YKPAIHA

L
>
[Nz

MIHICTEPCTBO OCBITHU
I HAYKU YKPATHU

OEPXXABHUW OENAPTAMEHT
IHTENEKTYAJbHOI
BNACHOCTI

(19) UA (11) 76461 (13) C2
(51) MIMK (2006)
CO7D 487/04 (2006.01)
CO7D 498/04 (2006.01)
CO7D 471/04 (2006.01)
A61P 7/04 (2006.01)
A61P 25/28 (2006.01)
A61P 31/00
A61P 43/00
A61K 31/33
A61K 31/41
A61K 31/535

onuc

A0 NATEHTY HA BUHAXIA

(54) NOXIAHI MNIPA30NY AK ®APMALIEEBTUYHI ATEHTU, IX 3ACTOCYBAHHSA, ®APMALEEBTUYHA KOM-

NO3uLIs HA iX OCHOBI

(21) 20031110606

(22) 13.05.2002

(24) 15.08.2006

(86) PCT/US02/11884, 13.05.2002

(31) 60/293,464

(32) 24.05.2001

(33) Us

(46) 15.08.2006, Bton. Ne 8, 2006 p.

(72) Conep Oxewncon Ckott, US, Bent flyrnac Yewna,
US, Yanetti Maona , FR, Oekonno Toan BiHceHT,
US, MNoadpi Anekcangep MewH, US, N'yacoH Teogop,
Mon., US, XeppoH [enBig KeHt, US, JTi XoHr-tO , US,
Jlao YxyHkan , US, MakminneH Yinbsam Tomac, US,
Minnep LWWoH Kpictodep, US, MopT Hikonac EHTOHI,
US, Winnin OxoHataH Maiikn, US, Cmit EaBapa K.p.,
us

(73) ENI il EHA KOMMNAHI, US

(56) EP 0666079 A, 09.08.1995

EP 0531901 A, 17.03.1993

US 5358947 A, 25.10.1994

US 5670503 A, 23.09.1997

WO 0116138 A, 08.03.2001

EP 0923929 A, 23.06.1999

WO 9735551 A, 02.10.1997

YAMAMOTO; NOBUCHIKA; ET AL: "Effect of FR
167653, a cytokine suppressive agent, on endotoxin-
induced disseminated intravascular coagulation”
EUROPEAN JOURNAL OF PHARMACOLOGY
(1996), 314(1/2), 137-142, XP002210048
YAMAMOTO; NOBUCHIKA; ET AL: "Effect of
FR143430, a novel cytokine suppressive agent, on
adenocarcinoma colon26-induced cachexia in mice"
ANTICANCER RESEARCH (1998), 18(1A), 139-144,
XP001096045

PIRISINO R; ET AL: "Further investigations on the
antiinflammatory activity of some 2-
phenylpyrazolo'l,5-alphapyrimidine compounds"
FARMACO, ED. SCI. (1981), 36(8), 682-91,
XP001097427

PIRISINO R; ET AL: "Pharmacological activity of
some pyrazoloa1,5-alphabpyrimidines” FARMACO,
ED. SCI. (1979), 34(9), 802-7, XP001097437

(57) 1. Cnonyka CTpyKTypHu:

(Ra)k N—N
JK
% R1

R2

®opmyna (1)
ne

mmwgﬁ
J

X

€ YOTUPbOX-, M'ATU- ab0o LIECTUYNEHHMUI HACUYEHUN
uukn i X e C, O abo S, 3a yMOBM, LLO LW LMK € NOB-
HICTIO HAaCU4YEeHUM BYrMNeLUeBUM LUKMNOM, Ae urneH X y
3ragaHoMy LMKNi Moxe OyTu 3aMiHEHUM OAHMM aTo-
mMom C, O abo S, 3a TUM BUHATKOM, WO X HE MOXe
6yt O, AKLLO BiH € CyciaHIM 3 aTOMOM Byrneuto nipa-
30110BOro Lukny, i Ry € nipuavH i R, € deHin abo Tie-
Hif, 3amiWweHnin cynbdOoHINomMm;

R1 - HesamiweHuin abo 3amiweHuin deHin; Hesami-
LeHnMn abo 3aMileHnn nipuaunH; HesamiweHu abo
3amiweHnn nipuavH-N-okena; HesamiweHun abo 3a-
MilLLleHU XiHOJiH; He3aMilleHn abo 3amilleHuin Xi-
HoniH-N-okcua,; HesamiweHun abo 3amileHnin Had-
TUPUOVH; He3amilleHun abo 3amiweHuid nipasuH;
dypwvn; HesamiweHun abo 3amileHun Tias3onin; He-
3aMmilLleHnn abo 3amilLleHnin imigasonin; He3aMmilLeHUI
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abo 3amiweHun nipasonin; abo HesamiweHuii abo
3amillleHni TiodeHin; ae 3ragaHi 3aMiCHUKM (oguH
abo «kinbka) BubpaHi 3 rpynu, 0o sikoi BxoadATtb: (Ci-

Ce)ankin, (Cy-Ce)ankeHin, (Cz-Ce)ankinin, (Ci-
Ces)ankokcu-, (C2-Cg)ankeHinokeu-, (Co-
Cs)ankiHinokeu-, (C1-Ce)ankinTiorpyna, (Cs-

Ce)ankincynbinin,  (C1-Ce)ankincynbgonin, (Ci-
Cs)ankinamiHorpyna, bi-[(C1-Cs)ankin]amiHorpyna,
(C1-Cs)ankokcukapboHin, N-(Ci1-Cg)ankinkapbamoin,
N,N-gi-[(C;-Cs)ankin]kapbamoin, (C2-Cs)ankaHoin,
(C2-Cs)ankaHoinokeu-, (C,-Cg)ankaHoinamiHo-, N-(Ci-
Cs)ankin-(C,-Cg)ankaHoinamiHo-, (Cs-
Ce)ankeHoinamiHo-, N-(C:-Cg)ankin-(Cs-
Cs)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Ci-
Cs)ankin-(Csz-Ce)ankiHoinamiHorpyna, N-(Cs1-
Cs)ankincynbdamoin, N,N-gi-[(C1-Ce)ankin] cynbda-
moin, (C1-Ces)ankaHcynbgoHinamiHo-, N-(C1-Cg)ankin-
(C1-Cs)ankaHcynbdoHinamiHorpyna, kapbokcamig,
eTuneH, TiodeHin, amiHodeHIn, TpudTopMeTUn, ra-
noia, TpudTopmeTokeurpyna, rigpokcumetun, N-
niponiamHo-, N-mopdoniHo-, deHinTiorpyna, (Ci-
Cs)piankinamiHomeTun, meTokcudeHin, amiHorpyna,
rigpokcun, kapbokeumn, dpeHin, apunarnkin;

R2 - HesamilweHuin abo 3amilleHuin XiHoniH; He3ami-
weHnn abo 3amilweHun XxiHoniH-N-okeua; Hesamille-
HUA abo 3amiweHuii deHin; HesamiweHnin abo 3ami-
LeHMn HadpTanid; HesamiweHuii abo 3amiweHui
nipuaunH; HesamiweHun abo 3amiweHur nipuamH-N-
okcua; HesamileHuin abo 3amilleHUn XiHa3oniH; He-
3aMilleHnn abo 3aMillleHUA LUHONMIH; He3aMilleHun
abo 3amiweHnn 6eHsopiokcon; HesamilleHun abo
3amilleHnin GeH3opiokcaH; HesamilweHuin abo 3ami-
LLEeHMI NipUMIgMH; He3aMileHnn abo 3amiweHuin oe-
H3oTiodeH; abo He3amilleHun abo 3amiweHnii dpeHa-
HTpPONeH; Ae 3ragaHi 3amicHuku (oamH abo kinbka)
BuOpaHi 3 rpynu, 0o sikoi BxoasiTb: BoaeHb, (Ci-
Ce)ankin, (Cz-Ce)ankeHin, (C,-Cg)ankiHin, ranoigsa-

MiweHun  (Ci-Ce)ankin,  (Ci-Ce)ankoken-,  (Cop-
Cs)ankeHinokcu-, (C,-Cg)ankiHinokcm-, (Cs-
Ce)ankinTiorpyna, (C1-Ce)ankincynbdiHin, (Cs-

Cs)ankincynbgoHin,  (Ci-Ce)ankinamiHo-,  Ai-[(Ca-
Cs)ankin]amiHorpyna, (Ci-Ce)ankokcukap6boHin, N-

(C1-Ce)ankinkapbamoirn, N,N-gi-[(C1-
Cs)ankin]kapbamoin, aMiHOOKCU-, N-(Cs-
Cs)ankinamiHookcu-, N,N-gi-[(C1-

Ce)ankin]amiHookcurpyna,  (Co-Cg)ankaHoin, (Co-
Cs)ankaHoinoken-, (Cy-Cg)ankaHoinamiHo-, N-(C;-
Cs)ankin-(C,-Cs)ankaHoinamiHo-, (Cs-
Cs)ankeHoinamiHo-, N-(C1-Ceg)ankin-(Cs-
Cs)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Ci-
Ce)ankin-(Cs-Ceg)ankiHoinamiHorpyna,  cynbgamoin,
N-(C1-Cs)ankincynbgamoin, N,N-gi-[(C1-Cs)ankin]
cynbdamoin, (C:-Cs)ankaHcynbgoHrinamiHo-, N-(Cs-
Cs)ankin-(C,-Ce)ankaHcynboHrinamiHorpyna, kapbo-
Kcamif, eTuneH, erin, TiodeHin, amiHodeHin, deHi-
nTiorpyna, ranoig, uiaH, NipuguvHin, apvnarnkin, rigpo-
keun, N-niponignHo-, N-mopdoniHorpyna, kap6okcun,
[5-dheHin-1,2,4-okcagiason-3-in]jmeTokcurpyna, 6-
MeTunnipnaasmnH-3-inokecurpyna, (5-okco-2-
niponigunHin)meTokcurpyna, 2-(4,5-purippo-1H-
imigasonin), N,N-giankinkapbamoinokcurpyna, 1-
rigpokcu-1-metTuneTnn, 4-cbTopdeHin, 3,4-
MeTUNeHAIoKCUdeEHIn, TpudTopMeTusn, TpudTopme-
TOKCUrpyna;

abo rpyna cpopmynu
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RlU

— X;—(CH,),C(CH,),,Q,

R16

ae: X1 - O, N, S, SO, NR13, C(O) abo 38’s130k; Q; €
BoAEeHb, deHin, 5-(2,2-andTop-1,3-6eH3oaiokconin),
C(0)Qs abo nipyanmn, KoM m Ta N He3anexHo OAuH
Bil OAHOro MarTb 3HaveHHs 0-2, 32 BUHATKOM BuNa-
OKy konu oguH € 0, To iHWniA He moxe ByTn 0; Qi €
OR11, NR11Ri12, ranoig, N-mopdoniHorpyna, N-
ninepa3uHo-N'R13, N-imigasdonin, N-nipasonin, N-
Tpuasonin, N-(4-ninepuauHinninepnanH), SO2R14,
SOR14, NHSO2R1s, auetamigo-, N-cbtanimigo-, N-
OKcas0nianHo-, N-imigasoniHo-, N-
6eHsokcasonignHorpyna,  N-niponigmHoHin,  N(N'-
MeTUNGeH3nMIgasoniHo)-, N,N-aun(C;-
Cs)ankinamiHo(C1-C4)ankokcu-, N-
OeH3umigasoniHorpyna; KonM m Ta N HesanexHo
OAvH Big ogHoro € 0-2, ane oaunH YM iHWK1n 3 m abo n
He € 0; Qs € rigpokcun, METoKCK-, amiHo-, dieTnnami-
HO-, AMMeTunamiHorpyna; Rip € BoaeHb, ranoig, (Ci-
Cs)ankin; koxeH 3 Ri1 Ta Ri2 He3anexHo Big iHWOro €
BoaeHb, (C1-Cg)ankin, (C1-Ce)ankokcurpyna, apunan-
kin, (Cs-Cg)umknoankin, (Cs-Cg)umknoankinmeTtun, 4-
(N-meTunninepuawuHin), nipugun, abo Ri; Ta Rip mMo-
XyTb CninbHO yTBOptOBaTK 4-, 5-, 6- ab0 7-4neHHui
uukn, abo Ri; Ta Ri2 MOXyTb CninbHO yTBOpIOBATH 3-,
4-, 5-, 6- abo 7-uneHHun umkn; Riz € BoaeHb, (Ci-
Ces)ankin, 2-metokcudeHin, 2-nipuammianHin; Ria € 2-
nipumiguHin, N-meTtun-2-imigasonin, 4-xnopdeHin, 2-
nippgunmetun; Ris € (Ci-Cg)ankin, N-meTtnn-4-
imigasonin; Ris € BoAeHb, ranoig, apynankin, apun,
abo rpyna copmynu

R
ﬁ | 21

— CN(CH,),C(CH,),Q,
RZO R22

ae: Q2 € BogeHb, 4-imigasonin abo C(O)NR24R2s, ko-
NN 0 Ta p HesanexHo oauH Big ogHoro € 0-2; Q2 €
OR23, NR24R25 abo N-mopdoniHorpyna, konv o Ta p
He3anexHo oauvH Big ogHoro € 0-2, ane abo o, abo p
He € 0; Ry € BogeHb abo (C1-Ce)-ankin; Rz1 € BogeHb,
(C1-Ce)-ankin abo Rz Ta Rp1 cninbHO yTBOpPIOIOTH 4-,
5-, 6- abo 7-uneHHun uukn; Ry, € BogeHb, (C1-Ce)-
ankin, apunankin, apun, abo Rz Ta Rz cninbHo
yTBOpPOOTL 3-, 4-, 5-, 6- ab0 7-4yneHHU unk; Ras €
BofdeHb abo (C;-Cg)-ankin; Rzs € BogeHb, (C1-Cg)-
ankin, abo Ry4 Ta Ras cninbHO yTBOpIOIOTH 3-, 4-, 5-,
6- abo 7-uneHHMn uukn, abo Ry Ta Ry cninbHO
yTBOPIOKOTb 6- abo 7-4neHHun uukn; Rzs € BoAEHb,
(C1-Ce)-ankin abo auetun;

abo rpyna dhopmynu

(6]

— CNRy,

|

R3O
ae: Rso € BogeHb abo (C1-Cg)-ankin; Rs1 € BogeHb,
(C1-Ce)-ankin, 2-nipnavn, nipuaunmeTun, amiHorpyna
abo rigpokcun;
abo rpyna cpopmynu
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_NRastsl
[e KoxHun 3 Rz Ta R3z HesanexHo Bif iHWOro € Bo-
A€EHb, (C1-Ce)-ankin, auetun, (C1-Ca)-

ankincynbgoHin, abo Rs, Ta Rsz chninbHO yTBOPIOOTH
4-,5-, 6- 200 7-YNEeHHUIN LUK,
abo rpyna copmynu

O

Il

—NCX,(CH,),Q;

R35

ae: Xz € CHy, O abo N; q € 2-3, 3a TUM BUHSITKOM, LLO
konn Qs € 38’130k, q € 0-3; Q3 € NR3sR37 abo OR3g i
Rss € BogeHb, abo Rss Ta Qs cninbHO yTBOpPHOWTL 5-
YNeHHUM LUK, KoXHUM 3 Rase, R37 Ta Rag He3anexHo
Bif iHWNX € BoaeHb abo (C1-Ce)-ankin;

abo rpyna copmynu

~o

ne: X3 € uiaH, kapbokcamig, N,N-
anveTtunkapbokcamig, N,N-anmeTtunTtiokapbokcamia,
N,N-aumeTunamiHomeTun, 4-meTmnninepasunH-1-
inmeTnn abo kap6okcunar;
abo rpyna copmynu

(0]

S0""CN(CH,)Q,

Ruo

ae: Qs € NR41R4; r € 2-3; Rao € BogeHb abo (C1-Ceg)-
ankin; koxHun 3 R 1a Rse HEe3anexHo Bif iHLWOro €
BozeHb, (C1-Ce)-ankin, abo Rs1 Ta Rao cninbHo yTBO-
ptot0Th 6- aB0 7-YNEeHHUA LMK,
abo rpyna copmynu

0]

\4\CQ7’

ae Qg e rigpokcun, MeTokeurpyna, AMMeTunamiHorpy-
na abo N-ninepuanHin;

3a ymoBM, Wo konu oanH 3 R1 Ta R2 € He3amiweHun
abo 3amilieHnn deHin, To Apyruii He moxe ByTu He-
3amiweHnm abo 3amiwieHum deHinom abo TiodpeH-2-
inom; Ta 3a ymoBu, Wo kormm R2 € xiHoniH-4-in, TO
3aMICHWKOM MNpW MOMOXEHHi 7 XiHOMiHYy He Moxe ByTu
apwvn, retepoapwr, KOHAEHCOBaHui apun abo KOH-
[OEHCOBaHWI reTepoapurt;

k € 1-8; R3 € ogHa abo Kinbka Takux rpyn: BOAEHb;
(C1-Cy)-ankin; (C1-Ca)-ankinrigpokcurpyna; rigpokcus;
N,N-gi(C1-Ca)-ankinankinamiHo(C1-Cg)-ankokcurpyna;
GeHsunokcumeTun;  peHinokcumeTun;  okcorpyna;
kapbokcun; (C1-Cq4)-ankinapun; 6€H3nNoKcu-; aLeTok-
curpyna; amiHo(C1-Cy)-ankin; (C2-Ca)-ankeHin; ranoig;
-O-(C1-Cy)-ankin; xnopdeHeTunn; aueToHITpUN; Hesa-
MileHUn abo 3amilleHuin eHin; nNpuyomy 3amicHu-
KaMu MOXyTb OyTu ogHa abo kinbka Takux rpyn: (Cq-
Ce)-ankokcurpyna, ranoig, kapbokcun abo (C1-Ce)-
ankokcukapOoHin; Ta dapmMaueBTUYHO MPUAHSATHI
coni, cknagHi edpipu Ta Nponiky Takoi CNonyku.

2. Cnonyka 3a n. 1 CTpyKkTypm
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(Rak

R6"

R7*

®opmyna (Il)
ae

(Rs)k\@

€ M'aTn- abo LeCTUYNEeHHUN HaCUYEHUI LIUKIT 3a yMO-
BW, LLIO LIEV LUMKIT € NOBHICTIO HACUYEHUM BYrNeLeBM
LLMKITOM;

R1 BignoBigae Bu3Ha4eHHto 3a n. 1;

R2’ e BopgeHb; (Ci-Cg)ankin; (Ci-Ce)ankinTtio-; (Ci-
Ces)ankokcurpyna; ranoig; TiodeHin; amiHodeHin; N-
niponiamHo-; N-mopdoniHorpyna;

KoXeH 3 R6' Ta R7’' He3anexHo Big iHLWOro € ogHUM
abo kinbkomMa 3 TakuMx 3aMmicHukiB: BoAaeHb, (Ci-
Ces)ankin, (Cz-Ce)ankeHin, (C,-Cg)ankiHin, ranoigsa-

Miwenun  (Ci-Ce)ankin,  (Ci-Ce)ankoken-,  (Co-
Cs)ankeHinokcu-, (C2-Cs)ankininokcu-, (Cs-
Cs)ankinTiorpyna, (C1-Cs)ankincynbdiHin, (Ca-

Cs)ankincynbdoHin, (C1-Cg)ankinamiHorpyna, gi-[(Ci-
Cs)ankin]amiHorpyna, (Ci-Ce)ankokcukapboHin, N-

(C1-Cs)ankinkapbamoin, N,N-gi-[(C1-
Ces)ankin]kapbamoin, aMiHOOKCH-, N-(Cs1-
Cs)ankinamiHookcu-, N,N-gi-[(Ca1-

Ces)ankin]amiHookeurpyna,  (Cy-Cg)ankaHoin, (Co-
Cs)ankaHoinokeu-, (Cp-Ce)ankaHoinamiHo-, N-(Ci-
Cs)ankin-(C,-Cg)ankaHoinamiHo-, (Cs-
Ces)ankeHoinamiHo-, N-(C1-Ce)ankin-(Cs-
Ce)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(C;-
Cs)ankin-(Csz-Cg)ankiHoinamiHorpyna,  cynbgamoin,
N-(C;-Cg)ankincynogamoin, N,N-ai-[(C1-Cg)ankin]
cynbpamoin, (C:-Cs)ankaHcynbdoHinamiHo-, N-(Cs-
Cs)ankin-(C1-Cs)ankaHcynbgoHinamiHorpyna, kap6o-
Kcamif, eTuneH, eHin, TiodeHin, amiHodeHin, geHi-
ntiorpyna, ranoig, uiad, NipuauHin, apunankin, rigpo-
keun, N-niponignHo-, N-mopdoniHorpyna, kap6okcun,
[5-dpeHin-1,2,4-okcagia3on-3-inJMeTokcu-, 6-
MeTunnipnaasnH-3-inokeu-, (5-okco-2-
niponiavHin)meTokeurpyna, 2-(4,5-purigpo-1H-
imigasonin),  N,N-giankinkapbamoinokcurpyna, 1-
rigpoKkcu-1-meTuneTun, 4-pTOopheHin, 3,4-
MeTuUMneHAIoKCUdeHin, TpudTopmeTun, TpudTopme-
TOKCUrpyna;

abo rpyna cpopmynu

Rio

—X—(CH,),C(CH»)nQ:

R16

pe: X1 € O, N, S, SO, NR13, C(O) abo 3B’s30k; Q1 -
BOAEeHb, deHin, 5-(2,2-andTop-1,3-6eH3oaiokconin),
C(0)Qs abo nipyamn, KON M Ta N € He3anexHo oanH
Big ogHoro 0-2, 3a BUHATKOM BMUMagKy Konu oauH € 0,
TO iHWKI He Moxe ByTn 0; Q1 € OR11, NR11R12, rano-
ia, N-mopdoniHorpyna, N-ninepasmHo-N'Riz, N-
imigasonin, N-nipasonin, N-Tpuasonin, N-(4-
ninepyauvHinninepnanH), SO2R14, SOR14, NHSO2R15,
auetamigo-, N-gTanimigo-, N-okcasoniguHo-, N-



7
imigasoniHo-, N-6eH3oKkcasoniguHorpyna, N-
niponignHoHin, N(N’-meTun6eHsumigasoniHo)-, N,N-
an(C1-Ca)ankinamiHo(C1-Ca)ankokcu-, N-

OeH3umigasoniHorpyna; Komm m Ta N € HesanexHo
oauH Big ogHoro 0-2, ane oAvH 4u iHWWA 3 m abo n
He € 0; Qs € rigpokcun, MeTokcu-, amiHo-, gieTnnami-
HO-, AMMeTunamiHorpyna; Rip € BoaeHb, ranoig, (Ci-
Cs)ankin; koxkeH 3 Ri1 Ta Ri2 He3anexHo Big iHWOro €
BoAeHb, (Cq1-Cg)ankin, (C1-Ce)ankokcurpyna, apunan-
Kin, LMKIoarnkin, UMKnoankinmveTun, 4-(N-
MeTunninepuanHin), nipuaun, abo Ri; 1a Rip MOXyTb
cninbHO yTBOptoBaTH 4-, 5-, 6-, ab0 7-UnNeHHUA LK,
abo Ri1 Ta Rz MOXyTb cninbHO yTBOpPtOBaTU 3-, 4-,
5-, 6-, abo 7-uneHHun uwmkn; Riz € BoaeHb, (Ci-
Ce)ankin, 2-metokcmdpeHin; Risa € 2-nipumigunin, N-
MeTun-2-imigasonin, 4-xnopdeHin, 2-nipuannmeTun;
Ris € (C1-Ce)ankin, N-metun-4-imigasonin; Ris € BO-
OeHb, ranoig, apynarnkin, apun;

abo rpyna dpopmynu

le) RZl
Il |
—CN(CH,),C(CH,),Q,
RZO R22

ae: Q2 € BogeHb, 4-imigasonin abo C(O)NR24R2s, ko-
N 0 Ta p HesanexHo oauH Big ogHoro € 0-2; Q; €
OR23, NR24R25, ab6o N-mopdponiHorpyna, konu o 1a p
HesanexHo oauH Big ogHoro € 0-2, ogHak oguH abo
iHWMA 3 0 abo p He € 0; Ry € BogeHb, abo (C;-
Cs)ankin; R21 € BogeHb, (C1-Cg)ankin, abo Rz1 Ta Ry
MOXyTb CninbHO yTBOptoBaTM 4-, 5-, 6-, abo 7-
yneHHUMn umkn; Ro, € BogeHb, (C1-Cg)ankin, apunan-
Kin, apwvn, abo Rz Ta Rz MOXyTb cninbHO yTBOPOBaA-
™ 3-, 4-, 5-, 6-, 7-uneHHnn unkn; R3 € BogeHb abo
(C1-Ce)ankin; Ros € BogeHb, (C1-Ce)ankin, abo Ry Ta
R25 MOXyTb cninbHo yTBOptoBath 3-, 4-, 5-, 6-, abo 7-
YneHHun umkr, abo Rys Ta Ryp MOXYTb CRifbHO YTBO-
ptoBatn 6- abo 7-uneHHui umkn; Rys € BogeHb, (Ci-
Cs)arnkin, abo aueTwnn,
abo rpyna copmynu

(0]

I

—CNRy,

R30

be: Rsp € BopgeHb abo (Cq-Cg)ankin; Rs1 € BogeHb,
(C1-Ce)ankin, 2-nipuaun, nipnannmeTun, amiHorpyna,
abo rigpokeun,
abo rpyna chopmynu
_NRssts’
ne: koxeH 3 Rso Ta Rsz HesanexHo Bif iHLWOro € Bo-
aeHb, (Ci-Ce)ankin, auetun, ankincynbdoHin, abo
R32 Ta Rz MOXyTb cninbHO yTBOptoBatH 4-, 5-, 6- abo
7-9NeHHUI LnKn,
abo rpyna chopmynu

(0]

|

—NCX,(CH,),Q;

R35

ae: Xz € CH, O a6o N; g € 2-3 3a BUHATKOM BUMAAKY,
KOnn Q3 € 3B’9|30K, gqe 0-3; Qs € NR36R37, OR3g abo
3B’A30K; Rss € BogeHb, abo Rss Ta Qs (korm Qs €
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3B’A130K) MOXYTb CMiIbHO YTBOPKBATM  S5-4UneHHUN
LUMKI; KoxKeH 3 Rsg, R37 Ta R3g HE3aneXxHo Bif, iHLIOro
€ BoaeHb abo (C1-Cg)arnkin,

abo rpyna copmynu

3
~0

ne: X3 € uiaH, kapbokcamig, N,N-
anveTtunkapbokcamig, N,N-aumeTtunTtiokapbokcamia,
N,N-anmeTunamiHomeTun, 4-meTunninepasunH-1-
inmeTnn abo kapbokcunar,
abo rpyna dopmynu

(6]

SO7CN(CH,),Qq

Ruo

ne: Qs € NRsuR4z; r € 2-3; Ry € BOgeHb abo (Cs-
Ces)ankin; Rs1 Ta Ra2 € BogeHb, (C1-Ce)ankin, abo Rax
Ta Rs MOXyTb cninbHO yTBOptoBaTM 6- abo 7-
YNEHHUIN UUKR,
abo rpyna chopmynum

(0]

S=cq,

pe: Q; - rigpokcun, Metokcurpyna, abo N-
ninepuauHin;

k € 1-8; R3 € oguMH abo Kinbka 3 Takux 3aMiCHUKIB:
BoAeHb; (C1-Cs) ankin; (C1-Cas) ankinrigpokcurpyna;
rigpokeun; N,N-an(C;-Cs)ankinamiHo(C;-
Cs)ankokcurpyna; 6eH3MNoKCUMeTUN; deHinokcume-
TMN; okcorpyna; kapbokcun; (Ci-Ca)ankinapun; 6ex-
3unokeu-; auetokeurpyna; amiHo(Cq-Cg)ankin; (Co-
Cs)ankeHin; ranoig; -O-(Ci-Cs)ankin; xnopdeHeTtun;
aueToHITpun; deHin; abo akynbTaTMBHO 3aMilLeHUI
deHin; oe sragaHi 3amicHUKM (oguH abo kinbka) BMO-
paHi 3 rpynu, o sikoi Bxoaatb: (Ci1-Cg)ankokcurpyna,
ranoig, kap6okcmn abo (C1-Cg)ankokcmkapOoHin;

3a ymoBM, Wo R7’ He Moxe OyTu apunom; retepoa-
pUNom; KOHOEHCOBaHUM apunomMm abo KOHAEHCOBaHUM
retepoapwiom,

Ta hapmMaLeBTUYHO MPUMHATHI coni, cknagHi edipu
Ta NPoniku Takoi CNOMNyKu.

3. Cnonyka 3a n. 1 cTpyKTypmn

(Rs)k

Ddopmyna ()
ae

(R3)k\€

€ M'aTn- abo WeCTUYNEeHHNIN HaCUYEHUIN LUK 3a YMO-
BW, LLIO LIEV LMK € NMOBHICTHO HACUYEHUM BYrNeLeBUM
LMKITOM;

R1 - BignoBigae Bu3Ha4eHHto 3a n. 1;

R3" BogeHb; ranoig; TpudTopMeTusT;

R4 BOJEHb; ranoig; (C1-Co)ankin; (Cs-
Cs)ankokcurpyna; rigpokcun; (C1-Cg)ankincynosgoHin;



9

k Ta R3 - BignoBigatoTb BM3Ha4YeHHto 3a n. 1;

Ta hapMaLEeBTUYHO MPUMHATHI coni, cknagHi edipu
Ta Nponiku Takoi CNonyKu.

4. Cnonyka 3a n. 1 CTpykTypu

(R N—N
| N=
N R6
\_/

R2"
®opmyna (V)
ae

(Ra)k\G

€ M'aTn- abo WeCTUYNEeHHNN HaCUYeHUIN LUK 3a YMO-
B, LLO LIer UMK € NOBHICTIO HACUYEHUM BYrneLeBmm
LIUKITOM;

R6 moxe 6yt ogHMUM abo KinbkOMa 3 Takux 3aMiCHU-
KiB: BoAeHb, (Ci-Cg)ankin, (Cz-Ce)ankenin, (Co-
Cs)ankinin, (Ci-Cg)ankokcu-, (Cz-Cs)ankeHinokcu-,
(C2-Cs)ankininokcu-, (C1-Ce)ankinTiorpyna,  (Cs-
Cs)ankincynbginin,  (Ci1-Ce)ankincynbdoHnin, (Ci-
Cs)ankinamiHorpyna, bi-[(C1-Cs)ankin]amiHorpyna,
(C1-Ce)ankokcukapboHin, N-(Ci-Ces)ankinkapbamoin,
N,N-gi-[(C:-Cs)ankin]kapbamoin, (C2-Cs)ankaHoin,
(C2-Ce)ankaHoinokeu-, (Cz-Cg)ankaHoinamiHo-, N-(C;-
Cs)ankin-(C,-Cs)ankaHoinamiHo-, (Cs-
Cs)ankeHoinamiHo-, N-(C;-Ceg)ankin-(Cs-
Cs)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Ci-
Cs)ankin-(Cs-Ce)ankiHoinamiHorpyna, N-(C;-
Cs)ankincynbdamoin, N,N-gi-[(C1-Cs)ankin] cynbda-
moin, (Ci1-Ces)ankaHcynbdoHinamiHo-, N-(C1-Cg)ankin-
(C1-Cs)ankaHcynbdoHinamiHorpyna, kapbokcamig,
eTuneH, TiodeHin, amiHodeHIn, TpudTopMeTUn, ra-
noig, TpudpTopmeTokeurpyna, rigpokcumetumn, N-
niponignHo-, N-mopdoniHo-, deHinTiorpyna, Aianki-
namiHomeTun, MeToKkcudeHin, amiHorpyna, rigpokcun,
kapbokcun, deHin, apunankin;

R2"” € HesamiweHnn abo 3amileHUNn XiHOMiH-8-in;
He3aMmileHnn abo 3amilleHnin XiHOMiH-6-in; He3aMi-
LeHun abo 3amiweHnin 1-HadbTun; HesamiweHuin abo
3aMileHnn 2-HadpTnn; He3amieHun abo 3amilieHuin
3,4-meTunengiokcudeHin; HesamiweHun abo 3ami-
weHmn 3,4-etuneHpiokcudpeHin; HesamiweHun abo
3aMileHnn 6eH3oTioeH-2-in; ae 3ragaHi 3amiCHUKK
(oouH abo kinbka) BUbpaHi 3 rpynu, Ao AKOi BXOAATh:
(C1-Cs)ankin, (Co-Cs)ankeHin, (C,-Cg)ankiHin, ranoi-
Asamiwenun (Cq1-Cg) ankin, (Ci-Ce)ankokeu-, (Co-
Ces)ankeHinokcu-, (C2-Ce)ankiHinokcm-, (Cs-
Ce)ankinTiorpyna, (C1-Ces)ankincynbdiHin, (Ca-
Cs)ankincynbdoHin, (Ci1-Cs)ankinamiHorpyna, ai-[(Ci-
Ces)ankin]amiHorpyna, (C;:-Ce)ankokcmkapboHin, N-
(C1-Co)ankinkapbamoin, N,N-ai-[(C;-
Cs)ankin]kapbamoin, aMiHoOKCH-, N-(Cs-
Cs)ankinamiHookcu-, N,N-gi-[(C;-Cs)ankin]amiHookcu-,
(C2-Ce)ankaHoin, (C2-Cg)ankaHoinokeu-, (Co-
Ces)ankaHoinamiHo-, N-(C1-Cs)ankin-(C,-
Cs)ankaHoinamiHo-, (Cs-Cs)ankeHoinamiHo-, N-(Ci-
Cs)ankin-(Cs-Cg)ankeHoinamiHo-, (Cs-
Cs)ankiHoinamiHo-, N-(C1-Cs)ankin-(Cs-
Cs)ankiHoinamiHorpyna, cynbgamoin, N-(C;-
Cs)ankincynbdamoin, N,N-gi-[(C1-Cs)ankin] cynbda-
moin, (C1-Cs)ankaHcynbdoHinamiHo-, N-(C1-Cg)ankin-
(C1-Ce)ankaHcynbdoHinamiHorpyna, kapbokcamig,
eTuneH, deHin, TiodeHin, amiHodeHin, deHinTtiorpy-
na, ranoig, uiad, nipnavHin, apvnankin, rigpokcun, N-
niponiamHo-, N-mopdoniHo-, kapbokcun, [5-deHin-
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1,2,4-okcagiason-3-inJMeTokcu-, 6-meTun-nipuaasuH-
3-inokecu-,  (5-okco-2-niponiguHin)meTokeurpyna,  2-
(4,5-purigpo-1H-imigasonin), N,N-
diankinkapbamoinokcurpyna, 1-rinpokcn-1-
MeTunetun, 4-propdeHin, 3,4-meTuneHgiokcudeHin,
TpudTOopMETUI, TPMTOPMETOKCUIpYNa,

abo rpyna chopmynm

R10
—X;—(CH,),C(CH,),,Q,

RlB

ae: X1 € O, N, S, SO, NRi3, C(O) abo 3B’a30k; Q1 €
BoAeHb, dheHin, 5-(2,2-gudptop-1,3-6eH3ogiokconin),
C(0)Qs abo nipuawn, Konm m Ta N He3anexHo OAWH
Big ogHoro € 0-2, 3a BUHATKOM BUMNagKy KONW OAWH €
0, 70O iHwun He moxe ByTn 0; Q1 € OR11, NR11R12,
ranoig, N-mopdoniHorpyna, N-ninepa3nHo-N'Ri3, N-
imigasonin, N-nipasonin, N-Tpuasonin, N-(4-
ninepuauHinninepnamHd), SO2R14, SOR14, NHSO2R 5,
auetamigo-, N-gTanimigo-, N-okcasoniguHo-, N-

imigasoniHo-, N-6eH30KcasonignHorpyna, N-
niponiguHoHin, N(N’-metun6eHsumigasoniHo)-, N,N-
an(C1-Cy)ankinamiHo(C1-C4)ankokcm-, N-

OeH3umigasoniHorpyna; KoM m Ta N He3anexHo
oAuH Big ogHoro € 0-2, ane ogMH 4u iHWKA 3 m abo n
He € 0; Qs € rigpokcun, MeTOKCK-, aMmiHo-, AieTnnami-
HO-, AuMeTunamiHorpyna; Rig € BogeHb, ranoig, (Ci-
Cs)arnkin; koxeH 3 R Ta Ri2 He3anexHo Big iHLWOro €
BoAeHb, (C1-Cg)ankin, (Ci-Ce)ankokcurpyna, apunan-
Kin, umKnoarnkin, uMKnoankinmeTun, 4-(N-
MeTunninepuanHin), nipuaun, abo Ri; 1a Rip MOXyTb
cninbHo yTBOptoBaTh 4-, 5-, 6- a0 7-YNeHHWI LMKN,
abo Ri1 Ta Rz MOXyTb cninbHO yTBOpPHOBaATU 3-, 4-,
5-, 6- abo 7-uneHHui umkn; Ris € BogeHb, (Ci-
Cs)ankin, 2-meTtokcudpeHin; Risa € 2-nipumiguHin, N-
MeTun-2-imigasonin, 4-xnopdeHin, 2-nipnannmMmeTun;
Ris € (C1-Ce)ankin, N-metun-4-imigasonin; Ris € BO-
AeHb, ranoifg, apunankin, apun,

abo rpyna chopmynu

o R21
[ |
—CN(CH,),C(CH,),Q,
RZO R22

ae: Q2 € BogeHb, 4-imigasonin abo C(O)NR24R2s, ko-
NN O Ta p HesanexHo oauH Big ogHoro € 0-2; Q2 €
OR23, NR24R25 abo N-mopdoniHorpyna, konv o Ta p
He3anexHo oauH Big oaHoro € 0-2, ogHak oanH abo
iHWwun 3 o abo p - He 0; Ry € BogeHb abo (Ci-
Ces)ankin; Ry1 € BogeHb, (C1-Cg)ankin, abo Rz Ta Ry
MOXyTb CninbHO YyTBOptoBaTM 4-, 5-, 6- abo 7-
yneHHun umkn; Ra € BogeHb, (C1-Cg)ankin, apvnan-
Kifl, apun, abo Rz1 Ta Ra2 MOXYTb CninbHO yTBOPHOBa-
™ 3-, 4-, 5-, 6-, 7-uneHHnn unkn; R,z € BogeHb abo
(C1-Cs)ankin; Ros € BogeHb, (C1-Cg)ankin, abo Ry Ta
R2s MOXyTb cninbHO yTBOptOBaTH 3-, 4-, 5-, 6- abo 7-
yYneHHWn umkn, abo R4 Ta Ryo MOXYTb CRiNbHO yTBO-
ptoBatn 6- abo 7-uneHHui umkn; Rys € BogeHb, (Ci-
Ces)ankin abo auetun,

abo rpyna cpopmynu
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o
[

—CNR,,

|

RSO
ae: Rsp € BogeHb abo (Ci-Cg)ankin; Rs1 € BOOeHb,
(C1-Ce)ankin, 2-nipuaun, nipyugunmeTun, amiHorpyna
abo rigpokenn,
abo rpyna dopmynu
_NR32R33,
pe: Rs, Ta Rsz KOXEH He3anexHo Bif iHWOoro € Bo-
aeHb, (Ci-Ce)ankin, auetun, ankincynbdoHin, abo
R32 Ta Rs3 MOXyTb cninbHO yTBOpIOBaTtH 4-, 5-, 6- abo
7-YNEeHHUN LUK,
abo rpyna copmynu

(0]

Il
—NCX,(CH,),Q;

R35

ae: Xz € CHy, O abo N; q € 2-3 3a BUHATKOM BUMaaKy,
konm Qs € 38’5130k, q € 0-3; Q3 € NR3sR37, ORsg abo
3B’A30K; R3s € BogeHb abo Rss Ta Qs (konm Qs €
3B’A30K) MOXYTb CMiNbHO YTBOPKOBATU 5-YneHHWi
LUMKI; KoxeH 3 Rsg, R37 Ta R3g HE3aneXxHo Big iHLIOro
€ BoaeHb abo (C1-Cg)ankin,

abo rpyna dopmynu

~0

ae: X3 € uiaH, kapbokcamig, N,N-
anvetunkapbokcamia, N,N-aumeTtunTtiokapbokcamia,
N,N-aumeTunamiHomeTun, 4-meTnnninepasuH-1-
inmeTnn abo kapbokcmnar,
abo rpyna chopmynum

(0]

SO CN(CH,),Q,

Ry

ne: Qs € NRuR42; r € 2-3; Ry € BOgeHb abo (C;-
Cs)ankin; Ra1 Ta Ra2 € BogeHb, (C1-Cg)ankin, abo Ray
Ta Rs MOXyTb cninbHO yTBOptoBaTM 6- abo 7-
YNEHHUI LUMKn,
abo rpyna chopmynum

(0]

S—q, ’

ae: Qy e rigpokeun, meTokcurpyna, AumeTuramiHor-
pyna abo N-ninepvauHin;

k € 1-8; R3 € BogeHb; Ta hapMaLeBTUYHO NMPUNHATHI
coni Takoi Cromnyku.

5. Cnonyka 3a n. 1, BubpaHa 3 rpynu, ska BKIo4ae B
cebe:

a) 6-6pom-4-(2-nipuanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

b) 3-nipnann-4-in-2-nipuanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason,

¢) 2-(6-meTunnipnanH-2-in)-3-p-Tonin-5,6-gurigpo-
4H-nipono[1,2-b]nipason,

d) 4-[3-(6-meTunnipuauH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-2-in]-xiHoniH,
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e) 2-(6-meTunnipnaunH-2-in)-3-Hadgptanid-1-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

f) 2-(6-meTnnnipnanH-2-in)-3-nipugnH-3-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

g) 3-(4-cpTopHadTanin-1-in)-2-(6-meTnNNipnanH-2-in)-
5,6-aurigpo-4H-nipono[1,2-b]nipason,

h) 3-(3,4-gndpTopdeHin)-2-(6-meTnnnipuanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason,

i) 1-[2-(4-meTaHcynbdoHindeHin)-1-(6-
MEeTUMNIPUANH-2-in)-eTunigeHamiHo]-niponianH-2-oH,
j) 7-meToKCK-4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH,

k) 7-6eH3nnokcun-6-meTokcmn-4-(2-nipuamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

) 6-(2-nipnawnn-2-in-5,6-aurigpo-4H-nipono[1,2-
blnipason-3-in)-xiHoniH,

m) 6-[2-(6-meTunnipuanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,

n) 3-HadTaniH-2-in-2-nipuanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason,

0) 2-(6-meTunnipnaunH-2-in)-3-HadTanii-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

p) 3-(4-dTOopdeHin)-2-(6-TprdTOPMETUNNIPUANH-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipason,

q) 4-(xiHoniH-4-in)-3-(5-dpTopnipuaunH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

r) 4-(7-6pomxiHoniH-4-in)-3-(nipnann-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

S) (xiHoniH-4-in)-3-(2,4-andpTopdeHin)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on,

t) 4-(2-nipa3uH-2-in-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-xiHoniH,

u) 4-(5-meTun-2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

V) 6-6pom-4-[2-(6-MmeTunnipnanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipazon-3-in]-xiHoniH,

w) 4-[2-(6-meTunnipnauH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-6-TpndTOpMETUNXIHONIH,
X) 3-(3-xnop-4-propdeHin)-2-(6-meTunnipuanH-2-in)-
5,6-aurigpo-4H-nipono[1,2-b]nipason,

y) 3-(2-xnop-4-dTopdeHin)-2-(6-meTunnipuanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason,

z) 3-(4-dpTop-3-TpudTopmeTun-eHin)-2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-niponol[1,2-
b]nipason,

aa) 2-(6-metunnipugnH-2-in)-3-(2,4,5-
TpudTopdeHin)-5,6-aurigpo-4H-nipono[1,2-
b]nipason,

bb) 8-Top-4-[2-(6-MeTunnipnanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3zon-3-in]-xiHoniH,

cc) 7-6pom-4-[2-(6-meTunnipnanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

dd) 4-[2-(6-meTunnipugnH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-6-
TPUPTOPMETOKCUXIHONIH,

ee) 4-[2-(6-meTunnipugnH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-7-TpnTopMETUNXIHOAIH,
ff) 7-meTokcmn-4-[2-(6-meTunnipuamnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

g9) 3-(2-xnopnipnaunH-4-in)-2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

hh) [2-(6-meTunnipnamnH-2-in)-3-xiHoniH-4-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-6-in]-meTtaHon,

ii) [3-(7-6pomxiHOMiH-4-in)-2-(6-MeTunnipuauH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-6-in]-meTtaHon,
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i) 4-[2-(6-xnopnipuaun-2-in)-5-(4-pTopdeHin)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
kk) 4-[2-(6-eTokcunipuanH-2-in)-5-(4-dtopdeHin)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
Il) (S)-4-[6-6eH3nnokcumeTun-2-(6-MeTUNNipUANH-2-
in)-5,6-gurigpo-4H-nipono[1,2-b]nipaszon-3-in]-7-
XINOPXiHOMiH,
mm) (S)-4-[6-6eH3nnokcumeTnn-2-(6-xnopnipnamnH-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipason-3-in]-
XiHOMIH,
nn) eTUNoBUN cknagHuin egip 4-[2-(6-meTnnnipuanH-
2-in)-3-xiHoniH-4-in-5,6-gurinpo-4H-nipono[1,2-
b]nipason-5-in]-6eH30iHOi kncnoTu,
00) 3-(4-cbTopcbeHin)-5,5-aumeTun-2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason,
pp) (R)-6-6eH3mnokcmmeTun-3-(4-pTopdeHin)-2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason,
qq) 5-(4-xnopdeHin)-3-(4-dTopdeHin)-2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason,
1) 4-[2-(3-TpucbTopmeTundeHin)-4,5,6,7-
TeTparigponipasono[1,5-a]nipnanH-3-in]-xiHoniH,
SS) 4-[2-(4-TpudTopmeTundenin)-4,5,6,7-
TeTparigponipasono[1,5-a]nipnganH-3-in]-xiHoniH,
tt) 4-[2-(4-xnopdoeHin)-4,5,6,7-
TeTparigponipasono[1,5-alnipnanH-3-in]-xiHoniH,
uu) 4-[2-(3-xnopdeHin)-4,5,6,7-
TeTparigponipasono[1,5-ajnipnanH-3-in]-xiHoniH,
w) 4-[2-(3-¢pTop-5-TpudTopmMeTUndeHin)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
ww) 4-[2-(3-dpTop-5-TpndTopmeTundenin)-4,5,6,7-
TeTparigponipasono[1,5-a]nipnaunn-3-in]-xiHoniH,
xX) 4-(2-dpeHin-4,5,6,7-teTparigponipasono[1,5-
a]nipuanH-3-in)-xiHoniH,
yy) 4-(2-nipngnH-2-in-4,5,6,7-
TeTparigponipasono[1,5-alnipuaunH-3-in)-
[1,10]dbeHaHTpONiH,
77) 4-[2-(4-dpTopdpeHin)-4,5,6,7-
TeTparigponipasono[1,5-a]nipnanH-3-in]-xiHoniH,
aaa) 4-[2-(3-TpudTopmeTokcmdeHin)-4,5,6,7-
TeTparigponipasono[1,5-a]nipnaunn-3-in]-xiHoniH,
bbb) 4-[2-(2-cpTOpdheHin)-4,5,6,7-
TeTparigponipasono[1,5-a]nipuanH-3-in]-xiHoniH,
ccc) 4-(2-xiHoniH-2-in-4,5,6,7-
TeTparigponipasono[1,5-a]nipuanH-3-in)-xiHomiH,
ddd) 4-[2-(4-eTvnnipnanH-2-in)-4,5,6,7-
TeTparigponipasono[1,5-a]nipnanH-3-in]-xiHoniH,
eee) 4-(2-xiHonin-2-in-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,
fff) 2-(3-xiHoniH-4-in-4,5,6,7-TeTparigponipasono[1,5-
a]nipnaunH-2-in)-[1,8]HadTMpnanH,
099) 4-[5-(4-dbTopbeHin)-2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
hhh) 4-(6-rigpokcumeTun-2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
iii) 4-(3-nipnamnn-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-2-in)-xiHoniH,
jii) 4-(4-meTtun-2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH,
kkk) 4-(5-6eH3un-2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,
lIl) 4-(5-cbeHeTnn-2-nipuagunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
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mmm) 4-(5-cpeHin-2-nipuguH-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

nnn) 4-[2-(3-TpucpTopmeTnndeHin)-5,6-gurinpo-4H-
nipono[1,2-bJnipazon-3-in]-xiHomiH,

000) 4-[2-(4-TpudpTopmeTundeHin)-5,6-gurigpo-4H-
nipono[1,2-b]nipazon-3-in]-xiHomiH,

ppp) 4-(2-deHin-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-xiHoniH,

qqq) 2-xnop-4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

rrr) 6,8-gumeTtokcu-4-[2-(6-meTunnipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

Sss) 4-[2-(6-6pomnipnanH-2-in)-5,6-aurigpo-4H-
nipono[1,2-bJnipazon-3-in]-xiHomiH,

ttt) 6,8-gumeTokcu-4-[2-nipnanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHosiH,

uuu) 3-(4-cpTopdeHin)-2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason,

vwv) 3-(4-meTokcudeHin)-2-nipuamnH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on,

www) 3-(4-cbTopdeHin)-2-(6-metTunnipngnH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

XXX) 3-(4-meToKkcudpeHin)-2-(6-meTrnnipugnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason,

yyy) 4-(2-TiocpeH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)xiHoniH,

zz7) 4-[2-(6-nponinnipnaunn-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipazon-3-in]-xiHoniH,

aaaa) 4-[2-(6-isonponinnipnann-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]xiHoniH,

bbbb) 4-[2-(6-eTnn-nipngnH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]xiHoniH,

cccc) 4-[2-(6-meTunnipngnH-2-in)-5,6-avrigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,

dddd) 4-[2-(3-pTopdeHin)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,

eeee) 4-[2-(2-pTopdeHin)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHomiH,

ffff) 4-[2-(4-pbTOpdhenin)-5,6-aurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,

0999) 4-[2-(3-TpucpTopmeToKcudpeHin)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3zon-3-in]-xiHoniH,

hhhh) 4-[2-(4-xnopnipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,

iiii) 4-[2-(4-dpTOp-3-TpNdTopMeTUNDEHIN)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]xiHoniH,

i) 4-[2-(2-pTop-3-TpudTOopMeTUndeHin)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

kkkk) 4-[5-(3-meTokcudeHin)-2-nipugnH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

llll) 4-[2-(4-dpTOp-3-TpUdTOpMETUNdDEHIN)-5-(3-
MeTokcudeHin)-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in]-xiHoniH,

mmmm) 4-(7-XnopxiHoniH-4-in)-3-(6-meTunnipnamH-2-
in)-5,6-gurigpo-4H-nipono[1,2-b]nipason,

nnnn) 4-(7-eToKCUXiHONiH-4-in)-3-(6-meTunnipuanH-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipason,

0000) rigpoxnopug 6-(3-xiHoniH-4-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-2-in)-nipuauH-2-kapboHoBoi
KUCNoTH,

pppp) 6,7-andTop-4-[2-(6-meTunnipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

qqqq) 6,7-aumeTokcu-4-[2-(6-meTunnipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

rrrr) 3-6eH30[1,3]aiokcon-5-in-2-(6-meTnnnipuanH-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipason,
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ssss) 6-(4-cpTopdeHin)-4-[2-(6-meTunnipuanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
tttt) 6-6eH30[1,3]giokcon-5-in-4-[2-(6-meTUNnipuanH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-
XiHOMIH,
uuuu) 4-[2-(6-meTunnipngnH-2-in)-5,6-avrigpo-4H-
nipono[1,2-b]nipa3on-3-in]-6-tiodeH-2-in-xiHoniH,
ww) 4-[2-(6-meTunnipnaguH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-6-deHinxiHoniH,
wwww) 8-[2-(6-meTunnipuaunH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,
XXxx) 3-6eH3o[b]TioeH-2-in-2-(6-meTunnipnamH-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipason,
Yyyy) MeTunoBuin cknagHui edip 4-(2-nipnguH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-6-
KapOOHOBOI KNCNOTH,
Z27Z) MeTUSI0BUN CKragHum eqgip 4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-6-kap6oHOBOI KMCMOTH,
aaaaa) METUIOBUN cKnagHun edip 4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOT KUCNOTH,
bbbbb) meTunosui cknagHuii edip 4-[2-nipnamH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHOMiH-7-
KapOOHOBOI KNCINOTH,
ccccec) 2-nipuauH-2-in-3-xiHoniH-4-innipasono[5,1-
c]mopdoniH,
ddddd) 2-nipnamn-2-in-3-xiHoniH-4-innipasono[5,1-
c]moponiH-4-oH,
eeeee) gumetunn-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
nponin}-amiH,
fffff) {3-[6-meTOKCK-4-(2-NipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3son-3-in)-xiHoniH-7-inokcu]-nponin}-
aMeTunamiH,
00g9gg) unknonponinvetunnponin-{3-[4-(2-nipnanH-2-
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-inokcu]-nponin}-amix,
hhhhh) gietun-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
aMiH,
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
aMiH,
b]nipason-3-in)-xiHoniH-7-inokcu]-nponinami,
kkkkk) 7-[3-(4-meTnnninepasuH-1-in)-nponokcul-4-(2-
nipuaunH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,
1) 6eH3nnmeTnn-{3-[4-(2-nipnagunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
nponin}-ami,
mmmmm) 7-(3-ninepnguH-1-in-nponokcu)-4-(2-
nipuamnH-2-in-5,6-avrigpo-4H-nipono[1,2-blnipason-3-
in)-xiHoniH,
nnnnn) 4-(2-nipngnH-2-in-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-7-(3-niponignH-1-in-nponokcu)-
XiHOMIH,
00000) 7-(3-a3enaH-1-in-nponokcu)-4-(2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
ppppp) 7-(3-imigason-1-in-nponokcn)-4-(2-nipngmH-2-
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
qgqqq) 7-(3-nipason-1-in-nponokcu)-4-(2-nipuanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
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rrrrr) 1'-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
[1,4"lamninepugmHin,

$SSSS) yuknonponin-(1-meTun-ninepuanH-4-in)-{3-[4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoMiH-7-inokcu]-nponin}-amiH,

ttttt) 4-(2-nipngnH-2-in-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-7-(3-[1,2,3]Tpuason-1-in-nponokcu)-
XiHOMIH,

uuuuu) aumeTnn-(3-{4-[2-(6-meTunnipugnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
inokcu}-nponin)-amiH,

vww) gietun-(3-{4-[2-(6-meTunnipugnH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHomniH-7-
inokcu}-nponin)-amiH,

WWWWW) Lmknionponinvetun-(3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-inokcu}-nponin)-nponinamix,
XXxxX) eTunmeTun-(3-{4-[2-(6-meTnnnipugnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in]-xiHoniH-7-
inokcu}-nponin)-amiH,

yyyyy) ammetun-{2-[4-(2-nipngunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokci]-
eTnn}-amiH,

zzzzz) pietun-{2-[4-(2-nipngun-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokci]-eTnn}-
aMmiH,

aaaaaa) 7-(2-ninepnanH-1-inetTokcmn)-4-(2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
bbbbbb) etunmeTnn-{2-[4-(2-nipngunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokciletTun}-amiu,

ccccecc) 4-(2-nipuaun-2-in-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in)-7-(2-niponianH-1-ineTokcn)-xiHoniH,
dddddd) 7-[2-(4-meTunninepa3suH-1-in)-eTokcn]-4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

eeeeee) aumeTnn-{3-[1-okcu-4-(2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amix,

ffffff) 7-meTuncynbdaHin-4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
009ggg) 7-etuncynbdaHin-4-(2-nipuamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
hhhhhh) 6-meTuncynedain-4-(2-nipngmn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

blnipason-3-in)-xiHoniH-7-incynbdaHin]-nponax-1-on,
kkkkkk) gumeTtunn-{2-[4-(2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
incynbpaHin]-eTun}-ami,

iy gumeTtun [6-(3-xiHOniH-4-in-5,6-aurinpo-4H-
nipono[1,2-b]nipason-2-in)-nipnanH-2-in-meTunnlami,
mmmmmm) 7-(2-nponokcieTokeu)-4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipaszon-3-in)-xiHoniH,
nnnnnn) N,N-anmeTun-N'-[4-(2-nipuaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-nipuanH-2-in]-
eTaH-1,2-giamiH,

000000) N,N-gnmeTnn-N'-[4-(2-nipnann-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-nipngnH-2-in]-
nponaH-1,3-giami,

pppppp) 3-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
OKCas30nianH-2-0H,
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qgqqqq) 1-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
iMigasonianH-2-oH,
rrrrrr) 3-{3-[4-(2-nipnaunn-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
3H-6eH300kca30n-2-0H,
$SSSSS) anmeTun-(2-{4-[2-(6-meTunnipuaunH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-nipnanH-2-
incynbaHin}-eTunamiu,
tttttt) 4-(2-nipuamH-2-in-5,6-gurigpo-4H
b]nipason-3-in)-2niponignH-1-in-xiHoniH,
uuuuuu) 2-ceHincynedanin-4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
VVWWW) 2-MopdoriH-4-in-4-(2-nipnauH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
WWWWWW) 2-eTuncynbdaHin-4-(2-nipuauH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
XXXXXX) dpeHin-[4-(2-nipuamH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-2-in]-amiH,
YYYYYY) 2-MeToKCu-4-(2-nipuamnH-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
277777) 2-eTOKCU-4-(2-nipngnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,
aaaaaaa) 4-[2-(6-ceHincynbdaHinnipugnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
bbbbbbb) deHin-[6-(3-xiHoniH-4-in-5,6-anrigpo-4H-
nipono[1,2-b]nipason-2-in)-nipnavH-2-in]-amiu,
ccccecc) 4-{2-[6-(4-meTokeudeHin)-nipuanH-2-inl-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in}-xiHoniH,
ddddddd) 4-[2-(6-dpeHinnipnauH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipazon-3-in]-xiHomiH,
eeeeeee) 4-[2-(6-mopdoniH-4-in-nipugnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
fffffff) 4-[2-(6-niponiguH-1-in-nipnaunH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
0099gg9) 4-[2-(6-meTokcunipnaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
hhhhhhh) 2-{3-[4-(2-nipnann-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcu]-nponin}-
i3oiHgon-1,3-aioH,

nipono[1,2-

avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
kkkkkkk) 7-(3-xnopnponokcwu)-4-(2-nipuamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

Y 7-(3-xnopnponokcu)-6-meToken-4-(2-nipuamH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
mmmmmmm) 7-(3-xnopnponokcu)-4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,

nnnnnnn) (1-{3-[7-(2-xnopeTokcu)-XiHoniH-4-in]-5,6-
avrigpo-4H-nipono[1,2-b]nipason-2-in}-nponeHin)-
MeTUneHamiH,

0000000) N,N-gietun-2-[4-(2-nipngnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
inokcil-auetamig,

pppPpPPP) 7-[2-((2R)-1-meTunniponiamH-2-in)-eTokeu]-
4-(2-nipnamnH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

09qqqqa) aumeTun-{4-[4-(2-nipuanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3don-3-in)-nipnanH-2-inokcm]-
OyTun}-amiH,

rrrrrrr) 1-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-nipuamH-2-inokcun]-
nponin}-niponiguH-2-oH,
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$SSSSSS) 7-(1-meTunninepuanH-3-inmeToken)-4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono([1,2-bjnipason-3-
in)-xiHoniH,

ttttttt) 7-(3-N,N-gumeTrnamiHo-2-mMeTuUnnponinokcu)-
4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

uuuuuuu) 4-[2-(6-meTunnipugun-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-7-nponoKCUXiHOSIH,
VVWWWWV) 4-[6-6eH3nnokcumeTnn-2-(6-metunnipuamH-
2-in)-5,6-gurinpo-4H-nipono[1,2-blnipason-3-in]-
XiHOMIH,

WWWWWWW) MeTunosui cknagHui  edip  {4-[2-(6-
MeTuUnnipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-inoKci}-oUTOBOI KUCNOTH,
XXXXXXX) 7-i30nponokcu-4-[2-(6-metnnnipugnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
YYYyyyy) 4-[2-(6-meTunnipnamnn-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-7-(3-mopdoniH-4-
innponokcu)-xiHonmiH,

2777227) 4-(6-6eH3nnokecnMmeTnn-2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-6-in)-xiHoniH,
aaaaaaaa) 7-6eH3UNOKCU-2-NiPUANH-2-iN-3-XiHOMIH-4-
innipasono[1,5-alninepnauHx,

bbbbbbbb) 2-[4-(2-nipuaun-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcil-
aueTtamia,

cccecccc) 7-(5-cpeHin-[1,2,4]okcagiason-3-
inmeToKkcn)-4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH,

dddddddd) 7-(2,2-gudTop6eH3o[1,3]giokcon-5-
inmeTokcn)-4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

eeeeeeee) 7-[2-((2S)-1-meTunniponignH-2-in)-
eTokcu]-4-(2-nipnanH-2-in-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

ffffffff) 5-[4-(2-nipuamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipadon-3-in)-xiHoniH-7-inokcumeTnn]-
niponignH-2-oH,

00999999) 4-(6-deHokcumeTnn-2-NipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
hhhhhhhh) 4-(6-meTunex-2-nipnguH-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
MeTunnipnanH-2-in)-5,6-aurigpo-4H-niponol[1,2-
b]nipason,
"""" 7-(1-meTunninepuamH-2-
inmeTokcn)-4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiHy,

kkkkkkkk) rigpoxnopug 7-[2-(1-meTunniponiguH-2-in)-
eTokcun]-4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniHy,

M) 1-okeng 4-[2-(6-meTnn-1-okeunipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniHy,
mmmmmmmm) 1-okeng  4-[2-(6-meTunnipnauH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniHy,
nnnnnnnn) 4-[2-(6-meTnn-1-okcunipuaunH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
00000000) 1-okcua 7-(3-xnopnponokcu)-4-(2-
nipmavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniHy,

pPPPPPPPP) 7-MeTaHCcynbdOHin-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
q99qqqaq) 3-(4-dpTopdeHin)-2-(6-meTunn-1-
oKkcunipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason,
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rrrrrrrr) 4-(xiHoniH-N-1-okeng-4-in)-3-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason,
SSSSSSSS) 6-MeTaHCynbdOHIN-4-(2-nipuavH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
tttttttt) 7-eTaHcynbgoHin-4-(2-nipngnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
uuuuuuuu) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-[3-(nipumignH-2-
CynbOHiN)-NponoKcm]-xiHOmMiH,
VWWWWWWY) 7-[3-(1-meTnn-1H-imigason-2-cynbgoHin)-
nponokcu]-4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
WWWWWWWW) 7-[3-(4-xropbeHsoncynbdoHin)-
nponokcu]-4-(2-nipnamH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
XXXXXXXX) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-[3-(nipnamH-2-
inMeTaHcynbdOHIN)-NPONoKcu]-XiHOMiH,
YYYYYYYY) 4-(2-nipnamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-[3-(nipnamH-2-
inMeTaHCynbiHin)-NPONoOKCK]-XiHOMIH,
22727777) 4-(xiHoniH-1-N-okcng-4-un)-3-(6-
MeTunnipnamH-2-in-1-N-okeung)-5,6-gurigpo-4H-
nipono[1,2-b]nipason,
aaaaaaaaa) MeTunosun cknagHun edip 3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-akpunosoi KncnoTu,
bbbbbbbbb) 3-{4-[2-(6-meTunnipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]xiHoniH-7-in}-1-
ninepnanH-1-innponeHoH,
cccececcee) MeTunoBun - cknagHun - egoip  3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-6-in}-akpnnoBoi KUCNoTw,
ddddddddd) 4-[2-(6-meTunnipuguH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-7-BiHiNXxiHonNiH,
eeeeeeeee) 4-[2-(6-6eH3nnnipnaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
fffffffff) 7-6eH3nn-4-[2-(6-meTunnipnamH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHomiH,
099999999) 4-[2-(6-meTnnnipuanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHoBa
KucnoTa,
hhhhhhhhh) 4-[2-(6-meTunnipnaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-kap6oHoBa
KucnoTa,
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-akpunoesa
KucnoTa,
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-nponioHoBa
KucnoTa,
kkkkkkkkk) 4-[2-(6-meTunnipnamnH-2-in)-3-xiHoniH-4-
in-5,6-auvrigpo-4H-nipono[1,2-b]nipason-5-in]-
©eHsonHa K1crnoTa,
Y umknoneHTuNamig 4-(2-nipnavH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,
mmmmmmmmm) (2-mopdoniH-4-inetun)-amig  4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoNiH-7-kapboOHOBOI KMCOTH,
nnnnnnnnn) [2-(1H-imigason-4-in)-etun]-amia ~ 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kapbOHOBOI KMCNOTH,
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000000000) (2-meTunamiHoeTun)-amig  4-(2-nipnanH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-KapBbOHOBOI KUCNOTH,

pPPPPPPPP) (3-MeTnnamiHonponin)-amig 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-XiHONiH-7-kapbOHOBOI KUCIOTH,

099q99qqqq) (2-ammeTmnamiHoeTun)-amig, 4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono([1,2-bjnipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

rrrrrrerr) (4-metunninepasvH-1-in)-[4-(2-nipygnn-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
in]-meTaHoH,

SSSSSSSSS) umknobytunamia  4-(2-nipnaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

ttttttttt) umknonponinamig 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOT KNCNOTH,

uuuuuuuuu) (1-etunnponin)-amig  4-(2-nipnavH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

VVWWYWW) eTunamig  4-(2-nipnguH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-kap6oHOBOT
KMcnoTw,

WWWWWWWWW) i306yTunamig — 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOT KMCNOTH,

XXXXXXXXX) TpeT-0yTrnamia 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

YYYYYYYYY) isonponinamig, 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

Z77777777) nponinamig 4-(2-nipyanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

aaaaaaaaaa) (2-metunbyTtun)-amig  4-(2-nipnamH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-kapbOHOBOI KMCNOTY,

bbbbbbbbbb) ((2S)-2-meTunbytun)-amig 4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

ccccccccecc) (2S)-sTopbyTunamig  4-(2-nipuanH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

dddddddddd) (2R)-sTopbyTunamig 4-(2-nipnanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

eeeeeeeeee) ((1R)-1,2-gumeTtunnponin)-amig ~ 4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

ffffffffff) (nipnamn-4-inmetun)-amia  4-(2-nipngnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipadon-3-in)-XiHoniH-7-
KapOOHOBOI KNCNOTH,

00999999dg) (nipuauvH-3-inmeTnn)-amig, 4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

hhhhhhhhhh) (nipugunH-2-inmeTun)-amig 4-(2-
nipmavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

""""" 6-(3-xiHoniH-4-in-5,6-auvrigpo-4H-
nipono[1,2-b]nipadon-2-in)-nipuamnH-2-kapboHoBoi
KncnoTw,
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-inokci]-eTaHoH,
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kkkkkkkkkk) N-(2-gumetunamiHoeTun)-2-[4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-inokcil-aueTamig,

[y N-(2-gumetunamiHoeTun)-N-metnn-2-[4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-inokcil-auetamig,

mmmmmmmmmm) N,N-gnmeTtvnn-3-[4-(2-nipngnH-2-
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-inokcu]-6eH3amia,

nnnnnnnnnn) amig, 4-(2-nipuguH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-kapboHOBOT  Kn-
cnoTw,

0000000000) (2-gumeTunamiHoeTun)-metTunamig  4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
H]nipa3on-3-in)-xiHoniH-7-kap6oHOBOT KNCIOTH,
pppPpPPPPPPP) (3-aumeTnnamiHonponin)-metunamia 4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
H]nipa3son-3-in)-xiHoniH-7-kap6oHOBOT KNCNOTH,
qgqqqgqaqqq) aumeTunamis 4-(2-nipnavH-2-in-5,6-
avrigpo-4H-nipono[1,2-H]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

rererererr) Metunamia  4-(2-nipugue-2-in-5,6-aurigpo-
4H-nipono[1,2-H]nipason-3-in)-xiHoniH-7-kap6oHOBOI
KncnoTw,

SSSSSSSSSS) nipnanH-2-inamig,  4-(2-nipyanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

ttettttttt) N-(2,2-gumetunamiHoeTvn)-N-metun-3-{4-[2-
(6-meTunnipugnH-2-in)-5,6-aurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHamig,
uuuuuuuuuu) (2-gumeTunamMiHoeTun)-amig, 2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-6-kap6oOHOBOI KMCMOTH,
VVWWWWWWY) (3-aumeTunamiHonponin)-amig  4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-6-kap6oHOBOT KMCMOTH,
WWWWWWWWWW) (2-MopdboniH-4-inetun)-amia  4-[2-
(6-meTunnipugnH-2-in)-5,6-aurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-6-kap6oHOBOT KUCNOTH,
XXXXXXXxxx) N,N-gumeTtnnamiHoetTunamig 1-[2-
(xiHOMiH-4-in)-1-(6-meTunnipuanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-kap6oHOBOT
KUcnoTu,

YYYYYYYYYY) (2-ninepuanH-1-inetun)amig 4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo4H-nipono[1,2-
b]nipason-3-in]xiHoniH-7-kapboHOBOI kKMCNoTH,
2777277777) N-(2-gumeTtunamiHoeTnn)-3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHamig,
aaaaaaaaaaa) (3-gumeTvnamiHonponin)-amig 4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KUCMOTH,
bbbbbbbbbbb) (3-niponignH-1-innponin)-amig 4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KUCNOTH,
ccccccccccc) (3-mopdponin-4-innponin)-amig  4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oOHOBOI KMCMOTH,
ddddddddddd) 3-{4-[2-(6-meTunnipuanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-
nponioHamia,

eeeeeeeeeee) (2-gumeTvnamMiHoeTUn)-amig 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-6-kapbOHOBOI KMCNOTH,
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ffffffffff) (2-mopdponiH-4-inetun)-amia  4-(2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
6-kapbOHOBOI KMCNOTY,

09999999999) 4-(2-nipuanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-6-kapboHoBa Kuc-
nora,

hhhhhhhhhhh) rigpasung 4-(2-nipnawnn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-6-
KapOOHOBOI KNCINOTH,

"""""" 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-6-kapboHOBOi  Kn-
cnoTw,
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-6-
KapOOHOBOI KNCMNOTH,

kkkkkkkkkkk) amig 4-(2-nipngunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-6-kapboHOBOi  Kn-
cnotw,

iy (2-rippokcneTtun)-amig  4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-6-
KapOOHOBOI KMCNOTH,

mmmmmmmmmmm) rigpasug 4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCINOTH,

nnnnnnNNNNnn) rigpokciamig 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOT KMCNOTH,

00000000000) (2-amiHoeTun)-amig 4-(2-nipnanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

pPPPPPPPPPPP) (2-rinpokcieTnn)-amia  4-(2-nipngunH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-kapbOHOBOI KMCNOTY,

qqggqqqgqqa) amip - 4-(2-nipuamnH-2-in-5,6-purigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
CynbdOHOBOI KUCOTH,

reeeerererr) metunamig  4-(2-nipyann-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-XiHoniH-7-
Cynb(OHOBOI KNCMOTH,

SSSSSSSSSSS) AMMeTUnamia 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
CynbdOHOBOI KUCIOTH,

ttttttttttt) (3-gumeTrnamiHonponin)-amig  4-(2-nipnauH-
2-in-5,6-auvrigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMIH-7-CyNbOHOBOI KNCNOTH,

uuuuuuuuuuu) gieTnnamig, 4-(2-nipyanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
Cynb(OHOBOI KNCMNOTH,

VVVWWWWVYWWY) (2-ninepuauH-1-ineTtun)-amig, 4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-XiHONiH-7-CyNb(OHOBOI KNCMNOTH,
WWWWWWWWWWW) (2-rigpokcieTun)-amig 4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-
in)-XiHONiH-7-CynbOHOBOI KACIOTH,

XXXXXXXXXXX) 4-(2-nipnanH-2-in-5,6-gurinpo-4H-
nipono[1,2-bJnipa3on-3-in)-xiHoniH-7-inami,
YYYYYYYYYYY) 2-aumeTtunamiHo-N-[4-(2-nipuguH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
in]-auetamig,

72777777777) 3-gumeTunamiHo-N-[4-(2-nipnanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in)-xiHoniH-7-
inJnponioHamig,

aaaaaaaaaaaa) N-[4-(2-nipuanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
MeTaHcynbgoHamia,
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bbbbbbbbbbbb) N-[4-(2-nipnann-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-auetamia,
ccececccccecc) (2-aueTunamiHoeTun)-amig, 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kap6oOHOBOT KUCMOTH,
dddddddddddd) N-{3-[4-(2-nipnamnH-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipaszon-3-in)-xiHoniH-7-inokcu]-
nponin}-meTaHcynbgoHamia,
eeeeeeeeeeee) {3-[4-(2-nipnaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
amig 1-meTtun-1H-imigason-4-cynboHOBOI KUCNOTH,
ffffffffffff) 1-(2-onmeTninaminoetun)-3-[4-(2-nipnamH-2-
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-in]-ce4yoBuHa,
000999999999g) 1-(3-ammeTunamiHonponin)-3-[4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-in]-ceyoBuHa,
hhhhhhhhhhhh) 1-(2-rigpokcieTnn)-3-[4-(2-nipngnH-2-
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-in]-ce4yoBuHa,
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-in]-kap6amiHOBOI kMCNoTH,
iliiiiiiiii) 2-riopokcieTunoBuin  cknagHuii  edpip  [4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-in]-kap6amMiHoBOi KMCNOTH,
kkkkkkkkkkkk) 2-meTokcieTunosuin cknagHuin edip [4-
(2-nipnamH-2-in-5,6-gurinpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-7-in]-kap6amiHOBOI KMCOTH,
limmy 1,3-6ic-[4-(2-nipnamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-in]-ce4oBnHa,
mmmmmmmmmmmm) 4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inoBun cknagHun edip anmeTunkap6amiHOBOI kucno-
™,
nnnnnnnnnnnn) 7-6pom-2-izonponin-4-(2-nipugunH-2-
in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
000000000000) 2-{4-[2-(6-MeTnnnipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-in}-
nponax-2-or,
PPPPPPPPPPPP) 7-(3-xnopnponincynsatin)-4-(2-
nipmavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,
q09qqqdqqqqqd) 7-6pom-4-(4-xnop-2-nipuanH-2-in-
5,6-aurigpo-4H-nipono[1,2-blnipason-3-in)-xiHoniH,
rerrrrererrr) 8-xnop-4-(2-nipngnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-om,
$5S5555555SSS) 8-6pom-4-(2-nipuaunH-2-in-5,6-avrigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-on,
tttttttttttt) 3-(7-6pomxiHoniH-4-in)-2-nipuanH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason-4-on,
uuuuuuuuuuuu) 7-6pom-4-(4-meTokcu-2-nipuanH-2-in-
5,6-aurigpo-4H-nipono[1,2-blnipason-3-in)-xiHoniH,
VVWWYWYWWWYWY) [3-(7-6pomXiHONIH-4-in)-2-nipuanH-2-
in-5,6-avrigpo-4H-nipono[1,2-b]nipason-4-in]-
MeTUNaMiH,
WWWWWWWWWWWW) 3-(7-6poMxiHoniH-4-in)-2-
nipmavH-2-in-5,6-gurigponipono[1,2-b]nipaszon-4-oH,
XXXXXXXXXXXX) 3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
6eH3amia,
yyyyyyyyyyyy) N,N-aumetun-3-[4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
inokcu]-tiobeHsamig,
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227777777777) pumetvun-{3-[4-(2-nipuavH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-6eH3un}-amiH,

aaaaaaaaaaaaa) 4-[2-(6-meTvnNipManH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-1H-xiHoniH-2-
OH,

bbbbbbbbbbbbb) 4-(2-nipugun-2-in-5,6-anrigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-on,
ccecccceccccc) 4-[2-(6-metTunnipugnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-on,
ddddddddddddd) 6-meTokcu-4-(2-nipuamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-om,
eeeeeeeeeeeee) MeTUNoBuUn cknagHun edip 3-{4-[2-
(6-meTunnipugnH-2-in)-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHOBOT KNCOTH,
fffffffff) 4-(6-meTnn-2-nipnann-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

00099g99ggggg) MeTunoBsui cknagHun egip 3-{4-[2-
(6-meTunnipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-6-in}-nponioHOBOT KNCNOTH,
hhhhhhhhhhhhh) 7-amiHo-4-[2-(6-meTunnipnanH-2-
in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-inj-
XiHOnIH,
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHOMiH-7-
in}-nponioHamig,
nipono[1,2-b]nipason-3-in)-xiHoninH-7-inokcu]-nponin}-
auetamia,

kkkkkkkkkkkkk) N-auetun-N-{4-[2-(6-meTnnnipnamH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-
XiHOMiH-7-in}-aueTamig,

NNy 2-nipnanH-2-in-3-xiHonin-4-innipasono[1,5-
ajninepuanH-7-on,

mmmmmmmmmmmmm) 7-aueTokcu-2-NipuanH-2-in-
3-XiHoniH-4-innipa3ono[1,5-ajninepnanH,
nnnnnnnnnnnnn) meTun-{3-[4-(2-nipnaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amix,

0000000000000) 7-(ninepnanH-4-inokeun)-4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

PPPPPPPPPPPPP) (2-amiHo-1,1-AnmeTuneTun)-amig 4-
[2-(6-meTunnipnanH-2-in)-5,6-aurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KUCNOTH,
qqdaqqqqqqgqaa) {6-[3-(4-propdeHin)-5,6-auriapo-
4H-nipono[1,2-b]nipa3on-2-in]-nipuanH-2-in}-
MeTaHon,

rrrrrrerrrrrr) [6-(3-xiHonin-4-in-5,6-auvrigpo-4H-
nipono[1,2-b]nipason-2-in)-nipuaunH-2-in]-metaxon,
SSSSSSSSSSSSS) 4-[2-(6-meTunnipnanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-deHon,
ttetttttttttt) 7-(1-meTrnniponigunH-3-inmeTokcun)-4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHOniH,

uuuuuuuuuuuul) 7-(1-meTunninepuanH-4-inMeToKCK)-
4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

VVVVVWWVWWVWVWY) (2-gumeTunnamido-1,1-gumeTtnneTvn)-
amig 4-[2-(6-meTUNNipManH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHOBOI Ku1c-
notwu,

WWWWWWWWWWWWW) (S)-[3-(4-cpTopdheHin)-2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-6-in]-metaHon,
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XXXXXXXXXXXXX) (R)-[3-(4-cbTopdheHin)-2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-6-in]-meTaHon,
YYYYYYyyyyyyyy) (S)-[3-(4-cbTopcheHin)-2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-6-in]-aueToriTpnn,
2772277777777) (R)-[3-(4-dbTOpcheHin)-2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-6-in]-aueToHiTpun,
aaaaaaaaaaaaaa) 4-(3-nipnguH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-2-in)-xiHoniH,
bbbbbbbbbbbbbb) 4-(6-nipuanH-2-in-2,3-
avrrigponipa3sono([5,1-bJokcason-7-in)-xiHomiH,
ccccccccccccce) 3-[4-(2-nipuagunn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-in]-okca3oniauH-
2-OH,
dddddddddddddd) 1-[4-(2-nipuanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3zon-3-in)-xiHoniH-7-in]-
iMigasonianH-2-oH,
eeeeeeeeeeeeee) 4-(2-nipnaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-(nipnanH-4-inmeTokcun)-
XiHOMIH,
ffffffffffff) 4-(2-nipnamn-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-(3-nipnanH-3-
iNNponokcu)-xiHoniH,
99999999999999) 7-(4,5-aurigpo-1H-imigason-2-in)-
4-(2-nipnamnH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,
hhhhhhhhhhhhhh) 4-[5-(4-dbTopdeHin)-2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH (eHaHTiomep A),
in)-5,6-gurinpo-4H-nipono[1,2-blnipazon-3-in]-xiHoniH
(eHaHTiOMEp B),
c]mopdoniH,
kkkkkkkkkkkkkk) 4-[2-(6-BiHinnipnaunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
iy 3-{4-[2-(6-meTnnnipnanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-in}-akpunosa
KucnoTa,
mmmmmmmmmmmmmm) 7-(6-meTnnnipuaasuH-3-
inokcu)-4-(2-nipnguH-2-in-5,6-aurigpo-4H-niponol[1,2-
b]nipason-3-in)-xiHoniH,
nnnnnnnnnnnnnn) 4-(2-nipuaunH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-7-[4-(4-nipumignH-2-
inninepasunH-1-in)-6yToKcm]-XiHOmMiH,
00000000000000) 7-{3-[4-(2-meToKkcudeHin)-
ninepasuH-1-in]-nponokcu}-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
PPPPPPPPPPPPPP) NipuanH-2-in-{3-[4-(2-nipuanH-2-in-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-ami,
099ggqaqqqgqqqaa) (2-aumeTnnamiHo-1-meTnneTunn)-
amig 4-[2-(6-meTunnipnanH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHOBOI  KuUC-
notu,
FITTITrrreeeeT) amig, 4-[2-(6-meTunnipnamnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
KapbOHOBOT KMCNOTH,
S$SSSSSSSSSSSSS) (3-aumeTunamiHonponin)-amig  4-(2-
nipuamnH-2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kapbOHOBOI KMCNOTH,
tttttttttttttt) (2-aumeTunaminoeTun)-meTunamio 4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KNCMOTH,
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uuuuuuuuuuuuuu) N,N-gnmeTun-3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-akpunamig,
VVVVVVVVVWWWVWY) 1-oKkena 4-(2-nipyanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
WWWWWWWWWWWWWW) 7-6eH3nnokcmn-4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,

XXXXXXXXXXXXXX) 4-[2-(6-xnop-6-gurigpo-4H-
nipononipuauH-2-in)-5-[1,2-b]nipason-3-in]-xiHoniH,
YYYYYYYYYYYYYY) METUNOBUI cknagHum edip 6-(3-
XiHOMiH-4-in-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-2-
in)nipnanH-2-kapboHOBOI KNCNoTw,

22722777777727) 4-(7-XNOPXiHONiH-4-in)-3-(NipuamnH-2-
in)-5,6-gurigpo-4H-nipono[1,2-b]nipason,
aaaaaaaaaaaaaaa) 4-(2-dypaH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
bbbbbbbbbbbbbbb) meTunosuin cknagHun edip 3-{4-
[2-(6-meTunnipuanH-2-in)-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-6-in}-akpunosoi KncnoTu,
ccccccceccceccecc) 4-[2-(2-meTunTiason-4-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
ddddddddddddddd) 3-(4-dTopdeHin)-2-(2-
meTunTiazon-4-in)-5,6-auvrigpo-4H-niponol[1,2-
b]nipason,

eeeeeeeeeeeeeee) 4-[2-(2-meTun-2H-nipason-3-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
ffffffffffff) 4-(2-Tiason-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH,
099999999999999) 4-[2-(1-meTun-1H-imigason-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in]-xiHoniH,
hhhhhhhhhhhhhhh) 6,7-guxnop-4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,
(6-meTnnnipuamnH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason,
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-
in}-akpunamig,

Ta hapmMaLeBTUYHO MPUMHATHI coni, CKnagHi edipu
Ta Nponikx Liei Crnonyku.

6. Cnonyka 3a n. 2, BubpaHa 3 rpynu, sika BKIo4ae B
cebe:

a) 7-meTokeu-4-(2-nipngnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,

b) 7-6eH3nnokcu-6-metoken-4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

¢) 7-6pom-4-[2-(6-meTunnipuaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH,

d) 7-meTokcu-4-[2-(6-meTunnipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

e) [3-(7-6pomxiHoniH-4-in)-2-(6-meTunnipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-6-in]-meTtaxon,
f) 4-(7-6pomxiHoniH-4-in)-3-(nipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

g) 4-(7-xnopxiHoniH-4-in)-3-(6-meTunnipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason,

h) 6,7-andpTop-4-[2-(6-MeTUNNipNAnNH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

i) 6,7-aMmeTokcu-4-[2-(6-meTnnnipnamH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

j) MmeTunoBuin cknagHui edip 4-[2-(6-meTnnnipuamH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-
XiHONMiH-7-KapBOHOBOI KUCNOTH,
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k) aumeTnn-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
amiH,
1) {3-[6-meTOKCK-4-(2-NipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
AuMeTunami,
m) umknonponinMeTunnponin-{3-[4-(2-nipnanH-2-in-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amix,
n) gietun-{3-[4-(2-nipnamn-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
amiH,
0) etunmeTnn-{3-[4-(2-nipnaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3son-3-in)-xiHoniH-7-inokcu]-nponin}-
amiH,
p) 3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-nponinamix,
q) 7-[3-(4-meTunninepasvH-1-in)-nponokcu]-4-(2-
nipmavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,
r) 6eHannmeTnn-{3-[4-(2-nipngunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
nponin}-amiH,
s) 7-(3-ninepuanH-1-innponokcu)-4-(2-nipnanH-2-in-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
t) 4-(2-nipngunH-2-in-5,6-aurigpo-4H-niponol[1,2-
b]nipason-3-in)-7-(3-niponignH-1-innponoKcu)-XiHosiH,
u) 7-(3-asenaH-1-innponokcu)-4-(2-nipuamn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
V) 7-(3-imigason-1-innponokcn)-4-(2-nipnauH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
w) 7-(3-nipason-1-innponokcu)-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
x) 1'-{3-[4-(2-nipnguH-2-in-5,6-aurigpo-4H-niponol[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
[1,4']anninepnanHin,
y) umknonponin-(1-meTunninepugnH-4-in)-{3-[4-(2-
nipuamnH-2-in-5,6-avrigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-inokcu]-nponin}-amix,
z) 4-(2-nipnann-2-in-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-7-(3-[1,2,3]Tpuason-1-innponokcu)-
XiHOMIH,
aa) aumetun-(3-{4-[2-(6-meTunnipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
inokcu}-nponin)-amiH,
bb) pietnn-(3-{4-[2-(6-meTunnipnaunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHomniH-7-
inokcm}-nponin)-amiH,
cc) umknonponinmeTun-(3-{4-[2-(6-meTunnipnamn-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipason-3-inj-
XiHONIiH-7-inokcu}-nponin)-nponinami,
dd) etunmeTtunn-(3-{4-[2-(6-meTunnNipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHonin-7-
inokcu}-nponin)-amiH,
ee) gumetun-{2-[4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokci]-eTnn}-
amiH,
ff) pietun-{2-[4-(2-nipnavn-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokci]-eTnn}-
aMiH,
09) 7-(2-ninepnauH-1-in-eTokcm)-4-(2-nipnamH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
hh) etunmeTnn-{2-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcileTun}-
amiH,
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i) 4-(2-nipngunH-2-in-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in)-7-(2-niponignH-1-ineTokcn)-XiHoniH,
i) 7-[2-(4-meTunninepa3suH-1-in)-etokcun]-4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,

kk) anmeTnn-{3-[1-okcu-4-(2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amix,

I) 7-meTuncynbsdaHin-4-(2-nipugunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

mm) 7-eTuncynbdanin-4-(2-nipngnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

nn) 7-6eH3unncynbdaxin-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

00) 3-[4-(2-nipugnH-2-in-5,6-gurinpo-4H-nipono[1,2-
blnipason-3-in)-xiHoniH-7-incynbdaHin]-nponax-1-on,
pp) ammeTun-{2-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-incynbdatin]-
eTun}-amiH,

qq) 7-(2-nponokcieTokcu)-4-(2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

1) 3-{3-[4-(2-nipnawnn-2-in-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcm]-nponin}-
OKCa30nianH-2-0H,

ss) 1-{3-[4-(2-nipuguH-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipa3son-3-in)-xiHoniH-7-inokcu]-nponin}-
iMigasonianH-2-oH,

tt) 3-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-3H-
©6eH300KCa30r1-2-0H,

uu) 2-{3-[4-(2-nipngunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
i3oingon-1,3-4ioH,

vv) 7-(3-cpTopnponokcu)-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,

ww) 7-(3-xnopnponokcu)-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

XX) 7-(3-xnopnponokcu)-6-meToken-4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
yy) 7-(3-xnopnponokcu)-4-[2-(6-meTunnipnamnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH,
z7) (1-{3-[7-(2-xnopeTokcm)-xiHoniH-4-in]-5,6-gurigpo-
4H-nipono[1,2-b]nipason-2-in}-nponeHin)-
MeTuUneHamiH,

aaa) N,N-gietun-2-[4-(2-nipnauH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-XiHoniH-7-inokcu]-
aueTamia,

bbb) 7-[2-((2R)-1-meTnnniponignH-2-in)-eTokcu]-4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

ccc) 7-(1-meTunninepuanH-3-inmeTokcn)-4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

ddd) 7-(3-N,N-gumeTunamiHo-2-meTnnnponinokcu)-4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH,

eee) 4-[2-(6-meTnnnipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-7-nponokcu-xiHoniH,

fff) meTnoBsuin cKnagHun edgip {4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-inoKcK}-oLTOBOI KUCIOTH,
09g) 7-isonponokcun-4-[2-(6-metTunnipuaunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

hhh) 4-[2-(6-meTunnipngux-2-in)-5,6-gurigpo-4H-
nipono[1,2-bJnipason-3-in]-7-(3-mopdoniH-4-in-
NPONOKCW)-XiHOMIH,
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iii) 7-6eH3UnoKcK-2-nipuamnH-2-in-3-xiHomiH-4-
innipasono[1,5-ajninepnauH,
i) 2-[4-(2-nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-aueTtamia,
kkk) 7-(5-dpeHin-[1,2,4]okcagiason-3-inmeTokcn)-4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,
lIl) 7-(2,2-andpTopOeH3o[1,3]aiokcon-5-inmeTokcn)-4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH,
mmm) 7-[2-((2S)-1-meTunniponiguH-2-in)-eTokcu]-4-
(2-nipnanH-2-in-5,6-gurinpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH,
nnn) 5-[4-(2-nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcMmeTwn]-niponignH-2-
OH,
000) rigpoxnopug, 7-(1-meTunninepuanH-2-
inmeTokcu)-4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
ppp) rigpoxnopug 7-[2-(1-meTunniponiguH-2-in)-
eTokeu]-4-(2-nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,
gqq) 1-okcug 7-(3-xmopnponokcm)-4-(2-nipnanH-2-in-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
rrr) 7-meTaHcynbgoHin-4-(2-nipuguH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
SSS) 7-eTaHcynbdOoHiN-4-(2-nipnaunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
ttt) 4-(2-nipnamnH-2-in-5,6-gurigpo-4H-niponol[1,2-
blnipason-3-in)-7-[3-(nipumignH-2-cynbdoHirn)-
NPOMOKCU]-XiHOMIH,
uuu) 7-[3-(1-meTun-1H-imigason-2-cynbdoHin)-
nponokcu]-4-(2-nipnamH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
vwv) 7-[3-(4-xnop6eH3oncynbgoHin)-nponokcu]-4-(2-
nipmavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,
www) 4-(2-nipugnH-2-in-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-7-[3-(nipuanH-2-inmeTaHcynbqoHin)-
NPOMOKCU]-XiHOMiH,
XxX) 4-(2-nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-
blnipason-3-in)-7-[3-(nipnavH-2-inmeTaHcynbiHin)-
NPONOKCU]-XiHOMIH,
VYY) METUNOBUIA cKrnagHun edip 3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-akpunosoi kncnoTu,
777) 4-[2-(6-meTunnipugnH-2-in)-5,6-avrigpo-4H-
nipono[1,2-b]nipason-3-in]-7-BiHiNxiHoniH,
aaaa) 3-{4-[2-(6-meTvnnipugnH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]xiHoniH-7-in}-1-ninepuanH-
1-inNponeHoH,
bbbb) 7-6eH3un-4-[2-(6-meTunnipngunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
cccc) 4-[2-(6-meTunnipnguH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHoBa  Kuc-
nora,
dddd) 3-{4-[2-(6-meTunnipugnH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-akpunosa
KucnoTa,
eeee) 3-{4-[2-(6-meTUNNipnanH-2-in)-5,6-anrigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-nponioHoBa
KucnoTa,
ffff) umknoneHTunamia 4-(2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHomniH-7-kapOOHOBOT
KncnoTu,
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0999) (2-mopdoniH-4-inetun)-amia 4-(2-nipnanH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

hhhh) [2-(1H-imiga3on-4-in)-eTun]-amig 4-(2-nipuavH-
2-in-5,6-auvrigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-KapbOHOBOI KUCNOTH,

iiii) (2-meTunamiHoeTun)-amig  4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KNCINOTH,

jiii) (3-meTunamiHonponin)-amig 4-(2-nipuguH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

kkkk) (2-ammetunamiHoeTun)-amig 4-(2-nipnavH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-XxiHoniH-7-
KapOOHOBOI KNCMNOTH,

lll) (4-meTunninepasun-1-in)-[4-(2-nipngnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
METaHOH,

mmmm) UmknobyTnunamia 4-(2-nipnamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

nnnn) yuknonponinamig 4-(2-nipuaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCINOTH,

0000) (1-eTMnnponin)-amig, 4-(2-nipuamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOT KMCNOTH,

pppp) etunamia  4-(2-nipuauH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-XiHoniH-7-kapboHOBOI  Kn-
cnotw,

gqqq) isobytunamig  4-(2-nipugnH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-kap6oHOBOI
KMcnoTw,

rrrr) TpeTbyTMnaming 4-(2-nipnamnK-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-kap6oHoBOT
KUCNoTw,

$sss) idonponinamia  4-(2-nipuguH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-kap6oHOBOT
KMcnoTw,

tttt) nponinamig 4-(2-nipnamH-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-kapOOHOBOI  KK-
cnotw,

uuuu) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipa3on-3-in)-xiHoniH-7-kapboHoBoi  kucnotn  (2-
mMeTunbyTun)-amia,

ww) ((2S)-2-metunbytun)-amia  4-(2-nipnguH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KMCMOTH,

wwww) (2S)-BTopbyTunamia  4-(2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOT KMCNOTH,

xxxX) (2R)-BTOpGYTUNAMmig 4-(2-nipnamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

yyyy) ((1R)-1,2-gumeTtnnnponin)-amig, 4-(2-nipngnH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-
7-kapbOHOBOI KMCNOTY,

zzzz) (nipuguH-4-inmetun)-amia  4-(2-nipuanH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapbOHOBOT KMCNOTH,

aaaaa) (nipnguH-3-inmetun)-amig  4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in)-XiHoniH-7-
KapOOHOBOI KNCINOTH,

bbbbb) (nipnanH-2-inmetun)-amig  4-(2-nipuanH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,



31
ccccc) 1-(4-meTunninepasvH-1-in)-2-[4-(2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHomiH-
7-inokcil-eTaHoH,
ddddd) N-(2-gumetunamiHoeTun)-2-[4-(2-nipnguH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-inokcil-auetamig,
eeeee) N-(2-gumetunamiHoeTnn)-N-meTun-2-[4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-inokci]-aueTamia,
fffff) N,N-aumeTun-3-[4-(2-nipuavH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
6eH3amia,
09999) amig, 4-(2-nipnamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-kapOOHOBOI  KK-
cnoTw,
hhhhh) (2-aumeTunamiHoeTnn)-metTunamig 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-Hnipason-3-
in)-xiHoniH-7-kapboHOBOT KUCOTH,
iiii) (3-gumeTnnamiHonponin)-meTunamig 4-(2-
nipuaunH-2-in-5,6-gurigpo-4H-nipono[1,2-H]nipason-3-
in)-XiHONiH-7-kap6oOHOBOI KNCIOTH,
nipono[1,2-H]nipason-3-in)-xiHoniH-7-kapboHOBOT
KncnoTw,
kkkkk) meTtunamig 4-(2-nipugun-2-in-5,6-aurigpo-4H-
nipono[1,2-H]nipa3on-3-in)-xiHoniH-7-kapboHoBoi
KUcnoTu,
N nipuanH-2-inamig  4-(2-nipnavn-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipa3don-3-in)-xiHoniH-7-kapboHoBoi
KncnoTw,
mmmmm) N,N-gumetunamiHoetTunamig 1-[2-(xiHoniH-
4-in)-1-(6-meTunnipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kap6oOHOBOI  KMC-
notu,
nnnnn) (2-ninepnanH-1-inetun)amig 4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]xiHoniH-7-kapboHOBOI kKMCNoTH,
00000) N-(2-gumeTunamiHoeTunn)-3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHamig,
ppppp) (3-ammeTunamiHonponin)-amin4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOT KUCNOTH,
qaqqq) (3-niponiguH-1-innponin)-amig4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KUCNOTH,
rrrrr) (3-mopdoniH-4-innponin)-amig4-[2-(6-
MeTUnnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOT KUCNOTH,
sssss) 3-{4-[2-(6-meTunnipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-nponioHamiga,
ttttt) N-(2,2-ammeTnnamiHoetvn)-N-metun-3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHamig,
uuuuu) rigpasng  4-(2-nipuguH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-kapOOHOBOI  KK-
cnotw,
VVVWV) Tigpokciamig 4-(2-nipnamnH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-kapboHoBoi
KUcnoTu,
WWWWw) (2-amiHoetun)-amig  4-(2-nipygun-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCINOTH,
XXXXX) (2-rigpokcieTun)-amia  4-(2-nipuamH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,
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YyYYy) amig 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-XiHoniH-7-cynb(OHOBOI
KUCnoTw,

z7777) meTunamig 4-(2-nipuamH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-cynb(OHOBOI
KMcnoTw,

aaaaaa) gumeTtmnamig 4-(2-nipnamn-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
CynbdOHOBOI KUCIOTH,

bbbbbb) (3-aumeTunamiHonponin)-amia 4-(2-nipyavk-
2-in-5,6-auvrigpo-4H-nipono[1,2-blnipason-3-in)-
XiHOMIH-7-CyNbMOHOBOI KUCNOTH,

cccecc) gietunamiag 4-(2-nipnamnH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
CyNbGOHOBOI KUCIOTH,

dddddd) (2-ninepuanH-1-inetun)-amig 4-(2-nipuanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-cynbdOHOBOI KUCMOTH,

eeeeee) (2-rigpokcieTun)-amig 4-(2-nipuavH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
Cynb(OHOBOI KNCNOTH,

ffffff) 4-(2-nipnanH-2-in-5,6-gurinpo-4H-nipono[1,2-
blnipason-3-in)-xiHoniH-7-inamiH,

099999) 2-oumeTunnamiHo-N-[4-(2-nipugunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
aueTtamia,

hhhhhh) 3-gumeTtunamiHo-N-[4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inJnponioHamig,

b]nipason-3-in)-xiHoniH-7-in]-aueTamig,

kkkkkk) (2-auetunamiHoetun)-amig 4-(2-nipugunH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

iy N-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcu]-nponin}-
MeTaHcynboHamia,

mmmmmm) 1-meTtun-1H-imigason-4-cynbdoHoBOI
KWUCNOTU {3-[4-(2-nipnann-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
amig,

nnnnnn) 1-(2-gaumeTunamiHoeTnn)-3-[4-(2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-
7-in]-ce4yoBuHa,

000000) 1-(3-gumeTunamiHonponin)-3-[4-(2-nipugnk-
2-in-5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-in]-ce4yoBuWHa,

pppppp) 1-(2-rinpokcieTnn)-3-[4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-in]-
CeyoBuHa,

0gqggq) meTunosuii cknagHun edip [4-(2-nipnamH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-in]-kap6amiHOBOI kMcnoTH,

ITrrrr) 2-rigpokcieTMnoBun  cknagHun — edip  [4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-in]-kap6amMiHOBOi KUCNOTH,

SSSSSS) 2-MeTOoKCieTUNnoBun cknagHun  edip  [4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-in]-kap6amMiHOBOI KMCNoTHK,

tttttt) 1,3-6ic-[4-(2-nipuanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-in]-ce4oBnHa,
uuuuuu) 4-(2-nipuamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inosui
HUIA edip oumeTUnNkapbamiHOBOT KUCMNOTH,

cknag-
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VVWWVWV) 7-6pom-2-izonponin-4-(2-nipugnnH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,
wwwwww) 7-(3-xnopnponincynbanin)-4-(2-nipuavs-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMIH,
XXXXXX) 7-6pom-4-(4-xnop-2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
yyyyyy) 8-xnop-4-(2-nipugun-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-om,
z77777) 8-6pom-4-(2-nipngnH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-on,
aaaaaaa) 3-(7-6pomxiHoniH-4-in)-2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-4-on,
bbbbbbb) 7-6pom-4-(4-meTokcu-2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
cccccecc) [3-(7-6pomxiHoniH-4-in)-2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-4-in]-meTunami,
ddddddd) 3-(7-6pomxiHoniH-4-in)-2-nipuanH-2-in-5,6-
aurigponipono[1,2-b]nipason-4-oH,
eeeeeee) 3-[4-(2-nipnaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
6eH3amia,
fffffff) N,N-gumeTun-3-[4-(2-nipugunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
TiobeH3amig,
0099g999) anmeTun-{3-[4-(2-nipnaunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
6eH3unn}-ami,
hhhhhhh) 4-(2-nipngunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-o1,

nipono[1,2-b]nipason-3-in)-xiHoniH-7-o01,

kkkkkkk) metunosun cknagHun  edpip  3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHOBOT KNCOTH,
i) 7-amino-4-[2-(6-meTunnipngunH-2-in)-5,6-avrigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH,

mmmmmmm) N,N-gumeTtun-3-{4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHamig,

nnnnnnn) N-{3-[4-(2-nipngunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
aueTtamig,

0000000) N-auetun-N-{4-[2-(6-meTunnipnamH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-
in}-auetamig,

PPPPPPP) 2-nipnamnH-2-in-3-xiHoniH-4-innipasono[1,5-
alninepuamnH-7-on,

qgqqqqq) 7-aueTokcu-2-nipuanH-2-in-3-xiHoniH-4-
innipasono[1,5-ajninepnauH,

rrrrrrr) meTun-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
aMmiH,

$SSSSSS) 7-(ninepuavH-4-inoken)-4-(2-nipuanH-2-in-
5,6-auriapo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
ttttttt) (2-amino-1,1-gumeTnneTun)-amia 4-[2-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOT KUCNOTH,
uuuuuuy) 7-(1-meTunniponignH-3-inMeTokcu)-4-(2-
nipuamnH-2-in-5,6-avrigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,

VVWWWW) 7-(1-meTunninepnanH-4-inmetokcu)-4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,
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WWWWWWW) (2-gumeTmnamiHo-1,1-gumeTnneTn)-
amig 4-[2-(6-meTUNNipUanH-2-in)-5,6-aurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kap6oOHOBOI  KMC-
notu,

XXXXXXX) 4-(6-nipnanH-2-in-2,3-gurigponipasonol[5,1-
b]okcason-7-in)-xiHoniH,

yyyyyyy) 3-[4-(2-nipnamn-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-okcasoniauH-
2-OH,

z277777) 1-[4-(2-nipuamnKH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
imigasonignH-2-oH,

aaaaaaaa) 4-(2-nipnavH-2-in-5,6-gurinpo-4H-
niporno[1,2-b]nipason-3-in)-7-(nipnanH-4-inmeToKcK)-
XiHOnIH,

bbbbbbbb) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-(3-nipnanH-3-in-
NPONOKCW)-XiHOMIH,

ccceeccc) 7-(4,5-avrigpo-1H-imigason-2-in)-4-(2-
nipuamnH-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-XiHOMiH.

dddddddd) (2-gumeTunamiHo-1-metuneTun)-amig — 4-
[2-(6-meTunnipugnH-2-in)-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KMCNOTH,
eeeeeeee) amig 4-[2-(6-meTnnnipnanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
KapOOHOBOT KMCNOTH,

ffffffff) (3-aumeTunamiHonponin)-amig 4-(2-nipngnH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-
7-kapOOHOBOI KMCNOTY,

00099999) (2-anmeTnnamiHoeTun)-metunamig  4-[2-
(6-meTunnipuanH-2-in)-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KMCMOTH,
hhhhhhhh) N,N-anmeTtun-3-{4-[2-(6-meTnnnipnamH-2-
in)-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in]-
XiHONiH-7-in}-akpunamig,

iiiiiin N,N-gnmeTtunn-3-{4-[2-(6-meTunnipnamn-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-
in}-akpunamig,

Ta dhapmMaLeBTUYHO MPUMHATHI coni, CKnagHi edipu
Ta NponikK Liei crnonyku.

