazoniny, kapbasoniny, 4aH-kap6asoniny,
KapOoniHiny, XpoMaHiny, XpoMeHiny, LMHOMiHiINy, ae-
KarigpoxiHoniHiny, 4,5-gurigpookcasoniHiny, Aiokca-
3oniny, JiokcasuHiny, 1,3-giokconaHiny, 1,3-
JiokcorneHiny, 6H-1,5,2-guTiasuHiny, aurigpod-
Top[2,3-b]-TeTparigpodypaHiny, dypaHiny, dypasa-
Hiny, iMigasoniguHiny, iMigasoniHiny, imigasoniny, 1H-
iHOasoniny, iHAoNiHiNY, iHgonisuHiny, iHgoniny, 3H-
iHooniny, i3o6eH3odypaHiny, i3oxpomaHiny, i3oiHaa-
30niny, i3oiHOoNiHINY, i3oiHAONINY, i30XiHONIHINY, i30-
Tiazoniny, isoTiasoniguHiny, i3oTiasoniHiny, isokcaso-
niny, i3oKkcasoniHiny, i3okcasoniguHiny, 2-
i3oKkcasoniHiny, ketoninepasuHiny, MopdoniHiny, Ha-
PTUPUAKHINY, OKTarigpoi3oxiHoniHiny, okcadiasoniny,
1,2,3-okcagiasoniny, 1,2,4-okcapgiasoniny, 1,2,5-
okcagiasoniny, 1,3,4-okcagiasoniny, 1,2-
okcarienaHiny, 1,2-okcaTionaHiny, 1,4-okcasenaHiny,
1,2-okcasuHiny, 1,3-okcasuHiny, 1,4-okcasuHiny, ok-
casoniguHiny, okcasoniHiny, okcasoniny, geHaHTpu-
OWHINy, deHaHTponiHiny, deHasuHiny, dgeHoTiasuHi-
ny, deHokcariiHiny, ¢eHokcasuHiny, dTanasuHiny,
ninepasuHiny, ninepuauHiny, NTepuanHiny, nypuHiny,
nipaHiny, nipasuHiny, nipasoniguHiny, nipasoniHiny,
nipasoniny, nipugasuHiny, nipugookcasoniny, nipuao-
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imigasoniny, nipugoTiasoniny, nipuauny, NipuMignHi-
ny, niponiguHiny, niponiguHoHiny, niponiHiny, 2H-
niponiny, niponiny, XiHasoniHiny, XiHoniHiny, 4H-
XiHONI3WHINy, XiHOKcaniHiny, XiHykniguHiny, Tetparig-
podpypaHiny, TeTparigpoi3oxiHoniHiny, TeTparigpoxi-
HoniHiny, 1,4,5,6-TeTparigponipnaasuHiny, TeTtparig-
ponipuaunHiny, TeTparigpoTioeHiny, TeTpasuHiny,
TeTpasoniny, 6H-1,2,5-TiagiasuHiny, 1,2,3-
Tiagiasoniny, 1,2,4-tiagiasoniny, 1,2,5-Tiagiasoniny,
1,3,4-Tiapiazoniny, TiaHTpeHiny, 1,2-TiasuHiny, 1,3-
TiasuHiny, 1,4-tiasuniny, 1,3-tiazoniny, Tiasoniny,
TiazoniguHiny, TiazoniHiny, TieHiny, TieTaHiny, TieHOTi-
asoniny, TieHookcasoniny, TieHoiMigasoniny, TieTaHi-
ny, TiomopdoniHiny, TiodeHoniny, TiodeHiny, Tioni-
paHniny, 1,2,3-tpuasuHiny, 1,2,4-tpuasuniny, 1,3,5-
TpuasuHiny, 1,2,3-Tpuasoniny, 1,2,4-tpuasoniny,
1,2,5-tpuasoniny, 1,3,4-Tpnasoniny n KcaHTeHiny, ae
reTepoumnknin € HesamiweHum abo moHo-, au- abo
TpU3aMmiLLeHM, He3anexHo OOuH Bi OAHOrO, RS,

R® aBnsie co6oto

1) ranoreH,

2) -NOg,

3) -CN,

4) -C(O)-NHa,

5) -OH,

6) -NH>,

7) -O-CFs3,

8) MoHouukniyHMn abo BiumkniYHUA  6-14-4neHHuiA
apwvrn, e apun mMae 3HaJeHHs, BU3HaYeHi BuLLe, i ge
apwn € MOHO-, Au- abo TpusaMmilleHUM, He3anexHo
O[OMVH Bifg ogHOro, ranoreHom abo -O-(C1-Cg)-ankinom,
9) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Au- abo Tpu3aMilleHWM, He3anexHo OAMH Bia
oAHoro, ranoreHoMm, NHz, -OH abo meTtokcusanuiu-
KoM,

10) -O-(C4-Cg)-ankin, ge ankin € HesamilieHm abo
MOHO-, AW- abo TpM3aMileHNM, He3anexHo oavH Big
ofHoro, ranoreHoMm, NHz, -OH abo meTokcusanuiu-
KoM,

11) -SOz-CH3, abo

12) -SO,-CF3,

3a ymoBM, o R® siBnsie coboio LoHaiMeHLLIEe OfuH 3
ranoreHy, -C(O)-NH2 abo -O-(C4-Cg)-ankinbHoro 3a-
TINLLKY, AKLWO R° sBrsie coboo MOHOLIMKMiYHUA abo
BiumKkniYHNA 6-14-4neHHUn apwn, e apun Mae 3Ha-
YeHHs1, BU3HayeHi BuLLe,

nigcTpyktypa D siBnsie coboto 3anuiiok, BubpaHui i3
rpynu asetugvHy, aseTuHy, a3okaHy, a3oKaH-2-OHy,
LMKNOBYTWAY, LUKIOOKTaHY, LMKIOOKTEHY, LIMKMOMNeH-
TUNY, UMKIIOreKCUny, UMKIorenTuny, LUKNOOKTUIY,
1,4-piasenaHy, 1,2-giaseniny, 1,3-giasenivy, 1,4-
Jiaseniny, [1,4]nia3okaHy, [1,2]pia3okaH-3-0Hy,
[1,3]aiasokaH-2-0HY, diokcasorny, AioKcasuHy, AioKCco-
ny, 1,3-giokconeny, 1,3-giokconaHy, dypaHy, imiga-
3ony, iMigasoniHy, imigasoniguHy, isoTiazony, i3oTia-
30MianHy, i30Tia3oniHy, i30Kcasony, i30KcasoniHy,
i3okcasoniguHy,  2-isokcasorniHy, KeTomninepasuHy,
MopdoniHy, 1,2-okcatienaHy, 1,2-okcationaHy, 1,2-
okcasuHy, 1,3-okcasuHy, 1,4-okcasuHy, okcasony,
[1,4]okcasokaHy, [1,3]okca3okaH-2-OHy, OKCeTaHy,
OKCOKaHy, OKCOKaH-2-OHy, ninepasvHy, ninepuguHy,
nipady, nipasuHy, nipasony, nipasoniHy, nipasonigu-
Hy, mipndasuHy, nipuauHy, nipuMiguHy, nipony, nipo-
nigvHy, niponignHoHy, niponiny, 5,6,7,8-teTparigpo-
1H-a3oumnH-2-oHy, TeTparigpodypaHy, TeTparigponi-
paHy, TeTparigponipuauHy, TeTpasvHy, TiagiasuHy,
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Tiagiasony, 1,2-Tia3uny, 1,3-TiasuHy, 1,4-TiasuHy, 1,3-
Tiazony, Tiasony, TiasoniguHy, Tias3oniHy, TiETaHy,
TiokaHy, TiokaH-1,1-giokcuay, TiokaH-1-okcuay, Tio-
KaH-2-0Hy, TiomopdoniHy, TiopeHy, TionipaHy, 1,2,3-
TpuasunHy, 1,2,4-tpnasundy, 1,3,5-TpuasunHy, 1,2,3-
Tpuasony abo 1,2,4-Tpuasony, i € He3amiweHow abo
3amiweHoto 1, 2, 3, 4, 5 abo 6 st, abo 3amiweHa 1
abo 2 =0,
Q saBnge coboto npaAmMuUn 3B'A30K, -(Co-Cy)-ankineH-
C(0)-NR'"-, -NR"-C(0)-NR"-, -NR"’-C(0O)-, -SO»-, -
(C+1-Cs)-ankineH, -(CHz)m-NR'’-C(O)-NR'®-(CHy)-, -
(CH2)m-NR'"-C(0)-(CH2)n-,  -(CH2)m-S-(CH2)e-, -
(CH2)m-C(O)-(CHa)r-,  -(CH2)m-SO2-NR'%-(CHa),r-,
(CH2)m-NR'"-S02-(CH2)n-,  -(CH2)m-NR'%-SO,-NR-
(CH2)n-, -(CH2)m-CH(OH)-(CH2)r-, -(CH2)m-O-C(O)-
NR'®-(CHy)n-, -(C2-Ca)-ankineH-O-(Co-Cs)-ankineH, -
(C2-Cs)-ankinen-S(0O)-,  -(Cz-Cs)-ankineH-S(O),
(CH2)m-NR'°-C(O)-0O-(CHa)n-, -(C2-Cs)-ankineH-S(O)z-
NH-(R'%)-, -(Co-Cs)-ankinen-N-(R')- a6o -(Co-Cs)-
ankineH-C(0)-0O-,
oe R' mae 3Ha4YeHHs, BM3HA4YeHi HWx4e, i ge n i m,
He3anexHo OAWH Bif OAHOro, ofHakoBi abo PpisHi i
ABNATb coboto Uini uncna 0, 1, 2, 3, 4, 5 abo 6, ae
ankineHosi 3anuuwiku, ski ytBopeHi -(CH2)n- abo -
(CH2)n-, € He3amileHnmn abo MoHo-, an- abo Tpusa-
MiLLLeHMMW, He3anexHo OAWH Bif, OAHOrO, rarloreHoMm,
-NH; abo -OH, abo -(Csz-Cs)-umknoankineHom, ne
uMknoarsnkineH € HesamileHum abo MoHo-, au- abo
TPM3aMilLeHNM, He3anexHoO OAWH Big4 OQHOro, rarno-
reHom, -NH, a6o -OH;
R' asnsie cobolo aTom BofHto, -(C4-Cys)-ankin, ge an-
Kin € HesamilweHnm abo 3amiweHum Big 1 0o 3 R13; -
(C1-Cs)-ankineH-C(0)-NH-R®, -(C1-Cs)-ankineH-C(O)-
O-R"™, apun, BuGpaHuit 3 deHiny, HadTuny, GicbeHi-
niny, aHTpuny abo dnyopeHiny, Ae apun € MOHO-, Au-
abo Tpu3aMmilLleHMM, HE3aNEeXHO OAWH Big OQHOrO, R8,
Ae R® Mae 3HaueHHs|, BU3HaueHi BULLE;
MOHOLUMKMIYHMIA abo BiuukniyHniA 4-15-4neHHui reTe-
POLMKNIN, O MA€e 3HAYEHHSs1, BU3HAYEHI BULLE;
-(C1-Cs)-nepdropankineH, -(C4-Cs)-ankineH-S(0O)-(C+-
Ca)-ankin, -(C4-Cs)-ankineH-S(O)z-(C+-Cs)-ankin, -(Cs-
Cs)-ankineH-S(0)-N(R*)-R*, -(C4-Cs)-ankineH-O-(C,-
C4)-ankin, -(Co-Cs)-ankineH-(Cs-Cs)-uuknoankin abo -
(Co-Cs)-ankineHn-het, ne het sBnsie cobolo 3anuLUoK,
BMOpaHWM 3 aseniHy, aseTWauHy, asvpuauHy, asvpu-
Hy, 1,4-giazenaHy, 1,2-giasenidy, 1,3-giaseniny, 1,4-
JiaseniHy, giasavpuauvHy, giasvpuHy, giokcasony, giok-
casuHy, paiokcony, 1,3-giokconeHy, 1,3-giokconaHy,
dypaHy, imigasony, imigasoniHy, iMigasoniguHy, iso-
Tiazony, i3oTiasoniguHy, i3oTia3oniHy, i30kcasony,
i3okcasoniHy, i3okcasonigunHy, 2-i3okca3oniHy, KkeToni-
nepasuHy,  MopdoniHy, 1,4-okcasenaHy, 1,2-
okcaTtienaHy, 1,2-okcaTtionaHy, 1,2-okcasuHy, 1,3-
oKkcasuHy, 1,4-oKca3uHy, OKCa3orly, OKCa3VpuauHy,
oKcupaHy, ninepasuHy, ninepuauHy, nipaHy, nipasuHy,
nipasony, nipasoniHy, nipasonigvHy, nipuaasuHy, ni-
puaunHy, nipumiguHy, nipony, niponiauHy, niponignHo-
HYy, NiponiHy, TeTparigponipuauHy, TeTpasuHy, TeTpa-
3ony, TiagiasuHy, Tiagiasony, 1,2-tiasuHy, 1,3-
TiasuHy, 1,4-TiasuHy, 1,3-Tiasony, Tiasony, Tiazonigu-
Hy, TiasoniHy, TieHiny, TieTaHy, TiomopdoniHy, Tioni-
pany, 1,2,3-Tpnasuny, 1, 24-tpmasumHy, 1, 3,5-
TpuasuHy, 1,2,3-Tpuasony abo 1,2,4-tpuasony, ne
3a3HayeHa UMKMiYHa rpyna € HesamilieHoo abo mo-
HO-, On- abo Tpu3aMilLleHO, He3anexHo OAMH Bif
o[Horo, R ,
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R i R5‘, He3anexHo oAWH Big O4HOro, € 04HaKoBMMU
abo pi3HMMM | siBNsIIOTL coboto aTtoM BoagH abo -(Cs-
Cy)-arnkin,

R® sBnsie coGol npsiMMii 3B'S30K abo -(C1-Ca)-
ankineH,

R'i R pa3oM 3 aTomMamu, 3 SIKUMW BOHU 3B's3aHi,
MOXYTb YTBOPIOBATU 6-8-YNeHHU UMKNIYHUIA 3anu-
LIOK, BUOpaHWI i3 rpynu a3okaHy, aszokaH-2-oHy, 1,2-
JiaseniHy, 1,3-giaseniny, 1,4-piaseniHy,
[1,4]piasokany, [1,2]gia3okaH-3-oHy, [1,3]oia3okaH-2-
OHY, AiokcasuHy, [1,4]giokcokaHy, diokcony, KeToni-
nepasvHy, mopdoniHy, 1,2-okca3unHy, 1,3-okcasuiHy,
1,4-0KCa3nHy, OKCOKaHy, OKCOKaH-2-OHy, ninepasuHy,
ninepuavHy, nipaHy, nipasuHy, nipugasuHy, nipumiau-
Hy abo 5,6,7,8-TeTparigpo-1H-a3oumH-2-oHy, ge 3a-
3Ha4eHa UMKIiYHa rpyna € HesamiweHoro abo MOHO-,
au- abo TpY3aMmilLeHo, He3anexHo OAWH Bif OAHOrO,
RM, abo

R'-N-R%V MOXYTb YTBOPOBaATU 4-7-4NEeHHY LMKNIYHY
rpyny, BubpaHy 3 aseniHy, aseTuauHy, Aiokcasony,
JioKkcasuHy, 1,2-giaseniny, 1,3-giaseniny, 1,4-
JdiaseniHy, iMigasony, imigasoniHy, iMigasoniguHy,
i3oTiasony, i3oTiasoniguHy, i3oTia3oniHy, i3okcasony,
i3oKca3oniHy, i3okca3oniauHy, 2-i3okca3oniHy, keToni-
nepasuHy, mMopdoniHy, okcasony, ninepasuHy, nine-
puauHy, nipaswHy, nipasony, nipasoniHy, nipasoniau-
Hy, nipvgasuHy, nipuauHy, nipuMigauHy, nipony,
niponiavHy, niponiauMHOHy, NiponiHy, TeTparigponipu-
OWHy, TeTpasuHy, TeTpasony, Tias3ony, Tiagiasony,
TiazoniguHy, TiazoniHy, TiomopdoniHy, 1,2,3-
TpuasunHy, 1,2,4-tpuasuHy, 1,3,5-tpuasunHy, 1,2,3-
Tpuasony abo 1,2,4-Tpuasony, e 3asHayeHa LMKMiY-
Ha rpyna € He3amileHoto abo MoHo-, an- abo Tpusa-
MiLLlEHOI0, He3aneXXHo OAMH Bif OOHOrO, RM,

R aense coboro dTop, xnop, 6pom, rog, -OH, =0, -
(C4-Cg)-ankin, -(C4-Cs)-ankokcu, -NOz-, -C(O)-OH-, -
CN, -NHjy, -C(O)-O-(C+-C4)-ankin, -(Co-Cs)-ankin-SO,-
(C4-C4)-arnkin, -(Co-Cs)-ankin-SO,-(C1-C3)-
nepdToparkin, -(Co-Cs)-ankin-SO2-N(R'®)-R*", -C(Og—
NH-(C:-Cg)-ankin, -C(O)-N-[(C+-Cg)-ankin]z, NR'®-
C(O)-NH-(C1-Cg)-anin, -C(O)-NH,, -S-R'® abo NR'-
C(0O)-NH-[(C1-Cs)-ankin]y,

ne R'® i R?' asnsots coboto, He3anexHo oavH Bif
ogHoro, aTtoM BogHi, -(C4-Cz)-nepcbropankin abo -
(C1-Ce)-anin,

V aBnse coboto

1) MOHOUMKMiYHMIA abo GiuukniyHUA  6-14-4uneHHui
apun, BuOpaHwui 3 deHiny, HadTuny, OGideHrininy,
aHTpuny abo dryopeHiny, e apun € MoHo-, an- abo
Tpu3amilleHUM, He3anexHo OauH Big O4HOrO, RM,

2) reTepoumknin, BubpaHuii i3 rpynu akpuauHiny, 8-
a3abiuukno[3,2,1]okT-3-uny, asaingon(1H-
nipononipnavHy), asabeHsimigasoniny, asacnipoge-
KaHiny, aseniHiny, aseTuauHiny, asvpuauvHiny, 6eHsi-
Migasoniny, 6eH3odypaHiny, OGeH3oTiodypaHiny,
6eH3oTiodbeHiny, ©eH3okcasoniny, OeHaTtiasoniny,
6eH3Tpuaszoniny, OeH3TeTpasoniny, OGeH3izokcasoni-
ny, 6eHsisoTiasoniny, kapbasoniny, 4aH-kap6asoniny,
KapObOoniHiny, XpoOMaHiny, XpoMeHiny, UMHOMiHINy, ae-
KarigpoxiHoniHiny, 1,4-piasenaHy, 4,5-
aurigpookcasoniHiny, — Aiokcasoniny,  AiOKCasuHiny,
1,3-giokconatiny, 1,3-giokconeHiny, 6H-1,5,2-
aunTiasuHiny, aurigpodpTtop[2,3-b]-
TeTparigpodypaHiny, dypaHiny, dypasaHiny, imiga-
3oniguHiny, imigasonininy, imigasoniny, 1H-
iHaasoniny, iHgoniHiny, iHAonisuHiny, iHgoniny, 3H-
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iHooniny, i3o6eH3odypaHiny, izoxpomaHiny, i3oiHaa-
3oniny, i30iHOONIHINY, i3oiHAoNINY, i30XiHOMIHINY, i30-
Tiasoniny, izoTiazoniguHiny, i3oTiasoniHiny, i3okcaso-
niny, i3okcasoniHiny, i3okcasoniguHiny, 2-
i3okcasoniHiny, keToninepasuHiny, MopgoniHiny, Ha-
TUPMANHINY, OKTarigapoi3oXiHOMiHiNy, okcadiasoniny,
1,2,3-okcagiasoniny, 1,2,4-okcagiasoniny, 1,2,5-
okcagiasoniny, 1,3,4-okcagiasoniny, 1,2-
okcaTienaHiny, 1,2-okcaTionaHiny, 1,4-okcasenaHiny,
1,2-okcasuHiny, 1,3-okcasuHiny, 1,4-okcasuHiny, ok-
casoniguHiny, okcasoniHiny, okcasoniny, deHaHTpu-
OWHInNy, deHaHTponiHiny, deHasuHiny, geHoTiasuHi-
ny, deHokcartiiHiny, geHokcasuHiny, dTanasuHiny,
ninepasuHiny, ninepuauHiny, NTepuanHiny, nypuHiny,
nipaHiny, nipasuHiny, nipasoniguHiny, nipasoniHiny,
nipasoniny, nipugasuHiny, nipygookcasoniny, nipuao-
imigasoniny, nipugotiazoniny, nipuauny, nipyuMiguHi-
ny, niponiguHiny, niponiguHoHiny, niponininy, 2H-
niponiny, niponiny, XiHasoniHiny, XxiHoniHiny, 4H-
XiHOMi3WHiNy, XiHoKcaniHiny, XiHykniguHiny, teTparig-
podpypaHiny, TeTparigpoi3oxiHomniHiny, TeTparigpoxi-
HoniHiny, 1,4,5,6-TeTparigponipngasvniny, TeTtparig-
ponipuanHiny, TeTparigpoTioeHiny, TeTpasuHiny,
TeTpasoniny, 6H-1,2,5-TiagiasuHiny, 1,2,3-
Tiagiasoniny, 1,2,4-tiagiasoniny, 1,2,5-Tiagiasoniny,
1,3,4-Tiapgiaszoniny, TiaHTpeHiny, 1,2-tiasuHiny, 1,3-
TiasuHiny, 1,4-TiasuHiny, 1,3-Tiazoniny, Tiasoniny,
TiazoniguHiny, TiasoniHiny, TieHiny, TieTaHiny, TieHoTi-
asoniny, TieHookcasoniny, TieHoimigasoniny, TieTaHi-
ny, TiomopdoniHiny, TiodeHiny, TionipaHiny, 1,2,3-
TpuasuHiny, 1,2,3-Tpuasoniny, 1,2,4-tpuasoniny,
1,2,5-Tpuasoniny, 1,3,4-Tpuasoniny n KCaHTeHiny,
Oe 3a3Ha4YeHun reTepouunknin € HesamiweHum abo
MOHO-, AW- ab0 TpU3aMileHM, He3anexHo oavH Big
oJHoro, RM,
G siBnsic coBolo NpsIMMIA 3B'130K, -(CHz)m-NR'%-SO,-
NR'®-(CHa)n-, -(CH2)m-CH(OH)-(CH2)n-, -(CH2)m-, -
(CH2)m-O-(CHa)r-, -(CHz)m-CgO)-NR1°-(CHz)n-, -(CHa)-
SO2(CH2)-,  -(CH2)m-NR™-C(0)-NR'"-(CHp)-, -
(CH2)m-NR'’-C(0)-(CH2)n-, ~(CH2)m-C(O)~(CHz)r-,
(CH2)-S-(CHz)n=, ~(CH2)m-SO2-NR"~(CHz2)n-, -(CH2)m-
NR'%-SO5-(CH2)w-, -(CH2)m-NR'"-, ~(CH2)m-O-C(O)-
NR'%-(CHy)- @60 -(CHz2)m-NR'®-C(0)-O-(CHa)n-,
n i m, He3anexHo OAWH Big OOHOr0, € O4HAKOBMMMW
abo pisHuMK | sBRsAOTE coboto Lini uncna 0, 1, 2, 3, 4,
5 abo 6,
M siBnsie coboto
1) atom BOAHMO,
2) -(C4-Cg)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Au- abo Tpu3aMmilleHUM, He3anexHo OAWH BiA
o[Horo, R14,
3)-C(0)-N(R" 1)-R”,
4) -(CH2)m-NR™,
5) «(Ce-C14)-apun, ge apun Mae 3Ha4eHHs, BU3HAYeHI
BULLe, i Ae apwn € He3aMmilleHum abo MOHO-, au- abo
Tpu3aMmilleHUM, He3anexHo OAuH Big O4HOrO, RM,
6) -(C4-C1s)-reTepouuknin, ae reTepoumknin Mae 3Ha-
YEHHS1, BU3Ha4eHi BuLLg, | € He3aMilLleHMM abo MOHO-,
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An- abo TpM3aMilLeHM, He3anexHo O4vH Big OA4HOrO,
RM, abo

7) «(Cs-Cs)-umknoankin, ge 3asHavyeHU LMKNoarnkin €
He3aMmilleHM abo MOHo-, au- abo TpusamilieHum,
He3aneXHo OAuH Big OAHOrOo, RM,

R® siensie coboio

1) atom BogHMO,

2) ranoreH,

3) -(C4-Cy)-ankin, ge 3a3HayeHuU ankin € Hesamie-
HUM abo MOHO-, An- abo TpusamileHNM, He3anexHo
O[VH Big 0QHOrO, R13,

4) -(C4-Cs3)-nepdTopankin,

5) deHin, ge deHin € He3amiweHm abo MoHo-, ou-
a(?g; TPM3aMilLleHMM, He3aneXxHO OAWH BiA4 OAHOro,
R™,

6) -(Cou)-ankineH-O-R"®, ne R' siensie coboio

a) aToMm BOZHIO,

b) -(C+-Cs)-ankin, ge ankin € He3amiweHnm abo mo-
HO-, Au- abo TpM3aMilleHWM, He3anexHo OAMH Bif
o[Horo, R”,

c) -CF3 abo

d) -CHF>,

7) -NOg,

8) -CN,

9) -SOs-R™, ae s popisHioe 1 abo 2,

10) -SO-N(R")-R", ne t fopisHioe 1 a6o 2,

11) -(Co-Ca)-ankineH-C(O)-R",

12) -(Co-Ca)-ankineH-C(0)-0-R"",

13) -(Co-C4)-anKineH-C(O)-N(R11 )»-R'?,

14) -(Co-Ca)-arkineH-N(R'")-R",

15)-NR"%-S0,-R™,

16) -S-R",

17) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(O)~(C1-Cys)-ankin,

18) -C(0)-0-C(R",R"®)-0-C(0)-R",

19) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(0)-O-(C+-Cs)-ankin,

20) -C(0)-0-C(R"*,R"%)-0-C(0)-0-R",

21) -(Co-Cys)-ankineH-(Ce-C14)-apun, ge apun € MOHo-,
Av- abo TpusamilLieHUM, He3anexHo OauH Big OOHOTO,
R™,
22) -(Co-Cy)-ankineH-(Cs-C1s)-retepoumknin, ge rete-
POLMKNIN € He3aMmilleHMm abo MoHo-, aun- abo Tpusa-
MilLleHUM, He3aneXxHo OAViH Bid OAHOro, R13,

23) -(Co-Cs)-ankineH-(Csz-Cg)-umknoankin, ge umkrioa-
KN € He3amilweHM abo MoHo-, Au- abo Tpusamille-
HUM, He3aneXHo oauvH Big OAHOrOo, R’ ,

24) -(Co-Cy4)-ankinen-het, ge het € HezamiweHm abo
MOHO-, AW- ab0 TpM3aMilLeHM, He3anexHo oavH Big
ogHoro, R 3,

25) -(Co-C3)-ankineH-O-CH,-(C4-Cs)-
nepdropankineH-CHy-0-(Co-Cs)-ankin,

26) -SO.-N(R'")-R"™, ne w nopisHioe 1 a6o 2,

27) -(Co-C4)-anKineH-C(O?-N(R11)—R13,

28) -(Co-Cy4)-ankineH-N(R'")-R"®, a6o

29) 3anMLIOoK 3 HAaCTYMHOro Nepeniky

O:( N =
/ /)\l _SQ, _SQ,
N N™ “CH N™ “CF
H | H 3 H 3 X

NH N
= o
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ne Me saBnsie coboro meTun, abo

SAKWO 2 3anuLKu -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHW MOXYTb YTBOpIOBATM pa3oMm 3 aTomMamu, 0
SIKMX BOHW NpueaHaHi, 1,3-aiokconbHe kinbue abo 2,3-
/:l,mrl,qpo['l 4]piokcunHoBe KinbLe, Wo 3amiweHe 1, 2, 3
a6o 4R

R?® aBnsie coboro

1) atom BogHMo,

2) ranore,

3) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, An- a6o TPU3aMilLLeHNM, HEe3anexHo OAWH Bif
o[Horo, R

4) -(C4-C3)- nepq)TopanKm
5) -(Co-Ca)-ankineH-O-R'®, ge R'® siznsie coGoto
a) aToMm BOZHIO,

b) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Ou- abo Tpu3amillieHMM, He3anexHo OAMWH Bif,
o[Horo, R’ ,

c) -CF3 abo

d) -CHF»,

6) -NO2,

7) -CN,

8) -SOs-R"", ne s nopisHioe 1 abo 2,

I

)L o )L \>:Y

NH
/
N

H
N/o

\/

i B

—s \ N/NH g\ NH
H

9) -SO-N(R")-R", ,qet,qoplaHroe1 abo 2,

10) -(Co-Ca)-ankineH-C(O)-R""

11) -(Co-Ca)-ankinen-C(0)-O-R"",

12) ~(Co-Cy)-ankinex-C(O)- N(R”) R",

13) (Co-C4) anKmeH N(R')-R"™

14) -NR'°-S0,-R"

15) -S-R™°,

16) -(Co-Cy)-ankineH-C(O)-O-(C,-Cs)-ankineH-O-
C(O)~(C1-Cys)-ankin,

17) -C(0)-0-C(R"® R')-0-C(0)-R",

18) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(0)-O-(C+-Cs)-ankin,

19) -C(0)-0-C(R"® R*®)-0-C(0)-0-R",

20) -(Co-Cs)-ankineH-(Cs-Cg)-umknoankin, ge uMkioa-
KN € He3amilweHM abo MoHo-, au- abo Tpusamille-
HUM, He3aneXHo oauvH Big, OAHOrOo, R ,

21) -(Co-Cy)-ankinen-O-CH,-(C1-Cs)-
nepchopanKmeH CHz O-(Co-C4)-ankin,

22) -SOu-N(R")-R™, ne w,u.opleroe 1 abo 2,

23) -(Co-Ca)-ankine-C(O)- N(R'")-R",

24) -(Co-C4)-ankineH-N(R'")-R"?, a6o

25) 3anuLLIOK 3 HACTYMHOrO Nepeniky

/N\
SQ,
’ 0
N—S

‘<
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ne Me saBnsie coboro meTun, abo

SAKWO 2 3anuLKu -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHW MOXYTb YTBOpIOBATM pa3oMm 3 aTomMamu, 0
SIKMX BOHW NpueaHaHi, 1,3-aiokconbHe kinbue abo 2,3-
aurigpo[1,4]aiokcMHoBe Kinbue, WO 3amiweHe 1, 2, 3
abo 4 R13,

R R12, He3aneXxHo OAWH Bif 0AHOro, € 04HaKOBUMU
abo pi3HUMK | ABNAOTL COBOIO

1) atom BogHMO,

2) -(C4-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Ou- abo Tpu3amilleHVUM, He3anexHo OAMH Bif,
o[Horo, R’ ,

3) -(Co-Cs)-aﬂKiﬂ-(Cs-Cs)-LI,MKJ'IoaJ'IKiJ'I,

4) -SO+R °, ne t popisHioe 1 abo 2,

5) -(Co-Ce)-ankin-(Cs-C14)-apun, ge ankin i apun, He-
3aneXHo OAMH Big 0OHOro, € HesaMiweHUMn abo Mo-
HO-, Au- abo TpusamieHumun R13,

6) -(C4-C3)-nepdptopankin,

7)-0-R", a6o

8) -(Co-Ce)-ankin-(C4-Cis)-reTepoumknin, ge ankin i
reTepouuknin MalTb 3HAYEHHS, BU3HaYeHi BuLle, i,
He3aneXHo OAWH Bid OAHOro, € He3aMilleHumn abo
MOHO-,FVI- abo TpusamiweHnmun R13, abo

R"iR" pa3oMm 3 aTOMOM a30Ty, 3 KM BOHU 3B's3a-
Hi, YTBOPIOKTb rEeTEPOLUUKIiIYHE KinbLle, BubOpaHe i3
rpynu aseniHy, as3eTuauHy, Aiokcasony, OiOKCa3uHy,
1,4-piasenaHy, 1,2-giasenivy, 1,3-giaseniHy, 1,4-

P )LN/S%H

I H 3
H ]
~ /0\/0 H\ 0 0
\{ NH
% \—{
(o) H HO

sa

e Me siBnsie coboto metun,

R* asnsie coboro ranoreH, -NO,, -CN, =0, -OH, -CF3,
-C(0)-0-R™, -C(0)-N-(R"*)-R®, -N(R'®)-R?, -(C(-C3)-
ankinen-O-R'°, -Si-(CHa)s, -N(R")-S(0),-R", ge u
popisHioe 1 abo 2, -S-R1°, -SO,-R' , Ae r gopisHioe 1
abo 2, -S(O)-N(R'*)-R?, ne v nopieHioe 1 abo 2, -

diaseniHy, imigasony, imigasoniHy, imigasoniguHy,
i3oTiasony, i3oTiazoniguHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasonigunHy, 2-i3okca3soniHy, keToni-
nepasuHy, mopdoniHy, [1,4]JokcasenaHy, okcasony,
ninepasuHy, ninepuauHy, nipasuHy, nipasony, nipaso-
niHy, nipasoniavHy, nipygasuHy, nipyuaunHy, nipyumign-
Hy, nipony, niponiauHy, NiponiANHOHY, NiponiHy, TeT-
parigponipuaunHy, TeTpasuHy, TeTpasony, Tiasony,
Tiagiasony, TiasoniguHy, Tia3oniHy, TioMopdoniHy,
TiocpeHy, 1,2,3-tpuasuHy, 1,2, 4-tpuasuny, 1,3,5-
TpuasuHy, 1,2,3-tpuasony abo 1, 2,4-tpuasony, oe
3a3HaveHe reTepouuKmiyHe Kifbue € He3amileHUM
abo MOHO-, An- abo TpM3aMilLleHUM, He3anexHo OAuH
Bi,t:lé oJgHoro, R13,

R" asnse coboro ranoreH, -NO3, -CN, =0, -OH, -CF3,
-C(0)-0-R", -C(0)-N-(R"®)-R®, -N(R"*)-R?, -(C3-Cs)-
uMKnoankin, - Co-Cs)-aﬂKiHeH-O-Rm, -Si-(CH3)3, -
N(R')-S(0),-R', ae u popisHioe 1 abo 2, -S-R™, -
SO~R™, e r nopieHioe 1 aBo 2, -S(O)-N(R'*)-R”,
Ae v popieHioe 1 abo 2, -C(O)-R', «(C1-Cg)-arkin, -
(C4-Cs)-ankokcu, deHin, dpeHinokcun-, O-CFs, -(Co-Ca)-
ankin-C(0)-0-C(R'® R'%)-0-C(0)-R", -(C4-Ca)-
ankokcudoeHin, -(Co-Ca)-ankin-C(0)-O-C(R'®,R"®)-O-
C(0)-0-R", -(C+-Cs)-nepdpropankin, -O-R'™, -NH-
C(0)-NH-R", -NH-C(0)-0-R",

abo 3anuULLIOK 3 HacTYNHOro nepeniky

C(0)-R™, -(C4-Cg)-arkin, -(C:Cg)-ankokcu, (é)eHiJ'IOK-
cn-, O-CFs, -(Co-C4)-ankin-C(O)-O-C(R" R'®)-O-
C(0)-R", -§C1-C4)-aJ'IKOKCI/I(;)eHiJ'I, -(Co-Cy)-ankin-
C(0)-0-C(R' ,R16)-Cg0)-O-R1 , -(C+-Ca)-
nepcPTopanKin, -O-R'®, -NH-C(0)-NH-R", -NH-C(0)-
O-R"
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ab0 3anuMLUIOK 3 HACTYMHOro Nepeniky
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R10

ae Me aBnsie coboto meTun,

R i R aensiots cob0ot0, He3anexHo oavH Big, oaHo-
ro, BogeHb, -(C4-Cg)-ankin, -(Co-Ca)-ankin-OH, -(Co-
C4)-ankin-O-(C4-Cs)-ankin abo -(C4-Cs)-
neg)q)To arnkin,

i R™® sBNs0TL COBOI0, HE3aNEXHO OAMH BiJ OAHO-
ro, BogeHb, -(C4-Ce)-ankin, umknonponin, umkioby-
TUM, LUKNONEHTMN abo UWKnorekcun, e KOXHe Kinb-
Le € He3aMilleHM abo 3amilleHum Big 1 oo 3 Rm, i
R sBnsie coboto -(C1-Cs)-ankin, -(C1-Ce)-arkin-OH, -
(C1-Ce)-ankin-O-(C4-Ce)-ankin, -(C4-Ce)-ankin-O-(Cs-
Cs)-ankin-(Cs-Cs)-uuknoarnkin, -(Co-Cs)-ankin-(Cs-Cs)-
UMKroankin, ge 3asHadeHe UuMKNoasnkinbHe Kifnbue €
He3aMmillleHM abo 3amiwieHum 1, 2 abo 3 -OH, -O-
(C1-Cy)-arkin abo R'°.

3. Cnonyka copmynu | 3a n. 1 abo 2, ge

R° siensie coboto

1) MOHOUMKMiIYHMIA abo GiuukniyHMn 6-14-4neHHui
apun, BubpaHui 3 deHiny, HadpTuny, GicdeHiny, an-
Tpuny abo dnyopeHiny, Ae apun € MoHo-, au- abo
TpU3aMmiLLeHM, He3anexHo OOuH Bif OAHOrO, RB,

2) reTepoumknin, BubpaHun 3 6eHsimigasoniny, 1,3-
OeHsopiokconiny, ©6eH3odypaHiny, 6eH3okcasoniny,
OeHsoTiazoniny, ©GeH30TiodeHiny, UMHOMIHINY, Xpo-
MaHiny, iHgasoniny, iHgoniny, isoxpomadiny, i3oiHAo-
niny, i3oxiHoniHiny, deHinnipuamny, dTanasuHiny,
nTepuaunHiny, nypuHiny, nipuguny, nipyngoimMigasoniny,
nipugonipuanHiny, nipyuaonipuMiguHiny, nipuMmiguHiny,
xiHasoniHiny, xiHoniny, xiHokcanininy a6o 1,4,5,6-
TeTparigponipngasuHiny, Ae 3asHayeHun reTepouuk-
nin e HesamiweHnm abo MoHo-, Au- a6o Tpusamile-
HUM, HE3anexXHO OAVH Bif oaHoro, R®, a6o

3) retepouuknin, BUGPaHWN i3 rpynu a3a6eH3iMina30-
niny, 6ensimigasoniny, 1,3-6eH3ogiokconiny, 6eH3o-
dypaHiny, 6eHsoTiazoniny, GeH3oTiodeHiny, 6eH3o-
Kcasoniny, Xpomadiny, uuHoniny, 2-pypuny, 3-
dypuny, imigasoniny, iHgoniny, iHaasoniny, i30xpo-
MaHiny, isoiHgoniny, isoxiHoniHiny, isoTiazoniny, i3o-
Kcasoniny, okcasoniny, dTanasvHiny, NTepuauvHiny,

OH /;E\ OMe
N N ’/E\N/ N~
I H CH F \\iiﬂi H
H
H
N
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nNypuHiny, nipasuHiny, nipasoniny, nipygasuHiny, ni-
pugoimigasoniny, nipugonipuaunHiny, nipugonipumi-
avHiny, 2-nipuauny, 3-nipuavny, 4-nipuauny, nipumi-
AuHiny, niponiny, 2-niponiny, 3-niponiny, XiHoniHiny,
xiHa3oniHiny, xiHokcaniHiny, TeTpasoniny, Tiasoniny,
2-TieHiny abo 3-TieHiny,

SIKUA JOAATKOBO 3aMILLEHUI reTepouuKninoM, Bubpa-
HUM 3 aKkpuauHiny, asabeHsimigasoniny, asacnipoge-
KaHiny, aseniHiny, aseTuauHiny, asupuaunHiny, OeHsi-
migasoniny, 6eH3odypaHiny, OGeH3oTiodypaHiny,
6eHsoTiodbeHiny, 6eH3okcasoniny, OGeHaTtiazoniny,
GeH3Tpuaszoniny, 6eH3TeTpasoniny, 6GeH3izokcasoni-
ny, 6ensizoTiazoniny, kapbasoniny, 4aH-kap6a3soniny,
KapboniHiny, XxpoMaHiny, XpoMeHiny, LUMHOMiHINy, ae-
KarigpoxiHoniHiny, 4,5-gurigpookcasoniHiny, Aiokca-
3oniny, JiokcasuHiny, 1,3-piokconaHiny, 1,3-
JiokconeHiny, 6H-1,5,2-guTiasnHiny, aurigpod-
Top[2,3-b]-TeTparigpodypaHiny, dypaHiny, dypasa-
Hiny, iMigasoniguHiny, imigasoniHiny, imigasoniny, 1H-
iHOasoniny, iHOoniHiny, iHooniswHiny, iHgoniny, 3H-
iHooniny, i3o6eH3odypaHiny, i3oxpomaHiny, i3oiHaa-
3oniny, i3oiHgoNiHiNy, i3oiHgoniny, isoxiHoniHiny (6eH-
3imigasoniny), i3oTiaszoniny, i3oTiasoniguHiny, isoTia-
30miHiny, i3okcasoniny, i3okcasoniHiny,
i3okcasoniguHiny, 2-i3okcasoniHiny, ketoninepasuHi-
ny, MopdoniHiny, HapTMpUANHINY, okTarigpoi3oxiHo-
niHiny, okcapgiasoniny, 1,2,3-okcagiasoniny, 1,2,4-
okcagiasoniny, 1,2,5-okcagiasoniny, 1,3,4-
okcapgiasoniny, 1,2-okcatienaHiny, 1,2-okcaTionaHiny,
1,4-okcasenaHiny, 1,2-okcasuHiny, 1,3-okcasuHiny,
1,4-0kca3unHiny, okcasoniguHiny, okcasoniHiny, okca-
30Miny, eHaHTpUarHINY, eHaHTponiHiNy, deHasn-
Hiny, deHoTiasuHiny, deHokcaTiiHiny, dgeHokcasuHi-
ny, TanasuHiny, ninepasuHiny, ninepuauvHiny,
NTepuUaunHiny, NypuHiny, nipadiny, nipasuHiny, nipaso-
niavHiny, nipasoniHiny, nipasoniny, nipyaasuHiny,
nipugookcasoniny, nipugoiMiaasoniny, nipugoTiaso-
niny, nipuauny, NipyUMiguHIny, niponiguHiny, niponi-
OWHOHINY, niponiHiny, 2H-niponiny, niponiny, xiHa3o-
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NiHiny, xiHoniHiny, 4H-xiHoni3unHiny, XiHOKcaniHiny,
XiHyKniauHiny, TeTparigpodypaHiny, TeTparigapoi3oxi-
HoniHiny, TeTparigpoxiHoniHiny, 1,4,5,6-
TeTparigponipyaasuHiny, TeTparigponipuauHiny, Tet-
parigpoTiodpeHiny, TeTpasuHiny, TeTpasoniny, 6H-
1,2,5-TiapgiasnHiny, 1,2,3-Tiagiazoniny, 1,2,4-
Tiagiasoniny, 1,2,5-tiagiasoniny, 1,3,4-Tiagiasoniny,
TiaHTpeHiny, 1,2-tiasunHiny, 1,3-tiasuniny, 1,4-
TiasuHiny, 1,3-Tiasoniny, Tiasoniny, TiasoniguHiny,
TiazoniHiny, TieHiny, TieTaHiny, TieHoTia3oniny, TieHo-
okcasorniny, TieHoiMmigasoniny, TieTaHiny, Tiomopdo-
niHiny, Tiodeniny, TionipaHiny, 1,2,3-TpnasuHiny,
1,2,3-Tpuasoniny, 1,2,4-Tpuasoniny, 1,2,5-
Tpuasoniny, 1,3,4-Tpuasoniny i KcaHTeHiny,
Oe 3a3HaveHun reTepouumknin € HesamiweHum abo
MOHO-, AW- abo TpU3aMileHM, He3anexHo OauH Big
o[Horo, RS,
R? aBnsie coGoto
1) cptop, xnop abo 6pom,
2) -NOg,
3) -CN,
4) -C(O)-NHy,
5) -OH,
6) -NH>,
7) -OCFs3,
8) MoHouukniyHMn abo BiumkniYHUA  6-14-4neHHniA
apwvrn, e apun mMae 3HauyeHHs, 3a3HadeHi BuLle, i €
MOHO-, AW- abo TpU3aMileHM, He3anexHo OavH Bif
opfHoro, ranoreHom abo -O-(C4-Cg)-ankinom,
9) -(C4-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Au- abo Tpu3aMilleHUM, He3anexHo OAMH BiA
ofHoro, ranoreHoMm, NHz, -OH abo meTokcusanuiu-
KoM, abo
10) -O-(C4-Cg)-ankin, ge ankin € HesamileHMm abo
MOHO-, AW- abo TpM3aMileHM, He3anexHo OavH Bia
oaHoro, ranoreHoMm, NHz, -OH abo meTokcusanuiu-
KoM,
11) -8020H3, abo
12) -SO,CF3,
3a ymoBMm, 1o R® siBnsie coboio LoHaiMeHLLIEe OfuH 3
rarnoreHy, -C(Og—NHz abo -O-(C4-Cg)-ankineHoro 3a-
nmwKky, sKwo R” aense coboro apun abo retepoumk-
Nin, sIKi MalTb 3HAYEHHS1, BU3HAYEHI BuLLe,
nigcTpyktypa D siBnsie coboto 3anvLiok, BubpaHun 3
nipyavny, nipuann-N-okeunay, niponiny, dypwvny, Tie-
Hiny, imigasoniny, nipasoniny, okcasoniny, i3okcaso-
niny, Tiazoniny, Tpuasoniny, i3oTiasoniny, Tiagiasoni-
ny, nipyumiguHiny, nipugasuHiny, nipasviny, i €
He3amilleHMM abo 3amileHum 1, 2, 3 abo 4 Ra, abo
3amiweHunn 1 abo 2 =0,
Q saBnsie coboro npaAmun 3B8'A30K, -(Co-Coz)-ankineH-
C(0)-NR™-, -NR"-C(0)-NR"’-, -NR"°-C(0)-, -SO2-,
-(C+-Ceg)-ankineH,
R' aBnsie cobolo aTom BofHto, -(C1-Cy4)-ankin, ge an-
Kin € He3amilweHnm abo 3amiweHmum Big 1 go 3 R13; -
(C1-Ca)-ankineH-C(0)-NH-R’, -(C1-Cs)-ankinen-C(O)-
O-R"™, -(C4-Ca)-nepdproparnkineH, -(Ci-Cs)-ankineH-
S(0)-(C1-Cs)-ankin, -(C4-Cs)-ankineH-S(O)-(C+-Ca)-
ankin, -(Ci-Ca)-ankinen-S(0)-N(R*)-R®, ~ -(C4-Cs)-
ankineH-O-(C4-Cy)-ankin,  -(Co-Cs)-ankineH-(Cs-Cs)-
umknoankin abo -(Co-Cs)-ankinex-het, ge het asnse
cobolo 3anuwok, BUOpaHWiA 3 asemniHy, aseTuauHy,
asupuauHy, asupwuHy, 1,4-giasenany, 1,2-giaseniHy,
1,3-giasenivy, 1,4-giaseniHy, AdiasvupuavHy, Aiasvpu-
Hy, Adiokcasony, AdiokcasuHy,  AioKcony, 1,3-
JiokconeHy, 1,3-giokconaHy, dypaHy, imigasony, imi-
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Jasoniny, imigasoniguHy, isoTiazony, i3oTiazoniguHy,
i3oTiasoniHy, i3okcasony, i3okcasoniHy, i3okcasonigu-
Hy, 2-i30Kca3oniHy, keToninepasuHy, MopdoniHy, 1,2-
okcarTienaHy, 1,2-okcaTionaHy, 1,4-okcasenaHy, 1,2-
okcasuHy, 1,3-okcasuHy, 1,4-okcasuHy, OKcasony,
OKCasvpuauHy, OKcupaHy, ninepasuHy, ninepuaunHy,
nipaHy, nipasuHy, nipasony, nipasoniHy, nipasonigu-
Hy, mipyaasuHy, nipuauHy, nipuMmiguHy, nipony, nipo-
niavHy, NiponianHOHy, NiponiHy, TeTpariaponipnavHy,
TeTpasuHy, TeTpasony, TiagiaswHy, Tiagiasony, 1,2-
TiasuHy, 1,3-TiasunHy, 1,4-TiasuHy, 1,3-Tiasony, Tiaso-
ny, TiasoniguHy, TiasoniHy, TieHiny, TieTaHy, Tiomop-
c¢oniHy, TionipaHy, 1,2,3-Tpnasuny, 1,2,4-TpuasuHy,
1,3,5-Tpnasnny, 1,2,3-tpuazony abo 1,2,4-tpuasony,
e het € He3zamiweHum abo MoHo-, An- abo Tpusami-
LLieHWM, He3anekHO OAuH Bia oaHoro, R™,

R* i R5‘, He3anexHo oAuH Big O4HOro, € 04HaKoBMMM
abo pisHMMM | SBNSAIOTL coboo aToM BogH abo -(Cq-
Cy)-ankin,

R® sBnsic coGol npsiMUii 3B'S30K abo -(C1-Ca)-
ankineH, abo

R'-N-R%-V YTBOPIOE 4-7-UNeHHY LUMKIiYHY rpyny, B1b-
paHy 3 aseniHy, asetTnauHy, 1,4-giasenany, giokcaso-
ny, piokcasuHy, 1,2-giaseniHy, 1,3-giaseniny, 1,4-
JiaseniHy, imigasony, imigasoniHy, imigasoniguHy,
i3oTiasony, i3oTiazoniguHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasonigunHy, 2-i3okca3soniHy, keToni-
nepasuHy, MopdoniHy, 1,4-okcasenaHy, okcasony,
ninepasuHy, ninepuauHy, nipasuHy, nipasony, nipaso-
niHy, nipasoniavHy, nipygasuHy, nipyuaunHy, nipyumigu-
Hy, nipony, niponiauHy, NiponiANHOHY, MiponiHy, TeT-
parigponipuaunHy, TeTpasuHy, TeTpasorny, Tiasony,
Tiagiasony, TiasoniguHy, Tia3oniHy, TioMopdoniHy,
1,2,3-tpnasunHy, 1,2, 4-tpnasudy, 1,3,5-Tpuasuny,
1,2,3-Tpuasony abo 1, 2, 4-tpuasony, e 3a3HadeHa
UMknivyHa rpyna € HesamilleHoo abo MoHo-, au- abo
TpU3aMmiLLEeHOo0, He3aneXxHo OAWH Bif 0OHOrO, RM,

R asnse coboro dTop, xnop, 6pom, rog, -OH, =0, -
(C1-Cg)-ankin, -(C4-Cs)-ankokcu, -NO2-, -C(0)-OH-, -
CN, -NHjy, -C(O)-0-(C1-Cy)-ankin, -(Co-Cs)-ankin-SO,-
(C4-Cq)-arnkin, -(Co-Cs)-ankin-SO,-(C+-Ca)-
nepdTopankin, -(Co-Cs)-ankin-SO2-N(R'®)-R*, -C(Og-
NH-(C+-Cg)-ankin, -C(O)-N-[(C1-Ce)-ankin],, NR'®-
C(O)-NH-(C1-Cg)-arin, -C(O)-NH;, -S-R'® abo NR'-
C(O)-NH-[(C+-Cg)-ankin]z,

ne R'® i R*" asnsiotb coboto, HesanexHo oauH Bif
ogHoro, atoMm BogHw, -(C4-Cs)-nepdptopankin abo -
(C4-Ce)-arnkin,

V aBnse coboto

1) 3sanmmwok het, Bubpanun 3 asaiHgon(1H-
nipononipuanHy), aseniHy, as3eTuavHy, asvpuaviHy,
asupuHy, 1,4-giasenany, 1,2-giasenidy, 1,3-giaseniHy,
1,4-giaseniHy, AdiasvupuavHy, OiasvpuHy, Adiokcasony,
JiokcasuHy, giokcony, 1,3-piokconeny, 1,3-
JiokconaHy, dypaHy, iMmigasony, iMmigasoniHy, imiga-
30niguHy, i3oTiasony, i3oTiasoniguHy, i30Tia3oniHy,
iokcasony, i3oKca3oniHy, i3okcasonignHy, 2-
i3okcasoniHy, KkeToninepasvHy, Mopdoniny, 1,2-
okcarienaHy, 1,2-okcaTionaHy, 1,4-okcasenaHy, 1,2-
okcasuHy, 1,3-okcasuHy, 1,4-okcasuHy, OKcasony,
OoKCasvpuauHy, OKcupaHy, ninepasvHy, ninepuaunHy,
nipaHy, nipasuHy, nipasony, nipasoniHy, nipasonigu-
Hy, mipyaasuHy, nipuauHy, nipuMmiguHy, nipony, nipo-
niavHy, NiponianHoHy, NiponiHy, TeTpariaponipuavHy,
TeTpasuHy, TeTpasony, TiagiasuwHy, Tiagiasony, 1,2-
TiasuHy, 1,3-TiasnHy, 1,4-TiasuHy, 1,3-Tiasony, Tiaso-
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ny, TiasoniguHy, Tia3oniHy, TiEHiny, TieTaHy, Tiomop-
c¢oniHy, TionipaHy, 1,2,3-Tpnasuny, 1,2,4-TpuasuHy,
1,3,5-Tpnasnny, 1,2,3-tprazony abo 1,2,4-tpuasony,
O Ma€e 3HaYeHHs, BU3Ha4eHi Buwe, i ae het € Hesa-
MiweHnM abo MoHo-, Au- abo Tpu3aMmilleHuMm, Hesa-
NEXHO OAWH Bif 0OQHOrO, RM, abo
2) cbeHin, ge deHin € He3amiweHnm abo MoHo-, au-
a(?? TPM3aMilLleHUM, He3aneXHO OAWH BiA4 OAHOro,
R™,
G siBnsic coGolo NpsiMMin 3B'5130K, -(CH2)m-NR'%-SO,-
NR'-(CH2)r-, -(CH2)m-CH(OH)-(CHz)n-, ~(CH2)m-,
(CH2)m-O~(CHa)r-, -(CHz)m-CgO)-NR1°-(CH2)n-, -(CHa)-
SO2-(CH2)-,  -(CH2)m-NR'*-C(O)-NR'"’-(CHy)n-, -
(CH2)m-NR'°-C(0)-(CH2)n-, -(CH2)m-C(O)~(CHz)r-,
(CH2)-S-(CH2)n=, ~(CH2)m-SO2-NR™-(CH2)n-, -(CH2)m-
NR'"-SO2-(CHz)r-, ~(CH2)m-NR'-, -(CH2)m-O-C(O)-
NR'%-(CH2)n- @60 -(CH2)m-NR'*-C(0)-O-(CHz)n-,
n i m, He3anexHo OAWH Bi4 OQHOr0, € O4HAKOBUMM
abo pisHumMK i aBNATL coboto Lini ynucna 0, 1, 2, 3, 4,
5 abo 6,
M saBnsie coboto
1) aTom BOZHIO,
2) -(C+-Csg)-ankin, ge ankin € HezamiweHum abo Mo-
HO-, Au- abo Tpu3amilleHVM, He3anexHo OAWH Bif
oJHoro, RM,
3) -C(O)-N-(R”(?-Ru,
4) -(CHz)m-NR'®,
5) cenin abo HadbTUN, Ae deHin abo HadTMN € He-
3amiweHumn abo MoHo-, An- abo TpusamileHnmMM,
He3aneXHo OaVH Bif, OAHOrO, RM,
6) retepoumknin, e retepoumknin asnse cobol 3a-
FIMLLIOK i3 rpynu, SIKy MOXHa ogepxaTu 3 asenaHy,
aseniny, 1,4-giasenady, 1,2-giaseniHy, 1,3-giaseniHy,
1,4-piaseniHy, iMmigasony, i3oTiasony, i3okcasony, i30-
KcasoniguHy, 2-i3okcasorniHy, keTomMopdoniHy, KeTo-
ninepasuHy, mopdoniHy, okcasony, [1,4]-okcasenaHy,
ninepasuHy, ninepasvHoHy, ninepuaunHy, ninepuanHo-
Hy, nipasvHy, NipuaasuHy, nNipyaasuHOHY, NipUanHY,
nipugoHy, nipyuMmiguHy, niponiguHy, nNiponiauHOHY,
TeTparigponipaHy, 1,4,5,6-TeTparigponipuaasuHiny,
TeTpasuHy, TeTpasony, Tiagiasony, Tiasony, TiodeHy,
TioMopdoniHy, 1,2,3-TpuasuHy, 1,2,4-TprasuHy,
1,3,5-Tpnasnny, 1,2,3-tpmasony abo 1,2,4-tpuasony,
0e 3a3HadeHuin reTepouuknin € HesamiweHum abo
MOHO-, An- abo TPM3aMilLEHM, He3anexHo OavH Big
OfHoro, R14, abo
7) ~(Cs-Csg)-umkrioankin, ge 3asHa4yeHUn LMKNoarnkin €
He3amilweHM abo MoHo-, au- abo TpusamilleHum,
He3aneXxHo OOVH Big OAHOrO, R14,
R® siBnsie coboio
1) aTom BOAHIO,
2) ranoreH,
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3) -(C+-Cs)-ankin, ge ankin € HesamiweHnMm abo mo-
HO-, Au- abo Tpu3aMilleHUM, He3anexHo OAWH Bif
OJHoro, R13,

4) -(C4-C3)-nepcpTopankin,

5) deHin, ge deHin € HezamiweHm abo MoHo-, an-
a(?g) TpM3aMilleHMM, HesaneXxHO OAWH Big4 OAHOro,
R™,
6) -(Co-Ca)-ankineH-O-R'®, ge R siensie coboto

a) aToM BOAHIO,

b) -(C4-Cys)-ankin, ge ankin e HesamiweHm abo mo-
HO-, Au- abo Tpu3aMilleHUM, He3anexHo OAWH BiA
0o[Horo, RSS,

c) -CF3; abo

d) -CHFy,

7) -CN,

8) -(Co-C4)-ankineH-(Cs-C1s)-retepounknin, ge rete-
POUMKMIN Mae 3HaAYeHHs, BU3HAYeHi BuLLe, i € He3a-
MilleHMM abo MOHO-, Au- abo Tpu3amilleHum, Hesa-
NEeXHOo OAVH Big OQHOrO, R13,

