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(57) 1. Cnonyka ®opmynu:

RS
abo i hapmaLeBTUYHO NPUNHSATHA Cinb, Ae:
Z1 —a3oT1 abo CRy;
Z, —a3oT1 abo CRy;
Z3 — a3oT1 abo CR3;

Z4 — a3oT1 abo CRy;

3a YMOBM, WO He Binblue aBox i3 rpyn Zi, Zz, ZziZs €
aTomamu asoTy;

Ri1, R2, R3 i R4 HesanexHo oauH Big ogHoro BnbpaHi
i3 rpynu, 40 SIKOI BXOASATb:

i) BOAEHb, ranoig, rigpokcu-, HIiTpo-, LiaHo-, aMiHor-
pyna, ranoigankin Ta ranoigankokcurpyna,

i) ankin, ankokcurpyna, LMKIoarnkin, ankeHin, ankidin,
(umknoankin)ankin, -NH(R1o), -N(R10)(R11), riapokcia-
nkin, amiHoankin, (Rig)NH-ankin-, (Rio)(R11)N-ankin-,
ankaHoin, ankokcunkapboHin, (reTepoumknoan-
Kin)ankin, ankincynbcoHin, ankintiorpyna, MoHo- abo
AiankinamiHokapOboHin, reTepouuknoankin, apun i
retepoapwn, KOXHUIN 3 SKMX akyrnbTaTUBHO 3aMille-
HWIA 1, 2, 3 abo 4 rpynamu Ry,

ae Rio i Ri1 He3anexHo oguH Big ogHOro BubpaHi B
KOXXHOMY BUMagKy i3 rpynu, OO AKOi BXOASATb arnkin,
ankeHin, ankiHin, ankokcurpyna, umknoankin, (Lukno-
ankin)ankin, apwn, apvnankin, ankaHoin Ta MOHO- i
aiankinamiHoarnkin; i

iii) rpyna ®opmynu:

G
/é/ \RA

ae G — 3B’a30K, arnkin, -0O-, -C(=0)- abo -CH,C(=0)- i

Ra — HacmyeHa, 4acTkoBO HeHacuyeHa abo apomaTu-
YHa kapbouukniyHa cucTema, sika CKnagaeTbca 3 Of-
HOro uuMkny abo OBOX KOHAEHCOBAHMX, HEKOHAEHCO-
BaHMX abo 3’egHaHUX CniflbHUM aToOMOM LMKMIB
(cnipouukniyHa cuctema), Ae KOXHUIA umkn MictuTe 0,
1 abo 2 reTepoaTtoMu, He3anexHo OAWH BiA4 OAHOro
BMOpaHi i3 rpynu, sika Bknmovae N, S 1a O, npuyomy
3raflaHa Hacu4eHa, 4acTKOBO HeHacudeHa abo apo-
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MaTuyHa kapbouukniyHa cuctema GakynbTaTUBHO
3aMiLLI,EHa 1, 2, 3 abo 4 rpynamu Ry,
iv) rpyna ®opmynu

k/

RC ,
pe J —N, CH abo C-ankin, a
Rg i Rc He3anexHo oauH Big oaHoro BMGpaHi i3 rpynu,
[0 SIKOI BXOAATb BOAEHb, ankKifn, ankeHin, ankidin,
ankokeurpyna, uuknoankin, (umknoankin)ankin, rete-
poumKnoankin, apun, apunarkin, ankaHoin, retepoa-
pun, MOHO- Ta AjankinamMiHoankin, KOXHUI 3 akux da-
KynbTaTUBHO 3amiweHMn 1 abo 2 3amicHMKamu,
He3aneXxHo OAWH Bif O4HOro BUGpaHMMMU i3 rpynu, sika
BKMNtOYae ranoig, rigpokcu-, uiaHo-, amiHO-, HiTpo-,
ankokcurpyny Ta arnkin; abo
Rg i Rc cninbHO 3 aTOMOM, 4O SIKOrO BOHW NpUEQHaHI,
yTBOpPIOKOTL 4-10-4neHHy MoHouMKNiYHy abo Giumkni-
YHY CUCTEMY, AKa MOXE MICTUTU:
a) oavH abo Kinbka NoaBiNHMX 3B’A3KIB,
b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo N-
Rp, oe Rp — BogeHb, Ari, ankin, uMknoarnkin, retepo-
umknoankin aéo Ari-ankin; ge Ar; —apun abo rete-
poapur, KOXHUIA 3 KX pakynbTaTUBHO 3aMilieHni 1
abo 2 3amicHMKamu, HesanexHo OAWH Big OOHOro
BMOpaHUMK i3 rpynu, Ska BKMOYae ranoig, rigpokcu-,
LliaHO-, aMiHO-, HITPO-, anNKOKCUrpyny Ta arnkin; Ta/abo
C) oauH abo Kinbka 3amiCHUKIB Rao;
V) -OC(=0O)Rg, -C(=0)ORg, -C(=O)NH,, -C(=O)NHRE,
-C(:O)NRERF, -S(O)nRE, -S(O)nNHz, -S(O)nNHRE, -
S(O)nNReRE, -NHC(=O)Rg, -C(=NRg)Rg, -HC=N-OH,
-HC=N-(ankokcn), -HC=N-(ankin), -NReC(=O)Rg, -
NHS(O)mREe i -NReS(O)mRr, Ie M -0, 1 260 2, i
Re i Re B KOXXHOMY BMMaAKy He3anexHo oauH Bifg oa-
Horo BubpaHi i3 rpynu, Aka BKMOYae ankin, yuknoan-
Kifl, reTepouuvKknoarnkin, ankokcurpymny, MOHO- abo
giankinamidorpyny, apun abo retepoapws, KOXHUA 3
AKX hakynbTaTMBHO 3amiweHunin 1, 2 abo 3 rpynamm
R3o;
R20 HE3anexHO BUOpaHU B KOXXHOMY BUMNAAKy i3 rpy-
nun, 0O AKOI BXOAATL: ranoif; rigpoKkcu-; HiTpo-; LiaHo-;
amiHorpyna; ankin; ankokcurpyna, dakynbTaTuBHO
3amillieHa amiHorpynoto abo MOHO- YM AiankinamiHor-
pynoto; uuknoarnkin; uMknoankinankin, uvknoankinan-
KOKCUIpyna; ankeHin; ankiHin; ranoigHuin ankin; okco-;
ranoigankokcurpyna; MoHo- abo AiankinamiHorpyna;
aMiHoarKin Ta MoHo- Ta AgiankinamiHoankin;
R30 HE3anexHo BUOpaHU B KOXXHOMY BUMNAAKy i3 rpy-
nun, 0O AKOI BXOAATL: ranoid, rigpokcu-, HiTpo-, LiaHo-,
amiHorpyna, ankin, ankokcurpyna, dakynbTaTuBHO
3amillieHa amiHorpynoto abo MOHO- YM AiankinamiHor-
pynoto, uuknoarnkin, uMknoankinankin, uyknoankinan-
KOKCUrpyna, reTepouuKrioankin, arnkeHin, ankiHin,
ranoigHuin ankin, ranoigankokcurpyna, oOkKcorpyna,
MOHO- abo AiankinamiHorpyna, amiHoarsnkin Ta MOHO-
Ta fiankinamiHoankin;
Rs € BogeHb abo ranoigankin; abo
Rs € ankin, umknoankin abo (uvknoankin)ankin, Kox-
HUIM 3 FAKUX MOXE MICTUTWN oauH abo Kinbka NoaBiNHUX
abo MOTPINHNX 3B’A3KIB | KOXKHUI 3 AKMX dhakynbTaTh-
BHO 3amiweHunii 1, 2 abo 3 rpynamm Rzp, abo
Rs € apun, apunankin, retepoapun abo retepoapu-
narnkin, KoXHUN 3 SK1x akynbTaTUBHO 3amilleHnn 1,
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2 abo 3 3amicHukamu, BUOpaHUMM i3 rpynn, OO SAKOi
BXoOATb ranoigankin, amiHorpyna, -NH(Rio), -
N(R1o)(R11), kapBokcamigorpyna, (Rio)NHkapBoHin,
(R10)(R11)NkapboHin, ranoig, rigpokcu-, HiTpo-, LiaHo-
, amiHorpyna, ankin, ankokcurpyna, ¢akynbTaTuBHO
3amillieHa amiHorpynot abo MOHO- YM AiankinamiHor-
pynoto, LMKIoarnkin, uvknoankinankin, uvknoankinan-
KOKCUrpyna, reTepouuKroankin, ankeHin, arnkidin,
ranoigankin, ranoigankokcurpyna, amiHoankin Ta
MOHO- Ta diankinamiHoankin;

Q € -C(R¢)(R7) abo kuceHb,

3a ymoBU, Wwo Q He € KuCHeM, aKwWwo X, — asor;

Res i R7 He3anexHo oavH Big 0AHOro € BOAeHb, hTop
abo ankin;

rpyna:
( N
\
Oy
e,
\

w

€ 5-7-uneHHun retepoapun abo reTepoumkioankin,
WO MicTUTb A0 4 reTepoaToMmiB, BUOpaHMX i3 rpynu,
sIka BKIlOYa€e asoT, CipKy Ta KMCEeHb, MpUYoMy 3raga-
HWIA 5-7-4neHHUA reTepoapun abo reTepouukroarnkin
3aMilLeHn Npu KOXHOMY aTomi Byrneuto rpynoto R i
npn KOXHOMY aTtoMmi asoTy, AOCTyMHOMY Ans 3aMi-
LeHHs, rpynoto R’,

R HesanexHo B KOXXHOMY BUMagky BubpaHun is rpynu,
00 SKOi BXOAATb BOAEHb, ranoif, amiHorpyna, ankisn,
arkeHin, ankiHin, ankokcurpyna, uuknoankin, (Lukno-
ankin)ankin, ranoigHWi ankin, ranoigankokcu-, Kap-
Ookcamigorpyna Ta 3-7-4neHHi kapOouukniyHi abo
reTepouUMKmiYHi rpynu, siki € HaCMYeHUMK, HeHacude-
HUMKM abo apoMaTU4HMMK i siki MOXYTb OyTW JopaT-
KOBO 3aMillleHi oaHMM abo KinbkomMa 3aMiCHUKamu,
He3anexHo OAWH Bif 04HOro BUbpaHumum i3 rpynu, sika
BKIIOYAE ranoif, OKCco-, rigpoKCUrpyny, ankin Ta anko-
Keurpyny;

R' He3anexHo B KOXHOMY BUMagKy BubpaHui i3 rpy-
MW, OO SIKOI BXOAATb ankKin, BOAEHb, LUKNoankin, LUmK-
noankin(ankin) Ta 3-7-4neHHi kapboumknivHi abo re-
TEPOUMKNIYHI rpynu, AKi € Hacu4eHumu,
HeHacu4eHMMKn abo apoMaTUYHUMK, NPUYOMY 3rafaHi
3-7-uneHHi kapbouukniyHi abo reTepouUmKniyHI rpynm
daKkynbTaTUBHO 3aMilleHi ogHUM abo KinbkoMa 3ami-
CHVIKaMK, He3anexHo OAWH Bif 0gHOro BMOpaHUMK i3
rpynu, sika BKIOYae ranoig, OKCOo-, Figpokcurpyny,
arnkin Ta ankokcurpyny;

X1 i Xz HE3anexHO oAWH Bi4 OQHOrO € asoT, BYrneLb
abo CH.

Y — a3o0T, KuceHb, Byrneub, -CH-, -CH,- abo € BiacyT-
HiMm.

W € apun abo retepoapwvn, ae apunbHa abo retepo-
apunbHa rpyna akynbTaTUBHO 3aMillleHa 3aMiCHU-
KaMu B KiNbKOCTi A0 4, He3anexHo OOWH Bid OAHOro
BMOpaHuMu i3 rpynu, 0o Akoi Bxoaatb Rsg, -CO2H, -
C(:O)ORE, -C(:O)NHRE, -C(:O)NRERF, -C(O)RE, -
S(O)mREe, -ORg, Ae Rz i Re BignosigaoTs nogaHum
BULLE BU3Ha4YeHHam i m — 0, 1 abo 2.

2. Cnonyka abo cinb 3an. 1, ge

Ri1, R2, Rz i R4 He3anexHo oauH Big ogHoro BnbpaHi
i3 rpynu, 4O SIKOT BXOASATb:

i) BOAeHb, ranoig, rigpokcu-, HiTpo-, LiaHo-, aMiHor-
pyna, ranoig-(Ci-Ce)-ankin T1a  ranoig-(Ci-Ce)-
ankokcurpyna;
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i) (C1-Ce)-ankin, (Ci-Ce)-ankokcurpyna, (Cs-Cs)-
uuknoankin, (C,-Ce)-ankeHin, ankinin, ((Cs-Cg)-
uuknoankin)-(Ci-Cg)-ankin, -NH(Ri10), -N(Ri0)(R11),

rinpokci-(C1-Cg)-ankin, amiHo-(C1-Cs)-ankin, (Rig)NH-
(Cl-CG)-aJ'IKi.I'I, (Rlo)(Rn)N-(Cl-Cs)-aﬂKiJ'l, (Cl-CG)-
ankaHoin, (C1-Cg)-ankokcmkapOoHin, (C1-Cg)-
ankincynbedoHin, (Ci-Ce)-ankintiorpyna, MoHo- abo
0i-(C1-Ce)-ankinamiHokapOOHin,  retepouunknoarnkisn,
(reTepoumknoarnkin)-C:-Cs-ankin, apun Ta reTtepoa-
pUn, KOXHWUA 3 SKUX dpakynbTaTUBHO 3amilleHnn 1, 2,
3 abo 4 rpynamun Ry, oe Rio i Ri1 He3anexHo oguH
BiJ ofHOro BMGpaHi i3 rpynu, Ao skoi BxoaaTb (C1-Ce)-
ankin, (C,-Cg)-ankeHin, (Ci-Cg)-ankokcurpyna, (Cs-
Cs)-umknoankin,  (Cs-Csg)-umknoankinankin, apwun,
apun-(C1-Ce)-ankin, (Ci1-Ces)-ankaHoin, MOHO- Ta [hi-
(C1-Ce)-ankinamiHoankin;

iii) rpyna coopmynu:

Ra

ae G — (C1-Cg)-ankin, -O-, -C(=0)- abo -CH>C(=0)-, i
Ra — HacnyeHa, 4acTkoBO HeHacuyeHa abo apomaTu-
YHa kapbouukniyHa cucrTema, sika CKnagaeTbcsa 3 Of-
HOro uuMkny abo OBOX KOHOEHCOBAHWX, HEKOHAEHCO-
BaHMX abo 3’egHaHUX ChiNbHMM aToOMOM LMKMIB
(cmipouumkniyHa cucTema), e KOXHUIM LMK ckraja-
eTbcsa 3 3-8 atomiB i micTuTb 0, 1 abo 2 reTepoaTomu,
HesanexHo oAauH BiA ogHoro BubpaHi i3 rpynu, sika
Bkmtoyae N, S ta O, npuyomy 3ragjaHa HacuyeHa,
4YaCcTKOBO HeHacunyeHa abo apomartuyHa kapboumkni-
YHa cucTema hakynbTaTUBHO 3amiweHa 1, 2, 3 abo 4
prl‘laMVI R2o,

iv) rpyna dopmynu

k/

RC ,
ae J — N, CH abo C-(C;-Cg)-ankin, Ta
Rg i Rc He3anexHo oguH Big oaHoro BMbpaHi i3 rpynu,
0O sKoi BxoaaTb BoaeHb, (Ci-Ce)-ankin, (C,-Ce)-
ankeHin, (C-Ce)-ankiHin, (C1-Cs)-ankokcurpyna, (Cs-
Cs)-umknoankin,  (Cs-Cg-umknoankin)-(Ci-Ca)-ankin,
retepouuknoankin, apwvn, apun-(Ci-Cs)-ankin, (Csi-
Ce)-ankaHoin, retepoapun Ta MoHo- abo fi-(C1-Ce)-
ankinamiHo-(C1-Ce)-ankin, KoXHuin 3 akux gakynbta-
TUBHO 3amiwleHnn 1 abo 2 3amicHUKaMU, He3arnexHo
OAVH BiA ofgHOro BMOpaHUMMK i3 rpynu, sika BKIIOYae
ranoig, rigpokcu-, uiaHo-, amiHo-, HiTpo-, C1-Ce-
ankokcurpyny Ta C;-Ce-ankin; abo
Rg i Rc cninbHO 3 aToMOM, 40 SIKOro BOHM NpUELHaHI,
yTBOPIOKOTbL 4-10-4neHHy MOHOUMKNIYHY abo Giumkni-
YHY CUCTEMY, KA MOXE MICTUTU:
a) oavH abo kinbka NoaBiNHMX 3B’A3KIB,
b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo N-
Rp, oe Rp— BoageHb, Ari, (C;-Cg)-ankin, (Cs-Cg)-
LMKnoarnkin, rerepouuknoarnkin aéo Ary-(C1-Ce)-ankin;
e Ari; — apun abo retepoapwun, KOXHUIA 3 AKX daky-
NbTaTMBHO 3amilleHnit 1 abo 2 3amicHMKaMu, Hesa-
NEeXHO OAUH Big ogHoro BubGpaHMMKM i3 rpynu, sika
BKIMKOYaE ranoif, rigpokcu-, biaHo-, amiHo-, HITpo-, C;-
Ce-ankokcurpyny Ta C1-Cs-ankin; ta/abo
C) oauH abo Kinbka 3amicHUKIB Ryo;
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V) -OC(:O)RE, -C(:O)ORE, -C(=O)NH2, -C(:O)NHRE,
-C(=O)NReREg, -S(O)nRg, -S(O)nNH2, -S(O)nNHRg, -
S(O)nNReRf, -NHC(=O)Rg, -C(=NRg)Rg, -HC=N-OH,
-HC=N-(C;-Ce¢-ankokcn), -HC=N-(C;-Ce-ankin), -
NReC(=O)RE, -NHS(O)mRe i -NReS(O)mRr, e m -0,
1a602, i

Re i Rr He3anexHo oguH Big ogHOro BMbpaHi B KOX-
HOMY BuMagky i3 rpynu, sika Bknoyae (C1-Ce)-ankin,
(Cs-Cg)-umknoankin,  retepouuknoankin, (Cq-Ce)-
ankokcurpyny, MoHo- abo gi-(C1-Ce)-ankinamiHorpyny,
apun Ta retepoapwur, KOXHUIN 3 Skux akynbTaTUBHO
3amiweHnn 1, 2 abo 3 rpynamu Rsg;

R20 He3anexHo BMOpaHuii B KOXXHOMY BMNaAKYy i3 rpy-
nu, 80 sIKOi BXOOATh: ranoifd; rigpoKcu-; HiTpo-; LiaHo-;
amiHorpyna; (Ci-Cg)-ankin; (C1-Cs)-ankokcurpyna,
hakynbTaTMBHO 3aMillleHa amiHorpyrnot abo MOHo-
un ai-(C1-Ce)-ankinamiHorpynoto; (Cs-Cg)-Lukroankir;
(Cs-Cg)-umknoankin-(C;-Ca)-ankin; (C3-Cg)-
uuknoankin-(Ci-Cs)-ankokeurpyna;  (Cz-Ce)-ankeHin;
(C2-Ce)-ankiHin; ranoig-(C-Ce)-ankin; ranoia-(C,-Ce)-
ankokcurpyna; okcorpyna; MoHo- Ta fai- (Ci1-Ce)-
ankinamiHorpyna; amiHo-(C1-Ceg)-ankin; i MoHo- Ta gai-
(C1-Ce)-ankinamiHo-(C;-Cg)-ankin;

R30 HE3anexHo BMOpaHUii B KOXXHOMY BUMNAAKy i3 rpy-
nun, Ao SKOT BXOA4ATb ranoif, rigpoKcu-, HITpo-, LiaHo-,
amiHorpyna, (Ci-Ce)-ankin, (C;-Cs)-ankokcurpyna,
(bakynbTaTMBHO 3aMillleHa amiHorpyrnot abo MOHo-
un ai-(C1-Ce)-ankinamiHorpynoto, (Cs-Cg)-Luknoankin,
(C3-Cg)-umknoankin-(C,-Ca)-ankin, (C3-Cyg)-
umknoarnkin-(Ci-Ca)-ankokeurpyna, retepoumkrioan-
ki, (C2-Ce)-ankeHin, (C2-Cg)-ankiHin, ranoig-(Ci1-Ce)-
ankin, ranoig-(C;-Ce)-ankokcurpyna, okcorpyna, Mo-
Ho- Ta p[i-(Cq1-Ce)-ankinamiHorpyna, amiHo-(Cq-Ce)-
ankin Ta MoOHO- Ta fi-(C1-Ce)-ankinamiHo-(C1-Ce)-
ankin;

Rs € BogeHb abo ranoig-(C1-Ce)-ankin; abo

Rs € (C1-Ce)-ankin, (Cs-Cg)-umknoankin abo (Cs-Cs-
uuknoankin)-(C1-Ca)-ankin, KOXHUA 3 AKUX MOXE MicC-
TATM oamH abo kinbka MOABIMHUX abo NOTPIMHUX
3B’A3KIB i KOXKHUI 3 SKNX PaKynbTaTVBHO 3aMilLleHnI
1, 2 abo 3 rpynamu Rso, abo

Rs € apun, apun-(Ci-Cs)-ankin, retepoapwn abo re-
Tepoapun-(C1-Ca)-ankin, KoXHUIA 3 akux akynbtaTu-
BHO 3amiweHunii 1, 2 abo 3 3amicHMkamu, BUGpaHUMUK
i3 rpynn, 4O SKOi BXOAATb:

ranoig-(C:-Ce)-ankin,  amiHorpyna, -NH(Ri), -
N(R10)(R11), kapGokcamigorpyna, NH(Rio)kap6oHin,
N(R10)(R11)kapboHin, ranoig, rigpokcu-, HiTpo-, LiaHo-
, amiHorpyna, (Ci-Ce)-ankin, (Ci-Cg)-ankokcurpyna,
bakynbTaTMBHO 3aMillleHa amiHorpyrnot abo MOHo-
abo bi-(C1-Ce)-ankinamiHorpynoto, (C3-Cg)-
uuknoankin, (Cs-Cg)-uuknoankin-(C1-Ca)-ankin, (Cs-
Cs)-umknoankin-(C,-Ca)-ankokeurpyna, retepoumkrio-
(C1-Cy)-ankin, (Co-Cs)-ankeHin, (C,-Ceg)-ankiHin, rano-
in-(C1-Cg)-ankin, ranoig-(C;-Ce)-ankokcurpyna, ami-
HO-(C1-Cg)-ankin i MoHo- Ta pAi-(Cq1-Ce)-ankinamiHo-
(C1-Ce)-ankin;

Q € -C(Re)(R7) abo kvceHb,

3a ymMoBW, WO Q He € KUCHeM, SKLLO X, — a30T;

Re Ta R; HesanexHo oauH Big OOHOTO € BOAEHb,
¢pTOop abo C;-Ce-ankin;

rpyna:



O\
U

€ 5-7-uneHHuin reTepoapun abo reTepoumkioankin,
Wwo MicTuTb Ao 4 reTtepoaTtomis, BUOpaHMX i3 rpynu,
sIka BKIOYa€e as3oT, CipKy Ta KMCEHb, MpU4oMy 3raga-
HWUIA 5-7-4neHHWn reTepoapun abo reTepoumknoankin
3aMilLieHI NpU KOXXHOMY aToMi ByrneLto rpynoto R i
npyv KOXXHOMY aTtoMi asoTy, AOCTYMHOMY ANs 3ami-
LeHHs, rpynoto R’;

R HesanexHo B KOXXHOMY BuMagky Bubpanun i3 rpynm,
0O SIKOi BXOASTb BOAEHb, ranoig, amiHorpyna, (Ci-
Ce)-ankin, (C,-Ceg)-ankeHin, (Cz-Ce)-ankiHin, Ci-Ce-
arnkokcurpyna, (C3-Cg)-umknoankin, (Cs-Cs-
uuknoankin)-(Ci1-Cq)-ankin, ranoig-(Ci:-Ce)-ankin, ra-
noigankokcu-, kapbokcamigorpyna ta 3-7-4neHHi ka-
pbouunknivHi abo reTepoumKniyvHi rpynu, ski € Hacuye-
HUMK, HeHacuyeHMMn abo apoMaTUYHUMKM | SKi
MOXYTb OyTVM OOAAaTKOBO 3aMmillieHi ogHuM abo Kinb-
KOMa 3aMiCHMKaMK, He3aneXHo OAWH Bif OQHOro BU-
OpaHuMu i3 rpynu, sika BKIOYaE ranoig, oKco-, rigpo-
keurpyny, Cq-Cy-ankin 1a -O(C1-Cs-ankin);

R' He3anexHo B KOXHOMY BUMaaKy BubpaHui i3 rpy-
nuM, 0o AKoi BxoAAaTb BoaeHb, Ci-Cg-ankin, Cs-Cg-
umknoankin, Cs-Cg-umknoankin-(C,1-C4-ankin) ta 3-7-
yneHHi kapbouuknivHi abo reTepoumKniYHi rpynu, ski €
HACUYEHUMWN, HEeHacuvyeHUMmn abo apomaTUYHUMK,
npu4omy 3ragaHi 3-7-4neHHi kapbouukniyHi abo rete-
POUMKIIYHI rpynn pakynbTaTUBHO 3aMilleHi OAHUM
abo kinbkoMa 3aMiCHMKaMW, He3anexHo oAuH Bif
ogHoro BuOpaHWMK i3 rpynu, sika BKM4Yae ranoig,
okco-, rigpokeurpyny, C1-Cy-ankin ta -O(C;-Cy-ankin);
i

X1, X2, Wi'Y BignoBigatoTb BU3Ha4yeHHs M 3a n. 1.

3. Cnonyka a6o cinb 3a n. 2 dopmynu:

E/H N

NG X
3
b N
ZZ// 1\/N\\ ng(/
| | 4 N
Zs, N/\ Q w

z; '

Rs

ne Zi, Zz, Z3, Z4, Rs, Q, X1, X2 Ta W Bignosigatotb
BM3HAYEHHAM 3a 1. 2;

X3 i X4 HE3ANEXHO OAMH BiA OO4HOro BMBpaHi i3 rpynu,
0o skoi Bxogatb Byrneup, CR, N, O, S, NH i N-(Cs-
Ce)-ankin;

3a yMOBW, WO LOHaMeHLe ogHa 3 rpyn Xi, Xz, Xz i
X4 € Byrneub abo CR, ge

R HesanexHo BMOpaHuiA B KOXXHOMY BUNAZKY i3 rpynu,
00 sKol BXOoOATb BOAEHb, ranoig, amiHorpyna, (Ci-
Ce)-ankin, (C1-Ce)-ankokcurpyna, (Cs-Cg)-LmKnoankin,
(C3-Cg)-uuknoankin-(C1-Cg)-ankin,  (C,-Cg)-ankeHin,
(C2-Ceg)-ankinin, ranoia-(Ci-Ce)-ankin, ranoig-(C1-Ce)-
ankokcurpyna, kapbokcamigorpyna Ta  3-7-UneHHi
KapOoLUMKniYHi abo reTepoumkIiiyHi rpynu, Sk € Hacu-
YEeHUMW, HeHacudyeHnMn abo apoMaTUYHUMU | SKi
MOXyTb OyTW OoAaTKOBO 3aMilleHi ogHMM abo Kinb-
KOMa 3aMiCHMKaMu, He3anexHo OAWH BiJ OAHOro BU-
OpaHuMuK i3 rpynu, sika BKIOYaE ranoig, okco-, rigpo-
keurpyny, C1-Ca-ankin ta -O(C;-Cy-ankin).
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4. Cnonyka abo cinb 3a 0yab-akum i3 nn. 1-3, ge Z; —
CRl; Zo — CRZ; Z3—CR3 i Z4 — CRq4.
5. Cnonyka a6o cinb 3a n. 2, ge:
Z1—CRy; Zo— CRy; Z3— CR3; Z4 — CRy;
i rpyna
R

J\/R
N
SaaG
\
W e W .

o

2~

6. Cnonyka abo cinb 3a n. 2, ge:
Z1—CRy; Z,— CRy; Z3— CR3; Z4 — CRy;
i rpyna

(O N

O Y \o

%Z\X —
We W,

7. Cnonyka abo cinb 3a n. 1, Ae ogHa i TiNbkM oaHa i3
rpyn Zi, Z, Z3 i Z4 € a30TOM.

8. Crnonyka abo cinb 3a n. 2, Ae ogHa i Tinekn ogHa i3
rpyn Za, Zz, Z3 i Z4 € a30TOM.

9. Cnonyka a6o cinb 3a n. 3, ge:

Z1— CRl; Zo — CRz; Z3— CR3; Z4s— CR4;

X1 —Byrneup; Xz —a30T; Xz3—CR; X4—a3oT; i Q-
C(Re)(R7).

10. Cnonyka abo cinb 3a n. 3, ge:

Z1; — CRy;, Z2 — CRy2; Z3 — CR3; Z4 — CRy;

X1 —Byrneub; X;—as3oT; Xz—a3oT; Xs—CR; i Q-
C(Re)(R7).

11. Cnonyka abo cinb 3a n. 3, ge:

Z1— CRl; Zo — CRz; Z3— CR3; Z4s— CR4;

X1 — Byrneub; X, — Byrneup; Xz — S; X4 — CR.

12. Cnonyka a6o cinb 3a n. 3, ge:

Z1— CRy;, Z2 — CR2; Z3 — CR3; Z4 — CRy;

X1 — a3o0T; Xz — Byrneub; X3 —asoT; i X4 — CR.

13. Cnonyka abo cinb 3a n. 3, ge:

Z1— CR;L; Zo— CRz; Z3— CR3; Z4s— CR4;

X1 —Byrneup; Xz —Byrneup; Xz —NH abo N-(C;-Ce-
ankin); X4 — CR.

14. Cnonyka abo cinb 3a n. 3, ge:

Z1— CRy;, Z2 — CR2; Z3 — CR3; Z4 — CRy;

X1 — Byrneub; X, —a30T; X3 —as30T; i Xs—as3o0T; i Q —
C(Re)(R7).

15. Cnonyka abo cinb 3a n. 3, ge:

Z; — CRy;, Z> — CR2; Z3 — CR3; Z4 — CRy;

X1 — a3oT; X2 — Byrmneub; X3 — CR; i X4 — a3or.

16. Cnonyka abo cinb 3a n. 14, ge Q € C(Rs)(R7).

17. Cnonyka abo cinb 3a n. 3, ge:

Z1— CRl; Zo — CRz; Z3— CR3; Z4s— CR4;

X1 — a30T; X — Byrneup; X3 — a3oT; X4 — a3oT.

18. Cnonyka abo cinb 3a n. 3, e ogHa i TinbkM ogHa
i3 rpyn Z1, Z», Z3i Z4 € a30TOM.

19. Cnonyka abo cinb 3a n. 18, ge:

Z,> abo Z3 € a3oToM; i

W € 5-uneHHa apunbHa abo retepoapunbHa rpyna,
e 3rafjlaHa 5-uneHHa apwunbHa abo retepoapurnbHa
rpyna ¢akynbTaTMBHO 3aMillieHa rpynamu B KifbKOCTi
00 4, He3anexHo ofdHa Bid OAHOI BUOpaHMMM i3 rpy-
nu, Ao skoi BxoaAtb Rz, -COzH, -C(=0O)ORg, -
C(:O)NHRE, -C(=O)NRERF, -C(O)RE, -S(O)mRE i -

PR
-
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ORg, oe Rz i Re BignoBigawTe nogaHum BULLE BU-
3Ha4eHHaM i m — 0, 1 abo 2.
20. Cnonyka abo cinb 3a n. 19 dopmynu:

R
1 R\/
R, N N
N
AN N AN W
\  Re R7
R, Rs

ne R, Ri, Rz, Rs, Rs, Rg, R7 i W BignosigatoTb Bu3Ha-
YeHHsaM 3a n. 19.

21. Cnonyka abo cinb 3a n. 20, ge:

R HesanexHo BMGpaHuii B KOXHOMY BUNAAKY i3 rpynu,
10 SKOI BXOAATb:

i) BogeHb, ranoig, (C1-Ce)-ankin, (Cs-Cg)-umknoarnkin,
(Cs-Cg)-umknoankin-(C,-Ce)-ankin, (C1-Cg)-
ankokcurpyna, ranoig-(C,-Ce)-ankin, ranoig-(Ci-Ce)-
ankokeurpyna, i

i) peHin Ta nipnaun, KOXHUIA 3 AKMX akynbTaTUBHO
3aMiLLIeHNI 3aMiCHUKaMKM B KiNbKOCTI 40 3, He3anexHo
OAVH BiO OAHOro BUOpaHMMM i3 rpynu, OO SAKOI BXO-
aatb ranoig, rigpokeurpyna, Ci-Cg-ankin i -O-(C1-Cs-
ankin);

Ri, R2 i Ry He3anexHo oguH Big ogHoro BubpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HiTpO-, UiaHo-, amiHorpyna, (Ci-Ce)-ankin, (Ci-Ce)-
arnkokeurpyna, (C3-Cg)-umknoankin, (C3-Cyg)-
uuknoankin-(Ci-Ce)-ankin, (C;-Ce)-ankenin, (C,-Ce)-
ankiHin, retepouuknoankin, ranoia-(C;-Ce)-ankin,
ranoig- (Ci1-Ce)-ankokcurpyna, MoHo- abo fi-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Cg)-ankin i MoHo- Ta gi-
(C1-Ce)-ankinamiHo-(C,-Cg)-ankin;

Rs € BogeHb, (C1-Cg)-ankin, (Cs-Csg)-umknoankin, (Cs-
Cs)-uuknoankin-(C,-Ce)-ankin, derin, 6eHaun, Tio-
deHin, Tiasonin, nipuawn, imigasonin, nipasonin a6o
NipUMIAVHIN;

Rs i R7 He3anexHo oguH Big 04HOro € BoAeHb, hTop
abo C;-Cg-ankin; i

W € TieHin, Tiasonin, imigasonin, okcasonin, Tpunaso-
nin, TeTpasonin, nipasonin abo i3okcasonin, KOXHWUIA 3
AKNX hakynbTaTMBHO 3aMillleHuin rpynamm Rz B Kinb-
KocTi oo 4.

22. Cnonyka ab6o cinb 3a n. 19 dopmynu:

R
Ry R
N~~~
N
NZ N— N N \/<
N N W
Rs \ R R
R, Rs

ne R, Ri, Rs, R4, Rs, Rs, R7 i W BignosigatoTb Bu3Ha-
YeHHsaM 3a n. 19.

23. Cnonyka abo cinb 3a 6yab-skum i3 nn. 20 abo 22,
ne:

R He3anexHo BMOpaHuiA B KOXXHOMY BMNAZKY i3 rpynu,
[0 KO BXoAsITb BoAeHb, ranoig i (C1-Cy)-ankin;

75902 10

R1 i R4 He3anexHo oguH Big ogHOro BUGpaHi i3 rpynu,
00 sKOI BXOAATb BOAEHb, ranoig, rigpokcu-, HiTpo-,
LiaHo-, amiHorpyna, (C1-Ce)-ankin, (C1-Ce)-
ankokcurpyna, (C3-Cg)-umknoancin, (C3-Cg)-
umuknoankin-(Cq1-Ce)-ankin, ranoia-(C;-Ce)-ankin, ra-
noin-(C;-Ce)-ankokcurpyna, MoHo- abo Ai-(Ci-Ce)-
ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo- Ta ai-
(C1-Ce)-ankinamiHo-(C,-Cg)-ankin;

Rs € (C1-Cg)-ankin;

Re i R7 € aTomu BoaHto; i

W e pypaHin, TieHin, Tiazonin, imigasonin, okcasonin,
Tpuasonin, TeTpasonin, nipasonin abo i3okcasonin,
KOXHWUI 3 AKUX hakynbTaTUBHO 3aMilleHuid rpynamm
Ra30 B KinbkocTi go 4.

24. Cnonyka abo cinb 3a n. 23, ge:

R:1 i R4 He3anexHo oguH Big ogHoro BUGpaHi i3 rpynu,
00 SIKOT BXOAATb BOAEHb, ranoig, TpudgptopmeTnn, Ci-
Co-ankin i uiaHorpyna; i

W — T1ia3onin, gakynbTaTMBHO 3aMileHnin ogHUM abo
KinbkOMa 3aMiCHMKaMu, He3aneXxHo OAWH Big O4HOro
BUBpaHUMu i3 rpynu, 0O SKOi BXOASATbL ranoig, uiaHo-,
rigpokcu-, okcorpyna, Ci-Co-ranoigankin, C;-Cp-ankin
i C1-Cz-ankokecurpyna.

25. Cnonyka abo cinb 3a n. 24, ne W € 2-tiasonin.

26. Cnonyka abo cinb 3a n. 18, ge:

Z, abo Z3 € aToMM a30Ty; i

W € 6-uneHHa apunbHa abo retepoapunbHa rpyna,
Ae 3rafjaHa 6-4neHHa apunbHa abo retepoapunbHa
rpyna akynbTaTMBHO 3aMillieHa rpynamMm B KinbKoCTi
00 4, He3anexHo ofdHa Bid OAHOI BUOpaHMMM i3 rpy-
nu, Ao skoi BxogAtb Rz, -COzH, -C(=0O)ORg, -
C(:O)NHRE, -C(:O)NRERF, -C(O)RE, -S(O)mRE i -
OREg, oe Rszo i Re BignosigaoTe nogaHum BULle BU-
3Ha4veHHaMm i m — 0, 1 abo 2.

27. Cnonyka abo cinb 3a n. 26 dhopmynu:

R
1 R\/k

NG N

e R, Ry, Ry, Rs, Rs, Re, R7 i W BignosigatoTb Bu3Ha-
YeHHsM 3a n. 26.

28. Cnonyka abo cinb 3a n. 27, ge:

R HesanexHo BMGpaHuii B KOXXHOMY BUNAZKY i3 rpynu,
[0 SIKOT BXOAATb:

i) BogeHb, ranoig, (C1-Ce)-ankin, (Cs-Cg)-umknoarnkin,
(C3-Cg)-umknoankin-(C1-Cg)-ankin, (C1-Ce)-
ankokcurpyna, ranoig-(C;-Ce)-ankin, ranoig-(Ci-Ce)-
ankokeurpyna, i

i) peHin Ta nipnaun, KOXHWIA 3 AKMX akynbTaTUBHO
3aMiLLIeHNI 3aMiCHUKaMK B KiNbKOCTI 40 3, He3aneXHo
OAVH BiO oAHOro BUOpaHMMM i3 rpynu, OO SKOI BXO-
Oatb ranoig, rigpokeurpyna, Ci-Ca-ankin i -O-(C1-Cs-
ankin);

Ri, Rz i R4 He3anexHo oguH Big ogHoro BubpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HITpO-, uWiaHo-, amiHorpyna, (Ci-Ce)-ankin, (Ci-Ce)-
ankokcurpyna, (C3-Cg)-umknoancin, (C3-Cg)-
umnknoankin-(Ci1-Ce)-ankin, (C,-Ce)-ankeHin, (Cx-Ce)-
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ankiHin, retepouuknoankin, ranoia-(C;-Ce)-ankin,
ranoig-(C;-Ce)-ankokeurpyna, moHo- abo pgi-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo- Ta gi-
(C1-Ceg)-ankinamiHo-(C1-Ceg)-ankin;
Rs € BogeHb, (C1-Cg)-ankin, (Cs-Cs)-umknoankin, (Cs-
Cs)-umknoankin- (Ci1-Ceg)-ankin, deHnin, 6eHaun, Tio-
deHin, Tiasonin, nipuawn, imigasonin, nipasonin a6o
nipumiguHin;
Rs i R7 He3anexHo oguH Bif O4HOro € BoAeHb, hTop
abo C1-Cg-ankin; i
W € deHin, nipumigurin, nipugun, nipugasvHin abo
NipasnHin, KOXHUIA 3 AKMX akynNbTaTUBHO 3aMilLeHni
rpynamu Rzp B KinbkOCTi A0 4.
29. Cnonyka abo cinb 3a 6yab-skum i3 nn. 4, 19, 26,
ae Xz — Byrneub; i Q — KMCEHb.
30. Cnonyka abo cinb 3a 6yab-akum i3 nn. 4, 19, 26,
ae X2 = N; i Q — C(Re)(R7).
31. Cnonyka abo cinb 3a byab-skum i3 nn. 4, 19, 26,
ae Xz — Byrneup; i Q — C(Re)(R7).
32. Cnonyka abo cinb 3a 6yab-akum i3 nn. 4, 19, 26,
ae X1 — Byrneup; X2 — N i Q — C(Re)(R7).
33. Cnonyka abo cinb 3a 6yab-akum i3 nn. 4, 19, 26,
Aae X1 — asot; Xz —Byrmneub i Q — C(Rg)(Ry).
34. Cnonyka abo cinb 3a n. 4 popmynu:

ne R, Ry, Rz, Rs, R4, Rs, Q i W BignosigaoTb BU3Ha-
YEHHAM 3a n. 4.

35. Cnonyka abo cinb 3a 6yab-skum i3 nn. 19 abo 26,
ae Xi — Byrneub; Xz —a30T; X3 — CR; X4 — a3oT1 i Q -
C(Re)(R7).

36. Cnonyka abo cine 3a 6yab-akum i3 nn. 19 abo 26,
ae X; —Byrneub; Xz — a3oT; Xz —as30T; Xa— CRi Q-
C(Re)(R7).

37. Cnonyka abo cinb 3a 6yab-skvm i3 nn. 19 abo 26,
ae X1 — Byrneup; X; — Byrneub; Xz —S; i X4 — CR.

38. Cnonyka abo cinb 3a 6yab-skmum i3 nn. 19 abo 26,
ae X; — asot; Xz — Byrneup; Xz —a3orT; i X4 — CR.

39. Cnonyka abo cine 3a 6yab-akum i3 nn. 19 abo 26,
ae X; —Byrneupb; Xz — Byrneup; Xz —NH a6o N-(Ci-
Ce-ankin); i X4 — CR.

40. Cnonyka abo cinb 3a 6yab-akum i3 nn. 19 abo 26,
ae Xi—Byrneub; Xz — asoT; Xz —asoT; X4 — asor; i
Q — C(R¢)(R7).

41. Cnonyka abo cinb 3a n. 8, ge:

Z, abo Z3 € aToMM a30TYy; i

rpyna
)
XO Y ( \o
2QC?JZ\X1 —_
\ \
W Wi
W € 5-uneHHa reTtepoapunbHa rpyna, Ae 3ragaHa 5-

YrneHHa reTepoapurnbHa rpyna cakynbTaTuBHO 3ami-
LLeHa rpynamu B KinbKOCTi 00 4, He3anexHo ofHa Bifg
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OfHOI BMOpaHUMMK i3 rpynu, OO sKOi BXOAATb Rso, -
COzH, -C(=O)ORg, -C(=O)NHRg, -C(=O)NReRg, -
C(O)Rg, -S(O)mRe i -ORg, oe Rz i Re BignosigatoTb
nogaHnm BuLLe BU3HadYeHHsMm i m — 0, 1 abo 2.

42. Cnonyka abo cinb 3a n. 19, ne X;—asot; X; —
Byrneub; X3 — CR; i X4 — a3or.

43. Cnonyka abo cinb 3a bygb-akum i3 nn. 19 abo 26,
ae Xi — Byrneup; Xo — Byrneupb; X3 —NH ab6o NCHg; i
X4 —CR.

44. Cnonyka abo cinb 3a 6yab-akum i3 nn. 19 abo 26,
ae X; — asort; Xz — Byrneup; X3 — a3ort; i X4 — asor.

45. Cnonyka abo cinb 3a 6ygb-skum i3 nn. 4, 5, 11,
17, 26, 34, 37, 42 abo 44, ne Q — C(Re)(R7).

46. Cnonyka a6o cinb 3a n. 4 dopmynu:

Ry R\/
Re NN
N /TN
R ~~N /\R W
3 \ R6 7
R, Rs

e R, Ry, Ry, Rs3, Rs, Rs, R, R7 i W BignosigatoTb
BU3HAYEHHAM 3a n. 4.

47. Cnonyka abo cinb 3a n. 46, ge:

W € 6-uneHHa apunbHa abo retepoapunbHa rpyna,
Je 3rafjaHa 6-uneHHa apwunbHa abo retepoapurbHa
rpyna ¢gakynbTaTMBHO 3aMillieHa rpynamu B KiflbKOCTi
00 4, HesanexHo ofdHa Bid oAHOI BUGpaHumK i3 rpy-
nn, Ao skoi BxoaAtb Rz, -COzH, -C(=0O)ORg, -
C(ZO)NHRE, -C(=O)NRERF, -C(O)RE i -S(O)mRE, -
ORg;ime0, 1 a6o 2.

48. Cnonyka a6o cinb 3a n. 46, ge:

W € 5-uneHHa apunbHa abo retepoapunbHa rpyna,
e 3rafjaHa 5-uneHHa apwunbHa abo retepoapurnbHa
rpyna ¢akynbTaTMBHO 3aMillieHa rpynamu B KifbKOCTi
00 4, He3anexHo ofdHa Bid OoAHOI BUbpaHumu i3 rpy-
nn, Ao skoi BxoaAtb Rz, -COzH, -C(=O)ORg, -
C(ZO)NHRE, -C(=O)NRERF, -C(O)RE i -S(O)mRE, -
ORg,im -0, 1 a6o 2.

49. Cnonyka a6o cinb 3a n. 46, pe:

R HesanexHo BMOpaHuiA B KOXXHOMY BUNAZKY i3 rpynu,
[0 sIKOT BXOOATb BOAeHb, ranoig i (C1-Cy)-ankin;

Ri, R; i R4 He3anexHo oguH Big ogHoro BubpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HiTpPO-, UiaHO-, amiHorpyna, (Ci-Ce)-ankin, (C1-Ce)-
ankokcurpyna, (C3-Cg)-umknoancin, (C3-Cg)-
umknoankin-(Ci-Ce)-ankin, ranoiag-(C;-Ce)-ankin, ra-
noip-(C1-Ce)-ankokeurpyna, MoHo- abo fi-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Cg)-ankin i MoHo- Ta Ai-
(C1-Ce)-ankinamiHo-(C1-Ceg)-ankin;

Rs € (C1-Ce)-ankin;

Re i R7 € aTomun BogHIO; i

W € geHin, dypaHin, TieHin, Tiazonin, nipuaunn, imiga-
30Min, okcasonin, Tpuasonin, TeTpasonin, nipasonin,
i3okcasonin, nipumiguHin, 6eH3numigasonin, XiHomiHin,
i30XIHOSIHIN, KOXHUIA 3 9KMX (bakynbTaTUBHO 3aMillie-
HWU rpynamun Rso B KinbkocTi Ao 4.

50. Cnonyka abo cinb 3a byab-skum 3 nn. 45 abo 46,
ae:

R HesanexHo BMOpaHuiA B KOXXHOMY BMNAZKY i3 rpynu,
[0 SIKOI BXOAATb:
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i) BogeHb, ranoig, (Ci-Ce)-ankin, (Cs-Cg)-umknoankin,
(Cs-Cg)-umknoankin-(C1-Ce)-ankin, (C1-Cg)-
ankokeurpyna, ranoig-(Cq-Ce)-ankin, ranoig-(Ci-Ce)-
ankokeurpyna, i
ii) deHin Ta nipnaun, KOXHUA 3 SKUX PakynbTaTUBHO
3aMiLLieHUI 3aMiCHUKaMM B KiNbKOCTi 0 3, He3anexHo
OAVH BiA OfgHOro BMOpaHUMMK i3 rpynu, sika BKIIOYae
ranoig, rigpokcurpyny, Ci-Cs-ankin ta -O-(Ci-Cs-
arnkin);
Ri1, Rz, R3 i R4 HesanexHo oauH Big ogHoro BubpaHi
i3 rpynu, Ao AKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HITpO-, uiaHo-, amiHorpyna, (Ci-Ce)-ankin, (Ci-Ce)-
arnkokeurpyna, (C3-Cg)-umknoankin, (C3-Cyg)-
umknoankin-(Ci-Ce)-ankin, (C,-Ce)-ankeHin, (Cz-Ce)-
ankiHin, retepouuknoarnkin, ranoia-(C;-Ce)-ankin,
ranoig-(Ci-Ce)-ankokeurpyna, moHo- abo pgi-(C1-Ce)-
ankinaminorpyna, amiHo-(C1-Cg)-ankin i MoHo- Ta gi-
(C1-Ce)-ankinamiHo-(C1-Ceg)-ankin;
Rs € BogeHb, (C1-Cg)-ankin, (Cs-Cg)-umknoankin, (Cs-
Cs)-umknoankin- (C1-Ce)-ankin, deHnin, 6eH3un, Tio-
deHin, Tiasonin, nipnaun, imigasonin, nipasonin a6o
NipUMIAWHIN;
Rs i R7 He3anexxHo oauH Big 0OHOro € BOAEHb, hTOp
abo C;-Cg-ankin; i
W € deHin, TieHin, Tiasonin, nipuaun, imigasonin,
okcasonin, Tpuasonin, TeTpasonin, nipasonin, isokca-
30nin abo nipumiguHIn, KoXHWIA 3 Skux dakynbTaTuB-
HO 3aMillleHVIn He3anexHo oAHa Bif oAaHOoI BUBpaHu-
MU rpynamu Rszp B KinbkocTi 4o 4.
51. Cnonyka abo cinb 3a n. 45, ge:
R HesanexHo B KOXXHOMY BuMagky Bubpanun i3 rpynm,
[0 SKOi BXOASITb BoAeHb, ranoig i (C1-Cy)-ankin;
Ri, R3 i R4 He3anexHo oguH Big ogHoro BubpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HiTpPO-, UiaHo-, amiHorpyna, (Ci-Ce)-ankin, (Ci-Ce)-
ankokcurpyna, (C3-Cg)-umknoancin, (Cs-Cg)-
uuknoankin-(C,-Ce)-ankin, ranoig-(C.-Ce)-ankin, ra-
noip-(C,-Ce)-ankokcurpyna, MoHo- abo ai-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Cg)-ankin i MoHo- Ta gi-
(C1-Cg)-ankinamiHo-(C;-Cg)-ankin;
Rs € (C1-Cg)-ankin;
Q—-CHy;i
W € deHin, dypaHin, TieHin, Tiazonin, nipnaunn, imiga-
30nin, okcasonin, Tpwuasonin, TeTpasonin, nipasonin,
i3okcasonin, nipumiguHin, 6eH3MMigasonin, XiHomiHin,
i30XIHOMIHIN, KOXHWUA 3 SKMX haKyNbTaTMBHO 3aMillie-
HU rpynammn Rzo y KinbkocTi fo 4.
52. Cnonyka abo cinb 3a 6yab-akum i3 nn. 49 abo 51,
ne:
Ri, R3 i R4 He3anexHo oguH Big ogHoro BubpaHi i3
rpynu, 4o SKOi BXOAATb BOAEHb, ranoig, Tpudropme-
T1n, C1-Cy-ankin Ta uiaH; i
W — gpeHin, nipyamn abo Tia3onin, KOXHUA 3 SKMX
daKkynbTaTUBHO 3amilleHun ogHuM abo  Kinbkoma
3aMiCHMKaMK, He3anexHo OAuH Big 0AHOro BMOpaHu-
MM i3 Tpynu, OO SIKOi BXOAATb ranoig, uiaHo-, rigpok-
cu-, okcorpyna, Ci-Co-ranoigankin, Cq1-Co-ankin i Ci-
C,-ankokcurpyna.
53. Cnonyka a6o cinb 3a n. 45, ge:
R HesanexHo B KOXXHOMY BUMNaaKy BUGpaHui i3 rpynu,
[0 sIKOT BXOOATb BOAEHb, ranoig i (C1-Cp)-ankin;
Ri, Rz i R4 He3anexHo oguH Big ogHoro BubpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HiTPO-, UWiaHo-, amiHorpyna, (Ci-Ce)-ankin, (Ci-Ce)-
arnkokcurpyna, (Cs-Cg)-umknoarnkin, (C3-Cg)-
umnknoankin-(Ci:-Ce)-ankin, ranoig-(C:-Ce)-ankin, ra-

75902 14

noia-(C;-Ce)-ankokcurpyna, MoHo- abo gi-(Ci-Ce)-
ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo- Ta gi-
(C1-Ce)-ankinamiHo-(C1-Ceg)-ankin;

Rs € (C1-Ce)-ankin;

Q e CHy; i

W € geHin, dypaHin, TieHin, Tiazonin, nipuaun, imiga-
30nin, okcasonin, Tpvasonin, TeTpasonin, nipasonin,
i3okcasonin, nipumiguHin, 6eH3umigasonin, XiHomiHin,
i30XIHOSMIHIN, KOXHUIA 3 AKMX PaKyrnbTaTUBHO 3aMille-
HWUA rpynamun Rso B KinbkocTi Ao 4.

54. Cnonyka a6o cinb 3a n. 46, ge:

R HesanexHo BMbpaHuii B KOXHOMY BUNAZKY i3 rpynu,
[0 sIKOT BXOOATb BOAEHb, ranoig i (C1-Cp)-ankin;

Ri, Rz i R4 He3anexHo oguH Big ogHOro BMOpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoid, rigpokcu-,
HiTpO-, UiaHo-, amiHorpyna, (Ci-Ce)-ankin, (C1-Ce)-
ankokcurpyna, (C3-Cg)-umknoarnkin, (C3-Cy)-
uuknoankin-(Cq1-Ce)-ankin, ranoig-(C:-Ce)-ankin, ra-
noig-(C;-Ce)-ankokeurpyna, MoHo- abo fi-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo- Ta Aai-
(C1-Ce)-ankinamiHo-(C1-Ce)-ankin;

Rs € (C1-Cg)-arnin;

Re i R7 € aTomu BogHIO; i

W e deHin, dypaHin, TieHin, Tiazonin, nipnaun, imiga-
30Mif1, oKcasonin, Tpuasonin, TeTpasonin, nipasonin,
i3okcasonin, nipumiguHin, 6eH3umigasonin, XiHoniHin,
i30XIHOMIHIN, KOXHWUIA 3 SIKMX PaKyrnbTaTUBHO 3aMille-
HWU rpynamun Rso B KinbkocTi Ao 4.

55. Cnonyka abo cinb 3a 6yab-akum i3 n. 53 abo
n. 54, pe:

Ri, R2 i R4 He3anexHo oguH Big ogHOro BMOpaHi i3
rpynu, 0o SKOi BXOASATb BOAEHb, ranoig, Tpudgropme-
TUn, C1-Co-ankin i uiaH; i

W € cbeHin, nipugun abo Tia3onin, KOXHWUA 3 SKUX
(bakynbTaTMBHO 3aMillleHnd ofHMM abo  Kinbkoma
3aMicHMKaMK, He3anexHo oauH Big oAHOro BMGpaHU-
MM i3 rpynu, OO SKOi BXOA4ATb ranoig, uiaHo-, rigpok-
cu-, okcorpyna, Ci-Cy-ranoigankin, C1-Co-ankin i Cq-
C,-ankokcurpyna.

56. Cnonyka abo cine 3a 6yab-akum i3 nn. 52 abo 55,
ae W — 2-Tiasonin, 2-nipumiguHin, 3-gpTopdeHin abo
6-pTop-2-NipnanHin.

57. Cnonyka a6o cinb 3a n. 26 dpopmynu:

R
R1 R
N
= N -~ // N
_—
§ ﬁ< W
Rs N\ Re Ry
R, Rs

ne R, Ry, Rs, Rs, Rs, Re, R7 i W BignosigatoTb Bu3Ha-
YeHHAM 3a n. 26.

58. Cnonyka abo cinb 3a n. 57, pe:

R HesanexHo BMbpaHuii B KOXXHOMY BUNAZKY i3 rpynu,
[0 SIKOT BXOAATb:

i) BoAeHb, ranoig, (Ci-Ce)-ankin, (Cs-Cg)-umknoankin,
(Cs-Cg)-umknoankin-(C,-Ce)-ankin, (C1-Ce)-
ankokcurpyna, ranoig-(Cq-Ce)-ankin, ranoig-(Ci-Ce)-
ankokcurpyna, i

ii) deHin Ta nipuaunn, KOXHUA 3 AKMX haKynbTaTUBHO
3aMiLLieHNI 3aMiCHUKaMM B KiNbKOCTi 0 3, He3anexHo
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OAVH BiO oAHOro BMGpaHMMM i3 rpynu, OO SKOI BXO-
OsTb ranoig, rigppokeurpyna, Ci-Cg-ankin 1a -O-(Ci-
Cy-arnkin);

Ri, Rs i R4 HesanexHo oguH Big ogHoro BubpaHi i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoig, riapokcu-,
HiTPO-, UWiaHo-, amiHorpyna, (Ci-Ceg)-ankin, (Ci-Ce)-
arnkokcurpyna, (C3-Cg)-umknoancin, (C5-Cg)-
uuknoankin-(Ci-Ce)-ankin, (C;-Ce)-ankeHin, (C,-Ce)-
ankiHin, retepouuknoankin, ranoia-(C;-Ce)-ankin,
ranoig-(C;-Ce)-ankokcurpyna, moHo- abo pgi-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo- Ta ai-
(C1-Ce)-ankinamiHo-(C1-Ce)-ankin;

Rs € BogeHb, (C1-Cg)-ankin, (Cs-Cs)-umknoankin, (Cs-
Cs)-umknoankin-(C;-Ce)-ankin, deHin, ©6eH3un, Tio-
deHin, Tiasonin, nipuawn, imigasonin, nipasonin abo
nipumiguHin;

Rs i R7 He3anexHo oguH Bif 04HOro € BoAeHb, hTop
abo C;-Cg-ankin; i

W € deHin, nipnaun, nipygasuHin, nipyumignHin abo
NipasnHin, KOXHUIA 3 AKMX akynNbTaTUBHO 3aMilLeHni
rpynamu Rzp B KinbkOCTi A0 4.

59. Cnonyka a6o cinb 3a 6yab-akum i3 nn. 27 abo 58,
noe:

R HesanexHo BMOpaHuiA B KOXXHOMY BUNAZKY i3 rpynu,
[0 SKOi BXOASITb BoAeHb, ranoig i (C1-Cy)-ankin;

R1 i R4 He3anexHo oguH Big, ogHoro BubpaHi i3 rpynu,
00 sKOI BXOAATb BOAEHb, ranoig, rigpokcu-, HiTpo-,
LiaHo-, amiHorpyna, (C1-Ce)-ankin, (C1-Ce)-
arnkokeurpyna, (C3-Cg)-umknoankin, (C3-Cyg)-
umknoankin-(Ci-Ce)-ankin, ranoig-(C;-Ce)-ankin, ra-
noia-(C,-Ce)-ankokcurpyna, MoHo- abo ai-(C1-Ce)-
ankinaminorpyna, amiHo-(C1-Cg)-ankin i MoHo- Ta gi-
(C1-Ce)-ankinamiHo-(C,-Cg)-ankin;

Rs € (C1-Ce)-ankin;

Re i R7 € aTomu BoaHto; i

W € deHin, nipumiguHin, nipugun, nipygasuHin abo
nipa3unHin, KOXHUIA 3 AKMX akynbTaTUBHO 3aMilLEeHUI
rpynamu Rzo B KinbkOCTi 40 4.

60. Cnonyka abo cinb 3a n. 59, ge:

R1 i R4 He3anexHo oguH Big ogHOro BUGpaHi i3 rpynu,
00 5IKOI BXOAATb BoAeHb, ranoig, TpudgptopmeTun, Ci-
Co-ankin i uiaHorpyna; i

W — cbeHin abo nipuann, KOXHUIA 3 SKMX pakynbTaTh-
BHO 3aMilleHuih oaHuM abo Kinbkoma 3amMiCHMKamu,
He3anexHo OAMH Bid 04HOro BMOpaHMMK i3 rpynu, Ao
AKOi BXOOATb ranoig, uiaHo-, rigpokcu-, okcorpyna,
C,-C,-ranoipgankin, C1-Co-ankin i C:-C»-
ankokcurpyna.