7. ®apmaLeBTMYHa KOMMNO3ULisl, sika MICTUTb CMOMYKY
3a Byab-akum i3 nn. 1-6 abo ii hapmaueBTMYHO Npu-
WHATHY Cinb, CKNagHui edip 4u nNponiku pasoMm i3
hapmMaueBTMYHO MNPUIAHATHUM po3pigKyBadem abo
HOCIEM.

8. Cnonyka 3a 6yab-skum i3 nn. 1-6 a6o ii hapmave-
BTUYHO MPUNHATHA CiNlb, CKNagHUM edip 41 nposniku
ANsi NikyBaHHSA NoanHU abo TBapuHW.

9. 3actocyBaHHs cronyku 3a Oyab-skum i3 nn. 1-6
abo 1i hapMaLeBTUYHO NPUMHATHOI COMi, CKNagHoro
edipy 4u nponikiB Mpu BWUIrOTOBMEHHI NiKapcbKoro
3acoby gns nikyBaHHA paky, ibpo3y, pecTeHoasy,
3aroeHHs paH, BlJl-iHdekuii, xBopobu Anburenmepa
Ta/abo aTtepockneposy.

10. Cnoci6b nikyBaHHS paky, sIKMA BKIOYA€E BBEAEHHS
B OpraHiam nauieHTa, Wwo notpebye Takoro nikyBaHHs,
TepaneBTUYHO edeKTUBHOI KiNbKOCTi CMOMykn 3a
Oyab-akum i3 nn. 1-6 abo ii papmaueBTUYHO NPUAHS-
THOI coni, cknagHoro edipy Yu Nponikis.

11. 3acTocyBaHHA cnonyku 3a Oyab-sakuMm 3 nn. 1-6
abo ii hapmMaLeBTUYHO NPUAHATHOI COMi, CKNaaHoro
edipy uv nponikiB B koMGiHaUii 3 Oyab-sKUM iHLWKMM
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NPOTUPAKOBUM areHTOM Npu BUTOTOBIEHHI MikapCbKo-
ro 3acoby Ans nikyBaHHsA paky.

12. Cnocib nikyBaHHS paky, SIKMIA BKIOYAE BBEAEHHS
B OpraHiam naujieHTa, wo notpebye Takoro nikyBaHHS,
TepaneBTUYHO eeKTUBHOI KiNbKOCTi CMOnyku 3a
Oyab-akum i3 nn. 1-6 abo ii hapmaueBTUYHO NpUNHS-
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THOI coni, ckrnagHoro equipy 41 nponikie y komoGiHauji 3
Oyab-SKUM iHLUMM NPOTUPAKOBMM areHTOM.

13. Cnonyka, sika siBnsie coboto:
3-6pom-2-(6-meTunnipuaunH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]-nipason.

Llen BMHaxig cTocyeTbCA HOBUX MOXiAHMX Mipa3o-
Ny Ta X 3aCTOCyBaHHS K hapMaLeBTUYHUX areHTiB,
30KpeMa, iX 3acTocyBaHHs sK iHribiTopiB nepepadi
curHany TGF-6eta.

Moninentnam TpaHcdopmytovoro beta-cdakrtopa
pocty ("TGF-B") BnnuBaioTb Ha picT, AudepeHuiadiio
Ta BUPaXEHHS FeHiB Yy YMCNEHHUX Tunax KnituH. MNe-
pWKWA 3 iaeHTUikoBaHMX MONinenTUaiB LUbOro ciMen-
ctBa, TGF-B1, micTutb AOBi igeHTU4YHI cyGoguHuui,
KOXHa 3 fKMX cknagaetbca 3 112 koBaneHTHO 3B'sA3a-
Hux amiHokmncnot. TGF-B1 € npoTeiHOM Ayxe BUCOKO-
ro CcTyneHsi 36epexeHHs, i Moro cknag y noauHu Ta B
MULI BiApI3HAETLCS NuLe Ha OA4HY aMiHOKMCMOTY. Y
CCaBLiB BMPaXeHi LWe ABa iHLWMX YNeHa reHHoro Ci-
menctea TGF-B. TGF-B2 € Ha 71% romonoriyHum 3
TGF-B1[oe MapTiH Ta iHwi - de Martin et al. (1987)
EMBO J. 6:3673-3677], B To Yac sik TGF-B3 € romo-
noriyHmum 3 TGF-B1 Ha 80% [[depiHk Ta iHwi - Derynck
et al. (1988) EMBO J. 7:3737-3743]. CTpyKTypHi xa-
paktepuctukn TGF-B1, BU3Ha4YeHi MeToaoM sigepHo-
MarHiTHoro pesoHaHcy [Apdep Ta iHWi -Archer et al.
(1993) Biochemistry 32:1164-1171], y3rogxytoTbcsa 3
KpucTtaniyHoto 6yposoto TGF-B2 [JaoniH Ta iHWi -
Daopin et al. (1992) Science 257:369-374; LUnyHer-
rep ta pytrep - Schlunegger and Grutter (1992)
Nature 358:430-434].

ICHYIOTb LLOHaMEeHLLE TpU Pi3HMUX NO3aKNiTUHHUX
peuentopa TGF-B tunis I, Il Ta I, ski 6epyTb y4acTb
y BionoriyHux dyHkuisx TGF-B1, -2 ta -B3 [ornagos.i
BigomocTi aveucb [epiHk - Derynck (1994) TIBS
19:548-553 1a Maccar -Massague (1990) Ann. Rev.
Cell Biol. 6:597-641]. Peuentopm | Ta Il Tvnis € TpaH-
CMeMOPaHHNMK CEepUH/TPEOHIH-KiHa3amu, sKki B npu-
cyTHocTi TGF-f3 yTBOPIOIOTE reTepOMEPHUIA CUrHamb-
HU komnnekc [BpaHa Ta iHWi - Wrana et al. (1992)
Cell 71:1003-1014].

3'sscoBaHO MexaHi3aM akTuBalii 3ragaHoro rete-
POMEPHOrO CUrHanbLHOro KOMMIEKCY Ha MOBEPXHI KIi-
TMH [BpaHa Ta iHWi - Wrana et al. (1994) Nature
370:341-347]. Cnovatky TGF-B 3B'sdye peuentop
Tuny Il, SKNA € KOHCTUTYTUBHO aKTUBHOK TpaHCMeMO-
paHHOI CepVH/TPEOHiH-KiHa3oto. MoTiM Jo KoMNneKkcy
3anyyaetbca peuentop Tuny |, dpoccopunioeTbca B
obnacti GS Ta aKTMBYETBLCS LLIOAO HACTYMHUX Y MOC-
NiOOBHOCTI  CUrHanNbHUX KOMMOHEHTIB (Hanpuknag,
npoteiHiB Smad) Ang iHiuitoBaHHA BHYTPILLUHLOKITITUH-
HOro curHanbHoro kackagy. [lokasaHo, Lo KOHCTUTY-
TMBHO akTMBHUIM peuenTtop Tuny | (mytaHT T204D)
edekTUBHO nepepae peakuii TGF-B, Tum camum
OMMHatoun HeobxigHicTb y TGF-B Ta peuentopi Tuny
Il [Bisep Ta iHWi - Wieser et al. (1995) EMBO J.
14:2199-2208]. CurHanbHuX PyHKLiA peuenTopa Tu-
ny lll He BusABNEHo; odHak BiH NiaBULLYeE cropigHe-
HicTb TGF-B2 po peuentopa Tuny ll, 3abe3nevyroun
NOro NpakT4YHO ogHakKkoBy edeKkTMBHICTb woao TGF-

B1 Ta TGF-B3 [llonec-Kacinbsac Ta iHwi -Lopez-
Casillas et al., (1993) Cell 73:1435-1444].

Y kniTuHax engoTenito cyauH peuentop Tuny Il
BiOCYTHIN. HaTomicTb B eHgoTenianbHUX KhiTUHaX
BUPa@XEHUA CTPYKTYPHO aHanoriYyHuin npoTeiH, LWo
3BeTbCA eHporniHoM [Xewdel Ta iHwi - Cheifetz et
al,, (1992) J. Biol. Chem. 267:19027-19030], sakun
3B'a3ye Tinbkn TGF-B1 ta TGF-B3 3 BUCOKOKO cropig-
HeHicTio. Takum 4mMHOM, BiOHOCHA e(EKTUBHICTb pi3-
HoBuaiB TGF- BigoGpaae Tvnu peuenTopis, BUpa-
XKEHUX Yy Pi3HMX CUCTeMax KNiTuH Ta opraHiB. OKpim
peryrnioBaHHs KOMMOHEHTIB H6aratogakTopHOro Luns-
Xy nepefgadi curHany, po3nogin cMHTesy noninentuais
TGF-B BnnuBae Takox Ha isionorivni dyHkuii. Pos-
nogin TGF-B2 ta TGF-B3 Ginbw obmexeHunn [AepiHk
Ta iHwi - Derynck et al. (1988) EMBO J. 7:3737-
3743], Hix posnoain TGF-B1, Hanpwuknag, npucyT-
HicTb TGF-B3 obmexeHa TKaHMHaMU Me3eHXIMHOro
NOXOMKEHHS, B Ton Yac sk TGF-B1 npucyTHi y Tka-
HUHaxX SIK Me3eHXiMHOro, Tak i eniTenianbHOro nNoxo-
OXKEHHS.

TGF-B1 € 6araTtoyHKUINHAM LMUTOKIHOM, SIKWN
Ma€ BupillanbHe 3HaYeHHS ANS BiAHOBMNEHHS TKaHWUH.
Bucoki koHueHTpauii TGF-B1 nocravarTbesa 4o mMicus
MOLLKOAXKEHHSA TpaHynamu TpomboumTie [AccoisH Ta
CnopH - Assoian and Sporn (1986) J. Cell Biol.
102:1217-1223]. TGF-B1 iHiuiloe HM3KY ABMLL, WO
CMpUsOTb 3arOEHHI0, B TOMY YMCHi XeMOTaKcuc Kni-
TUH, TaKKX SIK NEeNKOLUTM, MOHOLUUTK Ta chibpobnacTu,
Ta perynioBaHHA hakTopiB pOCTy Ta LUMUTOKIHIB, SAKi
6epyTb ydacTb B aHrioreHesi, nogini KnituH, nos'asa-
HOMY 3 BiAHOBIEHHSIM TKaHWH, Ta 3ananbHUX peakLi-
ax. TGF-B1 cTUMynioe TaKOX CUHTE3 KOMMOHEHTIB
no3akniTMHHOI maTtpuui [PobepTe Ta iHWi - Roberts et
al. (1986) Proc. Natl. Acad. Sci. USA 83:4167-4171;
CnopH Ta iHwi - Sporn et al. (1983) Science
219:1329-1330; Maccar — Massague (1987) Cell
49:437-438]. TGF-B1 peryntoe Takox CBiA BNacHWn
CUHTE3, L0 Ma€e HaMBaXIUBILLe 3HAYEeHHA Ang 3'acy-
BaHHs natodisionorii TGF-B1 (Kim Ta iHwi - Kim et al.
(1989) J. Biol. Chem. 264:7041-7045].

KopoTkun onuc BuHaxoay Llen BuHaxig ctocyeTb-
CS1 CMOMNyK CTPYKTYpHU:

Ry N—N
e
X R1
R2

®opmyna (1)
ae

R\ {
),

€ YOTUPbOX-, N'ATU- abo LUECTUYNEHHUA Hacuye-
HUKM umkn i X e C, O abo S;
R1 € He3amilleHuit abo 3amilleHuin deHrin; Hesa-
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MilLleHnn abo 3amiweHni NipuanH; HesamiweHni abo
3amilweHni nipuamH-N-okeua; HesamilleHun abo 3a-
MilLleHUA XiHOMIH; He3aMilleHut abo 3aMilleHun Xi-
HoniH-N-okcua; HesamilleHnint abo 3amilleHnini Had-
TUPWAWH; He3aMmilleHuin abo 3aMilleHuin nipasuH;
dypwvrn; HesamiweHun abo 3amileHun Tias3onin; He-
3amilleHnn abo 3amilieHnn imigasonin; He3aMmileHUI
abo 3amilleHnin nipasonin 4n HesamiweHun abo 3a-
MileHUi TiodeHin; Ae 3rafaHi 3amicHukun (ognH abo
Kinoka) BubpaHi 3 rpynu, Jo skoi BxogasTe: (Ci-

Ce)ankin, (Cz-Ce)ankeHin, (Cz-Cg)ankiHin, (Ci-
Ces)ankokcm-, (C2-Ce)ankeHinokeu-, (Co-
Ce)ankiHinokcu-, (C1-Ce)ankinTiorpyna, (Cs-

Ce)ankincynbginin,  (C1-Ce)ankincynbgonin, (C;-
Ce)ankinamidorpyna, an-[(C1-Ce)ankin]amiHorpyna,
(C1-Cs)ankokcukapboHin, N-(Ci-Cg)ankinkapbamoin,
N,N-an-[(C1-Ce)ankinlkapbamoin,  (C,-Cs)ankaHoin,
(C2-Cs)ankaHoinokeu-, (C,-Cg)ankaHoinamiHo-, N-(Ci-
Cs)ankin-(C,-Ce)ankaHoinamiHo-, (Cs-
Ce)ankeHoinamiHo-, N-(C:-Cg)ankin-(Cs-
Ce)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Ci-

Ce)ankin-(Cs-Cg)ankiHoinamiHorpyna, N-(C;-
Ce)ankincynbamoin, N,N-gu-[(C1-Cg)ankin] cynb-
damoin,  (Ci-Cg)ankaHcynbdoHinamiHo-,  N-(Cs-

Cs)ankin-(C1-Ce)ankaHcynbgoHinamiHorpyna, kapbo-
Kcamig, eTuneH, TiodeHin, amiHodeHiIn, TpudTopme-
VN, ranoig, TpudTOpMETOKCUrpyna, rigpokcumeTun,
N-niponiguHo-, N-mopdoniHo-, deHinTtiorpyna, (Ci-
Cs)niankinamiHomeTun, MeTokcudeHin, amiHorpyna,
rigpokcun, kapbokewmn, dpeHin, apunarnkin;

R2 € HesamiweHnn abo 3aMilleHnn XiHOMiH; He-
3amileHnin abo 3amiwleHnn xiHoniH-N-okcua; Hesa-
MileHnn abo 3amilleHnin deHin; HesamiweHun abo
3aMileHnn HadpTaniH; HesaMilweHun abo 3amilleHuni
nipuanH; HesamiweHuin abo 3amiweHuin nipuamH-N-
okecua; HesamilleHuin abo 3amilleHUn XiHa3oniH, He-
3aMilleHnn abo 3amillleHMIn LiHOIMIH; He3aMilleHun
abo 3amiweHnn 6eH3opiokcon; HesamilleHun abo
3amilleHnin GeH3opiokcaH; HesamiweHun abo 3ami-
LLEeHMI NipUMIOMH; He3aMileHnn abo 3amiweHni be-
H30TiodheH; UM He3amilleHUn abo 3aMilleHnn heHaH-
TponeH; Ae 3rafaHi 3amicHukn (oauMH abo Kinbka)
BMOpaHi 3 rpynu, 0o siKoi BXxoasiTb: BoaeHb, (Ci-
Ce)ankin, (C,-Ce)ankeHin, (C,-Cg)ankiHin, ranoigsa-
miwenun  (C1-Cg) ankin, (Ci-Ce)ankokcm-, (Co-
Ces)ankeHinokcu-, (C2-Cg)ankiHinokcm-, (Cs-
Ce)ankinTiorpyna, (C1-Co)ankincynbdiHin, (Cs-
Ces)ankincynbgoHin, (C;-Ce)ankinamiHorpyna, au-
[(C1-Cg)ankin] amiHorpyna, (Ci-Cs)ankokcukapOoHin,

N-(C;-Cg)ankinkapbamoin, N,N-gu-[(C1-
Cs)ankin]kapbamoin, aMiHOOKCU-, N-(Cs-
Ce)ankinamiHookcu-, N,N-aun-[(Cs-

Ce)ankin]amiHookcurpyna,  (Co-Cg)ankaHoin,  (Co-
Ces)ankaHoinoken-, (Cz-Cg)ankaHoinamiHo-, N-(Ci-
Cs)ankin-(C,-Cs)ankaHoinamiHo-, (Cs-
Cs)ankeHoinamiHo-, N-(C1-Ce)ankin-(Cs-
Cs)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Ci-
Cs)ankin-(Cs-Ce)ankiHoinamiHorpyna,  cynbdgamoin,
N-(C1-Ce)ankincynbdamoiin,  N,N-gan-[(C:-Ce)ankin]
cynbdamoin, (Ci-Ce)ankaHcynbgoHinamido-, N-(Ci-
Cs)ankin-(C1-Ce)ankaHcynboHrinamiHorpyna, kapbo-
Kcamig, eTuneH, dpeHin, TiodeHin, amiHodeHin, deHi-
nTiorpyna, ranoig, uiaH, NipuauvHin, apunarnkin, rigpo-
kcun, N-niponianHo-, N-mopdoniHorpyna, kapbokcun,
[5-peHin-1,2,4-okcagia3on-3-injMeTokcun-,  6-meTun-
nipMaasuH-3-inokcu-, (5-okco-2-
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niponignHin)mMeTokcurpyna, 2-(4,5-pvrigpo-1H-
iminasonin),  N,N-giankinkap6amoinokcurpyna, 1-
rigpoKcn-1-meTuneTun, 4-pTopdheHin, 3,4-
MeTuneHaiokcudeHin, TpudTopmeTun, TpudTopme-
ToKcurpyna, abo rpyna copmynu

RfD

— Xi—(CHy),C(CH,),Q,
|

R16

pe: X1 € O, N, S, SO, NRi3, C(O), abo 3B'A30K;
Q1 € BOAEHb, deHin, 5-(2,2-gndpTop-1,3-
6eHsopgiokconin), C(O)Qs, abo nipuann, ko m Ta n
He3aneXxHo OAWH Big ogHOro mae 3HayeHHsa 0-2, 3a
BUHATKOM BUNAAKy, Kornv oauH € 0, TO iHLWWIA He Moxe
6ytm 0; Qi1 € CRi1;, NR1niRiz, ranoig, N-
mMopdponiHorpyna, N-ninepasnHo-N'Ri3, N-imigasonin,
N-nipasonin, N-Tpuasonin, N-(4-
ninepyauvHinninepnamH), SO2R14, SOR14, NHSO2R 15,
auetamigo-, N-gpTanimigo-, N-okcasoniguMHo-, N-

imigasoniHo-, N-6eH30kcasonignHorpyna, N-
niponiamHoHin,  N(N'-meTnn6eH3umigasoniHo)rpyna,
N,N-an(C;-Cs)ankinamiHo(C1-C4)ankokcu-, N-

OeH3umigasoniHorpyna; Komm m Ta N € HesanexHo
OAuH Big ogHoro ymncnamu 0-2, ane oguH 4Yn iHWKUA 3
m abo n He € 0; Qs € rigpoKcun, MeToKCu-, amiHo-,
gieTmnamino-, amMmetunamiHorpyna; Rip € BoOeHb,
ranoig, (C1-Cg)ankin; koxeH 3 Ri1 Ta Ri2 HesanexHo
Big iHworo € BogeHb, (Ci-Ce)amkin, (Ci-
Cs)ankokcurpyna, apunankin, (Cs-Cg)umnknoankin, (Cs-
Cs)umknoankinmetun, 4-(N-metunninepugudin), nipu-
avn, abo Ri1 Ta Rig MOXyTb CninbHO yTBOpOBaTU 4-,
5-, 6-, abo 7-uneHHu umkn, abo Rix Ta Riz MOXyTb
cnineHo yTtBoptoBaTn 3-, 4-, 5-, 6-, abo 7-4neHHUn
umnkn; Riz € BogeHb, (C1-Ce)ankin, 2-meTokcudeHin,
2-nipumignHin; Ris € 2-nipumigmHin, N-meTtun-2-
imigasonin, 4-xnopdeHin, 2-nipnamnmeTun; Ris - (C1-
Cs)ankin, N-metun-4-imigasonin; Ris € BogeHb, rano-
ia, apuvnankin, apun,
abo rpyna cpopmynu

R21
|
— CN(CH,),C(CH,),Q,
I f
R2O R22

ne: Q2 € BogeHb, 4-imigasonin abo C(O)NR24Rzs,
KOMM O Ta p He3anexHo OAVH Big OQHOrO MalTh 3Ha-
yeHHsa 0-2; Q2 € ORz;, NRzR2, abo N-
MopdponiHorpyna, Konu o Ta p HesanexHo OAuH Bif
oHOro mMatTb 3Ha4yeHHa 0-2, ogHak oguH abo iHWKnn
3 0 abo p He € 0; Ry € BogeHb, abo (C1-Cg)ankin; Rox
€ BogeHb, (C1-Cg)ankin, abo Ry;1 Ta Rz MOXyTb cni-
NbHO yTBOpIOBATKM 4-, 5-, 6-, aB0 7-uneHHun umkn; Ry
€ BoaeHb, (C1-Cg)ankin, apunankin, apwn, abo Rz Ta
R22 MOXyTb cninbHo yTtBOptOBaTU 3-, 4-, 5-, 6-, 7-
yneHHWn umkn; Rzs € BogeHb abo (Cq1-Ce)ankin; Ros €
BozeHb, (C1-Cg)ankin, abo Rzs4 Ta Rzs MOXyTb cninbHO
yTBOptoBatu 3-, 4-, 5-, 6-, abo 7-4uneHHMn umkn, abo
R24 Ta R0 MOXyTb cninbHo yTBOptOBaTU 6- abo 7-
yneHHWn umkn; Ras € BogeHb, (C1-Cg)ankin, abo aue-
™n,

abo rpyna popmynu
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ne: Rsp € BogeHb, abo (Ci-Cg)ankin; Rsi € Bo-
AeHb, (C1-Ceg)ankin, 2-nipyamn, nipuannmeTun, amiHo-
rpyna, abo rigpokcun,

abo rpyna copmynu
—NRyRy

[e: koXeH i3 Rz, Ta Rs3 He3anexHo Bia iHWOro €
BOAEHb, (C1-Cs)ankin, aueTun, (C1-
Cs)ankincynbdoHin, abo Rs; Ta Rszz MOXyTb CninbHO
yTBOptoBaTH 4-, 5-, 6-, abo 7-4neHHui Lmkn, abo rpy-
na dopmynu

¢]

It
—NCX,(CH,)Q,

Res s

ge: X2 € CHy, O, abo N; q mae 3HayeHHs 2-3 3a
BUHATKOM BMNagKy, konv Qs € 3B'A30K, q Ma€e 3Ha4YeH-
Hs 0-3; Q3 € NR3sR37, abo ORsg, Ta R3s € BoaeHb, abo
Rss Ta Qs MOXyTb CRiNMbHO YTBOPIOBATW 5-UneHHUiA
LIMKIT; KOXeH i3 R3g, R37, Ta R3g He3aneXHo Bif iHLWOro
€ BoAeHb, abo (C1-Cg)arnkin,

abo rpyna cpopmynu

X3

~o

ne: X3 € LiaH, kapbokcamig, N,N-
anvetunkapbokcamig, N,N-aumeTtunTtiokapbokcamia,
N,N-gumetunamiHomeTun,  4-metunninepasuH-1-in-
meTun abo kapbokcunar,

abo rpyna cpopmynu

0

I
SO0T=CN(CH,),Q,
l

R40

ne: Qs € NR41R42; r mae 3HaveHHs 2-3; Ry € BO-
OeHb, abo (C1-Cg)ankin; Rs1 Ta R4z € BogeHb, (Ci-
Ce)ankin, abo Ra1 Ta Rap MOXYTb CMifbHO yTBOPIOBA-
TN 6- ab0 7-YNEHHUN LUKN,
abo rpyna cpopmynm
o}

S—=—-cq,

ae: Q7 € rigpokecun, MeTokcu-, ANMeTUnamMiHorpy-
na, abo N-ninepmaunHin;

3a ymoBM, WWo konu oauH 3 R1 abo R2 € He3ami-
weHnn abo 3amiweHuin eHin, To iHWWA He Moxe
OyTn HesamiweHum abo 3amiweHum deHinom abo
TioheH-2-inom; Ta 3a yMOBM, WO Konn R2 € xiHoniH-4-
in, 3amiCHMK MpW XiHOMiHI B MOMOXEHHI 7 He MoXe
ABNATM COOOK apwun, retepoapuri, KOHOEHCOBaHWUM
apun, abo KOHOEHCOBaHWI reTepoapwr;

k mae 3Ha4yeHHs 1-8; R3 € oaguH abo kinbka 3 Ta-
Knx  3amicHukiB:  BogeHb; (Ci-Cs)ankin;  (Ca-
Cs)ankinrigpokeurpyna; rigpokeun; N,N-an(Cs-
Ca)ankinamiHo(C;-Cs)ankokeurpyna; 6eH3unnokcume-
TMN; deHinokcumeTun; okcorpyna; kapbokcun; (Ci-
C4) ankinapwn; 6eH3Wnokcu-; aueTokeurpyna; ami-
HO(C1-Cy)ankin; (C,-Cs)ankenin; ranoig; -O-(C;-
Cs)ankin; xnopgeHeTun; aueToOHITPUI; He3aMileHun
abo 3amilieHnin deHin; ge 3ragaHi 3amMiCHUKM (oauH
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abo kinbka) BuOpaHi 3 rpynu, o skoi BxoasaTtb: (Ci-
Cs)ankokcurpyna, ranoig, kapb6okcun, a6o (Ci-
Cs)ankokcukapboHin; Tta cdapMaueBTUYHO MNPUAHAT-
HUX conewn, cknagHux edpipiB Ta NPOniKiB LUX CNOMYK.

TepmiH "edekTMBHa KinbkicTb" y cknagi, Hanpwu-
Knag, Bupasy "eeKTuBHa KinbKiCTb crnonykn ®opmy-
nm I" o3Ha4vae KinbKiCTb CMOMYKWU 3rigHO 3 UMM BUHa-
XO[0M, 3aaTHy iHribyBatn TGF-f.

3aranbHi XiMiYHi TEPMiHU BXMBalOTLCA B LbOMY
onuci B IXHIX 3BUYariHMX 3Ha4YeHHAX. Hanpuknag, Te-
pmiH "C1-Cs-ankin", BXWTUIA B LbOMY OMNUCI OKpemo
abo B koMbiHauii, o3Havae Ci-Cs-ankinbHy rpyny ni-
HiMHOT abo posranyxeHoi 6yaoBu, WO cknagaeTbcs 3
aTOMIB BYrNeEL0 Ta BOLHIO; NpUKIagammn Takux rpyn €
MeTun, eTun, nponin, isonponin, OyTun, BTOpP-6yTNN,
TpeT-6yTun Towo. TepmiH "remiHanbHui gumeTtun”
O3Havae ABi MeTarnbHi rpynu, NpUeaHaHi SK 3aMiCHUKN
B OQHOMY W TOMYy came nonoxeHHi. TepmiH "C3-Ce-
UMKnoankin" osHavae LMKonponin, uMknodytun, um-
KINoneHTun, LiMKrorekcun. TepMiH "cnipo-
KoHOeHcoBaHun Cs-Ce-umknoankin® osHavae Cs-Ce-
LMKITIoankin 3rigHo 3 NoAaHUM BULLIE BU3HAYEHHSIM,
NpueQHaHWI 0 atoma BYrneLt 3B8'43KOM Cnipo-Tuny.

TepmMmiH "C;1-Cs-ankokcu(rpyna)”, BXUTUIA OKPEMO
abo B kombiHaUii, o3Hayae Ci1-Cy-ankin 3rigHo 3 no-
AaHUM BULLE BU3HAYEHHAM, NPUELHAHWUIA Yepe3 aToM
KUCHIO, 5K, Hanpuknag, MeToKCcU-, eTOKCU-, MPOMOKCU-,
isonponokcu-, ByTokcu-, TpeT-byTokcurpyna TOLLO.
Tepmin "C1-Cs-ankinTtio(rpyna)”, Bxutun okpemo abo
B KOoMOGiHaUii, o3Ha4ae C;-Cs-ankin 3rigHoO 3 nogaHum
BYLLE BU3HAYEHHAM, MPUEOHaAHNI Yepes aToM CipKM, i
OXOMME METUMTIO-, eTUnTIo-, i300yTunTiorpyny To-
Lo.

TepmiH "ranoig" B UbOMYy onuci o3Hadae gTop,
xnop, 6pom abo noa. TepmiH "rigpokcu(n)", BXUTUIA
okpemo abo B kombiHaLii, o3Hayvae rpyny -OH. TepMmiH
"kapboken" abo "kapbokcmn" o3Havae yHKLiOHanbHy
rpyny kapboHoBoi kucnotu. TepmiH "kapGokcamig'"
o3Ha4vae kapboHin, 3amiweHun rpynoto -NH,. TepmiH
"OKCO" CTOCYETLCA KapOOHINBHOI rpymnu.

TepmiH "reTepoapun" y 3Ha4yeHHi, BXWBaHOMY B
LbOMY ONWCi, O3HA4Yae apwurnbHy rpyny, sika MIiCTUTb
Bia 1 retepoatomy o 5 reTepoatomis, BUOpaHUX 3
rpynu, o gkoi Bxoaatb O, S ta N. MNpuknagamu re-
TepoapwvniB € niponin, nipasonin, nipaxin, Tionipawin,
dypaHin, imigasonin, nipuaun, Tiasonin, TpuasuHin,
dTaniMignn, iHgonin, NypyHin Ta 6eH3oTiasonin.

TepmiH "apun" y 3HayeHHi, BXWBAHOMY B LibOMY
onuci, o3Havae 3amillleHnin abo He3aMilleHUn goeHin
abo HadTun. Apun moxe ByTu cakynbTaTMBHO 3aMi-
LWeHn opHieto abo kinbkoma rpynamu, BUGpaHMMU
He3anexHo oAHa Big OAHOI 3 rpynu, A0 SKOI BXOASATb
rigpokcun, kapbokcun, Ci-Cg-ankokcurpyna, C;-Ce-
ankin, ranoig, kapbokcamia, TpudTOPMETUN, TiOPOK-
cumeTun Ta rigpokeun(Cq-Ca)-ankin.

TepmiH "C3-Cg-umknoankin" o3Hadae UUKIonpo-
nin, UMKNoByTun, UMKNONEHTUM, LUMKIOreKCWrl, LMKIo-
renTun Ta UMKNooKTun. TepMmiH "dakynbTaTUBHO 3a-
MiweHnn  Cs-Cg-umknoankin" crocyetbcad  Cs3-Cg-
uuKnoarnkiny 3rigHoO 3 NofaHWM BULLE BM3HAYEHHSM,
AKUA € Hes3aMmilleHuM abo 3amileHun opHieo abo
Kinbkoma rpynamu, BMbpaHummn HesanexHo ogHa Bif
OLHOI 3 rpynu, 4O SIKOi BXOAATb TigpOKCUI, Kapbok-
cun, Ci-Cg-ankokecurpyna, C;-Ce-ankin, ranoig, kap-
6okcamig, TpudTopMeTUs, rigpoKCMMETUN Ta Figpok-
cn(C1-Cyq)-ankin.
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TepMiH "HacnyeHUn reTepoumkn” Yy 3HaYeHHi,
BXMBaHOMY B LbOMY ONUCi, O3Ha4yae 4-9-4neHHuin
UMK, SKUA MICTUTb as3oT Ta (akynbTaTUBHO OAWH
iHWKWIA aToM, BUOpaHMIA 3 Tpynu, A0 SIKOT BXOASATb KU-
CeHb, a3oT Ta cipka. TepMiH "thakynbTaTMBHO 3aMi-
LLEHWIN HaCMYEeHUI reTepoumK” O3Ha4Yae HaCUYEeHWUN
reTepouuKn 3rigHo 3 MOAaHUM BULLE BU3HAYEHHSIM,
AKMA € HesaMmilleHuM abo 3amileHun opHieto abo
KinbkomMa rpynamu, BubpaHummn HesanexHo oAaHa Bif
OfOHOI 3 rpynn, A0 SIKOi BXOOATb TiApOKCUI, kapOok-
cun, Ci-Cs-ankokcurpyna, C;-Ce-ankin, ranoig, kap-
6okcamia, TpudpTopmeTun, rigpoKCUMeTUN Ta rigpokK-
cn(C1-Ca)-ankin.

TepmiH "C1-Ce-ankin" y 3HayeHHi, BXMBaHOMY B
LIbOMY OMMCi, CTOCYETLCHA OAHOBANEHTHOrO HAaCMYeHO-
ro anidaTtuyHoro naHutora niHinHoi abo posranyxe-
Hoi ByZoBM, WO MICTUTB Big 1 atomy o 6 atomiB Byr-
neuto, i oxonnwe MeTun, eTwun, nponin, isonponin,
O6ytun, i3obytun, TpeT-6yTWwi, NeHTwUn, i3oneHTnn Ta
rekcun, ane He OOMEXeHUN UMMM 3HaYeHHsMKU. Bu-
3HayeHHs1 TepMiHy "Ci-Ce-ankin" oxonmnie TepMmiHu
"C1-Cy-ankin" Ta "Cy-Cs-ankin".

TepmiH "C1-Cs-ankeHin" cTocyeTbCs ABOBAreHT-
HOro HeHacu4yeHoro anigpaTU4HOro naHutora nNiHINHOT
abo posranyxeHoi 6ygoBw, wWo MicTUTb Big 1 atomy
00 6 aTtoMiB Byrneuto, i OXONME METUNeHin, eTune-
HiN, nponineHin, isonponineHin, 6yTunexin, i3o06yTn-
neHin, TpeT-6yTunenin, NeHTUNEeHin, i3oneHTuneHin,
rekcuneHin, ane He 06MeXeHUN LMMN 3HaYEHHSAMN.

TepmiH "C1-Cs-ankokcukapboHin" osnavae C1-Ce-
ankokeurpyny niHinHoi abo posranyxeHoi 6yaoBu
3rigHO 3 MOAaHWM BULLE BU3HAYEHHAM, MPUEQHAHY
yepes aTOM KWUCHIO [0 kapboHineHoi rpynu. o Tuno-
BUX C;1-Cg-ankokcukapOoHiniB HanexaTb MeTOKCUKa-
pGOoHIN, eTokcnMkapOOoHin, nponokcukapboHin, isonpo-
nokcmkapOoHin, OyTOKCMKapOoHiIn, TpeT-
OyTOKCUKapOOHiIn ToLLO.

TepmiH  "gun(Ci-Ce-ankin)amiHo(rpyna)"o3Havae
rpyny coopmynu:

—N
\R

ne koxHa rpyna R o3Havae Ci-Cg-ankin 3rigHo 3
NnoaaHuUM BULLE BUSHAYEHHSIM.

"®akynbTaTUBHO 3aMilLleHnn peHin" € deHinbHUN
LUMKN, SKUA € He3aMmilleHnM abo 3aMilLleHUIn 3aMiCHU-
Kamu B KinbkocTi Big 1 oo 5, y BapiaHTi, Akomy Bigaa-
€TbCA nepeBara, Big 1 0o 3; 3aMmiCHUKaMW MOXYTb
O6ytn, Hanpuknag, ranoig, Ci-Ce-ankin, C;i-Ce-
ankoken-, Ci-Ce-ankinamiHorpyna, TpudpTopmMeTun,
HiTporpyna Ta uiaH.

"®akynbTaTMBHO 3amilleHnii 6eH3nn" € 6eH3nnb-
HUI UMKN, SKUA € He3aMilleHuM abo 3amilleHun 3a-
MiCHMKamMu B KinbkocTi Big 1 go 5, y BapiaHTi, skomy
BigdaeTbCca nepesara, Big 1 oo 3; 3amiCHMKamMn Mo-
XyTb OyTW, Hanpuknag, ranoig, Ci-Ce-ankin, Ci-Ce-
ankokcurpyna, TpudTopMeTUn, HiTporpyna Ta ujiaH.

"®eHokcmkapOoHIn" o3Havae rpyny geHin-O-
C(O)-. "Apun" o3Hayae HeHacu4eHy apoMaTU4Hy Ka-
pbouukniyHy rpyny, sika micTuTb Big 6 atomiB go 14
aToMiB Byrreuto i siBnsie cobo oauvH UMK (Hanpu-
Knag, doeHin) abo kinbka KOHAEHCOBaHWX LUKMIB (Ha-
npuknag, Hadtun abo aHTpaLeHin).

3a BiACyTHOCTI cneuianbHUX 0OMexeHb y BU3Ha-
YeHHi apunbHOro 3amiCHUKa Takvin apun moxe 6yTtu
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hakynbTaTMBHO 3aMilleHUn 3aMiCHUKaMKN B KiflbKOCTI
Big 1 oo 5, y BapiaHTi, KoMy BigaaeTbCs nepesara,
Bia 1 oo 3, BuGpaHumu 3 rpynu, Ao koI BXOASTb ra-
noig, rigpokcun, auetun, HiTporpyna, uiaH, Ci-Ce-
ankin, Ci-Ce-ankokcurpyna,  deHin, an(Cq1-Ce-
ankin)amiHorpyna, TpudtopmMeTun, TpupTopMeTOKCU-
rpyna, -S(O)m-(C1-Ce)-ankin 1a -S(O)n-heHin, ge T
MoO)Ke MaTu 3HayeHHs 0,1 abo 2.

TepMiH "apunankin" cTtocyeTbcs apwnis, Npuea-
HaHWX OO0 arnkinis, ki y BapiaHTi, SKOMYy BiggaeTbcs
nepesara, MicTaTb Big 1 aTomy go 6 atomiB Byrneuo
B ankinbHomy dparmeHTi i Big 6 atomis go 10 atomis
Byrneuto B apunbHomy dparmeHTi. Mpuknagamu Ta-
KMX apunarnkinis € 6eH3un, eHeTun ToLwo.

3a BiACYTHOCTI cneuianbHUX 06MexeHb y BU3Ha-
YeHHi apunarnkiny Taki apynankinu MoxyTe 6ytn da-
KynbTaTUBHO 3aMilLeHi 3aMiCHMKamMK B KinbKocTi Big 1
0o 5, y BapiaHTi, sKoMy BigaaeTbca nepesara, Big 1
4o 3, BnbpaHumu 3 rpynu, 40 SKOi BXOAATb ranoig,
rigpokcun, Hitporpyna, uiaH, Ci-Ce-ankin, C;-Ce-
ankokeurpyna, [On(C.-Ce-ankin)-amiHorpyna, TpudTo-
pmeTtun, TpudTopmMeToKkcurpyna, kapbamoin, niponi-
avHin, -S(O)y-(C1-Ce)-anon 1a -S(O)m-beHin, ae m
MOXe MaTu 3HadeHHsi 0, 1 abo 2. Ankinapunm MoXyTb
Oyt dhakynbTaTMBHO 3aMillieHi Npy apuneHoMy cpa-
rMEHTI, Npu ankineHoMy dparmeHTi abo Ak npu apwm-
NbHOMY, TaK i NpK ankinbHoOMy dparMeHTax.

TepmiH "reTepouukn” o3Havae HesamiwleHy abo
3aMmillleHy 5-7-4neHHy MOHOUMKMiyHy abo 7-11-
YNeHHy GiUMKIIYHY reTepOoUMKIiYHY Tpyny, SKka € Ha-
CUYEHO abo HEHACKMYEHO | MICTUTbL aTOMU BYTIELo
Ta Bid OOHOro A0 N'ATU reTepoaTtoMiB, BMOpaHMX i3
rpynu, Ao sSKOI BXOAATb a30T, KUCEHb Ta Cipka; TepMiH
OXOMME TakoX BiLmkNivHy rpyny, B sk 6yab-skui 3
BU3HAYEHUX BULLE FETEPOUMKITIYHUX LMKNIB KOHAEH-
CcoBaHWiA 3 6EH30MbHUM LUKIOM abo 3 iHWKUM reTepo-
LUMKNOM, LO BiAnNoBidae BMLIEHABEAEHOMY BU3Ha-
YEHHI0.

TepMiH "retepoapunn” o3Hayae BM3HaYeEHi BULLE
reTepOoUMKNIYHI LUMKIK, KOHAEHCOBaHI 3 GEH305bHUM
uukrom abo 3 gpyrvMm reTepoumKIiom, Lo Bignosigae
BULLEHaBEEHOMY BU3HAYEHHIO.

3a BiagcyTHOCTI cneuianbHUX oOMexeHb y BU3Ha-
YEeHHi reTepoLMKIiYHOro 3aMiCHMKa Taki reTepounknm
MOXYTb OyTV haKkynbTaTMBHO 3aMilleHi 3aMiCHUKaMu
B KinbkocCTi Big 1 go 8, BubpaHumm 3 rpynu, 4o sIKOi
BXOAATb ranoig, HiTporpyna, uiaH, rigpokcun, aueTun,
C1-Cg-ankin, C1-Ce-ankokecurpyna, C3-Cio-
LMKnoankin, gakynbTaTMBHO 3aMillleHnin deHin, de-
HeTun, deHokeurpyna, deHokcMkapboHin, dakynbTa-
TUBHO 3aMillleHuin 6eH3un, 1,1-gndeHinmeTun, okco-
rpyna, C;-Cs-ankokcmkapboHin, (Ci-Cs-ankokcun)Ci-
Ce-ankin-, TpucdtopmeTun, nipnaun, (niponiguHin)Cs-
Ce-ankin-, T1a (mipnamn)Ci-Cs-ankin-, am(C;-Ce-
arnkin)amiHorpyna, TpuctopmMeTun, TpupTopMeTOKCU-
rpyna, -S(O)m-(C1-Ce-ankin), 1a - S(O)m-(cheHin), ne 1
MO)Ke MaTu 3HadyeHHs 0, 1, abo 2.

Mpuknagamm Taknx reTepouuKkniB € aseniHin,
aseTmamHin, 6GeHs3aseniHin, 6eHsimigasonin, G6eH3oa-
3onin, GeHsopiokconin, GeH3ogiokcaHin, GeH3onipa-
Hin, GeHs3oTia3onin, GeH30TieHiN, aurigponipa3onook-
casuHin, avrigponipasonookca3sonin, dypun,
iMmigasonin, imigasonidin, imigasonigvHin, iHOOMIHIM,
iHOonin, i30iHAONIHIN, i30XiHONIHIN, i30Tia3oniaunHiIn,
i3oTiaszonin, i3okcasoniguHin, isokcasonin, mopdoni-
HiN, HadTMPMAMHIN, oKcaaiasonin, oKcasonin, okca-
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3oniguHin,  dTanimigun, ninepasuHin, ninepuauHin,
nipasuHin, nipugun, nipasoniguHin, nipasonidin, nipa-
30nin, nipugun, nipumiguHin, nipygasudin, niponigu-
Hin, nipononipasonin, niponin, xiHas3oniHin, XiHoniHin,
XiHYKNiguHin, TeTparigpodypun, TeTparigponipaHin,
TeTparigpoi3oXiHONIHIN, TeTparigpoxiHoniHin, Tiaso-
nin, TiasoniHin, TiasoniguKin, Tiagiasonin, Tiewin, Tio-
MOpPdOniHif, TPMasonin ToLwo.

[eTepounknu, kMM BigAa€ETLCA NepeBara, BKIO-
vatoTb: ©eH3ogiokconin, Aawurigponipononipasonin,
nipuann, XiHomiHin.

[o BapiaHTiB 34INCHEHHA LbOro BUHAxXoay, SKUM
BiO4aETbCA nepeBara, HanexaTb Crofyku, OnucaHi
HUXYe.

OpHMM 3 BapiaHTIB 34iMCHEHHSA LbOro BUMHAxXoA4y,
AIKOMY BiAJa€eTbCs nepesara, € Crionyku CTPYKTYpu:

dopmyna (1)
ne

(Ra)k\G

€ n'aTn- abo LWeCTUYNEeHHUA HacU4YeHnn UMKn 3a
YMOBW, WO LEN LMKI € MOBHICTIO HAaCUY4eHUM BYyrre-
LieBMM LIMKIIOM;

R1 Bignosigae Bu3HayeHH0, nogaHoMy B n.1 ¢o-
pMynu BUHaxogay;

R2' € BogeHb; (C1-Ce)ankin; (C1-Ce)ankinTio-; (Ci-
Ces)ankokcurpyna; ranoig; TiodeHin; amiHodeHin; N-
niponignHo-; N-mopdoniHorpyna;

KoXeH 3 R6' Ta R7' He3anexHo Bif iHWOro € oa-
HUM abo Kinbkoma 3 TakuMx 3aMiCHUKIB: BoAdeHb, (Ci-
Cs)ankin, (C,-C6)ankenin, (Co-C6)ankinin, ranoigsa-
MiweHun  (C1-Cg) ankin, (Ci-Ce)ankokeu-, (Cop-
Ces)ankeHinokcu-, (C2-Cg)ankiHinokcm-, (Cs-
Ce)ankinTiorpyna, (C1-Ces)ankincynbdiHin, (Ca-
Ce)ankincynbdoHin, (Ci-Ce)ankinamiHo-,  an-[(Ci-
Ces)ankin]amiHorpyna, (C;:-Ce)ankokcmnkapboHin, N-
(C1-Ce)ankinkapbamoin, N,N-an-[(C1-
Cs)ankin]kapbamoin, amiHookcurpyna, N-(Ci-
Cs)ankinamiHookcu-, N,N-gu-[(C1-
Ce)ankin]amiHookcurpyna,  (Co-Cg)ankaHoin,  (Cp-
Ce)ankaHoinokeun-,  (C,-Cg)ankaHoinamiHo-, N-(C;-
Ce)ankin-(C,-Cs)ankaHoinamiHo-,(Cs-
Cs)ankeHoinamiHo-, N-(C1-Ce)ankin-(Cs-
Ces)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(C;-
Cs)ankin-(Cs-Ce)ankiHoinamiHorpyna,  cynbdamoin,
N-(C;-Cg)ankincynosdamoin, N,N-gu-[(C1-Cs)ankin]
cynbdamoin, (Ci-Cs)ankaHcynbgoHinamiHo-, N-(C;-
Cs)ankin-(C;-Ce)ankaHcynbgoHinamiHorpyna, kapbo-
Kcamig, eTuneH, deHin, TiodeHin, amiHodeHin, deHi-
nTiorpyna, ranoig, uiaH, NipuguvHin, apynarnkin, rigpo-
kewn, N-niponignHo-, N-mopdoniHorpyna, kapbokecun,
[5-beHin-1,2,4-okcagiazon-3-inJMeTokcu-,  6-meTun-
nipMaasuH-3-inokcu-, (5-okco-2-
niponiavHin)meTokcurpyna, 2-(4,5-purigpo- 1H-
imigasonin), N,N-giankinkap6amoinokcurpyna, 1-
rigpokcu-1-metuneTun, 4-cbTopdeHin, 3,4-
MeTuneHaiokcudgeHin, TpudtopmeTun, TpudTopme-
ToKcurpyna, abo rpyna copmynu
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Rio
—X,—(CHz)n‘f(CHz)mQ

R16

ge: X1 € 0, N, S, SOz NR33, C(O) abo 38'a30k; Q1
€ BOlEHb, deHin, 5-(2,2-gndpTop-1,3-
6ensogiokconin), C(O)Qs abo mipmgun, konu m Ta n
He3anexHo oAuH Bif 04HOro MalTb 3Ha4YeHHs 0-2, 3a
BUHATKOM BUMNAAKy, KOy oAuH € 0, TO iHLWWIA He MoXe
oytm 0; Qi e ORiz NRuiRiz, ranoig, N-
MopdoniHorpyna, N-ninepasnHo-N'Ri3, N-imigasonin,
N-nipasonin, N-Tpuasonin, N-(4-
ninepuauvHinninepnanH), SO2R14, SOR14, NHSO;R15,
auetamigo-, N-gTanimigo-, N-okcasoniguHo-, N-

imigasoniHo-, N-6eH30kcasoniguHorpyna, N-
niponiguHoHin, N(N'-metun6eHsumigasoniHo)-, N,N-
an(C1-Ca)ankinamiHo(C1-Ca)ankokcm-, N-

OeH3umigasoniHorpyna; KonmM m Ta N HesanexHo
OJVH Big, 0OHOro MalTb 3Ha4YeHHsA 0-2, ane oauH 4n
iHWWiA 3 m abo n He € 0; Qs € rigpokcun, MeToKCU-,
aMmiHo-, AdieTunamiHo-, AuMeTunamiHorpyna; Rio €
BoAeHb, ranoig, (Ci-Cg)ankin; koxeH 3 Ri; Ta Ri
HesanexHo Bif iHworo € sogeHb, (Ci-Ce)ankin, (Ci-
Ces)ankokcurpyna, apvnarnkin, Uuknoarnkin, uukrnoan-
kinmeTtun, 4-(N-metunninepuguHin), nipngnn, abo Ri;
Ta Rip MOXyTb cninbHo yTBOptoBaTtu 4-, 5-, 6-, abo 7-
yYneHHWn umkn, abo Ri1 Ta Ri2 MOXyTb ChinbHO yTBO-
ptoBath 3-, 4-, 5-, 6-, abo 7-4neHHUn unkn; Riz - Bo-
aeHb, (Ci-Ce)ankin, 2-metokcudeHin, Ris € 2-
nipumigumHin, N-meTnn-2-imigasonin, 4-xnopdeHin, 2-
nippgunmetnn; Ris € (Ci1-Cg)ankin, N-meTtun-4-
imigasonin; Rie € BoAeHb, ranoig, apunankin, apun,
abo rpyna cpopmynm

0 R21
I l
—-CIT(CHZ)O(I)(CHz)pQZ
R20 R22

ne: Q2 € BogeHb, 4-imigasonin, abo C(O)NR24R2s,
KOMM O Ta P He3anexHo OAuH BiJ O4HOrO MaklTh 3Ha-
yeHHs 0-2; Q2 - OR23, NRxRz, abo N-
MopdoniHorpyna, Konu o Ta p HesanexHo OAuH Bid
oHOro mMatTb 3Ha4yeHHa 0-2, oaHak oguH abo iHWKnn
3 0 abo p - He € 0; Ry € BogeHb, abo (C1-Ce)ankin;
R21 € BogeHb, (C1-Cg)ankin, abo Rz; Ta Rzp MOXyTb
cninbHo yTBOptoBaTH 4-, 5-, 6-, a0 7-UnNeHHWUA LMKN;
R22 € BogeHb, (Ci-Cg)ankin, apvnankin, apwun, abo
R21 Ta Rz2 MOXyTb cninbHo yTBOptoBaTH 3-, 4-, 5-, 6-,
7-uneHHnn umkn; Ras € BogeHb abo (C1-Ce)ankin; Raa
€ BogaeHb, (C1-Cg)ankin, abo R4 Ta Rzs MOXyTb cni-
nbHO yTBOptOBaTH 3-, 4-, 5-, 6-, ab0 7-YNEHHWI LMK,
a60 Rz4 Ta Rzp MOXYTb cninbHO yTBOptOBaTH 6- abo 7-
yneHHWn umkn; Ras € BogeHb, (C1-Cg)ankin, abo aue-
™n,
abo rpyna popmynu
@]
I

—CNRy,

R

ne: Rap € BogeHb, abo (Ci1-Ce)ankin; Rs1 € Bo-
AeHb, (C1-Ceg)ankin, 2-nipuaun, nipuaunmeTun, amiHo-
rpyna, abo rigpokcun,

abo rpyna cdopmynu
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—NRyRy

ne: koxeH 3 Rs» Ta Raz He3anexHo Bif, iHWoOro €
BoaeHb, (C1-Cg)ankin, auetun, ankincynbsdoHin, abo
R32 Ta Rsz MoXyTb cninbHo yTBOptoBatu 4-, 5-, 6-,
abo 7-4neHHuin Lunkn,

abo rpyna cpopmynm

o]

[

—NCX,(CH,),Q,

R35

t]

ne: Xz € CHy, O, abo N; g mae 3HayeHHs 2-3 3a
BMHATKOM BUNAAKy, konu Qs € 3B'A30K,  Mae 3Ha4YeH-
HA 0-3; Qs € NR3sR37, OR3s abo 3B'A30k; Rss € BO-
AeHb, abo Rss Ta Qs (konu Q3 € 3B'A30K) MOXYTb Chi-
NbHO YTBOPKOBATU 5-UYNEHHUIN LUMKI; KOXeH 3 Rss, Raz,
Ta Rss HesanexHo Big iHWOro € BogeHb, abo (Ci-
Cs)ankin, abo rpyna coopmynu

ol
~0

ne: X3 € LiaH, kapbokcamig, N,N-
anveTtunkapbokcamig, N,N-anmeTtunTtiokapbokcamia,
N,N-gumetunamiHomeTun,  4-meTtunninepasuH-1-in-
meTun abo kapbokcunar,

abo rpyna cpopmynu

o)

l
SOTTCN(CH,),Q,
I

RAD
ne: Qs € NR41R42; r mae 3HaveHHs 2-3; Ry € BO-
OeHb, abo (C1-Cg)ankin; Rs1 Ta R4z € BogeHb, (Ci-
Ce)ankin, abo Ra1 Ta Rap MOXYTb CMifbHO yTBOPIOBA-
TN 6- ab0 7-YNEeHHU LUUKI,
abo rpyna chopmynm

=,

pe: Q; € rigpokcun, metokcurpyna, abo N-
ninepuauvHin;

k mae 3HavyeHHA 1-8; R3 - oguH abo kinbka 3 Ta-
Knx  3amicHukiB:  BogeHb; (Cq-Cslankin;  (Csi-
Cs)ankinrigpokeurpyna; riapoKcu, N,N-an(Cs-
Cas)ankinamiHo(C1-Ca)ankokeurpyna; GeH3nmnokcmme-
Tvn; deHinokcumeTun; okcorpyna; kap6okeun; (Ci-
Cs)ankinapwn; ©eH3Wnokcu-; aueTokcurpyna; ami-
HO(C1-Cy)ankin; (Cy-Cs)ankenin; ranoig; -O-(C;-
Cs)ankin; xnopdeHeTun; aueToHiTpun; deHin; abo
hakynbTaTUBHO 3aMilleHuin deHrin; e 3ragaHi samic-
HUKK (oaunH abo kinbka) BUGpaHi 3 rpynu, Ao sKOT BXO-
oste: (C1-Cg)ankokcurpyna, ranoig, kapbokcun, abo
(C1-Ce)ankokcukapboHin;

3a ymoBHu, Wwo R7' He moxe OyTn apunowm; rete-
poapuroM; KOHAEHCOBaHUM apuroM; abo KOHAEeHCo-
BaHMM reTepoapuom;

Ta papmaueBTUYHO NPUAHATHI Cconi, CKnagHi
edipu Ta NPonikv LMX Cronyk.

IHWKUM BapiaHTOM 3AINCHEHHSA LbOro BMHaxoay,
SIKOMY BiAJa€eTbCsl NepeBara, € Cronyku CTPYKTYpu:
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(Ro)

R3"

R4"
®opmyaa (I11)

ae

(Rg)k\C

€ n'atn- abo LWEeCTUYNeHHNN HacCU4YeHNn LUMKN 3a
YMOBMU, L0 LEeN UMK € MOBHICTIO HAaCMYEeHUM Byrne-
LIEBUM LIMKITOM;

R1 BignoBigae BM3Ha4yeHHW, nogaHomy B n. 1
opmyrnun BUHaxoay;

R3" € BoAeHb; ranoig; TpudTopMeTus;

R4" e BopgeHb; ranoig; (Ci:-Ce)-ankin; (C1-Ce)-
ankokeurpyna; rigpokeun; (C1-Ce)-ankincynegoHin;

k Ta R3 BignoBigaTb BU3HAYEHHAM, NOgAHUM B
n.1 dpopmynu BuHaxoay;

Ta ixHi papMaUeBTUYHO MPUAHATHI CONi, CKNagHi
edipu Ta nponiku.

LLle ogHum i3 BapiaHTiB 34iCHEHHS LbOro BUHA-
XoA4y, KoMy BigAaeTbCA nepesara, € Croflykn CTPyK-

TYPpU

€ N'ATn- abo LWECTUYNEHHUIN HACUYEHNIA LMK 3a
YMOBU, WO LEA UMK € MOBHICTIO HacU4eHUM BYyrne-
LIEBUM LIMKIIOM;

R6 moxe 6yTn ogHuM abo kKinbkoma 3 Takux 3a-
MicHUKiB: BogeHb, (C1-Cg)ankin, (Cz-Cs)ankeHin, (Co-
Ce)ankinin, (Ci-Cg)ankokeu-, (Cz-Cg)ankeHinokcu-,
(C2-Ce)ankiHinokcu-, (C1-Ce)ankinTiorpyna, (Cs-
Cs)ankincynbdinin,  (Ci1-Cg)ankincynbedoHnin, (Ci-
Cs)ankinamiHo-,an-[(C1-Ce)ankin]amiHorpyna, (Cs-
Cs)ankokcukapboHin, N-(C1-Cg)ankinkapbamoin, N,N-
an-[(C1-Ce)ankinlkapbamoin, (Cz-Cs)ankaHoin, (Co-
Cs)ankaHoinoken-, (Cz-Ce)ankaHoinamiHo-, N-(Ci-
Ce)ankin-(C,-Cg)ankaHoinamiHo-, (Cs-
Cs)ankeHoinamiHo-, N-(C1-Ce)ankin-(Cs-
Cs)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Csq-
Cs)ankin-(Cs-Ce)ankiHoinamiHorpyna, N-(Cs-
Cs)ankincynbdamoin, N,N-gu-[(C1-
Ce)ankin]cynbdamoin, (C1-Ce)ankaHcynbgoHinamiHo-
N-(C1-Cs)ankin-(C1-Cs)ankaHcynbgoHinamiHorpyna,
kapbokcamig, etuneH, TiodeHin, amiHodeHin, Tpwu-
dTopmeTun, ranoig, TpudTopMeToKeurpyna, rigpok-
cumeTun, N-niponiamHo-, N-mopdoniHo-, deHinTior-
pyna, aiankinamiHomeTun, METOKCUQIEHIr,
amiHorpyna, rigpokcun, kap6okcun, derin, apvnan-
Kin;

R2" € He3amileHnn abo 3aMilLleHNI XiHOMiH-8-in;
He3aMmilleHnn abo 3aMmilleHun XiHoMiH-6-in; He3aMi-
WweHu abo 3amiweHuii 1-HadTnn; HesamilleHnn abo
3aMileHn 2-HadpTnn; He3amileHnn abo 3amilieHnin
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3,4-MeTunengiokcundeHin; HesamiweHun abo 3ami-
weHun 3,4-etuneHpiokcudeHin; HesamiweHun abo
3amileHnin 6eH3oTiodeH-2-in; ae 3ragaHi 3amMiCHUKK
(oouH abo kinbka) BUGpaHi 3 rpynu, 4o SKoi BXOAATH:
(C1-Ce)ankin, (Co-Ce)ankeHin, (C,-Cg)ankinin, ranoi-
a3amiweHun  (Cq-Cg)ankin, (Ci-Cg)ankokeu-, (Co-
Cs)ankeHinokcu-, (C2-Ce)ankiHinokcm-, (Cs-
Cs)ankinTiorpyna, (C1-Ces)ankincynbdiHin, (Ca-
Cs)ankincynbdoHin, (Ci-Ce)ankinamiHo-,  gun-[(Ci-
Cs)ankin]amiHorpyna, (Ci-Ce)ankokcukapboHin, N-

(C1-Ce)ankinkapbamoin, N,N- an-[(C1-
Ce)ankin]kapbamoin, aMiHOOKCH-, N-(Cs-
Ce)ankinamiHookeurpyna, N,N-au-[(C;-

Ce)ankin]amiHookeurpyna,  (Cz-Cg)ankaHoin, (Co-
Ces)ankaHoinoken-, (Cz-Cg)ankaHoinamiHo-, N-(C;-
Cs)ankin-(C,-Cg)ankaHoinamiHo-, (Cs-
Cs)ankeHoinamiHo-, N-(C1-Ceg)ankin-(Cs-
Cs)ankeHoinamiHo-, (Cs-Cg)ankiHoinamiHo-, N-(Ci-
Cs)ankin-(Cs-Ce)ankiHoinamiHorpyna,  cynbdamoin,
N-(C;-Cg)ankincynosdamoin, N,N-au-[(C1-Ce)ankin]
cynbdamoin, (C:-Ce)ankaHcynbdoHrinamiHo-, N-(Cs-
Ce)ankin-(C1-Cs)ankaHcynbgoHinamiHorpyna, kap6o-
Kcamig, eTuneH, deHin, TiodeHin, amiHodeHin, deHi-
nriorpyna, ranoig, uiad, NipuauHin, apunankin, rigpo-
kcun, N-niponiamnHo-, N-mopdoniHorpyna, kapbokcun,
[5-dpeHin-1,2,4-okcagiason-3-injmeTokcun-,  6-meTun-
nipMaasnH-3-inokcu-, (5-okco-2-
niponiavHin)MeTokeurpyna, 2-(4,5-purigpo-1H-
imigasonin),  N,N-giankinkapbamoinokcurpyna, 1-
rigpokcu-1-metmneTun, 4-propdeHin, 3,4-
MeTUneHgiokcngeHin, TpudTopMeTun, TpudgTopme-
TOKCUrpyna,
abo rpyna popmynu

R10
—X;—(CH,),C(CHy), @,

R16 ,

ne: X1 €O, N, S, SOz, NR13, C(O) abo 38B'a3ok; Q1
€ BOJlEHb, deHin, 5-(2,2-andTop-1,3-
6ensopgiokconin), C(O)Qs abo nmipugun, konu m Ta n
He3anexHo OAWH Big OAHOro MalTb 3Ha4YeHHsa 0-2, 3a
BUHATKOM BMNaAKy Konu oauH € 0, TO iHWWIA He MoXe
6ytm 0; Qi € ORi1, NRiiRiz, ramoig, N-
MopdponiHorpyna, N-ninepasnHo-N'Ri3, N-imigasonin,
N-nipasonin, N-Tpuasonin, N-(4-
ninepuauvHinninepnanH), SO2R14, SOR14, NHSO2R 15,
auetamigo-, N-gpTanimigo-, N-okcasoniguHo-, N-

imigasoniHo-, N-6eH3okcasoniguHorpyna, N-
niponiamHoHin, N(N'-metunbenanmigasoniHo)-, N,N-
an(C1-Ca)ankinamiHo(C4-Cs)ankokcu-, N-

OeH3umigasoniHorpyna; KonM m Ta N HesanexHo
OJVH Big, 0OHOro MatTb 3Ha4YeHHsA 0-2, ane oAuH 4n
iHWWin 3 m abo n He € 0; Qs € rigpoKcu, MeTOKCK-,
aMmiHo-, dieTunamiHo-, AuMeTunamiHorpyna; Rio €
BofeHb, ranoig, (Ci-Cs)ankin; koxeH 3 Ri; Ta R
HesanexHo Bif iHworo € sogeHb, (Ci-Ce)ankin, (Ci-
Cs)ankokcurpyna, apvnarnkin, Uuknoarnkin, uuknoan-
kinmeTtun, 4-(N-metunninepuguHin), nipuaun, abo Rix
Ta Rip MOXyTb cninbHo yTBOptoBaTh 4-, 5-, 6-, abo 7-
yneHHWn umkn, abo Ri1 Ta Ri2 MOXyTb ChinbHO yTBO-
ptoBatn 3-, 4-, 5-, 6- abo 7-4neHHU umkn; Riz € Bo-
aeHb, (Ci-Cglankin, 2-metokcudpeHin; R € 2-
nipumiguHin, N-meTtun-2-imigasonin, 4-xnopdeHin, 2-
nippgunmetnn; Ris € (Ci-Cg)ankin, N-meTtun-4-
imigasonin; Ris € BOAEeHb, ranoig, apunarnkin, apun,
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abo rpyna cdopmynu
Ry

——CN(CHZ.).,(ID(CHZ)',Q2

o
I

RZO R22

ne: Q2 € BoaeHb, 4-imigasonin abo C(O)NR24R2s,
KOMM O Ta p He3anexHo oauH Big ogHoro € 0-2; Q, €
OR23, NR24R25, ab6o N-mopdoniHorpyna, konu o T1a p
He3anexHo OAWH Bif OAHOro MaloTb 3HayeHHs 0-2,
OfHaK oauH abo iHwwmi 3 0 abo p - He € 0; Ry € BO-
aeHb, abo (C;1-Ce)ankin; Rz1 € BogeHb, (Ci-Ce)ankin
abo Rz1 Ta Ryp MOXyTb cninbHO yTBOpHOBAaTH 4-, 5-, 6-
abo 7-uneHHun umkn; Rz € BogeHb, (Ci-Ce)ankin,
apunankin, apun, abo Rz Ta Rz MOXyTb chinbHO
yTBoptoBatu 3-, 4-, 5-, 6-, 7-uneHHun umkn; Ry3 € BO-
aeHb abo (C1-Ce)ankin; Ros € BogeHb, (C1-Ce)ankin,
abo Ras Ta Rys MOXyTb cninbHO yTBOptOBaTU 3-, 4-,
5-, 6- abo 7-uneHHWn uukn, abo Ras Ta Rz MOXYTb
cninbHO yTBOptOBaTU 6- ab0 7-4neHHW uukKn; Ras €
BozeHb, (C1-Cg)ankin abo auetun,

abo rpyna cpopmynm

0

_CTRM

Ry |

ne: Rso € BogeHb, abo (Ci1-Ce)ankin; Rs; € Bo-
aeHb, (C1-Ce)ankin, 2-nipugun, nipugunmMeTnn, amiHo-
rpyna abo rigpokcun,

abo rpyna cpopmynm
—NRSZRSS’

ae: koxeH 3 Rs» Ta R3z He3anexHo Big, iHLWoro €
BoaeHb, (C1-Cg)ankin, auetun, ankincynsdoHin, abo
R32 Ta R33 MOXyTb cninbHO yTBOptOBaTU 4-, 5-, 6-ab0
7-9NeHHUI LnKn,

abo rpyna cpopmynm

0O

Il
—rluc)(z(CHz)q('.)3

R35

ne: Xz € CH,, O, abo N; g mae 3HayeHHs 2-3 3a
BUHATKOM BMNagky, konu Qs - 3B'A30K,  Ma€ 3Ha4eH-
Ha 0-3; Qs € NR3sR37, OR3s abo 3B's130K; Rss € BO-
aeHb, abo Rss Ta Q3 (konn Q3 - 3B'A30K) MOXYTb Ci-
NBHO YTBOPKOBATU S5-YNEHHUN LMKIT; KOXeH 3 Rss, Raz
Ta Rss HesanexHo Big iHworo € BogeHb abo (Ci-
Cs)ankin,

abo rpyna cpopmynu

IS
~0

ne: X3 € uiaH, kapbokcamig, N,N-
anvetunkapbokcamia, N,N-aoumeTtunTtiokapbokcamia,
N,N-gumeTtmnnamiHomeTun, 4-meTunninepasuH-1-in-
meTun abo kapbokcunar,

abo rpyna cpopmynu

[
TSOTCN(CH,),Q,
l

Reo

ne: Qs € NR41R42; r € 2-3; Ry € BogeHb, abo (Cs-
Ces)ankin; Ra1 Ta Ry € BogeHb, (C1-Ce)ankin, abo Rax
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Ta R4y MOXyTb cninbHo yTBOptOBaTM 6- abo 7-
YNeHHUN LKk,
abo rpyna cpopmynu

(o]
I
S=cq,

ne: Qv € rigpokcun, MeTokecurpyna, gumetunami-
Horpyna, abo N-ninepuauHin;

k mae 3HaueHHs 1-8; R3 € BoaeHb; Ta hapmalle-
BTUYHO NPUAHATHI CONi TakMX CrOnyK.

[o npuvknagis cnonyk, siki MoxyTb 6yTn 3acToco-
BaHi, Hanexartb nepeniyeHi Hmk4e:

a) 6-6pom-4-(2-nipnanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,

b) 3-nipuanH-4-in-2-nipnamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason,

) 2-(6-meTun-nipnamnH-2-in)-3-n-tonin-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

d) 4-[3-(6-meTun-nipnanH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-2-in]-xiHoniH,

e) 2-(6-meTnn-nipnaunH-2-in)-3-HadTaniy-1-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

f)  2-(6-meTun-nipugnH-2-in)-3-nipnguH-3-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on,

Q) 3-(4-pTop-HadpTanin-1-in)-2-(6-meTun-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-blnipason,

h) 3-(3,4-gudTop-deHin)-2-(6-meTun-nipuanH-2-
in)-5,6-gurinpo-4H-nipono[1,2-blnipazon,

i)  1-[2-(4-meTaHcynbdoHin-deHin)-1-(6-meTnn-
NipUAnH-2-in)-eTunigeHamiHol-niponianH-2-oH,

i)  7-metokcu-4-(2-nipnanH-2-in-5,6-avrigpo-4H-
nipono[1,2-b]nipason-3-in)-

XiHOMIH,

k)  7-6eH3nnokcu-6-meTokcu-4-(2-nipuanH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

)  6-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

m) 6-[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHomiH,

n) 3-HadpTanin-2-in-2-nipnguH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason,

0) 2-(6-meTnn-nipuaunH-2-in)-3-HadTanid-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

p) 3-(4-pTOp-heHin)-2-(6-TpudTopmeTun-
nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-bjnipason,

q)  4-(xiHoniH-4-in)-3-(5-bTopnipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on,

r 4-(7-6pomxiHoniH-4-in)-3-(nipngunH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

s) (xiHOMiH-4-in)-3-(2,4-gudTopdeHin)-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

t)  4-(2-nipasuH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

u) 4-(5-meTun-2-nipuanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

v) 6-6pom-4-[2-(6-meTnn-nipuaunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

w)  4-[2-(6-meTun-nipuanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-6-TpngTopMeTUN-XIHONIH,

X) 3-(3-xnop-4-drop-deHin)-2-(6-meTUN-nipnanH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on,

y) 3-(2-xnop-4-pTop-deHin)-2-(6-meTun-nipnamH-
2-in)-5,6-purigpo-4H-nipono[1,2-b]nipason,

z) 3-(4-cbTOp-3-TpUchTOpMETUN-DEHIN)-2-(6-
MeTUn-nipuamnH-2-in)-5,6-gurigpo-4H-nipono[1,2-
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b]nipason,
aa)2-(6-meTtun-nipuamnH-2-in)-3-(2,4,5-tpudTop-
deHin)-5,6-gurinpo-4H-nipono[1,2-b]nipason,
bb)8-dTOp-4-[2-(6-MeTUN-NipMAnH-2-in)-5,6-
aurigpo-4H-nipono[1,2-]nipa3on-3-in]-xiHoniH,
cc)7-6pom-4-[2-(6-meTnn-nipnguH-2-in)-5,6-
avrigpo-4H-nipono[1,2-]nipa3on-3-in]-xiHomiH,

dd) 4-[2-(6-meTun-nipnamH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-6-TpndTopMeTOKCH-
XiHOMIH,

ee) 4-[2-(6-meTun-nipnamn-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-7-TpudTOPMETUM-XIHOMIH,

ffy  7-meTokcu-4-[2-(6-meTun-nipnamH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

09) 3-(2-xnop-nipnamH-4-in)-2-nipnanH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason,

hh) [2-(6-meTun-nipuaunH-2-in)-3-xiHoniH-4-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason-6-in]-metaHon,

i) [3-(7-6pom-xiHoniH-4-in)-2-(6-MeTun-nipuanH-
2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-6-inj-
mMeTaHon,

i) 4-[2-(6-xnop-nipuanH-2-in)-5-(4-dTopdeHin)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in]-xiHoniH,

kk) 4-[2-(6-eToKCH-NipUANH-2-in)-5-(4-dTop-
deHin)-5,6-gurinpo-4H-nipono[1,2-blnipason-3-inl-
XiHOMIH,

1)} (S)-4-[6-6eH3unokcumeTun-2-(6-meTmn-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-
in]-7-xnop-xiHoniH,

mm) (S)-4-[6-6eH3mnokcumeTnn-2-(6-xnop-
nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH,

nn) eTunoBun cknagHuin edip 4-[2-(6-meTun-
nipuanH-2-in)-3-xiHoniH-4-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-5-in]-6eH30MHOT KUCNOTH,

00) 3-(4-pTOp-theHin)-5,5-aumeTnn-2-(6-meTnn-
nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-bJnipason,

pp) (R)-6-6eH3nnokcumeTun-3-(4-top-deHin)-2-
(6-meTun-nipuamnH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason,

qq) 5-(4-xnopdeHin)-3-(4-Ttop-deHin)-2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason,

rr) 4-[2-(3-TpudpTOopMeTUn-heHin)-4,5,6,7-
TeTparigpo-nipasono[1,5-a]nipnaunH-3-in]-xiHoniH,

SS) 4-[2-(4-TpudbTOopmeTUn-eHin)-4,5,6,7-
TeTparigpo-nipasono[1,5-a]nipnanH-3-in]-xiHoniH,

tt) 4-[2-(4-xnopdpeHrin)-4,5,6,7-TeTparigpo-
nipasono[1,5-alnipnaunH-3-in]-xiHoniH,

uu) 4-[2-(3-xnopdoeHin)-4,5,6,7-TeTparigpo-

nipasono[1,5-alnipngunH-3-in]-xiHoniH,

w)  4-[2-(3-dpTOp-5-TpndTOopmMeTUn-eHin)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

ww) 4-[2-(3-¢pTop-5-TpndpTopmeTUn-theHin)-
4,5,6,7-TeTparigpo-nipasono[1,5-ajnipnamnn-3-in]-
XiHOMIH,

xx) 4-(2-¢peHin-4,5,6,7-teTparigpo-nipasono[1,5-
a]nipnaunH-3-in)-xiHoniH,

yy) 4-(2-nipuavH-2-in-4,5,6,7-teTparigpo-
nipasono[1,5-ajnipnavn-3-in)-[1,10]dpeHaHTponiH,

77) 4-[2-(4-dpTop-heHin)-4,5,6,7-TeTparigpo-
nipasono[1,5-a]nipnanH-3-in]-xiHoniH,

aaa) 4-[2-(3-TpudpTOpMETOKCU-hEHIN)-4,5,6,7-
TeTparigpo-nipasono[1,5-a]nipnanH-3-in]-xiHoniH,

bbb) 4-[2-(2-¢pTOp-cheHin)-4,5,6,7-TeTparigpo-
nipasono[1,5-alnipnaunH-3-in]-xiHoniH,
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cce) 4-(2-xiHoniH-2-in-4,5,6,7-TeTparigpo-
nipasono[1,5-a]nipnanH-3-in)-xiHoniH,

ddd) 4-[2-(4-eTun-nipugnH-2-in)-4,5,6,7-
TeTparigpo-nipasono[1,5-a]nipnanH-3-in]-xiHoniH,

eee) 4-(2-xiHoniH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,

fff) 2-(3-xiHoniH-4-in-4,5,6,7-TeTpariapo-

nipasono[1,5-a]nipnanH-2-in)-[1,8]HacdTrpnauH,

ggg) 4-[5-(4-dpTop-heHin)-2-nipnaunH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

hhh) 4-(6-rigpokcMmeTun-2-nipuavH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

i) 4-(3-TpnAunH-2-in-5,6-gurigpo-4H-niponol[1,2-
blnipason-2-in)-xiHoniH,

) 4-(4-meTun-2-nipuguH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

kkk) 4-(5-6eH3nn-2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

) 4-(5-peHeTnn-2-nipnamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

mmm)  4-(5-cbeHin-2-nipnauH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

nnn) 4-[2-(3-TpudTopmeTundeHin)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH,

000) 4-[2-(4-TpucpTopmeTnn-geHin)-5,6-aurigpo-
4H-nipono[1,2-b]nipa3zon-3-in]-xiHoniH,

ppp) 4-(2-peHin-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

qqq)  2-xnop-4-(2-nipuavH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,

rrr)  6,8-gumeTtokcmn-4-[2-(6-meTun-nipugnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

sss)  4-[2-(6-6pom-nipuamnH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,

ttt) 6,8-gumeTtokcu-4-[2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3zon-3-in]-xiHoniH,

uuu) 3-(4-pTopderin)-2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason,

VVV) 3-(4-meTokcu-beHin)-2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on,

www) 3-(4-cpTopdeHin)-2-(6-meTunnipuamnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason,

xxx)  3-(4-meTokcudpeHin)-2-(6-metTunnipuanH-2-
in)-5,6-aurigpo-4H-nipono[1,2-b]nipason,

yyy) 4-(2-tiodeH-2-in-5,6-gurinpo-4H-nipono[1,2-
blnipason-3-in)xiHoniH,

z77) 4-[2-(6-nponinnipnamnH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipa3son-3-in]-xiHomiH,

aaaa) 4-[2-(6-izonponinnipuanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]xiHoniH,

bbbb) 4-[2-(6-eTnn-nipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]xiHoniH,

ccee)  4-[2-(6-meTun-nipugnH-2-in)-5,6-avrigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH,

dddd) 4-[2-(3-¢pTopdheHin)-5,6-anriapo-4H-
nipono[1,2-b]nipason-3-in]-xiHomiH,

eeee) 4-[2-(2-pTOp-heHin)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH,

ffff) 4-[2-(4-cpTOp-heHin)-5,6-aurigpo-4H-
nipono[1,2-bJnipason-3-in]-xiHoniH,

0999) 4-[2-(3-TpudpTopmeTOKCH-DeHIN)-5,6-

avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

hhhh) 4-[2-(4-xnop-nipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHomiH,

iiiiy  4-[2-(4-dpTOp-3-TpUdTOPMETUN-ChEHIN)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]xiHoniH,
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i) 4-[2-(2-cbTOp-3-TpUdhTOpMETUN-CDEHIN)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

kkkk) 4-[5-(3-meTokcu-ceHin)-2-nipugunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

)y  4-[2-(4-dpTOp-3-TpUpTOpMETUN-CDEHIN)-5-(3-
meTokcu-deHin)-5,6-aurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,

mmmm) 4-(7-xnop-xiHoniH-4-in)-3-(6-
MeTunnipnanH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason,

nnnn) 4-(7-eTOKCUXiHOMiH-4-in)-3-(6-
MeTunnipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason,

0000) rigpoxnopug 6-(3-xiHoniH-4-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-2-in)-nipuanH-2-kapboHoBOi
KMcnoTw,

pppp) 6,7-ondTop-4-[2-(6-meTun-nipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

gqgqqq) 6,7-aumeTtokcu-4-[2-(6-meTun-nipuanH-2-
in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-inj-
XiHOnIH,

reer) 3-6eH30[1,3]aiokcon-5-in-2-(6-meTun-
nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-bJnipason,

ssss)  6-(4-dpTop-deHin)-4-[2-(6-meTnn-NipuanH-
2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-in]-
XiHOMIH,

tttt) 6-6eH30[1,3]agiokcon-5-in-4-[2-(6-meTun-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH,

uuuu)  4-[2-(6-meTun-nipnanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-6-TiodeH-2-in-XiHomiH,

ww)  4-[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-6-eHin-xiHoniH,

wwww) 8-[2-(6-meTun-nipuguH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipazon-3-in]-xiHoniH,

xxxx) 3-6eH3o[b]riodeH-2-in-2-(6-meTun-nipnamH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on,

yyyy) MeTunosui cknagHun edip 4-(2-nipuamn-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-
6-kapOOHOBOI KMCNOTY,

Z777) METUNOBWUIA cknagHun edip 4-[2-(6-meTnn-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH-6-kapOoOHOBOT KUCMOTH,

aaaaa) MeTuMNOBUWA cknagHun edip 4-[2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOI KMCNOTH,

bbbbb) meTnnoswuin cknagHuin edip 4-[2-nipnanH-
2-in-5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in]-
XiHONiH-7-kapBOHOBOI KUCHOTH,

ccecc) 2-nipnamnH-2-in-3-xiHoniH-4-in-
nipasono[5,1-cJMopdorniH,
ddddd) 2-nipnamnH-2-in-3-xiHoniH-4-in-

nipa3ono[5,1-c]JmopdoniH-4-0H,

eeeee) anvetun-{3-[4-(2-nipuaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amix,

fffff) {3-[6-meTokcu-4-(2-nipnamH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcu]-
nponin}-aAnMeTun-amiH,

g9ggg) uuknonponinmeTun-nponin-{3-[4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-
in)-XiHonNiH-7-inokcu]-nponin}-amix,

hhhhh) pietun-{3-[4-(2-nipnaunn-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
nponin}-amiH,

iiiii) etun-metun-{3-[4-(2-nipuamnnH-2-in-5,6-
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aurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
inokcu]-nponin}-ami,

il 3-[4-(2-nipuanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
nponinami,

Kkkkk) 7-[3-(4-meTun-ninepasunH-1-in)-nponokcu]-
4-(2-nipuaunH-2-in-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in)-xiHoniH,

) 6eHann-meTtun-{3-[4-(2-nipugunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-ami,

mmmmm)  7-(3-ninepBAunH-1-in-nponokcm)-4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

nnnnn) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-

nipono[1,2-b]nipason-3-in)-7-(3-niponiguH-1-in-
NPOMOKCH)-XiHOMiH,

00000) 7-(3-a3enaH-1-in-nponokcwu)-4-(2-nipuanH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOnIH,

pPPPP) 7-(3-iMigason-1-in-nponokcu)-4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,

gg9ggg) 7-(3-nipason-1-in-nponokcu)-4-(2-

nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,

rrrrr) 1'-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
[1,4"lavninepuauHin,

$SSSS)  umknonponin-(1-meTun-ninepuanH-4-in)-
{3-[4-(2-nipnanH-2-in-5,6-guriopo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-amiH,

ttttt) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-(3-[1,2,3]tpnason-1-in-
NPOMNOKCW)-XiHOMIH,

uuuuu) gumeTun-(3-{4-[2-(6-meTnn-nipuguH-2-in)-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
inokcu}-nponin)-amiH,

vwww)  gietun-(3-{4-[2-(6-meTun-nipuamH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-
inokcu}-nponin)-amiH,

wwwww)  uuknonponinmetun-(3-{4-[2-(6-meTun-
nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH-7-inokcm}-nponin)-nponin-ami,

XXXXX) eTun-metun-(3-{4-[2-(6-meTun-nipuamn-2-
in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-in]-
XiHOTiH-7-iNOKCU}-Nponin)-amiH,

YYyyy) anveTtnn-{2-[4-(2-nipuauH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-etun}-amix,

zzzzz) pietun-{2-[4-(2-nipnanH-2-in-5,6-gurigpo-
4H-niponol[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
eTun}-amiH,

aaaaaa) 7-(2-ninepnaunH-1-in-eTokcm)-4-(2-
nipuaunH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,

bbbbbb)  etnn-metun-{2-[4-(2-nipngnn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokculeTun}-ami,

cceece) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-(2-niponignH-1-in-
€TOKCW)-XiHOMIH,

dddddd) 7-[2-(4-meTun-ninepasunH-1-in)-eTokcul-
4-(2-nipuamnH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

eeeeee) aumeTun-{3-[1-okcu-4-(2-nipnamH-2-in-
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5,6-auriapo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amiH,
ffffff)  7-meTuncynedanin-4-(2-nipuguH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
00g9ggg) 7-eTuncynbdaHin-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
hhhhhh)  6-meTuncynbdaHin-4-(2-nipngnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipaszon-3-in)-xiHoniH,
iiiiil)  7-6eH3nncynbdaHin-4-(2-nipngnn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

Jiiin 3-[4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-incynbdaxin]-
nponaH-1-on,

kkkkkk) anveTtun-{2-[4-(2-nipuaunH-2-in-5,6-

avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
incynbaHinl-eTumn}-amin,

iy pumetun [6-(3-xiHoniH-4-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-2-in)-nipuaunH-2-in-metunjamix,

mmmmmm) 7-(2-nponokcu-eTokem)-4-(2-
nipuamnH-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

nnnnnn) N,N-gumeTtun-N'-[4-(2-nipngnn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-nipugnH-2-in]-
eTtaH-|,2-diamiH,

000000) N,N-gumeTtun-N'-[4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-nipugnH-2-in]-
nponatH-1,3-giami,

pppppp) 3-{3-[4-(2-nipnamn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
oKcasonignH-2-0H,

qqqaqq) 1-{3-[4-(2-nipngnH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
iMmigasonianH-2-oH,

rrreer) 3-{3-[4-(2-nipnaunn-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
3H-6eH300Kca30mM-2-0H,

ssssss)  aumeTwn-(2-{4-[2-(6-meTun-nipngnH-2-
in)-5,6-aurinpo-4H-nipono[1,2-b]nipason-3-in]-
nipuanH-2-incynbaxin}-eTun-ami,

tttttt) 4-(2-nipnamn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-2-niponianH-1-in-xiHoniH,

uuuuuu)  2-dpeHincynbdaHin-4-(2-nipngnH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

VWWW)  2-mopdponiH-4-in-4-(2-nipnguH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

WWWWWW)  2-eTuncynbdanin-4-(2-nipnamH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