9) -SOS-R”, e s popisHioe 1 abo 2,

10) -SO-N(R")-R", ne t nopisHioe 1 a6o 2,

11) -(Co-Ca)-ankineH-C(O)-R"",

12) -(Co-Ca)-ankineH-C(0)-0-R"",

13) -(Co-C4)-anKineH-C(O?-N(R11)-R12,

14) -(Co-Ca)-arkineH-N(R'")-R",

15) -NR'’-S0,-R",

16) -(Co-Cs)-ankineH-het, ge het mae 3HaueHHs, Bu-
3HaueHi BULLE, | € He3aMilweHM abo MoHo-, au- abo
Tpu3amilleHUM, He3anexHo oAuH Big O4HOrO, R13,

17) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(O)-(C+-Cys)-ankin,

18) -C(0)-0O-C(R"®,R"®)-0-C(0)-R",

19) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(0)-0O-(C+-Ce)-ankin,

20) -C(0)-0-C(R"®,R"%)-0-C(0)-0-R",

21) -(Co-Cs)-ankineH-(Ce-C14)-apun, ge apun mae
3Ha4yeHHs, BU3HaYeHi BuLe, i € MOHo-, An- abo Tpu-
3aMilLeHUM, He3aneXxHo OAWH Bif OOHOrO, R13,

22) -(Co-Cs)-ankineH-(Cs-Cg)-umknoankin, ge umknoa-
KN € He3amileHM abo MoHo-, Au- abo Tpusamille-
HUM, HE3aneXxHo oaviH Big, OAHOro, R13,

23) -(Co-Cs)-ankineH-O-CHz-CF2-CH2-O-(Co-C3)-
ankin,

24) -(Co-C3)-aJ'IKiJ'IeH-O-CHz-CFz-CFz-CHz-O-(Co-C3)-
ankin,

25) -(Co-C3)-ankineH-O-CH,-(C4-Cs)-
nepdropankineH-CHy-OH,

26) -SOu-N(R"")-R™, ne w nopisHioe 1 abo 2,

27) -(Co-C4)-anKineH-C(O)-N(R11)—R13,

28) -(Co-C4)-ankineH-N(R'")-R"?, a6o

29) 3an1LIOK 3 HAaCTYMHOrO Nepeniky

i O\ i i i /N\
o:( N _
N—1 N/)\l NG r: N \<—§
N | N™ “CH, N™ “CF,
H s s (@]

r
N ’ 3

~_O_0 iy 0 o
_OH _OMe \{ NH
N N N \
: ’ H N HO
© , o) ,
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ne Me saBnsie coboro meTun, abo
SKWO 2 3anuLKu -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHU MOXYTb YTBOPIOBATM pa3oMm 3 aTomMamu, 0
SIKMX BOHW NpueaHaHi, 1,3-aiokconbHe kinbue abo 2,3-
aurigpo[1 4]/J,IOKCVIHOBe KifnbLe, Wo € 3amiweHnm 1, 2,
3 a6o 4R"
R? aBnsie co6oro
1) atom BogHIO,
2) ranoreH,
3) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, ou- abo Tpu3amilleHMM, He3anexHo OAMH Bif,
o[Horo, R1
4) -(C4-C3)- nepchopanKm
5) -(Co-Ca)-ankineH-O-R'®, ge R siensie coGoto
a) aToMm BOZHIO,
b) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Ou- abo Tpu3amilleHMM, He3anexHo OAMWH Bif,
o[Horo, R’ ,
c) -CF3 abo
d) -CHF_,
6) -CN,
7)-SOs-R", pe s ,u,opuaHroe 1 abo 2,
8)-SO N(R”) R" ,qet,qoplaHroe 1 abo 2,

\N

9) -(Co-Cy4)-ankinen-C(O)-R"
~
/ﬁ\ _OH /ﬁ\ OMe >/7Y

;: N/NH
o N__o

\

N
/

N

H

7

|
Ay

ne Me saBnsie coboro metun, abo
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10) -(Co-Ca)-ankineH-C(0)-0-R"",

11) ~(Co-Ca)-ankinex-C(O)- N(R”) R",

12) (Co-C4) anKmeH N(R')-R"

13) -NR'’-S0,-R"

14) -(Co-C2)- anKineH-C(O)-O-(Cz-C4)-an|<ineH-O-
C(0)-(C1-Cy)-ankin,

15) -C(0)-0-C(R"*,R")-0-C(0)-R",

16) -(Co-Cy)-ankineH-C(0)-0O-(C,-Cs)-ankineH-O-
C(0)-O-(C+-Cs)-ankin,

17) -C(0)-0-C(R"® R)-0-C(0)-0-R",

18) -(Co-Cs)-ankineH-(Cs-Cg)-umknoarnkin, ge UMknoa-
KN € He3amilweHM abo MoHo-, au- abo Tpusamille-
HUM, He3aneXHo oauvH Big, OAHOrOo, R ,

1 9) -(Co-Ca)-aJ'IKiJ'IeH-O-CHz-CFz-CHz-O-(Co-Ca)-
ankin,
20) -(Co-Ca)-aJ'IKiJ'IeH-O-CHz-CFz-CFz-CHz-O-(Co-Cs)-
ankin,
21) -(Co-Cs)-ankineH-O-CHz-(C+-C3)-

nepchopanKmeH CHz-OH

22) -SO,-N(R'")-R™ ,qew,qopleroe 1 abo 2,
23) -(Co-Ca4)-ankinen- C(O? N(R')-R™,

24) -(Co-C4)-ankinen-N(R'")-R"3, a6o

25) 3anuLIoK 3 HAaCTYMHOro nepeniky

2 s,
so, X{

3 , S |

N0

‘<

NH
9

SAKWO 2 3anuLKu -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHU MOXYTb YTBOpIOBATM pa3oMm 3 aToMamu, A0
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SIKMX BOHW NpueaHaHi, 1,3-aiokconbHe kinbue abo 2,3-
JJ,VIFi,D,pO[l'],4]/J,iOKCMHOBe Kinbue, Lo 3amiweHe 1, 2, 3
abo 4 R 3,

R R12, He3anexHo OAWH Big 04HOro, € 0 4HaKOBMMU
abo pi3HUMK | ABNAOTL COBOKO

1) atom BogHIO,

2) -(C4-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, ou- abo Tpu3aMmillleHMM, He3anexHo OAMH Bif,
o[Horo, R13,

3) -(Co-Ce)-ankin-(Ce-C14)-apun, ge apwn Mae 3Ha-
YeHHs1, BU3HAYeHi BuLe, | Ae ankin i apun, He3anex-
HO OOWH Big ogHOro, € He3amiweHMMn abo MoHo-, An-
abo TpusamiweHummn R,

4)-0-R", a6o

5) -(Co-Cs)-ankin-(Cs-Cis)-retepoumknin, ne ankin i
reTepouuknin MalTb 3HAYEHHs, BU3HaYeHi Bulle, i,
He3aneXHo OAWH Big OAHOro, € HesamilleHumu abo
MOHO-,FM- abo TpusamiweHnmn R13, abo

R"iR" pa3om 3 aTOMOM a30Ty, 3 SKUM BOHU 3B'A3a-
Hi, YTBOPIOKOTbL KinblLe, BUOpaHe 3 a3eniHy, asetuau-
Hy, 1,4-piasenaHy, pgiokcasony, giokcasuHy, 1,2-
fiaseniHy, 1,3-giaseniny, 1,4-giaseniHy, imigasony,

.~

H
\N/OYO H\ ° °
\{ NH
MO
H N HO
0 , o ,

\%>:O
O\Z
T

ﬁ/Z/EO
Z\Z
T

R10

ne Me saBnsie coboto meTun,

R* sBnsie coboto chTop, xrop, 6pom, itog, -NOa, -CN,
=0, -OH, -CFs, -C(0)-O-R', -C(O)}-N(R')-R®, -
N(R'®)-R®, -(Co-Cs)-ankineH-O-R'®, -Si-(CHa)s, -
N£R1°)-S(O)2-R1°, -S-R", -S0»-R", -S(0)-N(R'%)-
R%, -C(O)-Rm, -(C4-Cg)-arnkin, -(C+-Cg)-ankokcu, ce-

Z
/ﬁ\N A /ﬁ\N/S(\)z /ﬁ\N/sgz
) N™ *Ch, N CF,

~_ O YO H\ 0] 0
\{ NH
N \
H N HO
0 , o ,

PN W
N° “CH, N CF,

imigasoniny, iMigasoniguHy, isoTiasony, i3oTiasonign-
Hy, i30Tia3oniHy, i3okcasony, i3okcasoniHy, i3okcaso-
niavHy, 2-isokcasoniHy, ketoninepasuHy, MopdoriHy,
[1,4]okcasenaHy, okcasony, ninepasuHy, nNinepuanHy,
nipasuHy, nipasony, nipasoniHy, nipasoniauvHy, nipu-
AasviHy, nipyavHy, nipuMmiguHy, nipony, niponiguHy,
niponiavHOHy, NiponiHy, TeTparigponipuauHy, TeTpa-
3uHy, TeTpasorny, Tia3ony, Tiagiazony, Tia3oniguHy,
TiazoniHy, Tiomopdoniny, 1,2,3-Tpnasuny, 1,2,4-
TpuasuHy, 1,3,5-Tpuasuny, 1,2,3-tpuasony abo 1,2,4-
Tpuasony, WO € HesamilleHum abo MoHo-, au- abo
TpU3aMmiLLeHM, He3anexHo OAuH Bid OAHOrO, R13,

R" asnsie coboro dTop, xnop, 6pom, og, -NO,, -CN,
=0, -OH, -CFs -C(0)-0-R", -C(O)-N(R')-R%,

N(R"’(}-RZO, -(Co-Ca)-ankineH-O-R'®,  -Si-(CHa)s, -
N(R™)-8(0)-R", -SR™, -80-R", -S(0)%-N(R")-
R?, -C(0)-R"°, -(C+-Cg)-arnkin, -(C-Cg)-ankokcu, cpe-

Hin, dpeHinokeun-, O-CF3, -(C4-Cs)-nepdproparnkin, -(Co-
C4)-C(0)-0-C(R" R"®)-0-C(0)-R", -(C4-Ca)-
ankokcudeHin, -SCO-C4)-anKin-C(O)-O-C(R15,R16)-O-
CgO)-o-R”, -0-R"™, -NH-C(0)-NH-R'®, -NH-C(0)-0O-
R, a6o sanuLuok 3 HaCTyrnHoro nepeniky

OH OMe
N/ N/
H )
o) ,

H H H

N.__O N__O N.__0
wWowW W

Hinokcn-, O-CFj, -(C1-C3)-nepq)T0Pan|<in, -(Co-Ca)-
ankin-C(0)-0-C(R"™ R")-0-C(0)-R", -(C4-Ca)-
ankokcudeHin, -QCO-C4)-anKin-C(O)-O-C(R15,R16)-O-
CQO)-O-R”, -0-R"™, -NH-C(0)-NH-R'®, -NH-C(0)-O-
R, a6o 3anuLLoK 3 HACTyMHOro nepeniky

/N\
H/OH N/OMe
s (@] s

H H H
N.__0 N___0O N.__0O
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ae Me aBnsie coboto meTun,

R i R aensiots cob0ot0, He3anexHo oavH Big, oaHo-
ro, BogeHb, -(C4-Cg)-ankin, -(Co-Ca)-ankin-OH, -(Co-
C4)-ankin-O-(C4-Cs)-ankin abo -(C1-Cs)-
neg)q)To arnkin,

i R™® sBNsI0TL COBOI0, HE3aNEXHO OAVH Bif OAHO-
ro, BogeHb, -(C4-Cg)-ankin, abo pasom yTBOpPIOIOTb
KinbLe, BUOpaHe i3 Lmknonponiny, Luknodytuny, umk-
noneHtuny abo uuknorekcuny, Ae KOXHe, KIJ'IbLl,e €
HGSaMILLI,eHVIM abo 3amiweHnm Big 1 oo 3 R'"

R sBnsie coboto -(C1-Ce)-ankin, -(C1-Ce)- aJ'IKIJ'I -OH, -
(C1-Ce)-ankin-O-(C4-Ce)-ankin, -(C4-Ce)-ankin-O-(Cs-
Cs)-ankin-(Cs-Cs)-uuknoarnkin, -(C-Cs)-ankin-(Cs-Cs)-
LMKrnoankin, ge 3asHadeHe UMKNoasnkinbHe Kinbue €
He3aMmilleHM abo 3amiwieHum 1, 2 abo 3 -OH, -O-
(C1-Cy)-arkinom a6o R™.

4. Cnonyka cpopmynu | 3a 6yap-sikum 3 nn. 1-3, ge

R° siensie coboto

1) cbenin, ge deHin € HesamiweHnm abo MOHO-, ,qvl-
abo TpuU3aMiLLEeHNM, He3anexHo oauH BiA ofHoro, R,
2) reTepoumknin, BubpaHun 3 GeHsimigasoniny, 13-
OeHsopiokconiny, ©6eH3odypaHiny, 6eH3okcasoniny,
OeHsoTiazoniny, ©GeH3oTiodeHiny, UMHOMIHINY, Xpo-
MaHiny, iHgasoniny, iHgoniny, isoxpomadiny, i3oiHao-
niny, i3oxiHoniHiny, deHinnipuauny, dTanasuHiny,
NTepuaunHiny, nypuHiny, nipuguny, nipyugoimigasoniny,
nipugonipuanHiny, nipuaonipuMiguHiny, nipuMiguHiny,
xiHa3oniHiny, xiHoniny, XxiHokcanininy a6o 1,4,5,6-
TeTparigponipngasuHiny, e 3asHayeHun reTepouuk-
nin e HesamiweHum abo MoHo-, Au- a6o Tpusamille-
HUM, HE3anexXHO OAVH Bif oaHoro, R®, abo

3) reTepouwknin, BubpaHun 3 nipuguny, 2-nipuguny,
3-nipuguny, 4-nipugvny, niponiny, 2-niponiny, 3-
niponiny, doypuny, 2-pypuny, 3-cpypuny, TieHiny, 2-
TieHiny, 3-Tieniny, imigasoniny, nipasoniny, okcasori-
ny, isokcasoniny, Tiazoniny, Tiagiasoniny, isoTiasoni-
ny, Tpmasoniny, TeTpasoniny, nipygasunHiny n nipasu-
Hify, Oe 3a3HayeHun reTepouuknin € HesaMilleHUMm
abo MoHO-, Av- abo TpM3aMillleHUM, He3anexHo OauH
Big oAHOrO, R

i JogaTkoBO 3aMiLLl,eHVII7I 3anuwKkom, BMbpaHum 3 ni-
puauny, 2-nipuauny, 3-nipuauny, 4-nipuavny, niponi-
ny, 2-niponiny, 3-niponiny, dypuny, 2-coypuny, 3-
dypuny, TieHiny, 2-TieHiny, 3-Tieiny, imigasoniny,
nipasoniny, okcasoniny, i3okcasoniny, Tiasoniny, Tia-
Jiasoniny, i3oTiazoniny, Tpuasoniny, TeTpasoniny,
nipugasuHiny 1N nipasuHiny, ge 3asHadeHun 3anuilok
€ He3amiweHnm abo MOHO-, An- abo Tpu3amilleHum,
He3aneXxHo oauH Big ogHoro, R”,

R® siBnsie coboio

1) F, Cl, Brabo |,

2) -C(O)-NHg,
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3) -(C+-Cs)-ankin, ge ankin € HesamiweHnM abo mo-
HO-, Au- abo Tpu3aMilleHUM, He3anexHo OAWH Bif
ofHoro, ranoreHom, -OH abo meTokcusanuiikom, abo
4) -O-(Cq-Cy)-ankin, Ae ankin € HesamiweHum abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
OAHOTO, rasnoreHom abo MeTOoKCU3anuLIKOM, 33 yMO-
Bu, Wo R® sBNsie coGoto LOHaMMEHLLE OAUH 3 raro-
rexy, 'Cé )-NH2 a6o -O-(C+-Cg)-ankinbHOro sanuLuky,
akwo R” aBnse coboto apun abo retepoumknin, ski
MaloTb 3Ha4YeHHS, BU3HAYEHI BULLE,

nigctpyktypa D siBnsie coboto 3anuwok, BUOpaHvn 3
nipuauny, nipnaun-N-okeugy, niponiny, dypuny, Tie-
Hiny, iMigasoniny, nipasoniny, okcasoniny, i3okcaso-
niny, Tiasoniny, Tpuasoniny, i3oTtiasoniny, Tiap,iasoni-
ny, nipyuMiguHiny, nipugasuHiny, nlpaslelny, €
HesaMileHnm abo 3amiweHum 1, 2, 3 abo 4 R* 60
3amiweHum 1 abo 2 =0,

Q sBnse coboto npsmuii 38'a3ok, -C(O)-, -SOz- abo -
(C1-Ce)-arkineH, -(Co-Cz)-ankineH-C(O)-NR -,

R' siBnsie cobolo atom ,BOAHIO, -(C4-Cy)-ankin, -(Cs-
Cs)-ankineH-C(0)-NH-R®, (C1 Cs)-nepdpTopankineH, -
(C+-Cas)-ankineH-C(O)- OR -(C4-C3)-ankineH- S(O)z-
(Ct- Ca) anKm abo -(Cs- Ca) ankinen-S(0)-N(R*)-R”,
ne R* i R®, He3anexHi ouH Bifl OAHOrO, i € OfHaKo-
BMMU abo pPi3HUMK | ABNAI0TL cobolo aToM BogHI abo
-(C4-Cy)-ankin,

R? sBnsic coGol npsiMuii 3B'S30Kk abo -(Ci-Co)-
arnkineH,

R'-N-R%V MOXYTb YTBOPIOBATU 4-7-4YNEHHY LIMKNIYHY
rpyny, BubpaHy 3 aseTuauHy, a3eTMauMHOHY, ninepu-
OWHY, ninepasuHy, NipuavHy, NipuMiguHy, NiponiauHy,
niponignHoHy, 1,2,3-tpnasviy, 1,2,4-tpuasuny, 1,3,5-
TpuasuHy, 1,2,3-Tpuasony, 1,2,4-Tpnasony, TeTpasu-
Hy, TeTpasony, 1,4-giasenaHy, 1,2-giaseniHy, 1,3-
diaseniHy, 1,4-giaseniHy, aseniHy, keToninepasvHy,
1,4-okcasenaHy, okcasony, i3okca3ony, isokcasonign-
Hy, 2-i30kcasoniHy, mMopdoniHy, Tiazony, i3oTiasony,
Tiagiazony abo TiomopdponiHy, Ae 3as3Ha4veHa LmKniY-
Ha rpyna € He3amilleHoto abo MoHo-, Au- a6o Tpusa-
MiLLieHO0, He3anexHo OAVH Bif OAHOTO, R

R' sBnse coboio ¢Top, xnop, -OH, (C1-C8)-
ankin, -C(O)-OH-, -CN, -NHa, -C(O)—O-(C1-C4)-an|<in, -
C(0O)-NH-(C+-Cs)- anKm -C(O)-N-[(C1-C8)-al'lKiJ'I]z, -
C(0)- NHz a6o N(R'®)-R*’

pe R™® i R sensioTs co6oro He3anexHo oavH Big
ogHoro, aTtoMm BogHw, -(C4-Cs)-nepdptopankin abo -
(C4-Cys)-arnkin,

V aBnsie coboto

1) UUKMIYHMIA 3anWLLOK i3 rpynu, WO MICTUTb CMOSyKWU,
onepxaHi 3 asaiHgon(1H-nipononipnanHy), asupunan-
Hy, asuvpuHy, aseTuauHy, aseTuguHoHy, 1,4-
JdiasenaHy, nipony, niponiguHy, nipMaoHiny, iMigaso-
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ny, nipasony, 1,2,3-tpuasony, 1, 2.4-tpuasony, TeT-
pasony, nipuauHy, nipuMmiguHy, nipasuwHy, 1,2,3-
TpuasuHy, 1,2,4-TpuasuHy, 1,3,5-TpuasuHy, TeTpasu-
Hy, TeTpasony, aseniHy, AiasupuHy, 1,2-giaseniHy,
1,3-giaseniHy, 1,4-giaseniHy, nipugasuHy, ninepuam-
Hy, ninepasvHy, NiponiauHOHY, KeToninepasuHy, dy-
paHy, nipaHy, giokcony, 1,4-okcasenaHy, okcasony,
i3okcasony, 2-i3okcasoniHy, i3okcasoniguHy, mopdo-
niHy, okcupaHy, okcasuvpuguHy, 1,3-giokconeny, 1,3-
JiokconaHy, 1,2-oKkcasuHy, 1,3-okcasuHy, 1,4-
OKCasuHy, oKcasMpwuauHy, TiodeHy, TionipaHy, TieTa-
Hy, Tia3ony, i3oTiasony, i3oTiasoniHy, i3oTiazoniguHy,
1,2-okcaTionaHy, Tiogiasony, TionipaHy, 1,2-TiasuHy,
1,3-Tia3ony, 1,3-TiasuHy, 1,4-Tia3uHy, TiagiasnHy abo
TiomopdoniHy,
[e 3a3Ha4yeHuU UUKMNIYHUA 3amnuLLIoK € He3aMilleHUM
abo MOoHo-, Av- abo Tpr3aMilleHUM, He3anexHo OAuH
BiJ 0HOrO, R a6o
2) cbeHin, ge (beHin € HesaMmiweHnMm abo MOHO-, Aun-
a6o TPU3aMilLeHM, Hes3anexHo OAWH Big OAHOro,

4 abo
G ﬂBnﬂe co6oro npsamuin  38'a3ok, -(CHz)n- abo -
(CH2)m-NR™-, ne m siBnsie coGoto uini ucna 0, 1, 2,
3 abo 4,
M siBnsie coboro
1) atom BoZHIO,
2) reTepouuknin, e retepouuknin aesnsae cobow 3a-
FIMLLIOK i3 rpymun, SIKy MOXHa ogepxaTu 3 asenaHy,
aseniny, 1,4-giasenany, 1,2-giaseniHy, 1,3-giaseniny,
1,4-pgiaseniHy, imigasony, i3oTiasony, i3okcasony, i30-
KcasoniguHy, 2-i3okcasoniHy, keToMopdoniHy, KeTo-
ninepasuHy, MmopdoniHy, okcasony, [1,4]-okcasenaHy,
ninepasuHy, ninepasnHoHy, ninepuanHy, ninepuanHo-
Hy, nipasvHy, NipuaasuHy, MNipUuaasuHOHY, NiPUAUHY,
nipugoHy, nipyumiguHy, niponiauMHy, nNiponiauHOHY,
TeTparigponipaHy, 1,4,5,6-teTparigponipyaasuHiny,
TeTpasuHy, TeTpasony, Tiagiasony, Tiasony, TioMop-
doniHy, TiodpeHy, 1,2,3-Tpuasuny, 1,2,4-TpuasuHy,
1,3,5-Tpuasuny, 1,2,3-tpuasony abo 1,2,4-tpuasony,
[e 3a3HadeHuin reTepouuknin € HesamiweHum abo
MOHO-, AW- ab0 TpM3aMileHM, He3anexHo oavH Big
ogHoro, R™,
3) -(C+-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Au- abo Tpu3amilleHUM, He3anexHo OAWH Bif

0 O\N N

B{LN}“H ﬁ/{/ ig/ |
/ﬁ\ _OH /ﬁ\ OMe

Y«

ne Me saBnsie coboto meTun,

SKWO 2 3anuLKu -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHU MOXYTb YTBOPIOBATM pa3oMm 3 aTomMamu, 0
SIKMX BOHW NpueaHaHi, 1,3-aiokconbHe kinbLe abo 2,3-
/:l,mrl,qpo['l 4]p,|0|<CMHOBe Kinbue, Wo 3amiweHe 1, 2, 3
abo 4 R™
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4) -(C3-Cs)- Ll,I/IKJ'Ioaj'IKIJ'I abo
5) -C(0)-N(R"")-R",
R” aBnse coboto
1) aTom BOAHIO,
2) ranoreH,
3) -(C4-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, AW- abo TpuU3aMilLleHNM, HEe3anexHo OoauH Bif
oJHoro, R ,
4) -(C4-Cs)-nepdpTopankin,
5) deHin, oe deHin € HezamiweHum abo MoHo-, Au-
a?g TpM3aMilLeHUM, He3anexHo OAWH Bif OAHOro,
R™,
6) -(Co-Ca)-ankineH-O-R'®, ge R signsie coboto
a) aToM BOAHIO,
b) -(C4-Cy)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Aau- a6o TpM3aMilLeHUM, He3anexHo OAWH Bif
ofJHoro, R*
c) -CF3 a6o
d) -CHF»,
7) -CN,
8) -NR°- SO, -R'°,
9)-SOs-R" . Aes /J,OpIBHIOG 1 abo 2,
10) -SO+-N (R ")-R", ne t nopieHioe 1 aGo 2,
11) -(Co-C4)-ankineH-C(O)-R
12) -(Co-Ca)-ankinen-C(0)-O-R"",
13) ~(Co-Ca)-ankine-C(O)- N(R”) R",
14) -(Co-C4)-ankinen-N(R'")-R"2,
15) -(Co-Cy)-ankineH- C(O) 0O-(C2-C4)-ankineH-O-
C(0)-(C+-Cy)-anxin,
16) -C(0)-O-C(R™ R')-0-C(0)-R
17) -(Co-Cy)-ankineH-C(0)-0O- (Cg—C4)-anKir|eH-O-
C(0)-0-(C+-Ceg)-arnkin,
18) -C(0)-0-C(R"* R™)-0-C(0)-0-R",
19) -(Co-Cs)-ankineH-O-CHz-CF2-CH2-O-(Co-Cs)-
ankin,
20) -(Co-Ca)-ankinen-O-CH,-CF;-CF2-CH2-O-(Co-Cs3)-
ankin,
21) -(Co-Cs)-ankineH-O-CHa-(C1-Cs)-
nepq)TopanKmeH -CH>-OH,
22) -SO,-N(R")-R™, ne W,D,OpIBH}OC 1 abo 2,
23) -(Co-Ca)-ankine-C(O)- N(R')-R™,
24) -(Co-C4)-arkinen-N(R'")-R"®, a6o
25) 3anuULLIOK 3 HACTYMHOTO Nepeniky

A o
) Mo K&
H

R?® aBnsie coboro

1) atom BogHI0,

2) ranoreH,

3) -(C4-Cys)-ankin, ge ankin € HesamiweHum abo mo-
HO-, An- a6o TPU3aMilLleHNM, HEe3anexHo OAWH Bif
o[Horo, R
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4) -(C4-C3)-nepdproparnkin,
5) deHin, ge deHin € HesamiweHm abo MoHo-, Au-
a(?g; TpU3aMilLeHUM, HEe3anexHo OAMH Big OAHOro,
R™,
6) -(Co-Ca)-arkineH-O-R"®, ne R" sensie coboio
a) aToMm BOZHIO,
b) -(C+-Cs)-ankin, ge ankin € He3amiweHnm abo mo-
HO-, AW- abo Tpu3aMillleHUM, He3anexHo OAWH Bif
o[Horo, R13,
c) -CF3 abo
d) -CHF;,
7) -CN,
8) -NR'%-S0-R",
9) -SOS-R”, ae s popisHioe 1 abo 2,
10) -SO-N(R")-R", ne t nopisHioe 1 a6o 2,
11) -(Co-C4)-ankinen-C(O)-R"",
12) -(Co-C4)-ankinen-C(0)-0-R"",
13) -(Co-Ca)-ankineH-C(O)-N(R'")-R"?,

DD Moo, L
o=( N P
\ y/ )J\N //N \ S0, \ _SQ,
H | H CHs H CFs

Q\N/NH
N

X
B:N}\IH H ,
/ﬁ\H/(;H /ﬁ\N/OMe | \XH\NH
’ o)

ae Me aBnsie coboto meTun,

SAKWO 2 3anuLKn -OR" npuegHaHi 4o cycigHix aTo-
MiB, BOHW MOXYTb YTBOPIOBaTWM pa3om 3 atomamu, Ao
SIKMX BOHW NpueaHaHi, 1,3-aiokconbHe kinbue abo 2,3-
aurigpo[1,4]aiokcMHoBe Kinbue, WO 3amiweHe 1, 2, 3
abo 4 R13,

R"iR" pa3om 3 aTOMOM a30Ty, 3 SIKUM BOHU 3B'A3a-
Hi, MOXYTb YTBOpIOBaTK KinbLie, BUOpaHe 3 aseniHy,
asetvavHy, 1,4-giazenaHy, Aiokcasony, AioKCasuHy,
1,2-piaseniHy, 1,3-giaseniHy, 1,4-giaseniHy, imigaso-
ny, imigasoniny, imigasoniguHy, isoTtiazony, i3oTiaso-
niavHy, i3oTias3oniHy, i3okcasony, i30KcasorniHy, i3o-
KcasoniguHy, 2-i30kcasoniny, KeToninepasuHy,
MopdoniHy, [1,4]-okcasenaHy, okcasony, ninepasuHy,
ninepuavHy, nipasvHy, nipasony, nipasoniHy, nipaso-
niavHy, nipyaasudy, nipyuauHy, nipyumiguHy, nipony,
niponiavHy, niponiavHOHy, MiponiHy, TeTparigponipu-

g
/ﬁ\N/)\l /ﬁ\N/SQz /ﬁ\N/SQz
| H  CHs H

ae Me aBnisie coboto meTun,

CF
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14) -(Co-Ca)-arkineH-N(R"")-R",

15) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(O)~(C1-Cys)-ankin,

16) -C(0)-0-C(R",R"®)-0-C(0)-R",

17) -(Co-Cy)-ankineH-C(O)-O-(C,-Cs4)-ankineH-O-
C(0)-O-(C+-Cs)-ankin,

18) -C(0)-0-C(R" R"®)-0-C(0)-0-R",

19) -(Co-C3)-aJ'IKiJ'IeH-O-CHz-CFz-CHz-O-(Co-C3)-
ankin,

20) -(Co-C3)-aJ'IKiJ'IeH-O-CHz-CFz-CFz-CHz-O-(Co-Ca)-
arnkin,

21) -(Co-C3)-ankineH-O-CH,-(C4-Cs)-
nepdropankineH-CHy-OH,

22) -SO4-N(R")-R™, ne w nopisHioe 1 a6o 2,

23) -(Co-C4)-anKineH-C(O)-N(R11)—R13,

24) -(Co-C4)-ankineH-N(R'")-R"?, a6o

25) 3anMLIoK 3 HAaCTYMHOro Nepeniky

\O

O>\-—o :EO \ O/NH

OWHy, TeTpasuHy, TeTpasony, Tiasony, Tiagiasony,
TiazoniguHy, Tia3oniHy, TioMopdoniHy, TiodeHy,
1,2,3-tpuasunHy, 1,2, 4-tpnasuHy, 1,3,5-Tpuasuny,
1,2,3-Tpnasony abo 1,2,4-Tpuasony, Oe 3a3HadeHe
KinbLe € He3amiweHum abo MoHo-, an- abo Tpusami-
LLiEHWM, He3anexHo OAuH Bia oaHoro, R',

R" sBnsie coboio dTop, xnop, -NO2, -CN, =0, -OH, -
CF3, -C(0)-0-R™, -C(O)-N(R'))-R?, -N(R"*)-R%, -(Co-
C3g-anKineH-O-R10, -Si-(CHa)3, -N(R'%)-S(0),-R"°, -S-
R, -S0,-R", -5(0)>-N(R"%)-R%, -C(0)-R"°, -(C+-Cs)-
arnkin, -(Cq-Cg)-ankokcu, deHrin, deninokcn-, O-CFs, -
(C1-Ca)-nepcpropankin, -NH-C(O)-NH-R'®, -(Co-Ca)-
ankin-C(0)-0-C(R"™ R'®)-0-c(0)-R", -(C4-Ca)-
ankokcudenin, -(Co-Ca)-ankin-C(0)-0-C(R™®, R'®)-O-
C(0)-0-R", -0-R"™®, -NH-C(0)-0-R"® a0 s3anmwiok 3
HacCTyMHOro neperiky

/N\
N/OH N/OMe
3 H )
s (@] s

A |
P S_/N
N
R10 i

R*® aense coboto dTOop, xnop, -NO,, -CN, =0, -OH, -
CF3, -C(0)-0-R™, -C(0)-N(R')-R?®, -N(R"%)-R*, -(Co-
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csg ankineH-O-R'®, -Si-(CHa)s, -N(R'%)- -S(O)- -R", -s-
, -S02-R™, -S(0)2-N(R'%)-R?, -C(0)-R"°, -(C1-Cag)-
anKm -(C+-Cg)-ankokcum, (beHIJ'IOKCVI- O- CF3, -(C4-Ca3)-
nepdpropankin, NH-C(O)-NH-R',  -(Co-Cy)-ankin-

P SQ SQ
N N/ X2 N/ X2
| H  CHs H

ﬁﬁNH \ O/NH >/E\N})

ae Me aBnsie coboto meTun,

R i R aensioTs cob0ot0, He3anexHo oavH Big, oaHo-
ro, BogeHb, -(C1-Cg)-ankin, -(Co-Ca)-ankin-OH, -(Co-
C4)-ankin-O-(C4-Cs)-ankin abo -(C4-C3)-
neg)q)To arnkin,

i R™ sBNs0TL COBOI0, HE3aNEXHO OAMH BiJ OAHO-
ro, BogeHb, -(Cq-Cg)-ankin abo pasom yTBOpPIOIOTb
KinbLie i3 rpynu LmKronponiny, UmMknobyTuny, uukno-
neHTuny abo uUuKnorekcuny, Ae KoXHe KIJ'IbLI,e € He-
SaMILIJ,eHI/IM abo 3amileHnmv Big 1 oo 3 R'"

R sBnsie coboto -(C1-Ce)-ankin, -(C1-Ce)- aJ'IKIJ'I-OH, -
(C1-Ce)-ankin-O-(C4-Ce)-ankin, -(C4-Ce)-ankin-O-(Cs-
Cs)-ankin-(Cs-Cs)-uuknoarnkin, -(Co-Cs)-ankin-(Cs-Cs)-
LMKroankin, ge 3asHadeHe UuMKnoasnkinbHe Kifnbue €
He3aMilLleHUM abo SaMILLI,eHI/IM 1, 2 abo 3 -OH, O-(C-
Ca)-ankinom a6o R'°

5. Cnonyka qaopmynvl | 32 6ygb-akum 3 nn. 1-4, e

R° siensie coboto

1) cbenin, ge deHin € HesamiweHnm abo MOHO-, Aun-
abo Tpu3amileHnM, He3anexHo oauH Bi4 OOHOrO, RB,
2) retepouuknin, BubpaHui 3 iHgoniny, isoiHgoniny,
©eH3odypaHiny, 6eH3oTiodeHiny, 1,3-
OeHsopiokconiny, iHaasoniny, 6eHsiMigasoniny, 6eH-
3okcasoniny, 6eHsoTiazoniny, XiHoMiHiNy, i3oxiHoniHi-
ny, XpomaHiny, isoxpomaHiny, LUWMHOMiHiNy, xiHa3oniHi-
ny, XiHokcaniwiny, dTanasuHiny, nipuaocimigasoniny,
nipugonipuavHiny, nipygonipuMigauHiny, nipuauny,
NYPUHINy 1 NTEPUOUHINY,

Oe 3a3Ha4YeHun reTepouuknin € HesamiweHum abo
MOHO-, AW- ab0 TpU3aMileHM, He3anexHo oavH Big
oJHoro, RS,

3) retepouwknin, BubpaHun 3 nipuguny, 2-nipuguny,
3-nipuguny, 4-nipuaguvny, niponiny, 2-niponiny, 3-
niponiny, doypuny, 2-pypuny, 3-cpypuny, TieHiny, 2-
TieHiny, 3-TieHiny, imigasoniny, nipasoniny, okcasori-
ny, isokcasoniny, Tiazoniny, Tiagiasoniny, isoTiasoni-
ny, Tpmasoniny, TeTpasoniny, nipygasunHiny n nipasu-
Hify, Oe 3a3HayeHUn reTepouuknin € HesaMilleHUm
abo MOHO-, An- abo TpM3aMilLleHUM, He3anexHo OauH
Big oAHOrO, RB,

i JOAAaTKOBO 3aMilLleHWUiA 3anuLLKOM, BUOGpaHUM i3 rpy-
nu nipyavny, 2-nipuguny, 3-nipuauny, 4-nipuguny,
niponiny, 2-niponiny, 3-niponiny, dypuny, 2-dypuny,
3-dbypuny, TieHiny, 2-Tieniny, 3-TieHiny, imigasoniny,
nipasoniny, okcasoniny, i3okcasoniny, Tiasoniny, Tia-
Jiasoniny, i3oTiazoniny, Tpuasoniny, TeTpasoniny,
nipugasuHiny 1N nipasuvHiny, ge 3asHadeHun 3anuiuok
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C(0)-0-C(R"™ R")-0-C(0)-R", <(C4-Cy)-
anKOKcmcbeHln -(Co-Cy)-anxin- C(O% 0-C(R",R"%)-0-
C(0)-0-R", -0-R"™, -NH-C(0)-0-R" abo 3anuuok 3
HaCTyI'IHOMy nepeniky

Z
\Qg N/OH N/OMe
H ’

A
T A

I )
R10

€ He3amiweHnMm abo MOHo-, An- abo Tpu3aMmilleHuMm,
He3anexHo oauvH Big oaHoro, R”,

R® siBnsie coboio

1) F, Cl, Brabo |,

2) -C(O)-NHa,

3) -(C+-Cs)-ankin, ge ankin € HesamiweHnMm abo mo-
HO-, Au- abo Tpu3amilleHUM, He3anexHo OAWH Big
ofHoro, ranoreHom, -OH abo meTokcmusanuiukom, abo
4) -O-(Cq-Cy)-ankin, ge ankin € HesamiweHum abo
MOHO-, An- abo TpM3aMilLeHM, He3anexHo OauH Big
O[HOTO, rasoreHoM abo MeTOKCM3anuLIKoM, 3a YMO-
Bu, Wo R® siBnsie coGoto LOHaMMEHLLE OaVH 3 raro-
reny, -C(O)-NH, a6o -O-(C1-Cs)-ankinbHoro 3anmuuky,
akwo R” aBnse coboto apun abo retepoumknin, ski
MaloTb 3Ha4YeHHS, BU3HAYEHI BULLE,

nigcTpyktypa D siBnsie coboto 3anuLwok, BUOpaHun 3
nipuauny, nipnaun-N-okeugy, niponiny, dypuny, Tie-
Hiny, iMigasoniny, nipasoniny, okcasoniny, i3okcaso-
niny, Tiazoniny, Tpuasoniny, i3oTiasoniny, Tia/:liaaoni-
ny, nipyumiguHiny, nipugasuHiny, nlpa3|/|H|ny, €
HesaMilleHnm abo 3amiweHum 1, 2, 3 abo 4 R* 60
3amiweHum 1 abo 2 =0,

Q sBnse coboto npsmuii 38'a3ok, -C(O)-, -SOg- abo -
(C1 Ce)-ankineH, -(Co-Cz)-arkineH-C(0)-NR-,

R' siBnsie cobolo aTom BofHIo abo -(C1-C)-arnkin,

R? sBnsic coGol npsiMuii 3B'S30Kk abo -(Ci-Co)-
ankineH, abo

R'-N-R%-V MOXYTb YTBOPIOBaTU 4-7-YNEHHY LMKMIYHY
rpyny, BubpaHy 3 ninepuavHy, ninepasvHy, nipuauHy,
nipumiguHy,  niponiguvHy,  niponiguMHony,  1,2,3-
TpuasunHy, 1,2,4-tpuasuniy, 1,3,5-TpuasunHy, 1,2,3-
Tpuasony, 1,2,4-Tpuasony, TeTpasuHy, TeTpasony,
1,2-piaseniny, 1,3-giaseniny, 1,4-giaseniHy, aseniuy,
KeToninepasuHy, OKca3ony, i30Kkca3osy, i30Kkca3ori-
OunHy, 2-i3okcasoniHy, MopdoniHy, Tiasony, i3oTiaso-
ny, Tiagiazony abo TiomopdoniHy, Ae 3a3HayeHa Lu-
KniyHa rpyna € He3amiweHolo abo MOHO-, A, abo
Tp|/|3aM|u.|,eHoro He3anexHo oauH Bia oaHoro, R™

R™ sBnsie coGoto dTop, xnop, =0, -(C1-Cy)-ankin a6o
-NHa,

V aBnsie coboto

1) UMKNIYHUIA 3anuWLIOK, BUOpaHWiA i3 rpynu, WO Mic-
TUTb  CMONyKW, ogepxaHi 3  asaiHgoniny(1H-
niponnipuauHy), aseTnavHy, aseniHy, asvpuguHy,
asupwuHy, 1,4-giazenaHy, 1,2-giasenidy, 1,3-giaseniny,
1,4-piaseniHy, giasvpuHy, 1,3-giokconaHy, diokcaso-
ny, dypaHy, imigasony, i3oxiHoniHy, i3oTiasony, i3oTi-
asonigvHy, isoTia3oniHy, i3okcasony, 2-i30KkcasoniHy,
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i3okcasoniguHy, ketomninepasvHy, MopdoniHy, 1,2-
okcaauHy, 1,3-okcasuHy, 1,4-okcasuHy, okcasony, 1,2-
okcaTionaHy, ninepuaviHy, nipaHy, nipasuHy, nipaso-
ny, nipygasuHy, ninepasuHy, nipuauHy, nipuaoHy,
nipuMigunHy, nipony, niponiguHy, NiponiguHoHy, XiHa-
30MiHy, XiHOMiHY, TeTpa3uHy, TeTpasony, TiadiasuHy,
1,2-tiasnHy, 1,3-TiasuHy, 1,4-TiasuHy, 1,3-Tiasony,
TieTaHy, TiomopdoniHy, TiodeHy, TionipaHy, 1,2,3-
TpuasuHy, 1,2,4-tpnasuny, 1,3,5-tpuasunHy, 1,2,3-
Tpuasony abo 1,2,4-tTpuasony,
0e 3a3HayYeHnn LUMKNIYHUA 3anuioK € He3aMilleHUM
abo MOoHo-, Av- abo Tpu3aMilleHUM, He3anexHo OAuH
BiJ 0HOrO, R™ a6o
2) cbeHin, ge cbeHin € HesaMilweHnM abo MOHO-, Aun-
a6o TpU3aMileHM, He3anexHo OAWH Big OAHOro,
R™,
G saBense co6oro npsamun  38'a30K, -(CHz2)m- abo -
(CH2)m-NR™-, ne m siBnsie coGoto uini ucna 0, 1, 2,
3 abo 4,
M saBnsie coboto
1) atom BogHO,
2) retepouuknin, ge retepoumknin sense cobow 3a-
nMWoK, BUBpaHui i3 rpynu, siky MOXHa ogepxaTtu 3
1,4-piasenaHy, ketoMopdoniHy, TiodeHy, nipuaaso-
Hy, ninepuavHy, ninepaswvHy, NipuauHy, NipUMIgUHY,
niponiavHy, niponiguHoHy, nipuMaoHiny, imigasony,
nipugasvHy, nipasuHy, 1,2,3-tpnasudy, 1, 24-
TpuasuHy, 1, 3,5-Tpuasuny, 1,2,3-tpnasony, 1,2,4-
Tpuasony, TeTpasuHy, Tetpasony, 1,2-giasenidy, 1,3-
diaseniHy, 1,4-giaseniHy, aseniHy, keToninepasviHy,
okcasony, i3okcasony, i3okcasoniguny, 2-
i3okcasoniHy, MmopdoniHy, Tiazony, i3oTiazony, TeTpa-
rigponipany, 1,4,5,6-TeTparigponipygasuHiny, Tiagia-
3ony abo TiomopdoniHy, Ae 3a3Ha4YeHUn reTepoLuK-
nin € HesamiweHum abo MoOHO-, Aau- a6o
TpU3aMmiLLeHM, He3anexHo OauH Bid OAHOrO, R™ ,

o\
\ y/ /ﬁ\N //N /ﬁ\N/sc\)2 /ﬁ\N/so2
H ||—| H o CHs H

ae Me aBnsie coboto meTun,
R? sensie coboio

1) atom BogHMO,

2) ranoreH,

3) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Aun- a6o TPY3aMilleHUM, He3anexHo OAWH Bif
o[Horo, R

4) -(C4-C3)- nepq)TopanKm
5) -(Co-Ca)-ankineH-O-R'®, ge R siensie co6oio
a) aToMm BOZHIO,

b) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Au- abo TpM3aMilleHUM, He3anexHo OAMH BiA
o[Horo, R’ ,

c) -CF3 abo

d) -CHF»,
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3) -(C+-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, AW- abo TpU3aMilLleHNM, HEe3anexHo OoauH Bif
oAHoro, R 4 abo

4) -(C5-Ce)- Ll,I/IKJ'IoaJ'IKiJ'I,

R sBnsie coboto

1) aTom BOZHIO,

2) ranoreH,

3) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, AW- abo TpU3aMilLleHUM, HE3anexHo OoauH Bif
oJHoro, R’ ,

4) -(C4-Cs)-nepdproparnkin,

5) deHin, ge deHin € HezamiweHm abo MoHo-, an-
361339 TpM3aMilLeHUM, He3anexHo OAWH Bif OAHOro,
R™,

6) -(Co-Ca)-ankineH-O-R'®, ge R signsie coboto

a) aToM BOJHIO,

b) -(C4-Cys)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, AW- abo TpU3aMilLleHNM, HEe3anexHo oauH Bif
oJHoro, R ,

c) -CF3; abo

d) -CHF»,

7) -CN,

8) -NR°- SO, -R'°,

9) -SOs-R" . Aes ,qopleroe 1 abo 2,

10) -SO+-N (R ")-R" ,qet,qop|BH+061 abo 2,

11) -(Co-Cs)-ankinen-C(O)-R"

12) -(Co-Ca)-ankinen-C(0)-O-R"",

13) ~(Co-Ca)-ankinex-C(O)-N (R”) R™,

14) -(Co-C4)-arkinen-N(R'")-R"

15) -(Co-Cy)-ankineH- C(O) -O-(C2-C4)-ankinen-O-

C(0)-(C1-Cy)-anxin,

16) -C(0)-0-C(R"* R"®-0-C(0)-R",

17) -(Co-C2)-ankineH-C(0)-0-(C,-C4)-ankineH-O-
C(0)-O-(C+-Ce)-arnkin,

18) -C(0)-O-C(R"®, R'®-0-C(0)-0-R", a6o

19) 3anuLUIOK 3 HAaCTYMHOrO nepeniky

6) -CN,

7) -NR'- SO, -R'°,

8)-SO«R", e Sé:lOpIBHPOC 1 ab6o 2,

9) -SO- N(R”) R’ ,qet,qoplaHroe1 abo 2,

10) -(Co-Ca)-ankineH-C(O)-R"!

11) -(Co-Ca)-ankinen-C(0)-O-R"",

12) ~(Co-Cy)-ankinex-C(O)- N(R”) R",

13) -(Co-Ca)-ankineH-N(R'")-R"

14) -(Co-Cy)-ankinen- C(O) O-(Co-Cs)-ankineH-O-
C(O)~(C1-Cas)-ankin,

15) -C(0)-0-C(R"*,R"-0-C(0)-R",

16) -(Co-Cy)-ankineH-C(O)-O-(C,-Cs)-ankineH-O-
C(0)-O-(C+-Cs)-ankin,

17) -C(0)-0-C(R"* R™®)-0-C(0)-0-R", a

18) 3anuLUIOK 3 HACTYMHOTO Neperniky
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ae Me aBnsie coboto meTun,

R R12, He3aneXxHo OAWH Big 04HOro, € 0 4HaAKOBMMU
abo pi3HUMK | ABNAOTL COBOID

1) atom BogHM0,

2) -(C4-Ce)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, An- abo TpM3aMilleHWM, He3anexHo OAWH Bif
o[Horo, R13,

3) -(Co-Ce)-ankin-(Cs-Cs)-upmknoankin,

4)-0-R", a6o

5) -(Co-Cs)-ankin-(Cs-Cis)-retepoumknin, ne ankin i
reTepoumKmin €, He3anexHo OAWH Bif OOHOrO, He3a-
MilLleHMMK abo MOHO-, An- abo TpusamilLeHnMun R13, i
e reTepoumnknin BubpaHui 3 aseTuamHy, LUKNONpo-
niny, uvkno®ytuny, 4,5-gurinpookcasony, iMigasoni-
OvHy, mopdoniHy, (1,4)-okcasenaHy, OKCa3oriauHy,

_
/ﬁ\N /)\' /ﬁ\N/sc\)2 /ﬁ\N/sc\)2
I H CHs H ©

H , )
\ N/NH \ O/NH 5/3\17)

H

ne Me saBnsie coboto meTun,
R* aensic coboro dTop, -CN, =0, -OH, -CF3, -C(O)-

O-R",  -C(O)-N-(R')-R®, -N(R'")-R®, -(Co-Cs3)-
/iLN//)“ i
|

H
H

je
ae Me aBnisie coboto meTun,

R i R aensiots cobot0, He3anexHo oavH Big, oaHo-
ro, BO[IEHb, -(C1-Cy)-ankin abo  -(C4+-Cs)-
nepdropankin,
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/ﬁ\ SQ /ﬁ\ SO
N/ X2 N/ X2
H CH, H CF,

Q\N/NH
N

Fs
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0]

£

\O

o)
NH

>—o \ O/
i) I i)

ninepuavHy, ninepaswvHy, NiponiauHy, TeTparigpoTio-
deHy, TiazonignHy abo TiomopdponiHy, abo

R"iR" pa3om 3 aTOMOM a30Ty, 3 KM BOHU 3B'sA3a-
Hi, YTBOpPIOIOTb rETEPOLMKITIYHE KinbLe, BuMOpaHe 3
aseTuauHy,  uuknonponiny,  uuknodytuny, 4,5-
avrigpookcasony, imigasoniguHy, mopdoniHy, (1,4)-
oKcasenaHy, oKcasomniguHy, ninepuavHy, ninepasuHy,
niponiavHy, TeTparigpoTioceHy, TiasoniguHy abo
TiomopdoniHy,

R'® asnsie coboto dT1op, -CN, =0, -OH, -CF3;, -C(O)-
O-R"  -C(O)-NR™)-R®, -NR")-R? -(CsCo)-
uuknoankin, -(Co-Cs)-arnkinen-O-R'°, -Si-(CHa)s, -S-
R, -S0»-R'°, -(C1-Cs)-nepdropankin abo 3anmLiok 3
HaCTyMHOro neperiky

/N\
N/OH N/OMe
H ]

0]

< X
P S_/N
N
R10 i ’

ankineH-O-R'°, -Si-(CHa)s, -S-R'°, -S0,-R"?, -(C;-Cs)-
nepdTopankin abo 3anuwoK 3 HACTYMHOro nepeniky

0]

N
SO /ﬁ\ SO OH OMe
X2 VX2 e e
N
N CH, H CF, \Qg H ,

< X
P S_/N
N
R10 i ’

RS i R'® asnsitots cobot0, He3anexHo oavH Big, ogHO-
ro, BogeHb, -(Cq-Cs)-ankin abo pasom yTBOPIOIOTb
KinbLe, BUOpaHe i3 Lmknonponiny, Luknodytuny, umk-
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noneHTuny abo UMKnorekcuny, Ae KOXHe Kifnbue €
He3aMmilLleHMM abo 3amillieHum Big, 1 o 3 R1°, i
R" siBnsie coboio -(C1-Cs)-ankin, -(C1-Ce)-ankin-OH, -
(C4-Ce)-ankin-O-(C4-Cs)-ankin, -(C4-Cg)-ankin-O-(C+-
Cs)-ankin-(Cs-Cs)-uuknoarnkin, -(Co-Cs)-ankin-(Cs-Cs)-
LMKroankin, e 3asHadeHe UMKNoasnkinbHe Kinbue €
He3aMmillleHMM abo 3amiuwleHum 1, 2 abo 3 -OH, -O-
(C+-C4)-ankinom a6o R'.
6. Cnonyka copmynu | 3a 6yge-akum 3 nn. 1-5, ge
R° siBnsie co6oto
1) dbenin, ge denin € HesamieHum abo MoHo- abo
AM3aMilLLeHNUM, He3aneXXHo OAVH Big, OAHOrO, RS,
2) nipuomn abo 6eHsoTiodeHin, ge nipuaun abo 6eH3o-
TiodeHin € HeszamiweHmn abo MoHo- abo ausamille-
HUMW, HE3aNEXHO OAVH Bia oaHoro, R®, a6o
3) reTepouumknin, BubpaHun 3 TieHiny, Tiagiasoniny,
i3okcasoniny 1 Tiasoniny, Ae 3asHa4YeHun reTepoLmk-
nin € 3amilleHnM 3anuiikoM, BUOpaHumM 3 TieHiny, 2-
TieHiny n 3-TieHiny, oe 3asHavyeHWn 3anuLioK € Hesa-
MieHMM abo MOHO- abo AM3aMilleHVUM, He3anexHo
OVH Big, 0QHOrO, RS,
R® sBnsie coboro F, ClI, Br, -OCHs3 a6o -C(O)-NH_,
nigcTpyktypa D siBnsie coboto 3anuLiok, BUOpaHun 3
nipyavny, nipuaun-N-okcmay, niponiny, TieHiny, iMi-
Aasoniny, nipasoniny, okcasoniny, i3okcasoniny, Tia-
3oniny, i3oTiasoniny, Tiagiaszoniny, nipuMiguHiny, ni-
pvgasuHiny abo nipa3|/|Hir%, i € HesamilieHum abo
3amiweHum 1, 2, 3 abo 4 R*, abo 3amiweHnin 1 abo 2
=0,
Q saBnse coboto npsimuii 38'30K, -C(O)-, -SO2-, -CHy-
C(O)-NH-, metuneH abo eTuneH,
R’ siBnsie coboto atom BOAH!O,
R? asnsie coboto nNpsiMuin 3B'A30K abo MeTWMEH,
R'-N-R%V MOXYTb YTBOPIOBaATU 4-7-4NEHHY LMKNIYHY
rpyny, BubpaHy 3 aseTvguHy, niponiguHy, ninepuanHy
1 ninepasuHy,
R asnse coboro dTop, xnop, =0, metun, etun abo -
NH>,
V aBnse coboto
1) 3anuLwoK, BUOpaHW i3 rpynu, Wo MiCTUTb CMOMyKu,
onepxaHi 3 asaiHgoniny(1H-nipononipuanHy), asetu-
auny, 1,4-giasenaHy, isokcasony, i30XiHOMiHy, ninepa-
3UHY, NinepuanHy, nipasuHy, nipuaasuHy, Nipumiauay,
niponiauHy, xiHasoniHy, xiHoniHy abo TeTparigponipa-
HY,
€ 3a3Ha4YeHUN UUKIIYHUA 3anuLioK € He3aMilleHUM
abo MoHo- abo AM3aMilleHVM, He3anexHoO OAWH Big
OJHOro, RM, abo
2) dheHin, ge deHin € HesamilleHnM abo MoHO- abo
On3aMilLeHnM, He3aneXxHo OAWH Bid ogHoro, RM,
G saBnse coboto npamui 3B'A30K, -(CH2)n- abo -
(CHz)m-NRm-, ne m aBnsie codoto wini yncna 0, 1 abo
2,
M sBnsie coboto aTtom BoaHto, (Cp-Cs)-ankin, asena-
HiN, UMKNonponin, UUKNodyTum, LUMKNONEHTUN, LUKIO-
rekcun, imigasonin, KeToMOpdOniHin, MopdoniHin,
[1,4]okcasenaHin, ninepuanHin, ninepuaoHin, nipasu-
Hin, nipasonin, nipugasuvHin, nipyuaun, nipumigun, ni-
poniawnHin, 1,4,5,6-teTparigponipuaasunin abo Tetpa-
rigponipaHin, Ae 3anuwikn HesamiweHi abo MoHo- abo
On3aMilLeHi, He3anexHo OAuH Bif OAHOrO, R14,
R® siBnsie coboto
1) aTom BOAHIO,
2) cTop, xnop,
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3) -(C+-Cs)-ankin, ge ankin € HesamiweHnM abo mo-
HO-, Au- abo TpuU3aMilLeHUM, HEe3anexHo OoauH Bif
0oHoro, R13,

4) -(C4-C3)-nepdptopankin,

5) deHin, ge deHin € HezamiweHm abo MoHo-, an-
a(?g) TpU3aMilLleHUM, He3anexHo OAMH Big OAHOro,
R™,
6) -(Co-Cz)-ankineH-O-R'®, ge R siensie coboto

a) aToM BOAHIO,

b) -(C4-Cy)-ankin, ge ankin € HesamiweHm abo mo-
HO-, AW- abo Tpu3aMilLleHUM, He3anexHo OoaWH Bif
0oHoro, RSS,

c) -CF3; abo

d) -CHFy,

7) -CN,

8) -NR'°-S0»-R°,

9) -SOS-R”, e s popisHioe 1 abo 2,

10) -SO-N(R")-R", ne t nopisHioe 1 a6o 2,

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

12) -(Co-C4)-ankineH-C(0)-0-R"",

13) -(Co-C4)-anKineH-C(O?-N(R11)-R12,

14) -(Co-C4)-ankinen-N(R'")-R"2,

15) -(Co-Cy)-ankineH-C(0)-O-(Co-Cs)-ankineH-O-
C(0)-(C+-Cy)-anxin,

16) -C(0)-0-C(R" R")-0-C(0)-R",

17) -(Co-C2)-ankineH-C(0)-0O-(C2-C4)-ankinen-O-
C(0)-O-(C+-Cs)-ankin, abo

18) -C(0)-0-C(R"™ R"®)-0-C(0)-0-R",

R* sensie coboio

1) atom BogHIO,

2) dtop, xnop,

3) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, AW- abo Tpu3aMillleHUM, He3anexHo OAWH Bif
o[Horo, R’ ,

4) -(C4-Cs)-nepdropankin,

5) -(Co-Cs)-ankineH-O-R'®, ge R'® siznsie coGoto

a) aToMm BOZHIO,

b) -(C+-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, AW- abo Tpu3aMillleHUM, He3anexHo OAWH Bif
o[Horo, R13,

c) -CF3 abo

d) -CHF»,

6) -CN,

7) -NR'%-S0>-R™,

8) -SOS-R”, ae s popisHioe 1 abo 2,

9) -SO-N(R")-R™, ne t fopieHioe 1 a6o 2,

10) -(Co-Ca)-ankineH-C(O)-R",

11) -(Co-Ca)-ankineH-C(0)-0-R"",

12) -(CO-C4)-anKineH-C(O)-N(R11)—R12,

13) -(Co-Ca)-arkineH-N(R'")-R"™,

14) -(Co-Cy)-ankineH-C(O)-0O-(C,-Cs)-ankineH-O-
C(O)~(C1-Cas)-ankin,

15) -C(0)-0-C(R"®,R"®)-0-C(0)-R",

16) -(Co-Cy)-ankineH-C(0)-O-(C,-Cs)-ankineH-O-
C(0)-0-(C1-Cg)-ankin, abo

17) -C(0)-0-C(R"™ R"™)-0-C(0)-0-R"", abo

R R12, He3anexHo OAVH BiJ 0QHOro, € O4HAKOBMMM
abo pi3HuMK i aBRATL coboto

1) aTom BoAHIO,

2) -(C4-Ce¢)-ankin, ge ankin e HesamiweHumM abo MOHo,
Av- abo Tp13aMmilLeHM, HE3aneXHO OAMH Bif OOHOrO,
R™,

3) -(Co-Ce)-ankin-(Cs-Cs)-umknoankin,

4) -0-R" a6o

5) -(Co-Ce)-ankinreTepouukrnin, ge arnkin i rerepoLmk-
nin e, He3aneXxHo OAWH Bid OAHOro, He3amilleHUMU
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abo MoHo-, ou- abo TpusamilleHnMmn R13, i ne rete-
poumknin BubpaHui i3 rpynu asetuauHy, iMigasoni-
AviHy, mopdoniHy, (1,4)-okcasenaHy abo niponiguHy,
abo
R"iR" pa3om 3 aTOMOM a30Ty, 3 SIKUM BOHU 3B'A3a-
Hi, YTBOpPIOIOTb Kinbue, BUOpaHe 3 azeTuauvHy, imiga-
3oniguHy, mopdoniny, (1,4)-okcasenaHy, ninepasuHy,
ninepuavHy, niponignHy abo TiomopdoniHy,
R' asnsie coBoto dT1Oop, -CN, =0, -OH, -CF3, -C(O)-
O-R",  -C(O)-NR™)-R®, -N(R")-R? -(CsCo)-
uvknoarnkin, -(Co-Ca)-ankinen-O-R'®, -Si-(CHa)s, -S-
R, -S0,-R" a6o -(C-Cs)-nepdropankin,
R*® asnsie coboto dT1op, -CN, =0, -OH, -CF3;, -C(O)-
O-R",  -C(0)-N-(R')-R®, -N(R")-R® -(Co-Cs)-
ankineH-O-R'°, -Si-(CHa)s, -S-R', -S0,-R"® a6o -(Cs-
ng-nepq)TopanKin,

R i R? asnstots coboto, He3anexHo oauH Big, ogHO-
ro, BOLEHb, -(C4-Cy)-ankin abo  -(C4-Cs)-
I'Ieg)dJTOé.)aJ'IKiJ'I,

R i R'® asnsitots coboto, He3aneXxHo oauH Big, ogHO-

ro, BogeHb, -(C4-Cs)-ankin abo pasom YTBOPOWTb
KinbLe, BUOpaHe 3 LMKNONponiny, UMKnodyTuny, Lmk-
noneHTuny abo UMKMOrekcuny, Oe KOXHe Kifbue €
He3aMmilLleHMM abo 3amilieHrm Big 1 oo 3 Rm, i

R sBnsie coboto -(C1-Ce)-ankin, -(C1-Ce)-arkin-OH, -
(C4-Ce)-ankin-O-(C1-Cs)-ankin, -(C4-Cg)-ankin-O-(C+-
Cs)-ankin-(Cs-Cs)-umknoankin, -(Co-Cg)-ankin-(Cs-Cs)-
UMKNoankin, Ae 3asHadeHe UuKrnoarnkinbHe Kinbue €
He3amilleHMM abo 3amiweHum 1, 2 abo 3 -OH, -O-
(C1-C4)-ankinom a6o R'.