61. Cnonyka abo cinb 3a n. 60, ge W — 2-nipumigumHin,
3-cbTopdheHin abo 6-dpTop-2-nipnanHin.

62. Crnonyka abo cinb 3a 6yab-skum i3 nn. 24, 52, 55
abo 60, ae R, R: i R4 € aTomu BogHI0.

63. Crnonyka abo cinb 3a bygb-akum i3 nn. 24, 52, 55
abo 60, ne Rs € eTnn abo H-nponin.

64. Crnonyka a6o cinb 3a 6yab-akum i3 nn. 24, 52 abo
60, oe R, BubpaHui i3 rpynu, o sikoi BXogsaTh:

i) BoOeHb, ranoig, rigpokcu-, HiTpo-, LjiaHo-, aMiHor-
pyna, ranoig-(C1-Ce)-ankin  ta  ranoig-(Ci1-Ce)-
ankokcurpyna,

i) C1-Cs-ankin, C1-Cs-ankokcurpyna, C3-Cs-
umknoankin, C,-Cs-ankeHin, C,-Cg-ankiHin, (Cs-Cg-
umknoankin)-Ci-Ca-ankin, -NH(R10), -N(R10)(R11),
(R10)NH(C1-Ce)-ankin, (Rio)(R11)N-(C1-Ce)-ankin, (re-
TepouuKnoarnkin)ankin i reTepouunknoarnkin, KoXHuUn 3
AKMX hbakynbTaTMBHO 3amiwenun 1, 2, 3 abo 4 rpy-
namu Roo.
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65. Cnonyka abo cinb 3a 0yab-sikum i3 nn. 24, 52 abo
60, oe R, — rpyna dpopmynu

(e}
Rp
'§kj\/
Rc ,
ae J —N, CH abo C-(C;-Cg)-ankin, i
Rg Ta Rc He3anexHo oauH Big ogHoro BMbpaHi i3 rpy-
nuM, 0o Skoi BxoasATb BoAeHb, (Ci-Cg)-ankin, (C2-Ce)-
ankeHin, (C,-Ceg)-ankiHin, (Cs-Cs)-umknoankin i (Cs-Cg-
uuknoankin)-(Ci-Ca)-ankin; abo
Rg Ta Rc cninbHO 3 aToMOM, A0 SKOro BOHU NpuUeaHa-
Hi, YTBOpIOIOTb 4-10-4uneHHy MOHOUMKIiYHY abo Gium-
KNiYHY CUCTEMY, SiKa MOXe MICTUTU:
a) oguH abo Kinbka NoABINHKX 3B'SA3KIB,
b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo N-
Ro, Ae Rp — BogeHb abo (C1-Ce)-ankin;
C) oauH abo kinbka 3amicHuKIB Ryo.
66. Cnonyka a6o cinb 3a 6ygp-akum i3 nn. 52, 60 abo
64, ne R, — rpyna dpopmynu
G
~
/é \ R

A

ne G — 3B’a3ok abo C1-Cr-ankin;

Ra — HacnyeHa, 4acTkoBO HeHacuyeHa abo apomaTu-
YHa kapbouukniyHa cucTema, sika CKnagaeTbcsl 3 Of-
Horo umkny abo ABOX KOHAEHCOBAHWX, HEKOHAEHCO-
BaHMX abo 3’egHaHWX CMilbHUM aToOMOM LMKMIB
(cnmipouukniyHa cuctema), Ae KOXHUIA umkn MictuTb 0,
1 abo 2 reTepoaTtoMu, He3anexHo OAWH BiA4 OAHOro
BMbpaHi i3 rpynu, ska skntovae N, S ta O, npuyomy
3ragjaHa HacudeHa, 4acTKOBO HeHacuyeHa abo apo-
MaTuyHa kapbouumkniyHa cuctema akynbTaTUBHO
3amilleHa 1, 2, 3 abo 4 rpynamm Rao.

67. Cnonyka a6o cinb 3a 6yab-akum i3 nn. 24, 55 abo
60, oe Rs BubpaHwui i3 rpynu, oo sikoi BXoaATb:

i) BOAEHb, ranoig, rigpokcu-, HiTpo-, LiaHo-, aMiHor-
pyna, ranoig-(Ci-Ce)-ankin  T1a  ranoig-(Ci-Ce)-
ankokcurpyna,

i) C,-Ce-ankin, C1-Cg-ankokeurpyna, C3-Cs-
uuknoankin, C,-Cg-ankeHin, Cy-Cs-ankiHin, (Cs-Cs-
uuknoankin)-Cq1-Cs-ankin, -NH(Ri0), -N(Ri0)(R11),
(Rlo)NH-(Cl-CG)-aﬂKiﬂ, (Rlo)(Rll)N-(Cl-CG)-aﬂKiﬂ,
(retepoumknoankin)-C;-C4-ankin i retepoumknoankin,
KOXHUIA 3 AKUX (hakynbTaTMBHO 3amiweHnni 1, 2, 3
abo 4 rpynamu Ryo.

68. Cnonyka abo cinb 3a 6yab-skum i3 nn. 24, 55 abo
60, oe Rsz € rpyna copmynu

(6]

J w

§ J\/
Rc ,

ae J — N, CH abo C-(C;-Cg)-ankin, i
Rg i Rc He3anexHo oauH Big ogHoro BubpaHi i3 rpynu,
0O sKoi BxoaaTb BopgeHb, (Ci-Ce)-ankin, (C,-Ce)-
ankeHin, (C,-Cg)-ankiHin, (Csz-Cg)-uuknoankin 1a (Cs-
Cs-umknoarnkin)-(C,-Cs)-ankin; abo
Rg i Rc cninbHO 3 aTOMOM, 4O SIKOrO BOHW NPUEQHAaH,
YTBOPIOOTb 4-10-4neHHy MOHOUMKNIYHY abo Giunkni-

YHY CMCTEMY, sIka MOXe MICTUTU:
a) oanH abo Kinbka NoaBiNHMX 3B’A3KIB,
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b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo N-
Rp, Ae Rp — BogeHb abo (C1-Ce)-arnkin;
C) oavH abo Kinbka 3amicHUKIB Rao.
69. Cnonyka abo cinb 3a 6yab-akum i3 nn. 24, 55 abo
60, ae Rz € rpyna cdopmynu

PN
-, RA
ne G — 3B’a30k abo C1-Cy-ankin; i
Ra — HacnyeHa, 4acTkoBO HeHacuyeHa abo apomaTu-
YHa kapbouumkniyHa cucTema, sika CknagaeTbcs 3 Of-
HOro uumkny abo OBOX KOHOEHCOBAHWX, HEKOHAEHCO-
BaHMX abo 3’egHaHWX CMIlbHUM aToOMOM LMKMiB
(cnipoumkniyHa cuctema), Ae KOXHUA umkn Mictutb 0,
1 abo 2 retepoatoMu, He3anexHoO OOWH Bid4 OAHOro
BUbpaHi i3 rpynu, ska Bknoyae N, S ta O, npuyomy
3rajaHa HacudeHa, 4acTKOBO HeHacuyeHa abo apo-
MaTuyHa kapbouukniyHa cuctema akynbTaTUBHO
3amiwleHa 1, 2, 3 abo 4 rpynamu Rao.
70. Cnonyka a6o cinb 3a byab-akum i3 nn. 24, 66 abo
69, ne Ra BUBpaHUi i3 rpynu, A0 SKOi BXOAATL deHin,
niponin, nipasonin, Tiasonin, i3okcasonin, Tpuasonin,
TeTpas3onifn, OKCadiasonin Ta OKCa3orif, KOXHWUA 3
AKX hpakynbTaTmBHO 3amiweHun 1, 2, 3 abo 4 rpy-
namu Rao.
71. Cnonyka abo cinb 3a 6yab-skum i3 nn. 52 abo 55,
ne R3 € -HC=N-OH abo -HC=N-(C;-Cs-
ankokcurpyna).
72. Cnonyka a6o cinb 3a 6yab-akum i3 nn. 24, 52 abo
60, pe R;e-HC=N-OH a6o -HC=N-(C;1-Cs-
ankokecurpyna).
73. Cnonyka abo cinb 3a 6yab-sikum i3 nn. 24 abo 64,
ae Ry Bubpanui i3 rpynu, 0o SKOT BXOASITb BOOEHD,
ranoig, rigpokcu-, HITpo-, LiaHo-, amiHorpyna, ranoig-
(C1-Ce)-ankin Ta ranoig-(C,-Ce)-ankokcurpyna.
74. Cnonyka a6o cinb 3a n. 18, ge:
R HesanexHo BMOpaHuiA B KOXXHOMY BMNAZKY i3 rpynu,
00 SIKOi BXOASTb:
i) BogeHb, ranoig, (Ci1-Ce)-ankin, (Cs-Cg)-umknoankin,
(C3-Cg)-uuknoarnkin-(C1-Ceg)-ankin, (C1-Ce)-
ankokcurpyna, ranoig-(Ci-Ce)-ankin, ranoig-(C;-Ce)-
ankokeurpyna, i
i) peHin Ta nipuaoun, KoXHUIA 3 SKMX akynbTaTUBHO
3aMilLleHnIn 3aMiCHMKaMM B KinbKOCTi A0 3, He3anexHo
OOVH BiA ogHoro BUGpaHWMM i3 rpynu, OO SIKOi BXO-
aatb ranoig, rigpokeurpyna, Ci-Cs-ankin ta -O-(Cs-
Cs-ankin);
Ri, Rz i R4 He3anexHo oguH Big ogHoro BMbpaHi i3
rpynu, 0O SAKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HiTpO-, UiaHo-, amiHorpyna, (Ci-Ce)-ankin, (Ci-Ce)-
ankokcurpyna, (C3-Cg)-umknoarnkin, (C3-Cg)-
umknoankin-(Ci1-Ce)-ankin, (C,-Ce)-ankeHin, (C»-Ce)-
ankiHin, retepouuknoarnkin, ranoia-(Ci-Ce)-ankin,
ranoia-(C;-Cg)-ankokcurpyna, MoHo- abo am-(Ci-Ce)-
ankinamiHorpyna, amiHo-(C1-Ceg)-ankin i MoHo- Ta au-
(C1-Cg)-ankinamiHo-(C;-Cg)-ankin;
Rs € BogeHb, (C1-Cg)-ankin, (Cs-Csg)-umknoankin, (Cs-
Cs)-umknoankin-(C,-Ce)-ankin, deHin, ©6eHaun, Tio-
deHin, Tiazonin, nipugun, imigasonin, nipasonin abo
NipUMIAMHIN;
Rs i R7 He3anexHo oauH Big ogHOro € BOAeHb, PTop
abo C;-Cg-ankin; i
W e TieHin, Tiasonin, imigasonin, okcasonin, Tpmaso-
nin, TeTpasonin, nipasonin abo i3okcasonin, KOXHWUI 3
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AKUX (pakynbTaTMBHO 3aMilleHni rpynamm Rsp B Kinb-
KocTi oo 4.

75. Cnonyka abo cinb 3a n. 67, ge Rs BnbpaHun i3
rpynu, 0O SKOi BXOAATb BOAEHb, ranoid, rigpokcu-,
HiTpPO-, UiaHO-, amiHorpyna, ranoig-(Ci-Ce)-ankin Ta
ranoia-(C;-Ce)-ankokcurpyna.

76. Cnonyka abo cinb 3a n. 44, ge:

Z, abo Z3 € a30rT; i

rpyna

&8

W € 6-uneHHa apmana a60 reTepoapmana rpyna,
Je 3rafjaHa 6-uneHHa apwunbHa abo retepoapuibHa
rpyna ¢gakynbTaTMBHO 3aMillleHa rpynamu B KinbKOCTi
[0 4, HesanexHo ofHa Big oAHOI BUOpaHuMK i3 rpy-
nn, Ao skoi BxoaAtb Rz, -COzH, -C(=O)ORg, -
C(=O)NHRg, -C(=O)NRgRg, -C(O)Rg, -S(O)mRe i -
ORg, oe Rso i Re BignosigaloTe nogaHnum Bulle BU-
3HayeHHsM i m — 0, 1 abo 2.

77. ®apmMaueBTMYHaA KOMMO3ULis, sika MICTUTb Crony-
Ky abo cinb 3a n. 1 B KOMGiHaUii i3 WoHameHLwwe oa-
HUM bapmMaueBTUYHO NPUAHATHUM HOCIEM abo Hamno-
BHIOBa4EM.

78. Cnocib 3MiHOBaHHS akTMBHOCTI peuenTtopa FTAM-
Ka 3 nepegaBaHHs curHanie, SiKMin BKNtOYae BBEAEHHS
KNITUHW, LLO eKCnpecye Takun peuenTop, Y KOHTakT 3
TakKo KinbKiCTio cnonyku abo coni 3a n. 1, wo € goc-
TaTHLO ANSA BUSABHOIO 3MiHIOBaHHS enekTpodisiono-
rii 3ragaHoi KIMiTUHW, NPUYOMYy BMSIBHA 3MiHA €nekT-
pocpisionorii  3ragaHoi  KNiTUHW NOCBiAYYE  3MiHY
aktusBHocTi peuentopie TAMKa 3 nepepaBaHHs cur-
Hani..

79. Cnocib 3MiHOBaHHSA akTMBHOCTI peuenTtopa FTAM-
Ka 3 NnepegaBaHHA curHanmiB, sIKMMA BKMOYAE BBEAEHHS
KNITUHW, LLO eKCnpecye Takun peLenTop, Y KOHTakT 3
TaKo KiNbKiCTiO cnonyku abo coni 3a n. 1, wo € goc-
TaTHbOK ANl BUSIBHOIO 3MiHIOBAHHSI XJIOPUAHOI Npo-
BiHOCTI in vitro KNiTWUHW, WO eKcnpecye peuenTopu
FTAMKa.

80. Cnoci6 3a n. 79, skviA Bigpi3HAETbCA TUM, LLO
KNiTMHa pPeKOMOBIHAHTHO €eKCrpecye reTeposnoriYHui
peuentop FAMK,, i 3MiHy enekTpodisionorii 3ragaHoi
KNiTUHN  BUSABNAIOTb  LUMASXOM  BHYTPILLUHBOKMITUHHOI
peecTpauii abo peecTpauii noTeHuiany Ha 3aTucka-
yax.

81. Cnoci6 3a n. 79, skviA BigpPIi3HAETbCA TUM, LLO
3raflaHa KniTuHa € KniTMHOK HEepPBOBOrO BOMOKHA, Ha
SIKy BNMAMBalOTb B OpraHiaMi TBapuHu in vivo, npuyomy
3raflaHy KniTMHy BBOASATb B KOHTaKT 3i 3rafjaHolo cno-
nykoto abo cinn, po3ynHeHow B BGionorivHii piguHi
opraHiamy, a 3miHy enekrtpocdpisionorii 3aragaHoi knitu-
HW BUSIBNSAIOTb SIK 3MiHY B NOBEAIHLi TBAPUHM.

82. Cnoci6 3a n. 81, akvui Bigpi3HAETbLCA TUM, LIO
TBAPWHOIO € NIOANHA, KITITUHOK HEPBOBOMO BOSIOKHA €
KNiTMHa rofoBHOrO MO3Ky, a GionoriYHow piguHOK
OpraHiamy € CMMHHOMO3KOBa pianHa.

83. Cnocib 3MiHIOBaHHS akTUBHOCTI peuentopa FTAM-
Ka 3 nepegaBaHHs curHanis, sikuii Bkroyae 3abeane-
YeHHS Aii Ha KNiTuHY, Wwo ekcnpecye peuentop FAM-
Ka, Takoi kinbkocTi cnonyku abo coni 3a n. 1, wo €
OOCTaTHbOK Ans NpUrHiyeHHsa 3B’sidyBaHHA RO15-
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1788 in vitro i3 kniTMHamMK, WO eKCnpecyTb peuen-
TOop FAMKA ntoguHu.

84. Cnoci6 aeMoHcTpauii npucyTHOCTI  peLenTopa
FAMKa4 y 3pasky KniTMHU abo TKaHUHW, SKUIA BKIHOYaE:
BBEJEHHSI 3pa3ka KMiTUHM abo TKaHWHU B KOHTakKT 3
MiYeHoto crionykoto abo cinnto 3a n. 1;

NPOMMBaHHSA 3paska KriTMHM abo TKaHWHU ons Buaa-
NEeHHs1 He3B'A3aHOi MiveHoi cnomnyku abo coni; i
BUSIBITEHHSA MPUCYTHOCTI MiYeHoi cnomnyku abo coni B
3pasky KnitTuHuM abo TKaHWHW.

85. Cnocid 3a n. 84, akuii Bigpi3HAETbCA TUM, LLO
3ragaHvM 3paskom KIiTUHW abo TKaHUHW € ricTonoriy-
HWIA 3pi3.

86. Cnoci6 3a n. 84, akui Bigpi3HAETbCA TUM, LLO
3ragaHa MiyeHa crnonyka abo cinb MiCTUTb pagioak-
TUMBHY MiTKy abo NpsMy Yn HENpPsIMY NHOMIHECLEHTHY
MITKY.

87. Cnocid 3a n. 84, akui Bigpi3HAETbCA TUM, LLO
3ragaHnM 3paskoMm KIiTUHU abo TKaHUHW € FiCTONoriy-
HWIA 3pi3, 3ragaHa MivyeHa cronyka abo cinb MICTUTb
pagioakTMBHY MiTKy abo npsAMy 4u Henpsmy nioMiHe-
CLIEHTHY MITKy, i MiYeHy crnomnyky abo cinb BUABNATb
aBTopagiorpadiyHnM cnocobom 3 ogepKaHHAM aBTo-
pagiorpamu.

88. Cnocié gemoHcTpauii npucyTHOCTI  peuenTopa
FTAMKa B ricTonoriyHOMY 3pi3i, SSK1in BKMNOYae:
BBEEeHHS FiCTOMOrYHOro 3pi3y B KOHTaKT 3i CNOMNyKO
abo cinnto 3a n. 1, MiYeHo pafioakTUBHMM i30TOMOM
abo NMIHECLEHTHOI MITKOW, 3 oAepXXaHHsAM obpo-
©neHoro rictonoriyHoro 3piay;

NPOMMBAHHA TiCTOMOrYHOrO 3pidy Ans BuAaneHHs
He3B’a3aHoi Mi4eHoi cnonyku abo coni;

BUSIBMIEHHA MiYeHOi crnonyku abo coni B 3ragaHomy
riCTONOriYHOMY 3pisi; i

3iCTaBneHHs1 eKCro3unuifHOI ryCTUHU 3ragaHoro ricTto-
NOriYHOro 3pi3y 3 eKCrno3uUiiHOK TYCTUHOK iHLOro
riCTOMOrYHOro 3pi3y, KM HEe BBOAMNN B KOHTAKT 3i
cnonykoto abo cinnto 3a n. 1.

89. YnakoBka, fika MiCTUTb bapmaueBTUYHY KOMMO-
3uUito 3a N. 77 B KOHTEWHepi i 40AaTKOBO MICTUTb
LLlOHaMeHLUEe OaMH 3 NepenivYeHnX HKYe OOKYMEH-
TiB:

iHCTPYKUil i3 3acTocyBaHHA KOMMO3WLii Yy NiKyBaHHi
nauieHTa, siKuii CTpa)kgae Ha TPMBOXKHMI cTaH, abo
IHCTPYKUii i3 3aCTOCyBaHHA KOMMO3WLUii y miKyBaHHI
nauieHTa, SKui CTpaxkgae Ha genpeccito, abo
IHCTPYKUji i3 3acTOCyBaHHS KOMMO3WUii y miKyBaHHi
nauieHTa, iK1 CTpaXkgae Ha NopyLUeHHs CHy, abo
IHCTPYKUT i3 3aCTOCyBaHHA KOMMO3WLiT AN NiKyBaHHS
nauieHTa, siKuii cTpaxkgae Ha wunsodpeHito, abo
IHCTPYKUiT i3 3acTOCyBaHHSA KOMMO3WLii AN NiKyBaHHS
nauieHTa, SKkuin cTpaxgae Ha gediuuT yBaru 3 rinep-
KIHETUYHUM CUHOPOMOM.

90. YnakoBka, sika MIiCTUTb hapMaueBTUYHY KOMMO-
3uUito 3a N. 77 B KOHTEWHepi i 40AaTKOBO MICTUTb
OOKYMEHTU, 4Ki BKNIOYAKOTb LLUOHAMMEHLLe OOHY 3
Takux iHCTPYKLIN: IHCTPYKLitO i3 3aCTOCYBaHHS KOMMO-
3uuii y NikyBaHHi nauieHTa, Skui cTpaxagae Ha cnabo-
yMCTBO, 06ymMoBrneHe xBopobow Anbureinimepa, abo
iHCTPYKLUitO i3 3acCTOCyBaHHSA KOMMO3uUUii AN nokpa-
LWEeHHs naM’aTi nauieHTa.

91. 3actocyBaHHsa cnonyku abo coni 3a n. 1 gns Bu-
rOTOBJIEHHSI JTiKapCbKOro npenapary.

92. 3acTtocyBaHHs cronyku abo coni 3a n. 1 gna niky-
BaHHA TPUBOXHUX CTaHIiB, Aernpecii, nopyweHb CHY,
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Lwm3ogpeHii abo aediunTy yBarm 3 rinepkiHeTU4HUM
CMHAPOMOM.

93. 3acTocyBaHHs cnonyku abo comi 3a n. 1 Ans nok-
paLLeHHs nam’aTi.

94. Cnocib opgepxaHHsi cnonyku Popmynu A

R
/
R ~
Tz// = N\>\ QW

Z3 \\24/

®opmyna A
AKMI BKIMKOYAE NPOBEAEHHS peakuii cnonykn dopmy-
mB

R R

HN
\F N
w
dopmyna B
3i cnonykoto ®opmynu C

Z
27 N

dopmyna C

ne:

Z1 — a3oT1 abo CRy;

Z> — a3oT1 abo CRy;

Z3 — a3oT1 abo CR3;

Z4 — a30T abo CRy;

3a YMOBM, WO He Binblie ABOX i3 rpyn Zy, Zz, ZziZs €
aTomamu asoTy;

Ri1, R2, R3 i R4 HesanexHo oavH Big ogHoro BubpaHi
i3 rpynu, fO SKOi BXOAATh:

i) BOOeHb, ranoig, rigpokcu-, HiTpo-, LjiaHo-, aMiHor-
pyna, ranoigankin Ta ranoigankokcurpyna,

i) ankin, ankokcurpyna, LUMKoarnkin, ankeHin, ankidin,
(umknoankin)ankin, -NH(R10), -N(R10)(R11), riapokcia-
nkin, amiHoankin, (Rio)NH-ankin-, (Rio)(R11)N-ankin-,
ankaHoin, ankokcukapOoHin, (reTepoumknoarn-
Kin)ankin, ankincynbdoHin, ankintiorpyna, MoHo- abo
AiankinamiHokapOoHin, reTepouuknoankin, apun i
retepoapun, KOXHUIN 3 SKUX dakyrnbTaTUBHO 3aMmille-
HWIA 1, 2, 3 abo 4 rpynamu Ry,

ae Rio i Ri1 He3anexHo oguH Big ogHoro BubpaHi B
KOXXHOMY BUNagKy i3 rpynu, A0 siKOI BXOAATb ankin,
arnkeHin, ankiHin, ankokcurpyna, ankin, ankeHin, anki-
HiN, ankokcurpyna, uuknoarnkin, (Luknoarkin)ankin,
apun, apunarkin, ankaHoin Ta MOHO- i AiankinamiHo-
ankin; i

iii) rpyna coopmynu:
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G
~
- \RA

ae G — 3B’A30K, ankin, -O-, -C(=0)- abo -CH,C(=0)-; i
Ra — HacnyeHa, 4acTkoBO HeHacuyeHa abo apomaTu-
YHa kapbouukniyHa cucrtema, sika CKnagaeTbca 3 of-
HOro uuMkny abo OBOX KOHOEHCOBAHMX, HEKOHAEHCO-
BaHMX abo 3’egHaHWX CMIlbHUM aToOMOM LMKMIB
(cnipouukniyHa cuctema), Ae KOXHUIA Unkn MictuTe 0,
1 abo 2 reTepoaTtoMu, He3anexHo OAWH Bid4 OAHOro
BMGpaHux i3 rpynu, sika Bknoyae N, S ta O, npudomy
3ragaHa HacudeHa, 4acTKoBO HeHacuyeHa abo apo-
MaTuyHa kapbouukniyHa cuctema @akynbTaTUBHO
3amiweHa 1, 2, 3 abo 4 rpynamu Ry, i

iv) rpyna ®opmynu

O
Rg
'?’k\/
Rc ,
ne J— N, CH abo C-ankin, a
Rg i Rc He3anexHo ofuH Big ogHOro BMOpaHi i3 rpynu,
0O SKOI BXOAATb BOAEHb, arnkKif, ankelin, ankidin,
ankokcurpyna, uuknoankin, (Lmknoankin)ankin, rete-
pouuKIioankin, apun, apunarnkin, ankaHoin, retepoa-
pun, MOHO- Ta AiankinamiHoarnkin, KOKHUM 3 akux da-
KynbTaTUBHO 3amiweHni 1 abo 2 3amicHuKamu,
HesanexHo OAMWH Bif 04HOro BUGpaHMMu i3 rpynu, ska
BKMOYaE ranoig, rigpokcu-, uiaHo-, amiHO-, HITpo-,
ankokcurpyny Ta ankin; abo
Rg i Rc cninbHO 3 aToMOM, 0 SKOro BOHU NpUELHaHI,
yTBOPIOOThL 4-10-4neHHy MOHoUMKNiYHY abo Giumkni-
YHY CMCTEMY, sIKa MOXE MICTUTK:
a) oguH abo kinbka NoABINHUX 3B’sI3KIB,
b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo N-
Rp, Ae Rp —BogeHb, Ari, ankin, Luknoankin, retepo-
umknoankin aéo Ari-ankin; ge Ari —apun abo rete-
poapwr, KOXXHUI 3 SKUX haKynbTaTUBHO 3aMillieHni 1
abo 2 3amicHMKamK, HesanexHo OAWH BiOg OOHOro
BMOGpaHUMK i3 rpynu, Ska BKMOYaE ranoig, rigpokcu-,
LjiaHo-, aMiHO-, HITPO-, anKoKCUrpyny Ta ankin; Ta/abo
C) oavH abo Kinbka 3amicHUKIB Ryo;
V) -OC(=0O)Rg, -C(=0O)ORE, -C(=O)NH2, -C(=O)NHREg,
-C(=O)NReREg, -S(O)nRe, -S(O)nNH2, -S(O)nNHRg, -
S(O)nNReRE, -NHC(=0)Rg, -C(=NRg)Rf, -HC=N-OH,
-HC=N-(ankokcu), -HC=N-(ankin), -NReC(=O)Rf, -
NHS(O)mRE i -NRES(O)mRF, aem— 0, 1 abo 2, i
Re i Rr B KOXXHOMY BUNagKy He3anexHo OAuH Bia oa-
Horo BuGpaHi i3 rpynu, fka BKMOYae ankin, uuknoan-
Kin, reTepouukroarnkin, ankokcurpyny, MoHo- abo
AiankinamiHorpyny, apun abo retepoapur, KOXHWUA 3
AKMX hbakynbTaTUBHO 3amiweHunn 1, 2 abo 3 rpynamu
Rao;
R20 He3anexHo BMOpaHuii B KOXXHOMY BMNaAKy i3 rpy-
nu, A0 sIKOi BXOOATh: ranoif; rapoKcu-; HiTpo-; LiaHo-;
aMmiHorpyna; arnkin; ankokcurpyna, ¢akynbTaTUBHO
3amillieHa amiHorpynoto abo MOHO- YM AiankinamiHor-
pynoto; LUKMNoarnkin, uuknoarnkinankin, yuknoankinan-
KOKCUrpyna; ankeHin; ankiHin; ranoigHui ankin; okco-;
ranoigankokcurpyna; MoHo- abo giankinamiHorpyna;
amiHoarnkin; Ta MoHo- Ta AiankinamiHoankin;
R30 He3anexHo BMOpaHuii B KOXXHOMY BMNaAKy i3 rpy-
nn, 80 sIKOi BXOOATb: ranoifd, rapoKcu-, HiTpo-, LiaHo-,
amiHorpyna, arkin, ankokcurpyna, akynbTaTuBHO
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3amileHa amiHorpynow abo MOHO- YM giankinamiHor-
pynoto, LUKnoarkin, uuknoankinankin, uuknoankinan-
KOKCUrpyna, reTepouuKroankin, ankeHin, arnkidin,
ranoigHvWn ankin, ranoigankokcurpyna, okcorpyna,
MOHO- abo AiankinamiHorpyna, amiHoarkin Ta MOHO-
Ta AiankinamiHoarnkin;

Rs € BogeHb abo ranoigankin; abo

Rs € ankin, yuknoankin abo (LuKnoankin)ankin, Kox-
HUI 3 AKUX MOXE MICTUTU OaMH abo Kinbka NoaBiNHUX
abo NOTPINHMX 3B’A3KIB | KOXKHUIA 3 AKMX hbakynbTaTu-
BHO 3amilleHuit 1, 2 abo 3 rpynamum Rzg, abo

Rs € apun, apunankin, retepoapun abo retepoapu-
narnkin, KOKHUA 3 SKnMX hakynbTaTUBHO 3aMmilleHni 1,
2 abo 3 3amicHukamu, BUOPaHUMK i3 rpynu, A0 SKOi
BXOAATb ranoigankin, amiHorpyna, -NH(Rio), -
N(R10)(R11), kapBokcamigorpyna, (Rio)NHkapBoHin,
(R10)(R11)NkapboHin, ranoig, rigpokcu-, HiTpo-, LiaHo-
, amiHorpyna, ankin, ankokcurpyna, akynbtaTuBHO
3amillieHa amiHorpynot abo MOHO- YM AiankinamiHor-
pynoto, LUKMoarnkin, uuknoankinankin, uuknoankinan-
KOKCUrpyna, reTepouMKoankin, ankeHin, ankidin,
ranoigankin, ranoigankokcurpyna, amiHoarkin, Ta
MOHO- Ta AiankinamiHoarkin;

Rs i R7 He3anexHo oguH Big 04HOro € BogeHb, hTop
abo ankin;

R HesanexHo B KOXXHOMY BUMagKy BubpaHui i3 rpynu,
0O sIkoi BXOAsTb BOAEHb, ranoig, amiHorpyna, (Ci-
Ce)-ankin, (C»-Ces)-ankenin, (C,-Ce)-ankiHin, C;-Ce-
ankokecurpyna, (C3-Csg)-umknoancin, (C3-Cs-
umknoankin)-(Ci-Cq)-ankin, ranoig-(Ci-Ce)-ankin, ra-
noigankokcu-, kapbokcamigorpyna Ta 3-7-4neHHi Ka-
pbouukniyHi abo reTepoLmnKiyHi rpynu, siki € Hacuye-
HUMK, HeHacuyeHMMn abo apoMaTUYHUMKM | SKi
MOXYyTb OyTW AoAaTKOBO 3aMileHi ogHMM abo Kinb-
Koma 3aMiCHMKaMK, He3aneXHo OAWH Bif 0QHOro Bu-
OpaHuMu i3 rpynu, sika BKIOYae ranoig, okco-, rigpo-
keurpyny, C1-Ca-ankin ta -O(C;-Cy-ankin); i

W € apun abo retepoapwvn, ae apunbHa abo retepo-
apunbHa rpyna akynbTaTUBHO 3aMillleHa 3aMiCHU-
KaMu B KiNbKOCTi A0 4, He3anexHo OAWH Big OAHOro
BMOpaHumMu i3 rpynu, 0o Akoi Bxoaatb Rsg, -CO2H, -
C(:O)ORE, -C(:O)NHRE, -C(:O)NRERF, -C(O)RE, -
S(O)mREe, -ORg, Ae Rz i Re BignosigaoTs nogaHum
BULLE BU3Ha4YeHHaMm i m — 0, 1 abo 2.

95. Cnonyka 3an. 1, sika €
1-nponin-2-{[2-(2-dTopnipna-6-un)-1H-imigason-1-
in]meTun}-5-uiaH-1H-6eH3nmigasonom;
1-etnn-2-{[2-(3-cTOpdeHin)-nipason-3-injmeTnn}-5-
uiaH-1H-6eH3nmigasonom;
1-etun-2-{[2-(3-TOpdeHin)-nipason-3-injmeTnn}-5-
aueTtun-1H-6eH3nmigasonom;
2-{[2-(2,5-andTOopdeHin)-1H-imigason-1-injmetnn}-1-
etun-1H-imiga3o[4,5-b]nipugnHom;
2-[2-(6-dTOpPnipnanH-2-in)-imigason-1-inmetnn]-1-
nponin-1-H-imigaso[4,5-clnipyuavHom;
3-etnn-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
in]meTun}-3H-imigaso[4,5-c]nipuanHom;
3-eTun-6-izonponin-2-{[2-(1,3-Tia3on-2-in)-1H-
imigason-1-injmetun}-3H-imigaso[4,5-clnipuanHom;
1-etun-6-izonponin-2-{[2-(1,3-Tiason-2-in)-1H-
imigason-1-injmetun}-1H-imigaso[4,5-clnipuanHom;
3-etnn-2-{[2-(6-pTopnipnanH-2-in)-1H-iminason-1-
in]meTtun}-6-nponin-3H-imigaso[4,5-c]nipynanHom;
1-etun-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
in]meTnn}-6-(TpucdtopmeTnn)-1H-imigaso[4,5-
clnipugnHom;
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3-etun-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1- 2-{[2-(2,5-andTopdeHin)-1H-imigazon-1-injmetnn}-1-
in]meTnn}-6-(TpucdptopmeTnn)-3H-imigaso[4,5- eTun-5-ptop-1H-6eH3nmigasonom;

clnipugnHom; 5-xnop-2-{[2-(3-xnopdeHin)-1H-imigason-1-in]meTnn}-
1-(3-etnn-2-{[2-(1,3-Tiazon-2-in)-1H-imigason-1- 1-eTun-1H-6eH3umigasonom;
in]meTun}-3H-imigaso[4,5-clnipuanH-6-in)eTaHoHOM; 2-{[2-(3-xnopdeHin)-1H-imigason-1-injmetun}-1-etun-
1-eTtun-2-(2-tiazon-2-in-2H-nipason-3-inmeTtun)-1H- 1H-6eH3nmiga3on-5-kapboHiTpunom;
imigaso[4,5-c]nipnamHowm; 2-{[2-(3-xnopdeHin)-1H-imigason-1-injmeTnn}-1-eTun-
1-[3-eTun-2-(2-Tiazon-2-inimigason-1-inmetnn)-3H- 5-cbTop-1H-6eH3nmigasonom;
©6eH3nmigason-5-inj-eTaHoOHOM; 1-eTun-5-cpTop-2-{[2-(2-dpTOpdeHin)-1H-imigazon-1-
4-(1-etun-2-{[2-(1,3-Tiazon-2-in)-1H-imiga3on-1- in]meTun}-1H-6eH3nMigasonom;
in]meTtun}-1H-6eH3nMigason-5-in)-2-meTunbyTaH-2- 5-6pom-1-eTnn-2-{[2-(3-dpTopdeHin)-1H-imigazon-1-
onow; injmetun}-1H-6eH3nmigasonom;
8-{[2-(6-bTOpnipnanH-2-in)-1H-imigason-1-injmeTtnn}- 2-{[2-(2,5-pandTOpbeHin)-1H-imigason-1-injmeTnn}-1-
2,9-gumeTun-9H-nypuHom; eTun-1H-6eH3nmigason-5-kapboHiTpunom;
2-{[2-(3-pTOpheHin)-1H-imiga3on-1-injmeTun}-1- 3-{1-[(1-eTnn-5-dpTOp-1H-6eH3uMigason-2-in)meTnn]-
nponin-1H-6eH3nmigasonom; 1H-imiga3on-2-in}6eH3oHiTpunom;
2-{[2-(2-pTOpheHin)-1H-imiga3on-1-in]jmeTnn}-1- 2-{[2-(3-pTOpheHin)-1H-imiga3on-1-in]jmeTun}-1-
nponin-1H-6eH3nmigasonom; nponin-1H-6eH3nMigason-5-kapboHiTpunom;
2-{[2-(2,5-andTOpdbeHin)-1H-iminason-1-in]jmeTtnn}-1- 2-{[2-(3-xnopdeHin)-1H-imiga3zon-1-injmetun}-1-
nponin-1H-6eH3nmigasonowm; nponin-1H-6eH3nMigason-5-kapboHiTpunom;
6-xnop-2-{[2-(2-dpTopdeHin)-1H-imigason-1- 2-{[2-(2,5-andTOpbeHin)-1H-imigason-1-injmeTnn}-1-
in]metnn}-1-nponin-1H-6eH3nmigasonom; nponin-1H-6eH3nmigason-5-kapboHiTpunom;
6-xnop-2-{[2-(3-¢pTopcheHrin)-1H-imigazon-1- 1-etun-5-(3-pTopdeHin)-2-{[2-(3-dpTopdheHin)-1H-
in]meTnn}-1-nponin-1H-6eH3nmigasonom; iminason-1-inJmetnn}-1H-6eH3nminasonom;
6-xrop-2-{[2-(4-dpTopdeHin)-1H-imiga3on-1- 2-{[2-(3-uiaHdeHin)-1H-imiga3on-1-injmeTun}-1-eTun-
in]meTun}-1-nponin-1H-6eH3nmigasonom; 1H-6eH3mMiga3on-5-kapOoHiTpunom;
6-xnop-2-{[2-(2,5-andTopdeHin)-1H-imigason-1- 5-xnop-1-etnn-2-{[2-(3-cTopdeHin)-1H-imigazon-1-
in]meTun}-1-nponin-1H-6eH3nmigasonom; in]meTun}-1H-6eH3nmigasonom;
2-{[2-(3-pTOpheHin)-1H-imiga3on-1-injmeTnn}-3- 3-{1-[(5-6pom-1-eTun-1H-6eH3nmigason-2-in)meTun]-
nponin-3H-imigaso[4,5-b]nipnaMHom; 1H-imiga3on-2-in}6eH30oHITpunom;
2-{[2-(2,5-pndTOpdheHin)-1H-iminason-1-in]jmeTtnn}-3- 1-(1-etun-2-{[2-(3-dpTOpdeHin)-1H-imiga3on-1-
nponin-3H-imigaso[4,5-blnipugnHom; in]meTun}-1H-6eH3nmigason-5-in)eTaHoHOM;
6-xnop-2-{[2-(2,5-andTopdeHin)-1H-imigason-1- 1-etun-2-{[2-(3-dpTOpdheHin)-1H-imigason-1-
in]meTnn}-1-eTnn-1H-6eH3nMmiga3onom; in]meTnn}-1H-6eH3nmigason-5,6-ankapboHiTpunom;
6-xnop-1-etnn-2-{[2-(3-dpTopceHin)-1H-imigason-1- 3-{1-[(5-aueTun-1-eTnn-1H-6eH3nmiga3on-2-
in]meTnn}-1H-6eH3nmigasonom; in)metun]-1H-imigazon-2-in}6eH30oHiTpunoMm;
6-xrop-2-{[2-(3-xnopdeHin)-1H-imigazon-1-injmeTun}- 1-etun-2-{[2-(3-dTOpdheHin)-1H-imigason-1-
1-eTun-1H-6eH3nmigasonom; in]metun}-5-(5-metun-1,2,4-okcagiason-3-in)-1H-
2-{[2-(3-xnopdeHin)-1H-imiga3on-1-injmeTun}-1- 6eH3nmigasonom;

nponin-1H-6eH3nmigasonom; 1-etun-2-{[2-(3-pTOpheHin)-1H-imigason-1-
2-{[2-(3-xnopdeHin)-1H-imiga3on-1-in]meTun}-3-eTun- in]meTnn}-5-[(TpndTopMeETUI)CYyNnbgoHIn]-1H-
3H-imigaso[4,5-b]nipnanHowm; 6eH3umMigasonom;
2-{[2-(3-xnopdeHin)-1H-imigason-1-in]metun}-3- 1-(2-{[2-(3-xnopdpeHin)-1H-imigason-1-injmeTnn}-1-
nponin-3H-imigaso[4,5-bnipugnHom; eTunn-1H-6eH3nmigason-5-in)eTaHoHOM;
1-etun-2-{[2-(3-dpTOpdheHin)-1H-imigason-1- 1-etun-2-{[2-(3-dTOpdheHin)-1H-imigason-1-
in]meTnn}-1H-6eH3nmigason-5-kapboHiTpunom; in]metun}-1H-6eH3nmigason-6-kapboHiTpUnom;
1-etun-2-{[2-(3-dpTOpdheHin)-1H-iminason-1- 1-etun-2-{[2-(3-dpTOpdeHin)-1H-imigason-1-
in]meTun}-5-(tpucdtopmeTnn)-1H-6eH3nmigasonom; in]metun}-1H-imigaso[4,5-clnipugnHom;
2-{[2-(3-pTOpdheHin)-1H-imiga3on-1-injmeTun}-3- 1-etun-2-{[2-(3-dpTOpdheHin)-1H-imigason-1-
(2,2,2-tpucpbtopeTnn)-3H-imigaso[4,5-b]nipnamHom; in]metun}-5-(5-metun-1,3-okcason-2-in)-1H-
2-{[2-(2,5-andTopbeHin)-1H-imigason-1-injmetnn}-3- 6eH3umMigasonom;
(2,2,2-tpudptopetnn)-3H-imigaso[4,5-b]nipugnHom; 1-etun-2-{[2-(6-pTOpnipuauH-2-in)-1H-imigason-1-
2-{[2-(3-xnopdeHin)-1H-imiga3on-1-injmeTun}-1-etun- in]metun}-1H-6eH3nmigason-5-kapboHiTpunom;
5-(mopdonin-4-inmeTtun)-1H-6eH3umigasonowm; 1-(1-etun-2-{[2-(3-dpTOpdeHin)-1H-imiga3on-1-
1-etun-2-{[2-(3-dpTOpdheHin)-1H-iminason-1- in]meTun}-1H-6eH3nmigason-5-in)nponaH-1-oHowm;
in]meTtun}-5-(Mmopdonin-4-inmeTnn)-1H- 3-etun-2-{[2-(3-cbTopdeHin)-1H-imigazon-1-
6eH3uMigasonom; in]meTun}-3H-imigaso[4,5-c]nipuanHom;
1-etun-2-{[2-(3-dpTOpdheHin)-1H-iminason-1- 1-(1-etun-2-{[2-(6-dpTOpnipuanH-2-in)-1H-iminason-1-
injmetun}-5-[(4-meTunninepmamnH-1-in)metnn]-1H- in]meTun}-1H-6eH3nmigason-5-in)eTaHoHOM;
6eH3nmigasonom; 1-etun-2-{[2-(6-pTopnipuauH-2-in)-1H-imigason-1-
2-{[2-(3-xnopdeHin)-1H-imiga3on-1-injmeTun}-5- in]meTun}-5-(tpucdTopmeTun)-1H-6eH3nmigasonom;
dTop-1-nponin-1H-6eH3nmigasonom; 2-{[2-(3-pTOpdheHin)-1H-imiga3on-1-injmeTun}-1-
5-cbTop-2-{[2-(3-dbTOpdheHin)-1H-imigason-1- nponin-1H-imigaso[4,5-c]nipnanHom;
injmeTtun}-1-nponin-1H-6eH3nmigasonowm; 1-(2-dpTopeTnn)-2-{[2-(3-bTOpdeHin)-1H-imigazon-1-
5-xnop-2-{[2-(2,5-andTopdeHin)-1H-imigason-1- in]meTnn}-1H-6eH3nMigasonom;

in]meTtnn}-1-etnn-1H-6eH3nmiga3onom;
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3-nponin-2-[(2-nipumignH-2-in-1H-imigason-1-
in)metun]-3H-imigaso[4,5-b]nipnanHom;
3-etnn-2-{[2-(2-pTop-5-MeTundeHin)-1H-iminason-1-
in]meTnn}-3H-imigaso[4,5-b]nipnanHom;
3-etun-2-{[2-(5-pTOp-2-MeTUndeHin)-1H-imigason-1-
in]jmeTtun}-3H-imigaso[4,5-b]nipugnHom;
2-{[2-(3-xnop-2,6-andTopdeHin)-1H-imigason-1-
in]meTnn}-3-eTnn-3H-imigaso[4,5-b]nipuanHom;
3-etnn-2-{[2-(2-meTokcndeHin)-1H-imigason-1-
in]meTnn}-3H-imigaso[4,5-b]nipnaMHom;
3-etun-2-{[2-(5-¢pTop-2-MeTokcudeHIn)-1H-imigason-
1-in]meTun}-3H-imigaso[4,5-b]nipuanHom;
2-{[2-(6-pTOpnipuanH-2-in)-1H-imigason-1-injmeTtnn}-
5-meTtnn-3-nponin-3H-imigaso[4,5-b]nipnanHom;
3-etnn-2-{[2-(2,3,5-TpndTopdeHin)-1H-imigason-1-
in]meTnn}-3H-imigaso[4,5-b]nipnaHom;
3-{1-[(3-eTnn-3H-imigaso[4,5-b]nipuauH-2-in)metun]-
1H-imigason-2-in}-4-cTop6EH30HITPUNOM;
2-{[2-(2-pTOp-5-MeTHndeHIn)-1H-imigazon-1-
in]meTun}-1-nponin-1H-imigaso[4,5-clnipugnHom;
1-eTun-2-{[2-(2-pTOp-5-MeTUNdeHIN)-1H-imigason-1-
in]metnn}-1H-imigaso[4,5-clnipugnHom;
2-{[2-(3-xnop-2,6-andTopdeHin)-1H-imigason-1-
in]metun}-1-etun-1H-iminaso[4,5-c]nipnamHom;
6-xrop-1-etun-2-{[2-(6-dpTopnipuanH-2-in)-1H-
iminason-1-in]meTtnn}-1H-6eH3nmigasonom;
1-eTun-2-{[2-(6-dpTOpnipnaunH-2-in)-1H-imigazon-1-
in]meTun}-6-(TpucdTopmeTnn)-1H-6eH3nmigasonom;
1-eTun-2-{[2-(3-dpTOpPNipnanH-2-in)-1H-imigaszon-1-
in]meTun}-6-(TpucdtopmeTnn)-1H-6eH3nmigasonom;
1-etun-2-{[2-(3-dpTOpnipnaunH-2-in)-1H-imigaszon-1-
in]meTnn}-6-meTnn-1H-6eH3umigasonowm;
6-xnop-1-etun-2-{[2-(3-dpTopnipuanH-2-in)-1H-
iminason-1-in]jmeTtnn}-1H-6eH3nmigasonom;
1-etun-2-{[2-(3-dpTOpnipnanH-2-in)-1H-imigason-1-
injmetun}-6-metun-1H-imigaso[4,5-c]nipugnHom;
1-(1-etvn-2-{[2-(3-pTOpnipnanH-2-in)-1H-iminason-1-
in]metun}-1H-6eH3nmiga3on-5-in)eTaHoHOM;
1-eTun-2-{[2-(3-dTOpnipnaunH-2-in)-1H-imigazon-1-
in]meTtnn}-1H-imigaso[4,5-clnipuanHom;
1-etun-2-{[2-(3-dTOpnipnaunH-2-in)-1H-imigazon-1-
in]meTnn}-1H-6eH3nMigason-5-kapboHiTpunom;
5-xnop-1-etun-2-{[2-(3-pTopnipnaunH-2-in)-1H-
iminason-1-in]jmeTtnn}-1H-6eH3nmigasonom;
1-eTun-5-dTop-2-{[2-(3-hTOPNipnanH-2-in)-1H-
imigason-1-in]jmeTtnn}-1H-6eH3nminasonom;
9-etnn-8-{[2-(3-pTopnipnanH-2-in)-1H-imigason-1-
in]meTnn}-2-meTnn-9H-nyprHom;
3-etun-2-{[2-(6-pTopnipuanH-2-in)-1H-imigason-1-
in]meTnn}-3H-imigaso[4,5-clnipuanHom;
6-eTun-2-{[2-(6-pTopnipnaunH-2-in)-1H-imigaszon-1-
injmetun}-1-metun-1H-imigaso[4,5-c]nipugnHom;
9-etnn-8-{[2-(6-dpTopnipnanH-2-in)-1H-imigason-1-
in]meTnn}-2-meTnn-9H-nypmHomMm;
1-etun-2-{[2-(1,3-Tiazon-2-in)-1H-imiga3on-1-
in]meTnn}-1H-6eH3nmigason-5-kapboHiTpunom;
3-etnn-2-{[2-(3-pTopnipuanH-2-in)-1H-imigason-1-
in]meTnn}-3H-imigaso[4,5-clnipuanHom;
1-etun-2-{[2-(3-dpTOpnipnanH-2-in)-1H-imigason-1-
in]metnn}-5-Tiex-3-in-1H-6eH3nmigasonom;
1-(1-nponin-2-{[2-(6-dTOpnipnanH-2-in)-1H-imigason-
1-in]meTun}-1H-6eH3nmigason-5-in)eTaHoHOM;
1-etun-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
injmeTtun}-6-(tpudTopmeTn)-1H-6eH3nmigasonom;
1-eTun-2-[(2-nipumigmnn-2-in-1H-imigason-1-in)metun]-
6-(TpucbTopmeTnn)-1H-6eH3nmigasonom;
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1-etun-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
in]meTun}-5-(tpucdTopmeTnn)-1H-6eH3nmigasonom;
1-eTun-2-[(2-nipumignH-2-in-1H-imigason-1-in)meTnn]-
5-(TpucpTopmeTnn)-1H-6eH3nminasonom;
5,6-anxnop-1-etnn-2-[(2-nipumiamH-2-in-1H-imigason-
1-in)meTtun]-1H-6eH3nmigasonom;
1-eTun-6-metun-2-{[2-(1,3-tiaszon-2-in)-1H-imiga3on-
1-in]meTtnn}-1H-6eH3nmigasonom;
3-etnn-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
in]meTun}-5-(tpucdtopmeTnn)-3H-imigasol4,5-
b]nipnanHom;
1-etun-5-cpTop-2-{[2-(1,3-Tiazon-2-in)-1H-iminason-1-
in]meTun}-1H-6eH3nminasonom;
1,6-pieTun-2-{[2-(1,3-Tiazon-2-in)-1H-imiga3on-1-
in]metun}-1H-imigaso[4,5-c]lnipugnHom;
1-eTun-6-izobytun-2-{[2-(1,3-tiason-2-in)-1H-
iminason-1-inJmetun}-1H-imigaso[4,5-c]lnipuanHom;
3-eTn-6-i306yTnn-2-{[2-(1,3-Tiazon-2-in)-1H-
iminason-1-in]metun}-3H-imigaso[4,5-clnipuanHom;
1-etun-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
in]metun}-1H-6eH3nmigason-6-kapboHiTpUIoMm;
1-eTun-2-[(2-nipumignH-2-in-1H-imigason-1-in)meTnn]-
1H-6eH3mMigason-5-kapOoHiTpunowm;
1-eTun-2-[(2-nipumignH-2-in-1H-imigason-1-in)meTnn]-
1H-6eH3mMigason-6-kapOoHiTpUNoMm;
1-eTun-2-[(2-nipumignH-2-in-1H-imigason-1-in)meTnn]-
6-(TpudpTopmeTnn)-1H-imigaso[4,5-clnipuanHom;
3-etnn-6-metun-2-{[2-(1,3-Tiazon-2-in)-1H-imigason-
1-in]meTnn}-3H-imigaso[4,5-clnipugnHom;
1-etun-6-metun-2-{[2-(1,3-tiaszon-2-in)-1H-imigason-
1-in]meTtnn}-1H-imigaso[4,5-clnipugnHom;
1-eTun-2-[(2-nipumignH-2-in-1H-imigason-1-in)metnn]-
1H-6eH3nmigasonom;
6-xnop-1-etnn-2-[(2-nipumianH-2-in-1H-imigason-1-
in)metun]-1H-6eH3nmigasonom;
1-etun-6-metTnn-2-[(2-nipumignH-2-in-1H-imigason-1-
in)metun]-1H-6eH3nmigasonom;
1-eTun-5-cpTop-2-[(2-nipumianH-2-in-1H-imigason-1-
in)metun]-1H-6eH3nmigasonom;
5-xnop-1-etnn-2-[(2-nipumignH-2-in-1H-imigason-1-
in)metun]-1H-6eH3nmigasonowm;
3-etnn-6-nponin-2-{[2-(1,3-tiason-2-in)-1H-imigason-
1-inJmetnn}-3H-imigaso[4,5-clnipyuanHom;
1-etun-6-nponin-2-{[2-(1,3-Tiason-2-in)-1H-imigason-
1-in]meTtnn}-1H-imigaso[4,5-clnipugnHom;
3,6-gietun-2-{[2-(1,3-Tiazon-2-in)-1H-imigason-1-
in]meTtun}-3H-imigaso[4,5-clnipyavHom;
1-eTun-5-cpTop-6-MeTUN-2-[(2-NipuMiguH-2-in-1H-
iminason-1-in)metun]-1H-6eH3nmigasonom;
1-eTun-6-metun-2-[(2-nipumigunH-2-in-1H-iminason-1-
in)meTtun]-1H-imigaso[4,5-clnipuavHom;
3-etun-2-[(2-nipumiguH-2-in-1H-imigason-1-in)metun]-
3H-imiga3o[4,5-c]nipnanHom;
1-eTun-6-idonponin-2-[(2-nipumignn-2-in-1H-imigason-
1-in)meTtun]-1H-imigaso[4,5-clnipugnHom;
1-eTnn-6-cTop-2-[(2-nipumignH-2-in-1H-imigason-1-
in)metun]-1H-6eH3nmigasonowm;
1-eTun-6-cTop-2-{[2-(1,3-Tiazon-2-in)-1H-iminason-1-
in]meTun}-1H-6eH3nMigasonom;
6-izonponin-3-nponin-2-{[2-(1,3-Tia3on-2-in)-1H-
imigason-1-injmetun}-3H-imigaso[4,5-clnipuamHom;
6-isonponin-1-nponin-2-{[2-(1,3-Tia3on-2-in)-1H-
imigason-1-injmetun}-1H-imigaso[4,5-c]nipyamHom;
3-(2-cpTopeTun)-2-[(2-nipumignH-2-in-1H-imigason-1-
in)meTtun]-3H-imigaso[4,5-c]nipugnHom;



27
3-etun-2-{[2-(6-bTopnipnanH-2-in)-1H-imigason-1-
in]meTun}-6-isonponin-3H-imigaso[4,5-cnipuanHom;
1-etun-2-{[2-(6-dpTOpnipnaunH-2-in)-1H-imigazon-1-
in]meTun}-6-isonponin-1H-imigaso[4,5-clnipnanHom;
3-etun-2-{[2-(6-cpTopnipnanH-2-in)-1H-imigason-1-
in]meTun}-6-nponin-3H-imigaso[4,5-clnipugnHom;
3-etnn-2-{[2-(6-dpTopnipnanH-2-in)-1H-imigason-1-
in]meTnn}-3H-imigaso[4,5-b]nipnaHom;
2-{[2-(6-pTOpPNipuanH-2-in)-1H-iminason-1-in]jmeTtnn}-
3-nponin-3H-imigaso[4,5-b]nipngnHom;
1-etun-2-{[2-(6-dpTOpnipnaunH-2-in)-1H-imigazon-1-
in]metun}-1H-imigaso[4,5-clnipugnHom;
1-(2-{[2-(2,5-andTOpdheHin)-1H-imiaason-1-injmeTnn}-
1-etun-1H-6eH3nmigason-5-in)eTaHoHOM;
1-(2-{[2-(6-dpTOpPNipnanH-2-in)-1H-imigason-1-
in]meTnn}-3-nponin-3H-imigaso[4,5-b]nipnanH-6-
in)eTaHoHOM;
2-{[2-(3-hTopnipuanH-2-in)-1H-iminason-1-in]jmeTtnn}-
3-nponin-3H-imigaso[4,5-b]nipngnHom;
2-{[2-(3-pTOpnipuanH-2-in)-1H-imigason-1-injmeTtnn}-
1-nponin-1H-6eH3nmigason-5-kapboHiTpunom;
6-{1-[(1-nponin-1H-imiga3o[4,5-c]lnipnanH-2-
in)metun]-1H-imigason-2-in}nipnanH-2-
KapOOoHiTpUNowm;
6-{1-[(3-nponin-3H-imiaa3o[4,5-b]nipnanH-2-
in)metun]-1H-imigason-2-in}nipnanH-2-
KapOOoHiTpUNom;
3-(2-propeTnn)-2-{[2-(3-dpTOpPnipnaAnNH-2-in)-1H-
imigaszon-1-injmetnn}-3H-imigaso[4,5-b]nipngnHom;
2-{[2-(2-dTOopdheHin)-1H-imiga3on-1-in]meTun}-3-
nponin-3H-imiga3so[4,5-b]nipnaMHom;
2-{[2-(2-xnopdeHin)-1H-imiga3on-1-injmeTun}-3-
nponin-3H-imigaso[4,5-bnipugnHom;
3-etun-2-{[2-(3-pTopnipnanH-2-in)-1H-imigason-1-
injmetun}-3H-imigaso[4,5-b]nipuanHom;
6-{1-[(3-eTnn-3H-imiga3o[4,5-b]nipnanH-2-in)meTtunn]-
1H-imigason-2-ininipnanH-2-kapboHiTpnnom;
1-(2-pTopeTun)-2-{[2-(3-cpTopdheHin)-1H-imigason-1-
in]meTnn}-1H-imigaso[4,5-clnipuanHom;
3-nponin-2-{[2-(1,3-Tiazon-2-in)-1H-imigason-1-
in]meTnn}-3H-imiga3so[4,5-b]nipnavHom;
2-{[2-(2,6-andTOpdheHin)-1H-iminason-1-in]jmeTtnn}-3-
(2-dpTopeTnn)-3H-imigaso[4,5-b]nipnanHom;
6-(1-{[3-(2-¢pTopeTnn)-3H-imigaso[4,5-b]nipnaunH-2-
in]meTtnn}-1H-imigason-2-in)nipnamH-2-
KapboHiTpunom;
3-(2-propeTnn)-2-{[2-(5-dpTOpP-2-MeTUNdeHIn)-1H-
imigason-1-injmetnn}-3H-imigaso[4,5-b]nipuanHom;
1-nponin-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
in]meTun}-1H-imigaso[4,5-clnipuanHom;
1-etun-2-{[2-(1,3-Tia3on-2-in)-1H-imigason-1-
injmetun}-1H-imigaso[4,5-clnipyuavHom;
2-{[2-(6-pTOpnipuanH-2-in)-1H-imigason-1-injmeTtnn}-
6-meTun-1-nponin-1H-imigaso[4,5-clnipnanHom;
2-{[2-(3-pTOpheHin)-1H-imiga3on-1-in]meTun}-6-
meTun-1-nponin-1H-imigaso[4,5-clnipugnHom;
2-{1-[(3-nponin-3H-imiga3o[4,5-b]nipnanH-2-
in)metun]-1H-imigason-2-in}6eH3oHiTpunoMm;
1-(1-etnn-2-{[2-(1,3-Tiazon-2-in)-1H-imigason-1-
in]meTun}-1H-6eH3nMigason-5-in)eTaHoHOM;
2-{[2-(5-pTOp-2-MeTundeHIn)-1H-imigason-1-
in]meTnn}-3-nponin-3H-imigaso[4,5-b]nipnanHom;
2-{[2-(2-¢pTOp-5-MeTundeHin)-1H-imigazon-1-
in]meTtun}-3-nponin-3H-imigaso[4,5-b]nipuanHom;
2-{[2-(5-¢pTOp-2-MeTOKCUdEHIN)-1H-imiga3on-1-
in]meTun}-3-nponin-3H-imigaso[4,5-b]nipuanHom;
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1-etun-2-{[2-(5-pTOp-2-MeTUNgeHin)-1H-imigason-1-
in]meTnn}-1H-6eH3nmigason-5-kapboHiTpunom;
2-{[2-(2,6-andTOpdbeHin)-1H-iminason-1-in]jmeTnn}-1-
nponin-1H-imigaso[4,5-c]nipuguHom;
2-{[2-(2,6-andTopdeHin)-1H-imigason-1-injmetun}-1-
eTtnn-1H-imigaso[4,5-c]nipnamHom;
2-{[2-(5-¢pTOp-2-MeTundeHin)-1H-imigaszon-1-
in]metun}-1-nponin-1H-imigaso[4,5-clnipuanHom;
1-etun-2-{[2-(5-TOp-2-MeTUNdeHin)-1H-iminason-1-
in]meTun}-1H-imigaso[4,5-c]nipuanHom;
2-{[2-(6-¢pTOpPNipuanH-2-in)-1H-imigason-1-in]jmeTtnn}-
3-(2,2,2-TpudptopeTtnn)-3H-imiaaso[4,5-blnipuanHom;
1-nponin-2-(2-nipumiamn-2-inimigason-1-inmetun)-1H-
6eH3nmigason-5-kapboHiTpunom;
1-{1-etun-2-[(2-nipumigunH-2-in-1H-iminason-1-
in)metun]-1H-6eH3nmigason-5-injeTaHoHOM;
1-etun-2-{[2-(6-dTOpPNipUamnH-2-in)-1H-imiga3on-1-
in]meTun}-6-meTun-1H-iminaso[4,5-c]nipuanHom;
1-etun-2-{[2-(3-TOpdheHin)-1H-imigazon-1-
in]meTun}-6-meTun-1H-imigaso[4,5-c]nipuanHom;
1-etun-2-{[1-(3-cpTOpdeHin)-1H-nipason-5-injmetun}-
5-(mopdoniH-4-inmeTun)-1H-6eH3nmigasonom;
2-{[1-(3-xnopdeHin)-1H-nipa3on-5-injmeTun}-1-etun-
5-(mopdoniH-4-inmeTun)-1H-6eH3nmigasonowm;
1-etun-5-cpTop-2-{[1-(3-dpTOopdeHin)-1H-nipason-5-
in]meTnn}-1H-6eH3nMigasonom;
5-xnop-1-etnn-2-{[1-(3-cpTopdeHin)-1H-nipa3on-5-
in]meTun}-1H-6eH3nmigasonom;
2-{[1-(2,5-andTopbeHin)-1H-nipason-5-injmeTnn}-1-
eTun-1H-6eH3nmigason-5-kapboHiTpunom;
2-{[1-(3-xnopdeHin)-1H-nipa3on-5-injmeTun}-1-etun-
1H-6eH3mMigason-5-kapOoHiTpunowm;
1-(2-{[1-(3-xnopdpeHin)-1H-nipason-5-injmetnn}-1-
eTunn-1H-6eH3nmigason-5-in)eTaHoHOM;
1-etun-2-{[1-(3-dpTOopdeHin)-1H-nipason-5-injmeTun}-
1H-imiga3o[4,5-c]nipnanHom;
1-etun-2-{[1-(3-cTopdeHin)-1H-nipason-5-injmetun}-
1H-6eH3nmigason-6-kapboHiTpUnom;
1-(1-etun-2-{[1-(3-dTopdeHin)-1H-nipason-5-
in]metun}-1H-6eH3nmigason-5-in)nponaH-1-oHowm;
1-etun-2-{[1-(3-cTopdeHin)-1H-nipazon-5-injlmetun}-
1H-imiga3o[4,5-b]nipugmHom;
2-{[1-(3-¢pTopdheHin)-1H-nipason-5-injmeTnn}-1-(3-
dpTopnponin)-1H-6eH3nmMinasonowm;
1-(2-cpTopeTun)-2-{[1-(3-pTopdeHin)-1H-nipa3on-5-
in]meTnn}-1H-6eH3nmigasonom;
3-etun-2-{[1-(3-cbTopdeHin)-1H-nipason-5-injmeTun}-
3H-imigaso[4,5-b]nipuanHowm;
2-{[1-(2,5-andTOpdeHin)-1H-nipason-5-injmeTnn}-3-
etun-3H-imigaso[4,5-b]nipugmHom;
2-{[1-(2,5-andbTopdbeHin)-1H-nipazon-5-injmeTnn}-1-
nponin-1H-imigaso[4,5-b]nipngnHom;
2-{[1-(3-pTopdhbeHin)-1H-nipason-5-in]jmeTnn}-3-
nponin-3H-imigaso[4,5-b]nipnavHom;
2-{[1-(3-¢pTopdeHin)-1H-nipa3on-5-in]jmeTun}-5-
meTun-3-nponin-3H-imigaso[4,5-b]nipuanHom;
3-etnn-2-{[1-(3-cpTopdeHin)-1H-nipaszon-5-injmetun}-
5-meTtun-3H-imigaso[4,5-b]nipugmHom;
3-etun-2-{[1-(6-cpTopnipnamnH-2-in)-1H-nipaszon-5-
in]jmetun}-5-metun-3H-imigaso[4,5-b]nipnamHowm;
8-{[1-(3-dbTOpdpeHin)-1H-nipason-5-in]jmeTnn}-2,9-
anveTun-9H-nypuHowm;
9-eTun-8-{[1-(6-cbTopnipnamH-2-in)-1H-nipaszon-5-
in]meTtun}-2-metun-9H-nyprHowm;
3-etun-2-{[1-(6-cpTopnipnanH-2-in)-1H-nipason-5-
in]meTun}-3H-imiga3so[4,5-c]nipugnHom;
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1-etnn-2-{[1-(3-dpTopnipnanH-2-in)-1H-nipason-5-
in]meTun}-6-meTun-1H-iminaso[4,5-c]nipuanHom;
1-etun-2-{[1-(1,3-Tiazon-2-in)-1H-nipa3on-5-
injmetun}-6-(tpudtopmeTun)-1H-imigaso[4,5-
clnipyavHom;
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3-etun-2-{[1-(1,3-Tia3on-2-in)-1H-nipason-5-
in]meTun}-3H-imigaso[4,5-clnipuanHom; abo
dhapmaLeBTUYHO MPUNRHATHOIO CINMO UMX CNOMYK.

