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(57) 1. Cronyka copmynm (1):
5

abo ii cinb, ectep abo amig;

ne:

X siBrnsie coboro O aBo S, S(O) abo S(O),, abo NRE,
ne R® sisnsie coboto BoaeHb abo C1sankin;

R® siBnsie coboto pyny dopmynu (a) abo (6):

2
RGZ\ RGZ\
N—N N—N
N \ " N \ )
RGO RGO

, (a) . (6)
Ae * Bkasye micLe npuegHaHHsA go rpynm X y doopmyri
(1)

R1, Rz, R3, R4, He3anexHo, BUOMpalTb 3 BOAHIO,
ranoreHy, uiaHo, HiTpo, TpudtopmeTuny, Cq.zankiny, -
NR'R® a6o -X'R®;

R’ i R® aBnsoTb coboto, He3anexHo, BoAeHb abo Ci.

3arkKim;

X' aBnsie coboro npoctui 3B's130K, -O-, -CHz-, -OCO-,
kapBoHin, -S-, -SO-, -SO2-, -NR'°CO-, -CONR''-, -
SO:NR'%, -NR"*S0,- a6o -NR™-;

R1°, R“, R12, R i R™ asnsioTs coboto, He3arnexHo,
BoAeHb, Cqzankin abo CizankokciCo.zarnkin;

R® BMOUPalOTb 3 OAHIE 3 HACTYMHWX FPyM:

1) BogeHb abo Cisankin, wo Moxe Oytn
He3amileHnn abo skuiA Moxe Oyt 3amileHnin
ogHielo abo Oinbwe rpynamu, Sk BubOMpaloTb 3
rigpokcu, cho!)y abo amiHo;

2) C1.5ankinX“COR"™ (ge X? siBnsie coboio -O- abo -
NR'6- (me R'S aBnsie coGoro BoaeHb, Cizankin abo
C1-3ankokciCo.zankin) i R'® asnse coboto Cizankin, -
NRR™ a6o -OR"™ (ge R, R"™ i R", wo moxym
6yt ogHakoBMMKM abo pi3HUMWK, KOXeH siBRsie co6oto
BoAeHb, Ci3ankin abo Cq.zankokciCo.zankin));

3) CrsankinX’rR% (me X3 aBnsie coboro -O-, -S-, -SO-,
-S0,-, -OCO-, -NR?'CO-, -CONR?*-, -SO,NR*-, -
NR?*SO2- abo -NR®- (ge R?', RZ R%, R* i R®
KOXEH, HesanexHo, aBnsie coboto BoaeHs, Cqzankin
abo C1.zankokciCozankin) i R?° agnsie coboto BOJEHb,
C13arkin, UMKNONeHTUn, uMkrorekcun abo 5- abo 6-
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YNIEHHY Hacu4eHy reTepouukniyHy rpyny 3 1 abo 2
retTepoartomamu, Lo, He3anexHo, Bubupatote 3 O, S i
N, ne CiszankinbHa rpyma moxe Hectn 1 abo 2
3aMiCHUKN, siKi BUOMPaKOTb 3 OKCO, MgpPOKCH, ranoreHy
i C14ankokcy, i e uMkniyHa rpyna moxe Hectu 1 abo
2 3aMmicHuku, siKi BUOMpalOTe 3 OKCO, TFiApoKCH,
ranoreHy, Ciqankiny, Ciarigpokciankiny i Ci.
4arKokcu);

4) CysankinX*CqsankinX°R% (ne X* i X°, wo mMoxym
6yT1 ogHakoBMMYK abo Pi3HUMK, KOXKEH ABrsie cobot -
O-, -S-, -SO-, -SO,-, -NR¥CO-, -CONR?-, -SO,NR*-
, -NR¥S0,- a6o -NR*'- (ge R?, R®, R®, R¥® | R¥
KOXEH, HesarnexHo, sBnse cobot BodeHb, Ci.zamkin
abo Ci.3arkokciCosankin) i R% sBnsie co6oio BoAeHs
abo Cqzankin);

5) R¥ (npe R* sBnse coGolo 5- abo 6-umeHHy
HacuyeHy reTepoumKniyHy rpyny (mpvegHaHy 4depe3s
Byrneub abo a3oT) 3 1 abo 2 reTepoatomamu, LIO,
He3anexHo, BubumpawTe i3 O, S i N, pe
retepouukrniyHa rpyna moxe Hectm 1 abo 2
3aMiCHUK, ki BUOMPaKOTb 3 OKCO, MAPOKCH, rasioreHy,
Cisarkiny, Ciarigpokciankiny, Cigankokcy, Ci.
sankokciCqaarnkiny i Ci4ankincynbgoHinCisankiny);
6) CisarkinR* (me R* € Takum, sik BU3HaYeHo TyT
paHiLe);

7) CasankeHinR* (ne R* € Takum, sik BU3HaueHo TyT
paHiLe);

8) CasankininR*? (me R* € Takum, sik BUSHauYeHO TyT
paHie);

9) R® (ne R® sBnse coGow nipugoHoBY rpyny,
deHinbHy rpyrny abo 5- abo 6-uneHHy apomatuyHy
reTepounknivyHy rpyny (MpuegHaHy uyepes BYyrfeub
abo asor) 3 1, 2 abo 3 reTtepoatomamu, siKi
BubupatoTk i3 O, N i S, oe nipuooHoBa, deHinbHa abo
apomMaTuyHa reTepouyKnivyHa rpyna MoxyTb HECTU OO
5 3aMiCHUKIB Ha [OCTyrMHUX atoMax Byrreuto, sKi
BMOUpatloTb 3 rigpokcu, ramnoreHy, amiHo, Cq4arnkiny,
Cq4ankoken, Carigpokciankiny, CisamiHoankiny, Ci.
4arnkinamido, C14riopokciankokcu Kapbokcu
TpUdTOPMETURY, LiaHo, -CONR34R35 i -NR BCOR‘#
(ne R* R¥, R*®iRY, wo mMoxyTb 6yTv ogHakoBUMM
abo pi3HUMK, koXeH aBnsie cobor BoaeHb, Ci4arnkin
abo C1.3aJ'IK0KCi02.3aJ'IKiJ'Q);

10) CrsarkinR® (ne R® € Takum, sik BU3HaueHo TyT
paHiLe);

11) CasankeHinR® (ge R® e Takum, sik BU3HAuYEHO
TYT paHiLLe);

12) CasankininR*® (ne R* € Takum, sik BU3HaYeHO TyT
paHiLe);

13) C1sankinx®R% (e X8 aBnsie coboro -O-, -S-, -SO,
-S0,-, -NR¥CO-, -CONR¥-, -SO.NR*’, -NR*'SO.-
abo -NR*- (ne R38, R39, R4°, RY i R® KOXEH,
HesarnexHo, siBnsie coboto BoaeHb, Cqzankin abo Ci.
sankokciCo.zankin) i R* ¢ Takum, sk BM3HauYeHO YT
paHiwe);

14) CasankeHinX'R*® (ne X’ siBnsie coboto -O-, -S-, -
SO-, -SO2, -NR®CO-, -CONR*-, -SONR*-, -
NR*S0,- a6o -NRY- (e R* R* R*, R* i RY
KOXEH, HesanexHo, sBnse cobot BoaeHb, Cizankin
abo CiaankokciCosankin) i R® ¢ Takum, K
BM3HA4YeHO TyT paHiwwe);

15) CosankininX®R* (ne X8 asnsie coBoto -O-, -S-, -
SO-, -SO2, -NR®CO-, -CONR*-, -SO,NR*-, -
NR®'S0,- a6o -NR%%- (ge R*, R*®, R®, R® i R®
KOXEH, HesanexHo, siBnse coboto BodeHb, Ci.zankin
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abo CiaankokciCosankin) i R® ¢ Takum, SK
BMU3HAYEHO TYT paHille);

16) C13ankinX®C.zankinR>® (ne X°® siBnsie coboto -O-,
-S-, -SO-, -SO2-, -NR**CO-, -CONR*-, -SO,NR*-, -
NR*®S0O,- a6o -NR¥- (me R* R¥ R%, R® i RY
KOXXK€EH, He3anexHo, aABnsie coboto BoaeHb, Ci.3ankin
abo CjaankokciCosankin) i R® ¢ TakuMm, SK
BMU3HAYEHO TYT paHille);

17) C13ankinX®C.zankinR? (ne X% iR¥¢ Taknmu, K
BM3HAYEHO TYT paHiLLe);

18) C1.sankin, HeoboB'A3koBO, 3amilieHui 1, 2 abo 3
rarnoreHamu;

19) CrsamkinX'°CrsarkinX'/R® (ae X i X", wo
MOXYTb OYTV 0fiHaKoBUMMK ab0 Pi3HMMU, KOXEH SABMSAE
coboko -O-, -S-, -SO-, -SO2-, -NR?'CO-, -CONR%%, -
SONR%-, -NR™S0,- a6o -NR*®- (ge RY', R%? R%,
R% | R% KOXEH, He3arnexHo, sBnse coboto Cq.sankin,
Cqzankin (3amiwenmnn 1, 2 abo 3 ranoreHamu, Ci.
sankineHUMmM abo Cqgankokcurpynamu (i oe 2 Ca.
sankokcurpynm no Ci4ankinbHUM rpyrnam  arkokcu
MOXYTb pa3oM yTBoptoBaTM 5- abo 6-uneHHy
Hacu4eHy reTepoLMKIiYHy rpyny, WO Mae 2 aTtoMu
kucH0)), CosankeHin, CosankiHin, CasUMKnoankin
(HeobOB'A3KOBO, 3aMilLLEHMI ranoreHom, rigpokcu, Cq.
3arnkifiomM abo C14rigpokciankinom), Ca.
sUmMknoankinCq.sankin (HeobOB'sI3KOBO,  3aMiLLEHUIA
ranoreHom, rippokcy, Ciszarnkinom abo  Ci.
srippokciankinom) a6o CisankokciCosankin) i R
siBnsie coboto BoaeHb abo Cq.zarnkin);

20) CagUumkroarnkis;

21) R® (ne R* sBnse coBolo 5- aBo 6-umeHHy
reTepouVKmiYHy rpyny, Lo MoXe OyTM Hacu4eHor
abo HeHacuyeHoto, (MpuegHaHy 4vepes Byrreub abo
asoT) 3 1 abo 2 retepoartomamu, LIO, He3anexHo,
Bubupaote 3 O, S i N, ge retepoumkniyHa rpyna
Moxe HecTn 1 abo 2 3amicHuku, siki BubuparoTs 3 Ci.
srippokciankiny, Ciaankiny, rigpokcum i Cq.4ankokciCi-
4arnkiny;

22) CrsarmkinR® (ne R% € Takum, sik BU3HaueHo TyT
paHiLe);

ige:

R® agnsie coboto BOJEeHb, HITPO, UiaHo, ranoreH, okco
abo Czankin;

R®" sensie coGoto mpyny nigcopmymm (k):

o Vv
_(CRyR, )p\(T)/

a (k)
ne:
p gopisHioe 0 abo 1;
q AopisHioe 1;
R1" i R{" aBnaAoTe coboto, He3anexHo, BoaeHb abo
Ci3ankin;

T siBnsie coboto C=0;

V siensie co6oto N(R®)R®;

R® sense coGoio -(CHz)q-R7°, abo apwun abo
retepoapurn, Ae oCTaHHi ABi rpynu €, Heob0oB'A3KOBO,
3aMilleHnMn 1 abo 2 3amMicHUMKaMK, WO, He3arneXHo,
BubupaoTe 3 ranoreHy, Cigankiny, Cqsarnkokcy,
TpudpTopmeTUny, TpUPTOPMETOKCH, MAPOKCH, HITPO,
andtopmeTuny, AUDTOPMETOKCH i LiiaHo;

R% asnse co6oto BoJeHb abo Cq.zarnkin;

q' gopisHioe 0 abo 1;

R’ asnsie coboto -K-J;

K siBnsie coboto 3B'A30K;
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J sBnse coboro apun abo retepoapwun, ki obugsa
HeoboB'sI3k0BO 3aMmilleHi 1, 2 abo 3 3amicHukamu,
BUOMpaHMMKM 3 rarioreHy, C1.3ankiny, Ca.
supmknoankiny, CsaumknoankinCizankiny, uiaHo i Ci.
3aIIKOKCU; i

R®2 aensie co6oto BOAEHb, ranoreH abo Cq.zarnkin.

2. Cnongka 3a nyHkToM 1 abo ii cinb, ectep abo amig,
B skt R% i R®? 06uaBa siBnsioTs coGOk0 BOAEHS .

3. Cronyka 3a nyHktom 1 abo 2 abo ii cinb, ectep
abo amig, B SKin R® aBnse coboto apun,
HeoboB'sI3k0BO, 3aMilleHun 1 abo 2 3amiCHUKamW,
Lo, He3arnexHo, BubupatoTb 3 ranoreHy, Ci4ankiny,
Ci4ankokcn, TpudpTopmeTuny, TpUOTOPMETOKCH,
rigpoKcKu, HITpo, AudTopmMeTUny, AUDPTOPMETOKCU i
uiaHo.

4. Crnonyka 3a nyHktom 1 abo 2 abo ii cinb, ectep
abo amig, B sk J aBnse cobow  beHin,
HeoboB'sA3koBO, 3aMilleHuin 1 abo 2 ranoreHamu.

5. Cnonyka 3a MyHKTOM 1 abo 2 abo ii cinb, ectep
abo amig, B Sk R®' aBrsie coBoro -CHp-CONRS-J i
ae J saBnse coboto deHin, HeoboB'A3KOBO, 3aMiLLEeHUN
1 abo 2 ranoreHamw.

6. Crionyka 3rigHo 3 6yab-SKMM 3 nonepeaHix NyHKTIB
a6o il cinb, ectep abo amig, B fkin X sBnse coboto
NR® a6o O.

7. Cronyka 3rigHo 3 6yab-sKMM 3 MonepeaHix NyHKTiB
abo ii cinb, ectep abo amig, B skin X siBnsie coboro
NH.

8. Crionyka 3a nyHkToM 1 dhopmyrin (IB):

(1B)
abo ii cinb, ectep abo amig,
B skin Ar saBnse cobot iHgason abo nipuawH
(HeoboB'A3kOBO, 3amilleHnn MeTuriom) abo apwun
(HeoboB'sI3k0BO, 3amileHui 1 abo 2 3amicHUKamu,
IO, HesarnexHo, BMOUpalTb 3 ranoreHy, MeTOKCH,
TpmchopmeTmny, rigpokcy, HITpO, uiagHo i

(PTO METOKCH),

, R¥i R* € Takumu, sik BU3HaueHo y NyHkTi 1.

9. CnonyKa 3rigHo 3 Byab-AkuM 3 monepeaHix MyHKTIB
abo ii cinb, ectep abo amig, B siki R® BUGMpatoThL i3
rpymm 1), 3), 4), 5), 6), 9), 18), 19) i 20), Ak BU3Ha4YEHO
B MyHKTi 1.
10. Cronyka 3rigHo 3 OyAb-AkuM 3 MonepegHix
nyHKTiB a6o i cirb, ecTep abo amina, B sikiit R® sBnsie
coboto BoaeHb, Casumknoarnkin, -Cisankin-O-Cq.
sankin abo 5-6-uneHHy Hacu4eHy reTepOoLUKIIYHY
rpyny (NpuvegHaHy Yyepes Byrneupb abo a3oT) 3 1 abo 2
reTepoatomamu, Lo, He3anexHo, Bubupatots 3 O, S
abo N, ge retepouumkriyHa rpyma e, Heo6O0B'A3KOBO,
3amilleHoto Cq4ankinom abo R® ssnsie cooto 5- abo
6-4neHHy  apomaTuWyHy — reTepouMKiiyHy  rpyny
(npuegHaHy yepes Byrneup abo asoT) 3 1, 2 a6o 3
reTepoatomamu, abo R® sBnsie co6oto -C1sankinR>
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-C1sarkinR%®, Cisarkin (He0GOB'S3KOBO, SaMILIJ,eHVIM
raroreHom), -C1 5an|<|n -OR?, -Cysankin-NHR®, -C1.
sankin-N(C1sankin)-R?, -Ci.sankin-NH- C1.5ar||<|r| OH,
-C. 5ar||<|r| N(C+.3ankin)- C1 sankin-OH i -Cq.sankin-
NR%-C1sankin-OH, i ne R¥, R%, R? i R% ¢ takumu,
SIK BU3HAYeHO B NyHKTi 1.

11. Cronyka 3rigHo 3 OyAb-AkvuM 3 MonepegHix
nyHKTiB abo ii cimb, ectep abo amia, B skin R* aBnsie
co601o0 BoaeHb.

12. Crnonyka 3rigHo 3 6yap-AkvM 3rone 2pe,El,HiX NYHKTIB
abo ii cinb, ectep abo aM|p,, B AKiN R ABnse coboto
BOOEHb, rarnoreH abo X! R ne X' sBrse coboto
npocTuii 3B'a30k abo -O- i R9 aBnsie coboto rpyny 1),
K BU3HaA4YeHO B MyHKTi 1.

13. Crnonyka 3rigHo 3 6yab-akuM 3 nyHKTiB 1-11 abo ii
cirb, ectep abo amig, B sikiii R? sBnsie co6oto BoAeHs,
ranoreH, rigpokcn, MeTokcn abo -OCi.zamkin
(HeoboB'A3koBO, 3amiwieHuii 1 abo 2 rigpokcn abo
rarnoreHom).

14. Cnonyka 3a nyHktom 13 abo ii cinb, ectep abo
amig, B sikiii R? sBnsie co6oto BofieHs abo METOKCH.
15. Cronyka 3rigHo 3 OyAb-AkuM 3 MonepegHix
nyHKTIB abo ii cirb, ecTep abo amin, B sikiit R' siBnsie
coboto BogeHb abo X'RE.

16. Cnonyka 3a nyHktom 15 abo ii cinb, ectep abo
amig, B s X' faBnse coboto nmpocTui 3B'A30K, -O-, -
NH- a6o -NMe- i R® Bu6upaioTs i3 rpymm 1), 3), 5), 9)
abo 20), sk BU3Ha4eHo B MyHKTi 1.

17. Crnonyka 3a nyHktom 16 abo ii cinb, eCTep abo
aM|,q, B siin R' sBnsie co6oto BoaeHb abo X! R ne
X' sBrsie coBoto npocTuii 3B's130K, -O- abo -NH- i R®
aBnsie coboto BoaeHb, Cisankin, Cs.suuknoankin, -Cq.
sankin-O-Cqzankin =~ abo  5-6-uneHHy  HacuueHy
reTepouuknivyHy rpyny (MpuegHaHy uvepes BYyrreub
abo a3oT) 3 1 abo 2 reTepoatomMamy, LLO, HE3ANEXHO,
Bubupaiote 3 O, S abo N, ge reTepoumKniyHi rpynm €,
Heo0oB'sA3k0BO, 3amilLleHMK Ci4ankinom, adbo 5- abo
6-4neHHy  apoMaTuMy4Hy  reTepouuKiiuHy  rpyny
(npuepHaHy Yepes Byrneup abo asoT) 3 1, 2 abo 3
retepoatoMamu.

18. Cnonyka 3a nyHkToM 17 abo ii cinb, ectep abo
amig, B sikin R sBnsie co6oto BOAEHb, meTokcu, N-(C1.
sarnkKin)ninepuanH-4-inokcwu, npor-2-inokcn abo
METOKCIETOKCU.

19. Cnonyka 3a nyHktom 18 abo ii cinb, ectep abo
amig, B sikiii R' siBnsie co6oto BofeHs.

20. Cronyka 3rigHo 3 Oyab-AkMMm 3 nonepegHix
NYHKTIB a6o || cirb, ecTep abo awmig, B skii R® sensie
coGoto -X'R’.

21. Cnonyka 3a nyHktom 20 abo || CIJ'Ib eCTep abo
amig, B SKin R sBnsie coboto -X' R ne X' sBnse
coBoto -O- i RY BMGMpaioTs i3 rpyrm 3), 4), 6), 18), 19)
abo 22), sik BU3HA4YEHO B NyHKTi 1.

22. Cnonyka 3a nyHkToMm 21 abo || CIJ‘Ib eCTep abo
amig, B SkKin R® sBnsie coboto -X' R ne X' sBnse
coBoo -O- i R sBnsie coboio -Ci 5aJ'||<|J'|R32 -C1.
5anKinR96, Cisankin (HeOOOB'AI3KOBO,  3aMiLLEHMWI
ranoreHom), -Cq 5ar||<|r| -OR%, -C; 5aJ'IKIJ'I-NHR20 -C1.
sankin-N(C1samkin)-R?, -Ci.sankin-NH-C1sankin-OH,
-Cq 5aJ'IKIJ'I-N(C1 3ankin)- C1 sankin-OH i -Cqsankin-
NR%-C1.sarkin-OH.

23. Cronyka 33 NyHKTOM 22 abo || CIJ'Ib ectep abo
amig, B SKin R® sBnsie coboto -X' R ne X' sBnsie
coboto -O- i R? sBnsie coBoto -C1.5aJ'||<|J'|R32 (ne R*
aBnse coboto  miponmiguHin,  ninepuanHin - abo
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ninepasuHin, KOXHWA €, HeobOB'A3KOBO, 3aMilLEHUM
rigpokcu, riApOKCUMETUMOM, 2-rigpokcieTurnom,
mMeTuioM abo 2-(TpeT-OyTokci)eTurnom), -Ci.sankin-
NHRZO, -C1sankin-NH-C1.sankin-OH, -Cqsankin-N(C1-
sankin)-C1sankin-OH i -C1.sankin-NR*%-C1.sankin-OH.
24. Crnonyka 3a nyHktom 20 abo ii cinb, ectep abo
amia, B sKin

R®  sBnse 3-mopdorniHonporoken, — 3-
XIOPMpOnoKcH, 3-[N-e TMn-N-(2-
rigpokcieTun)aMmiHo]Nponokew, 3-(2-
ri4poKCMMETUNNIPONIAWH-1-in)NponoKcy, 3-
(ninepmguH-1-in)nponokcu, 3-(niponiguH-1-
in)nponokcw, 3-[N-(2-rigpokcieTvn)amiHo]nponokcu, 3-
[N-(2-rigpokcu-1,1-aumeTuneTun)amiHoJmponokcy, 3-
[N-meTnn-N-(2-rinpokcieTun)amiHo]nponokcu, 3-[N-(1-
rigpoKcMMeTUI-2-meTunnponin)amiHolnponokcu, 3-(4-
MeTunninepasuh-1-in)nponokcy,  3-[N-(2-rigpokcu-1-
MeTUIeTUM)amMiHO]NPOMoKCH, 3-[N-(4-
rigpoKCcMBYTUIT)amMiHO]MPOMOKCH, 3-(4-

coboto

rigpokcunine puanH-1-in)nponokewy, 3-[2-(2-
rigpokcieTun)nine puamnH-1-in]nponokcw, 3-[4-(2-
rigpokcieTun)ninepasuH-1-in]nponokcy, 3-[4-(2-
rigpokcieTun)nine puamnH-1-in)nponokey, 3-(3-
rigpokcunine puanH-1-in)nponokewy, 3-[N-2-
(rinpokcunbyTun)amiHo]Nponokew, 3-(4-
rigpokcMme TUnnine puamH-1-in)nponokcwy, 3-[N-(3-

rinpokcu-2,2-gumeTunnponin)amiHo]npornokcy,  3-[N-
(1-rigpokcume TUNUMKNoNeHT-1-un)amiHo]npornokcu, 3-
[N-(2-rigpokcumnponin)amMiHo]nponokcw, 3-(3-
rigpokcuniponiauH-1-in)nponokeu, 3-[N-(2-
dTopeTun)-N-(2-rigpokcieTun)amiHolnpornokecu,  2-[1-
(2-rigpokcieTun)nine puanH-4-injeTokewy, 3-[N-(2-
rinpokcieTun)-N-nponinamiHo]npomnokcwy, 3-[N-(2-
rinpokcieTnn)-N-(npon-2-in)amiHo]nponokcy,  3-[N-(2-
rinpokcieTnn)-N-izobyTmnamiHo]nponokcy, 3-[N-(2-
rinpokcieTnn)-N-HeoneHTUNamiHoNponokeu, 3-[N-
anin-N-(2-rigpokcieTvn)amiHo]npornokcwy, 3-[N-(2-
rinpokcieTnn)-N-(npon-2-iH-1-in)amiHo]nponokcu,  3-
[N-umkno nponin-N-(2-rigpokcie Tnn)amiHo]mponokcy,
3-[N-umknonponinmeTnn-N-(2-
rigpokcieTun)amiHo]nponokcy, 3-[N-umkno®yTun-N-(2-
rigpokcieTun)amiHolnponokcy,  3-[N-uuknoneHTun-N-
(2-rigpokcieTnn)amiHo]Mpomnokcy, 3-[N-(2,2-
anmeTokcieTnn)-N-(2-rigpokcieTun)amiHo]nponokcu,
3-[N-(2,2-gudbTopeTnn)-N-(2-
rigpokcieTun)amiHolnponokcy, 3-[N-(2-rigpokcieTvn)-
N-(3,3,3-TpudTopnponin)amiHo]npomnokcwy, 3-[N-
uuknobyTunveTnn-N-(2-
rigpokcieTun)amiHolnponokcy, 3-[N-(2-rigpokcieTvn)-
N-(2-meTokcieTnn)amiHo]nponokey, 3-[N-(1,3-
aiokconaH-2-inmeTtunn)-N-(2-
rigpokcieTun)amiHolnponokcy, 4-xnop6yTtokcn, 4-[(2-
rigpokcMmeTun)niponiamH-1-injéyTokewy, 4-[N-(2-
rinpokcieTnn)-N-isobytunamiHoloytokcu,  1-(2-TpeTt-
OyToKCieTUn)niponiguH-2-iNMeToKeK, 1-(2-
rigpokcieTun)niponignH-2-inveTokcw, 3-[N-(2-
rinpokcieTnn)-N-(iso6ytmn)amiHolnpornokcy,  3-[N-2-
(rippokcieTun)-N-(HeoneHTun)amiHo]npornokecy,  3-[N-
2-(rigpokcietvn)-N-(TpeT-6yTnn)amiHo]nponokcu,
METOKCM | METOKCIETOKCH.

25. Cnonyka 3a nyHkToM 1, sika BubpaHa 3:
2-(3-{[6-meTOKCK-7-(3-MOpdONiH-4-
innponokcu)xiHasoniH-4-injJamiHo}-1H-nipazon-5-in)-
N-cpbeHinaueTtamiay;
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N-(3-dpTopdeHin)-2-(3-{[6-meToKCH-7-(3-MOpPdOMiH-4-
innponokcu)xiHasoniH-4-injJamiHo}-1H-nipason-5-
in)aueTamigy;

2-(3-{[7-(3-xropnponoKcm)-6-Me ToKCUXiHa30MiH-4-
inJamiHo}-1H-nipazon-5-in)-N-(3-
dTOpdheHIn)aueTamigy;
2-(3-{[7-(3-xropnponokcm)-6-Me ToKCUXiHa30MiH-4-
inJamiHo}-1H-nipa3on-5-in)-N-(3,5-
andTopdeHin)aueTtamiay;
2-(3-{[7-(3-xrmopnponokcu)-6-Me ToKCUXiHa30MiH-4-
inJamiHo}-1H-nipa3on-5-in)-N-(2,3-
andTopdeHin)aueTtamiay;
N-(3-xnopdeHin)-2-(3-{[7-(3-xnopnponokcu)-6-
MeTOKCMKXiHa30iH-4-inJamiHo}-1H-nipa3on-5-
in)aueTamigy;
2-{3-[(7-{3-[eTun(2-rigpokcieTnn)amiHo]nponokcu}-6-
MeTOKCMXiHa30niH-4-in)amiHo]-1H-nipazon-5-in}-N-(3-
dTOpcheHIn)aueTamigy;
N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2S)-2-
(rippokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCMUXiHa30/iH-4-in)amiHo]-1-nipa3on-5-
imfaueTamigy;
N-(3-dpTopdheHin)-2-(3-{[6-meToKCK-7-(3-NiNepuanH-1-
innponokcwu)xiHasoniH-4-injamiHo}-1H-nipazon-5-
in)aueTtamigy;
N-(3-dbTopdpeHin)-2-(3-{[6-meToKCK-7-(3-NiponignH-1-
innponokcwu)xiHasoniH-4-inJamiHo}-1H-nipazon-5-
in)aueTamigy;

N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcieTn)amiHo]NpPonoKcu}-6-MeTOKCUXiHa30mMiH-4-
in)amiHo]-1H-nipa3zon-5-imfaueTtamiay;
N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-rigpokcu-1,1-
OMMeTUNeTUI)aMiHO ] NPOMOKCU}-6-Me TOKCUMXIHA30MiH-
4-in)amiHo]-1H-nipazon-5-infaueTtamigy;
N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(MeTnn)amiHo]Nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
N-(3-dbTopdpeHin)-2-(3-{[7-(3-{[1-(rigpokcume Tnn)-2-
MeTUNNPO NinjamiHo }NMPONoKCcK)-6-Me TOKCUXIHA30MiH-
4-inJamiHo}-1H-nipazon-5-in)aueTtamigy;
N-(3-dbTopbeHin)-2-[3-({6-meTokcK-7-[3-(4-
mMeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imfamiHo)-1H-nipason-5-injauetamiay;
N-(3-dbTopdbeHin)-2-{3-[(7-{3-[(2-riapokcu-1-
MeTUNeTW)aMiHO]MPOMNOKCU}-6-MeTOKCUXIHA30MiH-4-
in)amiHol]-1H-nipaszon-5-imfaueTamiay;
N-(3-dbTopdbeHin)-2-{3-[(7-{3-[(4-
rigpokcmbyTuI)amiHo]MponoKcu}-6-Me TOKCUXiHA30MiH-
4-in)amiHo]-1H-nipason-5-infaueTamigy;
N-(3-dbTopdpeHin)-2-[3-({7-[3-(4-rigpokcuninepugnH-1-
in)Npo nokcu]-6-mMmeToKcKxiHa3oniH-4-in}amiHo )-1H-
nipason-5-injaueTtamiay;
N-(3-dbTopdpeHin)-2-{3-[(7-{3-[2-(2-
rigpokcieTvn)ninepmuauH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;

N-(3-dbTopdpeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTvn)ninepasuH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiagy;

N-(3-dbTopdpeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTvn)ninepuauH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
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N-(3-dbTopdpeHin)-2-[3-({7-[3-(3-rigpokcuninepmugnH-1-
in)nponokcu]-6-meTokcuxiHazoniH-4-injamiHo )-1H-
nipason-5-injavyetamiay;
N-(3-cpTopdpeHin)-2-{3-[(7-{3-[(2-
ripoKCMOYTUI)amMiHO]MPOMNOKCU}-6-Me TOKCUXIHA30MiH-
4-in)amiHo]-1H-nipason-5-injaueTtamiay;
N-(3-cpropdpeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa30riH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-cpTopdpeHin)-2-{3-[(7-{3-[(3-rinpokcu-2,2-
AVMeTUNMponin)amiHo]nponokcu}-6-
METOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-cpTopdpeHin)-2-(3-{[7-(3-{[1-
(rinpokcMmMe TV )LMKIo NeHTUMN]amiHO }Nponokcn)-6-
MEeTOKCMHXiHa30niH-4-inamiHo}-1H-nipa3on-5-
in)aueTamigy;
N-(3-cpTopdpeHin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-in)nponokcu}-6-
METOKCMHXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-cpTopdpeHin)-2-(3-{[7-(3-{[(2S)-2-
riZpOKCUNPONif]amiHO }NpornoKcu)-6-
METOKCMHXiHa30iH-4-irjamiHo}-1H-nipa3on-5-
in)aueTamigy;
N-(3-cpTopdpeHin)-2-(3-{[7-(3-{[(2R)-2-
riZpOKCUNPONif]amiHO }NpornoKcu)-6-
MEeTOKCMHXiHa30iH-4-injamiHo}-1H-nipa3on-5-
in)aueTamigy;
N-(3-dbTopcbeHin)-2-(3-{[7-(3-{[(3S)-3-
rigpokcuniponignH-1-injnponokcu}-6-
MEeTOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(3R)-3
rigpokcuniponigmnx-1-injnponokcun}-6-
MEeTOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
2-{3-[(7-{3-[(2-dpTOpPETUN)(2-
rigpokcieTnn)amiHo]NPonoKcu}-6-MeTOKCUXiHa30MiH-4-
in)amiHo]-1H-nipa3zon-5-im}-N-(3-
dTOpdheHin)aLeTamiay;
N-(3-cpTopdpeHin)-2-{3-[(7-{2-[1-(2-
rigpokcieTun)nine puanH-4-injeTokcn}-6-
MEeTOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-cpTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(nponin)amiHo]nponokcu}-6-
METOKCMXiHa30/iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-cpTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(izonponisn)amiHo]nponokcu}-6-
MEeTOKCMXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-cpTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(i3o6yTnn)amiHo]nponokcu}-6-
MEeTOKCMKXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
2-{3-[(7-{3-[(2,2-pumeTnnnponin)(2-
rigpokcieTnn)amiHo]NPonoKcu}-6-Me TOKCUXIHA30MiH-4-
in)amiHo]-1H-nipa3zon-5-im}-N-(3-
dTOpdheHin)aneTamiay;
2-{3-[(7-{3-[anin(2-rigpokcieTv)amiHo]nponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3zon-5-im}-N-(3-
dTOpdheHiIn)aueTamiay;
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N-(3-cbTopdpeHin)-2-{3-[(7-{3-[(2-rinpokcieTnn)(nporn-
2-iH-1-in)amiHo]NPonoKcu}-6-MeTOKCUXiHa3oMiH-4-
in)amiHo]-1H-nipa3on-5-infaueTtamiay;
2-{3-[(7-{3-[umknonponin(2-
rigpokcieTnn)amiHo]MPonoKcu}-6-MeTOKCUXiHa3oniH-4-
im)amiHo]-1H-nipazon-5-in}-N-(3-
dTOpdheHin)aueTamiay;
2-{3-[(7-{3-[(umknonponinmeTnn)(2-
rigpokcieTnn)amiHo]MponoKcu}-6-MeTOKCUXiHa3oniH-4-
im)yamiHo]-1H-nipa3on-5-in}-N-(3-
dpTOpdheHin)aLeTamiay;

2-{3-[(7-{3-[umknobyTnn(2-
rigpokcieTnn)amiHo]MponoKcu}-6-mMeToKCUXiHa3oniH-4-
im)amiHo]-1H-nipazon-5-in}-N-(3-
dTOpdheHiIn)aueTamigy;

2-{3-[(7-{3-[umknoneHTnn(2-
rigpokcieTnn)amiHo]MponoKcu}-6-MeTOKCUXiHa3oniH-4-
im)yamiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHIn)aueTamigy;
2-{3-[(7-{3-[(2,2-gumeTOKCiIETUN)(2-
rigpokcieTnn)amiHo]MponoKcu}-6-MeTOKCUXiHa3oniH-4-
imyamiHo]-1H-nipazon-5-in}-N-(3-
dTOpdheHIn)aueTamigy;
2-{3-[(7-{3-[(2,2-andTOPETUN)(2-
rigpokcieTun)amiHo]MponoKcu}-6-mMeToKCUXiHa3oniH-4-
imyamiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHIn)aueTamigy;
N-(3-dTopdeHin)-2-{3-[(7-{3-[(2-rigpokcieTnn)(3,3,3-
TpudpTopnponin)amiHO]NPoNoKcu}-6-
MeTOKCMHXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;

2-{3-[(7-{3-[(umknobyTmnmeTnn)(2-
rigpokcieTun)amiHo]nponoKcu}-6-mMmeToKCUXiHa3oniH-4-
imyamiHo]-1H-nipazon-5-in}-N-(3-
dTOpcheHIn)aueTamigy;
N-(3-dTopdpeHin)-2-{3-[(7-{3-[(2-rigpokcieTnn)(2-
MeTOKcieTun)amiHoNponoKcu}-6-MeTOKCUXiHa30MiH-4-
in)amiHo]-1H-nipa3zon-5-imfaueTtamiay;
2-{3-[(7-{3-[(1,3-miokconaH-2-inmeTnn)(2-
rigpokcieTnn)amiHo]NpPonoKcu}-6-Me TOKCUXiHA30MiH-4-
imyamiHo]-1H-nipazon-5-in}-N-(3-
dTOpcheHin)aueTamigy;
2-(3-{[7-(4-xnopbyTOKCK)-6-METOKCMXIHA3OMIH-4-
inJamiHo}-1H-nipazon-5-in)-N-(3-
dTOpcheHin)aueTamigy;
N-(3-dbTopdpeHin)-2-{3-[(7-{4-[(2R)-2-
(rippokcumeTun)niponiamH-1-in)oyTokcu}-6-
MeTOKCUXiHa30TiH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;

N-(3-dbTopdpeHin)-2-{3-[(7-{4-[(2-
rigpokcieTn)(isobyTun)amiHo]oyTokcu}-6-
MeTOKCMXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;

2-{3-[(7-{[(2R)-1-(2-TpeT-6yTOKCiIE TMM)NipOMIgNH-2-
inMeToKcu}-6-MeToKCuxiHa3oniH-4-in)amiHo]-1H-
nipasos-5-in}-N-(3-dTopdeHin)auetamiay;
N-(3-dbTopdpeHin)-2-{3-[(7-{[(2R)-1-(2-
rigpokcieTun)niponignH-2-injmeTokcu}-6-
MeTOKCMXiHa30miH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
N-(3,5-gudptopdeHin)-2-(3-{[6-meTokcu-7-(3-
niponiguH-1-innponokcu)xiHasoniH-4-injamiHo}-1H-
nipasosn-5-in)auetamiay;
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N-(3,5-andTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)aMmiHo]NPonoKcu}-6-Me TOKCMXIHA30MiH-4-
in)amiHo]-1H-nipason-5-injaueTtamigy;
N-(3,5-andTopdeHin)-2-{3-[(7-{3-[(2-rinpokcu-1,1-
OVMeTUNeTMN)aMiHO]NPOMNoKCK}-6-Me TOKCUXIHA30MiH-
4-in)amiHo]-1H-nipason-5-injaueTtamiay;
N-(3,5-andTopdeHin)-2-[3-({6-meTokcu-7-[3-(4-
MeTunninepasuk-1-in)nponokcu]xiHaszoniH-4-
infamiHo)-1H-nipason-5-injaueTtamigy;
N-(3,5-andtopdeHin)-2-{3-[(7-{3-[eTun(2-
rigpokcieTnn)amiHo]NPonoKcu}-6-Me TOKCUMXIHA30MiH-4-
in)amiHo]-1H-nipason-5-injaueTtamiay;
N-(3,5-andpTopdeHin)-2-{3-[(7-{3-[2-(2-
rigpokcieTun)ninepuauH-1-in]nponokcu}-6-
METOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3,5-andpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTun)ninepasun-1-in]nponokcu}-6-
METOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3,5-andpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTnn)ninepunaunH-1-in]nponokcu}-6-
MEeTOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3,5-andpTopdeHin)-2-[3-({7-[3-(3-
rigpokcuninepuaunH-1-in)nponokcu]-6-
MEeTOKCMHXiHa30iH-4-in}amiHo)-1H-nipa3on-5-
inJaueTtamigy;
N-(3,5-andpTopdeHin)-2-{3-[(7-{3-[(2-
rigpoKcMByTN)aMiHO|NPOMNOKCK}-6-METOKCUXIHA30 i H-
4-in)amiHo]-1H-nipason-5-infauetamiay;
N-(3,5-andTopdeHin)-2-{3-[(7-{3-[4-
(rippokcmmeTun)ninepuamH-1-in]jnponokcu}-6-
MEeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3,5-andpropdeHin)-2-{3-[(7-{3-[(3-rinpokcu-2,2-
AMMeTUNNPOTif)amiHO]NPoMNoKCcn}-6-
MEeTOKCMXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(3,5-gudpTopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rippokcmmeTUN)niposignH-1-injnponokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3,5-gndTtopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rippokcumeTUN)niposignH-1-injnponokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
iMfaueTamigy;
N-(3,5-gndTopdeHin)-2-(3-{[7-(3-{[(2S)-2-
rigpokcmnponinjamiHo}nponokcm)-6-
MeTOKCMKXiHa30iH-4-injamiHo}-1H-nipa3on-5-
in)aueTamigy;
N-(3,5-gndtopdeHin)-2-(3-{[7-(3-{[(2R)-2-
rigpokcmnponinjamiHo}npomnokcm)-6-
MeTOKCMKXiHa30/iH-4-injamiHo}-1H-nipa3on-5-
in)aueTamigy;
N-(3,5-gndTopdeHin)-2-{3-[(7-{3-[(3S)-3-
rigpokcuniponiguH-1-injnponokcu}-6-
MeTOKCMXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(3,5-gndTopdeHin)-2-{3-[(7-{3-[(3R)-3-
rigpokcuniponiguH-1-injnponokcum}-6-
MeTOKCMKXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfayeTamigy;
N-(3,5-gndTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(iso6yTnn)amiHo]nponokcu}-6-
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MeTOKCMXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(3,5-gndTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(nponin)amiHo]nponokcm}-6-
MeTOKCMXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
2-{3-[(7-{3-[anin(2-rigpokcieTnn)amiHo]nponokcu}-6-
MeTOKCMUXiHa30iH-4-in)amiHo]-1H-nipa3on-5-in}-N-
(3,5-andpTopdherin)aueTtamiay;
N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(npo n-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCMHXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(isonponin)amMiHo]nponokcu}-6-
MeTOKCMHXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(3,5-gndptopdeHin)-2-{3-[(7-{3-[(2,2-
anmeTtunnponin)(2-rigpokcieTnn)amMiHo]nponokcu}-6-
MeTOKCUXiHa30TiH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
2-{3-[(7-{3-[umknobyTnn(2-
rigpokcieTn)amiHo]NpPonoKcu}-6-Me TOKCUXiHA30MiH-4-
in)amiHo]-1H-nipa3on-5-in}-N-(3,5-
andTopdeHin)aueTtamiay;
2-{3-[(7-{3-[(unknonponinmeTun)(2-
rigpokcieTn)amiHo]NpPonoKcu}-6-MeTOKCUXiHA30MiH-4-
in)amiHo]-1H-nipa3on-5-in}-N-(3,5-
andTopdeHin)aueTtamiay;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rippokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCMXiHa30miH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
N-(2,3-gudpTopdeHin)-2-{3-[(7-{3-[(2,2-
anmMeTtnnnponin)(2-rigpokcieTnn)amMiHo]nponokcu}-6-
MeTOKCMKXiHa30oniH-4-in)amiHo]-1H-nipazon-5-
imfaueTamiay;
N-(2,3-gndptopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(npo nin)amiHo]nponokcu}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTn)(iso6yTnn)amiHo]nponokcu}-6-
MeTOKCMKXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
2-{3-[(7-{3-[umknobyTnn(2-
rigpokcieTvn)amiHo]NponoKkcu}-6-MeToKCUXiHa3oniH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTamiay;
2-{3-[(7-{3-[umknoneHTnn(2-
rigpokcieTvn)amiHo]NponoKkcu}-6-MeToKCUXiHa3omMiH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTamiay;
N-(2,3-gudptopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-in)nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTvn)(npon-2-in-1-in)amiHo]nponokcu}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiagy;
2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rigpokcieTun)amiHo]nponoKkcu}-6-MeToKCUXiHa3oniH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTamiagy;
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2-{3-[(7-{3-[(unknobymnmeTnn)(2-
rigpokcieTmn)amiHo]NPonoKcu}-6-Me TOKCMXIHA30MiH-4-
in)amiHol-1H-nipa3on-5-inm}-N-(2,3-
andTopdeHin)aueTamiay;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
avMeTokcieTun)(2-rigpokcieTun)-amiHo | nponokcu}-6-
MeTOKCUXiHa30riH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTun)nine puamH-1-injnponokcu}-6-
METOKCMXiHa301iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;

N-(2,3-andtopdeHin)-2-[3-({7-[3-(4-

rigpokcunine puanH-1-in)nponokcm]-6-
MEeTOKCUXiHa30niH-4-in}amiHo)-1H-nipa3on-5-
inJaueTtamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTun)ninepasuH-1-in]nponokcu}-6-
MEeTOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2-rinpokcieTun)(2-
MeTOKCieTUIT)amiHO]-NponoKcu}-6-Me TOKCMXIHAa30 i H-
4-in)amiHo]-1H-nipason-5-infaueTtamiay;
2-{3-[(7-{3-[anin(2-rigpokcieTnn)amiHo]nponokcu}-6-
METOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-im}-N-
(2,3-andpTopdeHin)aueTamigy;
N-(2,3-andTopdeHin)-2-{3-[(7-{3-[(1,3-aiokconaH-2-
inMeTunn)(2-rigpokcieTun)amiHoNponoKcn}-6-
METOKCMXiHa30/iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[eTun(2-
rigpokcieTnn)amiHo]NPonoKcu}-6-MeTOKCUXiHa3oniH-4-
in)amiHo]-1H-nipason-5-infaueTtamiay;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(izonponisn)amiHo]nponokcu}-6-
MEeTOKCMKXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2-rigpokcu-1,1-
AMMeTUNeTUI)aMiHOMPONOKCK}-6-Me TOKCUXiHa30MiH-
4-in)amiHo]-1H-nipason-5-infauetamiay;
N-(2,3-andpTopdeHin)-2-{3-[(7-{[(2R)-1-(2-
rigpokcieTnn)niponignH-2-injmeTokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;

N-(3-xrnopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rippokcmmeTUN)niposignH-1-injnponokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;

N-(3-xnopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rippokcumeTun)niponianH-1-innponokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-xnopdeHin)-2-[3-({7-[3-(3-rigpokcuninepngmH-1-
in)Npo nokcm]-6-meToKcmxiHasoniH-4-injamiHo )-1H-
nipason-5-injaueTtamigy;
N-(3-xrnopdeHin)-2-{3-[(7-{3-[enn(2-
rigpokcieTnn)amiHo]MponoKcu}-6-mMeToKCUXiHa3oniH-4-
in)amiHo]-1H-nipaszon-5-imfaueTtamiay;
2-{3-[(7-{3-[4-(riappokcumeTun)ninepmugnH-1-
in]nponokcu}-6-meToKCUxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-meTokcudeHin)auetamigy;
2-{3-[(7-{3-[4-(rippokcumeTun)ninepmgnH-1-
inJnponokcu}-6-MeToKCxiHa3oniH-4-in)amiHol-1H-
nipason-5-in}-N-dbeHinayetamiay;
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N-(4-dbTopdpeHin)-2-{3-[(7-{3-[4-
(rippokcumeTvn)nine puanH-1-in]nponokcu}-6-
MeTOKCMXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(3,5-gnxnopdeHin)-2-{3-[(7-{3-[4-
(rippokcumeTvn)nine puanH-1-in]nponokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(5-xnop-2-meTokcudpeHin)-2-{3-[(7-{3-[4-
(rippokcumeTvn)nine puanH-1-in]nponokcu}-6-
MeTOKCMKXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
2-{3-[(7-{3-[4-(rippokcumeTun)ninepmanH-1-
in)nponokcu}-6-meToKCUxiHa3oniH-4-in)amiHo]-1H-
nipa3on-5-in}-N-[3-(TpudTopmeTUn)deHin]auetamiay;
2-{3-[(7-{3-[4-(rippokcumeTun)ninepmanH-1-
in)nponokcu}-6-meToKCuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-rigpokcudeHin)auetamiay;
2-{3-[(7-{3-[4-(rigpokcmmeTun)ninepnauH-1-
in)nponokcu}-6-meToKCUxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-HiTpodeHin)auetamiay;
2-{3-[(7-{3-[4-(rigpokcmmeTun)ninepnauH-1-
in)nponokcu}-6-meToKCUxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-1H-iHgason-5-inaueTtamigy;
N-(4-6pom-2-cbTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTvn)nine puanH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;

N-(3-xnopdeHin)-2-{3-[(7-{3-[4-
(rippokcumeTvn)nine puanH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;

N-(2-dbTopdpeHin)-2-{3-[(7-{3-[4-
(rippokcumeTvN)nine puanH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
N-(3,5-gumeTokcndenin)-2-{3-[(7-{3-[4-
(rinpokcumeTvn)ninepmuauH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
2-{3-[(7-{3-[4-(riapokcumeTun)ninepnauH-1-
innponokcu}-6-meToKcuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-im}-N-(5-meTnnnipygnH-2-in)auetamiay;
N-(2,3-gudptopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTvn)nine puguH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(3-xrnop-2-ptopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(2,5-gndpTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puguH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-[2-cbTOp-5-(TPUdTopMeTUN)DeHin]-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(3,4-gndpTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(2,4-gndpTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-injnponokcu}-6-
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MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(3-xnop-4-dpTopdheHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-injnponokcu}-6-
MeTOKCUXiHa30riH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-[2-(andTopmeTOKCH)dheHin]-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa30riH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;

N-(3-uiaHodpeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
METOKCMUXiHa301iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;

N-(3-6pomdpeHin)-2-{3-[(7-{3-[4-

(rinpokcumeTvn)nine puauH-1-in]nponokcu}-6-
METOKCMHXiHa301iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[eTun(2-
rigpokcieTun)amiHo]Nponokcu}-xiHasoniH-4-in)amiHo]-
1H-nipason-5-injauetamiay;
N-(2,3-andTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(isonponin)amiHo]NponoKcu}-xiHa3oniH-
4-in)amiHo]-1H-nipason-5-injaueTtamiay;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-in]Nponokcu}xiHasoniH-
4-in)amiHo]-1H-nipason-5-infaueTtamiay;
N-(2,3-andTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(nNpo nin)amiHo]MponoKcuxiHa3oniH-4-
in)amiHo]-1H-nipason-5-infaueTtamiay;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(npon-2-iH-1-
in)amiHo]nponokcu}xiHazoniH-4-in)amiHo]-1H-nipason-
5-infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2-
rinpokcieTnn)(i3o6yTrnn)amiHo]NPonoKcK}xiHa3oniH-4-
in)amiHo]-1H-nipason-5-injaueTtamiay;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2,2-
anMeTunnponin)(2-
rigpokcieTun)amMiHo]Nponokcu}xiHasoniH-4-in)amiHo]-
1H-nipason-5-injaueTtamiay;
N-(3-dpTopdeHin)-2-[3-({5-{[1-(2-
rigpokcieTun)ninepnanH-4-injokcu}-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
infamiHo)-1H-nipason-5-injaueTtamiay;
N-(3-cpTopdpeHin)-2-[5-({7-meToKCU-5-[(1-

MeTunnine puanH-4-in)okcu xiHazoniH-4-inyamiHo)-1H-
nipason-3-injauetamiagy;
N-(2,3-ondTopdeHin)-2-{3-[(5,7-AMMeTOKCUXiHA3OMiH-
4-in)amiHo]-1H-nipason-5-infauetamiay;
2-(3-{[5,7-6ic(2-meTOKCie TOKCU)XiHA30MiH-4-in]amiHo}-
1H-nipason-5-in)-N-(2,3-gud TopdeHin)auetamiay;
N-(2,3-gndTopdeHin)-2-(3-{[5-izonponokcu-7-(2-
MeTOKCie TOKCU)XiHa30iH-4-injamiHo}-1H-nipa3on-5-
in)aueTamigy;
N-(3-dTopdeHin)-2-(3-{[5-izonponokcn-7-(2-
MeTOKCieTOKCU)XiHa30niH-4-injamiHo}-1H-nipa3on-5-
in)aueTamigy;

N-(3-dTopdpeHin)-2-{3-[(5-{[1-(2-
rigpokcieTnn)ninepuanH-4-injokcu}-7-
MeTOKCMXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
2-{3-[(5,7-aumeTOKCUXIHA30MiH-4-ir)amiHo]-1H-
nipason-5-in}-N-(3-cbTopdeHin)auetamiay;
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2-(3-{[5,7-6ic(2-meTOKCie TOKCU)XiHa30iH-4-inJamiHO}-
1H-nipa3on-5-in)-N-(3-pTopdeHin)auetamiay;
N-(3-dbTopdpeHin)-3-[(7-{3-[(2-
rigpokcieTnn)(iso6yTnn)amiHo]nponokcu}-6-
MeTOKCMXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
kapbokcamigy;
N-(2,3-gndpTopdeHin)-3-[(7-{3-[(2-
rigpokcieTnn)(iso6yTnn)amiHo]nponokcu}-6-
MeTOKCMKXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
kapbokcamigy;
N-(2,3-gndTopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rippokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCMKXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
anmeTtunnponin)(2-rigpokcieTnn)amiHo]nponokcu}-6-
MeTOKCMUXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(2,3-gndptopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(npo nin)amiHo]nponokcu}-6-
MeTOKCMHXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(iso6yTnn)amiHo]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamigy;
2-{3-[(7-{3-[umknobyTunn(2-
rigpokcieTn)amiHo]NPonoKcu}-6-MeTOKCUXiHA30MiH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTtamiay;
2-{3-[(7-{3-[umknoneHTnn(2-
rigpokcieTn)amiHo]Nponokcu}-6-MeTOKCUXiHa30MiH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTamiay;
N-(2,3-gndTtopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rippokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
inmfaueTamiay;
N-(2,3-gudptopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTnn)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTamiay;
2-{3-[(7-{3-[(umnknonponinmeTun)(2-
rigpokcieTn)amiHo]nponokcu}-6-MeToKCUXiHa3omMiH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTamiay;
2-{3-[(7-{3-[(unknobyTunme Tnn)(2-
rigpokcieTvn)amiHo]Nponokcu}-6-MeToKCUXiHa3omMiH-4-
in)amiHo]-1H-nipazon-5-in}-N-(2,3-
andTopdeHin)aueTamiay;
N-(2,3-gudpTopdeHin)-2-{3-[(7-{3-[(2,2-
avmMeTokcieTun)(2-rigpokcieTun)amiHo]nponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTvn)ninepmnauH-1-injnponokcu}-6-
MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
imfaueTtamiay;
N-(2,3-ondTopdeHin)-2-[3-({7-[3-(4-
rigpokcunine puanH-1-in)nponokcu]-6-
MeTOKCUXiHa30iH-4-in}amiHo)-1H-nipason-5-
injaueTamiay;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcieTun)ninepasuH-1-injnponokcu}-6-
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MeTOKCUXiHa30/iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-riapoxkcieTnn)(2-
MeTOKCieTUI)aMiHO JNponoKcu}-6-Me TOKCUXiHa30MiH-4-
in)amiHo]-1H-nipason-5-injaueTtamiay;
2-{3-[(7-{3-[anin(2-rigpokcieTnn)amiHo]nponokcu}-6-
MEeTOKCUXiHa30miH-4-in)amiHo]-1H-nipa3zon-5-im}-N-
(2,3-anpTopdeHin)aueTamigy;
N-(2,3-andTopdeHin)-2-{3-[(7-{3-[(1,3-aiokconaH-2-
inmeTun)(2-rigpokcieTun)amiHo]nponokcu}-6-
METOKCMXiHa30iH-4-in)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andTopdeHin)-2-{3-[(7-{3-[(eTnn(2-
rigpokcieTnn)amiHo]NPOMoKcK}-6-MeTOKCUXiHa30MiH-4-
in)amiHo]-1H-nipason-5-injaueTtamiay;
N-(2,3-andTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcieTun)(izonponisn)amiHo]nponokcu}-6-
METOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
N-(2,3-andpTopdeHin)-2-{3-[(7-{3-[(2-rinpokcu-1,1-
AMMeTUNeTUIT)aMiHO]MPOMnoKCK}-6-Me TOKCUXiHa30iH-
4-in)amiHo]-1H-nipason-5-infaueTtamigy i
N-(2,3-andpTopdeHin)-2-{3-[(7-{[(2R)-1-(2-
rigpokcieTmn)niponignH-2-injmeTokcu}-6-
MEeTOKCMXiHa30iH-4-ir)amiHo]-1H-nipa3on-5-
infaueTamigy;
abo ix dhapmaLeBTUYHO MPUAHATHI Cori.

26. 3acTocyBaHHS CMOMyKK, SIK BU3HAYEHO B
Oyab-siIKOMYy 3 MyHKTIB 1-25, Ak MegukaMeHTy.
27. 3acTocyBaHHA CMOMyKW, SIK BU3Ha4yeHo B Oydb-
AKOMY 3 MyHKTIB 1-25, Ana ogepXaHHa MeauKamMeHTy
AN BUKOPUCTaHHS B iHriGyBaHHI aypopakiHasu.
28. 3actocyBaHHs 3rigHO 3 NyHKTOM 27, B SIKOMY
aypopakiHa3solo € aypopakiHasa-A.
29. 3actocyBaHHsa 3rigHO 3 NyHKTOM 27, B SIKOMY
aypopakiHa3solo € aypopakiHasa-B.
30. ®dapmaueBTMYHA KOMMO3WLis, WO  MICTUTb
CMonyky 3rigHo 3 Oyab-sakum 3 nyHKTiB 1-2 abo i
bapmMaLeBTUYHO MPUMAHATHY Cinb Y KOMOGiHauii 3
dhapMaLeBTUHHO NMPUAHATHUM HOCIEM.
31. Cnocib oaepaHHs Crosyku 3rigHO 3 MyHKTOM 1, B
SIKOMY MPOBOAATb HAcCTyMHi cTaail:
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a) ko X aBnse coboto NH, B3aemogito crionyku
dopmymm (VII)
1
R

2

R CN

N85

8 N R

R
4

R V1)
B SAKil R1, Rz, R®i R* maloTb 3Ha4YeHHs, K BU3HA4YeHOo
B MyHKTi 1, i R® aBnsie coboto rpyny NR¥®R¥ | ne R% i
R™,

He3anexHo, BubupawTs 3 Cigankiny, i3
crnonykoto coopmyru (VIII)
HoN-R® (V1)

B skii R” gaBnse coboto rpyny R®, sk BM3HaYeHO B
nyHkTi 1, abo ii rpyny-npekypcop; i 3rogom, npwu
G6akaHHi abo HeoOXigHOCTI, MepeTBOPEHHS TIpymu
npekypcopy R> y rpyny R’ i/a6o MOAUMIKyBaHHS
3aMiCHuKIB Ha rpyni R®; abo

0) koM X € TakuMm, SIK BU3HAYEHO B MyHKTI 1,
B3aemogito cronyku cpopmymnm (X)

R 1' R85
R?
NN
.. >
R’ N
R*

o 2 30 p4 ’(X)- 1
B skin R, R™, R™ i R™ € eksiBaneHTamu rpymm R,
Rz, R® i R4, K BM3Ha4YeHO B nyHkTi 1, abo ii
npeKypcopoMm i R® sBnsie coboto BiOXigHy rpyny, i3
cnonykoto cpopmymm (XI)
H-X-R®, (XI

i R” aBnsie coboto Rsa, SIK BU3HAYEHO B NYHKTI
6; i 3rogom, npu OakaHHi abo HeobXigHOCTI,
nepeTBOPEHHS rpynu R", R* R* a6o R* y rpyny R,
R? R® i R* BignosigHo, abo B iHWY Taky rpyny.

MpeacTaBneHuin BUHaxig CTOCYETbCHA OEAKUX
noxigHWx  XiHasoniHy AnNA  BUKOPWUCTaHHA  Npu
NiKyBaHHi AesKnx 3axBOPHOBaHb, 30Kpema,
nponidpepaTMBHUX 3aXBOPOBaHb, TakMX SK pak, i npu
ofepXaHHi MedVKaMeHTIB A BUKOPUCTaHHA Mpu
nikyBaHHi nponidpepaTtMBHUX 3axBOpPOBaHb, HOBUX
XiHa30MiHIB i crnocobiB iX ogepXaHHHA, Tak camo §K i
dapMaLeBTUHHUX KOMMO3WLA, WO TX MICTATb, $K
aKTUBHWUW iHIrpeiEHT.

Pak (i iHWwi rinepnponicepaTtvBHi 3axXBOPOBaHHS)
XapaKTepusyloTbCA  HEKOHTPOMbOBAHOK  KITITUHHOO
nponicpepauieto. Lis BTpaTa HopMarnbLHOro
perynoBaHHA  KNiTMHHOT  nporidpepauii  4acto €
pesynbTatoM reHEeTUYHOIO YLUKOKEHHST KITiTMHHUX
NaHLoriB, LLO KOHTPOIIOTL PO3BUTOK 3a 4OMOMOrOL0
KNITUHHOMO LUKITY.

Yy eykapioTis, yrnopsiAKyBaHHSA Kackagy
docdopunioBaHHs  NpoTeiHy BigOyBaeTbCs Yepes

KOHTPOSIOBaHHS KINITUHHOTO LMKITY. Byro
ileHTMdikoBaHO Kifbka poAMH MpPOTEiHKiHAa3, Lo
BiirpalTb KpUTUYHY porb. AKTUBHICTb GiMbLUOCTI LMX
KiHa3 36inbLyeTbCa B NyXnMHax Nogen y nopiBHAHHI
3 HopMarsbHoo TKaHuHoto. Lle moxe BigbyBaTucs abo
yepe3 30iMblUEHHst piBHIB ekcnpecii npoTeiHy (sK
pesynbTaT, Hanpuknag, amnnidgikauii reHa), abo
yepe3 3MiHy ekcrnpecii cniBakTMBaTOpiB  abo
iHribyBanbHUX NpoTeTHIB.

Mepw»mun ineHTUdikoBaHUMK | HaMdinbLW gobpe
OOCTMHKEHUMU  perynatopaMu  UbOro  KIiTMHHOIO
umMkny Oynu  uuMKniH3anexHi kiHasu (abo L3Kwu).
AkTtuBHiCTb LISKM y neBHIi MOMeHTU € iCTOTHOIO 5K Ans
iHiLiaUil, Tak i CKOOpPAMHOBaHOK PO3BUTKOM 4epes
KNiTMHHWA  umkn. Hanpwknag, LU3K4 npotein, sk
BUSIBNSETLCA KOHTPOSIOE BXOMKEHHSI B KIITUHHWMA
uvkn (G0-G1-S nepexig) yepe3 dochopuioBaHHs
npooykty reHa petmHobnactomm  pRb.  Le
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CTUMYITIOBaHHS BUBINbHIOE hakTop TpaHckpunuii E2F
3 pRb, wo noTim 36inblye TpaHCKPWMLiO reHiB
HeobxiaHUX ona BxomkeHHst B S hasy. Karanituyna
akTuBHicTb LIBK4 ctumynioeTbcs Yepes 3B'si3yBaHHS
napTHepHoro npoteiny, Luknin D. OgHa 3 nepumx
JeMOoHCTpauin 6e3nocepeHb0ro 3B'si3Ky MK pakoMm i
KMiTUHHUM LIMKIIOM byna 3pobneHa npwu
crocTepexenHi, wo red LukniH D1 nigcunioBascs i
piBHi npoTeiHy uwmkniH D 36inbwyBanucs (i omke
36inbwyBanaca akTuBHicTb LIBK4) y 6Ginbwocri
nyxnvH moamHn [Reviewed in Sherr, 1996, Science
274: 1672-1677; Pines, 1995, Seminars in Cancer
Biology 6: 63-72]. IHwi gocnimkeHHsa [Loda et al.,
1997, Nature Medicine 3 (2): 231-234; Gemma et al.,
1996, International Journal of Cancer 68 (5): 605-11;
Elledge et al. 1996, Trends in Cell Biology 6; 388-392]
nokasanu, Wwo HeratmsHi perynatopu LU3K dyHkuin
4YacTo 3HWXKYIOTb peryrnoBaHHa abo BuaansTbCA B
nyxnMHax nogev 3HOBY NMPUBOASYM OO0 HEeOOPEYHOro
aKTUBYBaHHS LIMX KiHa3.

3oBcim HefaBsHO 6ynm ineHTudiKoBaHi
nNpoTeTHKIHAa3K, WO CTPYKTYPHO BiOMIHHI Big poauHW
L3K, wo BigirpaloTe KPUTUYHY POIb Yy pPeryroBaHHi
KNITMHHOTO LMKIY i §iKi TakoX BidirpalTs BaXkruBy
porb B OHKOreHesi. BoHm BKMoYaloTb TifbKM LLO
BigkpwuTi nmogcbki romonorn Drosophila aypopa i S.
cerevisiae Ip11 npoTeiHn. Tpu nOACBKMX roMosioru
umx reHis Aypopa-A, Aypopa-B i Aypopa-C (takox
BidOMi sik aypopa2, aypopal i aypopa3, BignoBigHo)
KOAYIOTb KMITUHHWA LUMWKM, WO PerymoeTbCa CepuH-
TPEeOoHiH npoTeiHkiHa3amu [i onucaHi B Adams et al.,
2001, Trends in Cell Biology. 11 (2): 49-54]. Bonu
nokasytoTb MK EKCMPECIT | akTMBHOCTI kiHa3n yepe3 G2
i MiTo3. Kinbka croctepexxeHb BKadye Ha 3anyyeHHs
aypopanpoTeiHiB mnoguHu B pak. Lle TBepmkeHHs
ocobmmee cwunbHo Ana Aypopa-A. eH Aypopa-A
KapTyBann B xpomocoM 20q13, perioH, WO 4acto
PO3BMBAETLCS B NMyXNMHAX JIO4MHM, LU0 BKIIOYEHUA Y
NyXmuMHW rpyaen i ToBCcTol Kkuwkn. Aypopa-A Moxe
OyTM OCHOBHMM LiMbOBMM FEHOM LbOro ammnmikoHa,
ockinbkn [OHK Aypopa-A nigcunoetbcs i MPHK
HagmipHO ekcrpecyetbca B Oinbwe Hik  50%
BMNagkax MEepBMHHOTO  KONOpPEKTanbHOro  paka
noavHn. Y uux nyxnuHax piBHi Aypopa-A npoTeiHy
3Ha4YHO 36iMbLUYOTLCA B MOPIBHSHHI i3 CYCiOHbOM
HOpMarnbHOK TKaHuHOW. Kpim TOro, TpaHcdekuida
idbpobnacTtis  rpusyHiB  moacbkolo  Aypopa-A
npvBoAMTb OO0 TpaHcdopmauii, wo obymoBsnioe
34aTHICTb POCTW B M'SIKOMY arapi i yTBOPEHHIO MyXuH
y rommx muwen [Bischoff et al.,, 1998, The EMBO
Journal. 17 (11): 3052- 3065]. IHwa poboTa [Zhou et
al., 1998, Nature Genetics. 20 (2): 189-93] nokasana,
Wo wWTydHa HagmipHa ekcnpecia  Aypopa-A
npuBoauTb [0 30irbLlUEHHsT KiNbKOCTi LEHTPOCOM i
30iMblWEHHIO  aHeynroigii, BigoMWXx Bunagkie y
po3BUTKY paky. |Hwa poboTa nokasana MigBULLEHHS]
ekcnpecii Aypopa-B [dams et al., 2001, Chromsoma.
110 (2): 65-74] i Aypopa-C [Kimura et al., 1999,
Journal of Biological Chemistry, 274 (11): 7334-40] y
NYXMUHHUX KIITUHAX Yy MOPIBHAHHI 3 HOpMarbHUMU
KMiTUHaM K.

Baxnmeo, Takox Oyno nokasaHo, L0 CKacyBaHHS
ekcrpecii i QyHkuil  Aypopa-A i niKyBaHHs
AHTUCMUCIIOBMM  OIFOHYKNEeOoTUAOM  MiHIA  KNiTUH
nyxmHu noguHn [WO 97/22702 i WO 99/37788]
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npUBOAUTL A0 3aTPUMKU KIITUHHOTO LWKIY i BNNYBae
Ha aHTunponidepaTMBHy A0 B UUX MiHIAX KiTUH
nyxmmHu. KpiMm TOro, HY3bKOMONEKyNnspHi iHribiTopu
Aypopa-A i Aypopa-B npogemMoHcTpyBanu HasiBHICTb
aHTunponicpepatMBHOT Ail  Ha NYXAWHHI - KAiTUHK
moauHu [Keen et al. 2001, Poster #2455, American
Association of Cancer research annual meeting]. Lle
BKa3ye Ha Te, WO iHribyBaHHs dyHKuii Aypopa-A (i

MOXIMBO Aypopa-B) 6yne MaTtu
aHTunpornicpepaTMBHy Ajto, WO MOXe OyTM KOpUCHUM
npu nikyBaHHi NyxnvMH Yy  mogen i iHWKX

rinepnponicpepatmBHMX 3axBOpPIOBaHb. Oani,
iHribyBaHHs aypopakiHasu BUKOPUCTOBYHOUN
TepaneBTUYHUMA  MiAXOOAOM OO0  MiKyBaHHS  LMX

3axBOplOBaHb MOXe MaTM 3HayHi nepeBarn B
MOPIBHAHHI 3 ULiNMbOBYMU CUrHaNbHUMK  LUNSXamu
Y30OBX KIMITUHHOMO UMKy (Hanmpvknag, akTUBi30OBaHi
TUPO3UHKIHA3W peuenTopa akropa pocTy, Takun sk
peuenTop enigepmanbHoro daktopa pocty (PEOP)
abo iHwi peuenTopu). OCKIMbKM KMITUHHUA LUK
pO3TalLOBYETLCA  HWKYe  BCIX UMX  BiAMIHHUX
CUrHanbHUX MoAdin, KMiTUHHWA LMK KepoBaHui 3a
JOMOMOroK Takoro iHribyBaHHst aypopakiHasn 6yae
MPOrHO30BaHMM,  SK  aKTMBHICTb  4epe3  YCi
npornicpepaTtmBHi MyXMWHHI KNiTUHKW, MOKM He OyayTb
nepeBuLLeHi nigxoauM CnpsiMOBaHi Ha crheuudidHi
curHaneHi Monekynu (Hanpuknag, PE®P), aktuBHi
TiNMbKA CTOCOBHO MiAKNacy nyXauMHHUX KIiTUH, Lo
ekcrpecyloTb Ui peuentopu. TakoX 3po3ymino, Lo
3HayHe "HaBedeHHs" iCHye MPK UUMWU CUrHambHUMK
WwisXxamMu i O3Hayae, WO iHribyBaHHS ofHOro
KOMTMOHEHTa MOXe BPiBHOBaXKYBaTUCS iHLUMM.

Ha cborogHi 6yno 3anponoHOBaHO BUKOPUCTaHHS
psgy noxigHUX XiHa3oniHy Anst iHribyBaHHA Pi3HUX
kiHa3. [Hanmpuknag, WO 96/09294, WO 96/15118 i
WO 99/06378] omucyloTb BUKOPUCTaHHS AEAKUX
XiHa30MiHIB siK iHriGiTOpiB peuenTopa TUPO3WHKIHA3W,
WO MOXYTb OyTM  KOpUCHI AN MiKyBaHHS
npornidepammeHmMx 3axeoptoBaHb i WO 00/21955
ornMcye [AesKi MOXigHi XiHa3oniHy $K iHriGiTopu Aii
VEGF.

Takox OyrmmM ommcaHi noxigHi XiHasoniHy Ans
BUKOPUCTaHHSA ANS iHribyBaHHs aypopakiHasu-A. [WO
02/00649] ormcye noxigHe XiHa30niHy, WO Hece 5-
YfeHHe reTepoapomaTtuyHe Kifble, Ae Kinble Mae,
30KkpeMa, 3aMilleHnin Tpuason abo  3amilLeHui
TiopeH. OpHak, He AuBnsuMcb Ha cronykn [WO
02/00649], yce we icHye noTpeba B iHLWMX CronykKax,
LLO MatoTb 34aTHICTb iHribyBaTh aypopakiHasy.

BuHaxigHVKn po3pobunn HOBWI psif, CNOMyK, LU0
iHribytoTb Aito aypopakiHas i, 30kpema, aypopakiHasu-
A i €Ki, TakMM YMHOM, BUKOPUCTOBYIOTLCH MpU
nikyBaHHi nponidpepaTMBHUX 3axBOPIOBaHb, TakKMX SK
pak, 30Kpema, TaKkmx 3axBOploBaHb AK
KoropekTanbHWin pak abo pak rpygen, Ade
aypopakiHasu, SK BiGOMO, € aKTUBHUMMW.