XXXXXX) deHin-[4-(2-nipnamH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-2-in]-amiH,

YYYYYY) 2-meToKCK-4-(2-nipuaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

777777) 2-eTOKCU-4-(2-nipuaunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,

aaaaaaa) 4-[2-(6-cbeHincynbdanin-nipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in]-xiHoniH,

bbbbbbb)  deHin-[6-(3-xiHoniH-4-in-5,6-aurigpo-
4H-nipono[1,2-b]nipa3on-2-in)-nipuauH-2-in]-amix,

ccceceece)  4-{2-[6-(4-meToKeu-cheHin)-nipnanH-2-
in]-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in}-
XiHOMIH,

ddddddd) 4-[2-(6-eHin-nipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

eeeeeee) 4-[2-(6-mopdoniH-4-in-nipuanH-2-in)-
5,6-auriapo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

fffffff)  4-[2-(6-niponigunH-1-in-nipnanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
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0999999) 4-[2-(6-MeTOKCU-MIpUANH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,
hhhhhhh) 2-{3-[4-(2-nipnaun-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
i3oiHaon-1,3-aioH,

avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,
kkkkkkk) 7-(3-xnop-nponokcu)-4-(2-nipuauH-2-in-
5,6-gurinpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,

1] 7-(3-xnop-nponokcu)-6-meToken-4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

mmmmmmm) 7-(3-xnop-nponokcu)-4-[2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,

nnnnnnn)  (1-{3-[7-(2-xnop-eTokcu)-XiHoniH-4-in]-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-2-in}-nponeHin)-
MeTUNeH-aMmiH,

0000000)  N,N-gieTnn-2-[4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-aueTamig,

PPPPPPP) 7-[2-((2R)-1-meTun-niponiguH-2-in)-
eTokcun]-4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,

ggqqgqqq) anvetun-{4-[4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-nipnanH-2-
inokcu]-6ytun}-amin,

ITrreer) 1-{3-[4-(2-nipnaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-nipuamnH-2-inokcu]-
nponin}-niponiguH-2-oH,

sssssss)  7-(1-meTun-ninepBanH-3-iNnMeToKcK)-4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH,

ttttttt) 7-(3-N,N-gumeTnnamiHo-2-meTun-
nponinokcu)-4-(2-nipuamn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

uuuuuuu) 4-[2-(6-meTun-nipuguH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in]-7-nponokcu-
XiHOMIH,

VVVVVVV) 4-[6-6eH3nnokcumeTnn-2-(6-meTnn-
nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH,

WWWWWWW) METUNOBWUIA cknagHun edip {4-[2-(6-
MeTun-nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-inoKcK}-0LTOBOI KUCIOTH,

XXXXXXX)  7-i3onponokcu-4-[2-(6-metun-nipnamH-
2-in)-5,6-gurinpo-4H-nipono[1,2-blnipason-3-in]-
XiHOMIH,

YYYYYyyy) 4-[2-(6-meTnn-nipuauH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-7-(3-
MOPOMiH-4-in-NPOMNOKCK )-XiHOMIH,

2777777) 4-(6-6eH3nNoOKCUMeETUN-2-NipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-6-in)-xiHoniH,

aaaaaaaa) 7-6eH3unokcu-2-nipuanH-2-in-3-
XiHOMiH-4-in-nipasono[1,5-alninepnavH,

bbbbbbbb) 2-[4-(2-nipnann-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
aueTamia,

ccceeecc) 7-(5-peHin-[1,2,4]okcagiason-3-
inmeTokcK)-4-(2-nipuamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHomiH,

dddddddd) 7-(2,2-audpTop-6eH30[1,3]aiokcon-5-
inmeTokcK)-4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,
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eeeeeeee) 7-[2-((2S)-1-meTun-niponignH-2-in)-
eTokcu]-4-(2-nipngnH-2-in-5,6-gurigpo-4H-nipono(1,2-
b]nipason-3-in)-xiHoniH,

ffffffff) 5-[4-(2-nipngun-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcumeTnn]-
niponignH-2-oH,

00999999)  4-(6-cbeHokcnmeTUn-2-NipuamnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipaszon-3-in)-xiHoniH,

hhhhhhhh) 4-(6-meTuneH-2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

iiiiiiii)  3-(4-cpTOpP-heHIN)-6-meTUNEH-2-(6-METUI-
nipuamnH-2-in)-5,6-gurinpo-4H-nipono[1,2-blnipason,

jiiiffii) ~ riapoxnopua  7-(1-meTun-ninepnanH-2-
inmeTokcn)-4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHomiHy,

kkkkkkkk) rigpoxnopua 7-[2-(1-meTun-niponignH-
2-in)-eTokcu]-4-(2-nipnanH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniny,

iy 1-okeng 4-[2-(6-meTun-1-okcu-nipuanH-2-
in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-inj-
XiHOMIHY,

mmmmmmmm) 1-okeug 4-[2-(6-meTun-nipuanH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-
XiHOMIHY,

nnnnnnnn)  4-[2-(6-meTunn-1-okcK-nipuanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

00000000) 1-okcup 7-(3-xnop-nponokcu)-4-(2-
nipuamnH-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniny,

PPPPPPPP) 7-MeTaHCynbMOHIN-4-(2-nipngnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

09q9qqqq) 3-(4-dpTop-deHin)-2-(6-meTun-1-okcu-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-blnipason,

Frreeeer) 4-(xiHoniH-N-1-okcma-4-in)-3-(6-
MeTunnipnanH-2-in)-5,6-aurigpo-4H-niponol[1,2-
b]nipason,

SSSSSSSS)  6-meTaHCynbdOoHIN-4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

tttttttt)  7-eTaHcynbgoHin-4-(2-nipugunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

uuuuuuuu) 4-(2-nipuanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-[3-(nipumignH-2-
CyNb@OHIN)-NPONOKCU]-XiHOSIH,

VVVVVVVV) 7-[3-(1-meTun-1H-imigason-2-
cynboHin)-nponokcu]-4-(2-nipuaunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH,

WWWWWWWW)  7-[3-(4-xrop-6eH3oncynbgoHin)-
nponokcu]-4-(2-nipnamH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

XXXXXXXX) 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-[3-(nipnanH-2-
inMeTaHcynbgOHIN)-NPonoKcu]-xiHOMiH,

YYYYYYYY) 4-(2-nipnavn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipadon-3-in)-7-[3-(nipnamH-2-
inMeTaHCynbIiHin)-NPonoKcK]-XiHOMIH,

22222777) 4-(xiHoniH-1-N-okcua-4-in)-3-(6-
MeTunnipuamH-2-in-1-N-okeng)-5,6-gurinpo-4H-
nipono[1,2-b]nipason,

aaaaaaaaa) MeTUNoBMN cknagHui edip 3-{4-[2-
(6-meTnn-nipuguH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-akpunosoi kncnoTu,

bbbbbbbbb)  3-{4-[2-(6-meTunnipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipa3on-3-in]xiHoniH-7-in}-1-
ninepuauH-1-in-nponeHoH,

CCCCCCCCC) METUINOBUIA cknagHun edip 3-{4-[2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
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b]nipason-3-in]-xiHoniH-6-in}-akpnnoBoi kKMcrnoTw,

ddddddddd) 4-[2-(6-meTun-nipuanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-7-BiHin-
XiHOMIH,

eeeeeeeee)  4-[2-(6-6eH3un-nipuamH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHomiH,

fFFffef) 7-6eH3un-4-[2-(6-meTun-nipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

099999999) 4-[2-(6-meTun-nipugnH-2-in)-5,6-
ourigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
kapboHoBa KMCroTa,

hhhhhhhhh) 4-[2-(6-meTun-nipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-
kapboHoBa KMcrnoTa,
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-akpunosa
KucnoTa,
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-
nponioHoBa KMCroTa,

kkkkkkKKK) 4-[2-(6-meTun-nipnanH-2-in)-3-
XiHONiH-4-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-5-
in]-6eH30MHa k1cnoTa,

iy - umknonentTunamia  4-(2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOT KUCOTH,

mmmmmmmmm)  (2-MopdoniH-4-in-eTun)-amig
4-(2-nipuanH-2-in-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in)-xiHoniH-7-kap6oHoBOI K1MCNoTH,

nnnnnnnnn) [2-(1H-imigason-4-in)-etun]-amig 4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-7-kapOoHOBOI KNCMNOTH,

000000000)  (2-meTunamiHo-eTvn)-amig  4-(2-
nipmanH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-kap6oHOBOT KUCMOTH,

ppppppppp) (3-metnnamiHo-nponin)-amig  4-(2-
nipuamnH-2-in-5,6-avrigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHONiH-7-kapboHOBOI KMCOTH,

09qqqqqqq) (2-oumeTvnamiHe-eTun)-amig 4-(2-
nipuaunH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kapboHOBOI KUCIOTH,

rrerrrerr) - (4-meTtun-ninepasui-1-in)-[4-(2-nipuavH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMIH-7-iN]-MeTaHOH,

SSSSSSSSS)  umknobytunamig  4-(2-nipyanH-2-in-
5,6-aurigpo-4H-nipono[1,2-blnipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCINOTH,

ttttttttt) umknonponinamig  4-(2-nipuguH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

uuuuuuuuu) (l-etun-nponin)-amig 4-(2-nipnanH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-kapbOHOBOI KNCNOTH,

VWWWW)  etunamia  4-(2-nipnauH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KNCINOTH,

WWWWWWWWW) i300yTun-amig 4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KMCNOTH,

XXXXXXXXX) TpeT-Oytunamig 4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipadon-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

YYYYYYYYy) isonponinamig 4-(2-nipugunH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

zzzzz7777) nponinamia  4-(2-nipugnH-2-in-5,6-
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avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

aaaaaaaaaa) (2-meTun-6yTnn)-amig 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

bbbbbbbbbb) ((2S)-2-meTun-6ytnn)-amig  4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-kapboHOBOI KUCIOTH,

cccccccece) (2S)-sTop-6ytnnamig 4-(2-nipuaunH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHONiH-7-kapBOHOBOI KUCNOTH,

dddddddddd) (2R)-sTop-6yTunamia 4-(2-nipnauvH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-kKapbOHOBOI KUCNOTH,

eeeeeeeeee) ((1R)-1,2-gumeTun-nponin)-amig, 4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-7-kapOOHOBOI KMCMOTH,

ffffffffff) (nipnamn-4-inmetnn)-amig 4-(2-nipnamn-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHONiH-7-kapboHOBOI KUCNOTH,

09999999d9)  (nipuauH-3-inmeTtun)-amig  4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-XiHONiH-7-kapbOHOBOI KUCIOTH,

hhhhhhhhhh)  (nipugunH-2-inmetun)-amig  4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-kapboHOBOT KUCIOTH,

iiiiiiiii amig  6-(3-xiHoniH-4-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-2-in)-nipuamnH-2-kapboHoBoi
KMCNoTu,

jiiiiiin 1-(4-meTtun-ninepasuH-1-in)-2-[4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-XiHOMiH-7-inoKcu]-eTaHoH,

kkkkkkkkkk)  N-(2-pumeTtnnamiHo-eTun)-2-[4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-inokcu]-auetamia,

My - N-(2-gumetunamiHo-etun)-N-meTtnn-2-[4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-7-inokcu]-aueTtamia,

mmmmmmmmmm) N,N-gumeTtun-3-[4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-inokcu]-6eH3amia,

nnnnnnnnnn) amig, 4-(2-nipnguH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-kap6oHoBOT
KUCNoTw,

0000000000) (2-gumeTnnamiHo-eTNN)-MEeTUN-
amig  4-(2-nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-
H]nipa3on-3-in)-xiHoniH-7-kapboHOBOI KUCINOTH,

pppppPPpPPPp)  (3-oumeTunamiHo-nponin)-meTwr-
amig 4-(2-nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-
H]nipason-3-in)-xiHoniH-7-kapboHOBOI KUCNOTH,

ggqqqqgqqq) Aaumetunamig  4-(2-nipuanH-2-in-
5,6-avrigpo-4H-nipono[1,2-H]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

FTPIrrerer) MeTunamig, 4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-H]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

SSSSSSSSSS) nipuauH-2-inamig 4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOT KMCNOTH,

tttttttttt)  N-(2,2-gumeTtunamiHo-eTun)-N-metun-3-
{4-[2-(6-meTun-nipnamnH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-nponioHamig,

uuuuuuuuuu) 2-(6-meTun-nipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-
KapbOHOBOI KUCNOTU (2-AMMeTUNaMiHO-eTUN)-amiga,

VWWWWWWWY) (3-gumeTunamiHo-nponin)-amig 4-[2-
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(6-meTnn-nipugux-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-6-kap6oHOBOI KMCMOTH,

WWWWWWWWWW) (2-MopdponiH-4-in-eTun)-amig, 4-
[2-(6-meTun-nipnaunH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-6-kap6oOHOBOI  KMC-
norum,

xxxxxxxxxx) N,N-gumeTtnnamiHoetunamig 1-[2-
(xiHOMiH-4-in)-1-(6-meTnn-nipuauH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-kap6oHOBOT
KUCnoTu,

YYYYYYYYYy) (2-ninepnamn-1-in-etun)amig 4-[2-(6-
MeTunnipuanH-2-in)-5,6-gurinpo4H-nipono[1,2-
b]nipason-3-in]xiHoniH-7-kapboHoBOI kKMCNoTH,

zzz7777777)  N-(2-gumeTtunamiHo-etvn)-3-{4-[2-
(6-meTun-nipnaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-npontoHamia,

aaaaaaaaaaa) (3-gumeTtunamiHo-nponin)-amig 4-
[2-(6-meTun-nipuaunH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHOBOI KuUC-
notu,

bbbbbbbbbbb) (3-niponigun-1-in-nponin)-amig 4-
[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboOHOBOI  Ku1C-
notu,

cccccccecee)  (3-mopdoniH-4-in-nponin)-amig 4-
[2-(6-meTun-nipuaunH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHOBOI KuUC-
notu,

ddddddddddd)  3-{4-[2-(6-meTun-nipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-
in}-nponioHamig,

eeeeeeeeeee) (2-gpumeTvnamiHo-eTun)-amig 4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-6-kapboOHOBOI KNUCMNOTH,

il (2-mopdponiH-4-in-etun)-amig  4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-6-kap6oOHOBOI KMCOTH,

99999999999) 4-(2-nipuanH-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-6-kapboHOBa KuUC-
nora,

hhhhhhhhhhh) rigpasug  4-(2-nipnawn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-6-
KapOOHOBOI KMCNOTH,

iiiiiiiiiil) amig ~ 4-(2-TpnAmnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-6-kapOOHOBOI  KK-
cnoTw,
2-in-5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHONiH-6-kapBOHOBOI KUCNOTH,

kkkkkkkkkkk) amig 4-(2-nipngux-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-6-kap6oHOBOT
KUcnoTu,

iy (2-rippokeun-etnn)-amig 4-(2-nipnanH-2-in-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-6-
KapOOHOBOI KNCINOTH,

mmmmmmmmmmm) rigpasuvg, 4-(2-nipuauH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
KapOOHOBOI KNCNOTH,

nnnnnnnnnnn) rigpokciamig  4-(2-nipuanH-2-in-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
KapOOHOBOI KNCMNOTH,

00000000000) (2-amiHo-eTun)-amig 4-(2-nipuanH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMIH-7-kapbOHOBOI KMCNOTY,

PPPPPPPPPPP)  (2-rippokcu-eTun)-amia - 4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
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in)-xiHONiH-7-kapbOHOBOI KUCNOTH,

qagqgqqqaqqqa)  amia  4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
CyNbdOHOBOI KUCOTH,

rreeerrerer) - metunamig 4-(2-nipyauvi-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
CyNbGOHOBOI KUCIOTH,

SSSSSSSSSss)  agumeTtunamig  4-(2-nipyavH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
CynbdOHOBOI KUCOTH,

tettttttttt)  (3-oMmeTvnamiHo-nponin)-amia  4-(2-
nipuaunH-2-in-5,6-aurigpo-4H-nipono[1,2-blnipason-3-
in)-XiHONiH-7-CynbOHOBOI KACIOTH,

uuuuuuuuuuu) gietunamig 4-(2-nipyanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
CynbdOHOBOI KUCIOTH,

VVWWWWWWWWY) (2-ninepuauH-1-in-etun)-amig 4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHonNiH-7-cynbOHOBOI KACIOTH,

WWWWWWWWWWW)  (2-Tigpokeun-eTun)-amig, 4-(2-
nipuaunH-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-XiHOMiH-7-CynbOHOBOI KUCIOTH,

XXXXXXXXXXX)  4-(2-nipnguH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipadon-3-in)-xiHoniH-7-inamix,

YYYYYYYYYYY) 2-ammeTtunamiHo-N-[4-(2-nipnavH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-in]-aueTamig,

27777777777) 3-pumeTtunamiHo-N-[4-(2-nipuavH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMIH-7-in]nponioHamia,

aaaaaaaaaaaa) N-[4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
MeTaHcynbgoHamia,

bbbbbbbbbbbb) N-[4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
aueTtamia,

cccececcceece) (2-aueTtunamiHo-eTun)-amig 4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHOnNiH-7-kapbOHOBOI KUCIOTH,

dddddddddddd) N-{3-[4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-metaHcynbdoHamia,

eeeeeeeeeeee) 1-meTtun-1H-imigason-4-
cynbgoHoBoi  kucnotn  {3-[4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-nponin}-amia,

iiiiiniiil 1-(2-pumeTninamiHo-eTnn)-3-[4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-in]-cevoBuHa,

099999999999) 1-(3-aumeTnnamiHo-nponin)-3-[4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-7-in]-ce4oBuHa,

hhhhhhhhhhhh) 1-(2-rinpokcmn-eTnn)-3-[4-(2-
nipuamnK-2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH-7-in]-ceyoBuHa,
2-in-5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHONIH-7-in]-kap6amiHOBOT KUCMNOTH,
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH-7-in]-kapb6amiHOBOI KNCIOTH,

kkkkkkkkkkkk) 2-meTokcu-eTvnoBum  cknagHui
edip [4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-in]-kap6amiHOBOI KMCMOTH,

Hinmmmy 1,3-6ic-[4-(2-nipnamn-2-in-5,6-avrigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-ce4oBuHa,
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mmmmmmmmmmmm) 4-(2-nipuamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inoBun cknagHuin edip gumeTun-kap6amiHOBOI Kuc-
notu,

nnnnnnnnnnnn) 7-6pom-2-izonponin-4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in)-xiHoniH,

000000000000)  2-{4-[2-(6-MeTun-NipuanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-
in}-nponaH-2-on,

PPPPPPPPPPPP)  7-(3-xnop-nponincynbgaHin)-4-
(2-nipnanH-2-in-5,6-gurinpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH,

qqdaddqqaqad)  7-6pom-4-(4-xnop-2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

rrrrrrrrrerr) - 8-xnop-4-(2-nipuguH-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-on,

SSSSSSSSSSSS) 8-6pom-4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-om,

teettttttttt)  3-(7-6pom-xiHoniH-4-in)-2-nipnanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-4-on,

uuuuuuuuuuuu) 7-6pom-4-(4-meToKCK-2-nipuanH-
2-in-5,6-aurigpo-4H-nipono [1,2-b]nipason-3-in)-
XiHOMIH,

VVVVVVVVVVVV) [3-(7-6pom-xiHOniH-4-in)-2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-4-
in]-meTnnamiu,

WWWWWWWWWWWW) - 3-(7-BpOoM-XiHOMiH-4-in)-2-
nipuaunK-2-in-5,6-gurigpo-nipono[1,2-bjnipason-4-oH,

XXXXXXXXXXXX)  3-[4-(2-nipnanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcu]-
6eH3amig,

YYyyyyyyyyyy) N,N-anmertun-3-[4-(2-nipuanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHomiH-
7-inokcu]-TiobeHsamia,

777777777777)  pumeTun-{3-[4-(2-nipngnH-2-in-
5,6-avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcu]-6eH3un}-ami,

aaaaaaaaaaaaa) 4-[2-(6-mMeTUn-NipMONH-2-in)-
5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in]-1H-
XiHOMIiH-2-OH,

bbbbbbbbbbbbb) 4-(2-nipnaunn-2-in-5,6-gurigpo-
4H-niponol[1,2-b]nipason-3-in)-xiHoniH-7-on,

cccceccceeece)  4-[2-(6-meTun-nipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-on,

ddddddddddddd)  6-meTokcu-4-(2-nipuanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
on,

eeeeeeeeeeeee) METUIOBUIA cknagHui edip 3-
{4-[2-(6-meTun-nipnamn-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-in}-nponioHoBOT
KUcnoTu,

fffffffffffff) 4-(6-meTun-2-nipngnn-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

00999099999ggg) MeTunoBuin cknagHui edip 3-
{4-[2-(6-meTun-nipnamn-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-6-in}-nponioHoBOI
KncnoTw,

hhhhhhhhhhhhh) 7-amiHo-4-[2-(6-meTun-nipnanH-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-
XiHOMIH,
2-in)-5,6-purigpo-4H-nipono[1,2-b]nipason-3-in]-
XiHOMIH-7-in}-nponioHamia,

i - N-{3-[4-(2-nipnann-2-in-5,6-aurinpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
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aueTamia,

kkkkkkkkkkkkk) N-aueTtun-N-{4-[2-(6-meTun-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH-7-in}-aueTamia,

TN 2-nipuanH-2-in-3-xiHoniH-4-in-
nipasono[1,5-a]ninepnaunnH-7-on,

mmmmmmmmmmmmm) 7-aueToKCK-2-MipuanH-
2-in-3-xiHoniH-4-in-nipasono[1,5-ajninepuavH,

nnnnnnnnnnnnn)  mMeTnn-{3-[4-(2-nipngunH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-
inokcu]-nponin}-amiH,

0000000000000)  7-(ninepnanH-4-inokcm)-4-(2-
nipuaunH-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH,

pPPPPPPPPPPPPP)  (2-amiHo-1,1-avmeTvn-eTun)-

amig 4-[2-(6-meTnn-nipnaunH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHOBOI Ku1C-
notu,

qdggqqqaqgadda) {6-[3-(4-pTOp-cheHin)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-2-in]-nipuauH-2-in}-
mMeTaHon,

FIFIPrereree ) [6-(3-xiHoniH-4-in-5,6-gurinpo-4H-
nipono[1,2-b]nipason-2-in)-nipnanH-2-in]-metaHon,

SSSSSSSSSSSSS)  4-[2-(6-meTun-nipuanH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-cdexon,

tettttttttttt)  7-(1-meTun-niponignH-3-inmeTokcmn)-4-
(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
3-in)-xiHoniH,

uuuuuuuuuuuuu) 7-(1-meTun-ninepngnH-4-
inmeTokcn)-4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHomiH,

VVWWWWWWWWWVY) - (2-gumeTunamido-1,1-gumeTtun-
etvn)-amig 4-[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-kap6oHoBOT
KUCNoTw,

WWWWWWWWWWWWW)  (S)-[3-(4-cpTop-deHin)-2-
(6-meTun-nipnamnH-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]nipason-6-in]-metaHon,

XXXXXXXXXXXXX) (R)-[3-(4-dbTop-dheHin)-2-(6-
MeTun-nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-6-in]-metaHon,

YYYYYYYYYYYYY) (S)-[3-(4-tpTOp-cheHin)-2-(6-
MeTun-nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-6-in]-aueToHiTpun,

2777277777777) (R)-[3-(4-dbTop-dheHin)-2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-6-in]-aueToHiTpun,

aaaaaaaaaaaaaa) 4-(3-nipuauH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-2-in)-xiHoniH,

bbbbbbbbbbbbbb) 4-(6-nipuaunn-2-in-2,3-aurigpo-
nipa3ono[5,1-bJokcason-7-in)-xiHoniH,

CCCCCCCCCCeeee) 3-[4-(2-nipnamnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
oKcasonianH-2-0H,

dddddddddddddd) 1-[4-(2-nipugun-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
iMmigasonianH-2-oH,

eeeeeeeeeeeeee) 4-(2-nipuamnH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-7-(nipngnH-4-
iNMMeTOKCK)-XiHOSIH,

i) 4-(2-nipnamnn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-7-(3-nipnanH-3-in-
NPOMNOKCW)-XiHOMIH,

09999999999999) 7-(4,5-aurinpo-1H-imigason-2-
in)-4-(2-nipnguH-2-in-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH,
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hhhhhhhhlihhhhh) 4-[5-(4-dpTop-heHin)-2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH (eHaHTiomep A),

""""""" 4-[5-(4-pTop-beHin)-2-(6-meTun-
nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
in]-xiHomiH (eHaHTiOMep B),

""""""" 2-nipnanH-2-in-3-xiHoniH-4-in-
nipasono[5,1-cJMmopdoniH,

kkkkkkkkkkkkkk) — 4-[2-(6-BiHin-nipuguH-2-in)-5,6-
aurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

[y 3-{4-[2-(6-meTun-nipuaunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-6-in}-
akpunosa kucnora,

mmmmmmmmmmmmmm) 7-(6-meTun-
nipnaasvH-3-inoken)-4-(2-nipuamnH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

nnnnnnnnnnnnnn) 4-(2-nipugunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in)-7-[4-(4-nipumiguH-2-in-
ninepasuH-1-in)-6yTokcul-xiHonix,

00000000000000) 7-{3-[4-(2-meTOKCU-DEHIN)-
ninepasuH-1-in]-nponokcu}-4-(2-nipnamH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

PPPPPPPPPPPPPP) MipuanH-2-in-{3-[4-(2-nipuaunH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMiH-7-inoKcm]-nponin}-amiH,

ggqqqgqagqqqaaq)  (2-aumeTtunamiHo-1-meTun-
etvn)-amig 4-[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-kapboHOBOI
KncnoTw,

reeeerereererr) - amig 4-[2-(6-metun-nipugnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-7-
KapOOHOBOI KNCOTH,

SSSSSSSSSSSSSS)  (3-gumeTunamiHo-nponin)-amig
4-(2-nipnamnH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-kapboHoBOI kK1MCcNoTH,

ttttttttttttt) (2-gumeTmnamiHo-eTun)-metun-amig 4-
[2-(6-meTun-nipnaunH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHOBOI  Kuc-
nomwm,

uuuuuuuuuuuuuu) N,N-aonmetun-3-{4-[2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-akpunamig,

VVWWWWWWWWW) - 1-okeup  4-(2-nipuaunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniHy,

WWWWWWWWWWWWWW) +— 7-6eH3nnoken-4-[2-(6-
MeTun-nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH,

XXXXXXXXXXXXXX) 4-[2-(6-xnop-6-gurigpo-4H-
nipono-nipnanH-2-in)-5 [1,2-b]nipason-3-in]-xiHoniH,

YYYYYYYYYYYYYY) METUNOBWA CKnapHui edip 6-
(3-xiHoniH-4-in-5,6-gurigpo-4H-nipono[1,2-b]nipason-
2-in)nipuguH-2-kapboHOBOI K1CNoTw,

77777777777777) 4-(7-xnopxiHoniH-4-in)-3-
(nipnanH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason,

aaaaaaaaaaaaaaa) 4-(2-dypaH-2-in-5,6-auvrigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH,

bbbbbbbbbbbbbbb) meTunosun cknagHuii edip
3-{4-[2-(6-meTun-nipuaunH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-6-in}-akpunosoi
KUcnoTu,

cccceccceccceee) 4-[2-(2-meTtun-tiason-4-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH,

ddddddddddddddd) 3-(4-dpTop-dheHin)-2-(2-
MeTun-tiaszon-4-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason,

eeeeeeeeeeeeeee) 4-[2-(2-meTun-2H-nipa3on-3-

76461 64

in)-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in]-
XiHOMIH,

lilitiiiin) 4-(2-tiazon-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH,

099999999999999)  4-[2-(1-meTnn-1H-iminason-
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-
XiHOnIH,

hhhhhhhhhhhhhhh)  6,7-guxnop-4-[2-(6-meTun-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono  [1,2-b]nipason-
3-in]-xiHONiH,
"""""""" (S)-6-6eH3unokcumeTun-3-(4-prtop-
deHin)-2-(6-meTun-nipnamH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason,
2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipa3on-3-in]-
XiHOMiH-7-in}-akpunamig, Ta dapmMaueBTUYHO MPUAH-
ATHI coni, cknagHi eipy Ta NPonikK UMxX Crnonyk.

[MepeniyeHi BuWe cnonykM € nuwe TUNOBUMMU
npuKnagamm pevyoBWH 3riAHO 3 BUHAXOAOM i XXO4HUM
YMHOM He obMmexyloTb Moro obesr.

Cronyku, posKpuTi B LIbOMY OMUCi, MOXHa ofgep-
XaTu 3rigHO 3 NogaHMMM HWXKYe CXemamu Ta npukna-
Aamu. MNpuknagm Hi B AKOMY pasi He MOXYTb pO3rns-
Aatncsa 8K Taki, wo Oyab-9KMM 4YMHOM OOMEXYTb
cnocobu oaepXXaHHS CNonyk.

Ona daxiBua 3po3ymino, Lo BBeAEHHSA AesKuX
3aMiCHUKIB MOXe CNPUYNHUTM acumeTpito cnonyk do-
pmynu (1). Lien BuHaxig oxonntoe BCi eHaHTiomepu Ta
CyMilli eHaHTiomepiB, B TOMY 4ucni pauematu. Cepepn
CMonyK 3rigHO 3 BMHAaxo4oM, SKi MICTATb XipanbHi
LeHTpMW, NepeBara BiagaeTbCcs iHAMBIAyanbHUM eHaH-
Tiomepam.

CronyKku 3rigHO 3 UMM BMHAxo4oM MOXyTb 6yTu
ofepXKaHi 3a pi3HOMaHITHUMW MeToauKamn; Oesiki 3
HUX incTpoBaHi nogaHumm Hwx4de Cxemamu. [Ong
daxiBusa 3p0o3yMino, Lo OKpeMi cTafii nogaHux HUX-
ye CXeM MOXHa BapitoBaTh 3 METOK OAEpXKaHHS Cro-
nyk ®opmynu (l). KoHkpeTHa nocnigoBHICTL cTagin,
HeoOXigHUX Ans opepxaHHa crnonyk Popmynu (1),
3anexuTb Bifl KOHKPETHOI Cnonyku, siky Tpeba cuHTe-
3yBaTW, BUXIOHOI CNOMykU Ta BigHOCHOI NabinbHOCTI
3aMilleHnx dpparmeHTiB.

Cxema |
Cnocib A:
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Cnoci6 B:
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3 4)

Cnonyku ®opmynu (1) MOxxHa ogepxaTtu Kinbkoma
pisHMMK crnocobammu cuHTesy. 3rigHo 3i Cxemoro |, B
Cnocobax A Ta B 3actocoByeTbcsa umknisadisi Bigno-
BiJHO 3aMillleHoro arnkinigeHamiHo-niponiguH-2-oHy
(1) (Cnoci6 A) abo BignoBigHO 3aMilLleHOro ankaHoH-
anken-rigpasugy (2) (Cnoci6 B). Ans daxiBusi 3po3y-
Minum € Takoxx Crnocié C - koHAeHcauis BianoBigHO
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3aMileHoro ankiHy (3) i3 3amMileHnUmM CUHTOHOM (4)
Ansi ogepxaHHs cnonyk ®opmynu (1).

Crapia a Bigobpaxae umknizauio cnonyku dop-
mMynu (1) abo 3amiweHoi cnonyku dopmynu (2), e
rpynn R MoxyTb 6yTn Oyab-sikumu rpynamu, BU3Ha-
YeHumun Buwe sk rpynu R1, R2 abo R3 ®opmynu (1).
Y TunoBomy BWNagky BigMOBIAHY CMONyKy dopmynu
(1) BBOAATbL B KOHTAKT i3 BigMnoBigHOK OCHOBOIO, SKa
MOXe YTBOPIOBATW aHiOH rigpas3oHy, Hanpuknag, Aii-
3onponinamigom niTtito, Bic-(TpumeTuncunin)amMigom
kanito,  Bic-(TpumeTuncunin)amigom  nitito,  Gic-
(TpmeTuNcUNin)amigom HaTpilo, rigpMAOM  HaTpito,
rigpuaom niTito, rigpuaom Kanito, ankinatamm HaTpito
(rippokcmaoM HaTpito, MeTunaTom HaTpito abo etuna-
TOM Hatpito) abo ankinatamu kanito (rigpokcuaom
Kanilo, MeTunaToMm Karnito, TpeT-6ytunarom kanito abo
eTunaToM Karmilo), Npu4oMy nepeBara cepef OCHOB
BigAaeTbca rigpuay HaTtpito. Peakuito npoBogdaTtb Y
BigNOBIAHOMY PO34YMHHUKY, Hanpuknag, B TeTparig-
podypani, N,N-gumeTtundopmamigi, AUMETUNCYNb-
dokeunai abo B TONyoni, y BapiaHTi, AKOMY BiaAaeTbCA
nepesara, B N,N-gumeTtundopmamigi, npu temnepa-
Typi npubnusHo Big 0°C go 100°C. OpepxaHi npoay-
KTM MOXHa BUAINUTU Ta OUMCTUTK JoOpe BigoOMUMM B
npakTuui cnocobamu, Hanpuknag, OCamXeHHaM, di-
NbTPYBaHHAM, €KCTpaKLiel, BUMNapOBYBaHHSM, pO3-
TUpaHHAM, XpomaTorpadieto Ta nepekpucTanisalieto.
dakynbTaTVBHO MOXHa 3acTocyBaTu BapiaHT ctagii b
3a Cxemow | ana opepxaHHs noxigHux 4,5,6,7-
TeTparigponipasono[1,5-ajnipuanHy, Ae n=2, 3 MeTOK
ofepxaHHsa BignoBigHMXx noxigHux ®opmynu (1), Ak
nokasaHo B Cnocobi B.

IHWKUM BapiaHTOM ofepaHHa crnonyk dopmynu
(), 3po3yminum ans dpaxisus, € Cnoci6 C, ctagis b 3a
Cxemoto |, Bigoma Ta nowwmpeHa B npakTtuui [PaHra-
HaTaH Ta iHWi - Ranganathan, Darshan; Bamezai,
Shakti, Tetrahedron Lett., 1983, 1067-1070]. Hanpu-
Knag, ankiH (3) BBOAATL B peakLito 3i cnonykowo (4) y
npuaaTHOMY PO3YMHHKKY, HaNpuknag, y TeTparigpo-
dypaHi, N,N-gumetundopmamigi, Tonyoni abo kcu-
noni, y BapiaHTi, SKOMy BigAaeTbCcAa nepesara, y KCu-
noni, npn TemnepaTtypi npubnuasHo Big 0°C go 150°C.
OpepxaHi NPOAYKTU MOXHa BWUAINUTW Ta OYUCTUTU
BULLIE3ragaHMMM cnocobamu.
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Cxewma Il, cTagisa c, inlocTpye auunioBaHHa npu-

AaTHOi apomaTtuyHoi Ta/abo reTepoapoMaTUyHOl

cnonykn copmynm (5) npugatHUM KapOOHINbHUM

cknagHum ecpipom cpopmynu (6) 3 ogepkaHHAM Cro-
nykn dopmynu (7). ApomatunyHi Ta/abo retepoapo-
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MaTU4Hi cnonyku coopmynu (5) € komepuinHO JocTyn-
HUMKM abo MOXYTb OyTW ofepXaHi LUNAXOM KOHOEH-
cauii-uuknisauii i3 3actocyBaHHSAM NpUAATHOrO 3ami-
LeHoro apwn-retepoapunaminy dgopmynu (8), ae R"
Ma€ 3HayeHHs1, onucaHi BuLLe sk 3amicHukn R2 y ®o-
pmyni (1). Hanpuknaa, MeTUNBIHINKETOH MOXHa BBEC-
TV B peakuito 3i cnonykoro chopmynu (8) y npucyTHOCTI
KACNOTW ONSA OAepXaHHs MeTun-apoMaTuyHux abo
MeTurn-reTepoapomMaTudHnx cnonyk dopmynm  (5).
Ons aumnioBaHHA crnonyk dopmynu (5) HeobxigHo,
wob rpyna X cdopmynm (6) siBnsina coboto npugartHy
pyxomy rpyny, Hanpuknag, Ci-Cg-ankokcurpyny, ABo-
3amiweHnn amiH, ranoig, C;-Ce-Tioedip abo apunrio-
rpyny; nepesara BigAacTbCH OBO3aMilLEHOMY aMmiHy.
Peakuito, sk npaBuno, NpoBoAATb Y NPUCYTHOCTI Npu-
AaTHOI OCHOBW, sika MOXe YTBOPIOBaTW aHiOH CMOMyKu
dopmynun (5), Hanpuknag, giizonponinamigy niTito,
Gic-(TpumeTuncunin)amigy Kanito, 6ic-
(TpymeTuncunin)amigy niTito, bic-
(TpymeTuncunin)amigy HaTpito, rigpuay HaTpilo, ria-
pwuay niTito, rigpuay Kanito, ankinaTie HaTpilo (MeTu-
narty Hatpito abo eTunarty HaTpito) abo ankinatis Ka-
nito  (Metunarty kanito, TpeT-Oytunaty kanito abo
eTunaTy Kanmilo), MpuyoMy nepeBara cepefn OCHOB
Bigaaetbcsa Oic-(TpumeTtuncunin)amigy kanito. Peak-
Lilo NpoBOASATb, SK NPaBumo, y BiANoOBIAHOMY PO34MH-
HWKY, Hanpuknag, B TeTparigpodypaHi, Tonyoni abo
X cymili, npn TemnepaTypi Big npubnusHo -78°C go
Temnepatypu HaBKONULWIHBOrO cepegosuwa. Opep-
XaHui NpoaykT - cnonyky dopmynu (7) - MoXHa Bu-
4inMTn Ta ouncTuTM Jobpe BiZOMMMK B MpaKTULi Cno-
cobamn, Hanpuvknazg, oCafpKeHHAM, (PiNbTpyBaHHSM,
€KCTpaKLji€lo, BUNApOBYBaHHAM, PO3TUPAHHSIM, XpoO-
Martorpadieto Ta nepekpucTanisauieto. IHWMM BapiaH-
TOM auunoBaHHA Ha cTagii ¢ € 3acToCyBaHHA 3aMiCTb
MEeTUI-apoMaTU4HNX abo MeTun-reTepoapomMaTUyHUX
cnonyk cpopmynu (5) Hitpuny copmynu (10). Opep-
XaHui npoaykT dpopmynu (11) MoxHa nepeTBOpUTH B
cnonyky cpopmynu (7) WINSXOM FiAponi3y HiTPUNbHOI
rpynu 3 noganblUMM BigLWenneHHsM kapbokcuny. Ak
npasuno, cnonyky gopmynu (11) po3ynHsOTL B po3-
YMHI ranoigoBOAHEBOI KMUCNOTWN, NEPEBAXHO XITOPO-
BOAHIO. Peakuito BUKOHYIOTb MpU TemnepaTypax Bif
nNpubnu3Ho TemnepaTypy HaBKOMULLHLOIO Ccepeno-
BULLA A0 TemnepaTypu KUMiHHA NPOTSAroM NpuGrmM3HO
24roa. Uewn tun peakuii € gobpe BigomMrMm Ta noLuuv-
peHum y  npaktuui  [Jlapok -  R.C.Laroc,
Comprehensive Organic Transformations, copyright
1989, VCH, ¢.993]. Cnonyku cdopmynu (10) moxHa
ofepxaTu LWnsaxom obpobneHHst npuaaTtHoi MeTun-
apomMaTuyHoi abo MeTun-reTepoapoMaTUYHOI Crony-
KM  areHTom ranoigyBaHHs, Hanpuknag, N-
ranoigcykumHimigamu, y BapiaHTi, SKOMy BigOaeTbCs
nepesara, N-6pOMCYKUMHIMIOOM,- B YOTUPUXIOPUC-
TOMYy BYrfeLi Ta noganbLlloi peakuii ogepxaHoi rano-
iAMeTnn-apomMaTUYHOI MPOMIKHOI CMOMNyKn 3 [mxepe-
NoM HITpUNy, Hanmpuknag, uiaHigom niTito, uiaHigom
kanito abo TpumeTuncuninuiaHigom, y BapiaHTi, SKoMy
BioOAeTbCA nepeBara, LUiaHigom HaTtpito. Peakuito
npoBOAsATbL MpU TemnepaTtypi HaBKOMULLHLOIO cepe-
OOBMLLIA NPOTArom npubnusHo 24rof., Ak MnokasaHo
Ans cragii d, i ogepXyTb NOXiAHI aueToHiTpuny do-
pmynm (10) [Mapok - R.C. Laroc, Comprehensive
Organic Transformations, copyright 1989, VCH,
€.313; Eur. J. Org. Chem. 1999, 2315-2321].

3rigHo 3i cxemoto I, crtagia f, ona opep)xaHHs
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crnonyk cpopmynu (1) cnonyky oopmynu (7) BBOASATb y
KOHTaKT i3 nmpuaaTtHo crnonykot copmynu (9); uen
TMN cnonyk € 4obpe BiAOMUM Ta NOLUMPEHVM Y Mpak-
Tuui (Tennop Ta iHwWi - E.C. Taylor, N.F. Haley, R.J.
Clemens, J. Amer. Chem. Soc. 1981, 7743-7752). Ak
npaBuIo, peakLito NPoBOAATE B KUCITOTHOMY PO34MH-
HWKY, Hanpvknag, B OLTOBIN KNCMNOTI, Ta B MPUCYTHOC-
Ti MpugaTHOro areHTta 3B'A3yBaHHS KUCMOTWU, Hanpu-
knag, nipyuauHy abo  TpuetunamiHy.  Peakuito
npoBoAsATbL NMpuU Temnepartypax Big npubnuaHo 60°C
0O TemnepaTypy HaBKOMULLIHBOIO cepefoBuLLa MNpo-
Tarom 4-24rog. lNpoayktu peakuii MoXxHa BUAINUTY Ta
OYNCTUTM BULLE3ragaHnMmn cnocobamum.
Cxewma lll
6 (o]

o i 2 cranis f Ra\Cf
cTams g
/U\x + ix —_— R1Mx S— N‘]N o}
R3
N (1)

R1

) (13) (14)
N

@ cranii ¢ l
-N R3 NN, R3 NN, R3

NI / - = |/ Wm—— |/

R1 craniq i R1 cragis h R1
R2 Br 0
o
®opmyna(l) an 8

IHWW 3po3yminMin Ana daxisua BapiaHT ofep-
XaHHs cnonyk ®opmynu (1) nokazaHo Ha Cxewmi lll.

Cxema llIl, cTagisa g, inocTpye koHOeHcauito 3a
KnamseHom OBOX NpuaaTHUX 3amilleHUX KapOOHinb-
HUX cknagHux edipis, ge X B 060x cnonykax opmy-
nn (6) Ta popmynu (13) € npuoaTHOK PYXOMOIO Tpy-
noto, ONMCaHOoK BuLLe, Y BapiaHTi, AKOMY BigOaeTbCs
nepesara, Ci-Cg-ankokcurpynot. KoHaeHcauis 3a
KnsanseHom LUMPOKO BigOMa Ta nowivMpeHa B npakTuui
[Mapy - J. March, Advanced Organic Chemistry,
copyright 1985, John Wiley and Sons, Inc., cc.437-
439]. Mpoayktn chopmynn (14) MoxHa BUAINMTU Ta
OYMCTUTM BULLIE3raf@aHMMK criocobamu.

3rigHo 3i Cxemoto I, ymoBu cragii f moxHa 3a-
cTocyBaTu AN peakuii cnonyku dopmynu (14) i3
npuaaTHoK crnonykow dopmynu (9) Ana ogepxaHHsA
crnonykn dpopmynu (15). Ak npasuno, peakuitio npo-
BOASATb Yy MNPUMAATHOMY PO3YMHHWKY, Hanpuknag, B
etaHoni, N-meTunniponianHoHi abo nipuauHi; nepesa-
ra Biggaetbcsa nipuauHy. Peakuito nposBogaTb npu
Temnepartypax Big npubnusHo 60°C go TemnepaTypu
HaBKOMULLHLOIO cepedoBua npoTarom  4-24ropg.
MpoaykTn peakuii MOXHa BUAINUTU Ta OYUCTUTU BU-
wesragaHumMmmn cnocobamu.

Crtagia a, sk onucaHo BuLe, iNCTPYE LuKNi3a-
uito cnonyku copmynu (15) 3 ogepxaHHAM dakynb-
TaTMBHO 3amillleHoi cnonykn dopmynu (16). Ak npa-
BWMO, NpuaaTHy cnonyky cdopmynu (15) BBOAATL Y
peakuito 3 NpuaaTHOK OCHOBOK, fKa MOXE YTBOPH-
BaTW aHiOH rigpasoHy, y BapiaHTi, AKOMY BigOa€eTbCs
nepesara, 3 rigpuaoM HaTpilo, y NpuaaTHOMY PO34MH-
HWKY, Y BapiaHTi, SKoMy BigaaeTbca nepesara, B N,N-
AavmeTundopMamiai, npy Temneparypi npubnusHo Bia
0°C po 100°C. dakynbTaTMBHO MOXe OyTn BMKOHa-
HWA Tigponi3 cknagHoro edipy KapbGoOHOBOI KUCNOTH
dopmynu (16). NMpoayKTn peakuii MOXHa BUZINUTA Ta
OYMCTUTM BULLE3rafaHMKM criocobamu.

Cragia h inoctpye nepeTBOpeHHs KapboOHOBOI
kucnotn copmynu (16) B ranoigsamillleHy Crnonyky
dopmynun (17). Lle nepetBopeHHsi fobpe Bigome Ta
nowvpeHe B npaktuui [flapok - R.C. Laroc,

76461 68

Comprehensive Organic Transformations, 2" Ed.,
copyright 1999, John Wiley and Sons, cc.741-742].
Fanoig y dopmyni (17) moxe GyTM BUKOPUCTaHUIA sIK
pyxoma rpyna B kombGiHaLii i3 3amilieHoto apun- abo
retepoapunbopHoto kucroToto abo ii edipom y npwm-
CYTHOCTI NpMAATHOrO narnagieBoro kartanisatopa, Yy
BapiaHTi, $SKOMy BigJaeTbCa nepesara, TeTpa-
Kic(TpndeHindocdiH)nanagio(0), Ta npugaTHOi OC-
HOBMW, Hanpwknag, kapboHaty kanito, AN noganbLuo-
ro ogepxatHsi cnonyk ®opmynu (1) [peakuis Cyasyki
onucaHa B poboTi Mipsiypa Ta iHwmx - Miryaura N.,
Yanagi T., Suzuki A. The Palladium-Catalyzed Cross
Coupling Reaction of Phenylboronic Acid with
Haloarenes in the Presence of Bases. Synth.
Commun., 1981, 513-518].

Cxema IV
0
Y
R1”
o R1J\X
(18) cranis j ®
or
Y o}
Ve
R2
RZ/U\X

(19) 20)

Cxema |V, cragisa |, intocTpye peakuito kapOoHi-
NOBaHHSA Ons odepxaHHs cronyk dopmyn (6) Ta
(20), e X € NnpuaaTHOK PyXOMOLO rpyro, OMMCaHOK
BuLLe, Yy BapiaHTi, AKOMYy BigAaeTbCs nepesara, rano-
inom. [Ana opgepxaHHA cnonyk cdopmynu (6) Ta dop-
Myru (20) BUKOPMCTOBYHOTb BiMOBIAHO CMOMNykn ¢ho-
pmynu (18) Ta dopmynu (19). KapGoHinbHy rpyny B
dopmyni (6) Ta dopmyni (20) moxHa nigaaesatu no-
AanbLOMy CUHTETUYHOMY MEPETBOPEHHIO 3 METOH
BBEAEHHs1 pyxomoi rpynu X, onucaHoi suue. Npyna Y
MOXe ABnATM cobol apoMaTuyHuin abo retepoapo-
MaTUYHUIA ranoig3amiweHnin  pparmMeHT, i peakuito
MOXHa NPOBOAWTW B NMPUCYTHOCTI MOHOOKCUAY BYrne-
L0, NpMaaTHOrO Hykneodiny, Hanpuknag, amiHy abo
CNMpTY, B MPUCYTHOCTI KaTanisatopa Ha OCHOBI nana-
gito  (0) abo nanagivo (II), wHanpuknag, 1,1-
6ic(audenindocdiH)depoueH]-anxnopnanagito(ll) B
OUXNOpMETaHi, TeTpa-
Kic(TpudeHindocdiH)nanaaio(0), ic-
(TpudbeHindocddiH)nanagito(ll)-xnopuay abo nana-
ain(ll)-auetary, Tpuc-(6eH3nnigeHaueToH)-
avnanagio(0), guxnopway nanagio, nanagin-
bic(TpudTopaueTaTy), y BapiaHTi, SKOMY BioOacTbCs
nepesara, 1,1'-6ic(andenindocdiH)depoueHr]-
anxnopnanagito(ll) B guxnopmeTaHi. Yci peareHTu
06'eqHy0Tb Y MPUAATHOMY PO3YMHHUKY, SIK NPaBWIo,
B TeTparigpodypaHi, Tonyoni abo AuMeTUNnoBoMmy
edipi eTuneHrnikonto, i NepemilwyoTs NpU Temnepa-
Typi Big npmbnusHo 0°C go 80°C. Yci npoayKTn Mox-
Ha BUAINMUTM Ta OYMCTUTK BULLE3ragaHnmu cnocoba-
MU.

Cxema V
-
o N
R_‘;Nﬁ cranis k ‘7 N 1C7Miﬂ] rN\\///
& { Q l\%
L ®J R
(21) (22) (23)
| cranis e
N ? 9
s X crazis n [/\NIJ\O cramis m !/N\W/Lx
Q—— | —_—
R " \%R

(26) (24) (25)
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Cxema V inocTpye nepeTBOPEHHsT hakynbTaTnB-
HO 3aMillleHnX reTepoapunis y dakynbTaTMBHO 3aMi-
weHi noxigHi kap6oHoBMx kucnot. [locnigoBHOCTI
peakuiii Takoro Tuny Aobpe BigoMi Ta MOLIMPEHi B
npaktuui (Pand - W.K. Fife, J. Org. Chem. 1983,
1375-1377). TvnoBui npuknag uux peakui nogaHo
Hwx4e. Hanpuknag, Ha cragii k dakynbtatuBHoO 3a-
MiweHun nipuauH cdopmynm (21), oe R mae 3HaveH-
HSl, onucaHi BuLWe Ans 3amicHukisB R1 abo R2 ®dopmy-
nn (1), obpobnsaTb NEPOKCMAOM BOAHI B OLITOBIW
KWUCNOTI NpPX KUMiHHI 3i 3BOPOTHUM XONOAWUNBbHUKOM.
Cnonyky cdopmynu (23) oaepXyroTb i3 HEOUYULLLEHOTO
NPOMDKHOro NPOAYKTY hopMynu (22) wnsaxom Buaa-
JNIEHHS1 PO34YMHHUKA, BMKOPUCTAHOro Ha crtagii k, Ta
OO[aBaHHsA [Kepena HiTpuny, y BapiaHTi, SKOMy Bif-
AaeTbCa nepesara, TpUMeTUncuninuiaHigy, pasom i3
ABO3aMilWeHM ranoigkapbaminom, Hanpuknag, au-
MeTunkapbaminxnopuaomM. Peakuito npoeogATb npwu
Temneparypi HaBKONMULLHBOrO cepeaoBULLa MPOTAroM
npubnusHo 24roa. Yci NpoaykKTu MOXHa BUZINUMTKU Ta
OYNCTUTK BULLE3rajaHnMmn cnocobamum.

3a Cxewmoto V, ctagis €, Hitpun dopmynu (23) ri-
ApPOni3yloTb KUCINOTOK i 0OepXyHTb KapOOHOBY KuUC-
noty copmynu (24). Ak npasuno, cnomnyky cgopmynu
(23) po3unHsATbL B PO34MHI ranoigBogHEBOI KUCMOTH,
y BapiaHTi, KoMy BigOaeTbCcA nepesara, XnopoBOAd-
Hi0. Peakuito npoBoasaTb Npu TemnepaTtypax Big npu-
6nnM3HoO TemnepaTypy HaBKOMMULLHLOrO cepenoBuLia
00 Temnepatypu KWMiHHA MNpOTAroM  npubnusHo
24roa. Uen tun peakuii € gobpe Bigommm Ta nowm-
peHum y npaktudi  [flapok - R.C. Laroc,
Comprehensive Organic Transformations, copyright
1989, VCH, ¢.993]. Cnonyky cdopmynu (24), sik noka-
3aHO Ha cTagii m, MOXHa NoTiM NEpPEeTBOPUTU B NpuU-
AaTHy kapboHinbHY Cnonyky 3 pyxomoto rpynot, ae X
- NpugaTtHa pyxoma rpyna, onvicaHa suile. Lle nepet-
BOPEHHA € Aobpe BiAOMUM Ta MOLMPEHNM Y NpaKTUL
[Mapok - R.C. Laroc, Comprehensive Organic
Transformations, copyright 1989, VCH, ¢.966].

3a anbTepHaTMBHMM BapiaHTOM, kKapbOHOBY KuC-
noty cdopmynu (24) MoxHa BifHOBUTK [0 BignoBigHO-
ro cnupTy Jieto 6opaHy B TeTparigpodypaHi, a notim
nepeTBOpUTM B CMOMYKy 3 pyxomoto rpynoto. Lle ne-
peTBOpeHHs € pobpe BigOMMM Ta MNOLMPEHUM Yy
npaktuui [Jlapok - R.C. Laroc, Comprehensive
Organic Transformations, copyright 1989, VCH, c 552
- BigHOBMEHHS; €.335 - NepeTBOPEHHsI B CMOMyKy 3
pyxomoto rpynoto]. LlinboBi npoaykTn MoxHa Buainu-
TV Ta OYUCTUTU BULLE3ragaHMmm cnocobamu.

Cxema VI

o

R1 eran R1 . x’Hh*l/H\f

Rz/\lr crauis o Rz/\I/ N KWO cTamia ¢ I, m X
0 Nn Ry X

n=0,1,2 !
m=0,1,2 Rt
R2

@ (27) (28) 2

cranig p ‘

)
Rag

Cxema VI, cragia o, inocTpye rigpasvHyBaHHS
crnonyku dopmynu (7) 3 ogepXkaHHAM rigpas3oHy ¢o-
pmynu (27). Ak npaBuno, peakuito NpoBoaAThb i3 3a-
CTOCYyBaHsIM NpYAATHOTO [Xepena rigpasvHy, y Bapi-
aHTi, sKOMy BiggaeTbca nepeBara, 6e3BoAHOrO
riapasvHy, B KUCIOTHOMY PO34UHI, LLO CKNaaaeTbes 3i
cnupTy, Hanpuknag, MeTaHony, eTaHony abo npona-
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HOMy, Ta ranoigBOAHEBOI KUCIOTH, Yy BapiaHTi, AKOMY
BigO4aeTbcs nepeBara, XxnopoBogHioo. OpepxaHui
NpoayKT MOXHa BWAINUTU Ta OYUCTUTU BULLEe3raga-
HUMK cnocobamun. Cnonyku copmynu (28) € komep-
LiMHO gocTynHUMK abo MoXyTb OyTW ogepxaHi wns-
XOM PO3KPUBaHHSA LMKy BiAMOBIAHOINO 3aMilleHOoro
umKniyHoro cknagHoro edpipy. Ctagia p intoctpye Ta-
KEe PO3KPMBAHHS LMKITY, SIKE MOXHA BMKOHATM LUFISAXOM
KMCMOTHOrO rigponi3y i3 3acTocyBaHHAM, Hanpuknag,
OpOMOBOHIO 3 OLTOBOK KUCNOTOW abo TpumeTuna-
TNIOMIHil0, 3 OfepXXaHHAM BigMOBIAHMX MOXIAHWMX Kap-
BOOHOBMX KUCNOT, AKi NOTIM MOXHa NepeTBopuUTN B
cnonyku opmynu (28).

Ha onucaHin Buwe ctagii ¢, 3rigHo 3i Cxemoto VI,
rigpasoHn dopmynu (27) nepeTBOPIOOTb Y rigpasuan
dopmynu (2) WNAXoM auunoBaHHs cnornykamu cop-
mynu (28). Cnonyka copmynu (28) moxe s1BNSTU
coboto npuaaTHy noxiaHy kap6oHoBoi kucnoTwu, ae X -
npugatHa pyxoma rpyna, onucaHa BuLlle, Y BapiaHTi,
AKOMY BiAAAeTbCA nepesara, ranoig, Hankpatie xmnop,
i oe n Ta m MoXyTb o3HadyaTn 1 atom abo 2 atomu
Byrreuto. Peakuito npoBoaATb Y MPUCYTHOCTI areHTa
3B'A3yBaHHSA KUCMOTU, Hanpuknag, nipuguHy abo tpu-
eTnnamivy. PeareHTn 06'egHy0Tb, MPOAYKTU BUAINs-
I0Tb Ta OYMLLAIOTL BULie3ragaHnmm crnocobamm. le-
peTBOPEHHA aMiHiB B amigu LWASXOM auunioBaHHA
nobpe Bigome Ta nowwwmpeHe B npaktuui [Jlapok - R.C.
Laroc, Comprehensive Organic Transformations,
copyright 1989, VCH, ¢.979].

Cxema VI
Y
N_F L ,
| v pe TG =i
™ P>
R N
(29) (30) (3)

Onsa daxiBua 3po3yminum € oaep>xaHHs Cnonyku
dopmynu (3) WNSAXOM CNONyYeHHsa ankiHy 3 apomMa-
TUYHOIO ranoigHoK MOXiAHOK B NPUCYTHOCTI Nanagito
AK KaTanizaTopa. Taka peakuis € gobpe Bigomot Ta
noLmpeHoto B npakTuui [Panw Ta iHwi - J. Reisch, G.
Gunagerath, J. Heterocycl. Chem. 1993, 1057-1060;
IHoye Ta iHWi - M. Inouye, T. Miyake, M. Furusyo, H.
Nakazumi, J. Amer. Chem. Soc. 1995, 12416-12425].
Hanpuknag, 3a Cxemoto VII, cragis g, B peakuito
BBOAATb NPUAATHUIA 3aMillleHnn ankiH copmynu (29)
Ta 3amiweHy cnonyky cdopmynu (30), ge R' ta R"
onucaHi Buwe sik 3amicHukn BignoeigHo R1 1a R2 B
®opmyni (1), Y moxe 6yTv NnpuaaTHOK PyXOMOKO rpy-
now, Hampuknag, ranoigom, a rpyna R moxe 0ytu
ofHieto abo KinbkoMa rpynamm, onvcaHumm BuLle. Ak
npaBuIo, peakuilo NPOoBOAATb LWMAXOM 06'eaHaHHSA
cnonykn cdopmynu (30) 3 kaTanisatopoM Ha OCHOBI
nanagito(0) abo nanagito(ll), onucaHum Bue, y Bapi-
aHTi, skoMmy Biggoaetbca  nepeBara, 3  Oic-
(TpudbeHindocoiH)nanagin(ll)-xnopugom, Ta npuaat-
HOK OCHOBOIO, Hanpuknag, TpuankinamiHom abo ni-
puavHOM, Yy BapiaHTi, SIKOMy BigAa€eTbCa nepesara,
TpueTunamiHoMm, pasom i3 ramnoreHigom migi(l) ons
CMPOLLEHHS CNOMyYeHHs 3i cnonykoto dopmMynm (29).
Yci peareHTy 06'eHYIOTb Y NPUAATHOMY PO3YMHHUKY,
SIK NpaBuno, B TeTparigpodypaHi, Tonyoni abo gume-
TMNoBoMy edipi eTUNEeHrnikono, i nepeMiwyoTb npu
Temnepartypi Big npnbnmaHo 0°C go 80°C. Yci npoay-
KT MOXHa BUAINUTA Ta OYUCTUTU BULLE3ragaHUMu
cnocobamu.



Cxema VI

(34)

Cxema VIl intoctpye BBEeOeHHs retepoatoma B
auMKniyHy YactuHy umkny cnonyku ®opmynm (l). Ha
cTagii r npygaTHy crnonyky cdopmynu (27) BBOAATL B
peakLilo 3 NoxigHOH MOHOAMKINOBOro cknagHoro edi-
py LUABMeBOi KUCMOTWU, Hanpuknag, 3 eTurnokcaninx-
nopvaoM, i ogepxytoTe cnonyky dopmynm (31). Ak
npaBuIo, peakLito NPOBOAATb Y NPUAATHOMY PO34MH-
HWKY, Hanpvknag, y nipuauvHi, npy Temnepartypax Big
TemnepaTypu HaBKOMWLUHLOIO CepefoBula OO TEM-
nepatypu kuniHHa. OgepxaHi NpoayKTU MoXHa BuUAi-
NUTU Ta OYUCTUTY BULLE3ragaHnMm cnocobamu.

3a peakuieto ctagii s cnonyky dopmynu (31) ne-
peTBOPIOKOTL Y NaKTOH hopMynm (32) WNaxom nocni-
OOBHOCTI peakuin. MpuaaTtHy cnonyky dopmynmn (31)
PO34YUHSIOTL Y NPUAATHOMY PO3YMHHUKY, HaMpuknag,
y TetparigpodypaHi, N,N-gumetundopmamigi abo
Tonyoni, y BapiaHTi, AKOMYy BigdaeTbCca nepesara, B
N,N-gumeTtundopmamigi, npu Temnepatypi npubnmns-
Ho Big 0°C po 80°C. BukopuctoByloTb NpuaaTHYy Oc-
HOBY, Hanpwuknag, kapboHaTt HaTpito, GikapboHaT Ha-
Tpito, kapboHaT uesito, GikapboHaT uesito, kapboHaT
niTito, kKapboHaT Kanito, y BapiaHTi, AKOMy BigaaeTbCs
nepesara, kapboHaT Lesito, B KiNbKOCTi 1-3 MOnspHMX
€KBiBaNeHTiB, pa3oM i3 npugaTtHUM askinsanbHUM
peareHTOM, Harnpuknag, ranoifsailleHnM CrnMpTomMm,
y BapiaHTi, sKOMy BigdaeTbcAa nepesara, 3 2-
6pomeTaHonom. OgepxaHi NpoaoyKTM MOXHa BUAINu-
TV Ta OYUCTUTU BULLE3ragaHMmm cnocobamu.

Crapia t inocTpye posKpUTTS LMKIY Ta BiAHOB-
neHHsa cnonyku copmynu (32) 3 ogepXkaHHAM crnony-
Kk cpopmynu (33), Aka MiCTUTb ABi CNMPTOBI rpynu. Ak
NpaBuIo, peakuilo NpoBOAATb i3 BUKOPUCTaAHHAM
npuaaTHOro BiQHOBMNIOBANbHOIO areHTa, Hanpuknag,
6opaHiB (Goprigpuay HaTpito, komnnekcy GopaHy 3
meTuncynbdigom abo Goprigpuay kanito) abo rigpu-
AiB arniominito (aniomorigpugy niTito, anomMorigpuay
HaTpito abo anomorigpuay Kanito, y BapiaHTi, AKomy
BiJaeTbCcA nepesara, antomorigpuay nitit). Yci 3ra-
OaHi peareHTV 00'eQHYOTb Y NPUAATHOMY PO3YMHHU-
Ky, SIK MpaBuro, B AMXropMeTaHi, xnopodopmi, TeT-
parigpodypaHi, giokcaHi abo B gieTunosomy edipi, i
nepeMiwyoTb npoTarom Big 1rog. oo 72rof. npu Te-
MnepaTtypi Big TemnepaTypyu HaBKOMMULLIHBOIO cepe-
JoBUWA A0 Temnepatypu KUMiHHA po3ynHHuMKa. Lli-
NbOBUA NPOAYKT MOXHA BULINATU Ta O4YUCTUTU
BULLIE3ragaHMm cnocobamu.

Peakuis ctagii i inocTpye 3aMuKaHHA UMKy B
crnonyui chopmynu (33) 3 yTBOpeHHAM cnonyku dop-
Mynu (34), sika € noxigHoto cnonyku Popmynu (1).
OurigpokcunbHy cnonyky cdopmynu (33) amiwytoTh i3
BiQNOBIAHOI OCHOBOW, Hanpwknag, i3 rigpuaom Ha-
Tpito, rigpuaom kanito, sik NpaBuNoO, B KinbKOCTi 2-4
MOJSIPHUX €eKBiBaneHTa OCHOBW Ha OOWH MOMSPHUA
eKBiBaNeHT AuriapokcunbHOI cnonyku. [1o peakuiiHoi
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CyMiWi JopawTb NpuaaTHUA  CynbgOHiINyBanbHUM
peareHT, Hanpuknag, N-TonyosncynbgoHinxnopua, n-
HiTpoGeH30nCcyNbGOHINXNopua, aHriapug TpudTop-
MeTaHcynbgokucnotu abo, y BapiaHTi, skomy Bigaa-
€TbCs NepeBara, MeTaHCyrnbgoHINXxnopua Ana nepe-
TBOPEHHSA TiQPOKCUIBHOI Fpyny Crnonyku opmynu
(33) y npugatHy pyxomy rpyny. Peakuito npoBogsaThb y
npuaaTtHOMYy PO3YMHHWKY, Hanpuknag, B AMXIOopMe-
TaHi, xrnopodhopmi, TeTparigpodypaHi, giokcaHi abo B
aieTnnosomy edipi, y BapiaHTi, siKOMy BiggaeTbcs
nepesara, B TeTparigpodypaHi, i nepemiwyoTb npo-
Tarom Big 1rod. Ao 24rod. npy TemnepaTtypi Big npw-
6nn3Ho 0°C pgo TemnepaTypy HaBKOSULLHBLOIO cepe-
posuwa. LinboBui npogykt MoxHa BuAINMTM Ta
OYMCTUTM BULLIE3ragaHMmn cnocobamum.
Cxema IX

(36) (38)

Cxema IX intoctpye 3amiweHHsa rpyn R1 1a R2
cnonykn ®opmynu (1). TunoBum nNpuknNagom nepeTso-
peHHsA € cTajis v - HykrneodinbHe npuegHaHHS npu-
AaTtHux crnonyk cdopmynu (35) Ta dopmynu (36), oe Z
€ ranoig, Hanpuknag, xnop, 6pom abo noa, abo noxi-
OHa cknagHoro edpipy CcynbgOHOBOI KUCMOTK, 3aMi-
LeHa B Oyab-SKOMY MONOXEHHI apoOMaTUYHOro LMKITY;
Li Crornyku MOXHa nigaaBaTh HyKneoginbHOMY 3aMi-
LWeHHI0O npuaaTHUMKU Hykneodpinamn, ge rpynu R
OMnMcaHoO BULLE, 3 OOEPXaHHAM BiAMOBIAHO CMOMYK
dopmynu (37) Ta popmynu (38). Ak npasBuno, peak-
uito npoBoasATb y npucytHocTi Ci-Ce-ankoronaty abo
amiHy 3 pisHMMK 3amicHMKkamy 6e3 po3vnHHuKa abo B
N,N-gumetundpopmamigi, Tonyoni abo kcwunoni, y
BapiaHTi, fKomy Biggaetbcsa nepesara, B N,N-
AvmeTnndopMamiai, npyu Temneparypi Big npubnunsHo
100°C po Temnepatypu KuniHHA. B anbTepHaTMBHOMY
BapiaHTi MOXHa 3acTOCOBYBaTU CMONYKN Hykneodinis
3 MeTanamu, Hanpuknaz, Tpuankincrasinu, abo 6o-
paHu 3 NpMaaTHUMKU OCHOBaMW, HaMpuknag, ankina-
Tamu Hatpilo (MeTunaTtoM Hatpito abo eTunaTom Ha-
TPil0) Yn ankinatamu kanito (MeTunatom kKanito abo
eTunaToM Kanito), B MPUCYTHOCTI ManagieBmx katani-
3aTopiB, OMUCaHUX BULIE, MNEepeBaxHO TeTpakic-
(TpudbeHindocgin)-nanagito(0). [Ona  nopanbLioro
BBeEeHHs1 3aMiCcHuKiB npu atomax C3 Tta C4 nipaso-
nebHoro uukny crnonyku ®opmynu (1) daxiseub Moxe
3acTOCyBaTU SIK CMONYKy Hykneodiny 3 Metanom mar-
Hin-ranoigHnin peareHT (peakTuB [piHbApa) pasom i3
nanagieBum kartanisaTopom. Yci peareHTn ob6'egHy-
I0Tb Y BiAMOBIAHOMY PO34MHHMWKY, Y BapiaHTi, AKOMY
BigdaeTbCca nepesara, B TeTparigpodypaHi, Tonyoni
abo gumeTmnoBomy edipi eTUneHrnikonto, i nepemi-
WyloTb Npy TemnepaTtypi Bi4 TemnepaTypy HaBKONu-
WHBOrO cepefoBula [0 TemnepaTypu KUMiHHA 3i
3BOPOTHUM XONOAWIMBHUKOM. YCi MpoAyKTU MOXHa
BUAINWUTA Ta OYUCTUTY BULLLE3rafaHnMmK cnocobamu.
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Pgo N

Lg'/\H,,/\LV

n=06 (42) 3
cTaist y cTagis X

3)

Cxema X intoctpye cnocié o6pobneHHs rigpokci-
apunbHuX cnonyk dopmynu (40) i3 meToo noganb-
LLIOro arnkintoBaHHA Ta NepeTBOpeHb ANA OAepXaHHS
A0AAaTKOBMX CMOMYK 3rigHO 3 MM BUHaxodoMm, Ae rpy-
nm R BignoBsigaloTb NoOgaHMM BULLE BU3HAYEHHSIM.
Tunosi nepeTBopeHHs nNoka3aHo Ha Cxemi X.

Cragia w inocTpye BifLenneHHsa rpynu 3axucTy
Bif, 3aXWLLEHOro rigpoKcuy apoMaTU4YHOI CronyKu
dopmynu (39) 3 opepxaHHsAM Cnonyku opmynm
(40), pe cumeon "Pg" moxe o3HauaTu ankinaTt. Big-
LLEeNfeHHs rpynu 3axucTy gobpe Bigome Ta nowumpe-
He B npakTuui (MpiHi Ta Bytc - T.W. Greene, P.G.V.
Wuts, Protective Groups in Organic Synthesis,
copyright 1991, Jonh Wiley and Sons, Inc., c.146-
149). Mpopykt dopmynu (40) mMoxHa BuAINMTU Ta
OYMCTUTM BULLIE3raf@aHMMK criocobamu.

CTtagia x intocTpye YTBOPEHHSA MPOCTOro apuno-
Boro edipy dopmynu (40) 3 MeTO0 OAepXKaHHs crno-
nykn ®opmynu (l). OgepxaHHa NPOCTOro apuroBOro
edipy nobpe Bigome Ta nowuvpeHe B npaktuui [Mapy
- J. March, Advanced Organic Chemistry, copyright
1985, John Wiley and Sons, Inc., cc.342-343, 589;
Mangi, Ennepg - B.P. Mundy, M.G. Ellerd, Name
Reactions and reagents in Organic Synthesis,
copyright 1988, John Wiley and Sons, Inc., cc.242,
530; Conep Ta iHWi - J.S. Sawyer et al, J. Org. Chem.
1998, 63, 6338-6343]. OpepxaHi NPOAYKTM MOXHa
BiAAINWUTM Ta OYNCTUTN BULLE3ragaHMmMm cnocobamu.

CTtagia y intocTpye ankinoBaHHS Cnonyku ¢op-
Mynn (40) ona ogepXaHHs Pi3HOMAHITHUM YMHOM
3amillleHnx crnonyk dopmynu (41), oe pyxomi rpynm
Lg Ta Lg' MOXyTb O3HayaTu Taki pyxomi rpynu, siK
ranoign, ioHM OKCOHilo, ankinnepxnopatu, CcKnagHi
edipyn amoHioankaHcynboHaTiB, ankinpTopcynb-
doHaTun, HoHacnaTtu, TpesunaTtu, TpudnaTtu Ta ckna-
OHi edoipn CcynbOHOBUX KUCIOT, Y BapiaHTi, Akomy
BigAaeTbCcsa nepesara, mesunart abo To3unat, ane He
TiNbKN HasBaHi cnonyku; npu uboMy Lg 1a Lg' He €
OQHaKOBUMM rpynamu. Sk npasBuno, npuaaTtHy cnony-
Ky copmynu (40) BBOAATbL B peakuitio 3 npuaaTHOH
OCHOBOI, sika 34aTHa YTBOPKBATU aHioH deHony,
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Hanpuknag, i3 kapboHaTom niTito, kapboHaTom Ha-
Tpito, kapboHaToMm Kanito, kapboHaTom uesito, rigpu-
OOM HaTpito, rigpuaom niTito, rigpuaom Kanito, npu4o-
My nepeBara cepep OCHOB BiggaeTbcsi kapboHaTy
uesito, y npucyTHoCTi crnonyku dopmynu (42). Peak-
Lil0 NpoBOAATb Y MNPUAATHOMY PO3YMHHMKY, Hanpu-
knag, B TetparigpodypaHi, N,N-gumetundopmamiai,
avmMeTuncynbgokeuai, gumetunaueTtamigi abo tony-
oni, y BapiaHTi, skomy BiggaeTbca nepesara, B N,N-
avmeTundopMamigi, npy Temnepatypi npubnusHo Bia
0°C po 100°C. OpepkaHi NpoayKTU MOXHa BUAINUTK
Ta OYMCTMTM BULLLE3ragaHMmn cnocobamm.

Cragisa z inocTpye HykneodinbHe 3aMmillleHHs py-
XOMOI rpynu Lg Hykneoginom 3 yTBOPEHHSIM CMONyK/
dopmynn  (43). HykneodinbHe 3amiweHHs pobpe
BigjoMe Ta nowmpeHe B npaktuui [Mapy - J. March,
Advanced Organic Chemistry, copyright 1985, John
Wiley and Sons, Inc., cc.255-446]. Ak npasuno, cno-
nyky cdopmynu (41) BBoAsTb B peakLuito 3 Hykneodi-
namu dopmynu (44), Ak, K NpaBuno, € NepBUHHI
aMmiHn, BTOPWHHI amiHn, cnuptn abo Tionu, ane He
TiNbkM Taki crnonyku. Peakuito npoBoasTe y npuaat-
HOMY PO34YMHHUKY, Hampuknag, B TeTparigpodypaHi,
N,N-gnmetundopmamigi, aumetuncynbdokecuai, au-
MeTunaueTtamigi abo Tonyoni, y BapiaHTi, SKoOMy Bia-
naetbca nepesara, B N,N-gumeTtundopmamigi, npu
Temnepatypi npubnusHo Big 0°C go 100°C. Opepxa-
Hi MPOAYKTU MOXHa BMAINUTM Ta OYUCTUTK BULLE3ra-
OaHumm cnocobamu.

Cxema XI

Oxone

[nga daxiBusg 3po3ymini peakuii OKUCHEHHSA crno-
nyk ®opmynu (I) i3 meTo ogepxaHHA nopanbLUMX
CMOMyK 3rigHO 3 UMM BMHaxogoM. TunoBi Npuknagu
nokasaHo Ha Cxewmi Xl. Hanpuknapg, crnonyky, ska
MiCTUTb CipKy abo a30T, MOXHa OKUCHWUTW [0 OKcuay
(no asoty abo no cipui) abo go giokcuay (nNo cipui)
Ai€eto okncHoBaYiB. Ak npasuno, cnonyky ®opmynu (1)
BBOASITb Y KOHTaKT 3 OKUCHIOBAYeM, SIKUM Moxe ByTu,
Hanpuknag, nepokcua BOAHIO, MEPOKCUMA aueToiny,
nepokcug ©GeH3oiny, nepokcuag TPeT-OyTuny, O30H,
peareHT Oxone™, y BapiaHTi, SKOMY BiggaeTbCca nepe-
Bara, Oxone®, arne He Tinbku i Cnomnyku, y NpucyTHO-
CTi KUCNOTK, SKOK MOXe ByTW, Hanpuknag, XnopucTo-
BOAHEBa, CcipyaHa, as0oTHa, ocdopHa, ouToBa,
TpudhTOpoLUTOBa KMCMOTa, Y BapiaHTi, sKOMy Bigaa-
€TbCsl MepeBara, oLUTOBa KUCIOTa, ane He TifMbku BKa-
3aHi kmcnoTtu. Peakuilo npoBoaATb y npuaaTHOMY
PO34YMHHUKKY, Hanpwknag, y TeTparigpodypaHi, Bogi,
CnuvpTi, HaNpuKNad, B eTaHoni abo meTaHorni, ane He
TiNbKM B LUMX cnupTax, y BapiaHTi, AKOMY BigOaeTbCcs
nepesara, B CyMmilli Boau 3 TeTparigpodypaHom, npu
Temnepatypi npubnusHo Big 0°C po 100°C. Okuc-
HEHHs1 € Jobpe BiJOMMM Ta MOLUMPEHUM Yy MpakTuLi
cnocobom (Mapuy - J. March, Advanced Organic
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Chemistry, copyright 1985, John Wiley and Sons,
Inc., cc.1089-1090).
Cxema XII

[Ona daxisua 3po3ymini peakuii cnony4yeHHs 3 Bu-
KOPUCTaAHHAM nanagieBnx KkartanisaTopiB i3 MeTOow
ofepXaHHA noganbluMX Cromnyk 3rigHoO 3 UMM BUHa-
X04oM, nokasaHi Ha Cxemi XII.

3aMileHHsa apunis MoXHa BMKOHYBaTW i3 3acTo-
CyBaHHAM CyrnbdOHINbHOI pyxomoi rpynn X B KOM6i-
Hauii i3 3amiweHoo apun- abo retepoapunbopHoto
Kncnotorw abo ii cknagHum edipoM y MPUCYTHOCTI
npuaaTHOro nanagieBoro katanisatopa Ta npugaTHoi
OCHOBW, Hanpwknag, kapboHaTy kanito, siKk onucaHo
Buwe ana Cxemu lll. IHWoOO peakuieto, IO BUKOHY-
€TbCs B MPWUCYTHOCTI NanagieBoro kaTanizaTopa, €
BBEAEHHS ankeHiNbHNX 3aMiCHUKIB, Iy MOXHa 3Aiic-
HUTW LUNSIXOM B3aemogii BigNoBigHOro ranoigapwny 3
arnkeHOM Yy MPUCYTHOCTI MpUAaTHOI OCHOBW, Hanpu-
Knag, TpueTunamiHy, nanagieBoro kartanisatopa Ta
npuaaTHoro niraHay, Hanpuknag, TpudeHingocdiHy.
OpepxaHvin ankeH MoXHa BiQHOBUTU LLUMSXOM rigpy-
BaHHSA | ogepxaTu ankaHoBy noxigHy [Peakuia Nekka,
amBuck YiTkom6 Ta iHwi - NJ. Whitcombe, K.K. Hii,
S.E. Hibson, Advances in the Heck chemistry of aryl
bromides and chlorides, Tetrahedron, 2001, 57(35),
7449-7476].

Onga daxiBua 3po3yminuM € Takox kapOoHinto-
BaHHSA i3 3aCTOCYBaHHAM ranoigapoMaTu4HoOT Conyku
3 nanagieBMMm KaTtanizatopom B aTtmocdepi MOHOOK-
cvgy Byrmeulw B NpUOaTHOMY PO3YUMHHUKY, Hanpu-
Knag, B MeTaHoni, onucaHe Bue ans Cxemu V.

Cxema XIlI

cTanis aa
il
o
N-N N=
3 -N  N=
X \_/ . NN
cragist bb X \ 7/
N :
S
y
Br N P>
N N

Cxema Xl Takox intocTpye nepeTBOpPEeHHs Crno-
nyk ®opmynu (l) 3 mMeTol ogepaHHA MopanbLUnX
cronyk 3rigHo 3 UMM BuHaxofoM. NepeTBopeHHst Ge-
H3unTioapuny B cynbdamig nokasaHo cTafielo aa.
TunoBum cnocobom € o6pobneHHs BeHaunTioapuny
MOJEKYyNAPHUM XIIOPOM Y BOAHIA OUTOBIA KWUCAOTI,
BUAANEHHSA PO34YMHHMKA Ta nojanblue Choy4YeHHS
nNpoaykTy 3 NpMaaTHUM 3aMmilleHnum amiHom. Onsa da-
XiBUSA 3pO3yMINUM € TakoX NepeTBOPEHHS ranoigapu-
ny ®opmynu (1) y BiANOBIOHUA aMiH, NoKkasaHe cTafi-
elo  bb. Hanpuknag, ranoigsamiweHun apun
06pobnsAlTb 6eH30hEHOHIMIHOM Ta NpUOATHOK OC-
HOBOIO, Hanpuknaa, MeTurnaToMm HaTpito, i3onponina-
TOM HaTpito abo, y BapiaHTi, sKOMy BigaaeTbca nepe-
Bara, TpeT-OyTmnatom HaTpilo, i3 3acTOCYBaHHSM
TaKoX nanafgieBoro karanisatopa, On1caHoro BuLle, y
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BapiaHTi, AKOMY BioaaeTbCcA nepesara,
bic(oubeHannigeHaleToH)-nanagito, 3 npuaaTHUM
niraHgom, Hanpuknag, 2,2'-6ic(andeHingocdiHo)-
1,1-gnHadbTnom. Llei Tun amiHyBaHHsS noGpe Bigo-
MU Ta nowmpeHun B npaktuui [Mpawag Ta iHwi - M.
Prashad, B. Hu, R. Draper et al., J. Org. Chem.,

2000, 65, 2612-2614].

N-N N=
S\

X

o N N/
N=
\_/

A

Cxema XIV
[e]
L
J
N\

N—l‘{ N=
X \_/
o D cTazis cc
o s Y
“o JLN W

“/é[?{} T
N \ 7/ o

cragis dd
N Bty
Med N/ Y&G_Q
o s .

[ng dpaxiBus 3po3yminMMu € TakoX iHLWi nepeT-
BOPEHHSI reTEepOoUMKIiYHNX 3aMiCHUKIB, MOKa3aHi Ha
Cxemi XIV.

CTagiqa cc inocTpye LmMknisauito rigpokcieTunkap-
6amiHoBOro cknagHoro edipy 3 ogepXaHHsIM OKca3o-
nignHoHy. Llen Tvn uuknisauii gobpe Bigomun y npak-
Tmui [MiuyHoby - O. Mitsunobu, Synthesis, 1981, 1-
28].

Cragia dd intocTpye nepeTBOPEHHsI CKNagHoro
edipy apunkapboHoBoi kucnotu B 4,5-gurigpo-1H-
iMmigason i3 BMKOPUCTaHHAM KucnoTtu Jlbtoica, Hanpu-
Knag, TpumeTunantomidito. Lleln Tun nepeTBOpPEeHHs
[obpe Bigomun y npaktuui [Hid Ta iHwi - G. Neef, U.
Eder, G. Sauer, J. Org. Chem., 1981, 46, 2824-2826].

Barato cnonyk 3rigHO 3 UMM BWHAaxo4OM € He
Tinbku iHribiTopamn kiHasu peuentopisB TGF-B, ane
TakoX KOPUCHUMUW MNPOMDKHUMW MNPOAYKTaMKU Anis
OLEepXXaHHA 0OOAaTKOBMX CMOMYK 3rigHO 3 UMM BUHA-
xodoMm. Hanpwuknag, rpynu cknagHoro eqipy MoxHa
BigHOBMOBaTKU abo rigponisyBaTtu y BiANOBIAHI cnnpTH
abo kapboHoBi kucnotu [Jlapok - R.C. Laroc,
Comprehensive Organic Transformations, 2 Ed.,
copyright 1999, John Wiley and Sons, cc.1959-1968].
Lli cnupTn moxHa noTiM akTMByBaTM Ta 3aMiHlOBaTH
YUCMEHHUMWN HYyKNeodinamm 3 MeTOK Ofep)KaHHA
iHWKX cnonyk 3rigHo 3 BuHaxogom [Jlapok - R.C.
Laroc, Comprehensive Organic Transformations, 2"
Ed., John Wiley and Sons, cc.779-780 (1999)].

Oani, daxiBuesi 3po3ymino, Lo Ana 3aMilleHHs
noxigHux cnupTiB BignoBigHMMKM aMiHaMu HeobXigHi
NPOMDKHI MPOAYKTU MatoTb MICTUTW MEBHi BiANOBIOHI
pyxomi rpynu. [lo Takmx pyxomMux rpyn Hanexartb ra-
noigw, ioHW OKCOHIlo, ankinnepxnopartu, ckrnagHi edi-
pu amoHioankaHcynbdoHaTiB, ankindTopcynbgoHa-
TN, HOHadnaTu, Tpesunatu, Tpudnatn Ta CKNagHi
edipn cynb(OHOBMX KUCIOT, Yy BapiaHTi, KoMy Bia-
[aeTbcsl nepesara, mMe3aunaTt abo To3wnaT, ane He
Tinbku HasBaHi cnonyku. Cnocobu BBeOEHHS LMX rpyn
Takox gobpe Bigomi daxiBuaMm; OMBUCH, Hanpvu(na;:lﬁ
Mapy [J. March, Advanced Organic Chemistry, 5"
Ed., John Wiley and Sons, New York, cc.445-449
(2001)]. Onsa daxiBus 3p03yMino, WO BTOPUHHY aMi-
HOrpyny MOXHa BBECTM B peakLito 3 BignoBigHUM pea-
reHTOM i3 MeTOol BBEAEHHS rpynu 3axucty aminy Pg,
Hanpuknag, dopmMiny, auetuny abo, y BapiaHTi, siko-
My BiggaeTbca nepesara, TpeT-6yTokcmkapboHiny. Lli
rpynu 3axmcTy MOXHa BigLenuty B Oyab-sKuii 3pyd-
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HUA MOMEHT CUHTE3y CMONyK 3rgHO 3 LUM BMHAXO-
aoM. Cnocobu BBeAEHHS Ta BiALLENNeHHs rpyn 3axu-
CTy aMmiHy OoOpe BigoMi B mpakTuui; OMBUCH, Hanpu-
knag, piHi Ta Bytc [T.W. Greene, P.G.V. Wuts,
Protective Groups in Organic Synthesis, 3" Ed., Jonh
Wiley and Sons, New York, po3agin 7 (1999)].

Hanpwuknag, BTOPMHHI amiHM MOXHa auunoBaTw,
ankinoBatn abo crnomnyyatu 3 NnpocTuMn kapboHOBU-
MU kucnotamm abo amiHokucrnotTamu B CTaHOAPTHUX
YyMOBax, Yy NPUCYTHOCTI peareHTa NenTUAHOro Cnony-
YeHHs1, hakynbTaTMBHO B MPUCYTHOCTI KaTanisaropa.
[o npvpgaTHMX peareHTiB NEenTUAHOro CrnonyyYeHHs
Hanexatb N,N'-kap6oningiivigason (CDI), N,N'-
avumknorekcunkapbogaiimig (DCC), 1-(3-
AvmeTunamiHonponin)-3-etTunkapbogiimia-
rinpoxnopug (EDC) Ta 1-(3-(1-niponiguHin)nponin)-3-
etunkapbogiimin (PEPC). OnwucaHi dopmn EDC
[Tetrahedron Letters, 34(8), 7685 (1993)] Ta PEPC
[maTeHT CLUA Ne5,792,763], nyxe KopucHi ons opep-
XaHHSA Cnonyk 3rigHo 3 UMM BuHaxogom. [lo npuaat-
HUX KaTanisatopiB cnonyyeHHa Hanexutb N,N-
anmveTun-4-amiHonipnamH (DMAP). Taki peakuii cno-
nyyeHHsa gobpe BigoMi Ta nowwvpeHi B npaktudi [J1a-
pok - R.C. Laroc, Comprehensive Organic
Transformations, 2" Ed., John Wiley and Sons,
€C.1941-1949 (1999)]. Ansa daxiBus 3po3ymine Takox
06pobneHHs BTOPUHHOIO amiHy ¢bocreHoM i3 npuaat-
HOK OCHOBOI, Hanpwuknag, i3 nipuanHoMm, i3 npunu-
HEHHsIM peakuii amiHom abo cnMpTOM AN oAepXXaHHSA
npuaaTHUX MNOXiOHUX Ce4YoBMHM Ta kapbamartiea Pop-
mymim (I) [Mapy - J. March, Advanced Organic
Chemistry, copyright 1985, John Wiley and Sons,
Inc., cc.370-371].

daxiBuUeBi BigOMi TaKoX PiBHOMaHITHI iHWI nepeT-
BOPEHHS, SIKi MOXXHa 3acTOCyBaTW B NPOLECI CUHTE3Y
ONsl  OOEepXaHHs KOPUCHUX Ta peakuinHO34aTHUX
NPOMDKHUX NPOAYKTiB. [JO Takux nepeTBopeHb Hane-
XaTb ankinioeaHHsa abo auunioBaHHS BigMOBIOHUX
amiHiB, O-ankinoBaHHSA TiAPOKCUMITBHUX MPOMIKHUX
npoaykTiB abo oOMmiH rigpokcuny Ha ranoig [Jlapok -
R.C. Laroc, Comprehensive Organic Transformations,
2" Ed., John Wiley and Sons, cc.689-697 (1999)],
arne He TiNbKK Ui peakuii.

daxiBLEeBi 3pO3YMIfo TAKOX, L0 HEe BCi 3aMiCHUKMN
B cnonykax ®opmynu (l) € CTiINKMMKU B NEBHNX yMOBax
peakui cuHTesy Takmx cnonyk. Lli doparmeHTn moxHa
BBOAMTU B MOIEKyny Ha Oyab-sikoMy 3pydHOMY Ans
Lboro etani cMHTe3y abo, B pasi HeobxigHocTi abo 3a
OaxxaHHsIM, MpueaHyBaTV A0 HWX i MOTIM BigLennto-
BaTu rpynun 3axmucty. Kpim Toro, gaxisuesi 3po3ymino,
wo B GaraTbox BuMnagkax MOCMiAOBHICTb BBEAEHHS
dparMeHTiB He Ma€ iCTOTHOrO 3HA4YEHHS.

daxisueBi 3po3ymino, wo cnonyku ®opmynu (1) y
cnocobax A, B abo C moxyTb ByTm nepeTBOpeHi B
¢dopMy conen 3 KUCroTaMu 3 BUKOPUCTaHHAM dbap-
MaLEeBTMYHO NMPUAHATHUX KUCIOT. OaepXXaHHA conen
3 KMcrnotamu Jobpe BigoMe Ta MOLIMPEHE B MPaKTULL.

OnucaHi HWK4Ye NiaroToBYi CUHTE3N Ta NpUKNaau
OOLaTKOBO iNIOCTPYIOTh OAEPXKaHHS CNOMyK 3rigHo 3
UMM BMHAXOAOM i HE MOXYTb po3rnsagatucs siK Taki,
wo 6yab-AKMM YMHOM OOMEXylTb 0OCAr BUHAaxXOA4y.
daxiBueBi 3pO3yMino, WO MOXMUBI Pi3HOMAaHITHI MO-
andpikauii, ki He BUXoaATb 3a Mexi obcary BMHaxoay.
Yci nybnikauii, 3ragaHi B LbOMy Onuci, BianoBigamTb
piBHIO 3HaHb (paxiBLUIiB B ranysi, AKOi CTOCYETbCS BU-
Haxig.
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MigrotoB4Ynin cnHTE3 1

ETtunoBuin  cknagHum
BanepiaHoBOi KNCNOTH

Oo PO34YUHY eTUNneHT-4-eHoaTty (11,7r,
91,3mmonk) B TeTparigpodypaHi (420mn) Ta BoAi
(40mn)  popawTb  4Yotupmokcup — ocmito  (1,0r,
4,2mmonb) Ta N-okema 4-metunmopdponiny (32,5mn,
50% po3uvH y BoAi) Npu KiMHATHIN TemnepaTypi i ne-
pemiwyoTb npotarom 3rofd.; no 36iraHHi Lboro yacy
xpomaTtorpadis B ToHkomy wapi (TLUX) (SiO2, 2%
meTaHony B auxnopmetaHi, R=0,40) nocBigyye Bia-
CYTHICTb BMXigHOro martepiany. CyMill KOHLEHTPYIOTb
y BakyyMi, i xpomartorpadytoTb 3anuwok Ha SiO, (2%
MeTaHony B eTunaueTtarTi). OgepxytoTb 14,371 (96%)
BKa3aHOi B 3arofioBKy Cronyku y Burnsagi 6es3tapsHo-
ro macrna.

'H AMP (CDCls): & 4,10 (q, J=7Tu, 2H), 3,60-
3,80 (m, 2H), 3,45 (dd, J=7, 11Ty, 1H), 3,00 (bs, 2H),
2,45 (dd, J=1,3, 7l'y, 2H), 1,70-1,85 (m, 2H), 1,25 (t,

edip 4,5-aurigpokcu-

J=7Tu, 3H).
MigrotoBunii cnHTE3 2
Etvnosun  cknaghui  edip  5-(TpeTt-6yTumn-

ONMETUN-CUITINOKCK )-4-TiAPOKCU-BanepiaHoBOi  KNC-
nortw.

[o posunHy cknagHoro etunosoro edipy 4,5-
avrigpokcmsanepiaHoBoi kucnotu (7r, 43,2mmonb) Ta
4-pumeTnamidonipugury (0,2r, 1,73Mmonb) B Aux-
nopmertaHi (145mn) gopatoTb NpW KiMHaTHIA Temne-
patypi B aTmocdepi asoTy TpeT-6yTun-
anvetuncuninxnopug (7,8r, 51,85mmone) Ta TpueTu-
namid (6,9mn, 47,52mMmonb) i nepemiwyoTb NpoTAroM
18roa. PosbaBnswoTs  Cymill  AMXITOPMETaHOM
(100mn), npomwuBatoTb Bogot (100mn), HacnyeHum
PO34YMHOM Xropuay amoHito i posconom. PosunH di-
NbTPYIOTb | KOHUEHTPYOTb Yy Bakyymi. OgepxytoTb
11,85r (99%) BKasaHOI B 3aronoBKy CroOMyKku y BUrMs-
ni 6e3bapBHOro macna.

'H AMP (CDCls): & 4,05 (q, J=7T'u, 2H), 3,50-
3,65 (m, 2H), 3,30-3,40 (m, 1H), 2,30-2,45 (m, 3H),
1,60-1,75 (m, 2H), 1,20 (t, J=7Tu, 3H), 0,90 (s, 9H),
0,10 (s, 6H).