Llen BuHaxig ctocyetbcsa noxigHnx 6eHsimigasony
Ta nipugunimigasony i, 3okpemMa, Takmx NoXigHuXx, sKi
3B'A3YI0TbCA 3 BUCOKOK CENEKTUBHICTIO Ta/abo 3 BU-
COKOI CrnopigHeHicTio 3 GeH3oaia3eniHoBMM CanToM
peuentopie TAMKa. Llen BnHaxig cTocyeTbcs Takox
dapMaLeBTUYHNX KOMMNO3WULIKN, SKi MICTATb Taki cno-
NyKK, Ta 3aCTOCyBaHHSA TaKuMX CMOMYyK Npw niKyBaHHi
3axBOpKOBaHb  LIEHTpanbHOI  HEpBOBOI  CUCTEMMU
(LHC).

Cynepcimenctso peuentopieB FTAMKa aBnse co-
©o0to oavH i3 knaciB peLenTopiB, Yepes nocepeaHNLT-
BO SKUX 3[IACHIOE CBili BNIIMB OCHOBHWUI iHribyBarnb-
HWUA HEMpOTPaHCMITEp, Y-aMiHOMacrnsiHa KucnoTa, abo
TAMK. LLnpoko, xo4a i HepiBHOMIpHO, po3noaineHa B
ronosHomy Mo3ky ccasuis, TAMK onocepegkoBye
CBOI YNCINEHHI BMMUBMW Yepes3 KOMMIEKC NPOTeiHIB, WO
3ByTbCs peuentopoM [AMKa, SKMI BUKMNWKAE 3MiHU
NpoBIAHOCTI xnopuAaiB Ta nonspw3adii membpaH. No-
psag i3 byHKUielo canmTa BMnMBY HeMpoOTpaHCMiTepa,
LLler peLenTop 3B'A3YETbCA 3 N0 HU3KOK NikapCb-
KMX npenapaTiB, B TOMy 4uchni 3 HU3kow GeHsopiase-
NiHiB, SKi MalTb aHKCIONITUYHY Ta cedaTuBHY Aito.
Peuentop TAMKa BkNtoYae XnopuaHWA KaHarm, KoT-
puin, ik npaBuIo, ane He 6e3 BUHATKIB, BiOKpMBAETb-
cs y signosigb Ha Bnnue FAMK, 3a6esneuvytoun npo-
HUKHEHHs1 xnopuady B KniTuHy. OCTaHHIn, y CBOIO
yepry, CrNpUYMHSAE CMOBINTbHEHHA AKTMBHOCTI HEPBO-
BMX KNITUH LIMASXOM rineprnonspu3adii Mem6paHHoro
noTeHujiany KniTuHW.

Peuentopn TAMKa cknagatoTbes 3 n'atu npoTei-
HoBUx cyboamHuub. YucnenHi kOHK ons unx cyboaum-
HUUb peuentopieB TAMKa 6ynu knoHoBaHi 3 Bu3Ha-
YEHHSM X NEePBUHHMX CTPYKTYp. Xo4a ui cyboanHuui
MalTb 3aranbHui PUCYHOK 3 4 pO3TalloBaHUX Ha
MeMOpaHi cripanen, B HUX MatoTb MicLe BigMiHHOCTI
B MOCIiAOBHOCTSIX, WO [O3BOMSE PO3AINUTM iX Ha
Kinbka rpyn. Ha uen yac igeHTudikoBaHi Sk MiHIMyM
cyboamHuui 6, 3B, 3y, 1g, 18 Ta 2p. o cknagy HaTu-
BHMX peuentopiB FTAMKa Bxoasitb, Sk npaBuno, 2a,
2B Tta 1y. PisHomaHiTHI BigomocTi (Hanpuknag, posno-
Ain iHpopmauii, nokanusauia reHoma Ta pesynbTaTtu
GioxiMiyHMX JocnigXeHb) [03BOMSAKOTb MPUMYCTUTH,
O OCHOBHMMMW NPUPOAHUMMK PELENTOPHUMMU KOMOi-
Hauismn €: aaPayz, a2Psy2, osPay2 i asPsy2 [Monep
(Mohler) Ta iH., Neuroch. Res., 1995; 20 (5):631-36].

Cawntu 3B'asyBaHHA TAMK peuentopa TAMKa (2
Ha peuenToOpHUA KOMMMEKC) YTBOPEHi aMiHOKMCnoTa-
MU o Ta B cyboauHuub. AMiHOKMCIOTH o Ta B cybo-
OVHWLb CNiNbHO YTBOPOKOTL O0AMH GeH3oaiazeniHoBuin
caiTt Ha peuentop. beHsogiaseniHn cnpaBnsALTb
CBOI (hapMaKOororiyHy Aito LINSXOM B3aemMogii 3 cau-
Tamu 3B'A3yBaHHA OeHs3ofiaseniHy, WO BXoaaTb [0
cknagy peuentopa FTAMKa. Okpim 6eH3oaiaseniHoBo-
ro cavrta (KoTpui iHoAi HasuBawTb OeH3ofiaszeniHo-
BuM abo BDZ peuentopom), peuentop TAMKa BkIto-

Yae cawWTu B3aeMofjii 3 MNiKapCbKMMU peyvyoBUHaMM
KiNbKOX iHWMX Knacis. [1o HUX HanexaTb cauT 3B'A3y-
BaHHS CTEpOifiB, NIKPOTOKCMHOBUI canT Ta 6apbiTy-
paTHUn caunT. beHsogiaseniHoBMI canT peuenTopa
FTAMKa € ocobnuemMM caiToM peLenTopHOro Komnse-
KCY, KOTPUIN He NepekpuBaETbCHA 3 CauTOM B3aeMOAIl
ANs NiKapCbKUX PeYoBWH iHLIMX KNaciB, SKi 3B'A3y-
I0TbCs 3 peuentopom, abo ans MTAMK [guBuch, Ha-
npuknag, Kynep (Cooper) Ta iHwi, The Biochemical
Basis of Neuropharmacology, 6 BuaaHHsa, 1991,
ctop.145-148, Oxford University Press, New York].

Y KnacuM4yHoMy anoctepuyHoMy MeXaHi3Mmi, 3B'a-
3yBaHHs1 nikapcbkoro npenapaTy 3 6eH3ogiaseniHo-
BUM CcalTOM MigBuLLyE CnopigHeHICTb peuenTopa
FAMK po M'AMK. BeHsogiaseniHn Ta cnopigHeHi ni-
Kapcbki npenapaTtu, aKi CTuMynioloTb 3gaTHicte FTAMK
0o BigkpnTtTa FTAMKA-peuenTopHux KkaHanis, BigoMi Sk
aroHicTn abo 4acTKOBI aroHiCTW, 3anexHo Bif CTyneHs
ctumynsauii FTAMK. Jlikapcbki npenapaTu iHWKuX Knacis,
Hanpwvknag, B-kapboniHu, Ski 3aWmaloTb TOW camo
canT i HeratmBHo MopynoTb Aito FTAMK, 3ByTbCA
3BOPOTHUMW aroHictamu. ICHye TpeTin knac cnonyk,
SIKi 3aiMatloTb TOW XXE CalT, WO 1 aroHiCTK Ta 3BOpPOT-
Hi aroHicTW, nNpoTe CnpaBnsloTb HEe3Ha4yHUN BNNUB
abo Bsarani He BnnuBaTb Ha akTmeHicTb TAMK. Ll
cnonyku, ogHak, 6nokytoTb Aito aroHicTis abo 3BopoT-
HWX aroHicTiB, TOMYy iX Ha3uBalTb aHTaroHicTammu
peuenTopiB FTAMKa.

PaHiwe 6ynu BusBNeHi BaxnuBi anocTepuyHi
MoAyntoBanbHi eekTu nikapcbknx npenaparis, SKi
BMMMBaloTb Ha OeH3opiaseniHoBMI calT, i posnogin
aKTMBHOCTEN Ha peLenTopax pisHWX niaTunis OyB
npegMeToM iHTEHCMBHUX apMakororiyHMx [Oocri-
DKeHb. BigomMo, Wo aroHictu, siki BnnuearTb Ha OeH-
30[ia3eniHoBUN CalT, BUSABNAIOTb aAHKCIONMITUYHUN,
celaTUBHUN Ta CHOTBOPHUM edeKkTU, B TON 4Yac K
CMOnyKu, WO Ail0Tb Ha Lien calT K 3BOPOTHI aroHicTu,
CMpaBnsloTb aHKCIOreHHUN edekT, CTUMYNIoTb Mi-
3HaBarnbHy 34aTHICTb Ta BUKNMKAKOTb Cydoporu. Xova
GeH3opfia3eniHn NPOTSAroM TPUBAroro 4acy 3Haxoau-
nun chapmaLeBTUYHE 3aCTOCYBaHHSA SK aHKCIOMITUYHI
3acobu, BigOMO, LLO Ui CMOMYKN BUABMAIOTE LNy HU3-
Ky HebGaxkaHmx nobiyHux edekTiB. [1o HMX HanexaTtb
NopyLUEHHs Mi3HaBanbHOI 34aTHOCTI, ceaaTMBHUMA
edeKT, aTakcis, NoTeHUitoBaHHS BMMMBY eTaHony Ta
TEeHOEeHLis 0O ToNepaHTHOCTI A0 Nikapbkux 3aco0iB i
3areXHocCTi Bif, NiKi..

CenektusHi niraHam FAMKa TakoX MOXyTb nocu-
NIOBATU Ail0 AEAKUX iHWMX CMOMyK, akTUBHUX LLOOO0
LIHC. €, Hanpuknag, BiAOMOCTI, O CENeKTUBHI iHru-
OiTopi peabcopbuii cepoToHiHy (SSRIs) npu 3acTocy-
BaHHi B KOMOiHaUil 3 cenekTuBHumu niraHaamu FTAM-
Ka MOXyTb BUSIBNSITU  BULY aHTUOENPECOPHY
aKTUBHICTb, HK Y BMNaAKy X OKpemMoro 3acTocyBaH-
HSl.

Llen BuHaxig nponoHye noxigHi 6eHsimigasony Ta
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nipugunimigasony, KoTpi 3B'A3ytoTbeca 3 6eH3oaiaseni-
HoBuM caunTom peuenTopiB TAMK,a, B ToMy uncni pe-
uenTopiB FAMKa nmtoguHn. Cnonyku 3rigHO 3 BMHaxo-
OOM, €KUM BiggaeTbCsl nepesara, 3B'A3yOTTCA 3
peuentopamu [AMKs 3 BUCOKOK CENEKTUBHICTIO
Ta/abo BUCOKOI CropigHeHicTio. Cnonyku, skum Bia-
OAeTbCsl nepesara, Ail0Tb SIK arOHiCTW, AHTaroHICTU
abo 3BOPOTHI aroHIiCTM TakuMx peuenTopiB. 3aBasiku
TakvM BNacTMBOCTSAM, BOHW NMpuaaTHi And nikyBaHHA
pisHomaHiTHMX po3nagis LHC.

Llenn BuHaxig nponoHye cnonyku ®opmynu | (no-
KasaHoi Hmx4e) Ta dpapmaueBTUYHI KOMMO3WLii, SKi
MicTATb cnonyku ®opmynu |.

Llen BuHaxig nponoHye cnocib cuHTe3dy crnonyk
dopmynu 1.

Llen BuHaxig, KpiM TOro, NpornoHye cnocobwu niky-
BaHHSA NauieHTiB, SKi CTpaxadalTb Ha Aeski posnagu
LIHC, edekTnBHOW0 KinbKICTIO CNOMYKWA, HagaHoi LM
BMHaxo4oM. 3rajaHum nauieHTom mMoxe OyTu noau-
Ha abo iHWuN ccaBeub. Llen BuHaxig oxonmoe niky-
BaHHSA nogew, AoOMaLUHiX (XaTHix) TBapuH abo Benu-
Koi poratoi xygobw, ski CTpaxgawTb Ha AesKi
po3naan LUHC, eteKTMBHO KiNbKiCTIO CMOMyKW, Ha-
JaHOoI LM BUHaxo4oM.

3rigHO 3 OKpeMMM acrnekToMm, Lew BuHaxig npo-
NMOHYe CMNocobu MNOTEHLOBaHHS Aii iHWMX Cnonyk,
aktmBHux wopo LHC. Li cnocobu BkntovatoTb BBe-
OEHHA B OpraHiaMm nauieHTa egeKTUBHOI KinbKOCTi
CMOMyKNn HagaHoi UuM BWHaxogoM B KombGiHauii 3
BBELEHHSIM iHLWIOI Cnonyku, aktueHoI wopgo LIHC.

Llen BuHaxig, kpiM TOro, CTOCyeTbCA 3aCTOCyBaH-
He crnonyk ®opmynu | Sk 30HAM ANs nokanisadii pe-
uentopiB FAMKa B ricTtonorivHux npenapartax (3pi-
3ax).

3rigHO 3 NepLMM acnekToMm, Len BuHaxig npono-

Hye crnonyku ®opmynu |
\
2421 N (C; /Y
% A\ /xz‘x1
N
23\\ N W
S

Rs

Ta ixHi hapmMaLeBTUYHO NPUNHATHI Coni.

3rigHo 3 UMM acnektom, Z; - a3ot abo CRy; Z, -
a3oT abo CRy; Z3 - a3oT abo CR3; i Z4 - a3oT abo CRy;
3a YMOBM, WO He Binblie ABox i3 rpyn Zy, Zz, ZziZs €
aTtomamu asoTy.

Oani, B ®opmyni |,

R1, Rz, R3 i R4 He3anexHo oauH Big ogHOro Bnb-
paHi i3 rpynu, 0o SKoi BXOAATb:

i) BOOEHb, ramnoig, rigpokcu-, HiTpo-, LiaHo-, ami-
Horpyna, ranoigHWIM ankin Ta ranoigankokeurpyna;

i) ankin, ankokcurpyna, UWKnoarkin, ankeHin, an-
KiHin, (umknoankin)ankin, -NH(R1o), -N(R10)(R11), ria-
pokciarnkin, amiHoarnkin, (R1o)NHankin-,
(R10)(R11)Nankin-, ankaHoin, ankokcukapOoHin, (re-
Tepouuknoarnkin)ankin, ankincynbdoHin, ankintiorpy-
na, MoHo- abo AiankinamiHokapOoHin, retepounknoa-
NKin, apun Ta reTepoapwun, KOXHUA 3  SKUX
dakynbTaTMBHO 3amiweHnn 1, 2, 3 abo 4 rpynamu
R20, A€ Rio i R11 HE3anexHo ofuH Big oaHOro BUOpaHi
i3 rpynu, OO0 SIKOI BXOAATb arnkin, ankeHin, ankidin,
ankokecurpyna, umknoankin, (Lmknoankin)ankin, apwn,
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apunarnkin, arnkaHoin Ta MoHo- i giankinamiHoankin; i
iii) rpyna doopmynu:

G
§/ o,

ne G - 3B'asok, ankin, -O-, -C(=0)- ab6o -
CH.C(=0)- i Ra - Hacu4eHa, 4acTKOBO HeHacuyeHa
abo apomaTtmyHa kapbouukniyHa cuctema, sika ckna-
[aeTbCsl 3 OofHOro umkny abo OBOX KOHOEHCOBAHWX,
HeKkoHAeHcoBaHMx abo 3'eaHaHUX CMiNlbHUM aTOMOM
uuknie (cnipoumkriyHa cuctema), Ae KOXHUN LMK
Mictutb O retepoaTomis, 1 retrepoatom abo 2 rete-
poaTtoMu, He3anexHoO OAWH Bif OLHOro BUOpaHMX i3
rpynu, sika Bknodae N, S ta O, npuyomy 3ragaHa
HacuyeHa, 4aCTKOBO HeHacuyeHa abo apomaTtuyHa
kapboumkniyHa cuctema akynbTaTMBHO 3aMilleHa
1, 2, 3 abo 4 rpynamu Ry,

iv) rpyna dopmynu
(0]

ne J - N, CH abo C-ankin, a Rg i Rc He3anexHo
OOVH BiA oAHOro BMOpaHi i3 rpynu, A0 SKOI BXOAATb
BOAEHb, arnkKin, ankeHin, ankiHin, ankokcurpyna, LuK-
noankin,  (4MKnoankin)ankin,  reTepouuknoankisn,
apuvn, apvnarnkin, ankaHoin, retepoapusi, MOHO- Ta
AiankinamiHoankin, KOXHWA 3 SKkuX akynbTaTUBHO
3amieHnn 1 abo 2 3amiCHMKaMW, He3aneXxHo OAWH
Bi oAHOro BMOpaHKX i3 rpynu, sika BKIoYae ranoig,
rigpoKcu-, UiaHo-, aMiHO-, HITPO-, anKokcurpyny Ta
ankin; Rg i Rc cninbHO 3 atomoMm, 40 SKOro BOHW npwu-
€HaHi, yTBOpIoOTb 4-10-4neHHy MOHOLMKNiYHYy abo
OiUMKIiYHY cucTeMy, sika MOXe MICTUTHU:

a) oguH abo Kinbka NoABINHMX 3B'A3KIB,

b) ogHy abo kinbka okcorpyn, O, S, SO, SO, a6bo
N-Rp, oe Rp - BogeHb, Ary, ankin, uuknoankin, rete-
pouuknoankin abo Ari-ankin; ae Ary - apun abo rete-
poapwur, KOXHUA 3 KX pakynbTaTUBHO 3aMieHni 1
abo 2 3amicHMKamu, He3anexHo OAWH Big OOHOro
BMOpaHUX i3 rpynu, dka BKMNOYae ranoif, rigpokcu-,
LiaHO-, aMiHO-, HITPO-, anNKOKCUrpyny Ta asnkin;

C) oaunH abo Kinbka 3aMiCHUKIB Rao;

v) -OC(=O)Rg, -C(=0O)ORg, -C(=O)NHj, -
C(:O)NHRE, -C(:O)NRERF, -S(O)nRE, -S(O)nNHz, -
S(0O)nNHRE, -S(O)nNReREg, -NHC(=0)RE, -C(=NRg)RE,
-HC=N-OH, -HC=N(ankokcurpyna), -HC=N(ankin), -
NReC(=O)Rf, -NHS(O)nRe Ta -NReS(O)mRrF, e M -
0,1a602,T1a

Re i Rr HesanexHo oguH Big ogHoro BubpaHi B
KOXXHOMY BUMNAZKy i3 rpynu, sika BKIIOYAE arkin, LMK-
noankin, reTepouuKnoarnkin, ankokCcurpyny, MOHO-
abo piankinamiHorpyny, apun abo retepoapwn, KOX-
HUA 3 sKkMX dakynbTaTMBHO 3amiweHun 1, 2 abo 3
rpynamu Rao.

R20 B UbOMY acnekTi BUHaxody He3anexHo BuO-
paHui B KOXXHOMY BUNaAKy i3 rpynu, A0 SKOI BXOAATb:
ranoig; riapokcu-; HiTpo-; uiaHo-; amiHorpyna; ankin;
ankokcurpyna, ¢akynbTaTMBHO 3aMilleHa aMiHorpy-
noto abo MOHO- YK Jiankin amiHOrpynot; LMKNoarnkin;
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LMKITOarnKin ankin; uMknoankinankokcurpyna; asnkeHis;
arnkiHin; ranoigHWA ankin; okco-; ranoigankokeurpyna;
MOHO- abo giankinamiHorpyna; amiHoarkin; Ta MOHO- i
ApiankinamiHoankin.

R30 HE3anexHo BMOpaHWUiA B KOXXHOMY BUMAAKy i3
rpynu, OO0 SIKOI BXOOATb: ranoig, rigpoKcu-, HITpo-,
LiaHo-, amiHorpyna, arnkin, ankokcurpyna, gakynbTa-
TMBHO 3aMilleHa amiHorpynoto abo MOHO- uum gianki-
namiHorpynoto, LMKIoankin, uMknoankinankin, umkno-
ankinankokcurpyna, reTepoumknoankin, — ankeHin,
arnkiHin, ranoigHWn ankin, ranoigankokcu-, okcorpyna,
MOHO- abo AiankinamiHorpyna, amiHoarnkin Ta MOHO-
Ta giankinamiHoankin.

Rs € BogeHb abo ranoigankin; adbo

Rs € ankin, umknoankin abo (uuknoankin)ankin,
KOXHUIM 3 SKUX MOXE MIiCTUTU oauH abo kinbka no-
OBiHMX ab0 NOTPIHMX 3B'A3KIB i KOXXHMIN 3 AKuX da-
KynbTaTUBHO 3amilieHnii 1, 2 abo 3 rpynamu Rso, abo

Rs € apun, apunankin, retepoapun abo retepoa-
pynankin, KOKHUIA 3 SKNX dakynbTaTUBHO 3aMileHui
1, 2 abo 3 3amicHukamu, BUGpaHMmuM i3 rpynu, Jo AKoi
BXOAATb ranoigHui ankin, amidorpyna, -NH(Rio), -
N(R10)(R11), kapbokcamigorpyna, (Rio)NHkapboHin,
(R10)(R11)NkapboHin, ranoig, rigpokcu-, HiTpo-, LiaHo-
, amiHorpyna, ankin, ankokcurpyna, gakynbTaTuBHO
3amillleHa amiHorpynot abo MOHO- YM AiankinamiHor-
pynoto, LMKnoankin, uuknoankinankin, yuknoankinan-
KOKCUrpyna, reTepouMKnoankin, ankeHin, ankiin,
ranoigHvWin ankin, ranoigankokcurpyna, amiHoankin,
Ta MOHO- i AiankinamiHoankin.

Q € -C(Rs)(R7) abo kuceHb, 3a ymoBM, WO Q He €
KMUCHEM, SIKLLIO X - a30T.

Rs Ta R7 He3anexHo oauH Bif, OAHOrO € BOAEHb,
dTOp abo ankin.

[pyna:

O

w

€ 5-7-uneHHuin reTepoapun abo retepoumknoan-
Kifl, WO MICTUTb A0 4 reTepoaTtoMiB, BUOpPaHUX i3 rpy-
nu, sIka BKIMOYae a3oT, Cipky Ta KMCEHb, NPUYOMY 3ra-
OaHun 5-7-uneHHun retepoapwvn abo
reTepoumnKnoankin 3amilleHnn npu KOXHOMY aToMi
Byrneuto rpynot R i npy KoxxHOMYy aTtomi a3oTy, Aoc-
TYyNHOMY ANS 3aMilleHHs, 3aMmilleHunin rpynoto R'.

R He3anexHo B KOXHOMY BWNagky BMOpaHuii i3
rpynu, 4o siKol BXOAATb BOAEHb, ranoid, amiHorpyna,
ankin, ankeHin, ankiHin, ankokcurpyna, UMKnoankin,
(umknoankin)ankin, ranoigHWA ankin, ranoigankokeu-,
kapbokcamigorpyna Ta 3-7-4neHHi kapboumknivHi abo
reTepoumKniyHi rpynn, Ski € HacCU4YeHUMN, HeHacuye-
HUMK abo apoMaTuYHMMK i siki MOXyTb OyTn gopat-
KOBO 3aMillleHi oaHMM abo KinbkoMa 3aMiCHUKamu,
HesarnexHo OAMH Bif 04HOro BUOpaHuMu i3 rpynu, sika
BKMOYaE ranoig, oKco-, rigpoKcurpyny, ankin Ta anko-
Keurpyny.

R' He3anexHo BMOpaHW B KOXHOMY BMNaAKy i3
rpynu, A0 SIKOi BXOOATb arnkin, BOAEHb, LMKIOAnkin,
umknoankin(ankin) ta 3-7-4neHHi kapboumkniyHi abo
reTepouUMKIiYHI rpynu, siki € HaCMYEeHUMM, HeHacude-
HUMKM abo apomaTUYHUMK, NpuYoMy 3ragaHi 3-7-
yneHHi kapboumkniyHi abo retepouukniyHi rpynu da-
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KyNbTaTUBHO 3aMileHi ogHUM abo Kinbkoma 3amicHu-
KaMW, He3aneXxHo OAMH Bid ogHOro BMOpaHUMK i3
rpynu, sika BKroYae ranoid, OKco-, rigpokcurpymny,
arnkin Ta ankokcurpyny.

X1 i X2 He3anexHo oguvH BiA4 OQHOro € asoT, BYr-
neub abo CH.

Y - a3oT, k1ceHb, Byrneup, -CH-, -CH,- abo € Bia-
CYTHIM.

W € apun abo retepoapwn, ge apunbHa abo re-
TepoapwurnbHa rpyna dakynbTaTMBHO 3aMilleHa 3ami-
CHUKaMWM B KiflbKOCTi A0 4, He3anexHo oAuH Big ogHo-
ro BubpaHumum i3 rpynu, o skoi BxoaaTb Rzg, -CO2H,
-C(=0)ORg, -C(=O)NHRg, -C(=O)NReRf, -C(O)Rg, -
S(O)mRe, -ORg, ae R3p Ta Re BignosigawoTs nogaHnm
BULLIE BM3HaYeHHsM i m - 0, 1 abo 2.

Okpim onuncaHux Bulle cnomnyk Ta conen ®opmy-
nu |, BUHaxia 4o4aTKOBO MPOMOHYE crnonykn Popmynu
|, ne:

R:1, Rz, Rz Ta R4 He3aneHo ogvH Big 0gHOro BuU-
6paHi i3 rpynu, Ao Akoi BXoasTb:

i) BogeHb, ranoia, rigpokcu-, HiTpo-, uiaHo-, ami-
Horpyna, ranoig-(Ci-Ce)-ankin Ta ranoig-(Ci-Ce)-
arnkokcurpyna;

ii) (C1-Ce)-ankin, (Ci1-Ce)-ankokcurpyna, (Cs-Cs)-
uuknoankin, (C,-Ce)-ankenin, ankinin, ((Cs-Cg)-
uuknoanton)-(C1-Cgq)-ankin, -NH(Ri), -N(Rio0)(Ri1),
rinpokecu-(C1-Cg)-ankin, amiHo-(C1-Ce)-ankin, (Rig)NH-
(Cl-CG)-aﬂKiﬂ, -(Rlo)(Rll)N-(Cl-Ce)-aﬂKiﬂ, (Cl-Ce)-
ankaHoin, (C1-Ce)-ankokcukapOoHin, (C1-Cg)-
ankincynbedoHin, (Ci-Ce)-ankintiorpyna, MoHo- abo
an-(C,1-Ce)-ankinamiHokapOboHin, retepouunknoankisn,
(reTepoumknoankin)-C:-Cs-ankin, apun Ta reTtepoa-
pUn, KOXHUN 3 AKMX dhakynbTaTUBHO 3amilleHun 1,2,
3 abo 4 rpynamu Ry, Ae Rio Ta Ri1 He3anexHo oauH
BiA ogHoro BMGpaHi i3 rpynu, go skoi BxoaaTb (C1-Ce)-
ankin, (C,-Ce)-ankeHin, (C;i-Ce)-ankokcurpyna, (Cs-
Cg)-umknoankin, (Csz-Cg)-umknoankinankin, apwun,
apwn-(C,-Ce)-ankin, (C:-Ce)-ankaHoin, MoHo- Ta Au-
(C1-Ce)-ankinamiHoankin;

iii) rpyna cdoopmynu:

G
g/ S

ne G - (Ci-Cg)-ankin, -O-, -C(=0)- abo -
CH2C(=0)-, i

Ra - HacuyeHa, 4acTkOBO HeHacuyeHa abo apo-
MaTU4Ha KapbouuKniyHa cucTemMa, sika CKnagaeTbcs 3
0ofHOro umkny abo OBOX KOHOEHCOBaHWUX, HEKOHAEH-
coBaHuX abo 3'egHaHWX CMiNbHUM aTOMOM LMKNIB
(cnipoumkniyHa cuctema), e KOXHUM UMKN cknaja-
eTbca 3 3-8 atomiB i mictuTb 0, 1 abo 2 retepoaTomu,
He3anexHo OAuH Big OA4HOro BuOpaHi i3 rpynu, sika
Bkntoyae N, S ta O, mpuyomy 3ragaHa Hacuyena,
YacTKOBO HeHacumyeHa abo apomaTtuyHa kapboumkni-
YHa cucTema pakynbTaTMBHO 3amilleHa 1, 2, 3 abo 4
rpynamu Rao,

iv) rpyna copmynu

(@)
.gJ\J/RB
\

Rc
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ne J - N, CH a6o C-(C1-Cg)-ankin, a Rg i Rc He-
3anexHo OAWH Big ogHoro BMbpaHi i3 rpynu, 4o siKoi
BXoAATb BoAeHb, (C1-Cg)-anton, (C,-Ce)-ankeHin, (Co-
Ce)-ankiuin, (C1-Ce)-ankokecurpyna, (C3-Ceg)-
umknoankin, (Cs-Cg-umknoankin)-(Ci-Ca)-ankin, rete-
pouuknoankin, apwn, apun-(Ci-Ca)-ankin, (C1-Ce)-
ankaHoin, retepoapun Ta MoHo- abo au-(Ci-Ce)-
ankinamino-(C1-Ce)-ankin, koXHun 3 gkux dakynbTa-
TUBHO 3amilleHnnn 1 abo 2 3aMiCHMKaMU, He3anexHo
OOVH BiA ogHOro BMOpaHMX i3 rpynu, ska BKIHOYae
ranoig, rigpokcu-, uiaHo-, amiHo-, HiTpo-, C;-Ce-
ankokcurpyny Ta Ci-Cg-ankin; abo Rg i Rc cninbHO 3
aTOMOM, [0 SIKOr0 BOHW MPUELHaHI, yTBOpIOTh 4-10-
YNEeHHY MOHOUMKNIYHY abo GiuukniyHy cuctemy, sika
MOXe MICTUTU:

a) oguH abo Kinbka NoABINHMX 3B'A3KIB,

b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo
N-Rp, e Rp - BogeHb, Ari, (C1-Cg)-ankin, (Cs-Cs)-
umknoankin, rerepouuknoarnkin abo Arp-(C1-Ce)-ankin;
Aae Ary - apyn abo reTepoapun, KOXHUA 3 AKUX aky-
NbTaTMBHO 3amiwleHnint 1 abo 2 3amicHMKaMu, Hesa-
NEeXHO OAMH Bif OAHOrO BMOpaHWMX i3 rpynu, ska
BKIKOYaE ranoif, rigpokcu-, LiaHo-, amiHo-, HiTpo-, C;-
Cs-ankokcurpyny T1a C1-Ce-ankin,

C) oavH abo Kinbka 3amMiCHUKIB Ryo;

v) -OC(=O)Rg, -C(=0O)ORg, -C(=O)NHa,
C(=O)NHRg, -C(=O)NReRf, -S(O)nRg, -S(O)nNHy, -
S(0O)nNHRE, -S(0)nNReRE, -NHC(=0)RE, -C(=NRg)RE,
-HC=N-OH, -HC=N(C;-Cs-ankokcurpyna), -HC=N(C;-
CG-aJ'IKiJ'I), -NREC(ZO)RF, -NHS(O)mRE Ta -
NReS(O)mRr, Ae m - 0, 1 a6o 2, a Re i R He3anexHo
OOMH Big ofHOro BMOPaHi B KOXXHOMY BUMAAKy i3 rpy-
nn, gka Bknoyae (C1-Ce)-ankin, (Cs-Cg)-umknoankin,
retepouuknoarnkin, (C;-Cg)-ankokcurpyny, MoHo- abo
an-(C1-Ce)-ankinamiHorpyny, apun Ta retepoapun,
KOXHWI 3 AKuX hakynbTaTMBHO 3amilleHni 1, 2 abo 3
rpynamu Rso.

R20 HE3anexHo BUOpaHWIA B KOXXHOMY BUMNAAKY i3
rpynu, OO0 SIKOI BXOOATb: ranoif; rigpoKcu-; HITpo-;
LiaHo-; amiHorpyna; (C1-Ce)-ankin; (C1-Ce)-
ankokcurpyna, cakynbTaTvBHO 3aMilleHa amiHorpy-
noto abo MoHo- uu am-(Ci-Ce)-ankinamiHorpynoto;
(C3-Cg)-uuknoarncin; (C3-Cg)-uuknoarnkin-(C1-Ca)-
ankin; (Cs-Cg)-umknoankin-(C:-Ca)-ankokeurpyna; (Co-
Ce)-ankeHin; (C,-Ce)-ankinin; ranoig-(C1-Ce)-ankin;
ranoig-(C;-Ce)-ankokcurpyna; oOkcorpyna; MOHO- Ta
an-(C1-Ce)-ankinamiHorpyna; amiHo-(C1-Ce)-ankin; i
MOHO- Ta au-(Ci-Ceg)-ankinamiHo-(C1-Ce)-ankin.

R3o HE3anexHo BMOpaHWiA B KOXXHOMY BUMaAKy i3
rpynu, 4o sikoi BXogATb ranoig, rigpokcu-, HiTpo-, uia-
HO-, amiHorpyna, (C1-Cg)-ancin, (C1-Cg)-
ankokeurpyna, akynbTaTvBHO 3amilleHa amiHorpy-
noto abo MoHo- unm Amn-(C:-Ce)-ankinamiHorpynnoto,
(C3-Cg)-umknoarnkin, (C3-Cg)-umknoarnkin-(C1-Ca)-
arnkin, (C3-Cg)-umknoarnkin-(C1-Cas)-ankokeurpyna,
retepouuknoankin, (Cz-Ce)-ankeHin, (C2-Ce)-ankinin,
ranoig-(C:-Ce)-ankin, ranoig-(C1-Cs)-ankokcurpyna,
okcorpyna, MoHo- Ta au-(Ci-Ce)-ankinamiHorpyna,
amiHo-(C1-Cg)-ankin -~ Ta  MoHO- i Aun-(C:-Ce)-
ankinamiHo-(C1-Cg)-ankin.

Rs € BogeHb abo ranoig-(C1-Ce)-ankin; abo

Rs € (C1-Ce)-ankin, (Csz-Cg)-unknoankin abo (Cs-
Cs-umknoarnkin)-(C1-Cg)-ankin, KOXHUA 3 SKUX MOXe
MIiCTUTM OoauH abo Kinbka NoABiiHMX abo NOTPINHMX
3B'A3KIB | KOXXHUMA 3 GKUX haKyrnbTaTUBHO 3aMilLleHWni
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1, 2 abo 3 rpynamu Rzo, abo

Rs € apun, apun-(C1-Cg)-ankin, retepoapun ato
retepoapun-(C1-Ca)-ankin, KOXHUIM 3 AKuX akynbTa-
TMBHO 3amilleHnii 1, 2 abo 3 3amicHUKkamu, BUGpaHu-
MU i3 rpynu, Ao akoi BxoaaTb ranoig-(Ci-Ce)-ankin,
amiHorpyna, -NH(R10), -N(R10)(R11), kapbokcamigor-
pyna, NH(R1o)kap6oHin, N(Ri0)(R11)kap6oHin, ranoig,
rigpokcu-, HiTpo-, uiaHo-, amiHorpyna, (Ci-Ce)-ankin,
(C1-Ce)-ankokcurpyna, akynbTaTMBHO 3aMilleHa
amiHorpynoto  abo  MoHo- abo  gu-(C;-Ce)-
ankinaminorpynoto,  (Cs-Cg)-umknoankin,  (Cs-Cg)-
uuknoankin-(C.-Ca)-ankin,  (Cz-Cs)-umknoankin-(Ci-
Cas)-ankokeurpyna, retepoumkno-(Ci-Cq)-ankin, (Cop-
Ce)-ankeHin, (C,-Ce)-ankiHin, ranoig-(Ci-Ce)-ankin,
ranoig-(C;-Ce)-ankokcurpyna, amiHo-(C1-Ce)-ankin i
MOHO- Ta an-(C;-Ce)-ankinamiHo-(C,-Ce)-ankin;

Qe -C(Re)(R7) abo kuceHb, 3a ymoBw, Wwo Q He €
KUCHEM, siKLo X3 - a30T;

Rs Ta R7 HesanexHo oauH Big OQHOro € BOOEHb,
dTop abo C:-Ce-ankin; i rpyna:

O

Xo~
LA

W

€ 5-7-uneHHuin retepoapun abo reTepoumknoarn-
Kifl, WO MicTUTb o 4 reTepoaTtoMiB, BUOpaHuX i3 rpy-
nu, ska BKMOYae a3oT, Cipky Ta KMCEHb, NPUYOMY 3ra-
OaHumn 5-7-uneHHnn retepoapun abo
reTepoumKoarnkin 3amillleHn npu KOXHOMY aToMi
Byrneuto rpynot R i npy KoxXHOMYy aTtomi a3oTy, Aoc-
TYMHOMY ANS 3aMilleHHs, 3aMmilleHunin rpynoto R';

R HezanexHo B KOXHOMY BMNagky BuMOpaHuii i3
rpynu, Ao sikol BXOAATb BOAEHb, ranoid, amiHorpyna,
(C1-Ce)-ankin, (C»-Ce)-ankeHin, (C,-Ce)-ankiHin, C;-
Ce-ankokcurpyna, (C3-Cg)-uuknoarnkin, (C3-Cs-
uuknoankin)-(C1-Cq)-ankin, ranoig-(Ci-Ce)-ankin, ra-
noigankokcu-, kapbokcamigorpyna Ta 3-7-4neHHi Ka-
pbouukniyHi abo reTepoLuKiyHi rpynu, siki € Hacuye-
HUMK, HeHacuyeHMMn abo apoMaTUYHUMKM | SKi
MOXyTb OyTW AoAaTKOBO 3aMilleHi ogHMM abo Kinb-
KOMa 3aMiCHMKaMM, He3arexHo OAWH Big 0QHOro BU-
OpaHuMu i3 rpynu, sika BKIOYae ranoig, okco-, rigpo-
keurpyny, C1-Cs-ankin ta -O(C;-Cy-ankin);

R' HesanexHo B kOXHOMY BuMagky BubpaHun i3
rpynu, 0o siKkoi BXoAaaTb BoaeHb, Ci-Ce-ankin, Cs-Cg-
umuknoankin, Cs-Cg-umknoankin-(Cq1-Cs-ankin) ta 3-7-
YneHHi kapbouukniyHi abo reTepoumKnivHI rpynu, siki €
HaCUYEeHUMK, HeHacuvyeHumm abo apomaTUHHUMK,
npuyomy 3ragaHi 3-7-uneHHi kapbouukniyHi abo rete-
POUMKIIYHI rpynn akynbTaTUBHO 3aMilleHi OaHUM
abo Kinbkoma 3aMiCHMKaMu, He3anexHO OOWH Big
OfHOro BMOpaHMMK i3 Tpynu, sika BKMYae ranoig,
oKco-, rigpokeurpyny, C;-Cy-ankin ta -O(C;-Cg-ankin);
i

X1, X2, Wi Y BignoBigaoTb BM3HA4YeHHAM, noaa-
HUM Buwe ansg dopmynu 1.

Taki cnonyku 6yayTb HUXKYE NO3HAYEHI sIK cnony-
kn dopmynu lA.

KOHKpeTHWI acnekT BUHaxo[y CTOCYETbCA CMONyK
Ta hapmaueBTUYHO NPUNHATHUX coner ®opmynu i
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Y ®opmyni Il 3miHHI Z1, Z3, Z3, Z4, Rs, Q, X1, Xz Ta
W BignoBigaloTb BU3HAYEHHSAM, NoAaHUM BULle AONs
dopmynu | abo, 3rigHO 3 BapiaHTOM, AKOMY BiOOaeTb-
csa 6inblwa nepeara, ana ®opmynu IA;

X3 i X4 He3anexHo oauH Big ogHoOro BMbpaHi i3
rpynu, 0o sikoi BxoasTe Byrneub, CR, N, O, S, NH Ta
N-(C1-Ce)-ankin; 3a yMOBM, LU0 LLOHAWMEHLLE OfHa i3
rpyn Xi, Xz, X3 i X4 € Byrneub abo CR; i

R HeszanexHo BMOpaHWIA B KOXHOMY BUMNaAKy i3
rpynu, Ao siKOi BXOAATb BOAEHb, ranoig, aMmiHorpyna,
(C1-Cg)-ankin, (C1-Ceq)-ankokcurpyna, (C3-Cg)-
uuknoankin, (Cs-Cg)-umknoankin-(Cq1-Ce)-ankin, (Co-
Ce)-ankeHin, (C,-Ce)-ankinin, ranoig-(C,-Ce)-ankin,
ranoig-(C:-Ce)-ankokecurpyna, kapbokcamigorpyna Ta
3-7-uneHHi kapboumknivyHi abo reTepoumKnivHi rpynu,
AKi € HacU4YeHNMN, HeHacM4YeHUMn abo apomaTuyHK-
MM i IKi MOXYTb OYTM 0OOATKOBO 3aMilleHi ogHum abo
Kinbkoma 3aMiCHMKaMu, He3aneXHo OAWH Big O4HOro
BUOpaHUMU i3 rpynu, sika BKMOYae ranoifg, oKco-, rig-
pokecurpyny, C1-Cs-ankin ta -O(C1-Cs-ankin).

Llen BuHaxig ctocyeTbes, 30kpema, cnonyk dop-
myru |, ®opmynu IA Ta ®opmynu Il, ae Z1 - CRy, Z; -
CR32, Z3-CR3iZ4- CRy4.

Ller BMHaxia cTocyeTbCs Takox cnonyk dopmynum
I, ®opmynun IA Ta ®opmynu |l, ae ogHa i Tinbkn ogHa
i3 rpyn Zi, Z,, Z3 Ta Z4 € aTOMOM a30TYy.

IHLWIMIA KOHKPETHWIA acnekT LbOro BMHaxoay npo-
nonye cnonyku ®opmynu |, ®opmynu IA Ta dopmynn
Il, e Z1 - CR1, Z4 - CRy, i TiNbkn ogHa i3 rpyn Z; Ta Z3
€ aTOMOM as30Ty.

Llen BuHaxig, kpim Toro, ctocyeTbecsi cnonyk do-
pmynu |, ®opmynu IA Ta Popmynu ll, ge:

i) Xz - Byrneub; i Q - KMCEHb;

i) X2 - N; i Q - C(Re)(R7);

iii) Xz - Byrneup; i Q - C(Re)(R7);

iv) Xz - Byrneupb; Xz - N; i Q - C(Rg)(R7);

v) X1 - a3oT; Xz - Byrneub; i Q - C(Re)(R7); abo ge

vi) Q - C(Re)(R7).

B koxHoMy 3 BapiaHTiB i)-vi) cnonykamu, siknum
Big4aeTbCcA nepesara, € cnonyku, ge Z; - CRy, Z; -
CRy, Z3 - CR3 i Z4 - CR4. B koxxHOMY 3 BapiaHTIB i)-Vi)
crnonykamu, sikMM BigOaeTbCs nepesara, € Cronyku,
0e ofHa i Tinbku ogHa i3 rpyn Zi1, Z, Z3 i Z4 € a3oT. B
KOXXHOMY 3 BapiaHTiB i)-vi) cnonykamu, fkum Bigaa-
eTbcs ocobnvBa nepesara, € cnonyku, ae Z; - CRy i
TiNbKW ogHa i3 rpyn Z, T1a Zs € asor.

3rigHo 3 iHWMM acnekToMm, Liei BUHaxia NponoHye
cnonyku ®opmynu Il i ®opmynu 1V:
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e R, Ry, Ry, Rz, R4, Rs, Q i W BignoBigatoTb BU-
3Ha4yeHHsIM, nogaHum Buwe ana dopmynu | abo, 3ri-
OHO 3 BapiaHTOM, sikoMy BigaaeTbcs Ginblia nepesa-
ra, ana ®opmynu lA.

[o koHkpeTHMx crnonyk ®opmynu Ill, ski oxonnto-
I0TbCSl BMHAxXO4OM, HanexaTtb cnonyku, ge Q -
C(Re)(R7).

[o cnonyk ®opmynu IV, skum BiggaeTsca nepe-
Bara, Hanexarb cnonyku, ae Rs i R7 € BogeHb, metun
abo dptop, abo cnonyku, Ae oauH i3 3amicHUKIB Re i
R7 € BogoeHb, MmeTun abo dTop, a gpyrun - eTun.

o iHWwwux cnonyk, siki BiAnoBigawTb LbOMY BUHa-
xoay, HanexaTb cnonyku ®opmynu Il abo dopmynum
IV, e R HesanexHo BMOpaHuiA B KOXKHOMY BMNaAKYy i3
rpynu, Ao SKoi BXOASTb:

i) BogeHb, ramnoig, (Ci-Cg)-ankin, (Cs-Csg)-
uuknoankin, (Cs-Csg)-umknoankin-(C1-Ce)ankin, (C;-
Ce)-ankokcurpyna, ranoig-(C,-Ce)-ankin, ranoig-(Ci-
Ce)-ankokcurpyna, i

ii) dpeHin Ta nipugnn, KOXHWUN 3 AKMX hakynbTa-
TUBHO 3aMilLleHMA 3aMiCHMKaMW B KinlbKoCTi Ao 3, He-
3anexHo OOWH Bif OOHOro BMOpaHMMM i3 rpynu, sika
BKMoyae ranoig, rigpokeurpyny, Ci-Csankin ta -O-
(Cl-C4-an|<in).

Q (y Popmyni lll) € C(Rs)(R7).

B ®opmynax Il i IV Ry, Rz, Rz Ta R4 He3anexHo
OOVH BiA ogHOro BMOpaHi i3 rpynu, OO SKOI BXOAATb
BOAEHb, ranoif, rigpokcu-, HiTpo-, uiaHo-, aMiHorpy-
na, C;-Cg)-ankin, (C;-Ce)-ankokcurpyna, (Cs-Cs)-
uuknoankin, (Cs-Csg)-uuknoankin-(C1-Ce)-ankin, (Cop-
Ce)-ankeHin, (C,-Cg)-ankiHin, retepouuknoarnkin, ra-
noig-(C1-Ce)-ankin, ranoig-(C:-Ce)-ankokcurpyna,
MOHO- abo au-(C;-Cg)-ankinamiHorpyna, amiHo-(C;-
Ce)-ankin i moHo- Ta gu-(Ci1-Ce)-ankinamiHo-(C1-Cg)-
ankKin;

Rs € BoaeHb, (C1-Cg)-ankin, (Cs-Csg)-umknoankin,
(C3-Cg)-umknoankin-(C,-Ce)-ankin, deHin, 6eHsun,
TiodbeHin, Tiadonin, nipuaun, imigasonin, nipasonin
abo nipumiguHin;

Re i R;7 He3anexHo oguH Big OAHOrO € BOAEHD,
dTOp abo C;-Ce-ankin; i

W € dbeHin, TieHin, Tiasonin, nipuaun, imigasonin,
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okcasonin, Tpuasonin, TeTpasonin, nipasonin, isokca-
3o0nin abo nipumiguHIn, KoXHWIA 3 Akux dakynbTaTuB-
HO 3amilleHun rpynamu Rzo B KinbkocTi Ao 4, Ae Rao
BignoBiaae BU3HAYeHHI0, nogaHomy Buwe ansa dop-
mynu | abo, 3rigHO 3 BapiaHTOM, SIKOMY BiAAaETbCH
Oinbwa nepeeara, Rsp BignoBigae BM3HAYEHHIO, MO-
aaHomy Buule anst dopmynu IA.

Llen BuHaxig oxonntoe, 3okpema, cnonyku dop-
myru |ll Ta ®opmynu IV, ge R, R1, Rz, Rs, R4, Rs, Q
Ta W BignoBigaloTb BU3HA4YEHHAM, MOA4AHMM BULLE
anst ®opmynu |, abo, 3rigHoO 3 BapiaHTOM, sikOMy Bif-
AaeTtbes Ginblwa nepesara, ana ®opmynu IA, i

W € 6-uneHHa apvnbHa abo retepoapunbHa rpy-
na, e 3rafjaHa 6-4neHHa apwnbHa abo retepoapu-
nbHa rpyna ¢akynbTaTUBHO 3amilleHa rpynamm B
KiNbKOCTI 40 4, He3anexHo ofHa Big oAHOI BUBpaHu-
MW i3 rpynu, Ao SKoi BXoasTb Rsg, -CO2H, -C(=0O)ORE,
-C(=O)NHRg, -C(=O)NReRE, -C(O)Rg, -S(O)nREe Ta -
ORg, abo ge

W e 5-uneHHa reTepoapurnbHa rpyna, ae sragaHa
5-uneHHa reTepoapunbHa rpyna dakynsTaTuBHO 3a-
MilLleHa rpynamm B KifbKOCTi 0O 4, He3anexHo ogHa
Bif, O4HOI BUOpaHMMK i3 rpynu, Ao Skoi BXoAsiTb Rso, -
COzH, -C(:O)ORE, -C(:O)NHRE, -C(:O)NRERF, -
C(O)Rg, -S(O)mRe i -ORE.

B umx BapiaHTax 34iCHEHHS LbOro BMHaxody m -
0, 1 abo 2, a Re Bignosigae BM3Ha4YeHHO, NogaHOMY
Bue ana ®opmynu | abo, 3rigHO 3 BapiaHTOM, SKOMY
BigoaeTbca Ginblwa nepesara, Re Bignosigae BusHa-
YeHHl, nogaHomy Buue ana ®opmynu 1A, i Rsp Bia-
NnoBiJae BM3HAYEHHIO, NoAaHoMy BuLle ans Popmynum
IA.

3rigHo 3 iHWKMM acnekToMm, cnonykamy ®opmynu
Il abo ®opmynu IV € cnonyku, ae oauH i3 R, abo Rs
BignoBigae BU3HAYeHHI0, nogaHomy Buwe ansa dop-
mynu | abo, 3rigHo 3 BapiaHTOM, SiKOMy BigAaeTbes
6inbwa nepesara, gna ®opmynu IA.

3rigHo 3 LM acnekTom BMHaxoay,

R HesanexHo B KOXHOMY BUNagKy BMOpaHui i3
rpynu, Ao siKoi BXOAsTb BogeHb, ranoig ta (Ci-Cy)-
ankKin;

Ri1, R4 Ta gpyrun 3 R, Ta R3 HesanexHo oavH Big
onHoro BMOpaHi i3 rpynu, 0o sIKOi BXOASITb BOAEHb,
ranoig, rigpokcu-, HITpo-, UiaHo-, amiHorpyna, (C1-Ce)-
ankin, (C;1-Ce)-ankokcurpyna, (Cs-Cs)-umkrnoankin,
(C3-Cg)-uuknoarnkin-(C1-Ceg)-ankin, ranoig-(C1-Ce)-
ankin, ranoig-(C,-Ce)-ankokcurpyna, moHo- abo au-
(C1-Ce)-ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo-
Ta an-(C1-Ce)-ankinamiHo-(C1-Ce)-ankin;

Rs € (C1-Cg)-ankin; i

Q (B ®opmyni lll) - CHz, Re Ta Ry B ®opmyni IV -
BOAEHb; i

W € deHin, dypanin, TieHin, Tiazonin, nipyaun,
imigasonin, okcasonin, Tpvasonin, TeTpasonin, nipa-
30nin, i3okcasonin, nipumiauHin, GeHsimigasonin, Xi-
HOMIHIM, i30XIHOMIHIN, KOXHUI 3 AKUX dhakynbTaTUBHO
3amiweHnn rpynamu Rso B kinbkocTi o 4, ae Rso Bia-
nosigae BU3HAYeHHI0, nogaHomy Bulle ans dopmynm
| abo, 3rigHO 3 BapiaHTOM, sikoMy BiaAaeTbcs GinbLua
nepesara, Rzp Bignosigae BM3HA4YeHHIO, NogaHoOMy
BuLle ana dopmynu lA.

[o iHwux rpyn W, akum Biggaetsca nepesara,
Hanexatb 4-nipumiguHin,  5-ranoig-2-nipumianHin,
3,6-auranoignipymiguH-2-in ta 2,6-, 4,6- i 5,6-
auvranoignipugud-2-in.  lHwuvmn  rpynammn W, gkum
BigdaeTbCca nepesara, € peHin, 3amilleHnn ogHuUM
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abo ABOMa 3aMiCHMKaMM, He3anexHo oauH Bif OOHO-
ro BubpaHumu i3 rpynu, go sikoi Bxoaatb Ci1-Co-ankin,
C,1-Cz-ankokcurpyna, amiHorpyna, ranoig, TpudTop-
mMeTun abo uiaHorpyna. [o iHwux rpyn W, skum Bia-
AaeTbCs NepeBara, Hanexartb 2-Tia30ninbHi rpynu, ki
MalTb oAuH abo ABa 3aMiCHUKW, He3aneXHO OAuH
Big ogHoro BubpaHi i3 rpynu, ao akoi Bxogatb Ci-Co-
ankin, amiHorpyna, (C1-Cs)-ankin, rigpokcurpyna, (Ci-
Cs)-ankin Ta TpudTOpMETUI.

3rigHoO 3 iHWMM acnekToMm, Lier BUHaxia OXOnmoe
cnonykn ®opmynu Il abo ®opmynu IV, ge:

R HesanexHo B KOXHOMY BuNagky BuOpaHwui i3
rpynu, Ao skoi BxoaATb BoAdeHb, ranoig i (Cq1-Co)-
ankin;

Ri1, R4 Ta oauH i3 R, Ta R3 He3anexHo oauvH Bif,
ofHoro BMOpaHi i3 rpynu, 0o SKOi BXOASITb BOAEHb,
ranoig, TpucdptopmeTun, (C1-Cy)-ankin Ta uiaHorpyna;

apyrmii 3 R; Ta Rs Bignosigae BU3HayeHHo, no-
AaHomy Bule anst Popmynu | abo, 3rigHo 3 BapiaH-
TOM, SIKOMY BigAaeTbesa Ginbwa nepesara, Ana dop-
mynu lA; i

Rs € (C1-Cg)-ankin, y BapiaHTi, sKOMy BiggaeTbcs
nepesara, C,-Cg-arnkin. Y BapiaHTi, AKOMy BiaOa€eTbCs
nepesara, Ri i R4 € aToMmu BOgHI0;

3amicHukM R y BapiaHTi, Askomy BigaaeTbca nepe-
Bara, He3anexHo BubpaHi i3 rpynu, 0o Akoi BXOOATb
BoAeHb Ta C1-Csz-ankinm, y BapiaHTi, AKOMy BiaaaeTb-
cq Ginblia nepesara, BOHM € aToMamu BOAHIO abo
MeTunamu, y BapiaHTi, SKOMy BiggaeTbca HanbinbLua
nepesara, BOHM € aTOMaMu BOOHIO.