3rigH0 3 odHMM 3 acnekTiB nNpeacTaBieHoro
BMHaxody, 3abesrnedyeTbCs 3acTOCyBaHHS CrOSyKU

copmyrm (1)
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RS
R' x~
R2
N 0)
DO
R4

abo ii coni, ectepy abo amigy; ne:
X saBnse coboto O abo S, S(O) abo S(O)., abo
NRG, %e R® sensie coboro BoAeHb abo C1sarnkin;
R® aBnsie coboto pyny dopmyrnm (a) abo (6):
82

Rsz\ R \
N—N N-|\\|
* \ \ R61 R61 \ .
RBO RSO
(a) (6)
Oe * BKasye Micue npuegHaHHa o rpynm X y
cbopM}/ni (2I);
R, R%, R3, R4, He3anexHo, BUbMparoTb 3 BOAHIO,

ranoreHy, uiaHo, HiTpo, Tpudtopmetuny, Cizankiny, -
NR'R® a6o -X'R?;

R’ i R® agnsiotb coboto, He3anexHo, BoaeHb abo
C3ankin;

X' aBnse coboo npoctuii 3B'a3ok, -O-, -CHy-, -
OCO-, kapGoHin, -S-, -SO-, -SO2, -NR'CO-,
CONR''-, -SO:NR'%, -NR'®SO,- a6o -NR"~;

R1°, R“, R12, R® i R™ asnsioTb coboto,
Hes3anexHo, BoaeHb, Cisankin abo Ci.zankokcuCo.
3ankin;

Ré BMOMPaloTb 3 OFHIE 3 HACTYMHWX rpyn:

1) BopgeHb abo Cisankin, wWo Moxe 6ytn
He3amiweHun abo skui Moxe OyTn 3amileHun
ofHieto abo binbLue rpyn, siki BUGMpaloTe 3 rigpokew,
dTOpYy abo amiHo;

2) CisarkinX’COR"™ (ge X? sBnsie coboto -O-
abo -NR'®- (ne R'S asnse co6oto BoAeHb, Cqzankin
abo CqzankokcuCozarnkin) i R' asnse coBow Ci.
sankin, -NR'"R™ a6o -OR" (ge R, R"™ i R", wo
MOXYTb 6YTW 0gHakoBMMM abo Pi3HNMK, KOXKEH SBMSIE
coboto BoaeHb, Ci3ankin abo CqzankokcuCa-zankiny);

3) CrasamkinX’R? (ge X® siensie coBoto -O-, -S-, -
SO-, -80,-, -OCO-, -NR?'CO-, -CONRZ-, -SO,NRZ-,
-NR?*SO2- aBo -NR®- (ge R?', R%, R? R* i R®
KOXEH, HesanexHo, siBnsie coboto BodeHb, Cizankin
abo CisamkokcuCosankin) i R sBrse  coGoto
BoAeHb, C1.3amKin, UMKNONEHTWA, UMKnorekcun abo 5-
abo 6-4neHHy HacudeHy reTepouukniyHy rpyny 3 1
abo 2 retepoatomamu, LLO, He3anexHo, BubupatoTb 3
0O, Si N, ge CisankinbHa rpyna moxe Hectn 1 abo 2
3aMiCHUKN, siKi BUOMPaKOTb 3 OKCO, MgpPOKCK, ranoreHy
i C14anMKoKCK i Ae umknivyHa rpyna Moxe Hectn 1 abo
2 3aMmicHuku, siKi BUOMpalOTb 3 OKCO, TFiapoKcH,
ranoreHy, Cig4ankiny, Cigrigpokcuankiny i Cai.
4arKokcu);

4) CyisarkinX*CisamkinX’R%® (ge X* i X° wo
MOXYTb OyTn ofHaKoBUMYK abo pi3HUMU, KOKeEH -O-, -
S-, -SO-, -SO2-, -NR’CO-, -CONR?-, -SO,NR*-, -
NR*SO,- a6o -NR*- (ne R, R® R¥®, R¥ i R"
KOXEH, HesarnexHo, ABnge coboto BoaeHs, Ci.33arnkin
abo C1.3ankokenCazankin) i R? siBnsie coboto BoaeHs
abo Cqzankin);
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5) R¥ (ne R* sBnsic coboto 5- abo 6-UneHHy
HacuyeHy reTepouuKniyHy rpyny (npvegHaHy 4depes
Byrneup abo asoT) 3 1 abo 2 reTepoatomamu, LIO,
He3anexHo, Bubumpaote i3 O, S i N, pe
reTepouukniyHa rpyna moxe Hectm 1 abo 2
3aMiCHVKN, siki BUOMPaloTb 3 OKCO, MAPOKCK, rasioreHy,
Ciaarkiny, Ciarigpokcuankiny, Ci4ankokcy, Ci.
4aJ'IKOKCMC14aJ'IKiJ'I¥ i C1aankincynbdoHinCi4ankiny);

6) C1sarkinP® (ne R* € Takum sik BUSHaUEHO TyT
paHiwe);

7) CasarkeHR® (ne R* € Takum sik BU3HAuY€HO
TyT paHiwe);

8) CasankiHinP* (ne R* € Takum sik BU3HauYeHO
TyT paHiwe);

9) R* (ne R* sBnsie coboio mipuaoHoBy rpyny,
deHinbHy rpyny abo 5- abo 6-unmeHHy apomMaTUdHy
reTepouMkrivHy rpyny (MpuegHaHy yepes Byrreub
abo asor) 3 1, 2 abo 3 reTepoatomamu, SKi
Bubupatotb i3 O, N i S, ne nipugoHoBa, eHinsHa abo
apomMaTuyHa reTepouuKivyHa rpyna MoXyTb HECTU A0
5 3amicHMKIB Ha [OCTYMHMX aToMax BYyrneuto, ski
BMGUpalTb 3 rigpokcu, ranoreHy, amiHo, Ci4arnkiny,
C14aankokewn, Ciarigpokcumarnkiny, Ci4amiHoarnkiny, Ci.
4ankinamiHo, C14rinpokcmankokey, KapboKcH,
TpuchbTopmeTuny, LiaHo, -CONR*R*® i -NR*COR*’
(e R* R%, R®*iR¥, wo moxyTb Gyt ofHaKoBUMM
abo pisHUMK, KOXeEH siBnse coboto BoaeHb, Cisankin
abo Cq.ankokcuCo.zankin);

10) CisarkinR™ (ne R*® € Takum sik BU3HaUeHO
TyT paHiwe);

11) CasankeHR® (ne R* e Takum sik BU3HAUEHO
TyT paHiwe);

12) CasarkiHR® (ge R* € Takum sik BU3HAUEHO
TyT paHiwe);

13) C1sankinXR* (ne X8 aBnsie coBoto -O-, -S-, -
SO, -SOz-, -NR®CO-, -CONR®-, -SONR®, -
NR*'SO,- a6o -NR*- (ne R*®, R® R* R* i R*
KOXEH, HesanexHo, siBnsie coboto BodeHb, Ci.zankin
abo CisamkokcuCosarkin) i R*® ¢ Taum sk
BM3HAYEHO TyT paHilLe);

14) CasankeninX’R* (ne X siensie coboto -O-, -
S-, -SO-, -SO2-, -NR**CO-, -CONR*-, -SO,NR*-, -
NR*S0,- a6o -NR*- (e R*, R* R*, R* i RY
KOXEH, HesanexHo, siBnsie coboto BodeHb, Cizankin

abo CisarkokcuCosarkin) i R*® ¢ Taum sk
BM3HAYEHO TyT paHille ;i
15) CasankiHinXR™ (ne X8 aBrsie coboto -O-, -S-,

-S0-, -80z-, -NR*CO-, -CONR*-, -SONR%-, -
NR®*'SO,- a6o -NR*- (ge R* R® R¥ R® i R®
KOXEH, HesanexHo, sBnsie coboto BoaeHb, Cisarnkin
abo CisamkokcuCosarkin) i R*® ¢ Taum sk
BM3HAYEHO TyT paHilLe);

16) C1zankinXR-3ankuR*® (ne X° sBnse coboto -
O-, -S-, -SO-, -SO,-, -NR**CO-, -CONR*-, -SO,NR*-
, -NR*®S0;,- a6o -NR”- (ge R*, R* R%®, R* i RY
KOXEH, HesanexHo, sBnsie coboto BoaeHb, Cqsarnkin
abo CisamkokcuCosarkin) i R*® ¢ Taum sk
BM3HAYEHO TyT paHilue);

17) CrzarkinX®C1aamkuR™* (ge X° i R? ¢ Takumu
SIK BU3HAYEHO TYT paHille);

18) Cisankin, HeobOB'sI3kOBO, 3amiweHnn 1, 2
abo 3 ranoreHamu;

19) C1.sankinX '°Cy.sankinX'R% (ne X" X", wo
MOXYTb OyTn ofHaKoBUMYK abo pi3HUMU, KOKEH -O-, -
S-, -SO-, -SO2-, -NR*'CO-, -CONR%-, -SO,NR%-, -
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NR¥S0,- a6o -NR®- (ge R%', R% R%, R* i R%®
KOXK€EH, He3anexHo, sBnsie coboto Cqsankin, Cizankin
(3amiwennin 1, 2 abo 3 ranoreHamu, CiaankinbHIMK
abo Cigankokcu-rpynamn (i ge 2 Ci4ankokeurpynm
no Ci4ankiNnbHUM rpynam arnkokCu MOXYTb pasom
yTBOptOBaTH 5- abo 6-4neHHy Hacu4yeHy
reTepoLUMKIIiHHy rpyny, Lo Mae 2 aTtoMu KUCHIO)), Co.

sankeHin, Co.5ankKiHin, Cs-sLMKnoankin
(HeobOB'AA3KOBO, 3aMmilLeHnI rarioreHom, rigpokecu, Ci.
3ankinom abo C14rippokcuankinom), Ca.

sUMKroankinCzankin (HeoboB'A3k0BO,  3aMiLLEHUI
ranoreHom, rigpokcy, Cisankinom abo  Cs.
JriApokcuarkinom) a6o CisankokcuCasarkin) i R%
sBnse coboto BoaeHb abo Cq-zarnkin);

20) Caeuukrioasnkisn;

21) R%* (ge R% sensic coGoto 5- abo 6-uneHHy
reTepouMKmivHy rpymy, Wo Moxe OyTM HacuyeHoio
abo HeHacuyeHolo, (MpyeagHaHy yepes Byrneub abo
asoT) 3 1 abo 2 reTtepoatomamu, LWO, He3anexHo,
Bubupatote 3 O, S i N, ge reTepouukniyHa rpyna
Moxe HecTn 1 abo 2 3amicHuKkM, siki BUGupaTs 3 Ci.
srigpokcuarkiny, Cisankiny, rigpokeu i Cq4ankokcmCa.
4ankiny;

22) CisarkuR* (ge R% e Takum sik BU3HauYeHO
TyT paHiwe); ine:

R60 R°" i R®? ggnsoTb coboto, HesanexHo,
BOOEHb, HITPO, UiaHO, ranoreH, OKCO, amiHo,
TpudTOPMETUN, C14ankokcumeTun, an(Cq.
sankokcm)metnn abo CieankaHoin abo rpyny, siky
Bubupaiote 3  Cigeankiny, Co.ioankeHiny, Co.
10asKiHiNy, retepouukniny, retepoumkninCi.jeankiny,

C1.10arKoKCH, apunCi.ioarnkiny, apuny, Ca.
joLMKIIOAnKiny, Cs.1oumKnoankeHiny i Cs.
joUMKIioankiHiny (ge rpyna €, HeobOB'sI3KOBO,

3amillieHoto 1, 2 abo 3 3amicHMKaMW, LLO, He3arneXHo,
BubupatoTb 3 ramoreHy, Cigankiny (HeoboB'si3kOBO,
3amiweHoro 1, 2 abo 3 ranoreHamu), MepKarnTo,
rigpokcy, kKapbokcu, Ci.1pankoKcu, HIiTPO, UiaHo,
apwny, retepoapwny, reTepoapurokcm, Co.
joankeHinokcyn,  CoqoarkiHinokcn, CigankokcnCi.
4aNKOKCK, apuriokcu (ae apunbHa rpyna moxe 6yTu
3aMilLEeHO rarnoreHoM, HiTpo abo rigpokcu), amiHo,
uiaHo, HiTpo, MoHO- abo Aau(Cieankin)amiHo,
okcuiMmiHo abo S(O)y, ge y ,qopleroe 0 1 2 abo 3;
a60 rpyny, AKY Bm6mpar0Tb 3 =CR™®R™, C(O)R’,
OR"’ S O)yR NR"®R", C(O)NR"R’?,
OCONR™R®,  =NOR”’, -NRCO\R", -
NR”CONR’®R’®, -N=CR'®R”’, S(O) NR"R" aGo -

NR”’S(0),R™ aGo rpyny, siky BUGMpaIoTb 3 cheHiny,
6eH3uny abo 5- - 6-4neHHoi reTepoLMKIIIYHOT rpymn 3
1, 2 abo 3 reTepoatoMamu, LIO, He3aNEXHO,
Bubupatote 3 O, S i N, ge reTepouukniyHa rpyna
Moxe OyTn apomatndHow abo HeapoMaTUYHOM |
Moxe OyTM HacumyeHolo (MpyeHaHOK Yepe3 aToMm
Byrneuto abo asoTy kinbud) abo HeHacuU4eHo
(npuegHaHolO 4Yepe3 aToM BYIMeLlo Kinbusd), Ae
deHin, 6eH3un abo reTepouukrliyHa rpyna MOXyTb
HEeCTM Ha opfHoMy abo OinbLii KinNbKOCTi aTomiB
BYrMeLo Kinbusi 40 5 3amicHukiB, ski BMOWpatoTb 3
rigpokcy, ranoreHy, Cisankiny, Cisankokcu, Ci.
3arnkKaHoIrokcK, TpuTopmMeTUny, LiaHo, aMiHo, HITPO,
CouarnkaHoiny, C14ankaHoinamino, Ci-
4anNKOKCMKapOOHiny, C14arnkincynedariny, Ci-
sankincynbiHiny, Ci4ankincynbdoHiny, kapbamoiny,
N-C14ankinkap6amoiny, N,N-aun(C1-
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sankin)kapbamoiny, amiHocynbdoHiny, N-C.
sankinamiHocynsgoHiny, N,N-an(C+.

4ankin)amiHocynb oHiny, Ci4ankincynbgoHinamiHo, i
HacW4eHO| reTepoLMKmiYHOT rpynu, SKy BMOUpatoTs 3
MOpPEOniHO, TioMopdOriHO, niponiguHiny,
ninepasuHiny, ninepuauHiny, imigasonignHiny i
nipasoniguHiny, Ae HacuyeHa reTepouukniyHa rpyna
Moxe HecTu 1 abo 2 3amicHuku, siki BUOUpawTb 3
OKco, rigpokcuy, ranoreny, Cqzankiny, Cizankokeu, Cq.
3arkaHoInokcK, TpudTopmMeTUny, LiaHo, aMiHO, HITPO
i C1.4ankokcukapboHiny,
abo rpyny nigdopmymm (k):

/(CR1IR1")p-—.___m/V (k)
q

abo rpyny nigdopmynm (I1):

T /RTD
1 " e ‘\ v

ACRR, )"_'_"“(NR.,')Q (CHR,"), (1

abo rpyny nigdopmynm (V1):
RT1 R72

R" (V)
o]
ae:

p i q siBnsA0TL coboto, HesanexHo, 0 abo 1;

r gopisHioe 0,1,2,3 abo 4;

R4 i R{" sBnsoTe coboto, He3anexHo, BOAEHb,
rigpokcu, ranoreH, uiaHo, Ci.qpankin, Cs.ioUuknoankin,
Co-1pankeHin abo CoqoankiHin (ge Ci-qoarnkin, Cas.
joUMKNoankin, Co-1panKeHin i Co-10anKiHin,
HeoOOB'A3KOBO, 3aMiLLEHi ranoreHoMm, HiTpo, LiaHo,

rigpokcy,  TpudTOpMETUIIOM,  amiHo,  Kapbokcy,
kapbamoinom, Mepkanmro, cynbdamoinom, Ci.
4ankinom, Co4arnkeHinom, Co4arnkiHinom, Cs.

sUmknoarkinom, CssunknoankeHinom, Ci4ankokcu,
C14ankaHoinom, C14ankaHoinokeu, Ci-
sankaHoinamiHo, N,N-oun(Ci4ankaHoin)amiHo, N-(Ci.
sankin)kapbamoinom, N,N-gn(C14ankin)kapbamoinom,
Ci4arkinS, CigamkinS(0), CigamkinS(0), Ca-
sankokcukapboHinom,  N-(Cisankin)cynbdamoinom,
N,N-an(C+.sankin)cynsdamoinom, Ci-
sankincynbgoHinamiHo abo retepouukniniom); abo

R1 i R1" mMoxym pasom yTBoptoBat 3- - 6-
YfeHHe kinMbue, WO Moxe Oymm HacudeHum abo
HeHacuyeHuM;

T aBnse coboto C=0, SO, (ae n gopisHoe 0, 1
abo 2), C(=NOR)CO, C(O)C(O), C=NCN abo
CV=NO;

V aBnsie coboto, He3anexHo, R% a60 N(R63)R64;

RS j R64, Hes3arnexHo, BMOMpaTb 3 BOAHIO, -
(CH2);R™ (9" popiBaioe 0 aGo 1), apuny
(Heo6oB'A3k0BO, 3amiwegHoro 1, 2 abo 3 Cisankinamu
(HeoboB'A3kOoBO,  3amiweHummn 1, 2 abo 3
rigpokcurpynamm)),  Ciqoarkiny  (HeoboB'sI3kOBO,
3amiweHoro 1, 2 abo 3 rpynamu, Lo, He3anexHo,
BUGUpaloTb 3 apuny abo reTepouurknivyHol rpymu, ae
apwnbHa i reTepouukniyHa rpyna €, HeoboB'3KOBO,
3amiweHnmm 1, 2 abo 3 rpynamu, WO, He3anexHo,
Bubupatote 3 Cieankiny, HITPO, LiaHO, ranorexy,

okco, =CR™R™, C(OLR’’, OR”’, S(O\R”", R78R9
C(o;NR"’R79 OC(O)NRR™, ~ '=NOR"’

NR7C(OLR’®, -NR TCONR™R”,  -N= CR78R79
S(O),NR 8R79, NRS(O\R"®) aBo rmym, siky

Bm6mpar0Tb 3  Ciaoarkiny, CoaqoankeHiny, Co
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10arkKiHiny, retepouukniny, Ci.qpankokcu, Ci.qparnkiny,
apwvny, Cs.joumknoarnkiny, Cs.ioumknoankeriny i Ca.
joUMKrioankiHiny (ge rpyna €, HeobOB'sI3KOBO,
3amiweHoo 1, 2 abo 3 rpynamu, WO, He3anexHo,
B1GUpaTbL 3 C1-sarnkiny, C14ankokcu,
TpudpTopmeTUny, TpUPTOPMETOKCH, AUPTOPMETUNY,
nmchopmeTOKcm HITPO, UiaHO, ranoreHy, OKco,

=CR™R"®, C(O)XR77 OR77é S(O)yR77 NR'®R"
C(ON NR75R™, (7 ONR™R”®, " =NOR”,
NR”’C(O),R’, R7CONR™R”,  -N= CR78R79

S(OWNR 8R79, NR77S(O) R, a6o R% | R pasom 3
aToOMOM a30Ty 0 SIKOro BOHWU MpUEOHaHI YTBOPHOOTH
reTepouukniyHe Kinbue, Ae Kinbue € apoMaTUYHUM
abo HeapoMaTWyHMM i, SKe €, HeoDbOB'sSI3KOBO,
3amiweHnm rigpokcn, Cieankokcu abo Cqearnkisiom
(H6060Bﬂ3KOBO 3aMiLLEHUM TiapOKCK);

R’ asnsie coboto BoAeHs, rigpokcy (iHWWA Hix,
korm q gopisHioe 0), Cy.sankin, Ci.sankokcu, amiHo, N-
C1-sarnkinamio, N,N-gu(C1.sankin)amiHo, Co.
grigpokcuankokcy, CisankokcnCogsankokcu, amiHoCo.
gankokck, N-CqebankinamiHoCzeankokeu, N,N-am(Ci-
gankin)amiHo Cosankokcy, Cs7umknoankin
(HeoboB's3k0BO, 3amieHut 1 abo 2 okco abo Tiokco
3amicHukamm) abo copmyny (I11):

-K-J (1)

K saBnse coboto 3B'A30K, okcu, iMmiHO, N-(Ci.
gankin)imiHo, okcuCiearnkineH, imiHoCisankineH, N-
(C1sarkin)imiHoC+.sankineH, -NHC(O)-, -SO2NH-, -
NHSO2-, -NHC(O)-CisarnkineH-, -OCO- abo Ci.
gallKeHineH;

J saBnse cobow apwn, retepoapun abo
reTepouuknin (ge reTepouuknin €, HeobOB'sI3KOBO,
3amiweHnM 1 abo 2 okco abo TiIoKCo 3amicHUKaMm);

i npe Oyob-ska apunbHa, retepoapunbHa abo
reTepouukninebHa rpyna B R 0 rpyni €, He060B'A3KOBO,
3amiweHoto 1, 2, 3 abo 4 rpynamu, siki BUGMpatoTb 3
rigpokcu, rarioreHy,  TpudTopmMeTUny, LiaHo,
MepKanTo, HiTpo, amMiHo, kapOokcu, kapbamoiny,
copminy, amiHocynbdoHiny, C1.sanxiny, Co-
sankeHiny, CaeankiHiny, Cieankokcy, -O-(Cq.zankin)-
O-, C16arkinS(O)n- (ge n gopisHioe 0, 1 abo 2), N-C1.
sankinamiHo, N,N-gu(C1.sankin)amino, Co.
sankokcukapboHiny, N-Cisankinkapbamoiny, N,N-

an(C1.eankin)kapbamoiny, C1.sankaHoiny, Ci-
salnKaHOIMoKCH, C1-sankaHoinamino, N-C1.
salKinamiHoCy b PoHiny, N,N-aun(C+.

sankin)amiHocynbdoHiny, CieankincyneoHinamiHo i
C1.sankincynbdoHin-N-(CqeankinyamiHo abo 1, 2, 3
abo 4 rpynamu, siki BUGUparoTh 3:
rpymm cbopmynm (V)
-B"-(CHy)p-A" (V)
(ne A A' sBnsie coboto ranoreH, rigpokcy, Ci.
gallkoKCK, UiaHo, amiHo, CisankinamiHo, an(Ci-
garkKin)amiHo, Kkapbokcy, C1-sankokcukapOoHin,
kapbamoin, N-Cieankinkapbamoin ab6o N,N-gu(Ci.
sankin)kapbamoin; p' sBnsie cobotw 1, 2, 3, 4, 5 abo 6;
i B' sasnse coBowo 3B'130K, OKcK, iMiHO, N-(Ci.
sankin)imiHo abo -NHC(O)-; 3a ymoBM, LLO p AOPIBHIOE
2 abo bGinblue, 3a BUHSATKOM BUMagKy, Konm B aBnsie
coboto 3B's30k abo -NHC(O)-);
i rpyny coopmymm (V)
-E'-D’ (V)
(ne D' sBrsie coGoto apun, retepoapun abo
reTepouuknin (ge reTepouuknin €, HeobOB'sI3KOBO,
3amiweHnm 1 abo 2 okco abo TiIOKCO 3amicHUKaMMK) i
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E' sBnse cobotwo 3B8'A30K, CieankineH, okcuCs.
galnkineH, okcy, imiHo, N-(Cieankin)imiHo, imMiHOC.
gankineH, N-(Cieankin)imiHoCsankineH, Ciesankinex-
okcuCqeankineH, CisankineH-iMmiHoCqgankineH, Ci.
sankineH-N-(C1.sankin)-imiHoC1esankinen, -NHC(O)-, -
NHSO,-, -SO2NH-abo -NHC(O)-C+.sankineH-, i 6yab-
sika apwrbHa, retepoapunbHa abo retepouukninbHa
rpyna B 3aMiCHWKY Ha D' €, HeoboB'sI3KOBO,
3amiweHoto 1, 2, 3 abo 4 rpynamu, siki BuGMpatoTb 3
rigpokcy,  ranoreHy, Cisankiny, Cjealnkokcuy,
kapbokcn, CieankokcukapboHiny, kapbamoiny, N-Ci.
sankinkapbamoiny, N,N-gu(Ci.sankin)kapbamoiny, Co-
gankaHoiny, amiHo, CieankinamiHo i  an(Cs-
garkKin)amiHo);

i byopb-aka 3 R" rpyn BU3Ha4YeHUX TyT paHille, Lo
mictute CHz rpyny, Wwo npuegHaHa Ao 2 artomis
Byrneuto adbo CHs rpyny, WO npuegHaHa o atoMmy
BYrnewuto, HeobOOB'I3KOBO, HECE Ha KOXHIMA 3ragain
CH, abo CHs rpyni 3amicHuK, sikui BuOMpaloTb 3
rigpokcy, amiHo, Cqeankokcu, CieankinamiHo, am(Ci.
sarnkKin aMIHO i retepouukniny;

R™ i R"%, HezanexHo, BMGUpaTb 3 BogH abo
C14anK|ny abo R™ i R™ pasoM yTBO 1010Tb 3B'S130K;

R” asnsic co6oro OR™ abo NR°R’®:

R™ R”™ i R™ aensiotb coboto, Hesane»(Ho, Ci.
10arKin, Co-10anKeHin, Co-10anKiHin, apwun,
retepouuknin, Cqqoankokcy, apunCi.qeankin, Cas.
soumknoankin, Cs.jouuknoankeHin, Cs-qoLUUKnoarnkiHin,
KOXXHWI 3 AKMX €, HEODOB'A3KOBO, 3aMilieHm 1, 2, 3
abo 4 rpynamu, ski BUOMpaTb 3 Hi })o LiaHo,
ranoreHy, okco, =CR"’R"®, C(O)R”’, OR’, S(O)%R77
NR"®R’®, $0)NR78R79 OC(O)NR”®R™, =NOR'’
NR"C( O)R NRCONR™R™, -N=CR”*R”,
S(0),NR"®R™ a60 -NR”’S(0),R™®, ne y aopisHioe O,
1,2 a6o 3; abo

R™ R’ | R sBrsioTb COBOI, HE3ANEXHO,

retepouuknin, HeoboB's3koBO,  3amiweHun  Ci.
4ankinom, CogankeHinom, CogankiHinom i Ca.
sLMKNoarkinom; abo

R™® i R™® pasom 3 a3oToM [0 $KOro BOHM

npueaHaHi YTBOPHOIOTb apomaruyHe abo
HeapoMaTU4He KinbLe, WO, HeOOOoB'A3KOBO, MICTUTbL
1, 2 abo 3 iHWMX reTepoatomu, siki, He3anexHo,
BM6|/|par0Tb 3N,0iS;

R R’® i R™ HesanexHo, BUBMPAIOTb 3 BOJHIO
abo rpym, wo BubupawoTs 3 Ciqearkiny, Co
joarkeHiny, Co.ioankiHiny, apuny, retepouukniny, Cs.
joankokcy, apunCi.jeankiny, Ca.oumknoarnkiny, Cas
joumkrioankeHiny, Cs.iouukroankiHiny, ge rpyna e,
HeoboB's3K0BO, 3aMiLleHoto ranoreHom, Ci-
snepranioreHarnkinoMm, Takum Sk - TpudpTopmeTun,
MepkanTo,  rigpokcu,  kapbokcu,  Ci.iparnkokcu,
apwrnom, reTepoapunom, retepoapunokcy, Co.
joankeHinokcyn, CoqoarnkiHinokcn, CieankokcnCi.
6aAINIKOKCW, apuUroKcu (Oe apwrbHa rpyna moxe 06yTu
3aMilLeHO rarioreHom, HiTpo abo rigpokcu), uiaHo,
HITPO, amiHO, MOHO- abo aMR-BankinRMiHO, okcHiMiHO
abo S(O)y, %e y ,qoguaHroe 0,1, 2 abo 3;

abo R pa3oMm YTBOPHOKOTL KinbLe, Lo,
HeoboB' FlSKOBO, MICTUTb reTepoaTtomu, Taki sk S(O)y,
KUCEHb i a30T, X JOpiBHIOE Uinomy uucny 1 abo 2, y
popisHioe 0, 1, 2 abo 3, fe kinbLe €, HeoboB'sA3KOBO,
3amiweHnm 1, 2 abo 3 rpynamm, WO, He3anexHo,
BMbUpatoTb 3 ranoreHy, Ci4nepranoreHarnkiny, Takoro
sIK TpUcpTOopMETUN, MEepKanTo, rigpokcu, kapbokeu, Ci.



27

10aIKOKCW, apuny, reTepoapuny, retepoapurokcu, Co.
joankeHinokecyn,  CoqoarkiHinokcn, CisankokcnCi.
6alnKOKCW, apuIiokcu (4e apwrbHa rpyna moxe Oytu
3aMilLeHO raroreHom, HiTpo abo rigpokcu), uiaHo,
HiTPO, amiHo, MoHo- abo an(Cieankin)amiHo,
okcuimiHo abo S(O)y, e y gopisHioe 0, 1, 2 abo 3;
ans OfepXKaHHs MeOvKameHTy
BMKOPWCTOBYBAHOIO A1 iHribyBaHHA aypopakiHa3u.
Takox 3abesnevyeTbCa 3acTOCyBaHHS CMOMyKW
dopmynm (1) [N OoA4epXKaHHS  MeAuKameHTy
BMKOPMCTOBYBaHOIO 4111 iHrOyBaHHA aypopakiHa3u-A.
Takox 3abesnevyeTbCa 3acTOCyBaHHS CMOMyKW
dopmynm (1) [N oAepXKaHHS  MeAuKameHTy
BMKOPMCTOBYBaHOIO 4111 iHriOyBaHHA aypopakiHa3u-B.
3okpema, MeaMKaMEeHTW, WO MICTATb CronyKu
npeacTaBieHOro BWHAxody, KOPWUCHI Mpu NikyBaHHi
nponidpepaTMBHUX 3axBOPIOBaHb, TakMX $SK pak, i,
30KpeMa, BUAIB paky, B skux Aypopa-A perynoeTtscs
3i 3HWKEHHSIM, Taki SK pak TOBCTOI KuwWwku abo pak
rpyaen.
Y HacTynHOMy acnekTi npeacTaBneHumn BUHaxig

3abesnevye 3acTocyBaHHs crionyku cpopmynm (1)
5

R
R' x7
RZ
N )
R® N)
R4

abo ii coni, ectepy abo amiay;

ae X aBnse coboto O abo S, S(O) abo S(O)z, abo
NRG, ne R® sBnsie coboro BoAeHb abo C1sarnkin;

R® siBnsie coboto pyny dopmynu (a) abo (6):

RSZ RSZ
\
N—N ~N
20 SN e U NS
RSO RED
(@) {6)

RGO, R%" i R®? nesanexHo BUOUPalOTb 3 BOAHIO i
3aMilLeHOl0 Tpymnu i * BKasye Micue npuegHaHHa go
rpymm X'y cpopmyrii (1);

R1, Rz, R, R, HesanexHo, BubupaTb 3
ranoreHy, uiaHo, HiTpo, Tpudtopmetuny, Cizankiny, -
NR'R® (ne R” i R®, wo mMoxym 6yT1 ogHakoBuMM abo
pi3HMMK, | KOXHUIA siBNsie coboto BogeHb abo Ci.
sankin), -X'R® (ne X' siBnsie coboto MpocTuii 3B'A30K, -
O-, -CHz-, -OCO-, kapboHin, -S-, -SO-, -SO2-, -
NR'°CO-, -CONR™-, -SO,NR'%-, -NR™SO.- a6o -
NR™- (ne R1°, R“, R12, R©¥iR™ KOXEH, He3arexHo,
sBnsie coboto BoaeHb, Cqzankin abo CizankokcnCo-
3ankin) i R® BUOMpatoTb 3 OAHIET 3 HACTYNHUX rPy:

1) BopgeHb abo Cisamkin, wWo Moxe 6ytn
He3amiweHun abo skui Moxe OyTn 3amileHuin
ofHieto abo binbLlue rpyn, siki BUGMpaoTeb 3 rigpoKey,
dTOpYy abo amiHo;

2) CysarkinX’COR"™ (ge X? sBnsie coboto -O-
abo -NR'®- (ne R'S asnse co6oto BoAeHb, Cqzankin
abo CisankokcuCosankin) i R' sense coboio Ci.
sankin, -NRR™ a6o -OR™ (ne R, R™ i R", wo
MOXYTb BYTW 0gHaKoBMMM abo PI3HNMK, KOXKEH SBMSE
coboto BoaeHb, Cisankin abo CqzankokcuCa-zankiny);

82058 28

3) C1sankinXR% (ne X3 aBrsie coBoto -O-, -S-, -
SO-, -S02-, -OCO-, -NR?'CO-, -CONR?-, -SO,NR*-,
-NR?*SO2- aBo -NR*- (ge R?', R%, R? R* i R®
KOXEH, HesanexHo, siBnsie coboto BodeHb, Ci.zankin
abo CisamkokcuCoszankin) i R sBrse  coGoto
BoAeHb, C1.3amKin, UMKNONEHTWA, LUMKnorekcun abo 5-
abo 6-4neHHy HacudeHy reTepouuknivHy rpyny 3 1
abo 2 retepoatomamu, L0, He3anexHo, BUbupaoTb 3
0O, Si N, ge CisankinbHa rpyna moxe Hectn 1 abo 2
3aMiCHUKN, 5iki BUOMPaKOTb 3 OKCO, MgpOKCK, ranoreHy
i C14anMKoKCK i Ae umKnivyHa rpyna Moxe Hectn 1 abo
2 3aMmicHuKkM, siKi BUOMpalOTb 3 OKCO, TFiApoKCcH,
ranoreHy, Cig4ankiny, Caigrigpokcuankiny i Cai.
4arKoKcu);

4) CisamkinX*CisamkinXR*® (me X* i X°, wo
MOXYTb ByTn ofHaKoBUMYK abo pi3HUMU, KOKEH -O-, -
S-, -S0-, -802-, -NR?’CO-, -CONR?-, -SONR*-, -
NR*SO,- a6o -NR*- (me R, R® R¥®, R¥ i R"
KOXEH, HesanexHo, siBnsie coboto BodeHb, Ci.zankin
abo C1.3ankokenCoaankin) i R% siBnsie co6oto BoaeHs
abo C1zankin);

5) R¥ (ne R* sBnsic coboto 5- abo 6-UneHHy
HacuyeHy reTepouukniyHy rpyny (npuegHaHy 4depes
Byrneup abo asoT) 3 1 abo 2 reTepoatomamu, LIO,
He3anexHo, Bubupaote i3 O, S i N, pe
reTepouukniyHa rpyna moxe Hectm 1 abo 2
3aMiCHVKN, siki BUOMPaloTb 3 OKCO, MAPOKCH, rasioreHy,
Cigarkiny, Ciarigpokcuankiny, Ci4ankokcy, Ci.
sankokcnCisankiny i CiaankincynboHinC14ankiny);

6) C1sarkinR> (ne R* € Takum ik BUSHAUEHO TyT
paHiwe);

7) CasarkeHR® (ne R* € Takum sik BU3HAYeHO
TyT paHiwe);

8) CasankiHinR* (ne R* € Takum sik BU3HauYEHO
TyT paHiwe);

9) R* (ne R* sBnsie coboio mipuaoHoBy rpyny,
deHinbHy rpyny abo 5- abo 6-4nmeHHy apoMaTUdHy
reTepouMkriyHy rpyny (MpuegHaHy yepes Byrneub
abo asor) 3 1, 2 abo 3 reTepoatomamu, SKi
Bubupatotb i3 O, N i S, ne nipugoHoBa, eHinsHa abo
apomMaTuyHa reTepouyKmivyHa rpyna MoXyTb HECTU A0
5 3amicHMKIB Ha OOCTYMHMX aToMax BYyrneuto, sKi
BMGUpalTb 3 rigpokcu, ranoreHy, amiHo, Ci4arnkiny,
C14aankokeun, Ciarigpokcumarnkiny, Ci4amiHoarnkiny, Ci.
4ankinamiHo, C14rippokcmankokey, KapboKcH,
TpUGTOpMETUNY, LiaHo, -CONR*R* i -NR¥COR™
(e R* R%, R¥* i R¥, wo moxyTb Gyt ofHaKoBUMM
abo pi3HMMK, KOXEH siBnse coboto BoaeHb, Cisankin
abo Cq.3ankokcuCo.zankin);

10) CisarkinR™ (ne R*® € Takum sik Bu3HaUeHO
TyT paHiwwe);

11) C2sankeHinR* (ne R* € Takum sik BU3HaueHO
TyT paHiwe);

12) CasarkiHinR* (ge R* € Takum sik BU3HaUeHO
TyT paHiwwe);

13) C1sankinX®R* (ne X8 aBnsie coboro -O-, -S-,
-SO, -SO2, -NR¥CO-, -CONR®-, -SO:NR¥, -
NR*'SO,- a6o -NR*- (ne R*®, R® R* R* i R*
KOXEH, HesanexHo, siBnsie coboto BodeHb, Ci.zankin
abo CisarkokcuCrsarkin) i R*® ¢ Taum sk
BM3HAYEHO TyT paHille);

14) Co.sankeHinXR* (ne X’ sBnsie coboto -O-, -S-
, -SO-, 50z, -NR*CO-, -CONR¥-, -SO,NR*-, -
NR*S0,- a6o -NR*- (e R*, R* R*, R* i RY
KOXEH, He3anexHo, fBnse cobot BodeHs, Ciazarnkin
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abo CisarkokcuCosarkin) i R*® ¢ Taum sk
BM3HAYEHO TyT paHilLe);

15) CasankiHinXR 3 (ne X8 aBrsie coboto -O-, -S-,
-S0-, -80z-, -NR*CO-, -CONR*-, -SONR%-, -
NR®*'SO,- a6o -NR*- (ge R* R® R¥ R® i R®
KOXEH, He3anexHo, fBnse cobot BodeHb, Ciazarnkin
abo CisarkokcuCosarkin) i R*® ¢ Tam sk
BM3HAYEHO TyT paHille);

16) C1sarkinX’CizankinR® (ge X° sBnsie coboio
-0-, -S-, -SO-, -SOz, -NR®CO-, -CONR*-, -
SONR™., -NR*®S0O,- a6o -NR¥- (ne R®, R, R,
R% | RY koxeH, HezanexHo, SBNsie coBOK BOAEHD,
C1z3ankin a6o Ci.sankokenCosankin) i R* € takum sik
BM3HAYEHO TyT paHille);

17) C1zamkinX®C1samkinR* (ne X° i R?® € Takumu
K BM3HA4YeHO TyT paHiwe): Ans  oJepKaHHs
MeAVKaMeHTy BWKOPWUCTOBYBAHOro Ans iHribyBaHHs
aypopakiHasu 2.

Y uboMy ommci  TepMiH  ankin,  Komm
BMKOPWUCTOBYETLCA caMocTiMHo abo sk cydikc abo
npedikc, BKMOYAE HeposranyXeHy i posranyxeHy
HacuyeHy CTPYKTYpYy, LUO MICTUTb aTtoMu BYrMneLto i
BOOHIO. AKLWO He 3a3HaveHe iHLe, Ui rpynM MOXyTb
mictuin  go 10 atomie  Byrreuto  (Ci.iparkin),
nepeBaxHo Ao 6 atomis Byrneuto (Cieankin) i GinbL
nepeBakHo po 4 artomiB Byrneuto (Cqsarnkin).
MocunaHHA Ha  oOKpeMi  arkinbHi  rpymm €
creum@iyHuMmn - TifbkM  ANS Hepo3ranyKeHux i
NMoCUNaHHA Ha OKpeMi posranyXeHi ankinbHi rpymnm,
Taki sk T-6yTun, € crneundiyHUMKM TiNbkM AnA
posranyxeHoro naHutora. Hanpuknag Cisankin
BKIIOYAE, HaMpuKnag, MeTun, etun, nporin, oytun i
TpeT-0yTvn, ge etwn, nponin i 6yTun MoxyTtb GyTu
npueaHaHi no 1 abo 2 NonoXeHHto (Hanpuknag, npor-
1-in i npon-2-in). Moxe 6yTn npoBegeHW nogiGHMIA
aHania arnkinbHux rpyn 3 pi3HOK KifbKiCTIO aToMmiB
BYrnewo.

AHarnoriyHi TepMiHV ankeHin i ankiHin ctocyTbcA
HEeHacuMyeHux Hepo3aranyxeHux abo posramnyXKeHux
CTPYKTYp, O MIiCTATb, Hanpuknag, Bia 2 Ao 10 atomis
Byrnewo (Co-1oankeHin i Co.1parnkiHin) i nepeBaxHoO Bif
2 po 6 atomis Byrneuto (Co.ipankeHin i Co-garnkiin) i
Ginbw nepeBaxHo 2-4 atomie Byrneuo (Cosankerin i
Co4arnkiHin). 3HoBy, MocunaHHA Ha OKpeMi rpynu €
creum@idyHuMmn - TifbkM  ANA Hepo3ranyKeHux i
MocUNaHHA Ha OKpeMi posranyxeHi rpym €
cneum@ivHMMKn TiNbKU ANS po3ranykeHoro raHutora.
MpvBegeHwi BUWE KOMEHTap, WO CTOCYeTbCH,
MOMOXEHHS MPUEAHAHHS arnkiny € 3acTOCOBHUM Ans
arnkeHinbHUX i ankiHinbHWUX rpyn.

LnkniyHi  3aMicHMKM, Taki §K  UMKnoankin,
UuKroarnkeHin i uwuknoarnkiHin, € nodibHMmMn Mo
npvpoai, ane MawTb, MPUHANMHI, 3 aTOMW BYrneLto,
BUMNMMBae 3 TEPMIHIB, TakuMm YNMHOM
BUKOPUCTOBYIOTbCS B OMUCI A1 BKa3iBKM MiHiMarnbHoT
i MakcMmanbHOT KinbKOCTi aTOMIB BYrfeuto B KinbLaX:

Cs-1oUMKNOarnkin, C3.1oUMKIIOANKEHIN i Cs
joUmKnoankiHin i, nepeBaxHo, Caeuuknoarnkin, Ca.
sUMknoankeHin i CseUuKnoankiHin i, Hanbinbwe

nepesaxHo, Ca4LMKMOankKin.

TepMiHW, Taki SK ankokCu BKMOYaOTb arkinbHi
rpynu, K 3pO3yMirio 3 piBHS TEXHIKW, i TAKUM YUHOM
mictate go 10 atomie Byrneuto (Ci.1parkoKcm),
nepeBakHo Jo 6 atomie Byrneuto (Cieanmkokcm) i,
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6inbw nepeBaxHo, o 4 artomiB Byrmeul (Ci.
4arKoKcHm).

TepMmiH ranoreH Bknovae Top, Xrop, 6pom i
noga.

MocunaHHa Ha apwribHIi  rpynu  BKIOYaOTb
apomaTtudHi kapOoLUMKNiYHI rpynu, Taki Sk peHin i
HadpTUN.

TepMmiHn reTepouukninbHa i reTepouuknivyHa
rpyna BKMHOYalOTb (SKWO He 3a3HavyeHe iHLe)
apomaTtuyHi abo HeapoMaTW4Hi KiMbUSA | MOXYTb
MICTUTM Binbll OA4HOrO Kinbusi (Hanmpvknag, BOHW €
MOHOLIMKIIYMMHU, BiLMKNiYHUMK abo TPULIMKNIYHUMM i,
nepeBaxHo, BOHU € MOHO LIVKITIYHUMM i
GiumkniyHMMK), Hanpuknag, Mictate Big 4 po 20,
npuaaTHi Big 5 Oo 8 kinbueBuX aToMiB, MPUHANMHI,
O[IVH i3 SIKMX € reTepoaToOMOM, TakMM SIK KUCEHb, Cipka
abo asor. lNMpuknagamu Takux rpyn € dypun, TieHin,
niponin, niponiavHin, imigasonin, Tpuasonin, Tiazonin,
TeTpasonin, okcasonin, i3okcasonin, nipasonin,
nipyaun, nNipyuMigWHIN,  nipasuHin,  nipugasvHin,
TPWa3uWHIin, XiHOMIHIN, i30XiHONiHIN, XiHOKCaniHWUI,
OeHsoTiasonin, OeH3okcasonin, ©OeH3oTieHin abo
6eH3odypun.

leTepoapun CTOCYETbCA TUX TEeTEPOLMKIINBEHUX
rpyn ornucaHux BULle, WO MaTb apoMaTUYHUN
Xapakrtep.

TepMiH apankin cTocyeTbCcs apuny 3amilleHoro
ankinbHUMK rpynamMmu, Takoro sik 6eHaun.

IHWi  BMpasn  BUKOPUCTOBYBaHi B  OMNUCI
BKIMOYAOTb BYIMEBOAEHb, IO CTOCYETbCS Oyab-AKoi
CTPYKTYpW, WO MIiCTUTb aToMW BYINEL | BOAHIO.
Hanpuknag, ue moxe OyTu ankin, ankeHin, ankinin,
apun, reTepouuKnin, ankokcu, aparnkin, uukKrioankin,
LMKrnoarnkeHin adbo LmKnoankiin.

TepMiH  pyHKUiOHaNbHa rpyna  CTOCYETbCA
peaKkTUBHMX 3aMiCHUKIB, TakMxX €K HITPO, UiaHo,
ranoreH, okco, =CR™R"®, C(O)xR”” OR”, S(O),R”,
NR"®R’®, C$O)NR78R79, OC(O)NR®R™®, =NOR"’, -
NR77C(O)XR 8 _NR”/CONR™R’,  -N=CR"R’®
S(0),NR"*R" a6o -NR”’S(O)R"®, gpe R”", R® i R”®,
Hes3arexHo, BUGUpaTb 3 BOHIO abo,
HeobOB'A3KOBO, 3aMilLleHOro BYrneBoAH, abo R i
R pasoM yYTBOPHWTb, HEOOOB'I3KOBO, 3aMmilleHe
KinbLe, WO, HeobOOB'A3KOBO, MICTUTH reTepoaTtomu,
Taki sk S(O)y, kuceHb i a3oT, X € yinum Yucnom 1 abo
2,y popieHioe 0, 1, 2 abo 3.

MpuaaTHUMM HEOOOB'I3KOBMMM 3aMiCHUKaMK Ans
ByrnesogHesux rpyn R”’, R™ i R™ e rarore,
nepraroreHarkin, Takumn K TpudpTOopMmeTUn,
MepKanTo, rigpokcy, kapOokcu, amnkokcwu, apwun,
reTepoapun, reTepoapwuriokcu, arnkeHinokcu,
ankiHinokcK, arnkokcuarnkokcu, apwriokcu (oe apwvn
Moxe Oyt 3amillgHUIA ranoreHoM, HiTpo abo
rigpokcu), UuiaHo, HIiTpo, amiHo, MoHo- abo pj-
ankinamiHo, okcuvimiHo abo S(O), Oe y € Takum K
BU3HAY€HO BULLE.

MpuaaTHUMM HEOOOB'I3KOBMMM 3aMiCHUKaMK Ans
OyOb-sKUX BYrNMEBOLAHEBUX TPYN, reTepoLMKIIiNbHUX
rpyn abo CMoankoKCcurpyn (SKLO He BKa3aHo iHLLe) €
rarnoreH, neprarnoreHarkin, Takin gk TpudTopmMeTus,
MepKanTo, rigpokcy, kapOokcu, ankokcwu, apwun,
reTepoapun, reTepoapwuriokcu, arnkeHinokcu,
ankiHinokcK, arnkokcuarnkokcu, apwriokcu (oe apwvn
MoXe OyTu 3amillgHMId ranoreHom, Hitpo, abo
rigpokcu), UuiaHo, HIiTpo, amiHo, MoHo- abo pj-
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ankinamiHo, okcuimiHo abo S(O), e y € Takum K
BM3HAYeHO BuLLE.

Konm HeoboB'si3koBi 3aMiCHVKM BuOMpaloTb 3
ofHiei abo OGinbLoi KinbkocTi rpyn abo 3amiCHWKIB
3pO3yMino, WO Le BU3HAYeHHs BKMIOYae  BCi
3aMiCHUKN BMOpaHi 3 ofHiei 3i creundivHux rpyn,
TO6TO, yCi 3amiCHVMKM € oaHaKoBUMK, abo 3aMiCHUKM
BMOGUpaTs i3  ABox abo  Ginblioi  KiNbKOCTI
cneundiyHnx  rpyn, To6TO, 3aMiCHMKM He €
ofHakoBumMu. NepeBakHO, ognH abo GinbL o3Hayae
1, 2, 3 abo 4, ane oauH abo OinNbLU TakoX MOXe
o3HavyaTtn 1, 2 abo 3 abo 1 abo 2.

Korm crnonyku cpopmymm (1), dpopmyrm (IA) abo
dopmymm (IB) MicTaTb Ginblie HK ogHy cneuundiyHy
R rpyny, 3po3ymino, o KoxeH Bubip Takoi rpymm
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ona retTepoapun:

AnNs reTepoapuoKcu:
ANs reTepoLMKIiN:

ans retepoumknin Cqearnkin:
ansa Cq4rigpokcuankin:

ans Cqs3ankokcu Co.zarnkin:
ans Cqiaankokeun Cqgankin:

Ans Cq4ankokcumeTu:
Ansa an(C14ankokcn)MeTus:

pobutbcA  HesanexxHo Big Oydb-IKOro  iHLIOro Ans C14rigpoKcuankokcu:
3pobrneHoro BuOOpPY Ans LiEl X camoi  rpynm, Ans Co.erigpoKcuankokcu:
Hanpuknag, konu cronykn dopmymm () mictute ansa Cq4ankoken Cq4ankokeu:

Ginbwe Hix ogHy R'' rpyny, koxHa R
Taky X SK i iHWi R"" rpymm abo iHwy.

Y rpaHuusix LUbOro onucy, KOMGiHOBaHI TepMiHM
BMKOPWCTOBYIOTbCSI Af1I9 OMUCY rpynu, WO MICTUTb
Ginblwe Hik oAHy dyHKUIOHANbHICTL, Taki §K
Ci.zankokcmnC2-3ankin. Taki TepMiHv iHTeprpeTyloTbCH
SIK 3pO3YMIro B Lii 061acTi TEXHIKW.

AKWo He BkasaHO iHWe, aToOMOM MPWEAHAHHS
rpymm Moxe OyTu Oyab-skuidi  atom
Hanpwvknag, nponin Bkroyae npor-1-ini npon-2-in.

rpyna moxe

MpuaaTHMK 3HaYeHHsaMU Anst Byab-skux R rpyn
(R" - R%®) a6o Gyab-sikux YyacTH abo 3amiCHUKIB Ansi
Takux rpyn e:

ans Cqzankin:
ans Cqiaankin:
ans Cqsankin:
ans Ciean kin:
ans Cq.qpankin:
ans CosankeHin:

C
Ciaar
C1.5a

ans Cqsankokcu C1.sankokcu:
ans Ci4amiHoarnkin:

ans Ci4ankinamiHo:

ans CqsankinamiHo:

ansa an(C4ankin)amiHo:

ansa an(Ceankin)amiHo:

ans amiHo Ca-sankokcu:

rpynu, Tak, ans N-C1sankinamiHoCo.
6aNKOKCU:
ana  N,N-an(C1.sankin)amiHoCo.
6aNKOKCU:

ans CogankaHoin:

ans Ci4ankaHoin:

ans CosankaHoin:

ans CqsankaHoin:

ans CqzankaHoinokcu:
anst C14ankaHoTOKCK:
ans CqsankaHoinokcu:
ans Ci4ankaHoinamiHo:

ans CoankeHineH:
ans CosankeHin:

ans CosankeHin:

ans Co-qpankeHin:

ans CoankiHin:

ans CosankiHin:

ans CogankiHin:

ans Co-qpankiHin:

ans CssUMKnoankin:
ans Cszumknoankin:
ans Cs.qoUMKroankin:
ans CssUMKNoankeHin:
ans Cs.qoUMKNoankeHin:
ans Cs.qoUMKnoanKiHin:

ans CssumknoankinCi.zankin:

ans Cq.3ankokcu:
ans Ci4ankokcu:
anst Cq.sankokcu:
ans Cq.1pankokcu:
ans Ca.qpankeHinokcu:

ans Co-qpankiHinokcu:
ANs apwr:

ansa apvn Cq.qparnkin:
ansa apvn Cq.sarnkin:
AN apuroKcu:

-CH=CH-, -CH,-( ans C1.sankaHoinamiHo:
C: ona N,N-gn(C+.4ankaHoin)amiHo:
Co. ana C44ankokcmkapboHin:
ansa C1sankokcnkapboHin:
e ansa N-Cqsankinkapbamoin:
ans N,N-an(C1.6-
C. ankin)kap6amoin:
Ansa Cq4ankincynbsoHinvarnkin:
uvknonponin, Ans CisankincynsdaHin:
C ansa Ci4ankincynb giHin:
( ansa Cq4ankincynsgoHin:
uukrno6yTeHin, unknc ans N-Cisankinkapbamoin:

CssUMKroa onsi N,N-au(Ca.
sankin)kapbamoin:
LMKIIO NponinMeTus, UUKno And N-(C.

4arKin)amiHoCynbOHin:
ans
C1.3¢ sankin)amiHOCYrbOHI:
C1.4ankokc ans N,N-aun(Ca.
C1-6arnki sarnkin)amiHoCynboHin:
aninokcu, 6yT-2-eHinokcy Ansi N,N-aun(Ca.
saIKiJ1)aMiHOCYIbOHIM:
nponaprinc ans Cq4ankincynbgoHinamiHo:
Ans CqsankincynbdoHinamiHo:
6eH3un, g ana CieankincynbdoHin-N-( Ci.
6eH3nn, g sankin)amiHo:
ansa N-(Cearnkin)imiHo:

N-(Cr.

dypun, TieHin, niponin, nipasonin, nipu
i XiH

nipuaNIIoOKCH

dypun, TieHin, niponin, niponian
TeTpasorin, okcasonin, is3okcasonin, nif
nipyaasuvHin, TpuasuHin, XiHoMiHiN, i3
©eH3okcasonin, 6eHsc¢

dypunmeTun, TieHineTun, niponine
rigpokcumeTvn, 1-rigpokcueTun, 2
rigpokcunpon-2-ini 1-ri
METOKCUETUN, ETOKC

METOKCUMETUM, ETOKCMMETUI, METO!
ETOKC

METOKCUMETUI, ETOKCUMETUN, M|
OVUMETOKCUMETV

2-rippokcueTokcu, 3-rigpoKcu
2-rippokcuneTokecu, 3-rifpoke
METOKCUMETOKCU, METOKCUETOKCY
NpOoroK

METOKCUETOKC!

amiHomeTun, amiHoeTun, 3.
MeTUNamiHO, eTUr

C14arnkinamiHo i :

ammeTtunamiHo, N-meTtun

N-meTnun-N

aMIHOETOKCH i -

N-etuna

N,N-anmeTv
aueTun
aueTun

Co4arnkaHo
C14ankaHo
aLeTUIokecu
C1-3anKaHoinok

C 14ankaHoi MoK«
aueTunamiHo |
C14ankaHoinamit
N,N-giaL
MeTOKCUKapOOHin, eToKCUKa
C14ankokcmkapboH
N-meTunkap6amoi

N,N-gnmeTnnkap6amoi
MeTUNCYynbOoHINMeTH
MeTUncynbdaHi
MeTUMCY b (iHi
MeTUNCY b POHI
N-meTunkap6amoi

N,N-onmeTunkap6amoin i
N-meTunamiHocyrb oHi
N-(C1.sarnkin)amiHocy b ot
N,N-anmeTun
N,N-an(C+.sankin)amiHocynbdoHin
MeTUrCY b OHINamiH

C14ankincynbgorinamir

MeTUnCcynb o
N-meTunimiH
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ans imiHo Cq.sankineH:
and C1-sankineHimiHo Cu.

sarnkineH:
ans N-(C1sankin)imino  Ca.
sarnkineH:
ans C1.sankineH-N-(C1.6-

ankin)iMmiHoC1.eankineH:
ans CqsankineH:
Ans okeun Cq.garnkineH:

ansi C1-sankineHokcu Ci6-
ankineH:

Y  rpaHvuax  npeAacTaBfeHoOro  BUHaxody
3po3ymino, wo cnonyka dopmynm (1), dpopmynm (1A)
abo copmymm (IB) abo ii cinb, ectep abo amig moxe
BUSBIMSATM sBUWE TayTomepii i wo dopmynu
300paKeHi B UbOMY OMMCIi MOXYTb MPEeACTaBMsATU
TiMbKW OOHY 3 MOXIMBMX TayTOMEpHUX OopM.
3po3ymino, WO BuHaxig oxommoe  Byab-Ky
TayTOMepHy dopMy, WO Mae aKTUBHICTb iHribiTopy
aypopakiHa3u i, 30Kkpema, aKTMBHICTb iHribiTopy
aypopakiHasn-A  abo  aypopakiHasn-B i He
obmexyetsca npocto  skoto-Hebyap OAHIEI0
BMKOPWUCTOBYBaHO  opmMol0 3 300pakeHolo
CTpyKTypoto. 306paxkeHi dopmynm B pamkax LibOro
ornMcy MOXYTb MPeACTaBnATVM  TiflbkKW OAHY 3
MOXTMBUX TayTOMEPHUX CHOPM i 3pO3YMIfo, O Onuc
BKIMOYAE BCi MOXIMBI TayTOMepHi ¢opMu Crosyk
300paKyBaHMX He TiflbkM UMMM  OpMamu, LIO
MOXMMBO MOKa3daHi TyT rpadiyHo. MoxnusicTb
TaGyTomepme chopm ocobrmeo fopeyHa ana R, korm

ABnsie cob60t0 BOAEHD.

3po3yMino, WO OCKIMbKN TiNbKW Aesiki CMOoMyKu
BMHaxo4y MOXYTb iCHyBaTW B OMTUYHO aKTMBHUX abo
pauemivyHnx copmax 3aBgsku ogHomy 3 6esnidi
pauemiyHMx aTtoMiB Byrneut abo Cipku, BUHaxig
BK/IOYAE B L BM3Ha4YeHHs Oyab-AKy Taky OMTUYHO
akTuBHy abo pauemiuHy opMy, O Mae aKTUBHICTb
iHribiTopy aypopakiHasu i, 30Kpema, aKTUBHICTb
iHribiTopy aypopakiHazn-A. CHTE3 ONTUYHO aKTUBHUX
dopm Moxe Oy mnpoBedeHwd 3a [OMOMOrOH0
CTaHOapTHUX METOAMK OpraHivyHoi  ximii  gobpe
BiJOMVX Yy [aHin ranysi TexHiku, Hanpuknag, 3a
OOMOMOTOK CUMHTE3Y 3 OMMUYHO aKTUBHMX BUXIOHMX
maTtepianie abo LWISXOM pO3A4iNeHHs pauleMivHol
copmu.

Takox 3po3ymino, WO Aeski cronyku gopmynm
(1), dhopmyrmn (1A) abo chopmyrm (IB) i ix coni moxyTb
icHyaTu B COMbBaTOBaHil, TaKk camMO $K i
HeCcoMbBaToOBaHIN (opMax, TakMxX $K, Hanpuknag,
rigpaToBaHi opmMu. 3po3ymirno, Lo BMHaXig OXomnnoe
BCi Taki conbBaToBaHi opMU, LLO MaloTb aKTUBHICTb
iHribiTopy aypopakiHasu i, 30Kpema, aKTUBHICTb
iHriGiTopy aypopakiHasu-A.

Crionykn npeAcTaBneHoOro BMHaxo4y MUHYFOro
Ha3BaHi BMKOPWCTOBYKOUM KOMM'IOTEPHE MpOrpamHe
3abesneveHHss (ACD/Name version 6.6 abo
ACD/Name batch version 6.0).

MepeBaxHUMU 3HaYeHHAMU X, R, R? R® R*iR®
€ HacTyrnHi. Taki 3Ha4eHHs MOXYTb BYTN BUKOPUCTaHI,
KoM  gouinbHo 3 Oydb-AKMM  BM3HAYEHHSAMMU,
nyHKkTamn dopmynm abo BTiNeHHAMU 0BroBopeHuMm
TyT paHiwe abo aani.

82058 34

B ogHomy 3 acnekTiB BuHaxogy X siBnse coboto
NR® a6o O. B iHomy acriekTi X siBrisie 006010 NH.

B oaHoMy 3 acriekTiB BuHaxoay R® sensie coGoto
BofleHb abo Cizankin. B iHwomy acrekti R® sensie
cob01o BoAeHb.

B ogHowmy 3 aCI'IeKTIB BuHaxogy R' siBnsie coGoto

eBogers abo -X'R°. B |Hu.|omy acnek'rl R' sense

Icoboto BogeHb abo X'R®, ne X' sBnse co6oto

OKCUMENpocTuiA  3B'a30k, -O-, -NH- a6o -NMe- i R®

Bubupatote i3 rpynm 1), 3), 5), 9) abo 20), K
BM3HA4YeHO Bue. Y wWe opHOMy IHLLIOMy acrekti R’
sBnsie coboto BogeHb abo -X 'R?, ne X' aBnsie co6oto
npoctuii 3B'A30K, -O- abo -NH- i R® aensie coboto
BoaeHb, Cisarkin, Cssuuknoankin, -Cisankin-O-Ci.
sankin abo 5- - 6-4neHHy HacuyeHy reTepOoLUKIiYHY
rpyny (NpuegHaHy Yepes Byrnelb abo a3oT) 3 1 abo 2
retTepoatomamu, Lo, He3anexHo, Bubuvpatotb 3 O, S
abo N, ge reTepouukniyHi rpymm €, HeobOB'sI3KOBO,
3amiweHnmm  Cig4ankinom, abo 5-abo 6-uneHHy
apoMaTuyHy reTepouukniyHy  rpyny  (MpuegHaHy
yepe3 Byrneup abo asoTr 3 1, 2 abo 3
reTepoatomamu. Y HacTynHomy acnekti R' sBnsie
coboto BodeHb, MeTokcu, N-(Cisankin)ninepuamH-4-
inokcu, mpon-2-inokcu abo mMeTokcueTokcw. HasiTb y
HacTynHoMy acrekTi R' siBnsie co6010 BoAeHs.

B ogHomy 3 acnexTiB BuHaxoay R? sBnsie coGoto
BOJEHb, ranoreH abo -X'R°. Y HaCTYrNHOMY acnekTi
BMHaxofy R? siBNsie co6oio BofAeHb, raroreH abo -
X1R9 ne X' sensie coBoto MpocTuil 38'A30k aBo -O- i
R® sBnsie coboto pyny 1), K BU3HayeHo BuLe. Y we
ofHOMY iHWoMy acnekTi R® aBnse cobokw BOAEHb,
rarnoreH, rigpokcn, MeTokcu abo —OCqizankin
(HeoboB's3k0BO, 3amiweHui 1 abo 2 rigpokcn abo
rarnoreHom). ¥ HacTynHOMy acmnekTi R? sBnsic coboko
BoAeHb abo MeToKcw.

B ogHomy 3 acnekTis R® sBnse coboro -X'R°. B
iHWoMY aCI'IeKTI R® sinsie coboto -X'R®, ne X' siensie
coboto -O- i R? Bubmpatots i3 rpymm 3), 4), 6), 18), 19)
abo 22), sk BU3Ha4YeHo BMLL} Y we o,u,Homy iHLWOoMY
aCI'IeKTI R3 aBnsie coboto -X R /:l,e X' aBnsie co60+o -
0- i R? sirnsie co6oto -C1 5anK|nR , -C1sarkinR%, C1.
sankin (Heo6OBﬂ3KOBO 3amiweHnn ranoreHom), -Cq.
5anK|n-CR -Cisankin-NHR °, - Cisamkin-N(Ci.
3anK|n)R2°, -C1sankin-NH-C4.sankin-OH, -C1.5an|<in-
N(Ci.sankin)-Cisamkin-OH i -Cq 5anKin-NR °.C1.
5anK|n-OH y e quomy iHLLOMY acnekTi R ABnse
coboto -X'R®, ne X' gaense coboto -O- i R® sBnse
coboto -C1.5ar||<u'|R32 (e R* sBnse cobolo
niponiguvHin, ninepuanHin abo ninepasuHin, KOXXHUN €,
HeoboB's3K0BO, 3aMilLieHUM rigpokcy,
rigpoOKCUMETUNOM, 2-FiApOKCUETUIOM, MeTHIIoM abo
2-(TpeT-6yTokcu)eTrom),  -Cisamkin-NHR®,  -Cq.
sankin-NH-C4.sankin-OH, -C4 5anK|n-N(C1 53ar||<|n) -Ci1-
sankinrOH i -Cysamkin-NR®-Cysankin-OH. Y
HaCTYNHOMY  acnekTi R® sBnse coGoio  3-
MopdorniHonpornoken, 3-xropnpornoken, 3-[N-eTnn-N-
(2-rippokcueTMN)amMiHONPOMOKCHK, 3-(2-
rigpokcmMe TUnniponiguH-1-in)nponokcy, 3-
(ninepuaunH-1-in)nponokcwy, 3-(niponignx-1-
in)nponokcy,  3-[N-(2-rigppokcreTun)amiHo]npomnokew,
3-[N-(2-rigpokcm-1,1-aumeTne TMn)amiHoO]NPoMoKey,
3-[N-meTun-N-(2-rigpokcmeTun)amiHo]nponoken, 3-[N-
(1-rippokcumMeTUn-2-MeTMNNponin)aMmiHo]nponokewu, 3-
(4-meTtunninepasuH-1-in)nponoken, 3-[N-(2-rigpokcu-
1-mMeTuneTun)amiHo]npomnokew, 3-[N-(4-
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rigpoKCMBYTNIT)aMiHONPOMOKCH, 3-(4-
rigpokcunine puamnH-1-in)nponokcm, 3-[2-(2-
rigpokcueT\n)ninepuamnH-1-injnponokcu, 3-[4-(2-
rigpokcveTun)ninepasunH-1-injnponokey, 3-[4-(2-
rigpokcueTun)ninepuamnH-1-injnponokcu, 3-(3-
rigpokcunine puamnH-1-in)nponokcm, 3-[N-2-
(rigpokcmbyTun)amiHo]mponokcy, 3-(4-

rigpokcumeTunnine puauH-1-in)nponokcm, 3-[N-(3-
rigpokcn-2,2-gumeTunnponin)amiHo]nponoken,  3-[N-
(1-rigpokcuMeTMNUMKIoNeHT-1-nnjamiHo]nponokcu, 3-
[N-(2-rigpokcunponin)amiHo]nponokey, 3-(3-
rigpokcuniponignH-1-inm)nponoken, 3-[N-(2-
dpTopeTun)-N-(2-rigpokcmneTun)amiHo]nponokeu, 2-[1-
(2-rippokcueTun)ninepuamH-4-injeTokew, 3-[N-(2-
rigpokcuneTun)-N-nponinamiHoNponokem, 3-[N-(2-
rigpokcuneTnn)-N-(npon-2-in)amiHo]nponokey, 3-[N-(2-
rigpokcneTnn)-N-izobytunamiHo]npornokcy,  3-[N-(2-
rigpokcrneTun)-N-HeoneHTMnamiHoNponokew, 3-[N-
anin-N-(2-rigpokcueTun)amiHoNpomnokcK, 3-[N-(2-
rigpokcuneTnn)-N-(npon-2-iH-1-injamiHo]npornoken, — 3-
[N-uuic nonponin-N-(2-rinpokcueTun)amiHo]npornokcy,
3-[N-umnknonponinmeTun-N-(2-
rigpokcueTun)amiHo]nponokcy,  3-[N-umknobytun-N-
(2-rippokcueTun)amiHo]npornokcy, 3-[N-uuknoneHTus-
N-(2-rigpokcreTun)amiHo]nponokcy, 3-[N-(2,2-
avmeTokcmeTun)-N-(2-rigpokcreTvn)amiHo]nponokeu,
3-[N-(2,2-gndpTopeTun)-H-(2-
rigpoKcueTu )amiHo | nponokeu,
rigpokcneTnn)-N-(3,3,3-
TpudpTopnponin)amiHo]nponokey, 3-[N-
uuknobytunmeTmn-N-(2-
rigpoKcHe T\ )amiHo]NponoKey, 3-[N-(2-
rigpokcneTnn)-N-(2-meTokcmeTun)amiHo]nponokewn, 3-
[N-(1,3-giokconaH-2-inmeTun)-N-(2-
rigpokcveTun)amiHo]nponokey, 4-xnop0Oytokecu, 4-[(2-
rigpokcumeTun)niponiamH-1-inoyTokewy, 4-[N-(2-
rigpokcmeTun)-N-iso0ytnnamiHoloytokcu, 1-(2-TpeT-
GyTOKCMEeTUN)NIpONiANH-2-i IMETOKCH, 1-(2-
rigpoKCUeTUN)MiPOSiANH-2-iNIMeToKCH, 3-[N-(2-
rigpokcneTun)-N-(isobyTtun)amiHo]nponoken,  3-[N-2-
(rinpokcmeTnn)-N-(HeoneHTun)amiHo]nponokck, 3-[N-
2-(rippokcneTun)-N-(TpeT-0y Tn)amiHonponokcwy,
METOKCM | METOKCUETOKCH.

B ogHOMy 3 acrniekTiB BUHaxoay R*? aBnsie coGoto
5- abo 6-4neHHy HacuyeHy reTepouMKIivHy rpyny
(npuegHaHy 4Yepes Byrneup abo asoT) 3 1 abo 2
reTepoatomamu, Lo, He3arnexHo, Bubupatots 3 O, S,
i N, oe rpyna €, Heob0B'A3k0BO, 3amilleHoto 1 abo 2
3amicHuMKkamu, siki BubupatoTe 3 Cigrigpokcuarnkiny,
Ci4ankiny, rigpokcn i Cigarnkokcn Ciaankiny. B
iHwomMmy acnekti R 2 aBnse  coboto MopdoniHO,
niponiguvHin, ninepuanHin abo ninepasuHin, KOXXHWN €,
Heo60B'A3KOBO, 3aMileHUM rigpoKcHm,
rigpoOKCUMETUNOM, 2-TiApOKCUETUNOM, MEeTUIIOM a6o
2-(TpeT-6yToKCcM)eTUrom. Y HacTynHomy acrekti R*
ABMsE coboto 2-rigpokcumeTunniponignH-1-in,
ninepuguH-1-in, niponiguH-1-in, 4-metunninepasuH-1-

3-[N-(2-

in, 4-rinppokcuninepuaunH-1-in, 2-(2-
rigpokcueTun)ninepuanH-1-in, 4-(2-
rigpokcveTun)ninepasuH-1-in, 4-(2-
rigpokcveTun)ninepuanH-1-in, 4-

rigpokcumeTunninepuamH-1-in,  3-rigpokcuniponignH-
1-in, 1-(2-rigppokcueTuvn)ninepuanH-4-in, 1-(2-TpeTt-
6yToKCHMeTUN)NiponignH-2-in i 1-(2-
rigpoKCUeTUN)NiPONiANH-2-in.
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B ogHOMy 3 acrniekTiB BUHaxoay R? aBnisie coGoto
C1.3arkin (HeobOB'I3k0BO, 3aMilLeHU Tigpokcu) abo
uuknoneHTun  (HeoboB'si3koBO,  3amiweHun  Ci.
4rigpokcuarnkinom). Y HacTymHOMy acnekTi R? sBnsie
coboro  2- rinpOKcmeTvm 1-rippokcunpon-2-in,  2-
rigpokcunpon-1-in i 1- rIJ:l,pOKCMMeTVIJ'ILI,VIKJ'IOI'IeHTMJ'I B
ofHoMy 3 acrekTis BuHaxody R sBnse co6oio
Metun, eTun, 2-ptopetwun, npor-1-in, npon-2-in,
i300yTVN, HEoONeHTWN, anin, NPonaprin, LMKIonponin,
UUKIIOMPOMiNMEeTU, UMKNobyTun, uuknoneHtun, 2,2-
audptopeTnn, 2,2, 2-TpudpTopeTun, LMKNobyTun
MeTun, meTokcneTun, 1,3-giokconaH-2-inmetun i 2,2-
OVMeTOKCMeTUN.

B ogHOMy 3 acrniekTiB BUHaxoay R% aBnsie coGoto
4,5-aurigpo-1H-imigasonin, HeoboB'A3KOBO,
3amilLeHun rigpokcn abo C14FIJJ,pOKCVIaJ'IKIJ'IOM

B oaHoMy 3 acriekTiB BuHaxoay R* sensie coGoto
BOAEHb.

B op,Homy 3 acnekTiB BUHaxo4y X' sBnsie coGoto
npocTui 3B'A30k, -O- abo -N(Cisankin)-. B iHwomy
acnekti X' siBnsie co6oio -O-.

B oaHoMy 3 acriekTiB BuHaxoay R® sensie coGoto
rpyny, siky Bubupatotb i3 rpymm 1), 3), 4), 5), 6), 9),
18), 19), 20) i 22). B iHwomy acnekTi R” siBnsie co6oto
BoaeHb, CssuUumknoankin, -Cqsankin-O-Cqzankin abo
5- - 6-4neHHy HacuyeHy TreTepouUUKIiYHYy rpymny
(npuegHaHy 4Yepes Byrneup abo asoT) 3 1 abo 2
retepoatoMamu, Lo, He3anexHo, Bubupatots 3 O, S
abo N, ge retepouukriyHa rpyna €, HeobOB's3KOBO,
3amiweHoto Ci. sankinom abo R® siBnsie coboto 5- abo
6-uneHHy  apomaTWdHy — reTepouuKiivHy  rpyny
(npuegHaHy yepes Byrmeup abo asoT) 3 1, 2 a6o 3
reTepoatomamun a6o R® siBnsie co6oto - C1.sankinR>
- C1samkuR®, Cy.sankin (HeO6OBﬂ3KOBO 3aM|u.|,eva|
rarnoreHom), - C4 5aJ'IKIJ'I-OR -C1sankin-NHR?, -C.
sankin-N(C1sarkimR?, -C4sankin-NH-C1 5anK|n-OH, -
C1 5aJ'IKIJ'I N(C+ 53anK|n) -Cisarmkin-OH i -Cqsankin-
NR¥-C.sarkin-OH.

B ogHOMy 3 acriekTiB BUHaxoay R aBnisie coGoto
BOAEHb, HITPO, ranoreH uiaHo, okco abo Cqs3ankin. B
iHwomy acriekti R® siBnsie coboto rpyny niadopmyrmn
(k), SIK BM3HAYEHO BMLIE. Y HAcTynHOMY acnekTi R
ABnsie cob60t0 BOAEHD.

B ogHOMy 3 acriekTiB BUHaxoay R®" sBnsie coGoto
rpyny, siKy BuOMpaloTb 3 BOAHIO, LiaHO, HIiTpO,
ranoreHy, Cieankiny, apuny, apunCisankiny,
retepouukniny, retepoumkninCi.seankiny (ge apwn i
reTepouMkminng ~ OCTaHHIX  4OTMPbOX  Tpyn €,
HeoboB'sA3k0BO, 3aMilleHuMK 1, 2 abo 3 3amiCHUKamMW,
O, HesarnexHo, BMbUMpaloTb 3 rarnoreHy, rigpokcu,
mepkanTto, kapbokcu, Cisankiny (HeoboB'sI3kOBO,
3amiweHoro 1, 2 abo 3 raroreHamu), apwny,
retTepoapuny, amiHo, uiaHo, HiTpo, CisankinamiHo,
an(Ci4ankin)amito i S(O)y, e y popisHioe 0, 1 abo
2), rpymm ningcpopmymm (k), sik BUSHa4YeHO BULLE, rPynv
nigdopmyrm (ll), Sk BM3HAYEHO BuULE, | Trpymu
dopmymm (VI), sik BU3Ha4eHo Buwe. B iHWomy acnekTi
R®" sBnse coBow rpyny nincpopmymm (k), sk
BM3HAYeHO BMLIJ,e Y we ogHOMy iHWOMY acnekTi
BuHaxomy R®' sBrisie co6oio J, (CHa)-J, -(CHz)2-J, -O-
J, «(CH2)-0-J, -O-(CH.)-J, -(CH2)-O-(CH2)-J, -CO-J, -
(CH2)-CO-J, -CO-(CH2)-J, -(CH2)-CO-(CH2)-J, -S-J, -
(CH2)-S-J, -S-(CH2)-J, -(CH2)-S-(CH2)-J, -SO-J, -
(CH.)-S0O-J, -SO- (CHz) -J, -(CH2)-SO-(CH2)-J, -SO2-J,
-(CH2)-SO2-J, -SO2-(CH2)-J, -(CH2)-SO2-(CH2)-J,
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(NR1')CO-J, -(CH2)-(NR1')CO-J, -(NR1')CO-(CH2)-J, -
(CH2)-(NR+')CO-(CHz)-J, (NR1 )SO2-J,  -(CHy)-

(NR4')CO-J, (NR1 )CO- (CHa2)J,  ~(CH)-(NR1)SO2-
(CH2)-J, -NR ~(CH2)-NR®-J, -NR® (CHzg -
(CHz)-NR® (CHz) -CONR®-J, -(CH,)-CONR™-

CONR®-(CHy)-J, (CHz) -CONR +(CHa)-J, -SOzNR64
J, (CHz)SOzNR %), -SONR-(CHo)-J, ~(CH2)-
SONR*-(CHp)-J, -NR{'CO-NH-J, -(CH2)-NR{'CO-
NH-J, -NR{CO-NH-(CH)-J, -(CHz)-NRyCO-NH-

(CH2)-d, -NR{'CO-N(Cigankin)-J, -(CHz2)-NR4'CO-
N(C14ankin)-J, -NR1'CO-N(C14ankin)-(CHz)-J, -(CH2)-
NR1'CO-N(C14ankin)-(CHz)-d, -NR4'CO-O-J, -(CHy)-
NR4'CO-O-J, -NR{'CO-O-(CHz)-J, -(CH2)-NR4'CO-O-
(CHz)-J-, -OCO-J, -CH>-OCO-J, -CH=CH-J, -CH>-
CH=CH-J, -CH=CH-CHz-J i -CH>-CH=CH-CH>-J. VY
we o,u,Homy HacTynHoMy acneK'n R®" sBnsie coGoto -
CONR®*-J a60 -(CH2)-CONR®-J. B iHLLOMY acnekTi
R®" sBnse coboto (CHz) -CONR*-J. B opHomy 3
acriekTie BuHaxogy R sBnsie coGolo rpyny, siky
BMOMpaloTb 3 BOAHIO, UiaHo, HiTpo ramnoreHy, Ci.
eankiny, apuny, apunCieankiny, retepouukniny,
retepouukninCieankiny (ae apwn i reTepouuknin
YOTUPbOX  OCTaHHIX rpyn €, HeoboB'A3kOBO,
3amilleHnm 1, 2 abo 3 3amicHUKamK, LLO, He3arneXHo,
BubvpaloTb 3 ranoreHy, rigpoKcK, MepkarTo,
kapbokcu, Ci4ankiny (HeoboB'si3k0BO, 3amillgHoro 1,
2 abo 3 ramoreHamu), apuny, reTepoapuny, amiHo,
uiaHo, HiTpo, CigankinamiHo, Au(Cisarnkin)amiHo i
S(O)y, ae y gopisHioe 0, 1 abo 2), rpynu nigdopmynm
(), sx BM3Ha4eHo Buwle, rpyrmm nigdopmyrm (I1), sk
BM3HAYEHO BULle, | rpymm d)OpM¥HM VI), sk
BM3HaYeHo BuLLe. B iHwomy acriekTi R® siBnisie coboto
rpyny nigdopmymm (kK), SIK BU3HaYeHO Buwe. Y LWwe
OZIHOMY iHLLOMY acnekTi BUHaxogy R®? sBnsie coGoio
BOA€Hb,  rarnoreH abo Cisankin. Y HacTymHoMmy
acniekTi R® siBnsie co6oto0 BoeH .