MigrotoBYnin cnHTE3 3

TpeT-0yTnnoesis cknagHui  edip  (2-amiHo-2-
MeTuWn-nponin)-kap6amiHOBOI KMCnoTn

IOn-tpeT-6yTnnamkapboratr  (2,5r, 11,3mmonb)
AO[alTb YacTMHaAMW A0 PO3YMHY 2-MeTMnnponas-
1,2-piaminy (3,0r, 34,0mmonb) B 1,4-giokcaHi (50mn).
MepemiwyoTe CyMill npu  KiMHATHIA TemnepaTypi
npotarom 18rog., Nicns 4Yoro KOHUEHTPYIOTb Y BaKyy-
Mi. 3anuwok oumwiatoTb drel-xpomaTorpadieto (me-
TaHon/guxnopmetaH, 5:95), i ogepxytoTb 2,47t (40%)
BKa3aHOi B 3arofoBKy Cronyku y Burnsiai 6inoi 1eep-
A0i PeYOoBUHMU.

'H AMP (CDCls): & 5,07-4,87 (m, 1H), 3,08-2,92
(m, 2H), 1,54-1,41 (m, 9H), 1,09 (s, 6H).

MigroToBYnin cnHTes 4

1-6eH3unokcu-4-ceHin-bytaH-2-on

BenannokcioutoBun anbgerig (3,0r, 20mMmonb)
po3unHsAOTL Yy TeTparigpodypaHi (200mn) i oxorno-
AxyoTb o -78°C. [Jo uboro po3ynHy aogaroTb deHi-
netunmarnin-xnopug  (1,0M B TeTparigpodypaHi,
24mn, 24mmonb) i nepemilytoTe npotarom 1rog. fAa-
I0Tb CyMilli HarpiTucs OO KiMHATHOI Temnepartypu i
nepemiwyoTe npotarom 4rog. [JopakTb A0 CyMilli
xnopuctoBogHeBy kucnoty (1M, 40mn) i ekcTparyoTb
etunauetatom. OG'egHaHi opraHivHi ekcTpakTu npo-
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MMBaIOTb BOAOIO i PO3COMOM, CyllaTb HaA cynbdatom
MarHito i PiNbTPYOTh.

dinbTpaT KOHUEHTPYIOTb Y BakyyMi i ogepxytoTb
4,0r (80%) BkasaHoi B 3arofioBKYy CMOMykn y BUrMsAi
6e36apBHOI pignHN.

'H AMP (CDCls): & 7,37-7,10 (m, 10H), 4,56 (s,
2H), 3,85-3,72 (m, 1H), 3,5-3,41 (m, 1H), 3,39-3,29
(m, 1H), 2,9-2,6 (m, 2H), 1,8-1,67 (m, 2H).

[igrotoBYnin cnHTE3 5

1-6eH3unokcu-4-ceHin-bytaH-2-oH

[o posunHy 1-6eH3nnokcu-4-cdeHin-6yTaH-2-ony
(8,4r, 32,8mmonb) y anxnopmeTaHi (400mn) gopatoTb
cyMmil xnopxpomary nipuauHito (14,1r, 65,6mmonb) i3
SiOz (14r) i nepemiwyoTb NPY KIMHATHIN TeMnepaTypi
npotsrom 3rog. PinbTpyoTh cymiw Yepes wap SiO; i
KOHLUEHTPYIOTb, odepxyroun 5,71 (68%) BkasaHoi B
3aroroBKy Cronyku y Burnsaai 6e36apsHoi pignHn.

'H AMP (CDCls): & 7,4-7,14 (m, 10H), 4,6 (s, 2H),
4,03 (s, 2H), 2,9- 2,82 (m, 2H), 2,8-2,72 (m, 2H).

MigrotoBYnii cnHTE3 6

MeTunoewuii cknagHun edpip 4-auetoken-3-geHin-
MacnsaHoi KUCNoTu

Cymiw  meTurnoBoro ckragHoro edipy  4-
aueTokcu-3-eHin-6yT-2-eHoBOI KUCNOTU (1,0r,
4,27mmonb), 10% (mac.) nanagilo Ha akTMBOBaHOMY
Byrinni (1,0r) Ta outoBoi kucrnoTtn (10mn) cTpyLwyOTh
B aTMocdepi BOAHIO Ha CTpyLlyBaribHOMY MPUCTPOI
Mappa (Parr® Shaker). Cymiw inbTpyloTb Yepes
wap uenity (Celite®) i npoMuBaloTb INLTP MeTaHo-
noM. PO34MH KOHLEHTPYIOTb Y BaKkyyMi i O4epXyTb
0,93r (92%) crnonyku, BKa3aHoi B 3arorfoBKy.

'"H AMP (CDCls): & 7,40-7,10 (m, 5H), 4,30-4,05
(m, 2H), 3,60 (s, 3H), 3,55-3,40 (m, 1H), 2,80-2,50
(m, 2H), 2,10 (s, 3H).

MigrotoBunin cnHTE3 7

2-0KCO-2-heHin-eTmnoBun cknagHui edip outo-
BOI KNCNOTK

PosuyuH 2-rigpokciaueToeHoHy (10r,
73,4mmonb), nipuanny (17,4r, 220,2mMmonb), AUXNOp-
MeTaHy (734mn) i 3 Kpuctanis 4-
AVMeTunamiHonipuanHy oxomnomxytoTe Ao -78°C. o
LbOro po3ynHy AofaltTb outoBui aHrigpua (13,9mn,
146,9MMorb), NOTIM HarpiBaloTb A0 KIMHATHOI Temne-
patypu i nepemiwyoTb npotarom 18 roa. MNpomusa-
10Tb CymiLl Bogoto (200mn) i posconom (200mn), nicns
4yoro cywaTb Hag cynbdartom Hatpito. PinbTpyloTb
CyMilll i KOHUEHTPYIOTb Yy BaKkyyMmi, ogepxyroum 13r
(99%) BkasaHOi B 3arofioBKy Cnonyku y Burnsagi 6es-
©apBHOI pignHu.

'H AMP (CDCls): & 7,9-7,2 (m, 5H), 5,32 (s, 2H),
2,20 (s, 3H).

MigrotoBunit cnHTE3 8

4-(3-meToken-eHin)-5H-dypan-2-oH

PosunHsaloTe  3-mMeTokCn-heHINBoOpHY  KUCROTY
(2,16r, 14,2mmonb) Ta 5-okco-2,5-gurigpodypaH-3-
inoBuMn cknagHun edip TpudTopMeTaHCcynb(OHOBOT
kucnotu (Mpirr Ta iHWi - R. Grigg, P. Kennewell, V.
Savic, Tetrahedron, 1994, 5489-5494) B TeTparigpo-
dypaHi (110mn) i 3HeraxytoTb npotarom 15xB. [Joaa-
I0Tb [0 UbOro po34MHy kapbGoHaT HaTtpito (3,42r,
32,3umonb) y  BOAi (10mn) i TeTpakic-
TpudbeHindocoiH-nanagin(0) (0,75r, 0,646mMmonb).
HarpiBaloTb peakuinHy cymill 3i 3BOPOTHUM XONOAN-
NIbHUKOM NPOTArom 45xB., OXONOAXYTb A0 KIMHATHOI
Temnepatypu, po3baBnslTb AieTunosum edipoM
(50mn) i dinbTpyloTh 4Yepes wap uenity. dinbTpaT
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NPOMMBAOTb BOAOIO i PO3COMOM, CylaTb Hag Cynb-
daToM MarHito, iNbTPYIOTb i KOHLEHTPYIOTb Y BaKy-
yMmi. 3anuwok xpomartorpadyoTe Ha SiO, (eTunave-
Tat/rekcaH, 3:7) i ogepxytoTb 1,9r (71%) BkasaHoi B
3aronoBKy Cronyku y Burnsai 6inoi kpuctanivyHoi pe-
YOBWHM.

'H AMP (CDCls): & 7,35 (m, 1H), 7,00-7,20 (m,
3H), 6,30 (s, 1H), 5,20 (s, 2H), 3,80 (s, 3H).

[igrotoBYnit cnHTE3 9

4-(4-dpTop-heHin)-5H-pypaH-2-oH

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-
My CuWHTE3i 7, ane 3 BUKOPUCTAHHAM  4-
dTOPheHINGOpPHOI KUCNOTK; OOEPXYIOTb BKa3aHy B
3arofioBKy CMonyky y Burnsagi 6inoi kpuctaniyHoi pe-
YOBWHM.

'"H AMP (CDCls): & 7,50-7,60 (m, 2H), 7,15-7,25
(m, 2H), 6,35 (s, 1H), 5,20 (s, 2H).

MigrotoBunit cnHtes 10

4-(3-meToKcu-gheHin)-aurinpo-cypaH-2-oH

[o posuuHy 4-(3-meTokcudeHin)-5H-cypaH-2-
oHy (1,9r, 10mmonb) B TeTparigpodypaHi (100mn)
aofaroTb Hikenb PeHes (7,6r, 50% cycneHsis B Bogi),
i nepemilwyoTb Cymilw B atmocdepi BOAHKO (TUCK aT-
MoccpepHuin) npotarom 18rog. nNpu KiMHaTHIN Temne-
patypi. Cymiw QinbTpyloTb Yepes Lwap LeniTy i KoH-
LeHTpyloTb Yy Bakyymi, ogepxytoun 1,54r (80%)
Cronyku, Bka3aHoi B 3aronoBky, y Burnsgi 6inoi kpuc-
TaniyHoi pevyoBMHN.

'H AMP (CDCls): 5 7,25 (m, 1H), 6,75-6,90 (m,
3H), 4,65 (dd, J=7,9Tu, J=9u, 1H), 4,25 (dd,
J=7,9,l'y, J=9I"y, 1H), 3,80 (s, 3H), 3,70-3,85(m, 1H),
2,90 (dd, J=8,7, 17,5I'y, 1H), 2,65 (dd, 1H, J=8,7,
17,5Iw).

MigrotoBunn cuHtes 11

4-(4-pTop-heHin)-gurigpo-gdypaH-2-oH

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-
My CWHTe3i 9, ane 3 BUKOPUCTaHHAM  4-(4-
dTopdeHin)-5H-pypaH-2-ony  (1,4r, 7,86mmons);
onepxytoTb 1,38r (97,6%) cnonyku, BKkasaHoi B 3aro-
NOBKY, Y BUrNsaAi 6inoi KpuctaniyHoi pe4yoBUHN.

'"H AMP (CDCls): & 7,15-7,35 (m, 2H), 7,00-7,10
(m, 2H), 4,65 (dd, J=7,8, 9"y, 1H), 4,20 (dd, J=7,8,
9y, 1H), 3,70-3,90 (m, 1H), 2,90 (dd, J=9, 17,5I'y,
1H), 2,60 (dd, J=9, 17,5y, 1H).

MigrotoBunii cnHTes 12

4-6eH3nn-aurigpo-gypaH-2-oH

Cymiw  3-6eH3oinnponioHoBoi  kucnotn (18,
101Mmonb), kapboHaTty kanito (10r, 75mmonsb), Bogn
(45mn) Ta dopmanbgeriny (36% BOOHMI PO34MH,
7,8mn, 101MMonb) nepemilwyoTb NPy KiIMHaTHIA TeM-
nepatypi npotarom 5 fi6, Harpisatote o 30°C i ne-
pemiwyoTb We npoTtsarom 3 gi6. OopawTb Ao uiei
CyMillli KOHLEHTPOBaHYy XIIOPUCTOBOAHEBY KUCMOTY
(10mn) go pH5,0, HarpiBatoTe npu 50°C npoTsirom
30xB. i OXOMOMXYHOTb A0 KiMHAaTHOI TemnepaTtypwm.
EkctparytioTb cymiw xnopodgopmom  (4x200mn), i
0o6'eqHaHi OpraHiYHi eKCTpakTM NpoMmMBalTb kapbo-
Hatom HaTpito (10% BogHuM po3unH, 3x100mn). Cy-
waTe po3ynMH Hag 6e3BogHUM CynbdaTtom HaTpilo i
DiNbTpyOTh. PiNbTpaT KOHUEHTPYOTb Y BakyyMi, i
onepxytoTb 4-6eH3oin-gurigpodpypan-2-oH  (12r) y
Burnsiai 6e36apBHOT pianHN.

[o po3unHy 4-6eH3oin-gurigpodypaH-2-oHy (5r)
B MeTaHoni (250mn) B peakTopi MNMappa fgogatoTb xmo-
pug nanagito (0,25r). Cymiw cTpywytoTe B atmocdepi
BogHw (50 ¢yHTIB Ha kB. AlorM, 345klMa) npoTtsarom
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3rog. Cymiw cinbTpytoTb Yepes wap uenity (40r) i
KOHUEHTpYTh inbTpaTt. 3anuwok xpomartorpady-
10Tb Ha SiO; (emtoeHT 10% eTwnaueTaTy B rekcaHi,
notim 30% eTunaueTaTy B rekcaHi), i oaepxytoTb BKa-
3aHy B 3arofioBky cnonyky (2,5r, 34% B pospaxyHKy
Ha 3-6eH30iNnponioHoBY KUCMOTY) y BUrnagi 6esdap-
BHOI PiAVHN.

'H AMP (CDCls): 5 7,40-7,05 (m, 5H), 4,38-4,30
(m, 1H), 4,02-3,98 (m, 1H), 2,98-2,70 (m, 2H), 2,68-
2,55 (m, 1H), 2,38-2,25 (m, 1H).

MigrotoBuni cnHTes 13

4-tbeHeTnN-gUrigpo-dypaH-2-oH

Cymiw  MeTunoBoro cknagHoro edipy  3-
©eH3nnokeMmMeTun-5-peHin-neHT-2-eHOBOI  KMCMNOTU
(3,2r, 13,5mmonb), 10% (mac.) nanagito Ha aKTUBO-
BaHoMy Byrinni (3,2r) Ta ourtoBoi kucnotu (40mn)
3aBaHTaxyloTb y CTpywyBanbHuin npuctpin lMappa i
CTpyWwyloTb B atMocdepi BogHw (45 cyHTiB Ha KB.
aronm, 310kMa) npotarom 4roa. Cymiw dinbTpyoTh
Yyepes wap UeniTy i KOHLUEHTPYITb y Bakyymi. 3anu-
LWOK po34nHatoTe B Tonyoni (30mn), pgodawTb n-
TonyoncynbdoHoBy kucnoty (0,1r), HarpiBailoTb 3i
3BOPOTHUM XOJTOOUSIBHUKOM MPOTAroM 2rof. i KOHLe-
HTPYIOTb y BakyyMi. 3anuwok xpomaTorpadyTb Ha
SiO2 (enoeHT 10% eTunaueTaTty B rekcaHi, notim
50% eTunaueTaTy B rekcaHi), i ogepXyoTb BkasaHy B
3aronosky crnonyky (1,2r, 62%) y surnsaai 6esbapsHoi
piavHu.

'H AMP (CDCls): & 7,38-7,15 (m, 5H), 4,50-4,40
(m, 1H), 4,00-3,92 (m, 1H), 2,70-2,50 (m, 4H), 2,25-
2,15 (m, 1H), 1,90-1,80 (m, 2H).

MigrotoBuni cnHTes 14

4-meTnn-aurigpo-dypaH-2-oH

MpoaykT ogepxytoTb, K onucaHo B [ligrotToB4yo-
My CuHTe3i 13, ane 3 BMKOPUCTaHHSAM 4-meTun-5H-
dypaH-2-oHy (3r, 30,6mMmonb); opepxytoTb 3,06r
(100%) cnonykn, BKaszaHOi B 3arorioBky, y Burnagi
6e36apBHOI pianHW.

'H AAMP (CDCls): & 4,45-4,37 (m, 1H), 3,93-3,80
(m, 1H), 2,71-2,56 (m, 2H), 2,20-1,99 (m, 1H), 1,21-
1,09 (m, 3H).

MigrotoBuni cnHTes 15

4-peHin-gurigpo-gypaH-2-oH

Po3uuH meTunosoro cknagHoro edipy 4-
aueTokeu-3-peHinmacnsaHoi KMCnoTun (4,5r,
19,2mmonb) B 1,4-giokcaHi (29Mn) Ta cipyaHii Kucno-
Ti (29mn) nepemiwyoTb NpU KiIMHATHIN Temneparypi
npotsarom 1rog., a notim HarpiBatoTb npu 45°C npoTa-
rom 18roa. JleTki po34nMHHMKN BUNApPOBYIOTb, a 3anu-
WOK ekcTparyloTb Tonyornom. O6'egHaHi opraHiyHi
E€KCTpakTU NpoMMBaOTL BOOOK i po3conom, inbT-
PYIOTb | KOHLIEHTPYHOTb, OAEPXKYHUM CNOMYKY, BKa3aHy
B 3aronosky (2,2r, 71%), y surnagi 6es3bapsHoi piau-
HU.

'H AMP (CDCls): & 7,38-7,1 (m, 5H), 4,73-4,65
(m, 1H), 4,3-4,22 (m, 1H), 3,85-3,7 (m, 1H), 3,0-2,9
(m, 1H), 2,75-2,55 (m, 1H).

MigrotoBuni cnHTes 16

(R)-5-6eH3nnokcumeTnn-aurinpo-cypaH-2-oH

Oo posunHy (R)-5-rignpokcumetunn-gurigpodypan-
2-0Hy (5r, 43,06MMorb) B TeTparigpodypaHi (130mn)
aoaaroTb rigpug Hatpito (2,58r, 60% aucnepcia B ma-
cni, 64,59vmmonb) Ta rogua TeTpabyTunamMoHilo (Ha
wnaTteni) i nepemiwytoTe npotarom 30xB. [doaarTb
[o cymiwi 6eH3mn6pomig (6,18mn, 51,67mmornb) i
HarpiBaloTb 3i 3BOPOTHUM XOMOAUIBHUKOM MPOTSIrOM
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3rog. OxonomxyTb Cymilw i po3baensaoTe eTunaie-
TaTom (150Mn), NpommBalOTb HAaCM4YEHUM PO34YMHOM
xnopugy amoHito (150mn) i posconom. CylaTb cymill
Haj cynbdaTtoM MarHito, QPinbTPYTh | KOHLEHTPYHOTb
y BaKkyyMi, OAEPXyluM BKa3aHy B 3arofioBKy Crosnyky
(8,87r, 100%) y BMrnagi CcBiTNo-XoBTOro Macna.

'H AMP (CDCls): & 7,25-7,40 (m, 5H), 4,63-4,72
(m, 1H), 4,56 (s, 2H), 3,68 (dd, J=10,7, 4,0y, 1H),
3,58 (dd, J=10,7, 4,0l'y, 1H), 2,04-2,68 (m, 4H).

MigrotoBunin cnHTes 17

(S)-5-6eH3unokcumeTUn-gurigpo-dypaH-2-oH

MpoayKT ogepxyroTb, K onucaHo B [ligrotToBYo-
My cuHTesi 16, ane 3 BuMKOpPUCTaHHAM (S)-5-
rigpokcumeTun-gurigpodypan-2-oHy (4,0r, 34mmons);
OOEpXylOTb BKadaHy B 3aronoBky cnonyky (7,1r,
>98%) y Burnsaai 6esbapsHoro macna.

'"H AMP (CDCls): & 7,25-7,40 (m, 5H), 4,63-4,72
(m, 1H), 4,56 (s, 2H), 3,68 (dd, J=10,7, 4,0y, 1H),
3,58 (dd, J=10,7, 4,0y, 1H), 2,04-2,68 (m, 4H).

MigrotoBunii cnHTes 18

Etunosun  cknagHun  edip  4-(5-meTokcm-
TeTparigpo-gypaH-3-in)-6eH30MHOT KUCNOoTH

PosuuH HiTputy HaTpito (1,67r, 24,2mmons) y BOAi
(14mn) popatoTb Kpannsi 3a Kpannew A0 OXOonogxe-
HOi nbogoM cymiwi eTun-4-amiHoOeHsoaty (4,0r,
24 2mmonbk) Ta TeTpadpTopbopHoi kucnotu (7,8mm,
48%, 59,78mmonb) i nepemiwyoTb npoTtarom 30xB.
Oo cymiwi popatoTe MeTaHon (28,5mn), 2,5-
avrigpodypaH (3,66mn, 48,4mMonb) i aueTtat nana-
aito(ll) (70mr, 0,31mMMmonb), i HarpiBalTb CymiLl 3i 3BO-
POTHUM XONOAMINBHUKOM NpoTarom 30xB. PinbTPyOTh
CyMill 4epe3 wap uenity, i po3baensAwTe inbTpaT
anxnopmeTtaHoM (100mn). OpraHivyHuii wap Bigains-
I0Tb i KOHUEHTPYIOTb Y BakyyMi. 3anuvLiok Xxpomaror-
padytoTb Ha SiO; (enmtoeHT 10% eTunaueTaTy B rek-
CaHi), i oAepXylTb BkasaHy B 3arofoBKy CrOMyKy
(2,45r, 42%) y Burnagi 6inoi TBepaoi pevoBUHM.

'H AMP (CDCls): & 7,98 (d, J=8,3I'u, 2H), 7,27-
7,39 (m, 2H), 5,18 (m, 1H), 4,27-4,40 (m, 3H), 3,61-
3,87 (m, 2H), 3,40 (s, 3H), 2,28-2,70 (m, 1H), 1,91-
2,18 (m, 1H), 1,38 (t, J=7,1I"y, 3H).

MigrotoBunin cnHTes 19

4-(4-xnopdeHin)-2-meTokcu-teTparigpo-dypaH

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-
My cuHTesi 18, ane 3 BMKOPUCTAHHAM 4-XnopaHiniHy
(10,0r, 78,4mmonb); ogepxytoTb 6,71 (40%) cnonyku,
BKa3aHOi B 3arorfioBKy, y BUIMSAi CBIiTNO-KOBTOro Ma-
cna.

'"H AMP (CDCls): & 7,13-7,28 (m, 4H), 5,14 (m,
1H), 4,14-4,31 (m, 1H), 3,54-3,82 (m, 2H), 3,32-3,41
(m, 3H), 2,28-2,63 (m, 1H), 1,87-2,08 (m, 1H).

MigrotoBunit cnHtes 20

Etunosun cknagHun edpip 4-(5-okco-teTparigpo-
dypaH-3-in)-6eH30MHOI KNCNoTn

[o po3unHy 75% 3-xnopHagbeH30MHOI KMCNOTH
(2,7r, 11,76mmonb) B AgnxnopmeTaHi (35mMn) gogatoTb
cynbdat marnito (2,0r, 16,6MMonb), i nepemiwyoTb
cymiw npotarom 30xB. BugansaoTs TBepay peyoBUHY
iNnbTpyBaHHAM, | 4ofaloTb A0 inNbTpaTy KOMMMeKc
TpuchbTopuay Gopy 3 edipom (0,5mn, 3,92mmonb) Ta
eTVnoBun CKnagHuin edip 4-(5-meTOKCU-
TeTparigpodypan-3-in)-6eH3onHoi  kucnotu  (2,45r,
9,8MMonb) B guxnopmMeTaHi (5mn). Cymiw nepemiwy-
I0Tb MNpU KiMHaTHIN TemnepaTypi npoTtarom 18roA.,
posbaBnsoTb gietunosum edipom (200mn) i npomu-
BatoTb 10% po3umHoM TiocynbdiTy HaTpito (150mm),
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HacU4eHUM po3ynHom BikapboHaty HaTpito (150mn) i
posconom. CywaTtb cymilw Hazg cynbgaToMm MmarHito,
iNbTPYOTb, | KOHUEHTPYKTb Yy BakyyMi. 3anuwiok
XpomaTtorpadytotb Ha SiO, (entoeHT 20% eTtunaue-
TaTy B rekcaHi), i O4epXyloTb BKaszaHy B 3arofnoBKy
crnonyky (2,2r, 96%) y Burnsagi 3nerka 3abapeneHoi
TBEPAOI PEYOBUHN.

'H AMP (CDCls): & 8,04 (d, J=8,3Iu, 2H), 7,31
(d, J=8,3I'y, 2H), 4,69 (dd, J=9,0, 7,9y, 1H), 4,26-
4,42 (m, 3H), 3,82-3,95 (m, 1H), 2,96 (dd, J=17,5,
8,7Tu, 1H), 2,68 (dd, J=17,5, 8,7y, 1H), 1,39 (4,
J=7,1"y, 3H).

MigrotoBYnii cuHTes 21

4-(4-xnopdeHin)-aurigpo-gypaH-2-oH

MpoayKT ogepxyroTb, Ak onmcaHo B [ligrotoB4o-
My cuHTesi 20, ame 3 BUKOPWUCTaHHAM 4-(4-
XnopdeHin)-2-meTokcuteTparigpodypaHy (6,78r,
32mMonb); ogepxytoTb 6,2r (98%) cnomnyku, BkaszaHoi
B 3arofioBKy, y BUrnsagi anerka 3abapeneHoi TBepaoi
peyoBUHM.

'H AMP (CDCls): & 7,34 (d, J=8,5T'u, 2H), 7,17
(d, J=8,5I'y, 2H), 4,65 (dd, J=9,1, 7,8y, 1H), 4,23
(dd, J=9,1, 7,8y, 1H), 3,70-3,84 (m, 1H), 2,92 (dd,
J=17,5, 8,8I'u, 1H), 2,63 (dd, J=17,5, 8,8y, 1H).

MigrotoBYni cnHTE3 22

BeHsrigpunigen-rigpasng
METOKCU-(PEHIn)-MacnsiHoi KucnoTu

Oo posunHy 6eH3odeHoH-rigpasoHy (1,57r,
8mmonb) B guxnopmMeTaHi (20mn) gogatoTb kpanns 3a
Kpannew npv KiMHaTHIN TemnepaTypi B aTtmocdepi
asoTy TpumeTunantoMiHii (12mn, 2M po3unH B rekca-
Hi, 24mmonb). MNicna nepemiwyBaHHs npoTsarom 30xB.
nonakTb 4-(3-meToKCUdEHIN)-anrinpodypaH-2-oH
(1,54r, 8mMmonb) B guxnopmetaHi (5mn). HarpiBatoTb
CYMiLU 3i 3BOPOTHUM XONOAMNIIbHWMKOM NpoTArom 5rog,.,
OXONOAXYITb A0 KiMHaTHOI TemnepaTypu i po3bas-
nawTb guxnopmeTtaHom (30mn). JopatoTe A0 Cymilui
4-H. po3unH rigpokeugdy Hatpito (30mn), i nepemiwy-
1oTb npotarom 1roa. OpraHiyHWiA Wwap BigainNswoTh,
NPOMMBalOTbL PO3COMOM i cywaTb Hag cynbdaTom
MarHito. Cymill inbTpyoTb, KOHUEHTPYIOTb Y BaKyyMi
i xpomaTtorpadytoTe Ha SiO; (entoeHT 2% meTaHony B
AVXIIOpMETaHi), OAEepXyloun BKasaHy B 3arofioBKy
cnonyky (2,25r, 73%) y Burnagi cBiTNO-XOBTOr0O Mac-
na

4-rigpoken-3-(3-

'H amP (CDCls3): 6 8,35 (bs, 1H), 7,15-7,60 (m,
11H), 6,75-6,95 (m, 3H), 3,80-3,90 (m, 2H), 3,80 (s,
3H), 3,45-3,6 (m, 1H), 3,15-3,40 (m, 2H), 2,15 (m,
1H).

MigrotoBYni cnHTE3s 23

BeHnsrigpunigen-rigpasng
riAPOKCN-MaCIISAHOT KUCIOTU

MpoayKT ogepxytoTb, 9Kk onucaHo B [ligrotoB4o-
My CuHTE3i 22, ane 3 BUKOPWUCTaHHAM 4-(4-
dTopdheHin)-aurinpodypaH-2-oHy (1,38r,
7,67mmonb); ogepxytoTb 2,8r (90%) crnonyku, BKasa-
HOi B 3aronoBky, y BuUrnsagi 6inoi kpucraniyHoi peyo-
BUHW.

'H amP (CDCl3): 6 8,30 (bs, 1H), 7,15-7,60 (m,
12H), 6,95-7,15 (m, 2H), 3,75-3,95 (m, 2H), 3,40-3,60
(m, 1H), 3,20-3,35 (m, 3H).

MigrotoBYnii cnuHTes 24

BeHsrigpunigen-rigpasng 5-(TpeT-6yTnn-
ONMETUN-CUITINOKCK )-4-TiAPOKCU-BanepiaHoBoi  KnC-
noTn
MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-

3-(4-pTop-heHin)-4-
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My CUHTE3i 22, ane 3 BUKOPUCTaHHAM eTUNoBoro edi-
py 5-(TpeT-6yTun-gumeTnncuninokcu)-4-
rigpokcuanepiaHoBoi kucnotn (6,41r, 23,2mMmonb);
oaepxytoTb 6,2r (63%) cnonyku, BkasaHoi B 3aronos-
Ky, Y BUrMsAi NiHW XKOBTOrO KOMbopy.

'H AMP (CDCls): & 8,30 (bs, 1H), 7,20-7,60 (m,
10H), 3,65-3,85 (m, 2H), 3,50-3,60 (m, 1H), 3,00-3,10
(m, 2H), 2,80 (d, J=4Ty, 1H), 1,70-2,00 (m, 2H), 0,90
(s, 9H), 0,10 (s, 6H).

MigrotoBunin cnHTe3 25
3-(6eHsrigpunigeH-rigpasuHokapboHin)-2-(3-
MeTOKCU-(heHin)-nponinoBun cknagHun edip metaH-

Cynb(OHOBOI KNCNOTH

Po3uuH GeHsrigpunigex-rigpasnay 4-rigpokcu-3-
(3-meToKCUeHin)-macnsHoi KMCnoTn (1,7r,
4,38vmornb) Ta 4-gumeTunamiHonipuauHy - (26wmr,
0,22mMmonb) B mipuauHi (15mn) oxonopkytotb o 0°C,
goaarTb MeTaHCyNbdOHINXnopuna (0,4mn,
5,25MMonb) i NepemiwyoTb Npu KiMHaTHI Temnepa-
Typi npotarom 18rof. Po3basnsaTs cymiw anxnop-
meTaHoM (30mn) i npomMmnBatoTb 1-H. XNMOPUCTOBOAHE-
Bo kucnototo  (30mn), HacMYeHUM  PO3YNHOM
GikapboHaTy HaTpito i po3conom. Cymiw cywartb Hag
cynbdaTtoM MarHito, inbTpyTb, KOHUEHTPYIOTb Yy
BaKkyyMmi i xpomartorpadytoTe Ha SiO; (enmtoeHT 2%
MeTaHomny B AWXMOPMETaHi), 04epXyl4uM BKasaHy B
3aronosky cnonyky (1,64r, 80%) y Burnsai niHn xos-
TOro KOMNbopy.

'"H AMP (CDCls): & 8,35 (bs, 1H), 7,15-7,60 (m,
10H), 6,75-6,95 (m, 4H), 4,50 (m, 2H), 3,80 (m, 4H),
3,20-3,40 (m, 2H), 2,85 (s, 3H).

MigrotoBunit cnHTE3 26
3-(6beHarigpunigeH-rigpasuHokapboHin)-2-(4-
dTOp-heHin)-nponinoBmMn cknagHui edip MeTaHcy-

NbOHOBOT KNCIOTU

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-
My cuHTesi 25, ane 3 BuKopucTaHHaM GeHarigpuni-
Aen-rigpasnay 3-(4-cTopdeHin)-4-rigpokcumacnsHoi
kucnotu (2,78r, 7,4mmonb); opepxyoTtb 2,1r (62%)
CMonyKun, BKa3aHOi B 3arofioBKy, y BUrMA4i NiHX XKOB-
TOro KOMnbopy.

'"H AMP (CDCls): & 8,30 (bs, 1H), 7,20-7,70 (m,
12H), 6,90-7,10 (m, 2H), 4,40-4,50 (m, 2H), 3,75 (m,
1H), 3,25-3,35 (m, 2H), 2,90 (s, 3H).

MigrotoBunii cnHtes 27

3-(6eHsrigpunigen-rigpasuHoiwp6boHin)-1-(TpeT-
OyTUN-OUMETUN-CUMINOKCMMETUN)-NPONINOBUA  CKNa-
OHUIN edip MeTaHCYNbOHOBOI KUCIOTH

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-
My cuHTe3i 25, ane 3 BuMKOpUCTaHHSAM GeHarigpuni-
AeH-rigpasvay 5-(TpeT-6yTun-gumeTtuncuninokcu)-4-
rigpokcuBanepiaHoBoi kucrotn (5,55r, 13mmonb);
onepxytoTb 6,08r (93%) cnonyku, BkasaHoi B 3arono-
BKY, %/ BUINSAAI MiHX XXOBTOMO KOMbOPY.

H AMP (CDCls): & 8,30 (bs, 1H), 7,50-7,60 (m,
5H), 7,30-7,40 (m, 5H), 4,80-4,90 (m, 1H), 3,70-3,80
(m, 2H), 3,00-3,15 (m, 5H), 2,00-2,20 (m, 2H), 0,90
(s, 9H), 0,10 (s, 6H).

MigrotoBunin cnHTe3 28

1-aMiHO-4-(3-MeToKCK-PeHin)-niponiamH-2-oH

Oo cycneHnsii  1-(6eHarigpunigeH-amiHo)-4-(3-
mMeTokcudeHin)-niponianH-2-ony (0,8r, 2,16mmonb) y
Bogdi (17mn) [onalTb KOHLEHTPOBAHY XJTIOPUCTOBOA-
HeBy kucroTy (0,35mn) i HarpiBatoTb 3i 3BOPOTHUM
xonoauneHnkoMm npoTsirom 1rog. KoHueHTpylTb cy-
Mill Yy BaKyyMmi i BUAansTb BOAY a3eO0TPONHOW AMc-
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TUNALIEI0 i3 3aCTOCYBaHHSIM eTaHony Ta TOonyony.
3anuwoK po3ynHsAKTL B MeTaHoni (5mn) i BHOCATb Y
KOmoHkKy 3i cmonoto SCX (5r). KonoHky entoooTs Me-
TaHonom i 2M posunHomM amiaky B meTaHoni. MpuaaT-
Hi ppakuii entoaTy KOHUEHTPYIOTb i OAEpXYOTh BKa-
3aHy B 3aronoBky crionyky (402 mr, 92%) y surnagi
6inoi KpUcTaniyHoi Pe4OBUHN.

'H AMP (CDCls): 5 7,25 (t, J=8I'u, 1H), 6,75-6,85
(m, 3H), 4,20 (bs, 2H), 3,85 (m, 1H), 3,80 (s, 3H),
3,45-3,60 (m, 2H), 2,80 (dd, J=9, 17I'y, 1H), 2,50 (dd,
J=9, 17Ty, 1H).

CnocoboM, onncaHnm BuLLE, OAEPXKYIOTb neperni-
YeHi HWXYe Cnomnyku (3a BMHATKOM creuianbHO BKa-
3aHWX BUNagKiB):

Cun- TIpoaykt
Te3 Ne (ximMiyHa HaaBa)

DisMuHi XapaKTePUCTHKH

29

(5)-1-amiHo-5-
BEH3IWIOKCHMETHI-
TipomiauH-2-0H

TH SIMP (CDCl3): 6 7,26-7,37 (m, 5H), 4,53 (s,
2H), 3,89 (bs, 2H), 3,68-3,89 (m, 2H), 3,46-3,54
m, 1H), 2,26-2,53 (m, 2H), 1,90-2,15 (m, 2H)

30

Erwnouit cxanuuit edip
4-(1-amiHO-5-0Kco-
niponiauH-3-i1)-
BeHaoiHOT KHCTOTH

TH AMP (CDCl;): & 8,02 (dd, J=6,7, 1,7 I'u,
2H), 7,28 (dd, J=6,7, 1,7 Tu, 2H), 4,37 (t,
J=7,1 Tu, 2H), 4,14 (bs, 2H), 3,93 (dd, J=8,4,
7,4 Tu, 1H), 3,51-3,68 (m, 2H), 2,87 (dd,
J=17,0, 9,0 Tu, 1H), 2,53 (dd, J=17,0, 7,8 T,
1H), 1,39 (t, J=7,1 T, 3H)

3t

1-amino-4,4-1uMeTHI-
TiponiauH-2-0H

H SIMP (CDCl3): 6 4,20 (bs, 2H), 3,25 (s, 2H),
1,93 (s, 2H), 1,22 (s, 6H)

32

(R)-1-amiHo-5-
GeH3HIOKCHMETHI-
TiponiauH-2-0H

'H SIMP (CDCly): 8 7,26-7,37 (m, 5H), 4,53 (s,
2H), 3,89 (bs, 2H), 3,68-3,89 (m, 2H), 3,46-3,54
(m, 1H), 2,26-2,53 (m, 2H), 1,90-2,15 (m, 2H)

33

[-amino-4-(4-xnopdenin)-
THpoiAHH-2-0H

TH SIMP (CDCly): 6 7,31-7,41 (m, 4H), 4,03 (t,
J=7,7 [y, 1H), 3,72-3,88 (m, 1H), 3,59 (1,
J=7,7 [, 1H), 2,91 (dd, J=17,4, 8,9 Tu, 1H),
2,57 (dd, J=17,4, 8,9 T'u, 1H)

34

1-amiHo-4-(4-¢Top-
denin)-niponinuu-2-oH

TH SIMP (CDCl5): 8 7,15-7,30 (m, 2H), 7,00~
7,10 (m, 2H), 4,20 (bs, 2H), 3,80-3,95 (m, 1H),
3,45-3,6 (m, 2H), 2,80 (dd, J=9,3, 23,6 T, 1H),
2,50 (dd, J=8,4, 23,6 I'u, 1H)

35

l-amiHo-5-
TiIpOKCHMETHI~
niponiauH-2-0H

TH SIMP (CDCl,): § 4,20 (bs, 2H), 4,00 (dd,
J=2,4, 12 T, 1H), 3,65-3,80 (m, 1H), 3,60 (dd,
J=4,4, 12 Tu, 1H), 3,45 (s, 1H), 2,30-2,55 (m,
2H), 2,00-2,15 (m, 1H), 1,75-1,90 (m, 1H)

36

Tinpoxropun 1-amiHo-3-
METHITIPONIIHH-2-0HY

TH AIMP (CDCl3) &: 1,21 (d, 1H), 1,79 (m, 1H),
2,36 (m, 1H), 2,60 (m, 1H), 3,93 (m, 1H), 7,10
(bd s, 1H) MS ES* m/e 115 (M+1)

37

Tapoxropus, 1-amiHo-3-
GeH3UNMIPOTITHH-2-0HY

'H AMP (DMSO-dg) &: 1,66 (m, 1H), 1,99 (m,
1H), 2,62 (m, 1H), 2,74 (m, 1H), 3,01 (m, IH),

3,39 (m, 2H), 7,18-7,30 (m, 5H)

MigrotoBYnin cnHTEe3 38

Figpoxnopwva 1-amiHoniponiguH-2-oHy

0o posunHy 6eH3odeHoH-rigpasoHy  (100r,
510mmonb) Ta nipuauHy (41mn, 510mmonk) B 6e3Bo-
AHomy amxnopmeTati (520mMn) gogatoTe B atMocdepi
asoty 4-xnopbytnpunxnopug (57mn, 510mmons) i3
TaKow LUBUAKICTIO, WOO Ha NpoTA3i gogaBaHHA nigT-
pumMmyBanocs cnabke KumiHHA Cymiwi (3i 3BOPOTHUM
xonoaunnbHukoMm). [lepemiwyloTb CyMmill NPOTArom
0,5rog. i BunuBatoTb y Bogy (1m). PosgingoTe wapwy,
OpraHiyHui Wwap npoMMBalOTb PO3CONOM, CyluaTb
(cynbhaT HaTpilo), INbTPYOTb | KOHUEHTPYTb Yy
BaKyyMi, OOEPXYHUM SK 3anuviiok OeHsrigpunigeH-
rigpasug 4-xnopmacnsiHoi KNCnoTu.

MS ES" m/e 303,1 (M+1).

Llen sanuwok po3umHATL B TeTparigpodypaHi
(1,5n), oxonomxyTb Ha BOAsAHIN 6aHi 3 NnboaoM, O0-
AaTb yactnHamu 60% rigpug HaTpito, CycneHgoBa-
HUA B MiHepanbHoMy macni (20r, 498mmorb), | nepe-
MiwyoTe npotarom 1rog. [o cymiwi AgopatoTb
HacMYeHU BOOHMIM PO34MH Xropuay amoHito (1n) Ta
etunauetat (1n). Po3ginaioTe wapu, opraHidyHui po-
34MH MPOMMBAIOTL PO3CONIOM, CywaTb (cynbdart Ha-
TPito), INLTPYIOTL i KOHLUEHTPYIOTb Yy BaKyyMmi, ogep-
Xytoum 9k 3anuwok  1-(6eHsrigpunigeHamiHo)-
niponiguH-2-oH.

'H AMP (CDCls): & 7,58-7,62 (m, 2H), 7,39-7,46
(m, 4H), 7,29-7,36 (m, 4H) 3,31 (t, J=7T"y, 2H), 2,32
(t, J=7Tw, 2H), 1,91 (keinTeT, J=7T, 2H); MS ES" m/e
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267,1 (M+1).

Llen 3anuwok cycnenaytoTb y Bogi (3n), AogarTb
KOHLEHTPOBaHYy XIOPWUCTOBOAHEBY KucroTy (80mn) i
HarpiBaroTb 3i 3BOPOTHUM XONOAUIBHUKOM MPOTSIrOM
1,5roa. OxonomxyTb po3dMH OO0 KiMHATHOI Temne-
paTtypu i OBiYi ekcTparyioTb AvxrnopmeTtaHom. BogHy
YaCTUHY KOHLEHTPYIOTb Y BaKyyMi 3 nogarnblunm a3e-
OTPOMHUM BUAANEHHAM BOAM TpbOoMa nopuisMu ab-
COMMIOTHOTO €TaHOMy Ta TpbOMa MOpLUigMW TONyony, i
odepXyloTb BKkasaHy B 3arofioBky cnonyky (56r, 81%)
y Burnsgi 6inoi TBepaoi pevoBmHU.

'"H AMP (CDCls): & 3,58 (t, J=7T'u, 2H), 2,33 (t,
J=7Tu, 2H), 2,04 (ksiHTeT, J=7Tu, 2H), mac-cnekTp:
TOF ES+ ToyHa maca pospaxoBaHa ana CsHgN:
(p+1): m/z=100,0637. BctaHoBneHo: 100,0641.

MigrotoBunit cnHTes 39

(L)-N-HiTpo3onponiH

Po3uuH 30r L-nponiHy B 100mn Bogu Ta 20mn
KOHLIEHTPOBaHOI XNOPUCTOBOAHEBOI KUCMOTU OXOJ10-
AXyloTb B 6aHi 3 nboaom i gogatoTb 25r HITpUTY Ha-
Tpito npotarom 10xB. MNepemilyoTb CyMil NPOTAroM
1rod. i KOHUEHTPYIOTb Y Bakyymi nNpu MiHiManbHOMY
HarpiBaHHi. Po3baBnsaTb Cymiw 1-H. XnopucToBoa-
HeBow kucnotot (100mn) i ekcTparytoTe xnopodop-
mMom (150mn) Ta guxnopmetaHom (2x200mn). OpraHi-
YHi PO34MHK 06'eaHYIOTh, cywwaTb (Cynbdart MarHitw) i
KOHLEHTPYIOTb Y BakyyMi. 3anuwok KpuctanisyoTb i3
CyMiLi guxnopmMeTaHy 3 rekcaHoM, i ogepxyoTb 5,58r
(L)-N-HiTpo3onponiHy.

MS ES" m/e 145 (M+1), MS ES” m/e 143 (M-1).

MigrotoB4ynin cnHtes 40

3a H-niponignHorpyna[1,2-C] 1,2,3-okcaaia3oniH-
3-0H

(L)-N-HiTpozonponiH (1,08r, 7MMOnb) pO34YMHS-
10Tb B gieTunosomy edipi (180mn). Llen posunH go-
AaTb Ao TpudTopouToBoro aHrigpuay (1,5mn), oxo-
nogxeHoro B 6aHi 3 nbogom. lNepemiwyoTe Cymill
npoTsarom 6roA. Ha nNboaoBiv H6aHi, BUNapoByOTb MpK
MiHIManbHOMY HarpiBaHHi i xpomartorpadyloTb Ha
SiO; (rpagieHTHe entotoBaHHA Big 0% o 100% etu-
naueTtaTy B rekcaHi), OepXyl4n BkazaHy B 3arosos-
Ky cnonyky (0,75r, 85%) y Burnagi macna.

MS ES' m/e 127 (M+1).

MigrotoBunn cuHTes 41

1-(6eH3unigeH-amiHo)-3-MeTun-NiponiguH-2-oH

[o oxonomxeHoi Nnbogom cymiwi Boan (48mn) ta
KOHLEHTpOBaHOi XINOPUCTOBOAHEBOI Kncnotum
(20,4mn) popaoTb NpY NepeMillyBaHHi PO3YMH HITpY-
Ty HaTpito (16,51, 240mmonb) y Bogi (48mn) npoTarom
20xB. Lle po3uunH HiTpUTY HaTpito gogatoTb A0 pO3-
ynHy 3-metunniponiguHoHy (10,11r, 102mmonb) y
BoAi (60mn) npoTtarom 30xB. NpU OXONOOKEHHI peak-
LiMHOI cymiwi Ha nbopo-conboBii GaHi. PeakuiriHy
CyMmilWl nepemiwyoTb MNpoTAroM 3rof. Ha nboAo-
COnboBiN BaHi i ekcTparylTb XMOPUCTUM METUIEHOM
(2x300mn). OpraHiyHi ekcTpakTh 06'eQHy0Tb, CyLllaThb
(cynbdaT marHio) i BunapoByoTb, ogepxytoumn 9,22r
(71%) npomixHoi N-HiTpo30oCNoOnyKkn y BUrNsai macna.
YTBOpPEHHsI NpoayKTy nigTeepaxyetbesa TLWX (entoeHT
5% meTaHony B xnopodopmi). HeoumweHy N-
HiTpo3ocnonyky (9,22r, 72MMOMb) pO34YMHSAOTL B
NboAsHIN ouTOBIN KMcnoTi (37,5MN) i OXonoaxyTb
Ha nbogoBi GaHi. JogatoTb uMHkoBMA nmn (17,5r,
270mMMonb) 3 Takow LIBMAKICTIO, W06 TemnepaTypa
peakuiiHoi cymiwi He nepesuwyBana 21°C. Yepes
1rog. po306aBnsATb peakuilHy cymiw Bogot (125mn),
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INbTPYOTL | NPOMUBAKOTL COMi LUMHKY BOAO (25M1).
Oo doinbTpaty popatTb  Gensanbpgeria  (5,3r,
50Mmonb), i nepemiwyloTb CyMmill NpOTAromM 2rof.
binun ocap BigaiNAlTL QINbTPYBaHHAM i NpoMuUBa-
I0Tb BOJOH, OAEPXKYIOUN BKa3aHy B 3arofioBKy Cro-
nyKy.

MS ES* m/e 203 (M+1).

MigrotoBunin cnHTE3 42

1-xnopmeTtun-4-ptopHadTaniH

Cywmiw 1-cdTopHadTaniHy (5,5r, 37,6mmonsb), na-
padopmanbegerigy (2,5r, 83mmonb), nboasHoi ouTo-
BOi kucnotn (3,5mn), docdopHoi kncnotu (2mn) Ta
KOHLEHTPOBaHOI XINOPUCTOBOAHEBOI KMCnoTu (5mn)
HarpiBatoTb npu 85°C npotarom 15roa. Bunumsatotb
peakuiiHy CyMmill y BOAY i TPWYi eKCTparyioTb AUXMO-
pmeTaHoM. OpraHivHi ekcTpakTy o6'eaHyl0Tb, MPOMU-
BalOTb BOAOK Ta pO3COSfIOM, cywaTtb (cynbdart Ha-
Tpito), iNbTPylOTb | BMNAPOBYKOTb, OAEPXKYHUM
BKasaHy B 3arofioBky cnonyky (6,53r, 98%) y surnsagi
TBEPAO| PEYOBUHY XXOBTOrO KONbOPY.

'H AMP (CDCls): & 8,12-8,19 (m, 2H), 7,67 (ddd,
J=8, 7, 1l'y, 1H), 7,61 (ddd, J=8, 7, 1l'u, 1H), 7,46
(dd, J=8, 5y, 1H), 7,09 (dd, J=10, 8y, 1H), 5,02
(s, 2H).

MigrotoBuni cmHTe3s 43

2-(6eH3nnokcn)-1-meTokeu-4-HiTpobeHson

Po3unH 2-MeToKcu-5-HiTpodeHony (54,3r,
321mmonb), 6eHsunbpomigy (26,5mn, 223mmonsb) Ta
kapboHaty uesito (73r, 223mmonb) B  N,N-
anmeTtnndopMamiai (250mn) nepemilyoTe NpoOTAroM
24rop. npu KiMHaTHIW Temnepatypi. PosnoginaioTb
CymiWw MiX BOAOK Ta eTunaueTtatoMm. Po3ginsawTb
wapu i NpoOMMBAIOTb OPraHivyHUM Lwap Tpudi BOLOLO,
OQMH pa3 po3COornoM, cywaTtb (Cynbgat HaTpito), di-
NbTPYOTb | BUNAPOBYIOTb, OAEPXKYUM HEOUMLLEHUIA
TBEpAM NpoaykT. Llen HeouuwieHnn NpoaykT nepek-
pucTaniayloTb 3 eTunaueTaTty i 0O4epXyloTb BKa3aHy B
3aronoBky cnonyky (56,4r, 68%) y surnagi 6inoi kpu-
CTaniyHoi pe4yoBUHMN.

MS ES" m/e 260 (M+1).

MigrotoBuni cnHTes 44

3-6eH3unokcn-4-meTokcn-heHinamin

Oo PO34NHY 2-(6eHaunokcu)-1-meTokcmn-4-
HiTpoGeH3ony (35,35r, 136MMonb) B cymilli eTunaue-
Taty 3 etaHonom (1:1; 640Mn) no yacTuHax goOalTh
npn 80°C rigpaT xnopugy onosa(ll) npotarom 25xs.
Cymiw HarpiBalTb Npy BKasaHiin TemnepaTypi NnpoTs-
rom 5rog. [JawoTb Cymilwi oxonoautucs 0o KiMHaTHOI
Temnepartypu i nepemiwyoTe npoTsrom 2 Ai6. Bunu-
BalOTb CyMmiw y Bogy (1n) i HeWTpanisyloTe TBEPAUM
GikapboHaToM HaTpito. EkcTparyioTb cymiw Tpwui
etunauetatom. OG'egHaHi opraHiyHi ekcTpakTu npo-
MMBaKTb BOAOK i PO3COMNOM, cywatb (cynbdar Ha-
Tpito), PiNbTPYIOTh i BUNAPOBYIOTb, OOEPXKYOUYN BKa-
3aHy B 3arorfioBKy CMONyKy y BWUrMsAi macna TeMHO-
KOPUYHEBOTO KOMbOPY.

MS ES" m/e 230 (M+1).

MigrotoBuni cnHTes 45

2-6pom-5-pTopnipnamnH

Llei cuHTEe3 BUKOHYIOTb 3@ METOAMKOK, aHarnori-
YHo onucaHiin B Org. Synt. Coll Vol. 3, ¢.136, ans
ofepxaHHs 2-6pomnipuanHy 3 2-amiHonipuauHy, ane
3 BWKOPUCTAHHAM 2-aMiHO-5-bTopnipuaunHy; ogep-
XyIOTb BKasaHy B 3arorioBky cronyky (47,5r, 55%) y
BUIMSAAI Macna 4epBOHOMO KObopy.

'"H AMP (CDCls): & 7,3 (ddd, 1H), 7,5 (dd, 1H),
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8,3 (d, 1H).

MigrotoBunin cnHTe3 46

ETtun 5-dpropnipnanH-2-kapbokcunat

Cymiw 2-6pom-5-cbTopnipuanHy (5,00r,
28,4mmoneb), auetaty HaTtpito (9,33r, 114mmonb) Ta
1,1'-6ic(amdeHindocdiHo)dpepoueH]  anxnopnana-
aito(I):CHxCl; (0,464r, 0,57mMmonb) B eTaHoni (80mn)
3aBaHTaxylTb B peaktop [lappa BMCOKOro TWCKY,
CTBOPIOKOTb B peakTopi aTMocdepy MOHOOKCMAY BOA-
Hio (50 doyHTIB Ha kB. Awonm, 345kMMa) i HarpiBaloTb
npu 80-100°C npotarom 4roa. OxonomxyloTb peak-
TOp, BMAANAIOTb NETKi PeYOBUHM y BakyyMmi, a 3anu-
LIOK po3nofinaiTe MK eTunauetratoMm Ta BOAO.
EkcTpakT B eTMnauertati NpoM1MBalOTb BOAOK i pO3CO-
oM, cywaTtb Hag cynbdatom HaTpilo, QINbTPYOTL i
BMNApOBYIOTb, OAEPXKYOUN TEMHO3abapBneHy TBepay
peyoBuMHy. Llen 3anuwok xpomaTtorpadytoTb Ha SiO;
(entoeHT 10% eTunaueTaTy B rekcaHi), i ogepxyloTb
BKasaHy B 3aronioBky crnonyky (2,8r, 58%) y surnsagi
6inoi TBEpAOi pPevyoBUHW, SKY NepekpucTanisyloTb i3
rekcaHy, ogepxyroumn 6ini kpuctanu; 1.nn. 61-63°C.

MigrotoBunii cnHtes 47

MeTtunoBsuii cknagHuin edip 6-meTun-nipuanH-2-
KapOOHOBOT KNCMNOTH

o cycneHsii 6-meTunnipuanH-2-kapboHOBOI KuC-
notn (10r, 72,9MMonb) B XMOPWUCTOMY METUIEHI
(200mn), oxonomxkeHoi no 0°C, pgoparTb MeTaHon
(10mn), 4-gumeTtrnamiHonipngunH (11,6r, 94,8mMmons)
Ta EDC (18,2r, 94,8mmonb). lNepemiwyoTb CymiLl
npu KiMHaTHIA TemnepaTtypi NnpoTarom 6rod., npomu-
BalOTb BOAOK i pO3COMOM i CylwaTb Hag CcynbdaTom
HaTpito. PiNbTPYOTb CyMilll i KOHLEHTPYIOTb Y Bakyy-
Mi. 3anuwok xpomatorpadytoTb Ha SiO, (enoeHT
50% eTunaueTaTty B rekcaHi), i OAepXyloTb BKa3aHy B
3aronosky crnonyky (9,66r, 92%) y surnagi 6e36aps-
HOT pignHWn.

'H AMP (CDCls): & 7,93-7,88 (m, 1H), 7,75-7,7
(m, 1H), 7,35-7,3 (m, 1H), 4,00 (s, 3H), 2,60 (s, 3H).

MigrotoBYnin cnHTe3 48

6-nponinnipuamnH-2-kapboHoBa KMucroTa

PosunH 6-nponin-nipnamH-2-kapboHitpuny (9,1r,
61,9MMonb) B 6-H. XNIOPUCTOBOAHEBIW KUCMOTI Harpi-
BalOTb 3i 3BOPOTHUM XOMOAUMbHUKOM npoTtsrom 18
ro. OxonomxyoTb CyMill A0 KiMHaTHOI TeMnepaTtypu
i KOHLUEHTPYIOTb Y BakyyMi. 3anuok po3noainsioTb
MK OMXNopMeTaHoM Ta Bogow. BoaHy vactuHy po-
BOAATb A0 pH6 HacnyeHMM BOAHMM PO34MHOM Gikap-
OoHaTy HaTpito | N'ATb pasiB eKkcTparylTb ANXNopme-
TaHoM. OpraHiyHi ekcTpakTu o06'egHyoThb, CcyllaTb
(cynbthaT HaTpilo), INbTPYOTb | KOHLEHTPYHTb Y
BaKyyMi; O[EpXylTb BKa3zaHy B 3arofioBKYy CrOMyKy
(8,32r, 81%) y Burnagi 6inoi TBEpA0i peHOBUHM.

Mac-cnektp: TOF ES® TouHa maca pospaxosaHa
ana CgHi;oNO, (p+1): m/z=166,0868. 3HaiaeHo:
166,0874.

MigrotoBYnin cnHTes 49

6-isonponinnipnanH-2-kapboHoBa kncnota

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4o-
My cuHTesi 48, ane 3 BMKOpPUCTaHHAM 6-idonponin-
nipnauH-2-kapboHitpuny (6,35r, 43,4mMmonb); opep-
XytoTb 6,62r (92%) cnonyku, Bka3aHoi B 3arofoBky, Yy
BurnsAai 6inoi TBepaoi peyoBmHU.

Mac-cnektp: TOF ES' TouHa Maca po3paxoBaHa
ana  CgHi2NO, (p+1): m/z=166,0868. 3HangeHo:
166,0867.

MigrotoBunin cnHtes 50
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Figpoxnopug 6-eTunnipuanH-2-kapOboHOBOI  KMC-
notu

MpoayKT odepXyloTb 3a METOAUKOK, aHanoriy-
Hoto onucaHin B lliarotoB4omy cuHTe3i 48, 3a TUM
BUMHATKOM, LLO BWKOPWUCTOBYIOTb 6B-eTun-nipuanH-2-
kapboHitpun (7,94r, 60,1mMmonb) B 6-H. XNIOPUCTOBO-
AHeBin kncnoti (150mn), cymiw HarpiBaloTb 3i 3BOpO-
THUM XONOAUMbHUKOM npoTsarom 18rod, oxomogxy-
I0Tb [0 KiMHaTHOI TemnepaTypu, KOHLUEHTPYITb
CyMiLl Y BaKyyMi i BUMapoBYOTb YOTUPY pa3sun CriflbHO
3 Tonyornom, ogepxytoun 12,5r (72%) BkasaHoi B 3a-
rorioBKy Cronykun y Burnagi 6inoi Teepaoi pevoBuHM.

Mac-cnektp: TOF ES® TouHa mMaca pospaxosaHa
ana  CgHioNO2 (p+1): m/z=152,0712. 3HangeHo:
152,0701.

MigrotoBuni cuHTe3 51

MeTtun 3-cpTopbeHsoar

[Oo po3unHy 3-cTopbeHsonHoi kucnotn (3,0r,
21,4mmonb) B MeTaHoni (71mn) gogatoTb kpannsi 3a
kpanneto npu 0°C TioHinxnopug (3,1mn, 42,8mmons).
MepemiwyoTs po3unmH npoTtarom 15xs. npu 0°C,
2,5rog. npw KiMHaTHI TemnepaTypi i 2rog. npu 50°C.
KOHUEHTPYIOTb peakuifHy CyMmill y BakyyMi i po3yu-
HAIOTb 3anuwoK B eTunaueTarti (150mn). OpraHiyHun
pPO34MH MPOMMBAIOTb HACUYEHUM BOAHUM PO3YMHOM
GikapboHaTy Hatpito (2x100mn), posconom (100mn) i
cywaTb Hag cynbdaTtoM HaTpito. BigainaioTe po3ynH
AeKaHTaui€elo i KOHLEHTPYIOTb, OAEPXKYlouM BKa3aHy B
3aronosky cnonyky (2,61r, 79%) y surnsagi nposoporo
6e36apBHoOro macna.

'H AMP (CDCls): & 7,85 (m, 1H), 7,75 (m, 1H),
7,32 (m, 1H), 7,21 (m, 1H), 3,85 (s, 3H).

Cnocobom, onncaHnm BuLLE, OAEPXKYHOTb neperti-
YeHi HWXYe CMoNnykun (3a BUHATKOM creuianbHO BKa-
3aHUX BUNaAKiB):

CuH- Tpoaykr

Di3UYHi XapaKTePUCTHKH
T€3 (ximiyHa Ha3Ba)
N
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amig

o po3uunHy nipa3uH-2-kap6oHoBoi kucnotu (2,0r,
16,1Mmorb) B xnopuctomy MeTuneHi (54mn) gpopatTb
npu 0°C okcaninxnopug (7,1mn, 80,6mmons) Ta N,N-
anmetundopmamig (0,12mn, 1,6mmonb). Yepes 10xs.
BiCTaBNATb OXONOMKYYy OGaHt, i nepemiwyroTb
peakuiiHy cymiw npoTtarom 18 rog npu KiMHaTHIA Te-
Mnepatypi. KOHUEHTPYIOTb peakuiiHy CyMmill y BaKyy-
Mi. MacnsHUCTUI 3annLLIOK PO3YMHAKTL Y XIOPUCTO-
My metuneHi (54mn), i popatotb rigpoxnopug N,O-
avmMeTunrigpokcunaminy (2,36r, 24,15mmons) i Tpue-
Tunamid (11,2mn, 80,6mmons). NepemiwyloTe peak-
LiNHY CyMmill NpoTarom 3rof npu KiMHaTHI Temnepa-
Typi i po3baBnslTb  XNOPUCTUM  METWUMEHOM.
OpepxaHy cymil npomuatoTb Bogot (50mn), Hacu-
YeHUM BOOHWMM po34ynHOM GikapGoHaTty (50mn) i pos-
cornom (100mn) i KOHLEHTPYIOTb Y BaKyyMi, OOepXKyto-
4YM BKasaHy B 3aronoBKy cnonyky (2,35r, 88%) vy
BUIMAAi Macna Kopu4YHeBOro Kombopy.

'H AMP (CDCls): & 8,92 (s, 1H), 8,63 (s, 1H),
8,52 (s, 1H), 3,72 (s, 3H), 3,51 (s, 3H).

MS (CI, meTtaH) m/e 168 (M+1).

Cnocobom, onncaHnm BuLLE, OAEPXYOTb neperni-
YeHi HWXYe CMoNnykn (3a BUHATKOM cneuianbHO BKa-
3aHUX BUNaAKiB):

CuHTes MpoaykT (xiMiyHa Pi3nyHI xapaKTepUCTUKK
Ne Ha3Ba)
67 MeTtokcu-metun-amig | LW AMP (CDC1;): & 7,75 (t,
6-xnop-nipugnH-2- | J=8,00lu, 1H), 7,50-7,70
kapboHoBoi kucrotn | (m, 1H), 7,40 (d, J=8,0I"w,
L), 3,80 (s, 3H), 3,38 (s,
3H)

68 Metokcu-metun-amig| *H AMP (CDC13): & 7,67
6-meTun-nipnamH-2- | (m, 1H), 7,43 (m, 1H), 7,20
kapboHoBoi kucrotu | (m, 1H), 3,75 (s, 3H), 3,39

(s, 3H), 2,58 (s, 3H)

5

Merun 2-dropGensoar

TH SIMP (CDCLy): 6 7,91 (m, 1H), 7,42
(m, 1H), 7,12 (m, 2H), 4,32 (s, 3H)

53

Merun 4-dropbeHsoar

'H SIMP (CDCl3): 4 8,03 (m, 2H), 7,05
(m, 2H), 3,92 (s, 3H)

54

Metun xiHomiH-2-
Kapbokcuiar

TH SIMP (CDCly): § 8,28 (m, 2H), 8,10
(m, 1H), 7,93 (m, 1H), 7,78 (m, 1H), 7,52
(m, 1H), 4,03 (s, 3H)

55

MeTni 4-eTHITipHANH-2-
KapGokeunar

TH SIMP (CDCly): 3 8,58 (m, 1H), 7,95 (s,
1H), 7,32 (m, 1H), 3,95 (s, 3H), 2,63 (m,
2H), 1,21 (m, 3H)

56

Metun 1,8-HadrupuanH-2-
KapGokcuiar

TH SIMP (CDCl3): 6 9,18 (m, 1H), 8,22
(m, 3H), 7,51 (m, 1H), 3,92 (s, 3H)

57

MeTia 6-xJ0prniKotiHaT

TH SIMP (CDCl3): 8,05 (m, 1H), 7,73
(m, 1H), 7,42 (m, 1H), 3,95 (s, 3H)

MeTun 4-xopnikosiHat

'H SIMP (CDCly): (3a nauumu SIMP
CriBBiIHOLIEHHS POTaMepiB NPHGIN3HO
4:1; noaHo XapaKTepPUCTHUKH sl
OCHOBHOTO poramepy) & 8,53 (m, 1H), 8,06
(m, 1H), 7,41 (m, 1H), 3,92 (s, 3H)

59

MeTtuiosuii ckianHuit edip
4-crop-3-Tpudropmerii-
6eH30#HOi KUCIOTH

TH SIMP (CDCly): 5 8,30-8,50 (m, 2H),
7,25 (m, 1H), 3,90 (s, 3H)

60

MeTuioBuit cknamHuit edip
2-crop-3-TpudropmMeTiI-
6eH30/HOT KHCIOTH

TH SIMP (CDCly): 6 8,15 (1, J=5 T, 1H),
7,75 (t, J=5 Tu, 1H), 7,35 (t, J=5 Iy, 1H),
3,90 (s, 3H)

61

Metunosuit ckianHuit edip
6-nponinmipuink-2-
KapOOHOBOI KHCJIOTH

Mac-cnektp: TOF ES+ Touna maca
pospaxopana st CgH;4NO, (p+1):
m/z= 180,1025
3Haitneno: 180,1030

62

MeTokcumeTuaamin 6-
i3onmponuImipuaMH-2-
KapOoHOBOI KHC/IOTH

TH SIMP (CDCl3): 5 7,69 (t, J=8 Tu, 1H),
7,46 (brs, 1H), 7,23 (d, J=8 TI'u, 1H), 3,81
(br s, 3H), 3,41 (br s, 3H), 3,10 (cenrer,
J=7 'y, 1H), 1,30 (d, J=7 T'u, 2H)

63

MeTokcumeruaamin 6-
CTHIMIPHAMH-2-Kap6oHOBOT
KHCJIOTH

TH SIMP (CDCly): 7,67 (t, J=8 T, 1H),
7,45 (br's, 1H), 7,23 (d, J=8 T, 1H), 3,78
(br s, 3H), 3,40 (br s, 3H), 2,86 (q,
J=8 T, 2H), 1,31 (t, J=8 Iy, 3H)

65

MeTOKCH-MeTHI-amin 6-
METHJI-MTIPHANH-2-KapGOHOBOT
KHCJIOTH

MS ES* m/e 181 (M+1)

MigrotoBYnin cnHTE3 66

Mipa3nH-2-kapbOHOBO| KUCNOTU METOKCU-METU-

MigrotToBYnin cnHTE3 69

MeTtunosuii cknagHui egip 3-6eH3nnokCumeTun-
5-beHin-neHT-2-eHOBOI KNCNOTH

MeTun-(TpndeHindocdopaHinigieH)-auertart
(1ekB.) i 1-6eH3mnokcu-4-cdeHinbytaH-2-oH (1ekB.)
PO34YMHAIOTL B TONyoni i HarpiBaloTb 3i 3BOPOTHUM
xonogwnbHukom npotdrom 18 rog. [opatoTb gopgar-
KOBY KiNbKiCTb MeTun-(TpudeHindocdopaHinigieH)-
aueTtary i HarpiBaloTb 3i 3BOPOTHMM XOINOOUIBHUKOM
we npotarom 18roa. BuaansoTb pO34YMHHUK Y BakKyy-
Mi, 3anuLIOK CYCMEHAYITb Y rekcaHi i ginbTpyoThb.
®inbTpaT KOHUEHTPYHOTb Y BaKyyMi, i O0EpXyloTb BKa-
3aHy B 3arorfioBKy Crornyky.

'"H AMP (CDCls): 5 7,4-7,1 (m, 10H), 6,08 (s, 1H),
4,5 (s, 2H), 3,9 (s, 2H), 3,65 (s, 3H), 2,9-2,55 (m, 4H).

Cnocobom, onucaHnmM BuLle, OOepPXyloTb Ha3Ba-
HY HMKYe CMONyKy (SKLWO He 3apaHe iHwe):

CuH- Mpoxykr Di3uyHi XapaKTePUCTHKH
Te3 (ximMiyHa Ha3Ba)
Ne

76 4-auetokcH-3-denin-6yr-2-eHopoi | 'H AMP (CDCly) 3 7,4-7,1 (m,
KHCIOTH MeTHIOBHI ckiaauuit edip | SH), 6,05-5,59 (m, 1H), 4,8-4,77
(m, 2H), 3,6 (s, 3H), 2,1 (s, 3H)

MigrotToB4Ynin cnHTe3s 71

(4-cpTopHadTaniH- 1-in)aueToHiTpmn

Po3uuH 1-xnopmetun-4-cptopHadptanivy (5,45r,
5,66mmonb), uianigy Hatpito (333mr, 6,79mMmonb) Ta
Boaun (2mn) B N,N-gumetuncopmamigi (30mn) nepe-
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MilWyoTb npoTarom 8rof., a MoTiM HarpisaiTb MNpu
70°C npotsarom 15rog. OxonogXykTb Cymill A0 KiM-
HaTHOI TemnepaTypy i po3noAiINAlTbL MK HaCUYEHUM
po3yMHoM OGikapboHaTy HaTpito Ta eTunaueTaTom.
OpraHivny thasy npoMmBaloTb TpUYi BOAOK, OAUH pa3
po3conom, cywaTb (cynbdaTt HaTpilo), pinbTPyTD i
BMNAapoBYOTb. 3anuwok xpomaTorpadytotb Ha SiO;
(ermoeHT 30% eTuvnaueTaTy B rekcaHi), i ooepxyrTb
BKasaHy B 3arofioBky cnomnyky (4,67r, 90%) y surnsgi
TBEPAOi PEYOBUHY CBITINO-KOPUYHEBOIO KOMbOPY.

'H AMP (CDCls): d 8,19 (d, J=8ru, 1H), 7,87 (d,
J=8lu, 1H), 7,68 (ddd, J=8, 7, 1I'y, 1H), 7,63 (ddd,
J=8, 7, 1l'y, 1H), 7,51 (dd, J=8, 5y, 1H), 7,14 (dd,
J=10, 8y, 1H), 4,09 (s, 2H).

Cnocobom, onucaHnM BULLE, OOEPXYHOTb Ha3Ba-
HY HMKYEe CMONyKy (SKLIO He 3afaHe iHwwe):

CuHres [Mpoxykr DiznyHi
Ne (ximiuyHa Ha3Ba) XapaKTepUCTUKU
72 (4-merancynbdoHin-denin)-aueronitpun | MS ES* m/e 196
(M+1)

MigrotoBYni cnHTE3 73

XiHoniH- 6-in-aueToHITpUn

Po3unH 6-meTtunxiHoniHy (3,00r, 20,6mmonek), N-
6pomcykuuHimigy (3,96r, 22,0mMonb) Ta nepokcuay
6eHsoiny (0,51r, 2,10MMonb) B YOTMPUXIOPUCTOMY
Byrreui (100Mmn) npy nepemiwyBaHHi HarpiBalTb 3i
3BOPOTHUM XONogunbHUKOM npoTarom 2rog. Oxorno-
OXYI0Tb CYMill A0 KiMHaTHOI TemnepaTypu i npomu-
BalOTb HACWYEHUM BOAHUM PO34MHOM OBicynbdiTy
HaTpito (50mn). OpraHiyHy a3y ABidi nponyckawTb
yepe3 30r SiO, npu entolBaHHI OUXITIOPMETaHOM, a
notim gietunosum edpipom. f[lo ob'eaHaHMX opraHiy-
HUX dpakuin gogatote  N,N-gumeTtuncdopmamia
(83mn), i BMAANAOTb PO3YNUHHUKM Nif 3HWKEHUM TUC-
KOM, 3anuiialyv nve po3yYuH peakuiiHOi Cymilli B
N,N-anmetundopmamigi. o LbOro po3unHy gonarTb
uiaHig Hatpito (1,22r, 24,9mmonb) Ta OikapboHaT Ka-
nito (2,51r, 24,9vmmons). lMepemiwyoTe peakuinHy
cymiw npotsirom 2roa. npu 50°C. OxonoaxeHy peak-
LinHY cymiw BunuBaloTb B OydepHuin posunH 3 pH7
(75mn) i ekcTparytoTb eTunavueTtatoM (2x100mn). Op-
raHiyHi dasm o6'egHyl0Tb, NMPOMMBAKOTL HACUYEHUM
BOAHWM pO34nHOM xnopugy HaTtpito (100mn), cywatb
Haf TBEpAMM XITOPWAOM HAaTpPito i KOHLEHTPYITbL nif
3HMXKEHVM TMUCKOM, OOEPXYH4YM Macro, fke ounia-
10Tb dhnew-xpomartorpadieto 3 HopmanbHOK asotko
(120r copbeHTy Biotage KP-Sil 40L; entotoBaHHS:
10% etunaueTtaty B rekcaHi 5xB., 20% eTunauetarty
B rekcaHi 20 xB, 40% eTtunauetaty B rekcaHi 20xs.,
60% etunauetaTty B rekcaHi 20xB., NOTIM NiHIAHUA
rpagieHT 60-100% eTunaueTtaTty B rekcaHi npoTaromMm
20xB.); ogepxyoTb 645mr (18%) BkasaHOi B 3aronos-
ky cnonyku. MS ES* m/e 169 (M+1).

Cnocobom, onmcaHnmM BULLe, OAepXKyloTb nepeni-
YeHi HUXKYe Cnonyku (SKWOo He 3aaaHe iHwe):

CuH- Hassa npoaykry

Te3 Ne
74 6-nponi-nipuanH-2-kapooHitpwi | Mac-criektp: TOF ES* Touyna maca

pospaxoBata wist CgHoN, (p+1):

Di3nyHI XapaKTePHCTHKH

m/z=146,0844
3naiieHo: 146,0832
Mac-cnekrp: TOF ES+ ToyHa maca
pospaxosana st CoHoN; (p+1):
m/z=146,0844
3HaiieHo: 146,0849
76 6-eTHIITIPMAMH-2-KapOOHITPHII Mac-cnektp: TOF ES+ Touna maca
pospaxosata wist CgHgN, (p+1):
m/z=132,0687. 3HaiineHo:
132,0691

75 6-i30NMpPONUIMIPHIANH-2-
KapGoHiTpHI

76461 92

MigrotoBunit cuHTe3s 77

2-eTUHIN-6-MeTuN-NipuanH

Po3unH 2-6pom-6-MeTUnnipnanHy (0,5r,
2,9vmornb) Ta (Tpumetuncunin)auetuneHy (0,29r,
2,9vmMorb) B TpueTunamiHi (15mn) npoaysatoTs apro-
Hom. [Oopatote moama migi(l) (11mr, 0,06Mmonb) Ta
(PP3)2PdCl; (42mr, 0,06MMonb), | nepemiwyoTs pea-
KUiMHY CyMmiWw npwu KiMHaTHIW TemnepaTypi B aTMmoc-
depi aproHy npotarom 2rof. BngansioTb po34MHHUK
y BakyyMi, i po30aBnsioTb 3anuLIOK eTunaleTaTom
(50mn) i Bogoto (50mn). OpraHiyHWi Wwap BioginsaoTh i
npoMmMBaloTbL  PO3CONOM. BupansoTs  PO3YMHHKK,
ofepxytoum TemHo3abapeneHe macrno. Lle macno
PO34nHATL: B MeTaHoni (50mn), gogatTb 1-H. pos-
yYnH rigpokemay Hatpito (10mn) i nepemiwyoTb npu
KiMHaTHIn TemnepaTypi npoTtarom 3 rog. BogHun wap
HenTpanisylTb 1-H. XNOPUCTOBOOHEBOIO KWUCMOTOH i
eKkcTparyloTb eTunauetaTtoM. BuganswoTb po3YnMHHUK
y BaKyyMmi i ogepxylTb TemHo3abapsrneHe Mmacro,
sIKe oumMLIalTb XpoMaTorpadieto Ha KonoHui 3 SiOy, i
onepxytoTb 1,16r (24%) BkazaHOi B 3arofnoBKy cnony-
KV Y BUrNSAAI CBITNO-KOBTOro Macna.

MS ES* m/e 118 (M+1).

MigrotoBunin cnHTE3 78

ETtunoBun cknagHui edip (6-meTun-nipnamH-2-
in)-NponioHOBOT KUCNOTK

Po3unH 2-eTUHIN-6-MeTUN-NipuauHy (0,5r,
4,3mmonb) B TeTparigpodypaHi (20mn) oxonoaxyoTb
no -78°C, pogatotb 1,6M po3umH H-GyTuUnnitito B rek-
caHi (2,9vn, 2,7Mmonb) i nepemiwyloTb NPOTArom
0,5roa. MoTiM 40 UbOro pPo3ynHY 4OOAKTH €TUIXIO-
pcdopmiat (2,85mn1, 30MMonb) | nepemiwyoTb NpoTS-
rom 3roA.; B el Yyac po34mH HarpiBaeTbCcsa 4O KiMHaT-
HOi TemnepaTtypu. Peakuilo NpUNUMHAIOTL HaCUYeHUM
PO34YMHOM XIlOpuMay amoHilo, | eKCTparylTb CyMill
eTnnaueTaTtoM. PO34MHHMK BUAANsoTb, i 00epXyTb
0,67r (83%) uinboBOro MpoaykTy y BWUrMsAAi CBIiTNO-
XKOBTOro mMacna.

MS ES* m/e 190 (M+1).

MigrotoBYnii cnuHTE3 79

4-(2-(2-nipnann)eTuHIn)xiHomiH

Cymiww TpudpeHindocdiHokcuay (5,56r,
10Mmonb) 3 1,2-guxnopetaHom (30Mn) OXonoaxyTb
Ha NboaoBiN GaHi. [logatoTb Kpanns 3a kpanser aH-
ringpug  TpudTOpMEeTaHCynbGOKUCNOTH (1,57mn,
10mmonb) npotarom 15xB. [o uiei cymiwi goaawTtb
po3uuH 1-(2-nipnann)-2-(4-xiHonin)etan-1-oHy (2,5r,
10mmonek) B 1,2-amxnopeTtadi (10mn) Ta TpuetunamiH
(2,84mn, 20mmonb). BigctaBnsoTe nbogoBy 6aHto, i
HarpiBaloTb CyMill 3i 3BOPOTHUM XOMNOAWUSbHUKOM
npotsirom 16 rog. Po36aBnsatoTb cymill guxnopmeTa-
HoMm (100mn), npomuBatoTb Bogoto (3x100mn), cy-
watb (cynbdaT marHito), pinbTpytoTb, KOHLEHTPYIOTb
y BakyyMmi i xpomatorpadytotb Ha SiO, (entoloBaHHSA
Bia 0% Ao 100% rekcaHy B eTunaueTari); o4epXyoTb
1r BKa3aHoi B 3arofnoBKy CMomnyku y BUrnsai macna.

MS ES* m/e 231 (M+1).

MigrotoBYnin cnHtes 80

ETunosun cknagHum edip 4-nipuavH-2-ineTuHin-
XiHONiH-2-KapBOHOBOT KNCNOTU

Cymiw eTnn-4-6poMxiHoniH-2-kapbokcunaTty
(2,80r, 10,0mmonb, J. Org. Chem. 1947, 12, 456),
TpuetTunamiHy (1,7mn, 12mmonb),
Bic(Tpnderindocain)-nanagin(ll) xnopuay (0,561r,
0,80mmonsb), Cul (0,114r, 0,60mmonb) Ta 2-
etuHinnipuanHy (1,11r, 10,8mMmonb) B aueToOHITpuni
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(80mn) HarpiBatoTe npu 75-80°C npotsirom 18rog. B
3anasHin Tpy6ui. JoaaoTb AooaTkoBi KiNbKOCTI Tpue-
Tunaminy (0,85mn, 6,1MMonb), Bic(TprdeHindocdin)-
nanagin(ll) xnopuagy (0,23r, 0,40mmons) Ta Cul
(0,055r, 0,29Mmonb), i HarpiBaloTb CyMmill e NpoTs-
rom 18roa. KoHUEHTPYIOTb Cymill y BakyyMmi i po3sno-
AiNATb MK BOAOK Ta xropodopmMom. Ekctpaktu y
Xnopodopmi NPOMMBAIOTL PO3COSMOM i BUNAPOBYHOTh.
Banuwok xpomartorpadyoTe Ha SiO» (entoeHT 50%
eTvnauerTaTy B rekcadi), i ogepxytots 1,52r (50%)
TBEPAOi PevOBUHM XOBTOro konbopy. MNMepeocagxeH-
HsIM 3 eTunaueTaTy OAepXyloTb BKa3aHy B 3arorfoBKy
Cronyky y BWUrMAAi XOBTUX Kpuctanis: T.nn. 129-
131°C. MS ES" m/e 303 (M+1).

MigrotoBYnii cnuHTes 81

3-6eH3un-4-6pommacnsiHa kucnota

Cymiw  4-6eH3unn-gurigpodypaH-2-ovy  (1,0r,
5,6mmonb), ouToBoi kucnotu (1,7mn), HBr (33% pos-
YMH B OLUTOBIN KMcnoTi, 2,0mn) HarpiBatoTe npu 80°C
npotsarom 4rof. OXonomxyloTb CyMill A0 KiMHaTHOI
TemnepaTypu, BUNMBaKOTb B CyMill BOAM 3 NbOAOM
(20mn) i ekcTparytoTb xnopodopmoM  (2x30mn).
O6'eqHaHi opraHivHi eKCTpakTy NPOMUBAOTL BOAOHO i
po3cornom, cywaTtb Hag 6e3BogHuM cynbdaToM Ha-
Tpito, PINbTPYIOTb | KOHLEHTPYIOTL Yy BakyyMi, odep-
Xytoun  3-6eHsun-4-6pommacnany  kucnoty  (1,5r,
99%2 y Burnagi 6esbapBHoi pignHu.

H AMP (CDCls): & 7,30-7,12 (m, 5H), 3,58-3,35
(m, 2H), 2,80-2,38 (m, 5H).

CnocobomM, onncaHnm BuLLE, OAEPXKYIOTb nepeni-
YeHi HMXYe Cnomnyku (SKLLO He 3afaHe iHLWwe):

Cun-
Te3
Ne
82 3-6poMMeTHII-S-heHLT-

BajlepiaHoBa KHCJI0Ta

IMponykr Di3uyHI XapaKTEPUCTHKH

TH SIMP (CDCI3) 6 7,40-7,20 (m, 5H), 3,70-
3,65 (m, 2H), 2,85-2,50 (m, 4H), 2,40-2,30 (m,
1H), 1,90-1,70 (m, 2H)

TH SIMP (CDCl3) 5 11,3-10,5 (br s, 1H), 7,4-
7,2 (m, 5H), 3,7-3,42 (m, 3H), 3,1-2,98 (m,
1H), 2,8-2,68 (m, 1H)

TH SIMP (CDCl5) 6 3,55-3,33 (m, 2H), 2,69-
2,55 (m, 1H), 2,41-2,21 (m, 2H), 1,17-1,02 (m,
3H)

83 4-6pom-3-deHin-
Mac/isiHa KHCIoTa

84 4-6poM-3-MeTHi-
Mac/siHa KHCIoTa

MigrotToB4Ynin cnHTes 85

(1-nipnanH-2-in-2-xiHoNiH-4-in-eTunigex)-
rigpasung 3-6eH3nn-4-6poMMacnsiHoi KUCIOTH

Cymiw 3-6eH3nn-4-6pommacnsHoi kucrotm (2,0r,
7,78vmonb) i TioHinxnopuay (6,0MMonek) HarpiBalTb
npu 80°C npoTtarom 2rof. BunapoBytoTb TioHinxno-
pua i opepxyoTb 3-6eH3nn-4-6pombyTUpunxnopug
(2,11, 99%) y Burnsiai 6e36apBHOI piguHW.

'H AMP (CDCls): & 7,25-7,11 (m, 5H), 3,55-3,48
(m, 1H), 3,40-3,35 (m, 1H), 3,20-3,10 (m, 1H), 3,00-
2,90 (m, 1H), 2,80-2,70 (m, 2H), 2,60-2,57 (m, 1H).