Cepen rpyn Rs 6Ginbwa nepeBara Biggaetbes
eTuny Ta H-Mponiny.

Y ubomy acnexTi,

Q (B ®opmyni lll) - CHz; Re Ta Ry B ®opmyni IV -
BOAEHb; i

W - dbeHin, nipugun abo Tiasonin, KOXXHUN 3 SKux
hakynbTaTMBHO 3aMilleHnn ofHMM abo Kinbkoma
3aMiCHMKaMK, BUOPaAHNMM HE3aNEeXHO OAWH Bid OOHO-
ro i3 rpynu, 4o sikoi BXOAATb ranoid, uiaHo-, rigpokcu-,
okcorpyna, ranoig-Ci;-Cz-ankin, Ci-Cz-ankin i C;-Co-
ankokcurpyna, abo, y BapiaHTi, SKOMYy BiOAa€eTbCs
Ginbwa nepesara,

W - 2-tia3onin, 2-nipumiguHin, 3-dTtopdeHin abo
6-cpTop-2-nipnamnHin. Taki cnonykn OyayTb Huxk4e
nosHayeHi sk cnonyku ®opmynu IlI-A Ta ®opmynu V-
A.

KoHKpeTHMIA acnekT uboro BMHaxody MpOMoHye
cnonykn ®opmynu IlI-A Ta Popmynu IV-A, ge:

oavH i3 R, Ta R3 BMGpaHuii i3 rpynu, o sIKOT BXO-
OATb BOAEHb, ranoig, rigpokcu-, HITpo-, LiaHo-, aMiHO-
rpyna, (Cq1-Ce)-ankin, (C1-Cs)-ankokcurpyna, (Cs-Cs)-
umuknoankin, (Cs-Cs)-umknoankin-(C,-Ce)-ankin, rano-
iA-(C1-Ce)-ankin, ranoia-(C,-Ce)-ankokcurpyna, MOHO-
abo au-(C1-Ce)-ankinamiHorpyna, amiHo-(C1-Ce)-ankin
i MOHO- Ta an-(C,1-Ce)-ankinamiHo-(C1-Ce)-ankin;

apyrmn 3 R, Ta Rs BMGpanui i3 rpynu, 0o sikoi
BXOOSATb:

i) BOOEHb, ranoig, rigpokcu-, HiTpo-, LiaHo-, ami-
Horpyna, ranoigHun (C;-Ce)-ankin ta ranoig-(C1-Ce)-
ankokcurpyna, i

i) Ci-Cg-ankin, Ci-Cg-ankokcurpyna, Cs-Cg-
uuknoankin, C,-Cg-ankenin, C,-Ce-ankiHin, (Cs-Cg-
uuknoankin)-Ci-Cg-ankin, -NH(R10), -N(R10)(R11),
(R10)NH(C1-Cs)-ankin, (Ru10)(R11)N-(C1-Cs)-ankin, (re-
TepoumKnoarnkin)ankin i rerepoumKnoankin, KoXHUn 3
AKMX pakynbTaTMBHO 3amiwenun 1, 2, 3 abo 4 rpy-
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namm Rog; i

Rzo BiONOBiAae BM3HAYeHHIO, MOLAHOMY BMULLE
anst @opmynu | abo, 3rigHO 3 BapiaHTOM, siIKOMY Bif-
paetbcst Ginblwa nepesara, Ry Bignosigae Bu3Ha-
YeHHI0, nogaHomy Bue ans dopmynu IA.

B ubomy acnekti go cnonyk ®opmynu ll1-A i IV-A,
AKAUM BiLAa€ETbCA MnepeBara, HanexaTb Crosnyku, ae
oaHMM i3 3amicHukiB Ry, Ta Rs € BogeHb, ranoig, rig-
pOKCU-, HITpO-, uiaHo-, amiHorpyna, C;-Cs-ankin, Ci-
C-ankokcurpyna, UMKONpONIn, LMKNonponinmeTun,
TpudTOopMETUN, MOHO- abo an-(C1-Cy)-
ankinamiHorpyna, a gpyrum € BoaeHb, ranoig aéo Ci-
Cs-ankin, y BapiaHTi, AKOMy BiggaeTbca nepesara,
BoAeHb abo metun. flo cnonyk ®opmynun IV-A, akum
BigAaeTbcA Ginblua nepeBara, HanexaTb Cnonyku, ae
R, - BogeHb, ranoig, y BapiaHTi, sKOMy BiggaeTbcs
6inblwa nepesara, pTop abo xnop, uiaHo-, amiHorpy-
na, Ci1-Co-ankin abo C;-Cz-ankokcurpyna, a Rz - Bo-
AeHb abo metun. o iHwwmx crnonyk ®opmynu IV-A,
AKMM BigOaeTbca Ginblia nepesara, HanexaTb CMo-
nykn, ge R, - BogeHb, metnn abo etun, a R; - Bo-
OeHb, ranoig, y BapiaHTi, SKOMY BigAaeTbCcs nepesa-
ra, ¢top abo xnop, uiaHo-, amiHo- abo C;-Cs-
ankokcurpyna.

LLle oamH acnekT LpbOro BMHaXo4y NPOMOHYE Cro-
nyku ®opmynu llI-A ta dopmynu IV-A, ge:

oavH i3 Rz Ta R3 BUGpaHwii i3 rpynu, o siKoi BXO-
O9Tb BOAEHb, ranoig, rigpokcu-, HiTpo-, LWiaHo-, amiHo-
rpyna, (Ci1-Ce)-ankin, (C1-Cs)-ankokcurpyna, (Cs-Cs)-
umknoankin, (Cs-Cs)-umknoankin-(C1-Ce)-ankin, rano-
in-(C1-Cg)-ankin, ranoig-(C1-Ce)-ankokcurpyna, MOHO-
abo gu-(C1-Ce)-ankinamiHorpyna, amiHo-(C1-Ce)-ankin
i MoHO- Ta aun-(C;-Cg)-ankinamiHo-(C1-Ce)-ankin;

apyrun 3 R, Ta R; Bubpanui i3 rpynu

o

Rg
3 e

\

Re

ne J - N, CH a6o C-(C1-Ce)-ankin i

Rg Ta Rc He3anexHo oavH Big ogHoro BMGpaHi i3
rpynu, Ao sKkoi BXoAaaTb BodeHb, (Ci-Ce)-ankin, (Co-
Ce)-ankeHin, (Cz-Cg)-ankiHin, (Cs-Cg)-umknoankin i
(C3-Cg-umknoankin)-(C1-Ca4)-ankin; abo

Rs Ta Rc cninibHO 3 aTOMOM, 0 SIKOFO BOHW Mpu-
€4HaHi, yTBOpOTb 4-10-4neHHy MOHOLMKMiYHY abo
BiLMKNiYHY cncTemy, ska MOXe MICTUTH:

a) oguH abo Kinbka NoABINHMX 3B'A3KIB,

b) ogHy abo kinbka okcorpyn, O, S, SO, SO, abo
N-Rp, ae Rp - BogeHb abo (C;1-Cg)-ankin;

C) oauH abo kinbka Ryo; i

R2o BignoBigae BM3HaYeHHKO, MogaHOMy BuLLe
ans ®opmynu |, abo, 3rigHO 3 BapiaHTOM, SIKOMY Bif-
naeTbcs Ginblia nepesara, Ry Bignosigae Bu3Ha-
YeHH!0, nogaHomy BuLle ansa Rao Popmynu IA.

Llen BuHaxig nponoHye Takox crnonykun dopmynu
IlI-A Ta ®opmynu IV-A, ge:

oavH 3 Ry Ta Rz BUGpaHuii i3 rpynu, 0o sIKOi BXO-
O9Tb BOAEHb, ranoig, rigpokcu-, HiTpo-, WiaHo-, amiHo-
rpyna, (C;1-Ce)-ankin, (Ci-Cs)-ankokcurpyna, (Cs-Cg)-
umknoankin, (Cs-Cs)-umknoankin-(C1-Ce)-ankin, rano-
in-(C1-Ce)-ankin, ranoig-(C1-Ce)-ankokcurpyna, MOHO-
abo gu-(C;-Ce)-ankinamiHorpyna, amiHo-(C1-Ce)-ankin
i MOHO- Ta an-(C1-Cg)-ankinamiHo-(C1-Ce)-ankin;

75902 42

apyrum i3 3aamicHukiB Rz Ta Rs € rpyna coopmynu:

G
g/ S

ne G - 3B'aA3ok abo C,-C,-ankin;

Ra - HacuyeHa, 4acTKOBO HeHacuyeHa abo apo-
MaTu4Ha KapbouukiyHa cucTemMa, sika CKnagaeTbesl 3
0ofHOro umMkny abo OBOX KOHOEHCOBaHWUX, HEKOHAEH-
coBaHMX abo 3'egHaHWX CMiNlbHUM aTOMOM LMKNIB
(cnipoumkniyHa cuctema), Ae KOXHUIN umkn MictuTe 0,
1 abo 2 retepoaTtoMu, He3anexHoO OAWH Big OAHOro
BUbpaHi i3 rpynu, ska Bknoyae N, S t1a O, npuyomy
3rajaHa HacudeHa, 4YacTKOBO HeHacumdeHa abo apo-
MaTuyHa kapbouukniyHa cuctema akynbTaTUBHO
3amiweHa 1, 2, 3 abo 4 rpynamm Ryg; i

R20 BignoBigae BM3HAYeHHO, MogaHOMy BuULUE
anst Ra ®opmynu |, abo, 3rigHo 3 BapiaHTOM, sikOMy
BigAaeTbca Oinblia nepesara, Ryo Bignosigae BusHa-
YeHHIo, nogaHoMy BuLle Ansa Ry ®opmynu 1A,

Y BapiaHTi, siIkomy BigaaeTbcs nepesara, Ra Bub-
paHui i3 rpynu, 0o Akoi BxogdATb dheHin, miponin, ni-
pasonin, Tiasonin, i3okcasonin, Tpuasonin, TeTpaso-
Nin, okcagia3onin Ta OKcasonin, KOXHUA 3 SKUX
akynbTaTMBHO 3amiweHnn 1, 2, 3 abo 4 rpynamu
R20.

IHWKUMK cnonykamMy, HagaHUMKU UMM BUHaxXOLOM,
€ crnonykn ®opmynu IlI-A Ta Popmynu IV-A, ge:

oavH i3 Ry Ta R3 BUOpaHwuii i3 rpynu, o SKoi BXo-
O9Tb BOAEHb, ranoig, rigpokcu-, HiTpo-, WiaHo-, amiHo-
rpyna, (C1-Ce)-ankin, (Ci1-Cs)-ankokcurpyna, (Cs-Cg)-
uuknoankin, (Cs-Cs)-umknoankin-(Cq1-Ce)-ankin, rano-
i8-(C1-Ceg)-ankin, ranoig-(C,-Ce)-ankokcurpyna, MOHO-
abo gu-(C1-Cg)-ankinamiHorpyna, amiHo-(C1-Ce)-ankin
i MOHO- Ta au-(C;-Cg)-ankinamiHo-(C1-Ce)-ankin; i

apyrmm i3 R; Ta Rz € -HC=N-OH a6o -HC=N-(C;-
Cs-ankokcurpyna).

IHWMI acnekT UbOoro BUHaxo4y MpPOMOHYE Crony-
kn ®opmynu |, dopmynu IA Ta Popmynu Il, ge:

ofHa i Tinbkn ogHa 3 rpyn Z; € CRy, Z4 - CR4, Z»
abo Z3 € a3or; i

i) W € 5-uneHHa retepoapunbHa rpyna, npuiomy
3raflaHa 5-uneHHa reTepoapwunbHa rpyna gakynbTa-
TMBHO 3aMillieHa rpynamu B KinbKOCTi A0 4, He3anex-
HO OAHa Big OA4HOI BMOpaHMMM i3 rpynu, OO sIKOI BXO-
OATb Rgo, -COzH, -C(ZO)ORE, -C(:O)NHRE, -
C(=O)NRgRE, -C(O)Re Ta -S(O)mRE, -ORg; abo

i) W € 6-unenHa apunbHa abo retepoapunbHa
rpyna, ge 3rajaHa 6-4neHHa apunbHa abo reTtepoa-
punbHa rpyna dakynbTaTMBHO 3aMillleHa rpynamm B
KinbkOCTi 40 4, He3anexHo ofHa Big oAHoi BUBpaHu-
MM i3 rpynu, Ao sikoi BxogaTb Rsg, -CO2H, -C(=0)ORE,
-C(=O)NHRg, -C(=O)NReRg, -C(O)Rg i -S(O)mRE, -
ORE; oe

R30 Ta Re BignoBigawTb BU3HAYEHHAM, NO4AHUM
BuLle Ans umx rpyn y ®opmyni |, abo, 3rigHo 3 Bapia-
HTOM, IKOMY BigfaeTbcsa Ginblwa nepesara, B Popmy-
nilA, ime0,1a6o 2.

TakMM 4YMHOM, Len BWHaxig OXOMfe ChOMyKu,
npegctasneHi ®opmynoto V ta dopmynoto VI
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ne R, Ry, Rz, Rz, R4, Rs i Q BignosigatoTb BU3Ha-
YeHHsIM, nogaHum Buwe ana ®opmynu |, abo, 3rigHo
3 BapiaHTOM, sikoMy BigdaeTbcs bOinblia nepesara,
ans ®opmynu |A, a W - onucaHa suwe 5-uneHHa
retepoapwsbHa rpyna.

Oani, uen BuHaxig oxonntoe cnonykn ®opmynu V
Ta ®opmynu VI, ae R He3anexHo B KOXXHOMY BUMaaKy
BMOpaHuUi i3 rpynu, Ao SKoi BXOASATb:

i) BomeHb, ranoig, (Ci-Ce)ankin, (Cs-Cs)-
umknoankin, (Cs-Csg)-umknoankin-(C,1-Ce)ankin, (Cs-
Ce)ankokcurpyna, ranoig-(C,-Ce)-ankin, ranoig(Ci-
Ce)-ankokeurpyna, i

ii) dbeHin Ta mipuann, KOXHWUIA 3 AKMX akynbTa-
TUBHO 3aMilleHUn 3aMiCHUKaMK B KinbKocTi Ao 3, He-
3anexHo OAMH BiA ofHoro BuMGpaHumu i3 rpynu, Ao
AIKOT BXOAsATh ranoig, rigpokeurpyna, C,-Cs-ankin Ta -
O(C1-Cy-ankin);

R1, Ry, R3 Ta R4 HE3anexHo oauH Big ogHOro BU-
Opa~i i3 rpynn, 0o sikoi BXOA4ATb BOAEHb, ranoig, ria-
poKcu-, HiTpO-, UiaHo-, amiHorpyna, (Ci-Ce)-ankin,
(C1-Ce)-ankokcurpyna, (Cs-Cg)-umknoankin, (Cs-Cs)-
umknoankin-(Ci-Ce)-ankin, (C,-Ce)-ankeHin, (Cz-Ce)-
ankiHin, retepouuknoankin, ranoia-(Ci-Ce)-ankin,
ranoig-(C1-Ce)-ankokeurpyna, moHo- abo au-(C1-Ce)-
ankinamiHorpyna, amiHo-(C1-Ceg)-ankin i MmoHo- Ta au-
(C1-Ceg)-ankinamiHo-(C1-Ceg)-ankin;

Rs € BogeHb, (C1-Cg)-ankin, (Cs-Cg)-Lumknoankin,
(C3-Cg)-uuknoankin-(C1-Ce)-ankin, deHin, 6eH3nn,
TiodpeHin, Tiasonin, nipuaun, imigasonin, nipasonin
abo nipumiguHin;

Rs Ta R7y He3anexHo OfuH Big OAHOrO € BOAEHD,
dTOp abo C;-Cs-ankin;

W e 5-uneHHa retepoapwunbHa rpyna, Bubpana i3
rpynu, OO SIKOI BXOAATb TieHin, Tiasonin, imigasonin,
okcasonin, Tpwuasonin, TeTpasonin, nipasonin ato
i30KCa30mMin, KOXHUA 3 AKMX dakynbTaTUBHO 3aMillie-
Hu rpynamu Rsg B kinbkocTi 4o 4; abo

W € 6-uneHHa apunbHa abo retepoapunbHa rpy-
na, BMbpaHa i3 rpynu, 0o SKOi BXoAATb GoeHin, nipu-
MiguHin, nipuavn, nipugasvHin abo nipasuHin, KOXHNUIA
3 AKMX pakynbTaTMBHO 3aMilleHnn rpynamuv Rz B
KinbkocTi Ao 4; i

Rs3o BignoBigae BM3HAYEHHIO, MOLAHOMY BMULLE
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ansa ®opmynu |, abo, 3rigHO 3 BapiaHTOM, SIKOMY BiJ-
AaeTbcs nepesara, ana ®opmynu A,

o cnonyk ®opmyn V Ta VI, akum BigoaeTbes ne-
peBara, Hanexatb crnonyku, ae R, t1a Rz He3anexHo
O[MH Bi OOHOrO € BOAEHb, ranoif, y BapiaHTi, KoMy
Big4aeTbca nepesara, gTop abo xmnop, C;-Cs-ankin,
umknonponin, LuKnonponinveTnn, C;:-Cs-
arkokcurpyna, TpudTopmMeTun, HiTpo-, LiaHo-, aMiHO-
royna abo MoHo- um au-(Ci-Cs)-ankinamiHorpyna.
IHWuMmK rpynammn R, Ta Rs, SknM BigaaeTbca nepesa-
ra, € MoHo- abo pau-(Ci-Cs)-ankinamiHo-(C,-Cs)-
arnkokcurpyna, mMopdoniHin-(C,-Cs)-ankokcurpyna,
ninepnamH-1-in-(C,-Cz)-ankokcurpyna Ta ninepasuH-
1-in-(C,-Cs)-ankokecurpyna.

3rigHo 3 iHWKWM acnekToM, Len BUHaxig NnponoHye
cnonykn ®opmynu V i dopmynu VI, ge:

R HezanexHo BMOpaHui B KOXHOMY BuUMagky i3
rpynu, 0O sIKOi BXOAsiTb BoAeHb, ranoig i (Cq1-Cy)-
ankKin; i

R1 Ta R4 He3anexHo oguH Big ogHoro BuMGpaHi i3
rpynu, 0O SKOi BXOA4ATb BOAEHb, ranoid, rigpokcu-,
HiTPO-, UiaHO-, amiHorpyna, (Ci-Ceg)-ankin, (C1-Ce)-
arnkokcurpyna, (C3-Cg)-umknoancin, (Cs-Cg)-
umnknoankin-(Ci1-Ce)-ankin, ranoia-(C;-Ce)-ankin, ra-
noig-(C1-Ce)-ankokecurpyna, moHo- abo am-(Ci-Ce)-
ankinamiHorpyna, amiHo-(C;-Ce)-ankin i MoHo- Ta gu-
(C1-Ce)-ankinamiHo-(C1-Ce)-ankin.

B ubomy acnekTi BUHaxoay,

Rz (®opmyna V) ta Rz (Popmyna VI) Bignosiga-
I0Tb BU3HAYEHHAM, nogjaHum Buwe ana dopmynum |,
abo, 3rigHO 3 BapiaHTOM, AkoMy BigAaeTbcs GinbLia
nepeara, ona Popmynu IA;

Rs € (C1-Ce)-ankin, y BapiaHTi, SKOMy BiaAaeTbcs
nepesara, eTun abo H-nponi;

Rs Ta R7 € aTomu BogHIo;

W € 5-uneHHa retepoapwunbHa rpyna, Bubpana i3
rpynu, o Skoi BxogdTb pypaHin, TieHin, Tiasonin,
imigasonin, okcasonin, Tpuasonin, TeTpasonin, nipa-
3onin abo i3okcasonin, KOXHUA 3 SKnx akynbTaTmB-
HO 3amileHnn rpynamu Rso B KinbkocTi o 4; abo

W € 6-uneHHa apunbHa abo reTepoapurnbHa rpy-
na, BubpaHa i3 rpynu, 4o AKOi BXOAATb (heHin, nipu-
MiguHin, nipyamn, nipugasvHin abo nipasuHin, KOXHUIA
3 AKMX akynbTaTMBHO 3aMilleHnn rpynamum Rz B
KinbkocTi Ao 4; i

R3p BignoBigae BM3HAYEHHKO, MOAAHOMY BULUE
ans ®opmynu |, abo, 3rigHO 3 BapiaHTOM, SIKOMY Bif-
AaeTbes Ginblwa nepesara, ong ®opmynu 1A,

Cronyku 3rigHO 3 UMM acnekToMm BuHaxogy 6y-
AYyTb HWXYe nosHadeHi sik cnonyku ®opmynun V-A i
dopmynu VI-A.

pynamn R, gkum BiggaeTbca nepesara, € BO-
aeHb Ta Cq1-Cs-ankin, y BapiaHTi, AakoMy BigaaeTbes
Ginblwa nepesara, BoAeHb Ta MeTWn i y BapiaHTi,
AKOMY BioaaeTbCst HanbinbLia nepesara, BOAEHb.

Ho rpyn Ry Ta R4, kUM y LiIbOMY acnekTi BUHaxo-
[y BioOaeTbcs nepesara, HanexaTb BOAEHb, ranoig,
TpudtopmeTun, Cq1-Cp-ankin Ta uiaHorpyna. Y Bapia-
HTi, AKOMY BigaaeTbcsa nepesara, Ry Ta R4 - BoAeHb.
Y BapiaHTi, SkOMy BiggaeTbcs Ginblia nepesara, BCi
R, R1 i R4 € aTOoMK BogHIO.

Cepepn cnonyk 3rigHo 3 LM acnekTom BUHaxoAay,
ae W - 5-yneHHa reTepoapunbHa rpyna, nepesara
BigaaeTbca cnonykam, ge W - tiasonin, cdakynbtatu-
BHO 3aMilleHuih ogHuM abo Kinbkoma 3amMiCHMKamu,
HesanexHo oAvH Bif ofHOro BUGpaHuMm i3 rpynu, oo
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AKOi BXOOATb ranoig, uiaHo-, rigpokcu-, okcorpyna,
ranoigiun  Cy-Cr-ankin, Ci-Cr-ankin Tta C1-Co-
ankokcurpyna. IHWumm cnonykamu, skum BigOaeTbcst
nepesara, € cnonyku, ae W - 2-Tiazonin.

Cepep cnonyk 3rigHoO 3 UMM acnekToM BUHaxoay,
ae W - 6-uneHHa apunbHa abo retepoapwurbHa rpyna,
nepesara Biggaetbca crnonykam, ae W - deHin abo
NipUAaWN, KOXHUA 3 SKNX (pakynbTaTUBHO 3aMilleHuin
OfHMM abo KinbkomMa 3aMiCHMKaMMu, He3aneXHO OAWH
Bii ogHOro BMOpaHMMW i3 rpynu, OO SIKOi BXOOATb
ranoig, uiaHo-, rigpokcu-, okcorpyna, ranoig-Ci-Co-
ankin, C1-Cy-ankin Ta C1-Cy-ankokcurpyna. NepeBara
Big4aeTbca Takox cnonykam, ge W - 2-nipumiguHin,
3-dpTopdeHin abo 6-dpTop-2-nipuanHin.

Oo iHwux rpyn W, skum BiggaeTbcs nepesara,
HanexaTtb 4-nipymiguHin,  5-ranoig-2-nipumiguHin,
3,6-guranoignipumignH-2-in Ta 2,6-, 4,6- i 5,6-
auvranoignipuguH-2-in.  lHwmvmn  rpynammn W,  gkum
BiodaeTbCca nepesara, € peHin, 3amileHnn ogHuUM
abo gBoMa 3aMiCHMKaMK, He3anexHo OAWH Bid OAHO-
ro BubpaHumu i3 rpynu, go skoi BxoaaTb C1-Co-ankin,
C1-Cz-ankokcu-, amiHorpyna, ranoig, TpudTopmMeTus
Ta uiaHorpyna. [o iHwux rpyn W, akum Bigaaetbcs
nepesara, Hanexartb 2-Tia3onifbHi rpynu, WO MalTb
OAMH abo ABa 3aMiCHUKW, HE3aNeXHO OAWH Bif O4HO-
ro BubpaHi i3 rpynu, go skoi Bxogatb Ci-Co-ankin,
amiHorpyna, Ci-Cs-ankin, rigpokcurpyna, Ci-Cs-ankin
Ta TpudpTopmeTUn.

IHWIi acnekT UbOro BMHAxXody OXONMIKTb CHo-
nykn ®opmynu V-A ta ®opmynu VI-A, ge

Rz (ana ®opmynu V-A) abo Rz (ans ®opmynm VI-
A) BUBpaHwuii i3 rpynu, 4o SIKOi BXOAATb

i) BOOEHb, ramnoig, rigpokcu-, HiTpo-, LiaHo-, ami-
Horpyna, ranoig-C;-Ce-ankin ta  ranoig-C;-Ce-
ankokcurpyna,

i) Ci-Cg-ankin, Ci-Ce-ankokcurpyna, Cs-Cg-
umknoankin, C,-Cg-ankeHin, Ci-Ceg-ankiHin, (Csz-Cg-
uuknoankin)-Ci-Cs-ankin,  -NH(Ri10), -N(R10)(R11),
(R10)NH-(C1-Cg)-ankin, (R10)(R11)N-(C1-Ce)-ankin,
(retepoumknoankin)-C,-C4-ankin ta retepouuknoarn-
Kifl, KOXXHUI 3 SKMX pakynbTaTUBHO 3amilleHun 1, 2, 3
abo 4 rpynamu Rz, Ae Ryo Bignosigae BM3HAYEHHIO,
nogaHomMy Buie ans cnonyk ®opmynu |, abo, 3rinHo
3 BapiaHTOM, SiKOMy BigAaeTbCcs nepesara, Ans chno-
nyk ®opmynu IA.

LLle ognH acnekT Lboro BMHaxody NPOMOHYE Cho-
nykn ®opmynu V-A ta ®opmynu VI-A, ge R, (ansa
®opmynu V-A) abo Rs (ana ®opmynu VI-A) Bubpannii
i3 rpynu, Ao AIKOi BXOAATb BOAEHb, ranoig, rigpokcu-,
HITpO-, UiaHo-, amiHorpyna, ranoig-Cq-Ce-ankin Ta
ranoia-(C;-Ce)-ankokcurpyna.

Mopanblui acnekTn Lboro BMHAXOA4y OXOMMIOKTb
cnonykn ®opmynu V-A ta ®opmynun VI-A, ge R, (ans
®opmynu V-A) abo Rs (ana ®opmynu VI-A) € rpyna
dopmynu

0

Rg
b g*

\

Rc

ne J - N, CH a6bo C-(C1-Ce)-ankin i
Rg Ta Rc He3anexHo oauH Big ogHoro BMGpaHi i3
rpynu, o skoi BxoaaTb BodeHb, (Ci-Ce)-ankin, (Co-
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Ce)-ankeHin, (C,-Cg)-ankinin, (Cs-Cg)-umknoankin ta
(Cs-Cg-umknoankin)-(C1-Ca)-ankin; abo

Rg Ta Rc cninbHo 3 atoMom, A0 SKOro BOHW Mpu-
€[HaHi, yTBOpIooTb 4-10-4neHHy MOHOUMKNIYHY abo
GiUmMKnivHy cuctemy, sika MoXe MiCTUTW: a) oaunH abo
Kiflbka NOABIMHUX 3B'A3KIB, b) ogHY abo Kinbka Okcor-
pyn, O, S, SO, SO, abo N-Rp, ae Rp - BogeHb abo
(C1-Ce)-ankin; Ta/abo c) ognH abo Kinbka 3amiCHUKIB
R20, Ae Rz BignoBsigae BU3Ha4YeHHI0, NogaHOMy BuULLE
anst cnonyk ®opmynu |, abo, 3rigHo 3 BapiaHTOM,
KoMy BiggaeTbcsi Oinblia nepesara, BU3HAYEHHIO,
nogaHomy Buie Ans cnonyk dopmynu A,

Llen BuHaxig nponoHye Takox cnonyku éopmynum
V-A ta ®opmynu VI-A, ge R, (ana ®opmynu V-A) abo
R3 (ana ®opmynu VI-A) € rpyna ®opmynu

G
§/ S

ne G - 3B'a3ok abo C1-Cy-ankin; i Ra - Hacu4yeha,
YacTKOBO HeHacumyeHa abo apomartuyHa kapboumkni-
YHa CMCTEMa, sika CKNaJaeTbCs 3 O4HOro LuMKny abo
[BOX KOHAEHCOBaHMX, HEKOHAEHCOBaHUX abo 3'eaHa-
HWUX CMiNlbHMM aTOMOM UMKIIB (ChipouuMKniyHa cucte-
Ma), Ae KOXHUIA umkn mictutb 0, 1 abo 2 reTepoaTto-
MW, He3anexHo OAMH BiA ogHOro BMGpaHi i3 rpynu,
aka sknovae N, S Ta O, npuyomy 3rafaHa Hacu4eHa,
4YacTKOBO HeHacumyeHa abo apomartuyHa kapboumkni-
YHa cucTema pakynbTaTUBHO 3amiweHa 1, 2, 3 abo 4
rpynamu Ryo. MNepeBara BigaaeTbcs cnonykam LbOro
knacy, oe Ra BuMOGpaHuii i3 rpynu, 0o SKoi BXOAATb
deHin, niponin, nipasonin, Tiasonin, i3okcasonin,
Tpvasonin, TeTpasonin, okcagiasonin Ta okcasonin,
KOXHUIA 3 AKUX (DakynbTaTMBHO 3amiweHun 1, 2, 3
abo 4 rpynamu Ryo. Ry BignoBigae BM3HAYEHHIO, No-
AaHomy Buwe Ana cnonyk ®opmynu |, abo, 3rigHo 3
BapiaHTOM, sIKOMy BiggaeTbca binblia nepesara, Bu-
3HaYeHHI0, NnogaHoMy BuLle Ans cnonyk ®opmynu IA.

Llen BuHaxig oxonosntoe Takox cnonyku dopmMmynu
V-A ta ®opmynu VI-A, ge R, (ana ®opmynu V-A) abo
R3 (ans ®opmynu VI-A) € -HC=N-OH a6o -HC=]4(C;-
C6-ankokcurpyna).

IHWi BeHsimigasonu Ta nipuauniMmigasonu, ki Bi-
ANoBifaloTh LIbOMY BUHAxoAy, NpeacTaBneHi noga-
HUMK HkYe Popmynamm X-XVIII.

R N

1 N T )
T~

Z
zlf
Zs 2

Rs

Dopmyna X
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®opmyna XVIII

BMiHHI Z1, Z3, Z3, Z4, R, Q Ta W y ®opmynax X-
XVIIl BignoBigatoTb BU3HAYEHHAM, MNOAAHUMM BULLIE
anst ®opmynu |, abo, 3rigHo 3 BapiaHTOM, sSiKOMy Bif-
AaeTtbes Ginblwa nepesara, ang ®opmynu 1A,

Mepeeara Biggaetbca cnonykam dopmyn X-
XV””, ae Z]_ - CRl, Zs - CRz, Z3 - CR3 i Z4 - CRs4. MNe-
peBara BigAaeTbCca Takox cnonykam ®opmyn X-
XVTII, pe ogHa i Tinbkn ogHa i3 rpyn Zi, Z,, Z3, Zs €
asot. OcobnuBa nepesara Bigoaetbca cnonykam do-
pmyn X-XVIII, oe ogHa i Tinbku ogHa i3 rpyn Za, Zz, Zs,
Z4 € a30T, NpMyYOMy a30ToM € abo Z,, abo Zs.

KoHKpeTHMM BapiaHTOM 34iMCHEHHS LbOro BUHAa-
xoay € crnonyku ®opmyn X-XVII, ne Q (B pasi rioro
npucytHocTi) € C(Re)(R7). Y BapiaHTi, skomy Bigaa-
€TbCA nepesara, Rg Ta Ry € aTomu BogHI0.

IHWi BapiaHTU 34INCHEHHA UbOro BMHAxXody CTO-
cytotbca crnonyk ®opmyn X-XVIIl, ae W € 5-yneHHa
retepoapwrbHa rpyna, ae 3ragaHa 5-uneHHa retepo-
apunbHa rpyna dakynsTaTMBHO 3aMilleHa rpynamu B
KinbkOCTi 40 4, He3anexHo ofHa Big oAHOI BUBpaHu-
MW i3 rpynu, 4o SKoi BXxoasTb Rsg, -CO2H, -C(=0)ORE,
-C(=O)NHRg, -C(=O)NReRg, -C(O)Rg i -S(O)mRE, -
ORE, oe Rz i Re BignosigaoTs nogaHum BULle BU-
3HayeHHsM, a m - 0, 1 abo 2. NepeBara BigaaeTbcA
cnonykam uboro knacy, ae Z - CRy, Z; - CRy, Z3 -
CR3 i Z4 - CR4, abo cnonykam, e ofgHa i Tinekn ogHa
i3 rpyn Zi, Z», Z3, Z4 € a30TOM; ocobnuBa nepesara
BiJ4aeTbCA Crnonykam LbOro knacy, Ae ogHa i Tinbku
ofHa i3 rpyn Zi, Zy, Z3, Z4 € @30T, NPUYOMY a30TOM €
abo Z,, abo Zs.

Llen BuHaxig nponoHye noxigHi 6eHsimigasony Ta
nipyauniMigasony, NpuKnagn SKUx y BapiaHTi, KoMy
BiJ4a€eTbCA nepeBara, 3B'A3Yy0TbCA 3 BUCOKOK CMopi-
OHeHicTio 3 6eH3opia3eniHoOBMM CalToOM peLenTopiB
FAMKa, B TOMy uucni peuentopis TAMKa nognHwu.
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CnopigHeHictb cnonyk ®opmynu | go 6eHsopiaseni-
HOBOro cavTa MOXHa BW3HaYUTU i3 3aCTOCYBaHHAM
BMNpoGYyBaHHs Ha 3B'A3yBaHHsA 3 peuentopoM MAMKa,,
Hanpvknag, 3a 4ONOMOrol BUNpobyBaHHS, npeacTa-
BneHoro B MNpuknagi 53. Cnonyku ®opmynu |, akum
BiJaETbCA MepeBara i sKi 3B'A3yOTbCA 3 BMCOKOH
CropifgHeHicTio 3 GeH3odiazeniHOBMM CalnToM peuen-
Topie TAMKa, nokasytloTb npu UbOMYy BUMNpoOOyBaHHi
3HayeHHs K Huxye Hik 1MkM. Cnonyku, HagaHi uum
BMHaxo4oM, SIKi MaloTb OYyXXe BUCOKY CMOPiAHEHICTb,
npu BunpoOyBaHHi, nogaHomy B MNpuknaai 53, noka-
3yl0Tb 3Ha4YeHHSA K Hux4e Hixx 100HM abo, B BapiaHTi,
SAKOMY BigaaeTbcs We Ginblia nepesara, HWXYe Hix
10HM. He Topkatoumch Byab-sKnx KOHKPETHUX Teope-
TUYHMX MOJSOXEHb, MOXHA BBaXaTtu, WO dapmaLes-
TUYHa NPUAATHICTb LUMX CMOMYK € HacrigKoOM B3aEMO-
aii cnonyk ®opmynu | 3 6eH3ofia3eniHOBNM CanToM.

Llein BMHaxig oxonmoe TakoX MoXiaHi GeHsimiga-
3ony Ta nipugunimigasony, sKi 3B'A3y0TbCA 3 BUCO-
KO CenekTUBHICTIO 3 0OeH3oaia3eniHOBMM CanToM
peuentopiB FTAMK,, B ToMy uncni peuentopis TAMKa
nognHn. Cnonykn dopmynu |, kMM BiggaeTbcs ne-
peBara i Siki NOKa3ylTb BWCOKY CENEKTUBHICTb (abo
BMCOKY cneumndiyHicTb), MarTb CMOpiAHEHICTb [0
OeH3ogiaszeniHoBoro canta peuentopa FAMKa, ska
nepesuye woHavmeHwe B 10 pasiB, a B BapiaHTi,
KoMy BigaaeTbcsa nepesara, B 100 pasis, cnopigHe-
HiCTb A0 6yab-AKOro iHWoro memo6paHo-3B'A3aHHOMO
peuenTopa, KOTPMIN € BiJOMOIO MilLEHHIO AN nikap-
cbkoro npenapaty. Cnonykn ®opmynu |, akum Bigaa-
€Tbce Oinblia nepesara, He BUABNATb MEHLUOI 3a
1MKMONb CMnopigHEeHOCTi [0 3B'A3yBaHHHA 3 Oyab-
AKAM iHLWMM MembpaHOo-3B'A3aHMM peLenTopoMm, KOT-
pUn € BiOOMOK MiLLEHHIO Ans fikapcbkoro npenapa-
Ty. [lo MembBpaHo-3B'A3aHNX peLenTopis, ki € Bigo-
MUMW  MIlLEHAMM  ANS  NiKAapCbKMX  npenaparis,
Hanexartb OOMNaMiHOBI peLenTopu, KopTukonibepunHo-
Bi peuentopw, 6pagukiHiHOBI peuenTopu, peuenTopu
Heriponentugy Y, O6eTa-agpeHepriyHi peuenTopw,
KancaiuuHOBI  peLenTopu, ranaHiHoBi peuenTopw,
peuenTopy MiHEpPanoKopTUKOIAHOrO ropMoOHY, Mmena-
HOKOPTMHOBI peLienTopu Ta HEMPOKIHIHOBI peuenTopu,
arne He Tinbku nepenivyeHi TMnNn peuentopie. Cnopig-
HEHICTb 10 3B'A3yBaHHSA 3 MeMOpaHo-3B'A3aHNMK pe-
uentopamu, SKi € BiZOMUMW MilleHAMUW Ansi nikapcb-
KMX npenapaTtiB, MOXHa BU3HA4YaTM  LUMASXOM
BMNPOOYyBaHb Ha 3B'A3yBaHHS firaHaiB, MiYyeHux pa-
Oi0aKTUBHMM i30TOMOM, SIKi, ik NpaBuno, 4obpe Bigomi
B NpaKkTunLi.

Llen BuHaxig, KpiM TOro, oxonme cnocobu rniky-
BaHHs MauieHTiB, WO nNoTpebyoTb Takoro nikyBaHHs,
KiNbKICTIO CMOMyKW, HagaHoi UMM BMHaxo4oMm, AocTa-
THBOIO Ans 3miHM cumnTomie po3dnaay LIHC. Cnonykw,
HagaHi UMM BUHAXOOOM, WO Ail0Tb SK aroHiCTM Ha
peuenTopy MiaTMNIB a2Psy2 Ta asPsyz, NpuaatHi anga
nikyBaHHA po3nafiB, AKi CynpOBOAXYITbCA TPUBOX-
HUMKU CTaHamK, Hanpuknag, posnagiB, fKi CynpoBo-
DKYHOTbCS NaHivyHUM CTpaxom, obcecnBHO-
KOMMYMNbCMBHUX PO3najiB Ta reHepanisoBaHuUX po3-
nagis, siki CynpoBOMKYIOTbCS TPUBOXHUMU CTaHaMMU,;
po3nagis, CNPUYUHEHMX CTPECOM, B TOMY YMCHi NOCT-
TpaBMaTUYHMM CTPECOM, Ta rocTpux posnagis, cnpu-
YnHeHux ctpecoM. Cnonyku, HagaHi LMM BUHaXOAOoM,
IO AiloTb K aroHiCT! Ha peuenTopu NiATUNIB oPsy2
Ta ozfsy2’ NpUAaTHI Takox ANdA NikyBaHHSA Aenpecus-
HUX po3nagiB abo mMaHiakanbHO-AENPECUBHMX NCUXO-
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3iB, @ TaKOX AN NiKyBaHHSA MOPYLEHb CHY. Cnonyku,
HafaHi UMM BMHAXo4oM, WO AiloTb sIK 3BOPOTHI aroHi-
CTM Ha peuenTop niaTuny osPsy2 abo Ha peuentopwu
niaTmnis a1f2y2 i asPsyz, NpUAaTHI ANs NiKyBaHHA po3-
napgie nisHaBarnbHOI 30aTHOCTI, B TOMY YuUchi posna-
AiB, sKi € Hacnigkamun cuHgpomy [ayHa, Hevnpogere-
HepaTUBHMX 3axBOPHOBaHb, TakMx $K xBopoba
Anburenmepa Ta xsopoba [NapkiHcoHa, a Takox cna-
©0yMCTBa, NOB'A3AHOrO 3 iHCYNBTOM.

Cnonyku, HagaHi UMM BWHaxOA4OM, LIO AiloTb SK
3BOPOTHI aroHiCTU Ha peuenTop NiaTMNY asPsy2, 0CO-
6nvBO NpuaaTtHi Ana NikyBaHHA po3nagiB nisHaBanb-
HOT 30aTHOCTI LWNAXOM MOCUMNEHHA NaMm'aTi i, 30kpema,
KOpPOTKOYACHOI NaM'sTi, ¥ NauieHTIiB i3 NopyLUeHHAMU
nam'ati. Cnonykun, HagaHi UMM BMHaxXodoM, Lo AiloTb
SIK aroHicTM Ha peuenTop nNiaATUNY o1f2y2, NpuaaTHI
ANsi NiKyBaHHs1 KOHBYNbCUMBHUX PO3nafiB, Hanpvknag,
eninencii. Cnonykun, HagaHi UMM BMHAXO4OM, WO Ai-
I0Tb $IK aHTaroHicTM Ha ©OeH3ogia3eniHoOBMIA cauT,
npuaaTtHi Ans peeepcyBaHHsA edekTy nepefo3yBaHHA
OeH3ogia3eniHy Ta Ans nikyBaHHS HapKOTUYHOI 3ane-
XKHOCTI, 3BMKaHHS 00 NikapCbkux 3acobiB Ta ankoro-
NbHOT 3aMEXHOCTI.

[o 3axBoptoBaHb Ta/abo pos3nagis, Ans nikyBaH-
HSl SIKMX TaKOX MOXHa 3acToCyBaTW CMOMyKU Ta KOM-
no3uuii, HagaHi UMM BUHAXo040M, Hanexarb:

Henpecis, Hanpuknag, Aenpecisa, atuniyHa ge-
npecisi, MaHiakanbHO-AENPECUBHUI MNCUX03, Aenpe-
cvBHa hasa MaHiakanbHO-AENPECUBHOTO NMCMX03Y.

TpUWBOXHI CTaHW, Hanpuknag, reHepanisoBaHwuin
posnaj, WO CYNPOBOMAXYETLCH TPUBOXHWM CTaHOM,
aropadobisi, naHiYHM cTaH +/- aropadobisi, couia-
NbHi ¢o6ii, cneundiyHi dobii, posnag, cnpUYMHEHU
NOCTTPaBMaTUYHUM cTpecom, obcecumBHO-
KOMMYNbCMBHUIA po3naj, AMCTUMIS, po3naaun aganTa-
Lii 3 MOPYLUEHHAMW HACTPOK Ta TPMBOXHMMMK CTaHa-
MW, po3nag, NoB'd3aHui 3i CTpaxom nepepn posnyKoto,
rOCTpUA TPUBOXHWI CTaH, BUKMUKAHUWA nepeyyTTam
cTpecy, po3naau agantauii, LMKNOTUMIS.

Posnagu cHy, Hanpuknag, NopyLIEHHS CHY, B TO-
My uucni nepBuHHe 6E3COHHS, po3naau CHy, NoB's3a-
Hi 3 MOPYLUEHHAM LMPKaAHOro putMmy, GE€3COHHS, no-
PYLUEHHSA CHY, B TOMY YMCHI HiYHI KOLIMapK, BigyyTTH
Xaxy y CHi, po3nagu CHy, noB's3aHi 3 Aenpecieto
Ta/abo TpuBOrow abo iHWUMKU NCUMXIYHUMKU po3naja-
MM, MOPYLUEHHSI CHY, CMPUYMHEHI HAPKOTUYHUMU pe-
YoBUHaAMMW.

[MopyweHHs nisHaBanbHOI 34aTHOCTI, Hanpuknag,
NnopyLeHHs ni3HaBanbHOI 34aTHOCTI, NocnabneHHs
nam'aTti, nocnabneHHs KOpPOTKOYacHOi (onepaTuBHON)
nam'ati, xsopoba Anburenvepa, xsopoba [lapkiHco-
Ha, He3Ha4yHe 3HWKEeHHs ni3HaBanbHOI 30aTHOCTI,
BiKOBE MOripLUEHHS Ni3HaBarnbHOI 34aTHOCTI, iHCYNbT,
TpaBMaTMYHE MOLUKOMKEHHSI FOMIOBHOrO MO3KY, cna-
6oymcTBo, nos'a3aHe 3i CHIOom, Ta cnaboymcTso,
noB's3aHe 3 Aenpecieto, TpMBOroo abo Ncuxos3om.

Oedpiunt yBarn, Hanpuknag, gediunt yeBarn Ta
AediunT yBaru 3 rinepkiHeTU4HUM CUHOPOMOM.

MogHi po3naau, Hanpuknag, 3aikyBaTiCTb, B TOMY
yncni PyxoBWUW TUK, KIMOHIYHE 3aikaHHSA, yTpyAHeHa
MOBa, 3arajfibMOBaHICTb MOBW, AM3apTpis, CUHAPOM
TypeT abo B1bOyxoBa MoBa.

[Ncuxo3un, Hanpuknag, wun3odpeHis, ranoumnHa-
TOpPHI po3nagu.

Llen BuHaxig NponoHye Takox dapmaueBTUYHi
KOMNo3uuii, siki MicTATb oaHy abo Kinbka cnonyk, Ha-
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OaHVX UMM BMHaxOA4oOM, pa3oM i3 chapmMaueBTUYHO
NPUIRHATHUM HocieM abo HamnoBHOBaYeM, Anst MiKy-
BaHHA po3nagis, siki pearyloTb Ha Moaynsuito peuen-
TopiB FTAMK,, Hanpuknag, nikyBaHHA TPUBOXHUX CTa-
HiB, genpecii, nopyweHb CcHy abo nopyLeHb
ni3HaBanbHOI 34AaTHOCTI LUMSAXOM MOAYIHOBAHHA pe-
uenTtopiB TAMKa. [o dhapmaueBTU4HMX KOMNO3uLin
HanexaTb nakoBaHi dapmMaueBTUYHI KOMMOo3uLil, 4O
cKrnagy SiKMX BXOAUTb KOHTENHEP i3 BMILLEHO B HbO-
My TepaneBTUYHO eeKTUBHOI KiNbKICTIO LlOHanme-
Hwe ogHoro moaynsatopa peuentopa AMKa, onuca-
HOro BMLUE, Ta iHCTPYKUia (Hanpuknag, eTukeTka) i3
BKa3iBKOI0, L0 BMIiLLEHWI B KOHTENHep niraHg peuen-
Topa FTAMKa npusHayeHun ons nikyBaHHA po3nagy,
AKMN pearye Ha mogynsuito peuentopa FAMKa nauie-
HTa.

3rigHO 3 OKpeMMM acrnekToMm, Lew BuHaxig npo-
NOHYe CMoci® NOTeHLiIoBaHHSA Aji iHLIMX CMONyK, akTu-
BHMX wopo LIHC, akuii Bkniovae BBeAEHHS B opra-
Hi3M nauieHTa emMEeKTUBHOI  KiMbKOCTi  CMnomnyku,
HagaHol UMM BMHaxodoMm, B KomOiHauii 3 iHWwow cno-
nykow, aktneHot wogo LIHC. Jo Takmx crnonyk, ak-
TMBHMX woao LUHC, HanexaTb Taki: ansa nikyBaHHSA
TPMBOXHMX CTaHIB - aroHiCTU Ta aHTaroHicTu peLen-
TOpa CepOTOHIHY (Hanpwknag, 5-HT1a); 4N nikyBaHHA
TPUBOXHMX CTaHIB Ta Aenpecil - aHTaroHicTM HeNpoKi-
HiHoBOro peuenTopa abo aHTaroHiCTU KopTUKOnibe-
puHoBoro peuentopa (CRF1); ana nikyBaHHA nopy-
LEeHb CHY - aroHiCTM MenaToHIHOBOro peuenTtopa; i
ANs NiKyBaHHA HenpoAereHepaTVBHMX 3aXBOPIOBaHb,
Hanpvknag, cnaboymcTBa, BWKIIMKAHOTO XBOPOOOI
Anburenmepa - XOniHOMIMETUYHI aroHiCTK, MycKapu-
HOBi npenaparty, iHribiTopn aueTunxoniHectepasu Ta
aroHiCTM [onamiHOBMX peLEenTopiB, ane He TinbKu
nepeniyeHi TMnu cnonyk. 3okpema, uen BuHaxig npo-
NoHye crnoci® MoTeHLiloBaHHS aHTUAENPEeCOpPHOI ak-
TUMBHOCTI CEenekTUBHUX iHribiTopiB peabcopbuii cepo-
TOHIHY LUMAXOM BBEAEHHS B OpraHiamMm naujieHTa
edeKTMBHOI KinbkocTi cnonyku-aroHicta FAMK, Hapa-
HOI UMM BWMHaxoOoM, B KOMOiHaUii i3 CenekTMBHUM
iHriGiTopom peabcopbuii cEpOTOHiHY.

KombiHOBaHe BBeAeHHSA MOXHa 3filicHioBaTU
crnocobom, aHamnoriYyHMM po3kpuUTOMY B nybGnikauisix
[Oa-Powa (Da-Rocha) Ta iHLIKX, J.
Psychopharmacology (1997) 11 (3) 211-218; Cwmita
(Smith) Ta iHwmx, Am. J. Psychiatry (1998) 155 (10)
1339-45; abo Jle (Le) Ta iHwmx, Alcohol and
Alcoholism (1996) 31 Suppl. 127-132]. AnBuCb Takox
06roBopeHHs 3acTocyBaHHsA niraHgy peuentopa [A-
MKa 3-(5-meTunisokcason-3-in)-6-(1-meTnn-1,2,3-
Tpuason-4-in)-meTnnokcu-1,2,4-tpuasono[3,4-
alptanasuHy B KomOGiHauii 3 XOMiIHOMIMETUYHMMM
aroHictamun, MyCKapuMHOBWMMMW aroHicTamu Ta iHribiTo-
pamu aueTunxorniHectepasu B MidkHapoaHuX nybnika-
uisx PCT WO 99/47142, WO 99/47171 1a WO
99/47131, BignosigHo. Ha uen npegmeT gmBuCb Ta-
Kox ny6nikauito WO 99/37303, e po3rnsiHyTo 3acTo-
cyBaHHS knacy nirangis peuentopis TAMKa, 1,2,4-
Tpuasono[4,3-b]nipugasvHis, B koMGiHaUji i3 cenekTu-
BHUMM iHriGiTopamm peabcopbuii cepoTOHiHY.

Llen BuHaxig cTocyeTbCca Takoxk crnocobis iHriby-
BaHHA 3B'A3yBaHHsA OeH3ogiaseniHiB, Hanpuknag,
R015-1788, abo M'AMK i3 peuentopamu FAMKa, siKi
BKMOYaTb BBEOEHHS B KOHTAKT i3 KniTMHamu, ae
BupaxeHi peuentopn MTAMKja, po3uuHy, WO MICTUTb
cronyky, HagaHy UUM BMHaxXo4OM, B siKOMy 3rajaHa
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cronyka MPUCYTHA B KOHUEHTpaUii, AocTaTHiin ans
iHribyBaHHA 3B'A3yBaHHs GeH3ogiaseniHiB abo TAMK
i3 peuentopamu FAMKA, in vitro. Llei cnoci6 Bkniovae
iHribyBaHHs 3B'siI3yBaHHS GeH3opfia3eniHiB i3 peuenTo-
pamu FAMK, in vivo, Hanpuknag, y nauieHta, sikuin
ofepxaB KinbkicTe cnonyku ®opmynm |, ska 6yna 6
OocTaTHA Onsa iHridyBaHHs 3B'A3yBaHHS OeH3opiase-
niHiB a6o FAMK i3 peuentopamu FTAMKA, in vitro. 3rig-
HO 3 OQHWUM i3 BapiaHTIB 34iINCHEHHS LbOro BUHaxoay,
Taki cnocobu npuaaTHi AN nikyBaHHs nepefo3yBaH-
Hs1 6eH3oaia3eniHoBoro nikapcbkoro npenapaty. Kinb-
KicTb crnonyku, sika 6yna 6 goctatHa Ang iHribysaHHA
3B'A3yBaHHA OeHsopgiaseniHy 3 peuentopom AMKa,
MOXHA Jerko BM3HAYUTU LUNSAXOM BUNPOOYBaHHS
3B'Aa3yBaHHA 3 peuentopom F'AMKa, Hanmpuknag, Bu-
npobyBaHHsA, onucaHoro B lNpuknagi 53. Peuentopu
FAMKpa, 3acTocoByBaHi A5 BU3HAYEHHS 3B'A3yBaHHS
in vitro, MOXHa nerko ogepxaTn 3 PI3HUX DKepen,
Hanpvknag, i3 npenapartiB KOpU TOMIOBHOTO MO3KY
nautokis abo i3 KMiTUH, WO EeKCNpecyloTb KIOHOBaHI
peuenTtopy TAMKa noanHm.

Lle BuHaxig nNpoOMoOHYye TakoX CMOcoOM 3MiHHO-
BaHHSA aKTMBHOCTI mepegadvi curHany, 3oKkpema, XJo-
pugHoi nposigHocTi peuentopie TAMKa, e 3ragaHumn
cnoci6 BkNtOYae il Ha KNiTWHKU, WO EKCNpecyloTb
Taki peuentopn, eeKTUBHOI KifbKOCTi CMOMYyKKW, Ha-
AaHoi uMMm BMHaxogoM. Llei cnocib Bkntovae 3MiHto-
BaHHS aKTMBHOCTI nepepadi curHany peuentopis MA-
MKa in vivo, Hanpuknag, y nauieHTa, Skuin ogepxas
KinbkicTe cnonykn ®opmynu |, ska 6yna 6 gocratHA
ANs 3MiHW aKTMBHOCTI Mepefadi curHany peuenTtopis
FAMKA, in vitro. KinbkicTb cnonyku, ska 6yna 6 gocra-
THSA ONs 3MiHW aKTUMBHOCTI nepepadi curHany peuen-
TopiB TAMKa, MOXHa BM3HaYMTU LIMSXOM BUMNPOOY-
BaHHs aKTMBHOCTI Mepegadi curHany peuenTopa
FAMKa, Hanpuknag, 3a 4OMOMOrow Takoro BuMnpoby-
BaHHSA, onnc sikoro HaeseaeHun B lMpuknagi 54. Knitu-
Hamu, Wo ekcnpecyoTb peuentopu FAMK in vivo,
MOXYTb OYTW KNiTUHW HEPBOBUX BOJIOKOH ab0 KNiTUHU
rofIOBHOIO MO3KY. Taki KMiTUHN MOXYTb B3aEMOIATU
3i cnonykamu, HagaHumMu LM BUHaxo4oM, BHACNIOOK
KOHTaKkTy 3 GionoriYyHMMK piguHamu B OpraHiami nio-
OWHW, SKi MICTATb 3ragadi Crnonyku, Hanpuknag, 3i
CMMHHOMO3KOBOK pPignHONW. 3MiHa akTUBHOCTI nepe-
Aadi curHany peuentopiB FTAMKa in vitro moxHa Bu-
3HAYUTU LUMAXOM CMOCTEPEXEHHS enekTpoisionorii
KNiTWH, Wo ekcnpecyoTb peuentopn FTAMKa, konm
TaKi KMiTUHW KOHTAKTYIOTb 3i Cronykamu, HagaHumu
uum BUHaxodowMm, y npucytHocTi TAMK. Hanpuknag,
3MiHy enekTtpodisionorii KMiTWH, WO eKCnpecyTb
peuentopn NTAMKa, MOXHa BUABUTU 3a LOMOMOrOH
BMMIpPIOBaHHS MOBHOrO MOTEHLjany Ha oouutax, B sKi
6yna seegeHa MPHK peuentopis TAMKa. Take Bu-
npoOyBaHHsi onucaHe B MNpuknaai 54.

[nsa KinbkicHOro BU3Ha4YeHHs 3MiH B enekTpodisi-
onorii KNiTMH MOXHa 3acTOoCyBaTW PEECTpauilo BHYT-
PiLLUHBOKMITUHHOIO MoTeHLiany abo NOBHOro MOTEHL -
any. BigTBoptoBaHi 3MiHW noBeAiHKW TBapwWHW, LWO
ofepxana crnonyky, HagaHy UMM BUHaxXo4oM, MOXHa
TakoX BMKOPUCTaATWU ANs AeMOHCTpaLii 3MiH B enekT-
podisionorii KNiTUH TBapuHK, WO eKCnpecyloTb peLe-
ntopu FTAMKa.

Jlirangun peuentopis NTAMK,, 3anponoHoBaHi LM
BMHAxX0OOM, a TaKOX iXHi MiyeHi moxigHi, npuaatHi
TaKoX AN 3aCTOCYBaHHS SIK CTaHAApPTW Ta peakTuBuU
NP1 BU3HAYEHHI 30aTHOCTI NoTeHUianbHUX dapmMako-
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NOriYyHMX npenapatis OO0 3B'A3yBaHHSA peLenTopiB
FAMKa. MiyeHi pagioakTMBHMM i30TONOM MOXigHi Ni-
rangis peuentopis TAMKa, 3anponoHoBaHi LM BUHa-
X040M, NpuaaTHi TakoX OM1S 3aCTOCYBaHHA sk pagio-
aKTUBHI MITKM Onsi ofepXaHHs 300paXeHHs npu
NO3UTPOHHIV eMicCinHin Tomorpadii (PET) abo ogHo-
(POTOHHI  eMiCiHIn  KOMM'lIOTepHI  Tomorpadii
(SPECT).

Cronyku, HagaHi LM BUHaxo40M, MOXHa 3acTo-
coByBaTuW, 30Kpema, ANs OeMOHCTpaLii NpUCYyTHOCTI
peuenTopiB TAMKa B 3paskax knitTuH abo TkaHuH. Lle
MOXHa 34INCHUTN LUNSXOM NPUroTyBaHHA CYKYMHOCTI
napHWX 3paskiB KNiTMH abo TKaHWH, NPUYOMY LLIOHAW-
MEHLUEe OOWH i3 NapHWX 3paskiB roTylTb SK eKcrnepu-
MEHTarnbHUA 3pasok i LWOHANMEHLLE OOUH - SIK KOHT-
ponbHWA  3pas3ok. ExkcnepumeHTanbHU  3pasok
roTyloTb LUMSIXOM BBEAEHHS (B YMOBAaX, LLO YMOXITUB-
notoTb 3B'A3yBaHHsA RO15-1788 i3 peuentopamu A-
MKa 3paskiB kniTH abo TKaHWH) LOHaNMEHLLEe OfHO-
ro 3 napHUx 3paskiB KNiTUH abo TKaHWH, SKUIA paHille
He MaB KOHTAKTY Hi 3i CNONyKo, Ha4aHoK LM BUHa-
XOAOM, Hi 3 ii Cinnto, B KOHTAKT 3 eKcnepuMeHTanb-
HUM PO34YMHOM, SIKUA MICTUTb MIYEHUIA AN BUSIBMEH-
HS npenapaTt obpaHoi cronyku abo coni B nepLuiin
BUMIPSIHIN  MONSAPHIN  KOHUeHTpauii. KoHTponbHun
3pasoK roTyloTb TaknMM camo crnocobom, sk i ekcnepu-
MEHTanbHUM 3pa30kK, i BiH TaKOX MICTUTb MiYeHUN
npenapar Tiei camoi cnonyku abo coni, HagaHoi LM
BMHaxXO4OM, Y BULLI MONSIPHIN KOHLUEHTpauii.