MepeBaxHMK 3HadyeHHaMKU R1', R" p, T, V, ri
R ¢ HacTymHi. Taki 3HayeHHs MOXyTb OyTun
BMKOPWCTaHi 3 ByAb-AKMMU BU3HAYEHHSAMU, NyHKTamu
dopmynm abo BTINEHHAMU 0OrOBOPEHUMU TYT paHille
abo pgani.

B ogHomy 3 acnekTiB BUHaxody R1' siBnsie coboto
BoAeHb abo Cqzankin.

B ogHomy 3 acnekTiB BuUHaxoay R1" siBnse coboto
BoAeHb abo C13nkin.

B ogHoMy 3 acnekTiB BUHaxoay p AOPiBHIOE 1.

B ogHomy 3 acnekTiB BuHaxody T siBnse coboto
C=0, SOn (ge n gopisHioe 0, 1 abo 2), C(=NOR)CO,
C(O)C(O) abo C=NCN. B iHwomy acnekti T aBnse
coboto C=0.

B ogHoMy 3 acnekTiB BUHaxoay g AOPiBHIOE 1.

B ogHomy 3 acnekTiB BuHaxogy V sBnse coboto
N(R63)R64 B op,Homy 3 acrekTiB BUHaxogy R®® sBnsie
coboto -(CH2)qR R™, a6o apun abo reTepoapun, ge
OCTaHHi ABi rpynu €, HeobOB'sI3kOBO, 3aMmilieHuMu 1
abo 2 3amicHuMKamu, WO, He3amnexHo, BUbupalTb 3
ranoreHy, Ci4ankiny, Ci4ankokcu, TpudtopmeTuny,
TPUPTOPMETOKCH, FiAPOKCKU, HITPO, AUdTOpMETUnY,
AN TOPMETOKEH i LiaHo. B iHWoMy acnekTi R®® sBnsie
coboto apun, HeoboB'A3koBO, 3amiweHuii 1 abo 2
3aMiCHMKaMK, WO, He3anexHo, BubupalTb 3
ranoreHy, Ci4ankiny, Ci4ankokcu, TpudtopmeTuny,
TPUPTOPMETOKCH, FiAPOKCKU, HITPO, AUdTOpMETUnY,
OnpTOPMETOKCH i LjiaHo.
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B ogHOMy 3 acrniekTiB BUHaxoay R® sBnsie coGoto
BogeHb abo Cisankin. B iHwomy acnexti R™ asnse
co6010 BoAeHb.

B opHoMy 3 acriekTie BuHaxogy R siBnisie coGoto
rpyny dpopmymm (I11) -K-J.

B ogHomy 3 acnekTiB BuHaxody K asnsie coboto
3B'A30K, oOkcu, iMiHO, N-(Ci4ankin)imiHo, okcunCi.
sankineH, iMiHoCi4ankineH i N-(Ci4ankin)imiHoC1.
sankineH. B iHwomMy acnekTi K siBnsie coboto 3B's130K.

B ogHomy 3 acnekTiB BuHaxogy J sABnse coboto
apyun  abo reTepoapwun,  KOXHUA 3 SAKUX,
HeoboB'sA3koBO, 3amileHnin 1, 2 abo 3 3amicHMKaMu,
Aki  BubupawTe 3 ranoreHy, Cizankiny, Cas
supmknoankiny, CsauuknoankinCizankiny, uiaHo i Ci.
sankokcu. B iHwomy acnekTi J aBnsie coboto rpyny, siki
BubupaoTe 3 cpeHiny, nipuauny, nipumiguHiny,
dypwny, TieHiny i niponiny, ge rpyna, HeoboB'A3koBO,
3amiweHa 1 abo 2 3amicHukamu, siki BUOMpalTb 3
ranoreHy, MeTuny, eTuny, MeTOKCM,  LiaHo,
uuKronponiny i yuknonponinmeTuny. Y we ogHoMy
iHwomy acnekti J saBnse  coboto  deHin,
HeoboB's3koBO, 3amiweHnn 1 abo 2 ranoreHamn. Y
HacTymHOMYy acrekTi BuHaxogy J sBnse coboto 3-
dTopdeHin, 2,3-andTopdeHin, 3,5-audTopdeHin, 3-
xrnopdeHin, 3-meTokcudeHin, denin, 4-pTopdeHin,

3,5-AnxnopdeHin, 5-xrop-2-meToKcudeHin, 3-
TpudTopmMeTUndEHIn, 3-rinpokcudeHin, 3-
HiTpOheHin, 4-6pom-2-hTopdeHin, 3,5-

AnmMeTokeudeHin, 3-xnop-2-ptopdeHin, 2-dTop-3-
TPUDTOPMETUNDEHIN, 3,4-audTopbeHin, 2,4-
AndTopdeEHin, 3-xrop-4-hTopdeHin, 2-
andpTopmeTokcudeHin, 3-uiaHodeHin, 3-6pomdeHin,
5-ingasonin i 5-meTMNNipNAnH-2-in.

MepeBaxHO R4 sBnsie coboto BOAEHb.

BignosigHo, R ABNsE co6o+o BOdeHb abo rpyny
npvBedeHy Ans R? abo R®, Hwkue. HaituacTiwe, R
ABnsie cob60t0 BOAEHD.

Yy nepeBa>KHomy BTiNEHHi, MPWHaNMHI, ofHa
rpyna R", R? a6o R®, nepeBaxHoO R”, MiCTUTb naHLor
3, npvHanMHi, 3 i, nepeBaxHo, MNpuUHaNMHI, 4,
HeobO0B'A3KOBO, 3aMilleHMM aTomamMun Byrieuto abo
retepoatoMamu, TakMMmn K KACEHb, a30T abo cipka.
Haiibinblwe nepeBaKHO faHUlOr €  3aMilLEeHo
MO MSIPHOIO FPYMOL0, WO CRPUSIE PO3YUHHOCTI.

BigrosigHo, R° sBnse coboto rpyny X 'R°.
MepeBaxHo B LpoMy Bunaaky, X' sBnse cobolo
kuceHb | R® BuGMpaioTs i3 rpynu dopmymu (1) abo
(10), Buwe. Ocobrmeumu rpyriammn R® € Taki B rpyni
(1) Buwe, ocobrmBo ankin, Takui sk mMeTin abo
ranoreHsamilleHni ankin, aéo B rpyni (10) suwe. B
OQHOMY 3 KpaLwX BTiNleHb, NPUHaNMHI, QAMH 3 R? a6o
R® sBnsie coBoto rpyny -OCqsamkin R* i R*® sense
coboto reTepoumKkniyHy rpyny, Taky sk N-npuegHaHe
MopdoniHoBe Kinbue, Take AK 3-
MOPEONIHOMPOMOKCH.

BigrosigHo, R? BuGMpaioTs 3 ranoreHy, LiaHo,
HIT o, TpudbTopmeTuny, Cizankiny, -NR°R' (ne RY i

, WO MOXyTb OyTM opHakoBuMmu abo pisHUMK,
KOXKEH FlBJ'Iﬂe coboto BogeHb abo Ci 3ar||<|n) abo
rpzyny X'R" . MNMepeBaxHUMU NpuKnagamu X'R" gnsa

€ NnpuBeeHi BuLLE BigHOCHO R

IHWMK Npuknagamu ons R? i R® € meTokcu abo
3,3,3-TpucptopeToKkcu.

MepeBaxHo X sBnse coboo NH abo O i €
HanbinbLwe nepeaxHo NH.
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équmy 3 acrnekTiB BMHaxoy, OOuH 3 R®, R®
abo R® aesnse coGoto 3aMmillyBarnbHy rpyny i iHWwi €
abo BogHeM, abo ManeHbKMM 3aMiCHUMKOM, TakMM §IK
C1-3arnkin, Hanpuknag, MeTun.

BIJJ,I'IOBIJJ,HO R®2  gasnse  co6oto
MepeBaxHO R ¢ BiAMIHHUM Big BOOHIO.

MpuoaTHUMK  3aMiCHUKaMK ANs  rpyn R® e,
HeoboB'A3KOBO, 3amilLeHun BYrnMeBOAEHb,
HeoOOB'A3KOBO  3aMilleHnd  reTepouuknin  abo
dyHKUiOHarnbHa £yna K BmsHaquo BULLE.

BOAEHb.

3okpema, R R%" a6o R® smensie coboto rpyny
nigdpopmynm (k)
1 m V
/(CR1 R1 )P"——-—.(T)/ (k)
q

e p i q saBnsoTb coboto, HesanexHo, 0 abo 1 i
e R{' i R{" aBnsioTe coboto, He3anexHo, BOAEHb,

rigpokcu, HeobOoB'A3KOBO 3aMilLieHuI ankin,
HeoOOB'AI3KOBO  3aMilLeHUIA  LMKNoarnkin, raroreH,
uiaHo, HeoboB'A3KOBO 3amilLeHun ankin,

HeobOoB'AI3KOBO 3aMilleHuldi ankeHin. HeoboB'si3akoBoO
3amilleHun ankin abo ankiHin MoXxyTb Oyt 3amilLeHi
rarioreHoMm, HiTpo, LiaHo, rigpokcu, TpupTopMeTUIIoM,
aMiHo, Kkapbokcy, Kap6amoinom, MepkKanTo,
cynbdamoinom, Cigankinom, Cosankeninom, Co.
sankiinom, CssumknoankifioM, CssLMKIOankeHinom,
Ci4arnkokcu, CigankaHoinom, CigankaHoinokcu, N-
(Ciaarkin), N(Cigankin), CisankaHoinamiHo, (Ci.
sankaHoin)zamito, N-(Ci4ankin)kapbamoinom, R-(Ci.
skapbamoinom, C14S, C14S(0), (C14amkin)S(0)2, (Ca-
4) ankokcukap6oHinom, N-(Cisankin)cynbdgamoinom,
N,N-(C14ankin)cynbdamoinom, Ci-
4ankincynbdoHinamiHo abo retepouwkniniom. R sBnse
coboto nepeBaxkHO Cigankin, CosankeHin abo Cos
ankinin, i R¢" moxe yrtsoptoBatm 3 R4" 3-6 uneHHe
KinbLe.

T saBnge coboto C=0, SO, C(=NOR)CO,
C(0)C(O), C=NCN, CV=NO abo pe n= 0 1 abo 2 | V
popieHioe, HesanexHo, R® a6o N(R®)R%, ge R®
R®, HesarexHo, BUGMPAIOTL 3 BOAHIO, Heo60|3 SI3KOBO
3amileHoro  ByrneBogHw  abo  HeobOB'A3KOBO
3amilleHoro retepouukniny, abo R® i R% pasom 3
aToOMOM a30Ty 40 SKOr0 BOHMW MpUEAHaHi YTBOPOTh,
HeoboB'sI3K0BO, 3aMiLLeHe reTepou.MKnNHe Kinbue.

I'IpMKna,u,aMM r;;yn ans R® i R* ¢ rpyma -
(CHa)q R™, ne q i R" € Takumu sik BUSHAYEHO HIKYeE Y
BigHoLWeHHi cbopmymm (I1).

BignosigHo, oauH 3 R%® a6o R* sBnsie coboto
BoAeHb, abo Metun, etun abo  nponin,
H6060Bﬂ3KOBO 3aM|u.|,eva| rigpoKCU i, NEPEBKHO,
OOVH 3 R%® a6o R* sBnsie coboto BoAeHb. Y LUbOMY
BUMaKy, iHWWA sBRsie coboko BIignMoBiOHO BENUKUIA
3aMiCHWK, Hampuknag 3, MpuHanuMmHi, 4 aTtomamu
Byrneuto abo retepoatomamu, i €, HeOOOB'A3KOBO,

3aMilweHum  ByrnesogHeM abo, HeoBGOB'A3KOBO,
3aMiLLeHM reTepoLVKIinom. Oco6nmBo,
Heob0B's13K0BO, 3aMilleHMMK  BYTNieBOAHEBUMMU

rpynamn ans R®® a6o R® e ankin, wuuknoankin,
ankeHin abo apun, 6yab-sika 3 siK1x €, He0b0B'sI3KOBO,
3aMiLLeHO OYHKLiIOHaNbLHOK rpyroto, SK BU3HAYEeHO
BuLWe, abo y BUMagKy apurbHUX rpyn, ankifbHO
rpynoto, i y BUNagKy ankinbHoi rpynu, apunbHoto abo
reTepouukriyHoo rpynoto abo ki cami no coOi
MOXYTb 6yTW, HEOOOB'A3KOBO, 3aMilLieHi ankinom abo
pyHKUiOHaNbHO rpynoto. Mpuknagamu
HeOoOOB'SI3KOBO 3aMILLEHVUX apUIbHUX Tpyn R% a6o
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R% ¢ deHin, HeobOB'A3KOBO, 3aMiLLEHUIN OAHIED abo
Ginbwe rpyn, ski BubupatoTe 3 Cqearnkiny, Takoro sk
meTun abo emun (abo skun  Moxe By,
HeoboB'sI3KOBO, 3aMmileHnmn yHKUiOHaNLHo
rpyrnot, Takul siK rigpokcu), abo yHKUioHanbHOI
rpynM $K BM3HA4YeHO BuLe (Takoi $K rarnoreH
nonidbHnn go dTopy, xnopy abo Gpomy, rigpokew,
arkokcW, TakUn sIKk MeTOKCK, TpudTopMeTun, HiTpo,
uiaHo, TpudTopmeTokcn, CONHz, C(O)CHs, amiHo
abo /:l,mmemnammo)

Korm R®® a6o R* €, Heo6oB's13k0BO, 3aMiLleHoto
ankineHoto rpynoto, npugatHa CieankinbHa rpyna,
HeobOB'AI3kOBO, 3aMilleHa oaHiei abo OinbLuoto
KiNbKICTIO  (pyHKUiOHanNbHUX rpyn (TakMx €K LUiaHo,
rigpoKCW, arnkokcu, 3okpema MeTokcu, COOarnkin,
Takmm sk COOCHs), abo apunom, HeobGOB'S3kOBO,
3aMilLeHnM OYHKLIOHaMbHOK rpynoto, K BU3HAUEHO
BULLE (30KkpeMa, Y BiaHoweHHi cammx R% abo R®)
abo HeOOOB'A3KOBO 3aMILLEHOK reTepPOLMKIIYHO
rpyroto, Takoto sik N-meTunnipon.

Korm R® i R* € HeoBog'sizkoBoO 3aMilleHMM
LMKIoarnkinom, npuaaTHUA LMKIorekcumn,
HeoboB'sI3KOBO, 3aMilLieHm dyHKUiOHaNLHo
rpyroto, TaKVII/I SIK TigPOKCMK.

Korm R® i R* € HeoBoB'sizkoBO 3aMilleHMM
arnkeHinom, ralpmp,angﬂm npon-2-eHin.

Korm R® abo R* sensioTs co6oro Heo60B'A3K0BO
3amilweHnn retepoumknin, abo R® i R% pasom
YTBOPIOIOTE FeTePOLMKITIYHY Tpyny, TOAi BOHa MOXe
6yT1 apomaTtunyHolo abo HeapoMaTUYHOK i BKIOYaE,
30Kkpema, ninepuavH,  ninepaswH, MoponiHo,
niponigvH abo MipuavH, KOXHa 3 SKUX MOXe O6yTu,
HeoboB'A3KOBO, 3aMillleHa (PYHKLUIOHaMNbHOK rpyroto,
TaKkol SK FiApOKCH, arnkokcu, Takum sik MeTokcu, abo
ankin, Takum sk MeTun, Wo MoXxe cam no cobi 6yTtn
3aMilLeH I, HanpwKnaga, rigpoKCUrpynoto.

AnbTepHaTUBHO, MPUHANMHI, OOWH 3 R®, R®" a6o
R®? FlBJ'IFle co6oro (byHKLI,IOHaJ'IbHy rpyny i, 3okpema,
oavH 3 R%, R a6o R% ﬂBJ‘IﬂC coboto (byHKLI,IOHaJ'IbHy
rpyny cbopmynvl (CR2)p(O%R™", pe R, p,x i R”’ TaKI AK
BM3HaYeHO BULLE, i 30kpeMa X JopieHioe 2 i R’ siense
coboto BoAeHb abo arnkin, Takum siKk MeTun.

AnbTepHaTUBHO, R° e 3aMilleHMM oaHiei abo
GinbLUOKD KiMbKICTIO rpym, ki BMOMpaoTb 3 HITpO,
ranoreHy, Ciarnkiny, HeoboB'si3koBo, 3amilieHoro C1.
saInKoKCu, C14ankokcumeTuny, an(Cq.
sankokcm)metuny, CieankaHoiny, TpudTopMeTUny,
uiaHo, amiHo, CaeankeHiny, CoeankiHiny, deHinsHoi
rpymm,  6eHsunbHOi  rpymm  abo  5-6-uneHHOi
reTepouukniyHoi rpymm 3 1-3 retepoatomamu, LIO,

He3anexHo, Bubupaiotb 3 O, S i N, pe
reTepoumkrivyHa rpyna mMoxe 6y apomaTtnyHoto abo
HeapoMaTudyHOlO i Moxe  OyTM  HacuyeHot

(npuegHaHolo Yepes atom Byrfneut abo asoTy) abo
HEHacW4YeHo (MPUEAHaAHOI0 Yepe3 aToM BYrneuto), i
e deHin, 6eH3nn abo reTepoLmKIivyHa rpyna MoXyTb
HEeCTM Ha opfHoMy abo OinbLii KinNbKOCTi aTomiB
BYrMeLo Kinbusi 40 5 3aMmicHuKiB, ski BMOWpatoTb 3
rigpokcy, ranoreHy, Cigankiny, Cisankokcu, Ci.
3arnkaHoinokcu, TpudTopMeTUuny, LiaHo, amiHo, HiTpo,
CouarnkaHoiny, C14ankaHoinamino, Ci-
4anNKOKCMKapOOHiny, C14arnkincynedariny, Ci-
sankincynbiHiny, Cq4ankincynbdoHiny, kapbamoiny,
N-C14ankinkapbamoiny, N,N-an(C1-
sankin)kapbamoiny, amiHocynbdoHiny, N-C1.
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sankinamiHocynsgoHiny, N,N-aun(C+.
4ankin)amiHocynboHiny, C4ankincynbgoHinamiHo, i
HacWM4eHO| reTepoLMKiYHOT rpynu, SKy BMOUpatoTs 3
MOPOriHO, TioMOpdOriHO, niponiguHiny,
ninepasuHiny, ninepuauHiny, imigasonignHiny i
nipasoniguHiny, Ae HacuyeHa reTepouukniyHa rpyna
Moxe HecTu 1 abo 2 3amicHuku, siki BUOUpawTb 3
OKCo, rigpokcu, ranoreHy, Cqzankiny, Cq.aankokcu, Cq.
3arkaHoInokcK, TpudTopmMeTUny, LiaHo, aMiHO, HITPO
i C14aJ'IKOKCMKap6OHIJ'Iy

BiarosigHo, R® € 3aMilleHnM, NpuHaiiMHi, oaHieto
rpyrnoto, WO Mae, MpUHaWMHi, 4 aTomu, WO MOXYTb
6yTm atomamu Byrreuto abo retepoatomMamu, LWO
yTBOpIOOTE  NaHutor.  OcobnmBuMM  MpUKagamu
Takoro 3aMicHuMKa €, HeoOOB'S3KOBO, 3aMilLeHUN
ankokcn  abo ankokcumeTun. Migxoaawmmm
3aMiCHUKaMW  Ans  ankokcurp fm _ € 3aMiCHUKN
npvBeeHi BULLE Y BiAHO LLUEHHi R” R 8RS,

HaCTynHoro ocobrmeoto 3aM|u.|,yBaanoro rpyroto
ans R® e rpyna nindopmynu (1)

T0

R
ACRRM e (NRﬁq/ T\(QHRE;’— (1)

e p i q sBnsa0Tb coboto, HesanexHo, 0 abo 1, ir
popisHioe 0, 1, 2, 3 abo 4 i, RY, R{" i T € Takumm sik
BU3HAY€HO BULLE;

R™ sBnsic co6oto BoaeH., rigpokcy (iHWWIA Hix
korm q pgopieHioe 0), Cieankin, Cqeankokcu, amiHo, N-
CisarkinamiHo, N,N-(Cisankin)2amito, rigpokcmCi.
sankokcu, CsankokcnCogankokcn, amiHOCo-sanKkoKCH,
N-C 1.sankinamiHo C.sankokcu, N,N-(C1.
sankin)amiHoCz.grkokcu abo Cayumknoarnkin, abo

R sensie co6oto chopmyny (111):
-K-J (1)

ne J sBnse coboto apwun, retepoapun abo
reTepouuknin i K siBnsie cob6oto 3B'A30K, OKCH, iMIHO,
N-(C1-eankin)imiHo, okcuC1sankinen, iMiHOC 1.
sankineH, N-(Cieankin)imiHoC1eankineH, -NHC(O)-, -
SO2-NH-, -NHSO,- abo -NHC(O)-Cisarnkinen-, i
O6yob-ska apunbHa, reTrepoapurnsHa abo
reTepouuknineHa rpyrna B R’ rpyni Moxe 0OyTn,
HeoObOB'sI3KOBO, 3aMillleHo ofaHiei abo OinbLuoto
KiNbKICTIO rpyn, siki BUOUpalTb 3 FiAPOKCH, rarnoreHy,
TpudpTopmeTuny, UiaHo, MepKanTo, HITPO, amiHo,
kapbokcn, kapbamoiny, dopminy, cynbdamoiny, Ci.
eankiny, Co.sankeHiny, CosankiHiny, Cieankokcu, -O-
(C1s3ankin)-O-, CieankinS(O).- (ae n gopisHioe 0-2),

N-C1-sarkinamivo, N,N-(C1-sankin)2amiHo, Ci-
sankokcukapboHiny, N-Ci.sankinkapbamoiny, N,N-(C1.
ebankin).kapbamoiny, Co.sankaHoiny, Ci-
salnKaHOIMoKcH, C1-sankaHoinamino, N-C1.

seankincynbdamoiny, N,N-(Cisankin)cynsdamoiny,
CisankincynbdoninamiHo i C1.gankincynedoHin-N-
(C1-sankinyamino,

abo Oyob-sika apwrnbHa, retepoapunbHa abo
reTepouuknineHa rpyrna B R’ rpyni Moxe 0OyTw,
Heo0bOB'AI3KOBO, 3aMilleHa oaHiei abo OinbLuoto
KIJ'IbKICTfO rpym, dopmyrm (1V):
B’ (CHz)p (V)

ne A' sBnse co6oto ranoreH, rigpokcu, Ci.
gankokcy, uiaHo, amiHo, N-CisankinamiHo, N,N-(Ci.
eankin)yamiHo,  kapbokcy,  Ci.sankokcnkapOoHin,
kapbamoin, N-Cieankinkapbamoin a6o N,N-(C1.
eaJ'IKIJ'I)zKap6aMOIJ'I p fopisHioe 1-6, i B! siensie coboto
3B'530K, OKcH, iMiHO, N-(C1earkin)imiHo abo -NHC(O)-
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, 32 yMOBW, WO p [JOpiBHIOE 2 abo Oinble, 3a
BMHATKOM BUMNagky, kofm B aBnse coboto 3B's30k abo
-NHC(O)-;

abo Oyob-sika apwrnbHa, retepoapunbHa abo
reTepouuknineHa rpyna B R rpyni Moxe 0OyTn,
Heo0bOB'AI3kOBO, 3aMilleHa oaHiei abo OinbLuoto
KIJ'IbKICTfO rpyn, chopmymm (V):
E'-D’ V)

pe D' serse coBoto apur, retepoapun a6o
reTepouukrnin i E' siBnsic coboto 3B'530K, C1.earnkineH,
okcuCrearnkineH, okcu, imiHo, N-(Cq.gankin)imiHo,
imiHoC 16arnkineH, N-(Cisankin)iminoCieankineH, Ci.
sarnkineH-okcnC1.garnkineH, C1-sankinen-imiHoC1.
gankineH, Ciesankinen-N-(Csankin)-imiHoC1.sankinex,
-NHC(O)-, -NHSO2-, -SO:NH-abo -NHC(O)-Ca.
sankineH-, i Oygp-Aka apwrbHa, retepoapunbHa abo
reTepouukninbHa rpyna B 3aMIiCHUKY Ha D' moxe
6yTH, HEODOB'A3KOBO, 3amillgHa ogHieto abo BinbLuoto
KiNbKICTIO rpyn, siki BUOMpalTb 3 FiAPOKCH, rarnoreHy,
C1sarnkiny, C1-sankokcu, Kapbokcy, Ci-
saINKOKCUKapOOoHiny, kap6amoiny, N-C1.
sankinkapbamoiny, N-(Cisankin)kapbamoiny, Co-
6ankaHoiny, amiHo, N-CisankinamiHo i N,N-(Ci.
sankin)yamiHo, i Oyap-aka Cs.yuuknoankineHa abo
reTepouuknineHa rpyna B R rpyni Moxe 0OyTw,
HeobO0B'A3KOBO, 3aMmilLeHo ogHuM abo ABOMA OKCO
abo TiOKcO 3aMicHukamu, i koxHa 3 R’C rpyn
BM3Ha4YeHnx TyT, wo mictute CHz rpyny, wo
npuedHaHa oo 2 atomis Byrneuto abo CHs rpyny, wo
npueaHaHa 4o atoma ByreLo Moxe, HeoboB'sI3KOBO,
HeCTM Ha KOXHiM 3ragaHii CH, abo CHsz myni
3aMiCHUK, SIkMiA BMOMpaloTb 3 rigpokcu, amiHo, Ci.
gankokck, N-CieankinamiHo, N,N-(Cieankin)amiHo i
reTepouuKniny.

[MepeBaxHM MNpWKNagoM 3aMmicHuMKa GopMymu
(I1) e rppyna, ge q popisHioe 0.

Oco6rmeumM npuknagom rpynn R’y dopmyri (11)
€ dheHin.

IHWO NepeBaKHO rPyrnoo 3amMiCHUKOM Ansi R®
€ rpyna coopmymm (V1)
R71 R?Z

R (V1)

R7qJ R, HeSanexHo, Bm6mpar0Tb 3 BOZHIO
abo CManKmy, a6o R i R’ pasom yTtBOpIOIOTH
3B's30k, | R siBnsie coGoto rpyny OR™, NRR6, ge
R R® i R’ hesanexHo, BUMGMpAIOTb 3
HeobOB'AI3KOBO ~ 3aMilleHOro  ByrneBoAdH  abo
Heo60oB' A3K0BO 3aMiLLEHUX TeTePOUMKIIYHUX rpyn, i
R™ i R® MoxyTb [0AaTKOBO YTBOPIOBAaTW Pa3oM 3
aToMOM @30Ty [0 §KOTO  BOHU  MpUEAHaHI,
apomatuyHe abo HeapomaTUyHE reTepoLMKIiYHe
KifibLie, L0 MOXe MICTUTU iHLLi reTepoaToMu.

MpuoaTHUMKU He0BOB'A3KOBUMU 3aMICHMKaMI/I ArA
B)érﬂeBO/J,HeBVIX abo reTepoLMKNiYHUX Tpyn R™ R™ i

€ (yHKUioHanbHi rwnm SIK BM3HAYEHO BVILIJ,e
FeTepouukniuHi rpym R™, R™ i R™ Takox MoxyTb
6yTV 3aMmiLLe Hi BgrneBo,quBMMM rpynamu.

3okpema, R’ i R™ y nincpopmyni (VI) sBrsioTs
co6010 BoAEHb.

Okpemumn npuknagamn R™ e rpyna OR™ ge R™
aBnsie coboto C4arnkin.

HacTynHumu npuknagamm R” e rpyn cdoopmynu
NR™R’®, ne oaun 3 R7® a6o R”® sisnsie coboto BogeHb
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i iHWWA aBnsie coboto HeoBOB'A3KOBO 3amilLeHn Ci.
galnkin, HeoOOB'A3kOBO 3amiweHun apun  abo
Heo60B'I3KOBO 3aMiLLEHWNI re TEPOLIMKTIIN.

3okpema, ogvH 3 R’ aBo R’® sense co6oto
BOAEHb i iHWMK aBnsie  coboto  Cigankin,
HeobOoB'A3KOBO, 3aMilleHun TpudTopmeTunom, Ci.
3aNnKOKCW, TakMM sIK MEeTOKCW, UiaHo, TioCi4ankin,
Takum K MeTuUnTIO, abo reTepouuKnin,
HeobOoB'A3KOBO, 3aMILLEHWA BYrMEBOOHEM, TakUM SK
iHOaH, dypaH, HeoboB'A3koBO, 3amiweHuii Ci.
4anKinoMm, Takum K MeTuUn.

B iHwoMy BTineHHi, oguH 3 R’ abo R™® sense
co60t0 BOAeHb i iHLLIWI siBNsie coboto, He0BOB'A3KOBO,
3aMillgHy reTepouMKnivyHy rpyny, Taky §iK MipuanH,
abo deHinbHy rpyny, HeoOOB'S3KOBO, 3aMilLEHY,
Hanpuknag, odHiei abo BiMbLUOD KinbKIiCTIO rpyn, sKi
BUOUpaloTb 3 ranoreHy, HiTpo, arkiny, Takoro sk
MeTurn, abo ankoKcK, Takoro ik METOKCMW.

MepeBaxHum kracom cronyk € copmyna (1), B
AKIN:

X aiBnsie coboto NH;

R' saBrse co6oto BogeHb, MeTtokcu, N-(Ci.
saskKin)ninepuanH-4-inokcu, npon-2-ifokcu abo
METOKCUETOKCU;

R? aBnsie coboto BOJEeHb ab0 METOKCH;

R® sBnse coGoio 3-mopdoorniHonporoken,  3-

XMoprpornokeu, 3-[N-etnn-N-(2-
rigpokcueTun)amiHolnponokcy,  3-(2-rigpokcumeTvn
nipon iavH-1-im)nponokcuy, 3-(ninepugunH-1-

in)npornokcy,  3-(niponiguH-1-in)nponokcy,  3-[N-(2-
rigpokcueTun)amiHo]nponokew,  3-[N-(2-rigpokeu-1,1-
AVMeTUneTUIT)amiHoMponoKey, 3-[N-metnn-N-(2-
rigpoKcHe T\ )amiHo]NponoKew, 3-[N-(1-
rigpokcumeTun-2-meTunnponis)amiHo]lnponoken, 3-(4-
meTunninepaauH-1-in)nponokcy,  3-[N-(2-rigpokcu-1-

MeTUneTMIT)amiHO]MponoKeK, 3-[N-(4-
rigpoKCUBYTNIT)aMiHONPOMOKCH, 3-(4-
rigpokcuninepuamnH-1-in)nponokem, 3-[2-(2-
rigpokcueT\n)ninepuamnH-1-injnponokcu, 3-[4-(2-
rigpokcveTun)ninepasunH-1-injnponokeu, 3-[4-(2-
rigpokcueT\n)nine puamnH-1-injnponokcu, 3-(3-
rigpokcunine puamnH-1-in)nponokem, 3-[N-2-
(rigpokcmbyTun)amiHo]mponokcy, 3-(4-
rigpokcumeTunnine puauH-1-in)nponokcm, 3-[N-(3-

rigpokcn-2,2-gumeTunnponin)amiHo]nponoken,  3-[N-
(1-rigpokcuMeTUNUMKIONeHT-1-nnjamiHo]nponokcu, 3-
[N-(2-rigpokcunponin)amiHo]nponokey, 3-(3-
rigpokcuniponignH-1-imnponoken, 3-[N-(2-
dpTopeTun)-N-(2-rigpokcmneTun)amiHo]nponokeu, 2-[1-
(2-rippokcueTun)nine puamH-4-injeTokew, 3-[N-(2-
rigpokcueTun)-N-nponinamiHoNpomnokeu, 3-[N-(2-
rigpokcneTun)-N-(npon-2-injaiviiHolnponokcuy 3-[N-(2-
rigpokcneTnn)-N-izobytunamiHo]npornokcy,  3-[N-(2-
rigpokcrneTun)-N-HeoneHTMnamiHoNponokew, 3-[N-
anin-N-(2-rigpokcueTun)amiHoNpomnoKeu, 3-[N-(2-
rigpokcuneTnn)-N-(npon-2-iH-1-injamiHo]npornoken, — 3-
[N-uuknonponin-N-(2-rigpokcueTu)amiHonponokcy,
3-[N-umnknonponinmeTun-N-(2-
rigpokcueTun)amiHo]nponokcy,  3-[N-umknobytun-N-
(2-rippokcueTun)amiHo]npornokcy, 3-[N-uuknoneHTus-
N-(2-rigpokcmeTun)amiHo]mponokcy, 3-[N-(2,2-
avmeTokcmeTun)-N-(2-rigpokcreTun)amiHo]nponokeu,
3-[N-(2,2-gndpTopeTnn)-N-(2-
rigpoKcre U )amiHo | nponokeu,
rigpokcneTnn)-N-(3,3,3-

3-[N-(2-
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TpudbTopnponin)amiHo]nponokew, 3-[N-
uuknobytunmeTmn-N-(2-

rigpoKcHe T\ )amiHo]NponoKey, 3-[N-(2-
rigpokcuneTnn)-N-(2-meTokcmeTvn)amiHolnponokewn, 3-
[N-(1,3-giokconaH-2-inmeTun)-N-(2-
rigpokcveTun)amiHo]nponokeu, 4-xnop0Oytokecu, 4-[(2-
rigpokcumeTun)niponiamH-1-injoyTokewy, 4-[N-(2-
rigpokcmeTun)-N-iso0ytnnamiHoloytokcu, 1-(2-TpeT-
GyTOKCMEeTUN)NIpONiANH-2-i IMETOKCH, 1-(2-
rigpoKCMeTUN)MiPOSiANH-2-iNIMeToKeH, 3-[N-2-
(rigpokcmeTnn)-N-(is3obytnn)amiHo]nponoken, 3-[N-(2-
(rigpokcmeTnn)-N-(HeoneHTun)amiHo]nponokck, 3-[N-
2-(rippokcneTun)-N-(TpeT-0y Tnn)amiHonponokcwy,
METOKCM | METOKCUETOKCY;

R* siBnsie co60t0 BofEHb;

R sBnsie co60t0 BOAEHD;

R®" sernse coBoto rpyny niadopmymm (), sk
BM3HAYEHO BULLE;

R®? sBnsie co6010 BOAEHD;

R+' aBNsie coboto BoaeHb abo Cqzankin;

R1" siBnsie coboto BoaeHb abo C1-zankis;

p OopiBHIOE 1;

T siBnsie coboto C=0;

q AopisHioe 1;

V siensie co6oto N(R®)R®;

R® sensie coGoio -(CH2)qR™®, aGo apun, abo
retepoapwurn, fe ocTaHHi ABi rpynu €, He0b0oB'A3KOBO,
3aMilleHnMn 1 abo 2 3amMicHMKaMW, Lo, He3arneXXHo,
Bubupaots 3 ranoreHy, Cigankiny, Ci4arnkokcy,
TpucpTopmeTuny, TPUPTOPMETOKCH, TAPOKCH, HITPO,
audptopmeTuny, AUTOPMETOKCH i LiiaHO;

R® sBnsie co6010 BOAEHD;

R sensie coBoto rpyny doopmymm (111) -K-J;

K siBnsie coboto 3B's30K; i

J aBnge coboto 3-pTopdpeHin, 2,3-gudTopdeHin,
3,5-andTopdeHin, 3-xnopdeHin, 3-MeToKCUeEHIn,
deHin, 4-ptopdeHin, 3,5-gnxnopdeHin, S-xnop-2-
MeTOKCUMEHIN, 3-TpudTOpMETUNEHIN, 3-
rigpokcudeHin, 3-HiTpodeHin, 4-6pom-2-TopdeHin,
3,5-AnmeTokecundeHin, 3-xnop-2-dpropdeHin, 2-pTop-
3-TpudpTopmeTundeHin,  3,4-gudtopdeHin,  2,4-
AndTopdeEHin, 3-xrop-4-hTopdeHin, 2-
andpTopmeTokcudeHin, 3-uiaHodeHin, 3-6pomdeHin,
5-ingasonin i 5-meTMNNipNanH-2-in.

HacTynHum rnepeBaXHUM KriacoM CMOMyK €
dopwmyna (1), B akin: .

X siBnsie coboto NR” abo O;

R® sense coboro BoAeHb abo Cqzankin;

R' siBnsie coboto BoAeHs abo X'R®, ne X' sBnsie
cobGoto npocTuii 3B'A30K, -O-abo -NH- i R® sasnsie
coboto BoaeHb, Ci.sankin, Cssunknoankin, -Cq-sankin-
O-Ciszarkin - abo 5- - 6B-uneHHy  Hacu4eHy
reTepouMkrivHy rpyny (MpuegHaHy yepes Byrneub
abo a3oT) 3 1 abo 2 reTepoatoMamu, LD, HE3ANEXHO,
Bubupatotb 3 O, S abo N, ge reTepoumKniyHi rpymm €,
HeoboB's3koBO, 3amilleHumun Cq4ankinom abo 5- abo
6-uneHHy  apomaTWdHy — reTepouuKnivHy — rpyny
(npuegHaHy yepes atom Byrfeuto abo asoty) 3 1, 2
abo 3 retepoatomamu;

R? sBrsie co6ol BOAEHb, FMAPOKCH, rarore,
meTokcu abo -OC1.3ankin (Heo6oB'A3KOBO, 3aMilLEeHNIA
1 abo 2 rigpokcu abo ranoreHom);

R® asnse coboto -X1R9, ne X' aBnsie coBoto -O- i
R® sernse coBowo -C1.5anKinR32, -C1.5anKinR96, Ci-
sankin (HeoboB'sI3kKOBO, 3aMilleHui ranoreHom), -Ci.
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5aJ'IKiJ'I-OR20,
53arnkin)R
N(C13ankin)-Cisankin-OH i
sankin-OH;

R* sense coGolo MOpdOniHO,  MiponigunHInN,
ninepyguHin abo  ninepaswHin, HeobOB'A3kOBO,
3aMilleHUn  rigpoKCUMETUNIOM,  2-TiAPOKCUETUIIOM,
METUIIOM, rigpokcy abo 2-(TpeT-OyToKCH)eTUIIOM;

R?® gqBnsie cobow Cis3arnkin (Heo6oB'A3KOBO,
3aMiLLeHun rigpokcu) abo LIMKINONEeHTUN
(Heob0B'A3K0BO, 3aMileHUn C14rigpoKcuankinom);

R% sasrse co6oto MeTun, eTun, 2-pTopeTun,
npor-1-in, npon-2-in, i306yTun, HeoneHTUn, anin,
nponaprin, LMKronponin, uukronponinmeTun,
uuknobyTun, uuknoneHtun, 2,2-gudrtopetun, 2,2,2-
TpudTOpETUN, LMKNOOYTUNMETUN, MeTokcneTun, 1,3-
aiokconan-2-inmeTuni 2,2-AuMeTOKCUeTUrT,

R% gaBnse co6oto 4,5-aurigpo-1H-imigasonin,
Heo6OB SI3KOBO, 3aMmiLLeHUA C14rigpoKcuarnkinom;

R* sBnsie co60t0 BOAEHD;

R60 sBnsie cob60to BOAEHD;

R®" siBnsie o600 J,- (CH2)-J, -(CHa)2-J, -MPO-J, -
(CH.)-O-J, -O-(CH2)-J, -(CH2)-O-(CHg)-J, -CO-J, -
(CH2)-CO-J, -CO- (CHz) -J, -(CH2)-CO-(CH2)-J, -S-J, -
(CH2)-S-J, -S-(CH2)-J, -(CH2)-S-(CH2)-J, -SO-J, -
(CH2)-SO-J, -SO- (CHz) -J, -(CH2)-SO-(CHy)-J, -SO2-J,
-(CH2)-SO2-J, -SO2-(CH2)-J, -(CH2)-SO2-(CH2)-J,
(NR1")CO-J, -(CH2)-(NR1")CO-J, -(NR{)CO-(CH2)-J, -
(CH2)-(NR{")CO-(CH2)-J, -(NR1)SO2-J, -(CHy)-
(NR1")SO2-J, (NR1 )SOz(CHzg J -(CH, 2 (NR1")SO,-
(CH2)-J, -NR®-J, -(CH2)- NR®-J, -NR® (CHg -
(CH2)-NR®-(CHa)-J, -CONR®-J, -(CHz)-CONR®
CONR®-(CHy)-J, gCHz) CONRG“ +CHo)-J, -SOzNR64-
J, (CHz) SOzNR 4J, -SO,NR®™ (CHz) -(CHy)-
SO.NR® -(CH2)-J, -NR{'CO-NH-J, (CHz) -NR1'CO-
NH-J, -NR{' CO -NH-(CHz)-J -(CH2)-NR{'CO-NH-
(CH2)-d, -NR{'CO-N(Cigankin)-J, -(CHz2)-NR4'CO-
N(Ci4ankin)-d, - NR{'CO-N(Ci4arkin)-(CHo)-J, -
(CH2)-NR1'CO-N(C14arnkin)-(CHz)-J, -NR{'CO-0O-J, -
(CHR-NR{'CO-0O-J, -NRRCO-O-(CH2)-J, -(CHR-
NR1'CO-O-(CHz)-J, -OCO-J, -CH>-OCO-J, -CH=CH-J,
-CH2-CH=CH-J, -CH=CH-CHz-J i -CH,-CH=CH-CH>-
J;

-C1.5anKin-NHR2°, -C1-sankin-N(C1-
, -Cisankin-NH-Cqsankin-OH, -Cqsankin-
-C1sankin-NR%-C;.

R% agnse co6oto BO/J€EHb, raroreH abo Cq.zankin;

R+' aBNsie coboto BoaeHb abo Cqzankin;

R% agnse co6oto BoAeHb abo Cqzankin; i

J aBnsie coboto rpyny, SKy BubuparoTe 3 deHiny,
nipuauny, nipumiguHiny, dypuny, TieHiny i niponiny,
Wo €, HeoboB'A3KOBO, 3amiweHum 1 abo 2
3aMiCHMKaMK, siki BUOMpaloTb 3 rarnoreHy, metuny,
eTuny, MeTokcu, LiaHo, LMKMONponiny i LMKMAon pon in
meTuny.

B iHwoMy acnekTi BuHaxody, MepeBaXHUMMU
crofykamu € HacTyMHi:

2-(3-{[6-meTOKCK-7-(3-MOphOniH-4-
innponokcu)xiHazoniH-4-injamiHo}-1H-nipaszon-5-in)-
N-cbeHinaueTtamia,;

N-(3-dbTopbeHin)-2-(3-{[6-meTokcK-7-(3-
MopdOniH-4-iNNponoKcu)xiHazoniH-4-injamiHo}-1H-
nipason-5-in)aueTtamia;

2-(3-{[7-(3-xnopnponokcu)-6-Mme ToKCUxiHa3oniH-4-
imamiHo}-1H-nipason-5-in)-N-(3-
dTOpdheHin)aueTamia;
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2-(3-{[7-(3-xnopnponokcu)-6-Me ToKCUxXiHa3oniH-4-
imamiHo}-1H-nipason-5-in)-N-(3,5-
andTopdeHin)aueTamia;

2-(3-{[7-(3-xnopnponokcu)-6-Mme ToKCUXiHa3oniH-4-
imamiHo}-1H-nipason-5-in)-N-(2,3-
andTopdeHin)aueTamia;

N-(3-xnopdeHin)-2-(3-{[7-(3-xnopnponokcu)-6-
MeTOKCUXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

2-{3-[(7-{3-[eTvn(2-
rigpOoKCUeTUM)amiHO]NMPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aLeTamia;

N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCMXiHa30niH-4-in)amiHo]-1-nipa3on-5-
infaueTamig;

N-(3-dbTopbeHin)-2-(3-{[6-meTokCcK-7-(3-
ninepuamnH-1-innNponokcu)xiHazoniH-4-injamiHo}-1H-
nipason-5-in)aueTtamia;

N-(3-dbTopbeHin)-2-(3-{[6-meTokcK-7-(3-
niponigux-1-innponokcu)xiHazoniH-4-injamiHo}-1H-
nipason-5-in)aueTtamia;

N-(3-dbTopdbeHin)-2-{3-[(7-{3-[(2-
rigpOoKCUeTUM)amiHO] MPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3-cbTopdpeHin)-2-{3-[(7-{3-[(2-riapokcu-1,1-
AVMeTUNeTUIT)aMiHO]MPONOKCK}-6-MeTOKCUXiHa3 0 iH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(MeTnn)amiHo]nponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopbeHin)-2-(3-{[7-(3-{[1-(rigpokcumeTnn)-
2-meTunnponinjamiHo}-nponokcu)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3-dbTopcbeHin)-2-[3-({6-meTokcn-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino)-1H-nipason-5-injauetamig;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2-riapokcu-1-
MeTUNETU)aMiHO]MPOMNOKCU}-6-MeTOKCUXIHA30MiH-4-
in)amino]-1H-nipason-5-infauetamig;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(4-
rigpoKCMBYTUI)aMiHO]NPOMOKCU}-6-Me TOKCUXIHA30MiH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3-cbTopcbeHin)-2-[3-({7-[3-(4-
rigpokcunine puamnH-1-in)nponokcu]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipason-5-
injJaueTamig;

N-(3-dbTopdpeHin)-2-{3-[(7-{3-[2-(2-
rigpokcvueT\n)nine puamnH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-cbTopdpeHin)-2-{3-[(7-{3-[4-(2-
rigpokcueTun)ninepasunH-1-injnponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-cbTopdpeHin)-2-{3-[(7-{3-[4-(2-
rigpokcveTun)ninepuamk-1-injnponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-cbTopcbeHin)-2-[3-({7-[3-(3-
rigpokcunine puaunH-1-in)nponokcm)-6-
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MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipason-5-
injJaueTtamig;

N-(3-dbTopdbeHin)-2-{3-[(7-{3-[(2-
rigpoKcMBYTUN)aMiHO]NPOMOKCU}-6-Me TOKCUXIHA30MiH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3-cbTopcbeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopdbeHin)-2-{3-[(7-{3-[(3-riapokcu-2,2-
AVMeTUNMPOTifn)amMiHONpornoKcmn}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopcbeHin)-2-(3-{[7-(3-{[1-
(riapOKCMMETUIN)LMKIIO NEHTMI]aMiHO }-NPOMOoKCK)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2R)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-cbTopcbeHin)-2-(3-{[7-(3-{[(2S)-2-
riZpoKCUNponisf]amiHo}npornokcn)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3-dbTopdbeHin)-2-(3-{[7-(3-{[(2R)-2-
rigpokcunponinjamiHo}nponokcu)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3-dbTopcbeHin)-2-(3-{[7-(3-{[(3S)-3-
rigpokcuniponignH-1-innponokcn)-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(3R)-3-
rigpokcuniponignH-1-injnponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[(2-pTOpPETUN)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

N-(3-dbTopdpeHin)-2-{3-[(7-{2-[1-(2-
rigpokcueT\n)nine puanH-4-inje Tokcm}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopdbeHin)-2-(3-{[7-(3-[(2-
rigpOoKCMeTU)NPONMifT)amiHO }NPOMNoKCK)-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2-
rigpokcmeTun)(iso0ytnn)amiHo]nponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[(2,2-aumeTvnnponin)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-{3-[(7-{3-[anin(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;
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N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[umknonponin(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-{3-[(7-{3-[umknobyTnn(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-{3-[(7-{3-[umkrnoneHTnn(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-{3-[(7-{3-[(2,2-aumeTOKCHMETUN)(2-
rigpOoKCUeTUM)amiHO]NMPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-{3-[(7-{3-[(2,2-andTOpeTVn)(2-
rigpOoKCUeTUM)amiHO]NMPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

N-(3-dbTopcbeHin)-2-{3-[(7-{3-[(2-
rigpokcneTnn)(3,3,3-TpudTopnponin)amiHol-
NpornoKcu}-6-MeToKCMXiHa3omMiH-4-in)amiHo]-1H-
nipason-5-imjaueTtamia;

2-{3-[(7-{3-[(unknobymnmeTnn)(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

N-(3-dbTopdbeHin)-2-{3-[(7-{3-[(2-riapokcneTnn)(2-
MeTOKCUETUM)aMiHO MPOMOKCU}-6-MeTOKCUXiHA30MiH-4-
in)amino]-1H-nipason-5-infauetamia;

2-{3-[(7-{3-[(1,3-piokconan-2-inmeTnn)(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia;

2-(3-{[7-(4-xnopbyTOKCM)-6-METOKCUXIHA3OMIH-4-
imamiHo}-1H-nipason-5-in)-N-(3-
dTOpdheHin)aueTamia;

N-(3-dbTopcbeHin)-2-{3-[(7-{4[(2R)-2-
(rigpokcumeTun)niponignH-1-in)oyTokcn}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-dbTopbeHin)-2-{3-[(7-{4-[(2-
rigpokcueTnn)(isobytnn)amiHo]byTokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{[(2R)-1-(2-TpeT-6yTOKCMETUN)MIPOTIANH-
2-injmeTokcu}-6-meToKCHXiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dTopdeHin)aueTamia;

N-(3-dbTopdbeHin)-2-{3-[(7-{[(2R)-1-(2-
rigpoKCUeTUN)MipOoniAnH-2-irMeToKCcH}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndptopdeHin)-2-(3-{[6-meTokcu-7-(3-
niponigux-1-innponokcu)xiHazoniH-4-injamiHo}-1H-
nipason-5-in)aueTtamia;
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N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-riapokcn-
1,1-auMeTUne TMn)amiHo-npornokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-[3-({6-meTokeu-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino)-1H-nipason-5-injauetamia;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[eTun(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3,5-gndptopdeHin)-2-{3-[(7-{3-[2-(2-
rigpokcvueT\n)ninepuanH-1-injnponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndptopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcueTun)ninepasunH-1-injnponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndptopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcueTun)ninepuanH-1-injnponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndptopdeHin)-2-[3-({7-[3-(3-
rigpokcunine puamnH-1-in)nponokcu]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipason-5-
injJaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpoKCcMBYTUIT)amiHOMPOMNOKCU}-6-MeTOKCUXIHA30MiH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(3,5-gudpTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(3-riapokcu-
2,2-gyMeTMNNponin)amiHo]-nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gudptopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rigpokcumeTun)niponignt-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-(3-{[7-(3-{[(2S)-2-
riZpoKCUNponif]amiHo}npornokcn)-6-
MeTOKCUHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3,5-gndptopdeHin)-2-(3-{[7-(3-{[(2R)-2-
riZpoKCUNponif]amiHo}npornokcn)-6-
MeTOKCUuXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(3S)-3-
rigpokcuniponignH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(3R)-3-
rigpokcuniponianH-1-injnponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;
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N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueT\n)(nponin)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[anin(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3,5-
andTopdeHin)aueTamia;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
AvmeTunnponin(2-rigpokcueTvn)-amiHo]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[umknobyTnn(2-
rigpOoKCUeTUM)amiHO]NMPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3,5-
andTopdeHin)aueTamia;

2-[3-[(7-{3-[(umknonponinmeTnn)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3,5-
andTopdeHin)aueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
AvmeTunnponin(2-rigpokcueTvn)-amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTn)(nponin)amiHo]nponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[umknobyTnn(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;

2-{3-[(7-{3-[umknoneHTnn(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;

N-(2,3-gudptopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;
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2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;

2-{3-[(7-{3-[(umnknobymnmeTnn)(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUXIHa30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
AVMeTOKCMeTUn)(2-rigpoKcrne Tn)-amiHoNpornoKcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndptopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcvueT\n)ninepuanH-1-injnponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-[3-({7-[3-(4-
rigpokcunine puamnH-1-in)nponokcu]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTamig;

N-(2,3-gndptopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcueTun)ninepasunH-1-injnponokcu}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpoKkcneT)(2-MeToKCMe TUI)aMiHO]-NPoMnoKeu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[anin(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in]-N-(2,3-
andTopdeHin)aueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(1,3-
JiokconaH-2-inmeTun)(2-
rigpOoKCUeTUM)amiHO] NMPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[eTun(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-rinpokcu-
1,1-auMeTUne TMN)amiHo-npornokcu}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndptopdeHin)-2-{3-[(7-{[(2R)-1-(2-
rigpoKCUeTUN)MiponiAnH-2-injMeTokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-xnopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-xnopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-xnopdeHin)-2-[3-({7-[3-(3-
rigpokcunine puamnH-1-in)nponokcu]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTamig;
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N-(3-xnopdeHin)-2-{3-[(7-{3-[etnn(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUXIHA30 iH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

2-{3-[(7-{3-[4-(riapokcumeTvn)ninepngunH-1-
inlnponokcu}-6-meTokcuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-meTokcudeHin)auetamia;

2-{3-[(7-{3-[4-(riapokcumeTvn)ninepngunH-1-
injnponokcu}-6-meToKcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-in}-N-deHinauetamig;

N-(4-cbTopdbeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puamnH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gnxnopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(5-xnop-2-meTokcudpeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[4-(riapokcumeTvn)ninepnguH-1-
inlnponokcu}-6-meTokcuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-[3-(TpudTopmeTun)deHinjauetamia;

2-{3-[(7-{3-[4-(riapokcumeTvn)ninepngunH-1-
injnponokcu}-6-meToKcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-rigpokcudeHin)auetamia;

2-{3-[(7-{3-[4-(riapokcumeTvn)ninepnguH-1-
inlnponokcu}-6-meTokcuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-HiTpodeHin)aueTamia;

2-{3-[(7-{3-[4-(riapokcumeTun)ninepngunH-1-
inlnponokcu}-6-meToKcuxiHa3oniH-4-in)amiHo]-1 H-
nipa3on-5-in}-N-1 H-iHgason-5-inaueTamig;

N-(4-6pom-2-dpTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puamnH-1-in]jnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-xnopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2-cbTopbeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,5-gumeTokcudpenin)-2-{3-[(7-{3-[4-
(rigpokcumeTun)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[4-(riapokcumeTvn)ninepnguH-1-
inlnponokcu}-6-meTokcuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(5-meTvnnipugnn-2-in)aueTamia;

N-(2,3-gudpTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-xrnop-2-pTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,5-gndpTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;
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N-[2-cbTOp-5-(TPUdTOopMeTUN)DeHin]-2-{3-[(7-{3-
[4-(rigpokcumeTun)nine puguH-1-in]nponokcm}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3,4-gndpTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puamnH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,4-gndpTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puamnH-1-injnponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-xrnop-4-pTopdeHrin)-2-{3-[(7-{3-[4-
(rigpokcumeTun)ninepuamH-1-in]jnponokcu-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-[2-(andTopmeTokcu)peHin]-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-uiaHobeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTun)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(3-6pomdpeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTun)nine puanH-1-injnponokcu}-6-
MeTOKCHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[eTun(2-
ripoKcHeTUIN )aMiHo | NponoKcu}-xiHasoniH-4-in)amiHol-
1H-nipason-5-injfauetamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-xiHa3oniH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(2,3-gndptopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-in]NponoKcu}xiHasoniH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTvn)(nponin)amMiHo]-nponokcu}xiHazoniH-4-
in)amino]-1H-nipason-5-infauetamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(npon-2-iH-1-
in)amiHo]nponokcu}xiHasoniH-4-in)amiHo]-1H-nipason-
5-infaueTtamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcmeTun)(izo0yTnn)amiHo]Nnponokcu}-xiHazoniH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
avmMeTtunnponin)(2-
rifpoKcueTUN )amiHo | NponoKcu}xiHasoniH-4-in)amiHo]-
1H-nipason-5-injauetamia;

N-(3-dbTopdbeHin)-2-[3-({5-{[1-(2-
rigpokcueTun)nine puanH-4-injokcun}-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino)-1H-nipason-5-injauetamia;

N-(3-dbTopcbeHin)-2-[5-({7-meTokcK-5-[(1-
MeTunnine puamH-4-injokculxiHasonin-4-inyamino)-1H-
nipasorn-3-injauertamig;

N-(2,3-gndpTopdeHin)-2-{3-[(5,7-
AVMeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig;

2-(3-{[5,7-6ic(2-MeTOKCHETOKCU)XIHA30MiH-4-
imamiHo}-1H-nipason-5-in)-N-(2,3-
andTopdeHin)aueTamia;
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N-(2,3-gndpTopdeHin)-2-(3-{[5-izonponokcu-7-(2-
MeTOKCMeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3-dbTopdpeHin)-2-(3-{[5-i3onponokcmn-7-(2-
MeTOKCMEeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig;

N-(3-dbTopdbeHin)-2-{3-[(5-{[1-(2-
rigpokcveTun)nine puanH-4-injokcu}-7-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(5,7-OumeTOKCUXIHA30MiH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dTopdeHin)aueTamia;

2-(3-{[5,7-6ic(2-MmeTOKCHETOKCU)XIHA30MiH-4-
imamiHo}-1H-nipason-5-in)-N-(3-
dTOpdheHin)aueTamia;

N-(3-dbTopcbeHin)-3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
MeTOKCUXiHa30oniH-4-in)amiHo]-1H-nipa3on-5-
kapbokcamig; i

N-(2,3-gndptopdeHin)-3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
METOKCUXiHa30MiH-4-ir)amiHo]-1H-nipa3on-5-
Kapbokcamig.

Y HacTymHOMYy acnekTi BMHaxody, HaBiTb OinbLlu
nepeBaXHUMM CMOSyKaMmn € OAHA 3 HACTYMHUX:

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
AvmeTunnponin(2-rigpokcueTvn)-amiHo]nponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTn)(nponin)amiHo]nponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(isobyTnn)amiHo]nponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[umknobyTnn(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in]-N-(2,3-
andTopdeHin)aueTamia;

2-{3-[(7-{3-[umknoneHTnn(2-
rigpOoKCUeTUM)amiHO]NMPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-13-[(7-{3-[(2-
rigpokcueTn)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTtamia;

2-{3-[(7-{3-[(unknobymnmeTnn)(2-
rifpoKCMEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;
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N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2,2-
AVMeTOoKCMeTUn)(2-rigpoKcre Tun)amiHo]-NpornoKcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gudpTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcvueT\n)ninepuanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-[3-({7-[3-(4-
rigpokcunine puaunH-1-in)nponokcm]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTamig;

N-(2,3-gndptopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcveTun)ninepasuH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpoKcmeTun)(2-mMeToKCUeTUI)amiHoJ-npornokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

2-{3-[(7-{3-[anin(2-
rigpOoKCUeTUM)amiHO] NMPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(1,3-
JioKkconaH-2-inMeTnn)(2-rigpokcmeTun)-
amiHo]nponokcu}-6-meToKcuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-imjaueTtamia;

N-(2,3-cbTopdeHin)-2-{3-[(7-{3-[(eTun(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipason-5-infaueTamia;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig;

N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2-rinpokcu-
1,1-auMeTUne TMN)amiHo-npornokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig; i

N-(2,3-gndptopdeHin)-2-{3-[(7-{[(2R)-1-(2-
ripoKCMeTUN)NipONiANH-2-iNMeToKCK}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig.

MpencrtaBneHNn BUWHaxid CTOCYETLCH  CMONYK
dopmymm (1), dhopmynm (IA) abo popmyrm (IB), six TyT
BM3HAYeHO, TakoX K i ix conen. Coni ans
BMKOPWUCTaHHSA Yy apMaueBTU4HUX  KOMMO3WLisX
6yayTe bapmaueBTUYHO MPUIHATHUMW COMsSIMU, arne
iHWi coni MOXyTb OyTM BMKOPUCTaHI Npu OAepXKaHHi
crnonyk cdopmymm (1), dopmymm (IA) abo copmynm
(IB) i ix dapmMaueBTM4HO NPUAHATHUX COJEN.
MpuoaTHUMK hapmaLeBTUYHO MPUAHATHUMW CONSIMMU
crnonyk cdopmymm (1), dopmyrm (IA) abo copmynm

(IB) € «kucnoTHoagutuBHi  coni,  Taki  fK
MeTaHCyrnbgoHar, dymapar, rigpoxnopua,
rigpobpomia, uutpar, Maneat i cofi  yTBOPEHi

¢ochopHoo | cipyaHolo KucnoTor. BoHM MOXYTb
ABNATM coboto Oinblue HiXK oauH KaTioH abo aHioH y
3arnexHOCTi Bid KiNbKOCTI 3apsmKeHuX QYHKUIA i
BaneHTHOCTI KaTioHiB i aHioHiB. Komu cnonyku
dopmymm (1), cdopmyrm (IA) abo copmynm (IB)
BK/IOYAIOTb KUCMOTHY T[pyny, CcOfi MOXYyTb Oytn
OCHOBHMMM CONAMM, TaKUMU SIK Ciflb NY>KHOTO MeTany,
Hanpuknag, HaTpilo, CiMb Ny>KHO3eMenbHOro meTany,
Hanpvknag, kKanbuito abo MmarHito, cinb opraHiYHoro
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aMiHy, Hanpwuknag, TpueTunaminy, mopdoniHy, N-
MeTunninepuauHy, N-eTunninepuguHy, nNpokaiHy,
anbeH3nnamiHy, N,N-anbeHsnneTunaminy,
eTaHonamiHy, AdietaHonamiHy abo amiHoKMCroTH,
Hanpuknag, nisvHy. MNepeBaxHO hapmaueBTUYHOK
Cinmio € cinb HaTpito.

BuHaxig Takox 3abe3neyye ectep CrOMyKM
dopmymm (1), popmymm (IA) abo cdopmymm (IB), wwo
rigpomnidye in vivo, i wWo Mictute kapbokcn abo
rigpokcu rpyny. Takum ecTepom €, Hanpuknag,
apmaLeBTUYHO MPUNHATHUIA ecTep, WO rigponisye y
Tini mogvHM abo TBApWMHWU 3 YTBOPEHHSIM BUXIOHOT
KMcnoTun abo cnupTy.

MpuoaTHumMn  dapmaueBTUYHO  MPUAHATHUMMU
ectepamu kapbokcurpynm € Cq.6arkinoBi ectepu, Taki

aK METUIOBI abo eTUnoBi ecTepu, Ci-
6aNKOKCUMETUMOBI ectepu, Hanpuknag,
METOKCUMETUIOBI, C1-6aNKaHO i NOKCUMETUIIOBI
ecTepu, Hanpuknaa, niBanoinokCUMeTUIOBI,
¢pTanigunosi ecTtepu, Cs.
gLMKIoarnkokcukap6oHinokenC4.sankinosi ecTtepu,

Hanpuknag, 1-uvKrnorekcunkapboHINOKCMeTUIIOBUN;
1,3-0ioKkconeH-2-oHiNMeTUoBI  ecTepn, Hanpuknag,
5-metun-1,3-0ioKConNeH-2-oHiNMeTUIOBI; i Ci.
6aNKOKCUKapOOHINoOKCHeTUIOBI  ecTepy, Hampuknag,
1-meTOKCUKapOOHINokcneTMnoBi i MoXyte  ByTn
oTpuMaHi Ha Oyab-sikii KapGokcurpyni B Crosykax
LibOro BUHaxoay.

EcTtepu crnionyku doopmyrm (1), bopmymm (I1A) abo
dopmymm (IB), wo rigponisytots in vivo, i siki MiCTATb
riAPOKCUIpyrny BKIIOYAOTb HEOpraHiyHi ectepu, Taki
aK ecTepu ocdopHOi KMCroTM | ecTepu O-
auurokcmankiny i CcTocyeTbCA CMOMyK, WO Y
pesynbTarti in vivo rigponidy ectepy AaloTb BUXIOHY
rigpokcurpyny. [puknagamu o-auunoKcuankinosmx
ecTepiB € aueTOKCUMETOKCHU i 2,2-
OUMETUMNMPOMIOHINIOKCUMMETOKCH. Bubip
€eCTepyTBOPIOKYMX rpyn, WO rigponi3ytoTs in vivo, And
ripOKCK BKIMKOYAE ankaHoin, 6eH3oin, deHinauetun i
3amileHnn 6eH30in i deHinaueTnn, ankokcMkapboHin
(mae ankinkapboHatHi ecTepw), giankinkap6amoin i N-
(miankinamiHoeTnn)-N-ankinkap6amoin (natoTb
kapbamatw), giankinamiHoaueTun i kapbokcuaueTun.

MpuoaTHumMn  amigamm €  MNOXigHi  Crionyk
dopmymm (1), popmymm (IA) abo cdopmymm (IB), wwo
MalTb kapbokcurpyny, Lo MoAaudiKyeTbCcA B amig,
Takui 9k N-Cqeankin i N,N-gn-(Cieankin)amia, Takmin
aKk N-metun, N-etun, N-nponin, N,N-anmetun, N-
etun-N-meTtnn abo N,N-gietnnamig.

MepeBakHumn  cronykamu  cpopmyrm (1),
dopmynm (IA) abo dopmymnm (IB) € Taki cnonyku, Lo
cTabinbHi B cMpoBaTLi MULEN, naLtokiB abo noguHu,
nepeBaKHO, CMoMykX CTabiNbHi B CUpOBaTLi NIIOAMHW.

Ectepu, Wwo He rigponisyloTb in vivo, MOXYyTb
OyTM KOPUCHI SIK MPOMDKHI CMOMyKM MPU OAEpXKaHHi
crnonyk cdopmymm (1), dopmyrm (IA) abo copmynm
(1B).

Cronykn cpopmymm (1), dopmymm  (IA) abo
dopmyrm  (IB) MoxHa opepxaty 3a [J0MOMOro
pi3HMx cnocobiB, Wo GyayTb O4eBUAHI 3 MiTepaTypwu.
Hanpuknag, crnonyku coopmynm (1), popmymm (1A) abo
dopmynmn (IB), B sikux X aBnge coboo NH moxHa
oJepaTtn 3a JOMOMOroK peakuii crnonyku popmynm
vn)
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R1
RY CN
(Vi)
R3 NARBS

4

B skt R', R, R*i R* e R, R%, R% i R* sk
BmsHaquo y BigHoLWeHHi dpopmyrm (1) abo dopmymm
(IB) aGo R", R*, R3 i R* sik BU3HaueHo Y Bi HOLIJeHHI
cbopmynm (IA) i R® sBnsie coboto mpyny NR*R¥| ne
R® i R¥, HesanexHo, BUGMPaIOTb 3 arnkiny, Takoro sk
meTun, i3 cnonykoto chopmyrm (VIII)
HoN-R> (vihr)

B siKiih R> siBnsie co6oto rpyny R® FlK BU3HaYeHO Y
BigHOLWeHHi hopmymm (1) abo rpyny R* sik BU3HaYeHO
y BigHowweHHi doopmymm (IA) abo ii rpyny npekypcop; i
BiAMoBiAHO, € 6axaHe abo HeobOXigHe, NEPETBOPEHHSI
rpymm npekypcopy R* y rpyny R® abo, R* i/a6o
MOAMIKYBaHHS 3aMiCHUKIB Ha rpyni R® a6o R™.
Peakuito  3py4HO npoBOAWTM B OpraHiyHOMY
PO3YMHHMKY, TakOMy $K oOuTOBa KucroTa mpu
nigBULLEHNX TeMMepaTypax, 3py4HO nNpu Temnepartypi
KMMiHHA PO34YMHHMKA 3i 3BOPOTHUM XOJI04MUITbHUKOM.

Mpvknagamu peakuin, B SIKUX_TPYTy MPEeKypcop
R® nepetBopiolos y rpyny R® a60 R* i/abo
MOAUIKYIOTE 3aMIiCHUKU Ha rpyni R® a6o R™ ¢
CTaHAapTHI XiMiYHi peakuii, Taki siK MepeTBOPEHHS
ecTepiB y KMCMoTW, i, BiAMOBIAHO, AKLWO HEoOXigHO B
nepeBaxHi amign. [llpuknagu Takux  peakuin
npeacTaBneHi TyT gani.

Cronykn cdopmymm (V1) 3pydHO ofepxatu 3a
Jornomoroto peakuii cnonyku doopmymm (1X)

R1
R CN
(1X)

NH,

R4

C MNpUUHATHUM aueTanem, TakuMm sk N,N-
aumeTundopmMamMig-gumeTunageTans. Peakuito
3pYYHO MPOBOAUTM B OPraHiYHOMY PO3YUHHWKY,
TakoMmy sk ©eH3on, mpu MigBULLEHIA Temnepartypi,
3py4yHO npu TemnepaTtypi KWMiHHA PO3YMHHMKA 3i
3BOPOTHUM XOJI0ONITbHUKOM.

AnbTepHatueHO crionyku dpopmynm (1), dopmynm
(IA) abo dopmymm (IB) moxHa opepxatu 3a
Jornomoroto peakuii cnonyku doopmymm (X)
as

R R
»
R XN
| ) (X)
- P
R N

&4

B st R" R? R> i R* ¢ eksipaneHTamu rpymm
R" R? R3i R4 AK BVISHaHeHoyBI,D,HOIJJeHHI q)opmynm
(1), a6o copmymm (IB) a6o R", R* R* i R* sk
BU3HAYEHO Yy BiQHOLLUEHHI q)opmynvl (1A), a6o i
npekypcopom, i R® sBrse coGolo rpyny, WO
BiJJ,XOJ:LVITb i3 cnonykoto cpopmyrm (XI)
H-X-R (X1)

B SIKii X SIK BUSHa4YeHO y BigHOLWeHHI hopmyrm (1)
abo copmyrm (IA) i R®> € R® sk Bu3HayeHo y
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BigHOWeHHi copmymm (1) aBo R* sk BM3HAYEHO Y
BigHOLWeHHI dopmynm (IA): i 3rogom, npm 6a>|<aHH|
abo He06qu,HOCT| ne J.)eTBOpeHHFl rpynu R! R*™ R*
abo R* y mpyny R R? R®iR* BignosigHo, a6o rpyny
R" R% R*iR™*, BignosigHo, a6o B iHLLY Taky rpy g/

MpuaaTHUMK rpynamu, WO BiAxoasTs, ans R
ranoreH, Takni K Xriop, Mesunar i To3unar. PeaKLuro
NpPOBOASATb B OPraHiYHOMY PO3UYMHHUKY, TakoMy SIK
crMpT noAdibHun i3onponaHony, Mpy  MigBULLEHMX
TeMmrnepaTtypax, 3py4yHO Mpu TemnepaTtypi KuMiHHA
PO3YMHHMKA 3i 3BOPOTHUM XOJIOANSILHUKOM.

I'IepeTBopeHHﬂ rpynu R" R?, R abo R4' y
rpaynyR R? R%i R, BI,EI,I'IOBI,EI,HO abo BrpynyR R%

, BignosigHo, abo B iHWY Taky rpyny, Moxe

6yTVI oco6nvu30 KOPUCHUM y 3B'sI3Ky 3 OdepKaHHsM
crnonyk cdopmymm (1), dopmymm (IA) abo copmynm
(IB), me ui rpymM € KOMMNMAEKCHMW MO Mpupoai i
npvKnNagy unx ogep>KaHo anBe,qul v Aaani.

B oco6nm30M3/ BTIJ'IeHHI R" R®* R® aGo R* ¢
rpynaMMR R? R*iR?, BIJJ,I'IOBIJJ,HO

Crionyku cbopmynm (X) i (XI) e abo Bigomumu
crnonykamy, abo BOHM MOXYTb OyTM OTpumaHi 3
BiJOMMX CMOMYK 3a [AOMOMOrOK 3aranbHOBIAOMMX
crnoco6iB, Wo 6yayTb NoYepnHyTi 3 niTepaTtypwu.

AnbTepHatueHO, cnonyku doopmymm (1), dopmynm
(IA) abo dpopmymm (IB), B sikux X siBnsie coboro NH
MOXHa ofepXaTu 3a [OMNOMOrol neperpynyBaHHs
CMOJyKK cbopmynm (XI1)

R' NH

(X1l

B SAKi R1, Rz, R® i R* aBnsioTs coboto R1 R2 R3j
R* sk BU3HaueHO Y BI,D,HOLLIeHHI cbopmynm (1) abo
copmymm (IB), a6o R", R?, R* i R*, sik BusHaueHo y
BigHoweHHi cpopmyrm  (1A), i RS' € TakmMm K
BU3Ha4yeHo Yy BigHoweHHi copmymm (VIII) Buwe, i
3rojoMm, npu OaaHHi abo HeO6XI,lJ,HOCTI
I'IepeTBOpeHHFl rpymu npekypcopy R* y rpyny R® a6o

“ ifaBo MoaudikyBaHHSA 3amicHUKIB Ha rpyni R abo
R5 Hanpuknag, ik ONMcaHo 3arasiom BuLLe.

Peakuilo neperpynyBaHHs 3py4yHO NpOBOAUTM B
OpraHiYHOMY PO3YMHHUKY, TakoMy €K arkifoBui

crvpT,  30Kpema,  MeTaHon,  eTaHon  a6o
LIMKIoreKcaHor, ouToBa KUcroTa, abo
AuMeTundopmamia, BUKOPUCTOBYHOUM CUMbHY

OCHOBY, TaKy $IK rigpug HaTtpilo, rigpokcua HaTtpito,
aueTat HaTpilo, MeTunat HaTpito abo gumeTUnamiH.
BukopuctoByloTbh niaBULLEHi Temnepartypu,
Hanpuknag, 20°-120°C i nepeBakHO MpPUOMAM3HO
75°C.

Cronykn copmymm (XII) BignosigHO opepXytoTs
3a gornomoroto peakuii cnonyku gpopmyrm (XIII)

R
R? CN _R%
o (XI)
R’ NA

B SKin R1, Rz, R® i R* aBnsioTs coboto R1, Rz, R%j
R* sk BM3HaueHO Yy BigHOWEHHi dopmymm (1) abo
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copmymm (IB), a6o R", R?, R* i R sik BusHaueHo y
BigHoweHHi cpopmynm  (1A), i R8é aBnse coboto
ankineHy rpyny, Taky $K MeTWN; i3 CMOJyKo
dopmymm (XIV)

HoN-R® (XIV)

B Ak R™ € TakuM sk BU3HAYEHO Y BiOHOLLEHHI
dopmymm  (VIIl). Peakuito 3pyd4HO MpoBOAUTU B
opraHiyHoMy PO3YMHHUKY, Takomy AK
MeTuneHxrnopua, Yy MpUCYTHOCTI conmi, Takol §K
rigpoxrnopua nipuanHito. BUKOpUCTOBYIOTL CepeaHio
Temnepatypy, Hanmpwknag, 0° - 50°C i 3py4yHo
KiIMHaTHy TeMmnepaTypy.