PosunH (1-nipuanH-2-in-2-xiHoniH-4-in-eTunigex)-
rinpasuHy (2,25r, 8,40mmonb) B 6e3BogHOMY AMXIo-
pumeTaHi (100mn) Ta nipuaunHi (1,81mn, 22,4mMMonb)
oxonoaxyTe go -78°C, goaaTb po3ynH 3-6eH3un-
4-6pombyTupunxnopugy (2,1r, 7,8mMmonb) B AuXno-
pumeTaHi (10mn) i nepemiwyoTe npotarom 2roa. Hdo-
AalTb A0 cymiwi meTaHon (3mn), nepemiwyoTb Npo-
Tarom 10xB. i po36aBnsAlTb HACUYEHUM PO34YMHOM
xnopuay amoHito (30mn). Cymiw po3baensaiTb AWX-
nopmetaHom (300mn), npommBaoTb BOAoK (2x50mn)
i posconom (50mn), cywaTb Hag 6e3BogHUM cynbda-
TOM HaTpito, PINbTPYIOTb | KOHLEHTPYIOTb Y BaKyyMi.
3anuwok nepeocagXylTb 3 AieTunoBoro edipy i
OfEPXKYIOTb BKa3aHy B 3aronioBky cnornyky (2,3r, 60%)

76461
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y BUIMsIAi TBEpAOI PEeYOBUHM XKOBTYBATOrO KONMbOPY.
'"H AMP (CDCl3): & 8,88-8,82 (m, 1H), 8,68-8,60
(m, 2H), 8,30-8,15 (m, 2H), 7,80-7,65 (m, 2H), 7,40-
7,20 (m, 7H), 7,00-6,92 (m, 1H), 4,85 (s, 2H), 3,60-
3,40 (m, 2H), 3,18-3,05 (m, 1H), 2,98-2,80 (m, 3H),
2,70-2,60 (m, 1H).
Cnocobom, onncaHnm BuLLE, OAEPXKYOTb neperni-

YEHi HIXYe CMoNyKM (SIKLLO He 3afaHe iHLe):

Cun- Tpoaykr Di3HyHi XapaKTePUCTHKH

Te3 (ximiuHa Ha3Ba)

Ne

86 (1-nipuauH-2-in-2- TH AMP (CDCls) & 8,70-8,65 (m, 1H), 8,50-8,55

XiHOMIH-4-in- (m, 1H), 8,30-8,12 (m, 3H), 7,88-7,60 (m, 4H),
eTuiiaes)-rigpasua 3- | 7,30-7,10 (m, SH), 6,95-6,90 (m, 1H), 4,82 (s,
GeHamI-4- 2H), 3,70-3,50 (m, 2H), 3,20-3,05 (m, 1H), 2,90-
6pommacsHOl 2,10 (m, 6H)
KHCJIOTH
87 (I-nipuamn-2-i1-2- [ 'H AMP (CDCl3) & 8,75-8,61 (m, 2H), 2,27-8,0
XiHOMH-4-11- (m, 2H), 7.8-7,6 (m, 2H), 7,53-7,45 (m, 2H),
eTunnien)-rinpasun 4- | 7,2-7,1 (m, 6H), 6,88-6,8 (m, 1H), 5,25-5,2 (m,
6pom-3-cheHii- 1H), 4,78-4,7 (m, 1H), 3,4-3,33 (m, 1H), 3,15-
i kuciotw | 3,05 (m, 1H), 2,7-2,48 (m, 2H), 2,4-2,3 (m, 1H)
88 [2-xiHOmiH-4-i1-1-(3- | 'H SIMP (CDCl;)  8,82-8,86 (m, 1H), 8,12-8,18
TpubTOPMETII~ (m, 1H), 7,81-7,60 (m, 3H), 7,36-7,46 (m, 2H),
denin)-enwiinen]- | 7,20-7,40 (m, 3H), 4,3-4,38 (m, 2H), 2,60-2,86
rizpasun 4-xuop- (m, 4H)
MaclTHOI KUCIIOTH
89 [2-xiHomiH-4-in-1-(4- | 'TH IMP (CDCl3) & 9,10-9,00 (s, 1H), 9,80-9,70
TpudTOPMETHI- (m, 1H), 8,22-8,00 (m, 2H), 7,85-7,55 (m, 6H),
denin)-etunizen]- | 6,90-6,80 (m, 1H), 4,50 (s, 2H), 3,60-3,50 (m,
rigpasua 4-xaop- 2H), 2,02-1,90 (m, 2H)
MacJIsHOI KMCJIOTH
90 [2-xiosin-4-in-1-(3- | 'H SIMP (CDCl3) & 8,75-8,70 (s, 1H), 8,30-8,05
TpudTOPMETHII- (m, 2H), 7,98-7,60 (m, 6H), 6,95-6,90 (m, 1H),
denin)-erwrinen]- | 4,50 (s, 2H), 3,60-3,50 (m, 2H), 2,85-2,75 (m,
rizpasua S-xjaop- 2H), 2,00-1,70 (m, 4H)
BaJIEPIaHOBOI KUCJIOTH
91 [2-xiHoMiH-4-i1-1-(4- | TH AMP (CDCl;) & 8,75-8,70 (s, 1H), 8,20-7,95
TpUdTOPMETHI~ (m, 3H), 7,80-7,40 (m, 4H), 7,15-7,05 (m, 1H),
(enin)-eTnrinen)- 6,90-6,80 (m, 1H), 4,50 (s, 2H), 3,60-3,50 (m,
Tizpasua S-xaop- 2H), 2,85-2,75 (m, 2H), 2,00-1,70 (m, 4H)
Bajiep KUCJIOTH
92 | [I-(4-xropdenin)-2- | 'H AMP (CDCls) & 8,9-8,7 (m, 1H), 8,25-8,0 (m,
XIHOMH-4-U1- 3H), 7,85-7,5 (m, 4H), 7,34-7,15 (m, 1H), 6,97-
erwiines]-rinpasun 5- | 6,87 (m, 1H), 4,4 (s, 2H), 3,63-3,4 (m, 2H), 2,8-
XJlop-BasiepiaHoBoi 2,7 (m, 2H), 3,37-2,3 (m, 2H), 1,9-1,5 (m, 2H)
KHMCJIOTH
93 | [I-(3-xnopdenin)-2- | 'H SIMP (CDCl3) 6 8,9-8,7 (m, 1H), 8,25-8,1 (m,
XIHOMIH-4-i1- 1H), 8,05-7,95 (m, 2H), 7,82-7,65 (m, 2H), 7,5-
erwninen]-rizpasua 5- | 7,45 (m, 1H), 7,35-7,2 (m, 2H), 6,9-6,85 (m,
XJIOp-BajIepiaHOBOL 1H), 4,45 (s, 2H), 3,7 (s, 1H), 3,6-3,4 (m, 2H),
KHCJIOTH 2,8-2,7 (m, 2H), 2,37-2,3 (m, 2H), 1,9-1,5 (m,
2H)

94 [1-(3-cprop-5- TH SIMP (CDCl) 6 9,15-9,05 (s, 1H), 8,80-8,70

TpUdTOpMETIII- (m, 1H), 8,26-8,20 (m, 1H), 8,10-8,05 (m, 1H),
enin)-2-xiHonin-4-i1- | 7,85-7,60 (m, 4H), 7,40-7,30 (m, 1H), 6,90-6,85
erwrincH]-rizpasua 4- | (m, 1H), 4,50 (s, 2H), 3,60-3,50 (m, 2H), 2,02-

XJIOP-MacC/ISTHOL 1,90 (m, 2H)

KHCJIOTH
95 [2-xinonin-4-i1-1-(3- | 'H SIMP (CDCl3) & 8,75-8,70 (s, 1H), 8,30-8,05
drop-5- (m, 2H), 7,98-7,60 (m, 6H), 6,95-6,90 (m, 1H),

TpubTOPMETII- 4,50 (s, 2H), 3,60-3,50 (m, 2H), 2,85-2,75 (m,

cenin)-eTrineH]- 2H), 2,00-1,70 (m, 4H)

rizpasua S-xaop-

BaJIepPiaHOBOI KUC/IOTH

96 | (1-deHin-2-xivonin-4- | 'H SIMP (CDCl;) & 8,80-8,70 (m, 1H), 8,25-8,05
in-erwninen)-rinpasun | (m, 2H), 7,95-7,65 (m, 4H), 7,45-7,40 (m, 3H),
S-xn0p-BanepiaHosoi | 7,00-6,90 (m, 1H), 4,50 (s, 2H), 3,60-3,50 (m,

KHCJIOTH 2H), 2,0-1,80 (m, 4H)

97 | (1-denin-2-xinonin-4- | 'H SIMP (CDCl;) & 8,80-8,75 (m, 1H), 8,15-7,95
in-etwninen)-rinpasun | (m, 2H), 7,80-7,50 (m, 4H), 7,40-7,10 (m, 4H),

4-XJ10p-Mac/IsTHOL 4,60 (s, 2H), 3,35-3,25 (m, 2H), 2,30-2,20 (m,

KHCIIOTH 2H), 1,70-1,55 (m, 2H)

98 | (2-[1,10)penanrponin- | 'H IMP (CDCl3) § 9,2-9,12 (m, 1H), 9,0-8,9 (m,
4-in-1-mipuanH-2-in- | 2H), 8,45-8,38 (m, 1H), 8,3-8,1 (m, 3H), 7,9-7,6
eTwiiien)-riapasun 5- | (m, 3H), 7,3-7,2 (m, 1H), 7,1-7,03 (m, 1H), 3,6~

XJIOp-BaJiepiaHOBOL 3,45 (m, 2H), 2,5-2,43 (m, 2H), 1,9-1,63 (m, 4H)

KHCJIOTH

99 [2-(2-x10p-xiHontiH-4- | 'TH SIMP (CDCl3) & 8,90-8,80 (s, 1H), 8,55-8,50
in)-1-nipwmuH-2-in- | (m, 1H), 8,30-8,10 (m, 3H), 7,90-7,65 (m, 3H),
erunineH]-rinpasun 4- | 7,40-7,30 (m, 1H), 6,85 (s, 1H), 4,70 (s, 2H),

XJIOP-MAacIAHOL 3,70-3,60 (m, 2H), 3,10-3,00 (m, 2H), 2,15-2,00

KHCJIOTH (m, 2H)
100 [2-(6,8-ammeTokeu- | 'H SAIMP (CDCl3) & 8,70-8,65 (m, 1H), 7,97-7,9
XiHosiH-4-i1)-1-(6- | (m, 1H), 7,75-7,60 (m, 2H), 7,30-7,23 (m, 1H),
MeTH-TipuauH-2-in)- | 7,20-7,13 (m, H), 6,77-6,67 (m, LH), 4,70 (s,
etuninen|-rinpasun 4- | 2H), 3,82 (s, 3H), 3,7 (s, 3H), 3,65-3,55 (m, 2H),

XJ10p-MacISTHOL 2,6-2,45 (m, 5H), 2,18-1,98 (m, 2H)

KHCJIOTH

101 | [I-(6-6pom-mipuann- | 1H SIMP (CDCl3) 6 9,20-9,0 (br, 1H), 8,80-8,75
2-in)-2-xiHoniH-4-in- | (m, 1H), 8,22-8,10 (m, 2H), 7,80-7,55 (m, 3H),
erwiinen|-rinpasun 4- | 7,45-7,40 (m, 1H), 7,31-7,26 (m, 1H), 6,95-6,90

XJIOP-MacAsSHOL (m, 1H), 4,75 (s, 2H), 3,65-3,45 (m, 2H), 3,00~

KHCJIOTH 2,90 (m, 2H), 2,10-2,00 (m, 2H)

102 [2-(6,8-numeroxen- | TH AMP (CDCls) 6 8,80 (s, 1H), 8,65-8,50 (m,

XiHOMiH-4-11)-1- 2H), 7,8-7,7 (m, 1H), 7,35-7,2 (m, 2H), 7,0-6,93

MipHIHH-2-in- (m, 1H), 6,8-6,7 (m, LH), 4,70 (s, 2H), 3,82 (s,
eruniaeH]-rizpasun 4- | 3H), 3,7 (s, 3H), 3,65-3,55 (m, 2H), 2,55-2,45

XJIOP-Mac/IsTHOT (m, 2H), 2,18-1,98 (m, 2H)

KHCJIOTH




95 76461 96
103 | TI-(6-verwa-nipwmi- | TH SIMP (CDCIy) 5 5,95-8,88 (m, 1), 5,60-8,55 124 | (1-wipwaun-2-i1-2- | TH SIMP (CDCLy) 6 9,21 (5, 1H), §,73-8,70 (m,
2-in)-2-xiHOMiH-4~in- | (m, 1H), 8,38-8,30 (m, 1H), 8,2-8,12 (m, 1H), XiHOJIH-4-11- 1H), 8,52-8,47 (m, 1H), 8,27-8,11 (m, 3H), 7,80-
etuninen]-rinpasua 5- | 8,0-7,90 (m, 1H), 7,87-7,80 (m, 2H), 7,36-7,30 eTuieH)-riapasua 4- | 7,62 (m, 3H), 7,31-7,27 (m, 1H), 6,92-6,87 (m,
xop-paiepianosoi | (m, 1H), 7,17-7,08 (m, 1H), 5,0 (s, 2H), 3,80- GpoM-3-MeTii- 1H), 4,82 (s, 2H), 3,41-3,32 (m, 2H), 2,98-2,85
KHCIIOTH 3,72 (m, 2H), 3,07-2,99 (m, 2H), 2,63 (s, 3H), MAaCNISHOI KUCIOTH (m, 1H), 2,67-2,52 (m, 1H), 2,28-2,12 (m, 1H),
2,10-1,99 (m, 4H) 1,04-0,98 (m, 3H)
104_| [1-(3-¢rrop-cettin)-2- MS APCI” m/e 384 (M+1) 25 Berarizpuniner- | TH SIMP (CDCy): 8 8,40 (s, 1H), 7,45-7,55 (m,
)'(monml—‘t-m- . rinpasun (R)-5- 5H), 7,20-7,40 (m, 10H), 4,55 (s, 2H), 3,90-4,00
c'rmluleHI-l‘mpﬂJM{l 4- 6eH3UIOKCH-4~ (m, 1H), 3,55 (dd, J=9,5, 3,9 I'u, 1H), 3,45 (dd,
XJI0P-MACIAHOL rinpoxcu-panepiatosoi | J=9,5, 7,2 T'u, 1H), 3,00-3,10 (m, 2H), 2,95 (d,
T Terey KHCIIOTH__ 5 NS AFCT o/ 384 VD) KHCIIOTH J=3,7 [u, 1H), 1,90-2,05 (m, 2H)
(2= - -2~ m/e
[ (xi%zﬁi%;@ 126 Erunosuit cknansuit | 'TH IMP (CDCly): 5 8,36 (bs, 1H), 8,02 (d,
inen)-riapasua 4- edip 4-[2- J=8,3 I'u, 2H), 7,18-7,54 (m, 12H), 4,36 (q,
“"m;h:fﬂzu::? 4 (Gensrinpwnines- | J=7,1 I'u, 2H), 3,85-3,95 (m, 2H), 3,55-3,65 (m,
KHCIOTH rinpasuHokapbouin)-1- | 1H), 3,24-3,38 (m, 2H), 2,18 (m, 1H), 1,38 (t,
—(4- - 1)-2- ¥ rinpokeumMetua-erwi]- | J=7,1 'y, 3H)
106 [ 1 (“xiﬂi’ﬁﬁﬂ"." 2 MS APCI™ m/e 384 (M+1) ittt
eTuines|-rinpasua 4- 127 BensrinpuiineH- 'H AMP (CDCls): & 8,44 (bs, 1H), 7,22-7,58 (m,
XJIOP-MACISTHOL riapasua 4-rinpoken- | 10H), 3,42 (s, 1H), 2,89 (s, 2H), 1,56 (s, 2H),
KUCIIOTH 3,3-numeTHn-macasHoi | 1,09 (s, 6H)
—XIHOMIH-4-11-1-(3- S APCIY o KHCJIOTH
1 li;:{m;tmtxk:"(} MSARCE mjo 450 (1) 128 Bensrinpunines- | 'H SIMP (CDCly): & 8,40 (s, 1H), 7,45-7,55 (m,
enin)-erininen)- rizpasua (S)-5- 5H), 7,20-7,40 (m, 10H), 4,55 (s, 2H), 3,90-4,00
riApasu 4-x0p- GeHIUNOKCH-4- (m, 1H), 3,55 (dd, J=9,5, 3,9 [y, 1H), 3,45 (dd,
i rinpokcu-panepianosoi | J=9,5, 7,2 'y, 1H), 3,00-3,10 (m, 2H), 2,95 (d,
MACJIAHOI KHCJIOTH
108 | [1-(4-dprop-henin)-2- MS APCI* m/c 398 (M+1) KHCOTH J=3,7 [, 1H), 1,90-2,05 (m, 2H)
XiHOMH-4-i1- 129 BeHsrinpuineH- TH SIMP (CDCls): 5 8,35 (bs, 1H), 7,17-7,55 (m,
eTuiaeH]-riapasua 5- rinpasun 3-(4- 14H), 3,86 (m, 2H), 3,48 (m, 1H), 3,18-3,38 (m,
XJIop-BaiepiaHoBol .xnopdxum)—4- . 2H)
KUCJIOTH TJIPOKCH-MACJISIHOL
109 | [2-xinomin-4-in-1-(3- MS APCI* m/e 464 (M+1) KHCIIOTH
TpUPTOPMETOKCH-
enin)-eruninen]-
mffg:;g‘;ﬂ?-:m&“ MigrotoBunii cuHtes 130
110 | [1-(2-@rop-chenin)-2- MS APCIT m/e 398 (M+1) 7-MeTun-4-MeTUN-xiHonMiH
XiHonin-4-i1- . .
erwaizen]-riapasa 5- ' POS’.‘-IVIH 3.-M6TVIJ'Iq.:)eHIJ'IaMIHy (1ekB.) B 1,4-
Xiop-banepiatonol AiokcaHi nepeMmillyloTh | OXONOMKYTh 10 NPUBNN3HO
T el MS APCI* m/e 431 (M+1) 12°C. MoBinbHO JopatoTb cipyaHy Kucnoty (2eks.) i
XIHOJIIH=2-U1~- . .
etwninen)-riapasa 5- HarpiBaloTb 3i 3BOPOTHUM XONOAUMbLHWUKOM. []o Kun-
i e NAY0ro po3yMHy [oAaloTb Kpannsa 3a Kpannew meTu-
T2 |-G masctpmasin-- MS APCI* m/e 409 (M+1) neiHinkeToH (1,5eks.). MNicns 3aBepLlUeHHA JoAaBaHHsA
1)-2-XiHOMH-4 i1~ .
mlmeun-m_paw 5- HarpisaioTb PO34MH MPOTAroM 1rog. BunaposytoTb
e g peakuinHy CyMmilll JOocyXa i PO3YMHAIOTb B XIIOPUCTOMY
113 [ (-ximonin-4-in-1- MS APCI* m/e 417 (M+1) meTuneHi. [JlosoasaTte po3unH Ao pH8 1M kapboHaTom
aunﬁﬁ’)‘ﬁéﬂ&u 4 HaTpIlo | TpWUi ekcTparylTb BoAO. 3anuiiok xpoma-
XJ10p-MacisHol TorpadpytoTb Ha SiO2 (entoeHT cyMill rekcaHy 3 eTu-
KHCJIOTH .
114 | (I-(1,8]nadmupnimin- MS APCI* m/e 432 (M+1) nauetatom, 70/30) i ogepxyoTb CNOMyKy, BKasaHy B
2-in-2-XiHONiH-4-in-
A f 3aronoBkKy.
" hop-sasepanonel MS ES" mie=158,2 (M+1).
KHCJIOTH .
115 | Merionnit ckammni MS APCI* m/e 373 (M+1) Cnocobom, onncaHnm BuLLE, OAEPXYHOTb neperi-
edip 4-(4-nipuann-2- H H .
B o DT YeHi HUKYe CromMyKM (AKLLO He 3aaHe iHLwe):
nipos-2-in)-MacasHoi
KHCJIOTH .
116 | [1-(6-x10p-nipuanu-2- MS APCI* m/e 402 (M+1) Cun- Haspa npoaykty DiziuHi XapaKTepHCTHKH
in)-2-xiHoniH-4-in- Te3
eTutigeH|-rinpasua 4- Ne
XJIOP-!MHCJIPRMO'I' 131 7-eTOKCH-4-METHI- Mac-cnekrp: TOF ES+ Touna maca
KHCIIOTH XiHoJtiH pospaxosaHa s CjoHgNO (p+1):
117 | [1-(4-xn0p-1ipuamn-2- MS APCI* m/e 401 (M+1) m/z=188,1075
1)-2-XiHOMiH-4-i1- 3naiizero: 188,1059
eTuaiaeH]-rizpasua 4- 132 | 6,7-nuMeTOKCH-4-MeTHI- Mac-cnexTp: TOFCEir quoua( M:;:;
XJIOP-MaCIAHOL XiHomiH pospaxosana wis CjoHyNO,; (p+1):
KHUCIIOTH m/z=204,1025
118 BewariapuaineH- TH SIMP (CDCly): 8 2,20 (q, J=9 [, 2H), 3,00 3uaitneno: 204,1010
rinpasua 4-xa0p- (t, J=9 I'u, 2H), 3,70 (t, J=9 'y, 2H), 7,20 (m, 133 G-E'TDKCM*4:METI‘LI1A Mac-cnekrp: TOF ES+ TouHa maca
i KHMCIIOTH 2H), 7,40 (m, 2H), 7,50 (m, 6H), 8,50 (bs, 1H) XiHOMH poapaxosana ana CpH yNO (p+1):
119 [1-(2-¢prop-3- TH SIMP (CDCl): 5 8,80 (m, 1H), 8,00-8,20 (m, m/z=188,1075. 3Haiineno: 188,1079
TpudTOpMETIA- 1H), 7,50-7,82 (m, 3H), 6,80-7,40 (m, SH), 4,60 134 6,T—numup-{l-uemn— MS ES* m/e
enin)-2-xiHonin-4-in- | (s, 2H), 3,45-3,75 (m, 2H), 2,80 (m, 2H), 2,00- xiHOiH 212 (M+1)
eTuieH]-rinpasun 4- 2,20 (m, 2H) 135 6,7-mudrop-4-MeTHa- N;?SE?\; m,;’e
XJIOP-MacISAHOT XiHOMIH (M+1
KHCIOTH 136 4-MeTHR-XiHONiH-6- MS ES* m/e
120 | N-[l-a3a-2-(6-meTHi- MS ES* m/e 381 (M+1), ta MS ES- m/e 379 inamin 159 (M+1)
!‘iP"_J!P;J"z’i"}-3'(.“-I (M- 137 T-MeToKCH-4-MeTHII- hﬁqﬁ(ﬂf}f;&
XiHozin)npon-1-eHin]- XiHoMiH
4-x10pGyTaHaMizn 138 | 7-drop-4-MeTHI-XiHOTIH MS ES* m/e
121 1-[2-(6,7-numeTOKCH- MS ES* m/e 405 (M+1) 162 (M+1)
XiHoniH-4-i1)- lz-(fs-) 139 | 8-MeToKcn-4-MeTwi- M§ Ei; m/c
METHII-TTPHANH-2-111)- xXiHOMH 174 (M+1)
etmucuamiznd- 140 8-eToKCH-4-MeTia- MS ES* m/e
TIPONLIHH-Z-OH XiHoMliH 188 (M+1)
122 (l-qipas{an:‘Z:m-Z- MS APCI* m/e 264 (M+1) 141 4,7-IMMeTHN-XiHOMIH MS ES* m/e
XiHONiH-4-in1- 158 (M+1)
TUICH)-Ti, a3mH 142 | 6-Gpom-4-meTra-xiHonin | 'H AMP (CDCly) 5 8,78-8,75 (m, 1H), 8,16~
123 4-6poM-MacAHOT MS APCI* m/e 412/414 (M+1) 8,11 (m, 1H), 7,99—7,91 (m, 1H), 7.81-7,72
xuenori (1-mipasuh-2- (m, 1H), 7,28-7,19 (m, 1H), 2.67 (s, 3H)

n1-2-xinonin-4-in-

CTULICH)-Tinpasun




97 76461 98
143 | 8-drop-4-meTun-xivonik | 'H SIMP (CDCl3) & 8,80-8,75 (m, 1H), 7,85- 159 | 2-(6,8-mumerokcu-xinonin-4- | 'H SIMP (CDCl3) & 8,80-8,68 (m,2H),
7,80 (m, 3H), 7,60—7,30 (m, 3H), 3,70 (s, 3H) i1)- 1 -nipHAHH-2-i1-eTaHOH 8,1-8,01 (m, 1H), 7,9-7,8 (m, 1H), 7,55-
144 | 7-6pom-d-meTia- TH SIMP (CDCls) & 8,80-8,75 (m, 1H), 8,30 (s, 7,48 (m, 1H), 7,42-7,38 (m, IH), 69-
XiHOMIH 1H), 7,90-7,85 (m, 1H), 7,70-7,65 (m, 1H), 6,85 (m, 1H), 6,70-6,65 (m, 1H), 4,9 (s,
7,25-7,20 (m, 1H), 2,65 (s, 3H) 2H), 4,05 (s, 3H), 3,85 (s, 3H)
145 | 6-tpndropmetokch-4- TH SIMP (CDCl;) 5 8,81 (m, 1H), 8,16 (m, 160 | 1-(6-MeTwr-nipnaun-2-in)-2- | TH SIMP (CDCly) & 8,85-8,8 (m, 1H),
MeTHI-XiHOH 1H), 7,80 (br s, 1H), 7,58 (m, 1H), 7,30 (m, XiHOMiH-4-i-eTaHoH 8,1-8,0 (m, 2H), 7,85-7,87 (m, 1H), 7,73-
1H), 2,70 (s, 3H) 7,6 (m, 2H), 7,50-7,43 (m, 1H), 7,4-7,3
146 T-TpudimopmeTH-4- TH SIMP (CDCl3) 5 8,80-8,75 (m, 1H), 8,15- (m, 2H), 5,00 (s, 2H), 2,70 (s, 3H)
METWI-XiHOMIH 8,10 (m, 1H), 7,80 (s, 1H), 7,60-7,55 (m, 1H), 161 2-(1,10]penantponin-4-in-1- | 'H AMP (CDCly) & 9,20-9,10 (m, 2H),
7,30-7,27 (m, 1H), 2,70 (s, 3H) MPHIANMH-2-11-eTaHOH 8,80—8,75 (m, 1H), 8,25-8,20 (m, 1H),
147 7-METOKCH-3-MeTHII- TH SAMP (CDCl3)  8,80-8,75 (m, 1H), 7,90- 8,05-7,95 (m, 2H), 7,90-7,75 (m, 2H),
XiHoMiH 7,85 (m, 1H), 7,40 (s, 1H), 7,22-7,18 (m, 1H), _ 7,65-7,50 (m, 3H), 5,20 (s, 2H)
7,10-7,08 (m, 1H), 4,00 (s, 3H), 2,70 (s, 3H) 162 | 2-xiHoMiH-4-i1-|-Tioden-2-in- Mac-cniekrp: TOF ES+ touna maca
CTAHOH pospaxopana wist CysH,NOS (p+1):
m/z=254,0640
. . 3uaitneno: 254
MiarotoBuMit cHTes 148 T I | He e IO i ot
1-(2-nipuaun)-2-(4-xiHonin)eTtaH-1-oH STMHOR By 1
Y Tpuvropni KpyrnogoHHin konbi micTkicTio 3m, 3uaitneno: 238,0888
e .o 164 [-(6-nponinnipuaun-2-in)-2- | Mac-cnextp: TOF ES+ tousa maca
O6J'|a,ClHaHIVI OBOMa 3aBaHTaXyBallbHUMWU TIMKaMU, XiHONIH-4-11-eTaHOH pospaxosana wist CyoH9N,O (p+1):
po3uunHsAOTL neniauH (10,0mn, 75,63Mmonb) B TeTpa- S e o Vil
ri,qpod)ypaHi (ZOOMJ'I) B O.ClHy J'IiVIKy 3aBaHTa)Ky|OTb 165 l-(6~i3_onpqni.rmipunun—2-‘m)—2- Mac-cnekrp: TOF ES+ TouHa maca
A ) XiHO/H-4-11-eTaHOH pospaxosata jisi CjgH gN,O (p+1):
etvnnikoniHat (20,43mn, 151,26mmonb), a B Apyry m/2=291,1497
0,5M  po3uuH  Gic(TpumeTuncunin)aminy — Kkanito il o
i 166 1-(6-eTHanipHANH-2-11)-2- Mac-cnextp: TOF ES+ TouHa maca
(166,4mn, 83,19M|_V|or|b) B Tonyoni. OxonomxyloTb (e e pospaxonana wns CrgHyN,O (p+1):
po3unH go -78°C, i kpannsa 3a kpansfew AodalTb 40 3Ha";ﬁ§:2772»7'73‘§'339
o e - . 02 5 B
peakuiiHoT cymiwi ocHoBy npoTtsarom 40xB. Nepemi- Anazia: obuncaeno wis CygH gNO: C,
LYyOTb peakuinHy cymiw e npotarom 1,5roa, i wBuK- B2 *;32?;“;{{"‘5,?2’;'?\}!33%3""‘ o
OKO JopaloTb eTunmnikoniHat. BigctaensoTb oxono- 167 | 1-(3-rop-denin)-2-xinoniti-4- | 'H SIMP (CDCLy): 5 8,87 (m, 1H), 8,14
. . . . UI-eTaHOH (m, 1H), 7,83 (m, 2H), 7,70 (m, 2H), 7,55
KyBalnbHYy 68HIO, I NepeMiWyrTb peakuinHy cymill (m, 2H), 7,42 (m, 2H), 4,72 (s, 2H)
npy KIMHAaTHI TemnepaTypi npoTsrom 3rog. PeakLito 168 | Foetdomop fota)-2 gigupfic- MSCLE266 (M)
npunuHAKTL Bogdot (20mn), i yepe3 5xB. gomarTb 169 | 2-(xiHoain-4-in)-1-(3-tpudprop MS APCI* m/e 332 (M+1)
METOKCH- HUI)-CTAHOH
MypaLlunHy KUCNOTY OO0 3HAYEeHHA pH Aewo HuxX4e 7. 170 | 1-xiHoniH-2-i1-2-XiHOMIH-4-i1- MS APCI* m/e 299 (M+1)
H HEH H H €TaHOH
KoHueHTpytoTb cymill y Bakyyml | po3noainaATe MK 71 | I-(d-eTwr-mipnauA-2-in)-2- MS APCI* m/e 277 (M+1)
eTunauetaTom (300mn) i cymiwwio poscony 3 Gikap- Xitonin-4-i1-eraHon
6 . . o 172 | 1-[1,8]-nadmup 2-in-2- MS APCI* m/e 300 (M+1)
oHaToM Hatpito (300mn). OpraHiyHui Wwap npomMu- XiHoiH-4-i1-eTaHOH
H H H 173 1-(6-x10p-mipuauH-2-i1)-2- 'H SIMP (CDCl3): 5 8,81 (m, 1H), 8,08
BalOTb PO3COMOM i pO3uMHOM GikapBoHaTy HaTpito, inon-h in-eraron | (m. 1EDs 796 (m. 38D 7 76 (18D, 7.63
cywaTb Hag cynbdaToM HaTpito i KOHLUEHTPYITb. (m, TH), 7,41 (m, 2H), 7,34 (m, LK), 4,4
- . S,
OpepxaHunii npoaykT xpomaTtorpadytote Ha SiO2 174 | 1-(-xiop-mipmH-2-in)-2- MS APCI* m/e 283 (M+1)
_ 0, H H XiHOJH-4-i1-eTaHOH
(emtoeHT 27-30% aleToHy B rekcaHi), i onepxytoTb 175 | 1-(-¢rop-3-rpudropmerii- | TH AAMP (CDCI): d 8,20 (d, J=4 T,
15‘3’] r (82%) TBEPAOI PEYOBUHUN XKOBTO-KOPUYHEBOIO eHin)-2-xiHoniH-4-in-etanon | 1H), 8,15 (d, J=7 Tu, 1H), 7,95-8,10 (m,
KOnbopy lH); 1.563-2,58? (mi 1-31)}{)& stt() ('2;;; H),
. ,15-7,35 (m, 2H), 4,80 (s,
+ 176 1-(4-drop-3-tpucpropmerin- | TH AMP (CDCl5): 5 8,85 (d, J=4 I'u, 1H),
MS ES™ m/e 249 (M+1). ) benin)-2-xinonin-d-in-craron | 8,35 (d, J=6 Tu, 1H), 8,25 (m, 1H), 8,1)5
Cnocobom, onucaHnmM BuLLe, O4epPXyoTb nepeni- %"ao’if I . 17;‘;7 (;’S;jf H, 180,
. . B , J=o 1., s /s , J=8 1.,
YeHi HMXYe Cnonyku (SKLLO He 3adaHe iHLWe): ;k;()),(mzsﬂ(x, J=8 T, 1H), 7,25 (s, 1H),
.70 (s, 2H)
s 177 TimeTin-6-[2-(4- MS ES- m/e 305 (M-1)
CuH- Tpoayxr Di3uyHi XapaKTePUCTHKH XiHOMUT)aueT I | mpran-2-
€3 (xiMiyHa Ha3Ba) KapOoKCcHIaT _
Ne 178 2-XiHOMH-4-11-1-(3- MS ES* m/e 315,9 (M+1)
149 | 1-nipuamH-2-11-2-XiHOMH-4-11- TpHGTOpMETIIEHIN)-CTaHOH
eratoH 179 l—(5—_x1|op_nipu§lm—x—2—i.v|)—2- UL 123-125°C
150 Zxinonin-4-i1-1(3- TH SIMP (CDCI3) 5 8,8 (m, 1H), 8,3 (s, (xironit-4-in
TpudropMerni-denin)-eranon | 1H), 8,12-8,28 (m, 2H), 7,80-7,90 (m, 180 | 1-(5-ropmipuaus-2-in)-2- MS ES* m/e 267 (M+1)
2H), 7,59-7,78 (m, 3H), 7,21-7,29 (m, (xiHoniH-4-in)eTaHoH
1H), 4,80 (s, 2H) 181 T-(nipuans-2-in)-2-(7- .1, 87-91 °C
152 | 2-xiHoniH-4-U1-1(4-x10pdeHLT)- IH AMP (CDCl;) & 8,9-8,85 (d, 1H), XJIOPXiHOJliH-4-11)eTaHOH MS ES* m/e 283 (M+1), 285 (M+3)
eraroH 8,21-8,15 (d, 1H), 8,0-7,9 (d, 2H), 7,85-
7,78 (d, 1H), 7,73-7,69 (t, 1H), 7,55-7,5 182 | 1-(6-Merwamipumnn-2-in)-2-(7- .11 88-90°C
(t, 1H), 7»4?'};;4 :df (st;'H 7),254-19 (, XIOPXIiHOMIH-4-U1)eTaHOH EA o6unciieHo u(.))m Cy7H,5CIN,0: <C:
, 4,7 (s, 2 68,81; H, 4,41; O, 9,44, ineHo: C,
153 | 1-(G3-xopenin)-2-xiHonin-4- | TH IMP (CDCly) & 8,9-8,85 (m, IH), 48,48; H, 4.38; Na,Hg,ésem
i1-eTaHOH 8,21-8,15 (m, 1H), 8,0-7,9 (m, 2H), 183 | 1-(6-Merwimipnann-2-in)-2-(7- MS ES* m/e 308 (M+2)
7,85-7,78 (m, 1H), 7,73-7,69 (m, 1H), ETOKCHXIHO/TIH-4-11)eTaHOH
7,55-7,5 (m, 1H), 7,46-7.4 (m, 2H), 184 | 2-(4-ropacpranin-1-in)-1-(6- MS ES* m/e 280 (M+1)
7,25-7,19 (m, 1H), 4,7 (s, 2H) METHI-THPUIMH-2-iT)-eTAHOH
154 | 1-(3-Grop-3-tpudropmeriui- | 'H SIMP (CDCly) & 8,90-8,88 (m, IH), 185 2-XiHOMIH-4-i-1-(4- 'H AMP (CDCl3) 5 8,80 (m, 1H), 8,20 —
@gmt)b-z-xjumin-zz-m-muou 8.22 - 8,12 (m, 2H), 7,98 — 7,75 (m, 3H), P ei-cherin) 8,12 (m, 3H), 7,90 — 7,52 (m, 5H), 7,25 —
7,60 — 7,52 (m, 2H), 7,30-7,25 (m, 1H), 7,30 (m, 1H), 478 (s, 2H)
4,78 (s, 2 H) 186 | 1-(2-¢prop-denin)-2-xiHomiH-4- MS CI* 266 (M+1)
155 | 1-denin-2-xinonin-4-ir-etaHon | 'H AMP (CDCl;) 5 8,80-8,75 (m, 1 H), \1-STaHoH =
8,20~8,12 (m, 3 H), 7,80-7,52 (m, 3H), 187 MerTHnoBHI cx_.vlamjnﬁ edip MS ES- m/e 305 (M-1)
7.35—7.05 (m, 4H), 4,78 (s, 2 H) Merm-‘ﬁ-(Z-xmomu-tt—Ul- ;
156 | 2-(2-uiopxinomn-d-o-1- | H SIMP (CDCly) 5 8,90-8,38 (m, 1H), SRETR) pABEL 2 X 00HonoL
mipyan-2-i1-cTaHoH 8,10 — 7,80 (m, 3H), 7,85 — 7,75 (m, IH), 188 | 2-(6-Gpom-xiHomu-4-in)-1- MS ES* m/e 326,0 Ta 328,9 (M*1)
7,60 — 7,52 (m, 2H), 7,40 (s, 1H), 5,00 (s, e i
2H) IR S L Lon —
157 | 2-(6.8-umveroxcn xinomid- | H SIMP (CDCL) & 8,70-8,65 (m, 1H), 15981, FIEmipHApReg I 2 Hionmy.t: MSES* m/em199.2 (M¥1)
ST A [T L e, T, T 190 | 2-(6-meTmanipant-2-in)-1- MS ES+ m/e 308 (M+1)
6,65 (m, 1H), 4,9 (s, 2H), 4.05 (s, 3H) Alomis-4-In-eTanol
3’85 G éH) 2'70’ G, éH) L 4 : 191 | 2-(7-mMeTokcu-XiHOMIH-4-i1)-1- MS ES* m/e 279 (M+1)
- 2 s i -2-i1-eTaHOH
158 | 1-(6-6pom-mipumn-2-i0)-2- | 'H AMP (CDCly) 5 8,90-8,85 (m, 1H), R
XiHOMIH-4-U1-eTaHOH 8,20 — s,of) (m, 1 H), 7.80 — 7,40’ (m., s 192; | 2-(=BelamAOREI- G MeToRON> MSEST m/e 385 (MED
H). 4.98 (s, 2 H) s XIHONH-4-i1)- 1 -mipuanuH-2-i1-
. €TaHOH
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193 | I-nipa3uH-2-i1-2-XiHONiH-4-in-
CTAHOH

MS APCI* m/e 250 (M+1)

194 | 2-(6-6pom-xiHoMiH-4-in)-1-(6-
METWI-TIPHIAHH-2-11)-eTaHOH

TH IMP (CDCl;) 6 8,89-8,81 (m, 1H),
8,40 (s, 1H), 8,03-7,99 (m, 1H), 7,90~7,85
(m, 1H), 7,79-7,67 (m, 2H), 7,49-7,38 (m,

2H), 4,97 (s, 2H), 2,71 (s, 3H)

195 1-(6-MeTH-TipuaAHH-2-i1)-2-
(6-TpudTOpMETII-XiHOMIH-4~
1)-eTaHOH

'H SIMP (CDCl3) 5 8,97-8,94 (m, 1H),
8,55-8,51 (m, 1H), 8,25-8,20 (m, 1H),
7,98-7,93 (m, 1H), 7,89~7,83 (m, 1H),
7,77-7,69 (m, 1H), 7,54-7,50 (m, 1H),
7,41-7,32 (m, 1H), 5,00 (s, 2H), 2,69 (s,
3H)

196 | 2-(8-¢rop-xiHoniH-4-in)-1-(6-
METHI-TiPHAMH-2-1)1)-eTaHOH

TH SIMP (CDCl3) 5 8,90-8,85 (m, 1H),
7,90-7,70 (m, 2H), 7,50-7,30 (m, 3H),
5,05 (s, 2H), 2,70 (s, 3H)

197 | 2-(7-6pom-xiHoziH-4-in)-1-(6-
METHI-TPUIMH-2-11)-eTaHOH

TH SIMP (CDCL) 5 8,85 (m, 1H), 8,30 (s,
1H), 8,00-7,60 (m, 4H), 7,457,335 (m,
2H), 5,05 (s. 2H), 2,65 (s, 3H),

198 | 2-(6-TpuTOPMETOKCH-XIHOMH~
4-in)-1-(6-MeTHA-mpHIHH-2-
1)-eTaHOH

TH AAMP (CDCl3) 5 8,92 (m, 1H), 8,42 (s,
1H), 8,20 (m, 1H), 7,88 (m, 1H), 7,80-
7,70 (m, 2H), 7,53 (m, 1H), 7,40 (m, 1H), |

5,02 (s, 2H), 2,64 (s, 3H)

199 | 2-(7-TpndropMeTHA-XiHOMNIH-4-
1)-1-(6-MeTua-nipuiIuH-2-in)-
€TaHOH

TH AIMP (CDCl,) 5 8,88 (m, 1H), 8,15-
8,10 (m, 1H), 8,00 (s, 1H), 7,98-7,80 (m,
2H), 7.75~7,65 (m, 1H), 7,50 (m, 1H),
7,35-7,33 (m, 1H), 5,00 (s, 2H), 2,70 (s,
3H)

200 | 2-(7-merokcu-XiHOMIH-4-im)-1-
(6-MeTHI-TiPHIHH-2-11)~
eTaHOH

TH AIMP (CDCI3) 6 8,88 (m, 1H), 8,15-
8,10 (m, 1H), 8,00 (s, 1H), 7,98-7,80 (m,
2H), 7.75-7,65 (m, 1H), 7,50 (m, 1H),
7,35-7,33 (m, 1H), 5,00 (s, 2H), 2,70 (s,
3H)

201 2-(7-6poM-xiHoAiH-4-11)-1-
TMipUANH-2-U1-eTaHOH

TH AAMP (CDCl5) 5 8,85 (m, 1H), 8,30 (s,
1H), 8,00-7,60 (m, 4H), 7,45-7,35 (m,
3H), 5,05 (s, 2H)

202 2-(2-xn0p-mipuanH-4-un)-1-
MipHANH-2-1U1-eTaHOH

TH AAMP (CDCl3) 6 8,85 (m, 1H), 8,30 (s,
1H), 8,00-7,60 (m, 4H), 7,457,335 (m,
3H), 5,05 (s, 2H)

203 1-(6-x10p-MipUAHH-2-11)-2-
XiHOJIH-4-11-eTaHOH

TH IMP (CDCly): 5 8,88 (d, J=4,4 I't,
1H), 8,13 (d, J=8,0 T, 1H), 7,97-8,02
(m, 2H), 7,80-7,87 (m, 1H), 7,72 (t,
J=8,0 Ty, 1H), 7,53-7,60 (m, 2H), 7,43
(d, J=4,4 Tu, 1H), 4,99 (s, 2H)
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Owucnepcito rigpyay HaTpito (60% B MiHepanbHo-
My macni, 0,7r, 17,7vmonb) gopawTe A0 eTaHony
(25mn). Micna npynnHEHHs BUAINeHHs rady AoAarTb
3-xnop-4-pTopdeHinaueToHiTpun  (NPoAykT  dipmun
Flourochemicals, 2,0r, 11,8mMmonb) i MeTunosumn
cknagHun edip 6-meTunnipuamH-2-kapboHOBOT KuUc-
notu (1,8r, 11,8mMmone). HarpiatoTb cymiw 3i 3Bopo-
THAM XONOAUSTBHUKOM MNpOTAroM 2,5rod. i AoBoAdATb
0o pH7 1-H. xnopuctoBogHEBOK KUCROTOK. KOHLEH-
TPYOTb Cymiw y Bakyymi. [logaloTb 4O CyMillli KOHLe-
HTpOBaHy xropucToBoaHeBy kucnoTy (50mn) i Harpi-
BalOTb 3i 3BOPOTHUM  XOMOAMIIBHUKOM  MPOTSAroM
1,5rog. BunuearoTb cymiw Ha nig i goBoasTte Ao pH8
5-H. po34MHOM rigpokcmay Hatpito. EkcTparyoTb cy-
MilLl XITOPUCTUM METWUIEHOM, i CyllaTb OpraHivHi ekc-
TpakTn Hag 6e3BogHMM cynbdartom Hatpito. Cymil
DINbTPYOTb | KOHUEHTPYIOTb Y BakyyMi, OAepXyun
BKasaHy B 3aronioBky cronyky (2,1r, 68%) y surnsai
TBEPAOI PEYOBUHWU >KOBTYBATOro KOMbOPY. 'H ampP
(CDCl3) 6 7,86-7,83 (m, 1H), 7,73-7,71 (m, 1H), 7,42-
7,33 (m, 2H), 7,26-7,04 (m, 2H), 4,49 (s, 2H), 2,65 (s,
3H).

Cnocobom, onncaHnm BuLLE, OAEPXYOTb neperni-
YeHi HWXXYe Cnomnyku (SIKLLO He 3afaHe iHLWe):

204 1-(6-MeTHIT-MipUAUH-2-11)-2-
XiHOJiH-4-i1-eTaHOH

TH SIMP (CDCly): 6 8,54 (d, J=4,4 Ty,
1H), 8,11 (dd, J=8,4, 0,9 T, 1H), 8,07
(dd, J=8,4, 0,9 Tt, 1H), 7,85 (d,
J=1,7 Tu, 1H), 7,66-7,86 (m, 2H), 7,54
(td, J=7,0, 1,3 T, 1H), 7,35-7,45 (m,
2H), 5,02 (s, 2H), 2,67 (s, 3H),

204a | 2-xiHoMiH-4-in-1-Tiazon-2-i1-
CTaHOH

ES MS 269,3 (M+1)

204b | 1-(1-merwn-1H-iminason-2-i1)-
2-XiHO/iH-4-11-eTaHOH

MS (ES) m/e 252,3 (M")

204c | 2-(4-drop-denin)-1-(5-meTia-
4H-nipon-2-in)-eTaHoH

MS (ES) m/e 236,3 (M*)

204d | 1-mipuamMH-2-in-2-XiHOMH-4-11-
eTaHOH

ES MS 249 (M+1)

204¢ | 2-xiHoMiH-4-in-1-Tiazon-2-in-
€TaHOH

MS (ES) m/e 255 (M")

204f | 1-(1-meTtua-1H-imigazon-2-in)-

MS (ES) m/e 252 (M%)

Cun- Iponykr ®DiznyHi XapaKTePUCTHKH
Te3 Ne (ximMiyHa Ha3Ba)

207 2-(2-x10p-4-¢rop-denin)-1- | 'H AMP (CDCly) 8 7,87-7,85 (m, 1H),
(6-MeTHA-TIPUAKH-2-1N)- 7,74-7,69 (m, 1H), 7,36-7,34 (m, 1H),
€TaHOH 7,27-7,14 (m, 2H), 6,99-6,93 (m, 1H),

4,68 (s, 2H), 2,65 (s, 3H)
208 1-(6-MeTwr-nipuans-2-in)-2- | 'H IMP (CDCl;) § 7,87-7,85 (m, 1H),
(2,4,5-tpudrop-tenin)- 7,75-7,70 (m, 1H), 7,37-7,34 (m, 1H),
€TaHOH 7,15-7,07 (m, 1H), 6,98-6,89 (m, 1H),

4,55 (s, 2H), 2,64 (s, 3H)
209 2-(4-drop-3-tpudropmerun- | 'H AMP (CDCI;) & 7,86-7,84 (m, 1H),
denin)-1-(6-metHa-nipuaud- | 7,74-7,62 (m, 2H), 7,53-7,49 (m, 1H),
2-in1)-eTaHOH 7,36-7,33 (m, 1H), 7,16-7,10 (m, 1H),

4,55 (s, 2H), 2,65 (s, 3H)
210 2-(4-¢rop-deHin)-1-(6- 'H SIMP (CDCly): d 7,84 (d, J=7,7 'y,
MeTWI-MipuanH-2-in)-eTanon | 1H), 7,69 (t, J=7,7 ', 1H), 7,25-7,35

(m, 4H), 6,95-7,05 (m, 1H), 4,50 (s,
2H), 2,64 (s, 3H),

2-XiHOMiH-4-i1-eTaHOH

MigrotoBunin cnHtes 205

2-(4-pTOp-theHin)-3-okco-3-(6-TpudTopMeTUn-
TPUAWH-2-iN)-NPonioHITPUIN

o po3unHy 4-cbtopdeHinaueToHitpuny (0,12mn,
1,0mmonb) B 6e3BogHOMy TeTparigpodypaHi (2mn)
nofatTb kpannga 3a kpanneto npu 0°C B atMmocdepi
asoty bic(TpumeTuncunin)amigy kanito (0,5M po3unH
B Tonyoni, 3,0mn, 1,5mMmonb). lMNMepemiwyoTs cymiw
npotarom 10xB., nicns 4oro WBWAKO AoAalTb S-(4-
xnopdeHin)oBun cknagHun edip 6-TpudTopmeTUn-
nipuanH-2-TiokapboHoBoi  kncnotu. [atoTb  CymiLli
HarpiTuca A0 KiMHaTHOI TemnepaTypw, MOTiM Harpi-
BalOTb A0 KMNiHHA npoTaroM 10xB.; No 36iraHHi LbOro
yacy TLWX (entoioBaHHA XNOPUCTUM METUIIEHOM) NO-
CBiguye 3aBeplueHHs peakuii. [aloTb cymiwi oxomno-
antucs, sunusaloTe B 10% NUMOHHY KMCMOTY i eKCT-
paryloTb  XMOPUCTUM  MeTUreHoM. PosunmH B
XINOPUCTOMY METUNEHi cylwaTb Hag cynbdaTtoMm mar-
Hil0 i KOHUEHTPYIOTb y BakyyMi. 3anuok o4MLLaTb
Ha KOMOHLUj i3 cunikarenem, NpuroToBaHin i3 3acTocy-
BaHHSIM reKCaHy, MpW ertoloBaHHI XNOPUCTUM MeTU-
neHowm, i ogepxytoTb 204mr (66%) 2-(4-dTopdbeHin)-
3-0kco-3-(6-TpudTopMETUN-NIpUANH-2-iN)-
nNponioHITpUNy.

MS ES m/z 307 (M-1).

MigrotoBunin cnHTes 206

2-(3-xnop-4-pTop-heHin)-1-(6-meTun-nipnanH-2-
in)-eTaHoH

MigrotoBunii cnHtes 211

1-(6-meTunnipuanH-2-in)-2-p-Tonin-eTaHoH

[o cycneHsii marHieBux cTpyxok (406wmr,
16,7vmonb) B Tonyoni (10mn) kpanns 3a kpanneto
4oJaTb  po3unH  4-meTtunbeHsunxnopugy (10mr,
0,06mMmonb) B TeTparigpodypani (0,2mn). Jopatots 2
kpanni 1,2-gnbpomeTaHy, HarpisatoTb cymiw go 50°C
i QaloTb OXonoauTUCs OO0 KiMHaTHOI TemnepaTypw.
Lleit npouec nNoBTOPHOOTL, AOKN HE MOYHETLCSA peak-
uis. MNoinbHO AoaatoTh 4-meTundeHsunxnopug, (1,5r,
10mmonb) B TeTparigpodypaHi (7mn), NigTpyMyoym
Temnepatypy B maci Hmwkye 32°C. lNicns 3aBepLueHHs
AoAaBaHHs MepemilyioTb peakuinHy Cymill npu Kim-
HaTHi TemnepaTtypi npotarom 1rog. Kpanns 3a kpan-
new AoAalnTb peakuiHy cymill Ha npoTasi 5xB. Ao
pPO34YMHY MeToKcumeTunamigy 6-meTun-nipuauH-2-
kapboHoBoi kucrnotu (MigrotoBunii cuHTe3 250, 1r,
5,6mmonb) B Tonyoni (5mn). MNepemiwyoTs cymiw we
npotsarom 45xB. lMpunuHaOTL peakuito 1-H. xrmopuc-
TOBOAHEBOK KWUCMNOTOK i MepemillyoTb MPOTSArom
30xB. BogHun wap HeWTpanisyloTb HAaCUYEHUM pO3-
YnHom GikapGoHaTy HaTpilo | ABiYi ekcTparylTb eTu-
nauetatom. OG'egHaHi opraHiyHi ekcTpakTu NpoMu-
BalOTb PO3COMOM, cywaTb (cynbdat HaTpilo),
PINLTPYIOTL | KOHUEHTPYIOTL Yy BakyyMmi. 3anuiiok
xpomaTtorpadytote Ha SiO2 (rpagieHT enoeHTy Bif
50% po 75% eTtunauetaTy B rekcaHi) i ogepxylTb
cronyky, BkadaHy B 3aronoBky (633wr, 25%), y Bu-
rnagi Macna KopuuHeBoro konbopy. MS ES™ m/e 226
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(M+1).
CnocobomM, onucaHum BuLle, OOEPXKYHOTb BKasa-
HY HMXKYe CMOnyKy: (SKLLO He 3afaHe iHwe):

CuHres Hasga nponykry Di3uyHi XapaKTePUCTHKU
Ne
212 1-(6-MeTwi-nipuauH-2-i1)-2-Habraniu-1- MS ES* m/e 262 (M+1)
i1-eTaHOH

MigrotoBuni cnHTes 213

2-(4-cpTop-beHin)-1-(6-TpudTopmM €TUN-NIpUANH-
2-in)-eTaHoH

CycneHsito 2-(4-pTopdeHin)-3-okco-3-(6-
TpudTOPMETUN-MIpUANH-2-in)- nponioHiTpuny (1,4r,

76461
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NPOMMUBaKOTb HAaCMYEHNM PO34MHOM bikapboHaTy Ha-
Tpito (30mn), Boaoto (2x30mn) i poscornom (30mn).

PosunH cywate Hag 6e3BogHMM cynbgaToMm Ha-
Tpito i PiNbTPYOTL. PiNbTpaT KOHUEHTPYIOTL, | oaep-
XYIOTb CMONyKky, BkasaHy B 3aronosky (1,0r, 97%), y
BUMSAAI MiHX CBITNO-XOBTOrO KONbLOPY.

'H AMP (CDCl3) & 8,80 (m, 1H), 8,28-8,05 (m,
3H), 7,90-7,40 (m, 4H), 7,20-7,05 (m, 2H), 5,50 (s,
2H), 4,45 (m, 2H).

CnocobomM, onncaHnm BuLLE, OAEPXKYHOTb neperi-

YeHi HKYe Cronyku (SKLWLO He 3afaHe iHLe):

Cun- ) Hponym Di3nyHi XapaKTepUCTUKH
4,4mmonb) B 48% HBr HarpiBatoTb 3i 3BOPOTHUM XO- iy Crisdloirn:Hasna)
NnoannbHUKOM NpoTsaroM 8rof., BUTPUMYOTb NpU TEM- 230 (l—nipunuH—Z—iJ;-Z—xiHoniu— TH SIMP (CDCI;) 6 8,70-8,61 (m, 1H),

. 4-in-eTwnines)-rigpasus | 8,50-8,40 (m, 1H), 8,25-8,03 (m, 3H), 7,80-
nepaTtypi HaBKONMULUHLOIO cepefoBuLLa MNPOTAroM 7.5 (m, 3H), 7.31-7.10 (m, 2H), 5.50 (s,
16r, nicns 4Yoro HarpiBaloTb 3i 3BOPOTHUM XONOAMMb- e 2H), 4,80 (s, 2H)

. ) 231 [2-XiHoiH-4-L1-1-(4- TH IMP (CDCI;) 6 8,82-8,78 (m, 1H),
HUKOM npoTarom 8rod. EkcTparyloTb cymiwl gietuno- TpudTopMerii-derin)- | 8,20-8,05 (m, 2H), 7,85-7,60 (m, SH), 7,30-

A . . . _ eTWIIeH]-TiapasuH 7,10 (m, 2H), 5,55 (s, 2H), 4,44 (s, 2H)
BUM e(blpOM, aonarTb HesHaHH.y KiNbKICTb 6|K§p60 232 | [1-(d-xnopdenin)-2-xinonin- | 'H IMP (CDCI3) 5 8,79-8,7 (m, 1H), 8,22-
HaTy HaTpilo, eKkcTparyloTb [fieTUrnosum edipom, 4-in-etuninen]-ripasun | 8,15 S-{ ll;l)%28,7l36-38.03 (;1'._12H7),67,78gi7,;5
[I0BOASTL [0 OCHOBHOI peakLii TBepanM riapoKcaoMm e e

i i ; ; 5,45 (s, 2H), 4,4 (s, 2H)
HaT,p'K? I 3HOB eKc-':paryK)Tb RI€TUNOoBUM - eipoMm. 233 | [1-(3-x10pdbenin)-2-xiHonin- | 1H SIMP (CDCly) 6 8,79-8,7 (m, 1H), 8,22-
EdipHi ekcTpakT 06'eqHyt0Thb, cylwatb Hag cynbda- 4-in-erwnizen]-rinpasis | 8,00 (m, 31:1), 7,8-7,69 (m, 2H), 7,84-7,5-

. . . 7 -~ 7,10~
TOM MarHilo i KOHLEEHTPYIOTb Y BaKyyMi, OfepXyloumn iR S e
234 [1-(3-drop-5- TH SIMP (CDCIy) 5 8,82-8,78 (m, 1H),
TeMH03_a_6aan_eHe macno. Le Macr.'? .0‘-IVILL|,a}0Tb Ha S e Bt R BEE T e e
KONMOHL|i i3 cunikarenem, NpuroToBaHiv i3 3actocyBaH- XiHONiH-4-in-eTwiinen]- | 7,48 (m, 1H), 7,30-7,22 (m, 1H), 7,05-7,00
: riapasmus (m, 1H), 5,60 (s, 2H), 4,40 (s, 2H)
HAM reKkcaHy, npu enioBaHHI XMOPUCTUM MeTune- 733 TR T TR TR TH P (CDCL) 5 8 85878 (o 1H
HOM, i oflepxytoTb 816Mr (65%) cronyku, BkasaHOi B i g | 8.30-505 s, 260, 780.7.60 m, 49, 70-
’ . ’ 7,15 (m, 4H), 5,40 (5, 2H), 4,50 (s, 2H)
3arosioBKy, y surndaai TeMHO3368pBJ'IeHOFO mMacna. 236 [z-gz-uopixguoniu~§-m)]-1— . 2'(}-185})1\6[1: (c;)Hc)l% 58(;;,;06-:,45 (r}nﬁ)u;),25
a _ MipUINH-2-i1-eTuineH]- ,20-8,00 (m, , 7,80-7,60 (m, y 1,25-

MS ES m/z 282 (M ‘I).' Cnocobom, onucaHum Hipaa 7.18 (. 1HD), 700, 1E), 5,60 (5, 2H),

BYLLE, OOEPXKYHOTb MEeperniyeHi HUKYe Cronyku (SKwo _ 4,70 (s, 2H)
A X 237 | [2-(6,8-numetokeH-XiHomiH- | 'H SIMP (CDCls) & 8,70-8,65 (m,1H), 7,87-
He 3apaHe iHwe): 4-im)-1-(6-Merwn-ipwmun- | 7,80 (m, 1H), 7,75-7,67 (m, 1H), 7,20-7,13
2-in)-eTunineH)-rinpasuH (m, 1H), 7,10-7,03 (m, 1H), 6,90-6,85 (m,
1H), 6,7-6,65 (m, 1H), 5,50 (s, 2H), 4,70 (s,
CuH- [poaykr Di3uyHi XapaKTePUCTHKU 2H), 4,05 (s, 3H), 3,85 (s, 3H), 2,70 (s, 3H)
Te3 N (ximiuna Ha3pa) 238 | [1-(6-Gpom-mipnmuH-2-i1)- | H SIMP (CDC;) 5 8,82-8,78 (m, 1H),
214 1-nipUanH-2-L1-2-XiHOMIH-6-1-eTaHOH MS ES* m/e 249 (M+1) 2-xiHontiH-4-in-etuninen]- | 8,25-8,00 (m, 3H), 7,85-7,60 (m, 3H), 7,40-
215 | 1-(6-MeTu-nipHanH-2-in)-2-XiHOMiH-6- MS ES* m/e 263 (M+1) TiipasuH 7,35 (m, 1H), 7,10-7,05 (m, 1H), 5,55 (s,
1-€TaHOH 2H), 4,70 (s, 2H)
216 2-nadranin-2-in- 1-mipuauH-2-i1- MS ES* m/e 248 (M+1) € Wi B .
eTAHOH HH~- L POOYKT 13HYHI XapaKTePHUCTHKH
217 | 1-(6-MeTwn-mipnmH-2-in)-2-Hadratin- | MS ES® m/e 262 (M+1) = (ximitHa Haspa)
2-in-eTaHoH — - -
| T TG | WS ES w00 B e I oo T
MCTILL- TP RIH-)-1X)-ETHHOH T eTHJTIeH]-Tipa3uH (;n. 2H), 6,96-5,85 (}n, lHi, 6,76-6,65 (;n.
219 1-(6-MeTHA-TipUAMH-2-11) - 2-TTipHAKH- MS ES* m/e 213 (M+1) 1H), 5,57 (s, 2H), 4,67 (s, 2H), 4,05 (s, 3H)
3-i1-eTaHoH M " Jad g L 4 ’
- - - 3,85 (s, 3H)
220 I»(S-MopMHerg:;ﬁift-Q)mpcbeHm]- MS ES* m/e 233 (M+1) 330 [12'(§'M5T"”‘;'!ip“n"“f2'h;)‘ ]}i{i ’2134(2 (lcl_ll))cg)lg %715(-3,6]8“(;%’];!0),785%7-
221 | 2-(4-(rop-Hadraiin-1-u1)-1-(6-MeTHI- MS ES* m/e 280 (M+1) """“"“;.‘ UL OTHIDABHI: p20 4G, L), 68,1958, 1.(C, 110), 1,207,
> : , 1H), 7,80-7,69 (m, 2H), 7,65-7,50 (m,
MipUAKH-2-11)-eTAHOH VIpAIHH (m
37 | 2-(3,A-nudrop-denin)-1-(6-mernn- MS ES* m/e 248 (M+1) 1H), 7'10'7('5002%' 2, é’sg’l_g' 2H), 4,80
MipUAHH-2-11)-eTAHOH 7 T 2 L2 -
223 2-(4-metokcudenin)-1-(6- Mac-cniextp: TOF ES+ touna 241 (2_ (},lO]cbe_mz{n‘_pomul 4 m_ 'H “”MP (CDCly) & 9,20-9,05 (m, 2H),
MeTHAHPITIE A eTaton urdoraiaien 1-mipuanH-2-in-eThiineH) 8,85—8,80 (m, 1H), 8,45-8,40 (m, 1H),
P CoHigNs (‘; +§’)‘ o /z=1ﬂ'6 osid rizpasus 8,30-8,05 (m, 3H), 7,90~7,75 (m, 2H),
3 e 7,65~7,50 (m, 2H), 5,60 (br s, 2H), 4,90 (s,
3HaitaeHo: 146,0832
— Rgiio: 0. 2H)
224 2-(4 ¢T0P¢CHCI;13H:):IPMMH 2-in MS FAB* m/z=216,1 (M+1), 242 .ll-(:"-‘bqu"be"i{‘)'z‘ l;{Hﬂhgl;éCDCh): 578,575 (m, lH),78.05 (m,
235 | 2-(d-metokcnerin)-1-mipuann-2-in- | MS EST m/e 228,1 (M+1) ""“’"‘"'r.l;r'j;;f;:‘””‘e"]‘ 3H))’ 693((':{ ‘l*}‘{))' " 3'6((“; lll:l))‘ 53}5‘(‘;"
€TaHOH » s 3 y Uy ) sy Iy 'y
. " 2H), 4,32 (s, 2H)
226 2-(4-¢rop¢e}Eljlij)l-);;i—::rmmpunuu- MS ES* m/e 230,1 (M+1) 243 _“_(2._‘1)‘.;0?_@"“)_2_] ;};;I(MP,(E';)?& l(:l c);;li;u ;’%‘T:‘epiﬁ:{)&
: - XiHONIH-4-i1-eTHinen]- ,73 (m, , 8,07 (m, , 7,51 (m, 5
I R rpans 631 o 2,338 o, 20, 430 (o 24 |
Sotiosheity CrgHysNo05 (pH1): 244 (1-(4-rop-denin)-2- MS o6uncneno 279; MS (CI) (M+1) 280
m/z=]2667151 l§4 23Hamle.ﬂo‘ XiHOJH-4-in-eTunineH]-
’ 1 ? riIpasuH
P i 22 (- pndprop NS ES m/e 26T (VD) il I e RN e g A T e R
. TPUPTOPMETOKCH HUI)- y 7y m, y /s m, y Dy S,
METHIGEHI)ETaHOH CTWICH]-TiapasuH 2H), 4,42 (s, 2H)
246 | (2-xiHOmiH-4-in-1-xiHomiH- | MS o6umcneno 312; MS (APCI) (M+1) 313
. o 2-U1-eTWIIeH) -TiapasuH

MigrotoBYnn cnHTE3 229 247 | [I-(4-etna-nipuann-2-i1)-2- | MS obuncrero 290; MS (API) (M+1) 291

[2-XiHOMIH-4-in1-1-(3-TpuchTopMeTU-cheHin)- G
eTmnip‘eH]_rip‘paQ,MH 248 (l-(l,S]yad)r{«punuH;ZAM-Z- MS obumcaeno 313; MS (APCI) (M+1) 314

. . . XiHOMH-4-i1-eTwiineH)-

PosuuH 2-xiHoniH-4-in-1-(3-TpudpTopmeTnn- rinpasun__

denin)-etaHony (1,0r, 3,2mMmonb) B eTaHoni (13mn) 3| T Ecomum FR-3- | N oaaseeo 250, 265 (O, () 241
° i i riapasuH

OXOJ'IO,E[)KyI'.OTb Ao 0 C I AcAaKTb rlp,pasl/IH (0’6r’ 250 | [1-(4-xnopnipuaun-2-in)-2- | MS obuucneHo 296; MS (APCI) (M+1) 297

19MMOnb) | KOHLEHTPOBaHY XMOPUCTOBOAHEBY KUCIO- xironis-4-in-erines]-

Ty (0,13Mn, 1,6MMonb). HarpisatoTb CyMmiLu 3i 3BOpOT- 7 T--rop3- TH AiMP (CDCiyy 5,80 (. 1), 795820

HUM XONOAMITbHUKOM NPOTANOM 2rof. i KOHLEHTPYHOTb ng';?:jﬁfﬂ_eﬁ;ﬁ:ﬁ- (m, 2*;%)7'2%{50 5'133 4:*3,57(-5002-}7{')30 (m,

y BakyyMi. 3anuWoOK PO3YMHATbL B AUXIIOPMETaHI i ripasui e




Lo

103
MigrotoBYnn cnHTE3 252
4-6eH3un-1-(1-TpuamnH-2-in-2-xiHoniH-4-in-
eTunigeHamiHo)-niponianH-2-oH

CyMilLui

eTunigen)-rigpasngy
kucnotn (MigrotoBunn cuntes 70, 0,8r, 1,6mMonb) i3
TeTparigpodypaHom (26mn) gopatote npu 0°C NaH
(60% y wmiHepanbHoMy macni, 0,086r, 2,2mmorb).
HarpiBaloTb cymill 0o KiMHaTHOI Temnepartypu i ne-
pemiwyoTb npoTarom 2rod. [dogalTb HacuuveHwuin
pO34MH Xnopuay amoHito (2mn), i BMAansaTb NeTKi
KOMMOHEHTM Yy BakyyMi. 3anuiiok xpomartorpadyroTb
Ha SiO2 (entooBaHHA 90% eTunaueTaTy B rekcaHi, a
noTiM  CyMIlILIIO  AMXIIOPMETaH:MeTaHoM: rigpoKcua
aMoHito, 94:5:1) i ogepXylTb CMOMyKy, BKasaHy B
3aronosky (0,41, 45%), y BUrnsAAi »XoBTYBaTOI MiHW.

'H amp (CDCls) & 8,86-8,82 (m, 1H), 8,70-8,60
(m, 1H), 8,30-8,05 (m, 3H), 7,80-7,30 (m, 4H), 7,30-
7,20 (m, 5H), 6,85-6,80 (m, 1H), 5,20-4,85 (m, 2H),
3,05-2,95 (m, 2H), 2,30-2,15 (m, 3H), 2,00-1,90 (m,

2H).

(1-nipnanH-2-in-2-xiHoniH-4-in-
3-6eH3nn-4-6pomM-MacnsiHol

Cnocobom, onMcaHum BULLIE, OOEPXKYOTb Neperi-
YeHi HmKYe

76461

Cun- Dizuyni CPUCTHKH
Te3 Ne (ximiyHa Ha3Ba)
253 1-(1-nipuaun-2-in-2- 'H SIMP (CDCl;) 6 8,80-8,70 (m, 2H), 8,20-
XiHOJTiH-4-i1- 8,00 (m, 3H), 7,80-7,66 (m, 3H), 7,60-7,40 (m,
eTHILICHaMIHO)- 1H), 7,30-7,10 (m, 5H), 6,95-6,90 (m, 1H),
TPOTHH-2-0H 5,20-5,10 (m, 1H), 4,80-4,70 (m, 1H), 3,00~
3,85 (m, 2H), 2,70-2,60 (m, 1H), 2,40-2,10 (m,
6H)
254 | 4-cenin-1-(1-nipuaun- | 'H SAIMP (CDCIl;) 8 8,75-8,61 (m, 2H), 2,27-
2-in-2-xiHoniH-4-in- | 8,00 (m, 2H), 7,80-7,60 (m, 2H), 7,53-7,45 (m,
eTUJIliEHaMiHO)- 2H), 7,20-7,10 (m, 6H), 6,88-6,80 (m, 1H),
MipOTIHH-2-0H 5,25-5,20 (m, 1H), 4,78-4,70 (m, 1H), 3,40-
3,33 (m, 1H), 3,15-3,05 (m, 1H), 2,7-2,48 (m,
2H), 2,40-2,30 (m, 1H)
255 1-[2-xinonin-4-in-1-(3- | TH IMP (CDCl;) 5 8,98 (s, 1H), 8,72-8,80 (m,
TpudTopMeTIdeHIN)- 1H), 8,20-8,25 (m, 1H), 8,00-8,10 (m, 2H),
eTHIICHaMiHO]- 7,60-7,88 (m, 3H), 7,40-7,50 (m, 1H), 6,78-
MipOTiTHH-2-0H 6,90 (m, 1H), 4,51 (s, 2H), 3,55-3,65 (m, 2H),
2,88-2,98 (m, 2H), 2,00-2,20 (m, 2H)
256 1-[2-xiHomiH-4-i1-1-(4- | TH SIMP (CDCl3) § 8,80-8,00 (m, 1H), 8,20-
TpudTopmeTun-denin)- | 8,10 (m, 2H), 8,00-7,60 (m, SH), 7,25-7,10 (m,
eTWIiICHaMiHO]- 2H), 3,48-3,40 (m, 2H), 2,35-2,25 (m, 2H),
iponiaMH-2-0H 1,80-1,65 (m, 2H)
257 1-(1-(eHin-2-XiHOMiH- 'H SIMP (CDCl3) 6 8,80-8,75 (m, 1H), 8,15-
4-in-etunigeHamino)- | 8,00 (m, 2H), 7,80-7,50 (m, 3H), 7,40-7,10 (m,
MipONiAMH-2-0H 5H), 4,60 (s, 2H), 3,35-3,30 (m, 2H), 2,30-2,20
_(m, 2H), 1,70-1,60 (m, 2H)
258 | 1-[2-(2-xnop-xiHofiH- | TH SIMP (CDCls) & 8,70-8,60 (m, 1H), 8,20-
4-in)-1-nipwmuH-2-i1- | 7,95 (m, 2H), 7,80-7,65 (m, 2H), 7,60-7,10 (m,
eTHITeHaMiIHO] - 4H), 4,90 (s, 2H), 3,10-3,05 (m, 2H), 2,25-2,15
MipOJIAHH-2-0H (m, 2H), 1,60-1,40 (m, 2H)
259 1-[2-(6,8-n1MeTOKCH- 'H IMP (CDCl,) 5 8,70-8,65 (m, 1H), 7,90~
XiHoMiH-4-in)-1-(6- | 7,83 (m, 1H), 7,65-7,57 (m, 1H), 7,25-7,15 (m,
MeTWI-TipuauH-2-in)- | 2H), 6,9-6,87 (m, 1H), 6,67-6,63 (m, 1H), 4,80
eTHTIeHaMiHO]- (s, 2H), 4,00 (s, 3H), 3,70 (s, 3H), 2,95-2,87
THPONiANH-2-0H (m, 2H), 2,60 (s, 3H), 2,20-2,08 (m, 2H), 1,4-
1,3 (m, 2H)
260 | 1-[1-(6-6pom-nipumun- | TH SIMP (CDCl3) & 8,80-8,75 (m, 1H), 8,15-
2-in)-2-xinoniH-4-in- | 8,10 (m, 2H), 7,95-7,90 (m, 1H), 7,70-7,45 (m,
eTWIiIeHaMiHO]- 4H), 7,20-7,15 (m, 1H), 4,85 (s, 2H), 3,10-3,00
miposIiiMH-2-0H (m, 2H), 2,20-2,15 (m, 2H), 1,50-1,30 (m, 2H)
261 1-[2-(6,8-mumerokeu- | 'H IMP (CDCl;) & 8,7-8,4 (m, 3H), 7,83-7,70
XiHONH-4-i1)-1- (m, 1H), 7,4-7,2 (m, 2H), 6,9-6,87 (m, 1H),
TipHAMH-2-11- 6,67-6,63 (m, 1H), 4,80 (s, 2H), 4,10-3,80 (m,
eTWiIeHaMiHO] - 7H), 3,7 (s, 3H), 2,20-2,08 (m, 2H)
NipOJIIMH-2-0H
262 | 1-[1-(3-drop-ceHin)-2- MS APCI* m/e 348 (M+1)
XiHomiH-4-i1-
eTuIiICHaMiHO] -
NipoTiHH-2-0H
263 | 1-[1-(2-rop-deHin)-2-
XiHOMiH-4-i1-
eTHIIIeHaMiHOo]-
niposTiIMH-2-0H
264 | 1-[1-(4-Grop-deHin)-2- MS APCI* m/e 348 (M+1)
XiHOMH-4-i1-
eTwiieHaMiHo] -
TipOiANH-2-0H

104
265 | 1-[2-xinonin-4-in-1-(3- | 'H SAMP (CDCly): 8,75 (m, 1H), 8,15 (m,
TpudTOpMETOKCH- 2H), 7,55 (m, 4H), 7,48 (m, 1H), 7,12 (m, 2H),
henin)- 4,55 (s, 2H), 3,44 (m, 2H), 2,24 (m, 2H), 1,63
eTUIICHAMIHO )~ (m, 2H)
MipOJIMH-2-0H
266 | 4-[2-(d4-dprop-chenin)- MS APCI* m/e 344 (M+1)
4,5,6,7-terpariapo-
nipasosno[1,5-
a|nipuauu-3-in]-
XIHOJIH
267 1-(2-xiHomH-4-11-1- MS APCI* m/e 381 (M+1)
XiHOJH-2-i11-
eTWIICHAMIHO)-
MiposIH-2-0H
268 1-[1-(6-x10p-1ipHAHH- MS APCI* m/e 365 (M+1)
2-in1)-2-XiHOMiH-4-11~
eTuliIeHaMiHO] -
MiponiMH-2-04
269 1-[1-(4-x10p-nipuanH- MS APCI* m/e 365 (M+1)
2-1)-2-XiHONH-4-11-
eTHIIeHaMiHO] -
NipoJIiMH-2-0H

270 1-[1-(2-dprop-3- TH SIMP (CDCl,): d 8,70-8,80 (m, 1H), 8,00-

Tpudropmerna-penin)- | 8,20 (m, 2H), 7,50-7,70 (m, 4H), 7,00-7,30 (m,
2-xiHoniH-4-in- 2H), 4,50 (s, 2H), 3,60 (m, 2H), 2,10-2,40 (m,
CTUITICHAMIHO] - 2H), 1,75-2,00 (m, 2H)
MipOTiHH-2-0H

271 1-(6eHsriapuiiges- TH IMP (CDCl5): d 1,80 (q, J=9 'y, 2H), 2,30
amino)-niposimun-2-o1 | (t, J=9 I'u, 2H), 3,30 (t, J=9 I'u, 2H), 7,30 (m,

8H), 7,50 (m, 2H)

272 1-(6eHsriapuiges-~ TH AMP (CDCl3): d 7,65 (d, J=8 Tu, 2H),

amino)-4-(4-drop- 7,20-7,50 (m, 10H), 6,95 (d, J=6 I'u, 2H), 3,70

enin)-niponiaun-2-on | (dd, J=7, 9 Tu, 1H), 3,25-3,50 (m, 2H), 2,75

(dd, J=9, 17 T'u, 1H), 2,45 (dd, J=7, 17 'y,
1H)

273 1-(Gensriapuiinen- TH SIMP (CDCly): 6 7,60 (m, 2H), 7,22-7,45
amino)-4-(3-metokeu- | (m, 9H), 6,75 (dd, J=2,5, 8 I'u, 1H), 6,60 (m,
enin)-niponimmn-2-on | 2H), 3,80 (s, 3H), 3,65 (m, 1H), 3,30-3,45 (m, |

2H), 2,85 (dd, J=9, 17 I'u, 1H), 2,45 (dd, J=9,
17 Tu, 1H)
274 1-(GeHariapuiizeH- 'H IMP (CDCl3): 3 7,50-7,60 (m, SH), 7,30-
aMiHo)-5-(mpem-6yTin- | 7,40 (m, SH), 3,95 (dd, J=4, 10,5 T, 1H),
JIMMETHII- 3,70-3,80 (m, 1H), 3,60 (dd, J=4, 10,5 I'u,
CHWJILTOKCHMETH)- 1H), 2,30-2,45 (m, 1H), 2,10-2,25 (m, 1H),
MPOJTAMH-2-0H 1,90-2,05 (m, 2H), 0,90 (s, 9H), 0,10 (s, 6H)
275 1-[1-(6-meTm- MS APCI* m/e 346 (M+1)
MipHAKH-2-11)-2-
XiHOniH-4-i1-
eTWIiieHaMiHo]-
nipoNiaMH-2-oH
276 1-[2-(6,7-auMeTOKCH~ MS ES* m/e 405 (M+1)
XiHOMH-4-i1)-1-(6-

METHI-TipUINH-2-11)-
eTUITIeHaMiHO]-
nipositiH-2-0H

278 1-(1-nipasuu-2-in-2- 'H IMP (CDCl3): 3 9,39 (s, 1H), 8,77 (m,

XiHOiH-4-i1- 1H), 8,65 (m, 1H), 8,58 (m, 1H), 8,13 (m, 1H),
eTHTICHAMIHO)- 7,96 (m, 1H), 7,72 (m, 1H), 7,51 (m, 1H), 7,18
MipoNiANH-2-0H (m, 1H), 4,84 (s, 2H), 3,15 (m, 2H), 2,21 (m,
2H), 1,47 (m, 2H)

279 4-metwi-1-(1-nipuann- | 'H SIMP (CDCls) 3 8,80-8,73 (m, 1H), 8,70-

2-in-2-xiHoniH-4-in- | 8,63 (m, 1H), 8,20-8,00 (m, 3H), 7,81-7,68 (m,
eTHIiIEHaMiHO)- 2H), 7,55-7,47 (m, 1H), 7,40-7,35 (m, 1H),
TipoTiAMH-2-0H 7,21-7,18 (m, 1H), 5,17-5,07 (m, 1H), 4,80-

4,72 (m, 1H), 3,07-2,99 (m, 1H), 2,90-2,82 (m,
1H), 2,39-2,23 (m, 1H), 1,87-1,55 (m, 2H),
0,79-0,67 (m, 3H)

280 1-[1-(6-meTmi- 'H SIMP (CDCl;) 6 8,89-8,80 (m, 1H), 8,59 (s,

NipUAMH-2-i1)-2-(6- 1H), 8,24-8,17 (m, 1H), 7,91-7,78 (m, 2H),
TpudTopMeTHII- 7,65-7,55 (m, 1H), 7,41-7,39 (m, 1H), 7,20-

XiHOMH-4-i1)- 7,13 (m, 1H), 4,91 (s, 2H), 3,22-3,13 (m, 2H),
eTIiAeHaMiHO] - 2,49 (s, 3H), 2,37-2,29 (m, 2H), 1,72-1,57 (m,
MipoiaHH-2-0H 2H)
281 | (3)-1-(6ensrinpwiinen- | 'H SIMP (CDCly): d 7,56-7,60 (m, 2H), 7,24-
amiHo)-5- 7,46 (m, 13H), 4,55-4,72 (m, 2H), 3,90 (m,

GEH3NTOKCHMETHI- 1H), 3,76 (dd, J=9,8, 4,3 I'u, 1H), 3,60 (dd,
THPOAMH-2-0H J=9,8, 3,2 I'y, 1H), 1,95-2,39 (m, 4H),

282 Erunosuit cxuansuit TH SIMP (CDCly): 6 7,93 (d, J=8,0 I'y, 2H),

edip 4-[1- 7,63 (dd, J=8,0, J=0,7 'y, 2H), 7,29-7,54 (m,
(Genarinpuninen- 10H), 4,36 (q, J=7,1 Tu, 2H), 3,78 (dd, J=9,3,
aMiHO)-5-0Kco- 8,1 Ty, 1H), 3,46-3,63 (m, 1H), 3,36 (dd,
mipoianH-3-i1]- J=9,3, 6,0 I'u, 1H), 2,81 (dd, J=17,0, 9,2 Tu,

BeH30HHOI KHCIOTH 1H), 2,45 (dd, J=17,0, 6,9 T'u, 1H), 1,39 (t,

J=7,1I'u, 3H)

283 | 1-(GenarizpmineH- 'H SIMP (CDCly): & 7,27-7,64 (m, 10H), 3,03
aMiHO)-4,4-IMMeTHII- (s, 2H), 2,14 (s, 2H), 0,97 (s, 6H)
MipOiMH-2-0H

284 (R)-1-(6enarinpuwiinen- | 'H AMP (CDCls): § 7,56-7,60 (m, 2H), 7,24-

aMmiHo)-5- 7,46 (m, 13H), 4,55-4,72 (m, 2H), 3,90 (m,

BEH3UIOKCHMETII- 1H), 3,76 (dd, J=9,8, 4,3 'y, 1H), 3,60 (dd,
MipOJTiAHH-2-0H J=9.8, 3,2 I'y, 1H), 1,95-2,39 (m, 4H)

285 1-(GensrizpunineH- 'H IMP (CDCls): § 7,61 (m, 2H), 7,21-7,47

amiHo)-4-(4-
xnopdenin)-niponiaun-
2-oH

(m, 10H), 6,93 (m, 2H), 3,75 (dd, J=9,2,
7,9 Tu, 1H), 3,25-3,48 (m, 2H), 2,78 (dd,
J=17,2, 9,0 Tu, 1H), 2,40 (dd, J=17,2, 6,8 I,
1H)
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285a 1-[1-(4-meTna-riaszon- ES MS 351.4 (M+1) 292 3-6eH3mi-1-[1-(6-meTna- MS ES* m/e 421 (M+1)
2-i1)-2-XiHOMiH-4-i1- TipUAMH-2-i1)-2-XiHOMiH-4-
eTniineHamiHo|- UI-eTuiieHaMiHo) -
nmiposiauH-2-0H MiPONiANH-2-0H
285b 1-[1-(1-mMeTna-1H- MS (ES) m/e 334,4 (M*) 293 3-emun-1-[1-(6-meTia- MS ES* m/e 359 (M+1)
iMizaszon-2-in)-2- MHPWIMH-2-11)-2-XiHOMIH-4-
XiHoniH-4-i1- Ul-eTWIIeHaMiHo] -
eTWwIICHaMiHO ]~ nipoJiH-2-0H
ipONUH-2-0H 294 | 1-(1-mipuaMH-2-1-2-XiHOMIH- MS ES* m/e 359,0 (M+1)
285¢ 1-[2-(4-¢drop-denin)-1- MS (ES) m/e 318,4 (M*) 4-in-eTHIiEHAMIHO)-
(4-mermn-riason-2-in)- ninepuanH-2,6-1ioH
eTHILIeHaMiHO |- 295 1-[2-(7-xn0pxiHoMiH-4-11)-1- T.U1. 87-91 °C
HPOMUH-2-0H (MipHIHH-2- MS ES* m/e 283 (M+1), 285 (M+3)
285d [-nipuanH-2-in-2- ES MS 249 (M+1) i)eTITiIeHaMiHO | MipOTLINH-
XIHOJIH-4-11-eTAHOH 2-0H
285¢ 1-(2-xinonin-4-i-1- MS (ES) m/e 337 (M*) 296 | 1-[2-(7-xnopxiHoniH-4-in)-1- T 151-153 °C
Tiason-2-in- (6-MeTHTpHANH-2- EA obuncrnero s Cy HgN4O: C,66,58;
CTWIICHAMIHO)- in)ernnigeHamiHo]miponinua- | H, 5,06; N, 14,79; 3naitaeno: C, 66,48; H,
NiPOUIMH-2-0H 2-0H 5,15; N, 14,42
285 1-[1-(1-meTna-1H- MS (ES) m/e 334 (M%) 297 | 1-[2-(7-etoxcuxiHonin-4-in)- MS ES* m/e 390 (M+2)
iMinason-2-in)-2- 1-(6-MeTmipuanH-2-
XiHoniH-4-is1- ir)eTHtizeHaMiHOmiponiIuH-
eTHIICHAMIHO]|~ 2-oH
TipO/IANH-2-0H 298 1-[2-(a-Gropderin)-1- MS ES+ m/e 298,1 (M+1).
285g 1-[2-(6,7-muxnop- MS ES* m/e 413 (M+1) TPHANH-2-i1-
XiHOMiH-4-i1)-1-(6- eTWILAEHAMIHO | TipoTianH-2-
METHA-TTPUIMH-2-11)- OH
eTHIACHAMIHO]- 299 1-[2-(4-meTokcudenin)-1- MS ES* m/e 310,1 (M+1),
MiPONIMH-2-0H TipHIMH-2-i-
- —L", . T E T S
MigroToBumin cnHTe3 286 e L i
4-(3-meToKeu-oeHin)-1-(1-TpUanH-2-in-2-xiHomiH- 300 "mmfgm:jg};;_“‘ MS ES™ m/e 312,1 (M+1)
4-in-eTnnigeHamMiHo)-niponianH-2-oH eTwIieHaMiHO|IipoH-2-
. . . . . OH
Po3unH 1-nipnanH-2-in-2-xiHoniH-4-in-eTaHoHy 1T | -2 (@-weroxcHbenin)1-(6- MS ES* m/e 3241 (M+0),
H METWIITpUIHH-2-11)
(0,25r: § 1 MMOJ‘Ib). Ta nipunanHy (0,242mn, 3M!\/I0]'Ib) B P i s L
ouToBin KkMcnoTi (2mn) gopawTs Ao 1-amiHo-4-(3- on
. . . 302 1-(2-xiHoniH-4-in- 1-TiodeH- MS ES* m/e 336,1 (M+1)
MeTokcudeHin)-niponigmH-2-oHy (0,2r, 1mmonb) npwu 2in-
KiMHaTHIn TemnepaTypi B atmocdepi a3oTty. [epemi- STAERAMIHO IpOIAR s
LWyTb CyMilWl npoTaroM 18rod. i KOHUEHTPYITb Y 303 | 4-(2-dypan-2-1n-5,6-mariapo- | Mac-criextp: TOF ES+ TouHa Maca
. . 4H-niposo[1,2-b]ni -3- st CioH N3O (p+1):
BakyyMi. 3anuwiok xpomatorpadytoTe Ha SiO2 (ento- i)-xiHonis m/z=302,1293. 3uaiteso: 302,1312
. . 3 1 D-in)- +
eHT 2% MeTaHony B OMXINOPMETaHi), i OaepXKyTb A0 | L npontetumie 2 0) MS ES%m/ei373,1 (ME1)
cnonyky, BkasaHy B 3aronosky (0,25r, 57%), y surnsagi eTtizeHaMiHOMipoiNH-2-
. OH
mHMl)KOBTorO KonLopy. 305 6 2 MS ES* m/e 373,1 (M+1
RIS — —- -
H AMP (CDCls): & 8,75 (d, J=4,5T'y, 1H), 8,65 e o bl
(d, J=4,5Tu, 1H), 7,70-8,20 (m, 3H), 7,20-7,60 (m, enmcxainoliposio-2-
3H), 6,70-6,85 (m, 3H), 6,40-6,55 (m, 3H), 5,25 (d, 306 | 1-(1-MipHAMH-2-U1-2-XIHOMIH-~ MS ES* m/e 330,9 (M+1)
4-in-eTwineHaMiHO)-
J=16,7T'u, 1H), 4,70 (d, J=16,7T"u, 1H), 3,70 (s, 3H), Urlli“eo ﬂﬁi’fé'.‘;’:f’)
3,45-3,60 (m, 1H), 3,10 (dd, J=8, 9,3, 1H), 2,25 307 | 3-weror-1-{(nipwmns-2-in- MS EST m/e 345 (MF1)
! ’ ’ v ’ T ’ T XiHOMiH-4-i1-MeTWIeH)-
2,80 (m, 3H). awitio]-nipoizH-2-oi
: 308 | M it it e MS ES* m/e 389 (M+1
Cnocobom, onncaHnm BuLLe, OAepXKyloTb nepeni- T e d ke
i i . LTiIMiHO)-2-XiHOMIH-4-171-
YeHi HWXKYe CNomMyku (SIKLWO He 3afaHe iHLWe): e e
KHCJIIOTH
e e - Sy 309 MeTwioBHit cKianHuii edip MS ES* m/e 389 (M+1)
Cun- . l’_IpoAyK-r Di3nuHi XapaKTePUCTHKU 6-[1-(2-OKCO-THipOMTiMH-1-
Te3 Ne (ximiyHa Ha3pa) U1iMiHO)-2-XiHONIH-4-11-
CTHI|MiPUANH-2-KapGOHOBOT
287 1-[1-(4-@rop-3- TH SIMP (CDCI,): 6 8,70 (d, J=4 Iy, KHCIOTH
TPH(TOPMETHI-(eRin)-2- | 1H), 8,10 (1, J=8 I'n, 2H), 7,80-7,95 (m, 310 | I-mipnans-2-u1-2-XiHonin-6- MS ES* m/c 249 (M+1)
XiHOMIH-4-U1-eTHrizeHaMiHo] - 2H), 7,70 (t, J=8 I'u, 1H), 7,55 (t, i1-eTaHOH
TpOSAHH-2-0H J=8 ['u, 1H), 7,00-7,20 (m, 2H), 4,50 (s, 311 | 1-(6-MeTi-mipuana-2-in)-2- MS ES* m/e 263 (M+1)
2H), 3,45 (t, J=7 T'u, 2H), 2,25 (t, XiHOJIH-6-i1-eTaHOH
J=7 [, 2H), 1,75 (q, J=7 T'u, 2H) 312 | 2-Hadranin-2-ir-1-TipHanH- MS ES* m/e 248 (M+1)
288 1-[1-(4-Grop-3- TH SIMP (CDCI3): 8,80 (d, J=4,5 Ty, 2.ir-etanol
 TPHGTOpMETIII-eHin)-2- 1H), 8,15 (d, J=8,5 I'y, 1H), 7,65-8,00 313 | 1-(6-meTwr-nipuanH-2-u1)-2- MS ES* m/e 262 (M+1)
4-in-etn I- | (m, 4H), 7,00-7,40 (m, 4H), 6,55-6,80 (m, HATATIH-2-i1-eTaHoH
4-(3-MeToKcH-eHin)- 3H), 4,65 (s, 2H), 3,75 (m, 5H), 3,15 (m, ~[2-(a-drop-deHin-1-(6- S* m/z 366 (M+1),
TipoinHH-2-0H 1H), 2,75 (dd, J=8,5, 17 Tu, 1H), 2,50 3 ;Lﬁzpﬁ‘ﬁmﬁm}m’"g_ M3 ES" ez 30001
(dd, J=8,5, 17 I'u, 1H) in)-eTunineHamizo]-
289 4-(4-¢brop-denin)-1-(1- 'H SIMP (CDCl5): 6 8,80 (d, J=4,5 I'ui, THPONIUH-2-0H
i 2-i1-2-XiHOIH-4-1 1H), 8,70 (d, J=4,5 I'y, 1H), 8,00-8,25 315 | 1-[2-(6-6poM-XiHOMIH-4-i1)- MS ES* m/e 408,7 & 410,7 (M+1)
eTHIiIeHaMiHo)-TiipomiauH-2- | (m, 3H), 7,60-7,90 (m, 2H), 7,45-7,60 (m, 1-nipranH-2-in-
oH 2H), 7,15-7,25 (m, 2H), 6,75-6,85 (m, eTUTICHAMIHO - TTipOTiTHH-2-
3H), 5,20 (d, J=16,8 T'u, 1H), 4,70 (d, oH
J=16,8 Ty, 1H), 3,30 (t, J=9 [u, 1H), 3 o T EFTE MS EST
S B 5 e S0
(dd, J=9, 16,8 I'u, s 2, , J=9, i iHO)-MiPONITUH-2-
16,8 T, 1H) emnmeﬂammg)nmponmun 2
290 S-rinpokcumeria-1-(1- IH AMP (CDCl,): 5 8,70 (d, J=4,5 Ty, 317 1-[1-(6-MeTHATpUAHH-2-11)- MS ES* m/e 308 (M+1)
MipUANH-2-in-2-XiHoniH-4-in- | 1H), 8,00-8,15 (m, 2H), 7,80 (d, J=8 I'u, 2-n-TONLT-eTHIIIEHAMIHO |-
eTHIICHAMIHO)-TTiPOTiAHH-2- 1H), 7,15-7,75 (m, 6H), 4,95 (d, TipoTiAMH-2-0H
oH J=16,5 T, 1H), 4,85 (d, J=16,5 T, 1H), 318 | I-[2-(6-MeTwmipnmun-2-in)- MS ES* m/e 245 (M+1)
3,25-3,45 (m, 2H), 3,10-3,20 (m, 1H), kitonin At
2,10-2,40 (m, 3H), 1,20-1,60 (m, 2H) eTHIIeHaMiHO ] -ipoTiTuH-2-
291 | 4-(4-Qrop-denin)-1-[1-(6- | TH AMP (CDCly): 5 8,85 (d, J=4,5 Iu, it
METHII-PUAHH-2-11)-2- 1H), 7,95-8,25 (m, 3H), 7,20-7,60 (m, 319 | 1-[1-(6-met 2-im)- MS ES* m/e 344 (M+1)
XIHOMH-4-UI-eTHiaeHaMiHO) - 5H), 6,80-6,90 (m, 4H), 5,25 (d, 2-Hadranis-1-i1-
TpONiIMH-2-0H J=16,6 'y, 1H), 4,70 (d, J=16,6 Ty, 1H), eTWTIeHaMIHO] -TlPOTIIMH-2-
3,10-3,35 (m, 2H), 2,60-2,70 (m, 1H), oH
2,40-2,50 (m, LH), 2,55 (s, 3H), 2,20-2,40
(m, 1H)
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320 | 1-[1-(6-MCTHAMpHAMH-2-11)- MS ES+ m/e 295 (M+1)
2-nipuanH-3-in-
CTHIACHAMIHO|-TipoiguH-2~-
OH
321 T-[2-(4-dropdenin)-1-(3- MS ES+ m/e 315 (M+1)
dropdenin)-eTHaiIeHaMiHO |-
MiPOMAHH-2-OH
323 | 1-[2-(4-dbropHadranin-1-in)- MS ES* m/e 362 (M+1)
1-(6-MeTHIMIPHANH-2-iT)-
eTHIIeHaMiHO]-TiipoTiuH-2-
OH
324 | 1-[2-(3,4-mdropdenin)-1- MS ES* m/e 329,9 (M+1)
(6-MeTunmipuanH-2-in)-
eTWILIeHAMIHO]-TTipOMTiAMH-2-
OH

325 1-[2-(4-MeTaHCyIBMOHLT- MS ES* m/e 372 (M+1)

enin)-1-(6-MeTHI-MipUANH-
2-in)-eTunigeHamiHo]-
NiponiIuH-2-0H
326 1-[2-(7-MeTOKCH-XiHOMIH-4- MS ES* m/e 361 (M+1)
im)-1-nipuanH-2-in-
eTWIICHAMIHO|-TipoTiguH-2-
OH
327 1-[2-(7-6eH3nnokcu-6- MS ES* m/e 467 (M+1)
METOKCH-XiHOMIH-4-11)-1-
mipUAMH-2-i1-
eTwIieHaMiHo|-nipomiauH-2-
OH
328 | 1-[2-(6-6pom-XiHoniH-4-im)- | H SIMP (CDCly) 5 8,74-8,70 (m, 1H),
1-(6-MeTw-mipHauH-2-in)- 8,39-8,35 (m, 1H), 7,96-7,84 (m, 2H),
eTuigeHamino]-niponinuu-2- | 7,78-7,72 (m, 1H), 7,64-7,56 (m, 1H),
OH 7,34-7,28 (m, 1H), 7,21-7,15 (m, 1H),
4,80 (s, 2H), 3,34-3,27 (m, 2H), 2,54 (s,
3H), 2,38-2,30 (m, 2H), 1,73-1,59 (m,
2H)
329 | 1-[2-(3-xn0p-4-¢rop-henin)- | 'H AMP (CDCl;) 5 7,89-7,87 (m, 1H),
1-(6-MeTHa-nipHaMH-2-i1)- 7,62-7,57 (m, 1H), 7,30-7,27 (m, 1H),
CTHUIAEHAMIHO|-MipOIMH-2- 7,19-7,17 (m, 1H), 7,10-7,07 (m, 1H),
oH 7,01-6,95 (m, 1H), 4,38 (s, 2H), 3,49-3,44
(m, 2H), 2,58 (s, 3H), 2,46-2,40 (m, 2H),
1,93-1,88 (m, 2H)
340 | 1-[2-(2-xnop-4-¢rop-enin)- | 'H IMP (CDCl3) & 8,62-8,61 (m, 1H),
1-(6-MeTH-nipuauH-2-i1)- 7,90-7,87 (m, 1H), 7,60-7,55 (m, 1H),
eTWIIeHaMiHO | -TipOTiIuH-2~ 7,30-7,25 (m, 1H), 7,14-7,02 (m, 1H),
OH 6,86-6,80 (m, 1H), 4,44 (s, 2H), 3,52-3,47
(m, 2H), 2,52 (s, 3H), 2,42-2,36 (m, 2H),
1,94-1,86 (m, 2H)

341 1-[2-(4-¢rop-3- 'H AMP (CDCls) & 7,89-7,87 (m, 1H),
TpudropmeTri-denin)-1-(6- 7,62-7,53 (m, 2H), 7,45-7,41 (m, 1H),

METHI-TIIPUANH-2-11)- 7,28-7,19 (m, 1H), 7,16-7,01 (m, 1H),
eTwiineHamiHo]-miponianH-2- | 4,43 (s, 2H), 3,52-3,47 (m, 2H), 2,56 (s,
oH 3H), 2,46-2,41 (m, 2H), 1,98-1,90 (m,

2H)

342 1-[1-(6-MeTHA-MipHANH-2- 'H SIMP (CDCl;) & 8,63-8,61 (m, 1H),
in)-2-(2,4,5-tpudtop-denin)- | 7,91-7,88 (m, 1H), 7,65-7,58 (m, 1H),
eTWIICHAMIHO]-TipoNinuH-2- 7,31-7,14 (m, 1H), 6,87-6,78 (m, 1H),

OH 4,32 (s, 2H), 3,59-3,55 (m, 2H), 2,55 (s,
3H), 2,50-2,44 (m, 2H), 2,04-1,99 (m,
2H)

343 1-[2-(8-drop-xiHoniH-4-11)- 'H SIMP (CDCl5) & 8,80-8,75 (m, 1H),

1-(6-MeTWI-TipHANH-2-111)- 7,95-7,85 (m, 2H), 7,70-7,60 (m, 1H),
eTwiineHamiHo]-niponianu-2- | 7,45-7,20 (m, 4H), 4,90 (s, 2H), 3,10-3,00
OH (m, 2H), 2,20-2,15 (m, 2H), 1,48-1,35 (m,
344 1-[2-(7-6poM-xiHoniH-4-i1)- 'H SIMP (CDCl3) & 8,72 (m, 1H), 8,28
1-(6-meTwi-mipuanH-2-i1)- | (m, 1H), 8,00-7,90 (m, 2H), 7,70-7,55 (m,
eTHJIIeHaMIHO ] -TipoJTianH-2- 2H), 7,30-6,20 (m, 2H), 4,90 (s, 2H),
OH 3,10-3,00 (m, 2H), 2,52 (s, 3H), 2,20-2,15
(m, 2H), 1,48-1,35 (m, 2H)
345 1-[2-(6-TprcpropMeTOKCH- H SIMP (CDCl) 5 8,75 (m, 1H), 8,22
XiHOMiH-4-i1)-1-(6-MeTHI- (m, 1H), 7,98 (s, 1H), 7,86 (m, 1H), 7,62
TipHIHH-2-in)- (m, 1H), 7,53 (m, 1H), 7,35 (m, 1H),
eTwIiAeHaMiHo]-niponianu-2- | 7,20-7,10 (m, 1H), 4,82 (s, 2H), 3,14 (m,
OH 2H), 2,52 (s, 3H), 2,26 (m, 2H), 1,52 (m,
2H)
346 1-[2-(7-TpudropmeTHn- TH SIMP (CDCl) & 8,80-8,75 (m, 1H),

XiHOJTiH-4-11)-1-(6-MeTHI-
MipHAMH-2-11)-
eTHIIeHaMiHO|-TiponianuH-2-
OH

8,35 (s, 1H), 8,22-8,18 (m, 1H), 7,90-7,85

(m, 1H), 7,65-7,52 (m, 2H), 7,25-7,10 (m,

2H), 4,90 (s, 2H), 3,10-3,00 (m, 2H), 2,50

(s, 3H), 2,20-2,15 (m, 2H), 1,48-1,35 (m,
2H)

76461
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347 1-[2-(7-MeTOKCH-XiHOMIH-4- 'H AIMP (CDCls) 8 8,62 (m, 1H), 7,94
1)~ 1-(6-MeTWI-mipumH-2- (m, 2H), 7,62 (m, 1H), 7,41 (m, 1H),
i1)-eTwiiieHaMiHO|- 7,21 (m, 1H), 7,12 (m, 2H), 4,89 (s, 2H),
MPOIIHH-2-0H 3,94 (s, 3H), 3,05 (m, 2H), 2,55 (s, 3H),
1,61 (m, 2H), 1,37 (m, 2H),
348 1-[2-(7-6poM-xiHOMiH-4-11)- 'H SIMP (CDCl;) 5 8,72 (d, J=4,5 T'u,
1-nipuanH-2-in- 1H), 8,60 (d, J=4,5 I'u, 1H), 8,30 (d,
eTuineHamiHo)-mipominnu-2- | J=2,0 [u, 1H), 8,15 (dd, J=7,8, 1,0 T'u,
OH 1H), 7,95 (d, J=9,0 T'u, 1H), 7,80 (dt,
J=2,0, 7,8 T'u, 1H), 7,58 (dd, J=2,0,
9,0 'y, 1H), 7,40 (dd, J=4,5, 7,8 Iy, 1H),
7,20 (m, 1H), 4,90 (s, 2H), 3,10 (t,
J=6,8 I'u, 2H), 2,22 (t, J=6,8 Ty, 2H),
1,44 (g, J=6,8 T'u, 2H)
349 | 1-[2-(2-x1op-nipuan-4-in)- | TH SIMP (CDCly) & 8,63 (m, 1H), 8,22 (d,
1-mipuanH-2-in- J=4,5 T, 1H), 8,11 (m, 1H), 7,75 (dd,
eTwiieHamiHo]-niponinnu-2- | J=7,0, 2,0 Tu, 1H), 7,36 (m, 1H), 7,16
on (m, 1H), 7,07 (m, 1H), 4,45 (s, 2H), 3,51
(t, J=7,0 Tu, 1H), 2,41 (t, J=7,0 T, 2H),
2,35 (s, 3H), 1,87 (m, 2H)
350 S-rinpokcumerir-1-[1-(6- 'H SIMP (CDCl;): d 8,65 (d, J=4,5 I'u,
METHI-TiPHAHH-2-i1)-2- 1H), 8,00-8,15 (m, 2H), 7,80 (d,
XiHOMH-4-U1-eTuaineHamino]- | J=9,0 Tu, 1H), 7,40-7,75 (m, 3H), 7,20~
MipoNianH-2-0H 7,35 (m, 2H), 4,80-5,00 (m, 2H), 3,20-
3,50 (m, 2H), 3,10 (dd, J=9,0, 4,5 I'u,
1H), 2,55 (s, 3H), 2,10-2,40 (m, 2H),
1,20-1,60 (m, 2H)

351 1-[2-(7-6Gpom-XiHoniH-4-11)- 'H AMP (CDCl;): & 8,75 (d, J=4,4 Tu,
1-(6-MeTHI-TipHIHH-2-i)- 1H), 8,28 (d, J=2,0 1, 1H), 7,97 (d,

eTuIineHaMiHo]-5- J=7,0 Tu, 1H), 7,88 (d, J=6,0 T'u, 1H),
riapoxcuMeTwa-niponinuH-2- | 7,15-7,75 (m, 4H), 4,95 (d, J=15 Ty, 1H),
OH 4,85 (d, J=15 I'y, 1H), 3,30-3,60 (m, 2H),
3,10-3,21 (m, 1H), 2,55 (s, 3H), 2,05-2,40

(m, 2H), 1,30-1,70 (m, 2H),
352 | 1-[1-(6-xn0p-nipuant-2-in)- | 'H SAMP (CDCly): 6 8,85 (d, J=4,4 I'1,
2-XiHOJMiH-4-11- 1H), 8,00-8,25 (m, 3H), 7,40-7,80 (m,
eTuiigeHaMino]-4-(4-drop- 3H), 7,05-7,35 (m, 6H), 5,25 (d,

(enin)-niponianH-2-o4 J=16,6 Ty, 1H), 4,75 (d, J=16,6 T'u, 1H),

3,10-3,45 (m, 2H), 2,70-2,95 (m, 2H),

2,35-2,55 (m, 1H)

353 (S)-5-6eHsunokeumert-1- IH SIMP (CDCl3): & 8,68 (d, J=4,4 T,
[1-(6-x10p-nipHaAMH-2-11)-2- 1H), 8,08 (d, J=7,7 I'u, 1H), 7,95-8,00
XiHOMiH-4-i1-eTwiineHamino]- | (m, 2H), 7,62-7,71 (m, 2H), 7,42-7,50 (m,

MipONiANH-2-0H 1H), 7,15-7,38 (m, 7H), 4,82-4,86 (m,
2H), 4,28 (s, 2H), 3,42-3,50 (m, 1H),
3,05-3,12 (m, 2H), 2,32-2,44 (m, 1H),
2,08-2,15 (m, 1H), 1,45-1,65 (m, 2H)

354 (5)-5-6eH3unokeumeT - 1- TH AMP (CDCl3): 5 8,77 (d, J=4,4 Ty,

[2-(7-xnop-xiHoniH-4-in)-1- 1H), 8,01-8,11 (m, 2H), 7,15-7,88 (m,
(6-MeTHI-TipHAMH-2-11)- 10H), 4,86 (d, J=2,9 'y, 2H), 4,50-4,60
eTUJIiIeHaMiHO]-TipoimmH-2- | (m, 1H), 4,33 (d, J=2,9 I'y, 2H), 3,70-
OH 3,90 (m, 2H), 3,45-3,60 (m, 2H), 2,47 (s,
3H), 2,15-2,42 (m, 2H)
355 | Erwnormit cknanHui edip 4- TH AMP (CDCls): 5 8,76 (d, J=4,5 I'u,
{1-[1-(6-MeTHI-nipHanH-2- 1H), 8,15 (d, J=8,5 I'u, 1H), 8,09 (d,
in)-2-XiHOMiH~4-i11- J=8,3 'y, 1H), 7,97 (d, J=7,9 Ty, 1H),
eTWIiIeHaMiHO]-5-0Kco- 7,85 (d, J=8,3 T'u, 1H), 7,50-7,75 (m,
mipostiaMH-3-in}-Gen3oinoi 5H), 7,15-7,25 (m, 1H), 6,93 (d,
KHCoTH J=8,3 Tu, 2H), 5,24 (d, J=16,6 Tu, 1H),
4,72 (d, J=16,6 T, 1H), 4,35 (q,
J=7,1 I'y, 2H), 3,35 (t, J=8,8 Ty, 1H),
3,16 (t, J=8,8 I'u, 1H), 2,51-2,78 (m, 4H),
,32 (dd, J=9,2, 17,0 Ty, 1H), 1,45-1,55
(m, 1H), 1,40 (t, J=7,1 T'u, 3H),
356 1-(6eH3rinpuiiaeH-aMiHO)-3- MS ES* m/e 355 (M+1)
BGEH3WI-MIPONLIHH-2-0H
357 1-(6eH3rinpurizeH-amiHo)-3- MS ES* m/e 293 (M+1)
ETHI-NIPONTIANH-2-0H

MigrotoBunin cnHtes 358
(R)-5-6eH3unokcnumeTmn-1-[2-(4-dptop-deHin)-1-
(6-meTun-nipuamnH-2-in)-eTnnigeHamiHo] -niponiguH-2-

OH

EdipHuii komnnekc tpudtopugy 6Gopy (0,25mn,
1,98MmMonb) gogatoTb B aTMocdepi a3oTy 4O PO3UNHY
2-(4-pTopdeHin)-1-(6-meTuUNNipnanH-2-in)eTaHoHy
(0,45r, 1,98mmonb) B TeTparigpodypaHi (6,6mn) i
nepemiwytoTe npotarom 30xB. JogatoTe posunH (R)-
1-amiHo-5-6eH3nnokcumeTun-niponignH-2-oHy (0,43r,
1,98mmonb) B TeTparigpodypaHi (1,0mn) i nepemi-
WYOTb oAepxaHy cymiw npotarom 1rod. KoHueHTpy-
I0Tb CyMill y BaKyyMi i 3anuwok xpomaTorpadyroTb
Ha komnoHui i3 SiO; (entotoBaHHa 30% eTunaueTaTty B
rekcaHi); ogepXytTb CMONyKy, BKa3aHy B 3arorioBKy
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(380wmr, 45%), y BUrnagi niHv >XOBTOro KONbopy.