Micng uboro ekcnepumeHTanbHW Ta KOHTPOIb-
HWIA 3pasky NPOMMBAIOTb ANA BUOANEHHS HE3B'A3aHOl
MiYeHoi Ans BUABMEHHA crnonyku. MNoTiM BU3Ha4aloTb
3anuLLIKOBY KiNbKiCTb 3B'A3aHOI MiYeHOI AN BUSBMEH-
HS CNONYyKM i 3iCTaBnsAOTb KiNbKICTb MiYeHOI Ans Bu-
SIBNEHHS CMONYyKN B eKCNepUMeHTanbHOMY Ta KOHT-
ponbHOMYy 3paskax. PesynbTaT 3icTaBneHHs, sKui
BKa3ye Ha MPUCYTHICTb LLOHaNMeHLIe B OQHOMY Npo-
MUTOMY €eKCrnepuMeHTanbHOMy 3pasky GinbLuoi Kirnb-
KOCTi BUSIBNEHOI MIiTKU, HiX B Oyb-AKOMY 3 KOHTPOIb-
HUX 3paskiB, CBIAYNTbL MPO MPUCYTHICTb peLenTopis
FAMKa y UbOMY ekcnepvMeHTanbLHoOMy 3pasky.

MiyeHa ans BMsBNeHHs crnonyka, sika 3aCTOCOBY-
€TbCs B Ui npoueaypi, Mmoxe OyTn nomivyeHa 3a go-
NOMOrolo pafioakTMBHOI MiTkm abo 3 [A0onomoroto
npsimMoi abo HenpAMOi NMIOMIHECLIEHTHOT MiTku. B paasi
3aCTOCYBaHHA B UiV npoueaypi ricTonoriyHmMx npena-
paTiB (3pi3iB) i MiYEHHSI CMONYKM pagioakTUBHWUM i30-
TONOM, 3B'A3aHY MiYeHY CMonyKy MOXHa BUSBUTU
aBTopagiorpadiyHMm cnocobom 3 ogepkaHHSAM aBTO-
pagiorpamu. KinbkiCTb BUSABMAEHOI MiTKM B eKkcnepwu-
MeHTanbHoMy abo KOHTPOMbHOMY 3pasky MOXHa BU-
3HauUMTU LWNAXOM nepernagy asTopagiorpam  Ta
3iCTaBMEHHS X eKCMO3NLIAHOI TyCTUHM.

Llen BuHaxig mponoHye cnocib ogepxaHHsa cro-
nykn ®opmynu A,
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B ®opmynax A Ta C, 3a3HaveHi Z1, Z;, Z3, Z4 Ta
R5 BignosigatoTb nogaHMM BULLE BU3HAYEHHSM AOnsi
®opmynu |, abo, srigHO 3 BapiaHTOM, sikOMy Bigaa-
eTbcsa Oinblwa nepesara, Zi, Zz, Zs, Z4 i R5 Bignos.i-
0alTb NOAaHMM BULLE BM3HA4YeHHsSM ang dopmynu
1A.

Res Ta R7 He3anexHo OAVH Bif, OAHOrO € BOAEHb,
dTOp abo ankin.

R y BuwesasHaveHin ®opmyni B HesanexHo B
KOXXHOMY BuUMagky BmbpaHuin i3 rpynu, 4O SKOI BXO-
O9Tb BoAeHb, ranoig, amiHorpyna, Ci-Cs-ankin, (Co-
Ce)-ankeHin, (C,-Cg)-ankinin, Ci-Ce-ankokcurpyna,
(C3-Cg)-umknoancin, (C3-Cg-umknoanton)-(C1-Cq)-
ankin, ranoig-(C1-Cg)-ankin, ranoigankokcu-, kapbok-
camigorpyna Ta 3-7-4neHHi kapbouukniyHi abo rete-
POLMKMIYHI rpynu, KOTPi € HACUYEHUMU, HEHACUYEHU-
MU abo apomMatU4HMMK i MOXyTb OyTM [A04ATKOBO
3aMmilleHi ogHMM abo KinbkomMa 3amicHMKamu, Hesa-
NeXHO OAMH Big ogHOro BuGpaHuMKM i3 rpynu, ska
BKIOYAE ranoig, okco-, rigpokeurpyny, C1-Cs-ankin ta
-O(Cl-C4-aJ'IKiJ'I).

W B ®opmyni B € apun abo retepoapwvn, oe apu-
nbHa abo retepoapwrbHa rpyna dakynbTaTuBHO 3a-
MilLleHa 3aMiCHMKamMu B KinbKOCTi A0 4, He3anexXHo
OOVH BiA ogHOro BUGpaHuX i3 rpynu, 4o SIKOi BXOAATb
R30, -CO2H, -C(=0)ORg, -C(=O)NHRE, -C(=O)NReRE,
-C(O)Rg i -S(O)mRe, -OREg, ae Rao i Re Bignosigatotb
BU3HAYEeHHAM, nogaHum euwe ang ®opmynu |, abo,
3rigHO 3 BapiaHTOM, SiKOMY BigaaeTbes Ginblia nepe-
Bara, ana ®opmynm IA, i m - 0, 1 abo 2. Llei cnocio
HWXYe no3HayeHo sk Cnocid 1.
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3rigHO 3 KOHKPETHUMW BapiaHTaMu 34iACHEHHS,
uen BMHaxig BKMOYae onucaHui Bulle crnocib ogep-
XaHHsa cnonyku ®opmynu A, ae Z; - CRy, Z; - CRy, Z3
-CR3iZ4-CRy.

R He3anexHo B KOXHOMY BuNagky BMOpaHuii i3
rpynu, Ao siKoi BXOAsTb BogeHb, ranoig ta (Ci-Cy)-
ankin;

Ri1, R4 Ta oamH i3 Ry i R3 He3anexHO oaviH BiA
ofHOro BMOpaHi i3 rpynu, 0o SKOi BXOASITb BOAEHb,
ranoig, rigpokcu-, HiTpo-, uiaHo-, amiHorpyna, (C1-Ce)-
ankin, (Ci-Ce)-ankokcurpyna, (Cs-Cg)-uuknoankin,
(Cs-Cg)-umknoankin-(C,-Ce)-ankin, ranoig-(C:-Ce)-
ankin, ranoig-(C;-Ce)-ankokcurpyna, moHo- abo au-
(C1-Cg)-ankinamiHorpyna, amiHo-(C1-Ce)-ankin i MoHo-
Ta gu-(C1-Ce)-ankinamiHo-(C1-Ce)-ankin.

Opyrvin 3 Rz i Rs Bignosigae Bu3HaveHHo, noaa-
Homy Buwe ana Popmynu | abo, 3rigHO 3 BapiaHTOM,
AkoMy BigaaeTbcs Ginblwia nepesara, ana ®opmynu
IA, abo X, B AesikuX BapiaHTax 34iNCHEHHS1 LbOro Bu-
Haxoay, SKMM BigfaeTeecsa nepesara, Lsa rpyna subpa-
Ha i3 rpynu, 0o sKoi BXoaATb:

i) BoOeHb, ranoig, rigpokcu-, HiTpo-, UiaHo-, ami-
Horpyna, ranoig-(Ci-Ce)-ankin Ta ranoig-(Ci-Ce)-
arnkokcurpyna,

i) Cq-Ce-ankin, C;i-Ce-ankokcurpyna, Cs-Cg-
uuknoankin, Cy-Cs-ankeHin, Cz-Cs-ankiHin, (Csz-Cs-
uuknoankin)-Ci-Cs-ankin,  -NH(Ri0), -N(R10)(R11),
(Rlo)NH-(Cl-CG)-aJ'IKiﬂ, (Rlo)(Rll)N-(Cl-Ce)-aﬂKiﬂ,
(retepoumknoankin)-C:-Cs-ankin Ta retepouuknoan-
Kifl, KOXKHUI 3 SKUX pakynbTaTUBHO 3amilleHun 1, 2, 3
abo 4 rpynamu Ryo.

B peskux BapiaHTax 34iiCHEHHA BUHaxody, KM
BigdaeTbCcsa nepesara, BCi R, R1 i R4 € atomu BogHI0.

Rs € (C1-Ce)-ankin. MNepesara Bigaaetbcs BapiaH-
Tam, ae Rs € eTun Ta H-nponin.

Rs Ta Ry € aTomMu BOaHIO.

W € dbeHin, dpypaHin, Tienin, Tiasonin, imigasonin,
okcasonin, Tpuasonin, TeTpasonin, nipasonin, i3okca-
30nin, nipumiguHin, 6eHsiMigasonin, XiHONiHIN, i3oxi-
HOMIHIM, KOXHWUA 3 SKMX PakynbTaTUBHO 3aMilleHUin
rpynamu Rzp B KinbkocTi Ao 4, ae Rso Bignosigae Bu-
3HaYeHHI0, MoAaHOMY NPU ONWCI BULLE3ragaHoro cno-
coby. o rpyn W, sikuM BiggaeTbcs nepesara, Hane-
XaTtb 2-Tiasonin, 2-nipumianHin, 3-ptopdeHin abo 6-
dTOP-2-NipnamnHin.

B iHWKWX BapiaHTax 34iNCHEHHS], SIKUM BiAAaeTbCcs
nepesara, Liel BMHaxXi CTOCYETbCA CMOCO0y 3rigHo 3i
Cnocobom 1, ge Z; - CRy; ogHa i Tinbku ogHa i3 rpyn
i3 Z, abo Z3 - a30T; Z4 - CR4.

R1 i Rs MOXyTb BignoBigaTy BM3HAYeHHIO, noaa-
Homy anst Cnocoby 1. MNepeBara BigoaeTbca BapiaH-
Tam, ge Ri1 Ta R4 € BoAeHb, ranoig, TpudtopmeTun,
C;-Cy-ankin Ta uiaHorpyna.

B pnesikmx BapiaHTax 34iiCHEHHS LIbOro BUHAaxoay,
SKUM BigOaeTbca nepesara, Bci R, Ry Ta R4 € atomu
BOAHIO.

R2 abo R; (B pasi, konv oauH i3 Z, abo Z; € CR;
abo CR3) B1bpaHi i3 rpynu, o sKoi BXoAsiTh:

i) BogeHb, ranoig, rigpokcu-, HiTpo-, uiaHo-, ami-
Horpyna, ranoig-( Ci-Ce)-ankin Ta ranoig-( Ci-Ce)-
ankokcurpyna,

i) Ci-Cg-ankin, Ci-Cg-ankokcurpyna, Cs-Cg-
umknoankin, C,-Cs-ankenin, C,-Cs-ankiHin, (Cs-Cs-
uuknoankin)-Ci-Cg-ankin, -NH(R10), -N(Rio)(R11),
(Rlo)NH-(Cl-Cs)-aﬂKiﬂ, (Rlo)(R11)N-(C1-Ce)-aﬂKiﬂ,
(reTepoumknoarnkin)-C;-C4-ankin Ta retepouuknoan-
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Kifl, KOXKHUI 3 KX ¢paKynbTaTUBHO 3amilleHnn 1, 2, 3
abo 4 rpynamu Ra.

Rs € (C1-Cg)-ankin. MepeBara BigaaeTbcs BapiaH-
Tam, ae R5 € etun Ta H-nponin.

Res Ta R7 € aTomu BoAHt0.

W e 5-uneHHa reTepoapurbHa rpyna, ge sragaHa
5-uneHHa reTepoapwunbHa rpyna akynbTaTUBHO 3a-
MilLleHa rpynamu B KinbkocTi o 4, He3anexHo ogHa
BiJ, 04HOi BMOpaHMMK i3 rpynu, 4o Akoi BxoasaTb Rao, -
COzH, -C(=O)ORg, -C(=O)NHRg, -C(=O)NReRg, -
C(O)Re ta -S(O)mRe, -OREg, ae R3 Ta Re Bignosiga-
I0Tb NOAAHUM BULLE BM3Ha4eHHAM, a m - 0, 1 abo 2;
abo

W € 6-uneHHa apunbHa abo retepoapunbHa rpy-
na, e srafjaHa 6-4neHHa apwnbHa abo retepoapu-
nbHa rpyna ¢akynbTaTUBHO 3amillleHa rpynamu B
KiNbKOCTI 40 4, He3anexHo ofHa Big oAHOI BUBpaHu-
MM i3 rpynu, Ao sKoi BxogaTb Rsg, -CO2H, -C(=0O)ORE,
-C(=O)NHRg, -C(=O)NRgRg, -C(O)Re i -S(O)mRE, -
OREg, oe Rizo Ta Re BignoBigawTe NogaHnUM BULLE BU-
3HayeHHsm, am - 0, 1 abo 2.

B pasi, skwo W € 5-uneHHa retepoapunbHa rpy-
na, W € nepeBaxHO Tia3onin, TieHin, imigasonin, ok-
casonin, Tpuasonin, TeTpa3sonin, nipasonin abo i3ok-
casonif, KOXHUN 3 AKMX baKyrnbTaTUBHO 3aMilleHunin
OAHMM abo KiflbkoMa 3aMiCHMKaMUK, He3aneXHO OAWH
Bi ogHOro BMOpaHMMW i3 rpynu, OO0 SIKOi BXOOATb
ranoig, uiaHo-, rigpokcu-, okcorpyna, ranoig-Ci-Co-
ankin, Ci1-Ce-ankin ta C;-Cz-ankokcurpyna. [pynoto
W, skin Bigpoaetbcsa ocobnuBa nepeBara, € He3aMi-
WeHun 2-Tia3onin.

B pasi, skwo W € 6-uneHHa apunbHa abo rete-
poapunbHa rpyna, W € nepeBaxHo deHin, nipyumign-
HiN, nipuaun, nipasuHin abo nipuaasuHIn, KOXHWUA 3
AKMX (PaKynbTaTUBHO 3aMillleHnid ogHUM abo Kinbko-
Ma 3aMicHMKaMu, He3anexHO OAVH Big ogHoro BUG-
paHvMK i3 rpynu, 0O SKOI BXOASATb ramnoif, LiaHo-,
rigpokcu-, okcorpyna, ranoig-Ci-Co-ankin, C;-Cop-
ankin ta C;-Cz-ankokcurpyna. 'pynamm W, skum Big-
OaeTbCsl ocobnvBa nepeeara, € 2-nipumiguHin, 3-
dTOopdeHin abo 6-pTop-2-NipUamnHin.

B ubomy cnocobi 3rapaHi peareHtn B i C crnony-
YalTb, sIK NPaBWIIo, B NOMSIPHOMY anpOTOHHOMY PO3-
YMHHUKY, TakOM SIK TeTparigpodypaH, AMmeTundop-
Mamig abo 1,4-giokcaH, Npu TemnepaTtypax B Mexax
0-100°C. Micnsa yboro 4oaalTh BiAHOBMOBAY, HaNpu-
knag, NaH a6o iHwy ocHoBy, Hanpwknag, rigpokcua
HaTpito, byTunaT kanito, kapboHaT kanito abo kapbo-
HaT uesito, i NpooBXyTh peakuito. [1o6ip po3unHHK-
Ka, TemnepaTypu peakuii Ta BigHOBNIOBaya 3anexuTb
Bif npupoaun 3ragaHux peareHTis B i C, npote ix ner-
KO BM3HAuUTW paxiBUto B ranysi XiMiYHOro CUHTE3y.
Cxewma |, ctagia 4, € [OOATKOBOIO iNOCTPALIEd LIbOro
cnocoby.

XiMiYHWIA onnuc Ta TepmiHonorisa

®opmyna | oxonmne KOHKPETHI hopmynu, Npuk-
nagamn akux € ®opmyna IA, ®opmynu II-VI Ta dop-
Mynu X-XVIII, Ta ixHi hapmaueBTUYHO NPUAHATHI coni
3 KMCNOTaMKM Ta OCHOBaMu, MpoTe He obmexeHa Ta-
KMMM CrionyKamu.

Bupas "cdapmaueBTVYHO NPUIAHATHI" 3acTOCOBY-
€TbCA B LIbOMY OMNWUCI ONSA MO3HAYEHHS] TUX CMONYK,
MaTepianie, Komno3uuin Ta/abo po3oBaHMx doOpM,
AKi, B MeXax PO3yMHOI MeOW4HOi OLiHKW, MpuaaTHi
ONsi 3aCTOCYBaHHSA B KOHTaKTi 3 TKaHWMHaMu nogen
abo TBapuH 6e3 HagMipHOI TOKCMYHOCTI, NoapasHeH-



57

HSl, anepriyHoi peakuii abo iHwWoi npobnemn yun
YCKNaAHEHHsl, NPOMOpLiMHO PO3YMHOMY CRiBBiAHO-
LLEHHIO BUrpaLl/pusmk. Bupas "capmaueBTU4HO npu-
NHATHI coni" y 3HayeHHi, BXXMBAHOMY B LibOMY OMMUCI,
03Ha4ae NoxigHi Po3KPUTUX CMONyK, Ae BuUXigHa cno-
nyka mopmudikoBaHa ogepKaHHAM Ti COri 3 KMCNOTO
abo ocHoBoto. PaxiBuaM y Uil ranysi BigoMi pisHoma-
HIiTHi HETOKCMYHI hapMaLeBTUYHO MPUIAHATHI COni.

Mpuknagamm dapmMaueBTUYHO MPUNHATHUX CO-
nen € (ane HUMKU He oBMeXeHi) coni, yTBOpeHi peak-
UissMM MiHepanbHMX abo opraHiYHMX KUCMOT 3 OCHOB-
HAMUK 3anuiikamun, Hanpuknag, amiHamu; nyxHi abo
OpraHivHi coni KUCNOTHUX 3anuLKiB, HaNpuknaga, Kap-
B60HOBWKX KMCHOT; Towo. [lo hapmaueBTUYHO NpUAHA-
THUX COMNen HanexaTtb 3BUYalHi HETOKCUYHI coni abo
YeTBEePTUHHI aMOHIeBi Coni BUXIOHWX CMOMyK, ofdep-
XaHi, Hanpuknag, i3 BMKOPUCTAHHAM HETOKCUYHMX
HeopraHiyHMx abo opraHidyHMX KucnoT. Hanpuknaa,
0O TaKMX 3BMYANHUX HETOKCUYHWMX COMEeNn Hamnexarb
COri HeopraHiYHNX KUCMOT, Hanpuknag, XrnopucTOBO-
OHeBoi, BpomMUCTOBOAHEBOI, WMOAMCTOBOAHEBOI, Cip-
YaHoi, cynbgdamiHoBOi, CynbdiHOBOI, ¢OoCdhOpPHOI,
a30THOI TOLLO; Ta COMi OpraHiyHMX KWUCMOT, Hanpu-
knag, anipatuyHux, Hanpuknag, outosoi, HOOC-
(CH2)s-ACOOH, ge n=0-4, ToLL0, BUHHOI, ManeiHoBoI,
nponioHoBOi, OYpPLUTUHOBOI, rMikONEeBOi, CTEapUHOBOI,
MOJI0OYHOT, SI6MNY4YHOI, BMHHOI, NMMOHHOI, ackopbiHo-
BOi, NMamoBOi, ManeiHoBOI, OKCMMarneiHoBOI, (eHino-
LTOBOI, rnyTamiHOBOi, ©eH30MHOI, caniynnoBoi, Ccy-
NbgaHiNnoBoi, 2-aueToKCnBeH30MHOI, yMapoBoi,
TONyoncynbOHOBOI, METaHCYNbOHOBOI, eTaHANCY-
nbcpoHoBoi, waenesoi, i3eTioHoBoi, HOOC-(CHy)x-
COOH, ge n=0-4, Towo. PapmaLeBTUYHO NPUIAHATHI
coni, HagaHi UMM BMHaxXo4oOM, MOXHA CUHTe3yBaTu 3
BUXiZHOT CMONYKM, sika MiCTUTb OCHOBHY ab0 KMCMOTHY
rpyny, i3 3acTOCyBaHHAM TpagULIMHUX XIMIYHUX Me-
ToaiB. Ak npaBuIo, Taki Coni MOXHa oAepXxaTu Luns-
XOM MPOBEAEHHS peakuii LmMx cnonyk y opmi BinbHOI
KMCNoTn abo OCHOBU 3i CTEXIOMETPUYHOK KifTbKICTHO
Bi4NOBIAHOI OCHOBM abo KMcnoTu B Bodi abo B opra-
HIYHOMY PO34YMHHMKY abo B X CyMilli; SiK nNpaBwuo,
nepesara BiggaeTbCA HEBOAHWM cepefoBuLLam Tuny
npocTux eqipis, eTunaweTarty, eTaHony, i3onponaHo-
ny abo aueToHiTpuny. MNepenikv BignoBigHWMX conen
MoxHa 3HaWtu B [Remington's Pharmaceutical
Sciences, 17" ed., Mack Publishing Company,
Easton, PA, ctop.1418 (1985)].

Llen BuHaxig oxonntoe rigpatn cnonyk dopmynum
I

Llem BuHaxig oxonntoe BCi KpucTtanivyHi dopmum
cnonyk ®opmynu |. lNepeBara moxe BiggaBaTucs
NEBHMM KpucTaniyHum oopmam.

Ller BuHaxig oxonmoe TakoX aumnoBaHi Nponiku
cnonyk ®opmynu |. daxiBusM y Ui ranysi 3po3ymini
Pi3HOMaHITHIi METOAMKM CUHTE3y, sKi MOXyTb OyTn
3aCTOCOBaHi AN OAepPXXaHHSA HETOKCUYHUX dhapMa-
LEeBTMYHO MPUNHATHUX COMer Ta aumnoBaHWX nponi-
KiB crnonyk, siki oxonntotoTecs ®opmynoto |. Lien Bu-
Haxig, KpiM TOro, OXONME BCi €HaHTioMepu Ta
JiactepeomMepu pos3kpuTUX cnonyk. daxiBusam y Uin
ranysi nerko 3po3ymiti cnocodu, 3a JONOMOroK SIKMUX
MOXHa [OCArTW PO3AINEHHS CyMillen eHaHTiomepis
Ta giactepeomepiB. BusHaueHHs ®opmynu |, ke 3a-
CTOCOBYETbLCA B LIbOMY OMWCI, OXOMNMIOE MOXIUBI i30-
Mepu, Hanpvknaz, TayTomepu i potamepu.

Cronyku, onucaHi B LbOMY OOKYMEHTI, MOXYTb
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MaTM oauH abo Kinbka acMMeTpuUYHMX LeHTpiB abo
nnowwmH. Cnonyky, HagaHi UMM BUHaxodoMm, sk Mic-
TATb aCMMETPUYHO 3aMileHUn aToM, MOXyTb OyTu
BUAINEHI B ONTUYHO aKTUBHIN abo pavuemidHii dopmi.
B uin ranysi nobpe Bioomo, sik ogepxaTu OMNTUYHO
aKkTuBHI POpMK, HaMpuKnag, LWNAXOM PO3AiNeHHs
pauemiyHmx ¢opm (pauemartiB), aCMMMETPUYHOrO
CMHTE3y abo CMHTEe3y 3 OMTUYHO aKTUBHUX BUXiZHUX
mMatepianis. Po3gineHHa pauemaTtiB MOXHa 34iNCHU-
TV, Hanpuknag, craHapTHMMU MeTo4amu, Hanpu-
Knag, Kpucranisauielo B NPUCYTHOCTI pPO3AiNbHOro
areHTa, abo xpomaTorpadiyHum LLMIAXOM i3 3acToCy-
BaHHAM, Hanpuknag, XipanbHOi BWCOKOEMEKTUBHOI
piguHHOi xpomarorpadii. B onucaHmx cnonykax mo-
XyTb OyTW NPUCYTHI TakoX YMCINEHHI reOMEeTpPUYHI
isomepu oneciHiB, noapiiHMx 3B'askieB C=N Towlo, i
BCi Taki cTabinbHi i3oMepn OXOnniTLCA UMM BUHa-
xogom. OnucaHi reoMeTpuyHi umuc- i TpaHc-izomeipun
Cronyk, HagaHux UMM BUHaxXodoM, siKi MOXyTb OyTu
BUAINEHI K cymiw isomepiB abo 5K OKpeMi i30MepHi
dopmu. BuHaxig oxonntoe BCi XiparnbHi (€HaHTIOMEpHi
Ta giactepeomepHi) Ta pauemidHi hopmu, a Takox BCi
reoMeTpiyHi i30MepHi (POPMM KOXHOT CTPYKTYPU, SKLLO
KOHKPETHO He BKasaHa cneuudivyHa crepeoxiMivyHa
abo isomepHa dopma.

Axkwo B Oyab-sikin cknagosin abo cdopmyni cno-
nykn 6yap-sika 3MiHHa 3ycTpivaeTbcsl Oinblue oaHOro
pasy, TO ii BU3Ha4YEeHHS B KOXXHOMY BUMNaAKy He 3ane-
XWUTb Bif BU3HAYeHHSs, NogaHoOro B 6yab-AKoMy iHLIO-
My BUMNagKy. Tak, Hanpuknag, SKWO MokasaHo, Lo
neeHa rpyna 3amiweHa 0-3 rpynamu R* (oe R* o3Ha-
yae Oyab-aKy 3MiHHY rpyny, Hanpuknag, R), To B Ta-
KOMy BUMNagky 3ragjaHa rpyna moxe 6yt dpakynbTa-
TMBHO 3amiweHa rpynamum R* B KinbKOCTi 40 TPbOX i
R* B KOXXHOMY BMNaZKy He3anexHo BubpaHa 3 uncna
BM3HayeHb R*. Kpim Toro, komGiHauii 3amicHukiB
Ta/abo 3MiHHMX € NPUNYCTUMMMM NULLE B Pasi, SKLLO
BHACNIAOK Takmx KoMbGiHaLin yTBOPIOIOTLCA CTabinbHi
CMONyKW.

Axwo npo Byab-sKy rpyny, Hanpuknag, npo apwu-
NbHY rpyny, retepoapurbHy rpyny, KapOoUMKMiyYHY
rpyny, reTepoumkIiyHy rpyny, MOHoUMKNiYHy abo 6i-
LUMKNiYHY cUCTeMy CkasaHo, Lo BOHa "dgakynbTaTuB-
HO 3aMmillleHa oAHUM abo KinbkoMa 3amMicHUKamu", To
Taka rpyna moxe mictutn 0 abo Big 1 4O Makcumarb-
HOI MpUNYCTUMOI KiNbKOCTi 3amicHukiB 6e3 nepeBu-
LLIeHHS1 BarNeHTHOCTIi aTOMiB 3aMileHoi rpynu. Y Bapi-
aHTi, fAKoMy BifAaeTbCA nepesara, Taki rpynu
3amilleHi 0 abo 1-4 3amicHMKamu; y BapiaHTi, SKOMy
BigaaeTbcsa Ginblwa nepesara, 0 abo 1-3 3amicHuka-
MW. Y BapiaHTax, sikUM BigfaeTbCs nepesara, Taki
rpynu 3amillleHi He Binblue HiXX OAHUM OKCO3aMiCHU-
KOM.

Oedpic "-", WO He 3HaxoAMTbCHA MiX OBOMa niTe-
pamn abo cMMBONaMu, 3aCTOCOBYETbLCA ANS MO3Ha-
YeHHda Micus npuegHaHHA 3aMicHuka. Hanpuknag, -
C(=O)NH, o3Hauvae, WO BkasaHa rpyna npuegHaHa
Yyepes aToOM ByrmneLyo.

TepmiH "ankin" y 3HayeHHi, BX1UBaHOMY B LIbOMY
onuci, o3Havyae anidaTudHi BYrmMeBOAHEBI rpynu Sk
posranyXeHoi, Tak i miHiiHOI OygoBu, WO MICTATb
NeBHY KiNMbKiCTb aTomiB Byrneut. AnkinbHi rpynu 3 2
abo Oinblle aToMiB BYrfeL MOXyTb MICTUTU NOABIN-
Hi @abo NoTpirHI 3B'A3kK. MpuknNagamm ankinbHUX rpyn
€ (ane HUMKU He obMexeHi) meTun, eTun, H-Mponin,
isonponin, H-bytun, BTOp-OyTMM, TpPeT-OyTun, H-
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neHTUn i BTOp-NneHTUn. epeBara cepen ankinbHUX
rpyn Bigaaetbcs Cq1-Cg ankinam. TepmiH "C1-Cg ankin”
03Hauvae ankinbHi rpynu, gki Mictatb Big 1 Ao 6 aTomis
BYyrneuto.

TepmiH "ankokcu(rpyna)" y 3Ha4YeHHi, BX1UBaHOMY
B LibOMY OMUCi, O3HA4a€e arkinbHy rpyny 3rigHo 3 no-
OAaHUM BULLE BU3HAYEHHSIM, i3 BKA3aHOK KiNbKICTHO
aTtoMiB Byrfeuto, nNpueaHaHy vyepes KMCHEBUMA MICTO-
yok. MNpuknagamu ankokcurpyn € (ane HUMKM He 06-

MeXeHi) MeToKcurpyna, eToKcurpyna, H-
npornokcurpyna, isonponokcurpyna, H-bytokcurpyna,
2-6yTokcurpyna, TpeT-6yTokecurpyna, H-
neHToKeurpyna, 2-neHTokcurpyna, 3-neHTokcurpyna,
i30MeHToKCHrpyna, HeoneHToKcurpyna, H-
rekcumnokcurpyna, 2-rekcunokcurpyna, 3-

rekcunokcurpyna ta 3-metunneHTokeurpyna. TepmiH
"C1-Ce -ankokcu(rpyna)" osHayae ankokcurpynu, ski
MicTSTb Big 1 4o 6 aToMiB ByrneLto.

TepmiH "ankeHin" oxonnioe ByrneBoAHEBI NaHLo-
r niHinHoi abo poaranyxeHoi koHdirypauii, sk mic-
TATb OAMH abo Kinbka HEHacMyeHux BYyrnelb-
BYrneueBnx 3B'A3KiB, KOTPI MOXYTb MiCTUTUCS B Oyab-
AKIN cTabinbHIM ToYui B3QOBX NaHutora, Hanpuknag,
eTeHin abo nponeHin. ANKeHiNbHI rpynu MicTATb, K
npasuno, Big 2 Ao 8 aTtomis Byrneu, yacTiwe Big 2
Ao 6 aTomis ByrneLto.

TepmiH "ankiHin" oxonntoe ByrneBoAHEeBi NaHLto-
r niHinHoi abo poaranyxeHoi koHdirypauii, aki mic-
TATb 0AMH abo Kinbka NOTPIVHUX BYrneLb-Byrneuesmx
3B'A3KiB, KOTPi MOXYyTb MiCTMTUCA B Byab-skin cTabi-
NbHIM ToYUi B34OBX NaHLUora, Hanpuknaga, eTuHin abo
nponiHin. AnKiHINbHI rpynn MicTaTb, SK Npasuno, Big 2
Ao 8 atomiB Byrneuto, YacrTile Big 2 4o 6 aToMiB BYr-
neuto.

TepmiH "apun" o3Havae apomaTuyHi rpynu, LWO
BKMoYaloTb 1 abo Kinbka LuWkniB, e YneHamm apoma-
TUYHOrO UMKy abo uMKniB € atomMu Byrneut. Taki
rpynu MoxyTb OyTu 3amileHmmu, sKkwo e obymoBs-
neHo. [1o apunbHUX rpyn, SkMM BigAaeTbCca nepesara,
Hanexatb (akynbTaTUBHO 3aMilLleHnn deHin i daky-
NbTaTMBHO 3aMilLeHnIn HadpTun.

TepMiH "umknoankin" oxonme HacUYeHi LMKMIYHI
rpynu, ki MiCTATb BKa3aHy KifbKiCTb aTOMIB BYrneLto,
Hanpvknag, UUKnonponin, UuknobyTun, LMKNoneHTun
abo uuknorekeun. LinknoankineHi rpynu, sk npasuno,
MIiCTATb y UMkni Big 3 0o 8 uneHis.

B TepmiHi "(unknoankin)ankin" yuknoankin Ta an-
Kin BiANOBIgaTb MOAAHUM BULLE BU3HAYEHHAM, a
TOYKa MPUEOHaHHS 4O PEeLUTU MONEKYNM 3HaxoauTbLCS
Ha ankineHin rpyni. Lien TepmiH oxonsnoe LMKnonpo-
NiNMeTUN, UMKNOreKCUNMeTun, UUKIoreKCunmeTun,
ane He 0OMeXeHUN Lmu rpynamu.

TepmiH "ranoigankin” y 3HayeHHi, BXMBaHOMY B
LibOMY OMUCi, 0O3Ha4ae anidaTnyHi ByrneBoaHeBI rpy-
nyM 9K po3sranyXeHoi, Tak i NiHinHoi 6yaoBw, Wo mic-
TATb MEBHY KiMbKiCTb aTOMIB BYrfneuto, 3amilleHi oa-
HMUM abo Kinbkoma aTomamu ranoigy (Hanpwvknag, -
C.Fw, oe v=1-3 i w=Big 1 pgo (2v+1)). MNpuknagamu
ranoigankinis € (ogHak HUMKU He obmexeHi) TpudTo-
pmeTun, gudTopMeTun, TpUxopmeTun, neHtadTo-
peTun Ta NeHTaxsopeTus.

TepmiH  "ranoigankokcu(rpyna)’, y 3HayeHHi,
BXMBAHOMY B LIbOMY OMMWCi, O3HA4ae ranoigankinbHy
rpyny 3rigHo 3 nogaHWM BULLE BM3HAYEHHSM, i3 BKa-
3aHOK KiNbKIiCTIO aTOMIB BYrfeLo, NpUeaHaHy vepes
KMCHeBU MmicTovoK. lNMpuknagamu ranoigankokcurpyn
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€ (ane HUMKM He OBMEXYIOTLCS) TPUPTOPMETOKCUTPY-
na Ta TPUXNopMeTOKcUrpyna.

TepmiH "reTepoapun" y 3Ha4yeHHi, BXWBaHOMY B
LbOMY OMMUCi, 03Ha4yae CTabinbHy 5-7-4neHHy MOHO-
UMKIiYHY abo 7-10-4neHHy GiuukniyHy reTepoumkniy-
HY apomaTuMyHy cucTemy, OO CKnagy siKoi BXOAsITb
aTomu Byrneuo i Bia 1 oo 4 retepoatomiB, He3anex-
HO OoaMH Big ogHOro BUBpaHWX i3 rpynn, 4O SKOi BXO-
asate N, O i S. Y BapiaHTi, sKOMy BiffaeTbCa nepesa-
ra, 3aranbHa Kinbkicte atomiB S i O B reTepoapunbHin
rpyni He nepesuLLye 1.

Mpuknagamu retepoapunbHux rpyn € (ane HUMu
He OobMexylTbCs) NiPUMIAMHIN, NipUAWn, XiHONIHIN,
©OeH3oTienin, iHgonin, nipyaasuHin, nipasuHin, i30iH-
aonin, i30xiHonin, XxiHasoniHin, XxiHokcaninin, dTana-
3uHIN, imigasonin, isokcasonin, nipasonin, okcasonin,
TieHin, Tiasonin, iHOonisuHin, iHaasonin, 6eHsoTiaso-
nin, 6exHsimigasonin, 6eH3odypaHin, 6eH3oizokconin,
avrinpobeH3ogiokeuHin, dypaHin, niponin, okcapgia-
3onin, Tiagiasonin, Tpuasonin, TeTpasonin, oKcasono-
nipuanHIN, iMigasonipuaunKin, isotiasonin, HadTMpu-
OVHIN, UuHOMiHIN, kapbasonin, 6eTta-kapboniHin,
i30XpOMaHifn, XPOMaHOHIN, XPOMaHin, TeTparigpoi3o-
XiHOMiHIN, i30iHOONIHIN, i306eH30TeTpariapodypaHin,
i306eH30TeTpariapoTieHin, i306eH30TieHINn, GeH3okca-
3onin, nipugonipuanHin, 6eH3oTeTparigpodypaHin,
OeHs3oTeTparigpoTieHin, nypuHin, 6GeH3ogiokconin,
TPUasuHin, eHokcasuHin, deHoTiasunHin, nTepuamn-
Hin, 6eHsoTiadonin, imigasonipuavHin, imigasoTiaso-
nin, Avrigpo6eH3i3okca3nHin, GeHsi3okcas3nHin, OeH-
30KcasuHin, purigpobeHsizoTia3uHin, 6eHsonipaHin,
©eHsoTionipaHin, KymapuHin, i30KyMapyHin, XpoMaHin,
TeTparigpoxiHoniHin, AurigpoxiHOMIHIN, AWrigpoxiHo-
NIHOHIN, AMWriApOI30XiHOMNIHOHIM, AWUriAPOKYMapuHin,
OWriApoi3oKyMapuHin, i3oiH4oniHoHIN, 6GeH3opfiokca-
Hin, GeH3okcasoniHoHin, niponin-N-okcua, nipumign-
Hin-N-okcma,  nmipypgasuHin-N-okcma,  nipa3wHin-N-
okcua, XiHoniHin-N-okeung, iHgonin-N-okeua, iHAONI-
Hin-N-okcmnp,  i3oxiHonin-N-okcua,  xiHasoniHin-N-
okcua, XiHokcaniHin-N-okeng, dTanasuHin-N-okeng,
imigasonin-N-okcua, isokcasonin-N-okcua, okcasonin-
N-okcng, Tiasonin-N-okcua,  iHAoni3uHIN-N-okeuAa,
iHgasonin-N-okcua, 6eHsoTiazonin-N-okeua, 6eHsimi-
nasonin-N-okeng, niponin-N-okcung, okcagiasonin-N-
okeuga, Tiagiasonin-N-okcug, Tpmasonin-N-okeua, TeT-
pasonin-N-okcug, 6eHsoTionipaHin-S-okcuag Ta 6eH-
3oTionipaHin-S,S-giokeua.

[o reTepoapunbHUX rpynn, SkUM BigAAETLCS Ne-
peBara, HanexaTb imigasonin, niponin, nipugun, Tia-
30Min, nipasonin, Tiasonin, i3okcasonin, Tpwasonin,
TeTpasonin, okcagiasonin, NipumiguHin Ta okcasonin.

TepMiH "reTepoumknoankin" OXOonnte Hacu4eHi
LMKIIYHI rpynu, ki MICTATb LWOHanMeHwe 1 retepoa-
ToM. [eTepouuknoankineHi rpynu, siKk NpasBuno, Mic-
TATb y uukni Big 3 oo 8 atomiB, y BapiaHTi, sikomy
BioJaeTbCcA nepesara, Big 5 0o 7 atomis. [eTepouuk-
noankineHi rpynu, sk npasuno, Mictate Big 1 oo 3
retepoaToMiB, BUGpaHuXx i3 rpynu, Ao skoi Bxoasatb N,
S ta O, npu UbOMY peLuTa YneHiB UMKy € aTomamm
Byrreuto. Y BapiaHTi SkoMy BigdaeTbca nepesara, B
reTepoLMKIoankinbHii rpyni NPUCYTHi LiOHanbinbLue
oauH atom S i oguH atom O. [Jo reTepoumknoankine-
HUX Tpyn, SIKUM BIOAAETbLCA NepeBara, Hanexarb
MopdoniHin, ninepuauHin, ninepasuHin, Tiomopdoni-
HiN Ta niponignHin.

Bupas "MoHouukniyHa abo GiuukniyHa cuctema”
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03Ha4a€e Hacu4eHi, YacTKoBO HeHacuyeHi abo apoma-
TWUYHI LUMKNKM abo UMKIiIYHI cucteMu, siki hakynbTaTmB-
HO MicTATb Big 1 OO 4 reTepoaToMiB, He3anexHo
OOVH BiA ogHOro BUBpaHuX i3 rpynu, 4o SIKOT BXOAATb
N, S ta O, npu UbOMY peLuTa aToMiB y LUKnax € aTo-
MUK Byrneur. MoHOUMKNIYHMMK Ta BiUMKNiYHUMKU cUc-
TeMaMu, SIKMM BigOaeTbCs nepeara, € Hacu4veHi Ta
4aCTKOBO HeHacu4eHi LMK abo LMKNIYHI cucTemMu.

TepmiH "okco" o3Hayvae kapboHinbHy rpyny. B pa-
3i HasIBHOCTI OKCOrpynu sik 3aMiCHUKa [003BONieHa Ba-
NEHTHICTb 3aMILLEHOro MOMOXEHHSA HE MEepPeBULLYETb-
cs.

dapmaueBTUYHI KOMMNO3ULii

Cnonyku 3aranbHoi ®opmynu | MOXXHa BBOOUTM B
opraHiaMm nepoparnbHO, MiCLEeBO, MapeHTeparnbHo,
LSIXOM iHransuii ym cnpeto abo pektanbHO B hopmi
[030BaHUX nNikapCbKkUx hopM, AKi MICTATb 3BUYaRHI
HETOKCUYHI hapMaLEeBTUYHO MPUMHSATHI HOCIi, gono-
MiXHi peqoBMHN Ta po3pigxysadi. Ocobnvea nepesa-
ra BiggaeTbCa nepopanbHOMYy BBeAEHHIO B hopMi
Apaxe, Karncyn, enikcupis, CMponiBs, NACTUMOK, KOPXK-
KiB TOWO. TepmiH "napeHTepanbHO" y 3Ha4YeHHI, BXu-
BaHOMY B LbOMY OMMWCi, OXOMJIIOE MiALLKIPHI iH'EKLii,
BHYTPILUHBOLLKIPHI, BHYTPILUHBOCYAMHHI (Hanpuknag,
BHYTPILLUHBOBEHHI), BHYTPILUHBOM'SI30BIi,  CriHambHi,
BHYTPILLUHBOOOO0NOHKOBI iH'eKUil abo aHamnorivHi cno-
cobu iH'ekuii abo iHdysii. Kpim Toro, nponoHyetbes
hapmMaueBTMYHa KOMMO3WLIS, WO MICTUTb CMOMyKy
3aranbHoi dopmynu | Ta hapmaueBTUYHO NPUNHAT-
HUA Hocin. OgHa abo kinbka cnonyk 3aranbHoi Pop-
Myru | MOXyTb OyTu MpPUCYTHI B CKNadi koMnosuuii B
KOoMOGiHaUiT 3 ogHMM abo Kinbkoma HETOKCUYHMMMK dha-
pPMaUEBTUYHO NPUAHATHUMK HociAMKM Ta/abo po3pi-
OXyBadyamy Ta/abo [OMOMiXHMMM peyoBUHaAMU i, B
pasi HeoGXigHOCTI, 3 IHWMMK aKTUBHUMW iHrpegieHTa-
Mu. dapmaueBTUYHI KOMNO3ULiT, AKi MICTATb CNOMyKu
3aranbHoi Popmynu |, MOXyTb MaTu dopmy, npuaaTt-
HYy Ona nepopanbHOro 3aCTOCYBaHHS, Hanpuknag,
TabneToK, KOPXWKIB, MacTUIoK, BOAHMX abo macns-
HUX CYCMeHsi, npuaaTtHUX Ons AUCNepryBaHHSA Mo-
powkiB abo rpaHyn, emynbcii, TBepanx abo M'akux
kancyn, cuponis abo enikcupis.

Komnosuuii, npMsHadeHi ans nepopanbHOro 3a-
CTOCYBaHHs, MOXHa oJepXaTu 3a JonoMorow Oyab-
AKOro BigOMOro crnocoby npuroTyBaHHsA dapmaues-
TUYHUX KOMMO3WULIW, | Taki KOMNO3MLiT MOXYTb MICTUTK
oavH abo Kinbka areHTiB, BUOpaHuXx i3 rpynu, Ao sKOi
BXOAATb MiAconomKyBadi, apomaTtnsaTopu, 6apBHUKN
Ta KOHCepBaHTU ANS ofepXaHHs apmaueBTUYHO
OOCKOHanNux Ta NpUMEMHUX Ha cMak npenaparTiB. Tab-
NeTKN MICTATb aKTUBHWUW iHrPedieHT B CyMmilli 3 HETOK-
CMYHUMKU  hapMaUEBTUYHO MPUAHATHUMW HAMOBHHO-
Bayamu, NpuaaTtHUMU AN BUrOTOBIIEHHsSI TabneTok.
TakuMmn HanoBHIOBa4YamMu MOXyTb OyTw, Hanpuknag,
iHepTHI po3pigKyBaui, Hanpuknag, kapboHaT kanbLito,
kapboHaT HaTpito, nakTo3a, cocdar kanbuito abo
docdat HaTpilo; rpaHynaTopu, AesiHTerpaTopu, Ha-
npuknag, KykypyassHuiA kpoxmane abo anbriHoBa
KUCMOTa; B'sbkydi pevyoBMHW, Hanpuknag, Kpoxmarkb,
XenatvH abo apasilicbka kamedb, i 3mallyBarnbHi
KOMMOHEHTU, Hanpvknag, creapart MarHito, cteapyHo-
Ba kucnota abo Tanbk. Tabnetkm MoxyTb GyTK BUro-
TOBNeEHi 6e3 060NMoHKM abo MOXYTb OYTW MOKPUTI Bi-
AoMumu crnocobamu AN ynoBinbHEHHS po3nagaHHSA
Ta MOrMWHAHHA B LUMYHKOBO-KMLLIKOBOMY TpakTi Ta
3abe3neveHHss TMM caMMM MPOJIOHIOBaHOI Aii Ha Npo-
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Ta3i 6inbw TpMBanoro NpoMikky vacy. [nsa 3abesne-
YeHHSs1 MpPONIOHroBaHOI [Aii MOXHa 3acTOCOBYBaTW,
Hanpuknag, Taki matepianu, ik MOHocTeapaT rniue-
pvHy abo gucteapar rniuepuHy.

Komnosuuii ana nepopanbHOro 3acTocyBaHHS
MOXHa BUrOTOBMNATM TakoX B ¢popMi TBEpAMX >kena-
TMHOBWX Kancyn, Ae akTUBHUA iHrpedieHT 3MillaHni 3
iHEpPTHMM TBEPAMM PO3pPiAXyBayeM, Hanpuknag, kap-
OoHaTOM Kanbujto, docdaTtoM Kanblito abo kaoni-
HoM, abo B hopMi M'AKUX KenaTMHOBUX Karcyn, Ae
aKTUBHWUI iHIpedieHT 3miwaHuin 3 Boaok abo macns-
HUM cepedoBULLIEM, HaMnpukrag, 3 apaxvMcoBOk Ofi-
€10, Ba3eniHOBMM Macnom abo OfMBKOBOH Ofi€t0.

BopgHi cycneHsii MiCTATb akTMBHI MaTtepianu B Ccy-
MilWi 3 HamoBHOBayamu, NpPUAATHUMU ANs BUrOTOB-
NeHHA BOLHMX CyCMeH3in. Taknmu HanoBHIOBa4YaMu €
cycneHayBanbHi  pevYoBWHW, Hanpuknag, HaTtpiv-
kapbokcumeTunuentonosa, MeTUnuenonosa, rigpok-
cunponinMeTunuentonosa, anbriHaT HaTpilo, NOMIBiHi-
nniponigoH, TparakaHT Ta apasiicbka kamenb; AuUC-
nepryBanbHUMM  Ta  3MOYyBanbHUMW  areHTamu
MOXyTb ByTn npmpoaHi cocdatmau, Hanpuknag, ne-
UMTUH, abo NpoAyKTU KOHAEHcaUii ankineHokcuais i3
XUPHUMU KMCNOTaMM, Hanpuknag, MosioKcieTUneHc-
TeapaT, abo MpoaykTn KOHAEeHcauii eTuneHokeugy 3
BULLMMM anicaTUYHMMKM CiMpTaMu, Hanpuknag, ren-
TagekaeTuneHokcmueTaHorn, abo nNpoaykTu KOHOEH-
cauii eTuneHokcmay 3 HENOBHUMU CKNagHuMK edpipa-
MU OKUPHUX KUCMOT Ta LUeCTMaTOMHUX ChupTiB,
Hanpwviknag, noniokcietunexHcopbitaHmoHoonear, abo
NPOAYKTU KOHAEHCALii eTUIEeHOKCUMAY 3 HEMOBHMMM
CKnagHuUmMu edpipaMu XXUPHUX KUCNOT Ta aHrigpuais
LeCcTMaTOMHMX CNUPTIB, Hanpuknag, nonieTuneHcop-
GiTaHMoHooneat. BogHi cycneHsii MoXyTb Takox Mic-
TATM oauMH abo Kinbka KOHCEpBaHTIB, Hanpwuknag,
etun- abo H-nponin-n-rigpokcnbeHsoart, oauH abo
Kinbka GapBHukiB, ognH abo kinbka apomaTtnsaTopis
Ta oanH abo kinbka nigconompKyBayiB, Hanpuknag,
caxapo3sy abo caxapvH.

MacnsHi cycneHsii MoXHa roTyBaTh LUMSXOM Cy-
crneHayBaHHA akTUBHUX iHFPEaIEHTIB Y POCNUHHINA Onil,
Hanpuknag, apaxicoBii onii, ONMBKOBIVA ONil, KYHXYT-
Hiln onii abo kokocoBi onii, abo B MiHepanbHOMY Ma-
cni, Hanpuknag, B BasenuHoBoMmy Macni. MacnsHi
CyCneHsii MOXyTb MICTUTW 3arycHuK, Hanpuknag,
6pkonuHuA BiCcK, TBepaMn napadiH abo ueTunosun
cnvpT. [ns ogepXXaHHA NPUEMHUX HaA CMak nepopa-
NbHUX NpenapariB MOXHa gofasaTu Niacono4XyBaHi,
Taki sK BMLE3ragaHi pevyoBMHM, Ta apomaTtu3aTopu.
Lli komnosumuii moxHa cTabinisyBaT LNsaxom BBe-
OEHHs1 0o X cknagy aHTMOKCMAAHTY, Hanpuknag, ac-
KOpOGiIHOBOI KMCNOTW.

MpuaatHi ona gucnepryBaHHA MOPOLUKW Ta rpa-
HyNW, NpuaaTHi ANA NPUroTyBaHHS BOOHOI CyCrneHsii
LINAXOM AO0AaBaHHSA BOAW, MICTATb aKTUBHUM iHrpeai-
€HT B CyMili 3 gucnepryeanbHUM abo 3Mo4dyBarbHUM
areHToM, cycneHayBanbHMM areHToM Ta ogHuM abo
KinbkomMa KoHcepBaHTamu. [lpuknagum BignNoBigHMX
avcnepryBanbHMx abo 3mMoyyBarnbHUX areHTiB Ta Ccy-
cneHayBarnbHUX areHTiB 3rafgaHi BuLLe. MoxyTb Takox
OyTn nNpuCyTHi [0QATKOBI KOMMOHEHTW, Hanpuknag,
nigconoaxysaui, apomatusaTopu T1a 6apBHUKK.

dapmaueBTUYHI KOMNO3ULii, HagaHi UMM BMHAXO-
OOM, MOXYTb MaTu TakoX opmy emynbCii macna B
Boai. MacnsHucTtolo asoto mMoxe OyTu pocnuHHa
onisi, Hanpuknag, onvMekoBa onis abo apaxicoea onis,
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abo miHepanbHe macno, Hanpvknag, Ba3eniHoBe ma-
cno, abo ix cymiwi. MNpuaaTHUMKN eMynbryBansHUMM
areHTaMmu MOXyTb OyTV NpupoaHi Kamesi, Hanpvknag,
apasiicbka kameab abo TparakaHToBa kamenpb, Mnpu-
poaHi docdatmam, Hanpuknag, cosi, NeuuTuH, Ta
cknagHi edipn abo HenoBHi cknagHi edipy XUPHUX
KUCNOT Ta aHrigpvaiB WecTUaToOMHUX CNMPTIB, HaNpu-
Knag, copbiTaHMOHOooOmneaTt, a TaKoX MPOAYKTU KOH-
OeHcauil 3ragaHux HeNnoBHUX ckNnagHux eqipis 3 eTu-
TNIEHOKCMOOoM, Hanpwvknag,
noniokcietuneHcopbitaHmoHooneat. Emynbcii  mo-
XyTb MICTUTW TakoX MiAconofxysadi Ta apomaTtunsa-
TOpMU.

[o cknagy cuponiB Ta enikcupiB MoXHa BBOAUTH
nigconomKyBaYi, Hanpuknag, rniluepuH, nponinexHrni-
Komnb, copbiT abo caxapody. Taki koMNo3uuii MOXyTb
MICTUTM TakoX NpOTUNOAPAa3NMBUA areHT, KOoHcep-
BaHT, apomartm3atop Ta 0apBHuUK. PapmaueBTUYHI
KOMMO3ULii MOXYTb Matu oOpMy CTEPUNbHOI BOOHOI
abo macnsHoi cycneHsii ang iH'ekuinn. Taky cycneHsito
MOXHa ofepxaTtu cnocobamu, BigOMUMU B Ui ranysi,
i3 3acTocyBaHHAM nNpuaaTHUX AWCMEpPryBarnbHUX,
3MOYyBarnbHMX areHTiB Ta CyCneHayBarbHUX areHTiB,
3ragaHux suwe. CtepunbHUi npenapaT gns iH'ekuin
MOXe TakoX MaTn hOpMy CTEPUIIBHOrO po34vmHy abo
cycneHsii ansa iH'ekUin B HETOKCMYHOMY napeHTepa-
NbHO MPUAHATHOMY PO3pigKyBadi abo PO3YMHHUKY,
Hanpviknag, posduHy B 1,3-6ytangioni. [lo npuiHAT-
HWUX HOCIIB Ta PO3YMHHUKIB, SKi MOXYTb BYTU BUKOPUC-
TaHi B LUbOMY pasi, HanexaTb BoAa, po34uH PiHrepa-
Jlokka Ta i30TOHIYHMIA pO3umnH xnopugy HaTtpito. Kpim
TOro, SIK PO34YMHHMKM abo cycneHayBanbHi cepeno-
BYLLA TpaguLiiHO BUKOPUCTOBYKOTb CTEPUIbHI HemneT-
Ki macna. [Ins uiei meTM mMoxHa 3acTtocyBatu Oyab-
sIKe HeneTke Macro, B TOMY YUCIi CUHTETUYHI MOHO-
abo gurniuepuan. Kpim Toro, Ans NpuroTyBaHHs pos-
YMHIB ONSA iH'EKUiN 3HAXOOATb 3aCTOCYBaHHSA JKUPHI
KMCNOTW, Hanpvknaga, oneiHosa kucnora.

Cnonyku 3aranbHoi ®opmynu | MoxHa 3acToco-
BYyBaTU TaKoX y hopMi cynosuTopiiB, Hanpuknag, Ans
peKkTanbHOro BBEAEHHS Iikapcbkoro 3acoby. Taki
KOMMO3ULiT MOXHa roTyBaTu LUMSAXOM 3MillyBaHHS
nikapcbKoi pe4oBUHM 3 NPUOATHUM HEMOAPA3HIOYNM
HanoBHIOBA4YEM, KOTPUA NpU 3BUYANHWUX Temnepary-
pax 3HaxoauTbCs y TBEpPAOMY CTaHi, ane nepexoauTb
Y PIOKUIA CTaH Npu peKTanbHin TemnepaTypi i, Takum
yYnHOM, Gyge po3NnaBnNSATUCH B OpPraHiami 3 BUBINb-
HEHHSIM nikapcbKoro 3acoby. Takumu maTtepianamu €
Macno Kakao Ta NonieTUNeHrnikoni.

Cnonyku 3aransHoi ®opmynu | MoXXHa BBOOUTU B
OpraHiam naujieHTa napeHTepanbHO B CTEPUNbHOMY
cepepoBuLi. Jlikapcbkuin 3acid Moxe 6yTn cycneHgo-
BaHNUM abo PO34YMHEHUM Y HOCIi, 3anexHo Bif 3acTo-
COBaHMX HOCiS Ta KoHuUeHTpauii. [ouinbHo, wob y
HOCIii MOXHa Oyno po34YMHSTU AOMOMDKHI PEYOBUHM,
Hanpuknag, aHecTeTUKU MiCLLeBOI Aii, KOHCEpPBaHTU Ta
OydepHi cnomnyku.

[ns BBeOEHHs TBapMHaM KOMMO3ULID MOXHa
JofaBaTv TakoX A0 kopmy abo nuTHoi Boau. Taki
KOMMO3uLii, Mpu3HayeHi Ons BBeAEeHHs [0 cknagy
Kopmy abo NUTHOI BOAM ANSA TBapWH, 3pyYHO roTyBaTu
TakMM 4YMHOM, LWOO TBapvHa BXuBana BiAMOBIAHY
KiNbKICTb  3rafjaHoi KOMMO3uLii pa3oM i3 pauioHOM.
3py4YHO TaKOX roTyBaTh KOMMNO3MLito B hopMi npemik-
Cy ANsa JofaBaHHs 4o kopMy abo NUTHOI BOAM.

[Mpu nikyBaHHI BULLE3ragaHux CTaHiB KOPUCHUMMN
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€ 0031 nopsaky Big npuonusHo 0,1Mr oo npubnmsHo
140mMr Ha kinorpam mMacu Tina (Big npu6nuaHo 0,5mr
[0 nNpubnusHo 7t Ha nauieHTa B AeHb). KinbkicTb ak-
TUBHOrO iHrpefdieHTa, gKy MOXHa noegHyBaTtu 3 maTe-
pianamMmu-HocisIMM Ons OAepXXaHHA OAMHMLI 003yBaH-
HA 0N OOQHOpPas3oBOro BBEAEHHHA, Bapile B
3anexHOCTi Bi4 nauieHTa, sKui nignarae nikyBaHHo,
Ta KOHKpeTHoro crnocoby BBeaeHHs. Jlikapcbki [o30-
BaHi hopMu, K NpaBuno, MIicTATb Big NpUMGnn3Ho TMr
00 npnbnusHo 500Mr akTUBHOrO iHrpedieHTa.

YacToTa BBEOEHHS [03M TaKOX MOXe BapiloBaTtu
B 3aNeXHOCTi Bif 3aCTOCOBYBaHOI CMOMYKU Ta KOHK-
pPETHOro 3axBOPIOBaHHS, ke niandrae nikyBaHHIO.
OpHak npu nikyBaHHi  BinblIOCTi po3nagiB cxema
BXMBaHHS NiKapCbknx 3acobiB, skin BiggaeTbcsa ne-
peBara, nepegbadae ix npuriMaHHa 4 abo MeHLe
pasiB Ha AeHb. [pu nikyBaHHi TPUBOXHUX CTaHIB, Ae-
npecii abo NopyLUeHHs ni3HaBanbHOI 34aTHOCTi 0cob-
nvBa nepesara BiggaeTbCA NPUIAMAHHIO NiKapCbKKX
3acobiB oguH abo aBa pasu Ha AeHb. [pu nikyBaHHi
nopylleHb CHy GaxaHOW € ogHopa3oBa [03a, ska
3abesnevye WBNAKE OOCATHEHHST e(PEKTUBHUX KOHLIEe-
HTpaLin.

MpoTte, cnig matu Ha yBasi, WO KOHKPETHUN pe-
XXMM [03yBaHHSA Ans 6yab-AKOoro KOHKPETHOro naujieH-
Ta 3anexuTb Bid HU3KN YMHHUMKIB, 0O SKUX HamnexaTb
aKTUBHICTb KOHKPETHOI 3aCTOCOBYBaHOI Cromfyku, BiK
nauieHTa, Maca Moro Tina, 3aranbHUi cTaH 300poB'sA,
CTaTb, PEXWUM XapyyBaHHs, 4ac BBEAEHHS, cnocib
BBELEHHS Ta LUBMAOKICTb BUBEOEHHS NiKapCbKOi peyo-
BMHW, KOMBiHaUig Nikapcbknx npenapariB Ta TSXKKICTb
KOHKPETHOrO 3axBOPIOBaHHSA, sike nigndrae nikyBaH-
HIO.