Cronykn cbopmymm (XIII) BignosigHo ogepXytoTs
3a gonomMorot peakuii cnonyku dopmynm (IX), sk
BM3HAYEHO BULLE, i3 TpUankinoptToopmiatom, Takum
K TpumeTunopTtodopmiat. Peakuito  BignosigHo
npoBOAATL MpY MiABULLEHIA TeMnepaTypi, Hanpuknag,
Big 50°C pgo 120°C, i nepeBaxHO MpPMOBNM3HO Mpwu
100°C, y nMpWCYTHOCTI  KaTaniTM4HOI  KiMbKOCTI
KUCINOTW, TaKoT SIK N-TOSyoncyrnbdOHOBA KUCMOTA.

Cronykn cbopmymm  (IX) € abo Bigomumu
crnonykamy, abo BOHM MOXYTe OyTM oTpumaHi 3a
JOMoMOror  3aranbHoBigoMux crnocobis. 3okpema,
cnonykn copmymm  (IX) MoxHa opepxatm 3a
[OMoMOrol BiAHOBMEHHS BiAMNOBIOHOT HITPOCMOMYKU

dopmynm (XV)
1
R
R% CN
(XV)
R’ NO,

R4
B SKin R1, Rz, R% i R* aBnsioTs coboto R1, Rz, R%j
R* sk BM3HaueHO Yy BigHOWEHHi dopmymm (1) abo
copmymm (IB), a6o R", R?, R* i R*, sik BusHaueHo y
BigHoLweHHi oopmymm (IA). MpuaaTtHi yMOBM nokasaHi
TYT gani.
Cronykn cdopmymm (XV) MoxHa ofdepxatu 3a
[OMOMOrot0 HITpyBaHHst crionyku chopmynm (XVI)
R‘l
2

R CN

(XVI)

w

4

R
Hanpuknag, BUKOPUCTOBYKOYN a30THY KUCIIOTY 4K

HITpyBanbHW/A  areHT. 3HOBY, MpugatHi  ymMOBWU
nokasaHi TyT garni.

Hitpun popmymm (XVI) moxxHa mogudpikyBatu 3a
JornoMorow  peakuii  BignosigHoro ¢opmamigy 3
riApoKCUnamMiHOM, siK nokasaHo TyT dani.

3po3ymino, Wo geski pi3Hi 3aMiCHUKM Kinbus B
cronykax npeacTaBrieHoro BWHaxody MOXYTb OyTu
BBEJeHi 3a [JOMoMOrold CTaHOApTHUX  peakuin
apoMaTuM4yHOro  3aMmilleHHs abo  oTpumaHi  3a
[OMoMOro 3aranbHOBIAOMUX MeToauK Moamdpikauii
dyHKUioHanbHUX rpyn abo po, abo Bigpasy nicns
OMMCaHMX BULLE MPOLECIB, i SIK Taki BKMHOYEHi B Cnocib
acnekty BuHaxogy. Taki peakuil i mogudikauil
BKIIOYalOTb, HaMpuknag, yBedeHHs 3aMicHuka 3a
JornoMoro  peakuii  apoMaTU4yHOro  3aMilleHHs,
BiJHOBMEHHS 3aMIiCHUKIB, arkinyBaHHs 3aMiCHUKIB i
OKUCIIOBaHHS 3aMiCHUWKIB. PeareHTu i yMOBU peakuii
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Ona Takux MeToauk aobpe Bigomi B obnacTi ximil.
OcobrmByMKM  MpuUKNagaMy  peakuii  apoMaTU4HOro
3aMilLeHHs € BBEOEHHSI HITPOrpynu BUKOPUCTOBYHOUM
KOHLIEHTPOBaHy a30THY KWCIOTY, BBEOEHHS aunmbHOI
rpynM BWKOPUCTOBYIOUW, HaMpuknag, auunranoig i
kucrnoTy Jlioica (Taky sk Tpuxropua arnioMmiHio) B
ymoBax peakuil ®Ppigena KpadTtca, BBeOeHHs
ankinbHOI rpynM BUKOPUCTOBYKOUM arkinranoig i
kucrnoTy Jlioica (Taky sk Tpuxropua arnioMmiHio) B
ymoBax koHaeHcauii ®pigena Kpadtca; i BBeAeHHA
ranoreHy. OcobnvBuMK Mpuknagamm mMoaudikauii €
BiJHOBMEHHS  HiTpOrpynM OO0  amiHorpymm  3a
OOMOMOTOK, Hampuknag, KaTarniTM4HOro riapyBaHHs
Hikerem PeHes abo wnaxom o6pobku 3anisom y
NPUCYTHOCTI XNOPOBOAHEBOI KUCIOTU NPU HarpiBaHHi;
OKWCIIOBAHHSA ankintiorpynu o ankincynbaininy abo
ankincynbdoHiny. 3po3yMino, Lo B AesKUX peakuisx
3ragaHnx TyT, Moxe OyTM HeobxigHo/6axaHo
3axMcTMTM Oydb-siki YyTTEBI rpynu B Criofykax.
Bunagkn, konu 3axucT € HeobxigHUM abo GaxaHuMm i
npuaaTHi cnocobu 3axucTy, BigoMi daxiBusaM y aaHin
obnacTi. 3aranbHOBIZOMI 3axUCHI rPyNM MOXYTb ByTK
BUKOPUCTaHI Yy BIiANoBIigHOCTI  3i cTaHOapTHOW
npakTukol (ana imocTtpadii aveiteca T. B. [piH,
3axucHi rpynn B opraHiuHomy cuHTesi [(T. W. Green,
Protective Groups in Organic Synthesis), John Wiley
and Sons, 1991]). TakuM YMHOM, SKLWO peareHTU
BK/IOYAIOTb [PyMM, Taki K amiHo, kapbokcu abo
ripOKCY, BOHN MOXYTb Mpu BakaHHi Oyt 3axumLieHi B
OesiKuX peakuisix 3aragaHnx TyT.

MpuoaTtHOlO 3axucHOK Tpyro Ans amiHo abo
ankinamiHorpynu €, Hampvknag, auurnbHa rpyna,
Hanpuknag, ankaHoinbHa rpyma, Taka $K aueTtun,

arnkokcukapboHinbHa rpyna, Hanpvknag,
MEeTOKCUKapOOHinbHa, eToKcukapboHinbHa abo T-
6yTOoKCMKapOOoHInbHa rpyna,
apunveToKcHKapboHinbHa rpyna, Hanpvknag,

6eH3unokcukapboHineHa abo  apoinbHa  rpyna,
Hanpvknag, 6eH30in. YMOBM BuOAneHHs 3ragaHux
BMLUE 33aXWCHWX T[Pyn HEOAMIHHO 3MiHIOTLCA B
3anexHocTi Big BMOOpPY 3axucHoi rpymu. Takum
YMHOM, Hampuknag, auwurbHa rpyma, Taka $K
ankaHoinbHa abo ankokcukapOoHinbHa rpyna abo
apoinbHa rpyna moxe 6yTv BuganeHa, Hanpvknag, 3a
AO0MOMOTOH0 Figponi3y NpugaTHOK OCHOBOLO, TAKOK K
rigpokcug MyXHOro MmeTany, Hanpuknag, rigpoKcua
niTito abo Hatpito. AnbTepHaTUBHO, auuibHa rpyna,
Taka $K T-OyTokcukapOoHinbHa rpyna, MoOXe
BMOaneHa, Hampvknag, 3a [JOoroMorow o6pobku
npuaaTHOK  KWUCMOTOK, Takol HK  XJIOPBOAHEBA,
cipyaHa abo docdopHa KMcrnoTa abo
TpudpTopouToBa KUCMOTa | apuMeToKCcMKapboHinbHa
rpyna, Taka sik 6eHaunnokcukapboHinbHa rpyna, Moxe
OyTm BuganeHa, Hanpuknag, 3a [gOMOMOrok
rigpyBaHHs Haf KaTanisaTopoM, TakuM §K nanagii Ha
Byrinni, abo 3a pgonomorold 06pobKM KUCIOTOH
Jloica, Hanpuknag,  Tpuc(TpudTopaueTart)bopy.
MpyoaTHOlo anbTepHATMBHOIO 3aXMCHOIO rPYMoto Ans
NepBUHHOT amiHOrpynu €, Hanpuknag, dranoinsHa
rpyma, wo moxe OyTv BuganeHa 3a AOMOMOrOH

06pobkm ankinamiHom, Hanpvknag,

AviMeTunamiHonponinamiHom, abo rigpasvHoMm.
MpupatHoto 3ax1CHO0 rpyroto ans

rigpokcurpynn €, Hampuknag, auunbHa rpyna,

Hanpuknag, ankaHoinbHa rpyna, Taka 4K auetun,
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apoinbHa rpyna, Hanpuknag, ©OeHsoin, abo
apunMeTurbHa rpyna, Hanpuknag, 6eHsun. Ymosu
BMOAMNEHHS  3ragaHux  BuULWE  3aXWCHWX  rpyn
HEOAMIHHO 3MIHIOITLCSA B 3anexHocTi Big Bubopy
3axuCHOT rpynu. TakMum YMHOM, Hampuknad, auurbHa
rpyna, Taka K arnkaHoinbHa abo apoinbHa rpyna,
Moxe OyTM BuganeHa, Hanpuknag, 3a [OMOMOroto
rigponisy mpuaaTHOK OCHOBO, TakUM SiK rigpokcug
TNY>KHOTO MeTany, Hanpuvknag, rigpokcua nitio abo
HaTpito. AnbTepHaTMBHO, apunMeTuibHa rpyna, Taka
Ak OeH3wnbHa rpyna, Moxe OyTm Buganewa,
Hanpuknag, 3a [JOMOMOrok  rigpyBaHHA  Haj
KaTanisaatopom, TaknuM siK nanagiv Ha Byrinni.

MpupatHoto 3axMCHO0 rpyroto ans
Kap6okcunbHoi pymm €, Hanpuknag,
ecTepudikyBanbHa rpyna, Hanpuknag, MeTunbHa abo
eTunbHa rpyma, WO MOXYTb OyTm BunydeHi,
Hanpuknag, 3a A40MNoMOrOlo Mapori3y OCHOBOIO, TaKo
AK rigpokeug Hatpito, abo, Hampuknag, T-0yTurbHa
rpyma, Wwo Moxe OyTu BuganeHa, Hanpuknag, 3a
goromororo  0b6pobku  KMCMOTOK,  Hampwknag,
OpraHiyHoOl0 KUCMOTOK, Takow $K TpudTOopOLTOBa
kucnota, abo, Hampuknag, GeH3urnbHa rpyna, LWo
Moxe OyTM BuganeHa, Hanpuknag, 3a [OMOMOroto
rigpyBaHHs Haf KaTanisaTopoM, TaknM §K nanagivi Ha
BYTinmi.

3axucHi rpynn MoOxHa BugamM™M Ha Oyab-skin
npuoaTHin cTagii CUHTE3Yy BUKOPUCTOBYHOUMN
3aranbHoBigOMi MeToaukM Oobpe Bigomi B obnacTi
XimiT.

Cronykn dopmyrm (1) i copmyrm  (IA) €
iHribiTopamu aypopakiHasu i, 30kpema, aypopakiHa3u-
A. Ak pesynbTaTr, Ui CMonyku MoXxyTe OyTu
BMKOPUCTaHI ans niKyBaHHs1 3axBOplOBaHb
orocepefkoBaHNX  UMMW  areHTamu,  30Kpema,
nponidepaTVBHUX 3aXBOPIOBaHb .

Y BignoBigHOCTI 3 HaCTynMHWM  acheKToM,
npeacTaBneHnn  BuHaxig — 3abesneyye  crocib
iHribyBaHHA aypopakiHasn y TennoKPOBHUX TBapWH,
Takux SIK NoguHa, Lo BMMarae Takoro NikyBaHHS, Lo
BKIMIOYAE BBEOEHHSA 3rafaHin TBapuHi edeKTMBHOT
KinbkocTi crnonykn cdopmymm (1), cdbopmynm (IA) abo
dopmymm (IB), abo ii dapmaueBTUYHO MNPUAHATHOT
coni abo ectepy, wWo rigponidye in vivo. Takox
3abesnevyetbes cnocib iHribyBaHHA aypopakiHasu-A,
SIK ONMCcaHo BULLE, | cnocib iHribyBaHHsA aypopakiHasu-
B, sik onvcaHo BuLe.

HacTynHuin  acnekt  BuHaxogy  CTOCYETbCSA
crnocoby nikyBaHHA OAMHW, LWO CTpaxgae Big
3aXBOPIOBaHHS, B SIKOMY iHriOyBaHHS aypopakiHasn €
KOPWCHUM, SIKUIA BKITKOYAE CTafito BBEAEHHs1 0Ccobi, Lo
Lporo noTpebye, TepaneBTMYHO edPEKTUBHOT KiflbKOCTI
crnonyku cdopmyrm (1), dpopmymm (IA) abo copmynm
(IB). 3okpema, 3po3ymino, WO  iHriOyBaHHS
aypopakiHasu-A Oyge KOpUCHMM, Xo4a iHribyBaHHs
aypopakiHa3u-B Takox moxe 6yT1 KOPUCHUM.

Oeski crnonykn copmymm () € HOBUMM i BOHM
CKnagatoTb HacTYyMHUI acnekT BuHaxody. Takum
YMHOM, BUHaXxig BKNovae cronyky popmynm (1A)
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(IA)

abo ii cinb, ectep abo amig;

B fKin X € TakuM $IK BU3HAYEHO Y BifHOLLEHHI
(bOpMYJ‘IVI 9); 3 ph 1 p2 p3 R4

R", R%, R", R™ € ekBiBaneHTHUMK R’, R, R", R,
SIK BM3Ha4yeHo Yy B\E’AHOLIJeHHi dopmymm (1), i R* ¢
ekBiBaneHTHUM R®, BuM3HaYeHOMY Yy BiAHOLLEHHI
dopmymm (1).

Takox 3abesnevyetbca cnonyka dopmymm (I1A)
abo ii cinb, ectep abo amig;

B fKin X € TakuM $IK BU3HAYEHO Y BifHOLLEHHI
(bOpMYJ‘IVI 9);

R", R, R3', R* ¢ eksiBaneHTHUMU R1, Rz, R3, R4,
SIK BU3HaAYeHo Y BigHoLweHHi oopmymm (1) i

R® ¢ ekiBaneHTHUM R° BusHaueHoMmy Y
BigHoLWeHHi bopmymm (1);

3a ymMOBM, WO OOWH 3 RGO, R i R®? 3 R% ¢
BiAMIHHUM BiZ BOLHIO i LLO, SIKLLO R% ¢ BiAMIHHUM BIg
BOAHIO, BiH HE € rPyrno BUOPaHoIo 3:

- deHinCq.zankin, retepoapwun abo
HeobOoB'A3KOBO 3aMilLEHUI (OEHITT; i

- Cssumknoarnkin, CssumknoankinCizankin, Co-
sankeHin abo HeoboB'sI3koBO 3amiweHun Ci4ankin;
Oe HeoOOB'sSI3KOBMMW 3aMiCHUKaMun ona geHiny i Cq.
sankiny € Cisarkin, ranoreH, MeTokcu, HiTpo abo
TpucpTopMeTUN.

B ocobGnvMBoMy acnekTi BuHaxopdy R®! Cronyku
dopmynm (IA) saense coboto -O-J, -(CH2)-O-J, -O-
(CH2)-J, -(CH2)-O-(CH2)-J, -CO-J, -(CH2)-CO-J, -CO-
(CH2)-J, -(CH2)-CO-(CHp)-J, -S-J, -(CH2)-S-J, -S-
(CH2)-J, -(CH2)-S-(CH2)-J, -SO-J, -(CH2)-SO-J, -SO-
(CH2)-J, -(CH2)-SO-(CH2)-J, -S0O2-J, -(CH2)-SO2-J, -
S02-(CHz)-J, -(CHz)-SO2~(CHz)-J, -(NR1)CO-J, -
(CH2)-(NR4")CO-J, -(NR1")CO-(CH2)-J-(CHo)-
(NR1")CO-(CH2)-J, -(NR1')SO2-J, -(CH2)-(NR1')SO2-J,
-(NR1)SO2-(CHz)-J, -(CHa)-(NR1)SO5-(CHy)-J, -NR®-
J, -(CH2)-NR®-J, -NR®-(CH,)-J, -(CH2)-NR**-(CHy)-J,
-CONR®-J, -(CH2)-CONR®-J, -CONR®-(CH,)-J,
(CH2)-CONR®*-(CHy)-J, -SO2NR®-J, -(CH,)-SO2NR®-
J, -SONR®-(CHy)-J, -(CH2)-SONR*-(CHp)-J, -
NR4'CO-NH-J, -(CH2)-NR{'CO-NH-J, -NR4'CO-NH-
(CH2)-J, -(CH2)-NR{'CO-NH-(CH2)-J, -NR4'CO-N(C1.
sankin)-J, -(CH2)-NR{'CO-N(C14ankin)-J, -NR4'CO-
N(C14ankin)-(CHz)-J,  -(CH2)-NR{'CO-N(C14ankin)-
(CH2)-J, -NR¢'CO-0-J, -(CH2)-NR{'CO-0O-J, -NR{'CO-
O-(CH2)-J, -(CH2)-NR'CO-0-(CH2)-J, -OCO-J, -CH>-
OCO-J, -CH=CH-J, -CH>-CH=CH-J, -CH=CH-CHz-J i
-CH>-CH=CH-CHz-J.  IHwWi  acnektn BuHaxoay
cTtocytoTbcst  cronykn  ¢opmyrm - (IA), B skomy
nepeBaxHi 3HaYeHHs X, R1, Rz, R3, R*iR%e TakuMu,
SIK OMNCaHO BULLE.

Korm R*® sBnse coboto nipasorbHy rpymny, BoHa
Hece 3amicHuk popmyrm (k), (I1) - (V1) Buwwe,

(i) korm X siBnsie coboto NH i R* sensie co6oto
3amileHnn nipa3osioH abo TeTpason, NpUHaNMHI,
OVH 3 R1', R2', R*iR" ¢ BigMiHHUM Big BoOHI0; abo
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(iii) korm X sBRsie coBoto O i R* aBnsie coboto 1-
MeTun-4-Hitpo-1H-imigazon-5-in, npuHamMHi, oauH 3
R1', R2', R*iR" ¢ BiAMiHHMM Big BOAHIO.

[MepeBaxHO, NPUHaMMHI, OOUH 3 R1', Rz', R¥ i R*
€ BiAMIHHMM Big BOHIO.

3okpema, R%® aBnse co0boto, MpuHalMHI, OOHY
rpyny doopmyrm (k), (I1) - (V1) BuLe.

IHWi nepeBaxHi abo ocobnmBiI rpymy i 3aMiCHMKK
y copmyni (IA) onmcytoTbCsl Anst eKBiBANEHTHMX rpyn
y chopmyni (1) BuLe.

3abesneuvyloTbCs gogaTkoBa crionyka gopmMynm
(1B):

~N
R1 HN CONHAr
s SN (B)
o
R’ N’J

4

B SKin R1, Rz, R%i R* € Takumu siK BU3HAYEHO y
BigHoweHHi dopmymnm (1); i Ar aBnse coboto iHgason
abo nipyguH (HeOOOB'I3KOBO, 3aMILLEHUA METUIIOM)
abo apun (HeoboB'sI3k0BO, 3amiweHun 1 abo 2
3aMiCHMKaMK, WO, He3anexHo, BubupalTb 3
ranoreHy, MeToKkcu, TpudTopmeTUy, rigpoKcu, HITpo,
UiaHo i AN TopMETOKCH).

[MNepeBaXHMN 3HAYEHHSAMU R1, Rz, R®iR'e
OnuCaHi BULLE.

56 Takox 3abesnevyetbcsa cronyka Popmynm

(XVa):
N
HN CONHR
cl) (XVa)
N
e,
R'/\/\O N)

B skl R sBnsie coboto deHin, 3-ptopdeHin, 3,5-
andptopdeHin abo 3-xropdeHin; i R' aBnge coboto
mMopdoniH-4-in, eTun(2-rigpokcmeTunn)amiHo, (2S)-2-
(rinpokcumeTun)niponigny-1-in, ninepuauH-1-in,
niponiguu-1-in, (2-rigpokcueTun)amito, (2-rigpokcu-
1,1-oyumeTnneTmn)amiHo, mMeTun(2-
rifpoKcHeTUIN)amiHo, (1-(rigpokcun mMeTun)-2-
mMeTunmponin)amiHo, 4-metunninepasuH-1-in,  (2-

rigpokcu-1-meTuneTun)amiHo, (4-
rigpokcubyTun)amiHo, 4-rigpokcuninepuant-1-in 2-(2-
rigpokcveTun)ninepuanH-1-in, 4-(2-
rigpokcveTun)ninepasuH-1-in, 4-(2-
rigpokcueTun)ninepuanH-1-in,  3-rigpokcuninepugnH-
1-in, (2-rippokcubyTumn)amiHo, 4-
(rigpokcmmeTun)ninepuamH-1-in, (3-rigpokcm-2,2-
anmeTnn nponif)amiHo, (1-
(rinpOoKCMMETWI)LLMKIO NEHTUI)aMiHO, (2R)-2-
(rinpokcumeTun)niponianH-i -in, ((2R)-2-
rigpokcunponin)amiHo, ((2S)-2-rigpokcunponin)amiHo,
(3R)-3-rigpokcuniponignH-1-in, (3S)-3-
rigpokcuniponiganH-1-in, niponiguH-1-in, (2-

rifpoKcHeTUIN)amiHo, (2-rippokcmn-1,1-
avMeTuneTun)amiHo, 4-metunninepasun-1-in, etmun(2-
rigpokcveTun)amiHo, 4-(2-rigpokcuetvn)ninepuouH-1-
in, 4-(2-rippokcmeTun)ninepasunH-1-in, 4-(2-
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rigpokcveTun)ninepuanH-1-in,  3-rigpokcuninepugnH-
1-in, (2-rippokcmbyTumn)amiHo, 4-
(rigpokcumeTun)ninepuamH-1-in, (3-rigpokcm-2,2-

OVMeTUNMpOonin)amiHo, (2R)-2-
(rigpokcumeTun)niponignH-1-in, (2S)-2-
(rinpokcumeTun)niponigny-1-in, ((2R)-2-

rigpokcunponin)amiHo, ((2S)-2-rigpokcunponin)amiHo,
(3R)-3-rigpokcuniponignH-1-in, (3S)-3-
rigpokcuniponignH-1-in, (2S)-2-
(rigpokcumeTun)niponignt-1-in, 3-rigpokcuninepugnH-
1-in,  (2R)-2-(rigpokcumeTun)niponiguu-1-in abo
etvn(2-rigpokcneTun)amiHo; abo ii dhapmMaueBTUYHO
NPUNHATHA Cinb, ectep abo amig,.

Oani 3abesnevyetbca cnonyka opmymm (I1A), sk
TyT BU3HAYEHO, Arist 3aCTOCYBaHHS SIK MeMKaMEeHTY.

BignosigHO [0 We ogHOro acnekTty BuHaxony,
3abesnevyetseca crnonyka dopmymm (IA), gk TyT
BMU3Ha4eHo, abo ii hapmMaueBTUYHO MPUMHATHA Cinb
abo ecTep, WO rigponisye in vivo, AnNs 3acTOCYBaHHS
B crocoOi nikyBaHHa Tina nmoguHu abo TBapuHM 3a
[0rnomMoroto Tepanii. 3okpema, CronyKun
BMKOPUCTOBYIOTHCS B crnocobax niKyBaHHs1
nponidpepaTMBHUX 3axBOpPOBaHb, TakMX $K pak i,
30KpeMa, paka, Takoro §iK KoropekTanbHui pak abo
pak rpygen, pne Aypopa-A € Takow, KoTpa
perymoeTbecs 3i 3HWKEeHHSM. Crosykn TakoX KOPUCHI
ONna 1NiKyBaHHS 3axBOPIOBaHHSA, [Ae  iHribyBaHHsi
aypopakiHa3u-B € kopucHum.

Cronyka dopmyrnn (1A) TaKoXx
BMKOPWCTOBYIOTbCSI MPWU  OdepKaHHi  MeguKameHTy
3acTOCOBYBaHOro Anisl iHribyBaHHA aypopakiHasu i,
30Kpema, MeaVKaMeHTy ans niKyBaHHs
3axBOpIOBaHHA, Ae iHribyBaHHs aypopakiHasu €
KopucHuM. lMNepeBaxHo, iHribyeTCa aypopakiHasa-A |,
ane BMHaXxig TakoX CTOCYETbCS TAKOro 3acTOCyBaHHS,
Ae iHribyetbcs aypopakiHasa-B.

BuHaxia Takox 3abesnevye dapmaueBTUUHY
KOMMO3KUito, WO MicTuTb cronyku cdoopmymm (1A), sk
TyT Bu3Ha4yeHo, abo ii hapMaUeBTUYHO MPUAHSATHY
cinb abo ectep, Wo rigponidye in vivo, y kombiHauii 3
apmaLeBTUYHO MPUAHATHUM HOCIEM. [lepeBaKHUMM
abo ocobrmBuMmKu crionykamun ¢opmyrm (IA) ans
3aCTOCYBaHHs B KOMMO3MLISX BMHaxody € Taki, 5K
OMMCaHO BULUE Y BIiOHOLLEHHI MepeBaXHWUX CrosyK
dopmymm (1).

Cronyka cbopmymm (IB) Takox 3acTOCOBYETLCSH 5K
MeJVKaMeHT, 3acTOCOBYETbCSI B Cnocobi mMiKyBaHHS
nponicpepaTMBHUX 3axBOPIOBaHb i 3aCTOCOBYETLCSA
npy oJepXaHHi MeJuKameHTy BUKOPUCTOBYBaHOMO
ana  iHribyBaHHs ~ aypopakiHasu, Oe  KOXHe
3aCTOCYBaHHSA € BiAMIHHAM i € TakuM $K OrnMcaHo
BuLLe ans cnonykm doopmymm (1A).

Komnoswuuii BuHaxogy MoxyTts Oytv y dopmi
npuaaTHin -~ Ana  nepopanbHOro  BUMKOPWUCTaHHS
(Hanpuknaga, sk TabneTkM, No3eHrn, TBepai abo M'ski
Kancynu, BoaHi abo MacnsHi cycnensii, emyrnbcii,
MOPOLLKKM, IO AUCMEPryloTbCH, abo rpaHymm, cupomm
abo enikcupu), AnNsS  MICLEBOrO  BMKOPUCTaHHS
(Hanpuknag, Ak kpemu, masi, reni abo BoaHi abo
MacnsiHi po3ymHu abo cycneHsii), Ans BBEAEHHS 3a
Jornomorow  iHramsuii - (Hanpuknag, sk gobpe
3apibHeHWn nopowok abo pigkuin aepos3oskb), Ans
BBEJEHHS 3a JOMOMOrol BAYBaHHA (Hanpuknag, sk
nobpe 3apibHeHUI MOPOLLIOK) abo ans
napeHTepanbHOro  BBedeHHs  (Hanpuknag, sk
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CTEPUIbHUA BOOHWA abo MacnsHWW po34YMH Ans
BHYTPILLHbOBEHHOTO, nigLwkKipHoOro abo
BHYTPILLHbOM'SI30BOr0 BBEAEHHsI abo sk Cyrno3uTopii
AN peKkTanbHOro BBedeHHs abo sK aucneproBaHa
[o30BaHa cbopma).

Komno3uuii BuHaxogy MoOXHa opfepxatn 3a
[0rnomoroto 3aranbHOBiAOMUX MeToaMK
BUKOPUCTOBYIOYM  3aranbHOBIAOMI  hapmMaueBTUYHI
HarnoBHOBaYi, Jobpe BigoMi B Ui ranysi. Takum
YMHOM, KOMMO3WUIT NpuU3HaYeHi Ona nepopanbHoro
BMKOPWUCTaHHSI MOXYTb MICTUTW, Hampuknag, OAuH
abo OGinbLy KinbkicTb GapBHUWKIB, MigCOMNOLKYBadiB,
apomaTtusatopis i/abo KoHCepBaHTiB.

Mipxogaummun  apmaueBTUYHO  MPUAHATHUMMU
HarnoBHOBa4YamMn Ana  peuentypu TabneTtkn e,
Hanpuknag, iHepTHi po3pimKyBadi, Taki sIK NakTo3a,
kapboHaT HaTpito, docdaT kanbuito abo kapboHaT
Kanbuito, rpaHynaTopu i gesiHterpatopu, Taki $K
KyKypyg3sHUn Kpoxmarnb abo anriHoBa KUCIoTa;
3B'A3yBarnbHi areHTn, Taki K KpoxXmarb; 3MallyBarib Hi
areHTW, Taki Ik cTeapaT MarHito, cTeapyMHoBa KucroTa
abo TanbkK; KOHCepBaHTW, Taki sk eTnn abo nponin n-
rigpokcMbeHsoar, i aHTUOKCMAaHTW, Taki  §K
ackopbiHoBa kucroTta. Peuentypy Tabnetok MOXyTb
He Matm r[oKpUTTA abo MaTu MoKPUTTA  Ans
MoAMMIKyBaHHA TX [Oe3iHTerpyBaHHA | HacTyrnHol
abcopbuii aKTUBHOTO iHrpegieHTa 3
racTpoiHTeCTUHamNbHOro TpakTy, abo Ans noninweHHs
iX cTabinbHOCTI i/abo 30BHiWHbOro BUrMAAY, y Oyab-
AKOMY BWMagKy, BUMKOPUCTOBYIOTbCS 3araiibHOBIZOMi
areHTM ANna nokpuTTa | mMeToauku [obpe  Bigomi
BOaHI ranyasi.

Komno3uuil ans nepopanbHOro 3acTocyBaHHA
MOXYTb BYTN y dhOpMi TBEPAMX KENATUHOBUX Karncyr,
B SKMX aKTUBHWW iHrpegieHT siBnse coboto cymil 3
iHepTHUM  TBEPAUM  PO3piMKyBayeMm, Hanpuknag,
KapboHaT kanbLito, docdar KanbLito abo kaoniH, abo
M'AKMX JKernaTVHOBMX Kamcymn, B SKUX aKTWBHWUMA
iHrpefieHT aBnse coboto cymiw 3 Bogoto abo oriieto,
Takow $K apaxicoBa ornif, pigkui napadiH, coesa
orisi, KokocoBa onist abo, NepeBakHO, ONIMBKOBA Ofisi,
abo 6yab-SKUM HIMM MPUAHATHAM PO3YUMHHUKOM.

BoaHi cycneHsii 3BMY4aMHO MICTATb aKTUBHUN
iHrpepieHT y opmi gobpe 3OpiOHEHOrO MOPOLLKY

pazom 3 ofgHMM abo  GinbloK  KiMbKiCTHO
cycrneHayBanbHUX — areHTiB, Takmx $K  HaTpin
KapbokcumeTunuenonosa, MeTUnLenonosa,
rigpokcunponinMeTunuenonosa, anriHaT  HaTpito,

noniBiHiNNiponigoH, TparakaHToBa Kamedb i kamenpb
akauii; gucnepryearnbHi abo 3mMouYyBarbHi areHTu, Taki
AK neueTuH abo npoayKTv KoHAeHcauii
ankineHokcugy 3 XWpHUMW KucroTamu (Hampuknag,
noniokcueTuneHcTeapar), abo nNpoayKTu KoHaeHcauii
eTuneHokcuay 3 AOBronaHuloroBuMu anidatmiHumm

crmpTamu, Hanpvknag,
rentagekaeTUNeHOKCUCETaHoN, abo NpoaYyKTU
KOHAeHcauil eTuneHokcuay 3 HEMOBHUMW MOXiAHUMU
ecTepiB XWUPHUX KUCHOT | rekcutony, Taki §K

MOHoOarneart noniokcueTuneHcopbity, abo npoaykTn
KOHOEeHcalii eTuneHokcuagy 3 [AOBroSiaHLroBMMm
anidatnyHmMm cnupTamu, Hanpvknag,
rentagekaeTUNEHOKCUCETaHON, abo NpoaYyKTU
KOHAeHcauil eTuneHokcuay 3 HeMOBHUMW MOXiAHUMU
ecTepiB KWUPHUX KUCMOT | rekcutony, Taki £K
MOHOarneart noniokcueTuneHcopbity, abo npoaykTn
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KOHAeHcauil eTuneHokcuay 3 HEMoOBHUMW MOXiAHUMU
ecTepiB XKUPHWUX KUCMOT | aHrigpuais rexkcutony,
Hanpvknag, MoHoornear nonieTuneHcopObity. BogaHi
CcycrneHsii TakoX MOXYTb MICTUTU oauH abo GinbLuy
KiNbKICTb KOHCEPBaHTIB (Takux sik eTun abo nponin n-
rigpokcnbeHsoar, aHTMOKCHAaHTH (Taxi AK
ackopbiHOBa kucnoTa), GapBHMKKM, apomMaTM3aTopu
i/abo nigconomkyBaHi (Taki AK caxapo3a, caxapuH
abo acraptam).

MacnsHi cycrneHsii MOXHa ofepXaTtu LUMSXoOM
cycrneHayBaHHSA aKTMBHOTO iHrpefieHTa B POCIMHHIN
onii (Takin sk apaxicoBa onif, OJIMBKOBa Onis,
KyH)XYTHa onist abo kokocoBa oisl) abo B MiHepanbHil
onii (Taki sk pigkMi napacpiH). MacnsHi cycneHsii
TAKOX MOXYTb MICTUTU 3aryCHUKW, TakKi $K BICK,
TBepauMi napacgiH abo ueTwnoBuiA crmpT. [Ons
3abesneyeHHss MPUMEMHOT Ha CMak nepopanbHol
peLenTypu MOXYyTb ByTn oAaHi MigconoaKyBaHi, Taki
SK Ti, Wo Oynu 3ragaHi Buwe, i apomartmusatopu. Lli
KOMMO3MUiI MOXYTb MICTUTW KOHCEPBaHT Ha OOAaTOK
[0 aHTUOKCWMAAHTY, TaKoro sik ackopbiHoBa KucroTa.

Mopolwku i rpaHynmn, WO AUCNEpPrylTbes i
niodinisytoTecs, npuaaTHi Ana ofepXaHHs BOAHOT
cycneHsii abo po3ynMHy LINAXOM [0[AaBaHHS BOAM
3BMYaNHO  MICTATb  aKTMBHUW  iHrpefieHT i3
avicrepryBanbHM  abo  3MOYyBarnbHUM — areHToM,
cycrneHgyBalnbHUM areHToM i ogHuMm abo GinbLuoto
KinbKiCTIO KOHCepBaHTIB. MpuoaTHUMK
avicrepryBanbHMM abo 3mMouyBanbHUMMW areHTamu i
cycrneHgyBalbHUMW areHTaMm € Ti, WO BXe
3ragyBanmcs Bulle. TakoX MOXYTb OyTu MpUCYTHI
JoOaTkoBi HaMoOBHIOBaYi, Taki K migconoaxysadi,
apomaTtusatopu i 6apBHUKN.

dapMaueBTUYHI  KOMMO3WLUii  BUHaxody TaKoX
MOXYTb Oymm y copmi emynbcin macno-y-Bogi.
MacnsiHoto a3oo Moxe OyTM poCriMHHA Onisl, Take
K OfmMBKOBa oniga abo apaxicoBa oris, abo
MiHepanbHa onis, Taka £K, Hanpuknag, pigkun
napacdiH abo cymiw KOXHOT 3 Hux. [pugaTHUMK
emMynbcudikatopamm  MoXyTs  OyTW, Hampuknag,
CMOMU, WO 3yCTpivyaloTbCAa B NpMPOAi, Taki K Kamedb
akauii abo TparakaHToBa Kamenpb, docdatnau, Lo
3ycTpivaloTbCca B NpUpOAi, Taki 9K COosl, neueTuH,
ecTepn abo 4acTKOBi eCTEPU NMOXIAHI XXUPHUX KUCTIOT i
aHrigpvais rekcuTony (Hanpwknag,
MOHooneartcopbiTy) i NPoAYKTM KOHAEHCAaUi 3ragaHnx
YacTKOBMX eCcTepiB 3 eTUNEeHOKCUAOM, Taki $K
MOHOOMear noniokcueTuneHcopbity. Emynbcii Takox
MOXYTb MICTUTU NiACONOMLKYBadi, apomMaTmu3aTopu i
KOHCEpBaHTU.

Cvporm i enikcpn MoxHa cdopmyBatm 3
nigconomKyBadamu, Taknmu K rniLepuH,
nponineHrnikonb, copbit, acnaptam abo caxapo3a, a
TaKOX MOXYTb MICTUTU MOM'SIKLIYBa4, KOHCEPBAaHT,
apomatusatop i/abo 6apBHUK.

dapmaueBTUYHI KOMMNO3ULLIT TAKOX MOXYTb ByTU y
dopMi CTEPUIbHMX BOAHUX abo MacnsiHUX CycneH3in,
pO34uHIB, eMyrnbCii abo crneundivyHnx cuctem ans
iH'eKTyBaHHA, WO MOXyTb OyTM cdpopMoBaHi
BiAMOBIAHO OO0 BiAOMUX METOOUK BMKOPUCTOBYHOUM
oavH abo Oinb Ly KiNbKiCTb npuaaTHUX
avcnepryBanbHMX abo  3MO4YyBamnbHWX areHTiB i
cycrneHgyBarnbHUX areHTiB, WO Oynu 3ragaHi BuLle.
CrepuvnbHa peuenTypa 45 iH'eKTyBaHHS TakoX MOXe
OyTm CcTepunbHMM po34MHOM abo cycreHsito Ans
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iH'EKTYBaHH B HETOKCUYHOMY
NMPUMHATHOMY  po3pimpkyBadi  abo
HanpuKnag, poO34uH y Nomie TUNEHrNiKoNi.

CynosuTopiHi  peuenTypy  MOXyTb  Oytu
OTPUMaHI LUFISIXOM 3MilyBaHHS aKTVBHOIO
iHrpefieHTa 3 NpugaTHUM  HeroApa3sHIoYUM
HarnoBHIOBa4YeM, WO € TBEPAUM MpU HOpMasbHIN
Temnepartypi, ane pigkum  Npu  pekTanbHin
Temneparypi i Tomy Oyae TaHyTM B MPSAMIA KLU
BMBIMbHAOYM  Mikapcbkun  3acib.  MpupatHumu
HarnoBHIOBa4YaMn €, Hanpuknag, Macrno Kakao i
nonieTUneHrnikoni.

Micuesi peuenTypw, Taki Sk Kpemu, masi, reni abo
BOOHI MacnsHi po3ymHn abo cycneHsii, MOoxHa
ofepKatm WNAXOM  DOPMYMOBaHHA  aKTMBHOIO
iHrpedieHTa 3 3aranbHOBIAOMUM MiCLEBONPUNHATHUM
PO3YMHHMKOM abo pO3pimMKyBa4YeM BUKOPUCTOBYHOYM
3BUYaNHy MeToauKy fobpe BiZoMy B AaHil ranysi.

Komnoauuii  ana BBeOeHHss 3a [OOMNOMOroH
BAYBaHHA MOXYTb OyTW y dopmi gobpe 3apibHeHoro
MOpOLLKY, LWO MIiCTUTb YacToOYKM i3 cepeaHiMm
niameTpowm, Hanpuknag, 30 Mkm abo 6arato MeHLe,
nepeBakHo, 5 MkM abo MeHLLe i, GinbL nepeBaxHo,
Bi4 5 MKkM g0 1 MKM, MOpOLUOK cam no cobi MicTUTb
abo Tinbku akTMBHWIA iHrpeAdieHT, abo po3BegeHUn
ogHuM abo  Gimbwot  KinbKicTO  doisionoriyHo
NPUMHATHUX HOCITB, TakuX SIK fakTo3a. [opoLok ans
BAMYXyBaHHsi TOMy 3py4HO 30epiratm B Kancyni, Lo
MiCTWUTb, Hanpuknag, 1 - 50Mr akTMBHOrO iHrpedieHTa
AN 3acTocyBaHHSA B TypOOiHranaTopHOMY NpUCTPOI,
TakoMy $SIK BWKOPWUCTOBYBaHWA AnNs  BOYBaHHSA
BiJOMOIO areHTa - XxpoMornikaTy HaTpito.

Komnoauuii ana BBeOeHHss 3a [OOMNOMOroH
iHranauii Moxym 6yTM y ¢opmi 3aransHoBIZOMMX
repMeTM3oBaHUX aepos3ofnert MPUCTOCOBaHUX A5is
BMBiflbHEHHS aKTMBHOrO iHrpedieHTa abo aeposornto,
Wo MicTUTb TOHKO3MeneHi TBepadi abo  pigki
KpanenbKu. MoxyTb 6yTK BUKOPUCTaHI
3aranbLHoOBiOOMI aepo3ofbHi MponenaHTn, Taki K
neTki TOpoBaHi ByrneBoAHi abo ByrneBOAHI i
NPUCTPI  aepo30riio  NErko  BUMBIMNbHAE BU3HAYEHY
KiNMbKICTb aKTUBHOIO iHrpedieHTa. [Ons goaaTtkoBol
iHpopmauii 3 Peuentyp uutay Bigcunaetbca do
[fnaBu 25.2 y Tomi 5 KomnnekcHoi MeAuyHol Ximil
(Comprehensive  Medicinal Chemistry) (Corwin
Hansch; Chairman of Editorial Board), Pergamon
Press 1990].

KinbkicTb aKTUBHOTO iHrpenieHTa, o
noegHyetTeCcs 3 oOfHMM abo OGinbLok  KiMbKiCTHO
HaMoBHIOBaYiB 3 YTBOPEHHSIM OAMHWYHOI OO30BaHOl
dopmn 060B'A3KOBO Oyae 3MIHATECS B 3aneXHocCTi
Big ocobu, WO nigaaeTbCcsa MikyBaHHIO, i 0CcOBMBOCTI
LUAXY BBEJEHHS. Hanpuvknag, peuentypa
npu3HayeHa A5 NepopanbHOrO BBEAEHHS Noasim
3BMYanHo Gyae mictutun, Hanpuknag, Big 0,5mr go 2r
aKTMBHOI  CMONyKW TMOEAHAHOT 3  MPUAHATHOW i
nigXoasILLO KiNMbKICTHO HaMOBHIOBAYiB, BMICT SIKMUX
3MiHIOETECA Big MpubrmsHo 5 go npubnmsHo 98
BaroBMX BIACOTKIB Big 3aranbHOi Barn KOMMO3WLil.
[o3oBaHi oguHWYHI chopmu ByayTb B3arani MiCTUTU
Big npubnusHo 1mr go npubnmsHo 500Mr akTMBHOMO
iHrpeaieHTa. [na gogaTkosol iHdopmadii no L naxam
BBEJEHHS | peXXnuMam J03yBaHHsI YATad BigcunaeTbes
o [Mmaeun 25.3 y Tomi 5 KomnnekcHoT MeanyHoi ximit
(Comprehensive  Medicinal Chemistry) (Corwin

napeHTepansHo
PO3YUHHUKY,
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Hansch; Chairman of Editorial Board), Pergamon
Press 1990].

Poamipn pgo3n pgns  TepaneBTMYHWMX  abo
npoinakTMyHux uinen cronykn copmymm (1),
dopmyrmm  (IA) abo dopmyrm (IB) npupogHo
3MiHIOIOTbCA BiAMOBIAHO 00 MPUPOAU | CKMagHIiCTo
CTaHy, BiKy i cTaTi TBapuHM abo nauieHTa i wnsaxy
BBEAEHHS, BiAnoBiaHO A0 Aobpe Bigomux npuHLMNIB
MeauumHU. AK 3ragaHo Bulle, crionyku dopmymm (1),
dopmymm  (IB) abo opmynm (IA) kopwucHi npu
riKyBaHHi 3axBopioBaHb abo MeAuYHUX CTaHiB, Lo €
TakvuMu abo € YacTuHoo Aii aypopakiHasun-A, a Takox
€ Takumu abo € YacTuHOI Aii aypopakiHa3u-B.

Mpu BukopucTaHHi crnonykn copmymm (1),
dopmymm (1A) abo copmynm (IB) ons TepaneBTUYHKX
abo NpoinakTUYHKX Linen 3BM4anHoO BBOAATLCS TaK,
wo gobosa 3aranbHOMPUIHATA 033 3HAaX04UTbCA B
iHTepBani Big, Hanpuknag, 0,5Mr o 75Mr Ha Kr Macu
Tina, ane Moxe Oytm HeobOXxigHWM iHTepBan 0,1mr-
75Mr, 3 ornsigy Ha, SIKWO HeoOXiaHO, po3aineHi Joswu.
Y3arani MeHwi [o3u OyoyTb yBOAWUTLCH, KOJM
BMKOPWCTOBYETLCA MapeHTeparnbHWi Wwnax. Takum
YMHOM,  Hampuknag, Ansa  BHYTPiLUHbOBEHHOrO
BBedeHHs, Oyde BMKOpMCTOBYBatUCA [Jo3a B
iHTepBani, Hanpuknag, 0,5Mr-30Mr Ha kr macu Tina,
ane Moxe 3Hagobutucs iHtepean 0,1mr-25mr. Takum
YMHOM, AN BBEOEHHSA 3a JOMOMOrok iHransauii, byae
BMKOPUCTOBYBaTUCS  [03a B  iHTepBani  Big,
Hanpuknag, 0,5Mr go 25mr Ha kr Macu Tina.

HacTynHuii acnekT BuHaxody BKIOYAE CrOSyKy
dopmymm (1), dopmynm (IA) abo cdopmymm (IB), sk
BM3Ha4YeHo BuLle, abo Ti hapmMauLeBTUYHO NMPUAHATHY
cinb abo ectep, WO rigponisye in vivo, And
3aCTOCYBaHHs MNpW ofdepXaHHi MedvKaMeHTy And
NiKyBaHHs1 nponigepaTnBHNX 3axBOPIOBaHb.
MepeBaxkHumn crnonykamu dopmynm (1), dopmynm
(IA) abo dpopmymm (IB) Ans umx uinem € crnonyku
onvcaHi Buwe. Y pobaBok [0 iX 3acToCyBaHHS B
TepaneBTUYHIN MeauumHI, cronyka dopmymm (1) abo
dopmymm (1A) i 1i papMauLeBTUYHO MPUNHSITHA CiNb
TaKOX KOPUCHA SIK hapMaKooriYHUA iHCTPYMEHT And
JOCniMKeHHs | cTaHaapTm3auii in vitro i in vivo cuctem
TECTYBaHHA AN OUiHKM Aji iHribiTopiB aKTMBHOCTI
KMITUHHOTO LMKy Yy NabopaTopHUX TBapWH, Takmx SiK
KiLLKK, cobaku, KpONMKW, MWLL, MauloKu i Muwi, K
YacTuHa OoCNiMKeHb HOBUX TepaneBTUYHNX areHTiB.

TepMiH nikyBaHHS BU3HAYEHUIN TYT paHille Moxe
OyTM BMKOPUCTaHWA Y BiOHOLIEHHI iHAMBIOYaNbHOT
Teparnii abo Moxe BKIOYaTK, Ha 40AATOK 4O CrOJyKK
BMHaxody, 3BWYanHe XipyprivHe BTpy4YaHHs abo
pagpioTepanito abo ximioTepanito. Taka xiMmioTepanis
MOXe BKMOYaTM ofHy abo 6Ginbly KinbKicTb
HaCTYMHUX KaTeropi npoTUPakoBMX areHTiB: -

(i) aHTUNponicepaTBHI/aHTUHEONNACTUYHI
nikapcbki 3acobu i ix kombiHaLii, BUKOPUCTOBYBaHi B
MeaWYHI OHKOMoril, Taki K ankinyeanbHi areHTu

(Hanpwuknag, LuMcnnaTu-, KapboKnaTuH,
uukrodpocdamia, asoTUCTUA  inpuT, Mendanat,
xnopambyumun, 6ycyndaH i  HITPO30CEYOBMHM);

aHTMmeTaboniTn (Hanpuknag, aHTudonaTtu, Taki sk
dTOpMipUMIAUHK NogibHI 5-dTopypauuny i Teradypy,
panTuTpekced, mMeToTpekcaT, LUWTO3uH, apabiHo3ng i
ripOKCUCEYOBUHA; AHTUMYXTIHHI aHTUBIOTUKM
(Hanpuknag, aHTpauMKNiHM aHarnoriyHi agpiaMmiunHy,
6reomiuuHy, OOKCOpYOILMHY, JayHOMILUHY,
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enipybiunny, inapy6iuuny, MiTOMiUunHY-C,
AaKTUHOMILMHY | MiTPaMILMHY); aHTUMITOTUYHI areHTu
(Hanpuknap, ankanoigM Bcergakuea — aHaroriyHi
BiHKPUCTUHY, BIiHONAacTUHY, BiHOE3UHY i BIHOPEMNDiHY i
TakcoiaM nofibHi Takcony i TakcoTepy); i iHribGiTopu
Tonoisomepasn (Hanpuknag, eninogoinoTOKCUHM
aHanoriyHi  etono3uagy i TeHino3ugy, amcakpuH,
TOMOTEKaH i KAMMTO TELIWH);

(i) uMTOCTaTUYHI areHTn, Taki Ik aHTMECTPOreHn
(Hanpuknag, TamokcudeH, TopeMudeH, panokcudeH,
apornokcudeH i MoOOKCUAGEH),  aHTUAHOPOTreHU
(Hanpuknag, OGikanyTamig, dnyTamig, HunyTamig i
uunpoTepoHaleTar), aHtaroHictn LHRH abo aroHictu
LHRH (rmtoTeiHi3ytouunii penisavHr ropMoH) (Hanpuknag,
rosepeniH, neynpopeniH i 6ycepeniH), nporectoreHn
(Hanpwuknag, MerecTporiaueTar), iHriGiTopu
apomartasn (Hampwknag, aHacTpo3on, IieTpos3orn,
BOpas3on i ekcemecTtaH) i iHribitopu 5a-pepykrasu,
Taki K piHacTepua,;

(iiiy AreHTn, wo iHribyTb iHBa3il0 KNITMH paka
(Hanpuknag, iHribiTtopu meTanonpoTeiHasu, MoAibHi
MapumacTaTy, i iHri6iTopy dyHKUii peuenTopa
aKkTuBaTopa nnasmiHoreHy ypokiHasn);

(iv) inribiTopy  dyHkuii  daktopa  pocTy,
Hanmpvknag, Taki iHribiTopy BKMIOYaTb aHTUTING
hakTopa pocCTy, aHTUTINa peuenTopa dakropa pocTy
(Hanpuknag, aHTuTInO aHtu-erbb2 TpacTtyzymab
[Herceptin™] i aHmwmTino anti-erbb1 uetykcnmab
[C225)), iHribiTopmn apHesunTpaHcdepasy,
iHriGiTopM  TipO3WHKIHA3M | iHriGiTopn  cepwuH-
TPEOHiHKIHA3X,  Hanpuknag, iHribitopn  poauHu
enigepmarnbHoro cakropa pocTy (Hanpuknag, poavHa
iHribiTopiB TMpO3MHKiHa3n PE®P, Taki gk N-(3-xnop-4-
dTOpdEHIN)-7-MeToKCcH-6-(3-
MOPOMIHONPOMOKCK)XiHA30MiH-4-aMiH (rediTnHIO,
AZD1839), N-(3-eTuHindeHin)-6,7-6ic(2-
MeTOKCMEeTOKCU)XiHa3oniH-4-amiH  (eproTuHio, OSI-
774) i 6-akpunamigo-N-(3-xnop-4-dTopdeHin)-7-(3-
mMopdoniHonponokcu)xiHasoniH-4-amiH -~ (Cl - 1033)),
Hanpvknag iHribitopu poavHM TpomGouuTapHOro
dakTopa pocTy i, Hanpuknag, iHribitopyn poavHu
renaTounTHOro dpakropa pocTy;

(V) aHTuaHrioreHHi areHTn, Taki sk areHTW, Lo
iHribytoTb Aito BackynsapHO eHpoTeniansHoro aktopa
pocTy, (Hampwknag, aHTUTINIO aHTMBAaCKyNApHWUWA
akTop pocty eHgoTenianbHuX KniTUH -
6eBauusmmab [Avastin™], crnonyku onucaHi [B
MixHapogHi 3asBui Ha mateHT WO 97/22596, WO
97/30035, WO 97/32856 i WO 98/13354]) i cronykw,
LLO AitoTb MO iHWMX MexaHidaMax (Hanpuknag, niHomia,
iHribiTopn dyHKUii iHTerpuHy avB3 i aHriocTaTuH);

(vi) areHT WO pYMHYIOTb BaCKyrspHy cuctemy,
Taki sk KombpetactatmH A4 i crnonyku omucaHi [B
MixxHapoaHux 3asiBkax Ha mateHtTn WO 99/02166,
WO 00/40529, WO 00/41669, WO 01/92224, WO
02/04434 i WO 02/08213];

(vii) aHTucMmncrnoBa Tepanisi, Hanpvknag, Lo
cnpsMOBaHa Ha Uini npvBedeHi Bulle, Taki sk ISIS
2503, aHTMCMuMCoBa aHTU-ras;

(viii) nigxogn reHHOi Tepanii, BKIOYAYN,
Hanpvknag, nigxoan no 3aMiHi abepaHTHMX reHiB,
Takux sk abepaHTHuiA p53 abo abepaHTHun BRCA1
abo BRCA2, GDEPT (nponikapcbka Teparis
CMpsSIMOBaHa Ha reH oepMeHTy) Migxoau, Taki B SKMX
BMKOPWCTOBYETLCS uuTO3MHOEeamiHasa,
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TMMiguHKiHa3a abo  cepmeHT  BakTepianbHoi
HiTpOopeaykTasn | migxoaM  crpsiMOBaHi  Ha

NiABULLEHHSA TOMNEepaHTHOCTI nauieHTa Ao XimioTtepanii
abo papgioTepanii, Taki Sk reHHa Tepanisi MHOXWHHOI
NiKapCbKOi CTINKOCTI; i

(ix) iMyHOTepaneBTWYHI MNiAXOAM, BKIHOYAYW,
Hampuknag, ex-vivo i in-vivo nigxoau niaBULLEHHS
iIMYHOrEeHHOCTI MyXMMHHUX KNiTUH nauieHTa, Taki sK
TpaHceKuUis UMTOKIHaMK, TakUMK SK iHTEpPRewnkiH 2,
iHTepnevikiH 4 abo rpaHynouuTapHo-makpodararnsHo
KOMNOHINCTUMYTIOBaAHU haKTop, MigXoau CrpsiMOBaHi
Ha 3MeHWeHHa aHepril T-kniTvH, nigxoauM WO
BUKOPUCTOBYIOTb TpaHCAIiKOBaHi iMyHHI KIiTUHW, Taki
SK LUMTOKIHTpaHCdiKoBaHi AeHAPUTHI KNiTUHK, nigxoau
WO BUKOPUCTOBYIOTb  LUTOKIHTPaAHCIKOBaHi  NiHil
NYXTUHHUX KIITUH | nigXxoaM WO BUKOPUCTOBYHOTb
aHTU-igioTuniyHi aHTuTina. Take 06'egHaHe NiKyBaHHS
Moxe OyTm npoBedeHe LUNAXOM  O[HOYacHOro,
nocnigoBHOMO abo OKpeMoro BBEeJEHHS
iHOMBIAyanbHUX  KOMMOHEHTIB  MikyBaHHA.  Taki
KOMOiHaLii NPoAyKTIB BUKOPUCTOBYHOTb CMOMYKU LibOrO
BMHaxody B A03ax ONUMCaHuX TyT paHiwe i iHw1in
(apMaLeBTUHHO aKTUBHWUA areHT Yy Mexax Woro
CXBarieHoro iHTepBsarny 4o3.

Ak BKaszaHO TyT paHile, Cronyku BUHaxody
iHribyloTb  aKTVMBHICTb ~ CEPUH-TPEOHIHKIHA3M -
aypopakiHasu i, 30kpema, aypopakiHasu-A i/abo
aypopakiHa3u-B i B Takui cnocib iHribyoTb KNiTMHHUIA
UuKn i KniTMHHY nponidpepadito. L  BRacTuBoCTi
MOXHa OLiHWTW, Hanpuknag, BYKOPWUCTOBYOUM OAWH
abo BinbLuy KinbKiCTb METOAMK NPUBEAEHMX HIKYE!

(a) In Vitro TecT iHribyBaHHs1 aypopakiHasn-A

Lle gocnigkeHHs BU3HaYae 34aTHICTb TECTYEMOI
CMONYKW iHriOYBaTW aKTUMBHICTb CEPUH-TPEOHIHKIHA3W.
OHK, wo koaye Aypopa-A, MOXHa ogepXaTu LUMsIXOM
MOBHOIO CUHTE3Y reHa abo LUMSXOM KIOoHyBaHHs. Lio
OHK MoxHa noTiMm ekcrnpecyBatM Yy npuaaTHIn
EeKCMPECINHIN cucTeMi Ans ogepXaHHa noninentuay 3
aKTUBHICTIO CEpPUH-TPEOHIHKIHa3n. Y Bunagky Aypopa-
A, xogyBanbHy nocnigoBHicTb Buainamm 3 kAHK 3a
Jornomoroto noniMmepasHoi naxutoroeoi peakuii (MJ1P)
i knoHysann B Bam1 i Not1 pecTpukuinHi cantin
€HOOoHykneasn  6auMnoBipyCHOrO  E€KCMpEeCiiHOro
BekTtopa pFastBac HTc (GibcoBRL/Life technologies).
5' nne npavimep MicTVB nocnigoBHICTb
po3ni3HaBaHHA AOns  PecTPUKUINHOT eHOOoHyKreasu
Barti cTtocoBHO 5' kogytouoi nocrnigoBHocTi Aypopa-A.
Lle possonumno sctaButn reH Aypopa-A y pamky 3 6
riCTUOMHOBUMW 3anuULLKaMK, CNencepHoIo OiNAHKOO i
calToM [Ans poswemnneHHs npoTteaso rTEV, wo
KoayeTbes pFastBac HTc Bektopom. 3' IM1P npanmep
3aMiHann cton-kogoHoM Aypopa-A 3 00AaTKOBOW
KOAyBarbHO0 NOCMIZOBHICTIO, Sika 3Haxo4unach nicns
CTOM-KOAOHa | MOCMIQOBHICTIO pO3ni3HaBaHHA And
pecTpukuiHOT eHaoHykneasn Not1. Lis pgopaTkoBa
kogysanbHa nocnigosHicte (5TAC CCA TAC GAT
GTT CCA GAT TAC GCT TCT TAA 3') koaye
noninentugHy nocnigosHicte YPYDVPDYAS. LUs
NnocnigoBHICTb, WO Mae MOXOoMKEHHA Big Oinka
remMarrmoTUHIHY rpuny, 4acto BUKOPUCTOBYETLCS SK
nocnigoBHICTb ANs MapKyBaHHS eniTony, Lo MOXe
6yTn ineHTUdikoBaHa npu BUKOPUCTaHHI
cneundivHnx MOHOKITOHaIb HUX aHTUTIN.
Pekomb6iHaHTHWMIA BekTop pFastBac, y Takuii crnocib
kogye N-TepmiHambHi 6  noro  mitkamn, C
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TepMiHanbHU eniTon remarrioTUHIHY rpyuny, MiYeHnn
npoTeiH  Aypopa-A. [etani cnocoby 36opku
pekomMbiHaHTHUX Mornekyn [OHK MoxHa 3Hantu B
CTaHOapTHUX TekcTax, [Hanpuknag, Cambpy i iH.
(Sambrook et al.) 1989, Molecular Cloning-A
Laboratory Manual, 2nd Edition, Cold Spring Harbor
Laboratory press i Aycyben i iH. (Ausubel et al.) 1999,
Current Protocols in Molecular Biology, John Wiley
and Sons Inc].

MpoayKyBaHHs peKkoMOIHAHTHOroO BipyCcy MOXHa
MPOBECTM 3rigHO 3 HacTyMHUM MPOTOKOMOM  BiA
Bupo6Hmka GibcoBRL. KopoTtko, pFastBac-1 BekTtop,
Wwo Hece reH Aypopa-A TpaHcdopMyBanm B KNiTUHU
E. coli DHIOBac, wo mictaTb reHom 6auunosipycy
(6akmigHa OHK) i wnaxom TpaHcno3udii B KniTMHax
JinaHku Bektopa pFastBac, Wo MiCTUTb reH CTinkocTi
0O reHTamiumMHy i reH Aypopa-A, LWo BKIoYae
npomoTop noniriapuHy 6auunosipycy,
TpaHcrnoHyBamm 6Ge3nocepegHso B GakmigHy [OHK.
LUnaxom cenekuii Ha reHTamiyuH, KaHaMiUWH,
TeTpauukniH i X-gal, oTpumaHi 6ini konoHii micTinu
pekombiHaHTHY 6akmigHy OHK, wo kogye Aypopa-A.
BakmigHy OHK ekcTparyBanu 3 KynbTypy ManeHbLKoro
po3Mmipy pAekinbkox BH10Bac 6inmx KomoHin i
TpaHcdikyBamm B KniTuHM Spodoptera frugiperda
Sf21, wo pocTtyte y TC100 cepeposuuy (GibcoBRL),
wo mictute 10% cmpoBaTkKM  BUKOPUCTOBYKOYM
peareHT CellFECTIN (GibcoBRL) poTpumytoumnch
iHCTpyKUin BMpOOHMKa. YacTkm Bipycy 36upanu
WNAxXom Bigbopy B KynbTypalbHOMY CepeaoBWLL
yepe3 72 roavHu nicns  TpaHcdikyBaHHs. 0,5mn
cepefoBulLia BUKOPUCTOBYBaNW Ans  iH(iKyBaHHS
100mn cycneHsii kynbTypu Sf21s, wo Mictutb
1x10 kniTH/Mn. CepepoBuwe  KynbTypu  KNiTWH
30vpamm yepe3 48 roguH nicns iHQIKyBaHHS i TUTP
BipyCy BMW3Ha4anu, BWKOPUCTOBYHOUM CTaHAapTHY
MeToauKy YTBOPEHHS OnsaLwoK. Bipyc
BMKOPWUCTOBYBanM Ans iHdikyBaHHa Sf9 i "High 5"
KMNiITMH NpW KpaTHOCTI iHdikyBaHHa (MOI) 3 ans
BUSIBMEHHSA E€KCMPEeCii  peKOMOIHaHTHOro MpoTeiHy
Aypopa-A.

Ona ob'emHOro ekcnpecyBaHHS  aKTMBHOCTI
aypopakiHasu-A, Sf21 kniTuHM Komaxu BUpOLLyBanu
npun 28°C y TC100 cepeposuwy gonosHeHomy 10%
cupoBaTtkn embpioHa Tenstu (Viralex) i 0,2% F68
MnypoHik (Sigma) Ha kaTkoBoMy cTeHdi BiaTtoH
(Wheaton) npu 3006/xB. Komm wWinbHIiCTb KNiTWH
nigHimanacb Ao 1,2><106KJ'IiTVIH Mn’1, X iHpikyBanu
pekomMbiHaHTHUM BipycoM Aypopa-A BiNbHUM Bif
TpOMOOUMTY 3  KpaTHiCTIO  iHiKyBaHHS 1 i
BiJjoKkpemsoBanm Yyepes 48 roauvH. Yci HacTynHi ctagii
ounweHHa nposogunu npu  4°C.  3amopoxeHi
3aMMWKN  KAiTWMH  KOMaxu, WO MIiCTUM  3arasiom
2,0x108kniTuH, po3MopoXyBarmM i pO3BOAMIN
6ycdepom nisucy (25mM HEPES (N-[2-
rigpokcueTun]ninepasuH-N'-[2-eTaHCcy b OHOBA
kucrnoTa]) pH7,4 npu 4°C, 100mM KCI, 25MM Na,

1MM NasVOy, 1MM PMSF
(dbeHinmeTnncynsdoHingTopua), 2mMM 2-
MepkanToeTaHon, 2MM iMigason, 1MKr/mMn anpoTyHiH,
1MKr/mMn nencTaTuH, 1MKr/mMn neynenTuH),

BuKopucToBytoun  1,0mn 3 3x10"  kniTvH.  Jlisuc
NpOBOAMNM  BUKOPMCTOBYKOYM [AyHCrOMOreHi3arop,
nicns Yoro nisat ueHTpudyrysanm npu 41000g
npoTtarom 35 xBwWrvH. AcnipauiiHy HagoCcafakoBy
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pigvHy HakadyBanu B XpomartorpadivyHy KOMOHKY
diametpom 5mMm, wo wmictmna 500mkn Nii NTA
(HiTpuno-tTpu-ouToBa kMcrnota) araposdy (Qiagen,
npoaykt Ne30250), wo kanibpysanu B 6ydepi nisucy.
BazoBuii piBeHb Y® abcopbuii Ana  enoeHTy
30inblyBaBCA MIiCNisi MPOMMBAHHSA  KONOHKM  12Mn
Oydepa nisucy 3 HaCTyMHUM MPOMMBAHHAM 7MIT
6ydepa (25MM HEPES pH7,4 npu 4°C, 100MM KClI,
20MM imigason, 2MM 2-mepkantoeTaHon). 3B's3aHnN
npoteiH  Aypopa-A  enooBanM 3 KOJOHKMK
BMKOpUCTOBYtOUM Bycbep (25MM HEPES pH7,4 npu
4°C, 100mM KCI, 400mM imigason, 2uMM 2-
MepkanToeTaHorn). 36upamm dpakuilo  enoBaHHS
(2,5mn) 3 BignosigHum nikom Y® abcopbuii. Ppakuiio
€roloBaHHs, WO MicTMRa akTUBHY KiHa3dy Aypopa-A,
MoBHICTIO fianidyBanu npoTu bydepa gianisy (25mMM
HEPES pH7,4 npn 4°C, 45% rmniuepuH (06/06),
100mM KCI, 0,25% Honiget P40 (06/06), 1MM
avtiotpeiton).

KoxHy HoBy napTito depmeHTy Aypopa-A
TMTPyBarmM B  [OOCNMKEHHI LWMSAXOM pPO3BeAeHHS
pospipkyBadem depmeHTy (25MM Tris-HCI pH7,5,
12,5MM KCI, 0,6mMM DTT). Ons TunoBoi naprTii,
rotosun  cdepmeHT possogurm 1 o 666
pospimpkyBadem depmeHTy & 20MKT po3BedeHoro
epMeHTy BUKOPUCTOBYBanu [Afs  KOXHOI  fyHKU
pocripkeHHs.  TectoBaHi  cromyku  (10MM y
anmetuncynbdokengi (AMCO) possogurm Bogo &
10MKN po3BefieHOT CMOSlyKU MEPEHOCUIM B NYHKU B
nnadHweTtax Ans  gocnigkeHHs. "3aranbHa" &
"MOPOXHSA" KOHTPOMbHI NyHkn mictunn 2,5% OMCO
3aMicTb COSyKM. OBaguaTe MiKpOniTpiB
cBbkeposBegeHoro depMeHTy gofdaBanmM [0  BCiX
TNYHOK, He 3BaXaluu Ha "MopoxHi" nyHkW. [ABaguatb
MiKponiTpiB po3BedeHOro epMeHTy fopaBanu OO0
"nopoxHix" nyHok. [Bagusatb MIiKpONiTpiB peakuinHot
cymiwi (25mMM Tris-HCI, 784mM KCI, 2,5MM Na,
0,6MM puTioTpeiton, 6,25MM MnClz, 6,25MM ATO,
7,5MkM cybcTtparty nenrugy [BioTnH-
LRRWSLGLRRWSLGLRRWSLGLRRWSLG]), o
micTu 0,2mk Ci [y*P] AT® (Amersham Pharmacia,
cneundiyHa akTmMBHICTE  >2500Ci/MMoOnb)  noTim
JofjaBanu OO BCiX fyHOK, WO TecTyloTbCHd, And
noyaTtky peakuii. [naHweTn iHkyObyBamm  npwu
KiMHaTHIn TemnepaTypi npotarom 60 xBunuH. Ona
3yMUHKM peakuii go Bcix nyHok gogasanu 100mkn
20% 06/06 opTodocdopHoi kucnotn. Cybetpar
nenTugy nornMHamM Ha MO3UTVBHO  3apsimKeHWun
HITPOLLEeNono3Huin ~ inbTpyBanbHuii - koBpuk P30
(Whatman) BukopucToBytoum 36bupay  ana  96-
nyHkoBoro  nnaHweTy  (TomTek) &  moTim
[OCTIKYBaNM Ha BKIIOYEHHS “°P BUKOPUCTOBYIOUM
nnaHweTHUn beTa-nivymnbHuK. "TlopoxHin" (Hemae

depMeHTy) i "saranbHun"  (Hemae  CronyKw)
KOHTPOIbHi  3HA4YeHHs  BUMKOpPUCTOBYBanuM  Ans
BM3HAYEHHS  CTymeHs  pO3BedeHHs  TeCTyEMOi

cronykn, Mpu  skoMmy  croctepiraemca  50%
iHribyBaHHSA aKTUBHOCTI (OEPMEHTY.

Y uboMy TecTi, crnonyku BuHaxogy gatwte 50%
iHribyBaHHA aKTUBHOCTI hEPMEHTY B KOHLEHTpaLlisiX
Big 0,0001mMkM go 1,5mMkM i, 3okpema, crionyka 8 vy
Tabmmui 3 pae 50%  iHribyBaHHs  aKTMBHOCTI
depmeHTy npu koHueHTpauii 0,01mMkM i cronyka B
Tabmmui 3 pae 50%  iHribyBaHHs  aKTMBHOCTI
depmeHTy npu koHueHTpauii 0,001 mMkM.
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(6) In Vitro TecT iHribyBaHHsi aypopakiHas3n-B

Lle gocnimkeHHs BU3HaYae 34aTHICTb TECTYEMOI
CMOJNYKW iHriOYBaTW aKTUBHICTb CEPUH-TPEOHIHKIHA3W.
OHK, wo koaye Aypopa-B, MoxHa ogepxaTu LnsiXom
MOBHOIO CUHTE3Y reHa abo LUMSXOM KIoHyBaHHs. Lio
OHK mMoxHa noTiM ekcripecyBatu Yy npugaTHy
€KCMpEeCiNHy cucTeMy Ana ofepXaHHs noninentugy 3
aKTUBHICTIO CEpPUH-TPEOHIHKIHa3n. Y Bunagky Aypopa-
B, kogyeanbHy nocnigoBHicTb Buaginamm 3 kAHK 3a
Jornomoroto noniMmepasHoi naxutoroeoi peakuii (MJ1P)
i knoHyBanm B pFastBac cuctemy 3a gonomoroto
cnocoby ommcaHoro Buwe ana Aypopa-A (T00TO
6e3nocepefHbO EKCMpecyloun B-ricTAMH  MideHui
npoTeiH Aypopa-B).

Ona ob'emHOro ekcnpecyBaHHSl  aKTMBHOCTI
aypopakiHa3u-B, Sf21 knitTuHn komaxu BupoLlyBanu
npun 28°C y TC100 cepeposuw gonosHeHomy 10%
cupoBaTtkn embpioHa Tensatu (Viralex) i 0,2% F68
MnypoHik (Sigma) Ha kaTkoBoMy cTeHgi BiaToH
(Wheaton) npu 3006/xB. Ko wWinbHiCTb KNiTWH
nigHimanacb oo 1,2x1 08 KkniTuH Mn’1, X iHpikyBanu
pekomMbiHaHTHUM BipycoM Aypopa-B BinbHUM Big
TpoMOOUMTY 3  KpaTHiCTIO  iHiKyBaHHS 1 i
BigokpemnioBanu Yyepes 48 roavH. Yci HacTynHi ctagii
ounweHHa nposoaunu npu 4°C. 3amopoxeHi ocagum
KMiTMH KOMaxu, Lo MICTUK 3aranom 2,O><'IO8 KIMiTUH,
po3MopoXyBamm i po3sogum bydepom nismcy (50MM
HEPES (N-[2-rigpokcneTun]ninepasuH-N'-[2-
eTaHcynbdoHoBa kucrnota]) pH7,4 mpu 4°C, 1mM
NazVOas, 1vMM PMSF
(dbeHinmeTnncynedoHingTopua), 1MM agutioTpeiton,
1MKr/MN anpoTuHiH, 1Mkr/mMn nenctatuH, 1Mkr/mon
reynenTuH), Bukopuctosytoun 1,0mn 3 2x10" KriTUH.
Jlisauc npoBoaunM BUKOPUCTOBYHOYM rOMOreHisatop i3
COHikauieto, micna 4oro nisat uUeHTpudyrysanm npu
41000 npotarom 35  xBWnMH.  AcripauinHy
HagoCaaKoBY PiAVHY HakadyBanm B xpomartorpadidHy
KOMOHKY AiameTpom 5MM, wo mictute 500mMn CM
cedapo3su Fast Flow (Amersham Pharmacia Biotech),
wo kaniépysanm B Gydepi nisaucy. basoBuii piBeHb
Y® abcopbuii ana enoeHTy 30inblyBaBcsa nicns
NPOMMUBAHHSA KOMOHKM 12mn  Oydepa nisucy 3
HacTymHMM MpoMuBaHHaAM 7Mn  Bydepa (50mMM
HEPES pH74 nmpn 4°C, 1MM pgutioTpeiton).
3B's3aHuii mpoTeiH Aypopa-B eniotoBanu 3 KOMOHKM
BMKOPWCTOBYIOUM  rpagieHT Oydpepa  entoioBaHHs
(50MM HEPES pH74 npu 4°C, 0,6mMM NaCl, 1mMM
avTioTpeiton, nouunHatoum nporiH 3 0% Oydepa
enotoBaHHa go 100% 6ydepa emotoBaHHA 3a 15
XBUMMH npu wBeuakocTi noToky 0,5mn/xB.). 36upanu
dpakuii enotoBanHs (1,0mn) 3 BianosigHUM nikom Y&
abcopbuiii. Dpakuii €enooBaHHA MOBHICTIO
dianisysarm npotn bydepa pgianisy (25MM HEPES
pH7.,4 npun 4°C, 45% rniuepwH (06/06), 100mM KClI,
0,05% (06/06) IGEPAL CAB30 (Sigma Aldrich), 1MM
avriotpeiton). [HianisoBaHi pakuii gocnimkysanm Ha
aKTUBHICTb aypopakiHa3u-B.