'H AMP (CDCls): 6 7,81 (d, J=7,8u, 1H), 7,55 (t,
J=7,8'y, 1H), 7,11-7,32 (m, 8H), 6,81 (td, J=8,7,
2,0y, 2H), 4,45 (s, 2H), 4,30-4,43 (m, 2H), 3,80 (m,
1H), 3,39-3,51 (m, 2H), 2,51-2,63 (m, 4H), 2,23-2,41
(m, 1H), 1,86-2,04 (m, 2H).

MigrotoBYnn cnHTE3 359

4-(4-xnopdpeHin)-1-[2-(4-dTop-ceHin)-1-(6-
MEeTUIN-MipuanH-2-in)-eTunigeHamiHo]-niponigmH-2-oH

MpoaykT ogepxytoTb, K onucaHo B [ligrotoB4yo-
My cuHTesi 358, ane 3 BMKOpUCTaHHAM 1-amiHo-4-(4-
xnopdeHin)-niponignH-2-oxHy (1,47r, 7,0mmons); oae-
PXyHOTb CMONyKy, BKasaHy B 3aronosky (1,56r, 53%),
y BUMMAAi MiHW XXOBTOrO KOMbOPY.

'H AMP (CDCls): & 7,55-7,66 (m, 1H), 7,15-7,45
(m, 7H), 6,89-7,07 (m, 3H), 4,61 (d, J=15,4T"y, 1H),
4,28 (d, J=15,4I"y, 1H), 3,54-3,71 (m, 2H), 3,26-3,42
(m, 1H), 2,75-2,89 (m, 1H), 2,58 (s, 3H), 2,46-2,56
(m, 1H).

MigrotoB4nn cnHTes 360

(5)-5-6eH3nnokcnmeTnn-1-[2-(4-brop-deHin)-1-
(6-meTun-nipnanH-2-in)-eTnnigeHamiHol-niponignH-2-
OH

B kpyrnogoHHin konbi, obnagHaHin nNpucTpoeM
Hina-Ctapka, HarpiBaloTb 3i 3BOPOTHUM XONOAWUSbHU-
kKoM npoTtarom  1rog. cymiw  (S)-l-amiHo-5-
©EH3MNOKCMMETUI-MIPONIOUH-2-0HY (0,5r,
2,27mmonb) Ta 2-(4-dpTopdpeHin)-1-(6-meTunnipnamH-
2-in)etaHoHy (0,52r, 2,27mMMonb) B TOonyoni (2,5vn).
KOHUEHTPYIOTb CyMill Y BaKyyMi, i 3anuLwoOK XpomaTo-
rpacdytoTb Ha SiO2 (entotoBaHHA 40% eTunauertaty B
reKkcaHi); oAepXyloTb CMONyKy, BKasaHy B 3arorfoBKy
(500mr, 52%), y Burnagi cBiTno-XoBTOro Macna.

'H AMP (CDCls): 8 7,81 (d, J=7,8, 1H), 7,55 (t,
J=7,8I'y, 1H), 7,11-7,32 (m, 8H), 6,81 (td, J=8,7,
2,0y, 2H), 4,45 (s, 2H), 4,30-4,43 (m, 2H), 3,80 (m,
1H), 3,39-3,51 (m, 2H), 2,51-2,63 (m, 4H), 2,23-2,41
(m, 1H), 1,86-2,04 (m, 2H).

MigrotoBunii cuHTes 361

4-(2-nipnawnH-2-in-5,6-avrigpo-4H-niponol[1,2-
blnipason-3-in)-7-[3-(nipuMignH-2-incynedaHin)-
NPOMNOKCU]-XiIHONIH

7-(3-xnop-nponokcu)-4-(2-nipnamnH-2-in-5,6-
aurigpo-4H-nipono[1,2-b]-nipa3on-3-in)-xiHoniH
(0,060r, 0,148mmonsb), 2-mepkantonipumignH (0,033r,
0,296mmonb, 2,0ekB.) Ta uogupg kanito  (0,010r,
0,120mMMmonb, 0,80ekB.) 3MiLLYOTb B N,N-
anmveTtnndopmamiai (1,0mn), i HarpiBatoTb peakuiiHy
cymiw npy 60°C npotarom 72rog. Cymiw BHOCHATb Y
kornoHky 3 10r cmonu SCX. Cmony npomuBatoTb Noc-
NiJOBHO CyMilILLO AMxnopMeTaHy 3 meTaHornom (9:1,
2x120Mn), CymilWLWl0 AMXITOPMETaHy 3 2-H. MeTaHo-
NbHUM po34YMHOM amiaky (4:1, 2x125mn) i 2-H. meTa-
HONbHUM PO34YMHOM amiaky (125mn). AmiadHi entoatu
BMNapOBYIOTb A0CYXa, i 3anuLIOK xpomaTorpadyroTb
Ha cunikareni (20r, entoeHT CyMmill AUXNopMeTaHy 3 2-
H. METaHONBbHUM PO34YNMHOM amiaky, 99:1); oaepxytoTb
0,054r (76%) UiNbOBOrO NPOAYKTY Yy BUMMALi >KOBTY-
BaTO-KOPUYHEBOI TBEPAOI PEHOBUHMU.

MS ES" m/e 482 (M+1).

Cnocobom, onmcaHnmM BULLe, OAepXKyoTb nepeni-
YeHi HUKYe CMOMyKU (SKWO He 3agaHe iHwe):
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Cun- Ha3ssa npoayxry Diznuni
Te3 Ne XapaKTCPHCTHKH
362 7-[3-(1-merun-1H-iminaszon-2-uicynsbaHin)- MS ES* m/e
npornokcu]-4-(2-nmipuaun-2-in-5,6-murinpo-4H- 484 (M+1)
niponof 1,2-b]mipasosi-3-in)-XiHoaiH
363 7-(3-(4-xnopdenincynsdanin)-nponokcu]-4-(2- MS ES* m/e
nipuauH-2-in-5,6-aurinpo-4H-nipoao[1,2- 514 (M+1)
b]nipa3os-3-in)-xiHoiH
364 4-(2-nipuann-2-i1-5,6-auriapo-4H-nipono[1,2- MS ES* m/e
b]mipaszon-3-in)-7-[3-(4-nipuMinuH-2-in- 534 (M+1)
ninepasuH-1-i1)-nponokcu ) -XiHomix
365 7-{3-[4-(2-meToKCH-beHIN)-ninepa3uH-1-i1]- MS ES* m/e
npornokcu}-4-(2-mipuauH-2-in-5,6-aurinpo-4H- 562 (M+1)
niposio[1,2-b]nipason-3-in)-xinoniu
366 IipunuH-2-in-{3-[4-(2-nipwamH-2-11-5,6- MS ES* m/e
nurinpo-4H-nipono[1,2-b]nipason-3-in)-xiHonix- 463 (M+1)
7-U10KCH ] -TIponi} -amiH
367 4-(2-nipumuH-2-in-5,6-aurinpo-4H-niposo[1,2- MS ES* m/e
bJnipason-3-ir)-7-[3-(miprauH-2- 495 (M+1)
iIMeTWICy1bghaHin)-NPOIoKCH|-XiHONH

MigrotoBuni cnHTes 368

ETtunosun cknagHun edip 2-(6-metun-nipuanH-2-
in)-5,6-aurinpo-4H-nipono[1,2-blnipason-3-
KapboHOBOI KMCNOTU

Po3uuH etunoBoro cknagHoro edipy (6-metun-
nipuanH-2-in)-nponiHoBoi knucnotu (3r, 15,9mmonsb) i
3a-H-niponignHo[1,2-c]1,2,3-okcagia3oniH-3-oH  (2r,
15,9vmonb) HarpiBatoTb B keurnoni (50mn) npu 150°C
npotsirom 48roa. OXonomkytoTb CyMilll i KOHLEHTPY-
I0Tb Yy BakyyMmi. 3anuwok xpomartorpadytoTe Ha SiO2
(entoeHT eTunaueTar); OAEPXKYIOTb CNOMyKy, BKazaHy
B 3aronosky (1,6r, 37%), y Burnsaai TBepaoi pe4oBrHN
KOPUYHEBOTO KOMNbOPY.

MS ES+ m/e 272 (M+1).

MigrotoBuni cnHTes 369

2-(6-meTun-nipnanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-kapboHoBa kucroTa

Po3uuH etunosoro cknagHoro edipy 2-(6-metun-
nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]nipason-3-
kapboHoBoi kucnotun (1,6r, 5,9mMmonb) i 2-H. po34mnH
rigpokcuay Hatpito (6mn, 29mmons) B abcontoTHOMY
eTtaHoni (50mMn) HarpiBaloTb 3i 3BOPOTHUM XONOAUIb-
HWKOM MNpoTsiroMm 5rog. OXonoaxylTe CyMmill A0 KiM-
HaTHOI TemnepaTypu i KOHUEHTPYLTb y Bakyymi. 3a-
NULLOK cycneHnaytoTb y Bogi i nigkucntooTe Ao pH5 1-
H. XJTIOPMCTOBOZHEBOK KMCMOTOK. BogHun posuuH
Tpudi ekcTparytoTb AnxrnopmetaHoM. OpraHiyHi ekcT-
pakTu 06'eaHyl0Tb, cywaTb (Cynbdar HaTpito), inbT-
PYIOTb i KOHLEHTPYIOTE Y BaKyyMi, OAEPXKYHoUn Crony-
Ky, BKa3zaHy B 3aronosky (1,4r, 97%), y surnagi 6inoi
TBEPAOI PEYHOBUHU.

MS ES” m/e 242 (M-1).

MigrotoBuni cnHtes 370

3-6pom-2-(6-meTun-nipnanH-2-in)-5,6-gurigpo-
4H-Ttpono[1,2-b]nipason

o pPO34nHY 2-(6-meTun-nipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-kapboHoBoi  kuc-
notn (1,4r, 5,8vwmons) B N,N-gnmetnndopmamigi
(20mn) popatote N-6pomcykuuHamig (1r, 5,6mmonb) i
nepeMilyloTb Npu KiMHATHIA TemnepaTtypi NpoTAromM
16rog. Cymiw po3baBnsaTb eTunaueTaTtom i npomu-
BalOTb Tpudi BOAOK, OAMH pa3 pO3COSioM, CyllaTb
(cynbaT HaTpilo), DINbTPYOTb | KOHUEHTPYOTb Y
BaKyyMi, OOEPXKyloUn CrONnyKy, Bka3aHy B 3aronoBky
(1,5r, 94%), y Burnsgi TBepAoi PEYOBUMHM CBITIO-
YKOBTOrO KOMbOpY.

MS ES' m/e 278 (M+1).

MigrotoBuni cuHTes 371

4-(2-nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]tpason-3-in)-xiHoniH-7-kapboHoBa kucnota

MoHorigpat rigpokeugy nitito (0,65r, 15,6mMmonb)
AO[aloTb A0 PO34YMHY METWMOBOro cknagHoro edipy
4-(2-nipnawn-2-in-5,6-aurigpo-4H-niponol[1,2-
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b]nipason-3-in)-xiHoniH-7-kapboHoBOoi kucrnoTtn (1,44r,
3,89mMMonb) B cymiwi TeTparigpodypaHy 3 BOAOH
(2:1, 30Mn), NnepemilwyoTb NpY KiIMHATHIA Temnepary-
pi npoTsirom 18rof i KOHUEHTPYIOTb Yy Bakyymi. 3anu-
LLIOK o4uLLaloTb Ha cMmoni SCX (2-H. po3ynH amiaky B
MeTaHoni), i OAepPXyTb CMOMyKy, BKa3aHy B 3arofoB-
Ky (1,22r, 88%), y Burnagi TBepaoi peyYoBUHU XKOBTY-
BaTO-KOPUYHEBOTO KOMbOPY.

'H AMP (DMSO-dg): & 8,91 (m, 1H), 8,55 (m,
1H), 7,48-7,85 (m, 7H), 7,41 (m, 1H), 7,09 (m, 1H),
4,22 (m, 2H), 2,81 (m, 2H), 2,60 (m, 2H).

CnocoboM, onncaHnm BuLLE, OAEPXKYIOTb neperni-
YeHi HYXYe Cnomnyku (SIKLLO He 3adaHe iHwe):

Cun- Hazsga npoaykty Di3nyHI XapaKTepUCTHKH
Te3 Ne
372 | Aurinpoxaopun 6-(3-xiHomiH-4-i1-5,6-
aurinpo-4H-niposno[1,2-bjmipason-2-
1) nipuaKH-2-KapGOHOBOI KUCIOTH
373 3-{4-[2-(6-meTn-nipuauH-2-ir)-5,6- 'H AMP (CDCl5) 5 8,85-8,79
nuriapo-4H-nipono[1,2-blnipazon-3- | (m, 1H), 8,20 (s, 1H), 7,75-7,66
u1]-XiHOMH-7-L1}-NporioHoBa KicJIoTa (m, 1H), 7,35—7,23 (m, 3H),
7,02-6,94 (m, 1H), 6,93-6,84 (m,
1H), 4,41-4,28 (m, 2H), 3,29-
3,18 (m, 2H), 2,90-2,76 (m, 4H),
2,75-2,60 (m, 2H), 2,29 (s, 3H)

MS ES* m/e 357 (M+1)

MigrotoBunii cnHtes 374

(S)-6-6eH3unokcumeTun-3-(4-prop-deHin)-2-(6-
MeTun-nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason

[MpoaykT ogepxytoTb, AK onucaHo B [ligrotToB4yo-
My cuHTesi 360, ane 3 BuKOpUCTaHHAM (8)-5-
6eH3unokcumeTun-1-[2-(4-xnopdeHin)-1-(6-metun-2-
nipuaunH-2-in)-eTunigeHaminol-niponianH-2-ony  (0,5r,
1,16MMoOnb); 0O4EpPXKYOTb CMONYKY, BKasaHy B 3arono-
BKY (325Mr, 68%), y BUrnAgi CBITNO-KOPUYHEBOrO Ma-
cna.

'H AMP (CDCls): & 7,50 (t, J=8,8Iy, 1H), 7,17-
7,47 (m, 8H), 6,96-7,06 (m, 3H), 4,61 (m, 1H), 4,50
(s, 2H), 3,98 (dd, J=9,8, 3,2I'u, 1H), 3,87 (dd, J=9,8,
5,6y, 1H), 2,68-3,05 (m, 4H), 2,54 (s, 3H).

MS APCI" m/e 414 (M+1).

MigrotoBunii cnHtes 375

5-xnopmeTtun-2,2-gudtop-6eHs3o[1,3]aiokcon

Po3uuH (2,2-oncbTopbeH3o[1,3]aiokcon-5-in)-
MeTaHony (1,0r, 5,32mMmonb) B 4OTUPUXIIOPUCTOMY
Byrnedi (10,6mn) gogawTs A0 TpudeHindocgiHy Ha
nonimepHoMy Hocii (3,5r, 3mmons/r, 10,6MMonb) npu
KiMHaTHI TemnepaTypi. PeakuinHy cymiw HarpisaloTb
npotsarom 3roa. npu 80°C, oxonoaxyTb OO KiMHaT-
HOI TemnepaTypu, QiNbTPYOTb | NPOMUBAIOTL TBEPAY
peyoBuHy AguxnopmetaHoM. PinbTpaT KOHUEHTPYIOTb
y BakyyMi, i o4epXytoTb CMosyKy, BKasaHy B 3aronos-
Ky (0,79r, 72%), y BUrNsiAi Npo30poro Macna opaHxe-
BOrO KONbOPY.

MS CI" m/e 207 (M+1).

CnocobomM, onncaHnm BuLLE, OAEPXKYHTb neperni-
YeHi HUKYe CMOoMnyKu (SKWO He 3agaHe iHwe):

CuH- Has3ga nponykry ®Di3uyHi XapaKTePUCTHKH

Te3 Ne
376 | 4-[2-(6-XTOpMETHI-TIPHIMH-2~

1)-5,6-murinpo-4H-niposno[1,2-

_b]nipason-3-in]xinonin

377 Benawtosuit ckranuuit edip 3-

XNOPMETHI-THPONiAKH- 1~
KapGOHOBOI KMCIOTH

MS ES* m/e 361 (M+1),

MS CI* m/e 254 (M+1)

MigrotoBunii cnuHtes 378
2-nipnamnH-2-in-3-xiHoniH-4-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-6-inmeTnnoBun cknagHui edip

MeTaHCyNbOHOBOT KUCMOTU

76461 112

Po3unH [2-(6-meTunnipnanH-2-in)-3-xiHoniH-4-in-
5,6-auvrigpo-4H-nipono[1,2-b]nipason-6-in]-metaxony
(30mr, 0,07mmonb) Ta  4-gMMETUNAMIHO-NIPUANHY
(kaTaniTyHoi KinbkocTi) B nipuaunHi (0,2mn) oxono-
oxyoTe go 0°C, gopatoTb MeTaHCynbgOHINXnopug
(8mn, 0,105Mmonb) i nepemiwyoTb npotarom 30xB.
Cymilw nepemiwyloTb MNpU  KiIMHaTHIN  TemnepaTypi
npotsrom  30xB., po3baBnsTb  eTunaueTaTtom
(20mn), npoMmMBalOTb BOAOHO i PO3CONOM, CyLlaTb Haz
cynbdaToM MarHito, pinbTpyOTb i KOHUEHTPYIOTb Y
BaKyyMi, OJEPXYIUN CMONYKy, BKa3aHy B 3arofoBKy
(30mr, 86%), y BUrNsAi Macna XoBTOrO KOnbopy.

'H AMP (CDCls): & 8,90 (d, J=4,0ru, 1H), 8,45
(d, J=4,0ry, 1H), 8,15 (d, J=8,5I'y, 1H), 7,55-7,70 (m,
2H), 7,36-7,48 (m, 2H), 7,05-7,30 (m, 3H), 4,80-4,90
(m, 2H), 4,65-4,75 (m, 1H), 2,65-3,05 (m, 7H).

CnocobomM, onncaHum BuLLE, OAEPXKYHTb neperti-
YeHi HMXXYe Cnomnyku (SIKLWO He 3afaHe iHLWe):

CuH- Haspa npoaykry Di3nyHI XapaKTePUCTHKU
Te3 \e
379 3-(6eHarinpuriacH- TH SAMP (CDCl;): & 8,63 (bs, 1H),

riapasuHoKapboHin)-1- 7,22-7,63 (m, 15H), 4,95-5,14 (m, 1H),
GeH3WTOKCHMETUI-TiponioBuit | 4,52-4,65 (m, 2H), 3,68-3,73 (m, 2H),
cxuanuui edip (R)- 3,00-3,13 (m, 5H), 2,05-2,28 (m, 2H)
_MeTaHCy/IbHOHOBOI KUCIOTH
380 | Erwiosuit cxnanHuit edip 4-[2- | 'H SIMP (CDCIs): 3 8,32 (s, 1H), 8,02
(6ensrimpurineH- (d, J=8,3 I'u, 2H), 7,17-7,57 (m, 12H),
rizpasHoKap6oHin)-1- 4,49 (dd, J=6,5, 1,9 I'u, 2H), 4,36 (q,

MeTaHCYIb(MOHIOKCHMETHII- J=7,1 T'u, 2H), 3,67-3,90 (m, 1H),
eTwi]-6eH30iHOT KMCIOTH 3,31-3,43 (m, 2H), 2,86 (s, 3H), 1,38

(t, J=7.1 Ty, 3H)

TH SIMP (CDCl3): & 8,35 (bs, 1H),
7,22-7,61 (m, 10H), 4,20 (s, 2H), 3,01

(s, 3H), 2,92 (s, 2H), 1,18 (s, 6H)

381 3-(6eH3riapuiigeH-
rizpasuHoKap6oHin)-2,2-
JIMMETUI-TIPOTIUIOBUI CKAATHUMI
edip mMetaHcybdhOHOBOT
KHCJIOTH

382 3-(6enarizpuiinen- 'H SIMP (CDCl5): 5 8,63 (bs, 1H),
riapasuHoxapGoHin)-1- 7,22-7,63 (m, 15H), 4,95-5,14 (m, 1H),
OeH3MIOKCHMETHI-TIponiioBuit | 4,52-4,65 (m, 2H), 3,68-3,73 (m, 2H),
cknanHuit edip (S)- 3,00-3,13 (m, 5H), 2,05-2,28 (m, 2H)
MeTaHCYb(OHOBOI KHCIOTH
383 3-(6ensrizpuiineH- 'H AMP (CDCly): 5 8,32 (bs, 1H),

rizpasuHoKapGoHin)-2-(4-
XJopGheH)-NponiToBHii
cknanHuit edip
METaHCYAb(OHOBOI KMCIOTH
384 | 3-(4-¢rop-dhenin)-2-(6-metii- | 'H AMP (CDCly): & 7,40-7,51 (m, 1H),
MipWINH-2-11)-5,6-muriapo-4H- | 6,92-7,25 (m, 6H), 4,58-4,79 (m, 3H),
nipoio|1,2-b]mipa3zon-6- 2,81-3,18 (m, 6H), 2,61-2,72 (m, 1H),

inMeTHIoBUHM cKiagHMit edip 2,54 (s, 3H)
(R)-meraHcyibhOHOBOI KHCIOTH
385 S-xnop-neHTunosuit cknamuuit | 'H AMP (DMSO-dg): § 4,22 (m, 2H),
edip MeTaHcyTBhOHOBOT 3,53 (m, 2H), 2,95 (s, 3H), 1,81 (m,

KHCJIOTH 4H), 1,55 (m, 2H)

386 Terpariapo-gypaH-2- 'H AMP (DMSO-dg): § 4,21 (m, 3H),
UIMETHIOBHI cKaamHuii edip 3,82 (m, 2H), 3,05 (s, 3H), 1,84-2,05
METaHCYAb(pOHOBOI KHCIOTH (m, 3H), 1,68 (m, 1H)

7,15-7,57 (m, 14H), 4,41-4,52 (m, 2H),
3,71-3,81 (m, 1H), 3,24-3,36 (m, 2H),
2,88 (s, 3H)

MigrotoBuni cnHtes 387

TpeT-6yTnnoBwuii cknagHuin edip 4-[4-(2-nipnamx-
2-in-5,6-purigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHONiH-7-inokcu]-ninepuanH-1-kap6oHOBOT KUCMOTH

[o cycneHnsii 4-(2-nipnann-2-in-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-ony (0,27r,
0,84mmonb) B N,N-gumetuncopmamigi (15mn) go-
paTe TpeT-6yTunosun edip 4-6pomninepuanH-1-
kapboHoBoi kucrotu (0,29mn, 2,28vmornb) | kapboHaT
uesito (1,5r, 4,57mmonb). Cymiw HarpiBaoTe npu
80°C npotsarom 48rod. i KOHUEHTPYOTb Y BaKyyMi.
3annLWwoK po3ynHAIOTbL B AUXIIOPMETaHi, NpOMMBaloThb
BOA0I0 i PO3CONOM, CyllaTb Hag CynbdaToM HaTpito i
KOHLUEHTPYITb Y Bakyymi. [licna ouvwieHHs dneww-
xpomarorpadieto (SiO2, 7% meTaHony B Anxnopme-
TaHi) OAepXylTb CMONyKy, BKasaHy B 3arorioBKy
(262mr, 61%), y BUrnaai macna >KOBTOro KOnbopy.

MS ES" m/e 512 (M+1).

CnocobomM, onucaHnm BULLe, ogepXytoTb nepeni-
YeHi HUKYe CMOoMnyKu (SKWO He 3agaHe iHwe):
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Cun- Hassa npoayxty
Te3 Ne
388 Tpem-6yTunosuit cknagHus edip 4-[4-(2- MS ES+ m/e 560 (M+1)
nipuaxH-2-in-5,6-aurinpo-4H-nipono[1,2-
blnipason-3-in)-xiHoniH-7-i10KCH]-
TimepHIHH- 1-kapboHOBOL KHCIOTH
389 7-(5-xnop-neHTwIoKeH)-4-(2-nipuaun-2- | MS APCT m/e 433 (M+1),
in-5,6-nurinpo-4H-nipono(1,2-bjnipazon-3-
U1)-XiHOJIH
390 Benswnopnit cknanHui edip 3-[4-(2-
TpHAWH-2-in-5,6-murinpo-4H-nipono[1,2-
b]mipason-3-in)-xiHoniH-7-10KCHMeTH]-
MiponiAHH- 1-KapGoHOBOI KHCIIOTH
391 Jumerun-{5-[4-(2-nipuauH-2-in-5,6- T 115-118°C
nurinpo-4H-nipono[1,2-blnipason-3-in)- MS APC* m/e 424 (M+1)
XiHOMH-7-UT0KCH]-TTeHTH | -aMiH
392 | Metwa-{5-[4-(2-nipunus-2-in-5,6-gurigpo- | MS APC* m/e 428 (M+1)
4H-nipono[1,2-b]Jmipason-3-in)-xiHoniH-7-
inokcH]-nexTu}-amin
393 | 1,3-6ic-{3-[4-(2-nipuaun-2-i1-5,6-muriapo- | MS APC* m/e 872 (M+1)
4H-nipono[1,2-b]nipazon-3-in)-xiHomin-7-
inokcu]-nponin}-1,3-aurinpo-
GensoiMinason-2-on

@izHyHI XapaKTepPHCTHKH

MS APCT mJe 546 (M+1)

MigrotoB4nn cnHTes 394

ETtunosun cknagHuin edpip 4-(2-nipyamn-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-2-
KapOOHOBOT KNCNOTH

Ta

ETtunosun cknagHun edip 4-(3-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-2-in)-xiHoniH-2-
KapOOHOBOT KNCMNOTH

\
N
\_/

o

Cymiww 3a-H-niponiguHo[1,2-c]1,2,3-
okcagia3oniH-3-oHy (28mr, 0,22MMornb) Ta €TUIOBOrO
cknagHoro  edipy  4-nipuanH-2-iNeTUHIN-XiHONIH-2-
kapboHoBoi kucnotu (0,11r, 0,33mmonb) B kcunoni
(2,2mn) HarpiBaloTb 3i 3BOPOTHUM XONOAUIBHUKOM Ha
mMacnsaHin 6aHi npotarom 96roa. Buaansiotb po3yunH-
HUK Y BaKyyMi, i xpomaTtorpadyoTb 3anuwok Ha SiO2
(rpapieHT entoeHTa Big 0% 8o 1% meTtaHony B XIo-
pocbopmi 3 3 KpannaMu rigpokenay amoHito Ha 150mn
pO34MHHMKA), opepxytoum 9,1mr perioisomepy 1 i
28,6Mmr perioisomepy 2.

Perioizomep 1:

'"H AMP (CDCls): (d, 2H), 8,04 (s, 1H), 7,69 (d,
1H), 7,63 (t, 1H), 7,39 (t, 1H), 7,35 (t, 1H), 7,25 (d,
1H), 6,79 (t, 1H), 4,47 (kBapTteT, 2H), 4,31 (t, 2H),
2,82 (m, 2H), 2,65 (kBinTeT, 2H), 1,40 (t, 3H); MS ES*
m/e 385 (M+1).

Perioizomep 2:

'H AMP (CDCls): (d, 1H), 8,27 (d, 1H), 8,20 (s,
1H), 7,90 (d, 1H), 7,65 (t, 1H), 7,37 (t, 1H), 7,18 (t,
1H), 6,57 (d, 1H), 4,26 (t, 2H), 3,26 (t, 2H), 2,70 (kBiH-
TeT, 2H), 1,38 (t, 3H); MS ES" m/e 385 (M+1).

MigrotoB4Ynn cnHTes 395

2-(2-rigpokcieTnn)-3-rigpokcumeTun-5-nipnamH-2-
in-4-xiHoniH-4-in-nipason

Lo PO3UYnHY 2-nipnamnH-2-in-3-xiHoniH-4-in-
nipasonol[5,1-clmopdoniH-4-ony (0,50r, 1,46mMmornb) B
TeTparigpodypaHi (20mn) gopatoTb NpU KiMHATHIN
Temnepartypi LiAIH4 (0,50r, 13,1mmonb). Cymiw ne-
peMilyioTb NPOTArOM 2rof., NPUMNUHAIOTL peakuito 1-
H. PO34MHOM FiAPOKCUAY HaTpPito i PO3NOAINATL MK
anxnopmeTtaHom i Bogot. OpraHiyHy c¢hasy cywaTtb
(cynbchaT HaTpito), QiNbTPYHOTb | KOHUEHTPYHOTb Y
Bakyymi. 3anuwok xpomatorpadytoTe Ha SiO, (ento-
eHT 10% MeTaHony B AMXITOPMETaHi), i ooepXylTb
cnonyky, BkasaHy B 3aronosky (0,35r, 70%), y surnsagi
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3rierka 3abapBrieHoi TBEPAOI PEYOBMHM.

Mac-cnektp: TOF ES+ To4yHa Maca po3paxoBaHa
anst CzoHagN4O2 (p+1): m/z=347,1508. 3HangeHo:
347,1496.

CnocoboM, onncaHum BuLle, OOEPXKYHOTb BKasa-
HY HMKYE CMONyKy (SKLO He 3afaHe iHwe):

Cun- Hassa npoaykty DiaHyHi XapaKTePHCTHKH
Te3 Ne
396 (2,2-nudprop- TH SIMP (DMSO-dg): 8 7,18 (s, 1H),

6en3o|1,3]miokcon-5-in)-
METaHOT

6,96 (s, 2H), 4,61 (m, 2H)

MigrotoBuni cnHtes 397

3-eToKcuUkapboHiN-5-nipuanH-2-in-4-xiHoniH-4-in-
nipason

PosunH  2-xiHoniH-4-in-1-nipBAnH-2-in-eTaHOoHY
(1,00r, 4,0mmonb) Ta rigpasunH-moHorigpaTty (1,0mn) B
eTtaHoni (200mn) HarpiBaloTb 3i 3BOPOTHUM XONOAU-
NbHUKOM NpoTAroM 2rof. Cymill KOHUEHTPYHOTb Y
BaKyyMi [oOCyxa, 3anuloK PO3YMHATL Yy MipUAKHI
(50mn), oxonomxytoTe go 0°C, i kpanns 3a kpannewo
popatTtb etunokcaninxnopug (0,60mn, 5,4mMmonb)
npotarom 20xB. [ligirpiBatoTb cymiwl A0 KiMHaTHOI
TemnepaTtypu, nepemillyloTb NPOTArom 2rof. i Harpi-
BalOTb 3i 3BOPOTHUM XONOAUNBHUKOM NPOTAroM 3roa.
CyMilll KOHUEHTPYIOTb Yy BaKyyMi, i po3noginsaTb 3a-
NVLWOK MiXX AMXIopMeTaHoMm i Bogot. OpraHivHy da-
3y cywartb (cynbdat HaTpito), PiNbTPYHOTh i KOHLEHT-
pylOTb Yy BaKyyMi, OOEPXYHUM CMOMyKy, BKasaHy B
3aronosky (0,6r, 44%), y Burnsagi 6inoi TBepaoi peyo-
BUHU, SIKY KPUCTani3yloTb 3 AieTUNoBoro eqipy.

'H AMP (CDCls): 12,43 (br s, 1H), 9,02 (d,
J=5l"u, 1H), 8,56 (br s, 1H), 8,32 (d, J=7T"u, 1H), 7,76
(t, J=7lu, 1H), 7,65 (d, J=8y, 1H), 7,46 (m, 2H), 7,33
(br's, 1H), 7,17 (t, J=7Tu, 1H), 4,11 (m, 1H), 0,90 (t,
J=7Tu, 1H), MS ES* m/e 345,0 (M+1).

MigrotoBuni cmHTes 398

5-nipngmnH-2-in-4-xiHoniH-4-in-2H-nipason-3-on

Oo  posuuHy  (1-nipuguH-2-in-2-xiHoniH-4-in-
eTunigeH)-rigpasvHy (2,0r, 7,6mMmonb) B NipuauHI
(20mn) kpanns 3a kpanneto gopatotb npu 0°C eTtnn-
xnopdopmiat (2mn). lMigirpiBaloTe Cymill OO0 KiMHaT-
HOi TemnepaTypu i MepemiwyloTb MNPOTAroM 2rog.
HarpiBaloTb CyMilWwl 3i 3BOPOTHUM XOJSIO4MUIBHUKOM
NpoTsiroMm 12rof i KOHUEHTPYIOTb Y BakyyMi. 3anuiok
06po6MNITL CYMILLILLIKD AMXITOPMETaHY 3 METaHOSIOM,
i BigainAlTb ocaf pinbTpyBaHHAM i BaKyyMOM.
Llen ocag posTupaloTb 3 €TaHOmoM, i o4epXylTb
crnonyky, BkasaHy B 3aronosky (300mr, 13%), y Bu-
rnagi 6inoi Teepaoi pedosuHn. MS ES' m/e 288,9
(M+1).

MigrotToBYnin cnHTE3 399

TpeT-6yTnnoBuii cknagHuii edip [2-metun-2-({4-
[2-(6-meTun-nipuaunH-2-in)-5,6-aurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapOoHin}-
amiHo)-nponin]-kap6amiHOBOI KncnoTu

[Oo posunHy  4-[2-(6-meTunnipugnH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH-7-
kapboHoBoi kucnotn (0,16r, 0,43mmonb), TpeT-
OyTunosoro CKnagHoro edipy (2-amiHo-2-
mMeTunnponin)-kap6amiHoBoi KUCINOTU (0,09r,
0,47Mmonb), EDC (0,09r, 0,47mMmonb), 1-
rigpokcmbeHsoTpuasony (0,06r, 0,47MMonb) B Auxro-
pmetaHi (8,6mn) gogatotb N,N-giisonponineTunamin
(0,25mn, 1,29mmonb). Cymiw nepemilyoTe Npy KiM-
HaTHIn TeMmnepaTtypi NpoTaroM 18roA. i KOHUEHTPYTb
y BakyyMi. 3anuwok po34MHSAITE B eTunaueTari,
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NPOMMBAIOTb BOAOID i HACUYEHUM BOAHWUM PO3YMHOM
Xxnopuay HaTpito, cywaTtb Hag cynbdaTtoM HaTpito i
KOHLIEHTPYIOTb Y BakyyMmi. 3anuwiok xpomaTtorpady-
t0Tb Ha SiO2 (entoeHT meTaHon/guxnopmMeTtaH, 2:98),
i ofepXyloTb Crnonyky, BkasaHy B 3aronosky (0,21r,
91%2, y Burnagi 6inoi TBepaoi peyoBunHU.

H AMP (CDCl3): 8,93-8,86 (m, 1H), 8,51 (s, 1H),
7,79 (s, 2H), 7,39-7,23 (m, 2H), 7,08-7,00 (m, 1H),
6,93-6,85 (m, 1H), 5,32-5,20 (m, 1H), 4,42-4,31 (m,
2H), 3,41-3,32 (m, 2H), 2,89-2,78 (m, 2H), 2,75-2,61
(m, 2H), 2,26 (s, 3H), 1,54-1,41 (m, 15H).

Cnocobom, onucaHuM BuULLE, OOEPXYHOTb BKa3a-
HY HUK4Ye CrosiyKy (AKLO He 3afaHe iHwe):

CuH- Hasga nponykry Di3nyHi XapaKTePHCTHKH
Te3 Ne
400 METHIOBMI CKIanHMIt edip 6-mpem- MS APC* m/e 599 (M+1)

GyTokcHkapGoHinamino-2-{[4-(2-
HipUIuH-2-i1-5,6-aurizpo-4H-
nipoxo[1,2-b]mipason-3-in)-xiHonin-7-
KapOOHL/]-aMiHO}-reKCAHOBOI KUCIOTH

MigrotoBuni cuHTes 401

TpeT-6yTUnoBwuii cknagHui edip 4-[4-(2-nipBavH-
2-in-5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-
XiHOMIH-7-inokcm]-nwepnanH-1-kapboHoBOI KMCNOTU

[o cycneHsii 4-(2-nipuaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-ony (0,27r,
0,84mmonb) B N,N-gumetundopmamigi (15mn) go-
pawTe  TpeT-OytunoBun  cknagHui - edip  4-
6pomninepuaunH-1-kapboHoBoi  kucnotn  (0,29mn,
2,28vmonb) i kapboHat uesito (1,5r, 4,57Mmonb).
Cywmiw HarpiBatoTb npu 80°C npotarom 48roa i KOH-
LEHTPYIOTb Y BakyyMmi. 3arnuLioK pO3YMHSIOTL B AUX-
JIOPMETaHi, NPOMMBAIOTbL BOAOK | HACUYEHNM BOLHUM
PO34YMHOM XNOpuAy HaTpilo, CywaTb Hag CynbdaTom
HaTPil0 i KOHLEHTPYITb y Bakyymi. 3anuiiok xpoma-
TorpadytoTe Ha SiO, (entoeHT 7% meTaHomny B AuUX-
NopMeTaHi), i ogepXylTb CMNONyKy, BkasaHy B 3aro-
noeky (262mr, 61%), y BuUrnsai macna XOBTOro
KOnbopy.

MS ES* m/e 512 (M+1).

Cnocobom, onMcaHuM BuULLE, OLEPXKYHOTb BKasa-
HY HM>KYE CMONyKy (SKLO He 3afaHe iHwe):

CuH- Ha3ssa nponyxry
Te3 No
402 Tpem-6yTunosuit ckaanuuit edip 4-[4-(2- | MS ES+ m/e 560 (M+1)
nipuanH-2-i1-5,6-aurinpo-4H-
niposiof 1,2-b]nipa3son-3-in)-xinonix-7-
UToKeH|-minepuauH-1-
KapbOHOBOI KMCIOTH

Di3nyHi XapaKTePUCTHKU

MigrotoBunii cnHtes 403

[4-(2-nipungnH-2-in-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-ouToBa KncnoTa

[o po3uuHy eTunoBoro cknagHoro edipy [4-(2-
nipuavH-2-in-5,6-gurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH-7-inokcu]-ouToBoil Kncnotu (250w,
0,6mmornb) B MeTaHoni (4mn) AofdaloTb Npu KiMHaTHIN
Temnepartypi 1-H. po3uuH rigpokeugy niTito (1,2mn,
1,2mmonb). Cymiw HarpiBatoTe npu 60°C npoTtarom
4rop. OxonoaxXyTb CyMilWl A0 KiMHaTHOI Temneparty-
pY i KOHLEHTPYHOTb Y BakyyMi. 3anuLloK po34MHSIIOTb
B BOAi i nigkucnoTb Ao pH=6 1-H. xnopucrosogHe-
BOIO KUCNOTOW. BoAHWI po3unH ekcTparyotb 5 pasis
anxnopmeTtaHoM. O6'egHaHi opraHiyHi eKCTpakTu cy-
waTthk (cynbdaT HaTpito), PiNbTPYOTL | KOHLEHTPYIOTb
y BaKyyMi, O4Ep>KyHun CronyKy, BKkazaHy B 3arofioBKy
(150wmr, 65%), y Burnagi anerka sabapBneHoi TBepAoi
pPEYOBUHM.
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MS ES” m/e 385 (M-1).

MigrotoBuni cnHtes 404

4-(2-nipuavH-2-in-5,6-gurigpo-4H-Tpono[1,2-
b]nipason-3-in)-7-(TeTparigpo-dypaH-2-inMeToKcH)-
XiHOMIH

Cywmiw TeTparigpodypaH-2-inMeTunoBoro cknaga-
Horo edipy MeTaHcynbgoHoBoi kucrotn (0,70r,
3,66MMonb), 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-ony (400w,
1,22mmonb) i kapboHaTy uesito (2,38r, 7,32mMmornb) B
N,N-gumeTtundopmamigi (2,5mn) HarpiatoTb npu
60°C npotsrom 42rog. Cymill KOHLEHTPYIOTb Y Baky-
yMi, i XpomaTorpadyioTb 3anuLoK, OAepXKyr4n cno-
NyKy, BkasaHy B 3aronoBky (79wr, 15%), y Burnsagi
YKOBTYBaTO-KOPUYHEBOI TBEPAOI PEYOBUHM.

MS APC" m/e 413 (M+1).

CnocobomM, onncaHum BuLle, OOEPXKYOTb BKasa-
HY HMXKYe CronyKy, (SKLWO He 3afaHe iHwe):

Cun- IMpoaykr Diznyni
Te3 Ne (ximiuHa HasBa) XapaKTepUCTUKH
405 1,5-6ic-(4-(2-nipuann-2-1-5,6-qurinpo-4H- T.uL: 154-156 °C
nipoJio[1,2-b]nipazo-3-in)-XiHoMiH-7-0KcH)- MS APC* m/e 725
NEHTaH (M+1)

NMPUKNALQ 1 6-6pom-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH
N-N
NN
Br ~ | l =
SN

[o cycneHsii NMpoMUTOro rekcaHom rigpugy Ha-
Tpito (60% pucnepcia B MiHepansHoOMy macni, 347wr,
50mmonb) B N,N-aumetundopmawmigi (20mn) gona-
10Tb 1-[2-(6-6pomxiHoniH-4-in)-1-nipuanH-2-in-
eTunigeHamiHol-niponiamH-2-oH  (2,2r, 5,37mMmonsb).
OpepxaHy cymilw HarpiBaloTb B aTMOcdepi a3oTy npu
80-85°C npotdarom 18roa. [loBoaaTb peakuiniHy cymiLl
Ao pH2 i HewTpanidyloTb TBepaum KapbGoHaToM Ha-
Tpito. EKcTparytoTb nNpoaykT eTunaueraTtoMm, cywartb
Hag cynbdaToM HaTpito i KOHLEHTPYITb Y BaKyyMi.
Banuwok xpomatorpadytoTe Ha SiO, (rpagieHT ento-
eHTa Big AauxnopmeTaHy Ao 2% meTaHony B AMXnop-
MeTaHi), i ogepxytoTb 6e3bapBHy TBeEpAYy PEYOBUHY
(1,145r, 54%).

MS ES* m/e 391,21 393,2 (M+1).

Cnocobom, onncaHnm BuLLEe, OAEPXKYOTL neperni-
YeHi HYXXYe CNomMyku (SKLLO He 3afaHe iHLWe):

Tpuxnan TIponyxTt Di3uuHi XapaKTepUCTUKH
Ne (ximMiyHa Ha3Ba)
2 3-nipuauH-4-11-2-MipUauH-2-11-5,6- MS ES*m/e 262,3 (M+1])
urinpo-4H-mipono[1,2-b]mipason
3 2-(6-MeTHI-NipuanH-2-11)-3-p-Tonit- | Mac-cnexktp: TOF ES* Touna
5,6-nurinpo-4H-niposno[1,2-b]nipason Maca po3paxoBaHa JUisi
CioHoN; (pt1):
m/z=290,1657.

3HaitaeHo: 290,1667

4 4-(3-(6-MeTHA-MipHANH-2-111)-5,6- Mac-cnektp: TOF ES* touna
vriapo-4H-nipono[1,2-b]nipason-2- Maca po3paxoBaHa st
i1]-XiHoMiH Cy H 9Ny (p+1):
m/z=327,1609.

3HatineHo: 327,1628

5 2-(6-MeTHI-mipHANH-2-11)-3-
Hadranin-1-in-5,6-quriapo-4H-
niposio[1,2-b]nipason

Mac-cnekrp: TOF ES* Touna
Maca po3paxoBaHa uist
CoHyoNs (p+1):

m/z=326,1657.
3HaiizeHo: 326,1666
6 2-(6-MeTwinipuauH-2-in)-3-nipuauH- | Mac-cniektp: TOF ES* Touna
3-in-5,6-aurinpo-4H-nipono[1,2- Maca po3paxoBaHa JUIsi
b]mipason Cy7H 7Ny (p+1):
m/z=277,1453.
3naitneno: 277,1452
7 4-[5-(4-dpropdenin)-2-(6-meTH- MS APCI* m/e 421 (M+1)

TipHAKH 2-in)-5,6-auriapo-4H-

niposio[ 1,2-b]nipason-3-in]-xiHonix
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8 “3-(d4-Qrrop-madranin-1-i)-2-(6- | Mac-cnexrp: TOF ES* Touna 38| 4-(2-(6-cTokcu-nipuau-2-)-5-(4- | MS APCI* m/e 451 (M+1)
METHI-TipUAUH-2-11)-5,6-1urigpo-4H- Maca po3paxopaHa Ui dyrop-dyeuul):S,G—nurl{lpo-:‘H— )
nipono[1,2-b]nipason CaHgFN3 (p+1): niposiof 1,2-bnipason-3-it]-xiHonin
m/z=344,1563. 39 (.5)-4-[6-6cH3nnokeumeTna-2-(6- MS APCI* m/e 481 (M+1)
3uaiinero: 344,1548 MCTH-TpUANH-2-in)-5,6-aurinpo-4H-
9 3-(3,4-mndropdenin)-2-(6-meTun- Mac-cnexrp: TOF ES* touna niposio| 1,2-b]nipazon-3-ia]-7-xnop-
MipHauH-2-i1)-5,6-guriapo-4H- Maca poapaxoBaHa A XiHOJH
nipoao(1,2-bjnipason CrgHigFaNy (pt1): 40 (8)-4-[6-6ensunoxcnmern-2-(6- MS APCI* m/e 467 (M+1)
m/z=312,1312. X10p-MPHAMH-2-i1)-5,6-anriapo-4H-
3uaitaeno: 312,1309 niponof 1,2-b]nipason-3-i]-xinonin
10 1-[2-(4-meTancynbonin-enin)-1-(6- | Mac-cnekrp: TOF ES* Touna a1 Eritonnit ckiaanuit eip 4-[2- (6- MS APCI+ m/e 475 (M+1)
METWI-NiPUIHH-2-11)-eTHaileHaMiHo |- Maca poIpaxopaHa Ans MeTHI-TI 2-in)-3-xi
MiponiaHH-2-0H CgHpN3058 (p+1): 5,6-nuriapo-4H-niponiof 1,2-bnipason-
Elugll{nz;{i“iﬁ?lﬁisl 5-i1]-GeH30MHOI KUCAOTH TR
) ~(d-qrop-tbenin)-5,5-aumetia-2-(6- | MS APCI+ m/e 322 (M+
11 7-meTokcu-4-(2-nipuaun-2-in-5,6- Mac-cnextp: TOF ES' Touna 2 y,?c-szn‘-p;?:md)::g?in)-SAG-nul‘inpoJH- s 117-118°C
nuri,upo-4[-l-nipon_o[1,_Z-h]nipaaon-} Maca pospaxopaHa A nipono[1,2-b n’i 2301
in)-xiHomin Czlﬂszzg) (PS;l): e (R)-6-&LL_LE_—;H3MOKCHMﬂM-3'(4'4“'0P' MS APCI+ m/e 414 (M+1)
HH:'I,/:;{::. éz 1574 ¢eHi)l)-2-(6-METM-Hip:ﬂJ;M[I){-2-iJ|)~
= =L -uriapo-4H-ni -b]nipaszosn
12 7-6eH3IHN0KEH-6-METOKCH-4-(2- Mac-cniekrp: TOF ES* touna 77y 55:?411:;:@:3)';' &n:rrop DoHin)-2- MS APCI+ m/e 404 (M+1)
nipﬂnﬂﬂ-Z-h—S.G-ﬂm‘i‘upo—ﬂH-_ Maca po3paxoBaHa IS © MCTMJ? -HipWH-2-11)-S,6-RHrinpo-
nipono[1,2-b]nipason-3-in)-xinonin C;gﬂzgl‘h(g);lg);;l): AH. mP ol 1.2-blmi
my/z=: y .
3uaﬁlnem; 449,1994 45 4-[2-(3-TpncpTopMETIII- rbcm.ln)5~ MS APCI* m/e 394 (M+1)
13 6-(2-nipuaun-2-in-3,6-gurinpo-4H- MS ES* m/e 313 (M+1) 4'5‘%75;‘,3:?;?}-!“[533;:![ ”"
nipono[1,2-b]nipasosn-3-in)-Xisonin ___almipwamH-3-ir]-XiHONiH_
i 6-[2-(6-METHA-MIPHIAH-2-17)-5,6- MS ES* m/e 327 (M+1) 6 - rpubropueTEn-eiix)- MS APCI+ m/e 394 (M+1)
nnrinpo—4H-niJ1:1:.nu[],2-b]n'1pmn—3- 4.5,6;7[;;’03::"1&:1’)01;'“'5?::;‘;’“[ "
in]-xinomin _a]mipuaui-3-r]-XiHoniH
15 3 HaQTaNiH-2-11-2- M pUIHH-2-11-5,6- MS ES* mye 312 (M+1) [y 4-[2-(4-xnopenin)-4,5,6,7- MS APCI* m/e 360 (M+1)
aurinpo-4H-nipono[1,2-b]nipason e . o 'rc‘rparinpo-nuinjlalnczzgs’ln,isu-a]nlpuauu-ll-
16 2-(6-MeTHA-MIPHANH-2-i1)-3- S ES* m/e 326 (M+ &
Hadrasin-2-i-5,6-anriapo-4H- a8 3-[2-(G-x10pdenin)-4,5,6,7- MS APCI* m/e 360 (M+1)
niposno[1,2-bjnipason Terpariapo-nipazono(1,5- a]mpmmn -3-
v_xlw_ r
17 3-(4-¢rop-cenin)-2-(6- MS ES* m/e 348 (M+1) 49 4-[2-(3-prop-5-TpuchropmeTiA- MS APCI" m/e 398 (M+1)
TPHTOPMETII-TPWIHH-2-i1)-5,6- denin)-5,6-aurinpo-4H-niposo[1,2-
nriapo-4H-niporio1,2-bmipason __bjnipason-3-in]-xiHonin
18 4-(xiHoniH-4-11)-3-(5-¢br -2- | T.un. 62-66°C; MS ES* m/e — _ = T 7
in)-S,6-aurinpo-4H-niporol 1,2- 331 (M+1) 50 e ;}’;“""P"‘;[”‘ MSAPCI® m/e 412 (M+1)
9 PR "L%",“ °"') i T, 214-216°C; MS ES* m/e i 0[1,5-a]nipuanH-3-ii]-XiHomiH
7 % BE 3 i 2 = + FY
2-in)-5,6-auriapo-4H-niporof1,2- 391 (M+1), 393 (M+3) T P = (ﬁo‘l"’“ g‘_’;lﬁflmmmm MS APCT* m/e 326 (M+1)
- b) nxga:on = — - 52 4.(2."ipm“.2-i}[-4’5,6,7- rizpo- | MS APCIF m/e 378 (M+1) |
20 )-3-(2,4-m1b . 76-83°C; MS ES* m/e e S_BWDM"H‘_“;_P“M)_
5 6- mgo 4H -nipoxnof1,2- -] mpg 348 (M+1) 0, lOiQ)euaﬂ it
21 4-(2-nipasun-2-i1-5 6-nuru1p_o -4H- MS (CI, meran) m/e 314 5 4_[2 (#qvmp_ﬁ—-cbeﬂm)-‘t 56.7- MS APCI* m/e 344 (M+1)
niposio|1,2-b]mipa3o-3-in)-XiHoaiH M+1 Terpar son0(1,5 3-
22 4-(5-Merun-_Z—nipnnuH-Zim-S,G- MS APCI+ m/e 327 (M+1) o Al-.;‘l]-Xl.ﬂOJl’m
“’"”“”'4”‘ﬁﬂ:ﬂ;ﬁ"'"“’mm} 5 T [2-(-pndropmeTokci-Gentl)- | MS APCI® m/e 410 (M+1)
L K iIpo-mi 1,5-
23| 6-6pom-4-[2-(6-Memwi-nipuann-2-n)- | MS APCI® m/e 405/407 4'5»%{’"‘3:)‘"{‘53""1_‘%?‘;3]’1‘;}
Seminve meend] 2 Vinpes- (M+1) 53 4-[2-(2-prop-Gerin)-4,5,6,7- APCT m/e 344 (M+1)
~11] -XIHOJIIH 59 =
3| 4G verna-mipnann2n)-5,6- | MS APCIF m/e 395 (M+1) TR e
Aneiapo 4H-miponol 1 2:blitipesau-3: 6| 4-(-xnoniH-2-in-4,5,6,7-terpariapo- | MS AECT® m/e 377 (M+1)
in]-6-7pu METIL-XIHOMIH S MF1 nipasono[1,5-a]mipauH-3-in)-XiHoiH
257 3:@anopA-gnop dentn) 2-(6-uemun= | TMS (CL, merar) 328, (M+1) 57| 4-[2-(4-cnur-nipumun-2-i)-4,5,6,7- | MS APCIF m/e 355 (M+1)
mpm"'i'oml)';_'g'ﬁr[w ~4H- Tetparizpo-nipasono(1,5-ajmipuaun-3-
= i) -XiHOMiH
3 [3-2xiop4-tnop-Senln) 2:(6-uenn: | (MBS (CL, potan) 328 (ML) | 4-(xinomn-2-in-5,6-wnriapo-dH- | MS APCI* m/e 363 (MF1)
mpmxuu-z-mz-zs ,:-xumpo-«%H- niporo[1,2-b]ntipason-3-i)-xinonin
J10) 11pas’on —~
2 -4-i1-4,5,6,7-TeTpariapo- MS APCI* m/e 378 (M+1)
27 | 3-(a-Qrop-3-TpucbropmeTni-genin)-2- | MS (CI, meran) 362 (M+1) 9 TG i’;‘;';;;;:[ A s’f'a)mpmﬁfm)-w
(6-meTuA-nipHanH-2-i1)-5,6-nuripo- 18 ,HE g
AH-nipanofL,2-blnipason (5-(drop-cbenin)-2-nipumin-2-i- | MS APCI* m/e 407 (M+1)
B | 2-(G-vermr-nipwn-2-in-3-(2.45- | MS (CI, metan) 330 (M+1) O . S pulpasoas
Tp"w"’-@e}([i:‘)zbsb's-umw_m- ' 3-ix]-xinonin
___ipoiol 1,20l - 5 -2 H2-i1- | MS APCI* m/e 343 (M+1)
29| 8-grop-4-[2-(6-MeTwr-nipwin-2-)- | MS APCI+ m/e 345 (M+1) o 546Eimﬁ‘g{mo{;lgu€rmpm
5,6-nuriapo-4H-nipono| 1,2-bjnipason- 3 i1)-XiHONIH
3-in]-xiHoniH - T
- -(3- -2-in-5,6-, -4H- MS ES* m/e 313 (M+1)
30 | 7-6pom-4-[2-(6-memmi-nipwavn-2-in)- | MS APCI+ m/e 405/407 62 ‘; i(3 ";l[’gf: 2 At -ﬂﬁiﬁimin
%-marisps Hpantl bl ikgemot- D) (3 4-(4-MeTn-2-TpWIAR-2-1-5.6- MS ES* m/e 327 (M+1)
-i1]-XiHOMH 3 3
31 4-[2-(6-metwi-nipHanH-2-11)-5,6- MS APCI+ m/e 411 (M+1) nurinpo-4H- nlp?)ﬁ:gngib]nxwm
G B e g 6| 4-(5-Gonoma-2-mipnaH-2-01-5 6 MS APCI™ m/e 403 (M+1)
1]-6-TpUTOPMETOKCH-XIHO:! Byt _blmipason-3-
3| &[2-(6-venwr-mipwuin-2-i)-5,6- | MS APCIF m/e 395 (M+1) Aiue- A ripawo[lid-blitipssos
“"“!‘P""‘"'“il’“’“’“ 2-blnipasax-3- 65 4-(5-(eneTun-2-nipnaun-2-i1-5,6- | MS APCI* m/e 417,4 (M+1)
in]-7- Men-xionin mmrinpo-4H-niposo[ 1,2-bjmipason-3-
33 7—Me " [2-(6-MmeT! 2- | MS APCI+ m/e 357 (M+1) in) ximonin
in)-5,6-anriapo-4H-miporo{1,2- 73 T G-Perin-2-nipami-25i5,6- | MS APCI® m/e 399 (M+1)
b]mipason-3-in]-xiHoniH nwrizpo-4H-niposo[1,2-b]nipason-3-
34 3-(2-x710p-ipHMH-4-11)-2-NlipUAH- MS APCI* m/e 297 (M+1) in)-XiHOIH
S el 3] 42-(3-tpugropmeriierin)-3,6- | MS APCI* m/e 380 (M+1)
-4H- 1,2-b -3-
35 [2-(6-MeTn-nipuans-2-i1)-3-xiHoain- | MS APCI* m/e 357 (M+1) Anrpe ',f,',‘]’i",f,lmm itipazon
4-in-5,6-aurizpo-4H-niponof1,2- 6 -G = T
A : -[2-(4-Tpudpropmeri-denin)-5,6- | MS APCIT m/e 380 (M+1)
bM.G"ml'.M"a"(’" nurinpo-4H-nipono[1,2-b]mipason-3-
36 [3—(7_—5p0M-XlH.OJllH-4-M)-_2-(6-Me]'ml- MS APCI* m/e 435/437 in]-xiHoiH
 THPHIA-20in)-5,6-murinpo-4H- (M+D) ® F(2-Genin-5,6-auriapo-4H- MS APCI* m/e 312 (M+1)
niposo[1,2-b]nipa3son-6-in]-meranon niponof1,2-bjmipaso-3-in) xiHomiH
37 4-[2-(6-xa0p-nipuauH-2-i1)-5-(4- MS APCI* m/e 441 (M+1) 70 LL’——I—P———Z_UOP_4 2-TipAIMH-2-11-5,6- MS APCTF m/e 347 (M+1)

dropdenin)-5,6-auriapo-4H-
niposto[ 1,2-b]nipasosn-3-in]-xiHonin

murinpo-4H-niposo[1,2-! b]mpa:ion 3-

in)-XiHOMH




119 76461 120
71 6,8-aueToken-4-[2-(6-mera- 387 (M+1) 100 4-(O-Gypa-2-11-3,6-mariapo-4H- | Mac-cnexap: TOF ES+ Touna
nipuanH-2-in)-5,6-nurinpo-4H- nipono| 1,2-b]nipason-3-in)-xiHonin Maca po3paxoBaHa I
niposof 1,2-b)ripazos-3-in]-xiHonin CgH N30 (p+1):
72 4-(2-(6-6poM-TipuanH-2-in)-5,6- MS obumncieno 391; MS m/z=302,1293.
nuriapo-4H-niposio[1,2-b|nipasosn-3- (M+1) 391,393 3HaVl/AEHD: 302,1312
in]-xiHonix 101 Mertunosuit cknaauuii edip 3-{4-(2- MS APCI* m/e 411 (M+1)
73 6,8-1MMETOKCH-4-[ 2-TIipHINH-2-L1- MS APCI* m/e 373 (M+1) (6-MeTn-mipuanH-2-in)-5,6-auriapo-
5,6-11Mri11po—«;l~!-nip.onolll,2-b]nipawn~ 4H-niposio] 1,2-b]nipason-3-in]-
-m]-xmomﬂ XiHO/IIH-6-11}-aKpHIOBOT KMCIIOTH
74 3-(4- tbroptbeui.rl) 2-MipuauH-2-in-5,6- MS ES* m/e 280,1 (M+1) 102 4-[2-(2-meTna-Tiazon-4-in)-5,6- ES MS 333,4 (M+1)
= . (nurm@-‘tH mm )0[1 32 blmEﬂJz — oI ES uriapo-4H-niposto[ 1,2-b]nipasou-3-
i -i1- KTp: TOYHA int]-XiHOMiH
5,6-auriapo-4H-niporof 1,2-bnipasos gﬂca PﬁPaJ:OTr)a nﬂ/ﬂ 103 | 3-(4-drop-denin)-2-(2-metna-tiazon- | MS (ES) m/e 300,4 (M+1)
18H18N3o (p+1): m/z 4-in)-5,6-murinpo-4H-nipono(1,2-
292,1450. 3uaiineno: 292,1466 bnipazon
76 3-(4-dropdenin)-2-(6-meh mH- | M ktp: TOF ES* Touna 104 | 4-[2-(2-Merna-2H-mipa3on-3-u1)-5,6- MS (ES) m/e 316,4 (M)
2-in)-5,6-aurinpo-4H-nipono(1,2- Maca po3paxopana Juist auripo-4H-nipono[ 1,2-b]nipason-3-
s 294(}5501-7'”3N3$u£P+ 41416 Sloxinosin
R . 3Haitneno: 294, 105 4-(2-1i -2-in-5,6-nurinpo-4H- MS (ES) m/e 319 (M*)
77 3-(4-MC1‘OKCM¢CHiJ|)-2-‘(6- Mac-cnexrtp: TOF ES* Touna mé n;ifgilb ni”laaon.%ljil;[m-p;}[wliﬂ
MeTmmipv_umH~!21—12:|)l;i‘>,§-nurmpo—4H— gac:lp%‘pax(oiar)a M/ﬂz 106 4-[2-(1-metun-1H-iminazon-2-in)-5,6- MS (ES) m/e 316 (M)
niposo{1,2-bjmipason 19H20N30 (p+1): m, auriapo-4H- mpo)lo[l 2-b]nipason-3-
306,1606. 3natineno: 306,1584 in]-xisom
78 4-(2-tioden-2-in-5,6-nurinpo-4H- | Mac-criekp: TOF ES* rouna 107 | 6,7-anx10p-4-[2-(6-meTii-nipuann-2- | MS EST m/e 395 (M+1)
niposno[1,2-bjnipason-3-in)xiHosin Mﬂéﬂ E;):l[;:.xgii(i;;?l.;l:ﬂﬂ in)-5,6-muriapo-4H-nipono[ 1,2-
19F1161N3 2 b]nipa3on-3-in]-xinoain
3}':‘"/:;‘30‘:85'12"5]5651 105 | (9-6-oenamroxcnver-3-(&-Grop- | MS CI* m/e 414 (M+1)
— - ~ denin)-2-(6-meTua-nipuaun-2-in)
79 4»_[2—(6-npoqmmpunuu-Z-'m)—S,& Mac-criektp: TOF ES+ Touna 5,6-auriapo-4H-nipoo[1,2-bjnipason
auriapo-4H-niposo[1,2-b)mipason-3- Maca pospaxosaHa st
in]-xiHoin Cu;{z;?; 1(19"2"31 ): anIK.I'IaD, 109
m/z 355,1923. . . .
3uaitaeno: 355,1909 3-6eH30[1,3]giokcon-5-in-2-(6-meTun-nipnamH-2-
80 4-[2-(6-isonponianipuann-2-in)-5,6- | Mac-cnexrp: TOF ES* Touna im). _ : ~ i H _ H
nmriapo-4H-nipono[1,2-b]nipason-3- Maca po3paxoBaHa JUis IJ'I) 516 aunrigpo 4H I'IIpOJ'IO[1 ,2 b]”|p330ﬂ
in)xinonin Ca3HyNy (pH1):
m/z 355,1923.
3naiineqo: 355,1912
81 4-[2-(6-eTHa-nipuauu-2-in)-5,6- Mac-cniextp: TOF ES+ Touna
nurinpo-4H-niposno[1,2-1 b]mpaaon 3- Maca po3paxoBaHa ist
in]xiHOMIH CyoHy Ny (pt1):
m/z 341,1766.
3Haitneno: 341,1766
Bl R (64»;;7;;;;5#;1 ﬁ, .';'a) e | MSETweRnMD . Cymiw . 3-6p0M-2-(E_3-MeTmn-nipB,quH-Z-in)-S,G-
in]-xiHofin avrigpo-4H-nipono[1,2-b]-nipasony (99wmr,
B B z i . . .
| i e | MO 0,36mMMmorb), 3,4-MeTunesaiokcudeHin6opHoi Ki1cno-
w0 &-autiapo-4H- | ~MS APCT" m/e 330 (M+1) Tm (65mr, 0,39mmonb), (PPh3)Pd (20mr, 0,02MMons),
85 43%@1 6-urinpo-4H- | MS APCI* m/e 330 (M+1) 1-H. BOOHOro po3uuHy kapboHaty Hatpito (500mkn,
nipoxno[l,2-| b mipas 01-3- 1]-XiHoMiH H H H _
3 4-[2_-(3-rpuqn9pmoxcu denin)-5,6- [ MS APCI® m/e 396 (M+1) 0,5mmone) B Tonyoni (Smn) i metaHoni (1mn) npoay:
ﬂunﬂpo-“tH-l;l}:l;O;}:Llj;ﬁ;b]mP33°’|'3' BalTb NpoTaroM 10xB. aproHom | HarpiBaloTb B aTMO-
&7 4-[2-(A-xnop-mipumn-2-00)-5,6-_ | MS APCI® m/e 347 (M+1) cdepi asoty npu 80°C npotarom 30roa. Cymiw oxo-
e et NOKylOTb | POSNOAINAIOTL MK BOAOK  Ta
88 Jgﬁi(g'gmﬁ?gﬁ?pﬁ%_z MS APCI* m/e 398,3 (M+1) eTunaueTaToMm, opraHiyHy pasy npommnBaloTb BOAOKO i
bjnipazon-3-injxinonin__ po3cornom, cywatb (cynbdaTt HaTpito), dinbTpyHoTh i
89 4-[2-(2-drop-3-TpudpTopmMeTHII- MS APCI* m/e 398,1 (M+1) H _
benin)-5 6-auriapo-4H-niporo[1,2- KOHLI,eHpr.POTb Y BaKkyywml. 3anuuwok xp_omaTorpad)y
b]nipason-3-in)-xinonin 10Tb Ha SiO2 (enoeHT eTunaueTar), i OAEepXyHTb
90 4-(5-3 dbenin)-2 2-| MS APCI* m/e 419 (M+1) o .
i2-5, 6-urizpo-4H-niponof1,2- cnonyky, BkaszaHy B 3aronosky (10mr, 9%), y surnsagi
b]nipason-3-i1]-XiHoMiH o
o1 4-[2-(4-cbrop-3-TpudbTOpMeTIIL- MS APCT® m/c 504 (M+1) TBEPAOI PEHOBMHN KOBTOTO KOMLOPY.
denin)-5-(3-MeTokeH-denin)-5,6- MS ES™ m/e 320 (M+1).
wrinpo-4H-miposo| 1,2-b]nipason-3- .
n1)-XiHOMH Cnocobom, onnucaHuMm BulLie, O4EepXyTb nepeni-
92 4- (7 XJIOp-XiHOMIH-4-11)-3-(6- .U 178-182°C H H .
METWATipyIH-2-in)-S,6-nurinpo-4H- MS ES* m/e 361 (M+1) YEeHI HMX4e Cnonykn (HKLLI,O He 3ajaHe IHLIJe).
miposiof 1,2-b]mipason
93 4-(7-eToKcuxiHoniH-4-i1)-3-(6- T.1. 164-166°C = - e ——
McmnnipmmH-2—in)-15,6-nur'mpo—4H— MS ES* m/e 371 (M+1), 372 xfaﬂ"r_«o xm?‘f:mm PisnHi xapaKTepUCTHKH
nipoxno[1,2-bjnipason (M+2) | an e 3 =
9 Tiapoxiopna 6-(3-xiHonin-4-11-3,6- | 'H SIMP (DMSO-dg) &: 2,65 110 6-(4'4’?09"1’?"”')%4'[2',(6'*4“"1" MS APCI* m/e 421
urizpo-4H-mipono[1,2-blnipason-2- | (kminrer, 2H), 2,89 (m, 2H), MpHANH-2-im)-5,6-mirinpo-4H- (M+1)
ir)-mipumiH-2-KapGoHosoi kuciotu | 4,33 (t, 2H), 7,59 (t, 2H), 7,72 __mipono[1,2-b]niipason-3-ix]-XiHoxis_ .
(d, 1H), 7,84 (d, 1H), 7,85- 111 6-6en3o(1,3]miokcon-5-in-4-[2-(6-MeTmr- MS APCI* m/e 447
8,00 (m, 2H), 8,06 (d, 1H), .mpua[xlmz-i-m)-sﬁ-m}«qnpoj‘#H-. (M+1)
8,22 (m, 1H), 840 (d, 1H), niposiof1,2-b]mipaso-3-ii]|-XiHoliH
9,11 (d, 112 4-(2-(6-MeTHI-MTipHANH-2-11)-5,6-1uriapo- MS APCI* m/e 409
95 6,7-murop-4-[2-(6-MeTHI-ipHIANH- ESIMS m/e 363 (M++1) 4H-nipono[1,2-b]mipason-3-in]-6-riodeH- (M+1)
2-in)-5,6-urigpo-4H-nipono[1,2- 2-in-XiHoMiH
b]nipa3on-3-in]-xiHonix 113 4-[2-(6-MeTH-nipuanH-2-i1)-5,6-aurinpo- MS APCI* m/e 403
4H-nipono(1 ,2-b]r_1ipaaon-3-b1l-6-q>cuin- (M+1)
XiHOJIH
96 6,7-1umeToKcH-4-[2-(6-MeTw- MS ES* m/e 387 (M+1) 114 | 8-[2-(6-MeTwi-mipnuH-2-1)-5,6-1mriapo- MS (ES) m/e
MipHIHH-2-i1)-5,6-muriapo-4H- 4H-niporo[1,2-b]nipasost-3-in]-xikoxnin 327 (M*)
niporo[1,2-bjnipason-3-in]-xiHonin 115 3-6en3o[blrioder-2-11-2-(6-MeTiI- MS (ES) m/e
97 4-[2-(6-x10po-6-uriapo-4H-niposo- MS obunciero 346; MS MipHAnH-2-in)-5,6-auriapo-4H- 332 (M%)
nipnauH-2-in)-5-[1,2-b]nipason-3-in]- (APCI) (M+1) 347 niposno[ 1 2:b]n_ipm
XiHoAiH g
98 Mem._uonu.n cKnauHHﬁ edip 6-(3- MS ES* m/e 371 (M+1) an/IKJ'IaJJ, 116
XiHONH-4-11-5,6-aurinpo-4H- o < . . .
nipoo]1,2-b]ipason-2-in)nipuamn-2- MeTtunosuii cknagHui edpip 4-(2-nipuguH-2-in-
Kap KUCIOTH . . f : : B
99 | 4-(7-X10pXiHOMIH-4-11)-3-(MpHAHH-2- T 208211°C 5,6-aurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-6-

in)-5,6-nurinpo-4H-nipono[1,2-
binipason

C,68,67; H, 4,55; N, 15,50;
3HaineHo: C, 68,96; H, 4,30;
N, 15,28

KapOOoHOBOI KNCMOTK



121

o cymiwi auetaty HaTtpito (0,84r, 10,2mmonb) Ta
[1,1'-6ic(audpenindocdiHo)-
depoueH]anxnopnanagito(ll):CH.Cl. (42wmr,
0,05mmonb) B meTaHoni (40mn) gopatoTs 6-6pom-4-
(2-nipnanH-2-in-5,6-gurinpo-4H-nipono[1,2-b]-
nipason-3-in)-xiHonin (1,0r, 2,56mMonb). HarpiBatoTb
cymiw npu 90°C nig TUCKOM MOHOOKCKMAY Byrneuto 68
yHTIB Ha kB. AtonimM (470kMa) npotarom 24rog. Cy-
MilLl OXOMOAXYITb, MINLTPYIOTb | KOHUEHTPYITL Y
BakyyMi. [1poayKT po3noginaioTb MK eTunaueTaToM i
Bogoto. OpraHiyHy chasy cywaTb Hag cynbdaTtom
HaTPIl0 | KOHLEHTPYIOTb Yy BakyyMi. 3anuLiok xpoma-
TorpacdpytoTb Ha SiO2 (rpagieHT entoeHTa Big ANXNO-
pmeTaHy A0 2% meTaHony B AWXIOpMETaHi), i ogep-
XylTb TBepay pe4voBuHy (918mr, 97%).

MS ES" m/e 371,2 (M+1).

Cnocobom, onmcaHnmM BULLe, OAEPXKyoTb nepeni-
YeHi HWXKYe Cnonyku (SKWo He 3agaHe iHwe):

TIpuxnan Mponykt Diznuni
N (ximMiyHa HasBa) XapaKTepPUCTUKH
117 Merwiosnit cxnannuit edip 4-[2-(6-metwi- MS APCI* m/e
TipUAKH-2-in)-5,6-turinpo-4H-nipono[1,2- 385 (M+1)
b]nipa3sosn-3-in]-XiHoiH-6-KapOoHOBOI KUCIOTH
118 Memwiosnit cknannuit edip 4-[2-(6-metni- MS APCI* m/e
nipuamH-2-in)-5,6-aurinpo-4H-nipono(1,2- 417 (M+1)
b]nipa3zon-3-in]-XiHosiK-7-Kap6oHOBOI KHCIOTH
119 Merwnosuit cxaanuuii edip 4-[2-nipuaun-2-in- MS APCI* m/e
5,6-nvriapo-4H-niposo( 1,2-bnipaszon-3-ix|- 371 (M+1)
XiHONiH-7-KapGOHOBOI KHCIOTH

Mpuknag 120
2-nipnamnH-2-in-3-xiHoniH-4-in-nipasono[5,1-
c]mopdoniH

&\\
AN

[lo posumHy 2-(2-rigpokcieTvn)-3-rigpokcumeTun-
5-nipnanH-2-in-4-xiHoniH-4-in-nipasony (0,10r,
0,29mmonb) B TeTparigpodypani (10Mn), oxonomxe-
Horo o 0°C, gopatote NaH (0,04r, 50% y miHepanb-
HoMmy Macni). Cymil nepemilyoTb NpoTAroM 2rof.
npv KiMHaTHIA TemnepaTypi i Kpannsa 3a kpannet go-
AaTb MeTaHcynbgoHinxnopug (0,065 r, 0,57mMmonb)
npotarom 30xB. Peakuito NpMNUHAIOTL BOSOHD, i EKCT-
paryloTb cymiw etunauetatoM. OpraHiyHui wap
npomMuBatoTbL BOAO, CyllaTb (Cynbdart HaTpito), di-
NbTPYOTh, | KOHUEHTPYIOTb Yy BakyyMi. 3anumLLIoK Xpo-
MaTorpadhytote Ha SiO2 (entoeHT 10% MeTaHony B
OVXNOpMEeTaHi), | oJepXylTb CMonyky, BKasaHy B
saronosky (31mr, 33%), y Burnsagi 6inoi TBepaoi pe-
YOBWHU.

Mac-cnektp: TOF ES+ To4yHa mMaca po3paxoBaHa
ana  CxoHieN4sO (p+1): m/z=329,1402. 3HangeHo:
329,1409.

Mpuknag 121

2-nipuanH-2-in-3-xiHoniH-4-in-nipasonol[5,1-
c]mopdoniH-4-one

122

CymiLu 3-eTokcukap6boHin-5-nipuanH-2-in-4-
XiHONiH-4-in-nipasony (0,35r, 1,00Mmonb), 2-
6pomeTaHony (0,15r, 1,12mmonb) i kapboHaTy uesito
(0,50r, 1,5mmonb) B N,N-anmetundopmamiai (20mn)
HarpiatoTb npu 60°C npotarom 2rog. OXonomkytoTb
Cymiw A0 KiMHaTHOI TemnepaTypw, i BMNMBaKTb B
etnnauetaTt (60mn). OpraHiyHy ¢ady npomuBalTb
BOAO, cywatb (cynbdart HaTtpilo), inbTpyoTb, i
KOHLEHTPYIOTb Yy Bakyymi. 3anuwok xpomarorpady-
10Tb Ha SiO2 (entoeHT eTunaueTat 3 rekcaHom), i
OLEPXyHTb CMONyKy, BkadaHy B 3aronoBky (110wr,
32%).

Mac-cnektp: TOF ES' TouHa mMaca po3paxoBaHa
anst CxoH1sN4O2 (p+1): m/z=343,1195. 3HangeHo:
343,1179.

Mpuknag 122

Oumetnn-{3-[4-(2-nipuanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
amiH

/\N’\/\O

Po3unH  7-(3-xnopnponokcu)-4-(2-nipuguH-2-in-
5,6-gurinpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniHy
(54wmr, 0,13mmonb), noamay Hatpito (5mr, 0,03mMMonb)
i 2-H. po34vMHy gumeTunamiHy B TeTparigpodypaHi
(3mn, 6mMmonb) B N,N-gumeTtundopmamigi (5mn) Ha-
rpiatoTb npu 100°C npotsarom 48 roa. Cymiw oxono-
OXYIOTb, | KOHLUEHTPYIOTb Yy BakyyMmi. 3anmLIoK xpoma-
Torpadpytote Ha SiO, (rpagieHT entoeHTa Big 100%
etnnauetaty go 10% metaHony B eTtunauerari), i
OLepXyloTb CMonyky, BkadaHy B 3aronoBky (41 wr,
74%), y Burnsagi Tsepaoi pevyoBMHU KOPUYHEBOTO KO-
nbopy.

Mac-cnektp: TOF ES® TouHa maca pospaxosaHa
ans CasH2sNsO(p+1):m/z=414,2294 3HangeHo:
414,2313.

CnocoboM, onncaHnm BULLLE, OAEPXKYHOTb neperni-
YeHi HWXXYe Cnomnyku (SIKLWO He 3afaHe iHLWe):

Tpoxykr
(ximiuHa Ha3Ba)

IMpuknan Di3HyHi XapaKTePUCTUKH
Ne

123

{3-[6-MeToKCH-4-(2-lipUANH-2-i1-5,6-
nuriapo-4H-nipono[1,2-bjnipason-3-in)-
XiHOMIH-7-UI0KCH |- Iponit}-IMMeTHI-aMiH

Mac-cnektp: TOF ES+
TOYHA Maca po3paxoBaHa
ans CoeH3NsO, (pt1):
m/z=444,2399.
3naiineHo: 444,2391

124

HukiaonponiameTna-nponia-{3-[4-(2-
TipuanH-2-i1-5,6-aurinpo-4H-
nipono[1,2-bjnipason-3-in)-xinonin-7-
inokcu]-nponit}-amin

Mac-cnekrp: TOF ES+
TOYHA Maca po3paxoBaHa
st C3gH36NsO (pt+1):
m/z=482,2920.
3naitneno: 482,2934

125

Jietwn-{3-[4-(2-mipwinH-2-i1-5,6-
auriapo-4H-nipono[1,2-b]mipason-3-in)-
XiHOMIH-7-UTOKCH]-nponin}-aMiH

Mac-cnektp: TOF ES*
TOYHA Maca pO3paxoBaHa
st C37H3NsO (p+1):
m/z=442,2607.
3HaitneHo: 442,2609

126

Ervn-mernn-{3-[4-(2-nipuamn-2-in-5,6-
aurigpo-4H-nipono|[1,2-b]mipason-3-in)-
XiHONiH-7-110KCH]-npornin}-aMiH

Mac-cnexrp: TOF ES*
TOYHA Maca Po3paxoBaHa
st CaygH3gNsO (p+1):
m/z=428,2450.
3HaiineHo: 428,2470

127

3-[4-(2-mipuauH-2-in-5,6-auriapo-4H-
niposno|1,2-b|nipasos-3-in)-XiHoMiH-7~
i1oKcH|-nponinamin

Mac-cnektp: TOF ES*
TOYHA Maca pPO3paxoBaHa
st Cy3HpNsO (pt1):
m/z=386,1981.
3naitneHo: 386,1994




76461

124

4H-nipono[1,2-b]nipason-2-in)

2-in-MeTua]amin

123
128 7-[3-(4-meTrn-ninepasuu- 1 -in)- Mac-crextp: TOF ES*
nponoKcu |-4-(2-nipunuH-2-in-5,6- TOYHA Maca pPo3paxoBaHa
amrinpo-4H-nipoxno( 1,2-b]nipason-3-in)- st CygH33NgO (pt+1):
XiHOJH m/z=469,2716.
3HaitneHo: 469,2735
129 Benaun-mern-{3-[4-(2-nipuanH-2-i1- Mac-cnekrp: TOF ES*
5,6-nurinpo-4H-niposo[1,2-b]mipason-3- | ToYHa Maca pospaxoBaHa
U1)-XiHOMIH-7-110KCH ] -TIportit}-aMiH s C3H3NsO (pt1):
m/z=490,2607.
3naitaeHo: 490,2629
130 7-G-mi I-ir-np )-4-(2- M k1p: TOF ES*
nipuanH-2-i1-5,6-nurinpo-4H- TOYHA Maca po3paxoBaHa
niposo[1,2-b]mipason-3-ir)-XiHomiH s CygHyNsO (pt+1):
m/z=454,2607.
3HaiineHo: 454,2602
131 4-(2-nipuauH-2-i1-5,6-qurinpo-4H- Mac-crnektp: TOF ES*
niposof1,2-b]nipasosn-3-in)-7-(3- TOYHA MACa PO3PAXoBaHa
iponi -in-np )-XiHoxi s Cy7H3oNsO (p+):
m/z=440,2450.
3naiinero: 440,2468
132 7-(3-asenan-1-in-nponokcu)-4-(2- Mac-cnektp: TOF ES+
TipUIHH-2-11-5,6-1urinpo-4H- TOYHA Maca po3paxoBaHa
niposo|1,2-b]nipa3on-3-in)-xiHoniH st CoH3yNsO (p+1):
m/z=468,2763.
3HaiineHo: 468,2762
133 7-(3-iminasosn- 1-i1-nponokcu)-4-(2- Mac-cnextp: TOF ES*
nipHAKH-2-i1-5,6-murinpo-4H- TOYHA Maca po3paxoBaHa
niposno(1,2-b]mipason-3-in)-xiHoain st CyHasNgO (pt1):
m/z=437,2090.
3naitneHo: 437,2096
134 7-(3-nipason-1-in-nponokcu)-4-(2- MS ES* m/e 437 (M+1)
MipUIHH-2-in-5,6-aurinpo-4H-
nipoxno[1,2-b]mipasos-3-in)-xiHonix
135 1'-{3-[4-(2-nipuamn-2-in-5,6-1urinpo-4H- | Mac-cnekrp: TOF ES+
niposno|[1,2-bjnipa3zon-3-in)-xiHoniH-7- TOYHA Maca po3paxoBaHa
inokeu]-nponin}-[1,4'Jauninepuaunin st C33Hg NgO (p+1):
m/z=537,3342.
3Haiineno: 537,3321
136 Lukstonporii-(1-MeTHI-ine puanH-4- MS ES* m/e 523 (M+1)
in)-{3-[4-(2-nipuanH-2-in-5,6-auriapo-
4H-nipono[1,2-b]nipason-3-in)-xiHomiH-
7-in0KCH] -niponin}-aMiH
137 4-(2-nipuanH-2-i1-5,6-nurinpo-4H- MS ES* m/e 438 (M+1)
nipono[l,2—b]nipa30n—3-in)—7—(3-
1,2,3]tpuason-1-ia- nmnoxcu!-xmonm
138 Jumerwn-(3-{4-[2-(6-MeTHI-TIpHAHH-2~ Mac-cnekrp: TOF ES*
in)-5,6-nuriapo-4H- mpo.no[l 2- TOYHA Maca po3paxoBaHa
b]nipason-3-ia]-xiHoniH-7-iU10KcH}- st CyH3gNsO (p+1):
TporiI)-amMiH m/z=428,2450.
3naiineHo: 428,2464
139 Hietnn-(3-{4-[2-(6-meT i 2-in)- M xrp: TOF ES*
5,6-aurizpo-4H-miposno(1,2- b]mpason 3- | ToyHa Maca po3paxoBaHa
1]-XiHOAIH~7-1TOKCH}-TIPOTiT) -aMiH s CgHygNsO (p+1):
m/z=456,2763.
3uaiizeHo: 456,2785
140 UuknonponiiMerni-(3-{4-[2-(6-metia- Mac-cnektp: TOF ES*
nipuauH-2-in)-5,6-nurigpo-4H- TOYHA Maca po3paxoBaHa
niposio| 1,2-b]nipazon-3-in]-xiHoniH-7- st C3 HygNsO (p+1):
UIOKCH }-IPOITLT)-NponiuT-amMiH m/z=496,3076.
3HaiiueHo: 496,3094
141 Etna-metwi-(3-{4-[2-(6-MeTiI-nipuanH- Mac-cnekrp: TOF ES*
-lJI) 5,6-aurinpo- 4H-miposo[1, 2— TOYHA Maca po3paxoBaHa
b} -3-in]-xi T-i 1} st CyyH3NsO (p+1):
TIPOMLT)-aMiH m/z=442,2607.
3uaiizeHo: 442,2615
142 Jumerni-{2-[4-(2-nipuauH-2-i1-5,6- MS ES* m/e 400 (M+1)
mmriapo-4H-nipono[1,2-b]mipason-3-ir)-
XIHOJIIH-7-110KCH ] -eTH} -aMiH
143 TieTni-{2-[4-(2-mipuinH-2-11-5,6- MS ES* m/e 428 (M+1)
aurinpo-4H-mnipono(1,2-b]nipason-3-in)-
XiHOJIiH-7-U10KCH]-eTHJl}-aMiH
144 7-(2-ninepuauH-1-i1-eTokcu)-4-(2- MS ES* m/e 440 (M+1)
nipuaHH-2-i1-5,6-aurigpo-4H-
niposo[1,2-b]nipason-3-in)-xiHomix
145 Ern-metnn-{2-[4-(2-nipuaus-2-i1-5,6- MS ES* m/e 414 (M+1)
awmriapo-4H-miponof1,2-b]nipason-3-in)-
xiuoniu-7-i.noxcu[e1'm -aMiH
146 4-(2-nipnanH-2-i1-5,6-auriapo-4H- MS ES* m/e 426 (M+1)
mpono[l 2- b]mpason 3-im)-7-(2-
mipoTinu l -L1-€TOKCH) -XiHOJMIH
147 7-[2-(4 Wi MH-1-U1)-eTokcu]- | MS ES* m/e 455 (M+1)
4 (2 THPHAWH-2-11-5,6-nurinpo-4H-
niposio[ 1,2-b]mipasos-3-ix)-xiHonis
148 Jnmernn-{3-[1-okcu-4-(2-nipumuu-2-in- | MS ES* m/e 430 (M+1)
5,6-murizpo-4H-mipono[ 1,2-b]nipasosn-3-
im)-XiHONiH-7-i10KCH ] -nponin}-aMiH
149 7-meTnacynbhanii-4-(2-mipuaMH-2-ui- MS ES* m/e 359,1
5,6-murizpo-4H- mpono[l 2-b]nipason-3- M+1)
im)-xiHOMiH
150 7-etuncynbdanin-4-(2-nipuanH-2-i1-5,6- MS ES* m/e 373,2
rinpo-4H-nipono[1,2-blnipason-3-ix)- (M+1)
XiHOZH
151 6-MeTwicybdaHiT-4-(2-nipuauH-2-i1- | MS ES* m/e 359,1 (M+1)
5,6-nurinpo-4H-nipono[1,2-b]mipason-3-
152 7-6eHsuncyabbanin-4-(2-nipuanH-2-in- | MS ES* m/e 435,4 (M+1)
5,6-nurinpo-4H-niposio[ 1,2-b]nipason-3-
in)-XiHoMiH
153 3-[4-(2-nipuanH-2-in-5,6-auriapo-4H- MS ES* m/e 403,1 (M+1)
miposnof 1,2-b]nipasosn-3-in)-xiHomniH-7-
mcx}r@aﬂml-nmnau 1-on
154 Jumerna-{2-[4-(2-nipuauH-2-i1-5,6- MS ES* m/e 416,2 (M+1)
auriapo-4H-nipono[1,2-b]nipazon-3-in)-
XiHONiH-7-icynbdanin]-eTwr}-amin
155 Jumerun [6-(3-xiHomiH-4-i1-5,6-aurizpo- | MS ES* m/e 370 (M+1)

156

7-(2-nponoK;:v;-rcigxré;qr)-i:(é-nipunuﬂ-Z-
in-5,6-nurinpo-4H-niposo|1,2-b]nipason-
3-in)-XiHoniH

MS ES+ m/e 415 (M+1)

157

N, N-mumernn-N'-[4-(2-mipuiauH-2-i-
5,6-murinpo-4H-nipono[1,2-b]nipason-3-
in)-nipunuH-2-in]-eTaH-1,2-giaMin

MS APC* m/e 349 (M+1)

158

N,N-mumerin-N'-[4-(2-nipuauH-2-i1-
5,6-murinpo-4H-mniposno|[1,2-b]mipason-3-

in)-nipuanH-2-in]-nponau-1,3-niamin

MS CI* m/e 363 (M+1)

159

3-{3-[4-(2-nmipuauH-2-in-5 6‘mmnpo 4H-
niposo[1,2-b]nipason-3-in)-xiHoniH-7-

UIOKCHI I"IEOHUII—OKCQJOJHAHH -2-0H

MS APC* m/e 456 (M+1)

160

1-{3-[4-(2-nipuauH-2-in-5,6-auriagpo-4H-
niposio[ 1,2-b]nipazosn-3-in)-xiHonin-7-
in1oKcH]-nponin}-imMizazoniauH-2-oH

MS APC* m/e 455 (M+1)

161

3-{3-[4-(2-nipuauH-2-in-5,6-auriapo-4H-
mipono[1,2-b]nipaszosn-3-in)-xiHomiH-7-
inroxcu]-nponir}-3H-6eH300Kca3on-2-0H

MS APC* m/e 504 (M+1)

162

Jumernn-(2-{4-[2-(6-MeTUA-TipUIHH-2-
i1)-5,6-murinpo-4H-niposnof1,2-
b]ni -3-in)-mi -2-i1cybbaning-
CTWI-aMiH

MS APCI* m/e 366 (M+1)

163

4-(2-nipuauH-2-i1-5,6-aurinpo-4H-
nipono[1,2-1 b]mpaao:l 3-in)-2niponiauH-
1-in-xiHoniH

MS APCI* m/e 382 (M+1)

164

2-denincynshanin-4-(2-nipuanH-2-in-
5,6-murinpo-4H-miposno[1,2-b]mipason-3-

MS APCI* m/e 421 (M+1)

in1)-XiHONiH
> x

165

pdonin-4-i1-4-(2 2-in-5,6-
aurinpo-4H-nipono(1,2-b]mipazon-3-in)-
XiHOJIH

MS APCI* m/e 398 (M+1)

166

2- enmcyan:-anm 4-(2-nipuann-2-in-5,6-
aurinpo-4H-niposno[1,2-bnipason-3-in)-
XiHOMIH

MS APCI* m/e 373 (M+1)

167

Denin-[4-(2-nipuamH-2-in-5,6-auriapo-
4H-niposno[1,2-b]mipa3on-3-in)-XiHOMiH-
2-in]-amiH

MS APCI* m/e 404 (M+1)

168

2-MeTOKCH-4-(2-nipnanH-2-in-5,6-
nurigpo-4H-niposo[1,2-b]nipasosn-3-ix)-
XiHOMH

MS APCI* m/e 344 (M+1)

169

170

2-eToKCH-4-(2-TipuIuH-2-i1-5,6-1urinpo-

4H-niponof1,2-bjnipason-3-in)-xinonin

MS APCI* m/e 357 (M+1)

4-[2-(6-dpenincyasdanin-nipuauH-2-i1)-
5,6-murinpo-4H- mpono[l 2-b]nipason-3-
i1]-XiHOMiH

MS APCI* m/e APCI*
m/e 421 (M+1)

171

Derin-[6-(3-xiHoniH-4-i1-5,6-1uriapo-
4H-nipono[1,2-b]mipason-2-in)-mipuanH-
2-ur]-aMm

MS CI* m/e 404 (M+1)

172

4-{2-[6-(4 i 2
m] 5 6-nnru1po 4H mponnll 2-
b]nipa3os-3-in}-xiHotix

MS APCI* m/e 419 (M+1)

173

4-[2-(6-cheHin-mipuauH-2-in)-5,6-
nuriapo-4H-nipono[1,2-b]nipason-3-in]-
XiHONiH

MS APCI* m/e 389 (M+1)

174

4-[2-(6-mopdonin-4-in-nmipuauH-2-ir)-
5,6-nurizpo-4H-niposno[1,2-b]nipason-3-
1]-xiHoniH

MS APCI* m/e 398 (M+1)

175

4-[2-(6-nipoinuH- 1-L1-nipuamH-2-in)-
5,6-nuriapo-4H-miposno[1,2-b]nipason-3-
1]-XiHOMIH

MS APCI* m/e 382 (M+1)

176

4-[2-(6-MeTOKCH-TipHAHH-2-11)-5,6-
naurinpo-4H-nipono[1,2-b]nipason-3-in]-
XiHONiH

MS APCI* m/e 343 (M+1)

177

7-6CH3WIOKCH-4-[2-(6-MeTHI-MipHANH-2-
in)-5,6-nurizpo-4H-niposno(1,2-
b]mipasoxn-3-in]-xiHonix

MS CI* m/e 433 (M+1)

Mpuknag 178

2-{3-[4-(2-TpnawnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcu]-nponin}-
i3oingon-1,3-aioH

4-(2-nipnann-2-in-5,6-aurigpo-4H-nipono[1,2-b]-

nipason-3-in)-xiHonin-7-on (0,100r, 0,305mMmonb), N-
(3-6pomnponin)-dpranimia  (0,163r,  0,609mmorb,
2ekB.) Ta kapbowaT wuesito (0,248r, 0,761mmonb,
2,50ekB.) 3miwytote B N,N-gumetundopmamigi
(1,0mn), i HarpiBatoTb peakuinHy cymiw npu 60°C
npotarom 48ron. Po36aBnsoTb  peakuiiHy  CyMill
Bogot (1mn) po3noginalTe MK eTunauetaTtom
(6mn) i Bogoto (5mn). OpraHiyHuiA Wwap BigainsawoTh i
BHOCHATb B KONOHKY 3 10r cmonun SCX. Cmony npomu-
BalOTb MOCNIJOBHO AuxnopmeTtaHoM (20mn) i cymilu-
wio (4:1) guxnopmeTaHy 3 2-H. METaHOMNbHUM PO34n-
HoM amiaky (125mn). OcTaHHi dpakuii BUnapoByoTb
[OCyXxa, i 3anuwok xpomartorpadyloTe Ha curikareni



125

(20r) (entoeHT cymiw (9:1) eTunaueTarty 3 2-H. MeTa-
HOMbHVMM PO34YMHOM amiaky), OAEepXyluu UiNboBUNA
npoaykt (0,117r, 75%) vy Burnsgi >KoBTyBaTo-
KOPWYHEBOI TBEPAOI PEHOBUHMU.