Cnonyku, HagaHi UMM BWHaxo4oM, SKUM Bigaa-
€TbCA Nnepesara, MaloTb NeBHi hapmakonoridyHi Bnac-
TMBOCTI. TakuMmu BNacTUMBOCTAMU € (ane HUMWU He
0oOMeXeHi) BMCOKa PO3YMHHICTL (Y BapiaHTi, SKomy
BigaaeTbca nepesara, 500Hr/mn abo 6inbLie) B BoA-
HUX PpO34MHax, nepopanbHa 6ioAO0CTYNHICTb, HU3bKa
TOKCUYHICTb, HU3bKWUM CTYMiHb 3B'A3yBaHHA cupoBaT-
KOBOrO MpOTEiHY, BIACYTHICTb KNiHIYHO 3HAYyLOro
BMMUBY Ha enekTpokiMorpamy Ta OGaxaHwui nepiof
niBpo3naay in vitro Ta in vivo. 3gaTHicTb 40 nogonax-
HS remaTtoeHuedaniyHoro 6ap'epy € 0OOB'SI3KOBOHO
ONs Cnonyk, ki 3aCTOCOBYHOTbHCS MPU MiKyBaHHI PO3-
napis LeHTpanbHOI HEPBOBOI CMCTEMU, B TON 4ac SK
npu niKkyBaHHi po3nagiB nepudepuyHoi HepBOBOI
CUCTEMU CMNPUATIIMBMMU YACTO BUSIBNATLCA HU3bKI
PiBHi KOHLIEHTpaLUii 3aCTOCOBYBaHWX CMOMYK Yy rOnoB-
HOMY MO3KY.

[ns nporHo3dyBaHHA BGaxxaHux chapmakonoriyHmx
BMNacTUBOCTEN MOXHa 3acTocyBaTtuh bGionoridHi Bunpo-
OyBaHHA. BunpobyBaHHSA, SAKi BMKOPWCTOBYIOTb Ans
NporHo3dyBaHHsA 6ioA0CTYNHOCTI, BKMOYaOTb NEpPEeHOC
yepes KITMHHI MOHOLIAPU KULLIEYHUKY FHOAVMHKU, B
TOMY 4ucni MoHowapwu KnituH Caco-2. BusHayeHHsi
TOKCWUYHOCTI NS KyNbTUBOBAHUX renaTouuTiB MOXHa
3acTocyBaTM 3 METOK MPOrHO3yBaHHA TOKCUYHOCTI
crnonykn. CTyniHb NOAOMAHHSA CMosykaMu reMaToeH-
uedaniyHoro 6ap'epa y nogen MoxHa NporHo3ysaTu
Ha OCHOBi 4aHUX NPO PiBHi BMICTy CNOMyKN B rOfoB-
HOMY MO3Ky NnabopaTopHUX TBApUH MPWU BHYTPILLHLO-
BEHHOMY BBE[EHHi iM L€l cnonyku.

3B'A3yBaHHSA CMPOBATKOBOrO MpPOTEiHY MOXHa
NnporHo3yBaTu 3a pesynbTaTamu BUNpoOyBaHHS 3B'S-
3yBaHHs1 anbbymiHy. Taki aHaniau onucaHi B ornsgo-
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Bin ctatTi [OpaBuoBoi (Oravcova) Ta iHwwux (Journal
of Chromatography B (1996), Tom 677, ctop.1-27)].

Mepion HaniBBMBeOEHHSA cnonykn obepHeHo npo-
nopuiHMM YyacToTi BBeAeHHA 003 Uiei cnonyku. MNepi-
o[f, HaniBBMBEAEHHSI CMOMyK in Vitro MOXHa NporHo3y-
BaTh 3a pesynbTatamm aHaniay nepioay
HaniBBMBEOEHHS 3 MIKPOCOM, Ik onucaHo [KyHuem
(Kuhnz) Ta TiweHom (Gieschen) (Drug Metabolism
and Disposition, (1998), Tom 26, cTp.1120-1127)].

Mpuknagn

OpepkaHHs cnomnyk

Tunosi mMeToaouku, npuaatHi OANA  OAepXaHHS
cnonyk ®opmynu |, npeacraeneHi Ha cxemax I-X,
npoTe iX He cnig po3rnagaTtu siK Taki, Wo obMexyrTb
o6car abo cyTb BUHaxody NpencTaBNEeHUMM Ha HUX
KOHKpETHUMW peareHTammn Ta ymoBamu. PaxiBuam y
Ui ranysi 3po3ymino, WO AN OAepXKaHHS CMonyk,
KOTPi OXONMITLCA LM BUHAX040M, MOXHa Bapito-
BaTW peareHTu Ta yMOBW, @ TaKoX BBOAUTU JOAATKOBI
ctagii. B geskmx Bunagkax ans 3ginCHeHHst Heobxia-
HUX MepeTBOPEHb MOXe BUSBUTUCH HeobXigHuMm 3a-
XVUCT peakuiiHo3aaTHUX YHKUINHMX rpynn. Ak npa-
BWMO, Taka HeOOXigHICTb rpym 3axucTy, a Takox
YMOBW, HeoOXigHi Ans npuegHaHHA Ta BigLLlenneHHs
Takux rpymn, o4eBnaHi ansa daxisuis B ranysi opraHiy-
Horo cuHTesy. Akwo He 6yae 3pobneHo cneuiansHoOro
3aCTEPEXKEHHS, BKa3aHi B MOAAHWX HWXKYE CXemax
3MiHHi, Hanpwknag, Zi, Zy, Zs, Za, Rs, Rz, Rz Ta W,
BiQNOBiAaTb BU3HAYEHHAM, nogaHum ans dopmynu
l.

Cxema I
NH.HCI
N a
i;Z,j:NCtz ReNHy KCO EZLINOZ 10%PIC 52 I H, mo)k/
—_— N i
].14/ L e ’ Nm‘ Cm:un 2 NHRs i::“ 3
L=0,F B Craaia | 2 3
1 [N
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&
25 N / 275's N o
£ LI?\/ \gz T NaE £Lj:'>\/
Rs Crazin 4 Rs
6 4

DMF - pumetundgopmamig; THF - TeTtparigpody-
paH

Cxema | inocTpye cnocib opep)KaHHsi NeBHUX
crnonyk ®opmynu 6 LUASXOM CMOMyYeHHS XMOpMeTU-
nboBaHuWX cnonyk 4 Ta apunimigasonis 5. Ha Cragii 1,
apwn- Ta retepoapunranoreHiagn ®opmynu 1 BBoasITb
y peakuitlo 3 BigNOBIAHUMU amiHamMwu y MNPUCYTHOCTI
OCHOBW AM1S OAepXaHHA aaykTiB amiHiB dopmynu 2.
Ha Cragii 2, wnaxom BiAHOBMEHHS HITPOrpynu B Cno-
nykax ®opmynu 2 ogepxytoTb giaminm 3. Ha Cragii 3,
AdiamiHn ®opmynu 3 BBOAATb y peakuito 3 rigpoxmno-
pugom MeTunosoro edipy 2-xnopaueTiMigHOI Kucno-
TM abo aHanoriYyHMm enekTpodinsHUM areHToM, Ha-
npuknag, 2-xnop-1,1,1-TpumeToKCieTaHOM abo
aHrigpngom xnopoutoBoi knucnotu. Ha Cragii 4, xno-
pmeTunsoBaHi cnonykn ®opmynu 4 BBOASATb Y peak-
Ljto 3 apun- Ta retepoapunimigasonamm ®opmynu 5y
NPUCYTHOCTI OCHOBM Ta PO3YMHHMKA 3 OOEPKaHHAM
crnonyk dopmynun 6. B 3anexHoOCTi Bif KOHKPETHOi
Npupoaun cnonyku 5, Anst NonerweHHs NPOXOMKEHHS
peakuii Ha Cragii 4 moxHa obupaTtun Ginbll cUnNbHY
abo 6inbL cnabky ocHOBY.
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Cxema I1

(o]

1
a/l\/u\q .B80,0°C - cHomny o
2) EIOH BN, Et,0,0°C ?)\/Loﬂ \(:P)\/I\%
. Crazis 2
Craais 3 -
N et

28
w
1) Xpomatorpadis N
New + \;
EDCI, nipuaus 2) Boan p 1 NsOH
E0,C

2 AOH |}
Craais 5 Cranin 4

EDCI -
kapbogiimia

Cxema Il intoctpye cuHTes cnonyk ®opmynu 10 i3
piamiHiB 3. Ha Ctagii 1 wnsaxom peakuii ManoHinamnx-
nopvay 3 eTUnBiHINOBUM edipoM OAepXyloTb Cnony-
Ky 7. Ha Cragji 2 o6pobka cnonyku 7 TpueTunopro-
dopmiaToM Yy NPUCYTHOCTI KUCMOTWU Aae crnonyky 8.
Cnonyky 8 Ha CTagii 3 BBOASTb y peakLito 3 pi3HOMa-
HITHUMU apun- Ta reTepoapunrigpasvHamm 3 ogep-
XaHHam crnonyk ®opmynu 9 y Burnsgi cymiwi 3 Heba-
XaHuMm perioizomepoM. Ak nokasaHo Ha CTagisx 4 Ta
5, cnonyku ®opmynu 9 MoxHa rigponisysaTtu y Bigno-
BigHi KMcnoTu i cnony4mTn 3i cnonykamu ®opmynu 3 3
ofepXaHHAM, Micnsa uuknisauii B OLTOBI KMCNOTI npu
KvniHHi, cnonyk ®opmynu 10. Ak nokasaHo Ha noga-
nblMX cxemax Ta onucaHo B [lpuknagax, Crnonyku
®dopmynu 9 MoxHa Takox 6e3nocepeHbO cnonyyaTtu
3i cnonykamu ®opmynu 3 B NPUCYTHOCTI TpUmMeTUna-
NoMiHilo. 3anexHo Big KOHKPETHOro npuknagy Ta
06paHnX YMOB MPOXOMKEHHS peakuii, umknisauis mo-
Xe BinbyBaTtucs 6e3 HeoOXiaHOCTI B HarpiBaHHi B OL-
TOBI KACNOTI, SIK Noka3aHo Ha Ctapii 5.

1-(3-gumeTnnamidonponin)-3-eTun-

Cxema 111
o o 1) Boan. p-u NaOH, H,o‘ H,so‘ NPLOH
R,MOEQ X B T0°C
Crazis 1 Craain 2 Craain 3
1"
o o
5) Bo. -1 HNO; Bn(EyN'Cr
ey e T\JINOZ Rl )K/NO‘ e
A I3, CHyCN, 2.POCH,
Ry -SOH P Ry” " OH warp. si 3wop. xar0n Rz)\)\a Cinala €
" 15 Craais § 16
MeO,C-\ w
o] 19 '\&
1Al s NN
N7 A I h w
) |0%PdIC i 2. AcOH, R NF N ﬁq
Ry N Ccrain7 Warp. i 38op. xos0a N/
17 Cruis § 20
1. Cs,CO,, DMF,
B NN
(-
B ﬁm B S eNg?
Craais 9 ? ) @
21 2

(» zanomy pasi, Ry=Rs)

DMF - gumetuncdopmamig; rt - KiMmHaTHa Temne-
patypa

Cxema Il intocTpye cnocib opepxaHHs Crnonyk
dopmyn 21 Ta 22. Cragia 1 Bknoyae rigponia cnonyk
dopmynu 11 0o BiANOBIAHMX KUCNOT i3 NOAAanbLLIO
AvMepusaLieto B MPUCYTHOCTI BiAMNOBIAHOrO peareHTa
crnonyyeHHs, Hanpuknag, 1,1'-kapboHingiivigasony, 3
onepxaHHam cnonyk ®opmynu 12. Ha Cragii 2, gea-
uunoBaHHs cnomnyk Popmynu 12 BUKOHYIOTb LLFISIXOM
HarpiBaHHs 3 KOHLEHTPOBAHOIO Cip4aHOK KUCMNOTOMO 3
opepxaHHam cnonyk ®opmynu 13. HarpiBaHHsa cno-
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nyk ®opmynu 13 i3 rigpokcnaom amoHito Ha Ctagii 3
3abe3neyvye ogepxaHHsa cnonyk ®opmynu 14. Hitpy-
BaHHs crnonyk ®opmynu 14 Ha Cragii 4 3giicHIoTb
32 JOMOMOroK a3oTHOI KACMOTU 3 OfepKaHHsM Crno-
nyk ®opmynu 15. Cnonyku ®opmynu 15 nepetsopto-
10Tb y BignoBigHi xnopuan 16 Ha Cragii 5 wnaxom
HarpiBaHHsi 3 okcuxnopuaom doccopy. Ha Cragii 6
xnopvan 16 BBOAATL Y peakuilo 3 amiakoMm i3 noga-
NbLWMM HarpiBaHHAM 3 OKCUMXIopuaom docdopy i
OofepXyloTb 2-xnopnipyavHn 17, ki Ha HacTyMHIn
Crapii 7 BigHoBNOW0OTL A0 AiamiHiB 18. Ha Cragpji 8
diamiHn 18 BBOOATL B peakuitlo 3i cknagHummn edipa-
Mu ®opmynu 19 B NpUCYTHOCTI TpUMETMNANOMiHIIO 3
noganblUMM HarpiBaHHsM B OLTOBIN KUCNOTi 3 ofep-
XaHHam cnonyk ®opmynu 20. 3anexHo Big KOHKpeT-
HOro npuknagy ta obpaHMx YMOB MPOXOMKEHHSA pea-
KUil, unknizaudis moxe BigOyBaTnca 6e3 HeobXxigHOCTI
B HarpiBaHHi B ouToBiii kucnoTi. Ctagia 9 intocTpye
ankinysaHHs cnonyk ®opmynu 20 etunnognaom B
NPUCYTHOCTI OCHOBWM 3 OAEPXaHHAM CyMilli Crnonyk
dopmyn 21 i 22. daxiBuaM y Ui ranysi 3posymina
MOXIMBICTb 3aCTOCYBaHHSA (HLIMX arnkinyBanbHUX
areHTiB ANs oAepXXaHHA aHamnoriyHuX Crnonyk i3 pis-
Humu rpynamu RS.

Cxema IV
cl
> o, 1 EtNH2 WA No2  Hp NS NH,
HN 2 S ooo G e =
g 2.POCl . < W 1ORPIC R NH
Rz Cl Cragis 1 L Crazis 2
16 23 24
MeO,C _<w
19 \ N
K/N N AN "
1. AlMe;, | N>—\N -
i ST
2. AcOH, Harp. 3i \N
3BOPOT. XOJIOAMWJIBH. ) &/
Crapis 3 22

Cxewma |V intoctpye BapiaHT Cxemu Il ans KOHK-
peTHoro ogepxxaHHsa crnonyk ®opmynu 22. Ha Cragii
1 cnonykn ®opmynu 16 BBOAATL Yy peakuilo 3 eTuna-
MiHOM i OAEpPXXYHOTb MPOAYKTU NPUEAHAHHA aMiHiB, AKi
NnoTiM NepeTBOPIOOTL B 2-XNOPRipuanHN 23 LWNAXOM
peakuii 3 okcuxnopuaoMm docgopy. PaxiBuam y uin
ranysi siCHo, L0 MOXNUBUM € 3acTocyBaHHsi Ha Cta-
Ail 1 uncneHHux iHWKMx amiHis Popmynu RsNH, ans
ofepxaHHs iHwnx BapiaHTie ®opmynu |. Ha Cragisx
2 i 3 rippyBaHHa crnonyk ®opmynm 23 go AiamiHiB
®dopmynu 24 i3 noganblIUM CMOMYYEHHAM 3a y4acTio
TpUMEeTUNanoMiHil0 Ta UuknisaLieto B OUTOBIA KUCHO-
Ti, 3abe3nevye opepxaHHa cnonykun Popmynu 22.
3anexHo BiA KOHKPETHOro npuknagy Ta obpaHux
YMOB MPOXOAXKEHHS1 peakuii, unknisauis moxe Biaby-
BaTucs 6e3 HeobXiaHOCTI B HarpiBaHHi B OLUTOBIN Kuc-
NnoTi.

75902 68

Cxema V
o)
CHO £hO o =N
(BOC)20 S ) v
B [N Ny 27
N DMAP NHOH | N
" ; N
H Cragis 1 BOC Crazis 2 Yigc
25 26
7
K2CO3 iz ‘J:N\}
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Z Z H+ Z il
7 1| i _N,NH 27 1| " FN-B0G
Ly ~N N Cranist 4 Ly~ N N
-4 \ \ 4 v \
Rs &/N Rs QN
29 28

DMAP - 4-gpumeTtunamivonipuamnH; BOC - GyTok-
cukapboHin Cxema V inocTpye cnocibé 3actocyBaHHA
rpyn 3axvcTy Ana ogepxaHHs nipasonis dopmynu 29.
Ha Cragii 1 nipason 25 BBOAATL y peaku;ito 3 An-TpeT-
6ytupavkapboHaTom y NPUCYTHOCTI 4-
ANMETUNaMiHONIPUANHY 3 OAEepXaHHAM Cronyku 26.
LUnaxom peakuii i3 rniokcanem Ta rigpokCMaoM amo-
Hilo odepXyoTb crnonyky 27. Peakuia cnonyku 27 i3
xnopmetunnoxigHumm ®opmMynun 4 B NpUCYTHOCTI OC-
HoBM 3abe3nevye ogepxaHHsa crnonyk dopmynu 28.
BiglenneHHs rpynu 3axucty Big cnonyk ®opmynu 28
kncnototo Ha Ctagii 4 aae nipasonu ®opmynu 29.

Cxema V1
;8
0, PhNMe,Br.Br, Br NH, o ST
PN —— © N J "
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s 32
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Z
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2l N
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Cxema VI npenctaBnsie cnocid oaepxaHHsi Tia-
3onie Popmynu 33. Ctagia 1 Bknovyae GPOMyBaHHHS
ckrnagHux ketoedipis ®opmynum 30 3 ogepKaHHAM o -
6pomkeToHiB Popmynu 31. Ha Cragii 2 cnonyku ®o-
pmynu 31 BBOAATb Yy peakuilo 3 Tiopopmamigom 3
ofepxaHHaM Tiasonis ®opmynu 32. KoHgeHcauis
cnonyk 32 3 peareHTtom 3 Ha Ctagii 3 B NpUCyTHOCTI
TpumeTunanioMiHito 3abesnevye ogepxaHHs Cronyk
dopmynu 33. 3anexHo Bi KOHKPETHOro Npuknagy Ta
YMOB, 3acTocoBaHux Ha Cragii 3, moxe Oyt Heob-
XiAHUM HarpiBaHHSA CyMmilWi NpoAykTiB y npuaaTHOMY
PO34YMHHUKY, Hanpuknag, OuTOBIN KUCAOTIi, ANs iHTeH-
cudpikauii yTBOpeHHsi cnonykn 33.
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Ha Cxewme VIl npegctaeneHi cnocobu ogepxaHHs
KifTbKOX FeTepOLMKNIYHUX CUCTEM Yepe3 ChinbHi npo-
MixHi npoayktn 35. Ha Cragii 1 cnonykun ®opmynn 34
BBOASATb B peakuilo 3i cnonykamu Popmynu 4 npu
HU3bKIN TemnepaTtypi B NPUCYTHOCTI NpuaaTHOI OCHO-
BW, Hanpuknag, Aiisonponinamigy niTito, 3 ogepxaH-
HAM cnonyk ®opmynu 35. Peakuia 1 intocTpye nepet-
BOpeHHs1 keToHiB dopmynun 35 B noxigHi isokcasony
®dopmynu 36 wnsaxom peakuii cnonyk ®opmynu 35 i3
TpUc(ammeTmnamiHo)MeTaHoM i3 nopansLio obpob-
Koto rigpokcunamiHom. B Peakuii 2 cnonykn ®opmynun
35 B3aemogiloTb i3 TpUc(aMmeTunamiHo)MeTaHoM i3
noganslo obpobkow rigpasuHaueTatoMm 3 opep-
XaHHAM nipasonis 37. B Peakuisx 3 i 4, cnonykn ®o-
pmynu 35 GpomyloTb 3 ofepXaHHAM o-OpOMKETOHIB
38, KOoTpi NoTiM BBOAATb B peakLito 3 TiodoopMamigom
3 ogepxaHHaAM Tiasonis ®opmynu 39. Peakuia 5 into-
CTpye cuHTe3 nipasonie c¢opmyn 40 Ta 41 wnsaxom
peakuii Cronyk dopmynu 35 i3
TpUc(gmmeTmnamiHo)MeTaHoM i nogansLioi 06pobku
MeTUNrigpasvHoM.

Cxema VIII
%;Z‘j:“ a
Z
“Z g{ 4 NN
S0 N NN
«N - (Bu,Sn), N ,N SnBu, Z b >\/N\/
},,rﬁ EIOH |} %N PhCH3 ) -z‘/\"“
w Cranisn1 W Craais 2
2 43 44

Ha Cxemi VIII npegcraBneHo cnocib ogepxaHHs
TeTpasonis ®opmynu 44. Ha Cragii 1 apun- Ta rete-
poapunTteTpasonu dopmynu 42 HarpiBaloTb 3 OKCK-
aom Oic(TpubyTunonoBsa) 3 OAEpPXaHHSIM CTaHaHIB
®dopmynun 43. Ha Cragii 2 ogepxytoTe cnonykn dop-
Mynu 44 wnaxom HarpiBaHHs crnionyk ®opmynu 43 3i
crnonykamu dopmynu 4.
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Cxema IX
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EDCI, nipuaun w

2) AcOH {}

Cranis 5

Cxema IX intocTpye cuHTe3 Tpmasonis dopmynu
50. Ha Cragii 1 apun- Ta retepoapunrigpasmHu BBO-
O49Tb B peakuito 3 1,3,5-TpmasnHom 45 3 ogepaHHAM
Tpuasonie 46. Ha Cragii 2 ogepxytotb cnuptn dop-
Mynu 47 Wwnaxom HarpiBaHHsA crnionyk dopmynu 46 i3
dopmanegerigom. Ha Cragii 3 cnuptn ®opmynu 47
NnepeTBOPHOIOTL Y BIAMNOBIAHI XMOPUAM LWNSAXOM 06po-
OkK TioHINXxnopuaoM. 3ragaHi xnopuan noTim nepet-
BOPIOIOTb Y HiTpunu 48 aieto uiaHigy TeTpaetunamo-
Hito. LUiaHign 48 Ha Cragii 4 rigponisyioTb Ao
kapboHoBux kucnot 49. Ha Cragii 5 kapboHoBi kuc-
notn ®opmynu 49 cnonyyatoTb i3 giamiHamu 3 B nNpu-
CYTHOCTI EDCI [1-(3-anmeTnnamiHonponin)-3-
eTnnkapbogiimigy rigpoxnopug] abo iHWWX npuaaT-
HWX areHTiB CMoNny4YyeHHs 3 nofanbluMM HarpiBaHHAM
B OLTOBIN KACMOTI ANSA 3aBepLUeHHs LuMKni3auii npo-
MiKHUX aMiHoaMigiB y cnonykn ®opmynu 50.

Cxema X
NH,OH
QIH rn:n\c:ul.(w%b No _NH
MeOH or I
THF \ H*
51 Crania 1 52
Cranis 3
\\
1. Buli
= 2. (n-Bu)3SnCl = Pd(0) =\
NN O~— ——— Ng N_O~— Ny MO
N
B4 THF WX
53 Cranis I Sn(n-Bu)y Cranis 2' s
84 X=8r1

Cxema X inocTpye ABa MeToam CUHTe3y iMigaso-
nis ®opmMynu 52, gki € NPOMiXKHUMM NPOAYKTaMK Mnpu
cuHTesi nesHux cnonyk ®opmynu |. Ha Cragii 1 apun-
Ta reTepoapunanbgerign o6pobnaTb rniokcanem Ta
ripoOKC1OOM aMOHI0 3 ofepxaHHsM iMigasonos do-
pmynm 52. Ha Cragii 1' imigason 53 ob6pobnstoTb
crnoyatky OyTunniTiem, a noTiM XNOpMOOM TPU-H-
Oytunonosa i ogepxytoTb cnonyku dopmynu 54, 3
KOTPUMM cnig noBoautucs obepexHo, wob 3anobirtu
posknagy. Ha Cragii 2' cnonyku ®opmynu 54 Buko-
PUCTOBYIOTb B peaKUiiX NepexpecHOro CnonyyYeHHs B
NPUCYTHOCTI Nanagito 3 apun- Ta retepoapunranore-
Higamu ansa ogepxaHHsi cnonyk ®opmynu 55. Mopa-
nbwa obpobka crnonyk Popmynm 55 kMcnoTow Ha
Crapii 3' 3abe3neyye MOXNMBICTb OfEpXKaHHSA CMNonyK
dopmynu 52.

Ller BuHaxig 4O4aTKOBO iNOCTPYETLCHA NO4AHUMM
HWXYe Mpuknagamu, KoTpi He cnig pos3rnsgatn sk
Taki, Wo obmexyoTb 0bcar abo cyTb BUHaxoay npea-
CTaBMNEHVMU B HUX KOHKPETHUMK MeToamnkamu. [oga-
TKOBi CMOMYKWU, O OXOMNOKTBCA UMM BUHAXOAOM,
oKpiM cynpoBomxkytounx [lpuknagis, MoxyTb OyTn
ofepaHi 3 BUKOpUCTaHHAM cnocobis, BigoMux gaxi-
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BUSM B ranysi xiMiyHoro cuHTesy. daxiBusam y Uuin
ranysi 3po3ymino, wWo AN ogepXaHHsA Cnonyk, KoTpi
OXOMMIKTLCA LUM BUHAXOAOM, MOXHa 3aCTOCOBYBa-
TW Pi3HOMaHITHI BUXigHI MaTepiany Ta 4OA4ATKOBI CTa-
4il, sk NoKasaHo B NOAaHUX Huxye npuknagax. B ge-
SKMX  Bunagkax Ans  30iIACHEHHs  HeoOXiaHuX
NepeTBOPEHb MOXE BUSABUTUCHA HEOOXiOHWMM 3axucT
peakuiiHo3aaTHUX (PYHKUIMHUX rpyn. £k npaswno,
Taka noTpeba B rpynax 3axucTy, a TakoX YMOBaXx,
HeobXigHUX ons npuegHaHHNA Ta BigLenneHHs Takux
rpyn, oyeBuAHi Ansa axiBuis B ranysi opraHiyHoro
CUHTE3Y.

OpepxaHHa BMXiOHUX MaTepianiB Ta NPOMIKHUX
NpOAYKTIB

BuxigHi maTepianu Ta pi3HOMaHITHI NPOMiXHi
CMONyKN MOXHa ofepXaTu 3 KOMEpLIVHUX [pKepern,
ofepXaHi 3 KOMepLUinHO AOCTYMHUX OpraHiyHuUX cro-
nyk abo cuHTE30BaHi 3a AONOMOroK BiJOMUX METOZIB
CuHTE3y. Hmxde nmogaHo TUMOBI Npuknagu crnocobis,
npuaaTHUX Anst OAEepPXKaHHS MPOMDKHUX CMOMyK, Ha-
OaHUX MM BMHaXO4oM.

Mpuknag 1

CuHTes 1-nponin-2-{[2-(2-cpTopnipna-6-in)-1H-
iminason-1-in]Jmetnn}-5-uiaH-1H-6eHsimigasony

/ ’i
\

{ﬁ |

OpepxaHHs
H|Tp06eH30H|TpV|ny
o cycneHsii 4-xnop-3-HiTpobeHsoHniTpuny (7,30r,
40mmonb) B isonponaHoni (30mn) gogatoTb Npu ne-
pewmiwyBaHHi H-nponinamiH (9,87mn, 120mmons). Cy-
MilLl NepeMilLyoTb Npu KiMHaTHIN TemnepaTypi NpoTs-
rom 5rof, nicns Yoro TBepAy PEYOBUHY BIOAINSANOTbL
iNnbTpyBaHHSAM | ogepXyloTb  4-H-nponinamiHo-3-
HITPOGEH30HITPUN Y BUMMSAAI TBEPAOI PEYOBUHU KOB-
TOro KONbopy. H ampP (CDCIs) & 8,51 (1H, q), 8,42
(1H, br s), 7,60 (1H, m), 6,91 (1H, d), 3,33 (2H, q),
1,84-1,74 (2H, m), 1,07 (3H, t), LRMS (macc-
CMNEKTPOMETPUSA HU3LKOTO po3aineHHs) 206,3 (MH+).

4-H-nponinamiHo-3-

2. OpepxaHHs 3-amiHo-4-n-
nponinamiHoOeH30HITpUny
B konmby [Mappa 3  4-H-nponinamiHo-3-

HiTpoGeH3oHITpUnom (7,63r, 37,2mMMonb) B eTunaue-
TaTi (38mn) gogatotb 5%-Hun Pd/C (50% BonoricTb,
633wmr). Konby Mappa repmeTusyoTe B MEXaHiYHOMY
CTpyLLYyBadi, BiAKayylTb MOBITPS, NICAS YOro Mpoay-
BalOTb CNoYaTKy asoToM, MOTiM BoAHEM. TUCK Y cuc-
Temi nigBuwyoTs 0o 50 dyHTIB Ha KB. [OHONM
(0,34MlMa) i NO4YMHAOTE MEeXaHiYHe CTPYLUYBaHHS.
Uepes 2rof CTpyLlyBaHHS NPUMNUHAIOTL, | Nepes pos-
KpUTTSIM KOnbw npogyBatoTb cucTemy asoTtom. Peak-
LifHY CyMill inbTpyOTb Yepes wap LeniTy, KOHUEeH-
TPYlOTb Yy BakyyMmi, OAepaHy TBepay PeyOBUHY
nigaaoTb nepekpuctannuaadii WAsSXOM PO3YUHEHHS
B eTunaueTtati (15mMn) 3 noganbliMM HarpiBaHHAM i
AofaBaHHAM rekcaHny (15mn), i ogepxyloTb 3-amiHo-
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4-H-nponinamiHOGeH3oHITPUN Yy BUMMSAI  KpucTarnis
ciporo Komnbopy. 'H amp (CDCl3) & 7,14 (1H, dd),
6,92 (1H, d), 6,56 (1H, d), 3,98 (1H, br s), 3,30 (2H, br
s), 3,12 (2H, t), 1,75-1,65 (2H, m), 1,03 (3H, t), LRMS
o6uuncneHo 175,23, 3HaaeHo 176,2 (MH+).

3. OpepxaHHa 1-nponin-2-{[2-(2-PTOpnipna-6-
in)-1H-imigason-1-injmetun}-5-uiaH-1H-
OeHsimigasony

MeTton A

(A) OpepxaHHs  1-H-nponin-2-xnopmeTtun-5-
uiaHbeHsimigasony rigpoxnopuay

i) Po3unH 3-amiHo-4-H-nponinaMiHob6eH3oHITpuny
(7,38r, 42,1mMmmonb) i eTunxnopaueTimigaTy rigpoxno-
puay (9,92r, 63,2mmonb) B eTaHoni (100mn) Harpisa-
I0Tb 3i 3BOPOTHUM XONOAWUSIBHUKOM MpOTAroMm 17roA,
NoTiM OXONOMKYKTb i KOHLEHTPYIOTh, ogepxytoun 1-
H-nponin-2-xnopmeTun-5-uiaHbeHsimigasony rigpox-
nopua. lNepen 3acTtocyBaHHSAM Ha HacTynHin cragii
Lern maTtepian nepeTBOpoOTb Y BiflbHY OCHOBY LUNSA-
XOM [o[aBaHHSA BOOHOro po3ynHy bGikapboHaTty Ta
eKcTparyBaHHA  OMXJIOPMETaHOM,  BUCYLLYBaHHS
(NazSOs) i KOHUEHTPYBaHHS.

ii) 3rigHO 3 anbTepHaTMBHUM BapiaHTOM 3aMiCTb
eTunxnopaudeTiMigaTy MOXHa BMKOpUCTaTU Xxropaue-
TUNXNOpUA. Oo PO34MHy 3-amiHO-4-H-
nponinamiHo6eHsoHiTpuny (5,15r, 29,4mmonb) Ta
Tpuetunamivy (4,51mn) B etunauetati (52mn) npu
KiMHaTHI TemnepaTypi NOBINbHO o4alTb Xropaue-
Tunxnopuva (2,57mn). licna nepemiwyBaHHA peak-
uinHoi cymiwi npotarom 30xB MpW KiMHATHIN Temne-
paTypi fodaloTb ouTOBY KMCroTy (5Mn), i peakuinHy
CyMmilW HarpiBawTb 3i 3BOPOTHUM XONOOUITbHMKOM.
Micns HarpiBaHHA npoTtarom 20roa peakuiviHy cymi
OXONOAXYITb A0 KIMHaTHOI TemnepaTypu i po3bas-
nstoTb Bogow (50mn). OpraHiyHui po3ymH ABidi npo-
muBaoTe  1,0M  posuumHoMm  rigpokcmay — HaTpito
(2x50Mmn), micns 4oro mpomuBaioTb croyatky 0,25M
BOAHUM po3ynHom KH,PO, (50mn), notim posconom
(50mn). OpraHiyHui wap cywatb (cynbdat HaTpito),
KOHLEHTPYIOTb Yy BakyyMmi i TBepauvi NpoaykT nigaa-
I0Tb NepekpucTannunaadii WisaxomM HarpiBaHHA B €Tu-
nauetaTi (20mn), gogaBaHHA rekcaHy (40mn) i oxo-
NOMXEHHA OO0  KiMHATHOI  TemnepaTypyu  npu
nepemillyBaHHi, OAEepXKyro4un 1-H-nponin-2-
xnopmeTtun-5-uiaH6eHsiMigason y Burnsai kpucranis
KOPUYHEBOIO KOMNbOpy. 'H aup (CDClg): 6 8,08 (d,
J=0,8r'y, 1H), 7,57 (dd, J=1,65, 8,52I'y, 1H), 7,45 (d,
J=8,24I'u, 1H), 7,26 (s, 1H), 4,84 (s, 2H), 4,24 (t,
J=7.6l'y, 2H), 1,94 (neHterT, J=7,4, 7,6I'y, 2H), 1,03 (t,
J=7,4T"y, 3H).

(B) OpepxanHsa 1-nponin-2-{[2-(2-dTopnipna-6-
in)-1H-imigason-1-injmetun}-5-uiaH-1H-
6eHsimigasony

o cycnensii rigpuay HaTpito (2,251 60% B Macni)
B aumetundopmamigi (10mn) npu temnepatypi 0°C
AoA4alTb Npu nepemillyBaHHi po3vnH 2-pTop-6-(1H-
imigason-2-in)-nipnanny (7,7r, 47,2mmonb) B gume-
Tundpopmamigi (20mn). lMicna nepemilyBaHHS NpoTs-
rom 5xB, AoAalTb PO34MH 1-H-Mponin-2-xnopmeTnn-
5-uiaHbeHsimigaszony (11r, 47,2mMornb) Ta noamay
HaTtpito (20mr) B aumeTtundopmamigi (80mn). Peak-
LifHY CyMill nepeMilyoTb NPOTAromMm 6rod i3 nocrty-
NoBUM HarpiBaHHAM [0 KiMHaTHOI TeMmnepatypu. Pea-
KUiNHY CyMilLl OXOnoaxytoTb, 4OAA0Tb BoOy, TBEpAUM
NPOAYKT BiAAINATb, NPOMMBAKOTbL BOAOK i CyLlaThb,
OOEPXKYOYM BKasaHy B 3arofioBky cnonyky, 1-nponin-
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2-{[2-(2-¢pTOpnipna-6-in)-1H-imigason-1-injmetun}-5-
uiaH-1H-6eHsimigason.

MeTton B

TpumeTunantominin (0,54mn 2,0M po3unHy B TO-
nyoni, 1,09MMonb) kpanns 3a kpannew AodalwTb A0
PO34YnHY 3-amiHo-4-H-nponinamiHOGeH3oHITpUny
(152wmr; 0,87mMmonb) B guxnopmetaHi (10mn), i ogep-
XaHy CyMill nepeMilwyoTb Npu KiIMHaTHIA Temnepary-
pi npotsarom 1rog. OgHoto Mopuieo AodaTb PO3dMH
MeTunoBoro eqipy [2-(2-dTopnipuanH-6-in)-imigason-
1-inJouTtosoi kucrotu (102wr; 0,43mMMonb) B Auxnop-
MeTaHi (5mn), i cymil HarpiBaloTb 3i 3BOPOTHUM XO-
noavneHUKOM npoTtarom 16roa. Po3uvH KopuyHEBOro
KONMbOpY OXOMOMKYIOTb A0 KIMHaTHOI TemnepaTtypw,
OO[alTb Kpanns 3a Kpannew crnovaTky MeTaHorn
(1mn), noTim BoAy (2mn) i NepeMiwyoTb NPy KiMHaT-
Hin TemnepaTypi npotsrom 15xB. JopatoTb 6e3Boa-
HWA cynbdat HaTpilo A0 NEePeTBOPEHHS rento B TBep-
4y PEYOBUHY, CyMill po30aBnsalTb AUXIOPMETAHOM
(100Mmn) i dinbTpyOTL Yepes wap uenity. dinbTpar
KOHLEHTPYIOTb, OOEPXYHOUYM MACiO KOPUYHEBOrO KO-
nbopy, AKe PO3YMHSATb B OLTOBIN KUCMOTI (7mn) i
HarpieatoTb npu Temnepatypi 100°C npotdrom 72rog.
Cymill oxonoaxywTb A0 KiMHATHOI Temnepatypu i
KOHUEHTpyTb. OfepxaHuin 3anuoK PO3YMHAOTL B
eTunauetaTi (15mn), NpoMMBalOTb cnovaTky Hacuye-
HUM BogHuMM po3dmHoM NaHCOj; (1x50mn), noTim
posconom (1x50mn), cywarbs (MgSOs) i KOHUEHTPY-
10Tb; OAEepXaHWi 3anuLoK o4vuLialTb npenapaTus-
HOK XpomaTorpadieto B TOHKOMY LUapi i 0AepXyoTb
1-H-nponin-2-{[2-(2-¢dTopnipna-6-in)-1H-imigason-1-
in]meTun}-5-uian-1H-6enHsimigason y surnagi HanisT-
BepOoi  PEYOBMHW  CBITNO-KOPUYHEBOINO  KOMbOPY
(57wr).

Meton C

[o posunHy rigpoxnopuay [2-(6-cdTopnipnamnH-2-
in)-imigason-1-injoyTtoBoil KMUCNoTn (274wmr;
1,06mmonb) i Tpuetunaminy (0,15mn; 1,06mMMmonb) B
anxnopmetaHi (10mMn) godarTb Kpanns 3a Kpannero
okcaninxnopug (0,64mn 2M po3uuHy B AvxnopmeTa-
Hi; 1,27Mmonb), | ogepxaHy CyCneHsilo nepemillyoTb
npw KiMHaTHIA TemnepaTypi NpoTArom 2rog.

CyMilll KOHLIEHTPYIOTb, | OAepXaHUIM 3anuLoK Cy-
cneHayoTb B AvxnopmeTadi (10mn). JoaaTe po3ynH
3-amiHo-4-nponinamiHO6eH30oHITpuny (185wr;
1,06mMmonb) B AnxnopmeTaHi (5mn), i ogepxaHy cy-
MilLl NepeMillyoTb Npu KiMHaTHIN TemnepaTypi NpoTs-
rom 16rog, nicna 4oro KOHUeHTpyloTb. OgepxaHuin
3anvWOK PO3YMHATL B OUTOBIN KkucnoTi (10mn) i
HarpiatoTb npu Temnepatypi 100°C npotsrom 1rog.
Cymiw oxonomxytloTb [0 KiMHATHOI TemnepaTypw,
KOHLEHTPYIOTb, pO34nHATbL B eTunauetarti (150mn),
NPOMUBaOTb HACUYEHUM BOAHUM po3dymHOoM NaHCOs3
(50mn), notim posconom (50mn), cywatb (MgSQO.) i
KOHLEHTPYIOTb, OOEPXYHUYN HEOUMLLEHWUA NPOAYKT Y
BUMSAAI BOCKOMoAiGHOI TBepaoi peyosuHM (338wmr).
Llen HeounweHnn NpoaykT CycrneHayTb B AieTuno-
BOMYy edipi (NpmbnunsHo 4mn) i KiNnbKox Kpannsax me-
TaHony, noTiM hinbTpyloTh | ogepXytoTh 1-H-nponin-
2-{[2-(2-pTOpPNipna-6-in)-1H-imigason-1-injmetun}-5-
uiaH-1H-6eHsimigason y Burnsai TBepaoi PeHOBMHVI
6nigo-kopuyHeBoro  konbopy  (230mr). "H AMP
(399,96Mru, CDCls): 8 8,17 (dd, J=2,0, 7,6y, 1H, H-
18), 8,05 (s, 1H, H-4), 7,88 (q, J=8,0l"y, 1H, H-19),
7,52 (d, J=8,4I'y, 1H, H-6), 7,41 (d, J=8,4I'y, 1H, H-
7), 7,21 (s, 1H, H-14), 7,18 (s, 1H, H-15), 6,28 (s, 2H,
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H-13), 4,28 (t, J=7,6l'u, 2H, H-10), 1,68 (dt, J=7,6I'L,
2H, H-11), 0,84 (t, J=7,6I"y, 3H, H-12).

3C NMR (100,57Mru, CDCls, "H decoupled at
399,957Mrl'u): 3, 162,36 (d, Jcr=239,6Iy), 152,53,
148,69 (d, Jc..=13,0ly), 142,36 (d, JcrF=7,6Iu),
142,31, 142,28, 138,42, 129,96, 126,55, 125,31,
124,23, 120,27(d, Jc-£=3,8Mu), 119,96, 111,23,
108,52 (d, Jc..=35,9I"y), 105,70, 46,10, 44,57, 23,43,
11,27.

Mpuknag 2

CuHtes  1-etun-2-{[2-(3-dTOpcheHin)-nipason-3-
in]meTun}-5-uiaH-1H-6ensimigasony

Y
N o\
oo
i

1. OpepxaHHsi 1-(3-cpTopdheHin)-5-
kapbokcumeTunnipasony

[o pos3unHy eTunBiHINOBOrO mnpocToro eqipy
(340mn, 3,55monb) B gietunosomy edipi (200mn),
OXONOMKEHOro Ha NbOASAHIN GaHi, kpanns 3a Kpanneto
4O[alTb NpUY NepeMillyBaHHi pO34MH ManoHinamxno-
puay (69mn, 0,71monb) B edipi (20mn). MNepemiwy-
BaHHS NPOAOBXYOTL Npu TemnepaTypi 0°C npoTsarom
2rof, nicnsi YOro Npu OXONOMKEHHI JoAalTh PO3YNH
Tpuetunamivy (196mn) i etaHony (350mn) B edipi
(210mn). nst [OAAaTKOBOrO OCAMPKEHHS rigpoxnopuay
TpueTunamiHy AoAalTb O0OATKOBY KiNbKiCTb edipy,
noTiM CyMmiLl PiNbTPYIOTL | 0OAepXKaHWUi inbTpaT KOH-
LEHTPYOTb. 3anuWoOK pPO3YMHATbL B eTaHoni
(710mn), micnsa voro godakwTb TpueTunoptodopmiat
(177mn, 1,07monb) i koHueHTpoBaHy HCI (5mn). Oge-
pXaHy CyMill nepemiyloTb MPOTArOM Houi, nicns
YOro KOHUEHTPYHTh. [lo ogepxaHoro 3anuwky goaa-
toTb  etanon  (500mn) i rigpoxnopup  3-
dTopdpeHinrigpasunHy (27,6r, 0,17monb). Cymiw Ha-
rpisatoTb 3i 3BOPOTHWM XOSIOAUIIBHUKOM MPOTSIrOM
2rof, nicnsi YOro OXOMOAXYIOTb i KOHLUEHTPYIoTb. [lo-
JalTb eTunauetaTt, CyMmill NpoMMBaKOTb CrovaTKy
BOAHWM po34mHOM 6GikapboHaTty, nmoTiMm BOAON, Cy-
watb (Na;SO4), KOHUEHTPYIOTb, i OAepXaHun 3anu-
LLIOK o4YMLaloTb XpoMaTtorpadpyBaHHAM Ha cunikareni.
Hopatotb etanon (20mn) i 1N po3umH NaOH (100mn)
i HarpiBaoTb 3i 3BOPOTHUM XONOAUITBHUKOM NMPOTSArom
1roag. Cymill oxonogxykTb i NpoMuBalOTb eTunave-
TatoM. BogHui wap oxonoaxyloTb i NiAKUCNIOWTb,
TBEPAU NPOAYKT BiAAiNAlTb (PiNbTPyBaHHAM, peTe-
NbHO NPOMMBAaKOTb BOAOHO i cyllaTh, ogepxytoun 1-(3-
dpTOpdeHin)-5-kapbokcumeTnnnipason y  BUrngagi
TBEPAOI PEYOBMHU 30ITIOTUCTOrO KONbOPY. 'H ampP
(CDCl3): 6 7,68 (d, J=1,8Iu, 1H), 7,41-7,48 (m, 1H),
7,10-7,26 (m, 3H), 6,44 (d, J=2,1"y, 1H), 3,77 (s, 2H).
PiaMHHa xpomatorpaddis 3 Mac-CnekTpoMeTPpUYHUM
petekTyBaHHam (LCMS): 221,2 (MH"), 219,2 (MH)).

2.  OpepxaHHsa  1-etun-2-{[2-(3-dTOpdheHin)-
nipason-3-inJmetun}-5-uiaH-1H-6eHsimigasony

[o po3unHy 3-amiHo-4-eTunamiHOBEeH30HITpUIy
(887w, 5,5Mmonb) i 1-(3-bTopdheHin)-5-
kapbokcumeTtunnipasony (1,10r, 5Mmonb) B nipnauHi
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(5mMn) popatoTb Npw NepemiwyBaHHi rigpoxnopug 1-
(3-ammeTnnamiHonponin)-3-eTunkap6ogiimigy (1,15r,
6mmonb). OgepxaHy Cymill nepemillytoTb nNpu KiMHa-
THIN Temnepatypi npotarom 17,5roa, nicnsi 4oro KoH-
LeHTpyloTb. OgepXXaHnin 3anuLoK OXOMOMKYTh Ha
NboAsiHIn 6aHi, Npy NepemillyBaHHi AOAA0Tb BOAHWUIA
posumH HCI, ocaa BigainAoTe inbTpyBaHHAM, peTe-
NbHO MPOMMBAIOTb BOAOIO | cywate. OgepxaHun Tee-
paviA NpoayKT Ao4akTb OO OLTOBOI KUCNOTK (75Mn) i
HarpiBaloTb 3i 3BOPOTHUM XOMOAWSBHUKOM MPOTSAroM
5,5ron. Cymill OXOnogXytTb, KOHLEHTPYHOTb i 04M-
LwaTb XpomartorpadyBaHHAM Ha cunikareni, opep-
Xytoumn 1-etun-2-{[2-(3-dpTopdeHin)-nipason-3-
in]meTnn}-5-uian-1H-6ensimigaszon. OgepxaHuin npo-
OYKT NEepeTBOPIOOTL Y ME3uUnaTtHy Cifnb B aLeTOHi. H
AMP (CDCls): 6 8,17 (s, 1H), 7,89 (d, J=8,52I'y, 1H),
7,68-7,75 (m 1H), 7,44-7,54 (m, 2H), 7,37-7,40 (m,
1H), 7,21-7,28 (m, 1H), 6,35 (d, J=1,65I"y, 1H), 4,65
(s, 2H), 4,29 (q, J=7,14T'u, 2H), 2,34 (s, 3H), 1,19 (1,
J=7,14Tu, 3H). LCMS 346,0 (MH"), 344,4 (MH).

Mpuknag 3

CwuHTes 1-etun-2-{[1-(3-dpTopdeHin)-1,2,4-
Tpuason-5-injmeTtnn}-5-uiaH-1H-6eHsimigasony

A
'~ g ke
hesTa

o

1. OpepxaHHa 1-(3-pTopdenin)-1,2,4-Tpnasony

Cywmiw 1,3,5-tpuasmny (1r, 12,3mmonsb) i rigpox-
nopugy 3-dtopdeHinrigpasvHy (2r, 12,3mMmonb) B
eTtaHoni (20mn) HarpiBaloTb 3i 3BOPOTHUM XONoaunb-
HUKOM MpPOTHAroM Houi. [licns KoOHUEeHTpyBaHHA goaa-
I0Tb eTunaueTaT, ogepXKaHy CyMmill NMpoOMUBaIOTbL CMo-
YaTky BOAHWMM  po3vnMHOM  GikapboHaTty, noTim
HacM4YeHUM BOAHVMM PO3YMHOM XMOpwuay HaTpilo, Cy-
watb (MgSO4) i KOHUEHTPYIOTb, ofepXytoun 1,8r He-
oumwieHoro  1-(3-ptopdeHin)-1,2,4-Tpnasony. 'H
AMP (CDCls): & 8,57 (s, 1H), 8,12 (s, 1H), 7,46-7,51
(m, 3H), 7,08-7,15 (m, 1H). LCMS 164,1 (MH").

2. OgaepkaHHsA 1-(3-cpTopdpeHin)-5-
rinpokcumeTun-1,2,4-tpuasony

Cymiw  HeouumweHoro 1-(3-pTopdpeHin)-1,2,4-
Tpuasony i opmansgerigy (10mn 37% (mac.) B Bogi)
HarpiatoTb npu Temnepatypi 150°C B repmeTu3oBa-
Hin Tpy6ui npoTtarom 48rog. MNicna oxonomkXeHHNA pea-
KUiMHOI MOCYAMHM peakuiiHy CyMill ekcTparyloTb Au-
xnopmetaHoMm, cywatb (MgSO4), KOHLEHTPYOTb,
OfepXaHWI 3anuLLIOK OYMLLaTbL XpoMaTorpadyBaH-
HAM Ha cunikareni i ogepxyoTb 1-(3-pTopdeHin)-5-
rigpokcumeTun-1,2,4-tpmason. H AmP (CDClg): o
8,02 (s, 1H), 7,42-7,53 (m, 3H), 7,22-7,29 (m, 1H),
4,81 (s, 2H). LCMS 194,2 (MH").

3. OpepxaHHsa 1-(3-dTOpdeHin)-5-uiaHmeTnn-
1,2,4-tpnasony

1-(3-bTopdeHin)-5-rigppokcumeTnn-1,2,4-tpmuason
(1,7r) 06pobnstoTb po3ynHoM TioHinxnopuay (10mn) y
anxnopmeTaHi (20mn) npu KiMHaTHIA Temnepatypi
npoTArom Houi. icna Uboro po3yYMHHUK BUOANSAOTb.
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[o opepxaHoro 3anvwky [AO4alTb aueToHITpun
(20mn), uiaHig TeTpaeTunamoHito (2,75r, 17,6MMonb)
Ta Tpuetunamid (2,5vn, 17,6mmons). OgepxaHy cy-
MilLl NepeMillyoTb Npu KiMHaTHIN TemnepaTypi NpoTs-
rom 2rog. Cymiw po3baBnsitoTb eTunaueTaToM, npo-
MUBaIOTb CMoYaTKy BOOHWM pO34nmHOM OGikapOoHaTy,
noTiMm HacM4YeHMM BOAHMM PO3YMHOM XMOpuAy Ha-
Tpito, cywatb (Na2SO4), KOHUEHTPYIOTb, | OAepXaHui
3anMLWoK O4YMLLalNTb XpomMaTorpadyBaHHAM Ha cwni-
Kareni, ogepXyun HeouuleHHun 1-(3-dTopdeHin)-
5-LjiaHMeTnn-1,2,4-Tpuason. *H AMP (CDCls): 6 8,06
(s, 1H), 7,52-7,62 (m, 1H), 7,20-7,30 (m, 3H), 3,98 (s,
2H). LCMS 203,0 (MH"), 201,2 (MH).

4. OpepxaHHs 1-(3-bTopdheHin)-5-
kapbokcumeTnn-1,2,4-tpmuasony

HeouuweHnn 1-(3-pTopdeHin)-5-uiaHmeTnn-
1,2,4-tpnason (0,9r) posunHsaTb B eTaHoni (50mn) i
OXONOMAXYIOTb Ha NboasAHI GaHi. Yepe3 opepxaHui
po3ymH 6GapboTtyloTe rasonoaioHuii HCI npoTsrom
0,5ron. OopatoTte Bogy (10mn), i cymiw HarpiBaloTb
npu TemnepaTypi 65°C npotarom 2rog. Nicnsa oxorno-
OXeHHs BinbLUy YacTuMHY eTaHony BUAAnSawTb Ha po-
TOPHOMY BUNapHUKY, nicnsa Yyoro gogaTs 3N po3ynH
NaOH (25mn) i eTtaHon (25mn). OgepxaHuii po3dnH
HarpiBatoTb 3i 3BOPOTHUM XONOAWUMBHUKOM MPOTAroM
2rof, OXONOAXyYTb, MICNA YOro ekcTparyloTb AieTu-
nosum eddipom (3x). BogHunm wap nigkucniowTs A0
pH 2 i ekcTparyoTb eTunauetatoM. OpraHivyHui Lwap
NPOMUBAIOTb HACUYEHUM BOAHUM PO3YMHOM Xropuay
HaTpito, cywaTb (NazSO4) | KOHLEHTPYIOTb, OAEPXKYIo-
un 1-(3-dpTopeHin)-5-kapbokcumeTnn-1,2,4-
Tpuason. 'H amP (CDCls): 6 8,08 (s, 1H), 7,50-7,57
(m, 1H), 7,22-7,32 (m, 3H), 4,01 (s, 2H).

5. OpepxaHHa  1-etun-2-{[1-(3-dTOpdeHin)-
1,2,4-tpnason-5-injmeTtun}-5-uiaH-1H-6eHsimigasony

3acTocoByoun meToauky, onucady B lNpuknagi 2,
Cragia 2, 1-(3-dTopdeHin)-5-kapbokcumeTnn-1,2,4-
Tpuason nepeTBOPIOTb B 1-eTun-2-{[1-(3-
dTOopdeHin)-1,2,4-tpnason-5-injmetnn}-5-uiaH-1H-
BensimMigazon. *H AMP (CDCls): 6 8,03 (s, 1H); 8,01
(s, 1H); 7,42-7,56 (m, 5H); 7,22 (m, 1H); 4,51 (s, 2H);
4,43 (q, 2H); 1,45 (t, 3H). LCMS 347,3 (MH").

Mpuknag 4

CuHTes 1-nponin-2-[(5-denin-1H-TeTpason-1-
in)metun]-1H-6eHsimigasony

N \:
I\
N\N Va

1. OpepxaHHa 2-(Tpu-H-OyTNNONOBO)-5-beHin-
1H-TeTpasony

Cymiw 5-cbeHin-1H-teTpasony (200wmr,
1,22mMmornb) i Bic(Tpu-H-OyTrnonoso)okemay (0,31mn,
0,61mMMonb) B eTaHoni (2mn) HarpiBaloTb 3i 3BOpPOT-
HUM XonoaunbHukom npotarom 10xs8. Cymiw oxono-
OXYI0Tb, KOHLEHTPYIOTb | OAEPXKYI0Tb HEOUULLEHUA 2-
(Tpu-H-6yTMNONOBO)-5-beHin-1H-TeTpason, AKUN



77

6e3nocpepefHbO BUKOPUCTOBYIOTb Ha HacTymMHin cTa-
Aaii.

2. OpepxxaHHsi 1-nponin-2-[(5-deHin-1H-
TeTpason-1-in)metun]-1H-6eHsiminasony

HeouuweHuin 2-(Tpu-H-6yTrnonoo)-5-cpeHin-1H-
Tetpason  (2,09r, 4,8ummonb) Ta  1-nponin-2-
xnopmeTtunbensimigason (1,0r, 4,8mmonb) HarpiBa-
10Tb y Tonyoni (5Mm) 3i 3BOPOTHUM XOMOAUIBHUKOM
NPOTArOM HoYi. PO3YMHHWMK BMAAnsTb Yy BaKyyMmi,
odepXaHWn 3anuLLIoOK NPOMMBAlOTb FeKcaHoM, Micns
YOro OYMLLAIOTh LUMAXOM MpenapaTMBHOIO Xpomaror-
padyBaHHA 3 ogepxaHHaM 1-nponin-2-[(5-deHrin-1H-
TeTpason-1-in)metun]-1H-6enHsimigasony sk HeocHo-
BHOTO i3oMepa. 'H amp (CDCls): 6 8,05-8,12 (m, 2H);
7,77 (m, 1H); 7,58-7,62 (m, 2H); 7,29-7,43 (m, 3H);
5,86 (5, 2H); 4,40 (t, 2h); 1,85 (m, 2H); 1,01 (t, 3H).

Mpuknag 5

CuHtes  1-etnn-2-{[2-(3-®TopPdeHin)-nipa3on-3-
in]meTtnn}-5-auetun-1H-6eHsimigasony

Cymiw  1-etun-2-{[2-(3-pTOpdeHin)-nipazon-3-
in]meTnn}-5-6pom-1H-6eHsimigasony (200w,
0,5vmonb), Tpubytun(1-etokcuiHin)onosa (0,34mm,
1,0mmonb) i TeTpakic(TpudeHnindocdid)nanaano (0)
(29mr) B Tonyoni (10mn) HarpiBaloTb 3i 3BOPOTHUM
XONOAUINBHUKOM NpoTAroM 1rof B aTmocdepi aproHy.
Po34nHHMK BuaansaoTb y BakyyMi, Micns 4oro ogep-
XaHui 3anuwok po3dnHATb Y 10%-HOMY pO34MHI
HCI (5mn) i TeTparigpodypaHi (5mn). OgepxaHy cy-
MilLl NepeMilLyoTb Npu KiMHaTHIN TemnepaTypi NpoTs-
rom 0,5rof, micna 4Yoro ekcTparyloTb eTunaueTaToM.
BogHuin wap gosoasTte Ao pH 9, ekcTparyoTb Auxno-
pmeTaHoM, opraHiyHun wap cywatb (Na;SO4), KOH-
LEHTPYIOTb, | OepXXaHWiA 3anuLIOK O4MLLaloTh LNs-
XOM  MpenapaTtuMBHOrO  XpomartorpadyBaHHA  Ha
cunikareni, ogepxytoun 1-etun-2-{[2-(3-propdeHin)-
nipason-3-injmetun}-5-auetun-1H-6eHsimigasorn. 'H
AMP (CDCls): & 8,36 (d, 1H); 7,99 (dd, 1H); 7,645 (d,
1H); 7,25-7,49 (m, 4H); 7,14 (m, 1H); 6,21 (d, 1H);
4,36 (s, 2H); 4,02 (g, 2H); 2,68 (s, 3H); 1,24 (t, 3H).

Mpuknag 6

CuHtes  1-etun-2-{[2-(3-dpTOpdeHin)-nipazon-3-
in]meTun}-5-[1-(MeTokciimiHo)eTun]-1H-6eH3imigasony

Cymiw  1-etun-2-{[2-(3-pTOpdeHin)-nipazon-3-
injmetun}-5-auetun-1H-6enHsimigasony (23wmr), rigpo-
xnopuay metokcunamiHy (15mr, 3ekB.) i aueTtaty Ha-
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Tpito (15mr, 3ekB.) y metaHoni (1mn) nepemiwyoTb
npy KiMHaTHIN TemnepaTtypi NPOTAroM Hodi. Po3uymh-
HWK BUOAnNsTh y BakyyMi, oAaloTb OO 3aNULLKY BO-
OHUI po3unH BikapboHaTty HaTtpito go pH 9, nicns
4yoro ekcTparytloTb eTunauetatoMm. OpraHidyHuin wap
cywaTtb (NaSO4) i KOHUEHTPYTb, oaepxyrun 1-
etun-2-{[2-(3-dpTopdeHin)-nipason-3-injmetun}-5-[1-
(meTokciimiHo)eTun]-1H-6eHsimigason. 'H awmp
(CDClg): 8 7,94 (d, 1H); 7,73 (dd, 1H); 7,73 (dd, 1H);
7,63 (d, 1H); 7,52 (m, 1H); 7,38-7,40 (m, 3H); 7,27
(m, 1H); 6,19 (d, 1H); 4,32 (s, 2H); 3,87-4,10 (m, 5H);
2,30 (s, 3H); 1,22 (t, 3H).