KoxHy HoBy napTito depmeHTy Aypopa-B
TMTPyBarmM B [OOCNMKEHHI LNSAXOM PO3BeAeHHS
pospipkyBadem depmeHTy (25MM Tris-HCI pH7,5,
12,5MM KCI, 0,6mMM DTT). Ons TunoBoi naprii,
rotoBun  depmeHt  possogurm 1 po 40
pospimpkyBadem depmeHTy & 20MKn po3BedeHoro
epMeHTy BUKOPUCTOBYBanu A KOXHOI  fyHKU
pocripkeHHs.  Tectyemi  cronykm  (10MM  y
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anmetuncynbdokengi (AMCO) possogurm Bogo &
10MKN po3BefieHOT CMOSyKU MEPEHOCUIM B NYyHKU B
nnadHweTtax Ans  gocnigkeHHs. "3aranbHa" &
"MOPOXHSA" KOHTPOMbHI NyHkn mictunn 2,5% OMCO
3aMicTb COSyKM. OBaguaTe MiKpOniTpiB
cBbkeposBedeHoro depMeHTy gofdaBanmn [0  BCiX
TNYHOK, He 3BaXalouu Ha "MopoxHi" nyHkW. [ABaguatb
MiKponiTpiB po3BedeHOro epMeHTy fopaBanu [0
"nopoxHix" nyHok. [Bagusatb MIKpONiTpiB peakuinHot
cymiwi (25mMM Tris-HCI, 784mMM KCI, 2,5MM Na,
0,6MM puTioTpeiton, 6,25MM MnClz, 37,5MM ATO,
25MkM cybcTtpatm nentuay [BioTnH-
LRRWSLGLRRWSLGLRRWSLGLRRWSLG]), Lo
mictue 0,2MkCi [y**P] AT® (Amersham Pharmacia,
crneundiyHa aktmBHicTb > 2500 Ci/MMomb) noTim
JofaBanu [0 BCIX TeCTyeEMWX IyHOK AfA no4aTtky
peakuii. [MnaHweTn iHKyOyBamM npu  KiMHaTHIN
Temneparypi npotarom 60 XBurMH. [Ona  3ynuHKK
peakuii go Bcix nyHok gogasanu 100mkn 20% 06/06
opTodpoccpopHoi  kucrotn.  Cybetpar  nemTuay
nornvHamm Ha NO3UTUBHO 3apsamKeHnn
HITPOLLEeMNoNo3Hun ~ inbTpyBanbHuin - koBpuk P30
(Whatman) BukopuctoBytoum 36upady gns 96-
nyHkosoro  nnaHweTy  (TomTek) &  moTim
[OCTIKYBaNM Ha BKIIOYEHHS “°P BUKOPUCTOBYIOUM
nnaHweTHUn beTa-nivymnbHuK. "TlopoxHin" (Hemae

depMeHTy) i "saranbHun"  (Hemae  CronyKw)
KOHTPOSbHI  3HA4YeHHA  BMKOPWUCTOBYBanu  A5isi
BU3HAYEHHA  CTyneHa  po3BefdeHHa  TecTyemo!”

cronykn, Mpu  sKkoMmy  croctepiraemca  50%
iHribyBaHHSA aKTUBHOCTI (OEPMEHTY.

(B) In Vitro gocnimxeHHst nponidepadii kniTvH

Lle i iHwi gocnimkeHHs MOXYTb BYTU BUKOPUCTaHI
ANA BU3HAYeHHA 34aTHOCTI  TECTYEMOI  CrosyKu
iHriGyBaTV piCT NiHIA KNITUH ccaBLs, WO NPUAMNAaThb,
Hanpuknag, niHii KNiTMH nyxnuen nmiognHn SW620
(ATCC CCL-227). Ue pocnimkeHHA Bu3Hayae
3[aTHICTb TECTYEMOI CMOJYKW iHrOYyBaTN BKIOYEHHS
aHarnora TumiguHy, 5'-6pom-2'-geokcuypiguty (Brd), y
kniTuHHy OHK. SW620 abo iHWwi KniTuHn, LWwo
npunMnanTs, TUNOBO BHOCATb Y  KiMbKOCTI 1x10°
KMiTMH Ha NyHKy B cepeposuwi L-15 (GIBCO) nnioc
5% cwupoBaTkn embpioHa Tenatn, 1% L-rmyTtaminy
(100 mkr/nyHKy) y 96 nyHKOBIA KynbTypi TKaHWHU
06pobreHnx 96 nyHkoBux mnnaHweTiB (Costar) i
3anMwany ana npuaunaHHa Ha Hid. HactynHoro gHs
B KMiTMHW BBOAUIM cronykn (possogurm 10MM
rotoBur y IMCO BukopucToBytoumn L-15 (3 5% CET,
1% L-rmytamiH). Y KOXeH MnaHWweT BKIoYanm
HeornpaubOBaHi KOHTPONbHI  FyHKW | FyHKW, WO
MiCTATb cronykn, wo sk Bigomo pae 100%
iHribyBaHHA BkmtodeHHs Brd. Yepes 48 roguwH vy
NPWCYTHOCTI/BIACYTHOCTI TECTYEMOT CronyKun
BMU3Ha4Yanmm 3gartHicTb KNiTWH BKMtovaTu Brd npoTsarom
2 rogvH nepiogy MapKyBaHHS BUKOPUCTOBYOYM Habip
Boehringer (Roche) Cell Proliferation Brd ELISA
(Homep y katamosi 1 647 229), signosigHo A0
iHCTpyKUin  BupobHuka. KopoTtko, 15mkn  Brd
MapKyBanbHOro peareHty (po3sogum  1:100 vy
cepegosuw - L-15, 5% CET, 1% L-rnytamin)
Jo[aBanu A0 KOXHOI NYyHKW i nnaHweT noBepTanu y
Bonory atmocdepy (+5% CO3) 37°C iHkybaTtopa Ha 2
roavHn. Yepes 2 roavHM MapKyBaribHWUA peareHT
BMOANAM  WNSXOM  AeKaHTyBaHHa | Bubusanu
nnaHweT Ha nanepoBuin pyLWHKK. [logaBamm po3yuH
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FixDenat (50MKkn y KOXHy F§yHKY) i nnmaHweTtn
iHkybyBanu npu KiMmHaTHIA TemnepaTypi npoTtsarom 45
XBUIMH Npu 360BTyBaHHi. FixDenat po3ynH Bugananm
LWNAXOM [deKaHTyBaHHS | BubuBanu nnaHweT Ha
naneposur pylwHUK. [lnaHweT noTiM npomMuBanu
OAVH pa3 caniHom 3abydepeHum cocdatom (C3P) i
popgaBanmu  100MKI/NyHKY PpO3YMHY aHTUTIIa aHTu-
BrdU-POD  (possegeHoro  1:100 'y  6ydepi
po3BeAeHHs aHTuTIna). MNnaHweT noTim iHKkybyBanu
npu  KiMHaTHin  TemnepaTtypi npu  3060BTyBaHHI
npoTtarom 90xB. He 3B'A3aHe aHTUTINO aHTU-BrdU-
POD Bugansmm LWnsxoM AeKaHTyBaHHS i npoMuBanm
nnaHweT 4 pasn CET nepen cyxum mapKyBaHHSM.
Hopasamm po3unH TMB cybeTtpaty (100Mki/nyHka) i
iHkybyBanm npoTtarom npubnuaHo 10 XBUMMH Mpwu
KiIMHaTHI Temnepatypi npy 360BTyBaHHI 40 BUAUMOT
3MiHM KOMbopy. BuHavanm onTUYHY WiNbHICTb FyHOK
npu  OOBXWHI  xBuni  690HM  BUKOPUCTOBYIOYU
3unTyBanbHU MNpPUCTPIn Ana nnaHweTiB  Titertek
Multiscan. 3HaueHHs 3 06pobreHux crnonykamu,
HeonpauboBaHux i 100% iHriboBaHMX KOHTPOMbHUX
TNYHOK BMKOPWUCTOBYBanu A5l BU3HAYEHHs Aiana3oHy
po3BedeHHs TecTyeMoi cronyku, wWwo pgdae 50%
iHribyBaHHA BkmoyeHHs Brd. Cronyku BuHaxoay
aKkTmBHi nNpwu koHueHTpadiax sig 0,001mMkM go 10mMkM
y UbOMy TecTi i, 3okpema, cronyka 8 y Tabmmui 3
aKkTmBHa npw koHueHTpauii 0,086MkM i crnonyka 13 y
Tabmuui 3 akTuBHa nNpwu koHUeHTpauii 0,079mkM.

(r) In Vitro aHani3 KNiTMHHOTO LMKy

Lle gocnimkeHHs BU3Ha4Yae 34aTHICTb TECTYEMOI
CMOMyKN 3aTpumyBaTW KNiTMHW Ha  chneundivyHmnX
¢aszax KniTMHHOro uukny. Maca pi3HMX niHIN KNiTUH
ccaBuiB Moxe Oy BuKkopucTaHa B  LbOMY
pocnimkeHHi i SW620 kniTMHM BKMOYEHi ciogn sk
npuknag. SW620 knitvHu BuciBanm 7x10° KriTUH Ha
T25 konby (Costar) y 5mn L-15 (5% CET, 1% L-
rnyTamiH). Konbu noTim iHKyOyBanu npoTsarom Houi y
Bonoromy 37°C iHkybatopi 3 5% COz. HactynHoro
aHs, y konby popnasarm 5mkn L-15 (5% CET, 1% L-
rnyTamiH), NEepeHoCsHM MIOXOAsAWY KOHLEeHTpaLito
TecTyeMoi cronyku po3uuHeHoi B OMCO. Takox
BKIIOYaNM KOHTPOINbHI 3pasku 6e3 crnonyku (0,5%
OMCO). KniTuHu iHKyGyBamm npoTAroM BU3HAYEHOrO
yacy (24 rogvHn) i3 cronykamu. llicns upboro vacy
cepefoBuLLEe BMOANSANM 3 KMiTUH i X npoMmBanu Smn
nonepedHbo Harpitoro (37°C) ctepunbHoro PBSA,
noTiM BMAINAMM 3 KONGKU 3a JOMOMOro HETPMBAIIOro
iHKyOyBaHHS 3 TPUMCUHOM i HacTynHoro
pecycneayBaHHs B 5mn 1% 6uyayoro cupoBaTkoBOro
anbbymiHy (BSA, Sigma-Aldrich Co.) y ctepunsHoMy
PBSA. 3paskn roTiMm uUeHTpudpyryBanu  mpu
220006/x8. mpotarom 10xB. HagocagkoBy piguHy
Buganam sammwaiodmn 200mkn posumHy PBS/BSA.
3anmwok pecycneHgyBamm B umx 200MKN po3uumHy
LLNSAXOM nuneTyBaHHA 10 pasiB 3 yTBOPEHHAM €AUHOT
KMiTMHHOT cycneHsii. OguH MIT OXONoLKEHOro fboA0M
80% eTaHony nOBINbHO [JoJaBanuM A0  KOXHOI
cycneHsii KknituH i 3paskm 36epiramm npu -20°C
npoTArom Houi abo [0 HeobOXigHOro MapKyBaHHS.
KniTuHn ocapkyBanu UeHTpUdyryBaHHsM, eTaHon
BMAanamm i ocag pecycneHgysamm B 200mkn PBS,
wo micve 100mkr/mn PHKasn (Sigma Aldrich) &
10mkr/mn  noguay nponigito  (Sigma  Aldrich).
CycneHsii kniTuH iHkybyBanm npu 37°C npoTarom
30xB., i nmoTim gopmaBarm 200mkn PBS i 3pasku
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36epiramm B TeMHOTi npu 4°C npoTArom Houi. KoxeH
3pasok noTiM yrnopckysanm 10 pasiB BUKOPUCTOBYIOUM
ronky 21-poamipy. 3pasku notim nepeHocurm B LPS
npoGipku i aHanidyBanm Ha BmicT OHK y knitTnHax 3a
[0rnomoroto PryopecLeHTHOro COpTYyBaHHS
akTmBoBaHuMx  knituH  (FACS)  BukopucTOBYOUM
notokoBui umtomeTp FACScan (Becton Dickinson).
Turnoso, nposoaurm 30000 3Momok i 3HiManu
pesynbTatu BMKOPMWCTOBYHOUM nporpaMHe
3abesneveHHss CellQuest v1.1 (Verity Software).
PospaxoByBarmu  po3nodin  KMAITUHHOMO LMKy
no ny nawii BUKOPUCTOBYHOUN nporpamMHe
3abesneveHHs Modfit (Verity Software) i Bupaxamm y
BiacoTKy kniTuH 3 2N (G0/G1), 2N-4N (S cpasa ) i 3 4N
(G2/M) Bmictom OHK.

HactynHa Cxema inocTpye 3aranbHuin crnocib
OfepXXaHHs! CrosyK NpeacTaBrieHoro BUHaxoay.

Cxema 1

D/ﬁ\ N j@\///N

| HN

N
Cl/\/\o N‘k C|/\/\0 N/)
-
N
|

N/N

N
CONHR HN CONHR

| HN |
R0 N/) a0 N

Cxema 2
cl ‘ HN CONHR
I/\N/\/\O N/) (\N/\/\o N/)
! [

N

N
COOMe COOH

| HN

. oo BMZD@"

BuHaxig 3apa3 6yge inocTpyBaTucs HacTynHUMU
HeoOMeXyluMMN Mpuknagamun, B SIKUX CTaHAapTHI
MeToaukM BigOMi cepedHbOMY baxiBueBi B rarysi
XiMil i MeToOMKM aHamnoriyHi onuMcaHum y Lux
npuknagax MoXyTb OyTM  BMKOpWUCTaHi, Konwu
NPUMAHATHO, i B SIKMX, SIKLLO HEe BKa3aHo iHLe:

(i) BunaproBaHHS npoBoAWNM 3a OOMOMOrOH
BUMaplOBaHHA Ha poTopi Yy Bakyymi i 0Opobky
NpoBOAWNM MICNS BUOANeHHs TBepAWX PEeYOBMWH, Lo
3aMMWNIMCS, TakMX $SIK  BUCYLLYBallbHIi  areHTw,
LWNAXOM inbTpyBaHHS;



77

(i) onepauii npoBoguM  MpM  KIMHATHIN
Temnepatypi, TMnoBo B iHTepBani 18-25°C i Ha
MoBiTPI SKWO He BKaszaHo, abo SKWO cepenHin
paxiBelp He iHakwe npoBoavB 6u Le B atMocdepi
iHepTHOrO rasy, Takoro K aproH;

(iii) konoHkoBYy xpomatorpadito (3a LOMOMOrok
drew metoaukn) i piguHHYy  xpomarorpadito
cepeaHboro Tucky (PXCT) npoBoaunm Ha cunikareni
Merck Kieselgel (Art. 9385);

(iv) BUXOOM MpuBeEHi Tinbku Ans inoctpadii i He
060B'A3KOBO JOCAralTb MakCMMyMmy;

(v) cTpykTypu kiHueBux npoayktis dopmymm (1)
nigTBEPHKYBanM 3a 4ONOMOrol0 S4EPHOo (3BMYaNHO
NMPOTOHHOIO0)  MarHiTHoro  pesoHaHcy (AMP) i
MaccrneKkTpoMeTpii;  3Ha4YeHHA  XiMiYHUX  3CyBIiB
MPOTOHHOIrO MarHiTHOro pes3oHaHCy BUMIpIOBaMM B
JenTepoBaHoMy 4 U mMeTu n cynbdokeng i (AMCO
cie) (SKWO He BKasaHO iHWe) Ha wWwkani genbta (M.4.
BiAHOCHO TeTpameTuncunaHy) BUKOPUCTOBYOYM OAVH
3 HacTYMHUX YOTUPbLOX MPWIaaiB:

- cnektpomeTp Varian Gemini 2000 npautotounii 3
Hanpyroto nons 300MIMy

- cnektpomeTp Bruker DPX300 npautoroumn 3
Hanpyroto nons 300MIy

- cnektpomeTp JEOL EX 400 npautoioumn 3
Hanpyroto nons 400MIy

- cnektpomeTp Bruker Avance 500 npavorouunii 3
Hanpyroto nons 500MIy ®opmy nikiB nokasysanu B
Takui crnocib: ¢, cuHrmeT; 4, oyoneT; oa, ayoner

[ybneTiB; T, TPUMNET; K, KBApTeT; KB, KBIHTET; M,
MyMbTUNMET; LW C, LUIMPOKWIA CUHIET;

(vi) pOBOTOTEXHIYHMIA  CUHTE3  MPOBOAMIM
BUKOpUCTOBYOUM poboT Zymate XP, 3 goaaBaHHAM
po3umHy 4epe3 Zymate Master Laboratory Station i
nepemiwyBaHHi Stem RS5000 Reacto-Station npwu
25°C;

(vii) 0OpOOKy | OUMLLEHHS peaKuinHUX CcyMmillen 3
pOBOTOTEXHIYHOMO CUHTE3Y MPOBOAMIM B Takui

crocib:  BuMMaplBaHHA  MPOBOAUMM Yy BaKyyMi
BukopuctoBytoun Genevac HT  4;  KOMNOHKOBY
xpomarorpadito nposogunm BMKOPUCTOBYIOYM

cuctemy Anachem Sympur MPLC Ha cunikareni
BUKOPUCTOBYIOYM  KOMOHKWM 3 gdiameTpom 27MM
HanoBHeHUX curnikarenem Merck (60mkm, 25r);
CTPYKTYpW KiHUEBWUX MPOAOYKTiB MigTBEepopKyBarn 3a
poromoroto PXMC Ha wmikpomac cuctemi Waters
2890/ZMD BMKOPWUCTOBYKOUM HACTyMHi  YMOBM i
rocunatymchb Ha vac ytpumanHs (1Y) y xsunuHax:

KornoHka: Waters symmetry C18 3,5mkm

4,6x50Mm
Po3unHHuKk A: H2O
Po3unHHuk B: CHsCN

Po3uynHHuk C: MeOH+5% HCOOH
LBnakicTb
MoTOKY:

Yac nporoHy:

2,5Morn/xB.
5 xBUnuH 3 4,5 xBunuHamm
rpapieHta 0-100% C

[JoBxuHa

XBUIi: 254HM, cmyra nponyckaHHA 10HM
MacpeTtekTop: ZMD mikpomac
IH'ekyemMuin

ob'em 0,005mn
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(vii) Awnanitmuny PXMC pgna  cronyk, Lo
ofepXyBarM He 3a [OMOMOrol pobOoTOTEXHIYHOro
cuHTesy nposoaunm Ha Waters Alliance HT cuctemi
BMKOPWCTOBYIOYM HACTYMHi YMOBW i MOCMnaryuch Ha
yac yTpuMaHHs (1Y) y xBunmHax:

KornoHka: 2,0mMx5cm Phenomenex Max-RP
80A
Po3unHHuk A: Boaa

Po3unHHuk B:
Po3uynHHuk C:

AueToHiTpun
MeTtaHon/1% mypaluvHa KucnoTa
abo Boga/1% mypalumHa kucrnoTa
LBnakicTb
MOTOKY:
Yac nporoHy:

1,1Mn/xB.

5 xBUnNuH 3 4,5 xBunmHamm
rpapieHTa 0-95% B+ koHcTaHTa 5%
pO34mHHUK C

[JoBxuHa

XBUIi: 254HMm, cmyra nponyckaHHa 10Hm
IH'ekyemuin

ob'em 0,005mn
MacpeTekTop: Mikpomac ZMD

(ix) MpenapaTvBHy BWCOKOEMEKTUBHY PiOVNHHY
xpomatorpadito (BEPX) npoBognnm Ha

- npunagi npenapatmeHoi PXMC Waters, 3 yacom
yTpyMaHHs (YY) BUMIpHOBaHUM y XBUIMHAX:

KornoHka: -ocHoBHUIA Hypercil
(21x100MMm) SMKMm

Po3unHHuk A: Bopnal/0,1 % kapboHaT amoHito

Po34mHHuK B: AueToHiTpun

LBnakicTb

NoTOKY: 25mr/xB.

10 xBWUNMH 3 7,5 xBUNMHamm
rpapieHTa 0-100% B
254HM, cMyra NponycKaHHA

Yac nporoHy:

[oBxunHa xBuni:

10Hm
IH'ekyemuii 06'em 1-1,5mn
MacpeTtekTop: Mikpomac ZMD

- npunagi npenapaTtueHoi PXMC Gilson, 3 yacom
yTpyMaHHs (YY) BUMIptOBaHUM y XBUMHAX:

KonoHka: 21MMx15cm Phenomenex Luna2 C18

Po34nHHKK

A: Boga +0,1% TpudTopouToBa KMCHOTA,

Po3zunHHuk  AueToHitpun +0,1% TpudtopouToBa

B: KucrnoTa

LBnakicTb

MoTOKY: 21mr/xB.

Yac 20 XBUNMH 3 pisHMK 10 XBUNUHHUMMA

NPOroHy: rpapieHtamm 35-100% B

[JoBxuHa

XBUI: 254HMm, cmyra nponyckaHHA 10HM

IH'ekyemMuin

ob'em 0,1-4,0mn

(X) npoMmbkHI crmonykM xapakTepudyBarm He
MOBHICTIO | YMCTOTY OUiHIOBanM 3a [OMNoMOrot
TOHKOWaApoBoi  xpoMmatorpadpii  (TLWX), BEPX,

iHdppayepsoHoi (I4), MC abo AMP cnekTpockoriii.
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T, AETMLlﬂ 1 31 3-bTopdeHin 3-[(3R)-3-rigpokcuniponiguH-1-injnponokeu
32 3-hTopdeHin 3-[(2-cbTopeTun)(2-rinpokcueTun)amiHoJnporoken
HN’N\ 33 3-chTopdheHin 2-[1-(2-rigpokcueTun)ninep 4-injeTokcn
/g)_\ 34 3-tbTopdeHin 3-[(2-rippokeueTun)(nponin)amiHo]nponokcu
I HN CONHX 35 3-chropdheHin 3-[(2-rippokcueTun)(isonponin)amiHo]nponokcu
lo} 36 3-cbTopdenin 3-[(2-rinpokcueTun)(isobyTun)amiHo]nponokeu
N N 37 3-cbTopdhenin 3-[(2,2-aumeTnnnponin)(2-
/\/\ /) riapokcueTun)amiHolnponokeu
(\ N (o] N 38 3-hTopcbenin 3-[anin(2-rigpoKCUeTMN)aMiHO]IPONOKCH
(o) \) 39 3-cbTopdeHin | 3-[(2-rinpokcueTun)(npon-2-iH-1-in)amiHolnponokcu
40 3-chropdhenin 3-[umknonponin(2-rigpokcueTun)amiHo]nponokcu
(XV||) 41 3-cpropdenin 3-[(uvknonponinmeTun)(2-
rigpokcueTmn)amiHo]nponokeu
Cnonyka X
Y 42 3-chropdenin 3-[umknoByTnn(2-rippokcueTin)amiHolnponoken
1 ¢e|‘|iﬂ 43 3-chropdheHin 3-[umMknoneHTUN(2-rigpokcueTn)amiHoJnponokcK
2 3-chopd:eHin 44 3-chropcpenin 3-[(2,2-aumeTokcneTnn)(2-
rigpokcueTMn)amiHonponokeu
TAE"MLIH 2 45 3-cbTopdeHin 3-[(2,2-andcpTopeTun)(2-
rigpoKcueTMn)amiHo]nponokeu
NN
Q_\ 46 3-cbTopdeHin 3-[(2-rippokeneTnn)(3,3,3-
TpudTopnponin)amiHo]nponoken
CONHX
| HN 47 3-cbropcheHin 3-[(umknoByTunmeTun)(2-
(o) rinpokcue iHo]nponoken
= N 48 3-cpropcbenin | 3-[(2-rinpokeneTun)(2-MeToKCHeTU)aMiHo]NponoKkeH
/\/\ ) 49 3-cpropdeHin 3-[(1,3-piokconan-2-inmeTun)(2-
Cl (o} N rigpokcueTun)amiHo]nponokeu
(XVIII) 50 3-chTopdbeHin 4-xnopbyTokeu
51 3-cbTopceHin 4-[(2R)-2-(rinpokcumeTun)niponiauH-1-in]oyToken
Cnonyka X 52 3-cbTopdpein 4-[(2-rinpokcueTin)(i306yTn)amiHO]ByToKCH
3 3 CbT op qJEHf n 53 3-hropdpenin | (2R)-1-(2-TpeT-6yTokcueTun)niponiaut-2-in]jmetoken
54 3-chropcbenin (2R)-1-(2-rippokcueTnn)niponigunH-2-injmeTokcn
4 3,5-A“¢T°P¢8Hm 55 3,5- 3-niponiguk-1-innponokcu
5 2,3-aucbTopdenin Andropdhenin
= 56 3,5- 3-[(2-ri T iHo]Jnponokeu
6 3-xnopdpeHin o ’
pd) AucbTopdeHin
TABIINUA 3 57 3,5- 3-[(2-rinpokcu-1,1-AUMeTUnETUR)aMiHO]NpOnoKcH
HN’N\ nndTopdeHin
)§>_\C ONHX 58 3,5- 3-(4-meTunninepasuH-1-in)nponokcu
S hN AvdTopdeHin
SN 59 3,5 3-[eTun (2-rigpokcueTnn)amiHo]nponokcu
v N/) AvcbTopdeHin
60 3,5 3-[2-(2-rippokcueTvn)nil i-1-inJnponokcu
(XIX) P P
Cnonyka X Y Aucpropebenin
- . 61 3,5- 3-[4-(2-rinpokcueTun)ninepasun-1-injnponoken
7 3-cpTopdenin 3-[eTun(2-rippokcueTun)amiHolnponokcu bropthei
AncdTopdeHin
8 3-cbTopcpenin | 3-[(2S)-2-(rinpokcumeTun)niponianH-1-injnponokeu i . . -
5 Tpropper i T 62 3,5- 3-[4-(2-rinpokeueTun)ninepuaunH-1-injnponoken
-chTopcbeHin -ninepuaunk-1-innponokcu .
nudropdeHin
10 3-chTopcheHin 3-niponiauH-1-innpornokcu Propd — . .
63 3,5- 3-(3-rigpokeuninepuavH-1-in)nponokeu
1 3-chbTopcheHin 3-[(2-rinpokcueTun)amiHoJnponokeu andbropdenin
12 3-chTopdheHin 3-[(2-rinpokem-1,1-aumeTuneTn)amiHoJnponoken 54 35 T -EpORCHBY TA)aMTHOJpORORSH
13 3-chropchenin 3-[(2-rinpokcneTnn)(meTun)amiHo]nponoken P ——
14 - i 3-{[1-(ri -2-
S-propepenin { (nalpolxcv.lme)mn) 65 3,5- 3-[4-(rinpokcumeTun)ninepuanH-1-injnponokeu
MeTunnponinjamiHo}nponokcu .
AudropdeHin
15 3-chropchenin 3-(4-meTunninepasuH-1-in)nponokcu _ . _
66 3,5- 3-[(3-rinpokeu-2,2-agumeTunnponin)amiHo]nponokcu
16 3-chropchenin 3-[(2-rippokeun-1-meTuneTun)amiHo]nponoken anchropcherin
17 3-chropcheHin 3-[(4-rinpokcnbyTun)amiHolnponokeu &7 35 T[@R) 2 TAR)IpORIAMH-1-p
18 3-tbTopdbeHin 3-(4-rippokcuninepuaui-1-in)nponokeu awdbTopebenin
19 3-chropdheHin 3-[2-(2-rinpokcueTun)ninepuanH-1-injnponoken 8 35- F1@S)2-(ap A)TPORIAWH-1-]
20 3-cpropchenin 3-[4-(2-rinpokcveTun)ninepasun-1-injnponokey andrropdenin
21 3-chTopdheHin 3-[4-(2-rinpokcueTun)ninepuavH-1-injnponokcu} 9 35- 341@S)2-rmp POMINJaMIRGITBOOKGH
22 3-pTopcheHin 3-(3-rinpokcuninepuauy-1-in)nponokcu] AucbTopdberin
23 3-cbTopcpenin 3-[(2-rinpokcubyTInn)amiHo]nponoKkcu 70 35 34{(@R)-2-riapokeHNpOMIN]aMiHO}TPONOKCH
24 3-cbropchenin 3-[4-(rippoxkcumeTnn)ninepuamnH-1-injnponokcu aucbTopdetin
25 3-cpropcpenin | 3-[(3-rigpoxcu-2,2-aumeTnnponin)amiHolnponokcn 71 35- 3(35)-3-TIBPOKCHTIPONIAMH-1-NINPONOKCH
26 3-cpropdpenin | 3-{[1-(riapc TUR)LMKNoneHTMRlaMiHo}nponokeu aucbTopdenin
27 3-cbropopeHin | 3-[(2R)-2-(rinpokcumeTun)niponiguu-1-injnp 72 35 3[(3R)-3-TIaPOKCMMIPOTAH-1-INpONoKTH
28 3-cbropdpenin 3-{[(25)-2-rinpokcunponinjamiHo}nponokcy aucTopderin
29 3-cbTopcheHin 3-{[(2R)-2-ripp poninjamiHo}nponokcu
30 3-chropdpenin 3-[(3S)-3-rinpokcuniponigun-1-in]nponoken
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73 3,5- 3-[(2-rinpokcueTnn)(i306yTun)amiHoJnponokcu TABVUA 4
AvTOpdeHin HN’N\
74 3,5- 3-[(2-rinpokcueTun)(nponin)amiHo]nponokcu /&)_\C ONHX
nvdTopdeHin C|> HN
75 3,5- 3-[anin(2-rigpokcueTun)amiHojnponokcu SN
AndTopdeHin N /\/\O N/)
76 3,5- 3-[(2-rippokcueTun)(npon-2-ik-1-in)amiHolnponokcu Ho\)i)
AvdTopdeHin
77 3,5- 3-[(2-rinpokcueTun)(isonponin)amiHo]nponokeu (XX)
anbTopdeHin Cnonyka X Cnonyka X
78 35 3(2,2-pumeTAnnponin)(2- 106 3-meTokcudeHin 118 3,5-aumeTokcudeHin
audTopdeHin riipoKCUeTUN)amiHonponoKeK 107 tein 19 6-(3-nikonitin)
79 3,5- 3-[umMknoByTUN(2-rigpokcueTun)amiHo]nponokcu 108 4-propepetin 120 2.3-andropdenin
AMdTOpceHin 109 3,5-auxnopceHin 121 2-cpTop-3-xnopceHin
80 35. 3 (QMKnonponinMeT)(2- 110 2-meTokcu-5-xnopdeHin 122 2,5-aucbTopcbenin
AncTopdeHin rigpoKcueTMn)amiHo]nponokeu m 3-(rpucpropueTun)cherin 123 2-¢prop-5- .
81 2,3- 3-[(2S)-2-(rinpokcumeTun)niponiaunH-1-injnponokcu (TpucpTopmeTAn) pekin
aucbTopdeHin 112 3-rinpokeudbeHin 124 3,4-nudbTopdheHin
82 23 3[(2.2-gumeTAnnpomin) - 113 3-HiTpodheHin 125 2,4-pucbTopcheHin
andbropdein i rwn)amiHo] 114 5-iHpasonin 126 3-xnop-4-cTopchenin
83 2,3- 3-[(2-rinpokcueTn)(nponin)amiHojnponokey 18 2-prop-4-Gpomdpenin 127 %
AndbTopdeHin (nndTopmeTokcu)deHin
. _ - 116 3-xnopdeHin 128 3-uiaHodeHin
84 2,3- 3-[(2-rinpokcneTnn)(is0byTun)amiHo]nponokecn _
ropdenin 117 2-cbTopceHin 129 3-6pomdbeHin
AncTopdeHi
85 2,3- 3 yTUn(2-rinp TUn)amiHo]np TABNULUA 5
AucTopdeHin T\‘;N>_\
86 2,3- 3-[unKnoneHTUN(2-rigpokcmeTn)amiHo]nponokeu " CONHR
AvdTopdeHin
87 2,3- 3-[(2R)-2-(rinpokcumeTun)niponiavH-1-injnponokcu SN
AvdTopdeHin y N/)
88 2,3- 3-[(2-rinpokcueTun)(npon-2-ik-1-in)amito]nponokcu X))
Andpropdenin Cronyka R Y
89 23 3{(umknonponinmerin)(2- 130 23 3-[eTvn(2-TiapOKCUETMN)aMiHO]poNoKCH
AvdTopdeHin rigpokcueTMn)amiHo]nponokcu andropdenin
90 2,3- 3-[(uvkno6yTunmeTUn)(2- 131 2,3- 3-[i3onponin(2-rigpokcueTin)amiHo]nponokcu
nvcbTopdeHin rinp ™n Jnponokey AudTopdeHin
91 2,3- 3-[(2,2-pumeTokcneTnn)(2- 132 2,3- 3-[(2R)-2-(rinpoxc )nip H-1-injnp
AndTopdeHin rippokcueTUn)amiHo]nponokey AvdpTopcein 1
92 2,3- 3-[4-(2-rinpokcueTun)ninepuanH-1-injnponokcu 133 2,3- 3-[nponin(2-rigpokcueTun)amiHo]nponokcu
andTopderin pvdTopdeHin
93 23 3-(4-TiAPOKCHNINEPUAH-1-IN)TPOMOKCH 134 2,3- 3-[nponaprin(2-rinpokcueTn)amiHo]nponokcu
pAvdropdeHin AucpTopdenin : _ _
94 2,3- 3-[4-(2-rinpokcveTnn)ninepasut-1-injnponokcy 135 23 . 3{isoByrun(2-rigpokeuerunjamiolnporiokci
Jr—— AucbTopdeHin
136 2,3- 3-[HeoneHTUN(2-rigpokcneTun)amiHojnponokcu
95 2,3- 3-[(2-rippokcueTnn)(2-MeToKCUeTUN)aMiHo]nponoken .
J—— AvcpTopdeHin
96 2,3- 3-[anin(2-rigpokcneTn)amiHo]nponokcu TABIWUA 6
andTopdeHin HJ;N>_\
97 2,3- 3-[(1,3-piokconan-2-inmeTnn)(2- Z HN CONHR
AvTopdeHin rinpokcueTun)amiHolnponokcu
98 23- 3 [eTMn(2-TIApOKCHETU)aMIHOITP ] \)N
AvdTopdenin Y NS
99 2,3- 3-[(2-rinpokcueTun)(isonponin)amiHo]nponokcu XXty
Avcpropenin Cnonyka R Y z
100 2,3- 3-[(2-rippokeu-1,1-AuMeTNeTMN)aMiHO]NponoKCK 137 3-ropcperin | 3-(d-metnninepasur-1- | (1-2-iAp nepraH-
AncTopcpenin in)nponoken 4-in)oken
101 23 (2R)-1-(2-rinpokeueTun)niponinuk-2-injmeTokcu 138 3-chTopdein MeToKcH (1-MeTMnninepnanH-4-in)okcu
Aucpropderin 139 2,3- Mertoken MEeTOKCH
102 3-xnopdeHin 3-[(2S)-2-(rippokcumeTun)niponiauH-1-injnponokecu AvcTopdeHin
103 3-xnopdenin | 3-[(2R)-2-(riapokcumeTun)niponiguH-1-injnponoken 140 23 2-METOKCHETOKCH 2 METOKCHETORCH
104 3-xnopdeHin 3-(3-rigpokcuninepnauk-1-in)nponokcu AvcbTopdeHin
105 3-xnopdeHin 3-[eTun(2-rinpokcueTn)amiHolnponokcu 141 23- 2-METOKCMETOKCH J3onponoKcH
AudTopdeHin
142 3-chropdperin 2-MEeTOKCUEeTOKCH isonponoxkcu
143 3-hTopdeHin MeTOKCH (1-meTunninepuanH-4-in)okcn
144 3-cropdenin METOKCU MeTOKCH
145 3-cbTopdenin 2-MeTOKCHETOKCH 2-MeToKCHeToKCH
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TABMUA 7
N

CONHX

l HN

Y N/)

(XXl
Cnonyka X Y
146 3-cbTopdenin 3-[(2-rippokcneTun)(izo6yTun)amiHo]nponokcu
147 2,3-pudpTopdpenin 3-[(2-rippokcueTun)(isobyTun)amito]nponokcn

Mpuknaa 1 - OgepkanHa Cronyku 1y Tabnwui 1
- 2-(3-{[6-meTOKCK-7-(3-MOpdOniH-4-
innponokcu)xiHazoniH-4-injamiHo}-1H-nipaszon-5-in)-
N-cbeHinaueTtamig

(5-((6-meTOKCK-7~(3-MOpdOONiH-4-
innponokcu)xiHa3oniH-4-in)amiHo)-1H-nipason-3-
imoutoBy  kucroty  (300mr,  0,68mMmomb) y
avmetundopmamigi (5mn) BBOAMNM B peakuilo 3
aHiniHom  (62mkn, 0,68mMmMonb) y  MPWUCYTHOCTI
rekcadptopcpoccpary  O-(7-azabeHzoTpuason-1-in)-
N,N,N',N'-tetpametunypoHito (260mr, 0,68Mmmonb) i
giizonponinenaminy  (420mkn, 2,38MMork) npu
40°C npotarom 36r. PO34MHHMK BMNaptoBamm y
BakyyMi, OO0 3anuwky pgopaasanu Body i cymil
nigkucnanu  (BukopucTtoBytoum 6,0N  xropoBogHeBy
kucnoty) go pH3-4. Boagy BunaptoBanu i 3anmuiok
pO34MHANKM B MeTaHoni, agcopbyBamm Ha cunikaresb,
i ousmwuann 3a pgonoMorow Xxpomartorpadii  Ha
cunikareni. EnotoBanu meTaHon:amiak:auxmopmeTaH
(9:1:90), opgepxytoun cnonyky 1y Tabmmui 1 (216wmr,
62% Buxig):

'H-AMP (OMCO ds, T®O): 8,92 (c, 1H), 8,26 (c,
1H), 7,55-7,62 (m, 2H), 7,20-7,25 (m, 3H), 7,03 (m,
1H), 6,80 (c, 1H), 4,28 (m, 2H), 3,95-4,05 (m, 2H),
3,97 (m, 3H), 3,79 (c, 2H), 3,65 (m, 2H), 3,45-3,55 (m,
2H), 3,30 (m, 2H), 3,12 (m, 2H), 2,20-2,30 (m, 2H):

MC(+veECI): 518,6 (M+H)".

(5-((6-meTOKCK-7~(3-MOpdOONiH-4-
innponokcu)xiHa3oniH-4-in)amiHo)-1H-nipason-3-
imoutoBy  KUCMOTY, O BMKOPWUCTOBYBanM  siK
BUXiOHUIA MaTepian, OAepXKyBanm B Takui crnocio:

a) 4-xrop-6-meTokcu-7-(3-mopdoniH-4-
innponokcu)xiHazoniH (227wr, 0,64MMOrb) Yy NeHTaH-
2-omi (12mn) i 6,0N xnoposogHeBy kucnoTy (0,25mn,
1,5Mmorb) HarpiBanm mpu 120°C npoTArom 2 roguH y

NpUCYTHOCTI MeTun (5-amiHo-1H-nipason-3-
inJauetaty (100mr, 0,64mmornb). PeakuiviHy cymiw
OXOJIopKyBamm, TBEpAYy  pevoBuHy  36umpanm
PiNbTPyBaHHAM, CyLUMNM i ouMLLann 3a A0MOMOrow
Xpomatorpadii Ha cunikareni, enooBanu
MeTaHom:amiak:guxnopmeTtaH  (9:1:90) opgepxytoum
MeTun (5-((6-meToKCK-7~(3-MOpdOniH-4-

innponokcu)xiHa3zoniH-4-in)amiHo)-1H-nipason-3-
in)al.}eTaT (251mr, 85% Buxig):

H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,37 (c, 1H), 6,82 (c, 1H), 4,32 (m, 2H), 4,01-4,10
(m, 2H), 4,01 (c, 3H), 3,86 (c, 2H), 3,70-3,80 (m, 2H),
3,69 (c, 3H), 3,50-3,60 (M, 2H), 3,35 (m, 2H), 3,18 (m,
2H), 2,28-2,40 (m, 2H):

MC (+ve ECI): 457,6 (M+H)".

6) Metun  (5-((6-meTokcK-7-(3-mopdoniH-4-
innponokcu)xiHa3oniH-4-in)amiHo)-1H-nipason-3-
inJauetat (2,44r, 5,35Mmorb) y meTaHomi (61mn) i
2,0N BogHOMY pO34uHI rigpokcuagy Hatpito (61mm,
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122mmonb) HarpiBarm npu 80°C npoTtdrom 4 roguH.
Peakuinny cymiL oxonoaxysanu, MeTaHon
BuMapioBanM y Bakyymi i popjasarm 6,0 N
XIOPOBOAHEBY KUCMOTY (Migkmcnsoumn cymiw go pH3-
4). 3anuLKOBUI MeTaHON BUMapioBarm y BakyyMi, i
TBEpPAY PeuYOBMHY ouMwanM  3a  [OMOMOrolo
xpomartorpadii  Ha cniBronimepi Oasuc (Waters)
OZlEPXKYIoUn 5-((6-meTokcu-7-(3-mopdoni-4-
innponokcu)xiHazoniH-4-in)amiHo)-1H-nipason-3-
iJ'I)OL1lTOBy kucrnoty (1,64r, 36% Buxig):

H-AMP (OMCO ds, T®O): 8,97 (c, 1H), 8,30 (c,
1H), 7,33 (c, 1H), 6,80 (c, 1H), 4,31 (m, 2H), 4,09 (m,
2 H), 4,08 (c, 3H), 3,75 (c, 2H), 3,68 (m, 2H), 3,50-
3,60 (M, 2H), 3,35 (m, 2H), 3,15 (m, 2H), 2,20-2,38 (m,
2H):

MC (+ve ECI): 443,6 (M+H)".

Mpwuknaa 2 - OgepkanHa Cronyku 2 y Tabnwui 1
- N-(3-dTOopdeHin)-2-(3-{[6-meToKCK-7-(3-MOpdOMIH-
4-innponokcm)xiHasoniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,

AHaroriyHo peakuii, Wwo onvcaHa B npuknagi 1,
ane novnHanu 3 3-dropaHiniHy (37mkn, 0,41Mmonb),
ofepxytoun cronyky 2 y Tabnuui 1 (34mr, 19%
BUXif):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,60-7,70 (m, 1H), 7,32-7,42 (m, 2H), 7,32 (c,
1H), 6,85-6,92 (m, 1H), 6,83 (c, 1H), 4,30 (m, 2H),
4,00-4,10 (m, 2H), 4,01 (c, 3H), 3,85 (c, 2H), 3,69 (m,
2H), 3,50-3,60 (m, 2H), 3,35 (m, 2H), 3,16 (m, 2H),
2,25-2,40 (m, 2H):

MC (+ve ECI): 536,6 (M+H)".

Mpwuknag 3 - OgepkanHa Cronykn 3 y Tabnwui 2
- 2-(3-{[7-(3-xnopnponoKcu)-6-MeTOKCUXiHa30niH-4-
imamiHo}-1H-nipason-5-in)-N-(3-
dTOpdheHin)aLeTamia

(5-((7-(3-xnopnponokcu)-6-Me TOKCUXiHa30MiH-4-
in)amito)-1H-nipason-3-injoutoBy kucroty (7,83,
20mmonb) y aumeTundopmamigi (78mn) seBogunm B
peakuito 3 3-pTopaHiniHom (2,44r, 22mMmonb) Y

NpUCYTHOCTI rigpoxrnopugy 1-(3-
AvmeTunamiHonponin)-3-etunkapbogiimigy (4,2r,
22mmorb),  2-rigpokcunipuanH-1-okeuagy (2,22,

20mmorb) i giisonponinetunaminy (2,8r, 22MMons)
npu 50°C npoTarom 1,7 rogmH. Po3unHHuK BUgananm
BMMaploOBaHHSAM Yy BaKyyMi, 3arMLOK po3Tvpanu 3
Bodow  (4Bivi), | ounmuanu 3a  [JOMNOMOrOH
Xpomatorpadii Ha cunikareni, enooBanu
avxropMeTaH : meTaHon (95:3 go 85:15), ogepxytoun
crnonyky 3 y Tabmmui 2 (4,5r, 46% Buxig) sk 6exeBy
TBEPAY PEYOBUHY:

"H-AMP (OMCO de): 8,47 (c, 1H), 8,02 (c, 1H),
7,60-7,68 (m, 1H), 7,40 (m, 2H), 7,20-7,30 (c, 1H),
6,88 (m, 1H), 6,84 (c, 1H), 4,27 (m, 2H), 3,96 (c, 3H),
3,84 (m, 2H), 3,78 (c, 2H), 2,26 (m, 2H):

MC (+ve ECI): 485,6 (M+H)".

(5-((7-(3-xnopnponokcu)-6-Me TOKCUXiHa30MiH-4-
in)amiHo)-1H-nipa3on-3-injoutoBy  KUCIOTY, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio:

a) Cymiww 4-6eH3nnokcu-3-
meTokcubeHsanbaerigy (157r, 649vmone), auetaty
HaTpito (106r, 1,29morb), rigpoxnopuay
rigpokcunaminy (90r, 1,29monb) i OLTOBOI KWUCHOTH
(500mn) HarpiBanu 3i 3BOPOTHUM XOSIOOWIIbHUKOM
npotarom 21 roavH. PO34uHHWK BunaptoBanu i Ao
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3anvLwKy gogasanm nig/soga (1000mn) 3 yTBOPeHHsIM
Knevikoi TBepdoi peyvoBuHU. Cymiwl HenTpanisysanu
BOOHMM  PO3YMHOM  rigpokcugy  HaTpito, noTiM
ekcTparysanu aunxropmeTaHoM (2x500Mmn).
OpraHiyHuii po3uuH npomusarm 1,0N rigpokcugom
Hatpito (100mMm), HacuyeHuM pO3YMHOM Xropuay
Hatpito (100mMn) i noTiM cywmnu Hag cynbdatom
MarHito. PO3UMHHUK  BuUMapioBanM Yy  BaKyyMi,
po3TMpanu 3anuwoKk 3 rekcaH:etmnauetar (3:1) i
3buparm  TBepay peuyoBuHY DiMbTpyBaHHAM 3

BiACMOKTYBaHHAM  ogepxXyloun  4-6eH3unnokcu-3-
meTokcmbeH3oHiTpun (123r, 80% BuWXia) K KOPUYHEBY
TBEPAY PEUOBUHY:

H-AMP (OMCO de): 7,38 (m, 7H), 7,19 (m, 1H),
5,18 (c, 2H), 3,80 (c, 3H):

MC (-ve ECI): 238 (M-H)\

6) OuroBy kucnoty (17mn) MoOBiINbHO AoAaBanu
Jo asoTtHoi kucrotm (40mn, 440mmorks) npu 5°C.
[Nopnasann MOpOLLOK 4-BeH3unnokeu-3-
meTokcubeHsoHiTpuny (10r, 42mmomnb) i cymiw
HarpiBarm  npu  23°C  npotarom 10 XBWIMH.
CriocTepiranoca BugineHHs Tenna i Temnepartypy
koHTpomntoBarm o <30°C BukopucTOBYytouM GaHio 3
neogom. Cymiw nepemiwysanm npy 23°C npoTarom
20 roguvH notim BumBammM B nig/soga (1000mn).
Micna nepemiwyBaHHA MPOTAroM ABOX  rOAMWH
36upanu >K0oBTy TBepAdy pPeqoBuHY (iMbTpyBaHHSAM 3
BiACMOKTYBaHHAM, MPOMMBaNM BOAOK | Cywmnu
oaepxytoum 4-6eH3nnokcn-3-MeTokcn-6-
HiTpob6eH3oHiTpun (10,11, 85% BuMXid) SK XKOBTY
TBEPAY PEUOBUHY:

H-AMP (OMCO de): 7,95 (c, 1H), 7,70 (c, 1H),
7,40 (m, 5H), 5,30 (c, 2H), 3,95 (c, 3H):

MC (-ve ECI): 283 (M-HY

B) Cymiw 4-6eH3nnokcn-3-meTokcu-6-
HiTpob6eH3oHITpUNy (46r, 162mmornb), bGikapboHaTy
HaTpito (95r, 1,13morb), BOAU (750Mmn),
AnxnopmeTaHy (550Mmn) i xnopvagy
TeTpabytunamonito  (30r, 108mmomb)  WBMAKO
nepemiwyBsanu npu 20°C i nopuismu gogasamm
OVTIOHIT HaTpito (661, 379MMOrb) NPOTAromM 2 roguH.
Cymiw nepemiwyBanu we 1 roguHy, rnotiM dasu
posainanu. BoaHy ¢asy eKcTparysanu
avxropmMeTaHom (2(200mn) i o6'egHaHWA opraHivyH1I
po3umH mpomuBanu Bogot (300mn) i cywmnn Hag
cynbpatoMm MarHito. PO34YMH KOHUEeHTpyBanuM Ao
250mn i popasanu 4,0N XropoBoAHEBY KWUCMOTY B
1,4-piokcadi  (150mn, 0,6monb). Peakuito  noTim
posBoguim  pgietunosum  etepom  (1000mn) i
oxornompkysamim  Ha nbogy. OTpumaHy TBepay
peyoBuHy 36upanu 3a OMNOMOro inbTPyBaHHS 3
BiCMOKTYBaHHSIM i MpOMUBanNu OieTUIOBUM eTEPOM.
TBepdy pedqyoBuHY nepemiwyBanu B MeTaHoni
(1000mr1) i gopaBanu po3umH GikapboHaTy Hatpito
(800mm) (pH8) i cymiw nepemiwyBamm npoTaroMm 1
rogvHu. TBepay pevoBuHy 30vpany 3a [OMoMOroro
inbTpyBaHHA 3 BiACMOKTYBaHHAM, MpoMUBanu
BOZOI, METAHOSOM | CYLUMMM Yy BaKyyMi OAEPXYHum
2-amiHo-4-(6eH3unnokcn)-5-meTokcnbeHsoHiTpun (34r,
82% Buxia) AK CBITNI0-KOPUYHEBY TBEPAY PEYOBUHY:

'H-AMP (OMCO ds): 7,40 (m, 5H), 6,90 (c, 1H),
6,50 (c, 1H), 5,60 (w 3, 2H), 5,02 (c, 2H), 3,65 (c, 3H):

MC (+ve ECI): 254 (M+H)".

r) 2-amiHo-4-(6eH3unnokcu)-5-
meTokcmbeHsoHiTpun (100r, 394mmonb) y Tomyoni
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(1400mm) 06pobnsanu
aumeTundopmamiganmeTunaueTanem (100mn,
940MMOrb) MPU KUM'ATIHHI 3 MOBINBLHOIO AUCTUIALIED
PO3YMHHMKA MIATPUMYIOYM BHYTPILLHIO Temneparypy
Ha 105°C. Yepes 3 roamHu po3yMH OXONOMKYBamM i
inbTpyBaHHAM  BUAAnNANM  MarneHbKy  KiNnbKiCTb
TBepoi peyvoBuHW. PinbTpaTt BUNapoBanu y Bakyymi,
3aMvLWIOK po3TvMpanu 3 AdieTUroBMM eTepoM, TBepay
peyoBuHy 36upanu 3a OMNOMOro inNbTpyBaHHS 3
BiCMOKTYBaHHSAM i CyLUMNK Y Bakyymi ogepxytoun N-
(5-(6eHsunokcm)-2-uiaHo-4-meTokcndeHin)-N,N-
anmetunimigodopmamia  (110r, 90% Buxig) sk
KOPUYHEBY TBEPAY PEYOBUHY:

'H-AMP (OMCO de): 7,90 (c, 1H), 7,40 (M, 5H),
7,10 (c, 1H), 6,88 (c, 1H), 5,15 (c, 2H), 3,70 (c, 3H),
3,02 (c, 3H), 2,95 (c, 3H):

MC (+veECI):310(M+H)*

MC (-ve ECI): 308 (M-H)".

) N-(5-(6eHsunokcn)-2-uiaHo-4-meToKCUdeHin)-
N,N-gumeTunimigodopmamig (110r, 356mMmorb) i
TpudptopouToBy Kkmcrnoty (600mn) HarpiBarm - 3i
3BOPOTHUM XOJIOAUIIbHWMKOM MpOTAroM 15 XBUNMH.
Peakuito BumaptoBanM y Bakyymi i  MOTiM
aseoTpomnyBanu 3 TomyosioM. 3anuLoK po3Tvpanm 3
AieTMnoBuM eTepoM i TBepay peyoBuHy 36upanu 3a
JornoMorow  irbTpyBaHHS 3 BiACMOKTYBaHHSIM.
TBepay peyvoBUHY cylumnn y BakyyMi ogepxytoum N-
(2-uiaHo-5-rigpokcu-4-meTtokcudeHin)-N,N-
avmetunimigodopmamig (112r, 95% Buxig) sk ceitrno-
KOpUYHEBY TpudTopaueTaTHy Cinb:

'H-AMP (OMCO de): 8,39 (c, 1H), 7,38 (c, 1H),
6,90 (c, 1H), 3,80 (c, 3H), 3,25 (c, 3H),3,17(c, 3H):

MC (+ve ECI): 220 (M+H)"

MC (-ve ECI):218(M-H)

e) Cymiw N'-(2-uiaHo-5-rigpokcu-4-
meTokcudeHin)-N,N-gumeTunimigodopmamigy (21,9r,
66MMornb), kapboHaTy uesito (998r, 300mmonb) i 1-
6pom-3-xropnponaHy (11mn, 110MMonb) B
aueToHiTpuni  (300mMn) HarpiBanu  3i  3BOPOTHUM
XOMnoAunbHUKOM npoTaroMm 1 roguHu. Peakuiiny
CyMill OXONIO[KYBanu i PO3YMHHWUK BuMapioBamm y

Bakyymi. [opgasanu Bogy (200mn) i cymiw
eKkcTparysanm AnxrnopMeTaHoMm (2(150mn).
OpraHiyHMiA  pO3YMH  MPOMMBAaNM  HaCWMYEHUM

posumMHOM Xxropugy Hatpito (50mn) i cywwmmm Hag
cynbcpatoMm MarHito. Po3uuHHMK BunaptoBanu y
BaKyyMi i 3anuLIoK po3Tvpanu 3 gieTUrNnoBMM eTEePOM.
Teepay pedvoBuHy 30upanum 3a  JOMOMOrOH0
inbTpyBaHHA 3 BIOCMOKTYBaHHAM i cywmnu y
Bakyymi ogepxytoun N-(5-(3-xnopnponokcu)-2-LiaHo-
4-meTokcudpeHin)-N,N-gumetnnimigocdopmamis,
(17,71, 91% Buxig) Ak 6iny TBepAy pe4OoBUHY:

'H-AMP (OMCO ds): 8,89 (c, 11-1), 7,07 (c, 1H),
6,75 (c, 1H), 4,15 (7, 2H), 3,77 (1, 2H), 3,70 (c, 3H),
3,05 (c, 3H), 2,95 (c, 3H), 2,18 (m, 2H):

MC (+ve ECI): 296,4 (M+H)".

X) N'-(5-(3-xnopnponokcu)-2-iaHo-4-
meTokcudeHin)-N,N-gumetunimigodopmamia (230mr,
0,78mmorb) B ouTtoBin kucnoTi (0,7mn) HarpiBanu 3
metun (5-amiHo-1H-nipason-3-in)auetatom (110wmr,
0,74mmorb)  MpM KMM'ATIHHI 3i  3BOPOTHUM
xonogunbHukom mpotarom 1 roguHu.  Cymiw
OXOJSIO[KyBanu, OUTOBY KWUCIIOTYy BunapioBamm vy
BaKyymi, i 3arMWoOK ouawamm 3a [OMoMOror
Xpomatorpadii Ha cunikareni, enooBanu



87

MeTaHom:amiak:guxnopmeTtaH (9:1:90), ogepxytoumn
metun  (5-((7-(3-xnopnponokcm)-6-Me TOKCUXiHa30MiH-
4-in)amiHo)-1H-nipaszon-3-in)auetat  (219wmr, 69%
BWXid) 5K TBEpAY PeYOBUHY KPEMOBOTO KOMbOPY:
'H-AMP (OMCO ds, T®O): 8,93 (c, 1H), 8,28 (c,
1H), 7,32 (c, 1H), 6,80 (c, 1H), 4,02 (m, 2H), 4,00 (c,
3H), 3,75-3,85 (m, 3, 4H), 3,65 (c, 3H), 2,30 (m, 2H),

1,90 (c, 3H):
MC (+ve ECI): 406,5 (M+H)".
3) MeTun (5-((7-(3-xnopnponokcu)-6-

MeTOKCMXiHa30niH-4-in)amiHo)-1H-nipa3on-3-
inJauetat (100mr, 0,247Mmorb) y TeTparigpodypaHi
(1,2mn)/Boga (0,6mn), nepemiwyBamm 3 rigpoOKCUOOM
niTito (21mr, 0,493MMonb) Npw KiMHATHIA TemnepaTypi
npotdrom 18 roguH. Cymiw nigkucnanu  6,0N
XropBOAHEBOI KMUCMOTO A0 pH4 i TBepay pevyoBuHy
BUAINANM 3a 4ONOMOro inbTpyBaHHSA, nNpomMuBanu
BOJOO i cywmnm oAepPXKyo4n (5-((7-(3-
XIOPNPOMOKCK)-6-MeTOKCMXIHa30MiH-4-ir)amiHo )-1H-
nipason-3-imjoutoBy kucnoty (72mr, 75% Buxig) Sk
GexeBy TBepAY PEYOBUHY:

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,28 (c,
1H), 7,32 (c, 1H), 6,80 (c, 1H), 4,33 (m, 2H), 4,00 (c,
3H), 3,83 (m, 2H), 3,74 (c, 2H), 2,40-2,50 (m, 2H):

MC (+ve ECI): 392,5, 394,5 (M+H)".

AnbTepHaTUBHO, N'-(5-(3-xnopnponokcu)-2-
uiaHo-4-meTokcudeHin)-N,N-aume Tunimigocpopmamis
(14,78r, 50mmonb) B ouTtoBii kucrnoTi  (40mn)
HarpiBamm 3i 3BOPOTHUM XOSIOAWUNbHUKOM 3 (5-amiHO-
1H-nipason-3-in)ouTtoBoto KWUCMOTOI (8,1r,
57,5mmomb)  nmpotarom  1,5r.  Peakuinny  cymiw
OXONoMKyBanM Ao KiMHaTHOI TeMnepaTtypu, 40 CyMiLli
popasanu Bogy (250mn) i TBepAy pevoBUHY BUAINSIN
3a O0MoMoro inNbTpyBaHHS 3 BiACMOKTYBaHHSIM.
TBepaoy pevoBuHy MpommBarm i) Bogot, i)
eTunaueTtaToMm i iii) gieTmnosum etepom i cywmnu y
BaKyyMi npu 50°C  opepxytoun (5-((7-(3-
XMOPMPOMNOKCU)-6-MeTOKCUXiHa30MniH-4-ir)amiHo)-1H-
nipason-3-iMoutoBy KWACMOTY $SK XKOBTY TBepay
pevoBwuHy (13,6r, 69% Buxig):

i)  (5-amiHo-1H-nipa3on-3-injoutoBy  KMUCMOTY
(3,02r, 0,022mmonb) y meTaHoni (32mn1) gogasanm 4o
cymiwi meTaHony (32mn) i TioHinxnopugy (3,15mn)
npu 0°C. OTpumaHy CyMill nepemillyBanmm npoTArom
18 rogwH, BunaptoBanu i 3anuLWOK ouuwanu 3a
JornomMoroto xpomarorpadii Ha cunikareni, enooBanu
MeTaHon : amiak : guxnopmeTaH (9:1:90), ogepxytoun
metun (5-amiHo-1H-nipazon-3-injauetaTt (1,58r, 48%
BUXif):

'H-AMP (CDCl3): 5,52 (c, 1H), 3,70 (c, 3H), 3,61
(c, 2H).

Mpwuknag 4 - OgepxanHa Cronyku 4 y Tabnwui 2
- 2-(3-{[7-(3-xnopnponokcu)-6-Me ToKCUxiHa3oniH-4-
imamiHo}-1H-nipason-5-in)-N-(3,5-
andTopdeHin)aueTtamis

CycneHsito 3-{[7-(3-xnopnponokcu)-6-
MeTOKCUXiHa3oniH-4-injamiHo}-1H-nipason-5-
imouToBoi KUCIOTH (3,91r, 10MMonb) y
avmetundopmamigi (20mn) BBOgUNU B peakuito 3 3,5-
andTopaHiniHom (1,42r, 11MMOrb) y MPUCYTHOCTI
rigpoxrnopugy 1-(3-gumeTunamiHo nponin)-3-
etunkapbogiimigy  (2,01r,  10,5mmomb) i 2-
rigpokcunipuagmn-1-okengy  (1,11r, 10MmMonb) npwu
60°C npoTtdarom 1,75 roguH. Po3uMHHWK BunaptoBanu
y BakyyMmi i 3anuwok pAgidi posTupanm 3 BOAOHO.
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OTpumaHy BoOJflOry MacTy PO3YMHANMM B CyMilLLli
avxropmeTaH : MeTaHon (80:20), agcopbyBarm Ha
cunikarernb i o4nwanM 3a 4OMNOMOroto xpomarorpadii
Ha cunikareni, enoloBany AMXNIOPMETaH @ MeTaHon
(95:5 po 85:15), ogepxytoun cronyky 4 y Tabnumui 2
(2,45r, 49% Buxig) sk 6exeBy TBepOY PEUOBUHY:

'H-AMP (OMCO de): 8,47 (c, 1H), 8,02 (c, 1H),
7,36 (m, 2H), 7,20 (c, 1H), 6,94 (1, 1H), 6,84 (c, 1H),
4,27 (m, 2H), 3,96 (c, 3H), 3,83 (m, 2H), 3,79 (c, 2H),
2,27 (m, 2H):

MC (+ve ECI): 503,5, 505,5 (M+H)".

Mpuknag 5 - OgepkanHa Crnonykn 5 y Tabnwui 2
- 2-(3-{[7-(3-xnopnponoKcu)-6-MeTOKCMXiHa30niH-4-
imamiHo}-1H-nipason-5-in)-N-(2,3-
andTopdeHin)aueTtamis

3-{[7-(3-xropnponokcu)-6-meTOKCMXiHa30MiH-4-
imamiHo}-1H-nipason-5-injoytoBy kucrnoty  (3,91r,
10mMonb) cycneHgyBamm B nipuguHi  (20mn) y
npucyTHocTi 2,3-gudpTopaHininy (1,55r, 12mmons) nig
aproHom npu 0°C. TosinbHo mnpu 0°C pogasamm
okcuxnopug  docdopy  (1,53r, 10mmornb) B
eTvnaueTtaTi (2mn) i OTpuMaHy CcyMill 3anMwanu
HarpiBaTucs 0o KiMHaTHoOT TemnepaTypu npoTarom 1,5
roavH. PeakuinHy cymiw po3sogunu etunaueTtaTom
(150mn) i pieTunosum eTepom (50mMn) ogepytoun B
ocagi YepBOHy TBepAy PeyoBuHY. TBepdy PeqOBUHY
BUAINANM  3a  JoMoMoro  inbTpyBaHHA 3
BiICMOKTYBaHHAM, CYLLMNW i pecycneHayBanu y BoAi
(100mn). Cymiw oxonogxysarm go 0°C i pH
posoaurm go 7 popatoum 1,5N BogHWA  PO3YMH
rigpokcuay aMOHito. Micns 15 XBUNUH
nepeMillyBaHHsl, TBepdy PeyvoBMHY  BUAINANW,
CyLLMIM | oYnLanu 3a OoMoMoror xpomarorpadii Ha
cunikareni. EnooBanmn  anxnopmMmeTaH MeTaHon
(95/5) i 36inblwyBanM MOMApHICTL A0 AUXIIOPMETaH :
MeTaHoMbHUI amiak (95:2), ogepxyroun crnonyky 5 y
Tabnuui 2 sk poxeBy TBepAy peqoBuHy (2,55r, 50%
BUXif):

"H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,28 (c,
1H), 7,73 (m, 1H), 7,33 (c, 1H), 7,15-7,22 (m, 1H),
6,84 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,94 (c, 2H),
3,84 (m, 2H), 2,30 (m, 2H):

MC (+ve ECI): 503,9 (M+H)".

Mpwvknag 6 - OgepxanHa Cronyku 6 y Tabnwui 2
- N-(3-xnopdeHin)-2-(3-{[7-(3-xnopnponokcu)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig,

3-{[7-(3-xropnponokcu)-6-MeTOKCMXiIHa30MiH-4-
imamiHo}-1H-nipason-5-injoytoBy  kucrnoty  (1,3r,
3MMOIb) po3umHAIM B AumeTundopmamigi (13mn) i
BBOAMIM B peakuito 3 3-xyopaHiniHom (536mr,
4,2mmonb) y  mpucyTHocTi  rigpoxropugy  1-(3-
AvmeTunamiHonponin)-3-etunkapbogiimigy  (919wr,
3,9vmonb) i 2-rigppokcunipugnt-1-okengy (433w,
3,9vmonb) npu 50°C npoTarom 1,5 roamH. Po3umHHMK
BMMaploBanM y BaKkyyMmi i 3anMLoOK ouuwamm 3a
JornomMoroto xpomatorpadii Ha cunikare ni. EntotoBanu
avxropmeTaH:meTaHon  (95:5) i 36inblysanu
MonsipHiCTb A0  AuxriopMeTaH:MeTaHon  (9:1),
ofepxytoun crnonyky 6 y Tabmuui 2 (710mr, 47%
BUXif):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,28 (c,
1H), 7,85 (c, 1H), 7,48 (g, 1H), 7,35 (aa, 1H), 7,31 (c,
1H), 7,13 (aa, 1H), 6,83 (c, 1H), 4,32 (m, 2H), 4,00 (c,
3H), 3,84 (m, 2H), 3,83 (c, 2H), 2,30 (m, 2H):
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MC (+veECI): 501,44 (M+H)".

Mpwuknag 7 - OgepxanHa Cronykn 7 y Tabnwuui 3
- 2-{3-[(7-{3-[eTnn(2-rigpokcneTnn)amiHo]nponokcu}-
6-MeTOoKCcUxiHa3oniH-4-in)amiHo]-1H-nipazon-5-in}-N-
(3-dbTOpdheHiIn)aueTamia

2-(5-((7-(3-xropnponokcu)-6-meTOKCMXIHa30iH-
4-in)amiHo)-1H-nipa3on-3-in)-N-(3-
dTOpdeHiIn)aLeTamig (97wmr, 0,2MMorb) y
avnmveTnnaudeTtamigi (1mn) BBOgUNM B peakuito 3 2-
(etvnamiHo)eTtaHoriom (53mr, 0,6mmork) npu 90°C
npotdrom 8 roauH. Cymill OXOonomKyBanu i ounwanm
3a gornomoroto npenapatmBHoi PXMC opepxyroum
cnonyky 7 'y Tabnuui 3 (36mr, 33% Buxig):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,62-7,65 (m, 1H), 7,25-7,40 (m, 3H), 6,83-6,90
(m, 1H), 6,83 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,84
(c, 2H), 3,77 (m, 2H), 3,20- 3,40 (m, 6H), 2,25 (m, 2H),
1,26 (1, 3H):

MC (+ve ECI): 538,6 (M+H)".

Mpwuknaa 8 - OgepkanHa Cronyku 8 y Tabnwui 3
- N-(3-dbTopbeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouvHanu 3 L-nmponitony (121mr, 0,25Mmoms),
ogepxyroun cronyky 8 y Tabmmui 3 (86mr, 62% Buxia)
sIK Mavbke Oiny TBepay pevoBUHY:

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,60-7,70 (m, 1H), 7,28-7,40 (m, 3H), 6,85-6,92
(m, 1H), 6,82 (c, 1H), 4,31 (m, 2H), 4,00 (c, 3H), 3,84
(c, 2H), 3,70-3,80 (m, 1H), 3,50-3,70 (m, 4H), 3,10-
3,30 (m, 2H), 2,20-2,40 (m, 2H), 2,05-2,20 (m, 1H),
1,952,170 (m, 1H), 1,85-1,95 (m, 1H), 1,70-1,85 (m,
1H):

MC (+ve ECI): 550,6 (M+H)".

Mpuknag 9 - OgepkanHa Cronykn 9 y Tabnwui 3
- N-(3-dTOopdeHin)-2-(3-{[6-meToKCU-7-(3-MiNnepuanH-
1-innponokcu)xiHasoniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHarm 3 ninepugmHy  (85mMr, 1MmMoOmMb),
ogepxytoun cronyky 9 y Tabnuui 3 (31mr, 23%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H
1H), 7,65 (a, 1H), 7,34 (m, 2H), 7,32 (c, 1H
1H), 6,83 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H
2H), 3,54 (g, 2H), 3,27 (m, 2H), 2,96 (m, 2H),
2H), 1,84 (m, 2H), 1,60-1,80 (m, 3H), 1,42 (m, 1

MC (+ve ECI): 534,6 (M+H)".

Mpwvknaa 10 - OgepxanHa Crnonykn 10 y Tabnuui
3 - N-(3-cpTopdeHin)-2-(3-{[6-meToKCKH-7-(3-
niponigux-1-innponokcu)xiHazoniH-4-injamiHo}-1H-
nipason-5-in)aueTamig

AHaroriyHo peakuii, Wwo onvcaHa B npuknagi 7,
ane noyvHarm 3 niponignHy (71mr, 1MMOmb),
ogepxytoun crnonyky 10 y Tabrmui 3 (58wmr, 45%
BUXif):

, 8,30 (c,
, 6,90 (M,
2

o =

, 3,85 (c,
,90 (m,
):

=

"H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (o, 1H), 7,35 (m, 2H), 7,33 (c, 1H), 6,90 (M,
1H), 6,84 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,85 (c,
2H), 3,68 (M, 2H), 3,31 (M, 2H), 3,10 (M, 2H), 2,28 (M,
2H), 1,91 (m, 2H):

MC (+ve ECI): 520,6 (M+H)".
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Mpuknag 11 - OpepxanHa Crnonykn 11 'y Tabnmui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHarm 3 eTaHonmamiHy (61mr, 1MMoOmb),
ogepxytoun crnonyky 11 y Tabrmui 3 (80mr, 77%
BUXif):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,37 (g, 1H), 7,34 (m, 2H), 7,31 (c, 1H), 6,95 (m,
1H), 6,83 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,85 (c,
2H), 3,68 (m, 2H), 3,16 (m, 2H), 3,09 (m, 2H), 2,21 (m,
2H):

MC (+ve ECI): 509,5 (M+H)".

Mpuknag 12 - OpepxanHa Crnonykn 12 y Tabnmui
3 - N-(3-dTopdeHin)-2-{3-[(7-{3-[(2-rigpokcu-1,1-
AVMeTUNeTUIT)aMiHO]MPONoKCK}-6-Me TOKCUXiHa3 0 iH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
are noyuHanu 3 2-amiHo-2-meTun-1-nponaHony
(89wmr, TMmorb), ogepxytoun cnonyky 12 y Tabnuui 3
(47wmr, 35% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H
1H), 7,62 (m, 1H), 7,34 (m, 2H), 7,32 (c, 1H
1H), 6,84 (c, 1H), 4,32 (m, 2H), 4,00 (c, 3H), 3,85 (c,
2H), 3,46 (c, 2H), 3,10 (m, 2H), 2,10 (m, 2H), 1,24 (c,
6H)

), 8,30 (c,
), 6,88 (M,

MC (+ve ECI): 538,6 (M+H)".

Mpwvknaa 13 - OpgepxanHa Cronykn 13 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcmeTvn)(MeTu)amiHonponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouuHanuM 3 2-(MeTunamiHo)etaHony (75wr,
1MMorb ), ogepxytoum cronyky 13 y Tabnmui 3 (88w,
67% Buxig):

'H-AMP (OIMCO ds, T®O): 8,96 (c, 1H), 8,3 (c,
1H), 7,64 (g, 1H), 7,35 (m, 2H), 7,33 (c, 1H), 6,90 (m,
1H), 6,84 (c, 1H), 4,30 (m, 2H), 4,01 (c, 3H), 3,85 (c,
2H), 3,77 (1, 2H), 3,15- 3,45 (m, 4H), 2,38 (c, 3H),
2,30 (m, 2H):

MC (+ve ECI): 524,6 (M+H)".

Mpuknag 14 - OpepxanHa Crnonykn 14 y Tabnmui
3 - N-(3-dbTopdeHin)-2-(3-{[7-(3-{[1-(rigpokcumeTnn)-
2-meTunnponinjamiHo}nponokcm)-6-
MeTOKCMuXiHa3oniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouysHanuM 3 2-amiHo-3-meTunbyTaH-1-ony
(103mr, 1MMonb), oaepxytoumn cronyky 14 y Tabnuui
3 (40wmr, 29% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,63 (a, 1H), 7,65 (m, 2H), 7,62 (c, 1H), 6,90 (m,
1H), 6,83 (c, 1H), 4,32 (m, 2H), 4,00 (c, 3H), 3,85 (c,
2H), 3,75 (aa, 1H), 3,66 (aa, 1H), 3,23 (M, 2H), 3,03
(m, 2H), 2,27 (m, 2H), 2,08 (m, 1H), 1,02 (g, 3H), 0,97
(@, 3H):

MC (+ve ECI): 552,6 (M+H)".

Mpwknaa 15 - OpgepxanHa Cronykn 15 y Tabnuui
3 - N-(3-cbTopdeHin)-2-[3-({6-meTokcu-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino)-1H-nipason-5-injauetamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouyvHamm 3 1-metunninepasuHy (100w,
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1MMorb ), ogepxytoum cronyky 15 y Tabnmui 3 (51wr,
37% Buxig):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,65 (g, 1H), 7,38 (m, 2H), 7,35 (c, 1H), 6,88 (m,

1H), 6,84 (c, 1H), 4,31 (m, 2H), 3,20-4,10 (m, 8H),

4,01 (c, 3H), 3,85 (c, 2H), 3,40 (m, 2H), 2,95 (c, 3H),
2,30 (m, 2H):

MC (+ve ECI): 549,6 (M+H)".

Mpwvknaa 16 - OgepxarHa Cronykn 16 y Tabnuui
3 - N-(3-propdeHin)-2-{3-[(7-{3-[(2-riapokcu-1-
MeTUNeTMIT)amMiHO]MPOnoKCK}-6-Me TOKCUXiHa3oniH-4-
in)amino]-1H-nipason-5-infauetamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHarm 3 2-amiHo-1-mponaHony (75,1wr,
1MMOrb ), ogepxytoum cronyky 16 y Tabnmui 3 (80wmr,
61% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (a, 1H), 7,36 (m, 2H), 7,34 (c, 1H), 6,88 (m,

H), 6,84 (c, 1H), 4,32 (m, 2H), 4,01 (c, 3H), 3,85 (c,
2H), 3,69 (oa, 1H), 3,50 (oa, 1H), 3,33 (m, 1H), 3,1
(m, 2H), 2,23 (m, 2H), 1,23 (g, 3H):

MC (+ve ECI): 524,6 (M+H)".

Mpuknag 17 - OpepxanHa Crnonykn 17 'y Tabnmui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(4-
rigpoKCcUBYTUI)aMiHO]NPOMOKCU}-6-Me TOKCUXIHA30MiH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noynHamu 3 4-amiHo6ytaH-1-ony (89mr, 1MMoOmb),
opepxytoun crnonyky 17 y Tabrmui 3 (56mr, 42%
BUXif):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,64 (g, 1H), 7,34 (m, 2H), 7,32 (c, 1H), 6,90 (m,
H), 6,84 (c, 1H), 4,30 (m, 2H), 4,01 (c, 3H), 3,85 (c,
H), 3,45 (1, 2H), 3,14 (m, 2H), 2,98 (m, 2H), 2,20 (m,
H), 1,67 (m, 2H), 1,50 (m, 2H):

MC (+ve ECI): 538,6 (M+H)".

Mpwvknaa 18 - OgepxanHa Cronykn 18 y Tabnuui

- N-(3-cbTopcbeHin)-2-[3-({7-[3-(4-
rigpokcunine puaunH-1-in)nponokcm)-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTtamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane novvHamm 3 ninepugun-4-ony (101mr, 1Mmomb),
ogepxytoun crnonyky 18 y Tabrmui 3 (75mr, 57%
BUXif):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,

H), 7,64 (m, 1H), 7,36 (m, 2H), 7,34 (c, 1H), 6,90 (m,

H), 6,83 (c, 1H), 4,29 (1, 2H), 4,00 (c, 3H), 3,85 (c,
2H), 3,66 (m, 1H), 3,55 (g, 1H), 3,40 (m, 1H), 3,12-
3,35 (m, 3H), 3,00 (7, 1H), 2,80 (m, 2H), 2,00 (m, 1H),
1,75-1,95 (m, 2H), 1,60 (m, 1H):

MC (+ve ECI): 550,6 (M+H)".