MS ES" m/e 516 (M+1).

Cnocobom, onncaHnm BuLLE, OAEPXKYHTb neperti-

YeHi HXKYe CNomnyku (SKLLO He 3afaHe iHLWe):

Mpuinan IMponyxt Di3H4Hi XapaKTepPHCTHKH
Ne (ximMiyHa Ha3Ba)
179 7-(3-drop-nponokcu)-4-(2-mipuanH-2- MS ES* m/e
in-5,6-murinpo-4H-mipono(1,2- 389 (M+1)
b]nipasosn-3-in)-xiHomiH
180 7-(3-x10p-1TPONOKCH)-4-(2-TipHINH-2~ Mac-cnektp: TOF ES*
1-5,6-murinpo-4H-mipono[1,2- TOYHA Maca po3paxoBaHa
b]nipason-3-in)-xiHoniH st Cy3H,,CINGO (p+1):
m/z=405,1482.
3naitneno: 405,1483
181 7-(3-X710p-MPONOKCH)-6-MeTOKCH-4-(2- Mac-cnekrp: TOF ES*
TipHIKH-2-i1-5,6-auriapo-4H- TOYHA Maca po3paxoBaHa
nipoo|1,2-b]nipason-3-i1)-XiHoMiH s CyyHpyCIN4O, (pH1):
m/z=435,1588.
3HaitneHo: 435,1595
182 7-(3-x10p-11ponokcH)-4-[2-(6-meTui- MS ES* m/e 419 (M+1)
THPUANH-2-i1)-5,6-aurinpo-4H-
niposno[1,2-b]mipason-3-in]-xiHonin
183 1-{3-[7-(2-x10p-€TOKCH)-XiHOJiH-4-111] - Mac-cnextp: TOF ES*
5,6-nuriapo-4H-nipono[ 1,2-b]mipason- TOYHA Maca po3paxoBaHa
2-in}-nporneHin)-MeTuieH-aMiH st CyHpCINGO (p+1):
m/z=391,1325.
3Haiineno: 391,1339
184 N,N-gietun-2-[4-(2-mipuanH-2-in-5,6- Mac-cnextp: TOF ES*
aurinpo-4H-niposo[1,2-b]mipason-3- TOYHA Maca po3paxoBaHa
n)-xiHoniH-7-110KeH]-aueramin st CyHpgNsO, (p+1):
m/z=442,2243.
3naineHo: 442,2251
185 7-[2-((2R)- 1-meTH-miponiaAuH-2-i1)- MS APC* m/e 440 (M+1)
eToKCH]-4-(2-nipuanH-2-i1-5,6-
nurinpo-4H-nipono[1,2-b]mipason-3-
1)-XiHOJIIH
186 JumeTni-{4-[4-(2-nipuauu-2-i1-5,6- MS CI* m/e 378 (M+1)
nurinpo-4H-nipono[1,2-b]nipason-3-
_in)-nipuauH-2-inokcu | -6yTia}-amin
187 1-{3-[4-(2-mipuanH-2-i1-5,6-qurigpo- | MS APC* m/e 404 (M+1)
4H-nipoino[1,2-b]mipa3on-3-in)-
TiPHAMH-2-UIOKCH | -NIPOTTLT} -MipoTiTnH-
2-0H
188 7-(1-MeTHI-TIiNePHAHH-3-UIMETOKCH)-4- MS CI* m/e 440 (M+1)
(2-mipuauH-2-i1-5,6-aurinpo-4H-
niponiof 1,2-b]nipasoa-3-im)-XiHomiH
189 7-(3-N,N-nuMeTiaMiHO-2-MeTiI- MS APC* m/e 428 (M+1)
MPOTiIOKCH)-4-(2-TipuanH-2-i1-5,6-
nmurinpo-4H-nipono[1,2-b]mipason-3-
U1)-XiHOJH
190 4-[2-(6-MeTH-TipUIHH-2-11)-5,6- MS APCI* m/e 385 (M+1)
mwrinpo-4H-nipono|1,2-b|nipason-3-
i1]-7-nponoKcH-XiHOMH
191 4-[6-6eH3utokecnMeTHI-2-(6-MeTH~ MS CI* m/e 447 (M+1)
mipuaHH-2-i1)-5,6-auriapo-4H-
niposio[1,2-b]mipasosn-3-in]-xiHonix
192 MetunoBnit cktantmit edip {4-[2-(6- MS APCI* m/e 415 (M+1)
MeTHI-TIPpUANH-2-in)-5,6-urinpo-4H-
nipono|1,2-b]nipason-3-in]-xiHoniH-7-
UIOKCH }-OLTOBOT KHCJIOTH
193 7-i3onponokcu-4-[2-(6-metwa-nipuauH- | MS APCI* m/e 385 (M+1)
2-im)-5,6-aurinpo-4H-nipono[1,2-
b]nipason-3-in]-xiHonin
194 4-[2-(6-MeTwn-nipuanH-2-11)-5,6- MS APCI* m/e 470 (M+1)
aurinpo-4H-miposo[1,2-b]mipason-3-
i1]-7-(3-MopdoniH-4-i1-npornokcu)-
XiHOMH
195 4-(6-GeH3WIOKCHMETH.I-2- T PHAHH=-2- MS ES* m/e 433,7 (M+1)
in-5,6-murinpo-4H-nipono[1,2-
b]nipa30:1-6-i1)-XiHOiH
196 7-6€H3NTOKCH-2-TTiPHINH-2-11-3- Mac-cnextp: TOF ES*
XiHo/MiH-4-in-mipasono[1,5-a]ninepuanH | ToYHa Maca po3paxoBaHa
st CogHasN4O (p+1):
m/z=433,2028.
3uaitneno: 433,2008
197 2-[4-(2-nipuauH-2-in-5,6-ngurinpo-4H- Mac-cnektp: TOF ES+
niposo[1,2-b]mipa3on-3-in)-xiHomiH-7- TOYHA Maca po3paxoBaHa
inokcu]-aueramin s CyHyNsO, (pt+1):
m/z=444,2399.
3HaineHo: 444,2391
198 7-(5-enin-[1,2,4]okcaniazon-3- MS APC* m/e 487 (M+1)
inMeTokcH)-4-(2-mipuanH-2-in-5,6-
aurinpo-4H-nipoao[1,2-b]mipason-3-
1)-XiHOJIiH
199 . 7-(2,2-mudrop-6enso[1,3]niokcon-5- T.ru: 185-187°C
UIMETOKCH)-4-(2-TipHauH-2-11-5,6- MS APC* m/e 410 (M+1)
aumrinpo-4H-nipono[1,2-b]mipason-3-
1)-XiHOJTH
200 7-[2-((25)-1-MeTun-niponiauH-2-in)- MS APC* m/e 440 (M+1)
eToKcH]-4-(2-mipuann-2-in-5,6-
nurigpo-4H-nipono| 1,2-b]nipason-3-
U1)-XiHOMH
Mpuknag 201

5-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-

b]nipa3on-3-in)-xiHoniH-7-inokcumeTwn] -niponiguH-2-
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OH

o PO34MHY (R)-(-)-5-(rigpokcmeTnn)-2-
niponiamHoHy  (315mr, 2, 74mmonb) B N,N-
anmeTtundopmMamiai (3mn) goaarTe MeTaHCynbgOoHi-
nxnopug (320wmr, 2,74mmone), i HarpisatoTe npu 60°C
npotsarom 5roa. PosbasnstoTe peakuinHy cymiw N,N-
anveTtundopmamigom  (1mn), i  pogawTs  4-(2-
nipuauH-2-in-5,6-gurigpo-4H-nipono[1,2-b]-nipason-3-
in)-xiHoniH-7-on (200mr, 0,91mMmoneb). lMepemiwyoTb
cymiw npu 60°C we npoTtarom 16ron, OXonomxyTb
00 KiMHaTHOI TemnepaTypu i po3noginsaioTb MK eTu-
nauetaTom i Bogoto. OpraHiyHWiA Wap NPoOMMUBalOTb
Tpudi BOAOK, OAMH pa3 po3CconomMm, cywaTb (cynbdar
HaTpIlo), PINLTPYIOTL, | KOHUEHTPYIOTb Y Bakyymi. He-
OuYMLLIEHN 3anuwok XxpomaTtorpadyiotb Ha SiO2
(emoeHT 89% pmxnopmetaHy, 10% metaHony, 1%
KOHLEHTPOBAHOrO TiAPOKCMAY aMOHil0) i oOepXyloTb
Cnonyky, BkasaHy B 3aronosky (32mr, 8%), y surnsagi
TBEPAOI PE4YOBUHU CBITIIO-4EPBOHOIO KOMbOPY.

MS ES" m/e 426 (M+1).

CnocoboM, onncaHum BULLE, OAEPXKYOTb neperni-
YeHi HYXYe Cnomnyku (SKLLO He 3afaHe iHLWe):

TIpuknan Tponykr Dizuyni
Ne (xiMiyHa Ha3pa) XapaKTEePHCTHKH
202 4-(6-heHOKCHMETWI-2-IIpHWIMH-2-11-5,6-uriapo- [ MS CI* m/e 419
4H-niposio[ 1,2-b]nipason-3-in)-xinonin (M+1)
203 4-(6-MeTH/IeH-2-TiPUIMH-2-11-5,6-aUTiapo- MS CI* m/e 325
4H-nipono[1,2-bjnipason-3-in)-XiHonin (M+1)
204 3-(4-prop-denir)-6-meTuneH-2-(6-MeTHi- MS APCI* m/e
nipuMH-2-in)-5,6-aurizpo-4H-nipono[1,2- 306 (M+1)
b]mipason
205 7-(1-MeTHI-TinepHarH-2-IMeTOKCH)-4-(2- MS ES* m/e
MipHAMH-2-11-5,6-muriapo-4H-mipono[1,2- 441 (M+1)
b]nipason-3-in)-
XiHOJIIH riapoxaopun
206 7-[2-(1-MeTHI-TipOiANH-2-111)-eTOKCH]-4-(2- MS ES* m/e 441
MipUAKH-2-11-5,6-aurinpo-4H-miposno[1,2- (M+1)
b]mipa3os-3-i1)-XiHOMiH riapoxIopHa

Mpuknag 207
1l-okenpg 4-[2-(6-meTun-1-okeu-nipuaunH-2-in)-5,6-
avrigpo-4H-tpono[1,2-b]nipason-3-in]-xiHoniHy

Oo posunHy 4-[2-(6-meTun-nipnanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]-nipa3on-3-in]-xiHoniHy
(133wmr, 0,41Mmonb) B AMXMIOPMETaHi A0AAlTb M-
XJ10prnepoKcnbeH3oHy kucnoTy (248wmr, 1,44Mmonb) i
ofepxaHy Cymill nepemiwyoTe npotsarom 3rod. Pos-
6aBnATb CyMill AUXIIOPMETAHOM i NPOMUBaOTbL OBi-
Yi Hacu4yeHMM BOOHMM pO34MHOM OGikapboHaTy Ha-
Tpito, OAMH pa3 po3COoroM, cywaTb (Cynbdat HaTpilo),
PINbTPYIOTb, | KOHUEHTPYIOTb Y BaKyyMi, OAEpXYoun
cnonyky, BkadaHy B 3aronosky (140mr, 96%), y Bu-
rnsgi 6inoi niHn.

Mac-cnektp: TOF ES+ ToyHa maca po3paxoBaHa
ana CxHioNsO2 (p+1): m/z=359,1508. 3HaiigeHo:
359,1516.

CnocoboM, onncaHum BULLE, OAEPXKYHOTb neperi-
YeHi HWXXYe Cnomnyku (SIKLWO He 3afaHe iHLe):
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IMpuxnan Hponyn Di3nyHi XapaKTepUCTHKH Tlpuxnan TponykT Disnuni
Ne (ximMiyHa Ha3Ba) Ne (ximiuHa Ha3Ba) XapaKTepHCTHKH
208 1-okeun 4—[2-(6-M§mn-nipmlm!-2-iJ1)- Mac-cniektp: TOF ES* 224 3-{4-[2-(6-MeTWInipuaMH-2-i1-5,6-Auriapo- MS ES* m/e 464
5,6-nurinpo-4H-miposo[1,2-b]nipason- TOYHA Maca pO3paxoBaHa 4H-nipono[1,2-b]nipason-3-in)xinonin-7-in}- (M+1)
3-in]-xiHoniHy . g Cy HigN4O (p+1): 1-ninepuauH- 1 -in-nponeHox
3 m/z=343§4lt§59566 225 MeTtunouit cknanuuit edip 3-{4-[2-(6-Mmetun- | MS APCI+ m/e 411
HalIeHO: L1 TipHAMH-2-i1)-5,6-aurinpo-4H-nipono[1,2- (M+1)
209 4-[2-(6-MeTw1- 1-OKCH- T pUINH-2-11)- Mac-criextp: TOF ES* b]nipasoji-3-i]-XiHoAiH-6-11}-aKpHioBoi
5,6-murinpo-4H-nipono|[ 1,2-b]nipason- TOYHA Maca po3paxoBaHa KHCIOTH
3-in]-xiHoniH st Cy HigNgO (p+1): 226 N, N-aumerii-3-{4-[2-(6-mMeTui-nipuamuH-2- MS ES* m/e 424
m/z=343,1559. in)-5,6-murinpo-4H-miponof 1,2-b]mipazon-3- (M+1)
3uaiineno: 343,1564 1] -XiHOJiH-7- U1} -aKpuIaMin
210 1-okenn 7-(3-x10p-nponokeu)-4-(2- MS ES* m/e
. nipuﬁuzu-b2]~iJ_1-5,6-n;r_m)po~.4H—' 421 (M+1)
miposof 1,2-b]nipasosn-3-in)-XiHoniHy
211 7-MeTaHCyIbhOHLT-4- (2-MipuaHH-2-11- MS ES* m/e anK‘nanDi 227 . . )
s,s.nmmpo-ga-mppno[},z-b1nipam- 391,1 (M+1) 4-[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-4H-
-in)-XiHOMH . . o . .
5171 A hrapBein) 2 e o MS ES* me nipono[1,2-b]tpason-3-in]-7-BiHin-xiHoniH
MipHANH-2-11)-5,6-auriapo-4H- 310 (M+1)
niposo|1,2-b|mipason .‘ CH,
213 4-(xiHosiH- N-1-okcun-4-i1)-3-(6- T.011.: 235-238°C; O
METWINIPUAMH-2-11)-5,6-auriapo-4 H- MS ES* m/e
niipono[1,2-bjmipason 377 (M+1)
214 6-MeTaHCYIbDOHLT-4-(2- T pHUIHH-2-i1- MS ES* m/e ™
5,6~nuriupo-gl-!—x)|ippno[],Z—h]nipamn- 391,1 (M+1)
-i1) -XiHOJH .
215 7-CTAHCY AB(DOHUI-4-(2-MipHANH-2-11- MS ES* m/e ] l—lepea. pO34nH 7-6p0M-4-[2-(§-MeTMJ‘I-I'!IpVI,qVIH-Z—
5,6-uurmpo-§1_+b-‘;u_i%:w;;[ilﬂ,2-blnipason- 405,4 (M+1) in)-5,6-gurinpo-4H-nipono[1,2-b]-nipason-3-in]-
216 4-(2-mipuans-2-i1-5,6-1mriapo-4H- MS ES* m/e xiHoniHy (0,050r, 0,14mMmonb) Ta TpMOYTUMBIHINONOBa
nipono[1,2-b]mipason-3-in)-7-[3- 514 (M+1) H
(ipunainis: 2-cynibonin)-nponoxcH]- (2%,079Mn, 0,22mmonb) B TONyoOni (ZI,DOdMHI-z’ PnhpOTglrow!
XIHOJIH XB. MPOonycKawTb T. Tb |
217 7-B3-(1-merun-1H-iminason-2- MS ES* m/e ponyckatotb aso _JEI,op,aro . ( 3)2Cl,
cynupm;b;)~np9noxab;-]l—4t(2—nip]unuu-2- 516 (M+1) nponyckakTb Yepes peakuinHy CyMill a3oT LWe npoT4-
e T L 2 rom 10xB. HarpisatoTb peakuiiiHy cymiw npu 90°C
218 7-[3-(4-xn0p-GensoncyboHin)- MS ES* m/e NPOTAroM 24rof, KOHUEHTPYHOTb Y BaKyyMi, i 3anmnLLok
MPONOKCH]-4-(2-nipuauH-2-in-5,6- 546 (M+1) . o,
auriapo-4H-miporio{1,2-b]nipasor-3-in)- xpomaTtorpadytoTb Ha SiO2 (entoeHT 2% meTaHony B
XiHOJIH H
219 4-(2-nipnmun-2-in-5,6-auriapo-4H- MS ES* m/e Xnopuctomy MeTI/IJ'IeHI), OoaepXyro4n CI'IC.)J'IyKy, Blia3a-
nipono[1,2-bJnipasox-3-ir)-7-[3- 527 (M+1) Hy B 3aronosky (0,030r, 61%), y Burnsaai teepaoi pe-
(mipuauH-2-inMeTaHeyabhoHLT)-
IPOTOKCH]-XiHOMH HYOBWHW XOBTYBATOrO KOJ1bOPY.
220 4-(2-nipuauH-2-in-5,6-nurinpo-4H- MS ES* m/e +
nipono[l,2-b]nipazon-3—i:r)-7-[3- 511 (M+1) MS APCI m/e 353 (M+1) ) .
(mipwmn-2-inmeTancymbhinin)- Mpuknag 228 4-[2-(6-6eH3nn-nipuguH-2-in)-5,6-
TPOTIOKCH]-XiHOMIH . . . . . .
= - avrigpo-4H-nipono[1,2-b]nipason-3-in]-xiHomniH
221 4-(xiHoniH-1- N-okcna-4-i1)-3-(6- T.001.: 240-242°C;
METHIMIPHANH-2-i1-1- N-okcun)-5,6- MS ES* m/e
aurinpo-4 H-nipoxno[1,2-bjmipason 393 (M+1)
222 1-okeun 4-(2-nipuamH-2-in-5,6- MS ES* m/e 329 (M+1)
nuriupo-ltH-nipo,"m{1:2—b1nipalon-3—ij|)-
XiHO/HY
Mpuknag 223 [o posunHy 6eHsun-marainxnopugy (0,15mn,

3-{4-[2-(6-meTun-nipuauH-2-in)-5,6-gurinpo-4H-
nipono[1,2-bJrpason-3-in]-xiHoniH-7-in}-akpunosoi
KUCNOTM METUNOBUIA CKNagHuin edip

oy cn,
o AL

o

Yepes po3unH 7-6pom-4-[2-(6-meTun-nipuanH-2-
in)-5,6-gurigpo-4H-nipono[1,2-b]-nipason-3-in]-
xiHoniHy ~ (0,050r, 0,12mmonb),  TpubByTunaminy
(0,032r, 0,17mmonb), meTtunakpunaty (0,027r,
0,24mmonb) Ta N,N-gumetundopmamigy (0,5mn) B
Tonyoni (1,0mn) npotarom 20xB. NpoOMyckakTb asorT.
Oopatotb Pd(OAc), (0,002r, 0,006mmonk) Ta Tpu(o-
Tonin)docdiH (0,007r, 0,021mmonb), i NponyckalTb
yepes peakuinHy cymiw asot npotarom 10xB. Harpi-
BaloTb cymiw npu 80°C npotarom 24roa. [dopaioTb
popaTkoso Pd(OAc), (0,002r, 0,006mmonb) Ta Tpu(o-
Tonin)docdin (0,007r, 0,021MMonb) i NPOAOBXYOTH
HarpiBaHHs LWe npotaroM 24rof. PeakuinHy cymiw
OXONOMXKYIOTb, KOHLEHTPYIOTb Y BaKyyMi, i 3anuLiok
xpomaTtorpadytotb Ha SiO2 (entoeHT 2% meTaHony B
XMOPUCTOMY METUIIEHI), OOEPXKYIO4YN CMONyKy, BKasa-
Hy B 3aronosky (0,49r, 97%), y surnagi Teepgoi pe-
YOBMWHM XOBTYBaTOrO KOMNbOpY.

MS APCI* m/e 411 (M+1).

Cnocobom, onncaHnm BuLLE, OAEPXKYOTb neperni-
YeHi HUXKYe Cnonyku (SKWOo He 3agaHe iHwe):

2,0M po3uuH, 0,31mmonk) B TeTparigpodypaHi (1mn)
npv KiIMHaTHIN TemnepaTypi AOAA0Tb NPU NepemiLly-
BaHHi xnopug umHky(ll) ((0,34mn, 1,0M po3uuH,
0,34mmonb). Yepes 15xB. popatotb Pd (PPhs).Cl;
(5,4mr, 0,0076MMoOnb), @ NOTIM PO34UH 4-[2-(6-meTun-
nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]-nipason-
3-in]-xiHoniny (60mr, 0,153mMmonb) B TeTparigpody-
paHi (1mn). MNMepeMiwyoTb peakuinHy Cymill npu KiM-
HaTHIn TemnepaTypi npoTarom 18rog., i NPUNUHSAIOTL
peakuilo HacM4YeHUM BOOHVMM PO3YMHOM  Xropuay
amoHito (1mr). PeakuinHy cymiw QinbTpytoTh, KOHLEe-
HTPYIOTb Yy BakyyMi, i 3anvLwoK XxpomaTorpadyoTb Ha
SiO, (entoeHT 20-50% aueToHy B rekcaHi), ogepxyto-
4 Cronyky, BkasaHy B 3aronosky (33,4mr, 54%), y
Burnsai 6inoi TBepaoi pevyoBmHM.

MS (Cl, meTaH) 1/e 403 (M+1),

Cnocobom, onvcaHuMm BuLLE, OO4EPXKYHOTb BKa3a-
HY HMKYEe CMONyKy (SKLO He 3afaHe iHwe):

MMpuknan TIpoayxr DizngHi
Ne (xiMiyHa Ha3Ba) XapaKkTepPUCTUKU
229 7-6eH3un-4-[2-(6-MeTa-nipuauH-2-i1)-5,6- MS APCI* m/e
auriapo-4H-niposo[1,2-bnipason-3-in]-xiHonin 417 (M+1)
Mpuknag 230

4-[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-7-kapboHoBa  Kuc-
nota
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[lo po3umHy eTnnoBoro cknagHoro edipy 4-[2-(6-
MeTun-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]-
nipason-3-in]-xiHoniH-7-kapboHoBoi kucnotn (250mr,
0,6mMmonb) y MeTaHoni (4mMn) gofatTb NPy KiIMHATHIN
Temnepatypi 1-H. posuuH rigpokenay AiTiro (1,2mn,
1,2mmonb). HarpiBatoTb peakuinHy cymiw npu 60°C
npotsarom 4rog. OXONOMmKyHTb CyMill A0 KiMHaTHOI
TemnepaTtypu i KOHLEHTPYTb Y Bakyymi. Po3baens-
I0Tb CyMill BOAOHO i NigkmcnooTe Ao pH6 1-H. xrnopu-
CTOBOOHEBOK KUCINOTOW. BogHum posumH ekctpary-
l0Tb  N'aTb pasiB  guxnopmetaHom. O6'egHaHi
OpraHivHi ekcTpakTu cywatb (cynbdaTt HaTpito), di-
NbTPYOTb | KOHLUEHTPYIOTb Yy BaKyyMi, OAEpXytoun
CMonyky, BkasaHy B 3aronosky (150mr, 65%), y Bu-
rnsaai anerka sabapeneHoi TBepaoi PeHOBUHU.

MS ES” m/e 369 (M-1).

Cnocobom, onncaHnm BuLLE, OAEPXKYHTb neperti-
YeHi HYXKYe Cnomnyku (SIKLWLO He 3afaHe iHLWe):

~ [T

TIpuxnan TIpoaykr DizuyHi
Ne (xiMiyHa Ha3Ba) XapaKTePUCTHKH
231 4-[2-(6-meTwI-nipuanH-2-11)-5,6- MS APCI+ m/e 371
nurigpo-4H-niposno[1,2-bnipason-3-in]- (M+1)
XiHOJIiH-6-Kap6oHOBa KMCIOTA
232 3-{4-[2-(6-meTa-nipuauH-2-in)-5,6- MS APCI* m/e 397
nurinpo-4H-nipono[1,2-bjnipason-3-in]- (M+1)
XiHOMiH-7-i1}-aKpuioBa KUCIOTA
233 3-{4-[2-(6-MeTWI-MipUAMH-2-i1)-5,6- MS APCI* m/e 399

aurinpo-4H-niponof(1,2-b]nipason-3-in]- (M+1)
XiHO/H-7-11}-NPOMNiOHOBA KHUCAOTA
234 4-[2-(6-meTH-mipuanH-2-i1)-3-XiHomiH- | MS APCI* m/e 447
4-i1-5,6-nurinpo-4H-miposo[1,2- (M+1)
b]nipa3zon-5-in]-6eH3oliHa KucaoTa

Mpuknag 235

LnknoneHntunamia 4-(2-nipuaunn-2-in-5,6-aurigpo-
4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-kap6oHoBOT
KMUCNoTn

Cywiw rigpoxnopuvay 1-(3-gumeTtunamiHonponin)-
3-etunkap6ogiimigy (53wmr, 0,30mmonb), HOBT (1-
rinpokcubensoTtpmason) (24mr, 0,28Mmonb), UMKIO-
neHTunaminy (0,03mn, 0,30mMmonb) Ta 4-(2-nipuaunH-
2-in-5,6-auvrigpo-4H-nipono[1,2-b]-nipa3on-3-in)-
XiHOMiH-7-kap6oHoBoi kucnotu (90mr, 0,25Mmonb) B
avxnopmetaHi (1Mn) nepemiwyoTb Npu  KiMHaTHIN
Temnepatypi npotarom 18roa. Cymill KOHUEHTPYOTb
y BaKyyMmi, i 3anuwok xpomartorpadyoTe Ha SiOp,
OfepXyl4n Ccrnomnyky, BkasaHy B 3aronosky (31mr,
31%), y Burnsai 6inoi TBepaoi pevoBMHM.

MS APC" m/e 424 (M+1).

Cnocobom, onucaHum BULLE, OOEPXYHOTb
nepenivyeHi HK4e Cnonyku (SKWo He 3afaHe iHwe):

Tpukian TIponykr Diznyni
Ne (ximiyHa Ha3Ba) J XapakTepUCTHKH
236 4-(2-nipumuH-2-i1-5,6-qurinpo-4H-nipono[1,2- MS ES* m/e
b]nipa3on-3-in)-XiHoiH-7-KapGoHOBOI KMCIOTH 469 (M+1)
(2-mopdonin-4-in-eTHn)-amin
237 [2-(1H-imina3on-4-in)-etui|-amin 4-(2-mipuauH- MS ES* m/e
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TNpuxnan IMponykt DiznyHi
Ne (ximiyHa Hazpa) XapaKTepUCTHKH
2-in-5,6-muriapo-4H-nipono[1,2-bnipason-3-in)- 450 (M+1)
XiHONiH-7-KapGOHOBOT KHCIOTH
238 (2-MeTunamiHo-eTin)-amin 4-(2-nipuanH-2-ui- MS ES* m/e
5,6-nurinpo-4H-niposo[1,2-b]nipason-3-in)- 413 (M+1)
XiHOJiH-7-KapGoOHOBOI KHCIOTH
239 (3-meTunamiHo-niponin)-amia 4-(2-mipuauH-2-i1- MS ES* m/e
5,6-nurinpo-4H-nipono[ 1,2-b]mipaszon-3-in)- 427 (M+1)
XiHONiH-7-KapOOHOBOI KUCIOTH
240 (2-numeTHIaMiHO-eTH) -aMid 4-(2-TipHaAHH-2-11- MS ES* m/e
5,6-nurizpo-4H-nipo:o[ 1,2-b]nipazon-3-in)- 427 (M+1)
XiHOMiH-7-KapOOHOBOI KHCIOTH
241 (4-meTwn-ni 3uH-1-11)-[4-(2-ip 2-in- MS ES* m/e
5,6-nurinpo-4H-niposo[1,2-b]nipason-3-i1)- 439 (M+1)

XiHOJTiH-7-ij1]-MeTaHOH
242 Lukno6yrunamia 4-(2-nipuanH-2-in-5,6-aurigpo- MS APC* m/e

4H-nipono(1,2-b]nipason-3-in)-xi 7- 410 (M+1)
KapOOHOBOI KMCIOTH
243 Huxionponinamia 4-(2-nipuanH-2-i1-5,6- MS APC* m/e
srinpo-4H-nipono|1,2-b]nipa3son-3-in)-XiHoniH- 396 (M+1)
7-Kap6OHOBOI KMCJIOTH
244 (1-eTua-nponin)-amin 4-(2-nipuauH-2-in-5,6- MS APC™ m/e
juriapo-4H-nipono(1,2-bmipasos-3-in)-XiHogiH- 426 (M+1)
7-xap i KMCJIOTH
245 Erwnamin 4-(2-nipuauH-2-i1-5,6-muriapo-4H- MS APC* m/e
niposo[1,2-b]nipa3oi-3-u1)-XiHoniH-7-Kap6oHOBOT 384 (M+1)
KHCJIOTH
246 T306yTvn-amin 4-(2-nipuaun-2-in-5,6-aurinpo- MS APC* m/e
4H-nipono[1,2-b]nipason-3-in)-xiHonin-7- 412 (M+1)

KapboOHOBOI KHCIIOTH
247 Tpem-6yTnamia 4-(2-nipuauH-2-i1-5,6-auriapo- MS APC* m/e
4H-nipono[1,2-b]nipazo-3-i1)-XiHoMiH-7~ 412 (M+1)
KapOOHOBOI KMCIOTH
248 “Tsonponinamin 4-(2-nipuaus-2-in-5,6-murinpo- | r.un. 240-242 °C
4H-niposno[1,2-b]mipason-3-ir)-xiHomiH-7~ MS APC* m/e
KapOOHOBOI KHCIOTH 398 (M+1)
249 ITponinamin 4-(2-mipuauH-2-in-5,6-qurinpo-4H- | T.run. 107-110°C
niipono[1,2-b]mipason-3-in)-xiHoniH-7-kap6oHosoi | MS APC* m/e
KHCIIOTH 398 (M+1)
250 (2-meTwa-6yrin)-amia 4-(2-nipuauH-2-i1-5,6- | T.w.:126-128°C
aurinpo-4H-niposo|1,2-b]nipasosn-3-irx)-XiHomiH- MS APC* m/e
7-kap6oHOBOI KMCJIOTH 426 (M+1)
251 ((25)-2-meTnn-6yTin)-amin 4-(2-nmipunuu-2-in- | T.ru:120-122°C
5,6-aurinpo-4H-niposo[1,2-bjnipason-3-in)- MS APC* m/e
XiHOJIiH-7-KapBHOHOBOI KHCIIOTH 426 (M+1)
252 (25)-6mop-6yTunamia 4-(2-nipuauH-2-in-5,6- T.UL:229-231°C.
nurinpo-4H-nipono(1,2-b]nipasos-3-i)-xiHomiH- MS APC* m/e

7-xap6oHOBOT KMCIOTH 412 (M+1)
253 (2R)-6mop-6yrinamin 4-(2-nmipuauH-2-in-5,6- T.11.:229-231°C.
nurinpo-4H-nipono|1,2-b]nipa3o-3-in)-xiHomiH~ MS APC* m/e
7-xap6oHOBOI KUCIOTH 412 (M+1)
254 ((1R)-1,2-gumeT-npornin)-aMin 4-(2-mipuauH- T 115-117°C
2-in-5,6-murinpo-4H-nipono[1,2-b]nipason-3-in)- MS APC* m/e
XiHOJIH-7-Kap 1 KHCJIOTH 426 (M+1)
255 (mipuauH-4-UimeTi)-aMmin 4-(2-mipuanH-2-i- MS APC* m/e
5,6-nuriapo-4H-nipono[1,2-b]nipason-3-in)- 447 (M+1)
XiHOJiH-7-Kap6OHOBOI KHCIOTH
256 (nipuauH-3-Uimerin)-amia 4-(2-nmipuanH-2-in- MS APC* m/e
5,6-nurinpo-4H-nipono(1,2-b]mipason-3-ir)- 447 (M+1)
XiHOJIiH-7-KapboHOBOI KHCIOTH
257 (mipuauH-2-iUtMeTiun)-amia 4-(2-nipuanH-2-in- MS APC* m/e
5,6-aurinpo-4H-miposno[1,2-b]nipason-3-in)- 447 (M+1)
XiHOJiH-7-KapGOHOBOI KHCIOTH
258 AMin 6-(3-xiHoiH-4-i1-5,6-aurinpo-4H- MS ES* m/e 356
miporno(1,2-bjmipason-2-in)-nipuaun-2- (M+1)
KapOOHOBOI KMCIOTH

Mpuknag 259

1-(4-meTtun-ninepasut-1-in)-2-[4-(2-nipugnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-
inokcun]-etaHoH

o

o po3unHy [4-(2-nipugunH-2-in-5,6-gurinpo-4H-
nipono[1,2-b]-nipason-3-in)-xiHoniH-7-inokcu]-ouToBoI
kncnotn (150mr, 0,39mmonb) B guxnopmetaHi (3mn)
aoaaTb okcaninxnopug (490mr, 3,9vmons) Ta ogHy
kpanmo N,N-gumeTtnndopmamigy. Cymiw nepemiwy-
I0Tb NPV KiMHaTHIN TemnepaTtypi npoTaroM 5rof.,
KOHLUEHTPYIOTb Yy BakyyMi, i BUOANs0Th 3anuwKn po3-
YMHHWKIB LUNSIXOM TpMpPas3oBOro CriflbHOrO BUMAapOBY-
BaHHSA 3 XNOPOOPMOM; OAepPXYIoTb [4-(2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]-nipazon-3-in)-
XiHOMiH-7-inokcu]-aueTunxnopug y Burnsgi TBepaoi
peyoBMHM KOBTOro Kombopy. [o posuuHy [4-(2-
nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]-nipason-3-
in)-xiHoNiH-7-inoKcun]-aueTnnxnopuay (50wmr,
0,12MMonb) B AMXIOPMETaHi 4oaalTb NpU KiMHATHIN
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Temnepatypi 1-meTtunninepasvH (62Mr, 62mMmonb), i
nepeMilyoTb cymiw npoTtarom 2,5rog. PosnoainstoTb
CyMiLll MK AMXIIOPMETaHOM i BOAO, OpraHiyHy dasy
cywaTb (cynbdaT HaTpito), PiNbTPYOTb | KOHLEHTPY-
I0Tb Y BakyyMmi. 3anuwok xpomartorpadytots Ha SiO2
(enmtoeHT 89% pmxnopmetaHy, 10% metaHony, 1%
KOHLIEHTPOBAHOIO FiAPOKCMAY aMOHil), i OAEepPXYHTb
Cnonyky, BkasaHy B 3arofnoBky (28mr, 48%), y Burnagi
TBEPOOi PEYOBUHU ICHO-KOPUYHEBOTO KOMbOPY.

MS ES" m/e 469 (M+1).

CnocobomM, onncaHum BULLE, OAEPXYOTb neperi-
YeHi HYXYe CNonyKu:(SKLLO He 3adaHe iHLWe):

Tpuxoan Mponykr DiznuHi
Ne (ximMiyHa Ha3Ba) XapaKTepHCTHKH
260 N-(2-anmeTnnamio-eTnn)-2-[4-(2-nipnann-2-i1- | MS ES™ m/e 457
5,6-muriapo-4H-mipono[1,2-b]nipason-3-in)- (M+1)
XiHOJIiH-7-110KCH] -aueTamin
261 N-(2-aumernnamiHo-eTn)-N-metii-2-[4-(2- MS ES* m/e 471
MipuANH-2-in-5,6-nuriapo-4H-mipomno[1,2- (M+1)
b]ripa3osn-3-in)-xiHoin-7-L10KcH] -aueramin
262 N,N-aumerni-3-[4-(2-nipuans-2-ii-5,6-auriapo- MS ES™ m/e
4H-mniponol[1,2-b]nipa3osn-3-in)-XiHOMH-7- 475,8 (M+1)
itokcH]-6eH3amin
263 Amin 4-(2-nipuamH-2-in-5,6-auriapo-4H- MS ES* m/e
niiponto( 1,2-b]ripa3son-3-in)-xiHoniH-7-Kkap6oHoBoi 356 (M+1)
KHCJIOTH
264 4-(2-nipuauH-2-i1-5,6-aurinpo-4H-nipono[ 1,2- MS ES* m/e
H]nipazon-3-in)-XiHoniH-7-KapGoHOBOI KHCIOTH 441 (M+1)
(2-aMMeTHIaMiHO- CTHJI)-METHI-aMill
265 (3-1MMeTHIaMiHO-NPOMNUI)-MeTHI-aMil 4-(2- LCMS ES* m/e
MipUWINH-2-i1-5,6-aurinpo-4H-niponof[1,2- 454 (M™)
H]nipa3so-3-in)-xiHoniH-7-Kap6oHOBOI KHCIOTH
266 Jlumerinamin 4-(2-nipuauH-2-i1-5,6-aurinpo-4H- | LCMS ES* m/e
nipono(1,2-H]nipason-3-in)-xiHonin-7- 383 (M*)
KapOOHOBOI KMCIOTH
267 Metwiamin 4-(2-nipuauH-2-in-5,6-aurizpo-4H- | MS ES* m/e 370
miposio 1,2-H]nipasoa-3-in)-xiHoaiu-7- (M+1)
KapbGOHOBOI KHCI0TH
268 MipuauH-2-inamin 4-(2-nipuaus-2-i1-5,6- LCMS ES* m/e
nurinpo-4H-miposno[ 1,2-b]nipason-3-ir)-XiHomiH- 433 (M%)
7-Kap6oHOBOI KHCJIOTH
269 N-(2,2-numernnamino-erin)-N-metin-3-{4-[2-(6- | MS CI* m/e 483
METWI-TPUANH-2-11)-5,6-nurinpo-4H-niposnof1,2- (M+1)
bnipa3o-3-in]-XiHoniH-7-in}-nponioHamin
Mpuknag 270

(2-pumeTnnamiHo-eTvmn)-amig, 4-[2-(6-meTnn-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-b]nipason-3-
in]-xiHoniH-6-kapOoHOBOI KNCNOTH

% CH.
o g ey
S

Po3unH meTunosoro cknagHoro edipy 4-(2-
nipuanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]-nipaszon-3-
in)-xiHoniH-6-kap6oHOBOT KUCNOTU (0,055r,
0,14mmonb) B 2-N,N-anmeTtunamiHoeTnnamini (1,5mn)
HarpiatoTb npu 100°C npoTtarom 24roa. Cymill KOH-
LEeHTPYIOTb Y BakyyMi, i 3anuLIoK xpomaTtorpadyroTb
Ha SiO; (emoeHT 100% eTunaueTar), OAEPXKYHUMU
cnonyky, BkasaHy B 3aronosky (0,045r, 74%), y Bu-

rnagi >XoBTYBaTOl TBEPAOT PEHOBUHMN.
MS APCI* m/e 441 (M+1).

CnocoGomM, onucaHnM BuLLEe, OOEPXYOThb nepeni-

YeHi HYXYe CNonyKu:(AKLLO He 3adaHe iHwe):

TIpukrax IMpoayxr DizuyHi
Ne XiMiYHa Ha3Ba, XapaKTePUCTUKH
271 (3-nmeTHnaMiHO-nponin)-amin 4-[2-(6-meTia- MS APCI* m/e
MipHuauH-2-i1)-5,6-auriapo-4H-nipono[1,2- 455 (M+1)
b]nipa3o-3-in]-xiHoniH-6-KapGOHOBOI KMCIOTH
272 (2-Mopdonin-4-in-eTni)-amin 4-[2-(6-meTn- MS APCI* m/e
TipUINH-2-i)-5,6-murinpo-4H-mipono[1,2- 483 (M+1)
b]nipasos-3-in]-xiHo/iH-6-KapGoOHOBOI KHCIOTH
273 N, N-numetunamioerwiamia 1-[2-(xiHomiH-4- T.1. 148-152°C;
1)-1-(6-MeTwI-MipuaAnH-2-i1)-5,6-1uriapo-4 H- MS ES* m/e 441
nipono[1,2-b]mipason-3-in] xinomin-7- (M+1),
KapOOHOBOI KHCIOTH
274 (2-ninepuauH- 1-in-etw)amin 4-[2-(6- T.uL: 173-175°C;
MeTWINipHAMH-2-i1)-5,6-aurinpo4 H-nipono[1,2- | MS ES* m/e 481
b]nipa3son-3-in]xiHoniH-7-KapGoHOBOI KHCIOTH (M+1)
275 N-(2-numerunamino-etin)-3-{4-[2-(6-metun- | MS APCI* m/e 469
TipHanH-2-in)-5,6-aurinpo-4H-mipono( 1,2- (M+1)
b]nipazos-3-in]-xiHoniH-7-in}-nponioHamin
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276 (3-mumernaamino-nponin)-amin 4-[2-(6-metwn- [ MS APCI* m/e 469
MipHAnH-2-i1)-5,6-murinpo-4H-miipono[ 1,2~ (M+1)
bjnipasosn-3-in)-XiHosiH-7-Xap6oHOBOT KHCAOTH
277 (3-niponiauu- 1 -Li-nponin)-amin 4-[2-(6-metua- | MS APCI* m/e 481
mipuauH-2-i1)-5,6-auriapo-4H-niponol1,2- (M+1)
b]ripasos-3-in]-xiHonin-7-kap6oHOBOI KMCAOTH
278 (3-moponin-4-ii-nponin)-amin 4-[2-(6-metua- | MS APCI* m/e 497
TipHAMH-2-11)-5,6-nurinpo-4H-niposo[1,2- (M+1)
b]nipasos-3-i]-XiHo/tiH-7-Kap6OHOBOI KMCIOTH
279 3-{4-[2-(6-meTwir-nipuaun-2-in1)-5,6-auriapo- | MS APCI* m/e 398
4H-nipono[1,2-b]nipason-3-in]-xiHonin-7-i1}- (M+1)
_TponioHamix
280 (2-numerwiamiHo-eTw)-amin 4-(2-mipuamMH-2- | MS ES* m/e 4272
i1-5,6-murinpo-4H-nipono| 1,2-b]nipazon-3-in)- (M+1)
XiHO/MIH-6-Kap6OHOBOI KMCIIOTH
281 (2-mopdonin-4-ii-etwn)-amia 4-(2-nipuauH-2- | MS ES* m/e 469,3
in-5,6-murinpo-4H-nipono[1,2-bjmipason-3-in)- | (M+1)
XiHOJIiH-6-KapGOHOBOI KHCJIOTH
282 4-(2-nipunuH-2-i1-5,6-murinpo-4H-niponto[1,2- | MS ES* m/e 357,1
bjnipason-3-in)-xiHonin-6-kapboHosa KucioTa (M+1)
283 Tiapasun 4-(2-nipuauH-2-in-5,6-aurinpo-4H- MS ES* m/e 371,1
niposno| 1,2-b]nipason-3-in)-xiHoniH-6- (M+1)
OHOBOI KHCIOTH
284 Amin 4-(2-mipuauH-2-in-5,6-aurinpo-4H- MS ES* m/e 412,3
niposio[1,2-b]nipason-3-in)-xXiHoniH-6- (M+1)
HOBOI KHCIOTH
285 (3-mMeTiiamito-nponin)-amin 4-(2-nipuaun-2- | MS ES* m/e 427,3
u1-5,6-murinpo-4H-niposio[ 1,2-b]mipason-3-in)- (M+1)
XiHOJiH-6-KapGOHOBOI KHCIOTH
286 AMmin 4-(2-nmipuaus-2-i1-5,6-aurinpo-4H- MS ES* m/e 356,1
niposo[ 1,2-b]mipason-3-in)-xXiHomiH-6- (M+1)
KapOOHOBOI KUCIOTH
287 (2-rizpokcu-eTn)-amia 4-(2-mipuann-2-in-5,6- | MS ES* m/e 400,2
naurinpo-4H-nipono(1,2-bjnipason-3-in)- (M+1)
XiHOJIIH-6-KapbOHOBOI KHCIOTH
288 lapasun 4-(2-nipumiH-2-in-5,6-aurinpo-4H- | MS ES* m/e 370,8
nipono[1,2-b]mipason-3-ix)-xiHomiH-7- (M+1)
KapbOHOBOI KHCIOTH
289 4-(2-nipuauH-2-ia-5,6-aurinpo-4H-mipono[1,2- | MS ES* m/e 372,3
b]nipasosn-3-i1)-xiHoMiH-7-Kap6oHOBOI KHUCIOTH (M+1)
riApoKciaMix
290 (2-amiHo-eTin)-aMin 4-(2-mipuanH-2-in-5, 6- MS ES* m/e 399,0
murinpo-4H-nipono[1,2-b]nipason-3-in)- (M+1)
XiHO/iH-7-KapGOHOBOI KUCIOTH
291 (2-rinpokcu-eTwn)-amia 4-(2-mipuanH-2-in-5,6- | MS ES* m/e 399,8
murinpo-4H-nipono(1,2-b]nipason-3-in)- (M+1),
XiHOJIiH-7-KapOOHOBOI KMCIOTH
292 Awmin 4-[2-(6-MeTHa-mipHanH-2-in)-5,6- MS ES* m/e 370
nuriapo-4H-mnipono|1,2-b]nipason-3-in]- (M+1)
XiHOJIiH-7-KapOOHOBOI KMCIIOTH
293 (3-numMeTHIaMiHO-NpONLT)-aMin 4-(2-mipHauH- MS CI* m/e 441
2-in-5,6-nurinpo-4H-niposo[1,2-b]nipason-3- (M+1)
1)-XiHOJIiH-7-KapGOHOBOI KMCJIOTH
294 (2-AMMEeTHIAMIHO-eTHII)-MeTHI-aMiz 4-[2-(6- MS ES* m/e 455
MeTWI-MipUANH-2-i1)-5,6-aurinpo-4H- (M+1)
niposio[1,2-b]nipaso-3-in]-xiHomiH-7-
KapOOHOBOI KHCIOTH
Mpuknag 295
Awmig 4-(2-nipnavH-2-in-5,6-gurigpo-4H-

nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-cynbOHOBOI
KMcnoTtu

N—N\ N=
N \ 7
N
Ns i
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Yepes posunH 7-6eH3nncynbaHin-4-(2-nipnavH-
2-in-5,6-gurigpo-4H-nipono[1,2-b]-nipason-3-in)-
xiHoniHy (190,2mr, 0,44mmonb) y Bogi (0,3mn) Ta
nboAsiHin ouToBi kucnoti (1,8mn) npotarom 10xB.
nponyckalTb MonekynsapHun xnop. OaepxaHuii pos-
YMH NEepPeHOCHATb Y LWICTb CKMSIHOK MICTKICTIO No 4mn, i
KOHLIEHTPYIOTb BMICT KOXHOI CKnaHkU. Macy B OfHin
cknsAHUi 06pobnsAlTe 7M  MEeTaHONbHUM  PO3YMHOM
amiaky npotdrom 10xB. OpepxaHy CyMill KOHLEHT-
pyloTb Yy BakyyMi, i 3anuwok xpomaTorpadytoTb Ha
SiO; (entooBaHHS cnoyaTky OUXIIOpMETaHOM, MOTiM
2% i 5% wmeTaHOony B OWXINOpPMETaHI), OOEPXYH4M
uinboBui npoaykt (17mr) y Burnsaai 6e36apBHOro
macna.

MS ES* m/e 392,3 (M+1).

CnocobomMm, onncaHnm BuLLE, OAEPXKYHOTb neperni-
YeHi HMXXYe Cnomnyku (SIKLLO He 3afaHe iHLWe):
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Tpuknan Mponyxr Diznyni
N (ximiyHa Ha3spa) XapaKTePUCTUKH
296 Meruaamin 4-(2-nipuauH-2-i1-5,6-nurinpo-4H- | MS ES* m/e 406,3
niposnio[1,2-b|nipasos-3-in)-xiHomiH-7- (M+1)
Cy1bhOHOBOI KHUCJIOTH
297 Jumerunamin 4-(2-nipnanH-2-in-5,6-aurigpo- MS ES* m/e 420,4

4H-niposno[1,2-b]nipasos-3-in)-xiHonin-7- (M+1)
cynbpOHOBOT KHCIIOTH
298 (3-auMeTHIaAMIHO-TIPOITLT)-aMid 4-(2-TlipHaAuH- MS ES* m/e 476,9
2-in-5,6-nurinpo-4H-niposo[1,2-b]nipasosn-3- (M+1)

U1)-XiHOMH-7-cy/IbHOHOBOI KHUCTOTH
299 Jietnnamia 4-(2-nipuauH-2-u1-5,6-aurinpo-4H- | MS ES* m/e 448,4

niposio(1,2-b]nipason-3-in)-xiHoniH-7- (M+1)
cynbHOHOBOI KUCIOTH
300 (2-ninepuauH- 1-u1-eTi)-amin 4-(2-mipHanH-2- MS ES* m/e

u1-5,6-murinpo-4H-mnipono[1,2-b]nipasosn-3-in)- 503,6(M+1)
XiHOJIH-7-Cyb(OHOBOT KHCIOTH
301 (2-rizpokcu-eTHn)-amin 4-(2-nmipuanH-2-in-5,6- | MS ES* m/e 436,4
nuriapo-4H-niposo[1,2-b]nipaszon-3-ir)- (M+1)
XiHOJIH-7-CyIbGOHOBOI KMCIOTH

Mpuknag 302
4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inamiH
N-N N=
W,
=
N N”

Po3unH  7-6pom-4-(2-nipuaunn-2-in-5,6-gurigpo-

4H-nipono[1,2-b]-nipason-3-in)-xiHonwwy (135,0mr,
0,34mMmonb), TpeT-byTunaty  HaTpito (64,0mr,
0,62mmonb) Ta 6eH30eHOHIMIHY (91,0wmr,

0,51mmonb) B Tonyoni (3mn) 3HeraxylTb a3oToM
npotarom 20xB. [Oo UbOro poO3dMHYy [O0AaKTb
Tpu(anbeHaunigeHaueToH)-gunanagin(0) (1,0mr,
0,0011mmonb)  Ta  2,2'-6ic(andeHindocdin)-1,1'-
avHacdtin (1,5mr, 0,0024mmorb), i Cymill 3Heraxy-
10Tb a3oToM Le npotarom 10xB. HarpiBatoTb Cymill
npu 80°C npoTtaromM 24rof, OXONOAXYHTb OO KiMHAT-
HOi TemnepaTtypu, NPUNUHAIOTL PeakLilo HAaCUYEHUM
PO34YMHOM XJIOPMAY aMOHIl0 i eKCTparyTb X1opodo-
pmom. O6'egHaHi opraHivHi hasu NpomMmnBaTb BOAOKD
i posconom, cywatb (cynbdaTt HaTpilo) i KOHUEHTPY-
I0Tb Y BakyyMi. 3anuvwiok po3uuHsioTb B 1M xnopuc-
TOBOAHEBIN kncnoti (5Mn) i HarpiBaloTb 3i 3BOPOTHUM
xonoauneHUkoM npotarom 2,5 rog. KoHueHTpyloTb
CyMill y BakyyMi, i 3anuWoOK HenTpani3yloTb Hacu4de-
HUM po34mHOM bGikapboHaTty Hatpito. OgepxaHy cy-
Mill  eKcTparylTb XNopoopmMOM, i KOHLEHTPYIOTb
OpraHivHi eKCTpakTu y BakyyMi, 00epXytoun LinsLosui
NpoayKT Yy BUMSAAi TBEPAOi PEYOBUMHWM XKOBTOrO KO-
neopy (96,5Mmr, 85%). MS ES™ m/e 327,9 (M+1).

Mpwuknag 303

2-gumeTtunamiHo-N-[4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH-7-in]-
aueTtamig

Cywmiw anmeTnnamiHoaueTunxnopuay (620,0mr,
13,33mmons), 4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]-nipason-3-in)-xiHoniH-7-inamiHy  (75wmr,
0,23mmornb) Ta 4-N,N-gnmeTtunamiHonipuanHy
(10,2mr, 0,09mmonb) B 6e3BogHOMY nipuamnHi (1mn)
HarpiBatoTb 3i 3BOPOTHUM XOSIOAMUMBHUKOM MPOTAromM
72ron. O6pobnsiTb CyMill HAacCUYEHUM PO3YMHOM
GikapboHaTy HaTpilo i ekcTparyloTb eTuraueTaToM.
OpraHiyHy a3y npomuBalTb PO3COMOM, CyliaTb
(cynbbaT HaTpio), PINbTPYOTb | KOHUEHTPYOTb Y
BaKyymi. 3anuwiok xpomatorpadyoTs Ha SiO; (rpagi-
€HTHe entotoBaHHS, Bif 5% no 20% meTtaHony B gux-
riopmeTaHi), i OAEpPXKylTb Macrno XOBTOrO KOMbOpy
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(62,3mr, 67%).

MS ES" m/e 413,1 (M+1).

Cnocobom, onmcaHnmM BULLe, OAepPXKyloTb nepeni-
YeHi HUKYe CMOoMnyKu (SKWO He 3agaHe iHwe):

IMpuxknan Tponykr Di3uyHi XapaKTepUCTHKH
Ne (ximiyHa Ha3Ba)
304 3-aumerniamino-N-[4-(2-mipuanH-2-U1- MS ES* m/e 427,1
5,6-muriapo-4H-nipono|[1,2-b]nipaszon-3- (M+1)

i)-XiHOMiH-7-in]mponioHamin

305 N-[4-(2-nipunun-2-in-5,6-murinpo-4H- | MS ES* m/e 406,1 (M+1)

nipoao[1,2-b]nipason-3-in)-XiHoaiH-7-
i1]-MeTaHcyIbhoHaMin

306 N-[4-(2-nipumuH-2-in-5,6-aurizpo-4H- [ MS ES* m/e 370,0 (M+1)
nipono[ 1,2-b]mipa3son-3-in)-xiHoniH-7-
T]-aueramin
307 (2-auermnamiHo-eTn)-amin 4-(2- MS ES* m/e 440,9 (M+1)

TipUAKH-2-11-5,6-aurizpo-4H-
niiposo[ 1,2-b]nipason-3-ix)-xiHomiH-7-
apOOHOBOI KHCIIOTH
308 N-{3-[4-(2-nipuanH-2-in-5,6-auriapo- Mac-cnexktp: TOF ES+
4H-nipono[1,2-b]mipasos-3-in)-XiHOMH- | TOYHA Maca po3paxoBaHa
7-inoxcu]-npomnin}-metaHcyabdoHamin s CygHyeNsO3S (p+1):

m/z=464,1756.
3uaiineHo: 464,1766
309 {3-[4-(2-nipuauH-2-i1-5,6-qurinpo-4H- Mac-cnektp: TOF ES+
miposio| 1,2-b]nipaso-3-in)-XiHomiH-7- TOYHA Maca po3paxoBaHa
utokeu]-nponin}-amin 1-metwi-1H- wist Cy7HagN;703S (p+1):
iminason-4-cynbhoHOBOI KHCIOTH m/z=530,1974.
3Haitzeno: 530,1992
310 (2-mumernnamino-1-metun-etn)-amin 4- | MS CIT m/e 455 (M+1)
[2-(6-MeTwn-nipuauH-2-in)-5,6-nurinpo-
4H-niposno[1,2-b]mipa3on-3-in]-xiHomiH-
7-KapboHOBOI KHCIOTH

Mpuknag 311

1-(2-inameTnnamiHo-eTun)-3-[4-(2-nipnanH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]nipa3don-3-in)-xiHoniH-7-
in]-ce4yoBnHa

o  cymiwi
nipono[1,2-b]-nipason-3-in)-xiHoniH-7-inamiHy

4-(2-nipuanH-2-in-5,6-gurigpo-4H-

(38,1mr, 0,11Mmonb) Ta 4-N,N-
anmeTunamiHonipuguHy (4,2mr, 0,034mmons) B 6es-
BoAHoMy nipnawuni (1mn) gopatts 20% po3unH doc-
reHy B Ttonyoni (80mkn, 0,76mmons). OgepxaHy cy-
Miw nepemiwytoTe npu 50°C npotsarom 18roga.,
popaotb N,N-gumetuneTtunergiamin (0,5mn) i nepe-
MiwyoTb npoTtarom 4rog. Cymill KOHLEHTPYTb Y
BaKyyMi, i po3nofinsaioTb 3anuLLIOK MiX eTunaueTatomM
Ta posconom. OpraHiyHunm wap cywaTtb (cynbdar
HaTpilo), PINbTPYIOTb, KOHLEHTPYIOTb Y BakyyMi, i 3a-
nmwok xpomarorpadytote Ha SiO, (rpagieHTHe ento-
toBaHHS, Big 10% meTaHony B AMXMOPMETaHi OO Cy-
Miwi  Boga/metaHon/guxnopmetaH,  0,5:3:7), i
O0EPXKYHOTb LinboBui npodykT (14,2mr, 29%).

MS ES" m/e 442,1 (M+1).

CnocoboM, onncaHnm BULLE, OAEPXKYHOTb neperni-
YeHi HWXKYe Cnomnyku (SIKLWO He 3afaHe iHLe):

[puxnan IMpoaykr DisuyHi
Ne (xiMiyHa Ha3Ba) XapaKTePUCTHKH
312 1-(3-nuMeTHIaMiHO-TIponiT)-3- [4-(2-mipuauH-2-11- MS ES* m/e

5,6-murinpo-4H-nipono(1,2-b]mipason-3-ir)- 456,2 (M+1)
XiHOMH-7-i/1]-ceyoBUHA
313 1-(2-rigpokcu-eTnin)-3-[4-(2-nipuant-2-ii-5,6- MS ES* m/e
auriapo-4H-nipono[1,2-bjnipason-3-in)-xiHomiH-7- 415,1 (M+1)
in1)-cevyoBuHa
314 Metunosuit cknanHnit edip [4-(2-nipuann-2-in- MS ES* m/e
5,6-muriapo-4H-nipono[1,2-b]uipason-3-i)- 386,0 (M+1)
XiHOiH-7-i1]-Kap6aMiHOBOI KMCAOTH

315 2-TiIpOKCH-ETHIOBHI cKianuwit edip [4-(2- MS ES* m/e
MipHIHH-2-11-5,6-aurinpo-4H-nipono[ 1,2- 416,4 (M+1)

b]nipa3on-3-in)-xiHoniH-7-i1]-Kap6amiHoBOT

KHCJIOTH

316 2-METOKCH-eTHIOBHI ckaanuuit edip [4-(2- MS ES* m/e
TipuanH-2-i1-5,6-auriapo-4H-nipono[1,2- 430,4 (M+1)

b]nipa3on-3-in)-xiHoniH-7-ix]-kapbamiHoBoi

KUCJIOTH
317 1,3-6ic-[4-(2-nipuann-2-in-5,6-aurizpo-4H- MS ES* m/e
niposio[1,2-b]mipa3on-3-in)-xiHonin-7-in]-ceuoBuna 681,1 (M+1)
318 4-(2-nipuauH-2-i1-5,6-nurinpo-4H-nipono(1,2- MS ES* m/e
b]mnipason-3-in)-XiHoMiH-7-i0Buil cknaxHuit edip 399,9 (M+1)
IMMETHI-Kap6aMiHOBOI KHCIOTH
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Mpuknag 319
7-6powm-2-izonponin-4-(2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH

o PO34MHYy 7-6pom-4-(2-nipnanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniHy
(50,0mr, 0,13mmonb) B TeTparigpodypaHi (1mn) npu
KiMHaTHI TemnepaTtypi AofaloTb NPOTAroM 2rod npu
nepemiwyBaHHi 2M po34yuH i3onponinmarHivxnopuay
B TeTparigpodpypaHi (65mkn, 0,13mmonb). Oxono-
OXyloTb cymilw go -78°C, i gogaloTb TpueTunamiH
(21,4mkn, 0,154MMornb) Ta MeTaH-CynbgOHINXxnopma
(11mkn, 0,14mMmonb). HarpiBaloTb cymill 4O KiMHaTHOI
TemnepaTtypu i 3anuwatoTb cToaTn npotarom 18rog.
HopaoTe 0o cyMiwi Boay, ekcTparyloTb eTunaueTa-
TOM, cylath (cynbdaTt HaTpito), PINbTPYIOTL i KOHLEe-
HTPYIOTb Yy BakyyMi. 3anuwok xpomaTorpadyoTb Ha
SI02 (rpagieHTHe entoloBaHHs, Bif AUXNopMeTaHy Ao
75% eTunauetaTy B AMXIOPMETaHi), i OAEpXylTb
BKa3aHy B 3arorfioBKy CroOnyky y BUMMsAAi TBepaoi pe-
YoBWHU (4,5Mmr, 9%).

MS ES" m/e 433,1 1a 435,1 (M+1).

Mpwuknag 320

2-{4-[2-(6-meTun-nipnanH-2-in)-5,6-aurigpo-
4H-nipono[1,2-b]nipa3on-3-in]-xiHoniH-6-in}-nponaH-
2-on

'h'B anm

Ho._ s

0

Po3uuH meTunoBoro cknagHoro edipy 4-[2-(6-
MeTUn-nipuanH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]-
nipason-3-in]-xiHoniH-6-kapboHoBoi  kucrotn (0,06,
0,16MMonb) y TeTparigpodypaHi (1mMn) 0XonoaxyTb
0o -78°C i 3HeraxytoTb azoTom npotsrom 20xs. [o-
AalTb 00 LUbOoro po3unHy 3M po3uuH meTunmarHinx-
nopuay B Tetparigpodypani (0,17mmonb, 0,06mn), i
nepemilytote ogepxaHy cymiw npu 0°C npoTsrom
2roa. [logatoTe 40 CyMillli HACUYEHUA BOOHUIN PO3YUH
Xnopuay amoHilo, i ekcTparyioTb eTunaueTtaTom.
OG'eaHaHi opraHiyHi eKCTpakTu NPOMMBAKTbL PO3CO-
nowm, cywartb (6e3BogHuin cynbdaT HaTpi), inbT-
pYyOTb, i KOHLEHTPYIOTb Y BakyyMi. 3anuLLioKk xpoma-
Torpadpytote Ha SiO; (entoeHT 100% eTtunaueTar), i
oOepXylTb BKkasaHy B 3aronoBKy CMOMNyKy y BUrMAi
3nierka 3abapsneHoi niHun (17mr, 28%).

MS APCI* m/e 385 (M+1).

Mpuknag 321

7-(3-xnop-nponincynedaHin)-4-(2-nipugnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]rpason-3-in)-xiHoniH

N—N\ N=
s/ \ 7
a™~"g N

[o posunHy npoaykty, ogepxaHoro B [ligrotos-
yomy cuHTesi 21, 3-[4-(2-nmipBaunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]-nipa3on-3-in)-xiHoniH-7-
incynbdpaHin]-nponan-1-ony (25,0mr, 0,062mmonb) B
6e3sogHomMy nipuaunHi (0,1Mn) gopatoTb Tonyoncy-
nedorinxnopug (60,0mr, 0,31mMmonb), i ogepxaHy
CyMiLLl NepemilLyoTb Npu KIMHATHIN TeMmnepaTypi npo-
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TArom 72rof. [logaloTb Hacu4eHun pos3dmH Gikapbo-
HaTy HaTpilo, i oAepXXaHUA PO3YMH eKCcTparyloTb eTu-
nauetatom. OpraHiyHWiA LWap NpoOMMBaKOTb PO3CO-
nom, cywatb (cynbdart HaTtpito), inbTpyoTh, |
KOHLEHTPYIOTb Yy BakyyMi. XpomartorpadyBaHHsM
3anuwky Ha SiO; (rpagieHTHe entotoBaHHs Big 5% 0o
10% meTaHony B OUXITOPMETaHi) OOepXyTb LiNbo-
BuI npoaykT (11,2mr, 43%).
MS ES' m/e 421,1 (M+1).
Mpuknag 322
7-6pom-4-(4-xnop-2-nipuanH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipadon-3-in)-xiHoniH
N-N N=
D,

=

Cl

e

Br N

o PO34MHYy 7-6pom-4-(2-nipugnH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniHy
(2,2r, 5,62mmonb) B 6e3sogHoMy nipuauHi (50mn)
popalotb 1M po3uuH cynbdypunxnopuay B AUXmop-
meTaHi (20mn, 20mmonb). MNepemilwyoTe CyMmill npo-
Tarom 18rof. i KOHUEHTPYIOTh Y Bakyymi. Posnoains-
I0Tb 3anUWOK MK XNIOpOOPMOM | HacMYeHUM
pO34MHOM Xropuay Hatpito. OpraHiyHui Wwap cywarb
(cynbdpaTt HaTpilo), INbTPYHOTb, KOHUEHTPYTb Yy
BaKyyMi, i 3anuwok xpomaTorpadytoTb Ha SiO; (rpa-
JieHTHe entotoBaHHA Big anxnopmeTtaHy o 20% me-
TaHomny B AMXITOPMETaHi), o4epXKyloun BKasaHy B 3a-
ronoeky cnonyky (1,8r, 75%) y Burnagi TBeppoi
PEYOBMHN YEPBOHOTO KOMbOPY.

MS ES* m/e 424,7 Ta 426,7 (M+1).

CnocoboM, onncaHnm BULLE, OAEPXKYHOTb Neperti-
YeHi HMXXYe Cnomnyku, (SKLLO He 3afaHe iHwe):

Tpuknan Iponyxr Diznyni
Ne (xiMiyHa Ha3pa) XapaKTePHCTHKH
323 8-x10p-4-(2-nipuanH-2-in-5,6-guriapo-4H- MS ES* m/e 363,2
niposo| 1,2-bjnipasos-3-ix)-xinosin-7-on (M+1)
324 8-6pom-4-(2-nipuanH-2-in-5,6-muriapo-4H- | MS ES* m/e 406,8 ta
niposo|1,2-b]mipaso-3-ix)-xiHonin-7-on 408,8 (M+1)

Mpuknag 325
3-(7-6pom-xiHoniH-4-in)-2-nipuanH-2-in-56-
avrigpo-4H-nipono[1,2-b]nipason-4-on

Po3unH

7-6pom-4-(4-xnop-2-nipuanH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniHy
(765,0mr, 1,80mMmonb) B 15% (06'emn.) BoAHOMY po3-
ynHi - N-meTunniponignHoHy (15mn) HarpiBaloTb npu
120°C npotsarom 18roa. Cymill KOHUEHTPYIOThL Yy Ba-
KyyMi, i 3anuwwok xpomaTtorpadytotb Ha SIO2 (rpaaie-
HTHE eniolBaHHsA Big AuxnopmeTtaHy oo 20% meta-
HOMy B ANXIOPMETaHi), O4epXXytoun TBepay pevoBUHY
xoBTOro konbopy (408,0mr, 60%).
MS ES* m/e 406,8 Ta 408,8 (M+1).

CnocoboM, onucaHuMm BULLE, OAEPXYHTb

nepenivyeHi HK4e Cnonyku (SKWo He 3afaHe iHwe):

TIpuxoan Tponykt ®DiznyHi
# (ximiyHa Ha3Ba) XapaKTEepUCTUKH
326 7-6poM-4-(4-METOKCH-2-lipHaHH-2-11-5,6- MS ES* m/e 421,0
srinpo-4H-nipono[1,2-b]nipa3sos-3-in)-xiHonin i423,0 (M+1)
327 [3-(7-6pom-xiHonin-4-in)-2-nipuann-2-in1-5,6- | MS ES* m/e 420,0
nuriapo-4H-niponol[1,2-b]nipazon-4-in]-meTun- 1422,0 (M+1)

amiH
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Mpuknag 328
3-(7-6pom-xiHoniH-4-in)-2-nipuauH-2-in-5,6-
aurigpo-nipono[1,2-b]nipason-4-oH

o posunHy 3-(7-6pom-XiHONiH-4-in)-2-nipnanH-2-
in-5,6-gurigpo-4H-nipono[1,2-b]-nipason-4-ony
(89,0mr, 0,22mmonb) B 6€3BOAHOMY AMXNOPMETaHI
(2mn) popatoTb WMogHuiA  peaktvB  [ecca-MapTtiHa
(301,0mr, 0,71MmMonb), i ogepxaHy CyMill nepemituy-
toTb npoTtarom 18 roa. Cymiw xpomaTtorpadyloTe Ha
SiO, (rpagieHTHe enoBaHHA Big ANXIIOPMETaHY 40
20% meTaHony B AMXIIOPMETaHI), OAepXyoun TBepay
PEeYOBUHY >XOBTOrO Konbopy (78mr, 88%).

MS ES" m/e 404,7 Ta 406,7 (M+1).

Mpuknag 329

3-[4-(2-nipuaunK-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-inokcn]-6eH30HITpun

Ta 3-[4-(2-nipnamnH-2-in-5,6-guriupo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
b6eH3amig

CymiLu 4-(2-nipnavn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]-nipason-3-in)-xiHoniH-7-ony (1,42r,
4,30MMorb), 3-cpbTopbeH30HITPUNY (550,0mr,

4,5mmonb), 18-kpayH-6 (80,0mr, 0,37mmonb) Ta 37%
(mac.) dpropuay kanito Ha okcugi antomiHito (3,5 1) B
anmetuncynbdokenai (12mn) HarpiBatoTe npu 140°C
npotarom 18rog. OXonooXyoTb peakuinHy cymiw Ao
KiMHaTHOI TemnepaTtypu, inbTpyoTb, i NPOMUBaOTb
TBepAy dasy xnopodopmom. OpraHiyHui cinbTpaTt
NpOMMBalOTb PO3CONOM, CyllaTb (CynbgaTt HaTpito),
INbTPYIOTb, | KOHUEHTPYTb Yy BakyyMi. 3anuiiok
xpomarorpadyotb Ha SiO, (rpagieHTHe entoBaHHS
Big auxnopmetaHy go 20% meTaHorny B guxnopmMerta-
Hi), OAepP>XytoUM MaCHOo XOBTOrO KOMNbOpY.
3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-

nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-
©eH3oHITpun;

MS ES'm/e 430,1 (M+1).

3-[4-(2-nipnauH-2-in-5,6-gurigpo-4H-niponol[1,2-
b]nipason-3-in)-xiHoniH-7-inokcu]-6eH3amig;

MS ES" m/e 447,8 (M+1).

Cnocobom, onmcaHnmM BULLe, OAEpPXKytoTb nepeni-
YeHi HUKYe CMOoMyKU (SKWO He 3agaHe iHwe):

Tpuknan Mpoaykt DizuyHi
No (ximMiyHa Ha3Ba) XapakTEPUCTHKH
330 7-(6-MeTHI-NipUAA3HH-3-UIOKCH)-4-(2-NipHANH- ESMS: 420,2
2-in-5,6-auriapo-4H-mnipono[1,2-b]mipason-3-
i1)-XiHOJiH
331 4-(2-mipumun-2-i1-5,6-nurinpo-4H-niposo[ 1,2-
b]mipason-3-in)-7-[4-(4-mipuMinuH-2-in-
ninepasuH- 1-in)-6yrokcu]-xinonin
332 7-{3-[4-(2-merokcu-heHin)-ninepasuH- 1-i1]-
nponokcu}-4-(2-nipumuH-2-i1-5,6-gurinpo-4H-
niposiof 1,2-b]nipa3on-3-in)-XiHoniH
333 MipuanH-2-in-{3-[4-(2-nipuaun-2-i1-5,6-
srinpo-4H-nipono(1,2-b]nipason-3-ir)-xiHosiH-

7-inoKkcH]-nponin}-amid

ESMS: 546,3

ESMS: 560,3

ESMS: 462,2
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Mpuknag 334

N,N-gnmeTtun-3-[4-(2-nipngunH-2-in-5,6-gurigpo-
4H-nipono[1,2-b]nipa3on-3-in)-xiHoniH-7-inokcu]-
TioGeH3amia

N’N\ N=
L4y
| =
N o N”
s

[o posumHy N,N-gumeTtun-3-[4-(2-nipngnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniH-7-
inokcu]-6ensamigy (0,72r, 1,51mmonb) B TOnyoni
(10mn) popatoTe peaktnB  JlaBaccoHa  (1,01r,
2,49vmonb). OpepxaHy Cymill HarpiBawTb npu
120°C npoTtsarom 45xB. Cymill KOHUEHTPYIOTb Y BaKy-
yMi, i 3anuwiok xpomaTorpadytoTb Ha SiO; (rpagieHT-
He entolBaHHSA Big anxnopmeTtaHy Ao 20% meTtaHony
B OUXIIOPMETaHi), OAepXyoun TBEPAY PEYHOBUHY Yep-
BOHOrO Konbopy (556mr, 75%).

MS ES'm/e 491,8 (M+1).

Mpuknag 335

OumeTtnn-{3-[4-(2-nipngunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-6eHann}-
amiH

[o kunnsayoi (3i 3BOPOTHUM XONOAMITBHUKOM) CY-
Miwi Hikento PeHes Ta rigpa3uH-MoHorigpaty (0,5mn,
10,17mmonb) B MeTaHoni (5mn) pgopatotb  N,N-
anmeTnn-3-[4-(2-nipnamn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]-nipason-3-in)-xiHoniH-7-inokecu]-
TiobeHsamig (311,0mr, 0,63mMMonb) B  MeTaHoni
(20mn). Cymiw nepemiwytoTb npotsarom 10xB., OXo-
NoaXyloTb A0 KiMHATHOI TeMnepaTtypu, PinbTpyoTh, i
KOHLEHTPYIOTb Yy Bakyymi. 3anuuok xpomatorpady-
10Tb CNOCOGOM pianHHOT XpomaTtorpadii nig BUCOKMM
TuckoMm (konoHka Cig), i 0O4epXKyloTb BKasaHy B 3aro-
noeky cnonyky (60,2mr, 20%).

MS ES’ m/e 462,0 (M+1).

Mpuknag 336

4-[2-(6-meTun-nipuanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-1H-xiHoniH-2-0H
N-N

[o posunHy 4-[2-(6-meTun-nipuanH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-3-in]-xiHoniH-1-
okeuay (103wmr, 0,30mmonb) B N,N-
anmeTtundopmMamiai (3mn) gopawTb TpudTOpOLTO-
BUN aHrigpug (425mkn, 3,0Mmonb). [lMepemiwyoTb
cymiw npotarom 40rod., BUNvMBatTb Yy BOAY i BCTAHO-
BNtOTb pH8 HacuyeHnm BogHUM po3vmMHOM Bikap6o-
HaTy HaTpito. Tpuyi ekcTparyloTb Cymiw eTunaueTa-
TOM, o6'egHaHi oOpraHiYHi eKkCcTpakTu npoMUBaIOTb
TpuW4i BOAOK i OAMH pa3 po3coromMm, cywatb (cynbdaT
HaTpIlo), PINbTPYIOTb, | KOHLUEHTPYIOTL Y Bakyymi. 3a-
MVWOK po3TupaloTb i3 cymiwwio 10% aueToHy Ta
90% avxnopmeTaHy i inbTpytoTe. TBEPAUA NPOAYKT
cylwatb Yy BakyyMi, i 04epXXyloTb BKasaHy B 3aronoBKy
cnonyky (11,6mr, 10%) y Burnsai TBepaoi pevoBUHM
XKOBTOrO KOMbOpy.

Mac-cnektp: TOF ES" TouHa maca pospaxosaHa
ans CasH2CINGO, (p+1): m/z=343,1559. 3HanneHo:
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343,1550.
Mpuknag 337
4-(2-TpuamnH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-on

0o posuuHy 7-meTokcu-4-(2-nipngunH-2-in-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniHy
(53wmr, 0,176mmonb) B N,N-gumetmundopmamiagi (3mn)
[O[alTb MpU KIMHATHIA TemnepaTypi eTaHTIioNaT Ha-
Tpito (133mr, 1,6Mmonb). Po3unH HarpiBaoTb 3i 3BO-
POTHUM XOMNOAWMBbHUKOM MPOTArom 4rof, OXONOMAXY-
I0Tb | KOHLIEHTPYIOTb Y BakyyMi. 3anuLloK po34mHsIIOTb
B METaHofi i BHOCATb B KOJMOHKY 3i cmonot SCX. Ko-
FIOHKY NPOMMBaOTb BOAOK, METAHOMOM i 7-H. MeTa-
HOMbHUM PO34YMHOM amiaky. BignosigHy dpakuito
KOHLUEHTPYIOTb Yy BaKkyyMmi, i OOEpXyloTb BKa3aHy B
3aronoBky cnonyky (28mr, 56%) y Burnagi TBepnoi
PEYOBMHM XOBTOIO KOMNbOPY.

Mac-cnekTtp: TOF ES' TouHa Maca po3paxoBaHa
anst CxH17N4O  (p+1): m/z=329,1402. 3HaigeHo:
329,1413.

Cnocobom, onucaHum BuLLEe, OOEPXYHOTb
BKa3aHy HMK4Ye Cnonyky (SKLWOo He 3adaHe iHwe):

Tpuknan [ponykt Dizuui
Ne (ximiyHa Ha3pa) XapaKTepUCTHKH
338 4-(2-(6-MeTH-TipHaMH-2-i)-5,6-auriapo-4H- MS APCI* m/e
niposiof 1,2-b]nipa3osn-3-in}-XiHomiH-7-01 403 (M+1)

Mpuknag 339
6-meToKeu-4-(2-nipnamnH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-on

Do CyMiLLi 7-6€H31noKcu-6-meTokcun-4-(2-
nipuauH-2-in-5,6-aurigpo-4H-nipono[1,2-b]-nipason-3-
in)-xinoniny (17mr, 0,04mmonsb) Ta 10% nanagito Ha
akTMBoBaHoOMy Byrinni (3mr) B abcontoTHOMy eTaHoni
(2mn) nogarwTb 1,4-umnknorekcagieH (100mr,
1,2mmonb). Cymill nepemilytoTb Npu KiMHaTHIN Tem-
nepatypi npotarom 3rod., [o4alTb  MeTaHon
(500Mkn) i HarpiBatoTb npy 60°C npoTtsirom 3roa. Cy-
MilLl OXONOOXKYIOTb, QINLTPYIOTL | BHOCATL B KOMOHKY
3i cmornoto SCX. KonoHKy npoMuBaoTb BOAOK, MeTa-
HOMNOM i 7-H. MeTaHONbHUM PO34MHOM amiaky. Biano-
BigHY (PpaKUil0 KOHLEHTPYIOTb Y BaKyyMi, i ogepxy-
I0Tb BKasaHy B 3aronosky cnonyky (10mr, 77%) vy
BUMSAAI TBEPAOI PEYOBUHM XXOBTOrO KONbOPY.

Mac-cnektp: TOF ES® TouHa maca pospaxosaHa
ana  Cyi1HigN4O2 (p+1) m/z=359,1508. 3HangeHo:
359,1520.

Mpuknag 340

Metunosun  cknagHun  edip  3-{4-[2-(6-
MeTun-nipuaunH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-in}-nponioHOBOI KNUCNOTK

Qo CH-
o A

0

[o po3umHy meTunosoro cknagHoro edipy 3-{4-
[2-(6-meTun-nipuaunH-2-in)-5,6-gurigpo-4H-
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nipono[1,2-b]-nipason-3-in]-xiHoniH-7-in}-akpnnoeoi
kucnotm (0,041r, 0,1Mmonb) B MeTaHoni (1mn) goaa-
toTb 10% Pd/C (0,1r). OgepxaHy cymill BMilLylOTb B
aTmocdepy BogHio (1atm (101,3kMa)) i nepemiwyoTs
npotarom 18roa. Cymiwl inbTPytOTh i KOHLEHTPYIOTb
y Bakyymi. 3anuwok xpomartorpadyots Ha SiO;
(entoeHT 2% MeTaHony B OMXMIOPMETaHi), i ogepxy-
I0Tb LiNbOBUIM NPOAYKT Y BUMMA4I TBEPOOI pe4OBUHU
cBiTno-xosToro konsopy (0,035r, 85%).
MS APCI" m/e 413 (M+1).

CnocoboM, onucaHuM BULLE, OAEPXYHTb

nepenivyeHi HK4e Cnonyku (SKWo He 3afaHe iHwe):

Ipuknan IIponykr Diznuni
Ne (xiMiyHa Ha3Ba) XapaKTePUCTHKH
341 4-(6-MeTna-2-mipHanH-2-i1-5,6-murinpo-4H- MS APCI* m/e
niposiof 1,2-b]nipasos-3-in)-XiHoin 327 (M+1)
342 Metunoswuit cknanauit edip 3-{4-[2-(6-meTna- MS APCI* m/e
TipUAMH-2-i1)-5,6-auriapo-4H-nipono[1,2- 413 (M+1)
b]nipasosn-3-in]-xiHoniH-6-i1}-nponioHosoi
KHCIOTH

Mpuknag 343
7-amiHo-4-[2-(6-meTun-nipuamnH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]nipason-3-in]-xiHoniH

QY & oHy
poe

Cywmiw  7-6pom-4-[2-(6-meTun-nipnamnH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-3-in]-xiHoniHy
(1,35r, 3,34mmonb), Tpet-6yTtunaty Hatpito (0,64r,
6,68mmonb), 6eH3odeHoHIMiHY (0,91r, 5,01MMmonb) B
Tonyoni (30mn) 3HeraxytloTb a3oToMm npoTaroMm 20xs.
Hopatotb oo cymiwi Pdy(dba); (0,008r, 0,008mmorb)
Ta BINAP (0,012r, 0,019mMorb), i 4OOaTKOBO 3Hera-
XytoTb asoTom npotarom 10xB. HarpiBatoTb cymilu
npu 80°C npoTsirom 24roa. [logatoTb HacUYeHU pos-
4nH xnopugy amodito (30Mn), i ekcTparyloTb Cymill
xnopodopmom. O6'egHaHi opraHiyHi a3 npomuea-
I0Tb BOOOK i po3cornom, cywartb (Cynbdart HaTpito) i
KOHLEHTPYITb Yy BakyyMmi. 3anulIOK PO3YMHSIOTH B
CyMilWi MeTaHony 3 1-H. XJIOPUCTOBOAHEBOK KWCIO-
Tot (1:1, 50mn) i HarpiBaloTb 3i 3BOPOTHUM XONOAM-
NbHUKOM npoTdroM 2 rofd. KoHUEeHTpyTb Ccymiw y
BaKyyMi i pO3noAinsAlTb 3anuoK MK HacuyeHuM
po3ymMHOM GikapboHaTy HaTpilo Ta XnopodopMOM.
O6'egHaHi opraHiyHi Wapy NpoMMBaloTbL BOAOH i po3-
cornom, cywaTtb (cynbdat HaTpito), PiNbTPyOTh | KOH-
LEHTPYIOTb Yy BakyyMi. 3anmLLIOK OCaKyroThb i3 CyMiLli
AvxnopmeTaHy 3 rekcaHom (100mn) i BigginaTe di-
NbTPYBaHHAM, OAEPXKYIOUN BKa3aHy B 3arofoBKy Cro-
nyky (1,10r, 96%) y Burnagi TBepAOi PeYOBUHM KOB-
TOrO KOMbOpY.

MS APCI" m/e 342 (M+1).

Mpuknag 344

N,N-agnmeTtun-3-{4-[2-(6-meTunn-nipngunH-2-in)-5,6-
avrigpo-4H-niponol[1,2-b]nipason-3-in]-xiHomniH-7-in}-
nponioHamig

[o po3umHy meTunosoro cknagHoro edipy 3-{4-
[2-(6-meTun-nipngun-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]-nipason-3-in]-xiHoniH-7-in}-nponioHOBOI
kucnotun (0,30r, 0,73mmonb) Ta 2M po3unHy AMMeTK-
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naminy B metadoni (1,05mn, 2,1Mmons) B anxnopme-
TaHi (1mn) gogatoTb 2M po34MH TpUMeTUNantoMiHilo B
rekcaHi (1,64mn, 3,25mmonb). HarpiBatoTb po34uH
npu 40°C npotsirom 48rog. Po36aBnstoTe cymiw Anx-
nopmetaHoMm (150Mn), fodaloTb HacMYeHWn PO3YUH
HaTpin-kanii-taptTpaty (30Mn) i nepemiwyoTb NPOTH-
rom 18roa. OpraHiyHuMiA po34YMH BIQAINAKTb, MPOMU-
BalOTb BOZAOMO i PO3CONOM, CyllaThb (CynbdaT HaTpito),
INbTPYOTb | KOHUEHTPYIOTb Yy BakyyMmi. 3anuiiok
xpomaTorpadytotb Ha SiO» (entoeHT 10% meTaHony
B AMXIIOPMETaHi), i 04epXyloTb BKa3aHy B 3arorfioBKy
cnonyky (0,29r, 89%) y Burnagi niHW >KOBTOro Konbo-

MS APCI" m/e 426 (M+1).

Mpuknag 345

N-{3-[4-(2-nipnanH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-
aueTtamig

M ~——o

H

[o posunHy 3-[4-(2-nipnamnn-2-in-5,6-aurigpo-4H-
nipono[1,2-b]-nipason-3-in)-xiHoniH-7-inokcu]-
nponinamiHy (25wvr, 0,06mmonb) B nipuaunHi (1mn)
[O[alTb MpW KiMHAaTHIA TemnepaTypi OUTOBUI aHrif-
pua (500mkn, 5,3mMMonb). Cymilwl nepemillyoTe npo-
TArOM 2rof, KOHUEHTPYITb Yy BakyyMmi, i 3anuiok
xpomaTtorpadytoTb Ha SiO, (entoeHT 89% auxnopme-
TaHy, 10% wmeTtaHony, 1% KOHUEHTPOBAHOIO rigpOK-
CUAY aMOHil0), i OOepXyloTb BKa3aHy B 3arorioBky
crnonyky (12mr, 47%) y Burnsaai TBepaoi peyvoBUHU
CBITNO-KOPUYHEBOIO KOMbOPY.

Mac-cnektp: TOF ES+ ToyHa maca po3paxoBaHa
angd C25H25N502 (p+1) m/z=428,2086 SHGWJ,GHO:
428,2095.

Cnocobom, onvcaHum BULLE, OOEPXYHOTb BKasa-
HY HWXK4e Cnonyky (SKWo He 3agaHe iHwe):

TMpuxnan TMponykr Diznyni
Ne (ximiyHa Ha3Ba) XapaKTePUCTHKU
346 N-auermwn-N-{4-[2-(6-MeTHa-nipuauH-2-in)-5,6- MS APCI* m/e
nurinpo-4H-nipono[1,2-bjnipason-3-in}-xiHomin- 426 (M+1)
7-in}-aueramix

Mpuknag 347
2-nipBAWNH-2-in-3-xiHoniH-4-in-nipasono[1,5-
ajninepnanH-7-on

_)‘OH
-
by ANy,
Cr,)
Yunectun  1-(1-a3a-2-nipuguH-2-in-3-xiHonw-4-in-

npon-1-eHin)ninepnann-2,6-gioH  (0,64r, 1,8mmonb)
HarpieatoTb npu 180°C npotdarom 2rog. lNicna oxono-
OXKEHHS  3anUWIOK  PO3YMHAITL B AUMXIIOPMETaHi
(15mn), oxonomxytoTb Ao -70°C i kpannsa 3a kpanneto
popjaotb 1,0M posunH DIBAL-H (giizo6yTnnantomi-
Hin-rigpnay) B Tonmyoni (1,9mn, 1,9vmmonb). Cymiw
nepemiwytotb npotarom 0,5rof., BiACTaBNAOTb OXO-
nopxysanbHy 6aHio, i MepemilyloTb e NPOTArom
18roa. Po3baensATb peakuiiHy CyMill Hacu4eHUM
BOAHWM PO34MHOM XIopuay amoHito. Posnoginsiotb
CyMmiWw MiX eTunaueTaToM Ta Bogow. OpraHivyny dasy
NPOMMBAaOTb BOAOK i PO3COMOM, cywatb (cynbdat
HaTpito), PINbTPYIOTh | KOHLEHTPYIOTb Y Bakyymi. 3a-
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JIMLLIOK OCafXylTb i3 CyMilwi eTunaueTaTy 3 rekca-
HOM, i OJEepXylTb BKasaHy B 3arorfioBKy Cromnyky
(0,58r, 62%) y Burnagi 6inoi TBEpA0i PEYOBUHM.
Mac-cnektp: TOF ES” TouHa maca pospaxosaHa
ana CziHigN4sO (p+1): m/z=343,1559. 3HaingeHo:
343,1570.
Mpuknag 348
7-aueToken-2-nipuanH-2-in-3-xiHoniH-4-in-
nipasono[1,5-alninepnaunH
OAc
[

i BN

i

Po3unH 2-nipBANH-2-in-3-XiHOMiIH-4-in-
nipasono[1,5-a]-ninepugux-7-ony (0,04r, 0,12mMmonb)
Ta ourtoBoro aHrigpvay (0,2mn) B nipuauHi (2mn) ne-
pemiwyoTb Npu KiMHaTHIM TemnepaTtypi NpoTArom
24roa. PosnoginsaoTb cymiw Mk eTunaueTatoMm Ta
Bogot. OpraHiyHy ¢ady npoMuBaloTb BOAOK i pO3-
cornom, cywaTtb (cynbdar HaTpito), PiNbTPyOTh | KOH-
LEHTPYIOTb Y Bakyymi. 3anuwok xpomaTorpadyoTb
Ha SiO; (entoeHT 5% meTaHony B AUXIIOPMETaHi), i
O0EPXKylOTb BKaszaHy B 3aronoBky cronyky (0,41r,
91%) y Burnsaai 6inoi TBepAoi peyoBUHM.

Mac-cnektp: TOF ES’ TouHa maca pospaxoBaHa
anst Ca3H21N4O2 (p+1): m/z=385,1665. 3HaigeHo:
385,1668.