7. Cnonyka copmynu | 3a nn. 1-6, ge

R° siensie coboto

1) nipnamn abo G6eH3oTiodeHin, ae nipuann abo 6ex-
30TiodpeHIN € HesamilleHnm abo MoHo- abo ansami-
LLEHNM, He3anexHo OAMH Big ogHoro, RS, a6o

2) reTepouuknin, BubpaHWn 3 TieHiny, Tiagiasoniny,
i3okcasoniny 1 Tiasoniny, Ae 3asHa4YeHU reTepoLmK-
nin € 3amilleHnM 3anuLIkom, BUOpaHUM 3 TieHiny, 2-
TieHiny n 3-TieHiny, Ae 3a3HavyeHWn 3anuvLLIOK € Hesa-
MilLleHUM abo MOHO- abo AM3amilleHuM, HesanexHo
OOVH Big OAHOrO, RB,

R® asnsie coboto F, Cl, Br, -OCH3 a6o -C(O)-NHo,
nigcTpyktypa D aBnsie coboto nipnaun i € Hesamille-
Hoto abo 3amilleHoro 1, 2, 3, abo 4 R3, abo 3amille-
Hoto 1 abo 2 =0,

Q gaBnse coboto -CH,-C(O)-NH- abo meTuneH,

R’ sBnsie coboto atom BOAHIO,

R? asnsie coboro NpsiMUiA 3B'sI30K,

R aBnsie coboto dTop, xnop, =0, metun, etun abo -
NHy,

V aBnse coboto ninepuauH, Ae ninepuanH € Hesami-
weHuMm abo MOHO- abo Au3amilleHuM, HesanexHo
OOVH Big OAHOrO, R14,

G aBnsie coboto NpsiMuii 3B'A30K,

M sBnsie coboto atom BogaHto, (Co-Cs)-ankin, izonpo-
nin abo nipuaguvn, Ae 3anuwoK € He3amilleHnMm abo
MOHO- abo AM3aMilleHNM, He3anexHo OAVH Bifd O4HO-
ro, R14,

R® sBnsie co6oto

1) aTom BOAHIO,

2) cprop, xrop,

3) -(C+-Cs)-ankin, ge ankin € HesamiweHnMm abo mo-
HO-, An- abo TpM3aMilleHUM, He3anexHO OAuvH Bif
0oHoro, R13,

4) <(Co-Co)-arnkineH-O-R"®, ne R sBnsie coboio

a) aToM BOAHIO,
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b) -(C+-Cy)-ankin, ge ankin € HesamiweHm abo mo-
HO-, Au- abo Tpu3aMilleHUM, He3anexHo OAWH Bif
o[Horo, R13,

5) -(Co-Ca)-ankineH-C(0)-0-R"", aGo

6) -(Co-Ca)-ankineH-C(O)-N(R'")-R",

R R12, He3anexHo OAvH Bi4 0OHOro, € OAHAKOBUMM
abo pi3HUMK | ABMSATE coboto

1) atom BogHIO abo

2) -(C4-Cs)-ankin, ge ankin € HesamiweHnm abo mo-
HO-, Au- abo TpM3aMilleHUM, He3anexHo OAWH Bif
0OJHOrO, R13, abo

R"iR"™ pa3oM 3 aTOMOM a3o0Ty, 3 AKMM BOHU 3B'si3a-
Hi, MOXyTb YTBOPIOBATH KinbLe, BUOpaHe 3 a3eTnau-
Hy, imigasoniguHy, MopdoniHy, (1,4)-okcasenaHy,
ninepasuHy, ninepuauHy, niponiguHy abo Tiomopdo-
niHy,

R'® aBnsie coboto ¢pTop, =0, -OH, -CF3, -C(O)-O-Rm,
-C(O12J-N(R1°)-R2°, -N(R')-R?® a6o -(Co-Cs)-ankineH-
O-R™,

R i R aensiotb coboto, He3aneXxHo oauH Big 0gHO-
ro, BOZEHb, -(C4-Cy)-ankin abo  -(C4-Cs)-
nepdropankin.

8. Cnonyka dopmynu | 3a 6yab-sikum ogHvMM 3 nn. 1-
7, Be cnonyka dopmynu | asnsie coboto:
(1-izonponinninepnanH-4-in)amig 1-[5-(5-xnoptiodeH-
2-in)isokcason-3-inmetun]-1H-nipon[2,3-b]nipnanH-2-
KapOOHOBOI KMCMOTH,

ckrnagHun metunosuii  edgip  1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-2-(1-isonponinninepuanH-4-
inkap6amoin)-1H-nipon[2,3-b]nipnanH-5-kapboHoBoi
KMCnoTu,
1-[5-(5-xnopTiodeH-2-in)izokcason-3-inmetun]-2-(1-
izonponinninepuaunx-4-inkapbamoin)-1H-nipon[2,3-
b]nipnanH-5-kapboHoBY KUCMOTY,

5-amig  2-[(1-i3onponinninepnannH-4-in)amig] 1-[5-(5-
xnopTiodeH-2-in)isokcason-3-inmeTnn]-1H-nipon[2,3-
b]nipnaunH-2,5-ankapboHOBOI KUCTOTH,
(1-isonponinninepnanH-4-in)amig, 1-[5-(5-xnopTiodpeH-
2-in)isokcason-3-inmetun]-1H-nipon[3,2-b]nipnanH-2-
KapOOHOBOI KMCMOTH,
1-[5-(5-xnopTiodeH-2-in)idokcason-3-inmetTun]-2-(1-
isonponinninepnamnH-4-inkap6amoin)-1H-nipon([3,2-
b]nipnanH-5-kapboHoBY KMUCHOTY,
(1-isonponinninepngnH-4-in)amig, 1-[5-(5-xnopTiodpeH-
2-in)isokcason-3-inmetun]-5-okco-4,5-gurigpo-1H-
nipon([3,2-b]ninepnanH-2-kapboHOBOI KMCIOTK,
ckrnagHun metunosui  edgoip  1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-2-(3,4,5,6-tetparigpo-2H-
[1,416inipnamnHin-4-inkap6amoin)-1H-nipon([3,2-
b]nipnamH-5-kapboHOBOI KMCNOTH,
1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmeTun]-2-
(3,4,5,6-tetparigpo-2H-[1,416inipnanHin-4-
inkap6amoin)-1H-nipon[3,2-b]nipnanH-5-kapboHoBy
KucroTy,

(1-isonponinninepuanH-4-in)amig, 1-[5-(5-xnopTtioceH-
2-in)isokcason-3-inmetun]-5-(2-metokcietoken)-1H-
nipon([2,3-c]nipnanH-2-kapboHOBOI KNCNOTY,
(1-isonponinninepuanH-4-in)amig 1-[5-(5-xnopTtioceH-
2-in)isokcason-3-inmetun]-5-(2-rigpokcieTokcu)-1H-
nipon([2,3-c]nipnanH-2-kapboHOBOI KNCNOTH,
(1-izonponinninepuagunn-4-in)amia  1-[(5-xnopnipngunH-
2-inkapbamoin)metun]-5-(2-metokcietoken)-1H-
nipon[2,3-c]nipnamnH-2-kapboHOBOI KUCNOTH,
(1-izonponinninepuamnn-4-in)amia  1-[(5-xnopnipngunH-
2-inkapbamoin)metun]-5-(2-rigpokcieTokcu)-1H-
nipon[2,3-c]nipnanH-2-kapboHOBOI KUCNOTH,
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(1-isonponinninepuanH-4-in)amig, 1-[(6-
xnop6eH3so[b]TiocdeH-2-inmeTnn)-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
kapboHOBOI kMcnoTn abo
(1-isonponinninepuanH-4-in)amig, 1-[(6-
xnopbeH3so[b]TiodeH-2-inmeTnn)-5-(2-
riapokcieTokcm)-1H-nipon[2,3-c]nipuanH-2-
KapOOHOBOI KACMOTW.

R3a
|
N S
ke
29

fe 3anmwok R® mae sHaueHHs -N(R')-R*-V-G-M, sk
3a3HadveHo B nn. 1-8, ane e dyHKuUioHanbLHa rpyna
R® moxe Takox OyTn NpUCyTHLOW Yy chopMi rpyn, sk
Hagani TpaHCcOPMYTbCA B KiHUEBI COyHKLiOHAmNbHI
rpynu, wo € npucyTHimm B -N(R')-R%V-G-M, i ge 3a-
nuwok R* osHauae rpyny -Q-R® a6o Moxe o3HauaTy
rpyny, wo Hagani TspaHCd)OpMyeTbCﬂ B rpyny -QR’, i
fAe rpyna -C(O)-R*® moxe siBnsiT coboio rpyny kap-
6oHOBOI kMcroT abo i noxigHux, i ge rpynu R® y
dopmynax 29 i 30 maloTb BiANOBIAHI BU3HAYEHHS R® y
dopmyni |, sk BM3Ha4eHo B nn. 1-7, abo dyHKUioHa-
MbHi TPYNN B HUX MOXYTb TakoX OyTW NpucCyTHIMU Y
3axueHi dopmi abo y dopMi rpyn-nonepeHukKis.
10. ®apmaueBTUYHUIA NpenapaTt, SKUW MICTUTb LLO-
HaiMeHLle ofHy crnonyky dopmynu | 3a Oyab-skum
ogHuM 3 nn. 1-8 y BCix 1T cTepeoizoMepHUX opmax i
il cymiwax y 6yap-skomy cniBBigHOLWEHHI Wabo ii
cpisionoriyHo NPURHATHI coni 1 dpapmaLeBTUYHO Npu-
NHATHWUIA HOCIN.

11. 3actocyBaHHs crionyku dopmynu | 3a Oyap-saxkum
ogHuM 3 nn. 1-8 y BCix 1T cTepeoizoMepHUX opmax i
il cymiwax y 6yap-skomy cniBBigHOLWEHHI Wabo ii
pi3ionoriyHo NPUMHATHUX Conen Ansi BUrOTOBIIEHHS
nikapcbkux 3acobiB ans nikyBaHHs aHomarnbHoro go-
pMyBaHHsi TPOMOY, rocTporo iHapKTy Miokapaa, ce-
PUEBO-CYAMHHUX pO3rafiB, HecTabinbHOI CTeHokap-
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9. Cnocib ogepxaHHsA cnonyku dopmynu | 3a 6yab-
SKUM ogHMM 3 nn. 1-8, B AKOMY 3AiNCHIOITb KOHOEH-
cauijto cnonyku copmynu 29 i3 cnonykow ¢opmynu
HR™ 3 ogepxxaHHsm cnonyku dpopmynu 30, i
HeobOB'A3KOBO NepeTBOPEHHS cnonyku dopmynu 30
B Crionyky copmynu |

R3a
N Re —— copmyna |
R54
30
aii,  TpomGoembonii, rocTpoi  OKM3ii  CyauWH,

noB'sA3aHol i3 TpomboniTu4HO Tepanieto abo yepes-
LUKIPHOIO TpaHCMIOMiIHaNbHOK KOPOHaPHOK aHrionna-
ctukoto (PTCA), TpaH3UTOPHMX ileMiYHMX Hanagis,
iHCYNbTY, NEepeMiXHOI KyrbraBoCTi, aOpPTOKOPOHAapPHO-
ro WyHTyBaHHS KOpoHapHuUXx abo nepudepnyHmx ap-
Tepin, 3BY)XEHHSA MPOCBITY CYyAWH, pecTeHo3y nicns
KOpPOHapHOi abo BEHO3HOI aHrionnacTuku, NiaTPUMKM
NPOXiAHOCTI CyAMHHOro AOCTYyny Y NauieHTiB, Wo oae-
PXylOTb TpUBanuMM remogiania, naTtororiYyHOro yTBO-
peHHs Tpomby, WO BiAOYBAETbCA Y BEHAX HWXKHIX
KiHUiBOK, nicnsi onepauin Ha 4YepeBHIN MOPOXHWHI,
KoniHHOoMy abo TasocTerHoBomy cCyrnobi, puamnky
TpombBoembonii nereHeBoi apTepii abo gucemiHoBa-
HOT CUCTEMHOI BHYTPILLHBOCYANHHOI Koarynonarii, Wwo
BUHMKAE B CYAWMHHIA cucTemi, Mig 4Yac CenTU4HOro
LLIOKY, BipyCHUX iHdeKUisx abo paky, aAns idpuHonisy
abo nikyBaHHsi KOPOHAPHOI XBOPOOM cepLs, iHapKTy
Miokapaa, CTeHokapgii, pecTeHOo3y CyauH, Hanpu-
Knag, PpecTeHo3y Micns aHrionnacTuku, nogibHol
PTCA, pecnipaTopHOro AMCTpec-CUHOPOMY AOpOoC-
nux, GaraToopraHHOi HegocTaTHOCTI W po3nagy Y
BUrMSAI ANCEMIHOBAHOMO BHYTPILLUHLOCYAUHHOIO 3Ci-
OaHHsi, TPOMOO03y rMMBOoKNX BeH abo MpOKCMMAarbHUX
BEH, L0 MOXe BUHWUKHYTW Nicnsa onepadwii.

OaHnin BuHaxig HanexuTe 40 cnonyk opmynu I:

R3 »
{ N\ PEI—RZ—V-G—M
m !
Q
éo

¥

ne RO; R1; RZ; R3; Q; V, Gi M maloTb 3HayeHHs,
3a3HayveHi Hwk4ve. Cnonyku cdopmynum | saBnsioTb co-
6010 LiHHI cbapmakonoriyHo akTUBHI cnonyku. BoHu
NPOSIBMSAOTE  CUMbHUIA aHTUTPOMOOTUYHUI edekT i
npuaatHi, Hanpuknag, Ans nikyBaHHS 1 NpoginakTukn
CcepLeBO-CyANHHUX Ppo3nagiB, NoAibHux Tpomboem-
6oniyHMM 3axBopioBaHHAM abo pecteHo3am. BoHu
ABNATL coboto 060poTHO Ajtoui iHriGiTopn hepmen-
TiB 3ropTaHHs KpoBi dhakTopa Xa (FXa) i/abo dakTopa
Vlla (FVIIA), i MOXyTb 3aranom 3acTocoByBaTUCH Mpu

cTaHax, Mpu SIKUX MPUCYTHA HebaxaHa akTMBHICTb
dakTopa Xa /abo dpaktopa Vlla, abo ansa nikyBaHHs
abo 3anobiraHHa sikuM nepegbayaeTbes iHribyBaHHA
dakTtopa Xa wabo daktopa Vlla. BuHaxig, kpim Toro,
CTOCYeTbCA A0 CrnocobiB ogepXaHHS Cronyk opmy-
nu |, X 3acTocyBaHHS, 30KpeMa, sIK akTUBHUX iHrpeai-
€HTIB y hapmaueBT1YHUX 3acobax i 4o papmaueBTn-
YHUX Npenaparis, WO X MiCTATb.

HopmanbHun remocTtas € pe3ynbTatom CKnagHo-
ro 6anaHcy Mixk NpoLecoM iHiuiauii, yTBOPEHHSI TPOM-
Oy N po3unHeHHs TpomOy. CknagHi B3aemogii Mix
KNiTUHaMM KpoBi, cneumdiyHnMn Ginkamm nnasmm 1
CYAVHHOIO MOBEPXHEI0 MiTPUMYIOTb MIMHHICTL KPOBI
OOTW, MOKM He BigbyBaeTbCs YLIKOMKEHHA W BTpaTa
kpoBi (EP-A-987274). BaraTo icTOTHUX NaTONOriYHKX
CTaHiB MOB'A3aHO 3 aHoMalbHWM remocTasom. Ha-
npuknag, nokansHe opmMyBaHHS TPOMDY BHaCMiAoK
pO3pVBY aTEPOCKNEPOTUYHOI OMsLWKN € OCHOBHOI
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NPUYMHOKO FOCTPOro iHdapKTy Miokapaa 1 HecTabinb-
HOT cTeHokapgii. JlikyBaHHSI OKMO3UBHOIMO KOPOHapHO-
ro Tpomby abo TpomboniTuyHol Tepamieto, abo ye-
pesLLUKipHOIO aHrionnacTuKo MOXe
CynpoBO&KYBATUCA FOCTPUM TPOMOOTUYHMM NOBTOP-
HUM 3aKpUTTAM YPaXKeHOi CyauHW.

36epiraetbea notpeba B 6e3neyHux i edektus-
HUX aHTMKoarynsHTax Aans obmexeHHs abo 3anobi-
raHHsi yTBOpeHH0 Tpomby. Hawbinbw 6axaHo cTBO-
putK 3acobu, siki iHribyTb 3ropTaHHsA, He pobnsaym
npsiMoi iHriGytoYoi Aii Ha TpomOiH, ane LWNAXOM iHri-
OyBaHHS iHLUMX CTadil y kackagi 3ropTyBaHOCTI, nogi-
GHMX akTMBHOCTI cpakTopa Xa n/abo daktopa Vlla. Y
AaHWA Yac BBaXaeTbCd, WO iHribiTopyu dakTtopa Xa
noB'A3aHi 3 Oinbl HU3BKUM PU3NKOM KPOBOTEMi, HiX
iHridiTopn TpombiHy (A.E.P.Adang & J.B.M.Rewinkel,
Drugs of the Future 2000, 25, 369-383).

Cneuudivni ana daktopa Xa iHribiTopu 3roptaH-
HS1 KPOBI 3 HU3bKOK MOMEKYSAPHOK Macoto, ki edek-
TUBHI, ane He BUKNUKaTb HebGaxaHi NobivHi edexTy,
6ynu onwucaHi, Hanpuknag, y AokymeHTi WO-A-
95/29189. OgHak kpim eddeKTUBHOCTI SK cneundivuHo-
ro ans caktopa Xa iHriGiTopy 3ropTaHHsi KpoBi, 6a-
XaHo, Wob Taki iHribiTopn TakoX ManuM [oAaTKOBI
nepeBaXkHi BNaCcTUBOCTI, Hanpuknaa, CTiKiCTb y nna-
3Mi 1 neviHui 1 BMOGIPKOBICTb, Y MOPIBHAHHI 3 iHLLIMMUN
npoTteasamu CepuHy, iHribyBaHHs1 SKuX He nepepba-
YaeTbCH, Takumu siK TPoMbiH. 36epiraeTbca notpeba
B JofaTkoBux crneuundivHmx onsa dakrtopa Xa iHribi-
TOpax 3ropTaHHsl KPOBi 3 HWU3bKOK MOIEKYSPHOO
Macolo, sKi edPeKTUBHI, a TakoX MarTb 3a3HaudeHi
BULLIe NepeBaru.

CneuudiyHe iHribyBaHHA kaTaniTMYHOro Komnre-
kcy caktopa Vlla/TkaHMHHOro daktopa 3 BMKOPMC-
TaHHSAM MOHOKIOHanbHux aHtuTin (WO-A-92/06711)
abo Ginka, Takoro sk cpaktop Vlla, iHakTMBOBaHOrO
XIMOPMETUNKETOHOM (WO-A-96/12800, WO-A-
97/47651), siBnse coboio Ayxe edeKTUBHUN 3acib
60poTEOM 3 YTBOPEHHSIM TPOMOY, BMKIMKAHUM FOCT-
PUM YLUIKOMKEHHAM apTepin abo i3 TPoOMOOTUYHMMM
yCKNagHeHHsMW, NoB'A3aHnMK 3 BakTepianbHO cen-
TUUEMIE. € TakoX eKcriepuMeHTanbHUN 0OKa3, AKUiA
CBiguMTb nNpo Te, WO iHribyBaHHA dhakTopa
Vlla/TkaHuHHOro pakTopa iHribye pecTeHo3 nicns
6anoHHoi aHrionnacTtukn. [ocnigpkKeHHs KpoBOTeui,
npoBeaeHi B 6abyiHiB, yka3yloTb Ha Te, Lo iHribyBaH-
HA komnnekcy daktopa Vlla/TkaHMHHOrO dakTopa
Mae camMuii LUMPOKWMA [fiana3oH ©Ge3neku BiOHOCHO
TepaneBTUYHOI edeKTUBHOCTI N pU3MKy KpoBOTedi
Oyab-akoro BuNpoOyBaHOro nigxody 3 BMKOPWUCTaH-
HAM aHTMKOArynsiHTiB, BKIHOYAOYM iHFiOyBaHHA TPOM-
GiHy, TpombouuTiB i daktopa Xa. [eBHi iHribGiTopu
dakTopa Vlla 6ynu Bxe onucaHi. Y gokymeHTi EP-A-
987274, wnanpuknag, poO3KpUBalOTLCSA CMOMyKM, LLO
MICTATb TPMNENTUAHY OAMHULIIO, SIKi iHMOYIOTL dhakTop
Vlla. OgHak npogine BNacTMBOCTEN LMX CMOMyK Lie
He igeanbHui, i 3bepiraetbca notpeba B noganbLumx
iHribiTopax 3ropTyBaHOCTI KPOBi, WO MawTb HU3bKY
MOIEKYNSPHY Macy, iHridytoumx cpaktop Vlla.

[aHun BUHaxia 3a00BOMbHSAE L NoTpedu HagaH-
HAM HOBMX cnonyk chopmynu |, siki NposiBRsioTe GinbLu
BWCOKY iHribylody akTMBHICTb BigHOCHO bakTopa
Xa/cbaktopa Vlla i a8nsaoTe coboro cnpuaTnmei 3aco-
61 3 BUCOKOI BiONOriYHO AOCTYMHICTHO.

1. TakKuMm YMHOM, OQHUN BUHAaXig HanNeXutb A0
crnonyku copmynu |
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ne R° siBnsie coboto

1) MoOHOUMKNiYHWMIA abo  GiuukniyHUn  6-14-
YNIEHHWIA apwr, e apui € MOHo-, an- abo Tpusami-
LLEHNM, HE3aneXHOo OAVH Big ogHoro, R8,

2) MOHOUMKMiYHWMIA abo  GiuukniyHun  4-15-
YNEHHWUI reTepouuknin, BubpaHuin 3 rpynn 6eH3umi-
pasoniny, 1,3-6eHsogiokconiny,  6eH3odypaHiny,
6eH3okcasoniny, 6eH3oTiasoniny, GeH3oTiodeHiny,
UWHOMIHINY, XpoMaHiny, iHaasoniny, iHgoniny, iso-
XpOoMaHiny, i3oiHgoniny, i3oxiHoniHiny, deHinnipuaun-
ny, dranasuHiny, NTepuanHiny, nypuHiny, nipuauny,
nipugoimigasoniny, nipugonipuavHiny, nipuaonipuMmi-
OWHINy, nipuMmiguHiny, xiHasoniHiny, xiHoniny, XiHOK-
canininy abo 1,4,5,6-teTparigponipugasvHiny, ae
3a3HavYeHnin reTepounknin € MoHo-, an- abo Tpusa-
MiLLleHMM, He3aneXxHo oauH Big, oaHoro, R8, abo

3) MoHouukniyHMn  abo  GiuukniyHMA  4-15-
YNIEHHWUIA reTepoumKnin, Wwo mictutb 1, 2, 3 abo 4 re-
TepoaTtoMu, BUOpaHMX 3 a3oTy, Cipku abo KUCHI, ae
3a3HaveHnin reTepoLUKin € HesamilleHM abo MOHO-
, An- abo TpusamilleHnM, He3anexHo OauH Big OOHO-
ro, R8, i akun € gogaTtkoBo 3aMilLleHMM MOHOLMKITIY-
HUM abo OGiumkniYHUM 4-15-4yneHHUM reTepouuKni-
nom, wo wmictutb 1, 2, 3 abo 4 retepoaromu,
BUOpaHKX 3 a30Ty, Cipkun abo KUCHo, ae

reTepouunknin € HesamiweHnm abo MoHo-, au-
abo TpusamillleHnM, He3anexHo OOWH BiA4 OAOHOrO,
R8, R8 sBnsie coboto

1) ranoreH,

2) -NOg,

3) -CN,

4) -C(0O)-NH,

5) -OH,

6) -NH>,

7) -O-CF3,

8) MoHouuwiiyHUA  abo  GiumkniyHUA  6-14-
YNIEHHWIA apwr, e apui € MOHo-, an- abo Tpusami-
LLIEeHNM, He3anexHo oAuH Big ogHoro, ranoreHoMm abo
-O-(C+-Cg)-ankinom,

9) ~(C1-Csg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHUM, HE3anexHo OA4UH Bif
ofHoro, ranoreHoMm, NHz, -OH abo meTokcusanuiu-
KOM,

10) -O-~(C1-Csg)-ankin, Ae ankin € HesaMmilleHUM
abo MoHo-, an- abo TpusamilLleHNM, He3anexHo OA4uH
Big ogHoro, ranoreHom, NH,, -OH abo meTtokcusanu-
LLIKOM,

1 1) 'SOZ'CH3 abo

12) -SO,-CFs3,

3a ymoBu, wo R8 saABnse coboto LoHanMeHLle
ognH 3 ramnoreHy, -C(O)-NH, abo -O-(C4-Cg)-
arnkinbHOro 3anuLuky, sIKLLo R° siBnsie co6ot0 MOHOLM-
KNiYHMM abo GiumKNivYHUA 6-14-4neHHWn apun,

niacTpykTypa

—R&-V—G-M

A

y dopmyni | aBnsie coboto
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4-8-4yneHHy Hacu4eHy, 4YacTKOBO HeHacudeHy abo
apomaTtuyHy UMKniYHy rpyny, wo mictute 0, 1, 2, 3
abo 4 retepoatomu, BUbpaHi 3 a30Ty, Cipkn abo Kuc-
HI0, He3aMileHy abo 3amilleny 1, 2, 3, 4, 5 abo 6 R3,
abo 3amiweHy 1 abo 2 =0, 3a ymMOBH, L0 3a3HaYeHa
LMKMiYHa rpyna He € peHinbH1M 3anuwkom,

Q saBnsie coboto n SAMUA  3B'A30K, SCo-Cz
ankeHin-C(O)-NR'-, -NR™-C(0)-NR™-, -NR' -C(O)-,
-S0z-, ~(Cr-Co)-ankines, ~(CHo)n -NR'-C(0)- NR -
(CH2)n-, -(CH2)m -NR' C(O) (CH2)n-, -(CH2)m-
(CH2)n-, -(CH2)m C(O -(CH2)n-, -(CH2)m SOz-NR -
(CH2)n-, ~(CH2)m -NR'"-S0,- -(CH2)n-,  -(CH2)m -NR'"-
SO2-NR"-(CH2)n-, -(CH2)m-CH(OH)-(CH2)n-, -(CHz)m-
O-C(O)-NR™-(CHy)r,  ~(C2Cs)-ankineH-O-(Co-Ca)-
ankineH, -(Co-Cs)- anKmeH S(0)-, -(Co-Cs)-ankineH-
S(O)2-, -(CH2)m -NR™ -C(0)-0-(CH2)n, -(C2-C3)-
ankinen-S(0)-NH-(R'%)-,  -(C,-Cs)-ankinen-N-(R")-
abo -(Co-Cs)-ankineH-C(O)-O-(CHz)m-,

e R Mae 3HaueHHs1, BU3HAYeHi HWKYe, i n i m
He3anexHo OAVH BiJ OAHOrO € OfHaKOBUMMW abo pis-
HUMW | BRSIlOTb coboto winiyucna 0, 1, 2, 3, 4, 5 abo
6, Ae ankineHoBi 3anuLwKku, siki yTBopeHi -(CH2)m- abo
-(CH2)s-, € HesamiweHumn abo MoHo-, au- abo Tpu-
3aMillleHUMK, He3amneXxHo OAMH Big ogHoro, rarore-
HoM, -NH; abo -OH; abo -(Cs-Cs)-umknoankineHom,
e uMKnoarnkineH e HesamilleHM abo MOHo-, an- abo
TPU3aMiLLLeHUM, He3anexHO OAMH BiA4 OAHOro, rano-
reHom, -NH, abo -OH;

R' sBnsie coGoto atom BoaHio, -(C1-Ca)-ankin, ge
arnkin € HesamiweHnm abo SaMILIJ,eHVIM 1-3 pasn R13;
-(Cs- Cs) ankineH-C(0O)-NH-R°, -(C+-Cz)-ankineH-C(O)-
O-R" MOHOLMKITIYHUIA a6o G6iunkniyHun  6-14-
LIJ'IeHHVIM apun, ge apwn € MoHo-, au- abo Tpu3ami-
LLIeHNM, He3anexHo oavH Big ogHoro, R8, oe R8 mae
3HaYeHHs, BU3HAYEHi BULLE; MOHOLUMKIIYHUIA abo Oi-
UUKNIYHUIA 4-15-4neHHUA reTepoumKnin, Wo MiCTUTb
1, 2, 3 abo 4 retepoatomu, BUBpaHKx 3 a3oTy, Cipku
abo kucHio; -(C4-Cs)-nepdroparnkineH, -(C4-Cs)-
ankineH-S(0)-(C4-Cs)-ankin, -(C4-Cs)- anKmeH S(O)z-
(C1+-Ca)-arkin, -(C1-Ca)-ankineH-S(0)2-N(R*)-R®, (Cs-
Cs)-ankineH-O-(C1-Cy)-ankin,  -(Co-Cs)-ankinen-(Cs-
Cs)-umknoankin, abo -(Co-Cs)-ankineH-het, ge het
SaBNse cobol0 3-7-UnNeHHWUI LMKIIYHWUIA 3anuLLIoK, Lo
MictTuTb Ao 1, 2, 3 abo 4 rerepoaTomu, BUBpaHux 3
as3oTy, Cipku abo KWUCHIO, e 3a3HayYeHUn LIMKNIYHUA
3anuULLIOK € He3aMiweHM abo MoHo-, an- abo Tpusa-
MiLLLeHMM, He3anexHo 0A4uH Big ogHoro, R14,

R* i R® nesanexHi OAMH Bif OOHOrO i € ofgHaKo-
BMMM ab0 Pi3HUMM | ABNAOTL COBOK aTOM BoAHI abo
-(C1-Cy4)-anxin,

R® aBnse coboto npsmuii 3B'A30k abo -(Cq-Cy-
ankineH, abo

R'iR® pa3omM 3 aToMamu, 3 IKUMU BOHU 3B'si3aHi,
MOXYTb YTBOPUTU 6-8-YneHHY UMKNiYHYy rpyny, LWwo
mictuTb 1, 2, 3 abo 4 retepoatomm, BUbGpaHmx 3 a3o-
Ty, Cipku abo KUCHIO, [ie 3a3Ha4veHa LMKIivyHa rpyna €
HesamilleHo abo MOHO-, Au- abo Tpu3samilleHoto,
He3aneHo oauH Big oaHoro, R14, abo

R'-N-R%-V MOXYTb YTBOPUTU 4-7-4NEHHY LMKMiY-
Hy rpyny, wo mictute 1, 2, 3 abo 4 retepoatomu,
BNOpaHMx 3 a3oTy, cipkun abo KUCHIO, Oe 3a3HadveHa
UMKMiYHa rpyna € HesamiweHow abo MoHo-, au- abo
TPU3aMILLEHOO, HEe3amneXxHO OAWH Bi4 OAHOro, e
ogHum R14,

R14 saBnsie coboto ramnoreH, -OH, =0, -(C4-Cg)-
ankin, -(C4-Cs)-ankokeu, -NO2-, -C(O)-OH-, -CN, -
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NHz, -C(O)-O-(C+-Cys)-ankin, -(Co-Cs)-ankin-SO,-(Cs-
Cs)-ankin, -(Co-Cs)- anKm SOz -(C4-Cs)-nepdTopankin,
-(Co-Cg)-ankin-SO2-N(R'®)-R?", C$ )-NH-(C+-Csg)-
ankin, -C(O)-N-[(C4-Cg)- aJ'IKIJ'I]z NR"™-C(O)-NH-(Cs-
Cg)-arkin, -C(O)-NHz, -S-R', abo NR'-C(O)-NH-
[(C1-Cs)- aJ'IKIJ'I]z,

pe R i R?' sBnsioTb coGOI0, HE3aNEXHO OAWH
Big ogHoro, atom BogHto, ~(C1-Cs)-nepdropankin abo
-(C+-Ce)-ankin, V siBnsie coboto

1) 3-7-4YNeHHU UMKNIYHUIA 3anuLLOoK, Lo MICTUTb
1-4 reTepoatomu, BubpaHi 3 asoTy, Cipkn abo KUCHIO,
0e 3a3HayYeHUn LMKNIYHUA 3anulIoK € He3aMilleHUM
abo MoHO-, an- abo TpusamilLeHNM, He3anexHo OA4uH
Big ogHoro, R14,

2) 6-14-uneHHun apwvn, Ae apwn € HesaMmilleHUM
abo MoHO-, An- abo TpusamilLeHnM, He3anexHo O4uH
Big ogHoro, R14, abo

3) MoHouukniyHMn  abo  GiuukniyHMA  4-15-
YreHHWI reTepouunknin, Ae 3a3HavYeHUn reTepoLnKnin
€ He3aMilweHM abo MOHO-, au- abo Tpu3aMmilLeHnMm,
He3anexHo oaviH Big ogHoro, R14,

G ABMAe co60ol0 NpsMUIA 3B'A30K, -(CHz)m-NR'’-
S0O.-NR™" -(CH2)n-, -(CH2)m-CH(OH)- (CHzg -(CH2)m-

, «(CH2)m-O-(CH2)r-, -(CH2)m-C(O)- NR' (CHZ)n .-
(CH2)-SO2-(CHg)r-, -(CH2)m-NR'’-C(O)-NR"’~(CH2)n-,
~(CH2)m-NR'®-C(0)-(CHz):-, ~(CHpn-C(O)-(CHo)-, -
(CH2) -S-(CH2)n-, -(CH2)m-SO2-NR'*-(CHaz)q-, ~(CHa2)m-
NR™-SO(CHz)n,  ~(CHz)m NR1°- -(CH2)m-O-C(O)-
NR'’-(CH2)n- 260 -(CH2)m-NR'%-C(0)-O-(CHz)n-,

n i m He3anexHo OAMH Bif OAHOrO € OAHAKOBUMM
abo pisHMMK | aBNAOTL coboto Uini yucna 0, 1, 2, 3, 4,
5 abo 6,

M aBnsie coboto

1) atom BogHIO,

2) -(C4-Cg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OAWH Bif
ogHoro, R14,

3)-C(O)-N(R11)-R12,

4) -(CH2)m-NR™

5) 6-14-uneHHui apun, ge apun € He3aMiweHnM
abo MoHO-, An- abo TpusamilLleHNM, He3anexHo OA4uH
Big ogHoro, R14,

6) MOHOUMKMiYHWMIA  abo  GiuukniyHun  4-15-
UYNeHHUI reTepouuKnin, Ae reTepounknin € Hesami-
LweHM abo MoHo-, Au- abo Tpu3amileHum, He3ane-
)KHO 0auH Big ogHoro, R14,

7) -(C3-Cs)-umknoarnkin, ge 3asHayeHwWn umknoan-
Kin € He3amilleHnMm abo MOoHo-, au- abo Tpu3amile-
HUM, He3aneXxHo oauvH Big ogHoro, R14,

8) 3-7-4neHHUn LUKIMIYHUA 3aNULLOK, WO MICTUTb
1, 2, 3 abo 4 retepoaTomu, BUOpaHi 3 a3oTy, Cipku
abo KuCHIO, Ae 3a3Ha4YeHU LMKMIYHUIA 3anuLok €
HesamilleHnm abo MOHO-, an- abo Tpu3aMilleHuM,
He3anexHo oauH Big ogHoro, R14, ne R14 mae 3Ha-
YeHHS1, BU3Ha4eHi BuLle,

R3 aense coboto

1) atom BogHMO,

2) ranoreH,

3) -(C4-Cs)-ankin, ge 3a3HaveHwui ankin € Hesa-
MilleHum abo MoHo-, an- abo Tpu3amillieHUM, He3a-
NEeXHOo oavH Bia ogHoro, R13,

4) -(C4-Cs3)-nepdTopankin,

5) deHin, ge deHin € He3amilleHMmM abo MOHO-,
an- abo TpM3aMmilLleHM, He3anexHo OOWH BiJ OOHOrO,
R13,
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6) -(Co-Cs) -ankinen-O-R19, ge R19 saBnse co-
6ot0

a) aTom BOZHIO,

b) -(C4-C4)-ankin, ge ankin € He3amiweHM abo
MOHO-, AW- abo TpM3aMilLeHUM, HE3ANEXHO OOWH Bif
ogHoro, R13,

c) -CF3 abo

d) -CHF»,

7) -NOg,

8) -CN,

9)-SOs-R", me s /J,OplBHrOC 1 abo 2,

10) SOt-N(R”) R" /:l,et/.'l,opleroe 1 abo 2,

11) -(Co-Cys)-ankineH-C(O)-R
12) -(Co-Ca)-arnkineH-C(0)-0-R"",
~(Co-Cy)-ankinex-C(O)- N(R”) 2
(Co-C4) anKmeH N(R')-R™,

C(0O)-(C+-Cys)-ankin,
-C(0)-0-C(R15, R16)-O-C(O)-R17,
-(Co-Cy)-ankineH-C(0)-O-(Co-C4)-ankineH-O-
C(0)-0-(C+-Ceg)-arnin,

20) -C(0)-0-C(R15, R16)-0O-C(0)-0O-R17,

21) -(Co-Cas)-ankineH-(Ce-C1s4)-apun, e apun €
MOHO-, Au- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

22) -(Co-Cs)-ankineH-(C4-C1s)-retepoupmknin, ae
reTepoumknin € HesamiweHum abo mMoHo-, au- abo
Tpu3aMmilleHUM, He3anexHo oauH Big ogHoro, R13,

23) -(Co-Cy)-ankineH-(Cs-Cg)-umknoarnkin, ge uu-
Krnoarikin € He3amiweHnm abo MoHo-, an- abo Tpusa-
MiLLEHUM, He3anexHo oauH Big ogHoro, R13,

24) -(Co-C4)-ankineH-het, ge het € HesamiweHnm
abo MOHO-, An- abo TpM3aMilleHUM, He3anexHoO OAuH
Big ogHoro, R13,

25) -(Co-Cs)-ankineH-0O-CHz-(C+-Cs)-
nepdroparnkineH- CH2—O -(Co-C4)-ankin,

26) -S0.-N(R")-R"®, ne w fopisHioe 1 a6o 2,

27) -(Co-Cs)-ankinen- C$ > gR”)-R”’,
28) -(Co-Cy4 ankinen-(R'")-R"™, a6o
29) 3anMLIOK 3 HACTYMHOrO nepeniKy

J—IN’NH'F(_C /ﬂ\u/ iﬂ’ %, jL 50
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ne Me saBnsie coboro metun, abo

akwo 2 sanuwkn -OR19 npuegHaHi oo cycigHix
aToMiB, BOHM MOXYTb YTBOPHOBaTV pa3oM 3 aToMamu,
[0 SIKMX BOHU NMpUueaHaHi, 5- abo 6-4neHHe KinbLe, LWo
€ HesamilleHnm abo 3amiweHmm Big 1 oo 4 R13,

R11 i R12 He3anexHoO oguH Big OAHOro € ogHa-
KOBUMM abo pisHUMK i ABNAOTL coboro

1) atom BogHMO,

13)
14)
165
17) (Co-Cz) ankineH-C(0)-0-(C2-Cy)-ankinen-O-
Cc
)
)
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2) -(C4-Ceg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OAUH Bif
oaHoro, R13,

3)- (Co-Cse) ankin-(Cs-Ce)-LMKnoarnkin,

4) -SO+-R™, fie t nopisHIoe 1 abo 2,

5) -(Co-Ce)-ankin-(Ce-C14)-apun, ge ankin i apun,
He3anexHo OAMH BiA OOHOro, € He3amilleHMu abo
MOHO-, An- abo TpmaamilleHnmn R13,

6) -(C+- Cs) nepdroparkin,

7)-0-R", a6o

8) (Co-Ce) ankin-(Cs-C1s)-retepouunknin, ae ankin
i reTepouuknin MalTb 3HAYEeHHsI, BU3HaYeHi BuLle, i
€, He3anexHo oAuH Bif OAHOro, He3aMiweHuMu abo
MOHO-, An- abo TpuaamileHnmm R13, abo

R11 i R12 pa3om 3 aToMOM a30Ty, 3 SK/UM BOHU
3B'A3aHi, yTBOPIOKOTb 4-7-4reHHe MOHOUMKIIYHe reTe-
pouMKnivHe KinbLe sike, Ha AoAaToK A0 atoMa as3oTy,
Moxe MicTutn 1 abo 2 ogHakoBMX abo pi3HKX KinbLie-
BUX reTepoaToMu, BUOpPaHUX 3 KUCHIO, Cipku 1 a3oTy;
Je 3a3HayeHe reTepouukniyHe Kinble € HesaMmille-
HUM abo MOHO-, An- abo TpusaMilEHUM, He3anexHo
OAMH Big ogHoro, R13,

R13 aBnsie coboto ranoreH, -NO,, -CN, =0, OH
-CF3, -C(0)-0-R"™, -C(O}-N-(R')-R®, -N(R')-R?, -
(C3-Cs)-Lmknoankin, %Co-C3 anKmeH -O-R", Sl
(CH3)3, -N(R'*)-S(0),-R™, ge u gopieHioe 1 a6o 2, -S-

-SO-R", e r popieHioe 1 abo 2, S%O V—N(Rm)
R 0, ne v popieHioe 1 abo 2, -C(O)-R"™, -(C4-Csg)-
ankin, -(C4-Cs)-ankokcu, deHin, d’)eHIJ‘IOKCI/I- O-CFs3, -
(Co-C4)-C(0)-O-C(R15, R16)-O-C(O)-R17, -(C4-C4)-
ankokcudpeHin, -(Co-Cs)-ankin-C(0)-O-(R15, R16)-
C(0)-R17, -(C4-Ca)- nep(pTopanKm -O-R15, -NH-
C(O)-NH- R10 -NH-C(0)-0-R™, abo sanuuwok 3 Ha-

CTynHoro nepertiky
\(_é’ /ﬁ\ LOH J\ e

¥ ﬁa by s
frdedo bty
/k

i H

e Me sBNsie cobo0 MeTun,

R i R® asnsoms coboto, He3anexHo OAWH BiA
ofHoro, BoAeHb, -(C1-Cg)-ankin, -(Co-Ca)-ankin-OH, -
(Co-Cs)-ankin-O-(C1-Cy4)-ankin abo -(C4-Cs)-
nepdpropankin,

R15 i R16 sBnsoTb o600, HE3anexHo oaunH Bif,
ofHoro, BoAeHb, -(C1-Cg)-ankin, abo pasom 3 aTomoM
BYINeLt0, 3 SKUM BOHW 3B'Si3aHi, MOXYTb YTBOpOBaTU
3-6-uneHHe kapbouuknivyHe KIJ‘IbLI,e LIJ,O € He3amille-
HMM abo 3amilleHum Big 1 oo 3 R'

R17 aBnsie coboto -(C4-Ce)- anKm -(C4-Ce)-ankin-
OH, -(C4-Cg)-ankin-O-(C1-Ce)-ankin, -(C3-Cs)-
uyuknoankin, -(C4-Cg)-ankin-O-(C4-Cg)-ankin-(Cs-Cs)-
umknoankin, -(Cq-Ces)-ankin-(Cs-Csg)-unknoankin, pge
3a3HayeHe UMKnoasnkifibHe Kinbue € He3amilleHUM
abo 3amiweHmm 1, 2 abo 3 -OH,

-O-(C+-C4)-arkin a6o R,

y BCiX ii cTepeoizomepHux dhopmax y byab-akomy
CNiBBIAHOLUEHHI i 1T ¢i3ionoriYyHo NPUAHATHI Coni.
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2. Taknm 4YuHOM, OJaHWN BUHaXig HanexuTb A0
crnonyku copmynu |, e

R" aBnse coboto

1) MOHOUMKNiYHMIA abo  GiuukniyHUn  6-14-
YneHHU apwn, BubpaHun 3 dheHiny, HadTuny, bide-
Hininy, aHTpuny abo dnyopeHiny, ge apun € MOHo-,
An- abo TpM3aMmilLeHM, He3anexHo O4vH Big OA4HOrO,
RS,

2) retepouuknin, BubpaHuin 3 GeHaumigasoniny,
1,3-6eH3ogiokconiny, 6eHsodypaHiny, 6eHsokcasoni-
ny, ©6eHsoTiazoniny, 6eH30TiodeHiny, UMHOMIHINY,
XpOMaHiny, iHgasoniny, iHAoniny, isoxpomMatiny, iso-
iHgoniny, isoxiHoniHiny, deHinnipuguny, dpTanasvHi-
ny, NTepuauvHiny, NypuvHiny, nippauny, nipygoimiga-
3oniny, nipugonipnanHiny, nipugonipuMiguHiny,
nipuMigunHiny, XiHasoniHiny, XiHomniny, XiHoKcarniHiny
abo 1,4,5,6-TeTparigponipyaasvHiny, e 3asHayveHui
reTepoumknin € HesamiweHum abo mMoHo-, au- abo
Tpu3amilleHUM, HesanexHo oauH Big ogHoro, RS,
abo

3) reTepoumknin, ge reTepoumKnin BUOpaHWN i3
rpynu, WO CKNagaeTbca 3 akpuauHiny, asabeHsiviga-
3oniny, asacnipogekadiny, asenidiny, aseTtuguHiny,
asupuauHiny, 6ensimigasoniny, 6eH3odypainy, 6eH-
3oTiobypaHiny, OeH3oTiodeHiny, 6eH3okcasoniny,
GeHaTiazoniny, ©eH3Tpuasoniny, OGeH3TeTpasoniny,
GeHsi3okcasoniny, 0OeHsisoTiasoniny, kapbasoniny,
4aH-kapbaszoniny, kapboniHiny, XpoMaHiny, XpoMeHi-
ny, UMHOMIHINYy, JekarigpoxiHoniHiny, 4,5-
OurigpookcasoniHiny, — Aiokcasoniny,  AioKcasuHiny,
1,3-piokconatiny, 1,3-giokconeHiny, 6H-1,5,2-
auTiasuHiny, avrigpodtop[2,3-b]-
TeTparigpodypaHiny, dypaHiny, dypasaHiny, imiga-
3oniguHiny, iMmigasoniHiny, imigasoniny, 1H-
iHaasoniny, iHOoniHiny, iHAoniauHiny, iHgoniny, 3H-
iHooniny, i3o6eH3odypaHiny, izoxpomaHiny, i3oiHaa-
3oniny, i30iHOONIHINY, i30iHAONINY, i30XiHOMIHINY, i30-
Tiasoniny, izoTiazoniguHiny, i3oTiasoniHiny, i3okcaso-
niny, i3okcasoniHiny, i3okcasoniguHiny, 2-
i3okcasonininy, keToninepasuHiny, MopdoniHiny, Ha-
pTUPMANHINY, OKTarigpoi3oXiHOMiHINYy, okcaaiasoniny,
1,2,3-okcagiasoniny, 1,2,4-okcapgiasoniny, 1,2,5-
okcaguasonvna, 1, 3, 4-okcaguasonuna, 1,2-
oKkcaTtienaHmna, 1,2-okcaTionaHuna, 1,4-
okcasenaHiny, 1,2-okcasuHiny, 1,3-okcasuHiny, 1,4-
OKCa3WHiny, OKcasoniauHiny, okcasoniHiny, okcasoni-
ny, beHaHTpuanHiny, deHaHTPOoMiHiny, deHasunHiny,
deHoTiasuHiny, deHokcaTunHiIny, ¢eHoKcasuHiny,
(TanasuHiny, ninepasuHiny, ninepuauHiny, ntepuan-
HinNy, NypuvHiny, nipaxiny, nipasuHiny, nipasoniguHiny,
nipasonininy, nipasoniny, nipugasuHiny, nipugookca-
3oniny, nipugoimigasoniny, nipugoTiasoniny, nipuau-
ny, nipuMmiguHiny, niponiavHiny, niponignHoHiny, ni-
poniHiny, 2H-niponiny, niponiny,  XiHa3oniHiny,
XiHONiHiNy, 4H-XiHOMi3uHINYy, XiHOKcaniHiny, XiHykmi-
OuHiny, TeTparigpodypaHiny, TeTparigpoi3oxiHOMiHi-
ny, TeTparigpoxiHoMiHiny, 1,4,5,6-
TeTparigponipyaasuHiny, TeTparigponipuauHiny, Tert-
parigpoTiodeHiny, TeTpasuHiny, TeTpasoniny, 6H-
1,2,5-TiagiasnHiny, 1,2,3-Tiagiasoniny, 1,2,4-
Tiagiasoniny, 1,2,5-tiagiasoniny, 1,3,4-Tiagiasoniny,
TiaHTpeHiny, 1,2-tiasunHiny, 1,3-tiasuHiny, 1,4-
TiasuHiny, 1,3-Tiasoniny, Tiasoniny, TiazoniguHiny,
Tia3oniHiny, TieHiny, TieTaniny, TieHoTiasoniny, TieHo-
okcasorniny, TieHoiMmigasoniny, TieTaHiny, Tiomopdo-
niHiny, TiodeHoniny, TiodeHiny, Tionipawiny, 1,2,3-
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TpuasuHiny, 1,2,4-tpuasuniny, 1,3,5-TpuasuHiny,
1,2,3-Tpuasoniny, 1,2,4-Tpuasoniny, 1,2,5-
Tpuasoniny, 1,3,4-Tpnasoniny n KCaHTeHiny,

Je 3as3HaJYeHun reTepouuknin € HesamilleHUM
abo MOHO-, An- abo TpM3aMilleHUM, He3anexHoO OAuH
Big oaHoro, RS, i

SKUM  0OOAaTKOBO 3aMillleHUA  reTepoLunKninoMm,
BMOpPaHWM i3 rpynu, WO cKnagae 3 akpuauvHiny, asa-
6eH3imigasoniny, asacnipogekaHiny, aseniHiny, ase-
TUOWHINY, asvpuauHiny, 6exsimigasoniny, 6eH3ody-
paHiny, 6eH3oTiodypaHiny, 6eH3oTiodeHiny,
6eH3okcasoniny, 6eHartiasoniny, 6eH3Tpuasoniny,
6eH3TeTpasoniny, OeHsizokcasoniny, GeHsisoTiasoni-
ny, kapb6asoniny, 4aH-kap6asoniny, kapGoniHiny,
XPOMaHiny, XpoMeHiny, UMHOMiHINY, AekarigpoxiHoni-
Hiny, 4,5-gurigpookcasoniHiny, Adiokcasoniny, Aiokca-
3uHiny, 1,3-giokconatiny, 1,3-giokconeniny, 6H-1,5,2-
auTiasuHiny, avrigpodtop[2,3-b]-
TeTparigpodypaHiny, dypaHiny, dypasaHiny, imiga-
3oniguHiny, iMmigasoniHiny, imigasoniny, 1H-
iHaasoniny, iHOoniHiny, iHaonisvHiny, iHgoniny, 3H-
iHooniny, i3o6eH3odypaHiny, izoxpomaHiny, i3oiHaa-
3oniny, i30iHAONIHINY, i30iHAONINY, i30XiHOMIHINY, i30-
Tiazoniny, izoTiazoniguHiny, i3oTiasoniHiny, i3okcaso-
niny, i3okcasoniHiny, i3okcasoniguHiny, 2-
i3okcasoniHiny, keToninepasuHiny, MopgoniHiny, Ha-
TUPMANHINY, OKTariapoi3oXiHOMiHINY, okcadiasoniny,
1,2,3-okcagiasoniny, 1,2,4-okcapgiasoniny, 1,2,5-
okcagiasoniny, 1,3,4-okcagjasoniny, 1,2-
okcaTienaHriny, 1,2-okcaTionaHiny, 1,4-okcasenaHiny,
1,2-okcasuHiny, 1,3-okcasuHiny, 1,4-okcasuHiny, ok-
casoniguHiny, okcasoniHiny, okcasoniny, deHaHTpu-
OWHINy, deHaHTponiHiny, deHasuHiny, geHoTiasuHi-
ny, eHokcaTuuHiny, deHokcasuHiny, dTanasuHiny,
ninepasuHiny, ninepuauHiny, NTepuanHiny, nypuHiny,
nipaxiny, nipasuHiny, nipasoniguHiny, nipasoniHiny,
nipasoniny, nipugasuHiny, nipygookcasoniny, nipugo-
imigasoniny, nipugotiazoniny, nipuauny, nipyuMiguHi-
ny, niponiguHiny, niponiguHoHiny, niponinHiny, 2H-
niponiny, niponiny, XiHasoniHiny, XxiHoniHiny, 4H-
XiHONI3WHiNy, XiHOKCaniHiny, XiHykniguHiny, Tetparig-
podypaHiny, TeTparigpoi3oxiHomniHiny, TeTparigpoxi-
HoniHiny, 1,4,5,6-TeTparigponipuaasuHiny, TeTtparig-
ponipuaunHiny, TeTparigpoTiodeHiny, TeTpasuHiny,
TeTpasoniny, 6H-1,2,5-TiagiasuHiny, 1,2,3-
Tiagiasoniny, 1,2,4-tiagiasoniny, 1,2,5-tiagiasoniny,
1,3,4-Tiapiazoniny, TiaHTpeHiny, 1,2-Tia3uHiny, 1,3-
TiasuHiny, 1,4-tiasuniny, 1,3-tiazoniny, Tiasoniny,
TiazoniguHiny, TiazoniHiny, TieHiny, TietaHiny, TieHOTi-
asoniny, TieHookcasoniny, TieHoiMigasoniny, TieTaHi-
ny, TiomopdoniHiny, TiodeHoniny, TiodeHiny, Tioni-
paHniny, 1,2,3-tpuasuHiny, 1,2,4-tpuasuHiny, 1,3,5-
TpuasuHiny, 1,2,3-Tpuasoniny, 1,2,4-Tpuasoniny,
1,2,5-Tpuasoniny, 1,3,4-Tpuasoniny N KCaHTeHiny,

Je reTepoumknin € HesamieHum abo MoHo-, Au-
abo TpusamilleHnM, He3anexHoO OAWH Bif OJHOrO,
RS,

R8 siBnsie coboto

1) ranoreH,

2) -NOg,

3) -CN,

4) -C(O)-NHa,

5) -OH,

6) -NHz;

7) -O-CFs3,
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8) MoHouukniyHMn abo  GiuukniyHUA  6-14-
UYNEHHWUA apwn, Oe apuil Mae 3HaYeHHs!, BU3HaYeHi
BULLE, i apun € MOHO-, An- abo TpusamilleHnm, He3a-
NEXHO OaWH Bif ofHoro, ranoreHom abo -O-(C4-Cg)-
ankinom,

9) -(C1-Csg)-ankin, Ae ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OAUH Bif
oaHoro, ranoreHoMm, NHz, -OH abo meTokcusanuiu-
KoM, abo

10) -O-(C1-Csg)-ankin, Ae ankin € HesaMmilleHUMm
abo MOHO-, An- abo TpusamilLleHNM, He3anexHo OA4uH
Bia ogHoro, ranoreHom, NH,, -OH abo meTtokcusanu-
LLIKOM,