Mpwvknaa 19 - OgepxanHa Cronykn 19 y Tabnuui

- N-(3-dbTopdeHin)-2-{3-[(7-{3-[2-(2-
rigpokcveTun)ninepuank-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHanu 3 2-(2-rigpokcueTvn)ninepuanHy
(129wmr, 1Mmonb), ogepxyroumn cnonyky 19 y Tabnmui
3 (63wmr, 44% Buxia):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,63 (g, 1H), 7,34 (m, 2H), 7,32 (c, 1H), 6,90 (m,
H), 6,83 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,85 (c,
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2H), 3,10-3,70 (m, 7H), 2,20-2,30 (m, 2H), 2,00-2,20
(m, 1H), 1,60-1,90 (m, 6H), 1,50 (m, 1H):

MC (+ve ECI): 578,7 (M+H)".

Mpwvknaa 20 - OgepxarHa Crnonykn 20 y Tabnuui
3 - N-(3-dbTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcueTun)ninepasunH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHanu 3 2-ninepaswvH-1-inetanony (130mr,
1MMorb ), ogepxytoum cronyky 20 y Tabnmui 3 (69w,
48% Buxia):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,63 (g, 1H), 7,36 (c, 1H), 7,34 (m, 2H), 6,90 (m,
H), 6,84 (c, 1H), 4,31 (m, 2H), 2,70-4,10 (m, 8H),
4,01 (c, 3H), 3,85 (c, 2H), 3,79 (m, 2H), 3,40 (m, 2H),
3,35 (M, 2H), 2,29 (m, 2H):
MC (+ve ECI): 579,6 (M+H)".
Mpuknag 21 - OpepxanHa Crnonykn 21 'y Tabnmui
- N-(3-dbTopdeHin)-2-{3-[(7-{3-[4-(2-
rigpokcveTun)ninepuank-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii onucaHin B npuknagi 7, ane
noyvHamm 3 4-(2-rigpokcuetunninepuauHy (129wmr,
1MMOrb ), ogepxytoum cronyky 21 y Tabnmui 3 (91w,
63% Buxig):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H),

H), 7,64 (g, 1H), 7,35 (m, 2H), 7
), 6,84 (c, 1H), 4,30 (m, 2H), 4,00
2H), 3,55 (m, 2H), 3,48 (m, 2H), 3,25
), 2 ) 1,70
)

8,30 (c,

,33 (c, 1H), 6,88 (M,
(c, 3H), 3,85 (c,

) (m, 2H), 2,98 (m,

,28 (M, 2H), 1,90 (m, 2H), (m, 1H), 1,40 (m

MC (+ve ECI): 578,7 (M+H)".
Mpuknag 22 - OpepxanHa Crnonykn 22 y Tabnmui
- N-(3-cbTopcbeHin)-2-[3-({7-[3-(3-
rigpokcunine puamnH-1-in)nponokcu]-6-
MeTOKCMuXiHa3oniH-4-inamiHo}-1H-nipason-5-
inJaueTtamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane novmHamm 3 ninepugun-3-ony (101mr, 1MMomb),
ofepxytoun cronyky 22 y Tabmmui 3 (65mr, 47%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,

H), 7,62 (g, 1H), 7,38 (m, 2H), 7,34 (m, 2H), 7,34 (c,

H), 6,90 (m, 1H), 6,84 (c, 1H), 4,28 (m, 2H), 4,10 (m,

H), 4,00 (c, 3H), 3,85 (c, 2H), 2,80-3,50 (m, 6H),
1,30-2,40 (m, 6H):

MC (+ve ECI): 550,6 (M+H)".

Mpwvknaa 23 - OgepxaHHa Cronykn 23 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpoKCUBYTUI)aMiHO]NPOMOKCU}-6-Me TOKCUXIHA30MiH-
4-in)amiHo]-1H-nipa3on-5-infaueTtamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyuHamm 3 1-amiHobyTtan-2-ony (89mr, 1MMOmb ),
ogepxytoun crnonyky 23 y Tabmmui 3 (79mr, 59%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,32-741 (m, 2H), 7,32 (c, 1H),
6,90 (1, 1H), 6,83 (c, 1H), 4,30 (1, 2H), 4,01 (c, 3H),
3,85 (c, 2H), 3,68 (m, 1H), 3,16 (1, 2H), 3,09 (a4, 1H),
2,83 (1, 1H), 2,25 (m, 2H), 1,45 (m, 2H), 0,92 (1, 3H):

MC (+ve ECI): 538,6 (M+H)".

I'IpMKna,u, 24 - OpepxaHHsa Crnonykun 24 y Tabnmui
3 N-(3-cbTopcbeHin)-2-{3-[(7-{3-[4-
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(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouyuHanu 3 4-(rigpokcumeTun)ninepuanHy
(115mr, 1MMonb), oaepxytoumn crnonyky 24 y Tabnuui
3 (80wmr, 57% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,63 (m, 1H), 7,36 (m, 3H), 6,90 (m, 1H), 6,84 (c,
1H), 4,30 (1, 2H), 4,01 (c, 3H), 3,85 (c, 2H), 3,62 (g,
2H), 3,32 (g, 2H), 3,27 (M, 2H), 2,98 (1, 2H), 2,29 (M,
2H), 1,90 (g, 2H), 1,67 (m, 1H), 1,42 (m, 2H):

MC (+ve ECI): 564,6 (M+H)".

Mpwvknag 25 - OpgepxarHa Cronykn 25 y Tabnuui
3 - N-(3-dTopdeHin)-2-{3-[(7-{3-[(3-rigpokcu-2,2-
AVMeTUNMponin)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHamM 3 3-amiHo-2,2-guMeTunnponaH-1-ony
(103mr, 1MMonb), oaepxytoumn cronyky 25 y Tabnuui
3 (63wmr, 46% Buxia):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,31-741 (m, 2H), 7,35 (c, 1H),
6,90 (1, 1H), 6,83 (c, 1H), 4,30 (1, 2H), 4,01 (c, 3H),
3,85 (c, 2H), 3,29 (c, 2H), 3,16 (1, 2H), 2,92 (1, 2H),
2,28 (m, 2H), 0,95 (c, 6H):

MC (+ve ECI): 552,7 (M+H)".

Mpuknag 26 - OpepxanHa Crnonykn 26 y Tabnmui
3 - N-(3-dbTopdpeHin)-2-(3-{[7-(3-{[1-
(rinpoKcMMe TV )LUMKIo NEHTUN]amiHO }Nponokcn)-6-
MeTOKCMHXiHa3oniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nounHamm 3 (1-amiHouMKNONEHTUN)MeTaHo Ny
(115mr, 1MMonb), oaepxytoumn cronyky 26 y Tabnuui
3 (69wr, 49% Buxia):

"H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (g, 1H), 7,32-7,41 (m, 3H), 6,90 (1, 1H),
6,83 (c, 1H), 4,32 (1, 2H), 4,01 (c, 3H), 3,85 (c, 2H),
3,48 (c, 2H), 3,12 (m, 2H), 2,23 (m, 2H), 1,68-1,83 (m,
6H), 1,59 (m, 2H):

MC (+ve ECI): 564,6 (M+H)".

Mpuknag 27 - OpepxanHa Crnonykn 27 y Tabnmui
3 - N-(3-dbTopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouvHamm 3 D-mponiHony (101mr, 1mmomb),
ofepxytoun crnonyky 27 y Tabmmui 3 (61mr, 44%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,65 (g, 1H), 7,31-741 (m, 2H), 7,34 (c, 1H),
6,90 (1, 1H), 6,84 (c, 1H), 4,31 (1, 2H), 4,01 (c, 3H),
3,85 (c, 2H), 3,77 (m, 1H), 3,53-3,68 (m, 4H), 3,15-
3,30 (M, 2H), 2,30 (m, 2H), 2,13 (m, 1H), 2,02 (m, 1H),
1,90 (m, 1H), 1,78 (m, 1H):

MC (+ve ECI): 550,6 (M+H)".

Mpuknag 28 - OpepxanHa Crnonykn 28 y Tabnmui
3 - N-(3-cbTopbeHin)-2-(3-{[7-(3-{[(28)-2-
rifpoKcHNponisnjamiHo}nponokcn)-6-
MeTOKCMuXiHa3oniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,
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AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyuHamu 3 (S)-(+)-1-amiHonponaH-2-ony (75wr,
1MMorb ), ogepxytoum cronyky 28 y Tabnmui 3 (70wmr,
53% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,31-7,40 (m, 2H), 7,32 (c, 1H),
6,90 (1, 1H), 6,83 (c, 1H), 4,30 (1, 2H), 4,01 (c, 3H),
3,95 (m, 1H), 3,85 (c, 2H), 3,15 (1, 2H), 3,05 (g, 1H),
2,83 (ag, 1H), 2,23 (m, 2H), 1,15 (4, 3H):

MC (+ve ECI): 524,6 (M+H)".

Mpwvknaa 29 - OgepxarHa Cronykn 29 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-(3-{[7-(3-{[(2K)-2-
rigpokcunponinjamiHo}nponokcu)-6-
MeTOKCMuXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)aueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noynHanu 3 (R)-(-)-1-amiHonponaH-2-ony (75wr,
1MMorb ), ogepxytoum cronyky 29 y Tabnmui 3 (80w,
61% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,31-7,40 (m, 2H), 7,31 (c, 1H),
6,90 (1, 1H), 6,83 (c, 1H), 4,30 (1, 2H), 4,01 (c, 3H),
3,95 (m, 1H), 3,85 (c, 2H), 3,15 (m, 2H), 3,06 (g, 1H),
2,83 (ag, 1H), 2,24 (m, 2H), 1,14 (4, 3H):

MC (+ve ECI): 524,6 (M+H)".

Mpwvknaa 30 - OpgepxarHa Crnonykn 30 y Tabnuui

- N-(3-cbTopdheHT)-2-{3-[(7-{3-[(3S)-3-
rigpokcuniponignH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane novnHamm 3 (S)~(-)-3-rigpokcuniponiauHy (87wr,
1Mmorb ), ogepxytoum cronyky 30 y Tabnmui 3 (84w,
63% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,65 (@, 1H), 7,30-7,40 (m, 3H), 6,88 (1, 1H),
6,84 (c, 1H), 4,43-4,51 (m, 1 H), 4,29 (m, 2H), 4,02 (c,
3H), 3,86 (c, 2H), 3,73 (m, 2H), 3,02-3,53 (m, 4H),
2,27 (m, 3H), 1,85-2,04 (m, 1H):

MC (+ve ECI): 536,6 (M+H)".

Mpwknaa 31 - OgepxanHa Cronykn 31 y Tabnuui
3 - N-(3-cbTopdheHin)-2-{3-[(7-{3-[(3P)-3-
rigpokcuniponianH-1-injnponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onvcaHa B npuknagi 7,
ane nounHann 3 (R)-(+)-3-rigpokcy nipon ign Hy
(87mr, 1Mmorb), ogepxytoun cnonyky 31 y Tabnuui 3
(70mr, 52% Buxig):

'H-AMP (OMCO ds, T®O): 10,45 (c, 1H), 10,18
(c, 1H), 8,46 (c, 1H), 7,98 (w 3, 1H), 7,63 (g, 1H),
7,32-7,41 (m, 2H), 7,34 (c, 1H), 7,15 (c, 1H), 6,91 (T,
1H), 6,83 (w 3, 1H), 4,69 (c, 1H), 4,15-4,24 (m, 3H),
3,94 (c, 3H), 3,76 (c, 2H), 2,72 (oA, 1H), 2,41-2,64 (m,
4H), 2,34 (ag, 1H), 1,91-2,04 (m, 3H), 1,55 (m, 1H):

MC (+ve ECI): 536,6 (M+H)".

Mpwvknaa 32 - OgepxarHa Cronykn 32 y Tabnuui
3 - 2-{3-[(7-{3-[(2-pTOpPEeTUN)(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aueTamia.

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouvHanu 3 2-((2-dTopeTnn)amiHo)eTaHony
(180mr, 1,68mmonb) i npoBogunM peakuito B N-
metunniponignHoHi npu 100°C npoTarom 8 rogwH
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opepxytoun cronyky 32 y Tabmwmui 3 (12mr, 5%
BUXif):

"H-AMP (OMCO ds): 10,45 (c, 1H), 10,18 (c, 1H),
8,47 (c, 1H), 8,00 (c, 1H), 7,63 (g, 1H), 7,37 (m, 1H),
7,35 (c, 1H), 7,15 (c, 1H), 6,91 (1, 1H), 6,83 (c, 1H),
4,54 (1, 1H), 4,43 (1, 1H), 4,37 (1, 1H), 4,18 (T, 2H),
3,95 (c, 3H), 3,77 (c, 2H), 3,46 (an, 2H), 2,78 (1, 1H),
2,70 (7, 1H), 2,60 (7, 2H), 2,52 (T, 2H), 1,92 (m, 2H):

MC (+ve ECI): 556,4 (M+H)".

2-((2-cbTOpEeTUN)amiHo )eTaHon, Lo
BUKOPUCTOBYBaNu AK BUXiOHUI Marepian,
OZEepXXyBanu B Takui cnocio:

KapboHat kambuito (22r, 159mmonb) gogasamm
00 po34MHy eTaHonamiHy (4,75mn, 78,7mmonb) i 1-
6pom-2-pTopeTtaHy (10,0r, 78,7mMmorb) y Aiokcai
(100mn) i peakuinHy cymiw Harpisann npu 80°C
npotarom 10 roauH. Peakuito KOHUeHTpyBamm i
ouvwianu 3a gornomMorow  xpomartorpadii  Ha
cunikareni. EntotoBanu gnxnopmetaH:metaHon (95:5)
i 30inbLyBanm Mo NAPHICTb no
avxrnopMeTaH:meTaHom:amiak (90:5:5) ogepxytoum 2-
((2-dbTOpeTun)amiHo)eTtaHon (7,94r, 74% Buxig). Lo
CMoMyKy Aarni ounLanu NepPeroHKoo Mpu 3HWKEHOMY
TMCKY —opepXxywounm  2-((2-doTopeTun)amiHo)eTaHon
(3,44r, 32% Buxin):

'H-AMP (OMCO ds, T®O): 9,94 (w 3, 1H), 4,79
(t, 1H), 4,68 (1, 1H), 3,67 (T, 2H), 3,37 (4, 1H), 3,30
(@,1H), 3,07 (g, 2H).

Mpwvknaa 33 - OpgepxanHa Crnonykn 33 y Tabnuui
3 - N-(3-dbTopdeHin)-2-{3-[(7-{2-[1-(2-
rigpokcveTun)nine puanH-4-inje tokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

2-{3-[(7-{2-[1-(2-TpeT-OyTOKCHETMN)NiNEPUANH-4-
injeTokcu}-6-meToKcuxiHazoniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dTopdeHin)auetamis (160wmr,
0,25MMOrb) BBOAUMM B peakLito 3 TpMTOPOLTOBOIO
kucnoTtoto (3mn) y AwuxnopmeTtaHi (3mn) npu 40°C
npotdarom 1 roguHW. PO34YMHHMK  BunaproBany,
3aMMLWOK PO3YMHANIM B CYMiWi  AMXIIOpPMeTaH
meTaHon. [logasanu xnoposogeHb (2,0N B ecTtepi,
0,4mn) opepxyioun B ocadi GexeBy TBepay
PEYOBMHY, O BUAINANN i ounwwanm 3a AOMOMOro
npenapatmBHoi PXMC opgepxytoum cronyky 33 y
Tabnuui 3, sk 6exxeBy TBepAy peyoBuHy (95mr, 58%
BUXif):

"H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,29 (c,
1H), 7,63 (m, 1H), 7,35 (m, 3H), 6,89 (m, 1H), 6,83 (c,
1H), 4,24 (m, 2H), 3,99 (c, 3H), 3,85 (c, 2H), 3,76 (m,
2H), 3,52 (g, 2H), 3,26 (m, 1H), 3,14 (m, 2H), 2,98 (T,
2H), 1,94 (g, 2H), 1,81 (m, 2H), 1,57 (m, 2H):

MC (+ve ECI): 564,2 (M+H)".

2-{3-[(7-{2-[1-(2-TpeT-OyTOKCHETMN)NiNEPUANH-4-
injeTokcu}-6-meToKCUxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dpTopdeHin)aueTamia, Lo

BUKOPUCTOBYBaNu AK BUXiOHUI Marepian,
OZEepXXyBanu B Takuii cnocio.
a) 4-(2-rigpokcmeTun)ninepuanH (1,94,

15mMMonb) y aumeTtundopmamigi (20mn) seogunm B
peakuito 3 2-(2-OpoOMETOKCU)-2-MeTUNMPONaHOM
(3,13r, 17,3mmorb) npu 50°C npotsarom 15 roawH.
Cymiw oxonogxysarmm i TBepAy pPeyoBUHY Buaansnm
3a pgonomorolo inbTpyBaHHA. TBepdy pevyoBUHY
npoMmBann etunaueTatom | OpraHiyHi  po3yunHU
npoMuBanM BOAOW, cywmnu (cynbdar marito) i
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KOHLIeHTpyBanu ofepxyroun 2-(1-(2-TpeT-
6yToKCMeTUN)NiNnepuanH-4-in)eTaHoN SIK XXOBTE Macrio
(2,35r, 100% Buxig):

'H-AMP (OMCO ds, T®O): 3,63 (m, 2H), 3,40-
3,50 (m, 4H), 3,20 (m, 2H), 2,93 (1, 2H), 1,84 (g, 2H),
1,50-1,70 (m, 1H), 1,30-1,45 (4H), 1,18 (c, 9H).

6) N'-(2-uiaHo-5-rigpokcu-4-meTtokcudeHin)-N,N-
avnmetunimigogopmamia  (876mr,  4mmorb) Y
auxrnopmeTaHi (2mn) BBOAWM B peakuito 3 2-(1-(2-
TpeT-OyToKCcHMeTMN)NinepuanH-4-injetaHonom (916wr,
4,4mmornb) 'y mpucyTHOCTI TpudeHindocdiny (1,2r,
4,6MMOIb) MpY NOBINBHOMY [O4aBaHHI PO3YMHY AW-
TpeT-6yTnnasoaukap6okcunaTty (1,058r, 4,6mmonb) y
avxnopmeTaHi  (5mn).  Cymiw  nepemiwysanu
npoTAroM 2 TroAuMH MpU KiIMHaTHIM Temnepatypi i
oumLanu 3a JornomMorot xpomartorpadii. EntotoBanu
AuxrnopmeTaH:eTunaleTar:meTaHon (5:4:1)
OZlEPXKYHoUn N-(5-{2-[1-(2-TpeT-
6yTOoKCMeTUN)nine puanH-4-injeTokcu}-2-LiaHo-4-
meTokcudeHin)-N,N-gumetunimigodopmamia (720wmr,
42% Buxia):

'H-AMP (OMCO ds, T®O): 8,54 (c, 1H), 7,50 (c,
1H), 7,29 (c, 1H), 4,14 (m, 2H), 3,85 (c, 3H), 3,64 (m,
2H), 3,53 (@, 2H), 3,37 (c, 3H), 3,33 (m, 1H), 3,27 (c,
3H), 3,21 (m, 2H), 2,98 (1, 2H), 1,80-2,00 (m, 2H),
1,60-1,80 (m, 2H), 1,30-1,60 (m, 2H), 1,18 (c, 9H):

MC (+ve ECI): 431,28 (M+H)".

B) N-(5-{2-[1-(2-TpeT-OyTOKCHMETUN)NiNEpNANH-4-
inleTokcm}-2-uiaHo-4-meTokcudpeHin)-N,N-
avmetunimigogopmamig  (654mr,  1,5Mmorb) B
ouTosin kucnoTi (1,35mn) Harpisarm 3 (3-amiHo-1H-
nipason-5-inmouTtoBoto kucnoToto (214mr, 1,52Mmonb)
npu  KUMATIHHI  3i  3BOPOTHMM  XONOAWUIIbHUKOM
npoTtarom 45 xsunuH. OLTOBY KUCINOTY BMNAaptoBamm i
3anunLIoK nepeHocunm B CyMmiLL
AVXropMeTaH:MeTaHo M.

OdopaBann Hagnuuwok AiisonponineTnamidy i
pPO3YMHHMK BuMaptoBarn y Bakyymi. [o TBepaol
pevoBuHM JodaBany guxropMeTaH, Wwo inbTpysanm
i cywmnm ofepXyodn {3-[(7-{2-[1-(2-TpeT-
6yToKcMeTUn)nine puanH-4-injeTokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imouToBy kucrnoty sk 6inmin nopowok (530mr, 66%
BUXif):

"H-AMP (OMCO de): 8,94 (c, 1H), 8,27 (c, 1H),
7,33 (c, 1H), 6,80 (c, 1H), 4,27 (m, 2H), 3,99 (c, 3H),
3,74 (c, 2H), 3,65 (m, 2H), 3,52 (g, 2H), 3,20-3,30 (Mm,
3H), 2,99 (7, 2H), 1,98 (a4, 2H), 1,9-1,7 (m, 2H), 1,5 (m,
2H), 1,82 (c, 9H):

MC (+ve ECI): 527,2 (M+H)".

r) {3-[(7-{2-[1-(2-TpeT-OyTOKCHMETUN)NiNEPUANH-4-
injeTokcu}-6-meToKcuxiHa3oniH-4-ir)amiHo]-1H-
nipason-5-imoutoBy kucnoty (210mr, 04mMmork) y
avmeTundopmamigi (2,1mn) BBogunNM B peakuito 3 3-
dTopaHiniHom (58mr, 0,52mMmonb) y MPUCYTHOCTI
rigpoxropugy 1-(3-gumeTnnamiHo nponin)-3-
etunkapbogiimigy  (107mr,  0,56mmomnb) i 2-
rigpokcunipuaun-1-okengy (53mr, 0,48mmonb) npwm
55°C npotarom 1,5 roguwH. PeakuiiHy cymiw
OXOJIoKYBanu, PO3BOAUMMN AUXIIOPMETaHOM (7Mn) i
ouvwlanu 3a gornomMorow  xpomartorpadii  Ha
cunikareni. EntooBanu guxnopmeTaH : meTaHon (9:1)
i 30inbLyBanm Mo NAPHICTb no
avxropMeTaH:meTaHom:amiak (9:1:0,1) ogepxytoum 2-
{3-[(7-{2-[1-(2-TpeT-6yTOKCHETUN)NiNEPUANH-4-
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injeTokcu}-6-meToKCuxiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dTopdeHin)auetamis (162wmr,
65% BUXia) SIK CBITNO-POXEBY TBEPAY PEHOBUHY:

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,27 (c,
1H), 7,63 (m, 1H), 7,32-7,40 (m, 3H), 6,89 (m, 1H),
6,82 (c, 1H), 4,25 (m, 2H), 3,99 (c, 3H), 3,84 (c, 2H),
3,64 (m, 2H), 3,51 (a4, 2H), 3,10-3,30 (m, 3H), 2,99 (T,
2H), 1,97 (@, 2H), 1,60-1,95 (m, 2H), 1,78 (c, 9H);1,51
(m, 2H):

MC (+ve ECI): 620,3 (M+H)".

Mpwvknaa 34 - OgepxanHa Cronykn 34 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcueTMn)(nponin)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onvcaHa B npuknagi 7,
ane noyvHann 3 2-(nponinamiHo)etaHony (160wmr,
1,55MMorb) i npoBogurm peakuio B N-
mMeTunniponiguHoHi (2,5mMn) y npucyTHOCTI voauay
kanito (103mr, 0,62mmonb) mpu 60°C npotarom 8
roavH ogepxytoun cronyky 34 y Tabrmui 3 (21wmr,
12% Buxia):

'H-AMP (OMCO ds, T®O): 8,98 (c, 1H), 8,32 (c,
1H), 7,66 (g, 1H), 7,35-741 (m, 2H), 7,36 (c, 1H),
6,91 (1, 1H), 6,85 (c, 1H), 4,32 (1, 2H), 4,02 (c, 3H),
3,86 (c, 2H), 3,78 (7, 2H), 3,35 (M, 2H), 3,28 (m, 2H),
3,17 (m, 2H), 2,29 (m, 2H), 1,73 (m, 2H):

MC (+ve ECI): 552,2 (M+H)".

Mpwvknaa 35 - OpgepxanHa Crnonykn 35 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane novnHanu 3 2-(isonponinamiHo)etaHony (160mr,
1,55mMmorb), opgepxytoun cronyky 35 y Tabmmui 3
(98mr, 57% Buxig):

'H-AMP (OMCO ds, T®O): 8,98 (c, 1H), 8,31 (c,
1H), 7,66 (g, 1H), 7,32-741 (m, 2H), 7,37 (c, 1H),
6,92 (1, 1H), 6,85 (c, 1H), 4,33 (1, 2H), 4,02 (c, 3H),
3,86 (c, 2H), 3,79 (m, 2H), 3,33 (m, 4H), 3,17 (m, 1H),
2,33 (m, 2H), 1,31 (T, 6H):

MC (+ve ECI): 552,2 (M+H)".

Mpwvknaa 36 - OgepxarHa Cronykn 36 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane noyvHamm 3 2-(iso6ytvnamiHo)etanony (181wr,
1,55mMmorb), opgepxytoun cronyky 36 y Tabmmui 3
(101mr, 57% Buxig):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,63 (g, 1H), 7,32-7,41 (m, 2H), 7,34 (c, 1H),
6,90 (1, 1H), 6,83 (c, 1H), 4,30 (1, 2H), 4,00 (c, 3H),
3,84 (c, 2H), 3,80 (1, 2H), 3,37 (1, 2H), 3,28 (1, 2H),
3,00-3,15 (m, 2H), 2,29 (m, 2H), 2,12 (m, 2H), 1,00 (4,
6H):

MC (+ve ECI): 566,3 (M+H)".

2-(i306yTMnamMiHo)eTaHonm, L0 BMKOPUCTOBYBamnu
SIK BUXiZHUI MaTepian, ogepXyBanm B Takui crnocio:

EmuneHokeung (5,28r, 120mMmonb) y MmeTaHori
(14mn), oxomogxyBarm go -60°C, rnoBinbHO
Aopasanu po3duH i3obytunaminy (30,71, 420Mmonb)
y meTtaHoni (100mn) mpu - 65°C nig aproHom. Cymil
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3anMwanu nepemiwlysatucs npu KiMHaTHIN
Temnepatypi mpoTaroMm 14 roguvH, KOHUEHTpyBamm i
Macro, LWo 3anMwuiochb, OYWLLANM 3a AOMOMOrolo
neperoHkn (130°C @ 0,5vm Hg) opepxytoum 2-
(izobytunamivo)etaHon (11r, 78% Buxig):

"H-AMP (OMCO ds): 4,40 (m, 1H), 3,42 (m, 2H),
2,50 (m, 2H), 2,30 (g, 2H), 1,63 (m, 1H), 0,85 (a4, 6H).

Mpwvknaa 37 - OpgepxarHa Cronykn 37 y Tabnuui

- 2-{3-[(7-{3-[(2,2-gnmeTnnnponin)(2-

rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-

dTOpdheHin)aLeTamia
AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane rnoynHanm 3 2-(2,2-

AvmeTunnponin)amidHo)etarony (203mr, 1,55Mmonb),
opepxytoun crnonyky 37 y Tabnmui 3 (111wmr, 61%
BUXif):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (g, 1H), 7,32-741 (m, 2H), 7,34 (c, 1H),
6,90 (1, 1H), 6,83 (c, 1H), 4,31 (1, 2H), 3,99 (c, 3H),
3,84 (c, 2H), 3,83 (1, 2H), 3,42 (1, 2H), 3,32 (1, 2H),
3,20 (g, 2H), 2,35 (m, 2H), 1,07 (c, 9H

MC (+ve ECI): 580,3 (M+H)".

2-((2,2-gumeTunnponin)amiHo )eTaHon, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZEepXXyBanu B Takuii cnocio:

ETtunenokeuna (2,5mn, 5,0MMonb) oxonomKyBanm
o -20°C, noBinbHO pJgodaBarmM  po3yvH  (2,2-
avmetunnponin)amivy (13r, 150Mmorb) y MeTaHori
(15mn)  mpm  -30°C  nmig  aproHoMm.  Cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
16 roguH. PoO34MHHVMK BunaptoBanu i 3anuLIoK
oyynLanu 3a 4onomoroto neperoHku (T. kun. 132°C @
9MMm Hg) OZlEPXKYIoUn 2-((2,2-
AvmeTunnpornin)amiHo)etaHon (6,4r, 97% Buxig):

"H-AMP (OMCO ds, T®O): 3,70 (m, 2H), 3,02 (m,
2H), 2,81 (m, 2H), 0,98 (c, 9H).

Mpwvknaa 38 - OpgepxarHa Cronykn 38 y Tabnuui
3 - 2-{3-[(7-{3-[anin(2-rigpokcueTnn)amiHoNpomnoKcu}-
6-MeToKCcUxiHa3oniH-4-in)amiHo]-1H-nipazon-5-in}-N-
(3-dbTOpdheHiIn)aueTamig

AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane nouvHarm 3 2-(aninamiHo)eTtaHony (156mr,
1,55mMmorb), opgepxytoun cronyky 38 y Tabmmui 3
(33mr, 19% Buxig):

'H-AMP (OMCO ds, T®O): 8,98 (c, 1H), 8,31 (c,
1H), 7,65 (g, 1H), 7,34-743 (m, 2H), 7,34 (c, 1H),
6,92 (1, 1H), 6,85 (c, 1H), 6,01 (m, 1H), 5,64 (g, 1H),
5,58 (g, 1H), 4,31 (7, 2H), 4,02 (c, 3H), 3,92 (T, 2H),
3,86 (c, 2H), 3,81 (7, 2H), 3,20-3,40 (m, 4H), 2,31 (m,
2H):

MC (+ve ECI): 550,2 (M+H)".

2-(aninamiHo)eTaHon, WO BMKOPUCTOBYBamM K
BUXiOHWA MaTepian, OAepXKyBanm B Takui crnocio:

ETtuneHokeug (2,5mn, 50Mmonb) oxonomKeHuia
po -20°C popasanm [o po3dvHy aninaminy (14r,
250mmorb) y metaHoni (20mn) mpu -20°C. Cymiw
nepemillysanu npu KiMHaTHIN TemnepaTtypi NpoTarom
14 roawH, pO3YMHHMK BMMaploBanM i Macno, Lo
3aMMLLINIIOCh, OYULLANM 3@ JOMOMOrO NepPeroHku (T.
kun. 140°C @ 14mm Hg) ogepxyioun 2-
(aninamiHo)etaHon (4,2r, 84% Buxig):

'H-AMP (OMCO de): 5,80-5,86 (M, 1H), 5,14 (m,
1H), 5,02 (m, 1H), 3,43 (m, 2H), 3,14 (m, 2H), 2,50 (m,
2H).

),
):
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Mpwvknaa 39 - OpgepxanHa Cronykn 39 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane noyuHamm 3 2-(npon-2-iH-1-amiHo)eTaHony
(153mr, 1,55mMmonb), ogdepxykum cronyky 39 y
Tabnuui 3 (48mr, 28% Buxig):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,32-741 (m, 2H), 7,32 (c, 1H),
6,90 (1, 1H), 6,90 (c, 1H), 4,31 (1, 2H), 4,29 (c, 2H),
4,00 (c, 3H), 3,90 (c, 1H), 3,84 (c, 2H), 3,79 (1, 2H),
3,43 (M, 2H), 3,34 (m, 2H), 2,30 (m, 2H):

MC (+ve ECI): 548,2 (M+H)".

2-(npon-2-iH-1-inamiHo)eTaHon, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio:

EtuneHokeug (3,3r, 75mMmonb) y meTaHoni (10mn)
oxonompkysanm o -40°C, noBinbHO AoJaBany po3yvH
nponaprinamivy  (16,5r, 300Mmonb) y MeTaHori
(60mn) oxonomkeHun go -65°C nig aproHom. Cymil
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTarom
16 roAwH, pO3YMHHWK BUMaploBarM | 3anuLLOK
oynanu 3a JOMOMOrOK MEePEeroHKN OAepXyrun 2-
(npon-2-iH-1-inamiHo)eTaHon (51, 67 % Buxig):

"H-AMP (OMCO ds, T®O): 3,91 (m, 2H), 3,65 (M,
3H), 3,06 (m, 2H).

Mpwvknag 40 - OpgepxanHa Crnonykn 40 y Tabnuui
3 - 2-{3-[(7-{3-[umknonponin(2-
rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aLeTamia

AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane noysHamm 3 2-(4MKMonponinamMiHo)eTaHo fy
(156wmr, 1,55mMMmonb, ogepxyBanu sik omrmcaHi [Moppoy
O. ®.iiH. (Morrow, D, F et al) y J. Med. Chem. 1973,
16, 736-9]), ogepxytoun crnonyky 40 y Tabrmui 3
(22mr, 13% Buxig):

"H-AMP (OMCO ds, T®O): 8,97 (c, 1H), 8,31 (c,
1H), 7,65 (g, 1H), 7,33-7,42 (m, 2H), 7,37 (c, 1H),
6,92 (1, 1H), 6,85 (c, 1H), 4,33 (m, 2H), 4,02 (c, 3H),
3,86 (c, 2H), 3,79 (7, 2H), 3,48 (m, 2H), 3,42 (1, 2H),
2,97 (m, 1H), 2,36 (m, 2H), 1,04 (m, 2H), 0,94 (m, 2H):

MC (+ve ECI): 550,2 (M+H)".

Mpuknag 41 - OpepxanHa Crnonykn 41 'y Tabnmui

- 2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rigpOoKCUeTUM)amiHO] MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-

dTOpdheHin)aLeTamia
AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane noYvHanm 3 2-

((uMknonponinvmeTn)amiHo )eTaHo 1y (178mr,
1,55mMmorb), opgepxytoun cronyky 41 y Tabnmui 3
(19mr, 1% Buxig):

'H-AMP (OMCO ds, T®O): 8,97 (c, 1H), 8,31 (c,
1H), 7,66 (g, 1H), 7,33-7,42 (m, 2H), 7,34 (c, 1H),
6,91 (1, 1H), 6,85 (c, 1H), 4,32 (1, 2H), 4,01 (c, 3H),
3,86 (c, 2H), 3,81 (7, 2H), 3,44 (m, 2H), 3,35 (m, 2H),
3,18 (1, 2H), 2,30 (m, 2H), 1,16 (m, 1H), 0,61 (m, 2H),
0,46 (m, 2H):

MC (+ve ECI): 564,2 (M+H)".

2-((umknonponinMeTuIT)aMmiHo )eTaHof, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio:
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a) PosuuH  emunokcaninxnopugy  (4,2mn,
37,6mmorb) y pauxiopmeTadi  (35mn)  gopasanu
npoTArom 30 XBUINUH no pO34nHy
uvknonponinveTunamivy  (3mn,  34,6mMmornb)
Tpyetunaminy (7mn) y guxnopmeTaHi (35mn) npwu
0°C. Cymiw nepemiwyBarm  npu  KiMHaTHI
TeMmnepatypi npotarom 2 roawH. [opasanu Boay
(20mn) i pH posognmm go 3 BukopucToBytoum 2,0N
XIOPOBOAHEBY KMCIOTY. OpraHiyHy dasy
BiJjOKpemmioBanM, cywmmm  (cynbgar MarHio) i
KOHLIEHTpYyBanu OfePXYHHU etvn
[(uvknonponinmeTnn)amiHo](okco)aueTat (5,9r, 100%
BUXif):

'H-AMP (CDCl3): 7,24 (w 3, 1H), 3,24 (m, 2H),
1,43 (1, 3H), 1,04 (m, 1H), 0,59 (m, 2H), 0,29 (m, 2H):

MC (+veECI): 172 (M+H)".

6 Po3uunH etvn
[(uvknonponinmeTn)amiHo](okco)aueTaTty (5,9r,
34,6mmorb) y TeTparigpodypaHi (30mn) gopasanu
npu KiMHaTHIM Temnepatypi A0 CyMilli KOMMIeKcy
6opaH:TeTparigpodypaH (130mn 1,0 N posuumHy B
Tr®, 130mmorb) i xnopTpumeTuncunaHy (34mmn,
268mmorb). PeakuiiHy cymill nepemiyBanu npu
KiMHaTHIn ~ Temnepatypi npoTarom 48  roavH.
Hopasanm meTtaHon (20mn) i peakuito nepemillysanm
npoTArom e 30 XBUIUH, po3soaunu
AvxropMeTaHoM | JogaBany  KOHLEHTPOBaHWUM
po3uMH xylopBogHeBoi  kucrotv  (4mn).  Cymiw
nepemiwysanu npotarom 30 XBUNMH, Nianyrosysanu
MeTaHomnMbHUM amiakom (7N) i oTpumaHy TBepay
peyoBUHY dinbTpyBanm i npomMmuBanu
anxnopmeTtaHoM. OpraHiyHy ¢hasy BigokpemnoBany,
KOHUEHTpyBanuM i  ouawamm 3a  [OMOMOrok
Xpomatorpadii Ha cunikare ni. E niotoBanu
AVXIiopMeTaHoM, nicns yoro 36inbLwyBanu
MomsipHiCT A0 AuxnopmeTaH:meTaHon  (95:5),
AvxropMeTaH:MeTaHobHUIA amiak (9:1) oaepxytoun
2-((umknonponinMeTu)aMmiHo)eTaHo N K 6Nio0-XOBTY
piavny (2,99r, 75% Buxig):

'H-AMP (OMCO ds, T®O): 3,66 (1, 2H), 3,02 (T,
2H), 2,84 (g, 2H), 1,06 (m, 1H), 0,58 (m, 2H), 0,35 (m,
2H).

Mpuknag 42 - OpepxanHa Crnonykn 42 y Tabnmui
3 - 2-{3-[(7-{3-[umknobyTnn(2-
rigpOoKCUeTUM)amiHO] MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aLeTamia

AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane noyumHamm 3 2-(UmknoOyTmnamiHo)eTaHony
(178mr, 1,55MmMoMmb - ofepxyBarm SK  OMNWCaHi
[Moppoy O. ®. i iH. (Morrow, D, F et al) y J. Med.
Chem. 1973, 16, 736-9]), ogepxytoun cronyky 42 y
Tabnuui 3 (42mr, 24% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,36 (m, 2H), 7,34 (c, 1H), 6,90 (T,
1H), 6,83 (c, 1H), 4,29 (7, 2H), 4,00 (c, 3H), 3,94 (m,
1H), 3,85 (c, 2H), 3,75 (m, 2H), 3,25 (m, 2H), 3,17 (m,
2H), 2,08-2,39 (m, 6H), 1,76 (m, 1H), 1,69 (m, TH):

MC (+ve ECI): 564,2 (M+H)".

Mpwvknaa 43 - OpgepxarHa Cronykn 43 y Tabnuui
3 - 2-{3-[(7-{3-[umknoneHTnn(2-
rifpoKCMEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aLeTamia
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AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane nouuHanM 3  2-(UMKIOMEeHTUMamiHO)eTaHony
(200mr, 1,55MmoMmb - opepxyBarmM  SIK  OMNMCaHi
[Moppoy O. ®. i iH. (Morrow, D, F et al) y J. Med.
Chem. 1973, 16, 736-9]), ogepxytoun cronyky 43 y
Tabnuui 3 (30wmr, 17% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (g, 1H), 7,34-7,42 (m, 2H), 7,33 (c, 1H),
6,90 (1, 1H), 6,84 (c, 1H), 4,31 (1, 2H), 4,00 (c, 3H),
3,85 (c, 2H), 3,65 (T, 2H), 3,48 (m, 1H), 3,37 (m, 2H),
3,28 (M, 2H), 2,30 (m, 2H), 2,08 (m, 2H), 1,72 (m, 3H),
1,58 (m, 3H):

MC (+ve ECI): 578,3 (M+H)".

Mpuknag 44 - OpepxanHa Crnonykn 44 'y Tabnmui

- 2-{3-[(7-{3-[(2,2-aumeTOKCHMETUN)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-

dTOpdheHin)aLeTamia
AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane noYvHanm 3 2-((2,2-

AvmeToKcueTun)amiHo)etaHony (231mr, 1,55Mmons),
ogepxytoun crnonyky 44 y Tabrmui 3 (89mr, 48%
BUXif):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,63 (g, 1H), 7,31-7,40 (m, 2H), 7,33 (c, 1H),
6,89 (1, 1H), 6,83 (c, 1H), 4,85 (1, 1H), 4,28 (1, 2H),
4,00 (c, 3H), 3,84 (c, 2H), 3,80 (1, 2H), 3,41 (c, 6H),
3,37 (m, 6H), 2,29 (m, 2H):

MC (+ve ECI): 598,2 (M+H)".

2-((2,2-gumeToKCUeTUN)aMiHO )e TaHo 11, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio.

EtaHonamiH (4mn, 66,3mMmorb) y giokcaHi (50mn)
y npucyTHocTi kapboHaTy kanito (6,9r, 50mmons)
BBOAUMM B peakuito 3 2-6pom-1,1-gumeToKkCcMeTaHoOM
(5mn, 42,3mmorb) mpyu 75°C npoTarom 6 roauH.

TBepay peyoBuHY @inbTpyBanmM i npomwusanu
JiokcaHoM. OTpumaHy OopraHiyHy dasy
KOHUEHTpyBarmiM i  ouawamm 3a  [OMOMOror
Xpomatorpadii Ha cunikare ni. E niotoBanu
AVXIiopMeTaHoM, nicns yoro 36inbLwyBanu
MoNspHICTL A0  AuXropmeTaH meTaHon (97:3),
auxropmeTaH MeTaHOMbHUIA  amiak  (94:6)
ofepxytloun  2-((2,2-guMeTokcreTUn)amiHo )eTaHon

(2,4r, 38% Buxig) sk 6MiQO-KOBTY PiANHY:

"H-AMP (OMCO ds, AcOD): 4,64 (T, 1H), 3,61 (T,
2H), 3,34 (c, 6H), 2,99 (m, 2H), 2,93 (M, 2H).

Mpwvknag 45 - OpgepxarHa Crnonyku 45 y Tabnuui
3 - 2-{3-[(7-{3-[(2,2-andpTOpEeTUN)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMIH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aLeTamia

AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane nouyuHamm 3 2-((2,2-gudpTopeTvn)amiHo)eTaHo fny
(194mr, 1,55Mmonb), ofdepxykum crionyky 45 'y
Tabnuui 3(27wmr, 15% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (g, 1H), 7,33-7,40 (m, 2H), 7,33 (c, 1H),
6,89 (1, 1H), 6,84 (c, 1H), 6,61 (1, 1H), 4,30 (T, 2H),
4,01 (c, 3H), 3,90 (1, 2H), 3,85 (m, 4H), 3,48 (m, 2H),
3,42 (m, 2H), 2,34 (m, 2H):

MC (+ve ECI): 574,3 (M+H)",

2-((2,2-gudTopeTnn)amiHo))eTaHon, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio:
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a) Metun pgudTopauetar (5r, 45mMmornb) B
aueTtoHiTpuni  (50mn) BBOAMNM B peakuilo 3
eTaHonamiHom (2,66mn, 45,4MMonb) Npu KiMHaTHIN
Temnepatypi npotdarom 24 roauH. Po34nHHMK
BMMNaploBanM i Macro, Lo 3anMLUMIIoCh, OYMLLANn 3a
JornomMoroto xpomarorpadii Ha cunikareni, enooBanu
OVXINopMeTaH:MeTaHo I (96:4), noTim
AVXriopMeTaH:MeTaHObHUIA amiak (94:6) odepxytoun
2,2-gudptop-N-(2-rigpokcuneTun)auetamig (6,18r, 98%
BUXif):

"H-AMP (OMCO ds): 8,76 (w 3, 1H), 6,21 (T, 1H),
4,78 (1, 1H), 3,46 (1, 2H), 3,22 (1, 2H):

MC (+ve ECI): 140 (M+H)".

6) Komnnekc 6opan-TeTparigpodypaH (40mn
1,0N posunmHy B TI®d, 40mmorb) pogasanu Mo
kpamnax mpu 0°C po posunHy 2,2-gudTtop-N-(2-

rigpokcueTun)auetamigy  (2,78r, 20mmonb) vy
TeTparigpodypaHi  (30mn). Cymiw HarpiBanu npwu
KiMHaTHIX Temnepatypi | MOTiIM HarpiBanu 3i

3BOPOTHUM XONOAWUIBHUKOM MpoTaroM 18 rogwH.
PeakuiiHy cymilw oxornomxyBamu OO  KiMHATHOT
TemnepaTypu i Mo Kpannsx JoAaBany KOHLEHTPOBaHy
XIOPOBOAHEBY KMCIoTy (6Mmn). Po3unHHmK
BMMaploBanM i HeOouMLeHW MPOAYKT ouvwanm 3a
JornomMoroto xpomatorpadii Ha cunikare ni. EntotoBanu
AVXropMeTaH:MeTaHOolbHUA  amiak  (96:4), noTim
AVXriopMeTaH:MeTaHobHUIA amiak (94:6) odepxyoun
2-((2,2-pupTopetvn)amiHo)etaHon  (0,97r,  39%
BUXif):

'H-AMP (OMCO ds, T®O): 6,40 (M, 1H), 3,69 (T,
2H), 3,56 (m, 2H), 3,11 (T, 2H).

Mpwvknag 46 - OgepxarHa Cronykn 46 y Tabnuui
3 - N-(3-dbTopdpeHin)-2-{3-[(7-{3-[(2-
rigpokcneTnn)(3,3,3-Tpud Topnponin)amiHoNponoKcu-
6-MeTOKCUXiHa30 MiH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane noYmHanm 3 2-((3,3,3-
TpudpTopnponin)amiHo)eTaHony (221mr, 1,55Mmomb),
ofepxytoun crnonyky 46 y Tabmmui 3 (77mr, 41%
BUXif):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,63 (g, 1H), 7,31-7,40 (m, 2H), 7,33 (c, 1H),
6,89 (1, 1H), 6,83 (c, 1H), 4,29 (1, 2H), 3,99 (c, 3H),
3,84 (c, 2H), 3,79 (7, 2H), 3,51 (m, 2H), 3,38 (m, 2H),
2,91 (m, 2H), 2,29 (m, 2H):

MC (+ve ECI): 606,2 (M+H)".

2-((3,3,3-TpudpTopnponin)amiHo )eTaHo 1, Lo

BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZlepXXyBanu B Takui cnocio:
3-6pom-1,1,1-TpudTopnponaH (5,5mn,

51,65mmonb) y piokcadi  (50mMn) 'y  mpuUCYTHOCTI
kapboHaty kanito (14,15r, 102,5mMmonb) BBOAUIM B
peakuito 3 eTaHonamiHom (3,0mn, 51mmornb) npwu
60°C npoTarom 36 roguH. Po3uvHHWK BunaptoBanu i
3anMLLIoK ouMLLlany 3a 4ONoMOoro xpomatorpadii Ha
cunikarerni. EntotoBamm AunxropmeTaH:MmeTaHon
(95:5), nmoTim  nmigBUWYBanM  MONSPHICTL A0
AvxriopMeTaH:MeTaHobHUIA amiak (95:5) ogepxytoun
2-((3,3,3-TpudbTopnponin)amiHo)etaHon (4,47r, 55%
BUXif):
'H-AMP (OMCO ds, T®O): 3,56 (1, 2H), 2,97 (T,
2H), 2,82 (1, 2H), 2,57 (m, 2H).
Mpuknag 47 - OpepxanHa Crnonykn 47 'y Tabnmui
- 2-{3-[(7-{3-[(unknobymnmeTnn)(2-
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rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-

dTOpdheHin)aLeTamia
AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane noYvHanm 3 2-

((umMknoByTMIMETMM)aMiHO )eTaHO Ty (200mr,
1,55mMmorb), opgepxytoun cronyky 47 y Tabmwmui 3
(87mr, 49% Buxig):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,64 (g, 1H), 7,32-7,43 (m, 2H), 7,32 (c, 1H),
6,89 (1, 1H), 6,83 (c, 1H), 4,29 (1, 2H), 4,00 (c, 3H),
3,85 (c, 2H), 3,77 (1, 2H), 3,19-3,34 (m, 6H), 2,75-
3,03 (m, 1H), 2,27 (m, 2H), 2,11 (m, 2H), 1,85 (M, 6H):

MC (+ve ECI): 578,3 (M+H)".

2-((umMKnobyTMNMETMM)aMiHO )eTaHo, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takuii cnocio:

a) Limkno6yTtaHkap6oHinxnopwg (5mn,
43,8MMorb) MOBIMBHO AofdaBanmyM A0  PO3YMHY
etvnrhigmHaty (5,86r, 42Mmorb) y AMXIOPMETaHi
(100mn) i Tpuetunaminy (14,6mn, 105Mmornb) npu
0°C. Cymiw roTiM nepemiwyBanM npu KiMHaTHI
Temnepatypi npotarom 14 roguH. PeakuiHy cymill
npomuBart 1,0 N XMOpPBOAHEBOIO KUCMOTOK i
opraHiyHy ¢hasy BigokpeMmoBanu, cylumnu (cynedar
MarHito) i BUNapoBanu y BakyyMi 00epXYH4M KOBTY
TBEPAY PEYOBUHY. MepekpvcTanisyBanm 3
OuxropMeTaH : neTponenHnn edip, ogepyroum etmn
N-(umknoOyTunkapboHin)rniuMHar, sk 6iny TBepay
peyoBwuHy (7,78r, 100% Buxig):

"H-AMP (OMCO ds): 8,08 (1, 1H), 4,09 (o, 2H),
3,79 (c, 2H), 3,07 (m, 1H), 2,00-2,18 (m, 4H), 1,89 (m,
1H), 1,78 (m, 1H), 1,20 (T, 3H).

6) Etun N-(umknobytunkapboHin)rniumHaT (7,6r,
41mmonb) y TeTparigpodpypani (40mn) gogasanm oo
komnnekcy 6opaH-TeTparigpodypaH (100mn  1,0N
po3sumHy B TeTparigpodypaHi, 100mMoskb) i HarpiBamm
npu 60°C npoTsrom 24 rogvH. [o cymiwi gonasanu
we «komnnekc 6opaH-TeTparigpodypaH (20mn) i
HarpiBaHHS npoJoBXyBanu We 8 roauH. PeakuiviHy
CyMilll MOTiM MOBIflbHO PO3BOAWNM MeTaHoIoM (20mr)
i nepemiwyBanu npu KiMHaTHIn  TeMmnepatypi
npotarom 0,5 roguHu. [oBinbHO  gogaBanv
KOHLIEHTPOBaHWA PO3YMH XIOPBOAHEBOI  KUCHOTU
(6Mrn) nicna 4Yoro  po3BOAUM  AUXIIOPMETaHOM.
TBepay peyoBuHy, WO BUMagana B ocaf, Bugansamm
3a JornoMorow  inbTpyBaHHa i npomwuBanu
anxnopmeTaHoM. OpraHidHy casy cywmmm (cynbdar
MarHito), KOHLEHTpyBanm i ouvwanu 3a SOoMNoMororo
Xpomatorpadii Ha cunikare ni. E niotoBanu
OVXINopMeTaH:MeTaHo I (96:4), noTim
AvxriopMeTaH:MeTaHObHUIA amiak (94:6) odepxyoun
2-((uvknobymunmeTun)amiHo)etaHon  (4,16r, 78%
BUXif):

'H-AMP (OMCO dg, T®O): 8,38 ( 3, 1H), 3,65
(T, 2H), 2,98 (m, 4H), 2,62 (M, 2H), 2,06 (m, 2H), 1,72-
1,94 (m, 4H).

Mpwvknaa 48 - OpgepxarHa Cronyku 48 y Tabnuui
3 - N-(3-dTopdeHin)-2-{3-[(7-{3-[(2-rinpokcmeTnn)(2-
METOKCUETUM)aMiHO]NPOMNOKCK}-6-ME TOKCMXIHA30 i H-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onucaHa B npuknaai 34,
ane noyvHamm 3 2-((2-MeToKcueTuI)amiHo)eTaHomy
(184wmr, 1,55mMmorb - ogepkyBanm BignosigHo Ao [A.
A. Canrtinni i iH. (A. A. Santilli at al), J. Heterocycl.
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Chem. 1972, 9, 309-13]), ogepxytoun cronyky 48 y
Tabnuui 3 (37mr, 21% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,31-7,42 (m, 2H), 7,32 (c, 1H),
6,89 (1, 1H), 6,83 (c, 1H), 4,29 (1, 2H), 4,00 (c, 3H),
3,84 (c, 2H), 3,78 (1, 1H), 3,71 (7, 1H), 3,65 (1, 1H),
3,59 (1, 1H), 3,35-3,53 (m, 4H), 3,14 (1, 1H), 3,02 (T,
1H),2,29(m, 2H):

MC (+ve ECI): 568,2 (M+H)".

Mpuknag 49 - OpnepxanHa Crnonykn 49 y Tabnmui
3 - 2-{3-[(7-{3-[(1,3-piokconan-2-inmeTnn)(2-
rifpoKCHETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(3-

dTOpdheHin)aLeTamia
AHaroriyHo peakuii, Wo onucaHa B npuknagi 34,
ane noYvHanm 3 2-((1,3-piokconaH-2-

inMeTunn)amiHo)eTaHony (227wr, 1,55mMmorb),
opepxytoun crnonyky 49 y Tabnmui 3 (105mr, 57%
BUXif):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,64 (g, 1H), 7,31-7,41 (m, 2H), 6,88 (1, 1H),
6,83 (c, 1H), 5,31 (1, 1H), 4,29 (7, 2H), 4,00 (c, 3H),
4,00 (1, 2H), 3,89 (1, 2H), 3,84 (c, 2H), 3,81 (1, 2H),
3,34-3,55 (m, 6H), 2,31 (m, 2H):

MC (+ve ECI): 596,3 (M+H)".

2-((1,3-piokconaH-2-inMeTnn)amiHo)eTaHon, Lo

BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZEepXXyBanu B Takuii cnocio:
2-(6pommeTun)-1,3-giokconaH (4,4mn,

42 ,5vmorb) y giokcaHi (60mr) BBOAMNM B peakuito 3
eTaHonamiHom (4mn, 66,3MMONb) Yy MPUCYTHOCTI
kapboHaTty kamito (6,9r, S50mmorb) mpu 75°C
npoTArom 7 roguH. Cymill KOHUEHTpYBanu i ounwanm
3a [Joromorok  xpomatorpadii Ha cunikareni,
enooBamm  guxrnopmeTtaH:meTaHon  (97:3), noTim
OuxropmMeTaH:MeTaHo fb H1iA amiak (94:6),
OZlEPXKYIoUn 2-((1,3-piokconaH-2-
inmeTun)amiHo)etaHon (1,90r, 24% Buxig):

"H-AMP (OMCO dg, T®O): 5,17 (7, 1H), 3,86-4,04
(m, 4H), 3,67 (1, 2H), 3,20 (m, 2H), 3,06 (m, 2H).

Mpwvknaa 50 - OgepxarHa Crnonykn 50 y Tabnuui
3 - 2-(3-{[7-(4-xnopbyTOKCK)-B-METOKCMXIHA3OMIH-4-
imamiHo}-1H-nipason-5-in)-N-(3-
dTOpdheHin)aLeTamia

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 3,
ane noYvHanm 3 (3-{[7-(4-xnopbyTOKCK)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imouTtoBoi kucnotM (2,05r, 5MmMornb), oAepXyloumn
cnonyky 50 y Tabmmui 3, sk mamke 6iny TBepay
pevoBwuHy (1,45r, 58% Buxig):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,27 (c,
1H), 7,64 (m, 1H), 7,33-7,40 (m, 2H), 7,29 (c, 1H),
6,72-6,88 (m, 1H), 6,83 (c, 1H), 4,27 (m, 2H), 4,01 (c,
3H), 3,85 (c, 2H), 3,76 (m, 2H), 1,92-1,99 (m, 4H):

MC (+ve ECI): 499,1 (M+H)".
(3-{[7-(4-xnopbyTOKCH)-6-MEeTOKCMXIHA30MiH-4-
imamiHo}-1H-nipason-5-injoutoBy KUCIOTY, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,

OZepXXyBanu B Takui cnocio:

a) Po3uuH N'-(2-uiaHo-5-rigpokcu-4-
meTokcudeHin)-N,N-gumetunimigodopmamiay (3,29r,
1,5Mmornb) y gumeTtundopmanmigi (33mn) i kapboHat
kanito (4,14r, 30mMMorb) BBOAMMM B peakuiio 3 1-
6pom-4-xropbytaHom (3,86r, 2,5Mmomb) npu 60°C
npotarom 2 roguvH. [1o peakuinHoi cymiwi gogasanu
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Body i Cymill MoTiM eKkcTparyBanu eTunaueTaToM.
OpraHiyHy a3y cywmmm  (cynbdar  MarHitw),
KOHLIEHTPYBanu i 3anuLwoK o4YMLanu 3a AOMOMOro
Xpomatorpadii Ha cunikare ni. E niotoBanu
auxrnopMeTaH : etunaueTar (8:2), noTim 36inbLwyBanu
nonsipHicte  go  (6:4) opgepxytoum  N-[5-(4-
xnop6yTokcn)-2-LiaHo-4-meTokcudeHin]-N,N-
anmveTunimigodopmamig, sk Giny TBepay pevoBUHY
(3,71, 80% Buxin):

"H-AMP (OMCO de): 7,97 (c, 1H), 7,09 (c, 1H),
6,74 (c, 1H), 4,07 (m, 2H), 3,73 (m, 5H), 3,06 (c, 3H),
2,96 (c, 3H), 1,87 (m, 4H).

06) N-[5-(4-xnop6yToKcH)-2-LiaHo-4-
meTokcudeHin]-N,N-gumeTunimigodopmamia  (464r,
15mMMonb) B ouToBi kucnoTi (13,5mn, 225mmMons)
BBOAWNM B peakuito 3 (3-amiHo-1H-nipa3on-5-
imoutoBoto  kucrmototo  (2,22r, 15,8MMore) npwu
KMM'ATIHHI 3i 3BOPOTHUM XONOAMIbHUKOM MPOTArom 1
roavHM. Cymiw  oxorogxysamm, po3sogunm
eTaHoroM (25mn) i oTpuMaHuin ocag oaepXKyBanum 3a
JornoMorow  inbTpyBaHHS 3 BiACMOKTYBaHHSIM.
TBepay pedvoBuHy nepemiwyBanu y Bodi 1 roauvHy,
3buparm  3a  pgonomorol  irbTpyBaHHA 3
BiACMOKTYBaHHAM i cywmmm opepxytoumn (3-{[7-(4-
xrop6yTokcu)-6-meTokcuxiHazoniH-4-injamiHo}-1H-
nipason-5-injoutoBy kucrnoty (4,5r, 74% Buxig):

'H-AMP (OMCO ds, T®O): 8,47 (c, 1H), 7,97 (c,
1H), 7,15 (c, 1H), 6,69 (c, 1H), 4,18 (m, 2H), 3,94 (c,
3H), 3,76 (m, 2H), 3,65 (c, 2H), 1,93 (m, 4H):

MC (+ve ECI): 406,14 (M+H)".

Mpwvknaa 51 - OpgepxanHa Cronykn 51 y Tabnuui
3 - N-(3-dbTopdeHin)-2-{3-[(7-{4-[(2R)-2-
(rinpokcumeTun)niponignH-1-in)6yTokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane  nouvHamm 3 2-(3-{[7-(4-xnop6yTokcu)-6-
MeTOKCHXiHa3oniH-4-injamiHo}-1H-nipa3on-5-in)-N-(3-
dTopdeHin)auetamigy (125mr, 0,25mmornb) i D-
nponiHony (76mr, 0,75MMorb) y NpUCYTHOCTI noanay
kanito (83mr, 0,5MMonb) i HarpiBamm npoTtarom 3
rogvH, ogepxytoun crnonyky 51 y Tabnmui 3 sk 6nigo-
XKOBTY TBepay peyoBuHy (68mr, 48% Buxig):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,64 (m, 1H), 7,34-7,40 (m, 2H), 7,33 (c, 1H),
6,90 (m, 1H), 6,84 (c, 1H), 4,25 (m, 2H), 4,01 (c, 3H),
3,79 (c, 2H), 3,77 (m, 1H), 3,58-3,65 (m, 3H), 3,40-
3,50 (M, 1H), 3,14 (m, 2H), 2,10 (m, 1H), 2,00 (m, 1H),
1,80-1,95 (m, 5H), 1,75 (m, 1H):

MC (+ve ECI): 564,3 (M+H)".

Mpwvknag 52 - OpgepxaHHa Cronykn 52 y Tabnuui

- N-(3-dbTopdpeHin)-2-{3-[(7-{4-[(2-
rigpokcueTnn)(isobytnn)amiHo]byTokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 51,
ane noyvHamm 3 2-(iso6ytvnamiHo)etanony (117wr,
0,75Mmorb), ogepxytoumn cronyky 52 y Tabmmui 3 sk
XKOBTY TBepay peyoBuHy (88mr, 60% Buxia):

"H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,65 (m, 1H), 7,33-7,38 (m, 3H), 6,89 (m, 1H),
6,85 (c, 1H), 4,26 (m, 2H), 4,01 (c, 3H), 3,86 (c, 2H),
3,79 (M, 2H), 3,23-3,29 (m, 2H), 3,09 (m, 1H), 2,98 (m,
1H), 2,10 (m, 1H), 1,91 (m, 4H), 0,99 (g, 6H):

MC (+ve ECI): 580,2 (M+H)".
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Mpwvknaa 53 - OgepxarHa Cronykn 53 y Tabnuui
3 - 2-{3-[(7-{[(2R)-1-(2-TpeT-OyTOKCMETUN)MipOMIQNH-
2-in]MeToKkcu}-6-meToKCUXiHA30MiH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dTopdeHin)auetamis

AHaroriyHo peakuii, Wwo onvcaHa B npuknagi 3,
ane noYvHanm 3 3-[(7{[(2R)-1-(2-TpeT-
6yToKcMeTUn)niponignH-2-inJMe Tokcu}-6-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
imouToBoi kucnotn (450mr, 0,9MMonb), oaepXytoun
cnonyky 53 y Tabnuui 3 (130mr, 24% Buxig):

"H-AMP (OMCO dg): 10,45 (c, 1 H), 10,18 (c, 1H),
8,45 (c, 1H), 7,95 (c, 1H), 7,62 (g, 1H), 7,36 (m, 2H),
7,14 (c, 1H), 6,90 (m, 1H), 6,73 (c, 1H), 4,06 (m, 1H),
3,93 (m, 4H), 3,73 (c, 2H), 3,40 (m, 2H), 3,00 (m, 4H),
2,36 (m, 2H), 1,75 (m, 3H), 1,11 (c, 9H):

MC (+ve ECI): 592,2 (M+H)".

3-[(7-{((2R)-1-(2-TpeT-6yTOKCMETUN)MIPOTIANH-2-
inlmeTokcu}-6-MeToKCcMXiHa3oniH-4-in)amiHo]-1H-
nipasosn-5-imouToBy KUCMOTY, LU0 BUKOPUCTOBYBanwu
SIK BUXiZHUI MaTepian, o4epKyBanm B Takui crnocio:

a) Po3uuH N'-(2-uiaHo-5-rigpokcu-4-
meTokcudeHin)-N,N-gumetunimigodopmamiagy (3,00r,
13,7vmore) y pauxnopmeTadi (30mn) BBOAUMM B
peakuito 3 TpeT-0yTnn (2R)-2-
(rigpokcumeTun)niponignh-1-kapbokcunatom  (3,03r,
15MMonb) y npucyTHocTi TpudeHindocdiny (5,38r,
20,5vmorb) i gieTn asogwukapbokeunaty (3,23mm,
20,5mMmorb). Cymiw nepemiwyBanvM Mpu KiMHATHIN

TeMmnepaTtypi npoTAroM 2  TFOAWH,  PO3YUHHUK
BMMaploBanM i 3anuLLIOK OuYMLanM 3a AOMOMOror
Xpomatorpadii Ha cunikare ni. E niotoBanu
eTunaueraT : neTponenHun edpip (2:8), notim (1:1)

ogepxyroun TpeT-bymn  (2R)-2-[(4-uiaHo-5-{[(1E)-
(aMmeTMnamiHo)MeTUneH]amiHO}-2-
MeToKkcudeHoKeu)MeTunniponiguH-1-kapookcunat
(5,4r, 99% Buxin):

"H-AMP (OMCO ds): 7,88-8,00 (M, 1H), 6,92-7,10
(m, 1H), 6,73 (c, 1H), 4,08 (m, 2H), 3,98 (m, 1H), 3,73
(c, 3H), 3,26 (m, 2H), 3,05 (c, 3H), 2,95 (c, 3H), 1,99
(m, 2H), 1,96 (m, 2H), 1,41 (c, 9H):

MC (+ve ECI): 403,3 (M+H)".

0) TpeT-0yTnn (2R)-2-[(4-uiaHo-5-{[(1E)-
(aMmeTMNamiHo )MeTUNeH]amiHO}-2-
MeToKkcudeHoKeu)meTun|niponiguH-1-kapookcunat
(5,4r, 13MMonb) BBOOAWNM B peakuilo i3 CyMiLLLLO
avxropmeTaH/TpudTopoutoBa kucrnota (5:1) npwu
KiMHaTHIn  TemnepaTtypi npotarom 14  rogwH.
Po3unHHMK BMMapioBanu | 3anvWoOK oyuwann 3a
JornomMoroto xpomarorpadii Ha cunikareni, enooBanu
OVXINopMeTaH:MeTaHo I (9:1), noTim
OnxrnopMeTaH:MeTaHoNbHUIA amiak (9:1), ogepXKyo4n
N'-{2-uiaHo-4-meTOKCK-5-[(2R )-niponignH-2-
inmeTokcu]deHin}-N,N-gumeTunimigodopmamig (1,5r,
35% Buxig):

'H-AMP (OMCO ds, T®O): 8,56 (c, 1H), 7,57 (c,
1H), 7,36 (c, 1H), 4,40 (m, 1H), 4,21 (m, 1H), 4,05 (m,
1H), 3,90 (c, 3H), 3,27 (m, 2H), 3,39 (c, 3H), 3,29 (c,
3H), 2,20 (m, 1H), 2,02 (m, 1H), 1,95 (m, 1H), 1,75 (m,
1H):

MC (+ve ECI): 330,2 (M+H)".

B) N'-{2-uiaHo-4-meTOKCK-5-[(2R)-niponignH-2-
inmeTokcu]deHin}-N,N-gumeTunimigodopmamis
(1,23r, 4,06mmonb) y aumeTundopmamigi (13mn)
BBOOWM B  peakuiio 3  2-(2-6pomMeTokcu)-2-
meTunnponaHom (809mr, 4,47MMOrb) Y NPUCYTHOCTI



107

kapboHaTy kanito (842mr, 6,1mmornb) npu 50°C
npoTarom 5 roavH. Po34vHHMK NoTiM BunaptoBanu i
3anMLLIoK oYuLLany 3a 4ONoMOoro xpomatorpadil Ha
cwnikareni, entoloBany AnxnopmMmeTaH:meTaHon (98:2),
notim (95:5), opgepxytounm N'-(5-{[(2R)-1-(2-TpeT-
6yToKCcMeTUN)NiponignH-2-in]Me Tokcu}-2-LiaHo-4-
meTokcudeHin)-N,N-gumetunimigodopmamig (908wmr,
56% Buxig):

'H-AMP (OMCO de): 7,91 (c, 1H), 7,07 (c, 1H),
6,74 (c, 1H), 3,97 (m, 1H), 3,84 (m, 1H), 3,72 (c, 3H),
3,39 (M, 2H), 2,92 (m, 2H), 2,50 (m, 1H), 2,31 (m, 1H),
1,91 (m, 1H), 1,68 (m, 2H), 1,57 (m, 1H), 1,11 (c, 9H):

MC (+ve ECI): 403,25 (M+H)".

r) N'-(5-{[(2R)-1-(2-TpeT-6yTOKCUHETMM)NiPONIANH-
2-inJmeTokcu}-2-uiaHo-4-meTokcudpeHin)-N,N-
avmetunimigodopmamig  (300mr, 0,74mmornb) B
ouTosin kucnoTi (0,64mn) BBOAUIM B peakuito 3 (3-
amiHo-1H-nipa3on-5-injoytoBoto  kucrototo  (110mr,
0,78umorb) mpu  120°C npotarom 20 XBWIMH.
PoO34nHHMK BUNapioBanM i 3anuwiok po3Tvpanu 3
avxnopmeTaHom ogepxytoumn {3-[(7-{[(2R)-1-(2-TpeT-
6yToKCHMeTUN)NiPOniAWH-2-inMeToKcH}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imouToBy kucnoTy (183mr, 47% Buxig):

"H-AMP (OMCO ds): 10,25 (c, 1H), 8,44 (c, 1H),
7,97 (c, 1H), 7,13 (c, 1H), 6,65 (c, 1H), 4,06 (m, 1H),
3,93 (m, 4H), 3,64 (c, 2H), 3,40 (m, 2H), 3,05 (m, 4H),
2,36 (m, 2H), 1,75(m, 3H), 1,11 (c, 9H):

MC (+ve ECI): 499,17 (M+H)".

Mpvknaa 54 - OpgepxanHa Cronykn 54 y Tabnuui

- N-(3-dbTopdeHin)-2-{3-[(7-{[(2R)-1-(2-
ripoKCMeTUN)NIipONiANH-2-iNMeToKCK}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

2-{3-[(7-{[(2R)-1-(2-TpeT-6yTOKCMETUN)MIPOTIANH-
2-inmeTokcu}-6-meToKCMXiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-dTopdeHin)auetamis (120wmr,
0,2vmMOMb) BBOOWIM B peakuilo i3 CyMmiliLo
avxropmeTaH/TpudTopouTtoBa kucrnota (5:2) npwu
KiMHaTHIn  TemnepaTtypi npotarom 18 rogwH.
Po3uvMHHUK BunaptoBanM Yy BakyyMi i 3anuuiok
ouvwlanu 3a gornomMorow  xpomartorpadii  Ha
cunikareni, enoBanu auxnopmeTtaH:meTtaHon (9:1),
noTiM  guXIiopMeTaH:MeTaHombHuiA  amiak  (95:5),
ogepxytoun crnonyky 54 y Tabrmui 3 (40mr, 37%
BUXif):

"H-AMP (OMCO ds): 11,00 (c, 1H), 10,33 (c, 1H),
8,45 (c, 1H), 7,99 (c, 1H), 7,62 (g, 1H), 7,34 (m, 2H),
7,15 (c, 1H), 6,89 (1, 1H), 6,83 (c, 1H), 4,40 (c, 1H),
4,07 (c, 1H), 3,93 (m, 4H), 3,76 (c, 2H), 3,50 (c, 2H),
3,09 (M, 1H), 2,97 (m, 2H), 2,31 (m, 1H), 1,94 (m, 1H),
1,73 (m, 2H), 1,65 (m,1H):

MC (+ve ECI): 536,2 (M+H)".

Mpwvknaa 55 - OpgepxanHa Cronykn 55 y Tabnuui
3 - N-(3,5-audtopdeHin)-2-(3-{[6-meTokcK-7-(3-
niponigux-1-innponokcu)xiHazoniH-4-injamiHo}-1H-
nipason-5-in)aueTamig

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouvHann 3 2-(5-((7-(3-xnopnponokcu)-6-
MeTOKCUXiHa3oniH-4-in)amiHo)-1H-nipa3on-3-in)-N-
(3,5-gudbtopdenin)auetamigy (130mr, 0,26mMmorb) i
niponiguHy (71mr, 1Mmornb), ogepxyroun cnonyky 55
y Tabnuui 3 (24wmr, 17% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,25-7,45 (m, 3H), 6,91 (m, 1H), 6,84 (c, 1H),
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4,30 (m, 2H), 4,01 (c, 3H), 3,86 (c, 2H), 3,60-3,75 (m,
2H), 3,30-3/45 (m, 2H), 3,00-3,15 (m, 2H), 2,20-2,32
(m, 2H), 2,00-2,15 (m, 2H), 1,80-2,00 (m, 2H):

MC (+ve ECI): 538,5 (M+H)".

Mpwvknaa 56 - OgepxaHHa Cronykn 56 y Tabnuui

- N-(3,5-gndptopdeHT)-2-{3-[(7-{3-[(2-

rifpoKCHEeTUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noYvHarmM 3 eTaHomnamiHy (61mr, 1MMoOmb),
ofepxytoun crnonyky 56 y Tabrmui 3 (50mr, 36%
BUXif):

'H-AMP (OMCO de, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,36 (g, 1H), 7,35 (4, 1H), 7,31 (c, 1H), 6,92 (T,
1H), 6,83 (c, 1H), 4,30 (1, 2H), 4,01 (c, 3H), 3,86 (c,
2H), 3,69 (T, 2H), 3,16 (m, 2H), 3,09 (m, 2H), 2,23 (M,
2H):

MC (+ve ECI): 528,5 (M+H)".

Mpwvknag 57 - OpgepxarHa Cronykn 57 y Tabnuui
3 - N-(3,5-gudptopdeHin)-2-{3-[(7-{3-[(2-rigpokcu-1,1-
aVMeTUNeTMN)aMiHo]NPOMNoKCK}-6-Me TOKCUMXIHA30MiH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
are noyuHanu 3 2-amiHo-2-meTun-1-nponaHony
(89mr, 1MmoOrb), ogepxyroun cnonyky 57 y Tabnuui 3
(50mr, 35% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H
1H), 7,37 (4, 1H), 7,35 (g, 1H), 7,33 (c, 1H
1H), 6,84 (c, 1H), 4,32 (1, 2H), 4,01 (c, 3H
2H), 3,46 (c, 2H), 3,10 (m, 2H), 2,22 (m, 2H
6H)

=

, 8,30 (c,
, 6,91 (T,
3,86 (c,
1,25 (c,

=

MC (+ve ECI): 556,5 (M+H)".

Mpwvknaa 58 - OpgepxarHa Cronykn 58 y Tabnuui
3 - N-(3,5-gudTopdeHin)-2-[3-({6-meTokCcK-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino)-1H-nipason-5-injauetamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane nouyvHamm 3 1-metunninepasuHy  (100wmr,
1MMorb ), ogepxytoum cronyky 58 y Tabnmui 3 (60wmr,
41% Buxia):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,37 (4, 1H), 7,35 (c, 1H), 7,34 (g, 1H), 6,91 (T,
1H), 6,84 (c, 1H), 4,31 (1, 1H), 4,01 (c, 3H), 3,86 (c,
2H), 3,20-3,95 (m, 8H), 3,44 (1, 2H), 2,95 (c, 3H), 2,30
(m, 2H):

MC (+ve ECI): 567,5 (M+H)".

Mpwvknaa 59 - OgepxarHa Crnonykn 59 y Tabnuui
3 - N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[eTun(2-
rigpOoKCUeTUM)amiHO] MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noyvHarm 3 2-(eTwuramiHo)etaHony (89w,
1MMorb), opepxytoun cronyky 59 y Tabnuui 3
(124wmr, 86% Buxig):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,35 (m, 2H), 7,33 (c, 1H), 6,90 (m, 1H), 6,84 (c,
1H), 4,30 (m, 2H), 4,01 (c, 3H), 3,86 (c, 2H), 3,78 (T,
2H), 3,30 (m, 6H), 2,29 (m, 2H), 1,27 (T, 3H):

MC (+ve ECI): 556,5 (M+H)".