Mpuknag 7

CuHTes 1-eTun-2-{[2-(2,5-gndTopdeHin)-
nipason-3-injmetun}-5-[5-(4-cpTopdeHrin)-1,3,4-
okcagiason-2-in]-1H-6eHsimigasony

@\ro N\
et

Cywmiw 1-etun-2-{[2-(2,5-gudTopdeHin)-nipason-
3-in]jweTtun}-1H-6eH3imignason-5-kapbokcunary
(152wmr) i 4-cpTopbensrigpasvay (1,05ekB.) B OKCUX-
nopugi cocdopy (6mn) HarpiBawTb 3i 3BOPOTHUM
xonoauneHukoM npotarom 1,5rog. Cymiw oxono-
OXYIOTb | KOHLEHTPYOTb, MiCns 4Yoro 40 O4epXKaHoro
3anuwky gopatoTe Boay (5mn). lNicns goBeaeHHsa Ao
pH>7 i3 gONOMOroK HacMyeHoro po34vmHy GikapboHa-
Ty OfEepXaHWi pO34YMH eKCTparylTb eTunauetaToM
(3x), ob'eaHaHi opraHiyHi LWapyn NpoMuBalTL crnoyar-
Ky BOAO (2x), NOTIM HAaCUYEHVM BOOHUM PO3YMHOM
xnopugy Hatpito, cywatb (MgSO.), KOHLEHTPYOTb, i
OfEepXaHW 3anULIOK OYMLLAKTh LUMSAXOM npenapa-
TMBHOro XxpomatorpadyBaHHS Ha cunikareni, ogep-
Xytoun  1-etun-2-{[2-(2,5-andTopdeHin)-nipazon-3-
in]meTun}-5[5-(4-dbTopeHin)-1,3,4-okcagiason-2-inj-
1H-6eusimigason. LCMS MH" 501,068.

Mpuknag 8

CuHTes 1-etnn-2-{[2-(3-pTopdheHin)-1H-
iminason-1-inJmetnn}-5-(1,3.4-okcagiaszon-2-in)-1H-
6eHsimigasony

)

N
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Cymiw 1-etun-2-{[2-(3-dTOopdeHin)-1H-imigazon-
1-in]meTtnn}-1H-6eHsimigason-5-rigpasngy  (177wmr),
TpuetunopTtodopMiaty (8mn) Ta OUTOBOI KMCMOTU
(2mn) HarpiBaloTb 3i 3BOPOTHUM XONOAUNBHUKOM MpPO-
Tarom 5rof. PeakuiliHy cyMill OXONOAXYOTb, KOHLEH-
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TPYIOTb, | OAEPXaHUIA 3arMLLOK OYULLAIOTL LLISAXOM
npenapaTMBHOro xpomartorpadyBaHHsi Ha cunikareni
3 ogepxaHHsam  1-etun-2-{[2-(3-dpTOpdpeHin)-1H-
imigazon-1-injmetnn}-5-(1,3,4-okcagiaszon-2-in)-1H-
GeHsimigasony, KOTpuii NepeTBOPHTL Y Fapoxno-
pua B etunauetati. 'H AMP (ds-DMSO): & 9,32 (s,
1H), 8,19 (s, 1H), 8,03 (d, 1H), 7,97-7,95 (m, 2H),
7,87 (d, 1H), 7,72 (m, 1H), 7,66-7,60 (m, 2H), 7,54-
7,50 (m, 1H), 5,99 (s, 2H), 4,34 (g, 2H), 1,31 (t, 3H),
LCMS MH" 389,4.

Mpuknag 9

CuHTes 1-eTun-2-{[2-(2,5-andTopdeHin)-1H-
imigason-1-in]meTtnn}-5-amiHo-1H-6eHsimigasony

Nﬁ %
iwﬂ

1. OgepxaHHa 4-dTop-3-HiTpoaueTaHinigy

4-¢pTop-3-HiTpoaHiniH (5,2r) obpobnawTs ouTo-
BMM aHrigpugom (1,1ekB.) B guxnopmetaHi npu Kim-
HaTHin TemnepaTypi npotarom 1roa. OpepxaHy pea-
KUiHY CyMilll KOHLLEHTPYIOTb, 3afULLOK PO3YMHSAOTE B
AVXIIOpMeTaHi i NPoMMBaloTb CMOYaTKy BOAHUM pPO3-
ynHom OGikapboHaTy HaTpito (2x), MOTIM Hacu4yeHum
BOAHMM PO34YMHOM XNopuay HaTpito, cywatb (MgSOy)
i KOHLEHTPYIOTb, oAepXyroun 4,7r HeouulieHoro 4-
dTOp-3-HiTpOaALEeTaHIniay.

2. OpepxaHHs 3-HiTpo-4-(eTunamiHo)aueTaHinigy

Cymiw HEeo4uLLEHOro 4-cpTop-3-
HiTpoaueTaueTaHinigy (4,6r), etunamivy (23mn 2M
po3dMHy B TeTparigpodypaHi) i kapboHaTy kanito
(3,5r) B aumetundopmamigi (100mMn) nepemiwyotb
npy KiMHaTHIN TemnepaTtypi npoTarom 4rog, MOTiM
HarpiatoTb npu TemnepaTypi 60°C npotarom 5rog.
PeakuiiHy cymill BUTPUMYIOTb 4O OXOMNOMKEHHS, A0-
paTe Bogy (150mMm) i ekcTparyoTb eTunauetaToM
(3x). O6'egHaHi oOpraHiYHi eKkCcTpakTu npPOMMBalOTb
crnoyvatky Bofot (3x), NOTiM HACUYEHNM BOAHWUM PO3-
YMHOM Xxnopuay Hatpito, cywatb (MgSOy) i KOHUEHT-
pyloTb ONA  OAEpXaHHA HeOouuLeHoro 3-HiTpo-4-
(eTunamiHo)aueTaHinigy.

3. OpepxaHHs N-[3-amiHO-4-
(eTunamiHo)dpeHin]auetamigy
Heounwennn  3-HiTpo-4-(eTrnamiHo)aueTtaHinig

(4,8r), 10%-Hun Pd/C (0,5r), meTtaHon (50mn) i eTm-
nauetat (200mn) 3aBaHTaxyloTb B anapart [lappa i
BUTPUMYIOTb B atMmocdepi BOAHIO Mig  TUCKOM
50qayHT/,1:|,r0|7|M2 (0,34MMa) npotsrom 5ron. OpepxaHy
CyMmilWw iNbTPYOTb Yepes3 wap UeniTy i KOHUEHTPY-
10Tb, OAepXytoun 4r HeouuuweHoro N-[3-amiHo-4-
(eTunamiHo)deHin]aueTtamiay.

4. OpepxaHHa N-{2-{[2-(2,5-oudpTopdheHin)-1H-
iminason-1-in]jmeTtnn}-1-etnn-1H-6eH3iminason-5-
infauetamigy

3acTocoBytoun metoauky, onucady B lNpuknagi 1,
MeTon A, HEOYULLEHUN N-[3-amiHO-4-
(eTunamiHo)dbeHin]auetamia nepetsoptooTe B N-{2-
{[2-(2,5-pudbTOpdeHin)-1H-imigazon-1-injlmetun}-1-
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etun-1H-6eHsimigason-5-infauetamia.

5. OpepxaHHst 1-eTun-2-{[2-(2,5-andTopdeHin)-
1H-imiga3on-1-injmetun}-5-amiHo-1H-6eH3imigasony

HeouwnweHni N-{1-etun-2-{[2-(2,5-
andropdeHin)-1H-imigason-1-injmetunn}-1H-
OeHsimigason-5-infauetamia 06pobnstote  10%-HNUM
BOAHMM po3umHom HCI (20mn) B meTtaHoni (10mn)
npu HarpiBaHHi 3i 3BOPOTHUM XONMOAUINBHUKOM NPOTH-
rom 1,5roa. lMicns oxonomXeHHs MeTaHon Buaans-
I0Tb Y BaKyyMi, i BOOHWI Wap NpoMuBaloTb eTunave-
Tatom. BogHun wap poeogate o pH 10 3a
aonomoroto 3N po3unHy NaOH, nicnsi yoro ekctpary-
10Tb eTnnauetaToM (3x), i 06'egHaHi opraHiyHi ekcr-
pakTh NpoMMBalOTb CrMoYaTKy BOOOK (2x), NOTIM Ha-
CUYEHVMM BOAHUM PO34YMHOM XIOopuay HaTpito, cyllaTb
(MgSOy4) i KOHUEHTPYIOTL ANA oAepXxaHHA 1-eTun-2-
{[2-(2,5-pubTOpdeHin)-1H-imigaszon-1-injmetnn}-5-
amiHo-1H-6ensimigasony. LCMS MH* 354 ,4.

Mpuknag 10

Cuutes  1-etun-2-{[2-(3-dTOpdheHin)-nipason-3-
in]meTtun}-5-(1,2,4-tpuason-1-in)-1H-6eH3imigasony

\_ O/

1-etun-2-{[2-(3-dTOpdheHin)-nipazon-3-
in]jmetun}-5-amiHo-1H-6eH3imigason (274mr) o6pob-
nATb PO34MHOM rigpoxnopuay N,N-
avnmeTundopMamigasvHy (1eks.) B Tonyoni (10mn) Ta
meTokcieTaHoni (10mMn) npu HarpiBaHHi 3i 3BOPOTHUM
XONMoAUINbHUKOM NpoTsirom 6rog. Micna oxonomKeHHs
Ta KOHLEHTPYBaHHS ofepXXaHui 3anuiiok obpobns-
I0Tb BOOOI i eKCTparyTb AuxiiopMeTaHom (2x). Bo-
OHWR wap goeogsaTb Ao pH 8 3a gonomoroto BogHOro
po34nHy GikapbGoHaTy HaTpito i ekcTparyloTb AUXIop-
mMeTaHoM (2x). O6'eaHaHi opraHivHi ekcTpakTu npo-
MUBaIOTb HAaCUY4EHUM BOAHWM PO3YMHOM  Xropuay
HaTpito, cywaTtb (MgSOs), KOHUEHTPYIOTb, OYMLLAIOTb
LMAXOM npenapaTMBHOIO XpomartorpadyBaHHA Ha
cvnikareni i po3TupalroTb 3 AieTunosuM edipom, oae-
pXytoun 1-eTun-2-{[2-(3-pTopdeHin)-nipason-3-
in]meTtnn}-5-(1,2,4-tpuason-1-in)-1H-6eH3imigason,
KOTpWIA NEPETBOPIOIOTL Y rigpoxrnopua B eTunauerarTi.
LCMS MH" 406,2.

Mpuknag 11

CuHTes 1-etun-2-{[2-(2,5-andTopdeHin)-1H-
imigaszon-1-injmetnn}-5-(1,2,3-tpmnason-1-in-4-
kapbokcunar)-1H-6eHsimigasony
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1. OpepxaHHa 1-etun-2-{[2-(2,5-gndTopdeHin)-
1H-imigason-1-injmeTtun}-5-a3ngo-1H-6eHsimigasony

[o posunHy 1-etun-2-{[2-(2,5-gndTopdeHin)-1H-
iminason-1-in]meTtnn}-5-amiHo-1H-6eHsimigasony
(466Mr) B ouTOBI KMCNOTI (4Mr1), OXONOAXEHOro
NbOAOM, Kpanns 3a Kpannew 0oAalTb PO3YUH HITpu-
Ty HaTtpito (1,1ekB.) B Bogi (4mn). lNicna nepemiwy-
BaHHsa npu TemnepaTypi 0°C npoTdarom 1rog, kpanns
3a Kpannet AofalTb Po3ynH asugy Hatpito (1,3eks.)
y Bogi (5mn). MNepemiwyBaHHA NPOAOBXYIOTb MPOTS-
rom 0,5rog npu Temnepatypi 0°C, noTiM npoTsirom
0,5rog npm kiMHaTHIn TemnepaTtypi. OgepxaHy peak-
LiNHY cyMilw KOoHUeHTpytloTb Ao 1/3 ob'emy, nopaoTb
Bogy (10mn), nicns 4Yoro cymiw ekcTparylTb eTuna-
uetatom (3x). O6G'egHaHi opraHiyHi Wwapu npomuBa-
I0Tb CNoYaTKy BOOHWM po34nHOM GikapboHaTy HaTpito
(2x), NoTIM HacM4YeHNUM BOOHWM PO3YMHOM Xropuay
HaTpito, cywatb (MgSO.) i KOHLEHTPYOTb, OAEPXYtO-
un 641mr HeounLLEeHoro 1-etnn-2-{[2-(2,5-
andTopdeHin)-1H-imigason-1-injmetnn}-5-a3ngo-1H-
6eHsimigasony.

2. OpepxaHHsa eTtunosoro edipy 1-{2-[2-(2,5-
andropdpeHin)-imigason-1-in-wetun]-1-etun-1H-
6eHsimigason-5-in}-1H-[1,2,3]tpnason-4-kapboHoBoi
KncnoTu

Cymiw HEOoUULLIEHOTO 1-etnn-2-{[2-(2,5-
andropdpeHin)-1H-imigason-1-injmetnn}-5-asngo-1H-
6eHsimigasony (143mr) ta etunnponionaty (1eks.) B
etaHoni (10Mn) HarpiBaloTb 3i 3BOPOTHUM XONOAUIb-
HUKOM npoTsarom 6roa. OgepxkaHy CyMill OXONOMKY-
H0Tb, KOHLUEHTPYIOTb, i 3aNULIOK OYMLLAITh LUMSXOM
npenapaTtMBHOrO XxpomaTorpadyBaHHs Ha cunikareni
ONnst  ofepxaHHa etunosoro edipy  1-{2-[2-(2,5-
andropdpeHin)-imigason-1-in-metun]-1-etun-1H-
6eHsiminason-5-in}-1H-[1,2,3]tpnason-4-kapboHoBoi
kucnotm. H AMP (CDCl3): 6 8,51 s, (1H), 8,05 (s,
1H), 7,74 (m, 1H), 7,50-7,39 (m, 4H), 7,21-7,17 (m,
2H), 7,06 (s, 1H), 5,54 (s, 2H), 4,47 (q, 2H), 3,86 (q,
2H), 1,43 (t, 3H), 1,04 (t, 3H). LCMS MH" 460,6.

Mpuknag 12

CuHTes 1-eTun-2-{[2-(2,5-gudTopdeHin)-
nipason-3-in]jmeTtnn}-5-(1,2,3,4-tetpason-1-in)-1H-
OeHsimigasony
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1-etun-2-{[2-(2,5-gucpTopdeHin)-nipason-3-
in]meTun}-5-amiHo-1H-6eHsimigason (104mr) o6pob-
nswTb Tpuetunoptodopmiatom (4€kB.) B OLTOBIN
kucnoTi (10Mn) Npu HarpiBaHHi 3i 3BOPOTHUM XOnoau-
nbHUKOM npoTarom 4ropf. lMicns KoHUeHTpyBaHHA po-
34MHY MOBTOPHO A0Aal0Tb OLUTOBY KUCMOTY, AOAA0Th
a3una HaTpilo (4ekB.), i peakuiiHy CyMmill HarpiBalTb
npu TemnepaTypi 70°C npotarom 3rog. MNicna oxono-
OXeHHs popatoTe Bogy (15mn), i ogepxaHy Cymill
KOHLIEHTPYIOTb. 3anuLLIOK PO34MHAIOTL B eTunauerari,
NpoOMMBaOTb BOAHUM PO34MHOM GikapGoHaTy (2x),
MOTIM HaCMYeHUM BOLHUM PO3YMHOM Xnopuay Ha-
Tpito, cywatb (MgSQO4), KOHUEHTPYIOTb i ounLalTb
LUNSXOM npenapaTMBHOIO XxpomaTtorpadpyBaHHA Ha
cunikareni, ofepxyro4mn 1-etun-2-{[2-(2,5-
andTopdeHin)-nipason-3-injmetun}-5-(1,2,3,4-
TeTpason-1-in)-1H-6eH3imigason, koTpui nepeTBo-
ploloTb y rigpoxnopua B etunauetati. LCMS MH*
395,018.

Mpuknag 13

CuHtes 1-eTun-2-{[2-(2,5-gudTopdheHin)-
nipason-3-injmetun}-5-(5-metun-okcason-2-in)-1H-
6eHsimigasony

. 4
Ftay

1. OpepxaHHa N-nponaprin-1-etnn-2-{[2-(2,5-
andropdeHin)-nipason-3-injmetun}-1H-
6eHsimigason-5-kapbokcamigy

Oxkcaninxnopua (2,5ekB., 2M po34uH B ANXIOpP-
MeTaHi) Kpanns 3a Kpannew 4oAatTb 40 PO34MHy 1-
etnn-2-{[2-(2,5-ondpTopdeHin)-nipason-3-in]jmeTnn}-
1H-6eHsimigason-5-kapbokcunarty (368mr) B gumeTu-
ndpopmamigi (5 kpanene) i gnxnopmetaHi (30Mn) npu
Temnepatypi 0°C. OpgepxaHy CyMill nepemilyoTb
npu Temnepatypi 0°C npotarom 0,5roa, notim npu
KiMHaTHIn TemnepaTypi npotarom 1road. Po3ynH KOH-
LEHTPYIOTb, 3aluLIOK PO3YMHAIOTL Yy AnMeTundop-
Mamigi (30mn), oogaTb HAANULLKOBY KinbKICTb Mpo-
naprinamiHy, i peakuinHy Ccymiw nepeMiyoTb
npotarom 6roa. [JopatoTb po3baBneHunii BOOHWUIA po3-
ynH GikapboHaTy HaTpito, MOTIM eKcTparyloTb CyMill
anxnopmeTtaHoM (3x), ob'egHaHi opraHiyHi LWwapwu
NPOMMBaIOTb HACUYEHNM BOAHUM PO3YMHOM XIlopuay
HaTpito, cywatb (MgSO,) i KOHLEHTPYIOTb, OAEpPXyto-
4 462mr HeouumweHoro N-nponaprin-1l-etnn-2-{[2-
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(2,5-onbTopdbeHin)-nipason-3-injmetnn}-1H-
6eHsiminason-5-kapbokcamigy.

2. OpepxaHHst 1-etun-2-{[2-(2,5-andTopdeHin)-
nipason-3-injmetun}-5-(5-meTun-okcason-2-in)-1H-
GeHsimigasony

Cywmiw HeoumweHoro N-nponaprin-1-etun-2-{[2-
(2,5-ondbTopdbeHin)-nipason-3-injmetnn}-1H-
6eHsiminason-5-kapbokcamigy (450mr) Ta auertary
pTyTi () (1ekB.) HarpiBalOTb 3i 3BOPOTHUM XONOAWIb-
HWKOM B OLTOBI kucnoti (15Mn) npotarom 6rog. Pea-
KUIMHY CYMill KOHLEHTPYIOTb, [0OaloTb HacuyeHuin
BOAHWUM PO34MH kapboHaTy Kanito i ekcTparyloTb eTu-
nauetatom (3x). O6'egHaHi opraHiyHi Wwapy npomMu-
BalOTb CMoYaTKy BOAOHD, NOTIM HAaCUYEHWM BOAHWUM
poO34MHOM Xropuay Hatpito, cywatb (MgSO,), KoHue-
HTPYIOTb i pO3TUpaloTL i3 dieTnnosum ecdipom, ogep-
Xytoun  1-etun-2-{[2-(2,5-andTopdeHin)-nipason-3-
in]meTnn}-5-(5-metun-okcason-2-in)-1H-
OeHsiMigasorn, KoTpuiA NEepeTBOPIOOTL Y rigpoxnopua
B eTunauetarti. ‘H SAMP (de-DMSO0): & 8,16 (s, 1H),
8,09-9,01 (m, 2H), 7,78 (1,1H), 7,62 (m, 1H), 7,49-
7,45 (m, 3H), 7,04 (m, 1H), 6,56 (s, 1H), 4,70 (s, 2H),
4,36 (g, 2H), 2,41 (s, 3H), 1,21 (t, 3H). LCMS MH"
420,5.

Mpuknag 14

CuHTes 2-{[2-(3-pTOpdeHin)-1H-imigason-1-
in]meTtnn}-1-etnn-5-(1,2,4-okcagiason-3-in)-1H-
OeHsimigasony

=
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1.  OpepxaHHsa  okcumy  1-eTun-2-{[2-(2,5-
andTopdeHin)-1H-imigason-1-injmetnn-1H-
6eHsiminason}-5-kapbokcamigy

1-etun-2-{[2-(3-cpTOpheHin)-1H-imigason-1-
in]jmetun}-5-uiaH-1H-6eH3imigason (340mr) pgoparoTb
A0 po3yvHy rigpoxnopuay rigpokcunaminy (137wr,
2ekB.) Ta Tpuetunaminy (0,3mn, 2,2ekB.) B MeTaHoni
(3mn), nicns Yoro HarpiBakTb 3i 3BOPOTHUM XON0AM-
TNIBHUKOM MnpoTAroMm 2,5roa. PeakuiiHy cymils oxono-
DXYOTb, KOHUEHTPYOTb, AoAalTb BOAy, BiodinsoTb
TBEPAUA NPOAJYKT, PeTerbHO NPOMMBAKTbL WOro BO-
aoto i cywaTb, ogepxytoun 305mr okcumy 1-etun-2-
{[2-(2,5-oupTopdheHin)-1H-imigason-1-injmetnn-1H-
6eHsimigason}-5-kapbokcamiay.

2.  OpepxaHHa  okcumy  1-etun-2-{[2-(2,5-
andropdpeHin)-1H-imigason-1-injmetnn-1H-
O6eH3amigoson}-5-kapbokcamigy

Okeum 1-etun-2-{[2-(3-¢pTopdeHin)-1H-imigason-
1-in]metun-1H-6eH3iMminason}-5-kapbokcamiay
(161mr) 06pobnsitoTb TpueTunoptodopmiatom (3mn) i
KoMmnnekcom Tpudtopuay Gopy 3 TeTparigpodypa-
Hom (0,1mn) npu Temnepatypi 100°C npoTarom
2,5roa. [o rapsyoi cymiwi gogatote 1N HCI (0,5mn);
nicnsa 4oro peakuiiHy CyMill OXONOAXYHTb i KOHLEH-
TpytoTh. [Micna oxonomkeHHs Ha nboAsiHii 6aHi go-
AalTb BOOHWA PO3YMH rigpokcuay HaTpito. TBepaun
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NPOAYKT BiAAINAITb, MPOMMBAKOTL CMOYaTKy BOAOI,
noTiM OieTuNnoBMM edipoMm i cyllaTb, OAEPXKYHYM OK-
cum  1-etun-2-{[2-(2,5-andTopdeHin)-1H-iminason-1-
in]meTun-1H-6eH3iMinason}-5-kapbokcamigy, KoOTpui
nepeTBOpPIOOTb Y MeTaHCynbdoHaT B aueToHi. Tewm-
nepatypa nnaerneHHsi 183-186°C.

Mpuknag 15

CuvHTe3 4-amiHo-3-eTunamiHoGeH3oHITpuny

HoN

2
H X

1. 4-HiTPO-3-XNOPOEH3OHITPUN

o po3unHy 4-amiHo-3-xnop6eH3oHiTpuny (1r,
6,6mMmornb) B koHUeHTpoBaHih HCI (2,5mn) nntoc Boga
(2,5mn), oxonoa)eHoro NbOAOM, Kpanns 3a Kpanne
000al0Tb  OXOMOMKEHUA PO3YMH  HITPUTY HaTpito
(0,74r, 1,62ekB.) y Bogi (3,6Mn) i3 Takow LIBUAKICTIO,
wob TemnepaTypa peakuifiHOi CyMilli He nepeBuLLY-
Bana 0°C. [Micna nepemiwyBaHHA npu Temneparypi
0°C npotsirom 10xB peakuifiHy Cymiwl AoAalTb Nop-
LisMM 00 OXOJIOKEHOro NnbOOOM PO3YMHY HITPUTY
HaTpito (3,29r, 7,22ekB.) i okcugy migi (1) (349wmr,
0,37ekB.) B Bogi (14,5mn). lNMepemiwyBaHHA NpoaoB-
XyoTb npu TemnepaTypi 0°C npotarom 40xB, NoTiM
npu KiMHaTHIn Temnepatypi npotarom 0,5roa. Peak-
UiMHY CyMill eKcTparylTb JAUXnopMeTaHoM (2x),
o6'egHaHi opraHiyHi Wapu NpoMMBaloTb HACUYEHUM
BOAHMM  pPO34YMHOM  XNOpMAY HaTpilo, CcywaTb
(MgSO04), KOHLEHTPYIOTb | ouMLLalTb XpoMaTorpady-
BaHHAM Ha cunikareni, ogepxywum 4-HiTpo-3-
Xnop6eH3oHITpun. H awp (CDCl3): & 7,96 (d,
J=8,24T'u, 1H), 7,88 (d, J=1,65Iy, 1H), 7,63 (dd,
J=1,65, 8,24Tu, 1H.

2. OpepxaHHs 4-eTnnamiHo-3-xrnopOeH3oHITpuny

Cymiw  4-HiTpo-3-xnopbeH3oHiTpuny (0,74,
4,1Mmonb), kapboHaty kanito (1,68r, 12,2mmonb) Ta
eTynaminy (4mn, 2M posunH B TeTparigpodypaHi) B
anmeTnndopMamiai (2mn) nepemilyoTe Npy Temne-
paTypi HaBKOMNULLHBOIO CepeaAoBULLIa NPOTAromM 3roA.
[opaTb AoAaTKOBY KiNbKiCTb eTunamidy (2,1mn, 2M
po34MH B TeTparigpodypaHi), Konby 3akpuBawTb i
NPOJOBXYIOTb  MEPEMIlYBaHHHS  Lie  MNPOTSrom
15,5ron. OopatoTte Bogy (50mn), ekcTparyoTb (2x)
eTnnauetatom (50mn), ob'egHaHi opraHiyHi Wwapu
NpoOMUBaIOTb CroYaTky BOAOH, MOTIM PO3COMOM, Cy-
watb (MgSO,) i KOHLEHTPYIOTb, OAEPXKYIOUM Cymill 3-
eTnnamiHo-4-HiTPOGEH30oHITPUNY Ta 4-eTunamiHo-3-
XNOpPOGEH3OHITPUNY, SKYy BMKOPUCTOBYIOTb HA HaCTynM-
Hi cTagii 6e3 oYnLLEHHS.

3. OpepxaHHs
eTnnamiHobeH3oHITpuny

[o cycneHsii HeouuweHoro 4-eTunamiHo-3-
XNop6eH30HITpUNy (o4epXaHoro, ik ONUcaHo BULLE)
B KoHUeHTpoBaHin HCI (4mn) gogatoTb aurigpat xro-
pugy onosa (ll) (3,16r). MNicna nepemiwyBaHHA Npu
TemnepaTtypi HaBKOMMULLUHLOrO cepedoBULLA NPOTSArOM
1,5rog, cymiw BuUNMBaOTb Ha nid, i BCTAHOBIIOWTb
NY)XHY peakuito po3unHy gogasaHHsM 10N BogHoro
po3umHy NaOH. OpepxxaHuin BOOHUI PO34MH eKcTpa-
rytoTb (2x) AMXNopMeTaHoM, 06'eaHaHi opraHiyHi wa-

4-amiHO-3-
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pu npommBatoTb po3cosnom, cywatb (MgSQO,) i KoHue-
HTpytoTb. [licns po3TupaHHa 3 gieTunosum edipom
0o0EepPXyTb 4-aMiHO-3-eTUNamMiHOOEH3OHITpUI y BU-
rmsai TBepaoi pevyoBuHM Binoro Konbopy. 'H ampP
(CDCls): & 7,00 (dd, J=1,65, 7,97y, 1H), 6,83 (d,
J=1,65l'y, 1H), 6,67 (d, J=7,97Ty, 1H), 3,13 (q,
J=7,14I"u, 1,31 (t, J=7,14Tu, 3H).

Mpuknag 16

CwuHTes 2-dTop-6-(1H-imigason-2-in)-nipuanHy

5

OpepxaHHs

kapbokcanbaerigy

MeTtong A

2-pTop-6-metvnnipuanH  (14,4r, 0,13monb) i
TpeT-byToKkcnbic(aumeTunamiHo)veTaH (peakTnB
Bpenepeka; 34,9r, 0,20Monb) HarpiBaloTb Npu TEM-
nepatypi 140°C npotsrom 24roa. PeakuiiHy cymiw
OXONMOMXYTb i po3baBnawTb TeTparigpodypaHoMm
(100mn). Mpu Temnepatypi 0-5°C gopatoTb PO3YMH
nepriogaTty Hatpito (75r) B Boai (400mn), micnsa yoro
peakuiiHy CyMill nepemillyloTe NpOTArom 24rog npu
KiMmHaTHIn TemnepaTtypi. Ocag BiAdiNbTPOBYOTH Ye-
pes wap ueniTy, i ogepxaHui ginbTpaT ekcTparyloTb
(5x) pietunoBum edipom. O6'egHaHi edipHi wapu
NpoMuBalOTbL BOAOHK, MOTIM pPO3COMOM | cywarb
(MgSQy4). bBinbluy YacTMHY pO3YMHHMKA BMOANSOTb
KOHUEeHTpyBaHHsIM npu Temnepatypi 0°C (B H6aHi noc-
TiiHO mae ByTu nig), i ogepXytoTb 2-pTopnipnanH-6-
kapbokcanbaeria.

MeTton B

2-pTopnipnanH-6-kapbokcaneaeria MoXxHa Takox
ofepxaTu, SIK ONMMCaHO HWXYe: [0 PO34MHY Aii3onpo-
ninaminy (6,54mn, 1,2eks.) B 30mn TeTparigpodypany
npy TemnepaTypi 0°C kpannsa 3a kpannetwo AoAalTb
po34uH H-6yTunniTito (17,1mn, 2,5M po3unH B rekca-
Hi). lMepemiwyBaHHA NpoAoOBXYlOTE MpoTarom 15xB
npy Temnepatypi 0°C, nicrna 4yoro peakuiviHy CyMmill
OXONMOMXYTb A0 Temnepatypu -78°C. [do oxono-
OXKEHOro pO34YMHY Kpanmns 3a Kpannew AofaawTb 2-
dTop-6-MeTvnnipugnH (4,00mn, 38,9vmmons). Opep-
XaHy peakuiHy cymill nepemiwyloTb Npu Temnepa-
Typi -78°C npoTdrom 1roa, micns 4oro peakuiio npu-
NUHSOTb [oAaBaHHSM OXONOXEHOro
anveTtnndopmamigy (4,52mn, 1,5eks.). PeakuinHy
CyMiLLl BATPMMYIOTb Npu TemnepaTypi -78°C npoTtarom
30xB, micnis 4oro HarpiBatoTe o Temnepatypu 0°C.
XonogHuM po3yYnH JofarTb A0 CyMmiwi nepuopaty
HaTpito (24,9r) B 120mn Boam npu temnepatypi 0°C.
PeakuinHin cymiwi gawTb NOCTYNOBO Harpituca Ao
KiMHaTHOI TemnepaTtypu npoTAroM 1rod, nicns 4oro
nepeMilyloTb Npu KiMHaTHI TemnepaTtypi NpoTarom
24ropa. PeakuinHy cymiw ginbTpyloTb Yepes wap ue-
niTy ANA BuAaaneHHsa ocagy, i wap uenity npoMmusa-
10Tb gietunosum edpipom. OpraHiyHuiA wap Bigging-
10Tb, NPOMMBAKOTb CMOYaTKy BOOHWM  PO34YMHOM
bikapboHaTy HaTtpito (1x40mn), notim 0,25M po3uu-
HoM KH>POs (1x40mn), notom posconom (1x40mn).
OpepxaHuii opraHiyHui po3dmH cywatb (NaxSO0,) i
KOHLEHTPYIOTb Y BaKyyMi.

2-cpTOpnipUAnH-6-
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2.  OpepxaHHs
nipnanHy

[lo po3unHy HeouuLLeHOro anbaeriay, oaepxaHo-
ro 3a metoaukoto Ctagii 1, Metoa B (avBuch BuLle),
B MeTaHoni (12mMn) kpanns 3a kpannew goaalwTb BO-
OHWIA po34mH rniokcanto (6,21mn, 40% (mac.) y Bogi).
OpepxaHui po3dMH OXONMOMAXKYKTb OO0 Temnepatypu
0°C, i gopaloTb BOOHWIA PO3YMH TiAPOKCUAY aMOHi0
(6,0mn, 28% (mac.) B Bogi). PeakuiviHin cymiwi gaiotb
NOCTYMOBO HarpitTuca [o KiMHaTHOI TemnepaTtypu
npoTsiroM nNpubnuaHo 1rog, micns Yoro A04ATKOBO
nepemillyloTb Npu KiMHaTHI TemnepaTypi NpoTsarom
3rog. Binblly YacTuHy MeTaHony BMAAnNSAOTb Y BaKy-
yMi, peakuinHy cymiw posbaBnstoTb Bogow (10mn) i
ekcTparyoTb eTunauetatom (30mn). OpraHivyHui wap
npomuBatTb posconom (20mn), po3baBnsalTb rekca-
HoM (15mn), mponyckalTb Yepe3 Lap Curlikarento
(ToBwwmHa 1/4 provima (6,3mm), giameTtp 1,25 gronma
(32mm)), | cunikarenb NpoMMBaOTb JOAATKOBOK KiMb-
KicTio cymiwi eTunauetat/rekcaH (2:1, 20mn). O6'en-
HaHi enaTn KOHLUEHTPYITb Y BakyyMi i ogepxytoTb
HeouuLeHnn 2-cpTop-6-(1H-imigason-2-in)-nipnavH.

Mpuknag 17

CuHTes 2-¢pT0p-6-(1H-imigazon-2-in)-
NipMAMHOLITOBOI KMCIIOTKH

1. OpepxaHHsi TpeT-6yrunosoto edipy [2-(6-
dTopnipnanH-2-in)-imigason-1-injJouToBoi KUCNOTK

CymiLu 2-pTop-6-(1H-imigason-2-in)nipnamHy
(410wr; 2,51mmonsb), TpeT-6yTunbpomauetarty
(539vr; 2,76mmonb), kapboHaty kanito (520wmr;
3,77mmonb) Ta N,N-gumeTtundopmamigy (20mn) ne-
pemiwyoTb Npu KiMHaTHIM TemnepaTtypi MNpoTArom
16rog. OopatoTe Bogy (60mn), i cymiw ekcrparyoTb
etnnauetatoMm (3x70mn). OpraHiyHi ekcTpakTh npo-
MuBaloTb BOAok (3x40mn) i poscorom (1x40mn),
cywatb (MgSO,) i KOHLEHTPYIOTb, OAEPXKYUN TpeT-
6ytunoswuii ecip [2-(6-dpTOpnipuanH-2-in)-iminason-1-
injJouToBOI KUCNOTW Yy BWUMMSAI Macna OpaHXeBOoro
konbopy (630mr). 'H AMP (CDCls) & 8,12 (dd, 1H),
7,82 (q,IH), 7,16 (s, 1H), 6,98 (s, 1H), 6,81 (dd, 1H),
5,14 (s, 2H), 1,44 (s, 9H). LCMS: 276,1 (M").

2. OpepxaHHs 2-(pTop-6-(1H-imiga3on-2-in)-
nipuaANHOLTOBOI KNCINOTH

Po3unH TpeT-0yTMnoBoro edipy [2-(6-
dTopnipnaunH-2-in)-imigason-1-injoutoBoi KMCroTun
(630Mr; 2,27mMmonb) Ta TpUETOPOLTOBOI KUCINOTU
(4mn) y amnxnopmeTaHi (4mn) nepemiwyoTb Npu Kim-
HaTHi TemnepaTypi npoTsarom 5roa. PeakuinHy cymilu
KOHUEeHTpYTb. 3anuwok obpobnsoTe 3M posymHoMm
HCI B etunauetarti (10mn), i ogepxaHy CyCneHsito
nepeMilyloTb Npu KiMHATHIA TemnepaTtypi NpoTaromM
1rog. Ocap BigAiNsaTb, NPOMUBAIOTL €TUNALIETATOM i
cywatb, oaepxywun 2-dtop-6-(1H-imigason-2-in)-
nipuanNHOLITOBY KUCINOTY B BUIMAAi TBEpOol peyoBUHU
XKOBTYBaTO-KOPUYHEBOrO KOmnbopy (581mr). 'H amP
(de-DMSO) 6 8,35-8,26 (m, 2H), 7,83 (s, 1H), 7,76 (s,
1H), 7,44-7,41 (m, 1H), 5,40 (s, 2H). LCMS: 222,1
(MH").

Mpuknag 18

CuHtes 2-{[2-(2,5-andTopdeHin)-1H-imigason-1-
injmetun}-1-etun-1H-imigaso[4,5-b]-nipnanHy

2-pTop-6-(1H-imigason-2-in)-



1. OgepxaHHA 3-eTUnamiHo-2-HITPOoNiPUANHY

Oxonogxenunt neogom etunamid (0,55mn) go-
AalTb 00 po3uuHy 3-dTop-2-HiTponipuanHy (400wmr,
2,8Mmonb; ogepkaHui 3a metogmkoto [H. Mne ta I,
KeriHepa (N. Pie, G. Queguiner), J. Heterocyclic
Chem., 1989, 26, 475-476)] B cymiuwi (2:1) aumeTnn-
dopmamigy 3 TeTparigpodypaHom (6mn) npu Temne-
paTypi HaBKOMULUHBOTO CepeaoBuvLIa, | peakuiiHy
cymiw nepemiwytoTe npotarom 0,75rog. JoparTb
BOAY, MiCNsA 4Oro ekcTparylTb (2x) eTunaueTaToM.
OG'egHaHi opraHiyHi Wwapyu npoMMBalOTbL Cro4aTky
BOZ010, NOTIM HACUYEHUM BOOHVMM PO3YMHOM XIopuay
HaTpito, cywatb (MgSO.) i KOHLEHTPYIOTb, OAEPXYIO-
4n  3-eTMnamiHo-2-HITponipuanH y BUrNAA4I TBEpOOl
PEYOBWHM 30M10TUCTOrO Kombopy. *H AMP (CDClg): 8
7,87 (d, 1H), 7,43 (dd, 1H), 7,35 (d, 1H), 3,38 (nen-
Tet, 2H), 1,4 (t, 3H). LCMS: 121,1 (MH"-NO,).

2. OgepxaHHS 2-amiHo-3-eTunamiHonipuanHy

Cywmiw  3-etunamiHo-2-HiTponipugnHy  (400wmr),
10%-Horo nanagito Ha Byrinni (40mr) Ta cymiwi (1:1)
eTnnauetaty 3 metaHorom (30mn) obpobnsawTe B
anapaTti [lappa B aTtmocdepi BOAHKO Mig TWUCKOM
50¢)yHT/p,r0|?1M2 (0,34MMa) npoTtarom 50xB. PeakuinHy
Cymiw inNbTPylOTb Yepes3 wWap UeniTy, KOHUEHTPY-
10Tb, i OAEPXaHU NPOAYKT PO3TMPAIOTb i3 rekcaHoM,
OOEPXKYIOUM 2-aMiHO-3-eTunamiHonipuavH y BuUrnagi
TBEPAOI PEYOBMHM KOPUYHEBOrO KOnbopy. [logaTkoBy
KiNbKiCTb MaTepiany MoxHa BUAINUTK 3 inbTpaTy. 'H
AMP (CDCls): & 7,59 (d, J=4,94I'y, 1H), 6,81 (d,
J=6,32l'y, 1H), 6,71 (dd, J=4,94, 7,69y, 1H), 3,12 (q,
J=7,14l'y, 2h), 1,31 (t, J=7,14T"y, 3H).

3. OpepxaHus  2-{[2-(2,5-andTopdeHin)-1H-
imigason-1-injmetnn}-1-etun-1H-imigaso [4,5-b]-
nipuanHy

2-amiHo-3-eTunamiHonipuguH (60mr, 0,43mmonb)
i meTun-1-kapbokcumeTnn-2-(2,5-gudTopdeHin)-
imigazon (193wmr, 0,76MMOnb) BBOAMIM B peakLito 3a
meToaukoto Mpuknagy 1, Metoa B, 3 ogepaHHAM 2-
{[2-(2,5-pudbTOpdeHin)-1H-imigazon-1-injlmetun}-1-
etnn-1H-imigaso[4,5-b]-nipnanHy, KoTpuii nepeTBo-
ptoBanu B rigpoxnopua B eTunauetari. Temnepartypa
nnaeneHHst 214-216°C. LCMS MH* 322,2, MH* 320,3.

Mpuknag 19

CuHTes 2-{[2-(3-dpTOppeHin)-1H-imigason-1-
in]meTtnn}-1-etnn-3H-imigaso[4,5-c]nipnanHy

F

1. OpepxaHHsa N-okcuay 3-xnop-4-HiTponipnanHy

BogHui posunH nepokcuay BogHio (30mn, 30%)
Kpanns 3a Kpannew Ao4aloTb OO0 OXONOMKEHO! Mbo-
AoM cyMiwi 3-xnopnipuguny (6,0r, 53mmons) 3 ouTto-
BMM aHrigpugom (30mn). Cymiw nepemiyioTb npu
TemnepaTtypi HaBKOMULLUHLOrO cepeaoBULLa NPOTAroM
24ropa, noTiM goJatoTb BOAY i CyMill KOHLEHTPYHOTb.
3anuwIoK pO34YMHAIOTL B KOHLEHTPOBaHIN CipyaHin
kucnoTi (10mMn) Ta AMMnAYinA cipyanin kncnoti (5mn),
nicna 4oro oxonogxxytTb Ao TemnepaTtypu 0°C. lNo-
BiNbHO [0A4alTb KOHLEHTPOBaHy a3oTHY KWCMOTY
(24mn), | nboasHy GaHw BuaansawTb. PeakuinHy cy-
MilW MiCAs UbOro HarpiBaloTb 3i 3BOPOTHUM XOnoau-
NBHUKOM MPOTSIrOM 2roA, OXOMNOAXYTb i BUNMBAOTb
y cymiw Bogu 3 nbogom. ObepexHo gopatoTb Gikap-
©OoHaT aMoHil0 Ao gocsrHeHHs pH 8, nmicna voro pos-
YMH eKcTparylTb AuxropMmeTaHom. OpraHiyHui wap
npomuBatoTb Boaot, cywatb (NaxSO4) i KOHUEHTPY-
10Tb, ogepxytoun N-okeug 3-xrop-4-HiTponipuaunHy y
BUrNsAi TBepAoi PeyvYOBWHUM XKOBTOro Kombopy. H
AMP (CDCls): 6 8,47 (d, J=4T'u, H), 8,35 (dd, J=5,
12ly, 1H), 7,73 (ddd, J=4,9, 12I'u, 1H).

2. OpepxaHHa N-okcugy 3-eTrnamiHo-4-HiTpo-3-
nipuanHy

[o oxonomxeHoro nbogoM po3umHy N-okcuay 3-
xnop-4-HitponipnavHy (2,93r, 16,8mMmonb) B eTaHoni
(30mn) popatoTe eTunami (25mMn 2M po3ynHy B TeT-
parigpodypaHi). PeakuinHy cymilw nepemillyoTe npo-
TATOM HOYi MpWU TemnepaTtypi HaBKOMNWULUHLOIO cepe-
AOBULA, NICASi YOro KOHUEHTPYITb Y BakyyMi i
ofepXyloTb HeounweHui N-okenpg  3-eTunamiHo-4-
HITPO-3-NipuAVHY Y BUINSAI Macna XOBTOrO KOmnbopy.
'H AMP (CDCls): & 8,01 (d, J=7Tu, H), 7,91 (s, 1H),
7,45 (d, J=7Tu, 1H), 3,31 (q, J=7Tu, 2H), 1,40 (t, J
=7Tu, 3H).

3. OpgepxaHHs 3-eTnnamiHo-4-amiHonipuanHy

Heounwennn N-okcug 3-eTunamiHo-4-HiTpo-3-
nipnanny i 10%-Hunii nanagiv Ha Byrinni (1r) B meTa-
Honi (30mn) o6pobnsitoTe B anapari I'Iapfa B aTMOC-
depi BogHo nig Tuckom 60cbyHT/Aom” (0,41MMMa)
npotarom 2 fi6. BHocsatb gogaTkoBy KinbkicTb 10%-
Horo nanagito Ha Byrinni (880mr) i fogaTkoBo 06po6-
nawTL B anapari MNappa B aTmocdepi BOAHIO Nif TUC-
KOM 60cr,~yHT/,1:|,r0|7|M2 (0,41Mra) npotsarom 2 ai6. Peak-
UiHy cymilw dinbTpyloTb Yepe3 wap uenity,
KOHLUEHTPYIOTb, i OfiepXaHuii NpoAayKT po3TuparTb i3
CYMILLLLIIO FeKcaHy 3 AieTnnosum edipom 3 ogepxaH-
HAM 1,3r 3-eTunamiHo-4-amiHoNipUAnHY. H amp (de-
DMSO0): 6 7,63 (d, J=6I'u, 1H), 7,47 (s, 1H), 6,57 (d,
J=6lu, 1H), 3,05 (q, J=7Tu, 2H), 1,21 (t, J=7Tu, 3H).

4. OpepxaHHsa 2-{[2-(3-dTopdheHin)-1H-imigason-
1-inlmetnn}-1-etnn-3H-imigaso [4,5-c]nipuguHy

3-eTunamiHo-4-amiHonipuanH (548wmr,
3,99mmornb) Ta MeTun-1-kapbokcumeTnn-2-(3-



89

dTOpdeHin)-imigason (467wr, 1,99mMMonb) BBOAWIY B
peakuito 3a metogukoto lMpuknagy 1, Metoa B, ana
ofepXaHHs 2-{[2-(3-pTOpcpeHin)-1H-iminason-1-
in]metun}-1-etun-3H-iminaso[4,5-c]-nipuanHy. H
AMP (CDCls): & 1,08 (t, J=7Tu, 3H), 3,89 (q, J=7Ty,
2H), 5,52 (s, 2H), 7,04 (s, 1H), 7,16-7,20 (m, 2H),
7,37-7,50 (m, 3H), 7,68 (d, J=6l'y, 1H), 8,47 (d,
J=6l"u, 1H), 8,78 (s, 1H).

Mpuknag 20

CwuHTes 3-¢dtop-(1H-imiga3on-2-in)6eHsony

HN
N

HacuueHuin po3umH rigpokcugy amoHito (30mn)
NoBINbHO Ao4alTb A0 Po34vMHy 3-chbTopbeH3anbaeriny
(12,4r, 100mmoneb) Ta rniokcanto (17,5vn, 40% (mac.)
y Boai, 120mmonb) y metaHoni (100mn) npyn Temne-
paTypi HaBKONMMLWHLOrO cepegosuwa. Nicna nepemi-
LWYBaHHA NpoTArom 24ropg GinbLuy YacTUHY PO3YUHHU-
Ka BMOANAwTb Nig 3HWKEHUM Tuckom. [JopawTb i
BMNapoBYIOTb 6eH30n AN BUAANEHHs 3anuLKoBOI
Boan. Ogep)KaHe Macno TEMHOIO KOfbOpY OYMLLaI0Th
XpomatorpadyBaHHAM Ha cunikareni (2%
MeOH/CH2Cl;) 3 opepxaHHAM TBepAoi PevOBUHU
XOBTYBaTO-KOPUYHEBOro Kombopy. Lnsaxom poatu-
paHHa 3 ecbipom/rekcaHoM opgepxyTb 3-cTop-(1H-
imigason-2-in)6eH3on y BUrNSAi TBEpAOi PEYOBUHM
6inoro konbopy. LRMS m/z (M+1) 163,2.

Mpuknag 21
CuHTes 3-xnop-4-pTop-(1H-imigason-2-
in)6eH3ony
F
Cl

HN
(N

Cymiw 3-xnop-4-pTop-6eH3anbaeriny
(0,032monb), rniokcanto  (40% (mac.) B BOAi,
0,038monb) Ta rigpokcnay amoHito (28% (mac.) B Bo-
ai, 0,16monb) B MeOH (60mn) nepemiwyoTb npu Kim-
HaTHIN TemnepaTypi NPOTAroM Houi. PO3YMHHUK BK-
JanaiTs Yy Bakyymi i ogepXaHuh  3anuLloK
po3noainstoTe Mk Bogoto Ta CH2Cl,. OpraHivnui
Lap npomuBatTb po3conioM, cywatb (NazSO4) i KOH-
LeHTpyloTb. OfepxaHuii 3anuLoK oYL alTb Xpoma-
TorpacpyBaHHsAM Ha cwunikareni 3  enBaHHAM
CH2CI/MeOH (95/5), opepxytoun 3-xnop-4-gTop-
(1H-imipason-2-in)6eH3on y BUrNSAi TBepAoi peyoBu-
HM xoBTOrO Kkombopy. 'H AMP (CDCls) & 7,88 (dd,
1H), 7,70 (m, 1H), 7,19 (t, 1H), 7,17 (s, 2H), LRMS
m/z (M+]) 197,0.

Mpuknag 22

CwuHTes
in)6eH3ony

2,3,4-tpudpTop-(1H-imigazon-2-

75902 90

HacuueHnin po3umH rigpokcuagy amoHito (26mn)
MOBifIbHO JonarTb ao PO3UYNHY 2,3,4-
TpudbTopbeHsanbaerigy (5,0r, 31,2mmonb) Ta rmiok-
canto (10,75mn 40% (mac.) y Boai, 93,7mMMorb) y Me-
TaHoni (100mn) mpu TemnepaTypi HaBKOMMWLLHBOIO
cepepoBuwa. MNicna nepemilyBaHHs npoTarom 24rog,
BinbLly YacTUHY PO3YMHHUKA BMAAMATL Nig 3HMXKe-
HUM Tuckom. [logatoTb i BMMapoByOTb BeH3on Ans
BMOaneHHs 3anuwkosoi Bogn. OgepxaHe macno Te-
MHOrO KONbOpY ounLlaloTb XxpomaTorpadpyBaHHAM Ha
cunikareni (5% MeOH/CH,Cl,) 3 ogepxaHHAM TBep-
OO  PEYOBUHM HKOBTYBaTO-KOPUYHEBOIO  KOMbOPY.
LLnsixom po3TupaHHs 3 edhipom/rekcaHoM 0OepXKytTb
2,3,4-tpudptop-(1H-imigason-2-in)6eH3on y BurmaAgi
TBepOoi peyoBuHu Ginoro konbopy. LRMS m/z (M+1)
199,10.

Mpuknag 23

CuHTtes 2-(1H-imipason-2-in)tiasony

N\/\
S
HN—X'
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1. OpepxaHHs
TpubyTuncraHaHin-1H-imigasony

1-eTOKCUMETUN-2-

N
O— SnBuj
N A\
&N

1,6M po3unH H-BuLi (12,0mn, 19,2mmonb) nosi-
NbHO AodawTb A0 po3yuHy 1-etokcumeTun-1H-
iminasony [moxe OyTn opepxaHui 3a METOAMKOM,
nogaHot B poboti Tanr K.K. (Tang C.C.); OaaniaH
[. (Davalian D.); Oanb I. (Huang P.); Bpecnoy P.
(Breslow R.), J. Am. Chem. Soc, 1978, 100, 3918]
(2,20r, 17,4mmonb) B TeTparigpodypaHni (30mn) npu
Temnepatypi -78°C B atmocdepi N.. PeakuinHy cy-
MilW nepemiwyoTb Npy TemnepaTypi -78°C npoTsrom
20xB 3 0AHOYACHMM NOBINbHUM 0OAABaHHAM Xnopuay
TpubyTtunonosa (5,7vn, 20,9vmons). PeakuinHy cy-
MilW nepemiwyoTb Npy TemnepaTypi -78°C npoTsirom
10xB, Mmicns 4Yoro HarpiBatoTb 40 KiMHaTHOI Temnepa-
Typu. Micna nepemilyBaHHs Npu KiMHaTHIN Temnepa-
Typi npotsarom 1,5rof peakuiiHy CyMill KOHLEHTpYy-
10Tb Y Bakyymi. OgepXaHun 3anuoK po3TuparTb 3
rekcaHoM i inNbTPyTb, OAepXaHWi inbTPaT KOH-
LEHTPYIOTb Y BakyyMmi. 3anuLioK 3HOBY pO3TupaloTb 3
rekcaHom i inbTpyOTb, oAepXaHun inbTpaT KOH-
LEeHTPYIOTb Y BaKyyMi. 'H amp ofepxaHoro macna
noceig4ye, Wo NpoaykT sBnse coboto cymiw (2:1) 1-
eTokcumeTun-2-TpnbyTtuncraHadin-1H-ivigasony 3 1-
eTokcumeTun-1H-imigasonom. Llen matepian Bukopu-
CTOBYIOTb Ha HacTynHil cTagii 6e3 4ooaTKOBOro o4u-
LeHHs. BigibpaHi nokasHWku 'H ampP pe3oHaHcy
(400Mru, CDCls): 8 7,21 (s, 1H), 7,14 (s, 1H), 5,24 (s,
2H) MITH™.

2. OpepxaHHsa 2-(1-eTokecumeTtun-1H-imigason-2-
in)Tiasony

s N\/\

0~ AX‘S
N\

(N
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Po3uunH HEeo4MLLEHOro 1-eToKCMMETUN-2-
TpubyTtuncraHaHin-1H-imigasony (ogepxaHoro Ha
nonepegHii  ctagii), 2-6pomtiasony  (1,05mn,
11,6mmonb, 1,0ekB. B po3paxyHKy Ha MOKa3HUKM 'H
AMP HEeOoYULEHOro 1-aTokcnmeTun-2-
TpubytuncraHaHin-1H-imigasony)  Ta Pd(PPhs)s
(0,67r, 0,58mmonb) B Tonyoni (20mMn) nepemilyoTb
npu Temnepatypi 80°C npotsarom 18roa. Micns oxo-
NOAXeHHsA OO0 KiMHaTHOI TemnepaTypu peakuinHy cy-
Mill BWMAMBaKTb B HACWYeHWA BOAHUMN PO3YUH
NaHCOs i asidi ekctparytoTs CH2Cl,. O6'egHaHi ekc-
TpakTu cywaTb Hag Na SO, i KOHLEHTPYIOTb y Bakyy-
Mi. OgepxaHuin 3anvLIOK OYMLLAKTb LUMSAXOM dhreLu-
XpoMaTorpadyBaHHA Ha cwunikareni 3 ernoiBaHHAM
cymiwiwio (2:1) rekcaH-EtOAc (+0,5% EtsN). ®pakui,
AKi MICTATb MPOAYKT, KOHUEHTPYHOTb | MOBTOPHO Mig-
AaTb  dneLl-xpoMmaTtorpadyBaHHIO Ha cunikareni.
EntotoBaHHa cymiwwo (2:1) rekcaH-EtOAc (+0,5%
EtsN) 3abesnedye ogepxaHHa  (26%)  2-(1-
eTokeumeTtun-1H-imigason-2-in)tiasony 'y  Burnagi
Macna CBiTNO-XOBTOro konmbopy. ‘H SMP (400Mru,
CDCl3) ¢ 7,82 (d, J=3,2I'u, 1H), 7,33 (d, J=3,2l'u, 1H),
7,20 (d, J=1,2l'y, 1H), 7,15 (d, J=1,2l'y, 1H), 6,03 (s,
12H), 3,56 (q, J=7,2l'u, 2H), 1,17 (t, J=7,2l"y, 3H) mnH.”

3. OpepxaHHsa 2-(1H-imigason-2-in)tiazony
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S
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KoHueHTtpoBaHy HCI (10mn) gogatoTe 4O po3ym-
HY 2-(1-etokcumeTun-1H-imigason-2-in)tiasony
(940mr, 4,49Mmmonb) B 24mn cymiwi (1:1) EtOH-H,O
npu KiMHaTHIN TemnepaTypi. OgepXxaHun posynH ne-
pemillyoTb NPU HarpiBaHHi 3i 3BOPOTHUM XOMNOAWMb-
HMKoM npoTdarom 3rog. licna uporo peakuiviHy cymi
oxonoaxylTe Ao temnepatypu 0°C i pgoBogsTe ii
peakLito 0 OCHOBHOI LUNSIXOM JoAaBaHHSA Npubnun3Ho
12mn 10N BogHoro po3uuHy NaOH. OpepxkaHy cymill
nigaaTb 3BOPOTHOMY TUTPYBaHHIO 0 NpubnunsHo pH
4 3 BUKOpUCTaHHSAM KoHueHTpoBaHoi HCI. [JogatoTb
tBepan NaHCO3; 0o fOCArHEHHS HacuM4eHHs i npub-
nusHo pH 8. MNicns uboro cymiw ABiYi ekcTparytoThb i3
BMKOPUCTaHHAM CcyMiwi TeTparigpodypaHy 3 EtOAc.
OG'egHaHi ekctpakTn cywatb Hag NaxSOg4 i KOHUEHT-
pylOTb, OAEPXYKUM MacrsiHUCTY TBEpAy Pe4YOBUHY,
AKy po3TupatoTb i3 HeBenukow KinbkicTio CHLClo.
Teepay pedvoBuHY BioAinsawTe QinbTpyBaHHAM. Ofe-
pXaHu iNbTpaT KOHUEHTPYIOTh, i MaCNsHUCTY TBe-
pay pedqoBuHy we pa3 postupaioTb 3 CH.Cly. Lo
APYry NopLiio OAepXaHoi TBEpAOI pe4OoBUHN Biaains-
10Tb PiINbTPyBaHHAM i 06'€QHYIOTE i3 NepLuoo oaep-
XaHow TBepaol peyosuHow. [Mpogykr, 2-(1H-
iMmigason-2-in)Tiason, oAepXywTb Yy BUMMSAI 3rerka
3abapBreHoi TBepaoi peyoBUHW. 'H ampP (400MTw,
DMSO-ds) 6 13,04 (br, 1H), 7,87 (d, JI=3,2I'y, 1H),
7,70 (d, J=3,2I'u, 1H), 7,14 (br, 2H) MrH. Cnonyky,
o Bignosigae uUbOMY NpuKragy, MOXHa opepxaTtu
3rigHO 3 MeToamKamu, onucaHumu B Mpuknagi 21.

Mpuknag 24

CuHTes
in)nipumignny

rigpoxnopuay 2-(1H-imiga3on-2-
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Cywmiw 2-uiaHnipumigumny (8,0r, 76mmonb, onep-
XaHoro 3a MeToaukow, nogaHoto B Liebigs Ann.
Chem., 2, 1981, 333-341) Ta gumeTunaueTano ami-
HoaueTtanbgerigy (8r, 76mMmonb) HarpiBaloTb Npu Te-
mnepatypi 100°C npotsarom 4rof, OXONOAXYTb i
popaote 100mn MeOH i 5mn koHueHTpoBaHoi HCI.
PeakuiviHy cymiw HarpiBaloTb 3i 3BOPOTHMM XOMOAM-
NBbHWKOM MpW nepemiwysaHHi npotarom 30roa, oxo-
NoaXytoTb | BUNApoBYOTb Aocyxa Y Bakyymi. [lo oge-
pXaHoro 3anuvwky pogatoTe 50mn i-PrOH, i cymiw
HarpiBaloTb 3i 3BOPOTHWMM XOMOAWIBHUKOM MpY nepe-
MiwyBaHHi npotarom 30xB i oxonoaxytoTb. Kpucrtanu
BiAOINATL PINbTPYBaHHAM, NPOMUBAOTL AieTUNo-
BMM edipoMm i CyllaTb, OAEPXKYH4MN CMONyKy, BKazaHy
B 3arorioBky. H amp (DMSO): 6 9,08 (d, 2H), 7,87
(s, 2H), 7,75 (t, 1H). LRMS o6uucneHo 146, 3Hange-
Ho 147 (MH+).