1 1)'SOZ'CH3, abo

12) -SO,-CF3,

3a ymoBu, wo R8 saABnse coboto LoHanMmeHLle
ognH 3 ramnoreHy, -C(O)-NH, abo -O-(C4-Cg)-
arnkinbHOro 3anuLuky, siKLLo R° siBnsie co6oto MOHOLM-
KniYHMn abo OGiumkniyHuin 6-14-4neHHnin apun, Ae
apun mMae 3HaJdeHHs!, BU3HaYeHi BULLE,

nigcTpyktypa D sBnsie coboto 3anuwiok, Bubpa-
HWIA i3 rpynNu, WO CKNajae 3 a3eTMauHy, aseTuHy, aso-
KaHy, a3oKaH-2-OHYy, LMKNOOYyTUNy, LUMKIOOKTaHy, Lu-

KITOOKTEHY, LUUKIOMNEHTUITY, LUKITOrekcuny,
uuknorenTuny, uuknooktuny, 1,4-giasenany, 1,2-
JiaseniHy, 1,3-giaseniny, 1,4-piaseniny,

[1,4]piasokany, [1,2]piasokaH-3-oHy, [1,3]aiasokaH-2-
OHy, pdiokcasony, fgiokcasuHy, giokcony, 1,3-
fiokcorneHy, 1,3-giokconany, dypaHy, imigasony, iMmi-
Jasoniny, imigasoniguHy, isoTtiazony, i3oTiaszoniguHy,
i3oTiasoniHy, i3okcasony, i3okcasoniHy, i3okcasoniau-
Hy, 2-i30Kca3oniHy, keToninepasuHy, MopdoniHy, 1,2-
okcaTtienaHy, 1,2-okcaTtionaHy, 1,2-okcasuHy, 1,3-
okcasuHy, 1,4-okcasuHy, okcasony, [1,4]okca3sokaHy,
[1,3]okca3okaH-2-0Hy, OKCeTaHy, OKCOKaHy, OKCOKaH-
2-OHy, ninepasvHy, ninepuauvHy, nipaHy, nipasuHy,
nipasony, nipasoniHy, nipasonignHy, nipuaasuHy, ni-
puaunHy, nipyumiguHy, nipony, niponiavHy, niponiguHo-
Hy, niponiHy, 5,6,7,8-TeTparigpo-1H-a3ounH-2-0Hy,
TeTparigpodypaHy, TeTparigponipaHy, TeTparigponi-
puavHy, TeTpasuHy, TiagiasuwHy, Tiagiasony, 1,2-
TiasuHy, 1,3-TiasunHy, 1,4-TiasuHy, 1,3-Tiasony, Tiaso-
ny, TiasoniguHy, Tia3oniHy, TieTaHy, TUCKaHy, TiOKaH-
1,1-giokeunay, TiokaH-1-okcuay, TiOKaH-2-OHY, TiOMO-
pdoniny, Tiodeny, TionipaHy, 1,2,3-TpuasuHy, 1,2,4-
TpuasuHy, 1,3,5-Tpnasvny, 1,2,3-tpmasony abo 1,2,4-
Tpuasony, i € He3amiweHum abo 3amiweHmm Big 1 oo
6 R3, abo 3amiweHum 1 abo 2 =0,

Q saBnsie coboto n AMUINA SBHSOK SCo-Cz
ankinen-C(O)-NR'-, -NR™-C(O)-NR-, -C(O)-,
- SO, -(Ci-Ce)-ankineH, -(CHa)m NR1° C(O) NR -
(CHa)w-,  -(CH2)m-NR'®-C(O)-(CH2)r-,  -(CH2)m-
(CHa)r,  ~(CH2)n-C(O)-(CHo)-, ~ ~(CHz)m soz-NR“’-
(CH2)n-,  ~(CH2)m -NR"-S0,- -(CH2)n-,  -(CH2)m -NR'"-
S0.-NR™" -(CH2)n~, -(CH2)m-CH(OH)-(CH2)n-, -(CH2)m-
O-C(O)-NR™-(CHy),  ~(C2Cs)-ankineH-O-(Co-Ca)-
ankineH, -(Cp-Cs)-ankineH-S(O)-, -(Cx-Cs)-ankineH-
S(0)-,  ~(CHa)m NR1° -C(0)-0-(CHa)r-,  +(C2-Cq)-
ankinen-S(0)-NH-(R'%)-,  -(C-Cs)-ankineH-N-(R')-
abo -(Co-Cs)-ankineH-C(0)-O-,

e R~ mae 3HayeHHs1, BU3HaYeHi Hwk4Ye, i ge n i
m He3anexHo OAWH BiO4 OAHOr0 € ofAHakoBMMU abo
pisHMMK i siBRslOTE coboto uini yucna 0, 1, 2, 3, 4, 5
abo 6, ge ankineHosi 3anuwku, yTBopeHi -(CHz)m-
abo -(CHz),-, € HesamiweHnmn abo MoHoO-, au-abo
TpU3aMiLLLEHUMK, HE3aNEXHO OOWH BiJ OAHOrO, rano-
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reHom, -NH, abo -OH; abo -(Cs-Cs)-unknoankineHom,
e UuuKnoarnkineH e HesamilleHnm abo MoHo-, An- abo
TPU3aMiLLEHUM, He3aneXHO OAMH BiJ OAHOro, rano-
reHom, -NH, abo -OH;

R' sBnsic coGoto atom BoaHio, -(C1-Ca)-ankin, ge
arnkin € HesamiweHnm abo SaMILIJ,eHVIM 1-3 pasn R13;
-(C1-Cs)-arkineH-C(O)-NH-R?, -(C-Cs)-ankineH-C(O)-
O-R15, apun, BnbpaHui 3 cbeHlny, HadTUny, GidheHi-
niny, aHTpuny abo dnyopeHiny, e apun € Hesami-
LweHM abo MoHo-, Au- abo Tpu3amileHum, He3ane-
KHO oAuH Big ogHoro, R8, ae R8 Mae 3HadeHHs,
BU3HAYEHI BULLE;

MOHOLIMKIIYHUIA ab0 GiumknivHuiA 4-15-4neHHun
reTepoLMKin, SKUA Mae 3Ha4YEHHs1, BU3HAY€EHi BULLIE;

-(C+-Cs)-nepdToparnkineH, -(C4-Cs)-ankineH-
S(0)-(C+-C4)-ankin, -(C4-Cs)-ankineH-S(O)z-(C+-Cs)-
ankin, -(C4-Cs)-ankinen-S(0)>N(R*)-R®,  -(Cs-Cs)-
ankineH-O-(C-Cy)-ankin,  -(Co-Cs)-ankineH-(Cs-Cs)-
uuknoarnkin, abo -(Co-Cs)-ankinen-het, ne het aense
coboto 3anuwiok, BUMOpaHWiA 3 aseniHy, aseTuauHy,
asvmpuaunHy, asvpuHy, 1,4-giasenany, 1,2-giaseniny,
1,3-giaseniny, 1,4-giaseniHy, AiasvupuavHy, Aiasvpu-
Hy, [Jiokcasony, fAiokcasuHy,  Aiokcony, 1,3-
fiokcorneHy, 1,3-giokconany, dypaHy, imigasony, iMmi-
Jasoniny, imigasoniguHy, isoTtiazony, i3oTiaszoniguHy,
i3oTiasoniHy, i3okcasony, i3okcasoniHy, i3okcasoniau-
Hy, 2-i30Kca3oniHy, keToninepasuHy, MopdoniHy, 1,4-
okcasenaHy, 1,2-okcaTtienaHy, 1,2-okcaTionaHy, 1,2-
okcasuHy, 1,3-okcasuHy, 1,4-okcasuHy, oOKcasony,
oKCasvMpuavHy, OKCUpaHy, ninepasvHy, ninepuauHy,
nipaHy, nipasuHy, nipasony, nipasoniHy, nipasonigu-
Hy, nipuaasuHy, NipyavHy, AipyuMiguHy, nipony, nipo-
niavHy, NiponianHOHy, NiponiHy, TeTpariaponipuavHy,
TeTpasuHy, TeTpasony, TiagiaswHy, Tiagiasony, 1,2-
TiasuHy, 1,3-TiasunHy, 1,4-TiasuHy, 1,3-Tiasony, Tiaso-
ny, TiasoniguHy, Tia3oniHy, TiEeHiny, TieTaHy, Tiomop-
cdoniHy, TionipaHy, 1,2,3-Tpuasuny, 1,2,4-TpuasuHy,
1,3,5-Tpnasnny, 1,2,3-tprazony abo 1,2,4-tpuasony,
e 3a3HadveHa UMKIiYHa rpyna € HesamilleHow abo
MOHO-, Au- abo TPM3aMiLLEHOD, HE3ANEXHO OAWH B
ofHoro, R14,

R* i R® nesanexHi OAMH Bif OOHOrO i € ofgHako-
BMMM ab0 Pi3HUMM | ABNAOTL COOOK aTOM BoAHI abo
-(Cs- C4) ankin,

R? siBnsic coBolo npsiMuii 3B'130Kk abo -(C1-Ca)-
arkineH,

R'iR® pa3omM 3 aToMamu, 3 SIKUMU BOHU 3B'si3aHi,
MOXYTb YTBOPUTU 6-8-YNEHHUA LMKIIYHUA 3arunLLIOK,
BUOpaHWI i3 rpynu, WO CKNagaeTbCcs 3 a30KaHy, aso-
KaH-2-0HY, 1,2-giaseniny, 1,3-giaseniny, 1,4-
JiaseniHy, [1,4]niasokaHy, [1,2]pia3okaH-3-0Hy,
[1,3)pia3okaH-2-0Hy, giokcasuHy, [1,4]piokcokany,
Jiokcony, ketoninepasuHy, MopdoniHy, 1,2-okcasuHy,
1,3-okcasuHy, 1,4-okcasnHy, OKCOKaHy, OKCOKaH-2-
OHy, ninepasuHy, ninepuauvHy, nipaHy, nipasuHy, ni-
pugasvHy, nipuguHy abo 5,6,7,8-tetparigpo-1H-
a30LMH-2-0Hy, e 3a3HadeHa LUKMiYyHa rpyna € Hesa-
MiweHoo abo MoHo-, au- abo Tpu3amileHot, Hesa-
TNEeXHO oavH Big oaHoro, R14, abo

R'-N-R%-V MOXYTb YTBOPUTU 4-7-4NEHHY LMKIiY-
Hy rpyny, BUOpaHy i3 rpynu aseniHy, aseTnamHy, Oiok-
casony, giokcasuHy, 1,2-giaseniny, 1,3-giaseniny, 1,4-
JiaseniHy, iMigasony, iMigasoniHy, iMigasoniguHy,
i3oTiasony, i3oTiazonigunHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasoniguHy, 2-i3okca3osiHy, KeToni-
nepasuHy, mMopdoriHy, okcasosny, ninepasvHy, nine-
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puauvHy, nipasuHy, nipasony, nipasoniHy, nipasoniau-
Hy, nipuaasuHy, NipyavHy, NipyuMiguHy, nipony, nipo-
niavHy, NiponianHoHy, NiponiHy, TeTpariaponipuavHy,
TeTpasuHy, TeTpasony, Tiasony, Tiagiasony, Tiaszoni-
AvHy, TiadoniHy, TiomopdoniHy, 1,2,3-TpuasuHy,
1,2,4-Tpnasuny, 1,3,5-tpuasuny, 1,2,3-Tpnasony abo
1,2,4-Tpuasony, Ae 3asHayeHa UuKriYyHa rpyna € He-
3amiweHoo abo MOHO-, An- abo TpM3aMilLeHot, He-
3anexHo oauH Bia ogHoro, R14,

R14 sBnsie coboto dTop, xnop, 6pom, nog, -OH,
O, -(C4-Cg)-ankin, -(C1-Cs)-ankokcu, -NO,-, -C(O)-
OH-, -CN, -NH,, -C(0O)-O-(C1-Cs)-ankin, -(Co-Cg)-
ankin-SO2-(C1-Cys)-ankin, -(Co-Cs)-ankin-SO,-(C1-Cs)-
nepcTopankin, -(Co-Cs)-ankin-SO-N(R'®)-R?, -C(Og—
NH-(C1-Cg)-ankin, -C(O)-N-[(C1-Cg)-ankin]z, NR'°-
C(O)-NH-(C,-Cg)-anikin, -C(0)-NHz, -S-R"® a6o NR'®-
C(O)-NH-[gCng)-anKin]z,

ne R i R*" aensiotb coboto, He3anexHo oauH
Big ogHoro, atom BogHto, ~(C1-Cs)-nepdropankin abo
-(C4-Ce)-anxin,

V aBnse coboto

1) MoOHOUMKNiYHMIA abo  GiuukniyHUn  6-14-
YrieHHU apuwn, BUBpaHWi i3 rpynu, Lo cKnagacTbes 3
deHiny, HadTuny, GicdeHininy, aHTpuny abo dnyope-
Hiny, Ae apwun € HesamilleHum abo MoHo-, au- abo
Tpu3aMmilleHUM, He3anexHo oauH Big ogHoro, R14,

2) retepouuknin, BubpaHuii i3 rpynu akpuauvHiny,
8-a3abiumkno[3,2,1]okT-3-uny, asaingon(1H-
nipononipnavHy), asabeHsimigasoniny, asacnipoge-
KaHiny, aseniHiny, aseTuauHiny, asvpuauvHiny, 6eHsi-
migasoniny, 6eH3ogypaHiny, 6GeH3oTiodypaHiny,
6eH3oTiodeHiny, 6eH3okcasoniny, OeHaTtiasoniny,
6eH3Tpuaszoniny, 6eH3TeTpasoniny, 6eH3izokcasoni-
ny, 6eHsisoTiasoniny, kapbasoniny, 4aH-kap6asoniny,
KapbOniHiny, XpOMaHiny, XpoMeHiny, UMHOMiHINY, ae-
KarigpoxiHoniHiny, 1,4-piasenaHy, 4,5-
OurigpookcasoniHiny, — Aiokcasoniny,  AioKcasuHiny,
1,3-giokconatiny, 1,3-giokconeHiny, 6H-1,5,2-
auTiasuHiny, avrigpodtop[2,3-b]-
TeTparigpodypaHiny, dypaHiny, dypasaHiny, imiga-
3oniguHiny, iMmigasoniHiny, imigasoniny, 1H-
iHaasoniny, iHgoniHiny, iHAoniavHiny, iHgoniny, 3H-
iHooniny, i3o6eH3odypaHiny, izoxpomaHiny, i3oiHaa-
3oniny, i30iHOONIHINY, i30iHAONIMY, i30XiHOMIHINY, i30-
Tiazoniny, i3oTiazoniguHiny, i3oTiasoniHiny, i3okcaso-
niny, i3okcasoniHiny, i3okcasoniguHiny, 2-
i3okcasoniHiny, keToninepasuHiny, MopgoniHiny, Ha-
TUPMANHINY, OKTariapoi3oXiHOMiHINY, okcaaiasoniny,
1,2,3-okcagiasoniny, 1,2,4-okcapgiasoniny, 1,2,5-
okcagiasoniny, 1,3,4-okcagjasoniny, 1,2-
okcaTienaHiny, 1,2-okcaTtionaHiny, 1,4-okcasenaHiny,
1.2-okcasuHiny, 1,3-okcasuHiny, 1,4-okcasuHiny, ok-
casoniguHiny, okcasoniHiny, okcasoniny, deHaHTpu-
OWHINy, deHaHTponiHiny, deHasuHiny, geHoTiasuHi-
ny, eHokcaTuuHiny, deHokcasuHiny, dTanasuHiny,
ninepasuHiny, ninepuauHiny, NTepuanHiny, nypuHiny,
nipaxiny, nipasuHiny, nipasoniguHiny, nipasoniHiny,
nipasoniny, nipugasuHiny, nipygookcasoniny, nipuao-
imigasoniny, nipugotiazoniny, nipuauny, nipyuMiguHi-
ny, niponiguHiny, niponiguHoHiny, niponinHiny, 2H-
niponiny, niponiny, XiHasoniHiny, XxiHoniHiny, 4H-
XiHONI3WHINy, XiHOKCaniHiny, XiHykniguHiny, Tetparig-
podypaHiny, TeTparigpoi3oxiHoniHiny, TeTparigpoxi-
HoniHiny, 1,4,5,6-TeTparigponipnaasuHiny, TeTtparig-
ponipuaunHiny, TeTparigpoTioeHiny, TeTpasuHiny,
TeTpasoniny, 6H-1,2,5-TiagiasuHiny, 1,2,3-

86767 60

Tiagiasoniny, 1,2,4-tiagiasoniny, 1,2,5-tiagiasoniny,
1,3,4-Tiapiazoniny, TiaHTpeHiny, 1,2-Tia3uHiny, 1,3-
TiasuHiny, 1,4-tiasuniny, 1,3-tiazoniny, Tiasoniny,
TiazoniguHiny, TiazoniHiny, TieHiny, TietaHiny, TieHOTi-
asoniny, TieHookcasoniny, TieHoiMigasoniny, TieTaHi-
ny, TiomopdoniHiny, 1A6-tTiomopdoniHiny, TiodeHiny,
Tionipaniny, 1,2,3-TpuasuHiny, 1,2,3-Tpuasoniny,
1,2,4-tpuasoniny, 1,2,5-tpnasoniny, 1,3,4-tpuasoniny
1 KCaHTEeHiIny,

Je 3a3HadeHun reTepouuknin € HesamilleHUM
abo MoHO-, An- abo TpusamilLeHNM, He3anexHo OA4uH
Big ogHoro, R14,

G sBnsie coGolo MpsiMUii 3B'130K, -(CH2)m-NR'-
SO02-NR'-(CH2)n-, -(CHz2)m-CH(OH)-(CHz)-, ~(CH2)m-,
~(CH2)m-O-(CHa)n-, -(CHz)m-C(IO)-NR1°-(CH2)n-, -
(CH2)-SO2~(CH2)n-, -(CH2)m-NR'®-C(0)-NR"’~(CHa),-,
~(CH2)m-NR'®-C(0)-(CHz):-, ~(CHpn-C(O)-(CHo)-, -
(CH3)-S-(CH2)r-, -(CHz)m-802-NR1 -(CH2)n~, -(CH2)m-
NR'°-S0,-(CHz)r-, -(CH2)m-NR'-,  -(CHz)m-O-C(O)-
NR'’-(CH2)n- 260 -(CH2)m-NR'%-C(0)-O-(CHz)n-,

n i m He3anexHo OAMH Bif OAHOrO € OAHAKOBUMMM
abo pisHMMK | AaBNAOTL coboto uini yucna 0, 1, 2, 3, 4,
5 abo 6,

M sBnsie coboto

1) atom BogHIO,

2) -(C4-Cg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHUM, He3anexHo OAUH B
ogHoro, R14,

3)-C(0O)-N-(R11)-R12,

4) -(CH2)m-NR'®,

5) -(Ce-C14)-apun, ge apun Mae 3HaYEHHs, BU-
3HaueHi BULLE, | € He3aMilweHM abo MoHo-, an- abo
Tpu3aMmilleHUM, He3anexHo oauH Big ogHoro, R14,

6) -(C4-C1s)-retepouuknin, ge retepouuknin mae
3HaYeHHs!, BU3HaYeHi BuLle, i € He3aMmillleHMm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OA4UH Bif
ogHoro, R14,

abo

7) -(C3-Cs)-upmknoarnkin, ge 3asHayeHwWn umknoan-
Kin € He3amilleHnm abo MOoHo-, au- abo Tpu3amile-
HUM, He3aneXxHo oavH Big ogHoro, R14,

R3 aense coboto

1) atom BogHMO,

2) ranoreH,

3) -(C4-Cs)-ankin, ge 3a3HaveHu ankin € Hesa-
MileHum abo MoHo-, an- abo Tpu3amillieHUM, He3a-
NEeXHOo oavH Bia ogHoro, R13,

4) -(C4-Cs3)-nepdTopankin,

5) deHin, ge deHin € He3zamilleHMmM abo MOHO-,
an- abo TpM3aMmilLleHM, He3anexHo OOuH BiJ OOHOrO,
R13,

6) -(Co-C4)-ankineH-O-R19, e R19 asnse coboto

a) aTom BOZHIO,

b) -(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OA4UH B
ogHoro, R13,

c) -CF3 abo

d) -CHF>,

7) -NOg,

8) -CN,

9) -SOS-R”, e s popisHioe 1 abo 2,

10) -SO-N(R")-R", ne t nopisHioe 1 a6o 2,

11) -(Co-Ca)-ankineH-C(O)-R"",

12) -(Co-Ca)-ankineH-C(0)-0-R"",

13) (Co-Ca)-arkineH-C(O)-N(R'")-R",

14) -(Co-Ca)-arkineH-N(R"")-R",
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) (Co-Cz) ankineH-C(0)-0-(C2-Cy)-ankinen-O-
-(C1-Cas)-ankin,

) -C(0)-0-C(R15, R16)-O-C(O)-R17,

19) ~(Co-Cyz)-ankineH-C(O)-O-(C2-Cy)-ankinen-O-
C(0)-0-(C+-Ce)-arnin,

20) -C(0)-0-C(R15, R16)-0-C(0)-0O-R17,

21) -(Co-Cas)-ankineH-(Ce-C1s4)-apun, ge apun €
MOHO-, Au- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

22) -(Co-C4)-ankineH-(C4-C1s)-retepouumknin, ae
reTepoumknin € HesamiweHum abo mMoHo-, au- abo
Tpu3aMmilleHUM, He3anexHo oauH Big ogHoro, R13,

23) -(Co-Cy)-ankineH-(Cs-Cg)-umknoarnkin, ge uu-
Krnoarikin € HesamiweHnm abo MoHo-, an- abo Tpusa-
MiLLEHUM, He3anexHo oauH Big ogHoro, R13,

24) -(Co-C4)-ankineH-het, ge het € HesamiweHnm
abo MOHO-, An- abo TpM3aMilLeHUM, He3anexHoO OAuH
Big ogHoro, R13,

25) -(Co-C4)-ankineH-O-CH,-(C1-Cs)-
nepdroparnkineH- CH2—O -(Co-Cs)-ankin,

26) -S0.-N(R")-R" /J,eW/J,OpIBHIOG 1 abo 2,

27) ~(Co-Ca)-aninen-C(O)- N(R "-R",

28) -(Co-Cs)-arkinen-N(R'")-R a6o

9) 3anMLWOK 3 HAcTYMHOro nepenu(y

A
yWiM~i%iA

CF,
,E o~
A 20 _\m:z
\( \FO \( F’O “\ﬁo ﬁ}m \ o,‘lH ~
,m =

%oox/‘

ne Me saBnsie coboro metun, abo

akwo 2 sanuwkn -OR19 npuegHaHi oo cycigHix
aToMiB, BOHM MOXYTb YTBOPHOBaTV pa3oM 3 aToMamu,
0O SIKMX BOHW npuegHaHi, 1,3-giokconbHe abo 2,3-
aurigpo-{1,4]oiokcnHoBe KinbLe, WO 3aMilleHe Big 1
0o 4 R13,

R11 i R12 He3anexHoO oguH Big OAHOro € ogHa-
KOBUMM abo pisHNMK i ABNAOTL coboro

1) atom BogHMO,

2) -(C4-Ceg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OAUH B
oaHoro, R13,

3)- Co-Ceg ankin-(Cs-Cs)-uuknoankin,

4) -SO+-R"™, fie t nopisHIoe 1 abo 2,

5) -(Co-Ce)-ankin-(Ce-C14)-apvn, ge ankin i apun,
He3aneXHo OauH Big ogHoro, € HesamilleHuMu abo
MOHO-, An- abo TpmaamilleHnmn R13,

6) -(Cs- Cs) nepdropankin,

7)-0-R", a6o

8) (Co-Ce) ankin-(Cs-C1s)-retepouunknin, ge ankin
i reTepounknin €, He3anexHo oAunH Big OOHOrO, He3a-
MiLleHuMn abo MoHo-, au- abo TpusamiweHummn R13,
abo

R11 i R12 pa3om 3 aToMOM a30Ty, 3 SK/UM BOHU
3B'sI3aHi, YTBOPIOIOTb reTEPOLUKIIYHE KinbLie, BUbpa-
He i3 rpynu aseniHy, aseTuauHy, Aiokcasony, Aiokca-
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3uHy, 1,4-giasenady, 1,2-giasenidy, 1,3-giaseniny,
1,4-piazenidy, iMmigasony, imigasoniny, iMigasoniguHy,
i3oTiasony, i3oTiazoniguHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasonigunHy, 2-i3okca3osiHy, KeToni-
nepasuHy, mopdonidy, [1,4JokcasenaHy, okcasony,
ninepasuHy, ninepuauHy, nipasvHy, nipasony, nipaso-
niHy, nipasoniavHy, nipygasudy, NipuanHy, nipyuMign-
Hy, mipony, niponiauHy, NiponiANHOHY, MipOriHy, TeT-
parigponipuaunHy, TeTpasuHy, TeTpasony, Tiasony,
Tiapgiasony, TiasoniauvHy, Tia3oniHy, TiOMOPAONiHY,
TiopeHy, 1,2,3-TpmasuHy, 1,2,4-TpnasuHy, 1,3,5-
TpuasuHy, 1,2,3-tpuasony abo 1,2,4-tpuasony, ne
3a3HayeHe reTepouukmiyHe Kinbue € He3aMiweHuM
abo MOHO-, An- abo TpM3aMilleHUM, He3anexHoO OAuH
Big ogHoro, R13,

R13 aBnsie coboto ranoreH, -NO,, -CN, =0, OH,
-CF3, -C(0)}-0-R®, -C(0)-N(R)-R?, N(Rm)
(Cs-Csg)-umknoankin, - Co-C3) anKmeH -0-R" -Sl
(CH3)3, N(Rm) -S(0).-R"™, Ae u fopisHioe 1 a6o 2, -S-

-SO-R", e r popieHioe 1 abo 2, S(OO V-N(Rm)
RZO, ne v popieHioe 1 abo 2, -C(O)-R"™, -(C4-Csg)-
ankin, - (C4-Csg)-ankokcu, deHin, (beHIJ'IOKCI/I- O-CF3, -
(Co-Cys)-ankin-C(0)-O-C(R15, R16)-0O-C(0)-R17, -(Cs-
C4)-ankokcudeHin, -(Co-C4)-ankin-C(0)-O-C(R15,
R16)-O-C(O)-O-R17, -(C4-C3)- nep(pTopanKm -O-
R15, -NH-C(O)-NH-R", -NH-C(0)-O-R", a6o sann-
LLOK 3 HaCTYMHOro neperiky

A en A, L S g

b3s \Q{j S
-l dibdy X

PN
A/

i —H

ae Me sBnsie coboto meTun,

R i R® asnsots coboto, He3aneXxHo OAWH BiA
opHoro, BogeHb, -(C1-Cs)-ankin, -(Co-Cs-ankin-OH, -
(Co-Cs)-ankin-O-(C1-Cy4)-ankin abo -(C4-Cs)-
nepdropankin,

R15 i R16 sBnsoTb o600, HE3anexHo oaunH Big,
ofHoro, BoaeHb, -(C1-Cg)-ankin, LuMknonponin, Lmkno-
OyTun, uMKNoneHTUn abo UWKIOrekcur, Ae KOXHe
KiJ1'IObLl,e € HesamiweHnm abo 3amiweHum Big 1 go 3
R™,i

R17 aBnse cobowo -(C4-Ce) -ankin, -(C:-Cs) -
ankin-OH, -(C4-Cg)-ankin-O-(C+-Cg)-ankin, -(Csz-Cs)-
uyuknoankin, -(C4-Cg)-ankin-O-(C4-Cg)-ankin-(Cs-Cs)-
umknoankin, -(Cq-Ces)-ankin-(Cs-Csg)-unknoankin, pge
3a3HayeHe UMKnoasnkifibHe Kinbue € He3amilleHUM
abo 3amiweHmm 1, 2 abo 3 -OH,

-O-(C+-C4)-arkin a6o R,

y BCiX Ti cTepeoisomepHUX opmMax i cymiwax y
Oyab-AKoMy CniBBiAHOLLEHHI i iT disionoriyHo NpuinHs-
THi coni.

3. DaHuin BMHaxig TakoX HanexuTb 00 ChOMyKu
copmynu |, oe

ne R° siBnsie coboto

1) MOHOUMKNiYHMIA abo  GiuukniyHUn  6-14-
4YneHHU apun BubpaHun i3 rpynn dexiny, HadTuny,
GidbeHiny, aHTpuny abo dryopeHiny, ge apun € mo-
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HO-, An- abo Tpu3amilleHWM, He3anexHo OAWH Bif
ogHoro, R8,

2) reTepouuknin, BubpaHun i3 rpynu GeHsimina-
3oniny, 1,3-6eH3ogiokconiny, 6eH3odypaHiny, 6eH3o-
kcasoniny, 6eHsoTiasoniny, 6eH3oTiodeHiny, LUMHoni-
HinNy, XxpoMaHiny, iHgasoniny, iHAoniny, i3oxpomMatiny,
i3oiHgoniny, isoxiHomiHiny, deHinnipynanny, dTanasw-
Hiny, ATepuaunHiny, nypuHiny, nipuauny, nipugoimiga-
3oniny, nipyaonipuauHiny, nipuaonipumiauHiny, nipu-
MiZuHIny, xiHasoniHiny, xiHominy, xiHokcaniHiny ato
1,4,5,6-TeTparigponipugasuHiny, e 3asHadeHun re-
TEepouMKnin € MOHO-, Au- abo Tpm3amilleHum, Hesa-
TNeXHOo oaviH Big oaHoro, R8, abo

3) reTepouuknin, BubpaHun i3 rpynu asabeHsimi-
pasoniny, ©GeHsimigasoniny, 1,3-6eH3opiokconiny,
6eH30pypaHiny, 6GeHsoTiazoniny, OGeH3oTiodeHiny,
6GeH30kca3oniny, XpomaHiny, UMHOMiHINY, 2-dypuny,
3-dbypuny, imigasoniny, iHgoniny, iHAasoniny, iso-
XpOoMaHiny, isoiHgoniny, i3oxiHomiHiny, i3oTiazoniny,
i3okcasoniny, okcasoniny, dTanasuHiny, nTepuauHi-
ny, NypuvHiny, nipasuvHiny, nipasoniny, nipyaasuHiny,
nipugoimigasoniny, nipugonipyavHiny, nipuaonipuMmi-
AvHiny, 2-nipuauny, 3-nipuavny, 4-nipuguny, nipumi-
OuHiny, niponiny, 2-niponiny, 3-niponiny, XiHOMiHiny,
XiHa3oMiHiny, XiHokcaniHiny, TeTpasoniny, Tiasoniny,
2-TieHiny abo 3-TieHiny,

SKUM  0OOATKOBO 3aMilleHUA  reTepoLunKninom,
BUOpaHWM i3 rpynu akpuauHiny, asabeHsimigasoniny,
asacnipogekaHiny, aseniHiny, aseTuauvHiny, asmpuau-
Hiny, 6eHsimigasoniny, 6eH3odypaHiny, 6eH3oTiody-
paHiny, 6eHsoTiodeHiny, 6eH3okcasoniny, 6eH3Tiaso-
niny, 6eH3Tpuaszoniny, 6eH3TeTpasoniny,
GeHsi3okcasoniny, 0OeHsi3oTiasoniny, kapbasoniny,
4aH-kapbasoniny, kapboniHiny, XpoMaHiny, XpoMeHi-
ny, UMHOMIHINYy, JekarigpoxiHoniHiny, 4,5-
OurigpookcasoniHiny, — Aiokcasoniny,  AioKCasuHiny,
1,3-giokconatiny, 1,3-giokconeHiny, 6H-1,5,2-
auTiasuHiny, avrigpodtop[2,3-b]-
TeTparigpodypaHiny, dypaHiny, dypasaHiny, imiga-
3oniguHiny, iMmigasoniHiny, imigasoniny, 1H-
iHOasoniny, iHAoniHiny, iHooniswHiny, iHgoniny, 3H-
iHooniny, i3o6eH3odypaHiny, izoxpomaHiny, i3oiHaa-
3oniny, i3oiHgoNiHiNy, i3oiHgoniny, isoxiHoniHiny (6eH-
3imigasoniny), i3oTtiaszoniny, i3oTiasoniauHiny, isoTia-
30MiHiny, i3okcasoniny, i3okcasoniHiny,
i3okcasoniguHiny, 2-i3okcasoniHiny, ketoninepasuHi-
ny, MopdoniHiny, HapTMpUANHINY, okTarigpoi3oxiHo-
niHiny, okcapgiasoniny, 1,2,3-okcagiasoniny, 1,2,4-
okcagiasoniny, 1,2,5-okcagiasoniny, 1,3,4-
okcagiasoniny, 1,2-okcatienaHiny, 1,2-okcaTionaHiny,
1,4-okcasenaHiny, 1,2-okcasuHiny, 1,3-okcasuHiny,
1,4-0kca3unHiny, okcasoniguHiny, okcasoniHiny, okca-
30Miny, deHaHTpUarHINY, eHaHTpOoniHINy, deHasn-
Hiny, eHoTiasnHiny, peHokcaTUuHiNy, eHoKcasuHi-
ny, dTanasuHiny, ninepasvHiny, ninepuauHiny,
NTEepUAMHINY, NypuHiny, nipaHiny, nipasuHiny, nipaso-
niavHiny, nipasoniHiny, nipasoniny, nipyaasuHiny,
nipugookcasoniny, nipugoiMigasoniny, nipuaoTiaso-
niny, nipuguny, NipUMiguHINY, niponiauHiny, niponi-
OWHOHINY, niponiHiny, 2H-niponiny, niponiny, xiHa3o-
NiHiny, xiHoniHiny, 4H-xiHoni3unHiny, XiHOKcaniHiny,
XiHyKniauHiny, TeTparigpodypaHiny, TeTpariapoi3oxi-
HoniHiny, TeTparigpoxiHoniHiny, 1,4,5,6-
TeTparigponipyaasuHiny, TeTparigponipuauHiny, Tert-
parigpoTiodeHiny, TeTpasuHiny, TeTpasoniny, 6H-
1,2,5-TiagiasvHiny, 1,2,3-Tiagiasoniny, 1,2,4-
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Tiagiasoniny, 1,2,5-tiagiasoniny, 1,3,4-Tiagiasoniny,
TiaHTpeHiny, 1,2-tiasunHiny, 1,3-tiasuniny, 1,4-
TiasuHiny, 1,3-Tiasoniny, Tiasoniny, TiazoniguHiny,
Tia3oniHiny, TieHiny, TieTaniny, TieHoTia3oniny, TieHo-
okcasorniny, TieHoiMmigasoniny, TieTaHiny, Tiomopdo-
niHiny, TiodeHiny, TionipaHiny, 1,2,3-TpuasuHiny,
1,2,3-Tpuasoniny, 1,2,4-Tpuasoniny, 1,2,5-
Tpuasoniny, 1,3,4-Tpnasoniny N KCaHTeHiny,

Je 3as3HadeHuin reTepouuknin € HesamilleHUMm
abo MoHO-, an- abo TpusamilLeHNM, He3anexHo O4uH
Big ogHoro, RS,

R8 siensie coboto

1) cptop, xnop abo 6pom,

2) -NOg,

3) -CN,

4) -C(0O)-NH,

5) -OH,

6) -NH>,

7) -OCFs3,

8) MoHouukniyHMn abo  GiuukniyHUA  6-14-
UYNEHHWUIA apwn, Oe apuil Mae 3HaYeHHs!, BU3HAYeEHi
BULLE, i € MOHO-, An- abo TpM3aMmilLleHUM, He3anexHo
O[VH Bif ogHoro, ranoreHom abo -O-(C1-Cg)-ankinom,

9) -(C1-Csg)-ankin, Ae ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHMM, He3anexHo OAuH B
ofHoro, ranoreHoMm, NHz, -OH abo meTokcusanuiu-
KoM, abo

10) -O-(C1-Cg)-ankin, Ae ankin € HesaMmilleHUM
abo MoHO-, An- abo TpusamilLleHNM, He3anexHo OA4uH
Bia ogHoro, ranoreHom, NHy, -OH abo meTtokcusanu-
LLIKOM,

1 1) 'SOZCH3, abo

12) -SO,CFs3,

3a ymoBu, wo R8 saABnse coboto LoHanmeHLle
ognH 3 ramnoreHy, -C(O)-NH, abo -O-(C4-Cg)-
arnkinbHOro 3anuiiky, siKLo R siBnsie coboro apwn
abo retepouuknin, siki MalTb 3HAYEHHS, BU3HAYEHI
BULLLE,

nigcTpyktypa D sBnsie coboto 3anuwiok, Bubpa-
HUR 3 rpynu nipyavny, nipugnn-N-okcugnipnanny,
niponiny, dypwuny, TieHiny, iMmigasoniny, nipasoniny,
okcasoniny, i3okcasoniny, Tiasoniny, Tpuasoniny,
i3oTiasoniny, Tiagiasoniny, nipumiauHiny, nipuaasvHi-
ny, nipasuHiny, i € HesamiweHM abo 3amileHnM Big,
1 po 4 R3, abo 3amiweHum 1 abo 2 =0,

Q 9aBnse cobo npAMUA  3B'AI30K, -SCo-Cz)-
ankinen-C(O)-NR'-, -NR™-C(0)-NR™’-, -NR"-C(0)-,
-S0;-, -(C+-Ce)-arnkineH,

R' aBnse cobowo atom BoAHto, -(C1-Cy)-ankin, ae
arnkin e HesamilleHnm abo 3amiweHnm 1-3 pasm R13;
-(C1-Cs)-arkineH-C(O)-NH-R?, -(C-Cs)-ankineH-C(O)-
0O-R15, -(C4-Cs)-nepdropankineH, -(Cs-Ca)-ankineH-
S(O)-(C+-Cas)-ankin, -(C4-Cs)-ankineH-S(O),-(C+-Cs)-
ankin, -(C-Cs)-ankinen-S(0),-N(R*)-R®,  -(Cs-Cs)-
ankineH-O-(C4-Cy)-ankin,  -(Co-Cs)-ankineH-(Cs-Cs)-
umknoankin abo -(Co-Cs)-ankineH-het, ge het asnse
coboto 3anuuiok, BubpaHui i3 rpynu aseniHy, asetu-
OuHy, asvpuauHy, 1,4-piasenany, 1,2-giaseniHy, 1,3-
JiaseniHy, 1,4-giaseniHy, AiasvupuavHy, aiasvupuiHy,
Jiokcasony, AiokcasuHy, Agiokcony, 1,3-giokconeny,
1,3-giokconany, dypaHy, imigasony, imigasoniny,
imigasoniguHy, isoTiasony, idoTiazonigunHy, i3oTiasoni-
Hy, i30Kkcasony, i3oKkcasoniHy, i3okcasoniguHy, 2-
i3okcasoniHy, keTominepaswHy, MopdoniHy, 1,2-
okcaTienaHy, 1,2-okctionaHy, 1,4-okcasenany, 1,2-
okcasuHy, 1,3-okcasuHy, 1,4-okcasuHy, OKcasony,



65

OKCasnpuauHy, OKcupaHy, ninepasvHy, ninepuaunHy,
nipaHy, nipasuHy, nipasony, nipasoniHy, nipasoniau-
Hy, nipuaasuHy, NipuavHy, AipyuMiguHy, nipony, nipo-
niavHy, NiponianHOHy, NiponiHy, TeTpariaponipuavHy,
TeTpasuHy, TeTpasony, TiagiaswHy, Tiagiasony, 1,2-
TiasuHy, 1,3-TiasunHy, 1,4-TiasuHy, 1,3-Tiasony, Tiaso-
ny, TiasoniguHy, Tia3oniHy, TiEHiny, TieTaHy, Tiomop-
c¢oniHy, TionipaHy, 1,2,3-Tpuasuny, 1,2,4-TpuasuHy,
1,3,5-Tpnasnny, 1,2,3-tpmazony abo 1,2,4-tpuasony,
e het € He3zamiweHum abo MoHo-, An- abo Tpuzami-
LLIeHVM, HesarnexHo oAuH Big ofHoro, R14,

R*i R® nesanexi OAWMH Big OAHOro i € ogHaKo-
BMMM ab0 Pi3HUMM | ABNAOTL COOOK aTOM BoAHI abo
-(C1-Cy4)-anxin,

R saBnsae coboio npsmuin 3B'a30k abo -(C+-Cs)-
ankineH, abo

R'-N-R%-V YTBOPUTL 4-7-UNEHHY UMKMiYHY rpyny,
BMOpaHy i3 rpynu aseniHy, aseTnauHy, 1,4-giasenaxy,
Jiokcasony, giokcasuHy, 1,2-giasenidy, 1,3-giaseniny,
1,4-piazenidy, iMmigasony, imigasoniny, iMigasoniguHy,
i3oTiasony, i3oTiazonignHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasonigunHy, 2-i3okca3orsiHy, KeToni-
nepasuHy, MopdoniHy, 1,4-okcasenaHy, okcasony,
ninepasuHy, ninepuauHy, nipasvHy, nipasony, nipaso-
niHy, nipasoniavHy, nipygasudy, NipuauHy, nipyuMign-
Hy, mipony, niponiauHy, NiponiANHOHY, MipOriHy, TeT-
parigponipuaunHy, TeTpasuHy, TeTpasony, Tiasony,
Tiagiasony, TiasoniauvHy, Tia3oniHy, TiOMOPAONiHY,
1,2,3-tpuasunHy, 1,2, 4-tpuasuHy, 1,3,5-TpuasuHy,
1,2,3-Tpnasony abo 1, 2,4-Tpuasony, e 3a3HadeHa
LMKnivyHa rpyna € HesawmilleHo abo MoHo-, gn- abo
Tpu3aMmilleHoo, He3anexHo oavH Big ogHoro, R14,

R14 sBnsie coboto dTop, xnop, 6pom, nog, -OH,
O, -(C4-Cg)-ankin, -(C4-Cs)-ankokcu, -NO,-, -C(O)-
OH-, -CN, -NH,, -C(0O)-O-(C4-Cs)-ankin, -(Co-C3)-
ankin-SO2-(C1-Ca4)-ankin, -(Co-Cs)-ankin-SO,-(C1-Cs)-
nepcropankin, -(Co-Cs)-ankin-SO-N(R'®)-R*, -C(Og—
NH-(Ci-Cg)-ankin, -C(O)-N-[(C1-Cg)-ankin]2, NR'®-
C(O)-NH-(C1-Cg)-ankin, -C(O)-NH,, -S-R'® abo NR'®-
C(O)-NH-[3(C1-C8)-anKin]2,

ne R R?' asnsioTb coboi0 HE3aNEXHO OOVH Big,
ogHoro atom BogHio, -(C4-Cs)-nepdropankin abo -
(C4-Ce)-ankin,

V siBnsie coboro

1) sanuwok het, BuGpaHuw i3 rpynu asaingon(1H-
nipononipuanHy), aseniHy, aseTuavHy, asvpuauHy,
asupuHy, 1,4-giazenaHy, 1,2-giasenidy, 1,3-giaseniny,
1,4-piaszeniHy, AiasupuavHy, OiasvpuHy, Aiokcasony,
JiokcasuHy, giokcony, 1,3-piokconeny, 1,3-
JiokconaHy, dypaHy, iMmigasony, iMmigasoniHy, imiga-
3oniguHy, isoTiasony, i3oTiasoniguHy, i30Tia3oniHy,
i3okcasony, i3okcasoniHy, i3okcasoniguHy, 2-
i3okcasoniHy, keTonminepaswHy, MopdoniHy, 1,2-
okcaTienaHy, 1,2-okcaTtionaHy, 1,4-okcasenaHy, 1,2-
okcasuHy, 1, 3-okcasuHy, 1, 4-okca3suHy, oOkcasony,
OKCasnpuauHy, OKcupaHy, ninepasviHy, ninepuaunHy,
nipaHy, nipasuHy, nipasony, nipasoniHy, nipasonigu-
Hy, nipuaasuHy, NipuavHy, NipyuMiguHy, nipony, nipo-
niavHy, NiponianHOoHy, NiponiHy, TeTpariaponipuavHy,
TeTpasuHy, TeTpasony, TiagiaswHy, Tiagiasony, 1,2-
TiasuHy, 1,3-TiasunHy, 1,4-TiasuHy, 1,3-Tiasony, Tiaso-
ny, TiasoniguHy, Tia3oniHy, TiEHiny, TieTaHy, Tiomop-
cdoniHy, TionipaHy, 1,2,3-Tpuasuny, 1,2,4-TpuasuHy,
1,3,5-Tpnasuny, 1,2,3-tpmazony abo 1,2,4-tpuasony,
O Ma€e 3HaYeHHs, BU3Ha4eHi Buwe, i ae het € Hesa-
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MilleHMM abo MOHO-, An- abo TpusamilieHum, Hesa-
TNEeXHO oavH Big oaHoro, R14, abo

2) cbenin, ge deHin € He3amiweHM abo MOHO-,
An- abo TpM3aMmilLeHM, He3anexHo O4vH Big OA4HOrO,
R14,

G sBnsie coGolo MpsiMuii 3B'130K, -(CHz2)m-NR'-
SO2-NR"-(CHy),-, ~(CH2)n-CH(OH){(CHz)u-, ~(CHz)n-
. «(CH2)m-O-(CHa)r-, ~(CH2)m-C(O)-NR™-(CH2),-, -
(CH2)-SO2-(CH2)n-, ~(CH2)m-NR'®-C(0)-NR"’~(CHa),-,
~(CH2)m-NR'°-C(0)-(CHz),-, ~(CHpn-C(O)-(CHo)-, -
(CH2)-S-(CH2)n-, ~(CH2)m-SO2-NR™~-(CH2)n-, -(CHz)m-
NR'"-SO-(CH2)r-, ~(CH2)m-NR'’-, -(CHa)n-O-C(O)-
NR'’-(CH2)n- 260 -(CH2)m-NR'%-C(0)-O-(CHz)n-,

N i m € He3anexHo OAMWH Bif OAHOr0 OAHAKOBKMMM
abo pisHMMuU i ABRSAOTE coboto wini uicna 0, 1,2, 3, 4,
5 abo 6,

M siBnsie coboto

1) atom BogHMO,

2) -(C4-Cg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R14,

3) -C(O)-N-(R11)-R12,

4) -(CH2)m-NR'®,

5) denin abo HadpTn, Ae deHin abo HadTuN €
He3aMiweHnMn abo MOHO-, An- abo TpusamieHnmMm,
He3aneXHo oaviH Big ogHoro, R14,

6) retepouuknin, ge reTepouuknin saBnse coboto
3arnuLLIOK i3 rpynun, Ky MOXHa ofepXaTu 3 asenady,
aseniny, 1,4-giasenany, 1,2-giaseniHy, 1,3-giaseniny,
1,4-piaseniHy, iMmigasony, i3oTtiasony, i3okcasony, i3o-
KcasoniguHy, 2-i3okcasoniHy, keToMopdoriHy, KeTo-
ninepasuHy, MopdorniHy, okcasony, [1,4]-okcasenaHy,
ninepasuHy, ninepasuHoHy, ninepuanHy, ninepuanHo-
Hy, nipasuvHy, nipuaasvHy, NipuaasuHOHY, NipuanHY,
nipugoHy, nipuMiauvHy, niponiavHy, nNiponiavHOHY,
TeTparigponipaHy, 1,4,5,6-TeTparigponipuaasuHiny,
TeTpasuHy, TeTpasony, Tiagiasony, Tiasony, TioeHy,
Tiomopdoniny, 1,2,3-Tpuasuny, 1,2,4-TpuasvHy,
1,3,5-Tpnasnny, 1,2,3-tprazony abo 1,2,4-tpuasony,
Oe 3a3HaveHuin reTepouuknin € HesamiweHuM abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
oaHoro, R14, abo

7) -(C3-Cs)-umknoarnkin, ge 3asHayeHvn umknoan-
Kin € He3amilleHnm abo MOoHo-, au- abo Tpu3amile-
HUM, He3aneXHo oauH Big ogHoro, R14,

R3 siBnsie coboto

1) atom BogHMO,

2) ranoreH,

3) «(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

4) -(C4-Cs)-nepdTopankin,

5) deHin, ge deHin € He3amilleHMmM abo MOHO-,
An- abo TpM3aMmilLeHUM, He3anexxHoO O4vH Big OA4HOrO,
R13,

6) -(Co-C4)-ankineH-O-R19, e R19 asnse coboto

a) aTom BOZHIO,

b) -(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

c) -CF3 abo

d) -CHF>,

7) -CN,

8) -(Co-Cs)-ankineH-(C4-C1s)-retepoumknin, ae
reTepouuknin Mae 3HayeHHs, BU3HaYeHi BuLlle, i €
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He3amiweHnMm abo MoHO-, An- abo Tpu3amilleHum,
He3anexHo O,D,VIH Big ogHoro, R13,

9)-SOs-R", pe s /J,OpIBHIOG 1 abo 2,

10 SOt-N(R”) R" /:l,et/.'l,opleroe 1 abo 2,
-(Co-C4)-ankinen-C(O)-R
-(Co-C4)-ankinen-C(O)-R
~(Co-Cy)-ankinex-C(O)- N(R”) 2
(Co-C4) anKmeH N(R')-R™,

-NR'-S0,-R"

16) -(Co-Cas)- anklneH-het, Ae het mae 3HayeHHs,
BU3HauYeHi BuWe, i € He3aMmileHuM abo MoHo-, an-
abo TpusamilleHUM, He3anexHo OAWH Bif OJHOrO,
R13,

17) ~(Co-Cyz)-ankineH-C(O)-O-(C2-C4)-ankinen-O-
C(O)-(C+-Cys)-ankin,

18) -C(0)-0-C(R15, R16)-O-C(O)-R17,

19) ~(Co-Cyz)-ankineH-C(O)-O-(C2-Cy)-ankinen-O-
C(0)-0-(C+-Ce)-arnin,

20) -C(0)-0-C(R15, R16)-0-C(0)-0O-R17,

21) -(Co-Cy)-ankineH-(Ce-C14)-apun, ge apun mae
3HaYeHHs, BU3HaYeHi BuLWe, i € MOHO-, An- abo Tpu-
3aMilLeHNM, HE3aneXxHo OauH Big ogHoro, R13,

22) ~(Co-Cas)-ankineH-(Cs-Cg)-umnknoankin, ge um-
Krnoarkin € He3amiweHnm abo MoHo-, an- abo Tpusa-
MiLLlEHMM, He3anexHo oguH Big ogHoro, R13,

23) - (Co-C3)-aJ'IKiJ'IeH-O-CH2—CF2—CH2-O-(C0-C3)-
ankin,

24) -(Co-C3)-aJ'IKiJ'IeH-O-CHz-CFz-CFz-CHz-O-(Co-
Cs)-ankin,

25) -(Co-Cs)-ankineH-0O-CHz-(C+-Cs)-
nepdroparnkineH- CHg-OH

26) -S0.-N(R")-R" /J,eW/J,OpIBHIOG 1 abo 2,

27) ~(Co-Ca)-aninen-C(O)- N(R "-R",

28) -(Co-Cs)-arkinen-N(R'")-R a6o

29) 3anuLwoK 3 HacTyMHOro nepenu(y

jiﬂu 0=(i\€ /ﬁxli,///N /ﬁ\ ,39, j\ ,896':

RS BT tal b e

0 Ho

vvvvvv

15

e

otf A?‘

ne Me aBnsie coGoro meTun, abo

akwo 2 sanuwkn -OR19 npuegHaHi oo cycigHix
aToMiB, BOHM MOXYTb YTBOPHOBaT pa3oM 3 aToMamu,
00 SIKMX BOHW npueaHaHi, 1,3-giokconbHe kinbue abo
2,3-purigpo-[1,4]piokcnHoBe Kinbue, 3amilweHe Big 1
0o 4 R13,

R11 i R12 He3anexHoO oauH Big O4HOro € ogHa-
KOBUMM abo pisHUMK i ABNATL coboro

1) atom BogHMO,

2) -(C4-Ceg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMmilLleHUM, He3anexHo OA4UH B
ogHoro, R13,

3) -(Co-Ce)-ankin-(Ce-C14)-apun, ge apun mae
3HaYeHHs, BM3HA4eHi BULLe, i e ankin i apun €, He-
3anexHo oaWH Big ogHoro, HeaaMillleHUMn abo MOHO-

, An- abo TpVISaMILIJ,eHMMM R13,

4)-0-R", a6o
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5) -(Co-Ce)-ankin-(Cs-C1s)-retepouuknin, ae ankin
i reTepounknin €, He3anexHo oAunH Big OOHOrO, He3a-
MiLleHuMn abo MoHo-, au- abo TpusamiweHummn R13,
abo

R11 i R12 pa3om 3 aToMOM a30Ty, 3 SKUM BOHU
3B'AI3aHi, MOXYTb YTBOpHOBaTW Kifnbue, BubpaHe i3
rpynu aseniny, asetuauHy, 1,4-giasenaHy, giokcaso-
ny, piokcasuHy, 1,2-giaseniHy, 1,3-giaseniny, 1,4-
JiaseniHy, iMigasony, iMigasoniHy, iMigasoniguHy,
i3oTiasony, i3oTiazonigunHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasoniguHy, 2-i3okca3osiHy, KeToni-
nepasuHy, mopdonidy, [1,4JokcasenaHy, okcasony,
ninepasuHy, ninepuauHy, nipasvHy, nipasony, nipaso-
niHy, nipasoniavHy, nipygasuHy, NipuanHy, nipyuMign-
Hy, mipony, niponiauHy, NiponiANHOHY, MipOriHy, TeT-
parigponipuaunHy, TeTpasuHy, TeTpasony, Tiasony,
Tiagiasony, TiasoniauvHy, Tia3oniHy, TiOMOPAONiHY,
1,2,3-tpuasunHy, 1,2, 4-tpuasuHy, 1,3,5-TpuasuHy,
1,2,3-Tpnasony abo 1,2,4-tpmasony, Lo € He3aMilLe-
HUM abo MOHO-, An- abo TpusamileHNM, He3anexHo
OAMH Big ogHoro, R13,

R13 saBnsie coboto dTop, xmop, 6pom, VIOF NOz,
-CN, =0, -OH, -CF3, -C(0)-0-R"°, -C(0)- N(R'™)
N(R-R®,  (Co-Cy)-ankineH-O-R"®, -Si- (CH3)3, -

5 R')- S(O) R1° -S-R™ -S02-R', -S(0)-N(R")-

, -C(O)-R™, -(C1-Cs)-arnkin, -(C4-Cg)-ankokcu, de-
Hin, (beHIJ'IOKCI/I- O-CF3, -(C+-Cs)-nepdtoparkin, -(Co-
C4)-ankin-C(0O)-O-C(R15, R16)-O-C(0)-R17, -(C4-C4)-
ankokcudpeHin, -(Co-Cy4)-ankin-C(0)-O-C(R15, R16)-
0-C(0)-O-R17, -O-R15, -NH-C(O)-NH- R, -NH-
C(0)-0-R™, abo 3anuLok 3 HACTYMHOTO Neperiky

/N‘
A Im, Km L Lo 3

° i o o
\/?O \H o .
A W H Y

S irdp s dy
X0

H ’

ae Me aBnsie coboto meTun,

R i R® asnsoms coboto, He3anexHo OAWH BiA
ofHoro, BoAeHb, -(C1-Cg)-ankin, -(Co-Ca)-ankin-OH, -
(Co-Cs)-ankin-O-(C1-Cy4)-ankin abo -(C4-Cs)-
nepdropankin,

R15 i R16 aBnsitoTb cob00 He3anexHo OAuH Bif,
ogHoro BoAeHb, -(C1-Ce)-ankin, abo pasom yTBOptO-
I0Tb Kinbue, BUOpaHe i3 rpynv Uuknonponiny, LuKo-
OyTnny, uMknoneHTuny abo UMKnorekcuny, e KoxHe
KiJ1'IObLl,e € HesamiweHnm abo 3amiweHum Big 1 go 3
R™,i

R17 aBnsie coboto -(C4-Cg)-ankin, -(C1-Ce)-ankin-
OH, -(C4-Cg)-ankin-O-(C1-Ce)-ankin, -(C3-Cs)-
uyuknoankin, -(C4-Cg)-ankin-O-(C4-Cg)-ankin-(Cs-Cs)-
umknoankin, -(Cq-Ces)-ankin-(Cs-Csg)-unknoankin, pge
3a3HayeHe UMKnoasnkifibHe Kinbue € He3amilleHUM
abo 3amiweHmm 1, 2 abo 3 -OH,

-O-(C+-C4)-arkin a6o R'°,

y BCiX Ti cTepeoizomepHUX opmax i cymiwax y
Oyab-AKOMy CniBBiAHOLLEHHI i iT disionoriyHo NpuinHA-
THi coni.
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4. NaHui BMHaxXia TakoX HaneXuTb OO CMONyku
cbopma/nm I, ne

R" aBnse coboto

1) dbenin, ge deHin € HesamiweHnm abo MOHO-,
An- abo TpM3aMmilLeHM, He3anexHoO O4vH Big OA4HOrO,
RS,

2) reTepouuknin, BubpaHun i3 rpynu GeHsimina-
3oniny, 1,3-6eH3ogiokconiny, 6eH3odypaHiny, 6eH3o-
kcasoniny, 6eHsoTiasoniny, 6eH3oTiodeHiny, LUMHoni-
HinNy, XxpoMaHiny, iHgasoniny, iHaoniny, i3oxpomMaHiny,
i3oiHgoniny, isoxiHomiHiny, deHinnipynanny, dTanasu-
Hiny, ATepuaunHiny, nypuHiny, nipuguny, nipugoimiga-
3oniny, nipygonipuauHiny, nipuaonipumiauHiny, nipu-
MiZuHIny, xiHasoniHiny, xiHominy, xiHokcaniHiny ato
1,4,5,6-TeTparigponipugasuHiny, e 3asHadeHun re-
TepoumnKnin € He3amiweHnm abo MoHo-, au- abo Tpu-
3aMilleHnM, He3anexHo oavH Bia ogHoro, R8, abo

3) reTepoumknin, BubpaHui i3 rpynu nipugmny, 2-
nipnauny, 3-nipuguny, 4-nipuguny, niponiny, 2-
niponiny, 3-niponiny, dypuny, 2-cdypuny, 3-dypuny,
TieHiny, 2-TieHiny, 3-TieHiny, imigasoniny, nipasoniny,
okcasoniny, i3okcasoniny, Tiasoniny, Tiagiasoniny,
i3oTiasoniny, Tpuasoniny, TeTpasoniny, nipuaasvHiny
N NipasuHiny, Oe 3asHa4YeHun reTepoumknin € Hesa-
MilleHMM abo MOHO-, An- abo TpusamilieHum, Hesa-
JNIEXXHO OAviH Big ogHoro, RS,

i 104aTKOBO 3aMilLeHuii 3anukoM, BUOpaHuMm i3
rpynuv nipyavny, 2-nipuavny, 3-nipuavny, 4-nipuauny,
niponiny, 2-niponiny, 3-niponiny, dypuny, 2-ypuny,
3-doypuny, TieHiny, 2-TieHiny, 3-TieHiny, imigasoniny,
nipasoniny, okcasoniny, i3okcasoniny, Tiasoniny, Tia-
Jiasoniny, i3oTiazoniny, Tpwasoniny, TeTpasoniny,
nipuaasuHiny 1 nipasuHiny, ge 3asHayeHun 3anuliok
€ He3amiweHnm abo MOHO-, An-abo TpM3aMileHUM,
He3aneXxHo OAuH Big ogHoro, R8,