Mpwvknaa 60 - OgepxaHHa Cronykn 60 y Tabnuui
3 - N-(3,5-gndpTopdeHT)-2-{3-[(7-{3-[2-(2-
rigpokcveTun)ninepuank-1-injnponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,
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AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noyvHanu 3 2-(2-rigpokcueTun)ninepuavHy
(129mr, 1MMonb), oaepxytoumn cronyky 60 y Tabnuui
3 (58wmr, 37% Buxia):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,36 (m, 3H), 6,95 (1, 1H), 6,90 (c, 1H), 4,30 (m,
2H), 4,00 (c, 3H), 3,85 (c, 2H), 3,10-3,70 (m, 7H), 2,25
(m, 2H), 1,80 (m,6H), 1,50 (Mm,2H):

MC (+ve ECI): 596,6 (M+H)".

Mpuknag 61 - OpepxanHa Crnonykn 61 'y Tabnmui
3 - N-(3,5-gndpTopderin)-2-{3-[(7-{3-[4-(2-
rigpokcveTun)ninepasuH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wo onuncaHa B npuknagi 55,
ane nodvHanu 3 2-ninepasvH-1-inetaHony (130mr,
1MMorb ), ogepxytoum cronyky 61 y Tabnmui 3 (80wmr,
52% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,36 (m, 3H), 6,95 (1, 1H), 6,83 (c, 1H), 4,31 (m,
2H), 4,00 (c, 3H), 3,86 (c, 2H), 3,30-3,90 (m, 14H),
2,30 (m, 2H):

MC (+ve ECI): 597,5 (M+H)".

Mpwvknag 62 - OpgepxaHHa Crnonykn 62 y Tabnuui
3 - N-(3,5-gndpTopderin)-2-{3-[(7-{3-[4-(2-
rigpokcvueT\n)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noyvHanu 3  4-(2-rigpokcueTun)ninepuanHy
(129mr, 1Mmonb), ofepxyroumn cnonyky 62 y Tabnmui
3 (67wr, 43% Buxia):

'H-AMP (OMCO ds, T®O) 8,0
1H), 7,37 (m, 2H), 7,14 (c, 1H), 6,95 (m, 1H), 6,84 (c,
1H), 4,34 (1, 1H), 4,17 (m, 2H), 3,94 (c, 3H), 3,79 (c,
2H), 3,45 (m, 2H), 2,88 (M, 2H), 2,40 (7, 2H), 1,90 (m,
4H), 1,62 (g, 2H), 1,36 (m, 3H), 1,15 (m, 2H):

MC (+ve ECI): 596,6 (M+H)".

Mpwvknag 63 - OgepxaHHa Crnonykn 63 y Tabnuui
3 - N-(3,5-gudptopdeHin)-2-[3-({7-[3-(3-
rigpokcunine puaunH-1-in)nponokcm]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTtamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane novnHamm 3 ninepugun-3-ony (101mr, 1MMomb),
ogepxytoun crnonyky 63 y Tabnmui 3 (105mr, 71%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,97 (m, 3H), 6,92 (1, 1H), 6,86 (c, 1H), 4,30 (m,
2H), 4,00 (c, 3H), 3,86 (c, 2H), 2,80-3,60 (m, 6H),
1,70-2,30 (m, 2H):

MC (+ve ECI): 568,5 (M+H)".

Mpvknag 64 - OgepxanHa Cronykn 64 y Tabnuui

- N-(3,5-audTopdeHin)-2-{3-[(7-{3-[(2-
ripoKCMOYTMI)amMiHO]MPOMNOKCK}-6-Me TOKCUXIHA3OMiH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noynHamu 3 1-amiHo6yTaH-2-ony (89mr, 1MMOmb),
ofepxytoun crnonyky 64 y Tabrmui 3 (80mr, 55%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,37 (m, 3H), 6,90 (1, 1H), 6,83 (c, 1H), 4,30 (m,
2H), 4,00 (c, 3H), 3,85 (c, 2H), 3,70 (m, 1H), 2,80-3,20
(m, 4H), 2,25 (m, 2H), 1,45 (m, 2H), 0,90 (1, 3H):

MC (+ve ECI): 556,5 (M+H)".

: 8,45 (c, 1H), 8,00 (c,
)
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Mpwvknag 65 - OgepxaHHa Crnonykn 65 y Tabnuui
- N-(3,5-gudptopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane nouyuHanu 3 4-(rigpokcumeTun)ninepuanHy
(115mr, 1MMonb), oaepxytoumn cronyky 65 y Tabnuui
3 (54wmr, 35% Buxig):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,37 (m, 3H), 6,92 (7, 1H), 6,83 (c, 1H), 4,30 (T,
2H), 4,00 (c, 3H), 3,86 (c, 2H), 3,61 (g, 2H), 3,30 (m,
4H), 3,00 (1, 2H), 2,30 (m, 2H), 1,90 (g, 2H), 1,65 (m,
1H), 1,40 (m, 2H):

MC (+ve ECI): 582,6 (M+H)".

Mpuknag 66 - OnepxaHHa Crnonykn 66 y Tabnmui
3 - N-(3,5-gudptopdeHrin)-2-{3-[(7-{3-[(3-rigpokcu-2,2-
AVMeTUNMponin)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noyvHamm 3 3-amiHo-2,2-gumeTunnponax-1-ony
(103mr, 1MMonb), oaepXyto4umn cronyky 66 y Tabnuui
3 (53wmr, 36% Buxia):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,36 (m, 3H), 6,92 (7, 1H), 6,83 (c, 1H), 4,30 (T,
2H), 4,00 (c, 3H), 3,85 (c, 2H), 3,28 (c, 2H), 3,16 (m,
2H), 2,91 (c, 2H), 2,26 (m, 2H), 0,94 (c, 6H):

MC (+ve ECI): 570,6 (M+H)".

Mpuknag 67 - OpepxanHa Crnonykn 67 y Tabnmui
3 - N-(3,5-gndptopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane nouvHamm 3 D-mponiHony (101mr, 1mmomb),
ofepxytoun crnonyky 67 y Tabmmui 3 (83mr, 56%
BUXif):

"H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,30-7,40 (m, 3H), 6,85-6,95 (m, 1H), 6,84 (c,
1H), 4,30 (m, 2H), 4,01 (c, 3H), 3,86 (c, 2H), 3,72-3,82
(m, 1H), 3,50-3,70 (m, 4H), 3,15-3,30 (m, 2H), 2,25-
2,40 (m, 2H), 1,95-2,20 (m, 2H), 1,85-1,95 (m, 1H),
1,70-1,85 (m,1H):

MC (+ve ECI): 568,5 (M+H)".

Mpwvknaa 68 - OpgepxaHHa Cronykn 68 y Tabnuui
3 - N-(3,5-gndptopderin)-2-{3-[(7-{3-[(28)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCMuXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane nouuHanu 3 L-mpomiHonmy (101mr, 1mmomb),
ofepxytoun crnonyky 68 y Tabmmui 3 (85mr, 57%
BUXif):

"H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,30-7,40 (m, 3H), 6,85-6,95 (m, 1H), 6,84 (c,
1H), 4,30 (m, 2H), 4,01 (c, 3H), 3,86 (c, 2H), 3,72-3,82
(m, 1H), 3,50-3,70 (m, 4H), 3,15-3,30 (m, 2H), 2,25-
2,40 (m, 2H), 1,95-2,20 (m, 2H), 1,85-1,95 (m, 1H),
1,70-1,85 (m, 1H):

MC (+ve ECI): 568,5 (M+H)".

Mpuknag 69 - OpepxanHa Crnonykn 69 y Tabnmui
3 - N-(3,5-gndpTopderin)-2-(3-{[7-(3-{[(28)-2-
riZpoKCUNponifjamiHo}npornokcn)-6-
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MeTOKCMuXiHa3oniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noyuHamu 3 (S)-(+)-1-amiHonponaH-2-ony (75wr,
1MMorb ), ogepxytoum cronyky 69 y Tabnumui 3 (67wr,
48% Buxia):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,36 (m, 3H), 6,90 (7, 1H), 6,84 (c, 1H), 4,31 (T,
2H), 4,01 (c, 3H), 3,95 (m, 1H), 3,86 (c, 2H), 3,16 (m,
2H), 3,07 (m, 1H), 2,85 (m, 1H), 2,25 (m, 2H), 1,15 (g,
3H):

MC (+ve ECI): 542,5 (M+H)".

Mpwvknaa 70 - OgepxanHa Crnonykn 70 y Tabnuui
3 - N-(3,5-audTopdeHin)-2-(3-{[7-(3-{[(2K)-2-
rigpokcunponinjamiHo}nponokcu)-6-
MeTOKCMHXiHa3oniH-4-injamiHo}-1H-nipason-5-
in)aueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane noynHanu 3 (R)-(-)-1-amiHonponaH-2-ony (75wr,
1MMorb ), ogepxytoum cronyky 70 y Tabnmui 3 (52w,
37% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,36 (m, 3H), 6,91 (7, 1H), 6,83 (c, 1H), 4,29 (T,
2H), 4,00 (c, 3H), 3,95 (m, 1H), 3,85 (c, 2H), 3,15 (m,
2H), 3,07 (m, 1H), 2,85 (m, 1H), 2,25 (m, 2H), 1,15 (g,
3H):

MC (+ve ECI): 542,5 (M+H)".

Mpuknag 71 - OpepxanHa Crnonykn 71 'y Tabnmui
3 - N-(3,5-gndptopderin)-2-{3-[(7-{3-[(38)-3-
rigpokcuniponianH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 55,
ane novmHamm 3 (S)~(-)-3-rigpokcuniponiguHy (87wr,
1MMOrb ), ogepxytoum cronyky 71y Tabnmui 3 (76wmr,
53% Buxig):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,34 (m, 3H), 6,91 (1, 1H), 6,83 (c, 1H), 4,45 (m,
1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,86 (c, 2H), 3,00-3,80
(m, 6H), 2,25 (m, 2H), 1,95 (m,2H):

MC (+ve ECI): 554,5 (M+H)".

Mpuknag 72 - OpepxanHa Crnonykn 72 y Tabnmui
3 - N-(3,5-gndpTopdeHin)-2-{3-[(7-{3-[(3B)-3-
rigpokcuniponianH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onuncaHa B npuknagi 55,
ane nouunHamu 3 (R)~(+)-3-rigpokcuniponiguHy (87wr,
1MMOrb ), odepxytoumn cronyky 72 y Tabnumui 3 (76wmr,
53% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,29 (c,
1H), 7,35 (m, 3H), 6,90 (1, 1H), 6,84 (c, 1H), 4,45 (m,
1H), 4,30 (m, 2H), 4,01 (c, 3H), 3,86 (c, 2H), 3,00-3,80
(m, 6H), 2,25 (m, 2H), 1,95 (m, 2H):

MC (+ve ECI): 554,5 (M+H)".

Mpwknaa 73 - OpgepxanHa Crnonykn 73 y Tabnuui
3 - N-(3,5-audTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

2-(3-{[7-(3-xnopnponokcu)-6-Mme ToKCUxXiHa3oniH-4-
imamiHo}-1H-nipason-5-in)-N-(3,5-
andTopdeHin)aueTtamig (2r, 4mmonb) y 1-metun-2-
niponiguHoHi (20mn) BBOAUIM B peakLito 3 MoaMaom
kanito (1,33r, 8Mmorb) i 2-(i30byTnnamiHo )eTaHo oM
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(1,88r, 16mmMonb) Mg aproHom, npu 60°C npoTsrom 8
roavH. Po34nHHUK BMMaproBanu i 3anmwok oyvwanu
3a [Jgoromorok  xpomatorpadii Ha cwunikareni,
enooBammM  guxrnopmeTtaH:meTaHon  (95:5), noTim
OuxropmMeTaH:MeTaHo fb H1iA amiak (95:5),
opepxytoun cronyky 73 y Tabmmui 3 (1,051, 45%
BUXif):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,35 (g, 2H), 7,34 (c, 1H), 6,92 (1, 1H), 6,83 (c,
1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,86 (c, 2H), 3,82 (T,
2H), 3,89 (m, 2H), 3,29 (m, 2H), 2,17-2,98 (m, 2H),
2,30 (m, 2H), 2,13 (m, 1H), 1,01 (g, 6H):

MC (+ve ECI): 584,3 (M+H)".

Mpuknag 74 - OpepxanHa Crnonykn 74 y Tabnmui

- N-(3,5-audTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(nponin)amMiHo]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane noynHanm 3 2-(nporinamiHo)eTtaHony (1,83mmn,
16MMonb), ogepxyroum cronyky 74 y Tabnuui 3
(900wmr, 39% Buxig):

"H-AMP (OMCO ds): 10,63 (c, 1H), 10,17 (c, 1H),
8,46 (c, 1H), 8,00 (c, 1H), 7,36 (g, 2H), 7,14 (c, 1H),
6,94 (7, 1H), 6,85 (c, 1H), 4,35 (w 3, 1H), 4,20 (T, 2H),
3,95 (c, 3H), 3,79 (c, 2H), 3,46 (M, 2H), 2,63 (m, 2H),
2,52 (m, 2H), 2,42 (m, 2H), 1,92 (m, 2H), 1,42 (m,2H),
0,83 (1,3H):

MC (+ve ECI): 570,3 (M+H)".

Mpwknag 75 - OpgepxarHa Cronykn 75 y Tabnuui
3 - 2-{3-[(7-{3-[anin(2-rigpokcneTn)amiHoNPOMNoKcu}-
6-MeTOoKCcUXiHa3oniH-4-in)amiHo]-1H-nipazon-5-in}-N-
(3,5-gudbTopdeHin)auetamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane nouvmHarm 3 2-(aninamiHo)eTtaHony (101wmr,
1Mmorb) y avmetunauetamigi (1,4mn) npyn 110°C
npoTarom 2,5 roAvH OJEpXYyloun crionyky 75 'y
Tabnuui 3 (52mr, 33% Buxig):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,35 (m, 2H), 7,32 (c, 1H), 6,91 (m, 1H), 6,84 (c,
1H), 5,90-6,10 (m, 1H), 5,50-5,75 (m, 2H), 4,30 (m,
2H), 4,00 (c, 3H), 3,86-4,00 (m, 2H), 3,86 (c, 2H), 3,79
(m, 2H), 3,20-3,40 (m, 4H), 2,20-2,40 (m, 2H):

MC (+ve ECI): 568,2 (M+H)".

Mpwknaa 76 - OgepxarHa Cronykn 76 y Tabnuui
3 - N-(3,5-audTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcneTun)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane novvHanum 3 2-(npon-2-iH-1-amiHo)etaHony (99wr,
1Mmorb) i HarpiBarm npu 105°C npoTarom 12 roguH
ofepxytoun crnonyky 76 y Tabmmui 3 (50mr, 31%
BUXif):

'H-AMP (OMCO de, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,34 (m, 2H), 7,31 (c, 1H), 6,91 (m, 1H), 6,83 (c,
1H), 4,29 (m, 4H), 4,00 (c, 3H), 3,89 (m, 1H), 3,86 (c,
2H), 3,80 (m, 2H), 3,43 (M, 2H), 3,36 (m, 2H), 2,30 (m,
2H):

MC (+ve ECI): 566,2 (M+H)".

Mpuknag 77 - OpepxanHa Crnonykn 77 y Tabnmui
3 - N-(3,5-audTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,
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AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane noynHanu 3 2-(isonponinamiHo)etaHony (130mr,
1Mmorb) i Harpisarm npu 105°C npoTarom 12 roguH i
npn 125°C npoTaroMm 8 rogwH, oAepXyHHdn CromyKy
77 Y, Tabnuui 3 (40mr, 25% Buxig):

H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,30-7,40 (m, 3H), 6,89 (m, 1H), 6,84 (c, 1H),
4,30 (m, 2H), 4,00 (c, 3H), 3,86 (c, 2H), 3,76 (m, 2H),
3,35 (M, 4H), 3,18 (m, 1H), 2,30 (m, 2H), 1,30 (m, 6H):

MC (+ve ECI): 570,3 (M+H)".

Mpwvknaa 78 - OpgepxarHa Cronykn 78 y Tabnuui
3 - N-(3,5-gndptopdenin)-2-{3-[(7-{3-[(2,2-
AvmeTUnnponiny(2-rigpokcueTun)amiHonponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane noYvHanm 3 2-((2,2-
avmeTtunnporin)amiHo)etaHony (131mr, 1MMorb) i
HarpiBarm npu 130°C NpoTsArom 2 roguH, ogepXytoum
cnonyky 78 y Tabnuui 3 (42mr, 25% Buxig):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,

H), 7,30-7,40 (m, 3H), 6,88 (m, 1H), 6,83 (c, 1H),
4,30 (m, 2H), 3,99 (c, 3H), 3,85 (c, 2H), 3,78-3,85 (m,
2H), 3,40 (m, 2H), 3,30 (m, 2H), 3,22 (m, 1H), 3,12 (m,
1H), 2,30 (m, 2H):

MC (+ve ECI): 598,2 (M+H)".

Mpwknaa 79 - OpgepxarHa Cronykn 79 y Tabnuui
3 2-{3-[(7-{3-[umknobyTnn(2-
rinpOKcmeTmn"MlH03npon0|<cw -6-MeTOoKCUXiHa3oniH -
in*miHoi-IH-nipason-6-im}-!1*-(3,5-
andTopdeHin)aueTtamis

AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane noynHamm 3 2-(UmknoOyTmnamiHo)eTaHony
(115mr, 1mmonb) i Harpisarm npu 80°C npoTtsdrom 6
rogvH y npucyTHocTi nogugy kanmito  (93wmr,
0,56mmorb), odepxytoum crnonyky 79 y Tabmvui 3
(33mr 20% Buxig):

H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,

H), 7,35 (m, 2H), 7,32 (c, 1H), 6,88 (m, 1H), 6,83 (c,
1H), 4,29 (m, 2H), 4,00 (c, 3H), 3,87-3,99 (m, 1H),
3,86 (c, 2H), 3,72 (m, 2H), 3,35 (m, 2H), 3,15 (m, 2H),
2,30 (m, 2H), 2,20 (m, 4H), 1,85 (m, 2H):

MC (+ve ECI): 582,3 (M+H)".

Mpwvknaa 80 - OpgepxarHa Cronykn 80 y Tabnuui
3 - 2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUMXIHa30 iH-

4-in)amiHo]-1H-nipason-5-in}-N-(3, 5-
andTopdeHin)aueTtamis

AHaroriyHo peakuii, Wo onucaHa B npuknagi 79,
ane noYmHanm 3 2-

((uMknonponinveTnn)amiHo )eTaHo 1y (115mr,
1MmMorb ), ogepxytoum cronyky 80 y Tabnmui 3 (33w,
20% Buxig):
'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,30 (c,
H), 7,35 (m, 2H), 7,33 (c, 1H), 6,88 (m, 1H), 6,84 (c,
H), 4,30 (m, 2H), 4,00 (c, 3H), 3,86 (c, 2H), 3,80 (c,
2H), 3,20-3,45 (m, 4H), 3,15 (m, 2H), 2,30 (m, 2H),
1,12 (m, 1H), 0,68 (m, 2H), 0,42 (m, 2H):
MC (+ve ECI): 582,3 (M+H)".
Mpuknag 81 - OpepxanHa Crnonykn 81 y Tabnmui
3 - N-(2,3-gndptopderin)-2-{3-[(7-{3-[(28)-2-
(rinpokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,
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AHaroriyHo peakuii, Wo onucaHa B npuknagi 73,
ane nouvHamm 3 L-nponiHony (1,3mn, 13,17mMMorb) i
2-(3-{[7-(3-xopnponokcu)-6-Mme ToKCUxiHa3oniH-4-
imamiHo}-1H-nipason-5-in)-N-(2,3-
AndpTopdeHin)auetamigy (1,63, 3,24MmmoOMb),
ogepxytoun cronyky 81 y Tabmmui 3 (1,64r, 89%
BUXif):

"H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,74 (m, 1H), 7,33 (c, 1H), 7,19 (1, 2H), 6,84 (c,

H), 4,31 (7, 2H), 4,01 (c, 3H), 3,94 (c, 2H), 3,77 (mo,

H), 3,64 (m, 4H), 3,22 (m, 2H), 2,30 (m, 2H), 2,14 (m,
1H) 2,03 (m, 1H), 1,90 (m, 1H), 1,78 (m, 1H):

MC (+ve ECI): 568,3 (M+H)".

Mpuknag 82 - OpepxanHa Crnonykn 82 y Tabnmui
3 - N-(2,3-gndpTopdenin)-2-{3-[(7-{3-[(2,2-
avmMeTunnponin)(2-rigpokcueTu)amiHonpornokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noYvHanm 3 2-((2,2-
AvmeTunnpornin)amiHo)etanony (131mr, 1mmonb) y
anmveTtnnaudeTtamigi npu 70°C npotarom 10 roguH,
ofepxytoun crnonyky 82 y Tabrmui 3 (64mr, 33%
BUXif):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c

H), 7,74 (m, 1H), 7,35 (c, 1H), 7,19 (m, 2H), 6,84 (c,

H), 4,31 (m, 2H), 3,99 (c, 3H), 3,94 (c, 2H), 3,84 (M,

2H), 3,42 (m, 2H), 3,3 (m, 2H), 3,22 (g, 1H), 3,15 (a,
H), 3,13 (M, 2H), 2,35 (M, 2H), 1,09 (c, 9H):

MC (+ve ECI): 598,3 (M+H)".

Mpwvknaa 83 - OpgepxaHHa Cronykn 83 y Tabnuui
3 - N-(2,3-audTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(nponin)amMiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onuncaHa B npuknagi 81,
ane noyvHanu 3 2-(nponinamiHo)etaHony (700mr,
68MMonb) i HarpiBanm npu 85°C npoTtarom 5 rogwH,
opepxytoun cronyky 83 y Tabnmui 3, sk maxke 6iny
TBep/J,y peyoBuHy (650mr, 67 % Buxig):

H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,75 (m, 1H), 7,33 (c, 1H), 7,18-7,22 (m, 2H),

6,84 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,94 (c, 2H),

3,78 (m, 2H), 3,30-3,45 (m, 2H), 3,28 (m, 2H), 3,15-
3,20 (m, 2H), 2,28 (m, 2H), 1,73 (m, 2H), 0,95 (1, 3H):

MC (+ve ECI): 570,3 (M+H)".

Mpwvknaa 84 - OpgepxaHHa Cronykn 84 y Tabnuui
3 - N-(2,3-gudTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(isobyTmn)amiHo]nponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onuncaHa B npuknagi 81,
ane noyvHamm 3 2-(isobytvnamiHo)etaHony (936mr,
80mmornb) i HarpiBanu npu 90°C npoTsirom 3,5 roauH,
ofepxytoun cronyky 84 y Tabnmui 3, sk maxke 6iny
TBep/J,y peyoBuHy (810mr, 69% Buxig):

H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,

H), 7,45 (m, 1H), 7,34 (c, 1H), 7,21 (m, 2H), 6,84 (c,

H), 4,31 (m, 2H), 4,00 (c, 3H), 3,95 (c, 2H), 3,81 (m,

2H), 3,36 (m, 2H), 3,30 (M, 2H), 3,12 (m, 1H), 3,06 (m,
H), 2,31 (m, 2H), 2,13 (m, 1H), 1,01 (g, 6H):

MC (+ve ECI): 584,3 (M+H)".

Mpwvknaa 85 - OpgepxaHHa Crnonykn 85 y Tabnuui
3 2-{3-[(7-{3-[umknobyTnn(2-
rinpOKcmeTmn)ammo]npon0|<cm} -6-MeTOKCUXiHa30mMiH-
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4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTtamis

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noyuHamm 3 2-(UMKNoOyTMnamiHo)eTaHony
(117mr, 1mmons) i noauay kanito (103mr, 0,62Mmonb)
y Aumetunauetamigi (2mn) nmpu 95°C npotarom 4
roAviH nig aproHom ogepxyroun cronyky 85 y Tabnmui
3 (97wr, 56% Buxia):

"H-AMP (OMCO ds, T®O): 8,92 (c, 1H), 8,27 (c,
1H), 7,74 (m, 1H), 7,29 (c, 1H), 7,15-7,20 (m, 2H),
6,83 (c, 1H), 4,30 (m, 2H), 3,98 (c, 3H), 3,98 (m, 3H),
3,68-3,80 (m, 2H), 3,20-3,30 (m, 2H), 3,15 (m, 2H),
2,30 (m, 2H), 2,22 (m, 4H), 1,65-1,82 (m, 2H):

MC (+ve ECI): 582,2 (M+H)".

Mpwvknaa 86 - OpgepxarHa Cronykn 86 y Tabnuui
3 - 2-{3-[(7-[umknoneHTnnN(2-
rigpoKCUeTUM)amiHO]NMPOMOKCU}-6-MeTOKCMXIHa30iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTtamis

AHaroriyHo peakuii, Wo onucaHa B npuknagi 85,
ane nouuMHanM 3  2-(UMKIOMEeHTUMamiHO)eTaHony
(129mr, 1MMonb), oaepxytoumn cronyky 86 y Tabnuui
3 (86wmr, 48% Buxia):

"H-AMP (IMCO dg, T®O): 8,93 (c, 1H), 8,28 (c,
1H), 7,73 (m, 1H), 7,30 (c, 1H), 7,14 (m, 2H), 6,83 (c,
1H), 4,29 (m, 2H), 3,98 (c, 3H), 3,93 (c, 2H), 3,78 (m,
3H), 3,37 (m, 2H), 3,26 (M, 2H), 2,30 (M, 2H), 2,09 (M,
2H), 1,74 (m, 4H), 1,72 (m, 2H):

MC (+ve ECI): 596,2 (M+H)".

Mpuknag 87 - OpepxanHa Crnonykn 87 y Tabnmui
3 - N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-in)nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknaai 81,
ane novvHarmmM 3 (2R)-niponiguH-2-inmeTaHony
(101mr, 1MMonb), oaepxytoumn cronyky 87 y Tabnuui
3 (134wmr, 79% Buxia):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,75 (m, 1H), 7,32 (c, 1H), 7,16 (m, 2H), 6,84 (c,
1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,94 (c, 2H), 3,70-3,85
(m, 1H), 3,52-3,70 (m, 4H), 3,15-3,30 (m, 2H), 2,25 (m,
2H), 1,75-2,20 (m, 4H):

MC (+ve ECI): 568,2 (M+H)".

Mpwvknaa 88 - OpgepxaHHa Crnonykn 88 y Tabnuui
3 - N-(2,3-gudTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcueTnn)(npon-2-iH-1-in)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknaai 81,
ane novvHanum 3 2-(npon-2-iH-1-amiHo)etaHony (99wmr,
1Mmorb), opepxytoun cronyky 88 y Tabnmui 3
(128wmr, 75% Buxig):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,74 (m, 1H), 7,31 (c, 1H), 7,18 (m, 2H), 6,83 (c,
1H), 4,30 (m, 4H), 4,00 (c, 3H), 3,94 (c, 2H), 3,87 (m,
1H), 3,80 (m, 2H), 3,44 (m, 2H), 3,35 (M, 2H), 2,30 (m,
2H):

MC (+ve ECI): 566,2 (M+H)".

Mpuknag 89 - OpnepxanHa Crnonykn 89 y Tabrmui
3 - 2-{3-[(7-{3-[(uvknonponinmeTnn)(2-
rifpOoKCMETUI)aMiHO]NPONOKCU}-6-METOKCUXIHA3 O iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-
andTopdeHin)aueTtamis
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AHaroriyHo peakuii, Wo onucaHa B npuknagi 81,
ane noYvHanm 3 2-
(umknonponinmeTnn)amiHo )eTaHo Iy (115mr,
1MMorb ), ogepxyroun cronyky 89 y Tabnuui 3 (6wmr,
3% Buxig):

"H-AMP (OMCO ds): 10,23 (c, 1H), 10,16 (c, 1H),
8,44 (c, 1H), 7,98 (c, 1H), 7,72 (m, 1H), 7,18 (m, 2H),
7,14 (c, 1H), 6,84 (c, 1H), 4,32 (c, 1H), 4,18 (7, 2H),
3,93 (c, 3H), 3,85 (c, 2H), 3,45 (m, 2H), 2,69 (T, 2H),
2,58 (1, 2H), 2,35 (g, 2H), 1,90 (m, 2H), 0,83 (m, 1H),
0,41 (m, 2H), 0,08 (m, 2H):

MC (+ve ECI): 582,2 (M+H)".

Mpwvknaa 90 - OpgepxarHa Crnonykn 90 y Tabnuui
3 - 2-{3-[(7-{3-[(umnknobymnme Tnn)(2-
rigpOoKCUeTUM)amiHO]MPOMOKCU}-6-MeTOKCUMXIHA30 iH-
4-in)amiHo]-1H-nipa3on-5-in}-N-(2,3-

andTopdeHin)aueTtamis
AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noYmHanm 3 2-

((umknoOyTnnMeTMn)amiHo )eTaHo Ny (129w,
1Mmorb), opepxytoun cronyky 90 y Tabnumui 3
(134wmr, 75% Buxig):

'H-AMP (OMCO de): 8,49 (c, 1H), 8,00 (c, 1H),
7,70-7,78 (m, 1H), 7,15-7,30 (m, 3H), 6,75 (m, 1H),
4,25 (m, 2H), 3,96 (c, 3H), 3,86 (c, 2H), 3,60-3,80 (m,
2H), 3,00-3,40 (m, 4H), 2,50-2,80 (m, 4H), 1,61-2,40
(m, 7H):

MC (+ve ECI): 596,2 (M+H)".

Mpuknag 91 - OpepxxanHa Crnonykn 91 y Tabnmui
3 - N-(2,3-gndpTopdenin)-2-{3-[(7-{3-[(2,2-
OVMEeTOKCMeTUN)(2-rigpoKcreTun)amiHo]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noYvHanm 3 2-((2,2-
AvmeTokcueTun)amiHo)etaHony  (149mr,  1Mmomb),
ogepxytoun crnonyky 91 y Tabrmui 3 (94mr, 51%
BUXif):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,70-7,80 (m, 1H), 7,32 (c, 1H), 7,17 (m, 2H),
6,84 (c, 1H), 4,85 (1, 1H), 4,30 (m, 2H), 4,00 (c, 3H),
3,94 (c, 2H), 3,81 (m, 2H), 3,30-3,55 (m, 10H), 2,30
(m, 2H):

MC (+ve ECI): 616,2 (M+H)".

Mpwvknag 92 - OpgepxaHHa Cronykn 92 y Tabnuui
3 - N-(2,3-gndpTopderin)-2-{3-[(7-{3-[4-(2-
rigpokcvueT\n)ninepuanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noyvHanu 3  4-(2-rigpokcueTun)ninepuavHy
(129wmr, 1Mmonb), ogepxyroumn cnonyky 92 y Tabnmui
3 (113wmr, 63% Buxia):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,28 (c,
1H), 7,73 (m, 1H), 7,31 (c, 1H), 7,10-7,20 (m, 2H),
6,83 (c, 1H), 4,30 (m, 2H), 3,99 (c, 3H), 3,93 (c, 2H),
3,56 (g, 2H), 3,47 (m, 2H), 3,26 (m, 2H), 2,96 (m, 2H),
2,30 (m, 2H), 1,75-1,95 (m, 2H), 1,60-1,75 (m, 1H),
1,30-1,45 (m,4H):

MC (+ve ECI): 596,2 (M+H)".

Mpwvknaa 93 - OpgepxarHa Crnonykn 93 y Tabnuui
3 - N-(2,3-gudptopdeHin)-2-[3-({7-[3-(4-
rigpokcunine puauH-1-in)nponokcm)-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTtamig
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AHaroriyHo peakuii, Wo onucaHa B npuknaai 81,
ane novuHamm 3 ninepugun-4-ony (101mr, 1MMomb),
opepxytoun crnonyky 93 y Tabnmui 3 (146wmr, 86%
BUXif):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,73 (m, 1H), 7,32 (c, 1H), 7,19 (m, 2H), 6,84 (c,
1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,94 (c, 2H), 3,70-3,80
(m, 1H), 3,55-3,70 (m, 2H), 3,35-3,45 (m, 1H), 3,25-
3,35 (m, 2H), 2,95-3,10 (m, 1H), 2,30 (m, 2H), 1,95-
2,05 (m, 1H), 1,75-1,95 (m, 2H), 1,55-1,70 (m, 1H):

MC (+ve ECI): 568,2 (M+H)".

Mpuknag 94 - OpepxanHa Crnonykn 94 y Tabnmui
3 - N-(2,3-gndptodbeHin)-2-{3-[(7-{3-[4-(2-
rigpokcveTun)ninepasuH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknaai 81,
ane nodvHanu 3 2-ninepaswvH-1-inetanony (130wmr,
1MMorb ), ogepxytoum cronyky 94 y Tabnmui 3 (52w,
29% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,30 (c,
1H), 7,72 (m, 2H), 7,32 (c, 1H), 7,17 (m, 2H), 6,84 (c,
1H), 4,33 (m, 2H), 4,00 (c, 3H), 3,94 (c, 2H), 3,78 (m,
2H), 3,45-3,78 (m, 8H), 3,44 (m, 2H), 3,37 (m, 2H),
2,30 (m, 2H):

MC (+ve ECI): 5972 (M+H)".

Mpwvknaa 95 - OpgepxanHa Crnonykn 95 y Tabnuui
3 - N-(2,3-gudTopdeHin)-2-{3-[(7-{3-[(2-
rigpoKcmeTvn)(2-mMeToKCUeTUI)amMiHOJMponoKcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noyvHamm 3 2-((2-MeToKcueTuI)amiHo)eTaHomy
(119mr, 1MMonb), oaepxytoumn cronyky 95 y Tabnuui
3 (124wmr, 71% Buxig):

'H-AMP (OMCO ds, T®O): 8,97 (c, 1H), 8,31 (c,
1H), 7,76 (m, 1H), 7,33 (c, 1H), 7,19 (m, 2H), 6,85 (c,
1H), 4,31 (1, 2H), 4,02 (c, 3H), 3,95 (c, 2H), 3,80 (T,
2H), 3,73 (7, 2H), 3,45 (m, 4H), 3,36 (m, 5H), 2,31 (m,
2H):

MC (+ve ECI): 586,2 (M+H)".

Mpuknag 96 - OpepxanHa Crnonykn 96 y Tabnmui
3 - 2-{3-[(7-{3-[anin(2-rigpokcueTnn)amiHoNpornoKcu}-
6-MeTOoKCcUXiHa3oniH-4-in)amiHo]-1H-nipazon-5-in}-N-
(2,3-gndbTopdeHin)auetamig

AHaroriyHo peakuii, Wwo onucaHa B npuknaai 81,
ane nouvmHarm 3 2-(aninamiHo)eTtaHony (101wmr,
1MMOrb ), ogepxytoum cronyky 96 y Tabnmui 3 (99w,
58% Buxig):

'H-AMP (OMCO ds, T®O): 8,97 (c, 1H), 8,32 (c,
1H), 7,77 (m, 1H), 7,33 (c, 1H), 7,18 (m, 2H), 6,87 (c,
1H), 6,01 (m, 1H), 5,60 (m, 2H), 4,31 (T, 2H), 4,02 (c,
3H), 3,94 (m, 4H), 3,82 (1, 2H), 3,35 (m, 4H), 2,34 (™,
2H):

MC (+ve ECI): 568,2 (M+H)".

Mpwvknag 97 - OpgepxanHa Cronykn 97 y Tabnuui
3 - N-(2,3-gndpTopdenin)-2-{3-[(7-{3-[(1,3-piokconaH-
2-inmeTnn)(2-rigpokcmeTun)amiHol-nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-

infaueTamig,
AHaroriyHo peakuii, Wwo onucaHa B npuknaai 81,
ane noYvHanm 3 2-((1,3-piokconaH-2-

inMeTun)amiHo)eTaHony (147 wr, 1MmoIb),
opepxytoun crnonyky 97 y Tabnmui 3 (126wmr, 68%
BUXif):
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"H-AMP (OMCO ds, TPO): 8,94 (c, 1H), 8,29 (c,
1H), 7,75 (m, 1H), 7,31 (c, 1H), 7,16 (m, 2H), 6,83 (c,
1H), 5,30 (M, 1H), 4,30 (m, 2H), 4,01 (m, 5H), 3,99 (c,
2H), 3,93 (m, 2H), 3,89 (M, 2H), 3,45 (M, 6H), 2,30 (M,
2H):

MC (+ve ECI): 614,2 (M+H)".

Mpuknag 98 - OpnepxanHa Crnonykn 98 y Tabrmui
3 - N-(2,3-gndpTopdeHin)-2-{3-[(7-{3-[eTun(2-
rigpOoKCUeTUM)amiHO] MPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wwo onuncaHa B npuknaai 81,
ane noyvHarmm 3 2-(eTunamiHo)eTtaHony (89w,
1MMorb ), ogepxytoum cronyky 98 y Tabnmui 3 (94w,
56% Buxig):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,29 (c,
1H), 7,75 (m, 1H), 7,31 (c, 1H), 7,15 (m, 2H), 6,83 (c,
1H), 4,31 (m, 2H), 3,99 (c, 3H), 3,93 (c, 2H), 3,76 (m,
2H), 3,30 (m, 6H), 2,26 (m, 2H), 1,25 (1, 3H):

MC (+ve ECI): 556,2 (M+H)".

Mpwvknaa 99 - OgepxarHa Cronykn 99 y Tabnuui
3 - N-(2,3-gudTopdeHin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 81,
ane noynHanu 3 2-(isonponinamiHo)etaHony (103wmr,
1MMorb ), ogepxytoumn cronyky 99 y Tabnmui 3 (84w,
49% Buxia):

'H-AMP (OMCO ds, T®O): 8,97 (c, 1H), 8,33 (c,
1H), 7,79 (m, 1H), 7,35 (c, 1H), 7,18 (m, 2H), 6,88 (c,
1H), 4,34 (1, 2H), 4,03 (c, 3H), 3,98 (c, 2H), 3,81 (m,
3H), 3,40 (m, 3H), 3,20 (m, 1H), 2,35 (m, 2H), 1,33 (m,
6H):

MC (+ve ECI): 570,2 (M+H)".

Mpvknag 100 - OpgepxanHa Cronykm 100 vy
Tabnmui 3 - N-(2,3-audtopdpenin)-2-{3-[(7-{3-[(2-
rigpokcu-1,1-gumeTneTMn)amiHo]NPonoKcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknaai 81,
are noyuHanu 3  2-amiHo-2-meTunnponaH-1-ony
(101mr, 1Mmonb), ogepxytoun cnonyky 100 y Tabnmui
3 (165mr, 99% Buxia):

'H-AMP (OMCO ds): 8,48 (c, 1H), 7,99 (c, 1H),
7,72 (m, 1H), 7,22 (m, 4H), 4,25 (7, 2H), 3,95 (c, 3H),
3,85 (c, 2H), 3,35 (m, 2H), 2,95 (m, 2H), 2,10 (m, 2H),
1,16 (c, 6H):

MC (+ve ECI): 556,2 (M+H)".

Mpvknag 101 - OpgepxanHa Cronykm 101 vy
Tabnumui 3 - N-(2,3-gudTtopdeHin)-2-{3-[(7-{[(2R)-1-
(2-rippokcueTvn)niponignH-2-injmeTokcu}-6-
MeTOKCMuXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wo onucaHa B npuknagi 54,
ane noYvHanm 3 2-{3-[(7-{[(2R)-1-(2-TpeT-
6yToKCcMeTUN)NiponignH-2-injMeToKcK}6-
MeTOKCMXiHa3oniH-4-in)amiHo]-1H-nipason-5-im}-IN-
(2,3-gudptopdenin)auetamigy  (67mr, 0,11mMmorb),
ogepxytoun crnonyky 101 y Tabnuui 3 (36mr, 59%
BUXif):

'H-AMP (OMCO ds, T®O): 8,98 (c, 1H), 8,35 (c,
1H), 7,76 (m, 1H), 7,36 (c, 1H), 7,19 (m, 2H), 6,87 (c,
1H), 4,62 (m, 1H), 4,50 (m, 1H), 4,20 (m, 1H), 4,04 (c,
3H), 3,96 (c, 2H), 3,81 (m, 2H), 3,73 (M, 2H), 3,33 (m,
2H), 2,34 (m, 1H), 2,11 (m, 2H), 1,91 (m, TH):

)
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MC (+ve ECI): 554,1 (M+H)".

2-{3-[(7-{[(2R)-1-(2-TpeT-6yTOKCMETUN)MIPOTIANH-
2-in]MeToKkcu}-6-meToKCUXiHa3oniH-4-in)amiHo]-1H-
nipason-5-in}-N-(2,3-gudtopdenin)auetamia, Lo
BUKOPUCTOBYBaNu AK BUXiOHUN Marepian,
OZEepXXyBanu B Takuii cnocio:

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 5,
ane noYvHanm 3 {3-[(7-{[(2R)-1-(2-TpeT-
6yToKCHMeTUN)NiponignH-2-inMeToKcH}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imouToBoi kucrotn (240mr, 0,48MMonb) oaepXKytoumn
2-{3-[(7-{[(2R)-1-(2-TpeT-6yTOKCMETUN)MIPOTIANH-2-
inMeToKCK}-6-MeToKCuxiHazoniH-4-in)amiHo]-1H-
nipason-5-in}-N-(2,3-gudtopdenin)auetamig  (72wmr,
25% Buxig):

'H-AMP (OMCO ds, T®O): 8,98 (c, 1H), 8,34 (c,
1H), 7,75 (m, 1H), 7,35 (c, 1H), 7,19 (m, 2H), 6,85 (c,
1H), 4,62 (m, 1H), 4,50 (m, 1H), 4,20 (m, 1H), 4,03 (c,
3H), 3,95 (c, 2H), 3,72 (m, 4H), 3,40 (M, 2H), 2,34 (m,
1H), 2,11 (m, 2H), 1,91 (m, 1H), 1,20 (c, 9H):

MC (+ve ECI): 610,2 (M+H)".

Mpvknag 102 - OpgepxkanHa Cronykm 102 vy
Tabnmui 3 - N-(3-xmopdeHin)-2-{3-[(7-{3-[(2S)-2-
(rigpokcumeTun)niponignH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane nouvmHann 3 2-(5-((7-(3-xropnpornokcu)-6-
MeTOKCMXiHa3oniH-4-in)amiHo)-1H-nipason-3-in)-N-(3-
xropdenin)auetamigy (100mr, 0,2mmonb) i L-
nponiHony (71mr, 0,7MMOMb), OJEPXYKHU CMOMyKY
102 }/ Tabnuui 3 (73mr, 64% Buxig):

H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,86 (m, 1H), 7,40-7,50 (m, 1H), 7,30- 7,40 (m,
2H), 7,10-7,15 (m, 1H), 6,83 (c, 1H), 4,30 (m, 2H),
4,00 (c, 3H), 3,84 (c, 2H), 3,70-3,80 (m, 1H), 3,47-
3,70 (m, 4H), 3,12-3,35 (m, 2H), 2,20-2,40 (m, 2H),
1,97-2,20 (m, 2H), 1,85-1,97 (m, 1H), 1,70-1,85 (m,
1H):

MC (+ve ECI): 566,5 (M+H)".

Mpvknag 103 - OpgepxanHa Cronykm 103 vy
Tabnmui 3 - N-(3-xnopdeHT)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 102,
ane nouynHanm 3 D-nponiHony (71wmr, 0,7MMmoOmb),
ogepxytoun crnonyky 103 y Tabnuui 3 (75mr, 66%
BUXif):

"H-AMP (OMCO ds, TPO): 8,94 (c, 1H), 8,29 (c,
1H), 7,86 (c, 1H), 7,48 (m, 1H), 7,34 (m, 2H), 7,12 (m,
1H), 6,82 (c, 1H), 4,30 (m, 2H), 3,99 (c, 3H), 3,83 (c,
2H), 3,76 (M, TH), 3,60 (M, 4H), 3,20 (M, 2H), 2,30 (M,
2H), 1,95 (m, 4H):

MC (+ve ECI): 566,5 (M+H)".

Mpvknag 104 - OpgepxanHa Cronykm 104 vy
Tabmmui 3 - N-(3-xnopdeHin)-2-[3-({7-[3-(3-
rigpokcunine puamnH-1-in)nponokcu]-6-
MeTOKCMXiHa3oniH-4-injamiHo)-1H-nipa3on-5-
inJaueTtamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 102,
ane noynHamm 3 ninepuamH-3-ony (71mr, 0,7MMonb),
opepxytoun crnonyky 104 y Tabnuui 3 (82mr, 72%
BUXif):
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"H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,29 (c,;
1H), 7,86 (c, 1H), 7,47 (m, 1H), 7,34 (m, 2H), 7,12 (m,
1H), 6,82 (c, 1H), 4,28 (m, 2H), 4,09 (m, 0,5H), 3,99
(c, 3H), 3,83 (c, 2H), 3,70 (m, 0,5H), 2,60-3,55 (m,
6H), 1,15-3,40 (m, 6H):

MC (+ve ECI): 566,5 (M+H)".

Mpvknag 105 - OpgepxanHa Cronykm 105 vy
Tabnmui 3 - N-(3-xnopdeHin)-2-{3-[(7-{3-[eTun(2-
rigpOoKCUeTUM)amiHO] MPOMOKCU}-6-MeTOKCUMXIHa30 iH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 102,
ane noyvHarmm 3 2-(eTunamiHo)eTtaHony (78wr,
0,87mmorb), opgepxytodm cronyky 105 y Tabrmui 3
(72mr, 52% Buxig):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,86 (m, 1H), 7,45-7,52 (m, 1H), 7,25- 7,30 (m,
2H), 7,08-7,15 (m, 1H), 6,83 (c, 1H), 4,29 (m, 2H),
4,00 (c, 3H), 3,84 (c, 2H), 3,70- 3,82 (m, 2H), 3,20-
3,45 (m, 6H), 2,20-2,35 (m, 2H), 1,26 (1, 3H):

MC (+ve ECI): 554,5 (M+H)".

Mpvknag 106 - OpgepxanHa Cronykn 106 vy
Tabnuui 4 - 2-{3-[(7-{3-[4-(riapokcnmeTN)ninepuanH-
1-injnponokcu}-6-meTokcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-meTokcudeHin)auetamig

{3-[(7-{3-[4-(rippokcumeTvn)ninepnguH-1-
injnponokcu}-6-meToKcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-imoutoBy kucrnoty (118wmr, 0,25mmonb) y
avmetundopmamigi (1,2mn) BBogunm B peakuito 3 3-
MeTOKCuaHiniHom (46mr, 0,37MMonb) y MPUCYTHOCTI
rigpoxnopugy 1-(3-gumeTunamiHo nponin)-3-
eTunkap6ogiimigy (81mr, 0,42mmonb), 2-
rigpokcunipuanH-1-okengy (42mr, 0,37Mmonb) npwm
55°C npoTarom 2 roguvH. PoO34vHHVK BuMaptoBanu i
3aMvMLWIOK oYuwanu 3a AOMOMOroK MpenapaTuBHOI
PXMC opepxytoum cronyky 106 y Tabmmui 4 (50wr,
35% Buxig):

'H-AMP (OMCO de, T®O): 8,96 (c, 1H), 8,30 (c,

7,35 (m, 2H), 7,23 (1, 1H), 7,16 (g, 1H), 6,83 (c,

3,8
2

1H), )

1H), 6,66 (m, 1H), 4,30 (1, 2H), 4,01 (c, 3H), 3,82 (c,
2H), 3,74 (c, 3H), 3,60 (g, 2H), 3,30 (m, 4H), 2,98 (T,
2H), 2,28 (m, 2H), 1,87 (g, 2H), 1,65 (m, 1H), 1,44

(m,2H):

MC (+ve ECI): 576,6 (M+H)".

{3-[(7-{3-[4-(riapokcumeTvn)ninepngun-1-
injnponokcu}-6-meTokcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-iMouToBy KUCMOTY, LUO BUKOPUCTOBYBanwu
SIK BUXiZHUI MaTepian, o4epXyBarnm B Takui crnocio:

(3-{[7-(3-xnopnponokcu)-6-MeTOKCMXiHa30MiH-4-
imamiHo}-1H-nipason-5-injoytoBy  kucrnoty (7,83,
20mmonb) y gvmeTunaueTamigi (30mn) BBOAMNM B
peakuito 3 4-(rigpokcumeTun)ninepuguHom  (8,05r,
70mmonb) mpu 100°C npoTsrom 2 roguH. Po3umHHMK
BUMaptoBanu, i 3anuLioK po3Tupanu i3 CyMillLLo
avnxnopmeTaH:.etunadetar (1:1). MNacty Buginanu i
pO34YMHANM B CyMilli auxropmeTaH : MeTaHon. [o
cymiwi gogasanu etaHornbHuii HCI (7,0N) (10mmn,
70MMOnnb) | pO3YMHHUKM BunaptoBanu. o Teepaoi
peyoBMHM pJopdaBanu meTtaHon (200mn) i cymiw
nepemiwysanu npotarom 0,5 roguH. 3meHwysanu
ob'eM peakuinHoi cymiwi i gogaBanuM QUXNOpMeTaH.
OTpumaHy TBepAy pe4oBUHY BULINSN 3@ 4O MNOMOIO0
QinbTpyBaHHa | cywmmm ogepxytoun  {3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
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imouToBy KucrnoTy (6,5r, 60% BWXia) SIK )KOBTY TBEPAY
PEYOBUHY:
'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,31 (c,
H), 7,37 (c, 1H), 6,80 (c, 1H), 4,31 (m, 2H), 4,00 (c,
3H), 3,75 (c, 2H), 3,59 (g, 2H), 3,24-3,30 (m, 4H),
2,97 (1, 2H), 2,35 (m, 2H), 1,86-1,91 (m, 2H), 1,68 (m,
1H), 1,47 (m, 2H).

Mpvknag 107 - OpgepxanHa Cronykm 107 vy
Tabnuui 4 - 2-{3-[(7-{3-[4-(rippokcumeTun)nine puanH-
1-injnponokcu}-6-meTokcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-in}-N-deHinauetamia

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouyuHanu 3  aHiniHy (35wmr, 0,37MMoOmb),
opepxytoun cnonyky 107 y Tabmmui 4 (106mr, 75%
BUXif):

"H-AMP (OMCO ds, TPO): 8,94 (c, 1H), 8,29 (c,

H), 7,63 (o, 2H), 7,31 (1, 3H), 7,05 (t, 1H), 6,83 (c,

H), 4,27 (r, 2H), 3,99 (c, 3H), 3,82 (c, 2H), 3,60 (a,

2H), 3,30 (M, 4H), 2,97 (1, 2H), 2,27 (m, 2H), 1,89 (a,
H), 1,65 (M, 1H), 1,44 (m, 2H):

MC (+ve ECI): 546,5 (M+H)".

Mpvknag 108 - OpgepxanHa Cronykm 108 vy
Tabrmui 4 - N-(4-dTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane novnmHamm 3 4-ptopaHinivy (42mr, 0,37MMoOmb),
opepxytoun cronyky 108 y Tabmmui 4 (127wmr, 88%
BUXif):

"H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,29 (c,

H), 7,65 (m, 2H), 7,31 (c, 1H), 7,14 (1, 2H), 6,82 (c,

H), 4,27 (7, 2H), 3,99 (c, 3H), 3,82 (c, 2H), 3,60 (g,

2H), 3,30 (m, 4H), 2,97 (1, 2H), 2,27 (m, 2H), 1,89 (g,
H), 1,65 (m, 1H), 1,44 (m, 2H):

MC (+ve ECI): 564,5 (M+H)".

Mpvknag 109 - OpgepxanHa Cronykn 109 vy
Tabrmui 4 - N-(3,5-auxnopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouvHanu 3 3,5-guxyopaHinivy  (62wr,
0,37mmorb), opgepxytodm crionyky 109 y Tabruui 4
(46mr 28% Buxig):

8,
7,

H-AMP (IMCO dg, T®O): 8,95 (c, 1H), 8,30 (c,

H), 7,70 (m, 2H), 7,33 (c, 1H), 7,27 (c, 1H), 6,84 (c,

H), 4,27 (1, 2H), 3,99 (c, 3H), 3,82 (c, 2H), 3,60 (a,

2H), 3,30 (M, 4H), 2,97 (1, 2H), 2,27 (m, 2H), 1,89 (a,
H), 1,65 (m, 1H), 1,44 (m, 2H):

MC (+ve ECI): 6144 (M+H)".

Mpvknag 110 - OpgepxanHa Cronykm 110 vy
Tabnmui 4 - N-(5-xrop-2-meTtokcudpeHin)-2-{3-[(7-{3-
[4-(rinpokcumeTvn)nine puamH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nounHamm 3 5-xrnop-2-meTokcuaHinivy (60mr,
0,37mmorb), opgepxytodm cronyky 110 y Tabmuui 4
(65mr, 41% Buxig):

'H-AMP (IMCO dg, T®O): 8,95 (c, 1H), 8,29 (c,

), 8,15 (c, 1H), 7,32 (c, 1H), 7,08 (m, 2H), 6,81 (c,

H), 4,27 (1, 2H), 3,99 (c, 3H), 3,82 (c, 2H), 3,60 (a,

), 3,30 (M, 4H), 2,97 (1, 2H), 2,27 (m, 2H), 1,69 (a,
), 1,65 (M, TH), 1,44 (m, 2H):
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MC (+ve ECI): 610,5 (M+H)".

Mpvknag 111 - OpgepxanHa Cronykm 111 vy
Tabnuui 4 - 2-{3-[(7-{3-[4-(riapokcnmeTMN)ninepuanH-
1-in]nponokcu}-6-meToKCMxiHa3oriH-4-in)amiHo]-1H-
nipason-5-in}-N-[3-(TpudTopmeTnn)deHin]auetamia

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane noyvHamm 3 3-TpudTopmeTunaHiniHy (61mr,
0,37mmorb), ogepxytodm cronyky 111 y Tabnumui 4
(75wmr, 47% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,

H), 8,14 (c, 1H), 7,80 (g, 1H), 7,52 (1, 1H), 7,40 (g,
H), 7,31 (c, 1H), 6,85 (c, 1H), 4,29 (1, 2H), 4,00 (c,
H), 3,87 (c, 2H), 3,60 (g, 2H), 3,30 (m, 4H), 2,97 (T,

2H), 2,27 (m, 2H), 1,89 (g, 2H), 1,65 (m, 1H), 1,44
(m,2H):

MC (+ve ECI): 614,5 (M+H)".

Mpvknag 112 - OpgepxanHa Cronykm 112 vy
Tabnmui 4 - 2-{3-[(7-{3-[4-(riapokcnmeTMN)ninepuanH-
1-in]nponokcu}-6-meToKCMxiHa3oriH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-rigpokcudeHin)auetamis

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouvHarm 3 3-TigpokcuaHinivy  (41wr,
0,37mMmorb), opgepxytodm cronyky 112 y Tabmuui 4
(1 18mr 82% Buxig):

H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,

H), 7,31 (c, 1H), 7,21 (c, 1H), 7,07 (7, 1H), 7,01 (g,
H), 6,81 (c, 1H), 6,45 (g, 1H), 4,28 (7, 2H), 3,99 (c,

), 3,79 (c, 2H), 3,58 (g, 2H), 3,30 (m, 4H), 2,97 (T,

2H), 2,27 (m, 2H), 1,89 (g, 2H), 1,65 (m, 1H), 1,44
(m,2H):

MC (+ve ECI): 562,5 (M+H)".

Mpvknag 113 - OpgepxanHa Cronykm 113 vy
Tabnuui 4 - 2-{3-[(7-{3-[4-(riapokcnmeTN)ninepuanH-
1-in]nponokcu}-6-meToKCMxiHa3oriH-4-in)amiHo]-1H-
nipason-5-in}-N-(3-HiTpodeHin)auetamia

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane noynHamm 3 3-HiTpoaniniHy (52mr, 0,37Mmonb),
opepxytoun crnonyky 113 y Tabnuui 4 (62mr, 40%
BUXif):

),
1

"H-AMP (OMCO ds, TPO): 8,95 (c, 1H), 8,70 (c,

H), 8,30 (c, 1H), 7,94 (a, 2H), 7,62 (1, 1H), 7,32 (c,

H), 6,86 (c, 1H), 4,29 (r, 2H), 4,00 (c, 3H), 3,79 (c,

2H), 3,58 (g, 2H), 3,30 (g, 2H), 2,97 (1, 2H), 2,27 (M,
H), 1,89 (g, 2H), 1,65 (M, 1H), 1,44 (m, 2H):

MC (+ve ECI): 591,5 (M+H)".
Mpvknag 114 - OpepxanHa Cronykm 114 vy
Tabnuui 4 - 2-{3-[(7-{3-[4-(riapokcnmeTMN)ninepuanH-
1-injnponokcu}-6-meToKCMxiHa3orniH-4-in)amiHo]-1H-
nipason-5-in}-N-1H-iHgason-5-inauetamia
AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane noysHanum 3 1H-iHgason-5-amivy (51w,
0,37mmorb), opgepxytodm cronyky 114 y Tabruui 4
(95mr 63% Buxig):
H-AMP (OMCO ds, T®O
8,18 (c, 1H), 8,03 (c, 1H

): 8,94 (c, 1H), 8,29 (c,

H), ), 7,50 (m, 2H), 7,35 (c,

H), 6,84 (c, 1H), 4,28 (1, 2H), 3,99 (c, 3H), 3,83 (c,

2H), 3,60 (g, 2H), 3,30 (M, 4H), 2,97 (1, 2H), 2,27 (m,
H), 1,89 (g, 2H), 1,65 (m, 1H), 1,44 (m, 2H):

MC (+ve ECI): 586,5 (M+H)".

Mpvknag 115 - OpgepxanHa Cronykm 115 vy
Tabnmui 4 - N-(4-6pom-2-dpTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,
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AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouvHarmm 3 4-6poM-2-pTOopaHiniHy (72w,
0,37mMmorb), opgepxytodm crionyky 115 y Tabmuui 4
(28mr, 16% Buxig):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8
1H), 7,95 (1, 1H), 7,53 (m, 1H), 7,35 (g, 1H), 7
1H), 6,82 (c, 1H), 4,28 (1, 2H), 3,99 (c, 3H), 3
2H), 3,60 (g, 2H), 3,30 (m, 4H), 2,97 (1, 2H), 2,
2H), 1,89 (g, 2H), 1,65 (m, 1H), 1,44 (m, 2H):

MC (+ve ECI): 6444 (M+H)".

Mpvknag 116 - OpgepxkanHa Cronykn 116 vy
Tabrmui 4 - N-(3-xnopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTun)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane noynHanm 3 3-xmopaHinivy (48mr, 0,37Mmomb),
opepxytoun crnonyky 116 y Tabnuui 4 (96mr, 64%
BUXif):

28 (c,
31 (c,
92 (c,
27 (m,

"H-AMP (OMCO ds, TPO): 8,95 (c, 1H), 8,30 (c,
1H), 7,86 (c, 1H), 7,48 (g, 1H), 7,34 (m, 2H), 7,13 (a,
1H), 6,84 (c, 1H), 4,28 (1, 2H), 4,00 (c, 3H), 3,84 (c,
2H), 3,60 (g, 2H), 3,30 (m, 4H), 2,97 (1, 2H), 2,27 (m,
2H), 1,89 (g, 2H), 1,65 (M, 1H), 1,44 (m, 2H):

MC (+ve ECI): 580,5 (M+H)".

Mpvknag 117 - OpgepxanHa Cronykm 117 'y
Tabrmui 4 - N-(2-dTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane novnmHamm 3 2-ptopaHinivy (42mr, 0,37MMoOmb),
opepxytoun crnonyky 117 y Tabnuui 4 (74mr, 50%
BUXif):

"H-AMP (OMCO ds, TPO): 8,95 (c, 1H), 8,29 (c,
1H), 7,94 (m, 1H), 7,33 (c, 1H), 7,26 (m, 1H), 7,16 (M,
2H), 6,83 (c, 1H), 4,28 (1, 2H), 4,00 (c, 3H), 3,92 (c,
2H), 3,60 (g, 2H), 3,30 (M, 4H), 2,97 (1, 2H), 2,27 (m,
2H), 1,89 (g, 2H), 1,65 (M, 1H), 1,44 (m, 2H):

MC (+ve ECI): 564,5 (M+H)".

Mpvknag 118 - OpgepxkanHa Cronykm 118 vy
Tabnmui 4 - N-(3,5-aumeTtokcudeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane noyuMHarmm 3 3,5-gumeTokcuaHinivy (58w,
0,37mmorb), opgepxytodm crionyky 118 y Tabmuui 4
(89mr, 57% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,31 (c, 1H), 6,89 (m, 2H), 6,82 (c, 1H), 6,24 (m,
1H), 4,29 (1, 2H), 4,00 (c, 3H), 3,80 (c, 2H), 3,71 (c,
6H), 3,60 (m, 2H), 3,30 (m, 4H), 3,00 (7, 2H), 2,30 (m,
2H), 1,90 (m, 2H), 1,65 (m, 1H), 1,40 (m, 2H):

MC (+ve ECI): 606,5 (M+H)".

Mpvknag 119 - OpgepxanHa Cronykm 119 vy
Tabnuui 4 - 2-{3-[(7-{3-[4-(rippokcumeTun)nine puanH-
1-in]nponokcu}-6-meToKCMxiHa3oriH-4-in)amiHo]-1H-
nipason-5-in}-N-(5-meTvnnipuanH-2-in)aueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouysHanM 3 2-amiHo-5-nikoniHy (41w,
0,37mmorb), opgepxytodm cronyky 119 y Tabnuui 4
(89mr, 62% Buxia):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,29 (c,
1H), 8,26 (c, 1H), 8,05 (m, 1H), 7,75 (m, 1H), 7,35 (c,
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1H), 6,87 (c, 1H), 4,29 (1, 2H), 4,00 (m, 5H), 3,60 (g,
2H), 3,30 (m, 4H), 3,00 (T, 2H), 2,34 (c, 3H), 2,30 (m,
2H), 1,90 (m, 2H), 1,65 (m, 1H), 1,40 (m, 2H):

MC(+ve ECI): 561,6 (M+H)".

Mpvknag 120 - OpgepxanHa Cronykm 120 vy
Tabrmui 4 - N-(2,3-gudTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknaai 81,
ane nouyuHanu 3 4-(rigpokcumeTun)ninepuanHy
(115mr, 1MmMonb), ogepxytoun cronyky 120 y Tabnmui
4 (138wmr, 79% Buxig):

'H-AMP (IMCO ds, T®O): 8,95 (c, 1H), 8,29 (c,
1H), 7,75 (m, 1H), 7,32 (c, 1H), 7,17 (m, 2H), 6,83 (c,
1H), 4,29 (m, 2H), 4,00 (c, 3H), 3,93 (c, 2H), 3,60 (a,
2H), 3,30 (M, 4H), 3,00 (T, 2H), 2,30 (m, 2H), 1,90 (M,
2H), 1,70 (m, 1H), 1,40 (m, 2H):

MC (+ve ECI): 582,2 (M+H)".

Mpvknag 121 - OpgepxanHa Cronykm 121 vy
Tabnumui 4 - N-(3-xnop-2-dropdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puamnH-1-in]jnponokcu}-6-
MeTOKCMHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nounHanu 3 3-xrop-2-dTopaninivy  (55wr,
0,37mMmorb), opgepxytodm cronyky 121 y Tabmuui 4
(16mr, 9% Buxig):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H),

7,89 (m, 1H), 7,32 (m, 2H

8,29 (c,
1H), ), 7,21 (m, 1H), 6,83 (c,
1H), 4,29 (m, 2H), 4,00 (c, 3H), 3,93 (c, 2H), 3,59 (g,
2H), 3,30 (m, 4H), 2,97 (m, 2H), 2,30 (m, 2H), 1,86 (m,
2H), 1,68 (m, 1H), 1,40 (m, 2H):

MC (+ve ECI): 598,5 (M+H)".

Mpvknag 122 - OpepxanHa Cronykm 122 vy
Tabrmui 4 - N-(2,5-gudTopdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nousHanu 3 2,5-gudbTopaHinivy (49w,
0,37mMmorb), opgepxyrodm crionyky 122 y Tabmuui 4
(15mr, 8% Buxig):

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,29 (c,
1H), 7,95 (m, 1H), 7,25-7,40 (m, 1H), 7,32 (c, 1H),
6,95 (m, 1H), 4,31 (m, 2H), 4,00 (c, 3H), 3,93 (c, 2H),
3,59 (g, 2H), 3,30 (m, 4H), 2,97 (1, 2H), 2,30 (m, 2H),
1,86 (m, 2H), 1,65 (m, 1H), 1,43 (m, 2H):

MC (+ve ECI): 582,5 (M+H)".

Mpvknag 123 - OpgepxkanHa Cronykm 123 vy
Tabnmui 4 - N-[2-dTOp-5-(TpMdbTOpMETUN)DEHIN]-2-
{3-[(7-{3-[4-(rippokcnmeTun)ninepnguH-1-
injnponokcu}-6-MeToKcuxiHasoniH-4-in)amiHo]-1H-
nipason-5-injaueTamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouvHann 3 2-TOop-5-TpUdTOPMETUNAHIMIHY
(68mr, 0,37mMmomb), ofepxylouum cronyky 123 'y
Tabnuui 4 (6mr, 1% Buxig)

'H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 8,48 (a,
1H), 8,30 (c, 1H), 7,52 (c, 1H), 7,50 (m, 1H), 7,31 (c,
1H), 6,84 (c, 1H), 4,30 (m, 2H), 3,99 (c, 3H), 3,98 (c,
2H), 3,60 (m, 2H), 3,20-3,35 (m, 4H), 2,98 (m, 2H),
2,30 (m, 2H), 1,88 (m, 2H), 1,67 (m, 1H), 1,42 (m, 2H):

MC (+ve ECI): 632,5 (M+H)".
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Mpvknag 124 - OpepxanHa Cronykm 124 vy
Tabrmui 4 - N-(3,4-gudTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nousHanu 3 34-gudbTopaHiniHy (49w,
0,37Mmorb), opgepxytodm crionyky 124 y Tabmuui 4
(85wmr, 56% Bwuxig):

"H-AMP (OMCO ds, TPO): 8,95 (c, 1H), 8,30 (c,
1H), 7,83 (m, 1H), 7,35 (m, 2H), 7,33 (c, 1H), 6,84 (c,
1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,84 (c, 2H), 3,60 (a,
2H), 3,30 (m, 4H), 2,98 (1, 2H), 2,31 (m, 2H), 1,87 (M,
2H), 1,68 (M, 1H), 1,44 (m, 2H):

MC (+ve ECI): 582,5 (M+H)".

Mpvknag 125 - OpepxkanHa Cronykm 125 vy
Tabrmui 4 - N-(2,4-gudTopdeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nousHanu 3 24-gudbTopaHiniHy (49w,
0,37mMmorb), opgepxytodm crionyky 125 y Tabmmui 4
(62mr, 41% Buxig):

'H-AMP (OMCO ds, T®O): 8,96 (c, 1H), 8,30 (c,
1H), 7,88 (m, 1H), 7,33 (c, 1H), 7,29 (m, 1H), 7,06 (m,
1H), 6,84 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,90 (c,
2H), 3,61 (g, 2H), 3,31 (m, 2H), 3,28 (m, 2H), 3,00 (T,
2H), 2,31 (m, 2H), 1,87 (m, 2H), 1,65 (m, 1H), 1,42
(m,2H):

MC (+ve ECI): 582,5 (M+H)".

Mpvknag 126 - OpepxanHa Crionykn 126 vy
Tabnumui 4 - N-(3-xnop-4-dpropdeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nounHanu 3 3-xnop-4-dTopaHinivy (55w,
0,37mMmorb), opgepxyrodm crionyky 126 y Tabmuui 4
(84mr, 54% Buxig):

'H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,30 (c,
1H), 7,97 (m, 1H), 7,49 (m, 1H), 7,35 (T, 1H), 7,32 (c,
1H), 6,84 (c, 1H), 4,30 (m, 2H), 4,00 (c, 3H), 3,84 (c,
2H), 3,61 (g, 2H), 3,30 (m, 2H), 3,27 (m, 2H), 2,98 (T,
2H), 2,30 (m, 2H), 1,87 (m, 2H), 1,68 (m, 1H), 1,45
(m,2H):

MC (+ve ECI): 598,5 (M+H)".

Mpvknag 127 - OpgepxanHa Cronykm 127 vy
Tabnuui 4 - N-[2-(andTopmeToKken)dheHin]-2-{3-[(7-{3-
[4-(rinpokcume Tun)nine puamk-1-injnponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane noyvHanu 3 2-gudTOPMETOKCUaHiniHy (60mr,
0,37mMmorb), opgepxytodm crionyky 127 y Tabmuui 4
(49mr, 30% Buxig):

'H-AMP (OMCO ds, T®O): 8,93 (c, 1H), 8,29 (c,
1H), 7,95 (m, 1H), 7,31 (c, 1H), 7,10-7,30 (m, 3H),
6,84 (c, 1H), 4,3 (m, 2H), 3,99 (c, 3H), 3,92 (c, 2H),
3,59 (g, 2H), 3,20-3,30 (m, 4H), 2,97 (1, 2H), 2,26 (Mm,
2H), 1,86 (m, 2H), 1,65 (m, 1H), 1,42 (m, 2H):

MC (+ve ECI): 612,5 (M+H)".

Mpvknag 128 - OpepxkanHa Crionykm 128 vy
Tabrmui 4 - N-(3-uiaHodeHin)-2-{3-[(7-{3-[4-
(rinpokcumeTun)nine puauH-1-in]nponokcu}-6-
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MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane nouuHamm 3 3-uiaHoaHiniHy (45wr, 0,37MMomb),
opepxytoun crnonyky 128 y Tabnuui 4 (65mr, 43%
BUXif):

'H-AMP (OMCO ds, T®O): 8,93 (c, 1H), 8,28 (c,
1H), 8,14 (c, 1H), 7,81 (g, 1H), 7,51 (m, 2H), 7,30 (c,
1H), 6,84 (c, 1H), 4,28 (m, 2H), 3,99 (c, 3H), 3,86 (c,
2H), 3,59 (@, 2H), 3,20-3,35 (m, 4H), 2,96 (1, 2H),
2,30 (m, 2H), 1,88 (m, 2H), 1,68 (m, 1H), 1,44 (m, 2H):

MC (+ve ECI): 571,6 (M+H)".

Mpvknag 129 - OpgepxanHa Cronykm 129 vy
Tabrmui 4 - N-(3-6pomdpeHin)-2-{3-[(7-{3-[4-
(rigpokcumeTnn)nine puanH-1-injnponokcu}-6-
MeTOKCHXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 106,
ane novmHamm 3 3-6pomaHinivy (65mr, 0,37Mmonb),
ogepxytoun crnonyky 129 y Tabnuui 4 (62mr, 32%
BUXif):

"H-AMP (OMCO ds, T®O): 8,95 (c, 1H), 8,30 (c,
1H), 8,00 (c, 1H), 7,52 (g, 1H), 7,32 (c, 1H), 7,26-7,31
(m, 2H), 6,84 (c, 1H), 4,29 (m, 2H), 4,00 (c, 3H), 3,84
(c, 2H), 3,60 (m, 2H), 3,20-3,35 (m, 4H), 2,98 (1, 2H),
2,30 (m, 2H), 1,87 (m, 2H), 1,65 (m, 1H), 1,44 (m,2H):

MC (+ve ECI): 626,4 (M+H)".

Mpvknag 130 - OpgepxanHa Cronykm 130 vy
Tabrmui 5 - N-(2,3-gudtopdenin)-2-{3-[(7-{3-
[eTun(2-rinpokcueTnn)amiHoMPONOKCU}XiHa30MiH-4-
in)amino]-1H-nipason-5-infauetamig

O6'egHyBanm 2-(3-{[7-(3-
XIOpnponoKcu)xiHazoniH-4-injamiHo}-1H-nipason-5-
in)-N-(2,3-gudtopbeHin)auetamis (300mr,
0,634mmonb), nogmp kanito (210mr, 1,27MMorb),
avmeTunamin (2mn) i 2-(eTunamiHo)eTtaHon (226wr,
2,54mmorb) i HarpiBarm mpu 50°C npotarom 72
rogvH. Peakuito po3sognmvm guxnopmeTtaHom (20mn) i
nepeHoCunn Ha KomoHKy i3 cunikarenem 40S Biotage.
EntotoBanm AVXIIopMeTaHoM, nicns yoro
36inbLlyBanM nonspHiCTb 4O AWMXIOPMETaH:MeTaHon
(9:1), noTim auxnopmeTaH:MeTaHom:amiak (9:1:0,8),
ogepxytoun crnonyky 130 y Tabmmui 5, sk 6nigo-
poxeBy TBepAy peyoBuHy (181mr, 54% Buxig):

"H-AMP (OMCO ds): 12,35 (c, 1H), 10,25 (c, 2H),
8,52 (c, 2H), 7,71 (m, 1H), 7,16 (m, 4H), 6,78 (c, 1H),
4,33 (1, 1H), 4,17 (7, 2H), 3,84 (c, 2H), 3,43 (m, 2H),
2,60 (7, 2H), 2,49 (m, 4H), 1,88 (m, 2H), 0,96 (1, 3H):

MC (-ve ECI): 524 (M-H),

MC (+ve ECI): 526 (M+H)".

2-(3-{[7-(3-xropnponokcu)xiHasoniH-4-imjamiHo}-
1H-nipason-5-in)-N-(2,3-audTopdeHin)avetamia, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio:

a) 2-amiHo-4-cpbTopbeH3ovHy  kucrnoTy  (15r,
96MMOIb) PO3YMHANM B 2-MeTokcueTaHoni (97mn).
Hopasamm cbopmamiguHaueTaT (20,13r, 193,4mMmonb)
i cymiw HarpiBanu 3i 3BOPOTHUM XOSOAWUIIbHUKOM
npotarom 18 roauH. Peakuito  oxornompKysanu,
KOHLIEHTPYBanu i 3anvLwoK nepemillyBany y BOGHOMY
rigpokcugi  amoHrito  (0,01N, 250mn) npotarom 1
rogvHu. CycneHsito dinbTpyBanu, MpoMmBanM BOAOH
i cylumnu Hag neHTaokcuaom pocdopy oaepXKyHUu
7-pTopxiHasoniH-4(3H)-oH, sk Mmaike 6iny TBepay
pevoBuHy (10,35r, 65% Buxig):



127

'H-AMP (OMCO de): 12,32 (w 3, 1H), 8,19 (aa,
1H), 8,14 (c, 1H), 7,45 (an, 1H), 7,39 (m,1H):

MC (-ve ECI):163(M-H), MC (+ve ECI):
165(M+H)".

6) MNapwua Hatpito (14,6r, 365MMonb) gogasanm
npu 0°C po posumHy 1,3-nponangiony (27,8,
365mmore) y  aumetundopmamigi  (70mn).  MoTim
ofHielo mopuieto gogasamm 7-cTopxiHazoniH-4(3H)-
oH (10r, 60,9MMmoOrb) | peakuinHy cymil HarpiBanu
npn 60°C, notim mpu 110°C npoTarom 3 roauH.
Peakuito oxonompkysarm go 0°C, racurm Bopowo
(280mn) i poBoagmnu go pHS5,9. OTpumaHy cycneHsito
¢inbTpyBanu, nNpoMvBanM BOAOO, MOTIM eTepoM i
CYyLLMIN Ha[ neHTaokcuaoM dhocopy odepxKyrouun 7-
(3-rippokcunponokcu)xiHazoniH-4(3H)-oH Ak Ginmi
nopowok (12,41r, 92% Buxig):

'H-AMP (OMCO de): 11,90 (w 3, 1H), 8,04 (c,
1H), 8,00 (@, 1H), 7,10 (m, 2H), 4,17 (1,2H), 3,58
(1,2H), 1,92 (m,2H):

MC (+ve ECI): 221 (M+H)".