Mpuknag 349
MeTtun-{3-[4-(2-nipnaunH-2-in-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in)-xiHoniH-7-inokcu]-nponin}-

amiH

Po3uunH TpeT-6yTunosoro cknagHoro egipy {3-[4-
(2-nipnanH-2-in-5,6-gurinpo-4H-nipono[1,2-b]-
nipason-3-in)-xiHoniu-7-inokcu]-nponin}-kap6amiHoBoi
kucnotv (100mr, 0,2mMmornb) B TPUATOPOLTOBIN KMC-
noti (3Mn) nepemiwyloTb NpY KiMHaTHIN TemnepaTypi
npotarom 6roa. KOHUEHTpYTb CyMill y BakyyMi, i
BMAANATb 3anulikn TPUETOPOLITOBOI KUCIOTKM MNO-
BTOPHUM BWNAapOBYBaHHAM i3 Xxnopodopmom. 3anu-
LWOK BHOCATb B KOMOHKY 3i cmomnot SCX. KonoHky
NPOMUBaOTL BOAOK, METAHOSIOM i 7-H. METaHOMNbHUM
po34nMHOM amiaky. KoHUeHTpyBaHHAM BiAnoBigHOT
dpakLii ogepXylTb BKa3aHy B 3arofioBKY CroOfyKy
(40mr, 50%) y BurnsAi xosToro macna.

MS ES" m/e 400 (M+1).

Cnocobom, onncaHnm BuLLE, OAEPXKYIOTb neperni-
YeHi HMXYe Cnonyku (SKLLO He 3afaHe iHLWe):

TMpuknan IMpoaykr DizuuHi
N (ximMiyHa Ha3Ba) XapaKTePUCTHKH
350 7-(ninepuauH-4-U10KcH)-4-(2-nipuanH-2-i1-5,6- | MS ES+ m/e 412
auriapo-4H-mipono[1,2-b]mipazon-3-in)-xiHonin | (M+1)
351 (2-amiHo-1,1-mumeria-erin)-amix 4-[2-(6- MS APC* m/e 469
METHI-TpUIAHH-2-11)-5,6-auriapo-4H- (M+1)
niposo[1,2-b]nipason-3-ii]-xiHomiH-7-
apGOHOBOT KHCJIOTH

Mpuknag 352
{6-[3-(4-dpTOp-dpeHin)-5,6-gurinpo-4H-nipono[1,2-
blnipason-2-in]-nipuaunH-2-in}-metaHon
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:
o po3unHy 3-(4-pTopdeHin)-2-(6-meTnn-1-okcu-
nipuauH-2-in)-5,6-gurinpo-4H-nipono[1,2-blnipasony
(82mr, 0,27mmonb) B xnopodopmi (2mn) goparTb
HaANULIOK TPU(PTOPOLITOBOro aHrigpuay i HarpisaloTb
3i 3BOPOTHMM XOSOAUIBHUKOM NPOTHArom 2 rog, nicns
YOro KOHLIEHTPYIOTb Y BakyyMmi. 3anuLuok obpobnsaoTs
HagnuwKom TBepgoro kapboHaTy Kanito B MeTaHoni
npu HarpiBaHHi 3i 3BOPOTHUM XOMOAUIBHUKOM NPOTH-
rom 30xB. CyMilll KOHLEHTPYIOTb, MICNA YOro po3nogi-
NsTb MiX eTunauetaToMm Ta BoAow. PosunH B eTu-
naueTtaTi KOHLEHTPYHTb, i 3anvLLIOK OYMULLalTb Ha
KOmnoHui i3 cunikarenem (entoeHT 10% nipuavHy B
eTunaueTarTi), O4EPXKYH4YM BKasaHy B 3arofioBKy Cro-
nyky (24mr, 29%) y BUrnaai NiHW XXOBTOMO KOMbOPY.
MS, EI" m/e 310 (M+1).
Mpuknag 353
[6-(3-xiHomiH-4-in-5,6-parigpo-4H-nipono[1,2-
blnipason-2-in)-nipnanH-2-in]-metaHon

[o po3umHy mMeTunoBoro cknagHoro edipy 6-(3-
XiHoniH-4-in-5,6-aurigpo-4H-nipono[1,2-b]-nipason-3-
in)nipngnH-2-kapboHoBoi KWUCNOTU (0,550r,
1,48vmonb) B meTaHoni (20mn) pogatote Gopriopva,
nitito  (35,5mr, 1,63mmonb). Cymiw nepemiwyoTb
npoTtarom 1roA., AoAaTb 4OOATKOBY KinbkicTb Gopri-
apwvay niTito (35,5mr, 1,63mMoneb), i ogepxaHy CymiLl
nepeMilyloTb Npu KiMHaTHIM TemnepaTtypi NpoTAromM
16rog. MMoBinbHO [oAakwTb 4-H. XINOPUCTOBOAHEBY
kucnoTy (3mm), i KOHLEHTPYIOTb ofdepXaHy CyMill y
BaKyyMi. 3anuvLLIoK po3dnHaATb y MeTaHoni (10mn) i
po3noainsoTe Mix etunauetatom (150mn) Ta Hacu-
YeHUM po34MHOM kapboHaty kanito (150mn). OpraHi-
YHy (pasdy npommBaloTb poscoriom (150mn), cywartb
(cynbaT marHito), i KOHLEHTPYITL y BakyyMmi. 3anu-
LIOK OCafXyloTb 3 eTunauetaTy 3 rekcaHom, i ogep-
XYIOTb BKa3aHy B 3arofioBky crnonyky (296mr, 58%).

MS ES" m/e 342 (M+1).

Mpuknag 354

4-[2-(6-MeTuUn-TpuanH-2-in)-5,6-gurigpo-4H-
nipono[1,2-b]nipason-3-in]-geHon

0o posunHy 3-(4-meTokcudeHin)-2-(6-meTun-
nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-bJnipasony
(72mr, 0,24mmonb) B xnopuctoMmy metuneHi (1mn)
popatb Tpubpowmig 6opy (0,3mn). MepemiwyoTb
PO34YMH MpU KiMHaTHIA TemnepaTtypi npoTarom 3roA,
nicnsi YOro NPUNUHAINTL peakuito meTaHonom. KoHue-
TPYIOTb CyMilll Y BaKyyMmi, OAepXyloun TBepay pevo-
BMHY YepBOHYBATOro konbopy. Lo peyoBunHy nponyc-
KalTb 4Yepe3 KOJOHKY i3 cunikarenem (enorBaHHA
XMOPUCTMM METUIIEHOM, eTuraueTaToM, MoTiM aue-
TOHOM). BignoBigHi dpakuii po3unMHy B Xxnopuctomy
MeTUNEHi KOHLUEHTPYIOTb Yy BakyyMi i O4epXxytoTb 4Mr
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(5,8%) cnonyku, BkasaHoi B 3aronoBky. binbw nong-
pHi dopakuii KOHLEHTPYIOTb Yy BakyyMi, nicrs 4yoro o6-
pobnsTe BOAHUM PO3YMHOM XMOpuAay amoHilo Ta
MeTaHonoM. CyMmill KOHUEHTPYIOTb Yy BakyyMi, i o4n-
LaloTb 3anuLIOK Ha KOMOHLUi i3 cunikarenem, sik onu-
caHo BuLle. BignosigHi dpakuii 06'egHyOTb i KOHLEH-
TPYIOTb Yy Bakyymi, OJepxXylunm p[onatkoBo 49wr
(71%) cnonyku, BKa3aHoOi B 3aroroBky.

MS ES” m/z 292 (M+1).

Mpuknag 355

7-(1-meTun-niponigunH-3-inmeTtokcun)-4-(2-
nipuamnH-2-in-5,6-aurigpo-4H-nipono[1,2-bjnipason-3-
in)-xiHoniH

[o 1M posunHy antomorigpugy niTito B TeTparia-
pocbypaHi (0,60mn, 0,59mmonb) AOopatoTb pPO3UMH
6eHsunosoro cknagHoro edipy 3-[4-(2-nipugnH-2-in-
5,6-gurigpo-4H-nipono[1,2-b]-nipason-3-in)-xiHoniH-7-
inokcumeTun]-niponigmH-1-kapboHoBOT KMCRoTun
(215wmr, 0,39mmonb) B TeTparigpodypaHi (2mn). Cy-
MilWw HarpiBaoTb npu 65°C npotsrom 2rof, OXOno-
AxytoTe oo 0°C i po36aBnaTb HAaCMYEHUM BOOHVM
pO34YMHOM HaTpin-kanin-tapTpaty. Cymil ekcTpary-
I0Tb XJIOPOPOPMOM, i OpraHivyHy ¢asy xpomaTorpa-
dytoTb Ha SiO,, ofepxylun BkasaHy B 3arorioBKy
cnonyky (112mr, 67%) y BArnsAAi nNiHW XXOBTOrO KOrbO-

py.

MS APC* m/e 426 (M+1).

Cnocobom, onmcaHnm BuLLe, 0aepXKyoTb nepeni-
YeHi HUKYe CMOoMyKu (SKWO He 3agaHe iHwe):

IMpukran Iponykr Dizuuni
Ne (xiMiyHa Ha3Ba) XapaKTePUCTUKH
356 7-(1-MeTwI-ninepuauH-4-UIMeToKCeH)-4-(2- MS ES+ m/e 440
mipuauH-2-i1-5,6-aurinpo-4H-nipono[1,2- (M+1)
b]nipason-3-in)-xiHonin

Mpwuknag 357

(2-pumeTnnamivo-1,1-gumeTnn-eTun)-amia  4-[2-
(6-meTnn-nipuguH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]nipason-3-in]-xiHoniH-7-kap6oHOBOT KUCMOTK

Cywmiw (2-amiHo-1,1-gumeTun-etun)-amigy 4-[2-
(6-meTnn-nipuguH-2-in)-5,6-gurigpo-4H-nipono[1,2-
b]-nipason-3-in]-xiHoniH-7-kap6oHoBOI KMCroTun
(0,12r, 0,27mmonb), uiaHGoprigpuay Hatpito (0,038,
0,6mmonb) Ta ourtoBoi kucnotu (0,077mn, 1,3Mmonb)
B MeTaHoni (5mn) oxonomxytoTe Ao 0°C i nepemiwy-
toTb npotarom 10xB. [ogarwTb Kpanmns 3a Kpanneto
37% BogHuMM po3umH copmanbgerigy (0,086mn,
3,1Mmornb) B meTaHoni (2mn). [JatoTb cymilli Harpitu-
€Sl A0 KiMHaTHOI TeMnepartypu, i nepeMillyoTb NpoTs-
rom 1 rog. MpunNuHATL peakuito HaCU4YEHUM BOLHUM
pO34MHOM KapBoHaTy Kanito i KOHLEHTPYIOTb Y BaKyy-
Mi. 3anuwoK po3vMHATL B XNIOPOdOpMi, NPOMUBa-
I0Tb BOAOK i pO3CONoM, cywaTb (Cynbgat HaTpito), i
KOHLUEHTPYIOTb Yy Bakyymi. 3anuwok xpomarorpady-
10Tb Ha SiO; (entoeHT 8% meTaHony, 92% auxnopme-
TaHy), i OOepXylTb BKa3aHy B 3arofioBKY CMOMyKY
(33wmr, 27%) y Burnsai 6inoi niHw.
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MS APC* m/e 504 (M+1).

Mpuknag 358

(S)-[3-(4-dpTOp-deHin)-2-(6-meTuUn-nipnanH-2-in)-
5,6-aurigpo-4H-nipono[1,2-b]nipason-6-in]-meTtaHon

H

o PO34YNHY (S)-6-6eH3unokcumeTun-3-(4-
dTopeHin)-2-(6-meTnnnipnanH-2-in)-5,6-gurigpo-
4H-nipono[1,2-b]-nipazony (0,3r, 0,73mMMonb) B xmno-
podopmi  (1,0mMn1) popaloTb  TPUMETUNCUNINNOANA
(0,173mn, 1,21Mmmonb). lMepemiwyoTb Cymill NpoTH-
rom 2rod, po3baenaoTe MeTaHonom (10mn), nepemi-
wytoTe npotaroM 10xB. i KOHUEHTPYKTb Yy BaKyyMi.
3anuwok po3vmnHsTb B eTunauetati (50mn), npomu-
BalOTb BOAHMM PO3YMHOM Tiocynb@aTty HaTtpilo
(2x50Mn), HacM4eHUM po3vmHOM GikapboHaTy HaTpito
i posconom. OpepxaHuii po3vuH cywatb (cynbdaT
MarHito), inbTPyOTb, | KOHUEHTPYIOTb Yy BaKyyMi.
Banuwok xpomartorpadyoTe Ha SiO; (entoeHT 3%
MeTaHony B eTunauetarTi), i OAepXylTb BKasaHy B
3aronoBky cnonyky (149mr, 64%) y Burnagi TBepnoi
PEYOBUHM CBITNO-XOBTOMO KOMbOPY.

MS APCI" m/e 324 (M+1); gianasoH TemnepaTyp
nnaeneHHs:: 142-144°C.

Cnocobom, onucaHum BULLE, OOEPXKYHTb
nepenivyeHi HMX4Ye Cnonyku, (AKWo He 3agaHe iHwe):

TMpuxnan MMpoaykr DiznuHi
N (ximMiyHa Ha3Ba) XapaKTepPHCTHKH
359 (R)-[3-(4-drop-denin)-2-(6-meTwn-nipuann-2- | MS  APCI*  m/e
u1)-5,6-aurigpo-4H-mipono[ 1,2-b]mipason-6-in]- | 324 (M+1)
MeTaHo

Mpuknag 360

(5)-[3-(4-pTOp-heHin)-2-(6-meTUn-nipnanH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipa3on-6-in]-
aueToHITpun

N

Cywmiw uianigy kanito (44wmr, 0,67mMmonb), TeTpa-
OyTunamoHin-nogmay (katanitTmyHoi KinbkocTi) Ta (S)-
3-(4-pTopdeHin)-2-(6-meTunnipuaunH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]-nipason-6-inmeTunosoro
cknagHoro edipy MeTaHCynb(OHOBOI Kucnotu (54wr,
0,135mmonk) B N,N-gumetundopmamiai (0,35mn) ta
Bogi (0,13mn) HarpiBatoTb npu 70°C npoTarom 4roa.
CyMilWl OXONOAXYIOTb, PO3YUHAOTL B eTunauetarTi
(20mn), npomuBaloTb BOAOK | PO3COMOM, CyliaTb
(cynbdaT marHito), inbTPYIOTb, i KOHLUEHTPYIOTb Y
BakyyMi. 3anuwok xpomaTorpadytoTe Ha SiO, (ento-
€HT 2% MeTaHony B Xropodopmi), i oaepXyoTb BKa-
3aHy B 3arorioBKy crnonyky (25wr, 56%).

MS APCI" m/e 333 (M+1).

Cnocobom, onvcaHum BULLE, OOEPXYHTb BKasa-
HY HWXK4e Cnonyky (SIKWo He 3agaHe iHwe):

Tpuxan IMpoayxr DisuyHi
Ne (xiMiyHa Ha3Ba) XapaKTePUCTUKH
361 (R)-[3-(4-drop-denin)-2-(6-MeTHA-MiPUIHH-2- MS APCI* m/e
i1)-5,6-aurinpo-4H-niposo[ 1,2-b]mipason-6-i]- 333 (M+1)
ALETOHITPHI
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Mpuknag 362
4-(3-nipuaunH-2-in-5,6-gurigpo-4H-nipono[1,2-
b]nipason-2-in)-xiHoniH

\Y

[o  posunHy  4-(2-(2-nipuaun)eTuHin)xiHoniHy
(0,230r, 1mmonb) B kcunoni (2mn) gopawTb 3a-H-
niponignHo[1,2-c]1,2,3-okcagia3oniH-3-oH (0,252r,
2MMoOnb), | ogepXKaHWUn PO3YMH HarpiBalTb 3i 3BOPOT-
HUM XONOAWUNBHUKOM Ha MacrsiHin 6aHi B aTmocdepi
aproHy npotaroMm 48rof., KOHUEHTPYIOTb Yy BakyyMi, i
XpomaTtorpadytoTb 3anuwok Ha SiO, (rpagieHTHe
eniotoBaHHA BiA 0% Ao 1% meTaHony B xnopodopmi
3 3 kpannaMmu rigpokeuay amoHito Ha 150mMn po3ymH-
HUKa), ogepxyoun 18Mr BKasaHoi B 3arofioBKy Crony-
Kv y BUrNaai macna.

MS ES" m/e 313 (M+1).

Mpuknag 363

[Liokcanat 4-(6-nipnamnH-2-in-2,3-gurigpo-
nipasono[5,1-bJokcason-7-in)-xiHoniH

o posumHy  5-nipuaunH-2-in-4-xiHoniH-4-in-2H-
nipason-3-ony (50mr, 0,17MMonb), €TUNEHINIKOMIO
(15mr, 0,24mmonb) Ta Tpu-H-6yTundocdiny (100wmr,
0,50mmonb) B TeTparigpodpypaHi (15mn) popatoTb
1,1'-(a3ogukap6oHin)-guninepmuauH (120w,
0,48mMonb). Po3unH HarpiBatoTb 3i 3BOPOTHUM XOJ10-
ONNBHUKOM MPOTArOM SroAd., OXonoaxylTb i dinbT-
pytoTb Yepes KonoHKy 3 SCX. 3anuwok xpomaTtorpa-
dytoTe Ha SiO, (enoeHT cymiw AuxnopMeTaHy 3
MeTaHonoM, 15:1). OgepxaHun NpoAyKT nepeTBo-
pIOIOTb B AioKcanar, i 04epXyroTb BKasaHy B 3aronoB-
Ky crnonyky (40mr, 46%).

'"H AMP (CDCls): & 8,81 (d, J=4Ty, 1H), 8,42 (m,
1H), 8,11 (d, J=8lu, 1H), 7,83 (d, J=8uy, 1H), 7,65
(ddd, J=8, 7, 1I'u, 1H), 7,46 (ddd, J=8, 7, 1y, 1H),
7,38 (ddd, J=8, 7, 1l'y, 1H) 7,24-7,29 (m, 2H), 7,06-
7,10 (m, 1H);

MS ES" m/e 315,0 (M+1).

Mac-cnektp: TOF ES® TouHa maca pospaxosaHa
ana CigHisN4sO (p+1): m/z=315,1246. 3HangeHo:
315,1248.

Mpuknag 364

3-[4-(2-TpBAWH-2-in-5,6-gurinpo-4H-nipono[1,2-
b]nipason-3-in)-xiHoniH-7-in]-okcasonignH-2-oH

[o po34ymHy 2-rigpoKCieTMNOBOro cknagHoro eqi-
py [4-(2-nipnaunH-2-in-5,6-gurigpo-4H-nipono[1,2-b]-
nipason-3-in)-xiHoniH-7-in]-kapbamMiHoBoi KMCnoTun
(40,2mr, 0,097Mmonb) Ta TpudeHindocdiny (35,0mr,
0,14mmonb) B TeTparigpodypaHi (1mn) goaatoTb npm
KimHaTHin  Temnepatypi 40% posuvMH  pietwn-
asogukapbokeunaty B tonyoni (50mkn, 0,11mmons).
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MepemiwytoTb cymiw npoTtarom 18rof., PiNbTPyoTh, i
KOHLUEHTPYIOTb (hinbTpaT y BakyyMmi. 3anuviiok xpoma-
TorpadpytoTb Ha SiO; (rpagieHTHe entotoBaHHSA Big 2%
po 15% metaHony B AUXNOPMETaHi), i OAepXyoTb
LinsoBui Npodykt (15,2mr, 40%).

MS ES" m/e 398,0 (M+1).

Cnocobom, onMcaHuM BuLLE, OOEPXKYHOTb BKa3a-
HY HWX4Ye CronykKy (SKWO He 3agaHe iHwe):

IMpuxsian Ipoayxr DizuyHi
Ne (ximMiyHa Ha3Ba) XapaKTCPHCTHKH
365 1-[4-(2-nipuaun-2-in-5,6-nurinpo-4H- MS ES* m/e 397,4

niposno[1,2-b]mipasos-3-in)-XiHoniH-7-in]- (M+1)
iMi1a301iIMH-2-0H

Mpuknag 366

4-(2-nipnawnH-2-in-5,6-auvrigpo-4H-niponol[1,2-
blnipason-3-in)-7-(nipnanH-4-inMeTokcu)-xiHomMiH
NI“_//;J o N

4-(2-nipnanH-2-in-5,6-gurigpo-4H-nipono[1,2-b]-

nipason-3-in)-xiHonin-7-on  (0,100r,  0,305mmonb),
TpudbeHindocoiH  (0,080r, 0,305mmonb) Ta 4-
nipugunkap6iHon (0,033r, 0,305Mmonb) 3MmilyHoTh i3
Tonyonom (1,0mn), i gogatoTe Aiisonponinasoavkap-
6okcunat (0,062r, 0,305mmonb). OpepxaHy Ccymilu
HarpiBatoTb npu 75°C npotsarom 18rog. Po3taenstoTb
cymiw TeTparigpodpypaHom i HarpiBaoTe npu 75°C
npotarom 24roa. BHocAaTb cymiw B KOMOHKYy 3 10r
cmonu SCX. KonoHky npomuBatoTb MOCHIAOBHO OUX-
nopmetaHom (120mn), metaHonom (60mn) i cymiwiio
OVXNOPMETaHy 3 2-H. METaHOIbHUM PO3YMHOM amiaky
(4:1) (125mn). OcTaHHO paKuUito KOHLEHTPYTb Y
BaKyyMi, i 3anumwwok xpomatorpadytoTtb Ha SiO, (ento-
€HT CyMill eTunaueTaTy 3 2-H. METAHONBHUM PO34u-
HOM amiaky (9:1)), ooepXylun LiNboBUA MPOAYKT Y
BUrMsAi KOBTYBAaTO-KOPUYHEBOI TBEPAOI PEeYOBUHU
(0,035r, 27%).

MS ES* m/e 420 (M+1).

Cnocobom, onvcaHuMm BuLLEe, OOEPXKYHOTb BKa3a-
HY HMKYEe CMONyKy (SKLO He 3afaHe iHwe):

R

A

IMpuxnan Hazssa npoaykty DiznyHi
Ne XapaKTePUCTUKN
367 4-(2-nipuaun-2-in-5,6-auriapo-4H- MS ES* m/e
miposo[1,2-bjmipason-3-ix)-7-(3-nipuanH-3-in- 448 (M+1)
MPONOKCH)-XiHOMIH

Mpuknag 368
7-(4,5-Avrigpo-1H-imigason-2-in)-4-(2-nipuauH-2-
in-5,6-auvrigpo-4H-nipono[1,2-b]nipason-3-in)-xiHoniH

N-N Ne=
Y
~/ N/
=
A
N

[o cymiwi 2M po3ynHy TpUMeTunanioMiHilo B To-
nyoni (0,5mn, 1,0MMonb) Ta METUNOBOrO CKNagHOro
edipy 4-(2-nipngunH-2-in-5,6-gurinpo-4H-nipono[1,2-
b]-nipason-3-in)-xiHoniH-6-kap6oHoBOT KMCNoTn
(250,0mr, 0,675mmonb) npu Temnepatypi 0°C gopa-
I0Tb Kpanns 3a Kpannew npu nepemiwyBaHHi eTune-
HOiamiH (45mn, 0,67MMornb). Cymiw HarpiBawTb 40
KIMHaATHOI TemnepaTtypu, NiCnsi 4YOoro HarpiBawTb 3i
3BOPOTHUM XONOAWUMBHUKOM MpoTsarom 3rog. Oxoro-
DXylTb cyMmiw i posbaengtoTe i Bogoto (0,5mn) Ta
MeTaHonoMm (1mn). HarpiBatoTb 3i 3BOPOTHMM XOrio-
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ONNbHUKOM npoTaroM 10XB., OXONOAXYKTb, (iNbT-
pylOTb, €KCTparylTb XNopodopMOM, i NMPOMMBaOTb
opraHiyHy casy poscornom. OpraHiyHUIi Lap KOHLEH-
TPYIOTb Yy BaKyyMi, i 3anuwiok xpomartorpadyoTb Ha
SiO; (rpagieHTHe entotoBaHHs Big 10% Ao 30% meTa-
HOMy B AWMXINOPMETaHi), OAEpPXKyl4M BKasaHy B 3aro-
NoBKy cnonyky (46wmr, 18%) y Burnagi Mmacna »xoBToro
KOmnbopy.

MS ES* m/e 381,0 (M+1).

Mpuknag 369

4-[5-(4-pTop-heHin)-2-(6-meTnn-NipuamnH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH

F

H,

(EHanTioMep A)

PauemiyHmn 4-[5-(4-dbTopdeHin)-2-(6-meTunn-
nipuaunH-2-in)-5,6-gurinpo-4H-nipono[1,2-b]-nipason-
3-in]-xiHoniH (110mr, 0,26MMONb) PO3AINSTbL HA YNC-
Ti eHaHTioMepu MeTooOoM npenapaTtMBHOI BUCOKOE-
PeKTUBHOI PiIANMHHOT XpomaTorpadii Ha KOMmoHui 3
copbeHTom Chiralcel OD (50x500mm) (entoeHT i3on-
ponaHon/rentaH, 25:75, geTekTyBaHHA Ha [OOBXMWHI
xBuni 220HMm). ®pakuii, Aki MICTATb CMOMyKy, O BuW-
XOAMTb i3 KOMOHKU nepLuoto, o6'eaHY0Tb | KOHLEHT-
pylOTb, OOEPXKYHYM BKasaHy B 3arorioBKy CMOIyKy
(44wmr, 40%) y Burnsai anerka 3abapBrneHoi MiHu.

'"H AMP (CDCls): & 8,85 (d, J=4,5T'u, 1H), 8,10
(d, J=8,4I'y, 1H), 7,80 (d, J=8,4I'y, 1H), 7,65 (td,
J=1,5, 8y, 1H), 7,35 (td, J=1,5, 8y, 1H), 7,20-7,30
(m, 4H), 6,85-7,10 (m, 4H), 4,80 (dd, J=8,4, 11Iy,
1H), 4,35 (dd, J=7, 11"y, 1H), 4,15-4,25 (m, 1H), 3,30
(dd, J=8,4, 16I'y, 1H), 2,85 (dd, J=6, 16I'u, 1H), 2,30
(s, 3H).

MS APCI" m/e 421 (M+1).

Mpwuknag 370

4-[5-(4-pTop-deHin)-2-(6-meTUN-NipuANH-2-in)-
5,6-gurigpo-4H-nipono[1,2-b]nipason-3-in]-xiHoniH
F.

(esanTiomep B)

PauemivyHnn 4-[5-(4-pTopdeHin)-2-(6-meTun-
nipuauH-2-in)-5,6-gurigpo-4H-nipono[1,2-b]-nipason-
3-in]-xiHoniH (110mr, 0,26MMONb) PO3AINSAITb Ha YNC-
Ti eHaHTiOMepy MeToOooM npenapaTuMBHOI BUCOKOe-
heKTMBHOI piaMHHOI Xxpomatorpacdpii Ha KOMnoHuj i3
copbenTom Chiralcel OD (50x500mm) (entoeHT i3on-
ponaHon/renTtaH, 25:75, geTekTyBaHHA Ha [OOBXMHI
xBuni 220HMm). ®Ppakuii, Aki MiCTATb CNomnyky, Lo BuW-
XOAMTb i3 KONOHKU Apyroto, 06'eQHy0Th | KOHLEHTPY-
I0Tb, OJEPXYHUM BKasaHy B 3arofioBKy CMOMyKy
(59wmr, 54%) y Burnsai anerka 3abapBrneHoi MiHw.

'"H AMP (CDCls): & 8,85 (d, J=4,5T'u, 1H), 8,10
(d, J=8,4I'y, 1H), 7,80 (d, J=8,4I'y, 1H), 7,65 (td,
J=1,5, 8ru, 1H), 7,35 (td, J=1,5, 8ru, 1H), 7,20-7,30
(m, 4H), 6,85-7,10 (m, 4H), 4,80 (dd, J=8,4, 11w,
1H), 4,35 (dd, J=7, 11"y, 1H), 4,15-4,25 (m, 1H), 3,30
(dd, J=8,4, 16"y, 1H), 2,85 (dd, J=6, 16I'y, 1H), 2,30
(s, 3H).

MS APCI" m/e 421 (M+1).
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Mpuknag 371
4-[2-(6-BiHiN-nipnanH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH

0o  posunHy  4-[2-(6-xnop-nipugnH-2-in)-5,6-
avrigpo-4H-nipono[1,2-b]-nipa3on-3-in]-xiHoniHy
(Mpuknag 101) (59wmr, 0,17mmonb) B Tonyoni (0,7mn)
npu KiMHaTHI TemnepaTypi AofaloTb TPUOYTUNBIHI-
nonoso (0,059wvn, 0,19mmonb). Yepes peakuinHy
CyMill MponyckawTb a3oT NPOTAroMm 5xB. i AoAalTb
TeTpakic-(TpudeHindgocdiH)nanagin(0) (10wr,
0,0085mmonb). MNponyckatoTe Yepe3 CyMill a3oT Lie
NpoTAroM 2xB., i HarpiBaloTb peakuinHy Cymi npu
110°C npotarom 18roa. KoHUeHTpyloTb CyMmill y Ba-
KyyMi i oumwatoTb drew-xpomatorpadieto Ha KOnoH-
Ui (SiO2, 20-40% aueTOHy B rekcaHi), ogepXyruu
BKasaHy B 3aronosky cnonyky (35wmr, 62%) y surnsaai
6inoi TBepAoi pe4oBuHN.

MS o6uncneno 338; MS (APCI) (M+1) 339.

Mpuknag 372

3-{4-[2-(6-meTun-nipuauH-2-in)-5,6-gurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHoniH-6-in}-akpunosa
KucnoTa

PosunHalTs MeTunoBuin cknagHuin edip 3-{4-[2-
(6-meTun-nipnamnK-2-in)-5,6-gurinpo-4H-nipono[1,2-
b]-nipa3son-3-in]-xiHoniH-6-in}-akpunoBoi KMCnoTn
(0,040r, 0,1mMmonb) B cymiwi meTaHony 3 Bogoto (3:1,
2mn). Oopatoth rigpokemng nitito (0,010r, 0,25mMmons),
i nepewmiwyoTb cymiw npotarom 18road. BupansioTb
PO34YMHHMK, | BHOCATb 3aNULLOK Y KOJOHKY 3i CMOIOH
SCX i3 metaHonom. lNMNpoBoasiTb entooBaHHSA MeTa-
Honom (50mn), @ NOTiM 2-H. METaHONbHUM PO3YMHOM
amiaky, i oaepxytoTb Uinbosui npoaykT (0,036r, 92%)
y BUMAAi TBepAOi PEeYOBUHM CBIiTMO-KOBTOTO KO-
nbopy.

MS APCI" m/e 397 (M+1).

Cronyku, onvcaHi B LbOMy AOKYMEHTI, 6ynun Bu-
npobyBaHi Ha iHribyBaHHs TGF-B 3rigHO 3 onucaHumu
HWx4Ye meToaukamu BunpoOyBaHb. OpepxaHi npwu
LbOMY pe3ynbTaTh NoAaHO HXKYeE.

Ounwenns peuentopis TGF-B Tunie | Ta Il i pea-
KUii KiHasu in vitro

Ina peuentopie TGF-B tuny | (RIT204D) ta Tuny
Il (RIIWT):

O6nacTb UMTONNa3mMoBOI KiHa3n 3 KiHLEBOW rpy-
noto 6X-HIS koxHoro peuentopa 6yna BuaineHa Ta
ouuLLieHa 3 ni3aTiB KNiTUH kKomax Sf9, sik KopoTko onu-
CaHO HUXYe:

OcapxeHi kniTnHu nicns 48-72rof iHdekuii nia-
Aasanu nisucy B nianucHomy oydepi (LB: 50mM Tpuc,
pH7,5, 150mM NaCl, 50mM NaF, 0,5% NP40 3i cBi-
xopobasneHnum 20MM B-mepkanToetaHonom, 10MM
imigazon, 1MM PMSF, IX noBHoro iHribiTopa npotea-
3u, BinbHoro Bia EOTA (EDTA-free Complete
Protease Inhibitor, npogykt dipmu Boehringer
Mannheim)).

JlizaTn kNiTMH OCBITNOBaNM LEHTPUDYryBaHHAM i
B KoHuUeHTpauii 0,45MkM opinbTpyBanu, nicns 4oro
ounwanu adiHHol xpomatorpacpiero Ha NI/NTA
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(Qiagen).

XpomaTtorpacpiyHa meToanka:

KonoHky BpiBHOBaxytoTb 10 CV LB (CV - ob'em
piavHK, WO AOpiBHIOE 06'€MY KOMOHKM), NPOMMBAIOTb
10 CV 6ydepy RIPA (50MM Tpuc, pH7,5, 150mMM
NaCl, 1% NP40, 1MM EAOTA, 0,25% peokcuxonarty
HaTpito, cBixxogobasneHnn 20MM B-mepkanToeTaHon,
1MM PMSF), npomuatote 10 CV LB, npomuBaioTb
10 CV IX KB (50MM Tpuc, pH7,5, 150mM NaCl, 4mM
MgCl,, 1MM NaF, 2mMM B-mepkanToeTaHon), entoto-
BaHHSA BMKOHYIOTb i3 NiHiMHUM rpagieHTom IX KB, skui
Mictutb 200MM imigason.

O6uasa eH3nMn Manu YnucToty npmbnmaHo 90% i
BMSIBIANM aKTUBHICTb LLOAO aBTOOCHOPUIYBaHHS.

PeakuinHi cymiwi: 170-200HM eHsum B IX kiHas-
Homy Gydbepi (KB), cepis po3BeaeHb BMnNpoboByBa-
Hux cnonyk B IX KB/16% OMCO (kiHueBa KoHLEeHTpa-
uig Big 20MkM go 1HM npu KiHUEBIA KOHUEHTpauii
OMCO 4%); peakuii iHiuitoBanu gogaBaHHAM CyMilli
ATP (kiHueBa KoHLeHTpaLisi 4MkM ATP/1mkKi **P-y-
ATP) B IXKB.

PeakuinHi cymiwwi iHky6ysanu npu 30°C npotarom
1rog.ona RIT204D a6o 40xB. gna RIl WT. Mpununsa-
nv peakuii, i BUKOHyBanu KinbKiCHUA aHanis i3 3acTto-
CYBaHHSIM CTaHOAPTHOI METOOMKN OCa[KEHHS1 3 BU-
KOpUCTaHHAM TpMdTOPOLTOBOI KMCNOTK Ta Bruyayoro
cupoBatkoBoro anbbymiHy (TCA/BSA) Ha cknoBoro-
KOHHI binbTpyBanbHi nnactuHu tuny Millipore Ta pa-
XYBaHHSA CUMHTUNAUIN B PigKOMY CUMHTUAATOPI Ha
npunagi MicroBeta JET.

Tunosi cnonyku 3rigHO 3 UMM BMHaxXo4oM, SKi
MatoTb iHribyBanbHy KoHueHTpauito [C50<20,00mkM
BigHOCHO RIT204D, nepeniyeHi B Tabnuui I

Peuentop TGF-B tuny |

Tabsmus 1

HasBa cronyku

7-meTaHcynbhoHN-4-(2-nipuanH-2-i1-5,6-aurizpo-4H-miposno[ 1,2-b]nipason-3-
1)-XiHOMIH

4-(2-TiodeH-2-in-5,6-aurinpo-4 H-nipono[1,2-b]mipazon-3-i1)XiHOMH

4-[2-(6-6eH3wn-nipuanH-2-in)-5,6-mariapo-4H-niposno[1,2-b]nipason-3-in]-
XiHoMiH
2-(6-MeTHI-TIPHAMH~2-11)-3-1ipHANH-3-11-5,6 - murinpo-4H-nipono[ 1,2-b|nipazon

N,N-aumerwi-3-[4-(2-nipuann-2-i1-5,6-murinpo-4H-nipono[ 1,2-bjnipason-3-in)-
XiHONMIH-7-110KCH | -6eH3amin

T

4-[2-(3-xn10pdenin)-4,5,6,7-rerpariapo-mipasonof 1 \5-a]mipuanH-3-y]-XiHoiH

N,N-aumernin-N'-[4-(2-nipuaun-2-in-5,6-muriapo-4H-niposo[ 1,2-b|nipazon-3-

in)-nipuwinn-2-in]-nponan-1,3-niamin

Jumerun-{4-[4-(2-nipuaun-2-in-5,6-aurinpo-4H-nipono( 1,2-b|nipasosn-3-in)-
MipHanH-2-i10KeH |-6yTii ) -amin

4-(2-nipuann-2-in-5,6-mrinpo-4H-nipono(1,2-H]nipason-3-in)-XiHoaiH-7-
KapGOHOBOI KMCIOTH (3-AMMETHIAMIHO-TIPOITLT)-METHII-aMil

4-[2-(3-tpudropmerokcu-denin)-5,6-auriapo-4H-mnipono[1,2-b]nipason-3-in]-

XiHOH

3—(4-¢mp¢cui.:|)-2-(6-Mcmnnipwnm(-2-iﬁi()-ﬂurinpo-4||»nipono[ 1 ,Z-hllli])ﬂ‘m;

MeTtunosuit cknagunit edip 3-{4-(2-(6-MeTwiI-nipuauH-2-i1)-5,6-auriapo-4H-
nipono[1,2-blnipazon-3-in]-XiHoxiH-7-i1}-aKpHAOBOT KHCIOTH

3-(4-meTokendeHin)-2-(6-MeTuanipuaun-2-i1)-5,6-aurizpo-4H-niponof 1,2-

b]nipason

Merwiamia 4-(2-nipuamH-2-in-5,6-auriapo-4H-nipono(1,2-H|nipason-3-in)-

XiHOMH-7-KapboHOBOT KHCIOTH

N-{3-[4-(2-nipnamu-2-in-5,6-muriapo-4H-nipono[ 1 \2-b]11ipason-3-i1)-XIHOMIH-7-

iI0KeH ] -nponis}-aueTamin
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Mponinamin 4-(2-nipuaus-2-in-5,6-aurinpo-4H-nipono| 1,2-b]mipason-3-ur)-

XiHOJiH-7-Kap6OHOBOI KHCAOTH
Jumern-{3-[4-(2-nipuamn-2-in-5,6-aurinpo-4H-nipono[ 1,2-b]mipason-3-in)-

XiHOiH-7-110KCH ] -TIponin}-amiH

N-(2-numernnamiHo-eTn)-2-[4-(2-nipuauH-2-i1-5,6-aurinpo-4H-niposo[ 1,2-
b]nipa3o-3-i)-XiHoMiH-7 -UToKCH ] -aueTamin

Jlumerwn-{2-[4-(2-nipuams-2-in-5,6-aurinpo-4H-niposo( 1,2-b]nipason-3-in)-

XIHOJIIH~-7~U10KCH ] -eTHI}-aMiH

Tunosi cnonyku 3rigHO 3 UMM BWMHaxo4oM, SKi
MalTb iHribyBanbHy KoHueHTpauito 1C50<20,00mkM
BigHocHO RIl WT, nepeniyeHi B Tabnuui Il.

Peuentop TGF-B tTuny I

Tabanua 11

Ha3ssa cnonyku

Jnmerin-{3-[4-(2-nipuauH-2-in-5,6-aurinpo-4H-nipono[ 1,2-b]nipason-3-in)-

XiHOJH-7-110KCH]-nponit}-aMil

N-(2-auMeTinamiHo-eTin)-2-4-(2-nipuanu-2-in-5,6-auriapo-4H-niposio[ 1,2-
b]nipa3zos-3-in)-xiHonin-7-itokcu] -aueramin

Jumermn-{2-[4-(2-nipuann-2-in-5,6-auriapo-4H-nipono[ 1,2-b]nipasosn-3-in)-

XIHOJIH-T-II0KCH |-eTh | -aMiH

7-6poM-2-izonponin-4-(2-nipuauH-2-ix-5,6-auriapo-4H-niposio[ 1,2-bnipason-3-
i1)-xiHoiH

4-[2-(3-tpudpropmermndenin)-5,6-nurinpo-4H-nipono[1,2-b]nipaszon-3-in|-xinonin

4-[2-(6-meTHr-nipuamH-2-11)-5,6-auriapo-4H-mipono[ 1,2-bnipason-3-in)-6-
(eHin-xiHoNiH

4-(xiHoniH-4-i1)-3-(5-dropnipuaun-2-in)-5,6-aurinpo-4H-nipoao[ 1,2-b]nipason

(2-MeTnn-6yTun)-amin 4-(2-nipwauH-2-1-5,6-auriapo-4H-niposio[1,2-b]nipasosn-

3-in)-xiHoMiH~-7-KapbOHOBOT KMCIOTH

Mipuann-2-inamin 4-(2-nipuanx-2-ii-5,6-auriapo-4H-niposo[ 1,2-b)nipazon-3-
1)-xiHoniH-7-Kap6oHOBOI KHCNOTH

4-5-(3-MeToKeH-(heH i) -2-TipHauH-2-i1-5,6 -auriapo-4H-nipono| 1,2-b]nipason-3-

1] -xiHomin

[3-(7-6poM-XiHoniH-4-i1)-2-(6-MeTHA-TipHUaHH-2-i1)-5,6-auriapo-4 H-niposio[ 1,2-
b]nipa3zon-6-in]-meranon
7-(3-x10p-npOnoKcH)-4-(2-mipuanu-2-in-5,6-aurinpo-4H-niposno[ 1,2-b|nipazon-
3-in)-xiHonix

2-mipuanH-2-1-3-XiHOMiH-4-i

ipazono[1,5-ajninepuauu-7-on

Huxronponinamia 4-(2-nipuaun-2-ia-5,6-auriapo-4H-niposo| 1,2-bnipazon-3-
1)-xiHONiH-7-Kap6OHOBOT KMCAOTH

4-(2-nipuaun-2-in-5,6-aurinpo-4H-niposo[ 1,2-bjnipazos-3-ir)-Xinonin-7-iramis

3-{4-[2-(6-meTwi-NipuauH-2-in)-5,6-muriapo-4H-niposo[ 1,2-bjnipazon-3-in]-
XiHOMiH-7-11}-aKpuioBa Kuciora

3-[4-(2-nipuaun-2-in-5,6-aurinpo-4H-nipono[1,2-bnipason-3-in)-XiHofin-7-i1]-

OKCa30MIiMH-2-0H

3-[4-(2-nipuanH-2-i1-5,6-murinpo-4H-niposo| 1,2-b]nipason-3-ir)-xiHoniH-7-
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npoboByBaHOi cronyku crtaHoBuna Big 20MkM go
0,1HM i kiHueBa koHUeHTpauis AMCO - 0,2%.

5. IHky6ytoTe npu 37°C B aTmocdepi 3 5% CO»
nNpoTArom 2rof.

6. Jopatotb 0,5% FBS/DMEM sk koHTponb abo
TGF-B1, possegeHun B 0,5% FBS/DMEM (kiHueBa
KOHLeHTpauis 10nM) BignosigHo Ao nyHok -/+TGF-B.

7. IHky6ytoTe npn 37°C B aTmocdepi 3 5% CO,
npotarom 16-20rog.

8. BupansawTb cepegosulle i npommBaoTb X
PBS.

9. Bugansiote PBS i nisytotb knitnHu IX nacus-
HUM nisucHuM Bydepom (Passive Lysis Buffer, npo-
AYKT cbipmu Promega) npu KiMHaTHi TemnepaTypi.

10. MippaxoBylOTb aKTMBHICTb nouudepasn Ha
npunagi MicroBeta JET i3 3acTocyBaHHAM BBEAEHHSA
peaktuBy Il Ha moundepasdy (Luciferase Assay
Reagent I, npoaykT cdipmu Promega).

3acTocyBaHHSA LbOro BUMNpPoOyBaHHA AMnS BUMI-
ptoBaHHA akTUBHOCTI peakuii TGF-B onncaHo B poboTi
BpaHna Ta iHwunx [Wrana et al. (1992) Cell 71:1003-
1014].

TunoBi cnonyku 3rigHO 3 UMM BMHAxXo4oM, SiKi
MatoTb iHridbyBanbHy KoHueHTpadito |C50<20,00mMkM
BigHocHO p3TP-Lux, nepeniveHi B Tabnuui ll1.

BunpobysaHHs 3 p3TP-Lux knoHy MviLu

Tabmuus 111

Ha3sBa cnionyku
4-[5-(4-rop-denin)-2-(6-MeTHA-MipUANH-2-11)-5,6-auriapo-4H-nipoao[ 1,2-
b]mipa3on-3-in]-xiHonin (ewantiomep B)

3-(2-x/10p-NipHIMH-4-11)-2-MipUAHH-2-11-5,6~1urinpo-4H-nipono| 1,2-b]mipason

Tinpasun 4-(2-nipuanH-2-i1-5,6-aurinpo-4H-miposno[ 1,2-b]ripa3osn-3-i1)-XiHOMiH-
6-Kap6OHOBOI KHCIOTH

2-(6-MeTHI-TiPUANH-2-11)-3-HadTaniH- 1 -U1-5,6-nuriapo-4H-niposo[ 1,2-b]mipason

2-{4-[2-(6-meTwn-nipuanH-2-in)-5,6-nurinpo-4H-nipono( 1,2-b]mipasosn-3-ut)-
XiHOMH-6-11}-npona-2-o1

6-6en30[ 1,3]niokcon-5-in-4-[2-(6-MeTua-nipuanH-2-in)-5,6-nurinpo-4H-
nipono[1,2-b]nipason-3-in]-xiHomH

8-throp-4-[2-(6-MeTHA-NipHANMH-2-1n1) -5,6~aurinpo-4H-niposo( 1,2-b]nipazon-3-
in]-xiHomH
5-(4-xnopdenin)-3-(4-drop-deHin)-2-(6-MeTHA-NipUanH-2-11)-5,6-auriapo-4H-
miposof 1,2-bjmipazon

4-(6-TizpOKCHMETU - 2-IPUIHH-2-11-5,6-nurinpo-4H-nmipono[ 1,2-bnipazon-3-in)-

XiHoMiH

incynbbanin]-nponas-1-ox
Mertunamin 4-(2-nipuans-2-in-5,6-aurinpo-4H-nipono{1,2-Hnipason-3-i1)-

XiHOMiH-7-KapGOHOBOI KMCIOTH

Erwa-serun-{3-[4-(2-nmipuauH-2-i1-5,6-auriapo-4H-nipono( 1,2-bnipason-3-in)-

XiHOMIH-7-1TOKCH]-Tponin}-aMiH

BunpobysaHHs 3 p3TP-lux knoHy MviLu

CtabinbHuin knoH MvlLu (Cl), wo mictuTb penop-
Tep p3TP-Lux, OyB CTBOpPEHUI i3 3aCTOCYBaHHAM
CTaHAapTHUX MeToAMK TpaHcdekuii Ta cenekuii ny-
pomiumHy. Llen ctabinbHui KnoH 3actocoByBanu Ans
CKPWHIHTIY CNOMyK 3rigHo 3 NpuknagamMu 3a 03HakKok 1xX
3patHocTi go iHribyBaHHss TGF-B-3anexHoro npoay-
KyBaHHS nouundepasm, ik KOPOTKO OMUCAHO HUXKYE:

1. BuciBatotb knitnHn MviLu (Cl) Ha nnactuHu
Wallac™ Black Isoplates.

2. 3anuwiaoTb KNITMHKU Ha HiY OO0 3NUTTS.

3. BupansawTb cepefoBulle i 3aMiHIOTb MOro
cepeposuiem DMEM 3 0,5% cupoBaTtku nnogy Ko-
posu (0,5% FBS/DMEM).

4. [opatoTb cepito po3BeaeHb BUNPOOOBYBaHOT
crnonykn B 0,5% FBS/DMEM 3 powmiwkoto OMCO 3
Takum po3paxyHKoOM, o6 KiHUeBa KOHUEHTpaLlis Bu-

Metunosuit cknanHuit edip 4-[2-(6-MeTua-nmipuanH-2-in)-5,6-auriapo-4H-
niposo[1,2-b]nipason-3-inj-xiHoniH-6-KapGOHOBOI KHCAOTH

N,N-numetn-3-{4-[2-(6-meTwa-nipuann-2-in)-S5,6-aurinpo-4H-nipono[1,2-
b]nipa3osn-3-in]-xiHoNiH-7-i1}-nporioHaMin

(2-ninepuanu-1-in-eTwn)amin 4-[2-(6-meTuanipuanuH-2-in)-5,6-aurinpodH-
niponol1,2-b]mipason-3-in]xiHonin-7-kap6oHOBOT KHCIOTH

7-(3-x510p-nponoxceu)-4-[2-(6-MeTwi-nipuanH-2-in)-5,6-auriapo-4H-niposo[ 1,2-
b]mipason-3-ix)-xiHoniH

7-(3-asenaH- | -ia-nponokcy)-4-(2-nipuans-2-in-5,6-auriapo-4H-niposo(1,2-

b]nipasos-3-in)-XiHomin

[6-(3-xiHONiH-4-11-5,6-auriapo-4H-nipono[ 1,2-b]nipason-2-in)-nipuaun-2-in]-
MeTaHoJ

4-(2-nipuauH-2-i1-5,6-aurizpo-4H-niposo| 1,2- H]mipa3sos-3-i1)-XiHOMH-7-

KapGOHOBOT KHUCIOTH (2-IMMETHIAMIHO-eTHT)-MeTH-aMmil

BunpobyBaHHs kiHa3n p38a in vitro

AxkTnBHMI eH3um p38a/SAPK20. 6yB npuabaHun
y ipmi  "Anctent BanotekHonogxi" (Upsrate
Biotechnology, kaT. Ne14-251). lMpu BuNpoGyBaHHiI
OyB 3acTocoBaHu Bigomuii cybctpat p38a Big EGFR
[FOHr Ta iHwWi - Young et al. (1997) JBC 272:12116-
12121].

Peakuii BukoHysanu B IX Bydepi kiHasu (25mMM
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Tpuc-HCI, pH7,5, 5MM B-rniuepococgar, 2mMM DTT,
0,1MM NazVO,, 10MM MgCl,, 1MKM MiKpoUWUCTUH) i3
5HM p38a, 62,5mkM cyb6eTpary, Big 40mMkM po 0,2HM
BuNpoboByBaHux crnonyk B IX KB/16% OMCO (kiHue-
Ba KoHuUeHTpauis OMCO 4%). Peakuii iHiuitoBanu
popaBaHHamM 100mMkM ATP (kiHueBa KOHLEeHTpauid) 3
1MKKi *P-y-ATP B iX KB i iHky6yBanu npu 30°C npo-
Tarom 40xB. MpunuHanu peakuii PochopHO KMcno-
TOW, i BUKOHYBanu KinbKiCHUA aHani3 i3 3acTtocyBaH-
HAM  pinbTpyBanbHUX ocdouentono3Hux nnacTuH
Tuny Millipore PH Ta paxyBaHHA CUMHTUNAUIN B pia-
KOMY cuuHTUNATOpI Ha npunagi MicroBeta JET.

Tunosi cnonyku 3rigHO 3 UMM BWMHaxo4oM, SKi
MatoTb iHribyBanbHy koHueHTpauito [C50<20,00mMkM
BigHOCHO p38a, nepeniveHi B Tabnuui IV.

p38a/SAPK2a

Tabanus IV

Hassa crniosyku

3-6en3o[1,3]miokco-5-u1-2-(6-MeTHI-NipuanH-2-i1)-5,6-murinpo-4H-nipoao[ 1,2-
b]nipason

Merunamia 4-(2-nipuauH-2-i1-5,6-auriapo-4H-nipono[1,2-H]nipazon-3-i)-
XiHOJiH-7-KapOOHOBOI KHCIOTH

3-HadTaniH-2-i1-2-mipHaAuH-2-i1-5,6-nuriapo-4H-niposo| 1,2-b]mipason

3-[4-(2-nipuann-2-in-5,6-aurinpo-4H-nipono[ 1,2-b]nipasoxn-3-in)-xXiHoniH-7-
itcynbbanin]-nponan-1-on

6-(4-drop-deHin)-4-[2-(6-meTi-mipuanH-2-in)-5,6-aurinpo-4H-nipono| 1,2-
b]nipason-3-in]-xiHoniH

7-[3-(4-MeTni-ninepasnH-1-ii)-nponokcu|-4-(2-nipuaun-2-i1-5,6-aurizpo-4H-
niposio[1,2-b]nipason-3-in)-XiHoniH

7-meTokcu-4-(2-nipuauH-2-i1-5,6-aurinpo-4H-niposo[ 1,2-b]mipasosn-3-in)-
XiHOJlH

7-(3-imizason- [ -Ui-nponokcw)-4-(2-nipuaus-2-u1-5,6-aurinpo-4H-niponof 1,2-

b]mipasosn-3-i1)-xiHomiH

4-[2-(4-dprop-denin)-5,6-murinpo-4H-niposo[ 1,2-b|nipazon-3-in]-xinonin

7-aMmiHO-4-[2-(6-MeTHI-pHUANH-2-11)-5,6-auriapo-4H-niposo| 1,2-bjnipazon-3-
u1]-xiHomin

6-MeTucyabdani-4-(2-nipuaun-2-i1-5,6-auriapo-4H-niposno| 1,2-b)nipason-3-

1)=XiHOJIIH

Merunosu# cxaaanumit edip 4-[2-nipwann-2-u1-5,6-aurinpo-4H-nipono(1,2-
b]nipasos-3-in]-xinonin-7-kapGonosoi kueaoTi

4-(2-nipnanH-2-in-5,6-purigpo-4H-niposo[ 1,2-bnipazon-3-in)-xiHonin-7-
kap6oHosoi kucioti [2-(1H-iminaszon-4-in)-erw]-amin

(R)-[3-(4-drop-denin)-2-(6-MeTHA-mipuanH-2-i1)-5,6-aurigpo-4H-miposro[ 1,2-
b]nipaszon-6-i1)-aueToHitpun

2-uMeTUNaMiHO- N-[4-(2-nipuaun-2-in-5,6-aurinpo-4 H-niposo( 1,2-bnipazon-3-
in)-xiHosin-7-1)-aueramin

4-[2-(6-MeTna-mipnaMH-2-in)-5,6-aurinpo-4H-niposno[ 1,2-bnipazon-3-in]-

XiHONiH-6-KapGoHOBa KHCa0TA

Ounwenns KDR (VEGFR2) ta BunpoGyBaHHs Ki-
Ha3sW in vitro

O6nactb UMTOMNa3MoBOI KiHa3n 3 KiHLEBO rpy-
noto 6X-HIS KDR 6yna BupaxeHa Ta ounieHa 3 ni-
3aTiB KNiTMH Komax Sf9, Ak onucaHo BuLle, 3 TaKow
Moaundikauieto:

IX kiHasHun Bydep Ons NpoMMBaHHS XxpomMaTor-
pachiuHOi KOMOHKM Ta entoloBaHHA OyB 3aMiHEHU Ha
100mM HEPES, pH7,5, 10MM MnCl, ta 5MM (-
MepkanToeTaHon. OgepxxaHuin matepian MaB YNCTOTY
npnbnmnsHo 40% i BMABNSIB aKTMBHICTb LIOAO aBTO-
docdopunyBaHHst TUPO3UHY.

PeakuivHi cymiwi: 1mkr eHsumy B IX KB, cepis
po3BedeHb BunpoboByBaHux crnonyk B IX KB/16%
OMCO (kiHueBa koHueHTpauia Big 20mMkM go 1HM
npu KiHueBin koHueHTpauii AMCO 4%); peakuii iHiui-
IoBanuM goaaBaHHsaM cyMiwi ATP (KiHUeBa KOHLEHT-
palist 4MkM ATP/1mkKi**P-y-ATP) B IX KB.
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PeakuiviHi cymiwi iHkybyBanu npu 30°C npoTtsarom
20xB. lMNpunuHANW peakuii, i BUKOHYBanu KinbKiCHURA
aHanis i3 3acToCyBaHHSAM CTaHOAPTHOI METOAMKM
ocagXeHHst 3 BukopuctaHHam TCA/BSA Ha cknoso-
NOKOHHI hinbTpyBanbHi nrnactuHu Tuny Millipore FC
Ta paxyBaHHA CUMHTUNAUIA B PiAKOMY CLMHTUNATOPI
Ha npunagi MicroBeta JET.

Tunosi cnonyku 3rigHO 3 UMM BWUHaxXoOoM, SKi
MatoTb iHridbyBanbHy KoHueHTpadito |C50<20,00mMkM
BigHocHo KDR, nepeniveHi B Tabnuui V.

KDR (VEGFR2)

Tabmmus V

Ha3sga cronyku

4-(2-nipuauH-2-i1-5,6-aurinpo-4H-nipoio[ 1,2-b]nipa3zos-3-i1)-XiHomiH-7-01

4-(2-nipuauH-2-in-5,6-gurinpo-4H-mipono[ 1,2-b]nipaszon-3-in)-7-(3-

[1,2,3]rpnason-1-i1-nponokcu)-XiHomiH

Beusni-metnn-{3-[4-(2-nipuamn-2-i1-5,6-aurinpo-4H-nipono[ 1,2-b]nipasosn-3-
1)-XiHOMIH-7-1IOKCH | -IIpONit }-aMiH

4-[2-(6-MeTWI-NipUANH-2-11)-5,6-nurinpo-4H-nipono[1,2-bnipason-3-in]-7-(3-

MopdotiH-4-LT-NPONOKCH)-XiHOMIH

(3-mMMeTHIaMiHO-TIpOTIi)-aMif 4-[2-(6-MeTHI-IipHanH-2-i1)-5,6-murigpo-4H-
niposo[1,2-b]nipason-3-in]-xiHoniH-7-KapGOHOBOI KHCIOTH

4-(2-nipuauH-2-in-5,6-aurizpo-4H-niposo[1,2-b]mipasosn-3-in)-7-(3-niponianH-1-

UI-NPOMOKCH)-XiHOMIH

N,N-mumeri-3-[4-(2-nipuauH-2-i1-5,6-nuriapo-4H-niposno[ 1,2-b]mipason-3-in)-

XiHOMiH-7-inoKcu]-GeH3amin

(2-aueTwiamMiHO-eTHI)-aMia 4-(2-nipuauH-2-iu1-5,6-auriapo-4H-nipono[ 1,2~
b]mipasosn-3-i1)-XiHOMH-7-KapGOHOBOI KHCIOTH

Metunosuii ckranHuit edip 4-[2-nmipuams-2-in-5,6-gurinpo-4H-niposo[1,2-
b]nipason-3-i1]-XiHoNiH-7-KapbOHOBOI KMCIOTH

3-[4-(2-nipnnuH-2-in-5,6-murinpo-4H-nipono[ 1,2-b]nipason-3-in)-xiHoniH-7-

inokcu]-npomninamis

4-(6-nipuauH-2-i1-2,3-gurigpo-nipasonol[ 5, 1-bJokcason-7-in)-xiHomiH

(1-{3-[7-(2-xn0p-erokcu)-xiHomiH-4-11]-5,6-murinpo-4H-nipono[ 1,2-b]nipason-2-

UT}-NmponeHiT)-MeTHIeH-aMiH

Metunosuit ckaantuii edip 4-[2-(6-MeTwa-nmipuanH-2-in)-5,6-auriapo-4H-
niiposio[1,2-b]nipason-3-in]-xiHoniH-7-KapGoOHOBOT KHCIOTH

lieTwn-(3-{4-[2-(6-MeThi-nipuanH-2-11)-5,6-murinpo-4H-nipoino[ 1,2-b|mipazon-3-

in]-XiHOMiH-7-U10KCH} -TIPOTTi) -aMiH

4-(7-eToKcHxiHOMH-4-11)-3-(6-MeTHnipuauH-2-11)-5,6-auriapo-4H-nipono[ 1,2-
b]nipason

[o craHiB, "Aki xapakTepu3ylTbCs NiABULLEHOD
akTuBHicTio TGF-B", Hanexatb Taki, B IKUX CTUMYMIO-
eTbca cuHte3 TGF-B, Tak wo TGF- npucyTHIA y 36i-
NbLUEHMX KOHLEHTpaLisX, abo Taki, B AKUX NaTEHTHUI
npoteiH TGF-B HeGaxaHUM YMHOM aKTUBYETbCHA abo
NnepeTBOPIOETLCA B akTMBHUIA npoTeiH TGF-B, abo
Taki, B akux peuentopu TGF-B maioTb nigBuLLeHy
aKTUBHICTb, abo Taki, B skux npoTeiH TGF-3 Busiensie
nigBuLLEHe 3B'A3yBaHHA 3 KniTuHamy abo 3 nosakni-
TMHHOK MaTpuLe B MiCLi nokanisauii 3axBoptoBaH-
HS. Takum YnHOM, B yCAKOMY pasi Bupa3 "nigsuiieHa
aKTUBHICTBL" CTOCYETbCSA Byab-AKOro CTaHy, Npu KoMy
GionoriyHa akTmBHicTb TGF-B € HebaxaHO BMCOKOM,
HesarnexHo Bif, NPUYMHM TaKoro CTaHy.

3 HagnuwkoBuM npoaykyBaHHAM TGF-B1 nos'a-
3aHi YMCNEHHI 3aXBOPOBaHHS. [HriGiTOpU BHYTPILLHBO-
KNITUHHOrO curHaneHoro wnaxy TGF-B € kopucHuMun
3acobamu Ana nikyBaHHA  hibponponicepaTuBHMX
3axBoptoBaHb. KoHkpeTHO, go chibponponidepaTtuns-
HMX 3aXBOPIOBaHb HamnexaTb HUPKOBI po3naau, nos'sa-
3aHi 3 HeperynboBaHol akTuBHicTio TGF-B Ta Hagmi-
pHUM pibpo3oM, B TOMy 4ucni rrnomepyrnoHedpuT
(GN), Hanpvknag, mesaHrianbHuin npornidepaTMBHUN
GN, imyHHU GN Ta niBmicauesuin GN. 1o iHWuX HUp-
KOBUX XBOPOOMMBMX CTaHiB HanexaTtb AiabeTudyHa
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Hecbponaris, iHTepcTMUianbHUA HUPKOBUA  iOPO3,
HUpKOBWIA PiBpO3 y NauieHTiB nicna TpaHcnnaHTauii,
SKi BXMBalOTb LMKIIOCMHOPUH, Ta HedponaTisa, nos's-
3aHa 3 BlJl. lo cyauHHuX poanagis, MoB'si3aHuX i3
KOnareHoM, HamnexaTb MpOrpecuBHUA  CUCTEMHUN
CKIepos, noniomio3nTt, cknepoaepma, AepMaToMmio-
31T, €03NHOINbHUI hacumT, KinbuenodibHa cknepo-
aepmis abo poa3naau, Noe'si3aHi i3 CMHAPOMOM PeliHo.
[o nereHeBnx ibpo3iB, SKi BMHUKAKTb BHACMIOOK
HagmipHoi akTuBHocTi TGF-B, HanexaTb pecnipaTop-
HUN OUCTPEC-CUHAPOM LOPOCHUX, igionaTtuyHuin ne-
reHeBun ibpo3 Ta iHTepcTUUianbHUA nereHeBui
(hibpo3, YacTo NoB'A3aHMA 3 aBTOIMYHHUMK po3naja-
MM, Hanpuknag, i3 CUCTEMHMM YEPBOHUM BOBYAKOM
Ta ckrepoaepMieto, gieto XiMidyHMX areHTiB abo anep-
rieto. |[HWUM aBTOIMYHHMM pPO3nagoM, MOB'A3aHUM 3
dibponponicdepaTMBHNMIN XapaKTepUcTUkamu, € pe-
BMaTOIQHUIN apTpwuT.

[o o4HMX 3axBoptoBaHb i3 GibponponicdepaTms-
HUM CTaHOM HanexaTb nponidpepatuBHa BiTpeopeTu-
HonarTis, WO CynpoBOAXYE onepaLii NPUKPINnIeHHs
CITKIBKM, BUAANEHHS KaTapakTu 3 iMnnaHTauielo BHyT-
PILUHBOOYHOI NiH3K Ta MOCTINaykoMHi onepadii BigHO-
BMIEHHSA ApeHaxy, MoB'A3aHi 3 HaaMIipHUM MpoayKy-
BaHHAM TGF-B1.

@ibpo3Hi 3axBOpOBaHHS, NOB'A3aHi 3 HAAMIPHUM
npoaykyBaHHsaM TGF-B1, MoXHa noginuTu Ha XpOHiy-
Hi CTaHW, Hanpuknag, ibpo3 HMPOK, NereHis Ta nedi-
HKKM, Ta BinbL rocTpi cTaHu, Hanpuknaga, pyouoBaHHS
WKipn Ta pecteHo3 [LambGepneH - J. Chamberlein,
Cardiovascular Drug Reviews, 19(4):329-344]. CuH-
Te3 Ta cekpeuis TGF-B1 kniTmHamm nNyxnuH Moxe
TaKOX CMPUYUHUTY MPUTHIYEHHSA IMYHITETY, SK Lie Mae
MicLe y NauieHTiB 3 arpeCcUBHUMK MyXIMHAMU MO3KY
abo rpygHoi 3ano3u [ApTeara Ta iHwi (1993) -
Arteaga et al., J. Clin. Invest. 92:2569-2576]. MNpoTi-
KaHHS NevLMaHiody y MULLIEN Pi3KO 3MIHIETbCS nig
Bnnueom TGF-B1 [Bappanb-Hetto Ta iHwi (1992) -
Barral-Netto et al.,, Science 257:545-547]. TGF-31
36inbLUy€e TAXKKICTb 3aXBOPIOBAHHA, B TOW Yac AK aH-
TuTina TGF-B1 cTpMmMyloTb PO3BUTOK 3aXBOPIOBAHHS Y
reHeTUYHO CNPUMHATANBUX MULIEN. [[eHeTUYHO pesu-
CTEHTHi MWL CTalTb CAPUAHATANBMMMK OO0 nenwma-
Hio3y npu BBeAeHHi im TGF-B1.

3HayHui BnnmB TGF-B1 Ha ocagkeHHs nosakni-
TUHHOT MaTpuLi PO3rMsHYTO B Kinbkox poboTax [Pokko
Ta 3isge (1991) - Rocco and Ziyaedh. in:
Contemporary Issues in Nephrology v.23, Hormones,
autocoids and the kidney, ed. Jay Stein, Churchill
Livingston, New York, pp.391-410; PobepTe Ta iHLWi
(1988) - Roberts et al.,, Rec. Prog. Hormone Res.
44:157-197]. Ui edektn TGF-B1 BkniovaoTb CTUMY-
nAUito cuHTE3y Ta iHribyBaHHA Aerpagauii KOMMNOHEH-
TiB no3aknitTuHHOi matpuui. Ockinbku CTpykTypa Ta
inbTpaLifiHi BNAacTUBOCTI KMyOO4KiB 3HAYHOK MipOKO
BM3HAYaKTbCS CKNaZOM MO3aKMiTMHHOI MaTpuui Me-
3aHrito Ta knybo4koBoi mMembpaHu, He AOMBHO, LWO
TGF-B1 cunbHo BNnNuBae Ha HUpKU. HarpomagkeHHs
Me3aHrianbHoI maTpuui npu nponipepaTMBHOMY rro-
MepyrnoHedpuTi [Bopaep Ta iHwi (1990) - Border et
al., Kidney Int. 37:689-695] Ta npu giabeTnyHi Hed-
ponartii [Mayep Ta iHwi (1984) - Mauer et al., J. Clin.
Invest. 74:1143-1155] € BupasHUMK Ta JOMIHYHOUMMU
NaTonoriYyHMMN O3HaKaMy 3ragaHnx 3axBOPHOBaHb.
PiseHb TGF-B1 nigBuwyetbca npu AiabeTuyHomy
rnomMepynockneposi (nporpecuBHili HeBponarii)
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[AmamoTto Ta iHwi (1993) - Yamamoto et al., Proc.
Natl. Acad. Sci. 90:1814-1818]. TGF-81 € BaxnuBumM
nocepeiHUKOM npu reHesuci ibpo3y Hupok y Gara-
TbOX MiggocnigHmMx TBapuH [PaH Ta iHwi (1990) -
Phan et al., Kidney Int. 37:426; Okyaa Ta iHwi (1990)
- Okuda et al., J. Clin. Invest. 86:453]. Noka3aHo npu-
FHIYEHHA EeKCMepuMEHTANbHO BUKIMKAHOIO rromMepy-
noHedpuTY Yy NaLOKIB NMpU 3aCTOCYBaHHI CMPOBATKM
npotn TGF-B1 [bopaep Ta iHwi (1990) - Border et al.,
Nature 346:371] Ta npoTeiHy No3akniTMHHOI MaTpuLi,
OEKOpUHY, skuin moxe 3B'azyBatn TGF-B1 [Bopaep Ta
iHwWi (1992) - Border et al., Nature 360:361-363].

Hapnuwok TGF-B1 BUKNNKaE yTBOPEHHS TKAHWUHN
py6uiB wkipn. MNMokaszaHo, WO BBEAEHHSA AHTUTIM, LWO
HenTpanisytote TGF-B1, y kpai paH, WO 3arowTbCs,
Ha LWKipi MaulokiB MpuUrHivye pybuloBaHHS, He BNu-
Bal4M Ha LUBUAKICTb 3aroeHHs paH abo po3puBHY
MiLHicTb paHu [Wax Ta iHwi (1992) - Shah et al.,
Lancet 339:213-214]. B Ton came 4ac BMABIEHO MocC-
nabneHHa aHrioreHesy, 3MEHLUEHHS KinbKOCTi Mak-
podaris Ta MOHOUMTIB y paHi i 3MEHLUEHHS KifbKOCTI
HEOpPraHi30BaHOr0 OCaaXXEHHS KONareHOBMX BOMOKOH
y TKaHWHi pyouiB.

TGF-B1 Moxe OyTU YMHHMKOM MOCTYMOBOrO MO-
TOBLUEHHSA CTIHOK apTepin, ke € Hacnigkom npornide-
pauii KNiTUH rmagkux M'A3iB Ta OCamKeHHS Mo3akri-
TUHHOI MaTpuui B apTepii nicna pekoHCTPyKUil cyauH
i3 3acTocyBaHHAM 6anoHHUX kateTepis. [iameTp pec-
TEHO3HOI apTepii MoXe BHACMIAOK Takoro NOTOBLUEH-
HA 3MeHwunTnca Ha 90%, a ockinbku Ginblua YacTuHa
TaKoro 3MEeHLUEHHsI CNPUYMHEHA NO3aKNiTUHHOK MaT-
puLetlo, a He KNiTMHaMu rmagkMx mM'asis, TO MOXe BU-
ABUTUCS MOXIMBUM BiOKpUTTSA LMX cyauH Ha 50% 3a
paxyHOoK nuiue nocnabneHHs HaaAMIpHOrO OCaKEHHS
NO3aKnNiTUHHOI MaTpuui. Y HEMNOLKOMKEHUX apTepisax
CBUMHEN, TpaHcdikoBaHuXx in vivo reHom TGF-B1, ekc-
npecia reHa TGF-B1 noe'a3aHa sik i3 CMHTE30M No3a-
KNiTUHHOI MaTpuui, Tak i 3 rinepnnasieto [Habenb Ta
iHWi (1993) - Nabel et al., Proc. Natl. Acad. Sci. USA
90:10759-10763]. IHaykoBaHa TGF-B1 rinepnnasia He
Oyna Takow MOLUMPEHOLD, SiK rinepnnasis, iHgykoBaHa
PDGF-BB, npote B pasi TpaHcdekuii TGF-B1 oca-
OXKEHHS1 NO3aKNiTUHHOI MaTpuui 6yno GinbL Bupaxe-
HumMm. 3 rinepnnasieto, iHgykoBaHow FGF-1 (cekpeto-
BaHa ¢opma FGF) y niggocnigHux cBuHen i3
nepeHeceHM reHoM, OCafpKeHHS NO3aKniTUHHOI maT-
puui He nos'asaHe [Habenb (1993) - Nabel, Nature
362:844-846].

IcCHye Kinbka TWMIB pakoBMX MyXSIWH, NPU SKMUX
TGF-B1, akMin BUAINAIOTb NYXNWHU, MOXE YUHUTU
wkianveun Bnnue. KniTuHM paky npoctatu nautokis
Tvny MATLyLu [lWTanHep Ta Bappak (1992) - Steiner
and Barrack, Mol. Endocrinol. 6:15-25) ta kniTuHu
paky rpygHoi 3anosu noauHu tuny MCF-7 [ApTeara
Ta iHwi (1993) - Arteaga et al., Cell Growth and Differ.
4:193-201] cTatoTb Ginbl KaHUEPOreHHUMK Ta MeTa-
CTa3HO aKTUBHUMMW Nicnsa TpaHCeKLiT BEKTOPOM eKc-
npecii TGF-B1 muwen. TGF-B1 nos'asanuii 3 aHriore-
He30M, MeTacTa3aMu Ta HECNPUSITIIMBUM NMPOrHO30M
PO3BUTKY Yy BUNadkax paky NpoctaTy MoAWMHK Ta npo-
rpecylo4oro paky wwnyHka [Bikctpom Ta iHwi (1998) -
P. Wikstrom et al., Prostate 37:19-29; Caito Ta iHwWi
(1999) - H. Saito et al., Cancer 86:1455-1462). Y Bu-
nagkax paky rpygHoi 3anosu HecnpuaTivMBKIA NPOrHO3
noB'sa3aHun i3 nigeuweHnm pisHeM TGF-B [HikcoH Ta
iHwi (1987) - Dickson et al., Proc. Natl. Acad. Sci.
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USA 84:837-841; Kacug Ta iHwi (1987) - Cancer Res.
47:5733-5738; Oani Ta iHwi (1990) - Daly et al., J.
Cell Biochem. 43:199-211; bappetT-Jli Ta iHwi (1990)
- Barrett-Lee et al., Br. J. Cancer 61:612-617; KiHr Ta
iHWi (1989) - King et al., J. Steroid Biochem 34:133-
138; Yenu Ta iHwi (1990) - Welch et al., Proc. Natl.
Acad. Sci. USA 87:7678-7682; Yokep Ta iHwi (1992) -
Walker et al., Eur. J. Cancer 238:641-644], a iHayky-
BaHHs TGF-B1 npu nikyBaHHi TamokcudeHom [ByTTa
Ta iHwi (1992) - Butta et al., Cancer Res. 52:4261-
4264] nos'A3aHe 3 HeedEKTMBHICTIO NiKyBaHHA paky
rpygHoi 3ano3u TamokcudgeHom [TOMMCOH Ta iHWi
(1991) - Thompson et al., Br. J. Cancer 93:609-614].
AnTuTina go TGF-B1 npurHivyoTb PicT KNiTUH paky
rpygHoi 3anosu noguHn tuny MDA-231 y aTUMIiYHKX
muwewn [Apteara Ta iHwi (1993) - Arteaga et al., J.
Clin. Invest. 92:2569-2576]; ue nikyBaHHsi KOpentoe 3
NiABULLEHOID aKTUBHICTIO NPUPOOHUX KMITUH-KiNepiB
(NK) cenesinku. Knitnin CHO, TpaHcdikoBaHi nateH-
THUM TGF-B1, Takox BUSBNAIOTb 3HMKEHY EKTUBHICTb
NK Ta nigBuleHy iHTEHCUMBHICTb POCTY NYyXMUHW Y
ronvx muwen [Yonnik ta iHwi (1990) - Wallick et al.,
J. Exp. Med. 172:1777-1784]. Taknm ynHom, TGF-B1,
AKUA  BUAINSAITL MNYXNWHW TPYAHOI  3arosn, Moxe
CMPUYUHUTN €HOOKPUHHE MPUTHIYEeHHS iMyHiTeTY. Mo-
KasaHo, WO BUCOKi KoHueHTpauii TGF-B1 y nna3smi
BKa3yloTb Ha HeraTMBHUW MPOrHO3 ANd nauieHTiB i3
Nporecyynm pakom rpyaHoi 3anosu [AHwep Ta iHwWi
(1993) - Anscher et al.,, N. Engl. J. Med. 328:1592-
1598]. Y naujieHTiB i3 BUCOKMM PiBHEM LIMPKYITHOHYOro
TGF-B nepen BMCOKOOO30BOK XiMioTeparieto Ta aB-
TOTpaHCMNMNaHTaLien KICTKOBOro MO3KY iCHYE BUCOKUM
CTYNiHb  PU3NKY PO3BUTKY TrEMaTU4YHOTO  BEHO-
OKMO3NBHOro 3axsoptoBaHHs (15-50% ycix nauieHTis
i3 piBHeM cmepTHoCTi Ao 50%) Ta igionaTtuyHOro iHTe-
pcTuuiansHoro nyneMoHiTy (40-60% ycix nauieHTiB).
Lli dpakt BkasyrooThb, Wo (1) nigsuiieHi pisHi TGF-B1
y nnasmi MoXHa BMKOpUCTaTu Ang igeHTudikauii na-
LEHTIB NEBHMX IPYN PU3NKY i (2) LLO 3HMKEHHSA PiBHSA
TGF-B1 moOxe npu3BeCcTM OO0 3HWXEHHS 3axBOpHOBa-
HOCTi Ta CMEepPTHOCTI NauieHTiB, AKUX MiKyloTb LMK
3BMYaNHMMKM 3acobamu Bif paky rpygHoi 3anosu.
barato 3nosKicHUX KniTMH BMAINAITL TpaHcdop-
Mytoun dpaktop pocty (TGF-), Wwo € NOTYy>XHUM iMy-
HOAENPECaHTOM; Lie 403BOMNSE NPUMNYCTUTH, WO BUAI-
nenHsa TGF-B moxe aBnatm coboo  3HAYHMN
MeXaHi3M 3aXUCTy MyXMWHW Bif iMyHHOI CMCTEMU Xa-
3diHa. BcTaHoBneHHsa cybnonynsauii nenkoumTie i3
nopyLweHnM curHaneHum wnsxom TGF-B y xassiHa
NyXNMHU Moxe ByTu noTeHuianbHUM 3acoboMm iMyHo-
Tepanii paky. TpaHCreHHi nigaocnigHi TBapuHu 3 no-
pyLleHuM curHaneHum wnsaxom TGF-B y T-knituHax
30aTHi pyrMHYBaTM HOPMAnbHO meTanbHy MyXIUHY
nimgpomn EL4, saka iHTeHcmBHO npoaykye TGF-B1
[Fopenik Ta ®nerBenn (2001) - Gorelik and Flavell,
Nature Medicine 7(10):1118-1122]. TNocnabneHHs
cekpeuii TGF-B y kniTMHax NyxnuHu nNpu3BOAMTbL OO
BiJHOBMEHHSA IMYHOrEeHHOCTi Xa3siiHa, B TOW 4ac $K
HeuyTnuBicTb T-kniTuH go TGF-B Buknukae npucko-
peHy AndepeHLUiauilo Ta aBTOIMYHHICTb, efeMeHTU
AKMX MOXYTb OyTu noTpibHi ans 6opoTbbu 3 nyxnu-
Hamu, WO BUAINSATbL aBTOAHTUrEHW, y xassiHa, Y
SIKOrO CTBOPEHO TONepaHTHICTb. IMyHOAenpecuBHi
edektn TGF-B matoTbca Ha yBasi Takox y migrpyni
BlJl-iHdpikoBaHUX XBOPUX, Y SKUX IMYHHa peakuis Hu-
K4Ya MOPIBHSHO 3 MPOrHO30M, L0 TFPYHTYETLCS Ha
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cniBBigHOLEHHI Kinbkocten T-knituH CD4/CD8 [[ap-
6a Ta iHwi (2002) - Garba et al., J. Immunology
168:2247-2254]. AHTuTINA, WO HewTpanisytoTe TGF-
B, 30aTHi 3miHIOBaTU edeKkT Ha NPOTUMNEXHUIA Y Kinb-
TYpi KMiTWH, BKasykouu, WO iHriGiTopy curHanbHoi aji
TGF-B MOXyTb HeWTpanisyBatu iMyHHY Jenpecito,
NPUCYTHIO Y wiei nigrpynu BIJ1-iHdikoBaHNX XBOpMX.

Ha Hambinbw paHHiX cTagiax KapuuHoreHesy
TGF-B1 Moxe AIFITU K MOTYXXHUIA MPUrHidyBay nyx-
NMHK | onocepeakoByBaTW Ait0 Aeskux ximionpodina-
KTUYHUX areHTiB. [1poTe B MEBHWA MOMEHT PO3BUTKY
Ta MOLUMPEHHS 3MOSAKICHUX HOBOYTBOPEHb KMITUHU
NyXIMHKU, O4EBMOHO, YHUKAIOTb NPUTHIYEHHS POCTY nig
BnnuBom TGF-f, nNpu UbOMY y MIKPOOTOYEHHI LUX
KNiTUH napanenbHO yTBOpLETbCA GioakTuBHuA TGF-
B. MopgginHa ponb TGF-B sk iHribiTopa Ta npoMoTopa
NyXNuH Hamnbinblw SCHO BUSABMIIACA B TPAHCTEHHIN
CUCTEMI, SiKa CMpUYMHSIE HagMipHe NPOAYKYBaHHS
TGF-B y kepaTtuHoumTax. B Ton 4ac sk Ui TpaHcreHu
Oynun Ginblw CTINKUMKW OO0 YTBOPEHHS AOBPOSAKICHMX
ypaxeHb LUKipW, LWBWMAKICTE MEeTacTa3HOro neperso-
peHHs y HMX pi3ko 3pocna [Ki Ta iHwi (1996) - Cui et
al., Cell 86(4):531-42]. NpoaykyBaHHa TGF-B1 3nos-
KICHAMM KNITUHAMKU Yy NEPBUHHUX NyXJNIMHaX, OYeBUa-
HO, NOCUNIOETLCS B Mipy MOCMiAOBHUX eTaniB noLuu-
PEHHSI NyXNUHW. [JOCRimMKEeHHA YMCNEHHUX TONMOBHUX
eniTenianbHMX pi3HOBMAIB paky cBig4aTb, WO MigBuU-
WeHHa npoaykyBaHHa TGF-B pakoBumu nyxnuHamm
NIOANHW Mae Micle Ha BigHOCHO Mi3HiX cTagisx noun-
peHHs nyxnuHu. Kpim Toro, uen TGF-B nyxnuHHOro
NMOXOOXKEHHS CENEKTUBHO CrpUsie PO3BUTKY KNiTUH
NyXNuHW i i nowmpeHHo. Bnnue TGF-f Ha kniTWHHO-
KNITUHHY Ta KNiTMHHO-CTPOMOBY B3aEMOfi0 NPU3Bo-
OWTb 00 GinNbLUOi CXUNBHOCTI OO0 iHBa3ii Ta po3BUTKY
MeTacTasiB. TGF-B NyxnMHHOrO MOXOMKEHHA MOXe
3a6e3neynTn 3axXUCT NYXNIMHHUX KMiTWUH Big BNNuBY
iIMYHHOrO KOHTPOIIO, OCKIMbKN BiH € MOTYXXHUM iHriGi-
TOPOM KITOHANbHOMO MOLUMPEHHA aKTUBOBAHUX IiM-
douuTiB. MNokazaHo Takox, wo TGF-B iHribye npoagy-
KyBaHHA  aHrioctatuHy. TepaneBTW4Hi  cnocobwu
niKyBaHHA paky, Hanpuknag, pagiotepania Ta Ximio-
Tepanis, iHOYKYlOTb NpPOAYKYBaHHS aKTMBOBAHOIO
TGF-B y NyxnuHi, TUM camMnM CNPUSIOYN CENeKTUB-
HOMY POCTY 3MOSIKICHUX KNiTUH, PE3UCTEHTHWUX [0
edekTiB iHribyBaHHa pocTy nig snnveom TGF-B. Ta-
KMM YMHOM, Ui cnocobu nikyBaHHSA paky nigBULLYHOTb
pU3MK Ta IHTEHCUMIKYIOTL PO3BUTOK MYXIUH i3 MiaBK-
LLIEHOI LIBUAKICTIO POCTY Ta 34aTHICTO A0 iHBasii. B
Takin cuTyauil areHTun, SKi UinecnpsMoBaHO BMfvBa-
10Tb Ha onocepenkoBaHy TGF-B nepepady curHany,
MOXYTb 3abe3neynT BUCOKOEMEKTUBHY CTpaTerito
nikyBaHHs. MNMokasaHo, WO Pe3NCTEHTHICTb MYXMTUHHMX
kniTH go TGF-B 3HayHO0 Mipoto HenTpanisye LuTo-
TOKCUYHMI edbekT pagioTepanii Ta ximioTepanil i Lo
crpvyMHeHa TakMM nikyBaHHAM aktuBauis TGF-f B
CTPOMi MOXe BUABUTUCA HaBIiTb LUKIOMMBOK, OCKINbKN
MOXe CNPUYUHUTU NiABULLEHY CNPUMHATAMBICTL MiK-
POOTOYEHHS OO MOLUMPEHHS NYXJUHW i CNpUSiE NOL-
KOIDKEHHIO TKaHWH, sike NPU3BOAUTbL [0 BUHWUKHEHHS
(ibpo3y. IMoBipHO, WO 3acTocyBaHHS iHriGiTOpiB ne-
penadvi curHany 3a ydactio TGF-3 okpemo abo B kom-
GiHauiax 3 iHwuMmK 3acobamu Tepanii 6yae cnpuATu
NiKyBaHHIO NPOrpecyyoro paky.

Cronyku 3rigHO 3 UMM BUHaxo4oOM KOPMCHI Ans
NiKyBaHHA paky Ta iHLUMX 3aXBOpOBaHb, Ha SKi BNu-
Bae TGF-@, BHacnigok iHrioyBaHHst TGF- y nauieHTa,
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KM NoTpebye Takoro MikyBaHHS, LUNAXOM BBEAEHHS
B Oro opraHiam 3ragaHux cnonyk. IHribitopn TGF-f3
KOPUCHI TakoX npw nikyBaHHi aTtepockneposy [Mak-
Kacdpppi — T.A. McCaffrey, TGF-Bs and TGF-B
Receptors in Atherosclerosis: Cytokine and Growth
Factor Reviews 2000, 11, 103-114] Ta xBopobu Anb-
yrenvepa [Macnis Ta iHwi - E. Masliah et al.,
Functional Role of TGF-B in Alzheimer's Disease
Microvascular Injuri: Lessons from Trangenic Mice:
Neurochemistry International 2001, 39, 393-400].
dapmaueBTUYHI KOMMNO3uLLiT

Komnosuuii 3rigHo 3 UMM BMHAXo4oM MICTSTb Te-
paneBTUYHO emEeKTUBHI KiNbKOCTi BULLIE3a3HAYEeHMX
aHTaroHictiB TGF-B. Komnoauuito MOXHa BMroToBns-
TK i3 3aCTOCYBaHHAM BiJOMMX HamnoBHIOBauiB, PO3pi-
OXyBadiB abo HociiB i npecyBatn B Tabnetkm abo
BUFOTOBMAT E€NIKCUPU YU PO3YMHM ONA 3PYHHOCTI
nepopanbHOro 3acTtocyBaHHsi abo BBeOEHHS BHYTpi-
LWHBOM'A30BMM ab0 BHYTPILUHBOBEHHWUM  LLMSIXOM.
3ragaHi cnomnykn mMoxHa BBOAWUTU B OpraHiaMm yepes-
LWKipPHUM crnocoboM, a TakoX BUrOTOBAATW Y BUINSAAI
0030BaHMX OpM 3 MOAUMDIKOBAHUM BUBINIbHEHHAM
TOLWO.

Cnoci6 nikyBaHHs nauieHTa-rnognHn 3rigHo 3 UM
BMHAXOLOM BKIIOYaE BBEOEHHHA B OpraHiam nauieHTa
aHTaroHictiB TGF-B. AnTtaroHicTn TGF-B BBOASATLCSA
00 ckragy nikapcbkux ¢opMm, ki MOXHa BBOAUTM
nepopanbHUM Ta peKkTanbHUM LWAsiXaMu, MiCLEeBo,
napeHTepansHo, Hanpuknag, LIAXoM iH'ekuii Ta 6es-
nepepBHOi abo NepioguyHOI BHYTPILLHbOAPTEpPIanbHOI
iHdysii, y cpopmi, Hanpuknag, Tabnetok, nNacTunok,
cybniHreanbHMx TabneTok, nakeTiB-cawle, o6NaToK,
enikcupis, renemn, cycneHsiin, aeposorniB, masewn, SKi
MicTaTb, Hanpuknag, 1-10% (mac.) akTMBHOI Cnonyku
y NpUAaTHIN OCHOBI, TBEPAUX Ta M'SKUX XeNnaTUHOBUX
Kancyn, cynosuTopiiB, iH'€KUIMHWX pO34YMHIB Ta Cy-
CneHsin y gisionoriyHo NPUNHATHUX cepeaoBMLLax Ta
CTepunbHMX hacoBaHMX NOPOLLKIB, agcopboBaHuxX Ha
mMarepiani-Hocii, AnA NPUroTyBaHHS iH'EKUiNHMX pO3-
YMHIB. 3 Li€l0 METO AOLiNbHO BUIOTOBMATU KOMMO-
3uLii B popMi 4O30BaHUX OAMHULG, NPU LbOMY nepe-
Bara Bifa€eTbCa AO30BaHMM OONHULSAM, KOXHA 3 SKUX
MiCTUTb Big NpubnunsHo S5mr oo npubnusHo 500mr (Big
npubnusHo 5mr go 50mMr y BunagKky napeHTepansHoro
abo iHransuinHoro sacTtocyBaHHA i Big nNpWBNM3HO
25mr go 500mr y Bunagky nepopanbHoro abo pekra-
JNIBHOTO 3aCTOCYBaHHSA) 3ragaHux cronyk. MoxHa 3a-
crtocoByBaTtu AoboBi fo3n Big npubnuaHo 0,5mr/kr oo
npubnuaHo 300Mr/kr, y BapiaHTi, SkOMy BigAaeTbCA
nepesara, Big 0,5mr/kr go 20Mr/kr, akTUBHOTO iHrpeai-
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BM3HAYa€E Jfikap 3 ypaxyBaHHAM YCiX peneBaHTHUX
o6CTaBvH, B TOMY YMCHi CTaHy Yv 3aXBOPIOBaAHHS, sIKe
nignsarae nikyBaHH, BMOOPY 3acTOCOBYBaHOI Crony-
K, obpaHoro Lnsixy BBeAEHHs B opraHiam. OTxe,
BKa3aHuWM BMLle [iana3oH 03, SKOMY BigOa€eTbCcA
nepesara, He Cnig po3rnagaTtv Sk 00OMexeHHs obcary
LbOro BMHaxoay.

Jlikapcbki bopMK, KOPWUCHI ONA OKpPeMoro BBe-
OEHHA B OpraHiam 3ragaHux aHTarodictieB TGF-B, sk
NpaBuIo, MICTATb LLOHAaNMEHLIE OAHY CMOmnyKy, BUO-
paHy 3i Cnomnyk, oxapakTepu3oBaHWX B LibOMY OMWUCI,
3MilaHy 3 Hociem abo posbasneHy HocieM, abo BMi-
LLeHy Yu 3akancynbOoBaHy B NpuaaTHOMY Ansi KOB-
TaHHS Hocii B dopMi kancynu, nakeTa-cawue, obnartku,
nanepoBoro naketTuka abo iHWOro BUAY KOHTeWHepa,
abo B 0QHOPa30BOMY KOHTEWHepi, Hanpvknazg, B am-
nyni. Hociem abo po3spigxyBadyem moxe O6yTn TBEp-
O, HaniBTBepamn abo pigkuin matepian, SKUin Moxe
OyTu HocieM, HamnoBHoBa4YeM abo cepenoBULLEM AN
aKTUBHOI nikapcbkoi pevoBuHU. [lo npuknagis pospi-
AxXyBsadie abo HOCIiiB, fKi MOXHa 3acTocoByBaTu B
dapmaLeBTUYHNX KOMMNO3MLiSIX 3rigHO 3 UMM BUHaXO-
OOM, € NaKTo3a, AeKCTPo3a, caxaposa, copbiT, MaHiT,
nponineHrnikonb, BaseniHoBe Macno, 6Ge3bapBHUIA
M'SIKUI NapadoiH, KaoniH, aepo30sibHUIN Aiokeua, Kpem-
Hil0, MIKpOKpUCTaniyHa Lentnosa, cunikaTt Kanbuito,
OIOKCMA KPEeMHio, NONiBiHINNIponigoH, ueTocTeapu-
NOBWIA CMMPT, KpOXmarb, MOAWMIKOBaHI BUOW KpPOX-
Mario, akauieBa kamefgb, docdaT Kanbuilo, Macno
Kakao, eTOKCMIbOBaHi ckragHi edipu, kakaosa oriis,
apaxicoBa onisi, anbriHaTK, TparaHT, XenaTuH, cupon,
MeTUILenonosa, noniokcieTuneHcopobiTaH-
MOHOmaypaT, eTunnakrar, MeTun- Ta nponinrigpok-
cnbeHsoatu, copbiTaH-Tpuonear, copbiTan-
cecksioneaT Ta ONeinoBMM CMPT, a TaKOX NponeneH-
TW, Hanpuknag, TpuxnopdTopmeTaH, AnxnopamdTo-
pMmeTaH Ta guxnoprteTpadTopeTaH. B komnosuuii ana
TabneTtok MOXHa [JdodaBaTy 3MallyBarnbHWUA areHT
Ans 3anobiraHHA arnomepauii Ta nNpUXONoBaHHA
MOPOLLKOMNOAiIOHUX iHrpedieHTiB y npec-chopmax Ta oo
NnyaHCOHIB TabrneTyBanbHWX MalwuH. Onsa uiei metn
MOXHa 3acTOCOBYBaTuW, Hanpuknag, creapaty anomi-
Hito, marHito abo kanbuilo, Tanbk abo MiHepanbHe
macno.

Cepepn nikapcbknx ¢OpM 3rigHO 3 LM BMHAXO-
OOM nepeBara BigOaeTbCcA kancynam, TabneTtkam,
Cyrno3uTopisaM, iH'EKLIMHUM po3YMHaM, Kpemam Ta
Ma3sam. OcobnuBa nepeBara BigAaeTbCs KOMMO3WLi-
AM ANS  iHransauinHoro 3acToCyBaHHS, Hanpuknag,
aepo3onisaM, KoOMNosuuiam gns iH'ekuin Ta gna nepo-

€HTa, Xo4a Inerko 3p03yMiTM, WO KiNbKiCTb Cnonyku, panbHoro 3aCTOCyBaHHA LUNAXOM KOBTaHHA.
3acTtocoByBaHy B KOXHOMY KOHKpeTHOMY BuNagky,
Komm’'toTepHa BepcTka T. Yenenesa MignucHe Tupax 26 npum.
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