R8 siBnsie coboto

1) F, Cl, Br ab6o |,

2) -C(O)-NHy,

3) «(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ofHoro, ranoreHom, -OH abo MeTokcmusanuLikom, abo

4) -O-(Cq-Cy)-ankin, ge ankin € He3amiweHUM
abo MOHO-, An- abo TpM3aMilleHUM, He3anexHo OAuH
Bif OAHOro, ranoreHom abo MeTOKCM3amnuLIKOM, 3a
ymoBu, wWo R8 sBnse coboto LoHaMeHLe oauH 3
ranoreny, -C(O)-NH2 abo -O-(C4-Cg)-ankinbHoro 3a-
nuwKky, skwo R” aense coboto apun abo retepoumk-
Nin, SiKi MalTb 3HA4Y€HHS, BU3HAYEHi BuLLe,

nigcTpyktypa D saBnse coboto 3anuiiok, Bubpa-
HUR i3 rpynu nipuguny, nipnagun-N-okcuay, niponiny,
dypuny, TieHiny, imigasoniny, nipasoniny, okca3soni-
ny, isokcasoniny, Tiazoniny, isotiazoniny, Tiagiasoni-
ny, nipuMiauHiny, nipyaasudiny, nipasuHiny i € Hesa-
MilleHnm abo 3amiweHum Big 1 oo 4 R3, abo
3amiweHum 1 abo 2 =0,

Q saBnse coboto npsamun 3B'a3ok, -C(O)-; -SO,-
abo -(C-Cs)-ankineH, -(Co-Cz)-ankineH-C(0)-NR-,

R’ sBnsie coboto atom BopgHto, -(Cq-Cy)-ankin, -
(C4-Ca)-ankineH-C(O)-NH-RO, -(C4-Cs)-
nepcroparnkineH, -(Ci-Cs)-ankineH-C(0)-OR™, -(Cs-
Cs)-ankinen-S(0)2-(C+-Ca)-ankin abo -(C4-C3)-
ankinen-S(0)-N(R*)-R®, ne R* i R® He3anexHi oavH
Bif, OAHOrMO i € oAHaKoBMMU abo pi3HUMK i SBNSIIOTb
coboto aToM BogHI abo -(C4-Cy)-ankin,

R? siBnsic coBolo MpsiMuii 3B'130K abo -(C+-Co)-
arnkKineH,
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R'-N-R%-V MOXYTb YyTBOPIOBATU 4-7-UNeHHY LIMK-
niyHy rpyny, BubpaHy i3 rpynu aseTuauHy, asetvau-
HOHy, NinepuauHy, ninepasuHy, NipuanHy, NipuMiguHy,
niponiaunHy, 1,2,3-tpuasuHy, 1,2,4-tpnasuHy, 1,3,5-
TpuasuHy, 1,2,3-Tpuasony, 1,2,4-tpuasony, TeTpasu-
Hy, TeTpasony, 1,4-giasenaHy, 1,2-giaseniHy, 1,3-
niaseniHy, 1,4-giaseniHy, aseniHy, keToninepasviHy,
1,4-okcasenaHy, okcasony, i3okcasosny, i3okcasonigun-
Hy, 2-i30KkcasoniHy, MopdorniHy, Tiasony, i3oTiasony,
Tiagiasony abo TiomopcponiHy, Ae 3a3HayeHa LMKMiY-
Ha rpyna € He3amiweHoto abo MoHo-, gn- abo Tpusa-
MiLLlEeHO0, He3aneXHo oavH Bia ogHoro, R14,

R14 aBnse coboto ¢Top, xnop, -OH, =0, -(Cs-
Cg)-ankin, -C(0)-OH-, -CN, -NHj, -C(O)-O-(C+-C4)-
ankin, -C(O)-NH- (C4-Cg)-ankin, -C(O)-N-[(C4-Cs)-
ankin]z, -C(O)-NH. abo -N(R'®)-R*",

ne R i R?" asnsiotb coboto, He3anexHo oauH
BiJ ogHoro, atom BogHto, ~(C1-Cs)-nepdropankin abo
-(C1-Cy4)-anxin,

V aBnse coboto

1) UMKMIYHWMIA 3anuoK, BUOpaHWIA i3 rpynu, Lo
MICTUTb  CMONyKW, ofepXkaHi 3  asaiHgony(1H-
niponnipuavHy), asvpuguHy, asvpuHy, aseTuguiHy,
asetuavHoHy, 1,4-giasenaHy, nipony, NiponiguHy,
nipuagoHiny, imigasony, nipasony, 1,2,3-Tpuasony,
1,2,4-Tpuasony, TeTpasony, RipuauvHy, nipuMiguHy,
nipasuvHy, 1,2,3-tpuasuny, 1,2,4-tpuasunHy, 1,3,5-
TpyasuHy, TeTpasuHy, TeTpasosny, aseniHy, Aiasvpu-
Hy, 1,2-giaseniny, 1,3-giaseniHy, 1,4-giaseniHy, nipu-
JasvHy, ninepuauHy, ninepasuHy, MNiponignHoHY, Ke-
ToninepasuHy, dypaHy, nipaHy, giokcony, 1,4-
oKcasernaHy, okcasony, i3okcasony, Z2-i30KcasoniHy,
i3okcasoniguHy, MopdorniHy, OoKcupaHy, okcasupuau-
Hy, 1,3-giokconeny, 1,3-giokconaHy, 1,2-okcasunHy,
1,3-okcasunHy, 1,4-okcasuHy, okcasupuanHy, TiodeHy,
TionipaHy, TieTaHy, Tiasony, i3oTia3ony, i3oTia3oniHy,
i3oTiasonianHy, 1,2-okcaTionaHy, Tiogiasony, Tionipa-
Hy, 1,2-TiasuHy, 1,3-Tiasony, 1,3-Tia3uHy, 1,4-Tia3uHy,
TiagiasuHy, abo TiomopdoniHy, Ae 3a3HadYeHU LWK-
NiYHMIA 3aNMLLIOK € He3aMileHM abo MoHo-, an-abo
Tpu3amilleHuM, HesanexHo oauH Big ogHoro, R14,
abo

2) cbenin, ge deHin € He3amiweHM abo MOHO-,
An- abo TpM3aMmilLeHUM, He3anexxHo O4vH Big OA4HOrO,
R14, abo

G saBnse coboto npsmuin 3B'A30K, -(CHz)m- abo -
(CHz)m-NRm-, [e m saBnsie coboto uini ymcna 0, 1, 2,
3 abo 4,

M saBnsie coboto

1) atom BogHIO,

2) reTepouuknin, Ae reTepouuknin sasnse coboto
3anuvLIoK, BUOpaHW i3 rpynu, sIKy MOXHa ogepxaTu 3
asenaHy, aseniHy, 1,4-giazenady, 1,2-giaseniny, 1,3-
niaseniHy, 1,4-giaseniny, imigasony, i3otiasony, i3o-
Kcasony, i3okcasoniguHy, 2-i30kcasoniHy, KeToMmop-
cdoniHy, KeToninepasuHy, MopdoniHy, OKcasony,
[1,4]-okcasenaHy, ninepa3suHy, ninepasvHoOHy, ninepu-
OWHy, ninepuauHoHy, nipasuHy, nipuaasvHy, nipuaa-
3MHOHY, NipUAWHY, NiPUAOHY, NipUMIANHY, NipONiANHY,
niponiavHOHy, TeTparigponipany, 1,4,5,6-
TeTparigponipuaasuHiny, TetpasuHy, TeTpasony, Tia-
fiasony, Tiazony, TiomopdoniHy, TiodeHy, 1,2,3-
TpuasunHy, 1,2,4-tpuasuny, 1,3,5-TpuasunHy, 1,2,3-
Tpuasony abo 1,2,4-Tpuasony, oe 3asHa4yeHun rete-
POLMKIIN € He3amilleHM abo mMoHo-, au- abo Tpusa-
MilLleHMM, He3anexHo oaviH Big oaHoro, R14,
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3) -(C4-Ce)-ankin, ge ankin € HesamiweHum abo
MOHO-, AW- abo TpMU3aMilLeHNM, HE3ANEXHO OOWH Bif
ogHoro, R14,

4) -(C3-Ce)-umknoarnkin, abo

5) -C(0)-N(R11)-R",

R3 siBnsie coboto

1) atom BogHMO,

2) ranoreH,

3) -(C4-Cs)-ankin, ge ankin € HeszamiweHum abo
MOHO-, AW- abo TpM3aMilLeHUM, HE3ANEXHO OOWH Bif
ogHoro, R13,

4) -(C4-Cs)-nepdTopankin,

5) ceHin, oe deHin € HesamieHnm abo MOHO-,
Aun- abo Tpu3amileHUM, He3anexHo oavH B 04HOrO,
R13,

6) -(Co-C4)-ankineH-0O-R19, ne R19 siBnse coboro

a) aTom BOZHIO,

b) -(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, AW- abo TpMU3aMilLEHNM, HE3ANEXHO OOWH Bif
ogHoro, R13,

c) -CF3 abo

d) -CF,

7) -CN,

8) -NR'%-SO>-R'°,

9) -SOS-R”, nes %OpiBHPOC 1 abo 2,

10) -Sor-N(R11)-R", ne t fopieHioe 1 a6o 2,

11) -(Co-Ca)-ankineH-C(O)-R"",

12) -(Co-Ca)-ankineH-C(0)-0-R"",

13) -(Co-C4)-anKineH-C(O?-N(R11)-R12,

14) -(Co-Ca)-arkineH-N(R'")-R",

15) ~(Co-Cyz)-ankineH-C(0O)-O-(C2-Cy)-ankinen-O-
C(O)-(C+-Cys)-ankin,

16) -C(0)-0-C(R15, R16)-O-C(O)-R17,

17) ~(Co-Cyz)-ankineH-C(O)-O-(C2-Cy)-ankinen-O-
C(0)-0-(C+-Ceg)-arnin,

18) -C(0)-0-C(R15, R16)-O-C(0)-0O-R17,

19) -(Co-Cs)-ankineH-O-CHz-CF2-CH,-O-(Co-Cs)-
ankin,

20) -(Co-C3)-aJ'IKiJ'IeH-O-CHz-CFz-CFz-CHz-O-(Co-
Cs)-ankin,

21) -(Co-C3)-ankineH-O-CH,-(C1-Cs)-
nepdropankineH-CH;-OH,

22) -S0,-N(R")-R™, ne w nopieHioe 1 abo 2,

23) -(Co-C4)-anKineH-C(O?-N(R11)-R13,

24) -(Co-C4)-arkinen-N(R'")-R"®, a6o

25) 3annLWok 3 HacTyMHOro nepeniky

ﬂ N /N\
>=NNH o=§~—/C /ﬁ\z//N /ﬁ\uzs‘?ém /ﬁ\uISQé . \Qé;
N o
SN ¢ SR NS Bt
H N’ o] X

ne Me saBnsie coboto meTun,

akwo 2 sanuwkn -OR19 npuegHaHi oo cycigHix
aToMiB, BOHM MOXYTb YTBOPHOBaTV pa3oM 3 aToMamu,
00 SIKMX BOHWU npueaHaHi, 1,3-giokconbHe kinbue abo
2,3-purigpo-[1,4]-giokcuHoBe KinbLe, WO € 3aMille-
HuM Big 1 0o 4 R13,

R11 i R12 pa3om 3 aToMOM a30Ty, 3 SK/UM BOHU
3B'AI3aHi, MOXYTb YTBOpIHOBaTW Kifnbue, BubpaHe i3
rpynu aseniHy, asetuauvHy, 1,4-giasenaHy, fiokcaso-
ny, piokcasuHy, 1,2-giaseniHy, 1,3-giaseniny, 1,4-
JiazeniHy, iMigasony, iMigasoniHy, iMigasoniguHy,
i3oTiasony, i3oTiazonigunHy, i3oTia3oniHy, i3okcasony,
i3okcasoniHy, i3okcasoniguHy, 2-i3okca3orsiHy, KeToni-
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nepasuHy, mopdoniHy, [1,4]-okcasenaHy, okcasony,
ninepasuHy, ninepuauHy, nipasvHy, nipasony, nipaso-
niHy, nipasoniavHy, nipygasudy, NipuanHy, nipyuMign-
Hy, mipony, niponiauHy, NiponiANHOHY, MipOriHy, TeT-
parigponipuaunHy, TeTpasuHy, TeTpasony, Tiasony,
Tiagiasony, TiasoniauvHy, Tia3oniHy, TiOMOPAONiHY,
TiocpeHy, 1,2,3-TpuasuHy, 1,2, 4-TpnasuHy, 1,3,5-
TpuasuHy, 1,2,3-tpuasony abo 1,2,4-tpuasony, ne
3a3HayeHe KinbUe € He3amiweHMm abo MoHo-, Au-
abo TpusamilleHUM, He3anexHoO OAWH Bif OJHOrO,
R13,

R13 siBnsie coboro ctop, xnop, -NO,, -CN, =0, -
OH, -CF3, -C(0)-0-R", -C(0)-N(R')-R?® -N(R")-R*°,
-(Co-Cs)-ankineH-0-R'®, -Si-(CHa)s, -N(R')-S(0)>-R™®,
-S-R"°, -S0,-R", -S(0)-N(R")-R*, -C(0O)-R", -(C:-
Cg)-ankin, -(C4-Cg)-ankokcu, ceHin, deHinokcn-, O-
CFs, nepdropankin, -NH-C(O)-NH-R'™, -(Co-Cy)-
ankin-C(0)-O-C(R15, R16)-0-C(O)-R17, -(C4-C4)-
ankokcudeHin, -(Co-C4)-anKin-C(O)-O-CgR15, R16)-
0-C(0)-0-R17, -O-R15, -NH-C(0)-0-R"’, a6o 3anu-
LLOK 3 HaCTYMHOro neperiky

p /N\
ST P S U
]
g &

ae Me aBnsie coboto meTun,

R i R® asnsots coboto, He3anexHo OAWH BiA
ofHoro, BoAeHb, -(C1-Cg)-ankin, -(Co-Cs)-ankin-OH, -
(Co-Cs)-ankin-O-(C1-Cy4)-ankin abo -(C4-Cs)-
nepdropankin,

R15 i R16 sBnsoTb cobot0, He3anexHo oaunH Big,
ofgHoro, BogeHb, -(C1-Cs)-ankin, abo pasom yTBOptO-
I0Tb Kinbue, BUOpaHe i3 rpynv Uuknonponiny, LuKo-
OyTuny, umknoneHTuny abo uMKnorekcuny, e KoxHe
KiJ1'IObLl,e € HesamiweHnm abo 3amiweHum Big 1 go 3
R™,i

R17 aBnsie coboto -(C4-Cg)-ankin, -(C1-Ce)-ankin-
OH, -(C4-Cg)-ankin-O-(C1-Ce)-ankin, -(C3-Cs)-
uyuknoankin, -(C4-Cg)-ankin-O-(C4-Cg)-ankin-(Cs-Cs)-
umknoankin, -(Cq-Ces)-ankin-(Cs-Cg)-unknoankin, pge
3a3HayeHe UMKnoasnkifibHe Kinbue € He3aMmilleHUM
abo 3amiweHmm 1, 2 abo 3 -OH,

-O-(C+-C4)-arkin a6o R,

y BCiX Ti cTepeoisomepHUX opmMax i cymiwax y
Oyab-SKOMy CniBBiAHOLLEHHI i iT disionoriyHo NpuinHA-
THi coni.

5. JaHuin BMHaxig TakoX HanexuTb 00 CHOMyKu
cbopma/nm I, ne

R" aBnse coboto

1) dbenin, ge deHin € HesamiweHnMm abo MOHO-,
An- abo TpM3aMmilLeHVM, He3anexxHoO O4vH Big OA4HOrO,
RS,

2) retepouuknin, BubpaHwui i3 rpynu iHgoniny,
izoiHgoniny, 6eH3odypaHiny, GeH3oTiodeHiny, 1,3-
6eH3ogiokconiny, iHaasoniny, 6eHsimigasoniny, 6eH-
30Kcasoniny,

GeHsoTiazoniny, XxiHomMiHiNy, i3oxiHoMiHiNy, Xxpo-
MaHiny, i30XpoMaHiny, UMHOMIHINY, XiHa3oniHiny, Xi-
HOKcaniHiny, dgpranasuHiny, nipugoimigasoniny, nipu-
JonipuauHiny, nipuaonipuMignHiny, nipuauny,
NypuHIiny i nTepuanHiny,
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Je 3a3HadeHun reTepouuknin € HesamilleHuM
abo MOHO-, An- abo TpM3aMilleHUM, He3anexHoO OAuH
Big ogHoro, RS,

3) reTepoumknin, BubpaHui i3 rpynu nipuguny, 2-
nipnauny, 3-nipuguny, 4-nipuguny, niponiny, 2-
niponiny, 3-niponiny, dypuny, 2-cdypuny, 3-dypuny,
TieHiny, 2-TieHiny, 3-TieHiny, imigasoniny, nipasoniny,
okcasoniny, i3okcasoniny, Tiasoniny, Tiagiasoniny,
i3oTiasoniny, Tpuasoniny, TeTpasoniny, nipuaasuHiny
N NipasuHiny, Oe 3asHa4YeHun reTepoumknin € Hesa-
MilleHMM abo MOHO-, An- abo TpusamilieHum, Hesa-
JNIEXXHO OAviH Big ogHoro, RS,

i 104aTKOBO 3aMilLeHuiA 3anukoM, BUOpaHuMm i3
rpynuv nipyavny, 2-nipuavny, 3-nipuavny, 4-nipyuauny,
niponiny, 2-niponiny, 3-niponiny, dypuny, 2-dypuny,
3-doypuny, TieHiny, 2-TieHiny, 3-TieHiny, imigasoniny,
nipasoniny, okcasoniny, i3okcasoniny, Tiasoniny, Tia-
Jiasoniny, i3oTiazoniny, Tpwasoniny, TeTpasoniny,
nipuaasuHiny 1 nipasuHiny, ge 3asHayeHun 3anuLliok
€ He3amiweHnm abo MOHO-, An-abo TpM3aMileHnM,
He3anexHo OAuH Big ogHoro, R8,

R8 siBnsie coboto

1) F, Cl, Br ab6o |,

2) -C(O)-NHa,

3) -(C4-Cys)-ankin, ge ankin € He3amiLLL,eHMM MOHO-
, An- abo TpM3aMileHM, He3anexHo OAvH Bif OOHO-
ro, ranoreHom, -OH abo meTokcusanuLikom, abo

4) -O-(Cq-Cy)-ankin, ge ankin € He3amiweHUM
abo MOHO-, An- abo TpM3aMilLeHUM, He3anexHoO OAuH
Bif OAHOro, ranoreHom abo MeTOKCM3amnuLIKOM, 3a
ymoBu, wWo R8 sBnse coboto LoHaMeHLe oauH 3
ranoreHy, -C(O?J -NH2 abo -O-(C4-Cg)-ankinbHoro 3a-
nuwKky, skwo R” aense coboto apun abo retepoumk-
nin, siki MaloTb 3HAaYEHHS1, BU3HAYEHi BULLE,

nigcTpyktypa D sBnse coboto 3anuiok, Bubpa-
HWA i3 rpynu, Wo cknagae 3 nipuguny, nipuaun-N-
okeuay, niponiny, dpypuny, TieHiny, imigasoniny, nipa-
3oniny, okcasoniny, isokcasoniny, Tia3oniny, Tpuaso-
niny, isoTiasoniny, Tiagiasoniny, nipuMiguHiny, nipu-
AasvHiny, nipasvHiny i € HesamiweHum abo
3amiweHum Big 1 oo 4 R abo 3amilleHum 1 abo 2
=0,

Q saBnse coboto npsamun 3B'a3ok, -C(O)-, -SO,-
abo -(C+-Cg)-ankineH, -(Co-Cz)-ankineH-C(O)- NR10

R aBnse coboto atom BogHo abo -(C+-Cy)-ankin,

R? siBnsic coBolo npsiMuii 3B'130k abo -(C+-Co)-
ankineH, abo

R1-N-R2-V MOXYTb YTBOPUTU 4-7-4NEHHY LMKIiY-
Hy rpyny, BubpaHy 3 ninepuavHy, nipuauHy, nipumi-
AvHy, niponiguHy, niponignHoHy, 1,2,3-TpuasuHy,
1,2,4-tpuasunHy, 1,3,5-Tpnasuny, 1,2,3-tpuasony,
1,2,4-Tpmasony, TeTpasuHy, TeTpasony, 1,2-
niaseniHy, 1,3-giaseniHy, 1,4-giaseniHy, aseniHy, ke-
ToninepasuHy, okcasony, i3oKkca3ony, i30Kca3oniauHy,
2-i3okcasoniHy, MopdoniHy, Tiazony, i3oTiasony, Tia-
fiasony abo TiomopdoniHy, Ae 3a3HadeHa UuKMivHa
rpyna € HesamilleHoto abo MoHo-, au- abo Tpu3ami-
LLEHO0, He3anexHo oauH Bia ogHoro, R14,

R14 saBnsie coboto ¢Top, xnop, =0,
ankin abo -NHo,

V aBnse coboto

1) UMKNIYHWUIA 3aNMLLOK i3 rpynu, WO MICTUTb Cro-
NyKW, SIKi ogepxaHi 3 azaiHgoniny(1H-niponnipuauHy),
aseTuavHy, aseniHy, asupuauvHy, asvpuHy, 1,4-
JiasenaHy, 1,2-piaseniny, 1,3-piaseniny, 1,4-
JiaseniHy, pgiasvpuHy, 1,3-giokconaHy, AioKconawy,

~(C4-Ca)-
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dypaHy, imigasony, i3oxiHoMiHy, i30Tiasony, i3oTia3o-
nianHy, i30Tia3oniHy, i3okcasony, 2-i30KkcasoniHy, i30-
KcasoniguHy, KeTtoninepasuHy, MopdoniHy, 1,2-
okcaauHy, 1,3-okcasuHy, 1,4-okcasuHy, okcasony, 1,2-
okcaTionaHy, ninepuavHy, nipaHy, nipasuHy, nipaso-
ny, nipygasuHy, ninepasuHy, nipuauHy, nipuaoHy,
nipuMigunHy, nipony, niponiavHy, NiponiguHOHy, XiHa-
30MiHy, XiHOMiHY, TeTpa3uHy, TeTpasony, TiadiasuHy,
1,2-tiasnHy, 1,3-TiasvHy, 1,4-TiasuHy, 1,3-Tiasony,
TieTaHy, TiomopdoniHy, TiodeHy, TionipaHy, 1,2,3-
TpuasunHy, 1,2,4-tpuasuny, 1,3,5-TpuasunHy, 1,2,3-
Tpuasony abo 1,2,4-Tpuasony,
0e 3a3Ha4YeHNn LUUKNIYHUIA 3annoK € He3amille-
HUM abo MOHO-, An- abo TpusamileHNM, He3anexHo
oAuH Big ogHoro, R14, abo
2) cbeHin, ge deHin € He3amiweHM abo MOHO-,
An- abo TpM3aMmilLeHM, He3anexHo O4vH Big OA4HOrO,
R14,
G ABnsie coboto npsAMuiA 3B'a30K, -(CH2)m- abo -
(CH2)m-NR™-, ne m siensie coboto Lini uncna 0, 1,2,3
abo 4,
M sBnsie coboto
1) atom BogHMO,
2) reTepouuknin, Ae reTepouuknin sasnse coboto
3anuuoK i3 rpynu, siky MOXHa ogepxatn 3 1,4-
JiasenaHy, keTtoMopdoniHy, TiodeHy, nipuaasoHy,
ninepnavHy, ninepasviHy, NipuavHy, AipUMIgnHY, ni-
poniavHy, niponianHOHY, NipUAOHINY, iMigasony, ni-
puaasuHy, nipasuHy, 1,2,3-tpuasuHy, 1,2,4-Tpnasuy,
1,3,5-TpuasunHy, 1,2,3-tpmasony, 1,2,4-Tpuasony,
TeTpasuHy, TeTpasony, 1,2-giaseniHy, 1,3-giaseniny,
1,4-piaseniHy, aseniHy, KeToninepasuHy, oOKca3sony,
i3okcasony, i3okcasoniguHy, 2-izokcasoniHy, Mopdo-
niHy, Tiasony, isoTiazony, TeTparigponipany, 1,4,5,6-
TeTparigponipuaasuHiny, Tiagiasony abo Tiomopdo-
nNiHy, e 3a3HaJYeHun reTepounknin € HesamilleHUM
abo MOHO-, An- abo TpM3aMilleHUM, He3anexHoO OAuH
Big ogHoro, R14,
3) -(C1-Ce)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
oaHoro, R14, abo
4) -(C3-Cs)-Lukrioankin,
R3 siBnsie coboto
1) atom BogHIO,
2) ranoreH,
3) «(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,
4) -(C4-Cs)-nepdTopankin,
5) deHin, ge deHin € He3amilleHMmM abo MOHO-,
An- abo TpM3aMmilLeHM, He3anexxHo O4WH Big OA4HOrO,
R13,
6) -(Co-C4)-ankineH-O-R19, e R19 asnse coboto
a) aTom BOZHIO,
b) -(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,
c) -CF3 abo
d) -CHF>,
7) -CN,
8) -NR°- SO, -R'°,
9) -SOs-R", pe s /:l,op|BHroe 1 abo 2,
10) - SOt-N(R”) R™ /:l,et/.'l,opleroe 1 abo 2,
1) -(Co-Ca)-arkineH-C(O)-R""

12) -(Co-Cys)-ankineH-C(0)-O-R
3) -(Co-Cy4)-ankineH-C(O)- N(R”) 2
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14) -(Co-Ca)-arkineH-N(R"")-R",

15) ~(Co-Cyo)-ankineH-C(O)-O-(C2-Cy)-ankinen-O-
C(O)-(C+-Cys)-ankin,

16) -C(0)-0-C(R15, R16)-O-C(O)-R17,

17) ~(Co-Cyz)-ankineH-C(O)-O-(C2-Cy)-ankineH-O-
C(0)-0-(C+-Ceg)-arnin,

18) -C(0)-0-C(R15, R16)-O-C(0)-0O-R17, abo

19) 3annLWIOK 3 HACTYNHOro Nepeniky

BELN)*H“( J\/‘/ﬁ\ s J\,sp, \(_E
J\u’“ A come \«-{j QEM L}-W&f‘) _ &" ’

ae Me aBnsie coboto meTun,

R11 i R12 € He3anexHo oguH Big 04HOro ogHa-
KOBUMM abo pisHNMK i ABNAOTL coboro

1) atom BogHMO,

2) -(C4-Ceg)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
oaHoro, R13,

3) (Co-Ce) ankin-(Cs-Cs)-uuknoankin,

4)-0-R", a6o

5) (Co-Ce) ankin-(C4-C1s)-retepouumknin, ge ankin
i reTepouuknin, He3anexHo oauH Big OAHOrO, € He3a-
MiLeHuMn abo MoHo-, au- abo TpusamiweHummn R13,
i ge retepouuknin BMOpaHUI i3 rpynu aseTuauHy,
umknonponiny, uuknobytuny, 4,5-gurigpookcasony,
imigasoniguHy, mopdoniHy, (1,4)-okcasenaHy, okca-
30MiguHy, ninepuauHy, ninepasvHy, NiponiauvHy, TeT-
parigpoTiodeHy, TiasonianHy abo TiomopdoniHy, abo

R11 i R12 pa3om 3 aToOMOM a30Ty, 3 SK/UM BOHU
3B'sI3aHi, YTBOPIOIOTb reTEPOLUKIiYHE KinbLie, BUbpa-
He i3 rpynu aseTnaunHy, Luknonponiny, umknodytuny,
4,5-gurigpookcasony, iMigasoniguHy, MopdoriHy,
(1,4)-okcasenaHy, okcas3oniguHy, ninepuauHy, nine-
pasuHy, niponiguHy, TeTparigpoTiodeHy, TiazoniguHy
abo TiomopdponiHy,

R13 aBnsie coboto %)TO OH -CF3, -
C(0)-0-R™, -C(0)-N(R") N(Rm) , -(C3-Ce)-
LI,I/IKJ'IoaJ'IKIJ'I (Co-Cs) arnkineH- O R', -Si-(CHa)s, -S-

, -S02-R"™, -(C4-C3)- nepchopanKm abo 3anuLok
3 HaCTynHoro nepeniKy

/ﬂ\./) )%/592 /ﬁ\ /595& \a\@o /ﬁ\u’w iwm ﬁ Jm
fep 4

Lo
ne Me asnsie coboto meTun,

R i R? aensitotb cobol0 He3anexHo OOVH BIf
ogHoro BogdeHb, -(C4-Cy4)-amkin  abo -(C4-Cs)-
nepdropankin,

R15 i R16 sBnsoTb cobo0, He3anexHo oaunH Big,
ofgHoro, BogeHb, -(C1-Cs)-ankin, abo pasom yTBOptO-
10Tb KinbLe, BUOpaHe 3 LuKrnonponiny, uuknobytuny,
UMKroneHTuny abo uuknorekcuny, ae KO)KHe KIJ'IbLl,e €
He3aMilleHum abo 3amileHum Big 1 oo 3 R

R17 aBnsie coboto -(C4-Ce)-ankin, -(Ci- Ce) -arnkin-
OH, -(C4-Cs)-ankin-O-(C+-Cs)-ankin, -(C1-Ce)-ankin-O-
(C4-Cs)-ankin-(Cs-Cs)-uuknoarnkin, -(Co-Cs)-ankin-(Cs-
Cs)-LmKnoarnkin, e 3a3HavyeHe LMKroankinsHe KinbLe
€ He3aMmilLleHMM abo 3amiweHum 1, 2 abo 3 -OH,

-O-(C+-Cy4)-arkin a6o R,
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y BCiX Ti cTepeoizomepHUX opmMax i cymiwax y
Oyab-AKOMy CniBBiAHOLLEHHI i iT disionoriyHo NpuinHA-
THi coni.

6. [JaHun BrHaxig TakoX HamneXuTb OO Cronyku
cbopma/nml ae

R" aBnse coboto

1) dbenin, ge deHin € HesamiweHnm abo MOHO-,
An- abo TpM3aMmilLeHUM, He3anexHoO O4vH Big OA4HOrO,
RS,

2) nipugun abo 6eH3oTiodpeHin, ae nipuaun abo
6eH3oTiodheHin € HesamileHnmn abo MoHo-, an- abo
Tpu3amilleHMMu, HesanexHo oauH Big ogHoro, RS,
abo

3) reTepouumknin, BubpaHui 3 TieHiny, Tiagiasoni-
ny, i3okcasoniny 1 Tiasoniny, ge 3a3HayeHUn retTepo-
UUKMIN 3aMilLleHniA 3anmLwKom, BUOpaHum 3 TieHiny, 2-
TieHiny n 3-TieHiny, Ae 3a3Ha4YeHun 3aruLLoK € Hesa-
MilLleHMM abo MOHO-, An- abo TpusamilieHuM, Hesa-
NEeXHOo oauH Bia ogHoro, R8,

R8 siBnse coboto F, Cl, Br, -OCH; abo -C(O)-
NHa,

nigcTpyktypa D sBnse coboto 3anuiok, Bubpa-
HWA 3 nipuauny, nipyuaun-N-okcuay, niponiny, TieHiny,
imigasoniny, nipasoniny, okcasoniny, i3okcasoniny,
Tiaszoniny, isoTiasoniny, Tiagiasoniny, nipuMiguHiny,
nipygasuHiny abo nipasuHiny i € He3amiweHoto abo
3amiweHoto 1, 2, 3, abo 4 R3, abo 3amiweHoo 1 abo
2 =0,

Q saBnse coboto npsmui 38'a30k, -C(O)-, -SO2-,
CH2—C(O) NH-, meTnneH abo etuneH,

R ABNSAE co6oro aToOM BOHIO,

R ABnae coboto NpsmMnI 3B'A30K abO MeTUNEH,

R'-N-R%-V MOXYTb YTBOPUTU 4-7-4NEHHY LMKiY-
Hy rpyny, BuOpaHy 3 aseTuauHy, niponiguHy, ninepu-
AVHY 7,

R14 aBnsie coboto dTop, xnop, =0, meTun, etun
abo -NH,,

V aBnse coboto

1) UMKNIYHWIA 3aMMLLOK i3 rpynu, WO MICTUTb Cro-
nyKu, AKi ogepxai 3 asaingoniny(1H-
nipononipuaunHy), asetnanHy, 1,4-giasenaHy, isokca-
301y, i30XiHOMiHY, ninepasuHy, ninepuavHy, nipasuHy,
nipugasvHy, nipumiguHy, niponiguHy, XiHasoniHy, Xi-
HoniHy abo TeTparigponipaHy,

0e 3a3Ha4YeHNn LUUKNIYHUIA 3annoK € He3amille-
HUM abo MOHO- abo AusamileHnM, He3anexHo oauH
Big ogHoro, R14, abo

2) deHin, ge deHin € He3amilleHMM abo MOHO-
abo av3amilleHVM, He3anexHO OAMH Bi4 OJHOrO,
R14,

G saBnse coboto npsmuin 3B'A30K, -(CHz)m- abo -
(CHz)m-NRm-, ae m aBnsie coboto Uini yucna 1 abo 2,

M saBnsie coboto atom BogHto, -(Cz-Cas)-amkin,
asenaHin, UMKIonponin, UMKNoGyTWm, LMKIONeHTWs,
LIMKNorekcun, imigasonin, KeTOMOPAOniHin,
[1,4]okcasenaHin, ninepuavHin, ninepuaoHin, nipasu-
HiN, nipasonin, nipuaasuHin, nipuaun, nipuMigun, ni-
poniguHin, 1,4,5,6-teTparigponipugasutin abo Tetpa-
rigponipaHin, ne 3anuwkym € He3amiweHumn abo
MOHO-, abo AM3aMilleHNMK, He3anexHo OAVH Bif
ogHoro, R14,

R3 siBnsie coboto

1) atom BogHMO,

2) cTop, xnop,
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3) «(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

4) -(C4-Cs3)-nepdTopankin,

5) deHin, ge deHin € He3amilleHMm abo MOHO-,
An- abo TpM3aMmilLeHM, He3anexHo O4vH Big OA4HOrO,
R13,

6) -(Co-C4)-ankineH-O-R19, ne R19 asnse coboto

a) aTom BOZHIO,

b) -(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

c) -CF3 abo

d) -CHF>,

7) -CN,

8) -NR'°-S0,-R™,

9)-SOs-R", me s /:l,op|BHroe 1 abo 2,

10) SOt-N(R”) R™ /:l,et/.'l,opleroe 1 abo 2,

11) -(Co-Cys)-ankineH-C(O)-R

12) -(Co-C4)-ankineH-C(O)-O- R11

13) ~(Co-Cy)-ankinex-C(O)- N(R”) 2

14) -(Co-Ca)-arkineH-N(R'")-R",

15) ~(Co-Cyo)-ankineH-C(O)-O- (Cz-C4)-aJ'IKiJ'IeH-O-
C(O)-(C+-Cys)-ankin,

16) -C(0)-0-C(R15, R16)-O-C(O)-R17,

17) ~(Co-Cyz)-ankineH-C(O)-O-(C2-Cy)-ankinen-O-
C(0)-0-(C+-Cg)-ankin, abo

18) -C(0)-0-C(R15, R16)-O-C(0)-0O-R17,

R11 i R12 € He3anexHo oguH Big 04HOro ogHa-
KOBUMM abo pisHUMK i ABNAOTL coboro

1) atom BogHMO,

2) -(C4-Cy)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
oaHoro, R13,

3) (Co-Ce) ankin-(Cs-Cs)-uuknoankin,

4)-0-R", a6o

5) (Co-Ce) ankinreTepouuknin, ge ankin i rete-
pouMKNin €, He3anexHo oAWH Bif OO4HOro, He3aMille-
HUMK abo MoHo-, an- abo TpusamiweHummn R13, i ge
reTepouuknin BubpaHun 3 aseTuavHy, imigasoniguny,
mMopdooniHy, (1,4)-okcasenaHy abo niponiguHy, abo

R11 i R12 pa3om 3 aToMOM a30Ty, 3 SK/UM BOHU
3B'AI3aHi, MOXYTb YTBOpHOBaTW Kifnbue, BubpaHe i3
rpynu asetuauHy, imigasonigvHy, mopdoniHy, (1,4)-
oKkcasenaHy, ninepasuHy, ninepuavHy, niponiavHy
abo TiomopdponiHy,

R13 sBnsie coboio %)Top, -CN, OH -CF3, -
C(0)-0-R™, -C(0)-N(R")-R* -N(Rm) -(Cs-Cs)-
LI,I/IKJ'IoaJ'IKIJ'I (Co-Cs) arnkineH- O R', -Si- (CH3)3, -S-

802 R'® a6o -(C+-Cs)-nepdhroparnkin,

R %1 R® sBnsioTb coGo, HE3aMeXHO OAMH Bif
ogHoro, BogdeHb, -(Cq-Cy)-armkin abo -(C4-Cs)-
nepdropankin,

R'™ i R' sBnsioTb cobolo He3anexHo oauH Bif
ogHoro BoAeHb, -(C1-Cy)-ankin, abo pasom yTBOptO-
10Tb KifbLe, BUOpaHe i3 yuknonponiny, uuknobytuny,
umknoneHTuny abo uuknorekcuny, ge KOXHe KIJ'IbLl,e €
He3aMilleHuM abo 3amileHum Big 1 oo 3 R

R17 aBnsie coboto -(C4-Ce)-ankin, -(Ci- Ce) -arnkin-
OH, -(C4-Cs)-ankin-O-(C+-Cs)-ankin, -(C1-Ceg)-ankin-O-
(C4-Cs)-ankin-(Cs-Cs)-uuknoarnkin, -(Co-Cs)-ankin-(Cs-
Cs)-LmKnoankin, e 3a3HavyeHe LMKoankinsbHe KinbLe
€ He3aMmilLleHM abo 3amiweHum 1, 2 abo 3 -OH,

-O-(C+-Cy4)-ankinom abo R,
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y BCiX Ti cTepeoizomepHUX opmMax i cymiwax y
Oyab-AKOMy CniBBiAHOLLEHHI i iT disionoriyHo NpuinHA-
THi coni.

7. DaHuin BMHaxig TakoX HanexuTb 00 CHOMyKu
cbopma/nml ae

R" siBnsie coboto

1) nipnamn abo 6eH3oTiodeHin, ae nipuaun abo
6eH30TiodeHIn € He3amilleHnmn abo MoHO- abo au-
3aMilLleHnMK, HesanexHo oauvH Big ogHoro, R8, abo

2) reTepoumknin, BubpaHuii i3 rpynu TieHiny, Tia-
Jiasoniny, i3okcasoniny 1 Tiazoniny, Ae 3a3HayeHun
reTepouuknin € 3amillleHUM, He3aneXHO OAUH Bif
OHOrO, 3anuLikom, BUGpaHuUM 3 TieHiny, 2-TieHiny n
3-TieHiny, e 3asHaJYeHWn 3anuLloK € HesaMilleHUM
abo mMoHo- abo Au3amilleHVM, HesaneXxHo OAWH Big
ogHoro, R8,

R8 saBnsie cobowo F, ClI,
NH,

niacTpyktypa D saBnse coboto nipugun i € He3a-
MiLLileHoto abo 3amilleHoto 1, 2, 3, abo 4 R3, abo 3a-
MiLLileHoto ofHUM abo asoma =0,

Q aBnsie coboro -CH>-C(O)-NH- abo meTunen,

R ABnse coboo aToM BOAHIO,

R? siBnsie co6oio NpsiMUii 3B'AI30K,

R14 aBnsie coboto dTop, xnop, =0, meTun, etun
abo -NH,,

V gaBnsie coboro ninepuauH, e ninepuavH € He-
3amiweHnm abo MoHo- abo AusamilleHnm, He3anex-
HO oavH Big oaHoro, R14, abo

G siBnsie coboto NpsiMyn 3B's130K,

M siBnsie coboto aTtom BoaHto, -(C2-Cy)-ankin, i3o-
nponin abo nipuaun, Oe 3anuwoK € He3aMilleHUM
abo mMoHo- abo Au3amilleHVM, HesaneXxHo OAWH Big
ogHoro, R14,

R3 siBnsie coboto

1) atom BogHMO,

2) coTop, Xnop,

3) «(C1-Cs)-ankin, ge ankin € HesamiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
ogHoro, R13,

4) -(Co-Cy)-ankineH-OR19, ge R19 aBnse coboto

a) atom BoAH0 abo

b) -(C1-Cs)-ankin, ge ankin € He3amiweHnm abo
MOHO-, An- abo TpM3aMileHM, He3anexHo OauH Big
oaHoro, R13,

5) -(Co-Cas)-ankineH-C(O)-R

6) -(Co-Ca)-ankinen-C(O)- (R”)

R11 i R12 He3anexHi oavH Big o,u,Horo i € ogHa-
KOBUMM abo pisHUMK i ABNAOTL coboro

1) BogeHb abo

2) «(C4-Cs4)-ankin, ge ankin € MoHo-, an- abo Tpu-
3aMilLleHnM, HesanexHo oauH Big ogHoro, R13, abo

R11 i R12 pa3om 3 aTOMOM a30Ty, 3 SK/UM BOHU
3B'sI3aHi, MOXYTb YTBOPUTU KinbLie, BUOpaHe i3 rpynu
asetTuavHy,  imigasoniguHy,  mMopdooniHy,  (1,4)-
oKkcasenaHy, ninepasuHy, ninepuavHy, niponiavHy
abo TiomopdponiHy,

R13 aBnsie coboto dprop, -O, -OH, -CF3, -C(0)-0O-
R, -C(0)- N(Rm) R® N(R)}R®, a6o -(Co-Cs)-
ankines-O-R’

R R® FlBJ'IFHOTb cobol HesanexHo oavH Bif,
ogHoro BogdeHb, -(C4-Cs)-amkin abo -(C4-Cs)-
nepdpropankin,

y BCiX Ti cTepeoisomepHUX opmax i cymiwax y
Oyab-AKoMy CniBBiAHOLLEHHI i iT disionoriyHo NpuinHN-
THi coni.

Br, -OCH3 a6o -C(O)-
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8. JaHuni BUHaxig TakOX HanexuTb A0 CHOonyK
dopmynu |, siki SBNsit0Tb COOOH0

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-1H-nipon([2,3-
b]nipnanH-2-kapboHoBOI k1cnoTwu,

cknagHun metunosuii edip 1-[5-(5-xnopTiodeH-
2-in)isokcason-3-inmetun]-2-(1-isonponinninepuanH-
4-inkap6amoin)-1H-nipon [2,3-b]nipnaonn-5-
KapOOHOBOI KUCMOTH,

1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmeTnn]-2-
(1-isonponinninepuanH-4-inkap6amoin)-1H-nipon[2,3-
b]nipnanH-5-kapboHoBy K1CMOTY,

2-[(1-i3onponinninepnamnH-4-in)amia] 1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-1H-nipon([2,3-
b]nipnanH-2,5-grkapboHOBON KNCMOTH,

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)idokcason-3-inmetun]-1H-nipon[3, 2-
b]nipnanH-2-kapboHoBOI k1cnoTwu,

1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmeTun]-2-
(1-izonponinninepnamnn-4-inkap6amoin)-1H-nipon[3,2-
b]nipnanH-5-kapboHoBY KUCMOTY,

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-5-okco-4,5-
avrigpo-1H-nipon[3,2-bninepnanH-2-kapboHoson
KUCRoTHh,

cknagHun metunosuini edpip 1-[5-(5-xnopTiodeH-
2-in)isokcason-3-inmetun]-2-(3,4,5,6-teTpangpo-2H-
[1,4"6iTpnanHin-4-inkapbamoin)-1H-tpon[3,2-
b]nipnanH-2-kapboHoOBOI kMcnoTK,

1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmeTnn]-2-
(3,4,5,6-tetparigpo-2H-[1,4'6inipngnHin-4-
inkap6amoin)-1H-nipon[3,2-b]nipnanH-5-kapboHoBy
KWUCHoTYy,

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)idokcason-3-inmeTun]-5-(2-
meTokcieTokem)-1H-nipon[2,3-c]nipnanH-2-
KapOOHOBOI KUCMOTH,

(1-izonponinninepnanH-4-in)amig 1-[5-(5-

xropTiodeH-2-in)idokcason-3-inmetun]-5-(2-
riapokcieTokcm)-1H-nipon[2,3-c]nipuanH-2-
KapOOHOBOI KMCMOTH,

(1-isonponinninepuanH-4-in)amig, 1-[(5-
XropnipnavH-2-inkapbamoin)meTun]-5-(2-
meTokcieToken)-1H-nipon[2,3-c]nipnanH-2-
KapOOHOBOI KUCMOTH,

(1-isonponinninepuanH-4-in)amig, 1-[(5-
XropnipnavH-2-inkap6amoin)meTun]-5-(2-
rigpokcieToken)-1H-nipon([2,3-clnipnanH-2-
KapOOHOBOI KUCMOTH,

(1-izonponinninepnanH-4-in)amig 1-[(6-
xrop6eH3o[b]tiopeH-2-inmeTnn)-5-(2-
meTokcieTokem)-1H-nipon[2,3-c]nipnanH-2-
KapboHOBOI kMcnoTn abo

(1-izonponinninepnanH-4-in)amig 1-[(6-
xrop6eH3o[b]tiopeH-2-inmeTnn)-5-(2-
riapokcieTokcm)-1H-nipon[2,3-c]nipuanH-2-
KapOOHOBOI KACMOTW.

BukopuctoByBaHU y AaHOMY OMNUCI TEPMIH «an-
Kif» BapTO PO3yMiTU B CAMOMYy LUMPOKOMY 3MiCTi Ang
NO3HaYeHHs1 BYINIEBOOHEBUX 3amnuLKiB, fKi MOXYyTb
OyTn MiHIMHUMK abo po3ranyXeHUmu, i sKi MOXyTb
OyTU aunkniyHMMK abo UUKMIYHMMK 3anuwikamu, abo
BKMOYATU Oyab-AKy KOMOiHALiO auuKniYHMX i LUKiY-
HUX cyboauHuub. KpiMm TOro, BUKOPUCTOBYBaHWA Yy
JaHOMy OnucCi TEPMIH «ankiny» gCHO BKMoYae Hacuye-
Hi rpynn, a TakoX HeHacu4deHi rpynu, e oCTaHHi rpy-

86767 80

nn MicTaTb ogHy abo aekinbka, Hanpuknag, 1, 2 abo
3, noggivHUX 3B'A3KiB i/abo NOTpiNHMX 3B'A3KIB 3a
YMOBMU, LLO MOABINHI 3B'A3KM He po3TalloBaHi ycepe-
OWHI UMKNIYHOT ankinbHOI rpynyv TakuM YUHOM, Lo
BUXOOUTb apomaTtuyHa cuctema. Bci Ui BkasiBkM Ta-
KOX CTOCYHOTbCS CUTYyauii, SIKWO ankineHa rpyna 3y-
CTpIiYa€eTbCsl SIK 3aMiCHMK Ha iHLLIOMY 3aruLLKy, Hanpu-
Knag, B arkoKCM3amnuLlKy, arkoKCMKapOOHinbHOMY
3anuwky abo apunankinbHomy 3anuwky. lMpuknagm
«-(C1-Cg)-ankiny» abo «-(C4-Cg)-ankineHy» ABnsoTb
co0Ol ankinbHi 3anuLKkKn, Wo Mictatb Big 1 Ao 8
aToMiB BYrMeLo, ABMsSOTL COOOK METU, METUIEH,
eTun, eTuneH, nponin, nponineH, 6yTun, OyTuneH,
NEeHTUN, NEeHTUNeH, rekcun, rentun abo OKTUn, H-
i3oMepun BCiX UMX 3anuLkiB, i3onponin, i3obytun, 1-
MeTunoyTun, isoneHTUn, HEOMNEeHTUN, 2,2-
aMMeTnnoyTun,  2-MeTUNneHTun,  3-MeTUnneHTun,
izorekcun, BTOp-OyTWN, TpeT-neHTun, TpeT-0yTun,
TpeT-neHTUn. TepmiH «-(Co-Ce)-ankin» abo «-(Co-Cg)-
arnkineH» siBnsie cobol BYrneBOOHEBUI 3aNULLIOK, LLO
micTuTb Big 1 oo 8 atomiB Byrneuto. TepmiH «-Co-
ankin» abo «Co-ankineH» sBnsie cobo KoBaneHTHUN
3B'A30K.

HeHacuyeHi ankinbHi 3anuwkn ABRsOTb cobOIo,
Hanpuknag, arnkeHinbHi 3anuwikW, Taki fK BiHIn, 1-
nponeHin, 2-nponeHin (=anin), 2-6ytenin, 3-6yTeHin,
2-meTun-2-6yTeHin, 3-mMeTun-2-6yTeHin, 5-rekceHin
abo 1,3-neHTagieHin, abo ankiHinbHi 3anuLLKK, Taki SK
€TWHIN, 1-nponioHin, 2-nponioHin (=nponaprin) abo 2-
OYTUHMN. ANKiNbHI 3anNuWKU MOXYTb Takox OyTu He-
HacM4eHUMM, KOnu BoHM 3amiweHi. Mprknagamm -(Cs-
Cs)-LMKNoankinbHUX LMKNIYHUX ankinbHUX 3anuLikiB €
LMKIOAanKinbHi 3anuyLKkn, Wo MictaTb Big 3 40 8 Kinb-
LEeBUX aTOMIB Byrrneut, nofibHux uuknonponiny, um-
KNoOyTuny, UMKNONEHTUNY, LMKIMOreKkcuny, Luknoren-
Tuny abo LMKMOOKTUNY, SKi MOXYyTb Takox OyTu
3aMillleHnummn i/abo HeHacuyeHUMKU. HeHacuyeHi umk-
NiYHI ankinbHi rpynn N HeHacuyeHi LMKroankineHi
rpynu, nogibHi, Hanpuknag, UMKnoneHTuny abo umk-
TIOreKceHiny, MoXxyTb OyTu 3B'a3aHi Yyepe3 Oyab-AKuii
aToMm ByrneLo.

MaeTbcs Ha yBasi, WO TepMiHU «MOHOLMKMIYHUI
abo GiuuknivyHWi 6-14-4neHHnin apuny» abo «-(Ce-C1a)-
apun» 03Ha4aloTb apoMaTu4Hi BYrMEeBOOHEBI paau-
Kanu, wo Mictatb Big 6 go 14 atomiB y kinbui. MNpu-
knagamn -(Ce-Cisa)-apunbHux pagukanis € deHin,
HadTun, Hanpwknag, 1-HadTun i 2-HadTun, BideHi-
nin, Hanpuknag, 2-6icpeninin, 3-GicbeHinin i 4-
GicbeHinin, aHTpun abo dnyopeHin. bideHinbHi pagu-
Kanu, HadTUNbHI pagukanu RN, 3okpema, eHinbHi
pagvkanu siBnsTe cobo NepeBaXHi apunbHi pagu-
Kanu.

TepMiHU «MOHOLMKNIYHMIA abo BiuukniyHun 4-15-
UYNEeHHUI reTepoLMKminy abo «-(C4-C15)-
reTepoLMKniny HanexwnTe A0 reTepouukniB, Yy SIKUX
oavH abo pekinbka 3 4-15 aTtomiB ByrneLo 3amilleHi
rerepoaToMamMu, TakuMm sk a3oT, KuceHb abo cipka.

Mpuknagamn € aKpuanHin, 8-
a3abiuukno[3.2.1]JokT-3-un, asaingon(1H-
nipononipnauvHin), azabeHsimigasonin, asacnipogeka-
HiN, as3eniHin, aseTnauHin, asvpuauHin, 6eHsimigaso-
nin, 6eH3odypaHin, 6eH3oTiodypaHin, GeHsoTiode-
Hin, ©GeHs3okcasonin, 6eHaTtiasonin, 6GeH3Tpuasonin,
6eH3TeTpasonin, 6eHsisokcasonin, OeHsizoTiazonin,
kap6asonin, 4aH-kap6a3sonin, kapboniHin, xpomaHin,
XPOMEHIn,  UWHOMIHIN,  gekarigpoxiHoniHin, 4,5-
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aurigpookcasoniHin, Aiokcasonin, pAiokcasuHin, 1,3-
niokconanin, 1,3-giokconenin, 6H-1,5,2-guTia3nHin,
avrigpodtop[2,3-b]-TeTpariapodypaHin, dypaHin,
dypasaHin, imigasoniguHin, iMigasoniHin, imigasonin,
1H-ingas3onin, iHAONIHIN, iHOoNi3WHIN, iHAonin, 3H-
iHoonin, i306eH3odypaHin, i30xpomaHin, i3oiHaa3o-
nin, i3oiHOONIHIN, i3oiHgonin, i3oxiHoni-
Hin(beHsimigasonin), i3oTiasonin, i3oTiasoniguHin,
i3oTia3oniHin, i3okcasonin, i3oKkcas3oniHin, i3okcasoni-
OWHIN, 2-i30Kkca3oniHin, keTtoninepasuHin, Mopdoni-
HiN, HadTMPUAMHIN, OKTarigpoi3oXiHOMIHIN, oKkcafia-
3onin, 1,2,3-okcagiasonin, 1,2,4-okcagiasonin, 1,2,5-
okcagiasonin, 1,3,4-okcagiasonin, 1,2-okcarienaHin,
1,2-okcationaHin, 1,4-okcasenaHin, 1,2-okcaswuHin,
1,3-0kcasuHin, 1,4-okcasuHin, okcasoniauHin, okca-
30MMiHiN, OKCa3onin, OKCeTaHin, OKCoKkaHin, eHaHTpu-
OWHIN, deHaHTponiHin, deHasnHin, deHoTiasnHIn,
cpertokcaTumHin, deHokcasuHin, gpranasvHin, ninepa-
3WHIN, MINepuauHIn, NTEepUAWHIN, NYpPUWHIN, nipaHin,
nipaswHin, nipasoniguHin, nipasoniHin, nipasonin,
nipugasuHin, nipugookcasonin, nipugoimigasonin,
nipugoTiasonin, nipuaun, NipyuMIavHIA, niponigunHin,
niponianHoHInN, niponiHin, 2H-niponin, niponin, XxiHa-
30MiHiN, XiHoniHiN, 4H-xiHOMI3WHIN, XiHOKCaniHiN, XiHy-
KnigvHin, TeTparigpodypaHin, TeTpariapoi3oXiHOmMiHInN,
TeTparigpoxiHoniHin, TeTparigpodypaHin, Tetparig-
ponipaHin, TeTpariaponipuauHin, TeTparigpoTiodeHin,
TeTpasuHin, Tetpasonin, 6H-1,2,5-tiagiasuHin, 1,2,3-
Tiapgiasonin, 1,2,4-tiagiazonin, 1,2,5-Tiagiasonin,
1,3,4-Tiapiazonin, TiaHTpeHin, 1,2-Tia3uHin, 1,3-
TiasuHin, 1,4-tia3muin, 1,3-tia3onin, Tiazonin, Tiasoni-
OVHIN, Tia3oniHin, TieHin, TieTaHin, TieHoTiasonin, Tie-
HoOKcasonin, TieHoiMigasonin, TietaHin, Tiomopdorni-
Hin, 1A6-TiomopdooniHin, TiodeHonin, TiodeHin,
TionipaHin, 1,2,3-TpnasuHin, 1,2,4-tpuasudin, 1,3,5-
TpuasuHin, 1,2,3-tpmnasonin, 1,2,4-tpuasonin, 1,2,5-
Tpuasonin, 1,3,4-Tpyasonin i KcaHTeHin.

MepeBaxHUMK € reTepoumKkny, Taki Sk beHsimiga-
3onin, 1,3-6eH3ogiokconin, 6eH3odypaHin, 6eH3oTia-
3onin, 6eH3oTiogeHin, 6GeH3okca3onin, Xpomain,
unHoniHin, 2-coypun, 3-dypun, imigasonin, iHgonin,
iHOasonin, i3oXxpomaHin, i3oiHgonin, i30xiHoMiHin, i30-
Tiaszonin, i3okcasonin, okcasonin, gTanasuHin, nre-
puAaunHIn, NypuHin, nipasuHin, nipasonin, nipuaasuHin,
nipugoimigasonin, nipugonipyavHin, nipuaonipumian-
HiN, 2-nipugun, 3-nipugun, 4-nipyavn, nipuMiguHin,
niponin; 2-niponin, 3-niponin, XiHONiHIN, XiHa30MiHin,
XiHOKcaniHin, TeTpasonin, Tiasonin, 2-TieHin i 3-TieHin.

[MepeBaxxHUMU € TaKOX:

o, QO QS of

O Yo o

TepmiHn "het" abo «3-7-4NEeHHbIN LUKIiIYHWIA 3a-
NULWLOK, Wo MicTuTe Ao 1, 2, 3 abo 4 reTepoaTtomiB»
HanexaTb [0 CTPYKTYp TFeTepouukniB, $Ki MOXYTb
OyTu ogepKaHi i3 cnonyk, Takux sk aseniH, aseTuavH,
asvpuauH, asupuH, 1,4-giasenad, 1,2-giaseniH, 1,3-
JiaseniH, 1,4-giaseniH, giasvpuavH, giasupyH, giokca-
30N, QgiokcasuH, Agiokcon, 1,3-piokconeH, 1,3-
JiokconaH, dypaH, imigason, iMmigasoniH, imigasoni-
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[OVH, i30Tia3on, i3oTia3oniauH, i30Tia3oniH, i3okcason,
i3okcasoniH, i3okcasoniguH, 2-i3okcasoniH, KeTomop-
c¢oniH, keToninepasuH, MopdoniH, 1,2-okcaTienaH,
1,2-okcationaH, 1,4-okcasenaH, 1,2-okca3uH, 1,3-
okcasuH, 1,4-0kca3uH, OKCa3orsl, OKCa3UpUAWH, OKce-
TaH, oKcupaH, ninepasvH, ninepuauvH, nipaH, nipasvH,
nipason, nipasoniH, NipasoniavH, nipuaasuH, NipuauH,
nipumigunH, nipon, AiponiguH, NiponianMHOH, MiPoniH,
TeTparigpodypaH, TeTparigponipaH, TeTparigponipu-
OWH, TeTpasuH, TeTpason, TiagiasuwH, Tiagiason, 1,2-
TiasuH, 1,3-tiasuH, 1,4-tia3uH, 1,3-Tia3on, Tiason,
TiazonigwH, TiasoniH, TieHin, TieTaH, TioMopdorniH,
TionipaH, 1,2,3-TpuasuH, 1,2,4-tpnasuH, 1,3,5-
TpuasuH, 1,2,3- Tpmason a6o 1,2,4-Tpnason.