B) O6'egHyBanu 7-(3-
rigpoKcunponokcu)xiHasoniH-4(3H)-oH (10,5r,
47,7vmorb) i TioHinxnopug (100mn, 137Mmon).
Oopaesarm gumeTundopmamig (1mn) i peakuinHy
cymiw HarpiBarm nmpu 85°C npotarom 1 roguHw.
Cymiw oxonogyBanm [0 KiMHaTHOI Temnepatypw,
po3BOAMIM TOMYOSNiOM i BuMaptoBanu Jo cyxa. Lle
MoBTOPIOBanNM A0 BWAANEHHS YCbOTO TiOHINXmopuay.
3anuLIoK po3unHANM B gMXropMmeTaHi i npomwuBanu
HacM4YeHUM po3dmHOM GikapboHaTy HaTpito. BogHun
wap ekctparyBanu guxrnopmeTaHoMm. OpraHiyHi
po3umHu ob'egHyBanu, cywmnu (cynbdar marHito) i
KOHUEHTpyBanu [0 OJepXaHHA >KOBTOI TBepaol
peyoBuHU. Po3Tvpanu 3 eTepom Buaansoym MeHL
PO3YUHHI OOMILLKK i eTepHun dinbTpar
KOHLIeHTpyBanu ofepXytouun 4-xrop-7-(3-
XMOPMPOMOKCU)XiHA30oNiH Sk  Marke Oiny TBepay
peyoBuHy (8,51, 70% Buxia):

'H-AMP (OMCO de): 13,25 (w 3, 1H), 8,34 (c,
1H), 8,06 (a, 1H), 7,17 (m, 2H), 4,21 (1, 2H), 3,83 (T,
2H), 2,23 (m, 2H):

MC (+ve ECI): 257,259 (M+H)".

r) 4-xnop-7-(3-xnopnpornokcu)xiHasoniH  (2,5r,
9,72mmorb) i (3-amiHo-1H-nipa3zon-5-injouToBy
kucnoty  (1,37r, 9,72mmonb) ob'egHyBarm B
avnmetundopmamigi (25vn). OJogasamm po3uuH 4M
HCl vy piokcaHi (1,25mn, 4,8mmonb) i peakuito
HarpiBarm npu 90°C nmpotarom 40 xBunuH. Po3uuH
OoXonomKyBanu ao KiMHaTHOT  Temnepartypu,
possogumm Bogot (250mn) i cinbTpyBanu yepe3s
uenit. Kncrmn posuuH nignyrosysamm go pH4,9 i
dinbTpyBanu  xoBtmin  nopowok.  (Mpn  pH3,
ocapKyBanacb 4YepBOHa TBepAa peuYoBWHA, SIKY
BiJOKpemnioBanu, cycneHgysarm y  Bodi i
nignyrosyBamm o pH 12. O6epexHe 3HWKeHHs1 pH
oo 4,8 paBano B ocadi XOBTUA MOPOLLOK, LLIO
ob6'egHyBanu 3 nepLoto nopuieto). Teepay pevyoBuHY
npomviBanM AieTUNoBMM eTepoM | Cywmim  Hapj
neHtaokcugom  doccopy ogepxyroun  (3-{[7-(3-
XIOpnponoKcu)xiHazoniH-4-injamiHo}-1H-nipason-5-
imoutoBy KMCMOTYy sK 6rigo-opaHxeBy TBepAay
pevoBuHy (2,88r, 82% Buxig):

"H-AMP (OMCO ds): 12,60 (w 3, 2H), 10,78 (w 3,
1H), 8,65 (c, 1H), 8,60 (g, 1H), 7,26 (g, 1H), 7,22 (c,
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1H), 6,67 (c, 1H), 4,28 (7, 2H), 3,83 (T, 2H), 3,67 (c,
2H), 2,24 (m, 2H):

MC (-ve ECI): 360, 362 (M-H),

MC (+ve ECI): 362, 364 (M+H)".

a)  2,3-gudptopaHiniH - (1,15r,  8,95mmorb)
Jonasanu o cycneHsii (3A[7-(3-
XIOpnponoKcu)xiHazoniH-4-injamiHo}-1H-nipason-5-
imouTtoBoi kucrnom (2,70r, 7,46mMMonb) Yy MipuanHI
(30Mmn) i peakuito oxonompkysanm go 0°C. Mo kpannsx
nonasanu okcuxropua docdopy (1,14r, 7,46mMmonb)
i peakuito nepemiwyBarm npu 0°C npoTarom 1
roavHn.  Peakuito  HarpiBann  npy KiIMHaTHiA
TeMnepatypi i gogaBanu e okcuxropug docdopy
(0,5vn). Peakuito nepemiwyBanu npotarom 4,5
roavH. PeakuinHy CyMiLLl possoaunu
etvnaueTtaT:etep (100mm:37mn) i nepemiwysanu
npoTArom 18 roavH. Ocag  dinbTpyBany,
cycrneHayBanmu y BoAi i HerTpanidyBanm rigpokcuaom
amoHilo (7%, 15mn). OTpumaHy >XOBTYy CyCMeHsito
¢inbTpyBanu, nNpoMuMBanuM  BOAOK i Cywwmnu
(neHTaokeug pocdopy) opepxytoun  2-(3-{[7-(3-
XIopnponoKcu)xiHazoniH-4-injamiHo}-1H-nipason-5-
in)-N-(2)3-andTopdeHin)auetamia Ak  opaHXeBun
nopowok (3,15r, 89% Buxig):

'H-AMP (IMCO de): 10,64 (w 3, 1H), 10,27 (c,
1H), 8,60 (c, 1H), 8,55 (g, 1H), 7,70 (m, 1H), 7,20 (m,
6H), 6,68 (c, 1H), 4,27 (1, 2H), 3,83 (m, 4H), 2,25 (m,
2H):

MC (-ve ECI): 471, 473 (M-H)’,

MC (+ve ECI): 473, 475 (M+H)".

Mpvknag 131 - OpgepxanHa Cronykm 131 vy
Tabnmui 5 - N-(2,3-gudtopdpenin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(isonponin)amiHo]nponokcu}-xiHasorniH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 130,
ane novnHanu 3 2-(isonponinamiHo)etaHony (262wmr,
2,54mmorb), opgepxytoun cronyky 131 y Tabnuui 5,
AIK poXeBYy TBepAy peyoBuHy (182wmr, 53% Buxig):

"H-AMP (OMCO ds): 12,35 (c, 1H), 10,20 (c, 1H),
8,50 (c, 2H), 7,71 (m, 1H), 7,20 (m, 4H), 6,78 (c, 1H),
4,29 (w 3, 1H), 4,19 (7, 2H), 3,85 (c, 2H), 3,38 (AT,
2H), 2,88 (m, 1H), 2,55 (1, 2H), 2,45 (1, 2H), 1,82 (Mm,
2H), 0,93 (g, 6H):

MC (-ve ECI): 538 (M-H),

MC (+ve ECI): 540 (M+H)".

Mpvknag 132 - OpgepxanHa Cronykm 132 vy
Tabnuui 5 - N-(2,3-gudTopderin)-2-{3-[(7-{3-[(2R)-2-
(rinpokcumeTun)niponianH-1-in]Nponokcm}xiHasoniH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 130,
ane nouuvHanm 3 D-nponiHony (257wmr, 2,54MMmomb),
ofepxyroun cronyky 132 y Tabnmui 5, Ak poxeBy
TBEPAY PEUOBMHY (206mr, 60% Buxia):

H-AMP (OMCO ds, AcOD): 11,60 (w 3, 7H),
10,25 (c, 1H), 8,52 (m, 2H), 7,75 (m, 1H), 7,16 (m,
4H), 6,67 (c, 1H), 4,22 (1, 2H), 3,84 (c, 2H), 3,50 (g,
2H), 3,35 (m, 1H), 3,28 (m, 1H), 3,07 (m, 1H), 2,86 (m,
1H), 2,72 (m, 1H), 2,05 (m, 2H), 1,95 (m, 1H), 1,60-
1,90 (m4H)

MC (-ve ECI): 536 (M-H),

MC (+ve ECI): 538 (M+H)".

Mpvknag 133 - OpgepxanHa Cronykm 133 vy
Tabnmui 5 - N-(2,3-gudtopdpenin)-2-{3-[(7-{3-[(2-
rigpokcveTvn)(nponin)amiHo]Nponokcu}-xiHazoniH-4-
in)amino]-1H-nipason-5-infauetamig
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AHaroriyHo peakuii, Wwo onucaHa B npuknagi 130,
ane nounHamm 3 2-(H-nponinamiHo)etaHony (262wmr,
2,54mmorb), oaepxytoun cronyky 133 y Tabnuui 5,
SIK poXeBYy TBepAy pejoBuHy (168mr, 49% Buxig):

"H-AMP (OMCO ds): 12,35 (c, 1H), 10,22 (c, 2H),
8,51 (c, 2H), 7,71 (m, 1H), 7,20 (m, 4H), 6,78 (c, 1H
4,30 (1, 1H), 4,17 (7, 2H), 3,85 (c, 2H), 3,43 (m, 2H),
2,59 (1, 2H), 2,49 (m, 2H), 2,39 (T, 2H), 1,87 (m, 2H),
1,39 (m, 2H), 0,82 (1, 3H):

MC (-ve ECI): 538 (M-H),

MC (+ve ECI): 540 (M+H)".

Mpvknag 134 - OpepxanHa Cronykm 134 vy
Tabnmui 5 - N-(2,3-gudtopdpenin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(npon-2-iH-1-
in)amiHo]nponokcu}xiHasoniH-4-in)amiHo]-1H-nipason-
5-infauetamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 130,
ane noyumHarm 3 2-(npon-2-iH-1-inamiHo)eTaHony
(220mr, 2,222mmonb), ogepxytoun cronyky 134 'y
Tabnuui 5, sik 6exeBy TBepgy pevosuHy (162mr, 48%
BUXif):

"H-AMP (IMCO de): 12,40 (c, 1H), 10,22 (w 3,
1H), 8,50 (c, 2H), 7,73 (m, 1H), 7,17 (m, 4H), 6,78 (w
3, 1H), 4,52 (w 3, 1H), 4,17 (1, 2H), 3,84 (c, 2H), 3,49
(c, 4H), 3,17 (c, 1H), 2,70 (c, 2H), 2,60 (c, 2H), 1,93
(m, 2H):

MC (-ve ECI): 534 (M-H),

MC (+ve ECI): 536 (M+H)".

Mpvknag 135 - OpgepxkanHa Cronykm 135 vy
Tabrmui 5 - [N-(2,3-gudtopdenin)-2-{3-[(7-{3-[(2-
rigpokcveTun)(izo0yTnn)amiHo]nponokcu}-xiHazoniH-
4-in)amiHo]-1H-nipason-5-infaueTtamig

AHaroriyHo peakuii, wo onucaHa B npuknagi 130,
ane noyvHamm 3 2-(isobytvnamiHo)etaHony (260mr,
2,22mmorb), oaepxkytoun cronyky 135 y Tabnuui 5,
sk 6exxeBy TBepAy peyoBuHy (168mr, 48% Buxig):

"H-AMP (IMCO de): 12,35 (c, 1H), 10,28 (w 3,
2H), 8,50 (c, 2H), 7,72 (m, 1H), 7,16 (m, 4H), 6,78 (c,
1H), 4,32 (c, 1H), 4,20 (7, 2H), 3,85 (c, 2H), 3,45 (m,
2H), 2,57 (w 3, 2H), 2,48 (m, 2H), 2,16 (g, 2H), 1,89
(m, 2H), 1,66 (m, 1H), 0,83 (g, 6H):

MC (-ve ECI): 552 (M-H),

MC (+ve ECI): 554 (M+H)".

Mpvknag 136 - OpgepxaHHa Cronykn 136 vy
Tabnmui 5 - N-(2,3-gudTopdeHrin)-2-{3-[(7-{3-[(2,2-
avmMeTtunnponin)(2-
rifpoKcueTUN)amiHo ] NponoKcu}xiHasoniH-4-in)amiHo]-
1H-nipason-5-injauetamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 130,
ane noYvHanm 3 2-[(2,2-
avmeTtunnponin)amiHoletanony (291mr, 2,22Mmorb),
ofepxyroun cronyky 136 y Tabnmui 5, gk 6exeBy
TBEPAY PEUOBUHY (93mr, 26% Buxig):

H-AMP (OMCO de): 12,36 (c, 1H), 10,22 (c, 1H),
8,52 (c, 2H), 7,72 (m, 1H), 7,19 (m, 4H), 6,77 (c, 1H
4,34 (c, 1H), 4,19 (m, 2H), 3,83 (c, 2H), 3,45 (m, 2H),
2,64 (m, 2H), 2,54 (m, 2H), 2,21 (c, 2H), 1,89 (m, 2H),
0,83 (c, 9H):

MC (-ve ECI): 566 (M-H),

MC (+ve ECI): 568 (M+H)".

Mpvknag 137 - OpepxanHa Cronykm 137 vy
Tabrmui 6 - N-(3-dTopdpenin)-2-[3-({5-{[1-(2-
rigpokcueTun)nine puanH-4-injokcn}-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino)-1H-nipason-5-injauetamig

)
),
)
)

)
),
)
)
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2-[3-({5-{[1-(2-TpeT-6yTOKCHETUN)NiNEPUANH-4-
imoxcwu}-7-[3-(4-meTunninepasuH-1-
in)npo nokcu]xiHazoniH-4-infamiHo )-1H-nipason-5-in]-
N-(3-cbTopcbenin)auetamig (102mr, 0; 117mmonb)
0bpobnsnm CyMiLLLLIKO auxropmeTtaH
TpudptopouTtoBa kucrnota (5:1) npu  KiMHaTHIN
Temnepartypi npotarom 16 roauH. PO34YMHHUK
BMMaploBanM i 3anuLLIOK OuYMLanM 3a AO0MOMOror
npenapatmBHoi PXMC ogepxytoum cronyky 137 y
Tabnuui 6 (55mr, 71% Buxig):

"H-AMP (OMCO ds): 10,44 (c, 1H), 10,28 (c, 1H),
8,44 (c, 1H), 7,61 (g, 1H), 7,31-7,39 (m, 1H), 7,33 (c,
1H), 6,91 (1, 1H), 6,87 (c, 1H), 6,77 (c, 1H), 6,75 (c,
1H), 4,87 (w 3, 1H), 4,40 (1, 1H), 4,13 (1, 2H), 3,76 (c,
2H), 3,50 (c, 2H), 2,78 (m, 2H), 2,19-2,47 (m, 14H),
2,14 (c, 3H), 2,09 (m, 2H), 1,91 (m, 2H), 1,84 (m, 2H):

MC (+ve ECI): 662,3 (M+H)".

2-[3-({5-{[1-(2-TpeT-byTOKCHETUN)NiNEPUANH-4-
imoxcu}-7-[3-(4-meTunninepasuH-1-
in)npo nokcu]xiHazoniH-4-infamiHo )-1H-nipason-5-in]-
N-(3-cbTopcheHin)aueTtamig, WO BMKOPUCTOBYBanu SIK
BUXiOHWIA MaTepian, OAepXKyBanm B Takui crnocib:

a) PosuuH  5,7-gudTopxiHasoniH-4(3H)-oHy
(1,82r, 10mmorb) i 1-(2-Tpe-6yTOoKCHeTUR)NINEPULNH-
4-ony (1,91r, 9,5mMmonb) y TeTparigpodypaHi (40mn)
obpobnsanm TpeT-6yToKCMAOM Kanito (3,36r,
30mmonb). Cymiw HarpiBarm npu 70°C nmpoTsrom 5
roavH. Po34nHHUK BMMNaproBanu i 3anmwok oyvwanu
3a [Joromorok  xpomatorpadii Ha  cunikareni.
EntoloBann gnxnopmMmeTaH:MeTaHoNbHWA amiak (95:5)
ogepxytoun 5-{[1-(2-TpeT-6yTOKCHETUN)NINEPUANH-4-
imoxkecu}-7-dpTopxiHazoniH-4(3H)-oH  (2,88r, 83%
BUXif):

"H-AMP (OMCO de): 7,98 (c, 1H), 7,01 (g, 1H),
6,90 (@, 1H), 4,58 (w 3, 1H), 3,43 (1, 2H), 2,74 (m,
2H), 2,43 (1, 2H), 2,34 (m, 2H), 1,90 (m, 2H), 1,71 (m,
2H), 1,13 (c, 9H): MC (+ve ECI): 364,3 (M+H)".

) 5-{[1-(2-TpeT-6yTOKCHMETUN)NiINEPUONH-4-
imoxcu}-7-dTopxiHazoniH-4(3H)-oH (5,45wr,
1,5mmorb) y 6e3sogHomy gurnimi (15mn) BBOgUNM B
peakuito 3 3-(4-meTunninepasuH-1-in)nponaH-1-ornom
(474mr, 3mmoOMb) Yy npucyTHOCTI TpeT-byTokcuay
kanito (11,77r, 10mmornb) npu 100°C npoTtarom 4
roavH. PeakuiiHy cymill po3soavnu AMxnopmMeTaHoM
(10mn) i Bogoto (10mn) i pH gosoaunm go 7,7. Cymiw
ekcTparyBanu Kinbka pasiB  auMxriopMeTaHoM i
opraHiyHy pasy cywmmm  (cynbdpar  MarHit),
BMMaploBanM i 3anuLLIOK OuYMLlanM 3a AO0MOMOror
Xpomatorpadii Ha cunikare ni. E niotoBanu
OVXrnopMeTaH:MeTaHOoNbHUIA amiak (9:1) ogepXyro4u
5-{[1-(2-TpeT-6yTOKCHMETUN)NiNE pUANH-4-injokcn}-7-[3-
(4-meTunninepasuH-1-in)nponokcu]xiHasoniH-4(3H)-
OH (411wmr, 55% Buxig):

'H-AMP (OMCO de): 7,89 (c, 1H), 6,63 (c, 1H
6,55 (c, 1H), 4,49 (w 3, 1H), 4,09 (71, 2H), 3,40 (T, 2H),
2,75 (m, 2H), 2,52 (m, 2H), 2,22-243 (m, 12H), 2,14
(c, 3H), 1,88 (m,4H), 1,69 (m,2H), 1,12 (c,9H):

MC (+ve ECI): 5024 (M+H)".

B) 5-{[1-(2-TpeT-6yTOKCHMETUN)NiINEPUONH-4-
imoxcwu}-7-[3-(4-metnn ninepasuH-1-
in)nponokcu]xiHasoniH-4(3H)-oH (400mr, 0,8Mmonb) y
avxnopeTaHi  (8mn) BBOOUNM B peakuilo 3
TpudeHindocdiHom (420wr, 1,6MMOrb) i
TeTpaxnopugom Byrneuo (0,78wmn, 8mmonb) npwu
70°C npotarom 1,5 roguH. Po34vHHUK BunaptoBanu,

),
)
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3anMLLIOK PO34MHANKM B i3onponaHoni (8mn) i BBogunm
B peakuito 3 (3-amiHo-1H-nipason-5-in)outoBoio
kucnoToto (124mr, 0,88mMmons) npu 80°C nig aproHomM
npotarom 2 roAavH. PoO34vHHMK BuMmaptoBanu i
3aMvMLWOK ouyuwwanu 3a AOMOMOroK MpenapaTyuBHOI
PXMC ofepxyroum [3-({5-[1-(2-TpeT-
6yTokcmeTUN)nine puanH-4-injokcn}-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imjamito)-1H-nipason-5-imjoytoBy kucnoty (270wr,
54% Buxig):

'H-AMP (OMCO de): 8,99 (c, 1H), 7,09-7,15 (m,
1H), 6,96 (m, 1H), 6,88 (m, 1H), 5,08-5,38 (m, 1H),
4,30 (1, 2H), 3,29-3,95 (m, 21H), 3,22 (7, 1H), 2,74 (c,
3H), 2,08-2,39 (m, 6H), 1,20 (m, 9H):

MC (+ve ECI): 625,3 (M+H)".

r)  [3-({5-{[1-(2-TpeT-OyTOoKCHMETUN)NiNEPUANH-4-
imoxcu}-7-[3-(4-meTvnninepasuH-1-
in)npo nokcu]xiHasoniH-4-imamito )-1H-nipason-5-
imouTtoBy  kucrnoty  (140mr,  0,22mmomb) vy
avmetundopmamigi (1mn) BBOAMIM B peakuilo 3 3-
dTOpaHiniHom (24mkn, 0,25Mmonb) y MNPWUCYTHOCTI
rigpoxrnopugy 1-(3-gumeTunamiHo nponin)-3-
etunkapbogiimigy  (48wmr,  0,25mmorb) i 2-
rigpokcunipuanH-1-okeugy (27wmr, 0,24mMmonb) npwm
50°C npoTsirom 45 xBWUnuH. PO34MHHWK BUMaptoBanu i
3anMLLIOK oYMLLanu 3a 4ONoMOoro xpomatorpadii Ha
cunikarerni. EntotoBamm AunxropmeTtaH:MmeTaHon
(97:3), noTim guMxnopmeTaH:METaHOINbHWUIA  amiak
(95:5) ofiepXytoumn 2-[3-({5-{[1-(2-TpeT-
6yTokcmeTUN)nine puanH-4-injokcn}-7-[3-(4-
MeTunninepasuH-1-in)nponokcu]xiHasoniH-4-
imyamino )-1H-nipason-5-in)-N-(3-
choPcbeHln auetamig (109mr, 58% Buxia):

H-AMP (OMCO de): 10,44 (c, 1H), 10,27 (c, 1H),
8,44 (c, 1H), 7,61 (g, 1H), 7,30-7,38 (m, 1H), 7,33 (c,

H), 6,88 (1, 1H), 6,87 (c, 1H), 6,76 (c, 1H), 6,75 (c,
1H), 4,86 (w 3, 1H), 4,13 (1, 2H), 3,75 (c, 2H), 3,41 (T,
2H), 2,78 (m, 2H), 2,20-2,48 (m, 12H), 2,17 (1, 2H),
2,14 (c, 3H), 2,07 (m, 2H), 1,90 (1, 2H), 1,82 (m, 2H),
1,11 (c, 9H):

MC (+ve ECI): 718,1 (M+H)".

Mpvknag 138 - OpepxanHa Cronykm 138 vy
Tabnuui 6 - N-(3-pTopdeHin)-2-[5-({7-meTokcn-5-[(1-
MeTunnine puamH-4-injokculxiHasonin-4-inyamino)-1H-
nipason-3-injauveTtamia

[5-({7-meTokcK-5-[(1-meTunninepuanH-4-
in)okcu]xiHasoniH-4-imamino )-1H-nipaszon-3-injoytoBy
kmcnoty (95mr, 0,2mmonb) y AumMeTundopmamigi
(1mn) BBOgMIM B peakuito 3 3-hTopaHiniHoM (21mkn,
0,22mmorb) 'y mpucyTHocTi  rigpoxrnopugy  1-(3-
AvmeTunamiHonponin)-3-etunkapbogiimigy (46mr,
0,24mmorb) i 2-rigpokcunipuguH-1-okcngy  (24wr,
0,22mmorb) npu  60°C  nmpotarom 2,5 roauH.
Po34nHHMK BMMapoBanu | 3anvWOK oyuwann 3a
Jornomoroto xpomatorpadii Ha cunikare ni. EntoroBanu
ONXnopMeTaHoM, MoTiM 30inbLlyBany NonsipHIiCTE A0
AVXriopMeTaH:MeTaHObHUIA amiak (9:1), ogepXyoun
cronyKy 138 y Tabnmui 6 (30mr, 30% Buxig):

"H-AMP (OMCO ds): 8,47 (c, 1H), 7,63 (o, 1H),
7,35 (M, 2H), 6,90 (m, 2H), 6,80 (m, 2H), 4,88 (m, 1H),
3,90 (c, 3H), 3,77 (c, 2H), 2,68 (M, 2H), 2,39 (m, 2H),
2,23 (c, 3H), 2,12 (m,2H), 1,90 (m,2H):

MC (+ve ECI): 506,2 (M+H)".

[5-({7-meTokcK-5-[(1-meTunninepuanH-4-
in)okcu]xiHazoniH-4-imamino )-1H-nipaszon-3-injoytoBy
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KACIMOTY, WO  BMKOPUCTOBYBaiM  SiK
marepian, ogepXxyBanu B Takui crnocio:

a) rigpoxrnopua 3,5-gumeTokcmaniniHy (80,21,
0,424 monb) obepexHo gogasanm 4o okcaninxnopuay
(136mn, 1,56Momb) | pO34MH HarpiBanu 3i 3BOPOTHUM
XONoAunbHWKOM  npotdarom 3 rogvH.  Po3uuH
OXOnoMKyBanM | KOHUeHTpyBarm Yy Bakyymi. [o
3amvwky pgogasanu MeTaHon (300mn) i cymiw
HarpiBamm 3i 3BOPOTHMM XOSIOAUITbHUKOM MPOTAroM 1
roavHn. Peakuilo  3amvwanu oxonomKyBatuca i
oTpuMaHui  ocag  inbTpyBarm i npomwusanu
MeTaHOMOM oAepxytoumn 4,6-aumeTokcunizatuH (40,4r,

46%) AK>KOBTY TBEPAY PEYHOBUHY:

"H-AMP (OMCO de): 10,86 (w 3, 1H), 6,17 (A,
1H), 6,00 (a, 1H), 3,86 (c, 3H), 3,83 (c, 3H).

6) 4,6-gumeTokcuizatuH  (5,00r, 24 ,0mmorb)
posumHsanu B 33% (B/06) BOOHOMY  PO3YMHI
rigpokcugy HaTtpito (42mn) npu 75°C. Jo uboro
posumHy no kpamnsax npotarom 30 xB godasBamm
nepokcug BOJHIO (30%, 8mn). Peakuito
nepemiwyBanu npoTArom roguvHu npu 75°C i noTim
OoXonomKyBanu ao KiIMHaTHOT ~ Temnepartypu.
Oopasanu nig i peakuinHy cymiw nigkuenanu go pH1
BMKOPWCTOBYIOUM  KOHLIEHTPOBaHYy  XIIOPOBOOHEBY
kucnoTy. OTpumaHuii ocag inbTpyBanm, npoMmnsanu
BOAOK | CywmnmM Yy  BakyyMi  OOEepXylouu
rigpoxnopuaHy Cinb 2-amiHo-4,6-
anmMeTokcmbeHsonHoi kucnot (3,3r, 59% Buxig), sk
6r||p,o->|<OBTy TBEPAY PEYOBUHY:

'H-AMP (OMCO de): 5,92 (m, 1H), 5,77 (8, 1H),
3,75 (c, 3H), 3,69 (c, 3H):

MC (+ve ECI): 198 (M+H)".

B) [Oumetuncynbdar (1,04mn, 11,0mMmorb)
JoJaBanu Mo Kpannsx o cymilwi kapboHaTy kanito
(3,34r, 24 2mmorb) i 2-amiHo-4,6-
anMeTokcmbeH3omHoi kucnot (2,56r, 11,0mmonk) y
anmetundopmamigi  (70mn) npn  0°C. Peakuito
nepemiwysanu npotarom 1 rogvHu, NoTiM BUMBanu
y Bogy. OTpuMaHuin ocag cinbTpyBanu, npomusanu
BOJOIO i cywmnn y Bakyymi. PinbTpaTt ekcTparysanu

BUXiAHMN

eTvnauetatoMm i o06'egHaHi  opraHivHi - eKcTpaku
cywmnu (cynbgart MarHito) i KOHUEeHTpyBamu Yy
Bakyymi. OOG'egHaHi TBepdi peyoBMHM Cywnmm y
BaKyyMmi ofepxyrouun MeTun 2-amiHo-4,6-

avmeTtokcubeHsoat (1,8r, 77% BuXig) SK XOBTY
KpVICTaJ'II‘-IHy pPEYOBUHY:

'H-AMP (OMCO ds): 6,13 (c, 2H), 5,90 (g, 1H),
5,75 (a, 1H), 3,68 (c, 3H), 3,67 (c, 3H), 3,66 (c, 3H).

r) Po3unH mMeTun 2-amiHo-4,6-
AvmeTokcmbeHsoaty (600mr, 2,8Mmonb) i
dopmamignHaueTaty (650mr, 6,3mMmorb) y  2-
meTokcueTaHoni  (7mn) HarpiBarm  mpu  120°C

npotarom 16 roauH. Peakuito  oxornompKysanu,
KOHUEHTPYBanu y BakyyMi i 3anvwok po3Ttvpamm 3
MeTaHOJIOM ofepXyouun 5,7-onmeTokcu-3,4-
avrigpoxiHazonin-4(3H)-oH, sk GexeBy TBepay
peyoBuHy (290mr, 58% Buxig):

"H-AMP (OAMCO de): 11,62 (w 3, 1H), 7,88 (c,

H), 6,63 (g, 1H), 6,51 (g, 1H), 3,84 (c, 3H), 3,80 (c,
3H):

MC (+ve ECI): 207 (M+H)".

A) bpowmig marHito (3,83r, 20,8MMonb) obepexHo
popasanu Oo 5,7-gumeTokcu-3,4-AvrigpoxiHa3oniH-
4(3H)-oHy (4,29r, 20,8mmMonb) y nipuguHi (60mn) i
pPO34YMH HarpiBanM 3i 3BOPOTHMM  XOJIOAUITEHUKOM
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npoTArom 1 roAVHN. Peakuinny cymiL
OXOJIOKYBanM, KOHLEHTPYBamM y BakyyMi i 3ammLoK
po3Tvpanu 3 BOJOIO | inbTpyBanu ogepxywouun 7-
MeTokcuxiHazoniH-4,5-gion (3,72r, 93% Buxig) sk
maibke Biny TBepAy pe4OBUHY:

MC (+ve ECI): 193 (M+H)".

e) Tigpwg Hatpito (60mr, 1,49Mmornb) gogasamm
nopuisimm npoTArom 5 XBUNUH no 7-
MeTOKcuxiHasoniH-4,5-giony (260mr, 1,35mMmonb) y
anmetundopmamigi (2mn) npu 0°C. Tlo kpannax
npoTtarom 15 xBunuMH gogasanu xropmeTtunnisanaT
(200mkn,  1,36MMONb)  OdEpXKyluM  MPO30OpUN
opaHKeBUA po3yuH. PeakuiiHy cymiw 3anuwanm
HarpiBaTuca OO0  KiMHaTHOI  Temnepartypu i
nepemiwlysanu npoTHArom e 18 rOAVH.
BukopuctoBytoumn TLWX KOHCTaTyBamm He
3aBepLUEHHs peakuii, TOMy peakuitlo OXOonomKyBanm
no 0°C i gpopasanm rigpug, Hatpito (10mr, 0,25mMmorb),
nicna voro xmopmeTtunnisanat (26mkn, 0,18mMmMorb).
Peakuia 3aBeplyBanacs nicngd nepeMillyBaHHs
npotarom 1 roguHW MpwM KiIMHaTHIN Temneparypi.
PeakuiiHy cymill KOHUEHTpyBanM Yy BakyyMi i
ouvwanu 3a gornomMorow  xpomartorpadii  Ha
cunikareni, enooBamm  2-10% MeTaHorny B
AvxriopMeTaHi, ogepytoun (5-rigpokcu-7-meTokcu-4-
okcoxiHazoniH-3(4H)-in)metunnisanat (170mr, 41%
BWXid) SIK TBEpAY PeYOBUHY KPEMOBOTO KOMbOPY:

"H-AMP (OMCO ds): 11,42 (c, 1H), 8,37 (c, 1H),
6,66 (g, 1H), 6,51 (g, 1H), 5,86 (c, 2H), 3,85 (c, 3H),
1,11 (c, 9H): MC (+ve ECI): 305 (M+H)".

X) (5-rigpokcu-7-meTokcn-4-oKCcoXiHa3omMiH-3(4H)-
in)metunnisanat (500mr, 1,63mmorb), 4-rigpokcu-N-
MeTunninepuavH (280wmr, 2,45mMmorb) i
TpudpeHindocdiH (640mr, 2,45MMOmMb) PO3YMHANM B
6e3BogHoMy auxriopmeTaHi  (8mm), B aTtmocdepi
azoty npu 0°C. Mo kpanngx npoTaroM 5 XxBWNWH
JoJaBanu po3uuH an-TpeT-6yTunasogukapbokeunaty
(560mr, 2,45mmomb) y auxnopmeTtadi  (1mn) i
OTPUMaHUI XOBTUN PO3YMH 3anuLianu HarpiBaTucs
00 KIMHaTHOI  TemnepaTypy | nepemiwysanu
npotarom 18 roguH. Y Til e camiri NocnigoBHOCTI, SK
BKa3aHO BULE, i NPpU TUX Xe caMux yMoBax peakuil
popjaBanu no 1 ekBiBaneHTOBi BCiX peareHTiB i
3anMwanu  peakuiiHy  cymiw  nepeMiwysBaTuca
nNpoTArOM HacTymHux 12 roauvH MpwW  KiMHATHIN
TeMmnepatypi. PeakuinHy CcyMmil KOHUeHTpyBamm Yy
BakyyMmi | 3alMWoOK ouyMwanM 3a [JOoroMOror
xpomarorpadii Ha cwnikareni, emnooBanM 2-8%
MeTaHoMy B AuMXIiopMeTaHi, ogepxyoun (7-MmeTokcu-
5-((1-meTunninepmanH-4-in)okcm)-4-oKCOXiHa30MiH-
3(4H)-in)metnnnisanat (370mr, 56% Buxig) sk TBEpAY
pEeYvOBMHY KPEMOBOIO KOMbOPY:

'H-AMP (OMCO ds): 8,16 (c, 1H), 6,67 (g, 1H),
6,61 (a, 1H), 5,79 (c, 2H), 4,52 (m, 1H), 3,84 (c, 3H),
2,57 (m, 2H), 2,18 (m, 2H), 2,13 (c, 3H), 1,87 (m, 2H),
1,71 (m, 2H), 1,11 (c,9H):

MC (+ve ECI): 405 (M+H)".

3) 7,0 N amiak y meTaHoni (25mn) gogasanm go
(7-meTokeu-5-((1-meTUnNine puamH-4-injokcn)-4-
oKcoxiHazoniH-3(4H)-in)mwetunnisanaty (370mr,
0,92mMMmoOrb) | poO3YMH MepemillyBamm npy KiMHaTHIN
Temnepatypi npotarom 18 roguH. PeakuiiHy cymilu
KOHLEHTPYBanu y Bakyymi OOEepXKYKuu Macro, Lo
posTMpanu 3 [AieTUMOBUM eTepoM  OAEPXKYHHM
opaHKeBy TBepAy pe4voBuHy, sKy 30upanu 3a
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JOMoMOro  inbTpyBaHHA 3  BiOCMOKTYBAHHAM i
cywmnu 'y BakyyMi ogepxytoun 7-meTtokeu-5-((1-
mMeTunnine pugnH-4-in)okcum)xiHasoniH-4(3H)-oH
(200wmr, 75% Buxig):

'H-AMP (OMCO de): 11,60 (w 3, 1H), 7,86 (c,
1H), 6,64 (4, 2H), 6,53 (g, 2H), 4,45 (m, 1H), 3,82 (c,
3H), 2,61 (m, 2H), 2,18 (m, 2H), 2,11 (c, 3H), 1,84 (m,
2H), 1,68 (m, 2H):

MC (+ve ECI): 290 (M+H)".

i) PosunH 7-meTtokcu-5-((1-meTtunninepugunt-4-
imokcu)xiHazoniH-4(3H)-ony (3,00r, 10,4mmomb) i
giizonponinetunaminy (5mn) y anxnopmeTtari (300mn)
nepemiwyBann npu KiMHaTHIW  TemnepaTtypi B
atmocdpepi  asoTy. [opgasanu  doccopunxnopun,
(10mn) | oTpUMaHUIA OpaHXeBWA PO34MH HarpiBamm 3i
3BOPOTHUM XONOAWUIbHUKOM MpoTarom 20 roguH.
PeakuiHy cymill noTiM oxonomxyBanu 00 KiMHaTHOT
TemMnepatypu |  KOHUEHTpyBanM Yy  BaKyyMi.
docdopunxnopuma, WO 3anulmMBCs, Buganamm 3a
OOMOMOTOH a3e0TPONyBaHHSA 3 TONYOTOM OAEPXKYHHU
HEOUVLLEHWI NMPOAYKT SK oparxese macno. Ounwanm
3a [Jgoromorok  xpomatorpadpii Ha cunikareni,
enoioBarm 5% TpueTunamiHy B AUXIIOpPMeTaHi,
OLEPXKYHOUN OpaHKeBy TBepAy PevOoBuMHY, LU0 Aani
oyMLanu LWMAsSXOM PO3TUPaHHA 3 aueToHITpUIioMm, a
noTiM CyWwnim y BakyyMi ogepxytoumn 4-xmnop-5-(M-
MeTUNNine puamnH-4-inokcn)-7-MeToKCuxiHa3oniH (2,4r,
75% Buxig) sk 6nigo-KoBTy amopdHy TBepay
PEYOBUHY:

'H-AMP (CDCl3) 8,80 (c, 1H), 6,94 (g, 1H), 6,60
(@, 1H), 4,58 (c, 1H), 3,95 (c, 3H), 2,74 (m, 2H), 2,44
(m, 2H), 2,35 (c, 3H), 2,10 (m, 4H):

MC (+ve ECI): 308, 310 (M+H)".

3)  4-xnop-7-MeTokcu-5-[(1-meTunninepuanH-4-
im)okcu]xiHasoniH (307mr, 0,85Mmonb) KOHAEHCYBamm
3 (3-amiHo-1H-nmipa3on-5-in)ouToBOIO  KMCIOTOMO
(132mvr, 0,93mmornb) y aumetunaueTamigi (3mn) i
XIopBOAHeBIN kucrnoTi B AiokcaHi (4,0N  posuwH,
467wmkn) npu 90°C npoTarom 1 roguHW. PO34YMHHUK
BMMaptoBanM i Macno, Lo 3anMwmiiochb, po3Tupanm 3
eTaHon:aieTMnoBui etep ogepxyroun [5-({7-meTokcu-
5-[(1-meTunninepuanH-4-injokcu]xiHazoniH-4-
imyamino)-1H-nipa3on-3-imjoyToBy KUCIOTY 5K 6exeBy
TBEPAY PEUOBMHY (320mr, 78% Buxig):

H-AMP (OMCO de): 8,88 (m, 1H), 7,12 (m, 1H),
6,88 (m, 1H), 6,82 (m, 1H), 5,05-5,45 (m, 1H), 3,96 (m,
3H), 3,73 (c, 2H), 3,10-3,60 (m, 4H), 2,80 (m, 3H),
2,00-2,50 (m, 4H):

MC (+ve ECI): 413,2 (M+H)".

Mpvknag 139 - OpgepxanHa Cronykm 139 vy
Tabrmui 6 -  N-(2,3-gudptopdenin)-2-{3-[(5,7-
AVMeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
infaueTamig,

AHaroriyHo peakuii, Wo ommMcaHa B npuknagi
137r, ane noymHamm 3 {3-[(5,7-AMMeTOKCMXiHa30mMiH-4-
in)amio]-1H-nipason-5-injoytoBoi knucnomm (165wmr,
0,5mMmonb) i 2,3-gudpTopaHinivy (70mkn, 0,6MMmonb)
npn 50°C npotarom 10 rogvH odepXXykuun CHOMyKy
139 }/ Tabnuui 6 (30mr, 14% Buxig):

H-AMP (OMCO ds, T®O): 8,82 (c, 1H), 7,65 (m,
1H), 7,09-7,16 (m, 1H), 7,12 (c, 1H), 6,92 (c, 1H), 6,79
(@, 1H), 6,66 (4, 1H), 4,10 (c, 3H), 3,92 (c, 3H), 3,85
(c, 2H):

MC (+ve ECI): 441,0 (M+H)".
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{3-[(5,7-aumeTOKCHXIHA30OMIH-4-irT)amiHO]-1H-
nipa3on-5-imouToBy KUCMOTY, LUO BUKOPMUCTOBYBanwu
SIK BUXiZHUI MaTepian, o4epXXyBarnum B Takui crnocio:

a) AHanoriyHo peakLuii, Lo omMcaHa B Mpuknagi
1378, ane nouyMHammM 3 5,7-O0MMETOKCUXiHa30miH-
4(3H)-oHy (618mr, 3mmonb - guBiTbes [3asBky WO
0194341]) opepxyroun {3-[(5,7-gnmeTOKCUXIHA3OMIH-
4-in)amiHo]-1H-nipason-5-injoytoBy kucrnoty (913wmr,
92% Buxig):

"H-AMP (OMCO ds): 10,72 (c, 1H), 8,85 (c, 1H),
7,00 (c, 1H), 6,96 (c, 1H), 6,67 (c, 1H), 4,16 (c, 3H),
3,97 (c, 3H), 3,72 (c, 2H):

MC(+veECI): 330,1 (M+H)".

Mpvknag 140 - OpgepxanHa Cronykm 140 vy
Tabnmui 6 - 2-(3-{[5,7-6ic(2-
MeTOKCMEeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)-N-(2,3-gudtopbeHin)auetamis

Po3sunH docopunxnopugy (51mkn, 0,55mMmorb)
y avxnopmeTtari (0,5mn) nosinbHo gogasarm npu 0°C
[0 po3uunHy (3-{[5,7-6ic(2-meTOKCHETOKCU)XiIHA30MiIH-
4-injJamiHo}-1H-nipason-5-injoytoBoi knucnom (209wmr,
0,5mMmonb) i 2,3-gudpTopaninivy (61mkn, 0,6mMMorb) y
nipuguHi 2mn. Cymiw nepemilyBany npu KiMHaTHI
TeMnepatypi NnpoTarom 6 roguH. MoTiM 40 peakuinHoi
cymiwi gopasanu nig npu 0°C i pO3YMHHKK
BMnaptoBanu. HeouuweHwid NpoOAYKT ouvwanM 3a
poromorot  npenapatmeHoi  PXMC  ogepxytoun
cnonyky 140 y Tabrnmui 6 (26mr, 10% Buxig):

"H-AMP (OMCO ds): 10,22 (c, 1H), 10,15 (c, 1H),
8,45 (c, 1H), 7,71 (1, 1H), 7,14-7,23 (m, 1H), 7,18 (c,
1H), 6,86 (c, 1H), 6,79 (c, 1H), 6,74 (c, 1H), 4,40 (c,
2H), 4,24 (1, 2H), 3,84 (c, 4H), 3,71 (7, 2H), 3,42 (c,
3H), 3,33 (c, 3H):

MC (+ve ECI): 529,1 (M+H)".

(3-{[5,7-6ic(2-meTOKCMETOKCH)XiHa30MiH-4-
imamiHo}-1H-nipason-5-injoutoBy KUCIOTY, Lo

BUKOPUCTOBYBaNu AK BUXiOHUI Marepian,
OJlepXXyBanu B Takui cnocio
a) 5,7-gndpTopxiHasoniH-4(3H)-oH (728mr,

4mmorb) y aurnimi (15mn) i TpeT-OyTokcma Kanmito
(4,48r, 32mmonb) BBOAWNM B peakuilo 3 2-
MeTokcueTaHonmoMm (2,52mn, 32mmornb) mpu 110°C
npotdarom 1  roguHn. Cymiw oxonogxyBamm i
ouvwianu 3a gornomMorow  xpomartorpadii  Ha
cunikareni. EnooBanmm  aAnxnopMeTaH MeTaHon

(96:4), noTim  3BiMbwyBanM  MOMSIPHICTE A0
auxropmeTaH MeTaHoMbHUA  amiak  (95:5)
OflEPXKYIoUn 5,7-6ic(2-MeTOKCHETOKCU)XiIHA30iH-

4(3H)-oH (982wmr, 99% Buxia):

"H-AMP (OMCO de): 11,71 (w 3, 1H), 7,90 (c,
1H), 6,66 (g, 1H), 6,56 (g, 1H), 4,20 (1, 2H), 4,15 (T,
2H), 3,69 (m, 4H), 3,36 (c, 3H), 3,32 (c, 3H):

MC(+ve ECI): 295,1 (M+H)".

6) AHarnoriyHo peakuii, WO onvMcaHa B Mpuvknagi

1378, ane rnoYnHanm 3 5,7-6ic(2-
MeTOKCMeTOKCU)XiHa3oniH-4(3H)-oHy (648wmr,
2,2MMOJb) OflEPXKYHoUn (3-{[5,7-6ic(2-

MeTOKCMEeTOKCU)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imoutoBy kucrnoty (632mr, 68% Buxia) sk Gexesy
TBEPAY PEUOBUHY:

H-AMP (OMCO de): 10,90 (c, 1H), 8,86 (c, 1H),
7,02 (c, 1H), 6,96 (c, 1H), 6,78 (c, 1H), 4,52 (7, 2H),
4,31 (1, 2H), 3,85 (1, 2H), 3,74 (1, 2H), 3,71 (c, 2H),
3,42 (c, 3H), 3,33 (c, 3H):

MC(+veECI): 418,1 (M+H)".
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Mpvknag 141 - OpgepxanHa Cronykm 141 vy
Tabnuui 6 - N-(2,3-gndpTopderin)-2-(3-{[5-
i30Mponokcu-7-(2-MeTOKCUE TOKCU)XiHA30MiH-4-
imamiHo}-1H-nipason-5-in)aueTtamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 140,
ane noYvHanm 3 (3-{[5-i3onponokcu-7-(2-
MeTOKCMEeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imouTtoBoi kucnotn (230mr, 0,5MMonb), oaepXytoun
cnonyky 141 y Tabmumui 6 (68mr, 31% Buxig) sk
GexeBy TBeEpAY PEYOBUHY:

"H-AMP (OMCO ds, T®O): 8,92 (c, 1H), 7,73 (m,
1H), 7,17-7,23 (m, 2H), 7,07 (c, 1H), 6,88 (c, 1H), 6,85
(c, 1H), 5,19 (m, 1H), 4,33 (7, 2H), 3,93 (c, 2H), 3,75
(T, 2H), 3,54 (c.3H), 1,52 (c,3H), 1,51 (c, 3H):

MC (+ve ECI): 513,16 (M+H)".

(3-{[5-i3onponokcu-7-(2-
MeTOKCMeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imoutoBy  KUCMOTY, O BWKOPWUCTOBYBanM  SiK
BUXiOHWIA MaTepian, OAepXKyBanm B Takui crnocio.

a) 5,7-gndpTopxiHasoniH-4(3H)-oH (2,73r,
15mMMonb) y aumeTtundopmamigi (20mn) seogunm B
peakuito 3 izonponaHoniom (1,26mn, 16,4Mmorb) i
rigpugom Hatpito (1,8r, 45mmonb) mpu 0°C nig
aproHoMm. Cymiw nepemiwyBamm npu  KiMHaTHIN
Temnepatypi npotarom 14 rogwH, NigKUCISNK
OLTOBOK KWUCMOTOK | KOHUEHTpyBarm. 3anmiiok
npomMmuBanyM BOAOIO i CyMnm oaepxyoun 7-Top-5-
isonponokcuxiHazoniH-4(3H)-oH (3,171, 95% Buxig) sk
GexeBy TBeEpAY PEYOBUHY:

"H-AMP (OMCO de): 11,92 (w 3, 1H), 7,97 (c,
1H), 6,95 (on, 1H), 6,89 (aa, 1H), 4,73 (M, 1H), 1,32
(c, 3H), 1,31 (c, 3H): MC (+ve ECI): 223,1 (M+H)".

6) AHarnoriyHo peakuii, WO onvMcaHa B MpuvKnagi
1376, ane noynHanu 3 7-pTOp-5-
isonponokcuxiHazoniH-4(3H)-oHy (444mr, 2MMOIb) i
2-meTokcuetaHony (0,32mn, 4,06mmMornb) i Harpisamm
npn 120°C npotarom 1,5 roguvH ogepxytoum 5-
i30Mponokcu-7-(2-MmeToKkCcueTokcu)xiHazoniH-4(3H)-oH
(155wmr, 28% Buxig) sik 6exeBy TBEpAY PEUOBUHY:

"H-AMP (OMCO ds): 11,62 (m, 1H), 7,88 (c, 1H),
6,64 (g, 1H), 6,54 (g, 1H), 4,66 (M, 1H), 4,66 (m, 2H),
4,20 (m, 2H), 1,30 (c, 3H), 1,29 (c, 3H):

MC (+ve ECI): 279,2 (M+H)".

B) AHasoriyHo peakuii, Wo onvMcaHa B npuKnagi
1378, ane noynHarm 3 5-i3onpornokcmn-7-(2-
MeTOKCMEeTOKCU)XiHa3oniH-4(3H)-oHy (935mr,
3,36Mmorb)  ogepxytoumn  (3-{[5-isonponokcu-7-(2-
MeTOKCMEeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imouToBy KMCIOTY 5K 6exeBy TBepay peyvosuHy (1,0,
74% Buxig):

"H-AMP (OMCO ds): 11,06 (c, 1H), 8,87 (c, 1H),
7,03 (c, 1H), 6,94 (c, 1H), 6,82 (c, 1H), 5,17 (m, 1H),
4,31 (1, 2H), 3,74 (1, 2H), 3,72 (c, 2H), 3,34 (c, 3H),
1,51 (c, 3H), 1,49 (c. 3H):

MC (+ve ECI): 402,1 (M+H)".

Mpvknag 142 - OpepxanHa Crionykm 142 vy
Tabnmui  6-N-(3-dTopdeHin-2-(3-{[5-izonponokcu-7-
(2-meToKcueToKeU)XiHa3oniH-4-injamiHo}-1H-nipason-
5-in)auetamig

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 140,
ane noYvHanm 3 (3-{[5-i3onponokcu-7-(2-
MeTOKCMEeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imoutoBoi  kucnotm  (308mr, 0,7mmonb) i 3-
dTopaHiniHy  (81mkn, 0,84mmorb), ogepXKyroum
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crnonyky 142 y Tabnumui 6 sk 6iny TBepay peyoBuHY
(62mr, 18% Buxia):

"H-AMP (OMCO ds): 10,44 (c, 1H), 10,33 (c, 1H),
8,44 (c, 1H), 7,61 (g, 1H), 7,30-7,39 (m, 1H), 7,32 (c,
1H), 6,89 (1, 1H), 6,85 (c, 1H), 6,77 (c, 1H), 6,76 (c,
1H), 5,01 (m, 1H), 4,24 (7, 2H), 3,75 (c, 2H), 3,71 (T,
2H), 3,33 (c, 3H), 1,47 (c, 3H), 1,46 (c, 3H):

MC (+ve ECI): 495,1 (M+H)".

Mpvknag 143 - OpepxanHa Cronykm 143 vy
Tabnuui 6-N-(3-dTopdpeHin)-2-{3-[(5-{[1-(2-
rigpokcveTun)nine puanH-4-injokcm}-7-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
infaueTamig,

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 137,
ane noYvHanm 3 2-{3-[(5-{[1-(2-TpeT-
6yTokcueTUn)nine puanH-4-injokcu}-7-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdEHIn)aueTamigy (39wmr, 0,066MMmoOIB),
opepxyroun cronyky 143 y Tabmmui 6 Ak 6exeBy
TBEPAY PEYOBUHY (26Mr, 74% Buxig):

"H-AMP (OMCO ds, T®O): 8,94 (c, 1H), 7,61 (a,
1H), 7,29-7,37 (m, 2H), 7,12-7,18 (m, 1H), 6,91-6,85
(m, 3H), 5,10-5,35 (c, 0,5H), 3,97 (c, 3H), 3,83 (c, 2H),
3,79 (1, 1H), 3,76 (1, 1H), 3,71 (g, 1H), 3,60 (a, 1H),
3,41 (1, 1H), 3,32 (c, 1H), 3,23 (m, 1H), 3,19 (1, 1H),
2,52 (m, 1H), 2,30 (m, 2H), 2,14 (m, 1H):

MC (+ve ECI): 536,1 (M+H)".

2-{3-[(5-{[1-(2-TpeT-byTOKCHETUN)NiNEPUANH-4-
inJokcu}-7-meTokcuxiHazoniH-4-in)amiHol]-1H-nipason-
5-im}-N-(3-pTopdeHin)aueTamia, Lo
BUKOPUCTOBYBaNu AK BUXiOHU Marepian,
OZepXXyBanu B Takui cnocio.

a) AHanoriyHo peakLuii, Lo omMcaHa B Mpuknagi
1376, ane rnoYnHam 3 5-{[1-(2-TpeT-
6yToKcMeTUN)nine puamH-4-injokcu}-7-pTopXiHA30riH-
4(3H)-oHy (363mr, 1mmonb) i metaHony (162mkn,
4mmorb ) npu 110°C npoTAromM 2 roanH ogepXytoun 5-
{[1-(2-TpeT-6yTOKCMETUN)NiNEPUAUH-4-iFT|OKCU}-7 -
MeTokcuxiHasoniH-4(3H)-oH (237wmr, 63% Buxig):

'H-AMP (OMCO de): 11,64 (w 3, 1H), 7,91 (c,
1H), 6,65 (a, 1H), 6,56 (g, 1H), 4,48 (m, 1H), 3,84 (c,
3H), 3,40 (1, 2H), 2,74 (m, 2H), 2,41 (7, 2H), 2,29 (m,
2H), 1,87 (m, 2H), 1,69 (m, 2H), 1,12 (c, 9H):

MC (+ve ECI): 376,2 (M+H)".

6) AHanoriyHo peakuii, WO onvMcaHa B MpuvKnagi
1378, ane rnoYvHanm 3 5-{[1-(2-TpeT-
6yTokcueTUn)nine puanH-4-injokcu}-7-
MeTokcuxiHasoniH-4(3H)-oHy (458wmr, 1,22mmorb) i
HarpiBarm npotarom 4 roguH ogepxytoumn {3-[(5-{[1-
(2-TpeT-6yTOKCHETUN)NiNE PUANH-4-iNJOKCK}-7 -
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imouTtoBy KMCrOTY sk OexeBy TBepdy PEeYOBUHY
(386mr, 63% Buxig):

'H-AMP (OMCO de): 8,97 (c, 1H), 7,14-7,20 (m,
1H), 6,98 (c, 1H), 6,86 (m, 1H), 5,10-5,35 (m, 1H),
3,99 (c, 3H), 3,67-3,80 (m, 3H), 3,75 (c, 2H), 3,60 (m,
1H), 3,27-3,46 (m, 3H), 3,22 (1, 1H), 2,52 (m, 1H),
2,34 (w 3, 2H), 2,15 (m, 1H), 1,21 (c, 3H), 1,16 (c,
3H):

MC (+ve ECI): 499,1 (M+H)".

B) AHasoriyHo peakuii, Wo onvMcaHa B npuKnagi
137r, ame  nousmHarm 3 {3-[(5-{[1-(2-TpeT-
6yTokcueTUn)nine puanH-4-injokcu}-7-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipa3on-5-
imouToBoi kucnotn (250mr, 0,5Mmornb) i HarpiBamm
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npotarom 4 roguH ogdepxytoun 2-{3-[(5-{[1-(2-TpeT-
6yTokcueTUn)nine puanH-4-injokcu}-7-
MeTOKCUXiHa30niH-4-in)amiHo]-1H-nipa3on-5-in}-N-(3-
dTOpdheHin)aLeTamia K XKOBTy TBEPOY PEYOBUHY
(44wmr, 15% Buxig):

"H-AMP (OMCO ds): 12,36 (c, 1H), 10,44 (c, 1H),
10,28 (c, 1H), 8,45 (c, 1H), 7,61 (g, 1H), 7,31-7,37 (m,
2H), 6,89 (1, 1H), 6,87 (c, 1H), 6,79 (c, 1H), 6,78 (c,
1H), 4,85 (w 3, 1H), 3,89 (c, 3H), 3,75 (c, 2H), 3,41 (T,
2H), 2,79 (m, 2H), 2,46 (m, 4H), 2,07 (m, 2H), 1,83
(m,2H), 1,11 (c, 9H):

MC (+ve ECI): 592,2 (M+H)".

Mpvknag 144 - OpepxanHa Cronykm 144 vy
Tabrmui 6 - 2-{3-[(5,7-gumeTOKCMXiHA30MIH-4-
in)amino]-1H-nipason-5-in}-N-(3-
dTOpdheHin)aLeTamia

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 140,
ane nounHanm 3 {3-[(5,7-gumeTOKCMXiHA30MIH-4-
in)amito]-1H-nipason-5-injoytoBoi  knucnomm (230wr,
0,70mmorb) i 3-dpTopaHiniHy (81mkn, 0,84mmorb),
ofepxytoun cronyky 144 y Tabrumui 6 sk Gnigo-
opaHxeBy TBepay peyoBuHy (43mr, 15% Buxig):

"H-AMP (OMCO ds): 12,39 (c, 1H), 10,44 (c, 1H),
9,88 (c, 1H), 8,45 (c, 1H), 7,61 (a, 1H), 7,30-7,39 (m,
1H), 7,33 (c, 1H), 6,89 (1, 1H), 6,82 (c, 1H), 6,80 (c,
1H), 6,72 (c, 1H), 4,08 (c, 3H), 3,90 (c, 3H), 3,76 (c,
2H):

MC (+ve ECI): 423 (M+H)".

Mpvknag 145 - OpepxanHa Cronykm 145 vy
Tabnmui 6 - 2-(3-{[5,7-6ic(2-
MeTOKCMEeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
in)-N-(3-dbTopdeHin)aueTamia

AHaroriyHo peakuii, Wwo onucaHa B npuknagi 140,
ane noYvHanm 3 (3-{[5,7-6ic(2-
MeTOKCMeTOKCH)XiHa3oniH-4-injamiHo}-1H-nipa3on-5-
imoutoBoi  kucrotm  (222mr, 0,70mmonb) i 3-
dTopaHiniHy  (81mkn, 0,84mmMorb), ogepXKyroum
cnonyky 145 y Tabmmui 6 sk GexeBy TBepay
peyoBuHy (108mr, 30% Buxig):

'H-AMP (OMCO de): 8,90 (c, 1H), 7,61 (g, 1H),
7,30-7,38 (m, 2H), 7,32 (c, 1H), 7,05 (c, 1H), 6,88 (T,
1H), 6,85 (c, 1H), 6,82 (c, 1H), 4,53 (1, 2H), 4,32 (T,
2H), 3,85 (1, 2H), 3,81 (c, 2H), 3,73 (7, 2H), 3,42 (c,
3H), 3,33 (c, 3H):

MC (+ve ECI): 511,1 (M+H)".

Mpvknag 146 - OpepxanHa Crionykn 146 vy
Tabnuui 7 - N-(3-dbTopdpeHin)-3-[(7-{3-[(2-
rigpokcueTnn)(isobyTnn)amiHo]nponokcu}-6-
MeTOKCMHXiHa30niH-4-in)amiHo]-1H-nipa3on-5-
Kapbokcamia

AHaroriyHo peakuii, Wo onvcaHa B npuknagi 7,
ane noyvHamm 3 2-(isobytvnamiHo)etaHony (110mr,
0,94mmorb) i 3-{[7-(3-xnopnponokcu)-6-
MeTOKCMuxiHa3oniH-4-injamiHo}-N-(3-dpTopdeHin)-1H-
nipason-5-kapbokcamigy  (120mr, 0,23mmorb) vy
npucyTHocTi voamgy kanito (78mr, 0,47Mmorb) i
HarpiBarm npoTaroMm 3 roAvH OAEPXKYK4M CMOMyKy
146 y Tabnuui 7 (96mr, 73% Buxig):

H-AMP (OMCO ds, T®O): 9,04 (c, 1H), 8,34 (c,
1H), 7,81 (m, 1H), 7,74 (c, 1H), 7,62 (m, 1H), 7,43 (m,
2H), 6,96 (m, 1H), 4,34 (c, 2H), 4,04 (c, 3H), 3,84 (T,
2H), 3,38 (m, 2H), 3,32 (m, 2H), 3,11 (m, 2H), 2,36 (m,
2H), 2,16 (m, 1H), 1,04 (g, 6H):

MC (+ve ECI): 552,2 (M+H)".
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3-{[7-(3-xropnponokcu)-6-MeTOKCMXiHa30MiH-4-
imamiHo}-N-(3-cbTopdeHin)-1H-nipaszon-5-
kapbokcaMig, Lo BUKOPWUCTOBYBanM SK BUXiZHWUNA
marepian, ogepXxyBanu B Takui crnocio:

a) 3-HiTpo-1H-nipa3zon-5-kapboHoBy kucnoty (1r,
6,36MMmorb) y aumeTundopmamigi (10mn) BBogMm B
peakuito 3 3-dTopaHiniHom (673mkn, 7mMMmonb) Y
NpUCYTHOCTI rigpoxrnopugy 1-(3-
AvmeTunamiHonponin)-3-etunkapbogiimigy (1,34,
7MMOMb) i 2-rigpokcunipuanH-1-okeugy  (778wmr,
7mmorb) mpu 40°C npoTtarom 1,5 roguH. PO34MHHMK
BMMaploBanM i 3anuLLIOK OuYMLanM 3a AOMOMOror
Xpomatorpadii Ha cunikare ni. E niotoBanu
avxropmeTaH:MeTaHon — (99:1), noTim (97:3)
ogepxyroun N-(3-dpTopdeHin)-3-HiTpo-1H-nipason-5-
kapbokcamig (668mr, 42% Buxig):

'H-AMP (OMCO ds): 7,86 (c, 1H), 7,71 (m, 1H),
7,51 (M, 1H), 7,44 (m, 1H), 7,01 (m, 1H).

06) N-(3-dbTopdpeHin)-3-HiTpo-1H-nipa3on-5-
kapbokcamig (100mr, 0,4Mmonb) y
etvnauetaT:etaHon  (10:4)  nepemiwyBann 3
giokewgom mammHu  (10mr) B atmocdepi  BOAHIO
(70nci) NpOTArom 3 rOAVH. Karanisatop
BiAiNbTPOBYBarM i PO3YMHHMK BuUMapioBann y
Bakyymi ogepxytoun 3-amiHo-N-(3-pTopdeHin)-1H-
nipason-5-kapbokcamig (65wr, 73% Buxig):

'H-AMP (OMCO de): 7,76 (m, 1H), 7,60 (c, 1H),
7,33 (m, 1H), 6,86 (c, 1H), 5,71 (c, 1H), 5,22 (c,2H):

MC (+ve ECI): 221,2 (M+H)".

B) 3-amiHo-N-(3-pTopdeHin)-1H-nipazon-5-
kapbokcamig (153w, 0,69Mmorb) y
avnmetunaueTamigi (1,8mn) i HCI y pgiokcaHi (4M
po34uH y giokcaHi, 174mkn, 0,69mMmors) BBOAUTM B
peakuito 3 4-xrop-7-(3-x1opnponokcu)-6-
MeTokcuxiHasoniHom (200mr, 0,69mmornb) npu 90°C
npotdrom 1,5 rogvH. AuxrnopmeTaH (35mn) gogasanu
00 OXOrNoMpKEeHOl peakuinHoi cymiwi i TBepay
peyoBUHY BUAINANM 3a OOMNOMOrow inbTpyBaHHS,
npomMvBanM AUXIopMeTaHOM i CyLLMIM OAepXytoun 3-
{[7-(3-xnopnponokcu)-6-meTOKCMXiHa30iH-4-
imamiHo}-N-(3-cbTopdeHin)-1H-nipaszon-5-
kapbokcamig (286mr, 81% Buxig):

"H-AMP (OMCO ds, T®O): 9,03 (c, 1H), 8,33 (c,
1H), 7,80 (m, 1H), 7,73 (c, 1H), 7,62 (m, 1H), 7,44 (m,
2H), 6,96 (m, 1H), 4,36 (1, 2H), 4,04 (c, 3H), 3,85 (T,
2H), 2,33 (T, 2H):

MC (+ve ECI): 471,0 (M+H)".

4-xrop-7-(3-x110pnponoKcH)-6-MeTOKCUXiHa30NiH
OZEepXXyBanu B Takuii cnocio:

r) Cymiw 2-amiHO-4-6eH3MMoKCKn-5-
meTokcmbeHsamigy (10r, 0,04mormb), (ogepxysanm
BignosiaHo po [J. Med. Chem. 1977, 20, 146-149]), i
peareHTy longa (7,4r, 0,05monb) y giokcani (100mn)
nepemiwysann i HarpiBarm  3i  3BOPOTHUM
XOMNOAUMNbHUKOM MpoTAromM 24 roauH. [1o peakuinHoi
cymiwi gogasanu aueTaT HaTtpito (3,02r, 0,037morb) i
outoBy kucrnoty (1,65mn, 0,029morb) i cymiw
HarpiBamm MpoTAroM HacTynmHMX 3 roAuH. JleTki
PEYOBMHM BUOAMNSANM BUMNApOBaHHAM, OO 3anuLLKy
Jopjasanu  Body, TBepdy pevoBuMHy  36upanu
(inbTpyBaHHAM, nNpoOMMBaNM BOAOK | CyLUMNW.
MepekpucTanizyBanu 3 OLTOBOI KUCIOTU OAEPXKYHOHN
7-6eH3unokcu-6-meTokcu-3 4-gurinpoxiHazoniH-4-oH
(8,7r, 84% Buxig) sik 6iny TBEPAY PEYOBUHY.
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a) Xnopmetunnisanat  (225mn,  1,56morb)
jofaBanu MO Kpanngx A0 CyMiwi 6-mMeTokeu-7-
G6eH3unokcuxmHason-4-oHy  (400r, 1,42morb) i
KapboHaTty Kanito (783r, 5,67morb) y
avmetunaueTamigi (5500mn), Wo nepemilyeTbCs.
Peakuito Harpisarm mpu 90°C npoTtdrom 4 roauH.
Peakuito oxonompkysanu i ginbTpyBanu BuOgansoum
HeopraHivHi coni. PinbTpaT KOHUEHTPpYBanM y BakyyMi
oaepxytoum HeouULLEeHUN TpeT-6yTnvn 2-[7-
(6eHsunnokcm)-6-meTokcK-4-okco-3 (4 H)-
xiHasoniHin)aueTat (562r, 100% Buxig):

'H-AMP (OMCO de): 8,33 (c, 1H), 7,30-7,50 (m,
6H), 7,25 (c, 1H), 5,90 (c, 2H), 5,25 (c, 2H), 3,88 (c,
3H), 1,10 (c, 9H):

MC (+ve ECI): 397 (M+H)".

€) 10% nanagiv Ha Byrinai (56r, 53Mmorb)
Joaasanv o po3yunHy TpeT-0yTunn 2-[7-(6eH3nnokcu)-
6-meTOKCU-4-0kCO-3(4H)-xiHazoniHinaueTaty  (562r,
1,42vmore) y gumeTunauetamigi  (3500mn) npwu
KIMHaTHI TemnepaTypi i nepemiwysanm npotarom 3
roguH B atmocdepi BogHio (1 6ap). Peakuito
inbTpyBanuM Kpisb wap uUenity i  PO3YMHHMK
BMMaptoBanM y Bakyymi. TBepay PpeyvOBUWHY, LIO
3amMwmnacs, posuvHanu B  20% wmeTaHony B
OuxriopMeTaHi i nponyckanu Kpisb LWap curnikarerto.
BunaptoBanu poO3YMHHUK Yy Bakyymi Micns  4oro
po3TMpanu 3 MeTaHOMNOM OAEepPXytouu, TpeT-0yTun 2-
[7-rinpokcu-6-meTokcu-4-okco-3(4H)-
xiHasoniHin)aueTat (188r, 43% Buxig):

'H-AMP (OMCO de): 8,25 (c, 1H), 7,45 (c, 1H),
6,97 (c, 1H), 5,85 (c, 2H), 4,04 (c, 1H), 3,87 (c, 3H),
1,10 (c, 9H):

MC (+ve ECI): 307 (M+H)".

X) Cymiw TpeT-6ytnn 2-[7-rigpokcun-6-meTokcu-4-
okco-3(4H)-xiHasoniHinjaueTtaty (100r, 0,327momb),
3-6pomnponaHoni (49,3r, 0,355monb) i kapboHari
kamito  (133r, 0,967mornb) y AumMeTundopmamigi
(500mn) nepemiwyBanu npu 80°C npoTarom 20
roavH. Peakuito oxonogxyBanu i KOHUeHTpyBanm Ao
yBepTi ob'emy y Bakyymi. 3anuWwoK BumMBamM Ha
nig/soga (1500mn) i oTpumaHy TBepdy PeYOBUHY
3buparm  3a  pgonomorol  irbTpyBaHHA 3
BiACMOKTYBaHHAM.  Ouumwanm 3a  [OMOMOrok
KpucTanisauii 3 eTaHony, o4epXKytun HeOoYMLLEHUI
TpeT-6ymn  2-[7-(3-rigpoKCUNPONoKcH)-6-MeToKCu-4-
okco-3(4H)-xiHasoniHinjaueTat (33,8r, 41% Buxig) K
GexeBy TBeEpAY PEYOBUHY:

"H-AMP (OMCO de): 7,95 (c, 1H), 7,43 (c, 1H),
7,10 (c, 1H), 4,16 (1, 2H), 3,86 (m, 5H), 2,08 (1,2H),
1,12 (c,9H):

MC (+ve ECI): 365 (M+H)".

3) BogHuii posunH rigpokcuay Hatpito (100mn,
0,2mo1b) AofaBanm OO PO3ynHy TpeT-0yTun 2-[7-(3-
rigpoKCcUNponoKcn)-6-meTokcu-4-okco-3(4H)-
xiHazoniHinjauetaty (33,8r, 93mMmonb) y MeTaHoni
(300mn) i po3uuH HarpiBanuM  3i  3BOPOTHUM
XONoAunbHWKOM npoTarom 1 roguHu. MeTaHon
BMMNaploBanM y BakyyMmi, 3ammLIoK NigKUCsSM BOAHUM
pPO3YMHOM  XIIOPBOAHEBOI  KUCMOTW,  JoJdasBanu
GikapboHaT HaTpito i TBepAy pe4voBuHy 36uparm 3a
JornoMorowo  QirbTpyBaHHS 3 BiACMOKTYBaHHSIM.
MpomuBann Bogow i cywmnu ogepxyroum 7-(3-
rigpOKCUMPOMOKCH)-6-MeToKeU-4-xiHa3omoH (261, 95%
BUXif):
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'H-AMP (OMCO de): 7,96 (c, 1H), 7,41 (c, 1H),
7,07 (c, 1H), 4,14 (1, 2H), 3,84 (c, 3H), 3,55 (7, 2H),
1,90 (1, 2H):

MC (+ve ECI): 251 (M+H)".

i) 7-(3-rippokcmnponokcu)-6-me Tokcu-4-xXiHa3osoH
(25r, 100mMmorb) MOBIMBHO JoAaBanv OO PO3UUHY
avmetundopmamigy (1mn) y TioHinxnopuai (250mn).
Cymiw HarpiBarmmM 3i 3BOPOTHMM XONIOOWIIbHUKOM
npoTArom 4 rogvH, NOTIM OXOJIOAKYBanM i PO34YMHHMK
BMMaptoBanM y BakyyMi. 3anuWwoK Ppo3uYuHsanM B
OuxrnopMeTaHi i nmpomuBanu BoAHUM GikapbGoHaTom
HaTpito, HACMYEHUM PO3UYMHOM XJIopuay HaTpito,
cywmnu Hag cynbcatom MarHilo i BunaproBanu.
Posmparmm i  36uwpanm  TBepay = PeYOBUHY
PiNbTPyBaHHAM 3 BiACMOKTYBaHHAM OAepXYyHoun 4-
Xrop-6-MeToKeU-7-(3-XII0OPOKCUMPOMNOKCH)XiHA30iH
(19,51, 68% BUXia) AK )KOBTY TBEPAY PEYHOBUHY:

'H-AMP (CDCl3): 8,85 (c, 1H), 7,40 (c, 1H), 7,38
(c, 1H), 4,38 (7, 2H), 4,03 (c, 3H), 3,80 (1, 2H), 2,40
(m, 2H):

MC (+ve ECI): 287 (M+H)".

Mpvknag 147 - OpepxanHa Crionykm 147 'y
Tabnmui 7 - N-(2,3-gucdtopdeHT)-3-[(7-{3-[(2-
rigpokcueTnn)(isobyTnn)amiHo]nponokcu}-6-
MeTOKCUXiHa3oniH-4-in)amiHo]-1H-nipason-5-
Kapbokcamig

AHaroriyHo peakuii, Wo onucaHa B npuknagi 146,
ane noYvHanm 3 3-{[7-(3-xropnponokcu)-6-
MeTOoKcuxiHasoniH-4-injamiHo}-N-(2,3-gudpTopdeHin)-
1H-nipason-5-kap6okcamigy  (120mr, 0,23mMmomb),
opepxytoun crnonyky 147 y Tabnuui 7 (59mr, 45%
BUXif):

"H-AMP (OMCO ds, TPO): 9,03 (c, 1H), 8,32 (c,
1H), 7,69 (c, 1H), 7,50 (m, 1H), 7,41 (c, 1H), 7,30 (m,
3H), 4,33 (m, 2H), 4,03 (c, 3H), 3,82 (M, 2H), 3,40 (m,
2H), 3,31 (m, 2H), 3,13 (M, 2H), 2,33 (M, 2H), 2,15 (m,
1H), 1,03 (g, 6H):

MC (+ve ECI): 570,2 (M+H)".

3-{[7-(3-xropnponokcu)-6-meTOKCMXiIHa30MiH-4-
imamiHo)-N-(2,3-audTopdeHrin)-1H-nipason-5-
kapbokcaMig, Lo BUKOPWUCTOBYBaNM SK BUXiZHWUNA
marepian, ogepXxyBanu B Takui crnocio:

a) AwxarnoriyHo peakuii omvcaHii B 146a, ane
nounHamm 3 2,3-gudptopaHinivy (212mkn, 2,1Mmornb)
OflEPXKYIoUn N\-(2,3-andTopdeHin)-3-HiTpo-1H-
nipason-5-kapbokcamig (200mr, 0,74mmonb) (230mr,
45% Buxia):

'H-AMP (OMCO de): 7,86 (c, 1H), 7,43 (m, 1H),
7,37 (M, 1H), 7,29 (m, 1H).

6) AHaroriyHO peakuii onucaHin B 1466, ane
noumHarm 3 IN-(2,3-gudptopdeHin)-3-HiTpo-1H-
nipason-5-kapbokcamigy (200w, 0,74Mmornb)
OZlePXKYyoun 3-amiHo-N-(2,3-gudptopdeHin)-1H-
nipason-5-kapbokcamig (161mr, 91% Buxig):

"H-AMP (OMCO de): 9,50 (c, 1H), 7,72 (c, 1H),
7,20 (M, 2H), 5,72 (c, 1H), 5,28 (c, 2H).

B) AHamoriyHo peakuii onmcanin B 1468, ane
noumHarm 3 3-amiHo-N-(2,3-gndptopdeHin)-1H-
nipason-5-kapbokcamigy (124wmr, 0,52Mmorb)
OZlEPXKYIoUN 3-{[7-(3-xropnponokcu)-6-
MeTOoKcuxiHasoniH-4-injamiHo}-N-(2,3-gudpTopdeHin)-
1H-nipason-5-kap6okcamig (246mr, 89% Buxig):

'H-AMP (OMCO ds, T®O): 9,02 (c, 1H), 8,32 (c,
1H), 7,69 (c, 1H), 7,52 (m, 1H), 7,43 (c, 1H), 7,27 (m,
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2H), 4,36 (1, 2H), 4,04 (c, 3H), 3,85 (1, 2H), 2,33 (Mm,
2H):
MC (+ve ECI): 489,0 (M+H)".