TepmiH «rpyna R'-N-R*-V Mo>|<e yTBoprOBaTM 4-7-
YNEHHY LMKNiYHY rpyny» abo «R"MiR" pasom 3 aTto-
MOM a30TYy, 3 SIKUM BOHM 3B'i3aHi, MOXYTb YTBOPHOBa-
TN 4-7-4neHHe MOHOLUUMKNIYHE reTepoLmKnidYHe Kinbue,
L0, Ha JoAAaTOK 4O aToma a3oTy, MoXe MicTuth 1 abo
2 opHakoBux abo pi3HUX KiMbLEBUX reTepoaToMu,
BUOpaHMX 3 KWCHIO, CipKM N a30Ty» HanexaTtb [0
CTPYKTYp reTepouuKniB, Aki MOXyTb OyTW ofepxaHi 3
TaKMX CMOMyK sk a3enaH, aseniH, a3eTUauWH, Aiokca-
3on, piokcasuH, 1,4-piasenad, 1,2-giaseniH, 1,3-
niaseniH, 1,4-giaseniH, imigason, imigasoniH, imigaso-
nigvH, i3oTiason, i3oTiasoniauH, i30Tia3oniH, i30Kca-
3071, i30KCa30/iH, i30kca3oniavH, 2-i30Kca30riiH, KeTo-
ninepasuH, mopdoniH, [1,4JokcasenaH, okcason,
ninepasuH, ninepuauH, nipasuH, nipason, nipasoniH,
nipasoniguH, nipyaasvH, NipuauvH, nipyumiguH, nipon,
niponiavH, NiponianHOH, NiponiH, TeTparigponipuauH,
TeTpasuH, TeTpason, Tia3on, Tiagias3on, TiasoniauvH,
TiasoniH, TiomopconiH, 1,2,3-TpnasuH, 1,2,4-TpuasuH,
1,3,5-TprasuH, 1 2 3- Tgmason abo 1,2,4-tpunason.

TepmiH «R™ pa3om 3 aToMOM BYyrfeLto, 3
SIKUM BOHW 3B Fl3aHI, MOXYTb yTBOptOBaTU 3-6-4neHHe
KapbouuKnivyHe KinbLe» HanexuTb A0 CTPYKTYp, SKi
MOXYTb OYTW ofepXKaHi i3 Cnonyk, TakMx siK LUKMomn-
ponin, UKnobyTunn, UMKNONeHTMN abo LMKIOorekcun.

TepmiH «nigcTpykTypa

y dopmyni I» abo «nigcTpyktypa D» aBnse co-
600 4-8-uUneHHy HacuyeHy, 4YacTKOBO HEHACWUYEHY
abo apomaTuyHy LUKNiYHYy rpyny, wo mictuts 0, 1, 2,
3 abo 4 retepoatomu, BubpaHi 3 asoTy, cipku abo
KUCHIO» HamneXxuTb [0 CTPYKTYp, SKi MOXyTb OyTu
OZlepXKaHi i3 cnonyk, Takux sik a3enaH, a3eTuavH, ase-
TWH, a30KaH, a30KaH-2-OH, LMKNOOYTWM, LMKIOOKTaH,
LIMKITOOKTEH, LMKMOMNEHTUN, LMKITOreKcun, Lukroren-
TMn, uuknooktun, 1,2-giasenad, 1,2-giaseniH, 1,3-
niaseniH, 1,4-giasenin, [1,4]giasokaH, [1,2]giasokaH-3-
OH, [1,3]aiasokaH-2-0H, Aiokcason, OioKCaswuH, Oiok-
con, 1,3-giokconeH, 1,3-giokconaH, dypaH, iMmigason,
iMigasoniH, imMigasoniguH, i3oTia3on, i30Tia3oniaunH,
i3oTia3oniH, i30Kca3on, i30kca30niH, i3okca3oniavH, 2-
i3oKkcasorniH, KeToninepasuH, MopdOoriH, 1,4-
okcaasenaH, 1,2-okcatienaH, 1,2-okcationaH, 1,2-
OKCasuH, 1,3-0KCa3uH, 1,4-0KCasuH, oKkcasorn,
[1,4]okcasokaH, [1,3]okca3okaH-2-OH, OKCEeTaH, OKCO-
KaH, OKCOKaH-2-OH, ninepasuH, ninepuauH, deHin,
nipaH, nipasuH, nipason, nipasoniH, nipasoniguH, ni-
puaasvH, nipuauH, NipuMmiguH, nipon, niponiguH, ni-
poniguvHoH, niponiH, 5,6,7,8-teTparigpo-1H-a3ounH-2-
OH, TeTparigpodypaH, TeTparigponipaH, TeTparigpo-



83
nipuauvH, TeTpasuH, TiagiasuwH, Tiagiason, 1,2-TiasuH,
1,3-Tia3uH, 1,4-Tia3uH, 1,3-Tiason, Tiason, Tia3onigviH,
TiasoniH, TieTaH, TiokaH, TiokaH-1,1-giokcma, TiokaH-1-
okcuAa, TiokaH-2-0H, TiomopdoniH, TionipaH, 1,2,3-
TpuasuvH, 1,2,4-tpuasuH, 1,3,5-tpuasumH, 1,2,3-
Tpuason abo 1,2,4-Tpmason.

TepmiH «niacTpyktypa D» sBnsie cobowo 5-6-
YNIEHHY HAacU4eHy, YacTKOBO HeHacuyeHy abo apoma-
TUYHY UMKNiYHY rpyny, wo mictute 0, 1, 2, 3 abo 4
rerepoatomu, BubpaHi 3 asoTy, CipkM abo KUCHIO»
HanNexuTb A0 CTPYKTYpP, SKi MOXYTb OyTn oaepxaHi i3
CMOnyK, TaKmX sIK LMKITOMEHTUI, LMKNOrekcun, aiokca-
30M, QgiokcasuH, Agiokcon, 1,3-piokconeH, 1,3-
JiokconaH, dypaH, imigason, iMmigasoniH, imigasoni-
OVH, i30Tia3on, i3oTia3oniauH, i30Tia3oniH, i3okcason,
i3okcasoniH, i3okcasoniguH, 2-i3okca3oniH, KeToMop-
c¢oniH, KeToninepasuH, MopdorniH, 1,2-okcaTtionaH,
1,2-okcasuH, 1,3-okcasuH, 1,4-okcasuH, okcasor, Mi-
nepasuH, ninepnauH, dexin, nipaH, nipasuH, nipason,
nipasoniH, nipasoniguH, nipasuH, nipasuHoH, nNipyaa-
3WH, NipYaas3oH, NipuanH, NMPUAOH, NipUMIgUH, nipu-
MigoH, nipon, niponiauH, NiponiguHOH, NiponiH, TeTpa-
rigpodypaH, TeTparigponipaH, TeTparigponipuauH,
TeTpasuH, TeTpason, TiagdiasuH, Tiagiason, 1,2-TiasvH,
1,3-Tia3uH, 1,4-Tia3uH, 1,3-Tiason, Tiason, Tia3onigviH,
TiazoniH, TiomopdoniH, TionipaH, TeTpasuH, TeTpason,
1,2,3-tpuasvH, 1,2,4-tpnasuH, 1,3,5-tpmasuH, 1,2,3-
Tpuason abo 1,2,4-Tpmason.

TepmiH «R'iR? pasomMm 3 aToMami, 3 SKUMU BOHU
3B'A3aHi, MOXYTb YTBOPUTU 6-8-UNEHHY LIMKMIYHY rpy-
ny, wo mictnte 1, 2, 3 abo 4 retepoaTomu, BUOpPaHMX
3 a30Ty, Cipkn abo KUCHIO» HamnexuTb OO0 CTPYKTYp
reTepouukniB, siki MOXyTb OyTVM ofepkaHi i3 cnonyk,
TaKuX SIK a30KaH, a30KaH-2-OH, LMKNOrenTun, LMKMOo-
reKkCcun, LUMKIOOKTaH, UMKNOOKTeH, 1,4-giasenaH, 1,2-
niaszeniH, 1,3-giaseniH, 1,4-giaseni, [1,4]aia3okaH,
[1,2]piasokaH-3-0H, [1,3]aia3okaH-2-0H, AiOKCa3uH,
[1,4]piokcokaH, Adiokcon, keTtoninepasuH, MOpPAOniH,
1,2-okcartienaH, 1,4-okcasenaH, 1,2-okcasuH, 1,3-
OKCa3uH, 1,4-0KcasuH, [1,4]okcasokaH,
[1,3]okcasokaH-2-0H, OKCOKaH, OKCOKaH-2-OH, dheHin,
ninepasuH, ninepuavH, nipad, nipaswH, MipuaasuH,
nipumiguH, 5,6,7,8-tetparigpo-1H-a3ouuH-2-oH  abo
TiomopdoniH.

Te, wo b6araTto 3 NnepepaxoBaHUX BULLE Ha3B re-
TEPOUUKIIB SIBNSIKOTb COOOK XiMiYHI Ha3BM HeHacu4e-
HUX abo apoMaTUYHUX KiNbLIEBMUX CUCTEM, HE Ma€E Ha
yBasi, Wo 4-15-uneHHa MoHo- abo nomiuukniyHa rpy-
na moxe OyTV ogepxaHa TinbKu 3 BignoBiAHOI HeHa-
CUYeHoI KinbueBol cucTemu. Hassu B gaHOMy OMUC
cnyxaTb TifbKM A9 ONUCY KinbLeBol CUCTeMu BigHO-
CHO pO3Mipy KinbUs 1 KiNbKOCTI reTepoaTtoMiB i 1X Bia-
HOCHUMX MNOMoXeHb. AK NosicHeHo Bule, 4-15-4yneHHa
MOHO- abo noniymkniyHa rpyna moxe 6yTu Hacudye-
HOK abo 4acTKOBO HeHacu4yeHow abo apomMaTUyHOK
1, TaKMM YMHOM, Y BUMAAKy NpyuaaTHOCTI, Moxe ByTu
OLepXaHa He TiNbKK i3 camux nepepaxoBaHnX BULLe
reTepoLuKniB, ane Takox i3 BCiX iX YacTkoBo abo no-
BHICTIO rigpOreHi3oBaHMX aHarnoris, a TakoX 3 iX
GinbLL BMCOKO HEHacCUYEHUX aHanoriB. Ak npuknagu
MOBHICTIO abo 4acTKOBO rigpOreHi3oBaHUX aHaroris
nepepaxoBaHMX BULLE FETEPOLIMKIIB, 3 SIKUX MOXe
OyTn ogepaHa Usa rpyna, MOXHa 3ragatv HacTymHi:
niponiH, niponiauH, TeTparigpodypaH, TeTparigporTi-
odpeH, aurigponipuauH, TeTparigponipyavH, ninepu-
avH, 1,3-giokconaH, 2-imigasoniH, imigasonigvH, 4,5-
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aurigpo-1,3-okcason, 1,3-okcasoniguH, 4,5-gurigpo-
1,3-tiason, 1,3-TiasonigunH, neprigpo-1,4-giokcaH,
ninepasuH, neprigpo-1,4-okcasvH (=MopdoniH), nep-
rigpo-1,4-tiasuH  (=TiomopdponiH), neprigpoaseniH,
iHooniH, i3oiHgoniH, 1,2,3,4-TeTparigpoxiHoniH abo
1,2,3,4-TeTparigpoi3oxiHOMIH.

TepmiH «-(C+-Cs)-nepdtopankiny ssnse coboro
4acTKOBO abo MOBHICTIO (PTOPOBaHWUIA ankinbHWUA 3a-
TNINLLIOK, SIKUA MOXHA ofepXaTu i3 3anuLukiB, Takux siK
-CF3, -CHF,, -CHJF, -CHF-CF3, -CHF-CHF,, -CHF-
CH3F, -CH,-CF3, -CH,-CHF2, -CH2-CH2F, -CF2-CF3, -
CF,-CHF,, -CF,-CHoF, -CH,CHF-CF3, -CH,-CHF-
CHF,, -CH2CHF-CHyF, -CH2-CH2-CF3, -CH2-CH,-
CHF,, -CH,-CH2-CHJF, -CH,-CF2-CF3, -CH2-CF»-
CHF,, -CH2-CF2-CHsF, -CHF-CHF-CF3, -CHF-CHF-
CHF,, -CHF-CHF-CH2F, -CHF-CH,-CF3, -CHF-CH,-
CHF,, -CHF-CH2-CHJF, -CHF-CF2-CF3, -CHF-CF»-
CHF,, -CHF-CF,-CHsF, -CF,-CHF-CF3, -CF»-CHF-
CHF,, -CF>-CHF-CH2F, -CF2-CH2-CF3, -CF2-CH,-
CHF3, -CF2-CH2-CHJF, -CF,-CF2-CF3, -CF-CF»-
CHF; abo -CF,-CF>-CH,F.

TepmiH «-(C4-Cs)-nepdTopankineH» sBnse co-
60t YyacTkoBo abo MOBHICTIO (DTOPOBaHWUIA arnkineHo-
BUA 3anuLLOK, SIKMA MOXHa oaepXaTw i3 3anuLukis,
Takux sk -CFp-, -CHF-, -CHF-CHF,-, -CHF-CHF-, -
CH2-CF2-, -CH2>-CHF-, -CF,-CF2-, -CF2-CHF-, -CH,-
CHF-CF2-, -CH2-CHF-CHF-, -CH,-CH>-CF,-, -CH>-
CH2-CHF, -CH>-CF>-CF,-, -CH2-CF,-CHF-, -CHF-
CHF-CF-, -CHF-CHF-CHF-, -CHF-CH.CF,, -CHF-
CH,-CHF-, -CHF-CF2>-CF,-, -CHF-CF2-CHF-, -CF»-
CHF-CF,-, -CF»-CHF-CHF-, -CF»-CHx-CF»-, -CFo-
CHZ'CHF', -CF2-CF2—CF2- abo -CFz-CFz-CHF.

TepmiH «okcosanuiok» abo «=0O» HanexuTb Ao
3anuLKiB, Takux sk kapboHin (-C(O)-) abo HiTposo (-
N=0). lanoreH siBnsie coboto ptop, xrop, 6pom abo
noa, nepesaxHo, Top, xnop abo Gpom, ocobnveo
nepeBaxHo xrop abo 6pom.

ONTUYHO aKTMBHI aTOMW BYrfeLlo, WO € NpUCyT-
HiMK Yy crnonykax copmynu |, MOXyTb He3anexHo
OVH Bif, OOHOrO MaTu KoHdirypauito R abo koHdiry-
pauito S. Cnonyku dopmynum | MoxyTb ByTn npucyT-
HiMK Y POPMi YMCTUX eHaHTioMepiB abo YncTux aiac-
TepeomepiB abo y dpopmi cymillenn eHaHTiomepiB
i/abo giactepeomepis, Hanpuknag, y dopmi pauema-
TiB. [lJaHu BMHaxXig HanexuTb A0 YNCTUX eHaHTioMe-
piB i cymillen eHaHTiOMepIB, a TakOX A0 YMCTUX diac-
TepeoMepiB i cymiwen pgiactepeomepis. BuHaxig
BKNOYaE cymiwi ABox abo Oinblue OBOX CTepeoiso-
MepiB popmynu |, i BiH BKroYae BCi CMiBBIAHOLLIEHHSA
CcTepeoi3oMepiB y Cymillax. Y BUNaaKy, Konum Cromyku
dopmynu | mMoxyTe OyTVM mpucyTHiMmM y Burnsgi E-
iomepiB abo Z-izomepiB (abo wuuc-izomepiB abo
TpaHC-i30MepiB), BUHaxia HanexuTb W A0 4uctux E-
i3omepiB, i 4O 4McTuX Z-izomepiB i 4o E/Z cymiwen y
BCiX CNiBBIAHOLEHHAX. BuHaxig TakoX BKMYae BCi
TayToMepHi popmMu cnonyk opmynu |.

Hiactepeomepw, Bknoyatoun E/Z isomepn, MoxHa
po3ainnMTU Ha OKpeMi i3oMepu, Hanpuknaa, XpomaTor-
pacieto. Pauematn MoxHa posginntn Ha 2 eHaHTio-
Mepu 3BMYaHUMK cnocobamu, Hanpuknag, XxpoMaTto-
rpadieto, Ha xipankeHi pasm abo noginom, Hanpwknag,
KpucTanisauieto fiactepeoMepHuNX Cornen, ogepxaHmx
3 ONTUYHO aKTUBHWMMW KucrnoTamm abo ocHoBamu.
CrepeoxiMiyHO ogHOpIAHI cnomnyku dopmynu | MoxHa
TaKoX OJepXaTu BUMKOPWCTaHHAM CTepeoXxiMiyHO oa-
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HOpIOHMX BUXIOHWX MaTepianis abo BMKOPUCTaHHAM
CTepeocenekTUBHUX peakLLii.

dizionoriyHo NpUrAHATHI coni cnonyk copmynu |
SBNAIOTL COOO HETOKCUYHI coni, siki € dpisionoriyHo
NPUAHATHUMK, 30Kpema hapmaLeBTUYHO BUKOPUCTO-
ByBaHMMU conamu. Taki coni cnonyk cpopmynu |, wo
MIiCTSATb KUCIIOTHI rpynu, Hanpuknag, KapOoKCumbHY
rpyny COOH, aBnstoTb coboto, Hanpuknag, coni nyx-
HUX MeTaniB abo coni Ny>kHO3eMenbHMUX MeTaniB, Taki
SIK coni HaTpito, coni Kanito, coni MarHito M coni Karnb-
uito, a Takox coni 3 gi3ionoriyHO NPUAHATHUMU iOHa-
MW YETBEPTUHHOIO aMOHilo, TakuMu K TeTpameTuna-
MOHin abo TeTpaeTunamoHii, i KUCNOTHO-aAUTUBHI
cori 3 aMOHIEM i i3ionoriYHo NPUAHATHUMU OpraHiy-
HAMM aMiHaMK, TakKUMKU 9K MEeTUNaMiH, AUMETUNaMIH,
TpUMETUNaMiH, eTunami, TpueTunamid, eTaHonamiH
abo Tpuc-(2-rigpokcieTun)amiH. OCHOBHI rpynu, Lo
MiCTATbCS B crioriykax oopmynu |, Hanpuknag, amiHo-
rpynu abo ryaHigvHorpynu, yTBOPIOOTb KWUCIOTHO-
aAuTUBHI coni, Hanpuknag, 3 HeopraHiYHUMU KUCHo-
Tamu, TakKMMK SIK XITOPUCTOBOAHEBA KucrnoTa, bpomu-
CTOBOAHEBA KUCNOTa, CipyaHa KucrnoTa, a3oTHa Kuc-
nota abo cocdopHa kucnoTa, abo 3 opraHiyHMMU
KapboHOBMMM KUCNOTaMu W Cynb(OHOBMMMN KUCIIO-
Tamu, TakKuMy SK MypalluHa KucnoTa, ouToBa KMcno-
Ta, Wasnesa KMCMNoTa, NIMMOHHA KWUCIoTa, MOSoYHa
kucrota, s6nydyHa kucrnota, OypLITUMHOBA KMCHOTa,
MaroHoBa KucroTta, 6eH30oMHa KUcrnoTa, maneiHosa
KucroTta, doymapoBa KucrnoTa, BUHHA KucrnoTa, meTa-
HcynboHoBa kncnoTta abo napa-tonyoncynsgoHosa
kucnoTa. Cnonyku hopmynu |, siki ogHO4acHO MICTATb
OCHOBHY Tpyny N KUCMOTHY rpyny, Hanpuknag, ryai-
OVHOrpyny N KapbOKCWMbHY rpymny, MOXYTb TaKoX
OyTu npucyTHIMKM y BUrNagi uUBiTep-ioHiB (beTaiHiB),
AKi aHanoriYyHMM YMHOM BKIHOYEHI B AaHNN BUHAXIA.

Coni crnonyk copmynu | MoxHa ogepxaTu 3BU-
YaHuMKM cnocobamu, BigoOMUMKU axiBUSM Yy OaHin
obnacrTi, Hanpuknag, ob'egHaHHAM Cnomnyku opmMynu
| 3 HeopraHiyHOO abo opraHi4yHOW KucnoTol abo
OCHOBOIO B PO34MHHMKY abo AMCnepryodii peyYoBuHi,
abo 3 iHWKUX conen KaTioHHUM abo aHioOHHUM ObMi-
HOM. [laHni BUHaxig TakoX BKIHOYAE BCi CONi CNOMNyK
copmynun |, sKi, yepes HU3bKY pisionoriyHy nepeHo-
CUMICTb, MPSIMO He NpuaaTtHi NS BUMKOPUCTaHHA B
nikapcbkux 3acobax, ane npwaaTtHi, Hanpuknag, sk
NPOMBDKHI CNONyKN ANs NpoBeAeHHs nodanbLlumX XiMi-
YHMX Moaudikauiv cnomnyk dopmynu | abo sk BUXigHI
MaTepianu Ans oaepXXaHHs i3ionoriyHo NPUAHATHUX
cornen.

OaHuni BuHaxig, KpiM TOro, BKNOYaE BCi PO3YMH-
HUKK cnonyk cdopmynu |, Hanpuknag, rigpatu abo
apayKTu 3i cnupTamu.

BuHaxig Takox Bkroyae noxigHi 1 moaudikauii
crnonyk gopmynu |, Hanpuknag, nponiku, 3axuLleHi
copMM 1 iHLWI Gi3ioNOoriYHO NPURHATHI NOXidHI, a Ta-
KOX aKTUBHI MeTabonitv cnonyk cdopmynu |. BuHaxig
HanexuTb, 3okpema, 40 NPOonikiB i 3axuLLeHnx opm
crnonyk dopmynu |, ski MoxyTe OyTM NepeTBOpeHi B
crnonykn opmynu | y cpisionorivHux ymosax. Npunaa-
THi Mponiku ana cnonyk chopmynu |, ToGTO XiMi4HO
MoaudikoBaHi noxigHi cnonyk dopmynu |, wo maroTb
BNAcTMBOCTI, SKi MONiNWyTbCcs GakaHuM YUHOM,
Hanpuknag, BiAHOCHO PO34YMHHOCTI, GionoriyHoi [o-
cTynHocTti abo TpuBanocTi Aii, Bigomi daxiBuam y
JaHin obnacti. binbw poknagHy iHdopMaLito, LWwo
CTOCYETbCH MPONiKiB, MOXXHa 3HaWTW B CTaHOAPTHIN
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nitepatypi, nogibHoi, Hanpuknag, Design of
Prodrugs, H. Bundgaard (ed.), Elsevier, 1985; Flei-
sher et al., Advanced Drug Delivery Reviews 19
(1996) 115-130; abo H. Bundgaard, Drugs of the Fu-
ture 16 (1991) 443, sAki BCi BKMIOYEHI B A@HUIA OMUC K
nocunaxHs. MpuaaTtHi nponiku 4nsa cnonyk gopmynu |
SABNSIOTb COOOM, 30Kpema, auunbHi nponiku 1 kapba-
MaTHi NPonikM auunaToBaHWX rpyn, Lo MICTATb as3oT,
Takmx §IK amiHOrpynu 1 ryaHiguHorpynu, a TakoX
cknagHoedipHi nponiku 1 amigHi nponiku rpyn kapbo-
HOBWX KMCNOT, SIKi MOXYTb OyTV NMpucyTHiMK y cnony-
Kax dpopmynu |. B auunbHmnx nponikax i kapbamaTHux
npornikax oguH abo pekinbka, Hanpuknag 1 abo 2,
aTOMiB BOOHIO Ha aTomax a3oTy B Takux rpynax 3a-
MilLleHi aumnbHoto rpynoto abo kapbamaTom, nepesa-
XHO, -(C4-Cg)-ankinokcvkapboHinbHoto rpynoto. MNpu-
haTtHi auunbHi rpynu n kapbamaTHi rpynu  gns
auunbHUX NponikiB i kKapbamaTHMUX NPONikiB ABNSATH
coBoto, Hanpuknag, nponiku RP'-CO- i R°-0-CO-, ge
RP! sBnsie coBoto (C1-Cig)-ankin, (C+-Cg)-Lmknoankin,
(Cs-Cg)-umknoankin-(Cq-Cy4)-ankin, (Ce-C14)-apun,
Het-, (Ce-C14)-apun-(C1-Cs)-ankin abo Het-(C4-Ca)-
ankin, i B akux R™ mae 3HaueHHs, 3a3Haveni ans Rp1,
3a BUHSATKOM BOZHIO.

Ocobnueo nepeBaxHi cnonyku dopmynm | aens-
I0Tb CODOIO Ti, B AKMX 2 ab0 OBinblue 3anuLlKiB BU3Ha-
YeHi, Ik 3a3Ha4YeHOo BuLle, ONS NepeBaXHUX CMomyK
dopmynu |, abo 3anuKM MOXYTe Matu oauH abo
Jesiki 3i cneumdiyHMX BU3HAYEHb 3anuLlKiB, npeacTa-
BMEHMX Y iX 3aranbHuUX BU3Ha4YeHHsx abo B npeacTta-
BMEHMX BULLE BM3HAYEHHSIX NepeBaxHux cronyk. Bci
MOXINMBI KOMOGiHaUiT BU3Ha4YeHb, NpeacTaBreHnx ans
nepeBaXKHWX BU3HaY€Hb MEBHMX NO3HAYeHb 3anuLUKiB
€ NpegmMeToM JaHOro BUHaxoay.

TakoxX BiAHOCHO BCiX NepeBaxkHWUX CMomnyk ¢op-
mMynu |, BCi ix cTepeoizomepHi dopmu i IX cymiwli B
Oyab-SKOMy CniBBiAHOLLEHHI 1 X i3ionoriyHo NpUnH-
STHI coni € NpeaAMEeTOM AaHOro BMHaxoay, a Takox iX
nponikn. AHaNOrYHNUM YMHOM, TakKoX Yy BCiX NepeBax-
HUX crnonykax copmMynu | BCi 3anuLIKn, SiKi NPUCYTHI
Ginblie ogHOro pasy B MoONekymni, € HesanexHAMM
OOMH Bif OAHOTO W MOXYTb OyTVM opHakoBuMK abo
pi3HUMMU.

Cnonyku dopmynu | MOXHa ogepXaTtn BUKOPUC-
TaHHAM npouenyp i MeToauk, siki caMi no cobi Bigomi
1 3po3ymini daxiBuesi B AaHin obnacti. BuxigHi ma-
Tepianu abo yTBopioBanbHi 6510kK NS BUKOPUCTaHHS
B 3araflbHMX CUHTETWYHUX npouedypax, sKi MOXHa
3acTocyBaTu Npu odepXaHHi cnonyk gopmynu |, ner-
KO [OCTynHi oaxiBueBi B oaHih obnacTi. Y 6aratbox
BMMNagkax BOHW € B npogaxi abo 6ynu onucaHi B ni-
Tepatypi. |[Hakwe ix MOXXHa oaepxaTu 3 nerko AoCTy-
MHWX CroMyK-nornepenHWKiB aHanoriyHo npouegypam,
onucaHum y nitepaTtypi, abo npouegypamm abo aHa-
noriyHo npoueaypam, onnucaHuM y AincHin 3assLi.

Y uinomy, cnonyku popmynu | MoxxHa ogepxaTtu,
Hanpwvknag, y XO4i KOHBEPreHTHOro CuMHTe3y, 3B'A3y-
BaHHsM OBOX abo Oinblue parmMeHTiB, siki MOXYTb
6yTV ofep>kaHi PeTPOCUHTETUYHO 3 Cronyk dhopmynu
|. KoHkpeTHiwe, npuaaTHi 3amilleHi BUXiaHi asaiHgo-
NbHi NOXigHI BUKOPUCTOBYIOTBCSA SIK YTBOPHOBANbHUX
6rokiB Npu ofepkaHHi cnonyk gpopmynu |. Xoua pisHi
CUHTETUYHI acnekTu XxiMii asaiHgonie 3Ha4yHO Bigpi3-
HATLCA Big XiMii iHaoniB, 6arato npoueayp, Wo onu-
Cyl0Tb CUHTe3 i dyHKUioHani3auito iHOoNIB, MOXYTb
6yt moaudikoBaHi 1 npucTocoBaHi daxiBuaMU B
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AaHin obnacti. Tomy niTepaTtypa, O ONWUCYE TPaHC-
copmMaLlii M1 cuMHTe3 iHAoMIB, BUCOKO iHCTPYKTUBHA 1
3acCTOCOBHaA A0 XiMii asaiHaonis. AKLIO Taki asaiHao-
NbHi NOXiaHI BiACYTHI B Mpodaxi, IX MOXHa ofepxaTtiu
BignoBiAHO #0 obpe BiOOMWMX CTaHAapTHMX MnpoLe-
Oyp Ans YTBOPEHHS a3aiHoMNbHOT KinbLEeBOi cucTemu,
Takol K, Hanpuknag, iHgoneHUn cuHTes diwepa, iH-
JonbHUIA cuHTe3 biwnepa abo iHOOMbHWUIA CUHTE3
Peiccepta. LUnaxom BuMGOpy npuaaTHUX MOMEKyr-
nornepegHuKiB, Li BUAN iHOONBHOIO CUHTE3y 3abesne-
YYIOTb MOXMMBICTb BBEAEHHS Pi3HOMAaHITHMX 3aMmic-
HUKIB Y Pi3Hi MOMOXEHHS a3aiHOoMNbHOI CUCTEMU, SIKY
MOXHa MOTiM XiMiYHO MoamdpikyBaTK AN OCTaTOYHO-
ro ogepXaHHs monekynu dopmynu I, wo mae 6axa-
HUM TUN 3aMiCHMKA. K OOMH i3 YCeOCSXKHUX Ornsagis
no Ximii iHQoNIB i N0 CUHTETUYHUX Npouedypax Ans X
ogepxaHHs, € nocunanHa W.J. Houlihan (ed.), "In-
doles, Part One", volume 25, 1972, i3 cepii "The
Chemistry of Heterocyclic Compounds", A. Weissber-
ger and E.G. Taylor (ed.), John Wiley & Sons; R.E.
Willette, Advances in Heterocyclic Chemistry 9 (1968)
27; J.-Y. Merour Curr. Org. Chem. 5 (2001) 471; H.
Dopp et al. in Houben-Weyl, "Methoden der Or-
ganischen Chemie" (Methods of Organic Chemistry),
Georg Thieme Verlag, Stuttgart, Germany 1994, Vol
E6a,b part 2a Hetarene I.

Axkwo matoTe 6yTN CMHTE30BaHi BUXigHI a3aiHgo-
NbHi NOXiAHI, To e Moxe 6yTu 3pobneHo, Hanpuknag,
BiANoBiAHO A0 Ao6pe BigoOMOro 3ragaHoro BuLLe asai-
HOOMBHOro CUHTE3y. Y noganbLIoMy OMUCi AaHOo MOro
KOPOTKE MOSICHEHHSl, OAHaK, BOHW SBMAOTb €060
CcTaHAapTHI npouenypw, BcebiuHoO ob6roBopeHi B nite-
patypi, i BoHu fobpe Bigomi chaxiBLeBi B AaHin obna-
CTi.

[HooONBHUIA cuHTE3 dillepa BKMOYAE KUCIOTHY
uuKnisauito retepoapunrigpasoHis, Hanpuknag, 3ara-
nNbHOI hopmynu 2

RN G

RS‘I

SAKi MOXHa ofepxaTu pisHUMM cnocobamu, i B
skux R, R*' i R*® MOXYTb MaTu LUMPOKY Pi3HOMaHIT-
HiCTb BU3HayeHb. Kpim BoaHO 1 ankiny, R*" i R* mo-
XyTb, 30Kpema, o3Ha4aTtu cknagHoedipHi rpynu, abo
MeTuUnbHi, abo eTunbHi  rpynn, abo 2,2,2-
TPUTOPETUMBHI TPYNK, WO HEeCyTb CKragHoedipHy
rpyny siK 3amiCHUK, Takum YMHOM, 3abesneuvytoum mo-
XNMBICTb BBEAEHHS B a3aiHOOMbHY MOMEKyny Yyactu-
HM (CHo)™-CO, wo 3yctpiuaeTscs B rpynax R? i/a6o
R® y cnonykax dopmynu |. Ak npuknagn YncneHHnx
niTepaTypHUX NOCWUMaHb, O ONUCYIOTb CUHTE3 a3saiH-
JONbHUX NOXiAHWX, BiANOBIAHO A0 cuHTe3y Pilepa,
KpiM 3a3HayeHol BuLle kHUrKM, BugaHoi Houlihan, 3ra-
AylTbes HacTynHi ctatTi: F.G. Salituro et al., J. Med.
Chem. 33 (1990) 2944; N.M. Gray et al., J. Med.
Chem. 34 (1991) 1283; J. Sh. Chikvaidze et al., Khim.
Geterotsikl. Soedin. (1991) 1508; S.P. Hiremath et al.,
Indian J. Chem. 19 (1980) 770; J. Bornstein, J. Amer.
Chem. Soc. 79 (1957) 1745; S. Wagaw, B. Yang i S.
Buchwald, J. Am. Chem. Soc. 121 (1999) 10251 a6o
by Y. Murakami, Y. Yokoyama, T. Miura, H. Hirasawa
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Y. Kamimura i M. Izaki, Heterocycles 22 (1984) 1211;
D. L. Hughes, Org. Prep. Proc. 25 (1993) 607.
IHoonbHUIA cuHTe3 PeiccepTa BKOYaE BiAHOBHY
UMKNi3auito  O-HITpOEeHINMipOBUHOrpaaHNX — KUCNOT
abo ix cknagHux edipis, Hanpuknag, 3aranbHoi dop-

Mynm 3
CH,-CO-COOR™

304 :
NO,

y SKin R* moxe matu LUMPOKY Pi3HOMaHITHICTb
BM3HA4YeHb | MOXe OyTV MPUCYTHIM Y BCiX MOMNOXEH-
HAX apOMaTU4HOro Kinbus. IHOONBHUIA cuHTe3 Pelic-
cepTa Bede [0 ofepXaHHs MnoxiaHuX asaiHgon-2-
KapboHOBKX KMcroT. MNMoxigHi nipoBUHOrpagHoI KUCno-
TM cdopMmynn 3 MOXHa ofepXatn KoHAeHcauieo
CKnagHuX eqipiB LaBnNeBol KUCOTN 3aMilleHUMK O-
HiTpOMeTMNa3abeH3onamn. Ak nitepaTypHi JKkepena,
KpiM 3a3HadveHol Bulle kHurk, BuaaHoi Houlihan, i
3a3HayeHVX y AaHOMy OMuCi fiTepaTypHUX NocunaHb,
3ragyloTbcs, Hanpuknag, ctatti: H.G. Lindwall i G.J.
Mantell, J. Org. Chem. 18 (1953) 345 a6o H. Burton i
J.L. Stoves, J. Chem. Soc. (1937) 1726 abo W.
Noland, F. Baude, Org. Synth Coll. Vol. V, J. Wiley,
New York, (1973) 567.

[HLWIMI cnoci® JOCArHEeHHS CeneKkTUBHOroO BigHOC-
HO obnacTti gocTtyny OO a3aiHOOMbHOI CTPYKTYpU
BKMOYae nanagieBu kaTanisa, Hanpuknag, o-
ranoaHiniHm (X Cl,= Br, 1) abo o-
TpudTopMeTaHcynbdoHinokciadiniHn - (X=0tf) 3ara-
NbHOI hopMynu 4 MOXyTb OyTW LMKMi30BaHi B a3aiH-
00NN 3 BUKOPUCTaHHAM AeKinbKOX ankiHiB NpUAHAT-
TAM npoueayp, onncaHux J. Ezquerra, C. Pedregal.
C. Lamas, J. Barluenga, M. Perez, M. Garcia-Martin,
J. Gonzalez, J. Org. Chem. 61 (1996) 5805; a6o F.
Ujjainwalla, D. Warner, Tetrahedron Lett. 39 (1998)
5355 i, kpim Toro, A. Rodriguez, C. Koradin, W.
Dohle, P. Knochel, Angew. Chem. 112 (2000) 2607;
abo R. Larock, E. Yum, M. RefVik, J. Org. Chem. 63
(1998) 7653; R. Larock, E. Yum, J. Am. Chem. Soc.
113 (1991) 6689; K. Roesch; R. Larock, J. Org.
Chem. 66 (2001) 412.

x R *
v
R _@[ g4+ ' I — ﬂ-@g”
NHR' /% N

4

4 5 6

AnbTepHaTUBHO, asaiHOOMNbHY CTPYKTYpPY MOXHa
CTBOPWUTW BUKOPWUCTaHHAM Pi3HOMaHITHUX KETOHIB B
ymoBax nanagieBoro kataniay npunHATTAM i moandi-
Kaujeto npouegypu, onucaHoi C. Chen, D. Lieber-
mann, R. Larsen, T. Verhoeven i P. Reider J. Org.
Chem. 62 (1997) 2676, sik 3a3Ha4eHO HWxYe, ae X =
Cl, Br, | abo Off:

37
R"-@::-riR
HR® O R

7

8 9

BignosigHo go iHoonbHoro cuHTesy biwnepa, A-
asaaHiniHKeToHuW, Hanpuknag 3aransHoi opmynu 10
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MOXYTb BYTM LMKNi30BaHi B a3aiHAOMbHI NOXiaHi.

e oavH wngx go cneuudgivyHo 3amilleHnx asai-
HOOMbHMX  MOXIOHWMX  npoxoauTb  Yepes  2,3-
avrigpoasaiHgonu (asaiHgoniHu), ki MOXyTb OyTu
nerko ofepxaHi BiOHOBNEHHAM asaiHgonis, Harpu-
Knag, rigporeHisadieto abo LuMknizauieto npuaaTHUX
asadeHineTunamMmiHoBMx noxigHux. AsaiHOoniHW Mo-
XyTb MiggaBaTMCA Pi3HOMaHITHUM enekTpodinbHUM
apoMaTM4HMM peakuisiM 3aMillleHHs1, Wwo 3abesnevy-
I0Tb MOXMUBICTb BBEAEHHS Pi3HUX 3aMiCHUKIB B apo-
MaTuyHe A4po, Wo He Moxe OyTu GesnocepedHbO
yBefeHe B apoMaTuyHe S4po asaiHOONbHOI MOeKy-
nn. MoTiM a3oiHgonM MoxyTe ByTW AeriaporeHisoBaHi
y BIONOBiAHI asaiHOonuW, Hanpuknag, peareHTamu,
nodibHMMn 0o xropaxiny abo nanagiio, pasom 3 ak-
LenTopom BoAHto. | 3HOBY, AeTani no umx cnocobax
CUHTE3y MOXHa 3HaWTW B 3a3HayeHil BULLE KHU3I 3a
pepakuieto Houlihan.

BinbLe Toro, 2-H-a3aiHoonu moxyTe 6yt nepe-
TBOpEHi Yy BianoBiaHi kKapOoHOBI KMCNoTK abo cknagHi
echipy KapOOHOBKX KMCMOT BBEAEHHSAM MiTit0 B MOMO-
XEeHHs1 2 asaiHgonis 3aranbHi dpopmynun 13 i HacTyn-
HOK B32a€EMOZIEL0 i3 4BOOKUCOM ByrneLo abo ankinx-
nopcdopmiatom signosigHo ao I. Hasan, E. Marinelli,
L. Lin, F. Fowler, A. Levy, J. Org. Chem. 46 (1981)
157; T. Kline J. Heterocycl. Chem. 22 (1985) 505; J.-
R. Dormoy, A. Heymes, Tetrahedron 49, (1993) 2885;
E. Desarbre, S. Coudret, C Meheust, J.-Y. Merour,
Tetrahedron 53 (1997) 3637, sik 3a3Ha4eHO HUXYeE:

el
J 48
H(E'nyg — | R ‘@f\clu — '@C\g—@om
R e | e ©

13 16 17

fe R*® osHauae BogeHb aGo 3axucHy rpymy, ro-
[ibHy, Hanpuknag, OeH3oncynbgoHiny abo TpeT-
GyTOKCMKapOOoHiny.

Hwxye nepepaxoBaHi 1 KOPOTKO HaBedeHi y BU-
rNsgi nocunavb Mnojanblli npouedypu, WO MarTb
0co6nuBMIN iHTEpeC ANs 34INCHEHHST 4AHOr0 BMHAXO-
Ay, OOHaK BOHW sIBMsOTb COOOI0 CcTaHgapTHI mpoue-
aypw, BceGiuHO 0broBopeHi B niTepatypi, i BOHM 06-
pe Bigomi dhaxiBusiM B AaHin obnacri.
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3anexHo Bif 3aMiCHVKIB y BUXIOHUX MaTepianax,
y NeBHMX BMAax CUHTe3y asaiHgoniB MOXyTb OyTu
ofepXaHi CyMilli Mo3uUiiHUX i30MepiB, SKi, OOHaK,
MOXHa BiJOKPEMUTU CydaCHUMU MeToauKamu Biadi-
NEHHsl, nodibHMMKW, Hanpuknag, npenapaTuBHIN
B3XX.

Kpim Toro, onst ogepxaHHs 6axkaHux 3aMiCHUKIB y
AApi a3aiHOoNbHOI KinbueBol cuctemn y dopmyni |
dyHKUiOHanNbHI rpyny, BBeAeHi B KinbLeBy cuctemy
nif Yac a3aiHAONbHOro CUHTE3Y, MOXYTb OYTU XiMiYHO
MoaudikoBaHi. Hanpuknag, asaiHgonu, Wo HecyTb
aToM BOOHIO B MOSIOXEHHI 2 i MOMNOXeHHi 3, MOoXHa
TaKOX OAepXaTh OMWMEHHSIM i HacTynHUM AekapOok-
CUNIOBaHHSM as3aiHOoniB, WO HecyTb cKrnagHoedipHy
rpyny y BignoBiaHOMY MonoxeHHi. pynu kapboHoBKX
KUCIOT i Fpynun OLTOBUX KUCMOT Y MOMOXEHHI 2 i no-
NOXeHHi 3 MOXyTb ByTW NepeTBOpeHi B iX romMororun
3BMYAMHUMM peakuisiMM ONs MOLOBXEHHS naHutora
KapbOHOBKX KNCROT. ATOMW ranoreHy MoXHa BBECTU
B MOSMOXEHHS 2 i NONOXEeHHs1 3, Hanpuknag, B3aeMo-
Jielo BignoBigHOro asaiHOoniHOHY 3 ranoreHisyto4mMm
areHToM, Takum SK neHtaxnopug gocdopy, aHanori-
4yHO cnocoby, onucaHomy J.C. Powers, J. Org. Chem.
31 (1966) 2627. BuxigHi a3aiHOONIHOHW ANst TaKoro
CUHTE3Y MOXHa ogepxatu 3 2-
aMmiHoreTepoapunouToBux KUCRoT. BuxigHi asaiHgo-
NbHi NOXiAHI Ana ogepXaHHA cnonyk dopmynu |, wo
Hece ranoreHoBUN 3aMiCHUK Y MOMOXeHHI 3, MOXHa
TaKoX ofepXxaTu BignoBigHO 4O npouenyp, onMcaHux
B niTepaTypi, NogibHMx HacTynHuM. [1na dTopyBaHHS
noxiaHWX ckrnagHoro etunosoro edipy 1H-asaiHgon-
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2-kapboHOBOI KMCMOTM B nonoxeHHi 3 Tpudnart N-
dTOp-2,4,6-TPMMETUNNIPUANHIIO siBNsie coboto pea-
reHT Bubopy (T. Umemoto, S. Fukami, G. Tomizawa,
K. Harasawa, K. Kawada, K. Tomita J. Am. Chem.
Soc. 112 (1990) 8563). XnopyBaHHs NOXiAHWX CKNag-
Horo eTtunoBsoro edpipy 1H-a3aiHgon-2-kapboHoBoOI
KMCMNOTU B MOSMOXEHHI 3 B3aemMogieto cynbdypunxno-
puagy B OeHsoni gae cknagHui etunosun edip 3-
xnop-1H-a3aingon-2-kapboHosoi  kucnotn  (Chem.
Abstr. 1962, 3441i-3442b); Takuii e pedynbTaT MOX-
Ha ogepxatn 3acobamum NCS (D. Comins, M.
Killpack, Tetrahedron Lett. 33 (1989) 4337; M. Bren-
nan, K. Erickson, F. Szmlac, M. Tansey, J. Thornton,
Heterocycles 24 (1986) 2879). bpomy BaHHS Mnoxig-
HUX cknagHoro etunosoro edpipy 1H-asaiHgon-2-
KapbOOHOBOI KMCMOTU B NOMNOXeEHHI 3 Moxe OyTu gocs-
rHyTo B3aemogieto 3 NBS (M. Tani, H. Ikegami, M.
Tashiro, T. Hiura, H. Tsukioka, Heterocycles 34
(1992) 2349). AHanoriyHO npouegypam, OonucaHum
Buwe, NIS MoxHa BMKOpUCTaTU MO CyTi AN noay-
BaHHS MOXiAHWUX CKNagHOro etunoBoro egipy 1H-
asaiHgon-2-kapboHOoBOI KUCNOTK B NoNoXeHHi 3. Kpim
TOro, ANs NoAyBaHHSA MOXiQHWX CKNagHOro eTUoBoro
ecipy 1H-azaiHgon-2-kapboHOBOI KMCNOTM B MOMO-
XeHHi 3 edekTmBHe BukopucTaHHsa nogy (T. Saka-
moto, T. Nagano, Y. Kondo, H. Yamanaka Chem.
Pharm. Bull. 36 (1988) 2248).

3okpema, rpynu, WO € NPUCYTHIMK B a3aiHAoMb-
Hi KiNbLEBIN cucTemi, MOXyTb OyTU MoaudiKoBaHi
Pi3HOMaHITHUMW peakuigaMn 1, TakKMM YUHOM, MOXYTb
6yt omepxaHi GaxaHi sanuwkn R** i R*. Hanpu-
Knag, HiTporpynu MoxyTb OyTu BigHOBNEHI B aMiHO-
rpynu pisHUMKU BiQHOBHVMMW areHTamu, TakumMu K cy-
nbdiaw, OUTIOHITN, cKknagHi riapvau, abo
KaTaniTM4HUM rigpyBaHHSAM. BigHOBREHHS HiTporpynu
MOXHa TaKOX MPOBECTM Ha binbLue ni3Hin ctagii cuH-
Tesy cnonyku opMynu |, i BIGHOBMEHHS HITporpynu B
amiHorpyny MoOXe TakoX BigbyBaTuUCs CMNOHTaHHO
peakuieto, 3AIMCHIOBAHOI Ha iHLWIN (OYHKLiOHamNbHIN
rpyni, Hanpuknag, npu B3aemogii rpynu, nogibHoi
uiaHorpyni, 3 rigpocynbdigom, abo npuv rigpyBaHHi
rpaynm. [ns BBeOoeHHs abo ogepkaHHsA 3anuLkiB R%
R¥® aMiHorpynu MOXyTb MOTIM OyTn MoaudikoBaHi y
BiANOBIAHOCTI 3i CTaHA4apTHUMW MpouedypamMn Ang
ankinyeBaHHs, Hanpwvknag, B3aeMOiel0 3 (3amileHu-
MW) ankinranoreHigamy abo Bi4HOBHMM aMiHyBaHHSAM
KapOOHINbHUX CMoMyK, y BiANOBIAHOCTI 3i cTaHAapT-
HMUMK npouegypamMu Ans ankinyBaHHHA, Hanpuknag,
B3aEMOZIEI0 3 aKTMBOBAHUMM NOXiAHUMU KapbOHOBUX
KWUCMOT, TakMMK K XNIOPUAM KUCIOT, aHrigpuan, aktu-
BOBaHi cknagHi edipu, abo B3aemogieto 3 kapboHo-
BMMW KUCNOTaMy B MPUCYTHOCTi aKTUBYIOYOrO areHTa,
abo BignosigHoO 0o Npoueayp Anst cynbgOoHINyBaHHS,
Hanpuknag, B3aemofielo i3 cynbdOoHINxnopnaamu.
KapboHoBi kncnotn, xnopuaum kapOGoHOBMX KUCMOT
abo cknagHi edbipu kapOOHOBUX KNCMNOT MOXYTb ByTH
yBefeHi npoueaypamu, onucainmum F. Santangelo, C.
Casagrande, G. Norcini, F. Gerli, Synth. Commun. 23
(1993) 2717; P. Beswick, C Greenwood, T. Mowlem,
G. Nechvatal, D. Widdowson, Tetrahedron 44 (1988)
7325; V. Collot, M. Schmitt, P. Marwah, J. Bourguig-
non, Heterocylces 51 (1999) 2823. lanorexHn abo
rigpoKcurpynu - 3a gornomorot Tpudnaty abo HoHa-
dnaty, abo nepBuHHI aMiHX - 3a JOMOMOrow iX Aia-
30Hi€BOI cori, abo Micns B3aeMONepeTBOpPeHHS Y Bia-
nosigHWN ctaHaH, abo BopoHOBa KMCnoTa, NPUCYTHS
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B a3aiHOOMbHI CTPYKTYpi, MOXYyTb OYTU NepeTBOpeEHi
B Pi3HOMaHITHI iHWi dyHKLiOHanbHI rpynu, Hanpu-
knag, -CN, -CFs, npocTi edipn, KACNOTW, CKNagHi
ecipn, amign, amiHu, ankinbHi abo apwunbHi rpynu,
ornocepeakoBaHi 3a JONOMOrol nepexigHMx mMmeTanis,
a came, kaTanisoM nanagiem abo Hikenem abo cons-
MU Migi W peareHTamu, Hanpuknag, 3a3HayeHuMu
Hwkve (F. Diederich, P. Stang, Metal-catalyzed
Cross-coupling Reactions, Wiley-VCH, 1998; abo M.
Seller, C. Bolm, Transition Metals for Organic Syn-
thesis, Wiley-VCH, 1998; J. Tsuji, Palladium Re-
agents i Catalysts, Wiley, 1996; J. Hartwig, Angew.
Chem. 110 (1998) 2154; B. Yang, S. Buchwald, J.
Organomet. Chem. 576 (1999) 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,
37 (1994), 4347; P. Lam, C Clark, S. Saubern, J. Ad-
ams, M. Winters, D. Chan, A. Combs, Tetrahedron
Lett., 39 (1998) 2941; D. Chan, K. Monaco, R. Wang,
M. Winters, Tetrahedron Lett. 39 (1998) 2933; V. Fa-
rina, V. Krishnamurthy, W. Scott, The Stille Reaction,
Wiley, 1994; A. Klaspars, X. Huang, S. Buchwald, J.
Am. Chem. Soc. 124 (2002) 7421; F. Kwong, A. Kla-
pars, S. Buchwald, Org. Lett. 4 (2002) 581; M Wolter,
G. Nordmann, G. Job, S. Buchwald, 4 (2002)973).

CknapgHoedipHi rpynu, NpucyTHi B a3aiHgonbHO-
My s4pi, MOXyTb OyTu rigponi3oBaHi y BiANOBIAHI Kap-
GOHOBI KMCNOTKU, siKi MicnNst akTMBaUii MOXyTb MOTIM
B3aEMOAIATM 3 aMmiHamy abo cnvpTamun B CTaHdapT-
Hux ymoBax. Kpim Toro, ui cknagHoedipHi abo kucno-
THi rpynun MoxyTb ByTy BigHOBNEHI y BigNOBigHI cnnp-
TV Pi3HOMaHITHAMW CTaH4ApPTHUMK Mpoueaypamu.
pynn npocToro edipy, NpUCYTHI B asaiHOONbHOMY
sa0pi, Hanpuknag, 6eHsunokcurpynu abo iHWwi nerko
po3LLennoBaHi rpyny npoctux edipis, MOXyTb poO3-
LennoBaTUCS AN ogepXXaHHs rigpokeurpyn, ski no-
TIM MOXYTb B3aEMOAIATU 3 Pi3HOMaHITHUMKW areHTa-
MW, Hanpuknag, areHtamu eTepudikadii  abo
aKTUBYIOUMMUN areHTamu, Wwo 3abesnevyloTb MOXNu-
BiCTb 3aMiLLeHHS rigpoKcurpyn iHwnmn rpynamu. [ py-
nn, WO MICTATb CiPKY, MOXYTb B3aEMOLIATU aHanoriy-
HUM YMHOM.

Y xofi cuHTesy Aana moaudikadii rpyn R* a6o
RS, npuegHaHnx 4o asaiHAoMbHOI KiNbLEeBOI cucTemu,
i3 3acTocyBaHHAM MeTOAOMOrii NapanenbHOro CUHTe-
3y, KpiM Pi3HOMaHITHUX peakuin, ayxe KOPUCHUM MO-
e ByTn kaTania cinnto nanagito abo migi. Taki peakuii
onucaHi, Hanpvknag, B F. Diederich, P. Stang, Metal-
catalyzed Cross-coupling Reactions, Wiley-VCH,
1998; abo M. Seller, C. Bolm, Transition Metals for
Organic Synthesis, Wiley-VCH, 1998; J. Tsuiji, Palla-
dium Reagents and Catalysts, Wiley, 1996; J. Hart-
wig, Angew. Chem. 110 (1998), 2154; B. Yang, S.
Buchwald, J. Organomet. Chem. 576 (1999) 125; P.
Lam, 3 Clark, S. Saubern, J.Adams, M. Winters, D.
Chan, A. Combs, Tetrahedron Lett. 39 (1998) 2941;
D.Chan, K. Monaco, R. Wang, M. Winters, Tetrahe-
dron Lett. 39 (1998) 2933; J. Wolfe, H. Tomori, J.
Sadight, J. Yin, S. Buchwald, J. Org. Chem. 65 (2000)
1158; V. Farina, V. Krishnamurthy, W. Scott, The
Stille Reaction, Wiley, 1994; A. Klaspars, X. Huang,
S. Buchwald, J. Am. Chem. Soc. 124 (2002) 7421; F.
Kwong, A. Klapars, S. Buchwald, Org. Lett. 4 (2002)
581; M. Wolter, G. Nordmann, G. Job, S. Buchwald, 4
(2002) 973).
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ParHiwe 3ragaHi peakuii 4ns nepeTBopeHHs PyH-
KUiOHaNbHUX rpyn, KpiM TOro, Yy UifioMy, BUHSITKOBO
onucaHi B NopagHuKax Mo opraHiyvHin ximii, nogibHmx
M. Smith, J. March, March's Advanced Organic
Chemistry, Wiley-VCH, 2001 i B nigpy4Hukax, nogi6-
Hux Houben-Weyl, "Methoden der Organischen Che-
mie" (Methods of Organic Chemistry), Georg Thieme
Verlag, Stuttgart, Germany, abo "Organic Reactions",
John Wiley & Sons, New York, abo R. C Larock,
"Comprehensive Organic Transformations", Wiley-
VCH, 2" ed (1999), B. Trost, |. Fleming (eds) Com-
prehensive Heterocyclic Chemistry Il, Elsevier Sci-
ence, 1996), y Skux MOXHa 3HaWTK AeTani no peakLi-
AX | niTepaTypHi nepwopxepena. Yepes Te, WO B
JaHoMy BMNaaKy gyHKUioHanbHi rpynu npuegHaHi oo
a3aiHOoMbLHOI CUCTEMU, Y MEBHUX BUMagKax MoXxe
cTat HeobxigHUM crieuianbHe NPUCTOCYBaHHA YMOB
B3aemogii abo BMbpaTu cneundiyHi peareHTn 3 pis-
HOMaHITHUX peareHTiB, siki MOXyTb BUKOPUCTOBYBAaTU-
Csl Npu1 peakLii NepeTBopeHHsi, abo BXUTK cnewumdiy-
HUX  3axodiB ans [OCSATHEHHS! HaxaHoro
nepeTBOPEHHS, Hanpuknag, BUMKOPUCTaHHA METOAMK
3axucHux rpyn. OgHak BUSIBNEHHSA MiAXOAALmMX Bapi-
aHTiB B3aEMOZIii M YMOB peakLii B TakMx BUnagKax He
BMKIMKaE Hisiknx npobnem ans dhaxisus B AaHin rany-
3i.

CTPYKTYpHi enemMeHTn, NPUCYTHI y 3anuwkax y
NOmoXeHHi 1 a3a|H,qoanoro Kinbusa B cnonykax dgop-
mynu |, i B rpyni COR?, NPUCYTHBOI B MOMNOXEHHI 2
i/abo B monoxeHHi 3 a3aiHOOMBHOrO KinbLs, MOXHA
BBECTU Y BUXiAHEe asaiHOoNbHEe MoxigHe, sike MOXHa
ogepxaTtu, fK 3a3HayeHo BuLUe, MOCMILOBHUMU CTa-
JisiMu B3aemofii 3 BUKOPUCTaAHHAM METOLOMOriA CUH-
Tesy, NoaidbHUX 4O METOAOSOrIN, ONMCaHMX HUXKYe, 3
BUKOPUCTaHHSIM Mpouenyp, siki cami no cobi gobpe
Bigomi cpaxiBueBi B faHin ranysi.

Banuwkn R, axi MoxHa BBecTn y copmyny 29,
Hanpwvkniag, KOHAeHcauielo BianoBigHOI Kap60H0|30|
Kncrnotn oopmynu 29 cnonykoro cbopmynm HR®, T06-
70 amiHom copmynn HN(R')R?-V-G-M ansi opep-
XaHHsa cnonykn dopmynu 30. OgepxaHa B Takui
cnoci6 cnonyka dgopmynm 30 Moxe Bxe MicTuTh Ga-
XaHi KiHueBi rpynu, T06To rpynu R i R54 MOXYTb 5iB-
nsitv co6oto rpynm -N(RYR?*V-G-M i R°-Q-, sik Bu3Ha-
YyeHo y dopmyni |, abo HeoboB'A3kOBO B CromyLl
opmynun 30, ofepxaHiii B Takui cn00|6 notim 3a-
ok a6o sanmwkn R¥ i sanmilok R nepeTBopto-
toTbes BignosigHo B sanuwkn N(R')R%-V-G-M i R%-Q-
Ans ogepxxaHHs 6axaHoi cnonyku dopmynu |

RQ-
@l_](ﬁ_ LGN @—l(ﬂ_
N R 8~ chopmyna |
&GQ R“

29 30

TaKVIM YMHOM, 3anULLKN R¥i BiAMOBIAHO 3aNULLKN
R" i R®-V-G-M, W0 MICTSTbCA B HUX, MO)KyTb MaTI/I

npeacTaBneHi BULLLE NO3HaueHHs, BignoaigHo, R' i R*-
V-G-M a60 Ha [oJatok A0 3anuuikiB oyHKLiOHambHI
rpynu R" i R-V-G-M MOXYTb TakoX OyTu NpUCyTHIMK
y dopmi rpyn, siKi MOXyTb Hapgani TpaHcdopmyBaTHcH
B KiHLEeBi rpynu R'i R%-V-G-M, To6To PyHKUiOHamMbHI
rpynn MoxyTb OyTu npucyTHiMmM y dopmi  rpyn-
nonepegHukiB abo NoxigHWX, Hanpwknag, y 3axviie-
Hi chopmi. Y xofi ogepxaHHa crnonyk dopmynu |y
uinomy Moxe 6yTn nepeBaxHo abo HeobXigHO BBECTH
dyHKLiOHanbHi rpynu, siki BigHOBMOOTL abo 3anobi-
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raloTe HebaxaHum B3aemogisiMm abo nobiyHuM peak-
LisM Ha BignoBigHIN cTafil cuHTesy, y dopmi rpyn-
nonepeaHuKiB, siKi NisHiLLe NepeTBOPOTLCA B OaxaHi
dyHKLioOHanbHi rpynu, abo Ans Tum4acoBoro Groky-
BaHHA (YHKLiOHaNbHWX Fpyn cTpaTerietd 3aXMCHUX
rpyn, npugaTHux Ans npobnemu cuHtesy. Taki cTpa-
Terii gobpe Bigomi chaxiBuam y aaHii obnacti (ams.,
Hanpuknag, Greene and Wuts, Protective Groups in
Organic Synthesis, Wiley, 1991, abo P. Kocienski,
Protecting groups, Thieme 1994). Ak npuknaam rpyn-
nonepeaHvKiB, MOXXHa 3ragaTty LiaHorpynu i Hitporpy-
nu. LliaHorpynn moxyTb Ha GinbLu nisHin ctagii 0ytu
nepeTBopeHi B MOXiaHi kapboHoBMX kucnoT abo Biag-
HOBJIIEHHSAM B aMiHOMETUIbHI rpynu, abo HiTporpynu,
AKi MOXyTb OyTU TpaHCOPMOBaHiI BiJHOBIEHHSIM,
noAibHMM KaTaniTudHIlA rigporeHisadii B amiHOrpynu.
3axuCHi rpynn MOXyTb TakoX MaTu 3Ha4YeHHs1 TBepaoi
dasu, i poswenneHHs i3 TBepaol hasn o3Havae Bu-
OarneHHs 3axMcHOI rpynu. BUKOpUCTaHHS Takux meTo-
OvK Bigomo daxiBusam y AaHin obnacti (Burgess K
(Ewd.) Solid Phase Organic Synthesis, New York;
Wiley, 2000). Hanpwuknag, dpeHonbHa rigpokcurpyna
Moxe OyTu npuegHaHa OO TPUTUANONICTUPOSLHOI
CMOnNW, WO BUCTYNaE sk 3axucHa rpyna, i Monekyna
BigLLlennoeTbes Big Uiei cMonu obpobkoto TFA (Tpu-
(PTOPOLTOBOK KUCMOTO) Ha GinbLu Ni3Hi cTagii cuH-
Tesy.

3anumuwok R* y cronykax copmyn 29 i 30 moxe
osHauaTu rpyny -Q-R’, sik BU3HAYEHO BuWlLE, siKa B
OCTaTO4YHOMY MiACYMKY MOBWHHA OYTW MPUCYTHBLOKO Y
GakaHin Monekyni-miweHi coopmynu |, abo BiH Moxe
o3HauaTtu rpyny, Lo MOXe 6yTVI Hagani TpaHcdop-
moBaHa B rpyny -Q-R’,  wHanpuknag, rpyny-
nonepegHuuio abo noxigHe rpynu -Q-R°, y sikin yH-
L})IOHaJ'IbHI rpynv NpUCYTHi B 3axuLueHii dopmi, abo

MOXe O3HayaTu aToM BOAHI abo 3axucHy rpyny
Ans atoma asoTy asaiH4OoMbHOro Kinbus. AHamnoriy-
HUM YmHoM, 3anuwkn R* i R y cdopmynax 29 i 30
MaloTb BiAMOBIOHI BU3HaueHHs R® y copmyni |, sk
BM3HAYeHO BWLUe, OOHaK, ANA CUHTEe3y cnomyk dop-
Mynu | Ui 3anNULKN TakoX MOXYTb Y NpuHUMMi 6yTn
MPUCYTHIMK Ha CTagil KoHAeHcaLil crnonyku chopmysmn
29 i3 cnonykoto popmynu HR”, gatoum cnonyky gop-
myrn 30 y dopmMi rpyn-nonepeaHuub abo B 3axuile-
Hit chopmMi.

3anmuwkn R* y cnonykax cdopmynu 29, ski mMo-
XyTb 6yTU ogHakoBMMM abo Pi3HNUMKM, MOXYTb SIBNATH
coboto, Hanp|/||<J'|a,t:|15 rigpokcn abo (C4-Cg)-ankokew,
To6TO rpynn COR™, mpucyTHi y cnonykax dopmynu
29, MOXyTb sIBNSATU coOoto, Hanpwknag, BiNbHi Kap-
6GoHOBI kKMcnoTK abo ix cknagHi edipu, nodibHi ckna-
BHUM -ankinosum edipam, AKUMU MOXYTb 6¥TVI rpynu
COR® y crionykax copmynu |. Fpynu COR>® moxyTb
TaKoX SBAATM cobol Oyab-sike iHWeE akTMBOBaHe
noxiaHe kapboOHOBOI KMCMNOTW, WO 3abe3nevye MOX-
NUBICTb YTBOPEHHS1 amigdy, YTBOPEHHS CKiagHoro
ecdipy abo YTBOPEHHS cknadHoro Tioegipy i3 cnony-
KO hopmMynu HR®. pyna COR MoXe Takox SBnsiTU
coboto, Hanpuknag, Xnopua KUCNOTWU, aKTUBOBAaHWN
ckrnagHuin edpip, nNoAibHWMI 3amilileHoOMy CKnagHoOMy
deHinoBomy ecbipy, asonig, nogibHui imigasoniay,
a3ug abo 3MillaHui aHrigpua, Hanpuknag, 3MillaHui
aHrigpua 3i cknagHum edipom kapboHOBOI KMCNOTU
abo i3 cynbhOHOBOK KUCMOTOW, A€ BCi NOXiaHI MOX-
Ha ogepxXaTtu 3 KapbOHOBOI KMCMOTUM CTaHAAPTHUMMU
npouenypamu, i BOHA MOXYTb B3aEMOAIATA 3 aMiHOM,
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cnvpToM abo mepkanTaHom dopMynm HR® y CTaHga-
pTHMX ymoBax. [pyny Kap60H0|30| kucnotn COOH,
sika siBnsie coBoto COR™ y cronyui 29, MoxHa ofep-
XaTw, Hanpuknag, i3 rpynu cknagHoro edipy, BBee-
HOT B a3aiHOoMNbHY cUCTeMY Mid Yac CUHTe3y asaiHado-
ny, cTaHgapTHUMKM Npoueaypamu rigponiay.

Crionykn coopmyru |, y sikux rpyna COR® siensie
coboto rpyny cknagHoro edipy, MoXHa TaKoX oAep-
xatu i3 cnonyk dopmynu 29, y sKkux COR® sgnisie
coboto rpyny kapboHOBOI KMCMOTKW, 3BUHANHUMK pea-
Kuisimm eTepudpikadii, nogibHumun, Hanpuknag, B3ae-
MoZii KMCNOTU 3i CNUPTOM B YMOBaX KWUCIOTHOIO Ka-
Tanisy, abo ankinyBaHHO cori kKapboHOBOI KUCNOTK 3
enekTpoginom, nodibHum  ankinranoreHigy, abo
TpaHceTepudikauieto 3 iHLWOoro CKNnaaHoro edipy.
Cnonykn copmynm |, y sikini rpyna COR® siensie co-
6oto amigHy rpyny, MoxHa oge KaT 3 amiHiB i cno-
nyk dopmynm 29, y sikux COR™ sinisie coGoto rpyny
kapboHoBoi kucrnotn abo ii cknagHun edip, 3BM4an-
HUMKW peakuismn amiHyBaHHs. 3okpema, Ans onep-
XaHHA amigiB cnonyku doopmynu 29, e COR® snsie
coboto rpyny kapboHOBOi KMCNOTU, MOXYTb OYTU KOH-
OEeHCOBaHi B CTaHAapTHMX ymosax i3 cnonykamu ¢o-
pmynu HR?, siki siBnsitoTe cobolo aMmiHK, 3a AOMOMO-
roto 3BUYANHNX peareHTiB cnonyku,
BMKOPWUCTOBYBaHMX y MENTUAHOMY CUHTES3I. Taki pea-
reHTW CNOMyKX ABMsOTL coboto, Hanpwkniad, kapbogi-
imign, nopibHi  avumknorekcunkapbogiimigy (DCC)
abo giisonponinkap6ogiimiay, kapboHingiasonu, nogi-
6Hi kapboHingiimigasony (CDI) i aHanoriyHMM peareH-
Tam, nponindgocdoHoBUI aHrigpua, TeTpadTopbopat
O-((uiaHo(eTokcHKapOOHIN)METUIEH)aMiHO)-
N,N,N',N'-tetpametunyponito (TOTU), agietundoc-
dopunuiaHig (DEPC) abo xnopug 6ic-(2-okco-3-
okcasoniguHin)docdopuny (BOP-CI) i 6araTto iHLwux.

Akwo sammwok -Q-R’, NPUCYTHIN B asaiHgoni
dopmynu |, abo 3anumwiok R*, NPUCYTHIN B asaiHgoni
dopmynu 29, abo 3anuLuok, y FlKOMy (bQ/HKLI,IOHaJ'IbHI
rpynu BcepeauHi 3anuiuky -Q-R° a6o R npucyTHi B
3axuLleHi dopmi abo y dopmi rpynu-nonepegHuui,
He Oynu yBeaeHi nig Yac nonepenHbOI cTagji, Hanpu-
Knag, nig 4ac cuHTesy asaiHOonbHoro sgpa, To Ui
3anuvLKM MOXYTb, Hanpuknag, 6yTu BeedeHi B nono-
XeHHA 1 asaiHgonbHOI CUCTEMU 3BUYAWMHMMK OMnuca-
HUMKM B NiTepaTypi npouedypamu, nobpe BigomMumMu
caxiBuesi B ranysi N-ankinyBaHHs, BiQHOBHOro ami-
HyBaHHsi, N-apunysaHHs, N-auunioBaHHs abo N-
Cynb(OHiNyBaHHS KinbLeBUX aTOMIB a30Ty retepouu-
knis. BuxigHe asaiHOonbHe noxigHe, KOTpe BapTo
BUKOpPUCTaATW B Taki peakLuil, Hece aToM BOAHIO B
nonoxeHHi 1. N-ankinyBaHHs KinbLLeBOro atoma a3oty
MOXHa, Hanpuknag, BUKOHaTW B CTaHOapTHWX YMO-
BaX, NepPeBaXHO, Yy MPUCYTHOCTI OCHOBM, BMKOPUCTO-
BYIOYM arki nylody cnonyky copmyrm LG-Q-R° a6o
copmynn R*-LG, e atom y rpyni Q a6o B rpyni R*
nos'si3aHoi i3 rpynoto LG, y upomy Bunagky HBJ'IHC
coboto anichaTu4HMIA aToM BYITEL0 arnkinbHOI YacTu-
HW, a LG aBnsie coboto BigxigHy rpyny, Hanpuknag,
ranoreH, nogibHun oo xnopy, 6pomy abo noay, abo
CYNbMOHINOKCUrpymny, NOZiGHY TO3UINOKCK, ME3UIOKCU
abo TpudTopmeTuncynbgoHinokcn. LG moxe, Ha-
npuknag, TakoK SBNSATM coboto rgpokeurpyny, siky
Ons OOCSArHEeHHs1 peakuil  ankinyBaHHA akTUBYIOTb
3BMYAMHUM aKTUBYIOUMM areHToMm. [1ns opepkaHHs
crnonyk, y sikmx A aBnsie coboro npsAMui 3B'A30K, i
apomMaTuyHa rpyna npsMo 3B's3aHa 3 NOnoXeHHsAM 1
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a3aiHgomMbHOI CUCTEMU, MOXYTb BMKOPMCTOBYBAaTUCA
3BUYaNHi Npoueaypu apvnyBaHHs. Hanpuknag, apu-
ndpropuam, nogibHi dhTopdbeHsoaTam ankiny n mMeTurn-
cynboHam 4-pTopdeHiny, MOXXHa BUKOpUCTaATU SK
apunytodi areHTW. Taki npouecu onucani, Hanpuknag,
S. Stabler, Jahangir, Synth. Commun. 24 (1994) 123;
I. Khanna, R. Weier, Y. Yu, X. Xu. F. Koszyk, J. Med.
Chem. 40 (1997) 1634. AnbTepHaTUBHO, LUMPOKA
Pi3HOMaHITHICTb 3aMilLleHMX apunroauais, apunopo-
MigiB abo apunTpudnaTiB MOXyTb CNYXWUTU SIK apu-
Nylodi areHTn y NonoxeHHi 1 asaiHgonbHOI cuctemu
npv peakuii, onocepeakoBaHoi cinno migi abo nana-
Jiem BignosigHo oo R. Sarges, H. Howard, K. Ake, A.
Weissmann, J. Med. Chem, 32 (1989) 437; P.
Unatgst, D. Connor, R. Stabler, R. Weikert, J. Hetero-
cycl. Chem, 24 (1987) 811; G. Tokmakov, I.
Grandberg, Tetrahedron 51 (1995) 2091; D. Old, M.
Harris, S. Buchwald, Org. Lett. 2 (2000) 1403, G.
Mann, J. Hartwig, M. Driver, C Fernandez-Rivas, J.
Am. Chem. Soc. 120 (1998) 827; J. Hartwig, M. Ka-
watsura, S. Hauk, K. Shaughnessy, L J. Org. Chem.
64 (1999) 5575. binblue TOro, Taki peakuii apunyBaH-
HA MOXYTb 3[iNCHIOBATUCA B3AEMOZIEI0 LLUMPOKOro
AdianasoHy 3amilleHnx apunbopoHOBMX KWUCMOT, $K
npogemoHcTpoBaHo, Hanpuknag, W. Mederski, M.
Lefort, M. Germann, D. Kux, Tetrahedron 55 (1999)
12757.

Y xopgji cuHTe3y B Haratbox Bunagkax moxe OyTu
CcnpuATIMBUM abo HaBiTb BMMaratucsi BUKOPWUCTaHHS
MiKPOXBMMbOBOIO CMPWUSIHHS ANS NMPUCKOPEHHS, nore-
rleHHs abo 3abe3nevYeHHs MOXIMBOCTI B3aEMOAIN.
Oesiki peakuii, Hanpuknag, onucati J. L. Krstenansky,
I. Cotteril, Curr: Opin. Drug. Disc. & Development,
4(2000), 454; P. Lidstrom, J. Tierney, B. Wathey, J.
Westman, Tetrahedron, 57(2001), 9225; M. Larhed,
A. Hallberg, Drug Discovery Today, 8 (2001) 406; S.
Caddick, Tetrahedron, 51 (1995) 10403.

MepeBaxHi cnocobw BkMoYaloTb, ane He obme-
XylTbCs HUMU, cnocobu, onucaHi B npuknagax. Cno-
NyKA [aHoro BMHaxody siBNsOTb cob6owo iHribiTopn
cepuHnNpoTeasun, Ski iHrbyTb aKTUBHICTb (DEPMEHT-
HUX paKTOpiB 3ropTaHHs KpoBi - dhakTopa Xa n/abo
daktopa VII. 3okpema, BOHM ABNSAIOTL COOOK BUCO-
KOaKTMBHI iHribiTopu daktopa Xa. BoHu sBnswTb
coboto crneundivHi iHriGiTopn cepuHnpoTeasu, MOKU
BOHMW iCTOTHO He iHribYyTh aKTUBHICTb iHLIMX NpoTeas,
iHridyBaHHs siknx HebaxaHe. AKTUBHICTb cnonyk ¢o-
pmynu | MOXHa BM3HAYMTW, HanNpuKnag, B aHanisax,
ONMMUCaHUX HMXk4e, abo B iHWWX aHanisax, BiAOMUX
daxiBUaAM y OaHin ranysi. Y BigHOLUEHHi iHriOyBaHHsI
hakTopa Xa, Kpawumi BapiaHT 34iIMCHEHHS BUHaxody
BKIIOMAE CMONyku, siki MatoTb Ki<1mM gns iHribysaH-
Hs pakTopa Xa, 3a 4aHUMMK BU3HAYEHHS B ONMCaHOMY
HWXK4e aHanisi i3 cynyTHiM iHribyBaHHAM dhakTopa Vila
abo 6e3 iHribyBaHHs, i AKi NnepeBaXHO MO CyTi He iHri-
OyloTb aKTMBHICTb iHWMX NpoTeas, Wwo 6epyTb y4acTb
y 3ropTanHi i pibpuHoni3i, iHribyBaHHA sKUX Hebaxa-
He (3 BMKOPWCTaHHSAM TaKoi >X KOHLeHTpaLii iHribiTo-
py). Crnonyku BuHaxogy iHribyoTb KaTanitmyHy akTu-
BHICTb chakTopa Xa abo npsMo, y Mexax KOMMIIEKCY
npoTpomGiHasu, abo y BUrMsAi po34MHHOI cy6oanHu-
Ui, abo nobiyHo iHribyBaHHAM 360pkK hakTopa Xa B
KOMMIeKC NpoTpoMbiHasu.

Ak iHribiTopyn daktopa Xa w/abo daktopa Vlla,
cnonyku dpopmynu | i ix pisionoriyHo NPUAHATHI coni,
i iX Nponikv B UinomMy npuaaTHi Ang nikyBaHHSA 1 Npo-
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piNakTUKM CTaHiB, NpU SIKUX aKTUBHICTb pakTopa Xa
n/abo daktopa Vlla Bigirpae ponb abo mae Hebaxa-
HUIA CTYyNiHb, ab0 Ha AKi MOXe BNNUBATW iHrOyBaHHS
daktopa Xa wabo daktopa Vlla abo 3HWKEHHs iX
aKTMBHOCTI, abo ans 3anobiraHHsA, nonerweHHs abo
niKyBaHHA sikmx nikap 6axae iHribyBatn caktop Xa
n/abo cpaktop Vlla abo 3HM3NTK iX akTMBHICTb. Ocki-
nbkn iHribyBaHHA dakTopa Xa n/abo dakrtopa Vlla
BMNMBa€E Ha 3ropTaHHs KpoBi 1 hibpmHOni3, cnonyku
copmynu | i ix igionorivHo NPURHATHI coni, i iX npo-
NikM B UiNOMy MigXoAAaTb AN 3HWKEHHSA 3ropTaHHs
KpoBi, abo AN NiKyBaHHS W NpPOMINakTvkM CTaHiIB,
npun SKNX akTUBHICTb dakTopa Xa w/abo daktopa Vlla
Bigirpae ponb abo mae HebaxaHui CTyniHb, abo Ha
AKi MOXXe BNMMBaTW 3HWKEHHS 3ropTyBaHOCTI KpOBi,
abo gna 3anobiraHHsA, noneriweHHs abo nikyBaHHS
AKMX Nikap 6axae 3HU3NTW aKTUBHICTb CUCTEMU 3rop-
TaHHA KpoBi. TakMM YnHOM, cneundiyHUM NnpegMeTom
AaHOro BMHaxody € 3HWxeHHs abo iHribyBaHs Heba-
XaHOro 3ropTaHHs KpoBi, 30KpeMa B iHOMBIOYyMa,
BBEeOEHHAM eeKTUBHOI KiNbKOCTi Cnonyku dopmynm
| abo i hizionoriyHo NPUUHATHOT coni abo nponikis, a
Takox Ti hapmaLeBTUYHUX NpenaparTis.

JaHuin BYHaxig TakoX HanexmTb OO0 cnonyk ¢o-
pmynu | i ix disionoriyHo NpUAHATHUX conen i/abo go
X nponikiB Ans 3acTocyBaHHA K dhapMaLeBTUYHUX
3acobiB (abo nikapcbkux 3acobiB), 4O 3aCTOCYBaHHsI
cnonyk copmynu | i ix ¢i3ionoriyHo NPUNHATHUX CO-
nen i/abo ix nponikis Ans BMpobHuUTBa hapmaues-
TUYHMX 3acobiB Ans iHribyBaHHa dakTopa Xa W/abo
dakTopa Vlla abo ans BNNMBY Ha 3ropTaHHs KPOBI,
3anarnbHy peakuito abo ¢ibpuHonia abo ana nikyBaH-
HS abo mpodinakTuky 3a3HayveHnx Bue abo Huxue
3axBOploBaHb, Hanmpuknag, Ans BMpoOHMUTBa dap-
MaLeBTMYHUX 3acobiB ANs nikyBaHHSA 1 NpodinakTukm
CepueBO-CYONHHMX  posnagiB, TpomboeMBomiuHMX
3axBoptoBaHb abo pecTeHo3iB. BuHaxig Takox Hane-
XUTb OO0 3acTocyBaHHA crnonyk copmynu | i ix disio-
NOri4YHO MPUAHATHUX conen i/abo ix nponikiB ANs iHri-
6yBaHHA hakTopa Xa wabo daktopa Vlla abo ans
BMIMBY Ha 3ropTaHHsi KpoBi abo ¢ibpuHonia abo ans
nikyBaHHa abo npodinakTukn 3asHaveHux BuLle abo
HWXYe 3aXBOpIOBaHb, Hanpuknag, Ans 3aCTOCyBaHHS
npu nikyBaHHi M npoinakTuui cepueBo-CyaMHHUX
po3nagie, TpoMboeMboniyHMX 3axBoproBaHb abo pe-
CTEHO03IB i 0O cnocobiB NiKyBaHHS, HaMpaBreHUX Ha
TakKi Uini, BKMOYaw4dmn cnocobun 3asHayeHux BuAiB ni-
KyBaHHS 1 npodinakTukn. JaHni BuHaxia TakoX Ha-
nexuTb Ao dapMaueBTMYHUX npenapaTiB (abo dap-
MaLEBTUYHUX KOMMO3WLIiN), AKi MICTATb edEKTUBHY
KifnbKiCTb LLOHanMeHLwe oaHoi cnonyku oopmynu | i 1i
i3ionoriyHo NPURHATHKX cornen i/abo i nponiki Ha
[0[aToK A0 3BUYaiHOro hapmaueBTUYHO NPUAHSTHO-
ro Hocisi, To6To ogHoro abo gekinbkox chapmaleBTu-
YHO MPUNHATHUX PEYOBUH-HOCIIB abo ekcumnieHTiB
i/abo ponomixxHMx pe4oBrH abo [0OaBOK.

BuHaxif TakoX CTOCYETbCA NiKyBaHHA NaTonoriv-
HWUX CTaHiB, TakuX SIK aHomaribHe hOpMyBaHHS TPOM-
Oy, roctpun iHapKT Miokapaa, HectabinbHa CTeHo-
Kapgisi, Tpomboembonis, rocTtpa OKmM3ia CyauH,
nos'si3aHa i3 TpoMboniTMYHO Tepanieto abo YepesLu-
KipHOIO TpaHCMIOMIHaNBLHOK KOPOHAPHOW aHrionnac-
Tukoto (PTCA), TpaH3UTOpHI ilwemidyHi Hanagu, iH-
CynbT, NepemixxHa KynbrasiCTb abo aopTOKOpPOHapHe
LUYHTYBaHHS KOpOHapHUX abo nepudepuyHux aprte-
pifi, 3BY)XXKEHHSA NPOCBITY CyOuH, pecTeHOo3 nicns Kopo-
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HapHoi abo BEHO3HOi aHrionnacTykK, NigTPMMKa Mnpo-
XiOHOCTI CYAWMHHOrO AOCTyny B NauieHTiB, Lo
OAepXyloTb TpUBaNuUi remogiania, NaTtonoriyHe yTeo-
peHHs Tpomby, WO BiAOYBaETbCA Yy BEHax HUXHIX
KiHUIBOK, nicns onepauin Ha 4YepeBHIN MOPOXHUHI,
KoniHHoMy abo TasocTerHoBoMy cyrnobi, pu3nk
Tpomboembonii nereHeBoi apTepii abo gucemiHoBaHa
CUCTEMHa BHYTPIWHbOCYAMHHA KoarynonaTis, Lo
BUHWKAE B CYAWMHHIA cucTemi, nig 4Yac CenTU4HOro
LLIOKY, MeBHMX BipyCHUX iHdeKLisx abo paky. Crnonyku
AaHOro BMHaxody MOXHa TaKoX 3acTOCOBYBaTW A
3HWXEHHS1 3ananbHoi peakuii. MNpuknagamu KoHKpeT-
HUX po3nagiB, Ans NikyBaHHA abo NPoiNakTUKM AKUX
MOXHa 3acTocoByBaTW cronyku cpopmymm |, € kopo-
HapHa xBopoba cepus, iHdapKT Miokapaa, CTEHOKap-
[is, CyOUHHUIA pecTeHOo3, Hanpuknaa, pecteHos nicns
aHrionnacTuku, nogibHoi PTCA, pecnipaTtopHuin guc-
Tpec-CMHAPOM Aopocnux, 6arato opraHHa HegocTaT-
HiCTb | po3nag y BUMsA4i ANCEMIHOBAHOMO BHYTPILL-
HbOCYAMHHOrO 3ropTaHHs. Mpuknagamu ycknagHeHb,
Lo cToCyloTbCA Mpobremu, MoB'A3aHUX 3 onepauis-
MW, € TPOMB03K, NoAiIOHI 4O TPOMBO3Y rMNBOKNX BEH i
NPOKCMManbHUX BEH, LLIO MOXe BUHWKHYTW Micns one-
pauii.

Cnonyku copmynm | i iX isionoriyHo NPUAHATHI
coni i IX Nponikyn MOXXHa BBOAWUTU TBapuHaMm, nepesa-
XHO, ccaBLeM, i, 30kpema noasam, y surnagi papma-
LEBTUYHMX 3acobiB Ansa nikyBaHHA abo npodinaktu-
KW. X MOXXHa BBOAUTM OKpeMO abo B Cymillax OfHOro
3 ogHMM abo y dopMmi hapMaLeBTUHHUX NpenaparTis,
Ak 3abe3nevyloTb MOXNMBICTb eHTepanbHoro abo
napeHTepanbHOro BBEAEHHS.

dapmMaueBTUYHi 3acobu MOXHa BBOAUTU Nepo-
panbHo, Hanpuknag, y dopmi nirynok, TabneTtok, na-
KOBaHWX TabneTok, NokpuTux Tabnetok, rpaHyn, Tee-
paux i M'SKMX KenaTMHOBMX Karcyr, pPO34MHIB,
cuponiB, eMyrbCIiiA, CycrneHsin abo aepo30nbHUX Cy-
miwen. OgHak BBEAEHHS MOXHa MPOBOAMTM pekTa-
NbHO, Hanpuvknag, y dopmi cynoantopii, abo napeH-
TeparnbHo, Hanpuknag, BHYTPILLHBbOBEHHO,
BHYTPIiLLHBbOM'A30B0 abo nigwkipHo, y hopmMi po3unHiB
ans iH'ekuin abo po3yMHiB NS BNMBaHb, MiKpokar-
cyn, imnnaHTaTtiB abo cTpuxHiB, abo YpesLukipHO abo
MicLueBo, Hanpuknag, y dopMi Masen, po3yuHiB abo
HaCcTOMOK, abo iHWWMK Wnsixamu, Hanpuknag, y ¢o-
pMi aepo3oniB abo HasanbHMX CnpeiB.

dapmaLeBTUYHI NpenapaTtu BiANoBIiAHO A0 BUHa-
X0o4y OOEPXYHTb crnocoboM, BifoMUM cam Mo cobi, i
3HarioMum chaxiBueBi B AaHin obnacti, ae dapmade-
BTUYHO NPUNHATHI iHEPTHI HeopraHiyHi 1/abo opraHiy-
Hi HOCIT BMKOPUCTOBYIOTLCA Ha A0OATOK A0 CrOSyKu
(cnonyk) copmynu | i/abo ii (ix) dpapmaueBTU4HO
NPURHATHKX conen i/abo ii (ix) nponikis. Ona Bupo6-
HWUUTBA Nirynok, TabneTok, MOKPUTUX TabneTok i TBe-
paMX XenaTUHOBKX Kamncyn MOXHa BMKOPUCTAaTW, Ha-
npuknag, nakTosy, KyKypyassHui kpoxmanbs abo noro
noxigHi, Tanbk, cTeapuHOBY kucnoTy abo ii coni v T.4.
Hocii ana m'akux xxenaTtMHOBMUX Kancyn i cynosuTopiis
ABMATL CODOI0, HaNpuKnag, Xupw, BOCKW, HaniBTBe-
pai v pigki nonionu, npupogHi abo oTeepaini macna 1
T.0. MNpuaaTHi HociT ons BMPOOHULTBA PO34MHIB, Ha-
npuknag, po3yvHiB Ans iH'ekuii, abo emynbcin abo
cuponis, ABAsOTL coboto, Hanpvknag, Bogy, COMbo-
BUA PO34MH, CIUPTW, FAiLEepuH, nonionu, caxapoasy,
iHBEpTOBaHWI LyKOp, FMOKO3Yy, POCNUHHI Macrna 1 T.4.
MpupatHi Hocii gns mikpokancyn, iMnnaHTaTie abo
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CTPWXHIB SIBNSAIOTL cobO00, Hanpuknag, cnisnonimepu
rMiKoneBoi KUCNOTM M MOMOYHOI Kucnotn. Papmaues-
TUYHI Npenapatn 3BMYaAMHO MICTATb MPUONM3HO BIA
0,5% £o 90% mac. cnonyk dopmynu | i/abo ix disio-
NOriYHO MPUMAHATHUX coneWn i/abo ix nponikiB. Kinb-
KiCTb aKTMBHOTO iHrpegieHTa dopmynum | i/abo 1oro
i3ionoriyHO NPUAHATHUX conen i/abo noro Nponikie y
dapmaLeBTUYHUX MpenapaTtax 3BMYalHO CTaHOBUTb
Big npubnusHo 0,5mr go npubnuaHo 1000mr, nepe-
Ba>)KHO Big NpnbnunaHo 1mr go npubnuaHo 500mr.

Ha gopatok Ao akTMBHUX iHrpeaieHTiB doopmynu |
i/abo ix gizionoriyHo NPUAHATHUX conen i/abo ix npo-
NiKiB i 4O pe4YOoBUH-HOCITB, hapMaLEeBTUYHI NpenapaTu
MOXYTb MICTUTU fobaBKW, Taki siK, HanNpuknag, Hamo-
BHIOBaYi, po3nyLlyBadi, 3B's3yBarbHi pe4OBUHU, 3Ma-
3yBarbHi PEYOBUHW, 3MOYyBarnbHi areHTu, crabiniza-
TOpW, EMYNbraTopy, KOHCEPBaHTW, NiSCONOLKYBarbHi
pe4yoBuHM, OapBHWKKW, apomaTU3aTopu, 3aryCHUKM,
po3pimkyBadi, 6ydepHi pevyoBUHU, PO3YMHHUKMK, CO-
nobinisaTtopu, areHT AN OOCATHEHHS 4eno edekTy,
coni Ans 3MiHW OCMOTWYHOIO TUCKY, LUO MOKPUBHI
areHTM abo aHTuoKcupgaHTU. BoHM MOXYTb Takox
MicTuTn 2 abo Ginbwe cnonyk cpopmymm | i/abo ix
hizionoriyHO NPUNHATHI coni, /abo ix nponikn. Y Bu-
nagky, konu cpapMaueBTU4HMI npenapaTt MiCTUTb 2
abo Ginblwe cnonyk cdopmynu |, BUGip okpemux cro-
nyK Moxe 6yTn HauineHuin Ha KOHKPETHUI 3aranbHUi
cthapmakonoriyHui npodinb apmaueBTU4HOIO npe-
napaty. Hanpvknag, BUCOKOaKTUBHY cnomnyky 3 6inbLu
KOPOTKOI TpMBanicTio Aji MoxHa o6'egHaTh 3i cnony-
KO TpuBanoi Aii 3 6inbLu HU3BKOK aKTUBHICTHO. [HyY-
KiCTb, LLO AONyckaeTbCs BiGHOCHO BMOOPY 3aMiCHUKIB
cnonyk dopmynu |, 3abe3neyye MOXNMBICTb 3HA4YHO-
ro KOHTpono GionoriyHmx i pismko-xiMmiyHMX BracTu-
BOCTeN CMOMyK i, TakKuMm YMHOM, 3abesnevye MoXnu-
BiCTb BMOOpY Takux GaxkaHux cronyk. Kpim Toro, Ha
[oJaTokK LWoHaMeHLe A0 OAHOI cnonyku copmynu |
i/abo ii gisionoriyHo NpUHATHOI coni, W/abo ii nponi-
KiB, hbapMaLeBTUYHI NpenapaTt MOXYTb TakoX MiCTU-
™M oAguH abo pfekinbka iHWWX TepaneBTUYHO abo
npoinakTMYHO akTUBHUX iHrpedieHTiB. Mpu BUKOpUC-
TaHHi crnonyk dopmynu | 4o3y MOXHa MiHATA B LLUMPO-
KUX MeXax, i, SK 3BM4aNHO pobMTbLCA 1 BiAOMO fika-
peBi, ii nigbuvpaoTe AnA iHAMBIAyanbHUX CTaHIB Yy
KOXXHOMY OKpemomy Bunagky. Lle sanexwuTb, Hanpu-
Knapg, Bi KOHKPETHOI BUKOPUCTOBYBAHOI CrOMyKW, Bif
npYpoan N BaXKOCTI NiANsratoyvoro fikyBaHHIO 3axBO-
ploBaHHS, BiJ BUAy M cxemu BBeAeHHs, abo Big Toro,
4Yn niKyeTbCcs rocTpuin abo XpoHiYHWMIM cTaH, abo Big
TOro, 4M MpoBOAUTbCS MpodinakTuka. BignosigHe
[O3yBaHHS MOXHa BCTAHOBUTW, BUKOPWUCTOBYIOUM
KNiHiYHi nigxoam, Aobpe BigoMi B ranysi MeamuuHu. Y
uinomy, goboBa Ao3a AN AOCATHEHHSA GaxxaHux pe-
3ynbTaTiB y AOPOCIOro 3 Macoto Tina NnpubnmaHo 75kr
ctaHoBuTb Big 0,01mr/kr go 100mr/kr, nepeBaxHo, BiJ
0,1mr/kr go 50mr/kr, 3okpema Big 0,1mr/kr 4o 10mMr/kr
(y koXXHOMY BMNagky B Mr Ha 1kr macu Tina). [Joboy
[03y MOXHa po3ainuTn, 30Kkpema, y BUnagKky BBedeH-
HA Woao BinblUMX KiNbKOCTEN, Ha Aekinbka, Hanpu-
knag 2, 3 abo 4 4yacTkoBUX BBeOeHb. 3BMYalHO, 3a-
NEeXHO Big iHAMBIQyanbHOI MOBediHKM, MoXe 6yTu
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HeobXiaHo BioxunuTUcsa BBepx abo BHU3 Bif 3a3Have-
Hoi go6oBoi ao3w.

Cnonyky copmynu | MOXHa TakoX MnepeBaXHO
3aCTOCOBYBaTW Y BUIMAAI aHTUKOArynsHTy nosa iHgu-
BigyymoM. Hanpuknag, edekTnBHa KinbKiCTb COSyKN
BMHAaxody MOXe KOHTaKTyBaTW 3i CBIXOB3STUM 3pas-
KOM KpOBi Ansi 3anobiraHHs 3ropTaHHI0 3pa3ka KpoBi.
Kpim Toro, cnonyky dopmynu | abo ii coni moxHa
BUKOPUCTaATN ONS OiarHOCTUYHMX Uinen, Hanpwvknag,
npu giarHocTuui in vivo, i K gonoMikHUIA 3acid npu
GioximiyHMX gocnimkeHHAxX. Hanpuknag, cnonyky do-
pMynu | MOXXHa BUKOPUCTOBYBATW B aHanisi Ans igeH-
Tudikauii npucyTHocTi dhakTopa Xa W/abo daktopa
Vlla abo ons sugineHHs daktopa Xa w/abo dakropa
Vlla no cyTi B oumnweHin dopmi. Crnonyka BuHaxogy
Moxe OyTuM MiYeHOw, Hanmpuknag, pagioisoTornoM, i
notiMm MideHa cronyka, 3B's3aHa 3 dakTopoMm Xa
n/abo daktopom Vlla, BUABRAETLCA 3 BUKOPUCTAHHAM
3BMYaHOrO Crnocoby, 3acTOCOBYBaHOrO [Afs BUSIB-
TNEeHHS1 KOHKPETHOT MITKW. Takum YMHOM, Cronyky ¢o-
pmynu | abo i cinb MOXXHa BUKOPUCTOBYBATU SIK 30HA,
0N BUSBNEHHs nokanisauil KinbKOCTi akTUBHOCTI ¢ha-
KTopa Xa w/abo daktopa Vlla in vivo, in vitro abo ex
vivo.

Kpim TOro, crnonyku copmynu | MoxHa BUKOpUC-
TOBYBaTW SIK MPOMDKHI CMONYKN CUHTE3y AnA ogep-
XaHHS iHLWKX CMOMyK, 30Kpema iHWuX dapmaueBTny-
HO aKTMBHUX IHrpedieHTiB, AKi MOXHa ofepxaTtu i3
cnonyk gopmynu |, Hanpvknag, BBeAEHHAM 3aMiCHU-
KiB abo moaudikauieto PyHKLiOHaNbHWX rpyn.

B uinomy, cuHTETUYHI nocnigoBHOCTI Ans oaep-
XaHHSA Cronyk, fKi MOXHa BUKOpUCTaTM B AaHOMY
BMHaxofdi, NMpeAcTaBneHi B HaBedEHUX HuX4Ye npu-
knagax. | nosicHeHHs, i peanbHa npouedypa pPi3HUX
acnekTiB AaHOro BUHaxody oOnucaHi y BignoOBiAHMX
Micusax onucy. HacTynHi npuknagu npusHadveHi npoc-
TO AN intocTpadii AaHoro BMHaxody, a He Ans noro
0OMeXeHHS Hi 3a ob6csarom, Hi no cyTi. PaxiBui B AaHin
ranysi nerko 3po3ymitoTb, O BiAOMi Bapiauji CTaHiB i
cnocobiB, onMcaHux y nNpuknagax, MoXXHa BUKOpUCTa-
TW ANS CUHTE3Y CMOIyK 4aHOro BUHaxogy.

3po3ymino, o 3MiHK, SKi iCTOTHO He BMNMBaKTb
Ha aKTUBHICTb Pi3HWUX BapiaHTiB 34iIMCHEHHS] BUHaXxo-
[y, BKIIOYEHi B pO3KPUTUIA B AAHOMY OMUCI BUHaXiA.
TakMMm 4YMHOM, HacCTynHi NpuUKNagu npusHadveHi Ans
inocTpalii, a He 0OMeXeHHs JaHOro BUHaxoay.

Mpuknagun

Konu Ha kiHUeBI cTafji CMHTe3y CMoslykn BUKO-
pucToByBanacs Kucrnorta, Taka sk TpudTopouToBa
Kucrota abo ouToBa KvCnoTa, Hanpuknag, Konu Tpu-
dTOpOLTOBA KMCOTa BUKOPUCTOBYBanacst Ans Buaa-
neHHs rpynu tBu, abo konu crnonyka oduilyBanacs
Xpomartorpadieto 3 BUKOPUCTAHHSAM ENOEHTIB, SKi
MICTUMM TaKy KWUCIOTY, Y AeAKUX BUMagkax, 3anexHo
BiJ mpoueaypu po3pobku, Hanpvknag, geTtanen cno-
coby niodpinizauii, cnonyky opepyBanu 4YacTKOBO
abo noBHiCTIO y ¢hopmi coni BMKOPUCTOBYBAHOI KUC-
NoTKn, Hanpuknaga, y dopmi corni oLToBOI KMCIoTh abo
coni TpndTopoLTOBOT KMCNOoTK abo coni XMopucToBo-
[HEBOI KNCIOTWN.
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BukopucToByBaHi abpesiaTypu:
TpeT-6yTun

2,2'-6ic(gudpeHin gocdin-1,1"-6iHadTnn
Xnopwup bic-(okco-3-okcazoniguHin)docdopuny
[nbeH3unigeHaLeToH

OuxnopmeTtaH

Kap6ogiimig gvuuknorekcuny

Llianig aietundocdopuny
4-aumeTunamiHonipuanH
N,N-gnmetundcopmamia
Oumetnncynsdokeung,
1,1'-6ic(audeHindocdin)deporeH
"ekcadpTOopdocdat
O-(7-a3abensotpuason-1-in)-N,N,N',N'-teTpameTnnypoHito
N-6pomMcyKuuHiMig

N-XropCyKLUMHIMIg

N-noacyKkuuHimig

N-eTunmopdoniH

MeTtaHon

KimHaTHa Temnepartypa Big 20°C go 25°C
Hacu4yeHun

TeTparigpodypaH

TpudptopouToBa kucnoTta
TeTtpadTopbopat

O-((eTokcukapboHin)uiaHomeTuneHamiHo)-N,N,N',N'-TeTpameTnnypoHito

Mpuknag 1

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-1H-nipon([2,3-
b]nipnanH-2-kapboHOBOI KMCNOTU

(i) CknagHui metunosun edpip 1H-nipon[2,3-
b]nipnanH-2-kapboHOBOI KMCNOTU

0,495r (1,64mmonb) 1-6eH3oncynbdoHin-1H-
nipon[2,3-b]nipuanH-2-kapboHOBOI  KUCNOTUM  PO34U-
HAOTb B SMN MeTaHony # 3mMn 2H BOAHOTIO ripooKMcy
HaTpito. PeakuiiHy cymiw nepemiwytoTs npu 40°C
npotaroMm 8rod. PO3UMHHMK BUAansioTb MpW 3HWDKe-
HOMY TMCKy. 3anuLuKOBi NETKi pe4OBMHM BUAAnNSOTb
NOABINHUM CNIMTbHUM OUCTUIIOBAHHAM 3 TONYOsOM.
3anuwok cycrneHayTb Y METaHOSbHIN XMTOPUCTOBO-
OHEeBIV K1CNoTi 1 NepeMilyloTe NpoTarom 16roa. npum
RT. PoO3uvMHHVK BMAANsioTb NPU 3HWKEHOMY TUCKY.
3annWwokK po3vnHATL B eTunauertaTti ¥ NpoMuBaloTb
HacCM4YeHUM BOOHMM pO34MHOM BikapboHaTty HaTpito 1
HacWM4eHMM BOZHUM PO34YMHOM xropugy HaTpito. Op-
raHiyHy asy cywaTb cynbdaToM HaTpito, PinbTpy-
t0Tb | PO3YMHHMK BUAANAIOTE NPU 3HWKEHOMY TUCKY.

Buxig 0,201r. MC (Cl + ): m/e - 177 (M+H").

(ii) 1-[5-(5-xnopTiodpeH-2-in)-izokcazon-3-
inmetun]-1H-nipon[2,3-b]nipuanH-2-kapboHoBa  Knc-
nota

0,195r (1,1MMonb) CknagHoOro MeTUnoBoro edipy
1H-nipon[2,3-b]nipnanH-2-kap6oHOBOI  KMCMOTU PO3-
ynHsTs B 4mn DMF i gopatoTte 48,7mr (1,2MMonb)
rigpuay Hatpito (60% y MiHepanbHOMy macni). Peak-
LinHy cymiw nepemiwytote npu KT npotarom 20 xs.,
oxonogxywTs Ao -78°C, noTim popawTe 324mr
(1,2mMmonb) 3-6pommeTnn-5-(5-xnopTiodeH-2-
in)isokcasony [oaep)KaHOro NPUCTOCYBaHHAM MNpoLie-
aypu, onucaHoi Ewing, William R.; Becker, Michael
R.; Choi-Sledeski, Yong Mi; Pauls, Heinz W.; He,
Wei; Condon, Stephen M.; Davis, Roderick S.; Han-
ney, Barbara A.; Spada, Alfred P.; Burns, Christopher
J.; Jiang, John Z.; Li, Aiwen; Myers, Michael R.; Lau,
Wan F.; Poli, Gregory B; PCT Int. Appl. (2001) 460
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tBu
Binap
BOP-CI
dba
DCM
DCC
DEPC
DMAP
DMF
DMSO
DPPF

HATU
NBS
NCS

NIS
NEM
MeOH
RT
Sat.
THF
TFA

TOTU

pp. WO 0107436 A2]. PeakuiliHoi cymiwi gaoTb Mo-
xnueicTeb 3sirpituca go KT npotsrom Houi. [ogatoTb
0,3mMn 2H BOAHOrO riApPOOKUCY HATPi0 N NOTIM peak-
UiHy cymiw nepemiwytoTe npy KT npotarom 24rof.
MpogykT ounwaioTs npenapatuBHoto BOXKX y obep-
HeHin dasi, entotoroun rpagieHTom 0-100% aueToHiT-
puny y Bogi (+0,01% TpudTopouTtosa kucnota). lMic-
na  nioinizauii  NPoAyKT OAepXylTb Y BUMMAgi
TBEpPAOi PEYOBUHMW.

Buxig 280mr. MC (TOF MC ES + ): m/e = 359
(M").

(i) CknagHui  Tpet-6yTmnoBun  edip  (1-
izonponinninepmaunH-4-in)kap6amiHoBOi KUCNOTU

Oo posunHy 5,0r cknagHoro TpeT-6yTMnoBoro
edipy nminepuanH-4-inkapb6amiHoBoi kucrnotn B 15mn
MeTaHony pgopaloTb  7,34mMn aueToHy, 3,14r
Na(CN)BHs i 0,3mn outosi kucnotw. llicna nepemi-
wyBaHHa npotaroMm 16roa. npu KT po3vnHHUK BuAaa-
NS0Tb NPY 3HWKEHOMY TUCKY, | 3a5MLLIOK CEKLIOHYIOTb
mix 30mn Boam 1 30mn etunauetarty. OpraHiyHun
Wwap npoMUBaTb HacuveHum po3unmHom NazCOs,
BOAOI ¥ noTim cywatb Hag NaxCOs. lMicnsa dinbTpa-
Lii PO34YMHHMK BUOANSAIOTE MPY 3HWKEHOMY TUCKY ANst
OofepaHHs 6inoi TBepaoi PEYOBUHM.

Buxig: 4,8r. MC (ES+): m/e = 243.

(iv) 1 -isonponinninepuanH-4-inamiu

Ho 4,8r cknagHoro TpeT-6yTunosoro edipy (1-
izonponinninepuaunH-4-in)kap6amiHoBoi  KMCroTM B
15Mn meTtaHony gofatoTb 20Mn METAHOMNBHOI XNopu-
cTtoBoAHeBoi kucnotu (8M) i cymiw nepemiwyoTb
npotsarom 16rod. BupaneHHs posyuMHHMKA NpU 3HU-
XXeHoMy Tucky gae 6iny TBepay peqoBUHY, Ky Crifb-
HO BunNapooThb ABidi 3 20mn Tonyony. MNpoaykT ofe-
PXyOTb Yy BUrNSAAi MOro rigpoxnopuay.

Buxig: 5,42r. MC (ES+): m/e = 143.

(v)  (1-izonponinninepugun-4-in)amig  1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-1H-nipon([2,3-
b]nipnanH-2-kapboHOBOI KMCNOTU
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0,135r (0,4mMmonb) 1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-1H-nipon[2,3-b]nipnanH-2-
kapboHoBoi kucnoTn, 0,432r (3,8Mmons) NEM i 135mr
(0,4mmonb) TOTU posuuHstote B 3mn DMF i nepemi-
wytoTe npn RY npotarom 20x8. 89mr (0,4mmonb)
aurigpoxnopuay 1-isonpotnninepnanH-4-inamivy no-
JaloTb 00 peakUiHOro po3ynHy M nepemillyoTb npu
KT npotarom 4roa. [NpoaykT ounwiatoTe npenapaTuie-
Hoto BOXX y obepHeHin dasi, entoiooumn rpagieHTom
0-100% aueToHiTpuny y Boai (+0,01% TpudTopouTo-
Ba kucnorta). lNicns niodinisauii ogepxyoTs NpoayKT
y BUrMsAAi TBEpAOI peHOBUHU.

Buxig: 156mr. MC (TOF MC ES+): m/e = 484
(M").

Mpuknag 2

CknagHuin metunosun edip 1-[5-(5-xnoptiodeH-
2-in)isokcason-3-inmetun1-2-(1-isonponinninepmgnH-
4-inkap6amoin)-1H-nipon[2,3-blninepuann-5-
KapbOOHOBOI KUCIOTH

(i) CknagHun METUIOBUN edip 6-
aMiHOHIKOTMHOBOT KUCIOTH

[o posunHy 10r 6-aMiHOHIKOTMHOBOI KWUCHOTU B
100mn MeOH popatotb  0,8mMn KOHUEHTpOBaHOI
H2SOy4 i cymiw HarpiBatoTb o 60°C npoTtsrom 12rog.
MoTiM peakuinHy CyMill KOHLEHTPYTb NPU 3HWKe-
Homy Tucky. Micna gogasaHHsa 50Mn nboasHO! Boau
pH cywmiwi poeogate o 8 poaaeaHHsaM KaCOs. BogHy
a3y ekcTparyioTb eTunaueratom (3x100mn), i o6'-
€dHaHi opraHiyHi wapu cywate Hag MgSO.. Bupa-
NeHHs po3yMHHKMKa dae 5,5r 6axxaHoro npogykTy, LWo
nifAnalTe HACTYMHIN peakuii 6e3 noganbLoro o4u-
LLEHHS.

Buxig: 5,5r.

(i) CknmagHui meTunosun edip 6-amiHO-5-
MNOOHIKOTUHOBOI KMCNOTWU

[o 5r cknagHoro MetunoBoro edipy 6-
aMIiHOHIKOTMHOBOI kKncnotu 1 16,2r TeTpadptopbopaty
Gic(nipnaunH)ioguHito (1) B 250mn DCM pgogatoTs no
Kpannsx 7,6mn TpudTopMeTaHcynbOHOBOT KACIOTH
npu 0°C. Cymiw nepemiwytoTe NpoTarom 24rod. npu
RT. Motim gopatote gogaTtkosi 3,2r TeTpadTopbopa-
Ty Bic(nipuamn)nogunito (1) i 1,5mn TpudTopmeTaHcy-
Nb¢oHOBOT kMcnoTu. llicna nepemillyBaHHA NpoTS-
rom 2rof. npu KT peakuiHy CyMill KOHLEHTPYIOTb
Npun 3HWKEHOMY TUCKY 1 NOTiM 36upatoTb KOHLIEHTPO-
BaHUM BoasiHUM po3dnHoM NaxSOs i foBoasTs fo pH
8 KOHUeHTpoBaHUM BOAHWMM amiakom. Cymill ekcTpa-
rytoTb eTunaueratom (2x150mn). O6'egHaHi opraHiyHi
Liapu NpoMMBaloTb COMbOBUM PO3YMHOM i MOTIM Cy-
watb Hag MgSOs. Micna dinbTpavii PO3YNHHYK BY-
[ansioTb Npu 3HWKEHOMY TUCKY W 3anuULIOK ChiflbHO
anctuniotoTs i3 100mn Tonyony.

Buxia: 9,6r.

(iii) CknagHui 5-metunosun edpip 1H-nipon[2,3-
b]nipnawnH-2,5-gnkapboHoBOI kucnoTn

PosunH 5,6r cknagHoro metunoBsoro edipy 6-
aMiHO-5-MOgHIKOTUHOBOI KUCMOTH, 5,3r 2-
okconponioHoBoi kucrotn, 11,1r NEts, 4,2r TpudeHi-
ndocdiny 1 1,1r Pd(OAc)z B 100mn DMF HarpiBatoTb
B atmocdepi aproHy o 100°C. Yepes 10rog. peak-
LifHY CyMill KOHUEHTPYIOTb MpPU 3HWKEHOMY TUCKY 1
3anuwoK nepemiwyots i3 250Mn BoAW MPOTAroM
1rog. OcamkeHui NpoaykT BioiNbTPOBYHOTL | Npo-
MUBaKOTb BOAOK. HeouulleHnn NpoAyKT nigaalTb
HaACTYMHIN cTafii peakuii 6e3 NnoaanbLIOro OUNLLEHHS.

Buxig: 10r.
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(iv)  CknagHwnm  meTumoBui  edip  2-(1-
isonponinninepnaunn-4-inkap6amoin)-1H-nipon[2,3-
b]nipnanH-5-kapboHOBOI KMCNOTU

[o posunHy 9,51 cknagHoro 5-meTunosoro edipy
1H-nipon[2,3-b]nipnanH-2,5-ankap6oHoBOI KUCAOTH B
120mn DMF i 23,9mn Nets, gogaots 9,2r rigpoxno-
puay 1-isonponinninepuauH-4-inamivy n 11r BOP-CI
npu KT i cymiw nepemiwyoTb npotarom 3rog. lMicna
AofasaHHs 20Mn BoAM peakuinHy CyMilll ekcTparyroTb
etunauetatom (3x150mn). O6'egHaHi opraHiyHi Lwapu
NPOMMBaKOTL CONMbOBMM po3dnHOM (1x50mn) i cywate
Hag MgSOg. lNMicns dinbTpauii po34YnHHUK BUAAnNSATb
NpU 3HWKEHOMY TUCKY, i 3anULLIOK OYULLAaI0Tb XpoMa-
Torpadpieto Ha cwunikareni, entototoun EtOAc/MeOH
9:7—EtOAc/MeOH/NH3 (BoaH.) 6:4:0,4. ®pakuii, wo
MICTSATb MPOAYKT, BUNAPHOIOTh i CNiflbHO AUCTUIIOTD
i3 Tonyonom.

Buxig 7,2r.

(vi) CknaghHum  meTunoBuin  edip
xropTiodeH-2-in)idokcason-3-inmetun]-2-(1-
izonponinnipugnH-4-inkap6amoin)-1H-nipon[2,3-
b]nipnanH-5-kapboHoBOI kKMCNOTU

o po3unHy 1,2r cknagHoro MeTunoBoro eqipy 2-
(1-isonponinninepuanH-4-inkap6amoin)-1H-nipon[2,3-
b]nipnamH-5-kap6oHoBoi kucnotn B 20mn DMF gopa-
toTb 91mr rigpuay HaTpito (95%) npu 0°C. lNoTim pea-
KUiMHy cymiw sirpisatoTb Ao KT i nepemiwytoTs npoTs-
rom 30xB. [licna oxonomkeHHa 3HoBy pgo 0°C
popaTe  967mr  3-6pommeTun-5-(5-xnopTiodeH-2-
in)isokcasony [ofepaHWii NPUCTOCYBaHHAM MnpoLe-
aypu, onucaHoi Ewing, William R.; Decker, Michael
R.; Choi-Sledeski, Yong Mi; Pauls, Heinz W.; He,
Wei; Condon, Stephen M.; Davis, Roderick S.; Han-
ney, Barbara A.; Spada, Alfred P.; Burns, Christopher
J.; Jiang, John Z.; Li, Aiwen; Myers, Michael R.; Lau,
Wan F.; Poli, Gregory B; PQ Int. Appl. (2001), 460 pp.
WO 0107436 A2] i cymiw nepemilyioTb NPOTArom
2rog. npu RT. MNotim pgogatots 50Mn Boau n ocapf
BiAdINbTPOBYIOTE ANA ofepxaHHA 630Mr 4yucToro
npodykTy. ®inbTpat KOHUEHTPYOTb NPU 3HDKEHOMY
TUCKY, i 3aMu1LLOK OYMLLaloTe nNpenapaTueHol BOXKX
y obepHeHin dasi, entototoum rpagieHtom 0-100%
aueToHiTpuny y Bogi (+0,01% TpudTopouToBOi Knc-
notn). licna niodinizauii ogepxyTs we 371 wr
NpoAayKTy y BUrMsAAi TBEpOOT peHOBUHMN.

Buxia: 1,0r. MC (ES") : m/e = 542, xnop-tun.

Mpuknag 3

1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmeTun]-2-
(1-isonponinninepuanH-4-inkap6amoin)-1H-nipon[2,3-
b]nipnaunH-5-kapboHoBa kucnota

[o po3umHy 630Mr cknagHoro MeTUNOBOro edipy
1-[5-(5-xnopTiodeH-2-in)izokcason-3-inmeTun]-2-(1-
isonponinninepnaunn-4-inkap6amoin)-1H-nipon[2,3-
b]nipnamH-5-kap6oHoBoi kncnotn B 60mn MeOH po-
paoTb 8,7mMn 1M BogHoro po3unHy NaOH. PeakuinHy
cymiw Harpisatote go 60°C npotarom 3rog. [licns
oxonomxeHHst Ao KT popatote 8,8mMn 1M BoaHoi HCI i
PO3YMHHUKM BUAAnNSIOTb MPU 3HWKEHOMY Tucky. 3a-
nuwok nepemiwytoTe i3 Bogoto/MeCN 2:1 i ocagxe-
HUIM NPOAYKT BiAMINbTPOBYIOTh.

Buxia: 276mr. MC (ES"): m/e =528, xnop-Tun.

Mpuknag 4

2-[(1-i3zonponinninepnamnH-4-in)amia] 1-[5-(5-
xropTiodeH-2-in)idokcason-3-inmetun]-1H-nipon[ 2,3-
b]nipnanH-2,5-gnkapboHoBoi kucnoTtn

1-[5-(5-
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Oo posumHy  100mr  1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-2-(1-isonponinninepuanH-4-
inkap6amoin)-1H-nipon[2,3-b]nipnanH-5-kapboHoBoi
kucnotn B 1mn DMF popatots 62mr TOTU, 0,2mn
DIPEA i 10mr NH4CI npu KT i nepemiwytoTs npoTsirom
16roa. MoTiM PO3YMHHMK BUAANAOTb MPU 3HKEHOMY
TUCKY M HeouMLLEeHU mMaTtepian ovuwaTb npenapa-
TuBHOlO BIXKX (konoHka C18 obepHeHoi da3sn,
entotoBaHHs rpagieHTom H,O/MeCN 0,1% TFA). ®pa-
KUji, WO MICTATb NPOAYKT, BUNApPIOOThL i Niodini3yoTb
ans opepxaHHs 6inoi TBepaoi pedoBuHU. MNpoaykTt
OAEPXYI0Tb Yy BUrNSAAI MOro TpUgTOpOLITOBOI COfi.

Buxia: 16mr. MC (ES"): m/e = 527, xnop-tun.

Mpuknag 5

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)idokcason-3-inmetun]-1H-nipon [3,2-
b]nipnanH-2-kapboHOBOI KMCNOTU

(i) 1H-Mipon[3,2-b]nipnanH-2-kapboHoBa KucrnoTa

1,22mn 2-okconponioHoBoi kucrotu, 0,26r aue-
TaTy nanagito n 3,20Mn TpuetMnamiHy gogarwTb A0
posunHy 1,00r 2-6pomnipuauH-3-inamiHy # 1,21
TpudpeHingocdiHy B 10mn N,N-gumeTtundopmamigy.
PeakuinHy cymiw nepemiwytoTe NpoTArom 4rod. npwu
100°C. Micns BnganeHHs po3YMHHMKA MPU 3HIDKEHO-
MYy TUCKY 3aMLLIOK OYMLLEAI0Tb KOMIOHOYHOI XpOMaTo-
rpadpieto Ha cunikareni QUxIopMeTaHoOM/MeTaHOoM
SIK eMeHTOM.

Buxia: 260mr. MC (ES™): m/e = 163.

'H-AMP (400 Mru, AMCO/TMS): & = 13,30 (c,
1H); 12,00 (c, 1H); 8,45 (@, 1H); 7,82 (A, 1H); 7,25
(aa, 1H); 7,14(c, 1H).

(i) CknagHun wmetunosun edpip 1H-nipon[3,2-
b]nipnanH-2-kapboHOBOI KMCNOTU

PosunH 130mr 1H-nipon[2,3-b]nipnamH-2-
KapboHOBOI KMCMOTM B SMN 8H pPO34MHY XMOPUCTOBO-
OHEBOI KNCMOTM B MeTaHoni nepemiwyoTe npn 60°C
npoTarom 6rog. BuaaneHHs po3umHHMKa Mpy 3HIDKe-
HOMY TuCKy Aae 6iny TBepay peyoBUHY, SIKY CiflbHO
BUNapoloTb Aidi 3 Smn Tonyony. MpoaykT oaepxy-
I0Tb Y BUrNSAi MOro rigpoxnopuay.

Buxia: 150mr. MC (ES*): m/e = 177.

'H-AMP (400 Mru, AMCO/TMS): & = 13,60 (c,
1H); 8,86 (g, 1H); 8,59 (a, 1H); 7,82 (aa, 1H); 7,41 (c,
1H); 3,99 (c, 3H).

(i) CknagHun  metunoBun  edip  1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-1H-nipon(3,2-
b]nipnanH-2-kapboHoBOI KMCNOTU

[o posunHy 150Mr cknagHoro MeTUNoBoro edipy
1H-nipon[3,2-b]nipnanH-2-kap6oHOBOI KNCNOTN B 2M1T
N,N-gumetuncopmamigy popatote 20,4Mr rigpuay
HaTpito (95%) npu 0°C. llicna nepemilyBaHHA Npu
0°C npotarom 10xB. gogatote 261mr 3-6pomeTnn-5-
(5-xnopTiodpeH-2-in)isokcasony. PeakuinHin cymiwi
JaloTb MOXNUBICTb 3irpiTUCS OO KiMHaTHOI Temnepa-
Typy 1N nepemiwytoTe npotarom 2rod. [licns suaa-
NEeHHS PO3YMHHMKA NPU 3HWKEHOMY TUCKY 3anuLLIOK
oyMLaloTe XpoMaTorpadieto Ha cunikareni, entoroto-
Yn rpagieHToM amxriopmeTaHy/mMmeTaHony.

Buxia: 80mr. MC (ES"): m/e = 374, xnop-tun.

'H-AMP (400 Mru, IMCO/TMS): & = 8,54 (a,
1H); 8,13 (g, 1H); 7,58 (g, 1H); 7,43 (c, 1H); 7,39 (oA,
1H); 7,26 (g, 1H); 7,73 (c, 1H); 5,98 (c, 2H); 3,90 (c,
3H).

(iv) 1-[5-(5-xnopTiodeH-2-in)izokcason-3-
inmetun]-1H-nipon [3,2-b] nipnanH-2-kap6oHoBa kuc-
nota
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PosunH 75Mr cknagHoro metunosoro edipy 1H-
nipon[3,2-b]nipnanH-2-kapboHoBoi kncnotn n 9,6Mr
riApooKucy niTito B Cymilli 3mn TeTparigpodypaHy 1
1Mn BOAM NepemillyloTe NPOTAroM 2rof. npy KiMHaT-
Hi Temnepartypi. [icna nigkMcneHHa 6H XNOpPUCTOBO-
OHEBOO KMCNOTOW A0 pH 2 po3yYMHHUK Cymiwi Buaa-
NS0Tb NP 3HWKEHOMY TUCKy. OaepxaHui 3anmLoK
oyMwaloTe XpoMaTorpadieto Ha cunikareni, entoroto-
yYn rpagieHToM etunauetaty/metaHony 3 0,1% Bo-
Joto.
Buxia: 50mr. MC (ES"): m/e = 360, xnop-tun.
'H-AMP (400 Mru, IMCO/TMS): & = 8,45 (m,
1H); 7,84 (g, 1H); 7,53 (g, 1H); 7,22 (g, 1H); 7,15 (oA,
1H); 6,94 (c, 1H); 6,60 (c, 1H); 6,14 (c, 2H).

(v)  (1-izonponinninepugnn-4-in)amig ~ 1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-1H-nipon(3,2-
b]nipnanH-2-kapboHOBOI KMCNOTU

Oo cycneHsii  50mr  1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-1H-nipon[3,2-b]nipnanH-2-
kapboHOBOI kucnoT godatote 36Mr rigpoxnopuay 1-
isonponinninepnanH-4-inamiy 1 35mr 6ic(2-okco-3-
okcasoniguHin)gocdoHoBoro xnopuay B 1mn guxio-
pMeTaHy, 77MKn TpueTunamibry npu KiMHaTHIA Tem-
nepatypi # cymiw nepemiwytoTb npotarom 16roa.
Micna BuaaneHHs po34MHHUKA MPU 3HMKEHOMY TUCKY
3anuvLIoK ounwaloTb npenapatusHo BIXX (konox-
ka C18 obepHeHoi hasn, entooBaHHA rpagieHToM
Boau/aueToHiTpuny 3 0,1% TpudTopouToBOi KMcno-
). Ppakuii, Wo MiCTATb NPOJYKT, BUNAPKTL i Mio-
Gini3ytoTb ANA ofepxaHHsA Binoro 3anuiuky, Wo cek-
LioHytoTb MK 5mn BogHoro 0,1H po34unHy rigpookucy
HaTpito 1 5mn etunauetaty. OpraHiyHWn wap npomu-
BaloTb AOAATKOBOIO BOAOIO M MOTIM CywaTtb Hag Cy-
nbcatom Hatpito. [licna dinbTpauil W BuAaNeHHs
PO3YMHHUKA MPU 3HWKEHOMY TUCKY OAEpXyloTb Oiny
TBEPAY PEYOBUHY.

Buxia: 10mr. MC (ES"): m/e = 484, xnop-tun.

'H-AMP (500 Mru, IMCO/TMS): & = 8,53 (a,
1H); 8,46 (g, 1H); 8,03 (g, 1H); 7,57 (g, 1H); 7,32 (c,
1H); 7,28 (ag, 1H); 7,26 (8, 1H); 6,65 (c, 1H); 5,93 (c,
2H); 3,75 (m, 1H); 2,80 (m, 2H); 2,70 (m, 1H); 2,17 (m,
2H); 1,80 (m, 2H); 1,53 (m, 2H); 0,96 (4, 6H).

Mpuknag 6

1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmeTun1-2-
(1-isonponinninepnanH-4-inkap6amoin)-1H-nipon
[3,2-b] nipnanH-5-kapboHoBa kucnota

(i) CknapgHun wmeTunoBu edip 5-aMuHO-6-
6pomnipuanH-2-kapOoHOBOI KMCMOTH

[o posuuny 5,00r ckrnagHoro mMetunosoro edipy
5-amiHonipuanH-2-kapboHoBOi kncnotn B 75mMn 48%
BOAHOrO Po34MHy B6pOMMCTOBOOHEBOI KMCMOTW goAa-
toTb 3,39mn 32% BOAHOTO PO34MHY NMEPEeKMUCY BOAHIO.
Cymiw nepemiwyioTe MpW  KiMHaTHIA Temnepatypi
npotarom 2rod., notiM gogatloTe gopaTkosi 0,80mn
po3uMHy nepekucy BoaHw. [licns nepemillyBaHHA
npotarom 1rof. peakuinHy CyMmill NPOXONOAXYOTb i 1T
pH poBogATe Ao 8 AodaBaHHAM KOHLEHTPOBAHOIO
BoAHoro amiaky. Cymiw ekctparytote 300mn etuna-
uetaty. BogHun wap npomuBaloTe 4OAATKOBUM €TK-
nauetaTtom i noTim o6'egHaHi opraHiuHi dasu cywatb
Hag cynbdaTom HaTpito. [Micns dineTpauii po34YMHHMK
BMAANSOTE NPU 3HWKEHOMY TUCKY, | 3anMLLOK O4u-
WaTb Xpomartorpacdieto Ha cunikareni, enoyn
rpagieHToM H-renTaHy/eTunauerary.

Buxia: 2,83r. MC (ES™): m/e = 231.
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'H-AMP (400 Mru, AMCO/TMS): & = 7,80 (a,
1H); 7,10 (g, 1H); 6,37 (c, 2H); 3,80 (c, 3H).

(i) CknagHun 5-metunosuin edip 1H-nipon[3,2-
b]nipnanH-2,5-gnkapboHoBOoi kucnoTn

HacTtynHy crnonyky oAepxytoTb 3a aHanorieto i3
npuKnagoM 5 3 BUKOPUCTaHHSIM CKIagHOro MeTwr-
oBoro edipy 5-amunHo-6-6pomnipnanH-2-kapboHOBOT
KWCMOTKM 3aMiCTb 2-6poMnipnanH-3-inamiHy.

MC (ES™): m/e = 221.

'H-AMP (400 Mru, AMCO/TMS): & = 11,80 (c,
1H); 7,89 (g, 1H); 7,84 (g, 1H); 6,93 (c, 1H); 3,88 (c,
3H

(i) CxmagHu  metunosui  edip  2-(1-
isonponinninepnamnH-4-inkapdamowin)-1H-nipon[3,2-
b]nnpnanH-5-kapOoHOBOI KMCNoTH

[o po3unHy 140Mr cknagHoro 5-MeTuroBoro
edipy 1H-nipon[3,2-b]nipnanH-2,5-gnkapboHoBoi
kucrnotn B 1,4mn N,N-gumetuncopmamigy n 0,35mn
TpuetTunamiHy popatots  164mr rigpoxnopugy 1-
isonponinninepnanH-4-inamivy 1 161mr 6ic(2-okco-3-
oKkcasonigmHin)ochoHOBOrO Xropuay npu KiMHaTHIA
Temnepatypi 1 cymiw nepemiwyoTe npotarom 1roa.
Micna BuaaneHHs po34MHHUKA MPU 3HMKEHOMY TUCKY
3anULLOK O4YMLLaTb NpenapaTtBHol BOXKX (konoH-
ka CI8 obepHeHOi ¢hasn, enoBaHHA rPagieHToOM
Boau/aueToHiTpuny 3 0,1% TpudTOpoLTOBOIO KUCHO-
Tol). Ppakuii, WO MICTATE NPOAYKT, BUMAPHOOTbL i
niocpiniaytoTe ons ogepxaHHA Ginoi TBepaoi pevyoBu-
HU. [MpoayKT ogepXytoTb Yy BUMNSAI TPMATOPOLTOBOI
coni.

Buxia: 112mr. MC (ES"): m/e = 345.

'H-AMP (400 Mru, AMCO/TMS): & = 12,20 (c,
1H); 9,10 (c, 1H); 8,79 (g, 1H); 7,93 (m, 2H); 7,42 (c,
1H); 4,14 (m, 1H); 3,90 (c, 3H); 3,47 (m, 3H); 3,15 (m,
2H); 2,15 (m, 2H); 1,88 (m, 2H); 1,28 (g, 6H).

(iv) CknagHum meTtunoBuin  edip
xropTiodeH-2-in)idokcason-3-inmetun]-2-(1-
isonponinninepnann-4-inkap6amoin)-1H-nipon([3,2-
b]nipnanH-5-kapboHoBOI kKMCNOTU

[o posdmHy 60Mr cknagHoro MeTurioBoro eqdipy
2-(1-isonponinninepuauH-4-inkap6amoin)-1H-
nipon[3,2-b]nipnauH-5-kapboHoBoi  kMcnotM B 2MnN
N,N-gnmetundopmamigy gopatoTe 4Mmr rigpuay Ha-
Tpito (95%) npu 0°C. lMicna nepemiwysaHHa npu 0°C
npotarom 10xB. gogatTe 53mr 3-6pommeTnn-5-(5-
xnopTiodeH-2-in)idokcasony M Ccymill nepemillyoTb
npotarom 2rod. npu kiMHaTHIn Temnepartypi. [lMicnga
BMAANEHHSA PO3YMHHMKA MPU 3HWKEHOMY TUCKY 3anu-
WOK oyuwatloTe npenapaTtuBHolo BOXKX (konoHka
C18 obepHeHOi ha3n, eniotoBaHHA rPagieHToM BO-
aw/auetoHiTpuny 3 0,1% TpudpTopouTOBOIO KMCHO-
Tol). Ppakuii, WO MICTATb NPOAYKT, BUMAPHOOTL i
niocpiniaytoTe Ans ogepxkaHHA Ginoi TBepaoi pevyoBu-
HU. [MpoayKT ogepXytoTb Yy BUMNSAI TPMATOPOLTOBOI
coni.

Buxia: 50mr. MC (ES"): m/e = 542, xnop-tun.

'H-AMP (400 Mru, AMCO/TMS): & = 8,93 (m,
2H); 8,25 (g, 1H); 8,04 (g, 1H); 7,55 (g, 1H); 7,42 (c,
1H); 7,28 (g, 1H); 6,69 (c, 1H); 5,97 (c, 2H); 4,07 (m,
1H); 3,91 (c, 3H); 3,45 (m, 2H); 3,10 (m, 2H); 2,10 (m,
3H); 1,83 (m, 2H); 1,25 (m, 6H).

(v) 1-[5-(5-xnopTiodeH-2-in)izokcason-3-
inmeTtun]-2-(1-isonponinninepnanH-4-inkap6amoin)-
1H-nipon[3,2-b]nipnanH-5-kapboHoBa kucnoTa

[o posdmHy 50Mr cknagHoro MeTurioBoro eqdipy
1-[5-(5-xnopTiodeH-2-in)izokcason-3-inmeTun]-2-(1-

1-[5-(5-

)
)
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isonponinninepnamnn-4-inkap6amoin)-1H-nipon([3,2-
b]nipnanH-5-kapboHoBoi kucrnot B 2mMn TId i 1mn
BOAM JofatoTb 3,6Mr rigpookucy miTito v cymiw nepe-
MiLLYIOTb NPW KIMHaTHIN TemnepaTtypi NpoTaroM 2rof.
MoTiMm peakuiiHy cymiw nigkMcnsoTe 6y xnopucTo-
BOAHEBOK KUCMOTOW A0 pH 3 i po3unMHHWMK Buaans-
I0Tb MPU 3HWKEHOMY Tucky. OpepXaHui 3anuLiok
ounwaTe npenapatusHolo B3XKX (konoHka C18
obepHeHOi hasu, enoloBaHHA  rpagieHToMm  BO-
aw/auetoHiTpuny 3 0,1% TpudTOpPOLITOBOIO KMCHO-
Tol). Ppakuii, WO MICTATb NPOAYKT, BUMAPHOOTbL i
niodpiniaytoTe Ans ogepxkaHHA Ginoi TBepaoi pevoBu-
HU. [MpoayKT ogepXyloTb Yy BUMNSAI TPMATOPOLTOBOI
coni.

Buxia: 25mr. MC (ES"): m/e = 528, xnop-tun.

'H-AMP (500 Mru, AMCO/TMS) : & = 13,00 (c,
1H); 8,90 (m, 2H); 8,23 (g, 1H); 8,03 (g, 1H); 1,56 (A,
1H); 7,42 (c, 1H); 7,28 (g, 1H); 6,69 (c, 1H); 5,98 (c,
2H); 4,07 (m, 1H); 3,45 (m, 2H); 3,10 (m, 2H); 2,10 (m,
3H); 1,83 (m, 2H); 1,25 (g, 6H).

Mpuknag 7

(1-izonponinninepnanH-4-in)amig 1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-5-okco-4,5-
avrigpo-1H-nipon[3,2-b]nipnanH-2-kapboHoBoi  Kuc-
notu

(i) Cknaghm  metunosun  edip  1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-4-okcu-1H-
nipon [3,2-b]nipnanH-2-kapboHOBOT KNCIOTK

[o posdmHy 80Mr cknagHoro MeTurioBoro eqipy
1-[5-(5-xnopTiodeH-2-in)isokcason-3-inmetun]-1H-
nipon[3,2-b]nipnanH-2-kapboHoBoi  kucnotm B 1mn
AnxnopmeTtaHy  gopaloTb  po3dmH  52,8mr  3-
xropnepokcnbeHsornHoi kucnotu (70%, Bonora 3 Bo-
pgoto) B 1mn gmxnopmetany npu 0°C. lMicns nepemi-
wysaHHSA npu 0°C npoTArom 1rog. peakuinHi cymiLi
JaloTb MOXNUBICTb 3irpiTUCS OO KiMHaTHOI Temnepa-
TYpu 1 nepemiwyoTs npoTsarom 16rod. PosunH npo-
MuUBaTb BOAHUM 0,1H PO34YMHOM TiAPOOKUCY HATPIlO.
OpraHiyHui Wwap NpoM1MBaTb 40AATKOBOK BOAOH 1
noTiM cywartb Hag 6e3BogHMM cynbdartom HaTpito.
Micna KoHUeHTpaujii Npy 3HWKEHOMY TUCKY 3anuLLOK
6e3nocepeHbO NigOalTe HACTYMNHIM B3aemogii 6e3
NOAAasnbLIOro OYMLLEHHS.

Buxia: 100mr. MC (ES™): m/e = 390, xnop-un.

(i) CknagHun  metunosui  edip  1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-5-okco-4,5-
avrigpo-1H-nipon[3,2-b]nipnanH-2-kapboHoBoi  Kuc-
notu

Po3uuH 100Mr cknagHoro meTtunosoro edipy 1-
[5-(5-xnopTiodeH-2-in)izokcazon-3-inmeTun]-4-okcu-
1H-nipon[3,2-b]nipnanH-2-kap6oHOBOI KMCNOTN B SMn
OLUTOBOrO aHrigpvay HarpisaioTb NpoTAarom 4rod. npu
100°C. TMicnsi oxonomkeHHs 40 KiMHaTHOI Temnepa-
TYPV PO3YMHHMK CYyMiLli BUAANSAOTe NPU 3HWKEHOMY
Tucky. lMicna cninbHoro BunaploBaHHA ABiYi 3 SMn
TOMyony 3anuWoK PO34MHAIOTE B 5Mn meTaHony 1
popatoTe 17,6Mr kapboHaTty kanito. CycneHsito nepe-
MiLLYIOTb NPOTAroM 16rod. nNpu KiMHaTHIA TemnepaTy-
pi. MNicna koHUeHTpaLii Npy 3HWKEHOMY TUCKY 3anu-
WOK oyuwatloTe npenapaTtuBHolo BOXKX (konoHka
C18 obepHeHOi ha3n, eniotBaHHA rPagieHToM BO-
aw/auetoHiTpuny 3 0,1% TpudTOpOLITOBOIO KMCHO-
To0). MNpOoayKT ogepXyloTb y BUMMSAAI TpudpTopouTo-
BOi COni.

Buxia: 20mr. MC (ES"): m/e = 390, xnop-tun.
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'H-HMP (400 Mru, AMCO/TMS): & = 11,65 (c,
1H), 7,90 (g, 1H); 7,60 (g, 1H); 7,28 (g, 1H); 6,71 (c,
1H); 6,67 (c, 1H); 6,35 (g, 1H); 5,87 (c, 2H); 3,81 (c,
3H).

(iii) 1-[5-(5-xnopTiodeH-2-in)izokcason-3-
inmeTtun]-5-okco-4,5-gurigpo-1H-nipon[3,2-b]nipnamH-
2-kapboHoBa kMcnoTa

Po3uuH 20Mr cknagHoro metunosoro edipy 1-[5-
(5-xnopTtiodeH-2-in)isokcason-3-inmetun]-5-okco-4,5-
avrigpo-1H-nipon[3,2-b]nipnanH-2-kapboHoBoi  Kuc-
notn 1 1,9Mr rigpookucy niTito B Cymiwli 2mn TeTpari-
apodypaHy n 1mn Bogu nepemiyoTb MPOTAroM
2rog. npy KiMHaTHIn Temnepatypi. Po3unHHUK Buaa-
NSI0Tb NPU 3HWKEHOMY TUCKY, | 3amMLLOK CNiflbHO BU-
naptotoTb ABidi 3 Tonyonom. 3anuwok 6e3nocepen-
HbO MigJalTb HACTYMHIM B3aemogii 6e3 noganbLuoro
OYMLLIEHHS.

Buxia: 20mr. MC (ES"): m/e = 376, xnop-tun.

(iv)  (1-izonponinninepugnH-4-in)amig  1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-5-okco-4,5-
avrigpo-1H-nipon [3,2-b] nipnauH-2-kapboHoBOI Kuc-
notu

Oo cycnensii  19,9mr  1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-5-okco-4,5-gurigpo-1H-5-
nipon([3,2-b]nipnanH-2-kapboHosoi kncnotu n 13,5mr
6ic(2-okco-3-okcasoniguHin)docdiHoBoro xnopuagy B
1Mn gnxnopmeTaHy gofaloTb 7,4MKN TpUETUNamiHy
npu KiMHaTHIM TemnepaTtypi W CyMill nepeMillyoTb
npotsarom 2rof. PeakuinHy cymiw obpobnsaTte 5mn
BoAHoro 0,1H pO34MHy riAPOOKUCY HaTpito N NPOMU-
BaloTb auetunaueratom. OpraHiyHWM LWwap cywaTtb
Hap 6e3BogHMM cynbdatom HaTpito. [icnsa dinbTpa-
Uil M BMAANEHHS PO3YMHHMKA MPU 3HWKEHOMY TUCKY
3anuLOK PO3YMHAKTL Y CyMilli 2Mn aueToHITpuny 1
1mn Bogw. Jliodinisauis posunHy gae 6iny TBepay
pPEeYOBUHY.

Buxia: 8mr. MC (ES"): m/e = 500, xnop-un.

'H-AMP (500 Mru, AMCO/TMS): & = 11,70 (c,
1H); 8,36 (a, 1H); 7,83 (g, 1H); 7,59 (o, 1H); 7,28 (a,
1H); 6,76 (c, 1H); 6,63 (c, 1H); 6,22 (g, 1H); 5,85 (c,

3,68 (c, 1H); 2,78 (m, 2H); 2,68 (m, 1H); 2,14 (m,
1,75 (m, 2H); 1,51 (m, 2H); 0,98 (g, 6H).
Mpuknag 8

CknagHuin metunosun edip 1-[5-(5-xnoptiodeH-
2-in)isokcason-3-inmetun]-2-(3,4,5,6-tetparigpo-2H-
[1,476inipnaun-4-inkap6amoin)-1H-nipon([3,2-
b]nipnanH-5-kapboHoBOI kMCNOTU

(i) CknagHun wmetunosun edip 2-(3,4,5,6-
TeTparigpo-2H-[1,4'|6inipuann-4-inkapbamoin)-1H-
nipon[3,2-b]nipnanH-5-kapboHoBoi KNCNoTH

[o posunHy 450Mmr cknagHoro 5-MeTuroBoro
edipy 1H-nipon[3,2-b]nipnanH-2,5-gnkapboHoBoi
Kucnotu B 9mn guxnopmetany 1 1,13mn Tpuetunami-
Hy popalTb 614mr  pgurigpoxnopugy  3,4,5,6-
TeTparigpo-2H-[1,4'Ginipugnn-4-inamiy 1 520mr
6ic(2-okco-3-okcasoniguHin)docdoHoBoro  xnopuay
npu KiMHaTHIM TemnepaTtypi W CyMill nepeMillyoTb
npotsarom 2rog. [Micna obpobku peakuinHoi cymii
5mMn HacuyeHoro BOOHOrO po3umHy kapboHaTy Kanito
ocaj BigdiNbTPOBYIOTL i CMiNbHO BUMNApPIOOTL ABIdi 3
Tonyornom. Ocag 6esnocepedHbO nigdaloTb HACTyM-
Hil peakLii 6e3 NoganbLIoro OYMLLIEHHS.

Buxia: 300mr. MC (ES™): m/e = 380.

'H-AMP (400 Mru, AMCO/TMS): & = 8,30 (m,
1H); 8,15 (g, 2H); 7,68 (g, 2H); 7,04 (c, 1H); 6,85 (A,

2H); );
2H); )
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2H); 4,10 (m, 1H); 3,95 (m, 2H); 3,84 (c, 3H); 3,00 (m,
2H); 1,91 (m, 2H); 1,53 (m, 2H).

(i) CknagHun  wmetunosui  edip  1-[5-(5-
xropTiodeH-2-in)isokcason-3-inmetun]-2-(3,4,5,6-
TeTparigpo-2H-[1,4'|6inipnann-4-inkapbamoin)-1H-
nipon([3,2-b]nipnanH-5-kapboHoBOi KNCNoTH

[o posunHy 150Mr cknagHoro MeTUNoBoro edipy
2-(3,4,5,6-tetparigpo-2H-[1,4'|6inipnann-4-
inkap6amoin)-1H-nipon[3,2-b]nipuanH-5-kap6oHoBoi
kucnotm popats  2mMn  N,N-gumetuncdopmamiay,
9,5mr rigpugy Hatpito (96%) npw 0°C. Micnsa nepemi-
wysaHHs npu 0°C npoTarom 10xB. gogatoTb 121mr 3-
6pommeTun-5-(5-xnopTiocpeH-2-in)isokcaszony " cy-
Mill nepeMiwyoTb ApoTarom 50rod. npu KiMHaTHIN
Temnepatypi. 2Mn BoAM JoJalTb A0 peakuinHoi cy-
MiLLi, i ogepxaHun ocag BigdinbTPOBYHOTL. 3anNMLLIOK
po3unHsoTs B 2mMn N,N-gumeTtundopmamigy n ouu-
watoTe npenapatnsHolo BAOXKX (konoHka C18 obep-
HeHoi  chasn,  enoloBaHHA  rpafieHToM  BO-
Aw/aueToHiTpuny 3 0,1% TPUTOPOLITOBOIO
Kncnotoro). Ppakuii, Wo MIiCTATb NPOAYKT, BUMNapH-
I0Tb i niodpinidyloTe AN ofepXkaHHa Ginoi TBepgoil
peyoBuHU. [MpoayKT ogepXytoTb Yy BUrNAA4i TpUdTO-
pouTOBOI COi.

Buxia: 27mr. MC (ES"): m/e = 577, xnop-tun.

Mpuknag 9 1-[5-(5-xnoptiodeH-2-in)isokcason-3-
inmetun]-2-(3,4,5,6-tetparigpo-2H-[1,4"16inipnaun-4-
inkap6amoin)-1H-nipon[3,2-b]nipngnH-5-kapboHoBa
Kucrota

[lo po3unHy cknagHoro Metunosoro edipy 1-[5-
(5-xnopTiodeH-2-in)isokcason-3-inmetnn]-2-(1-
isonponinninepnamnn-4-inkap6amoin)-1H-nipon([3,2-
b]nipnamH-5-kapboHoBoi kucnotn B 0,5mn Tetparia-
podbypary n 0,25mn Boan gofatoTb 2,4Mr rigpooKmcy
NiTiv0 N cyMil NepemiwyoTb NPy KIMHATHIA TeMnepa-
Typi npotsarom 16rog. lNicna BuaaneHHs poO3dYMHHUKA
Npu 3HWKEHOMY TUCKY OAepXaHuW 3anuLoK oYuLLa-
IoTb npenapaTuBHolo BOXX (konoHka C18 obepHe-
HoT dasu, €erlloloBaHHA rpagieHTomM BO-
Aw/aueToHiTpuny 3 0,1% TPUPTOPOLITOBOIO
Kncnotoro). Ppakuii, Wo MiCTATb NPOAYKT, BUMNapH-
I0Tb i niodpinidyloTe AN ofepXkaHHa Ginoi TBepgoil
peyoBuHU. [MpoayKT ogepXytoTb Yy BUrNAA4i TpUdTO-
pouTOBOI COi.

Buxia: 14,3mr. MC (ES*): m/e = 563, xnop-Tun.

'H-AMP (500 Mru, AMCO/TMS): & = 13,25 (c,
1H); 13,00 (c, 1H); 8,73 (a, 1H); 8,24 (m, 3H); 8,03 (g,
1H); 7,57 (g, 1H); 7,39 (c, 1H); 7,26 (m, 3H); 6,69 (c,
1H); 5,98 (c, 2H); 4,25 (m, 3H); 2,00 (m, 2H); 1,59 (m,
2H).

Mpuknap 10

(1-isonponinninepuanH-4-in)amig,
xropTiodeH-2-in)izokcason-3-inmetTun]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH

(i) 2-(2-meTokCieTOKCM)-4-MeTUN-5-HiTponipnanH

Oo 20mn 2-meTtokcieTaHony gogatoTe 243mr NaH
(6,09mmonb, 60% cycneHsia B macni) i cymiw nepe-
MilwyoTe npoTarom 15xB. B atMocdepi aproHy. [o-
hawTb ir (5,8Mmonb) 2-xnop-4-meTtun-5-
HITpONiPUANHY N peakuifHy CyMill NepeMillyoTb Npo-
TAroMm 3rof. nNpuw KiMHaTHIN TemnepaTypi. lNMicns popa-
BaHHa 40Mn  BOAM W MPOCTOrO  METUM-TPET-
6yTunoBsoro edipy asu po3ainaTb i opraHiuHy da-
3y NpoMMBalOTb HacuyeHum po3dmHoMm NaHCOs i Bo-
poto i cywatb Hag NaxSOs. Micns dinbTpauii pos-

1-[5-(5-
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YMHHVK BUO@nNsoTb Yy BaKyyMi, i 3anvLOK O4MLLaTb
creww-xpomartorpadieto Ha cunikareni 3 BUKOpUCTaH-
HSAM renTaHy/eTunaueraTty=8/2. 2-(2-MeTokcieTokcu)-
4-meTun-5-HiTponipuanH BUAinsATe y BUrnagi 6esba-
pBHOro macna.

Buxia: 0,73r.

(i) KanieBa cinb cknagHoro etunosoro edipy 3-
[2-(2-meTOKCieTOKCM)-5-HiTponipuanH-4-in]-2-
OKCOMpOniOHOBOT KNCMOTH

Ho 265wmr (6,78Mmmornb) kanito B 20mn abcontoT-
HOro MPOCTOro AieTnnoBoro edipy NoBinbHO AoAalTh
2,5mn etaHony. Cywmiw oxonomkytots go 0°C i popa-
I0Tb PO34nH 720Mr (3,39MMmonb) 2-(2-METOKCIETOKCH)-
4-meTun-5-HiTponipuguHy B 2,5mn abcontoTHOro npo-
ctoro gietunosoro edipy n 0,5mn etaHon. Mo kpan-
nsx npotarom 45xs. gogjatoTte 3,966r (27,14Mmonb)
CKnagHoro Aietunosoro edipy LWaBneBol KACNOTU B
15mn Tonyony. PeakuiinHy cyMill nepemiwyioTs npu
KiMHaTHin TemnepaTypi npotsirom 4rog. Ocag inbT-
pytoTb, MPOMUBAIOTL MPOCTUM AieTUNOBUM edipom/H-
rentaHom 1/1 i cywats y Bakyymi. KanieBy cinb ckna-
AHoro etunosoro edipy 1,4r 3-[2-(2-meToKcieToken)-
5-HiTponipuanH-4-in]-2-okconponioHoBOT KMCroTun
BUAINAOTb Y BUMMAAI YepBOHOI TBEPAOi PevyoBUHU W
BMKOPUCTOBYIOTb Ha HACTYMHIN cTagii 6e3 noganbLuo-
rO OUULLIEHHS.

(iii) CknagHuii €TUNoBuN edip 5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH

0,8Mn KMCNOTHOI KUCNOTW Ao4aloTb OO0 PO3YUHY
BUCYLLEHOT KarieBoi Comi CKrnagHoro eTunoBoro eqgipy
3-[2-(2-meToKCieTOKCM )-5-HiTponipnanH-4-in]-2-
OKCOrponioHoBoI knucnotm B 20Mn mMeTaHony m pos-
YWH TigporeHi3yoTb 3 BUkopucTaHHaM 199mr Pd(OH),
(20% Ha akTMBOBaHOMY BYyrinmi). Yepes 3roa. cymiw
KOHLIEHTPYIOTb, | 3anuLLIOK po3noginsioTe MK Hacu-
yeHum po3vmHoM NaHCs; i eTunauetatom. ®asm pos-
AinstoTb i opraHiyHy dasy cywatb Hag MgSO,. lNicns
inbTpauil po34YMHHUK BUOANAOTL Y Bakyymi 1 ogep-
XyloTb OaxaHui npopykT y Burnsagi 6migo-KoBToi
TBEPAOi PEYOBUHMW.

Buxia: 660wmr.

(iv) CknagHum  etunosun  edip
xropTiodeH-2-in)idokcason-3-inmetun]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH

105wmr (4,16mmonb) NaH (96%) gogatoTe 4o pos-
YUHY CKMNagHoro €TUNoBOoro edipy 5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
kapboHoBoi kucrotn B 50mn abcontotHoro DMF i
CyMilW nepemiwyoTe npotaroM 30xB. NpWU KiMHaTHIN
Temnepatypi. [Jo cymiwi gogatoTb 1,05r (3,78 Mmonb)
3-6pommeTnn-5-(5-xnopTiodeH-2-in)izokcasony n
nepemillyBaHHs NPOAOBXYOTb npoTarom 3roA. lMicna
popasaHHa 21mr (0,832mmonb) NaH (96%) i 210mr
(0,756Mmonb) 3-6pommeTnn-5-(5-xnopTiodeH-2-
in)isokca3ony 1 CTOSIHHSI NMPOTSArOM HOYi CyMill KOH-
LEHTPYIOTb Yy BaKyyMmi. 3anuLIOK pPO34MHATL Y
CH2Cl; i po3unH NpomM1BaloTb HaCU4EHUM PO3HUHOM
NaHCO,. Po34uHHUK BMOansAoTb y Bakyymi, i 3anv-
LLIOK ouuLaoTb donel-xpomaTorpadieto Ha cunikare-
ni 3 BMKOPWUCTaHHAM H-renTaHy/eTunauetaty=3/2 sk
po3uMHHUKa. PpakLii, Wo MICTATb NPOOYKT, KOHLUEHT-
pytoTb.

Buxig 1,3r.

1-[5-(5-
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(v) 1-[5-(5-xnopTiodeH-2-in)izokcason-3-
inmetun]-5-(2-meTokcietokcm)-1H-nipon[2,3-
c]nipuanH-2-kapboHoBa kucnoTa

Oo posunHy 1,3r (2,814MMonb) cknagHOro etu-
nosoro edipy 1-[5-(5-xnopTtiodeH-2-in)izokcason-3-
inmetun]-5-(2-meTokcietokcm)-1H-nipon[2,3-
c]nipnaunH-2-kapboHoBoi kucrotn B 30mn THF i 15mn
MeOH popatote 11,26mn 1M LIiOH i cymiw nepemi-
wytoTb npy 50°C npoTtsarom 3rod. OpraHivHi po3unH-
HUKN BUOANATb Yy BakyyMi, gogawts 50mn Boau n
pH gosogate Ao 2 posdmHom IH HCI. Baxanwi npo-
OYKT ocamkyloTb i (inbTpytoTb. [NpoMmBaloTs BOAOK
1 cywatb Hag P20s.

Buxig 1,11r.

(vi) (1-isonponin ninepuanH-4-
in)amigrigpoxnopug 1-[5-(5-xnopTiodeH-2-
in)isokcason-3-inmetun]-5-(2-metokcietokcu)-1H-
nipon[2,3-c]nipnamnH-2-kap6oHOBOI KUCNOTH

Oo posumHy 1,11r  (2,55mmonb)
xropTiodeH-2-in)idokcason-3-inmeTun]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
kapboHoBoi kucnotu n 0,55r (2,55mmonb) gurigpox-
nopuay 1-isonponinninepugnH-4-inamiHy B8 20mn ab-
contotHoro DMF pogatote 837wmr (2,55mmonb) TOTU
i 1,34mn (7,61mmonb) DIPEA i cymiw nepemiwytoTb
npu KiMHaTHOI Temnepatypi npoTtarom 4roa. PosunH-
HUK BMAAMNSOTb Y BaKyyMi, 3anULLIOK PO3YMHAIOTb Y
CHCI; i a3y CH.Cl, npomunBaioTb Hacu4eHUM po3-
ynHoMm NaHCOs;. OpraHivyHy pa3y KOHUEHTPYKTb i
3anuLLOK oYuLalnTe XpomaTtorpadieto Yepes curika-
renb i3 BMKOPUCTaHHSAM
CH2Cl,/MeOH/HOAC/H,0=90/10/1/1 sk  entoeHTy.
®dpakuii, Wo MiCTATb NPOAYKT, NOEAHYIOTb | KOHLIEHT-
pytoTb. [1poayKT BUAINSIOTL Y BUMNA4I MOro rigpoxrio-
puay nioginisauieto 3 BUKOPUCTaHHAM 2,5 ekBiBaneH-
TiB 1H HCI B H2O/AcCN.

Buxia 1,2r. MC (ES™): m/e = 558, xrnop-Tun.

Mpuknag 11

(1-isonponinninepuanH-4-in)amig,
xropTiodeH-2-in)idokcason-3-inmetun]-5-(2-
riapokcieTokcm)-1H-nipon[2,3-c]nipuanH-2-
KapbOOHOBOI KUCIOTH

o posunHy  600mr  (1,01mmonb) (1-
isonponinninepnann-4-in)amigrigpoxnopugy  1-[5-(5-
xropTiodeH-2-in)idokcason-3-inmetun]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
kapboHoBoi kucnotu (npuknag 10 (vi)) B8 50mn CH2Cl,
popaote 2vn (2,02mmonb) 1M posunHy BBrs y
CH2Cl,. Cymiw nepemiwyoTe Npy KiMHaTHIN Temne-
paTtypi npotarom 6rof. lMicna CTOAHHSA NPOTArOM HoMi
PO3YMHHUK BMOANAIOTb Yy BaKyyMi, i 3anuwok ouuLa-
0Tb npenapaTmMBHO B3»XX (entoeHT:
CH3CN/H20/0,1% CF3COOH). ®pakuiji, wo mictatb
NpOJyKT, NMOEOHYIOTb | KOHLEHTPYIOTb Yy BakyyMmi. 3a-
nvwok po3ynHsiiote Yy CH2Cly i npomuBatoTte 0,1H
po3unHom NaOH. Po3unH BugansioTe y Bakyymi, i
3anuwok niodinisytote 2,5 eksiBaneHtammn 1H HCI,
ogepxytoun 464mr (79%) rigpoxnopugy 6axaHoro

1-[5-(5-

1-[5-(5-

NPOAYKTY.
MC (LC-MC-ES™): m/e = 544, xnop-Tun.
Mpuknag 12
(1-isonponinninepuanH-4-in)amig, 1-[(5-

XropnipnavH-2-inkapbamoin)meTun]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH
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(i) 5-(2-metokcieTokcm)-1H-nipon[2,3-c]nipnavH-
2-kapboHoOBa kMcnoTa

Jo posunHy 1r (3,784MMoOrb) CKNagHoOro eTuro-
BOro edipy 5-(2-meTokcieTokem)-1H-nipon[2,3-
c]nipuanH-2-kapboHoBoi kucnotu (npuknag 10 (iii)) B
50mn THF i 25mMn MeOH poagatotb 15,14mn 1M LiOH.
Cymilw nepemiwyoTe NPOTArOM 2rod. npu KiMHaTHIN
Temnepatypi. OpraHiyHi pO3YMHHUKM BUZAANSATbL Y
BaKyyMi, PO34MH MNiOKUCNSAOTb | KOHLEHTPYIOTb Y Ba-
Kyymi. 3anuwok ouvwaioTb drel-xpomartorpadieto
yepes cunikarenb i3 BMKOPUCTaHHAM
H2Clo/MeOH/HOAC/H20=90/10/1/1 sk entoeHTy. Ppa-
KUiT NPOAYKTY NOEAHYIOTb, KOHLEHTPYIOTL Y BakyyMi 1
nioginisyoTb.

Buxia: 820wmr.

(i) (1-isonponinninepnanH-4-in)amig, 5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH

Oo posunmHy  820mr  (3,47mmonb)  5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
kapboHoBOI kucnotn n 745mr (3,47MMonb) AUriapox-
nopway 1-isonponinninepngnH-4-inamivy 8 30mn ab-
contotHoro DMF gopatote 1,13r (3,47Mmonk) TOTU i
1,81mn (10,41mmonb) DIPEA i cymiw nepemiwyoTb
npoTarom 4rod. Npu KiMHaTHIN TemnepaTtypi. Po3unH-
HUK BMAAMNSAOTb Y BaKyyMi, 3anULIOK PO3YMHAIOTE Y
H>Cl> i dpasy CH2Cl, npomuBaioTe HacM4eHnM po3yu-
Hom NaHCOs;. OpraHiyHy hasy KOHLEHTPYKTb i 3a-
NALLIOK o4MLwaloTs  XpomaTtorpadieto vepes curika-
renb i3 BMKOPUCTaHHAM
CH2Cl,/MeOH/HOAC/H,0=90/10/1/1 sk  entoeHTy.
®dpakuii, Wo MiCTATb NPOAYKT, NOEAHYIOTb i KOHLEHT-
pytoTb. 3anuwok posdnHsioTe Yy HoCly i dpazy CHoClo
npoMmBaloTb HacuyeHnm posvnmHom NaHCOs. Pasu
po3ginsaTb i opraHiyHy dasy cywatb Hag NaxSOa.
Micna dinbTpadii pO3UNMHHUK BUOANSAOTL Y BaKyyMi.

Buxig 461 wmr.

(iii) 2-6pom-N-(5-xnopnipugnH-2-in)auetamia

[lo posunHy 5r 5-xnopnipuanH-2-inamivy # 1,5mn
nipnavHy B 30Mn Tonyony no kpannax gofarTb 8r
6pomaueTunbpomigy, posunHeHoro B 10mn Tomyony
B YMOBax OXONOMKEHHs NbodoM. Yepes 2rog. ocag
BUAINSAIOTL inbTpauieto 1 pekpucTaniaytoTs 3 Tonyo-
ny onst ogepXkaHHs 6inoi TBepAoi pe4YOBUHN.

Buxia: 12r.

(iv) (1-isonponinninepnaunH-4-in)amig 1-[(5-
XropnipnavH-2-inkap6amoin)meTun]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH

Ho po3unHy  461mr  (1,27Mmonb) (1-
isonponinninepnanH-4-in)amigy  5-(2-meTokcieTokcu)-
1H-nipon[2,3-c]nipnanH-2-kapboHoBOi  KMCMOTM B
20mn abcontotHoro DMF pogatote 46mr (1,91MMmonb)
NaH (96%) B atmocdepi aproHy. Cymiw nepemiluy-
I0Tb NpoTArom 15xB. Npu KiMHaTHIN Temnepartypi. [Jo-
hawTb 479mr (1,91Mmonb) 2-6pom-N-(5-
XnopnipuavH-2-in)auetamigy # cymill nepemilyoTb
npotsarom 3rof. nNpu KiMHaTHIN Temnepatypi. Po3unH-
HUK BMAAMNSAOTb Y BaKyyMi, 3anULIOK PO3YMHAIOTE Y
CH2Cl, i dasy CH2Cl, npommsatote H2O i cywatb
Hag NazSOg. Micna dinbTpauii opraHiyHy a3y KoH-
LEHTPYIOTb | 3anuLoK oYuLaTs Xpomartorpadieto

Yyepes cunikarenb i3 BMKOPUCTaHHAM
CH2Cl,/MeOH/HOACc/H2,0=90/10/1/1 sK entoeHTy 3
HacTynHol  npenapatuBHow  B3IXKX  (entoeHT:

CH3CN/H20/0,1% CF3;COOH). ®pakuji, wo mictatb
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NpOAJyKT, NMOEOHYIOTb | KOHLEHTPYIOTb Yy BakyyMmi. 3a-
nuwok nioginisytots 2 eksisaneHtamn 1H HCl y cy-
miwi H.O/CH3CN, ogepxytoum rigpoxnopug 6axaHo-
ro NpoaykTy.

Buxia: 545mMr. MC (LC-MC-ES’): m/e = 529,
XIOp-TUM.

Mpuknap 13

(1-isonponinninepuanH-4-in)amig, 1-[(5-
XropnipnavH-2-inkap6amoin)meTun]-5-(2-
meTokcieToken)-1H-Tpon[2,3-c|nipuanH-2-kapboHoBOT
KMCRoTK

Cnonyky ogepxyrTb, ik onucaHo B npuknagi 11.
3 446mr (0,789Mmmonb) (1-i3onponin ninepuanH-4-
in)ami arigpoxnopuay 1-[(5-xnopnipnanH-2-
inkap6amoin)metun]-5-(2-meTokcietokcm)-1H-
nipon[2,3-c]nipuamnH-2-kapboHOBOI  KUCNOTU OAEpXKY-
t0Tb 286Mr GaxkaHOro MPOAYKTY.

MC (LC-MC-ES™): m/e = 515, xnop-Tun.

Mpuknag 14

(1-isonponinninepuanH-4-in)amig, 1-(6-
xnopbeH3o|b]riodeH-2-inmeTnn1-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-
KapbOOHOBOI KUCIOTH

(i) CknagHun €TUNoBuN edip 1-(6-
xrop6eH3o[b]tiopeH-2-inmeTnn]-5-(2-meTokcieTokcm)-
1H-nipon[2,3-c]nipuanH-2-kapboHoBOT KMCNOTU

Oo posunHy 660mMr (2,497mMmonb) CKnagHoro
etunoBsoro edipy 5-(2-metokcieToken)-1H-nipon([2,3-
c]nipngunH-2-kapboHoBoi kucnoTtn B 15mn abcontoTHO-
ro DMF pogatote 24mr (2,497 mmonb) NaH (96%) B
aTmMocdepi aproHy. Cymiw nepemilyioTs NpOTArom
30xs. npu  KiMHaTHin ~ Temnepatypi.  623mr
(2,497mmonb) 2-6poMmeTun-6-xnopbeHso[b]tiodeHy
[oaepxaHoro mpuctocyBaHHAM Mpoueaypu, OnMcaHoi
Ewing, William R. et al. B PCT Int. Appl. (1999), 300
pp. WO 9937304 Al; i Ewing, William R. et al. PCT
Int. Appl. (2001), 460 pp. WO 0107436 A2] i cymiw
nepeMilyoTb NPoTAromMm 1rod. Npu KiMHaTHIN Temne-
paTypi. PO34MHHUK BMAansTb Y BakyyMi, i 3anuyLiok
ounwaTe  npenapatuBHolo  BOXKX  (entoeHT:
CH3CN/H20/0,1% CF3;COOH). ®pakuji, wo mictatb
NPOAYKT, NMOEAHYIOTb, KOHLEHTPYIOTL Y BakyyMi 1 ni-
oginisytoTb.

Buxia: 900wmr.

(i) 1-(6-xnop6eH3o[b]tiocpeH-2-inmeTnn]-5-(2-
meTokcieToken)-1H-nipon([2,3-c]nipnanH-2-kap6oHoBa
Kucrota

8mvn 1M posunHy LiOH popaioTb A0 poO3umHy
890mr (2mmonb) cknagHoro eTtunosoro edipy 1-(6-
xrop6eH3o[b]tiopeH-2-inmeTnn]-5-(2-meTokcieTokcm)-
1H-nipon[2,3-c]nipuauH-2-kapboHoBOi  KMCNOTM B
30mn THF i 15mn MeOH, i cymiw nepemiwytoTs npo-
Tarom 1rog. npu 50°C. Oogatots 16mn 1H HCI, opra-
HIYHUA PO3YMHHVK BUMAAMNSATb Yy BakyyMi, i 3anuLiok
ekcTparyloTe etunauetatom. OpraHiyHy dasy cywaTb
Hag MgSO,. Micna dinbTpauii po34MHHKMK BUNapto-
l0Tb, OAEPXKYIOUN BaKaHU NPOAYKT.

Buxig: 810mr.

(iii) (1-izonpoTtnninepnamnH-4-in)amig 1-(6-
xrop6eH3o[b]tiopeH-2-inmeTnn]-5-(2-meTokcieTokcm)-
1H-nipon[2,3-c]nipnanH-2-kapboHoBOT KMCNoTU

Oo posumHy  800mr  (1,92mmonb)  1-(6-
xrnop6eH3o[b]tiopeH-2-inmeTnn]-5-(2-meTokcieTokcm)-
1H-nipon[2,3-c]nipuanH-2-kapboHoBOi  KMCMOTM 1A
413mr (1,92mmonb) avrigpoxnopuay 1-
isonponinninepnanH-4-inamivy 8 20mn abcontoTHOro
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DMF popatote 628mr (1,92mmonb) TOTU i 1,0mn
(5,757mmonb) DIPEA, i cymiw nepemilyioTs npu Kim-
HaTHIn Temnepatypi npoTarom 1rofd. Po34nMHHUK BU-
JansioTb Y BakyyMi, i 3anvLLOK ouuwwaoTb npenapa-
TUBHOIO B3OXXX (entoeHT: CH3CN/H20/0,1%
CF3COOH) i xpomatorpadieto 4epe3 cunikarenb i3
BMKOPUCTaHHSAM
CHCl,/MeOH/HOACc/H,0=85/15/1,5/1,5 ak entoeHTy.
®dpakuii, Wo MiCTATb NPOAYKT, NOEAHYIOTb i KOHLEHT-
pytoTe. Buxig: 870mr (69%), BignosigHui TpudTopa-
uetat. 60mMr TpudTopauetaty niodiniayloTs 3 BUKO-
puctaHHam 2,5 eksiBaneHtiB 1H HCI y HyO i
BUAINAOTb Y BUrNAAi rigpoxnopuay.

MC (LC-MS-ES"): m/e = 541, xnop-Tun.

Mpuknag 15 (1-izonponinninepnaunn-4-in)amig 1-
(6-xnop6eH3so[b]tiopeH-2-inmeTnn]-5-(2-
riapokcieTokcu)-1H-Tpon[2,3-c]nipuanH-2-kapboHoBOI
KMCIOTK

Oo  posunHy  810mr  (1,236mmonb)  (1-
izonponinninepuaux-4-in)amiarigpoxnopuay 1-(6-
xrop6eH3o[b]tiopeH-2-inmeTnn]-5-(2-meTokcieTokcm)-
1H-nipon[2,3-c]nipuanH-2-kapboHoBOi  kKMCOTM B
80mn CH.Cl, pogatote 2,472mn 1M posuvHy BBrs y
CH2Cl,. Cymiw nepemiwyoTe Npy KiMHaTHIN Temne-
patypi npotarom 30xB. PO34YMHHMK BMAansioTb y Ba-
Kyymi 1 niodiniaytoTb. 3anuLwok oumwaoTe npenapa-
TUBHOIO B3OXKX (entoeHT: CH3CN/H20/0,1%
CF3COOH). ®pakuiji, Wo MIiCTATb NPOJyKT, MOeaHy-
l0Tb, KOHLEHTPYIOTb Y Bakyymi W niodinisyots 3 2,5
eksiBaneHtamn 1H HCI, opgepxytoum rigpoxnopug
GaxxaHoro NpoaykTy.

Buxia: 594mr. MC (LC-MC-ES’): m/e = 527,
XIOp-TUM.

dapmakonoriyHe TeCTyBaHHSs

3paTHicTb cnonyk dopmynu | iHribyBaTn dakTop
Xa abo gaktop Vlla abo iHwi depmeHTH, nodibHi oo
TPOMOGiHY, NnasmiHy abo TPUMCKMHY, MOXHa OLiHWUTK
BU3HAYEHHAM KOHLEeHTpauii cnonyku dopmynu |, sika
iHribye cbepmMeHTHy akTuBHICTb Ha 50%, To6TO Benu-
ynHK IC50, sika Byna noe's3aHa 3 KOHCTAHTO iHriby-
BaHHs Ki. OuuieHi dhepmMeHTU BUKOPUCTOBYHOTb Y
XpOMOreHHuX aHanizax. KoHueHTpadito iHribiTopy, sika
BMKINWKaE 3MmeHweHHs Ha 50% wBwakocTi rigponisy
cybcTpaty, BM3HayaloTb MiHIMHOKW perpecieto nicns
HaHeCeHHs Ha rpadik BiAHOCHUX LUBUAKOCTEN rigpo-
nidy (y NOpiBHsIHHI 3 HeiHriboBaHUM KOHTpoONeM) 3a-
nexHo Big norapudma KoHUeHTpauii cronyku ¢op-
mynu |. [Ina po3paxyHKy KOHCTaHTU iHribyBaHHs Ki
BenununHy |C50 KopuryloTb Ha KOHKYpeHLUito i3 cy6-
CTpPaToM, BUKOPUCTOBYIOUN CHOPMYIY
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(mac/o6.) PEG-8000, 0,02% (mac/o6.) NaNs). IC50
BM3HA4alTb 00'€AHaHHSAM BMICTY BiOMOBIOHUX SIMOK
TUTPOBOYHOI MikponnaHweTy nonosuHHoi nnowi Co-
star, WwWo BkNtoYaTe 25MKN NtoAcbKOro daktopa Xa
(Enzyme Research Laboratories, Inc.; South Bend,
Indiana) B TBS-PEG; 40mkn 10% (06./06.) DMSO B
TBS-PEG (iHriboBaHWn KOHTPOrb) abo PidHi KOHLEHT-
pauii cnonyku, sike 6yTn TecTyBaTucs, po3BOAATL B
10% (06./06.) DMSO B TBS-PEG; i cybcTtpaT S-2765
(N(a)-6eHaunokcukapboHin-D-Arg-Gly-L-Arg-
napanHitpoaHinia, Kabi Pharmacia, Inc.; Franklin,
Ohio) B TBS-PEG.

AHani3 BWKOHYIOTb MonepegHbOol  iHKybauieto
cnonyku copmynu | nnoc epmeHTy npotsirom 10xs.
Micns Toro aHania noyYnHalTb foAaBaHHAM cybcTpa-
Ty 4N ofepXaHHsa kiHuesoro o6'emy 100mkn. Buxia-
Hy LIBMAOKICTb rigponidy XpOMOreHHoro cy6cTpaty
BUMIpPIOIOTb 3MIHOKO CreKTparnbHOI MNOrnMuHanbHoi 30a-
THocTi npn 405 HM i3 BUKOPUCTaHHAM Mpunagis KiHe-
TUYHOro 3unTyBaHHs nnaHweT (Ceres UV900HDI)
npu 25°C nepoTarom NiHiMHOI YaCTUHWM NAWMHY B Yaci
(3BnyariHo 4vepe3 1,5xB. micns goaaBaHHst cybcTpa-
Ty). KoHueHTpauia depmeHTy crtaHoBuTb 0,5 HM, a
KOHLeHTpaLis cybcTpaTy ctaHoBUTE 140MKM.

b) AHani3 dakTopa Vila

IHribytoyy  aKTMBHICTb  BiHOCHO  dhakTopa
Vlla/TkaHWHHOrO (hakTopa BM3Ha4YalTb i3 BUKOPUC-
TaHHAM XpOMOreHHoro aHanisy. o cyTi, sk onucaHo
paHiwe (nybnikauis J.A.Ostrem et al., Biochemistry
37 (1998) 1053-1059), wo BkNtOYeHa B AaHUIA OnuC
K nocunanHs). KiHeTuyHi aHaniau npoBoasite npwu
25°C y TMTPOBOYHMX MIKpOMMaHLLETaX MOMOBUHHOI
nnowi (Costar Corp., Cambridge, Massachusetts), 3
BMKOPUCTaHHAM Mpunagy KHETUYHOrO 34MTYBaHHS
nnaHwet (Molecular Devices Spectramax 250). Tu-
NnoBuWI aHani3 cknagaetbca 3 25Mkn NAcbKoro dak-
Topa Vlla i TF (BignosigHa KiHLeBa KOHUeEHTpaujis 5
HM i 10 HM) y komGiHauii 3 40MKN pO3BEAEHHOrO iHri-
6iTopy B b6ydepi 10% DMSO/TBS-PEG (50mMM Tris,
15mMM NaCl, 5MM CaCly, 0,05% PEG 8000, pH 8,15).
Micna 15xB. nepiogy monepedHbOi iHKybauii aHani3
NoYMHaloTb AofdaBaHHAM 35MKIT XPOMOreHHoro cy6-
ctpaty S-2288  (D-lle-Pro-Arg-napanHitpoaHinia,
Pharmacia Hepar Inc., «kiHueBa KOHUeHTpaLis
500mkn). PesynbTaty (KOHCTaHTU iHribyBaHHA Ki
(FXa) gns iHribyBaHHsA cpakTopa Xa) nokasaHi B Tabsn.
1.

Tabnuus 1

Ki=IC50/{1+(koHueHTpauis cybcTpaTy/Km)}, Ki(FXa .

Ae Km gaBnse coboio KoHcTaHTy Michaelis- Mpuknap [|\(/|K|\/|]) Mpuknan  Ki(FXa) [mkM]
Menten (Chen and Prusoff, Biochem. Pharmacol. 22 1 0,006 7 0,023
(1973), 3099-3108; I. H. Segal, Enzyme Kinetics, 2 0,055 9 0,085
1975, John Wiley & Sons, New York, 100-125; aki 3 0,067 11 0,047
BKIOYEHi B AaHWIA OMNWC SIK MOCUIaHHS). 4 0.070 13 0.044

A) Anani3 daktopa Xa 5 0004 :

B aHanisi ans BM3Ha4eHHs iHribyBaHHSA aKTMBHO- 6 0’010
cTi chaktopa Xa BukopuctawTe 6ydep TBS-PEG .

(50MM  Tris-HCI, pH 7,8, 200mM NaCl, 0,05%
Komn'toTepHa BepcTka J1. KyneHko MignucHe Tupax 28 npum.
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