Mpuknag 25

CuHTes
KapboHiTpuny

e
N S

1. OpfepkaHHs MeToKCMMeTunamigy 1-
anmeTuncynsgamoin-1H-imigason-2-tiokap6oHoBoi
KncnoTu

[o posuuHy 1-gumeTtuncynsdamoin-1-imigasony
(2,0r, 11,4mmonb) B 10Mn Ge3BogHOro TeTparigpo-
dypaHy npu Temnepatypi -78°C B atmocdepi N2 go-
JaloTb Kpannga 3a Kpannek po3uuH H-Buli B rekcaHi
(2,5M, 4,6mn). Micna nepemiwyBaHHA oaepaHOI
CyMiLLi Npm Tih came Temnepatypi NpoTArom npuénu-
3HO 1rop Kpanns 3a Kpannew [oAalTb MEeTOKCMMeE-
Tunisouianat (1,2r, 11,4mMMonb) npu Temnepatypi -
78°C. PeakuinHy Cymill nepemiwyoTb Npu Temnepa-
Typi -78°C npoTtdrom npubnusHo 6rof i NoBinbHO Ha-
rpiBaloTb 0O KiMHaTHOI Temnepatypw. licna npunu-
HEHHSA peakuii LWnNaxoM AodaBaHHA HaCUMYEHOro
BogHoro po3dmHy NH4Cl (20mn), cymiw ekcTparytioTb
eTnnauetatom (20mnx2). EkcTpakT npomuBaioTh BO-
[O10, CylaTh i KOHUEHTpyTb. OgepXKaHuii 3anmLiok
oyMLLaloTb Ha KOMOHL, i3 cunikarenem i3 3actocyBaH-
HAM gk entoeHTa 3% MeOH B CHCly, i opgepxytoTb
CMOnyKy, BKasaHy B 3arornoBKYy. 'H amP (CDCl3): &
8,60 (br, 1H), 7,32 (d, 1H), 7,01 (d, 1H), 5,22 (d, 2H),
3,51 (s, 3H), 3,00 (d, 6H). LRMS ob6uncneHo 278,
3HamgeHo 279 (MH+).

2) OpepxaHHs amigy
TiokapbOHOBOI KMCNOTH

Po3unH MeToKcuMeTunamigy 1-
anmeTuncynsgamois-1H-imigason-2-tiokapboHoBoi
kucnotn (1,0r, 3,6MMonb) B oyToBIN KucrnoTi (10mn) i
BOAi (2mn) nepemiwwyoTe npu Temnepatypi 50°C npo-
TAroM Houi. licna BMNnapoByBaHHA NETKUX PEYOBUH Y
BaKyyMi OAepXaHWW 3anulioK pPo3nofinsawTb MixX
etunauetatom (40mn) i BogHum posunHom NaHCO3

=z

o

2-(1H-imigason-2-in)-tiason-4-

CN

1H-imipason-2-
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(10mn). OpraHiyHMi Wwap BioAINSATb, NPOMUBAKTL
BOZOH0, CyLLATh | KOHLEHTPYHTb Y BaKyyMi, OepXyto-
4n TBEpAY peyvoBUHY (250mr). 'H amp (DMSO): 8
12,7 (s, 1H), 9,65 (s, 1H), 9,42 (s, 1H), 7,24 (s, 1H),
7,15 (s, 1H).

3) OpepxaHHsa eTunosoro edipy 2-(1H-imigason-
2-in)-Tiazon-4-kapboHOBOI KMCNOTH

Cywmiw amigy 1H-imigason-2-tiokapboHOBOI KuC-
notm (200wmr, 1,57mmonb) i eTunbpomnipyBaty
(340mr, 1,57mmornb) HarpiBaloTe npu Temnepartypi
75°C npotsrom npubnusHo 5roa. [licns BunapoBy-
BaHHSI NETKMX PEYOBWH y BakyyMi odepxaHui 3anu-
LIOK po3nodinsaTb Mk etunauetatom (40mn) i Boa-
HUM posynHom NaHCO; (10mn). OpraHiyHuin wap
BioAiNSATb, NPOMUBAKOTL BOAOK, CyLATb i KOHLUEHT-
pytoTb. OgepXXaHuin 3anuLIOK OYULLAIOTE Ha KOMOHLUi
i3 cunikarenem i3 3acTtocyBaHHAM fK emntoeHTa 3%
MeOH B CH.Cl,, i ogepxytotb 200Mr crnonyku, Bka-
3aHOI B 3arosioBky. 'H amp (CDClg): 6 8,15 (s, 1H),
7,20 (br, 1H), 7,10 (br, 1H), 4,33 (q, 2H), 1,23 (t, 3H).
LRMS o6uucnero 223, 3HavigeHo 224 (MH+).

4) OpepxaHHa amigy 2-(1H-imigason-2-in)-
Tiazon-4-kapboHOBOI KNCNOTK

PosunH etunosoro edipy 2-(1H-imigason-2-in)-
Tiazon-4-kap6oHoBoi kucnotu (190mr) B 5mn MeOH
Hacu4yoTb rasonofioHum NHs i HarpiBatoTb y repme-
TUYHIN Tpy6Uui npu Temnepatypi 60°C NpoTSArom Houi.
Micns oxonomXeHHs peakLuinHy CyMill NepeHoCcATb B
KpYrnoAoHHY Konby i BUNapoByloTb y BakyyMmi, ogep-
Xytoun TBepaun npoaykt. LRMS: o6uncneHo 194,
3HangeHo 195 (MH+).

5) OpepxaHHa 2-(1H-imigason-2-in)-tiason-4-
kapboHiTpuny

[o posunHy amigy 2-(1H-imigason-2-in)-tiason-4-
kapboHoBoi kucrotn (120mr) B 2mn 6e3BogHoOro ni-
puavHy Kpanns 3a kpanneto gopatotb 0,25mn POCI;
npu Temnepatypi 0°C. PeakuiiHy cymiw nepemiwy-
I0Tb MpU Ti came TemnepaTypi NpOTAroM 2rod, BUNu-
BalOTb Y CyMill BOAM 3 NbOAOM, HEUTPani3yloTb TBEp-
anm NaHCOg; i ekctparytotb 5% MeOH B CH,Cl..
OpepxxaHuii eKCTpakT MPOMUBAOTb PO3COMOM, Cy-
LWaTh i KOHUEHTPYIOTb, OAEPXYUN TBEPAUN MPOOYKT.
'H AMP (DMSO): & 13,45 (br, 1H), 8,82 (s, 1H), 7,38
(s, 1H), 7,12 (s, 1H). LRMS ob6uncneHo 176, 3Hange-
HO 177 (MH+).

Mpuknag 26

CuHTtes 2-[2-(6-dpTopnipuauH-2-in)-imigason-1-in-
mMeTun]-1-nponin-1H-imigaso[4,5-c]nipnanHy

1. OpepxaHHs (3-HiTponipuaunH-4-in)nponinamidy

[Oo posunHy 4-xnop-3-HiTponipuauHy (18,0r,
114mmonb) B EtOH (300mn) nosinbHO AopatTb H-
nponinamiH (46,9vn, 568mmorne) npu Temnepartypi
0°C, i ogepxaHy CyMilll )OBTOrO KONbOpY HarpisalTb
[0 KiMHaTHOiI TemnepaTypu. [licna nepemiyBaHHS
NPOTArOM 2rof, peakuiiHy CyMill KOHUEHTPYHTb Y
Bakyymi. OfepXaHui 3anuoK OYMLLAKTL  LUFISIXOM
dnew-xpomatorpadyBaHHs (ermtoeHT 50% cymil
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rekcaH/EtOAc) 3 opepxaHHaAM (3-HiTponipuanH-4-
in)nponinamiHy y BUrnsai TBepAoi pe4oBMHN XOBTOrO
KOmnbopy. 'H ampP (CDCl3) & 9,16 (s, 1H), 8,25 (d,
J=6l'y, 1H), 8,15 (br s, 1H), 6,68 (d, J=6I"y, 1H), 3,29
(q, J=6,8I'y, 2H), 1,74 (cekcreT, J=7,2lU4, 2H), 1,02 (t,
J=7,6l"y, 3H). LRMS o6umcneHo 181,19, 3HamgeHo
182,5 (MH+).

2. OpgepxaHHsa r>i-nponinnipnauH-3,4-giamivy

PosuunH (3-HiTponipnamnH-4-in)nponinaminy (19,7,
109mmonb) B abcontotHomy MeOH (150mn) rigpytoTb
npu KiMHaTHIn TeMmneparypi nig TUCKOM
50cpyHT/atoiim? (0,34MMMa)) B npucyTHocTi 10% nana-
gito Ha Byrinni (1,9r) npotarom 15roa. lMicns suaa-
NEeHHs KaTanizatopa, KOHLEHTPYyBaHHA inbTpaTy i
nepekpucTanisauii ogepKaHoro 3anuiiky i3 Ccymili
AVXNopMeTaH-rekcaH ogepxyrTb N-nponinnipuanH-
3,4-giamiH y BUrnsaai TBepaoil peyvoBMHWM XKOBTYBATO-
KOpWU4HeBoro konbopy. "H AMP (DMSO-ds) & 7,59 (s,
1H), 7,55 (d, J=5,4Tu, 1H), 6,30 (d, J=5,4I"y, 1H),
5,26 (br s, 1H), 4,55 (br s, 2H), 3,02 (g, J=6,6I"y, 2H),
1,56 (cekctet, J=7,1y, 2H), 0,92 (t, 7,2 u, 3H).
LRMS o6uucnexo 151,21, 3HangeHo 152,4 (MH+).

3. OpepxaHHs 2-[2-(6-pTOpPNipnAnNH-2-in)-
imigason-1-in-metun]-1-nponin-1H-imigaso[4,5-
clnipnanny

Po3uuH Tpumetnnantomixito (11mn 2,0M po3yunHy
B Tonyoni, 22,4MMOfb) Kpanns 3a Kpannew AoAarTb
[o posuuHy N-nponinnipuamn-3,4-giaminy  (1,70r,
11,2vmonb) B pguxnopmetaHi (50mn), i oaepxaHny
cymiw nepemiwyoTb npotarom 30xB Npu KiMHaTHIN
Temnepatypi. [lo uiei cymiwi aoaarTb PO3YMH MeTu-
nosoro edipy [2-(6-pTopnipnamH-2-in)-imigason-1-
inJoutoBoi kucnotn (1,32r, 5,61Mmonb) B AMxnopme-
TaHi (10mn). OpgepkaHy Cymill HarpiBatoTb 3i 3BOPOT-
HUM xorogunbHuKoMm npoTarom 18rog. Peakuiviny
CyMilll KOPUYHEBOrO KOMbOPY BWMMBaKTb Y CyMill
BOAM 3 NbOAOM i iNbTPYOTL Yepes wap uenity. di-
nbTpaT eKcTparylTb AUXNopMeTaHoM, i 06'egHaHi
€KCTpaKTU NPOMUBAKOTb HACWYEHUM PO3CONOM, Cy-
waTtb Hag 6e3sogHNM NazSO4, iNbTPYIOTb, KOHLEH-
TPYKOTb Y BakyyMi i xpomaTorpadpytoTb Ha curnikareni,
onepxytoumn 2-[2-(6-cpropnipnanH-2-in)-imigason-1-in-
meTun]-1-nponin-1H-imigaso[4,5-c]nipnanH y Burnsagai
TBEpAOi peyoBUHM Onifo-KOBTOrO KOMbOPY. 'H ampP
(CDCl3) 6 9,06 (s, 1H), 8,42 (d, J=5,6l"u, 1H), 8,18
(dd, J=2,1, 7,6y, 1H), 7,88 (dd, J=7,6, 8,4y, 1H),
7,29 (d, J=5,6l"y, 1H), 7,22 (s, 1H), 7,18 (s, 1H), 6,88
(dd, J=2,4, 8,4T'u, 1H), 6,29 (s, 2H), 4,26 (t, J=7,6ly,
2H), 1,68 (cekcret, J=7,2'4, 2H), 0,84 (t, J=7,2y,
3H). LRMS o6uncneHo 336,37, 3HavpgeHo 337,6
(MH+).

Mpuknag 27

CwuHTes 3-etun-2-{[2-(1,3-Tiazon-2-in)-1H-
iminason-1-inJmetnn}-3H-imigaso[4,5-clnipugnHy

(\IN

1. OpepxaHHsa 3-xnop-4-HiTponipuanH-1-okenay

BoaHuin 30%-Huin po3uunH H,O, (60mn) kpanns 3a
Kpannew [AoAalTb Npu nepemilyBaHHi MarHiTHOR
Millankow [0  po3uMHy  3-xnopnipuguHy  (12r,
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105mMMorb) B ouToBOMY aHrigpugi (60mMn) npu 3Hmxe-
Hin Temnepatypi (0-10°C). OgepxaHini cymiwi aarTb
HarpiTMcsa Ao KiMHaATHOI TemnepaTypu, RiCAs 4oro
nepeMillyoTb NPOTAroM HOYi NpU KiMHaTHIN Temnepa-
Typi. Peakuito NpUNuHSIOTL WNSAXOM AoAaBaHHsS BOOU
(50Mn), peakuiviHy cymiw po36aBnsTb TOMYONOM i
KOHLEHTPYIOTb, odepXytoun HeouuwieHun N-okcug y
BUIMSAI Macna 3 Mamxe KifibKicHUM BUXOJ0M.

Oumnsady HoSO4 (25mn) kpanns 3a kpannet go-
4alTb OO0 PO34MHY HeouuLleHoro 3-xropnipuamH-1-
oKcuay B KOHLEHTpoBaHin HSO4 (25Mn) npu 3HMKe-
Hin Temnepatypi (0°C) npu nepemiwysanHi. [lo BuLle-
3ragaHoi cymiwi obepexHo gogatote HNO3 (anmng-
4y, 90%, 60mn) i3 gogepXXaHHAM 3anobikHMX 3axoaiB
Ons 3abe3neyeHHst KOHTPOIKO Hag BUAINEHHAM Tenna
€K30TepPMIYHOI peakuil, Micna 4Yoro peakuinHin cymili
AalTb MNOBIMbHO HarpiTUca A0 KiMHaTHOI Temnepary-
pu. OgepxaHy CyMmill MOTiM HarpiBalTb Npu Temne-
patypi 120°C npoTtsarom 4rog npu nepemillyBaHHi,
OXOMNMOMKYKOTb, BUIMBAKOTbL B OXOMOMKEHY IbOAOM
Boay i ekctparytotb CHCIs. O6'eaHaHy opraHiyHy
¢da3zy NpomMmuBalOTb MOCMILOBHO HACWYEHWM BOOHUM
po3unHom NaHCOs, BOgot, po3conom, cywartb Hag
Na;SO4 i KOHUEHTPYIOTb Y BakyyMmi, odepxyooumn 3-
Xrop-4-HiTponipnaunnH-1-okeuna, y BUrnsai Tsepaol pe-
YOBUWHW XOBTOrO KOMNbOPY. 'H amp (300MTu, CDCl3):
d 8,31 (d, J=1,5I'y, 1H), 8,13 (dd, J=1,5, 5,4y, 1H),
7,95 (d, J=7,2I'y, 1H).

2. OpepxaHHsa 3-eTunamiHo-4-HiTponipnanH-1-
okeuagy

BessogHun K>CO3 (19r, 144,5Mmonb) cycnenay-
I0Tb B PO34uHi 3-xnop-4-HiTponipnamH-1-okeuay (10r,
57,8mmonb) B 6e3BogHOMY aueToHiTpuni (100mn). o
BULLE3rafaHoi CycrneHsil Npu 3HWKEHIn TemnepaTypi
(nbopsiHa 6aHsA) gopalTb HAOJULLKOBY KiNbKICTb pO3-
4YnHy gietunaminy (2,0M) B TeTparigpodypati. Micna
3aBeplUeHHsa [oJaBaHHA AieTunamiHy peakuinHin
CyMilli JalTb HarpiTMCs Ao KiMHaTHOI TemnepaTtypu i
nepemillyloTb NPOTArom Houi. PeakuivHy cymil gine-
TpytoTb Ans BuaaneHHs K,COg, i dinbTpaT BUNapo-
BYIOTb M 3HWKEHUM TUCKOM NSl BUAANEHHS NTETKUX
PO34nHHMKIB. OpraHiyHMiA 3anuLIoK NigaalTb Xpoma-
TorpadyBaHHIo 3 entotoBaHHAM cymiwo 30% EtOAc
i3 rekcaHom i OLepXyloTb 3-eTnamiHo-4-
HITPOMipUAMH-1-0KCMA Yy BUIMAQI TBEPAOI PeYOBUHU
OpaHXeBOro Korbopy. 'H ampP (300Mrlu, CDCl3): &
8,01 (d, J=7,5I'y, 1H), 7,91 (s, 1H), 7,8 (brs, NH),
7,44 (d, J=7,2I'u, 1H), 3,30 (t, J=7,2lu, 2H), 1,39 (t,
J=7,2l"y, 3H), m/z 184 [M+1].

3. OpepxaHHst N3-eTunnipuaut-3,4-aiaminy

PosunH  3-etunamiHo-4-HiTponipugnH-1-okenay
(1,5r, 8,19Mmmonb) B meTaHoni (30mn) rigpytoTb Hag
10% Pd-C (1,5r) nig Tnckom 50-60d)yHT/,D,lOl7IM2 (0,34-
0,41MMNa) npotsarom 48roa. Katanizatop BuaansoTb
LWASXOM PinbTpyBaHHA yepes Lwap uenity, i po3ymH-
HAK BUMApOBYIOTb Yy BakyyMi, opepxyioun N3-
eTunnipnanH-3,4-giamid y BUrNsaai Teepaoi pevyoBuHU
Ginoro konbopy. *H AMP (300MIu, CDCls): & 7,59 (s,
1H), 7,57 (d, J=2,4'u, 1H), 6,56 (d, J=5,4T"y, 1H),
3,20 (t, J=7,2l'y, 2H), 1,29 (t, J=7,2l'y, 3H), m/z 138
[M+1].

4. OpepxaHHsa N-(3-eTunamiHonipyaunH-4-in)-2-
(2-Tia3on-2-in-imigason-1-in)auetamigy

Po3uuH (2,0M) MesAl (4,8mn, 9,6MMonb) B TOny-
oni NoBiNbHO AOA4Al0Tb A0 PO3YUHY N3-eTV|nnip|A,D,MH-
3,4-pgiaminy (1,06r, 7,70Mmonb) y 6e3BogHOMY OMX-
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nopmeTtaHi (40mn) B aTmMocdepi asoTy, i oaepxaHy
CyMiLl nepeMilyroTb NpK KIMHATHIA TemnepaTtypi Npo-
Tarom 1rog. [o BuwesragaHol peakuifiHoi CymiLli
aofaTb MeTunosuin edip (2-tiason-2-in-imigason-1-
inJoyrtoBoi kucnotn (860mr, 3,85Mmonb). OaepxaHy
CYCMEH3Ii0 HarpiBatoTb 3i 3BOPOTHUM XOJTOOUITbHUKOM
NPOTArOM HOMi, MICNA YOro OXONOAXYKTb A0 KiMHaT-
HOl TemnepaTypu. PeakuinHy cymiw posknagarTb
Kinbkoma kpannsmm MeOH. OpepxaHuin ocag kopuy-
HeBOro Koneopy cycneHayotb B 15% po3unHi MeOH
B CH.Cl; (200mn), nigpoatoTb ynbTpa3ByKoBin 06pobui
npoTsarom 25xB8, PiNbTPYOTL Yepes Wap LeniTy i KOH-
LEHTPYIOTb, ogepxytoun cymiw 3-etun-2-{[2-(1,3-
Tiazon-2-in)-1H-imigason-1-injmetnn}-3H-imigaso[4,5-
clnipnamHy  Tta  N-(3-eTunamiHonipuguH-4-in)-2-(2-
Tiason-2-in-imigason-1-in)auetamigy B cniBBigHOLIEH-
Hi 2:1, Ky BUKOPWCTOBYIOTb Ha HaCTYMHin cTagii 6es
OOLaTKOBOrO OYMLLEHHS. YacTMHy HeouuLeHoro 3a-
NULWLKY XpomaTtorpadyoTb Ha cunikareni 3 entoBaH-
HAM cymiwwo 7% MeOH i3 CHCI; i3 kinbkoma kpan-
namn NH4sOH gna ogepaHHS aHaniTM4Horo 3paska
N-(3-eTunamiHonipngnH-4-in)-2-(2-tiazon-2-in-
imigazon-1-in)auetamigy AnNs BM3HAYEHHsI XapakTe-
puctuk. *H AMP (300MIy, CDsOD): & 7,95 (s, 1H),
7,87 (d, J=3,3l'u, 1H), 7,79 (d, J=5,4I"y, 1H), 7,61 (d,
J=3,3l"u, 1H), 7,42 (d, J=5,1T"y, 1H), 7,33 (d, J=1,5I"u,
1H), 7,12 (d, J=1,2'y, 1H), 5,51 (s, 2H), 3,20 (t,
J=6,9I"u, 2H), 1,23 (t, J=6,9I'y, 3H); LRMS obuuncne-
Ho 328,38; 3HanaeHo 329.

5. OpgepxaHHsa 3-etun-2-{[2-(1,3-Tiason-2-in)-1H-
iminason-1-inJmetnn}-3H-imigaso[4,5-clnipugnHy

Cymiw (2:1) uwmknizoBaHoro 3-etun-2-{[2-(1,3-
Tiazon-2-in)-1H-imigason-1-injmeTtnn}-3H-imigaso[4,5-
clnipnamHy  Ta  npomikHoro  npoaykty,  N-(3-
eTnnamiHonipuaunH-4-in)-2-(2-tiason-2-in-imigason-1-
in)auetamigy, oAepXaHoro LNSAXOM ornocepenkoBa-
Horo MesAl cnonyyeHHs y BuULle3ragaHux ymoBaXx,
po34mHA0TE 'y 30Mn OLTOBOI KMCNOTK i HarpiBaloTb
npu TemnepaTtypi 115°C npotsarom Houi npu nepemi-
wyBaHHi. HacTtynHoro gHsa 6inbwy 4vactuHy AcOH
BMNApOBYIOTb Mg 3HWKEeHMM Tuckom. OpepxkaHui
3anuwok posbaenaiTte 100mn CH.Cl,, npommBatoTb
NaHCOs, Bogoto, posconom, cywartb Hag NaxSOj i
KOHLUEHTPYTb. HeounweHnin npogykT oumwarTb
XpomatorpadyBaHHAM 3 enoloBaHHAM cymiwo 3%
MeOH i3 CH.Cl, ta kinbkoma kpannamv NH4OH i
OAlePXyH0Tb 3-etun-2-{[2-(1,3-Tia3on-2-in)-1H-
imigason-1-inJmeTtnn}-3H-imigaso[4,5-clnipugnH y
BUrNsiAi TBEpAoi pevyoBMHU GIinoro Konbopy. H ampP
(300Mlu, CD3OD): & 8,87 (s, 1H), 8,30 (d, J=5,7Ty,
1H), 7,75 (d, J=3,3l'y, 1H), 7,57 (d, J=4,8I'y, 1H),
7,52 (d, J=3,3l'y, 1H), 7,39 (d, J=1,5I"y, 1H), 7,18 (d,
J=1,5uy, 1H), 6,29 (s, 2H), 4,52 (q, J=7,5T'u, 2H),
1,44 (t, J=7,5I'y, 3H); LRMS o6uncnerHo 310,38
3HangeHo 311; AHanuTM4yeckn obuucneHo Ans
CHNS: C, 58,05, H 4,55, N 27,08. 3HangeHo C 57,79;
H, 4,38; N, 27,04.

Mpuknag 28

CuHtes  3-etun-6-isonponin-2-{[2-(1,3-Tiazon-2-
in)-1H-imigason-1-injmetun}-3H-iminaso[4,5-
clnipuanHy Ta 1-etun-6-isonponin-2-{[2-(1,3-Tiason-2-
in)-1H-imigason-1-injmeTtnn}-1H-imigaso[4,5-
clnipnaunHy
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1. OpepxaHHs i306yTMPUNOLTOBOI KMCNOTU

Cymiww eTunizobytnpunauerary (20,47r,
129mmonb) i 1,5M BogHoro po3sumHy NaOH (250mn)
nepeMilyloTb Npu KiMHaTHI TemnepaTtypi NpoTaromM
Houi. [Nicna LbOoro po3ynH OXONOAXYTb A0 Temnepa-
Typu 0°C i nigkucniooTe Ao pH 1-2 wnaxom nosine-
HOro AoAaBaHHs koHueHTposaHoi HCI ("35mn). MoTim
po3unH HacudytoTb NaCl, Tpuui ekctparytote EtOAC i
ogvH pa3 CHCIs. O6'egHaHi ekcTpakTu cywaTtb Hapg,
NazSO4 i KOHUEHTpYITb, odepxytoun 14,46r (86%)
i306yTMPUIOLTOBOI KUCNOTM y BUrNSAi macna. H
AMP (CDCls, 300MIu) noceigyye, WO NpoayKT € cy-
MiLLILLIIO KeTO- Ta eHomnbHOT chopm (4:1) 3 nepeBaxaH-
HAM keTodpopmu. Ketodopma: & 3,57 (s, 2H), 2,73
(centeT, J=6,9TL, 1H), 1,16 (d, J=6,9Iy, 6H) mnH.™.
EHonbHa dopma: 11,85 (s, 1H), 5,03 (s, 1H), 2,44
(centeT, J=6,91, 1H), 1,10 (d, J=6,9T"L, 6H) mnH.™.

2. OpepxaHHA 4-rigpokcun-3-i306yTnpnn-6-
ionponin-nipaH-2-oHy

o posuunHy izobyTupunoutoBoi kucnotu (14,45r,
111Mmonb) B TeTparigpodypaHi (200mn) opHieto
nopuieto godarTb Mpu KiMHATHIM TemnepaTypi B aT-
moccpepi N, CDI (1,1'-kapbogiimigason) (19,8r,
122mMmonb). PO34nH XOBTOro KOMbopy nepemillyoTb
npu KiMHaTHIW TemnepaTypi npotdrom 20rog, nicns
YOro KOHLEHTPYHTb Yy Bakyymi. OgepxaHuin 3anuiiok
posumHaoTe B CH,Cl, i npomuBatots cnoyatky 10%
BoAHUM po3dynHom HCI (100mn), notim H2O (50mn).
BogHi npomMuBHI po3unHWM nigaalnTs OAHOPa30BOMY
noBTopHoMy ekctparyBaHHio CH,Cl,, 06'eaHaHi ekcT-
paktu cywatb Hag Na;SO4 i KOHLEHTPYOTb, 04epXy-
toun  4-rigpokcm-3-i306yTnpun-6-isonponin-nipaH-2-oH
y BUMA4I Macna XoBToro konbopy. Llei matepian €
OO0CUTb YMCTUM AN 3aCTOCYBAHHSA HA HaCTYMHIN CTa-
nii 6e3 goaaTkoBOro oumwweHHs. ‘H SIMP (CDCls,
300MIy) 6 17,02 (s, 1H), 5,92 (s, 1H), 3,94 (cenTerT,
J=6,9I"y, 1H), 2,72 (centet, J=6,9I'y, 1H), 1,25 (d,
J=6,9ru, 6H), 1,16 (d, J=6,9T"4, 6H) MnH™.

3. OpepxaHHs 4-rigpokcu-6-isonponin-nipaH-2-
OHY

PosuyuH 4-rigpokcu-3-i30byTnpwun-6-isonponin-
nipaH-2-oHy (10,26r, 45,8MM0nb) B KOHLUEHTPOBaHI
H.SO4 (40Mn) nepemiwyoTb npy TemnepaTypi 130°C
npotsrom 15xa. licnsa UbOro peakuiiHy Cymill TEMHO-
ro Konbopy OXOnoAXyTb Ao TemnepaTypu 0°C, i npu
nepemilyBaHHi gopatTb nogpibHeHuin nig (7200r).
OpepxaHuin po3unH Tpudi ekctparytoTs Et,O, ob'en-
HaHi ekcTpakTu cywatb Hag NazSOy i KOHUEHTPYIOTb.
HeounweHnn matepian ouuwiaoTb LWASXOM dreLw-
XpomaTtorpadyBaHHa Ha cunikareni. LLnaxom rpagie-
HTHOro entBaHHA rekcaHoM-EtOAc (3:2), EtOAc-
rekcaHom (1:1), EtOAc-rekcaHom (2:1) i EtOAc-
rekcaHoM (3:1) opepxytoTb 4-rigpokcu-6-izonponin-
nipaH-2-oH y BuUMA4i TBepOol pPevYoBUHU CBITMO-
YKOBTOrO KOIbOpY. 'H amp (CDCls, 300MI'y) 6 11,2
(br, 1H), 6,00 (d, J=1,8I'y, 1H), 5,58 (d, J=1,8I"u, 1H),
2,731(cenTeT, J=6,9I"y, 1H), 1,22 (d, J=6,9I"y, 1H)
MITH ™.

4. OpepxaHHs
NipUANH-2-0OHyY

4-rigpokcu-6-isonponin-1H-
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Cymiw 4-riapokcn-6-izonponin-nipaH-2-oHy
(4,82r, 31,3mmonb) i3 KoHueHTpoBaHum NH;OH
(15mn) nepewmiwytoTe npu Temnepatypi 100°C B rep-
METUYHI Tpybui npoTsarom 4rog. Micnsa Uboro po3yvuH
nepeHocsTb y KONby AN BUAINEHHS | KOHLEHTPYIOTb
y BakyyMi. [lna a3eoTpOnHOro BuAarneHHs 3arnuLiko-
BOi BOAM 3aCTOCOBYIOTb TONyosn. 4-rigpokcu-6-
isonponin-1H-nipnanH-2-oH ofepxyoTb Yy  BUrMaai
NMOPOLLKY >XOBTYBaTO-KOPUYHEBOrO KOMbOPY. 'H amp
(DMSO-dg, 300MI'y) 6 10,96 (br s, 1H), 10,36 (br s,
1H), 5,59 (d, J=2,1T"y, 1H), 5,33 (d, J=2,1T'u, 1H),
2,64 1(C€I'IT6T, J=6,9"y, 1H), 1,11 (d, J=6,9I'y, 6H)
MITH. ™.

5. OpepxaHHa 4-rigpokcun-6-isonponin-3-HiTpo-
1H-nipnanH-2-oHy

PosuuH 4-rigpokcu-6-izonponin-1H-nipuanH-2-
oHy (1,76r, 11,5mMmonb) B 55-60mn 50% BogHoOro po-
34ymHy HNO; nepewmiwytoTb npu Temnepatypi 70°C
npotarom 2,5rog. [licna OXONOMKEHHA peakuinHy
cymiwn BunuBaTb B HyO, oxonomkeHy nboaom
("100mn). OpepxaHuii po3YMH BUTPUMYIOTE B XOJO-
AvnbHUKy npotdarom 3,5 fi6. Teepay pevoBuHy, sika
BMNana B ocaj, BiAQiNAlTb PiNbTPyBaHHAM, NPOMU-
BalOTb BOAOK i CyllaTb, OAEPXYH4M 4-TiapoKcKu-6-
isonponin-3-HiTpo-1H-nipnanH-2-oH 'y BUrNSaai kpuc-
Tanis oBToro konkopy. ‘H AMP (DMSO-ds, 300MIw)
8 12,30 (br s, 1H), 11,82 (br s, 1H), 5,82 (d, J=1,2I'y,
1H), 2,71 (center, J=6,94, 1H), 1,13 (d, J=6,9Iu,
6H) mnH. ™.

6. OpepxaHHs 4-xnop-6-i3onponin-3-Hitpo-1H-
NipUANH-2-0OHY

[o cycneHsii 4-rinpokcm-6-izonponin-3-HiTpo-1H-
nipuaunH-2-ony (3,02r, 15,2mmone) y CH3CN (60mn)
npu KiMHaTHI Temnepartypi gogatwTb xnopug 6eHsn-
ntpuetunamoHito  (13,88r, 61,0mmonb). OpepxaHy
CyMiLll nepeMilyroTb NpKn KIMHATHIA TemnepaTtypi Npo-
Tarom 5-10xB, nicna voro gopatoTe POCI; (6,25mn,
67,1Mmonb). PeakuiiHy cymilw nepemiwyoTb npwu
KiMHaTHI Temnepatypi npotarom 15xB, nicns 4oro
HarpiBatoTb 3i 3BOPOTHUM XOMOAUINBHWKOM MPOTSArOM
1roa. Nicna oXonomKeHHS peakuinHy CyMill KOHLIEeH-
TPYlOTb Y BakyyMi. lNicns Lboro konby BCTaHOBMIOWOTH
B NbOASAHIN GaHi, i ogepxaHni 3anuok obpobnsTb
H,O ("60mn). Cymiw nepemiwyoTe npoTsrom 4rof
npv ofHOYacHOMY MOBINIbHOMY HarpiBaHHi 4O KiMHaT-
HOi TemnepaTtypu. TBepay peYOBUHY, sSika YTBOPHETb-
CSl NPOTArOM LbOro nepiogy vacy, BiaainaoTe inbT-
pyBaHHAM, nicnsi Yoro npomusatoTb H,O i HeBenumkoro
KiNMbKICTIO  rekcaHy. 4-xnop-6-isonponin-3-HiTpo-1H-
NipUANH-2-0H OOEPXYHOTb Yy BUrMAAi TBEPAOi pevoBu-
HW XOBTOrO KOIMbOpy. 'H aMP (CDCls, 300MI'y) &
13,13 (br s, 1H), 6,24 (s, 1H), 2,89 (cenTeT, J=6,9I'L,
1H), 1,31 (d, J=6,9Iy, 6H) mnn™.

7. OpepxaHHs 4-amiHo-6-i3onponin-3-HiTpo-1H-
nipuanH-2-oHy

Cymiw  4-xnop-6-izonponin-3-HiTpo-1H-nipngunH-
2-oHy (700mr, 3,23mMmonb) i 6-7mn 7 N po3dunHy NHz y
MeOH nepewmiwytoTe npu Temnepatypi 100°C B rep-
MeTuyHin Tpybui npotarom 1,5roa. [licna oxono-
[PKEHHSA peakuiiHy CyMill KOHLUEHTPYIOTb Y BaKyyMi.
Banuwok cycneHaytoTb B H,O, inbTpytoTb, npomu-
BatoTb H,O i cywatb, ogepxywoun 4-amiHo-6-
isonponin-3-HiTpo-1H-nipnanH-2-oH. 'H amp (DMSO-
ds, 300MIu) 6 10,96 (br s, 1H), 8,15 (br s, 2H), 5,70
(d, J=0,9ry, 1H), 2,58 (centerT, J=6,9I"y, 1H), 1,11 (d,
J=6,9ru, 6H) mnH™.
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8. OpepxaHHA 2-xnop-6-isonponin-nipnanH-4-
inaminy

Cywmiw  4-amiHo-6-i3onponin-3-HiTpo-1H-nipuanH-
2-oHy (555wmr, 2,81mmoneb) i3 POCI3 (10mn) nepemi-
LWYOTb NPW HarpiBaHHi 3i 3BOPOTHUM XOMNOAUIBHUKOM
B atmocdepi N2 npotsrom 1,5roa. MNicna oxonomkeH-
HS PO34YMH KOHLEHTPYWTb Yy Bakyymi. [licna uboro
peakuiiHy Konby BCTaHOBMIOWOTL Y NboasaHy GaHiwo, i
JofaTb [0 3anuvwky noapidHeHui nig (720r). Cymiw
iHTEHCMBHO 300BTYIOTb MPOTSITOM  KiNbKOX XBWIIWH,
nicns 4oro nepemiwyoTb Npu KiMHATHIN TemnepaTypi
npotarom 30xB. [lMoTiM cymiw ekctparytoTs EtOAc.
EkcTpakT npomuBaoTb [oAaTKoBOK KinbkicTio HoO
(20mn). BogHi NpOMUBHI pO34uHM MigAalTb OgHOpa-
30BOMY MOBTOpHOMY ekcTparyBaHHio EtOAc, ob'en-
HaHi ekcTpakTu cywaTtb Hag NaxSOs i KOHUEHTPYHOTb,
OofepXyroun  2-xnop-6-izonponin-nipuanH-4-inamii -y
BUrMNsAi Macna opaHxeBoro konoopy. Llen martepian
BMKOPWCTOBYIOTb ©€3 [0AaTKOBOrO OuMLLEHHs. 'H
AMP (DMSO-dg, 300MI'y) & 7,27 (br s, 2H), 6,65 (s,
1H), 2,77 (centet, J=6,94, 1H), 1,13 (d, J=6,9Iu,
6H) Mnn. ™.

9. OpepxaHHsA
nipuaunH-3,4-giamiHy

PosunH  2-xnop-6-idonponin-nipuanH-4-inamiHy
(684wmr, 3,17mmonb) y MeOH (10-15mn), skuin mic-
™Tb 10% Pd/C ("70Mr), nepemiwyioTe B aTmMocdepi
H, (gBivi HanoBHeHa enacTuyHa Kamepa) NMpOTSrom
5rog. lMicna uboro peakuiiHy cyMmiw QinbTpyoTb Ye-
pes wap uenity i3 3actocyBaHHam MeOH, i dinbTpaT
KOHLEHTPYIOTb Yy BakyyMi. 3anuoK poO34MHAITb Yy
HeBenukin kinbkocti MeOH i nogaTtkoBo po36aensaTb
TonyonoM. llicna uboro Po3yYnH KOHLUEHTPYIOTL Y Ba-
KyyMmi. Lito npouenypy noBTOpPIOOTL LWe pas, i ogep-
XytoTb rigpoxnopug 6-isonponin-nipuann-3,4-giaminy
y BUMsAi TBEPAOi PEYOBMHU OPaHXKEBO-XOBTOMO KO-
neopy.

'H AMP (DMSO-ds, 300MIL) & 13,26 (br, 1H),
7,45, 7,40 (br m, 3H), 6,59 (s, 1H), 5,48 (br, 2H), 2,94
(cenTeT, J=6,9, 1H), 1,19 (d, J=6,9Iw, 6H) mnH. ™.

10. OpepxaHHa 6-isonponin-2-(2-tia3on-2-in-
imigason-1-inmetunn)-1H-imigaso[4,5-c]nipuanHy

[o cywmiwi rigpoxnopuay 6-izonponin-nipnavH-
3,4-piaminy (265mr, 1,41mmonb) B 1,2-guxnopeTtaHi
(10mn) npu kimMHaTHIA TemnepaTypi B atmocdepi N»
pogats 2,0M posunH AlMes; B Tonyoni (2,12mn,
4,24mmonb). Cymiwl nepemiwyoTb NpU  KiIMHaTHIN
Temnepartypi npoTarom 45xB, NOTIM Yepe3 KaHHIo
AO[alTb pPo3ynH meTunosoro edipy (2-tiason-2-in-
imigason-1-in)oyTtoBoi kucnotu (252wmr, 1,13mMmonb) y
1,2-anxnopeTaHi (2mn) i3 noganbLUMM OMOMiCKyBaH-
HAM 1M po3ynHHMKa. [oTiM peakuiiHy cymiw nepe-
MiLLYIOTb MPU HarpiBaHHi 3i 3BOPOTHUM XONOAUNbHU-
koM npoTarom 20 rog. lMicnsa oxonomkeHHs peakuiiHy
CyMil po36aBnstoTb AesKolo kinbkicTio MeOH (72mn),
noTiM AEsIKOK KiNMbKiCTI0 BOAW i, HApeLTi, HAaCMYeHUM
BoAHUM po3dymHoM NaHCOs. OpepxaHy CyMilll iHTEH-
CMBHO nepemilyoTe npoTtarom 15xe. lMoTim cymiw
Tpudi ekctparytotb CHCI3 i3 gesikoto kinbkicTio ("5%)
MeOH. O6'egHaHi ekcTpakTu cywatb Hag NapSOy i
KOHLEHTpYoTb. [1OTiM HEOUYMLLIEHUIA 3anULLIOK PO3TK-
patoTb i3 CHCl3, i ogepxxaHy cymiw po3ginstoTs Qinb-
TpyBaHHsM. TBepAMi NpoayKkT NPOMMUBaKOTL HEBEMM-
koto kinbkicTio CHCI3 i cywatb, ogepxyrounm N-(4-
amiHo-6-izonponin-nipnaunH-3-in)-2-(2-tiason-2-in-
imigason-1-in)auetamig y Burnsagi snerka 3abaperne-

rigpoxnopugy  6-izonponin-
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HOI TBEPAOI PEYOBUHM. 'H amp (DMSO-ds, 300MIwL)
d 9,52 (s, 1H), 7,86 (s, 1H), 7,85 (d, J=3,3I'y, 1H),
7,75 (d, J=3,6I'y, 1H), 7,39 (s, 1H), 7,04 (d, J=0,9I"y,
1H), 6,45 (s, 1H), 5,65 (s, 2H), 5,38 (s, 2H), 2,74 (ce-
ntet, J=6,9I"y, 1H), 1,13 (d, J=6,9I'y, 6H) MrH . Oi-
NbTpaT KOHLEHTPYIOTb i NiggaoTb 4OAaTKOBOMY OYU-
LWEeHHI wWnaxoM dhrew-xpoMatorpadyBaHHa Ha
cunikareni. lMpu enotoBaHHi CHCI3-MeOH  (20:1),
notim CHCI3-MeOH (15:1) opepxytoTb 6-i3onponin-2-
(2-tia3on-2-in-imiga3on-1-inmetun)-1H-imigaso[4,5-
clnipnamn (160mr, 44%). 'H aupP (CDCl3, 300MI'y) &
12,23 (br, 1H), 8,97 (br, 1H), 7,94 (d, J=2,7Tu, 1H),
7,43 (d, J=3,3I'y, 1H), 7,23 (br, 1H), 7,20 (d, J=0,9I"y,
1H), 7,04 (s, 1H), 5,82 (s, 2H), 3,14 (cenTeT, J=6,9'L,
1H), 1,30 (d, J=6,9T"u, 6H) mnH™.

11. OpepxaHHa 3-eTun-6-isonponin-2-{[2-(1,3-
Tiazon-2-in)-1H-imigason-1-injmetnn}-3H-imigaso[4,5-
c]nipeguHy Ta 1-etun-6-izonponin-2-{[2-(1,3-Tiazon-2-
in)-1H-imigason-1-injmetun}-1H-iminaso[4,5-
clnipnanny

Oo PO34nNHY 6-isonponin-2-(2-tiazon-2-in-
iminason-1-inmeTunn)-1H-imigaso[4,5-c]nipuauHy
(160wmr, 0,493mmonb) B gnmeTtundopmamigi (1,0mn)
npu KiMHaTHIn Temnepatypi B atmocdepi N2 gogatoTb
crnoyvatky Cs,COj3 (168mr, 0,518mMmorb), noTim noae-
TaH (0,047mn, 0,592mmonb). Cymiw nepemiwyoTb
npu KiMHaTHIM TemnepaTtypi npotarom 1rod, noTiM
po3baensTb Bogoto i ABivi ekcTparytoTb CH.Cly.
O6G'eqHaHi ekcTpakTn cywatb Hag KoCOs i KOHUEHT-
pytoTb. 3anULLOK OYULLAIOTL LUMSXOM MpenapaTuBHO-
ro xpomarorpadyBaHHA B TOHKOMY Liapi i3 nposiB-
neHHam CHCI3-MeOH (15:1) (+0,5% EtsN). MeHw
nonspHa (BepxHsa) cmyra gae 3-etun-6-isonponin-2-
{[2-(1,3-Tiazon-2-in)-1H-imiga3on-1-in]meTnn}-3H-
imigaso[4,5-clnipnamnH. 'H AmMP (CDCl3, 300MI'y) &
8,70 (d, J=1,2I'y, 1H), 7,83 (d, J=3,0ly, 1H), 7,53 (d,
J=0,9Iy, 1H), 7,39 (d, J=3,0l"y, 1H), 7,18 (d, J=0,9I"u,
1H), 7,14 (d, J=0,9I'y, 1H), 6,32 (s, 2H), 4,32 (q,
J=7,2I'y, 2H), 3,18 (centet, J=6,9I'y, 1H), 1,34 (d,
J=6,9ry, 6H), 1,17 (t, J=7,2l'u, 3H) mnH.™". BinbL
nonspHa (HwkHsa) cmyra gae 74mr (43%) 1-etvn-6-
isonponin-2-{[2-(1,3-Tiazon-2-in)-1H-imigason-1-
in]meTtnn}-1H-imigaso[4,5-clnipnauH. H AMP (CDCls,
300Mru) & 9,01 (s, 1H), 7,83 (d, J=3,2I'u, 1H), 7,38
(d, J=3,2l'y, 1H), 7,15 (s, 1H), 7,12 (s, 1H), 7,09 (s,
1H), 6,32 (s, 2H), 4,21 (q, J=7,2I'4, 2H), 3,17 (cenTeT,
J=6,8I'y, 1H), 1,34 (d, J=6,8Iy, 6H), 1,10 (t, J=7,2I'y,

3H) mnH™
Mpuknag 29
CuHtes  1-etun-6-izonponin-2-{[2-(1,3-Tiazon-2-

in)-1H-imigason-1-injmetun}-1H-iminaso[4,5-
clnipnanny

g

1. OpepxaHHsa 4-eTunamiHo-6-i3onponin-3-HiTpo-
1H-nipnamnH-2-oHy

o CyMiLLi 4-xnop-6-izonponin-3-HiTpo-1H-
nipuounH-2-oHy (Mpuknag 28, cragia 6) (500mr,
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2,31mmonb) B CH3CN npu kimHaTHIn Temnepatypi
popatTtb cnoyatky EtNH»-HCI (565wmr, 6,92mmonb),
notim EtsN (1,29mn, 9,23Mmonb).

Micna uboro peakuivHy cymill nepemillyoTb B
repmeTnyHin Tpybui npu Temnepatypi 100°C npots-
rom 1,5rog. lMicns OXONOAXeHHs peakuifHy Ccymi
posbasnsTe CH.Cl, i npomusatots HO (2x25mn).
BogHi mMpomumBHI po3yvHKM niggalTb OAHOPa30BOMY
noBTopHoMmy ekctparyBaHHio CH,Cl,, o6'eaHaHi ekcT-
paktn cywatb Hag Na;SO4 i KOHLEHTPYIOTb, OAepXy-
4N 4-etTunamiHo-6-isonponin-3-HiTpo-1H-nipnanH-2-
OH y BUIMMSAI TBepOOi PEYOBMHU KOBTO-OPaHXEBOrO
konbopy. Llen matepian € 4OCUTb YNCTUM Ans 3acTo-
cyBaHHA 6e3 [04aTKOBOrO OYMLLEHHS. 'H amp
(DMSO-dg, 400MI'y) 6 11,1 (br, 1H), 8,93 (m, 1H),
5,73 (s, 1H), 3,37 (dq, J=7,4, 6,84, 2H), 2,67 (cen-
TeT, J=6,8L, 1H2, 1,17 (t, J=7,4'y, 3H), 1,15 (d,
J=6,8I'y, 6H) mnH".

2.  OpepxaHHs  (2-xnop-6-izonponin-3-HiTpo-
nipuanH-4-in)-eTun-amiHy

Cymiw 4-eTmMnamiHo-6-izonponin-3-HiTpo-1H-
nipuaunH-2-oHy (520mr, 2,31mmonb) i3 POCI; nepemi-
LYOTb NPWU HarpiBaHHi 3i 3BOPOTHUM XONOAUNBHUKOM
npotarom 1,5roa. Micns OxonogXeHHs pPO3YMH KOH-
LEeHTPyloTb Y Bakyymi. [MoTiM peakuiiHy nocyauHy
yMilWyoTb y nboasaHy 6aHio i gogaTe nogpibHeHnn
neod po 3anuwky. Cymiw iHTEHCMBHO 3060BTYIOTb
NPOTSArOM KifbKOX XBWIVH, MICMSi YOro MepeMillyioThb
npu TemnepaTypi 0°C npotsrom 1rog. MoTim cymiw
ekctparytoTe EtOAc. EkcTpakT npomuBaloTb AopaT-
KoBoto kinekicTio H.O (20mn) i posconom (20mn). Ekc-
TpakT cywaTb Hag Na;SOy i KOHUEHTPYIOTb, OOEPXKY-
toun (2-xnop-6-izonponin-3-HiTpo-nipuanH-4-
in)eTunamiH y BWUrmagdi TBepAoOi PEeYOBMHU KOBTOTO
Konbopy. Llen maTtepian € 4ocuTb YACTUM Af1S 3aCTo-
cyBaHHA 06e3 [04aTKOBOIO OYWLLEHHS. H ampP
(CDCls, 400MTu) & 6,62 (br, 1H), 6,44 (s, 1H), 3,31
(m, 2H), 2,91 (cenTerT, J=6,8I"y, 1H), 1,33 (t, J=7,4Iy,
3H), 1,26 (d, J=6,8I", 6H) MnH™.

3. OpepxaHHs rigpoxnopuay
isonponin-nipnauH-3,4-giamiHy

PosunH  (2-xnop-6-isonponin-3-HiTpo-nipnanH-4-
in)etnnaminy (0,56r, 2,30mMmonb) B MeOH (20mn),
akuid mictute 10% Pd/C (T50Mr), nepemiwytoTb B at-
Mocdepi Hy npotarom 3,5roa. lMicnsa uboro peakuiiHy
Cymiw inbTPylOThb Yepes wap LeniTy i3 3actocyBaH-
HAM MeOH. ®inbTpaT KOHUEHTPYTb Yy Bakyymi. [lo
3anuLWKy JoAaloTb TOMyon, KOTpUiA NOTIM BUAANSTL
y Bakyymi. Lllo npoueaypy noBTOpHOKOTHL LWe pas, i
OAEPXYI0Tb rigpoxnopug N4-eTv|n-6-i30nponin-
nipuauH-3,4-giamiHy 'y BUINSA4i TBepAoi PevOBUHM
TEMHOro KOnbopy. H amp (CD3OD, 400Mrl'y) & 7,46
(s, 1H), 6,60 (s, 1H), 3,43 (q, J=7,4T"u, 2H), 3,03 (cen-
TeT, J=6,8L, 1Hz, 1,35 (t, J=7,4'y, 3H), 1,33 (d,
J=6,8I"y, 6H) mnH ™.

4. OpepxaHHa 1-eTnn-6-isonponin-2-{[2-(1,3-
Tiazon-2-in)-1H-imigason-1-injmetnn}-1H-imigaso[4,5-
clnipnanny

[o cycnensii rigpoxnopuay N4-eTv|n-6-i30nponin-
nipuaunn-3,4-giaminy (126mr, 0,582mmonb) B CH»Cl,
(5Mn) npu kiMHaTHIn Temnepatypi B atmocdepi N»
pogats 2,0M posunH AlMes; y Tonyoni (0,35mn,
0,728mmonb). Micnst uboro ofepXaHuii po3vnH TEM-
HOro KONbOPY NepeMillyoTb NpWU KiIMHaTHIN Temnepa-
Typi npotarom 45xB. [ani 4Yepes3 kaHomM [oAaA0Tb
pPO34nH MeTUnoBoro egipy (2-tiason-2-in-imigason-1-

N*-etun-6-
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in)outoBoi kucrnotn (65wmr, 0,291mmonb) B CH.CI;
(2mn) i3 noganblUMM ONoricCKyBaHHSAM 1MIT PO3YMHHK-
Ka. PeakuiHy cymil nepemilyoTb Npu HarpiBaHHi 3i
3BOPOTHUM XOMOAMIBbHUKOM NpoTAarom Hodi. [licns
OXOMNMOKEHHS peakLuinHy cymiw obpobnsoTe MeOH
(70,5mn), notim posGasnstoTb 0,5N po3unHom NaOH i
popaTkoBoto  kinbkicTio CH2Cl,. Opepxany  cymill
iHTEHCMBHO NepeMillyoTb NPOoTAroM 15xB, nicns Yoro
Tpudi ekctparytote CH2Cl, 3 fesikoro kinbkicTio ("5%)
MeOH. OG6'egHaHi ekctpaktn cywaTtb Hag K;COs i
KOHLEHTPYIOTb, odepXyun 156Mr HeouuLleHoi cy-
Mii LinboBoro npoAykty - l-etun-6-isonponin-2-{[2-
(1,3-Tiazon-2-in)-1H-imigason-1-in]metnn}-1H-
iminaso[4,5-c]nipnamHy Ta N-(4-amiHo-6-i3onponin-
nipuaunH-3-in)-2-(2-tiason-2-in-imigason-1-
in)auetamigy. loTim uer maTtepian pPO34YMHATL B
AcOH (6mn), i ogepxaHuin PO3YUH NepPEMILLYOTb Npu
HarpiBaHHi 3i 3BOPOTHMM XONOAUIIBHUKOM MPOTSIrOM
5rog. lMicna oxonomkeHHs1 peakuinHy CyMilll KOHLEH-
TPYKOTb Y BakyyMi. 3anuwok po3unHsoTse B CHCI; i
npomusatots 0,5N posuHom NaOH. BogHun wap
AaBidvi nosTopHo ekctparytoTb CH,Cl,, 06'eaHaHi ekcT-
paktu cywatb Hag K2COs i KoHUEeHTpyoTb. HeouuLle-
HUMN MaTepian niagarTb OYULLEHHIO LUNSAXOM npena-
paTUBHOrO XpomaTorpadyBaHHsi B TOHKOMY LLUapi.
MposieneHHs CHCI; (15:1) pae 1-etun-6-isonponin-2-
{[2-(1,3-Tia3zon-2-in)-1H-imiga3on-1-in]meTnn}-1H-
imigaso[4,5-cnipnamnH. 'H amp (CDCls, 400MI'y) &
9,01 (s, 1H), 7,83 (d, J=3,2I'y, 1H), 7,38 (d, J=3,2I'y,
1H), 7,15 (s, 1H), 7,12 (s, 1H), 7,09 (s, 1H), 6,32 (s,
2H), 4,21 (q, J=7,2l'y, 2H), 3,17 (centet, J=6,8IL,
}H), 1,34 (d, J=6,8Iu, 6H), 1,10 (t, J=7,2I"y4, 3H) mnH.

Mpwuknag 30
CwuHTes 1-etun-2-{[2-(1,3-Tiazon-2-in)-4-
(TpudbTopmeTun)-1H-imigason-1-injmetun}-1H-

imigaso[4,5-clnipuanHy
N
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1. OgepxaHHa 2-(4-tpudpTopmeTun-1H-imigason-
2-in)Tiasony

AHarnoriyHo onybnukoBaHin metoauui (J. Med.
Chem., 2000, 43, 2165-2175], 1,1-gu6pom-3,3,3-
TpudpTopaueToH (4,47r, 16,6mmonb) AgopjawTb A0
posumHy NaOAc (2,72r, 33,1mmonb) B H>O (15mn).
OpepXaHuiAi po3dMH MepeMillyoTb Npy TemnepaTypi
100°C npoTsarom 30xB, NOTiM AalTb OXONOAUTUCS OO0
KiMHaTHOI Temnepatypwu. [licns uboro godarTb pPo3-
4YuMH 2-Tiazonkapbokcanegerigy (1,5r, 13,3mmonb) B
MeOH (15Mn), SKMW MICTUTb  KOHLEHTPOBaHUN
NH4OH (5mn). PeakuiriHy cymiw noTtiM nepemilyoTb
npu KiMHaTHIn TemnepaTypi npoTtarom 20roa. lloTim
CyMilW inNbTpytoTb, TBEPAUA NPOOYKT MPOMUBAOTb
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H.O i cywatb. OgepxytoTb 2-(4-TpudptopmeTun-1H-
iminason-2-in)tiason y Burnagi 3nerka 3abapeneHoi
puxnoi TBepaoi pevoBuHU. ‘H SIMP (DMSO-ds,
400MTu) & 13,81 (br, 1H), 7,97 (d, J=3,2I'y, 1H), 7,94
(s, 1H), 7,87 (d, J=3,2I'u, 1H) man.™.

2. OpepxaHHa meTunosoro egipy (2-tiason-2-in-
4-TpudTOopMeETUI-iMiga3orn-1-in)oLToBOI KUCIOTH

Ho cycnensii NaH (109mr 60% pucnepcii B MiHe-
panbHOMy Macni, 2,74Mmonb) B TeTparigpodypaHi
(10mn) npu Temnepatypi 0°C B atmocdepi N2 gona-
I0Tb Yepes3 KaHiono po3ynH 2-(4-tpudtopmeTtun-1H-
iminason-2-in)tiazony (500mr, 2,28mMmonb) B TeTpari-
apodpypaHi (4mn) i3 noganbwmMM  ONOMICKYBaHHAM
1Mn po3unHHKKa. Cymil nepeMilwyoTb Npyu Temnepa-
Typi 0°C npoTtarom 30xB, noTim 06pobnsAlTL MeTUNG-
pomauetatom (0,28mn, 2,97mmonb). PeakuiviHy cy-
Mill MepemillytoTb NPOTAroM HOYi NpU OAHOYacHOMY
NOBINbHOMY HarpiBaHHi 0O KiMHATHOI TemnepaTypw.
MoTim peakuinHy cymiw posbasnsioTe H.O (10mn), i
ofepXaHy CyMmiLl iIHTEHCMBHO NepeMiLLyTb NPOTArom
5xB. Cymiw goaaTkoBO po36aBnsioTb AEAKOK KinbKic-
TIO poscony, nicna 4oro Agivi ekctparyotb EtOAc.
O6'egHaHi ekctpakTn cywatb Hag NaxSOg4 i KOHLEHT-
pytoTb. HeounweHn martepian ouMwaloTb LUMASIXOM
dnew-xpomaTtorpadyBaHHs Ha cunikareni. [lpwu
entBaHHi rekcaHom- EtOAc (4:1), noTiM rekcaHowm-
EtOAc (3:1) ogpepxywTb 2-(4-TpudpTopmeTun-1H-
iminason-2-in)Tiazon, sKMM He BCTYNUB B peakLito, a
TaKoX METUOoBUI edip (2-tiazon-2-in-4-
TpudTOpMETUN-iMiga30n-1-in)ouToBOi  KACMOTK. H
AMP (CDCls, 400MI'y) 6 7,82 (d, J=3,2I'y, 1H), 7,40
(d, J=3,2l'y, 1H), 7,35 (s, 1H), 5,41 (s, 2H), 3,77 (s,
3H) mnn.

3. OpepxaHHa 1-etun-2-{[2-(1,3-Tiazon-2-in)-4-
(TpndpTopmeTUn)-1H-imigazon-1-in] meTun}-1H-
imigaso[4,5-clnipuamny

0o cymiwi N4-6TVIJ'I-I'IipVI,EI,I/IH--3,4-,EI,iaMiHy (94wr,
0,687mmonb) B CH,Cl, (5Mn) npu KimHaTHIA Temnepa-
Typi B aTmocdepi N2 gogatots 2,0M posunH AlMe; B
Ttonyoni (0,43mn, 0,858mmoneb), i ogepxaHy CymiLl
nepemillyloTb Npu KiMHaTHI TemnepaTypi NpoTsarom
1rog. lMoTim yepes kaHM A0AATb PO3YMH METU-
JIOBOTO edipy (2-Tiason-2-in-4-tpudpTopmeTun-
imigason-1-in)outosoi kucnotu (100mr, 0,343mmonb)
B CHCl,. Micna uboro peakuiiHy Ccymill nepemity-
I0Tb NPW HarpiBaHHi 3i 3BOPOTHUM XONOAUBHUKOM
npoTtarom Hodi. [Micns oxonomkeHHs [0 KiMHATHOI
Temnepatypn cymiw obpobnswote MeOH (“1mn).
OpepxaHy cymiw goaatkoBo posbaensiote 0,5N Bo-
AHum posdmHoMm NaOH (10mn), nicng yoro iHTeHcuB-
HO nepemiwytoTb npoTtarom 30xB. MoTiM cymiw Tpudi
ekctparytoTe CH,Cl,, Sk MiCTUTb OesiKy KinbKicTb
(5%) MeOH, i ob'egHaHi ekcTpakTu cylwatb Hag
K2COj3 i KOHUEHTpYOTb. HeouuwleHy cymiw 1-etun-2-
{[2-(1,3-Tia3on-2-in)-4-(TpudpTopmeTnn)-1H-imigason-
1-in]metun}-1H-imigaso[4,5-clnipngnHy 1ta  N-(4-
amiHo-nipuamnK-3-in)-2-(2-tiazon-2-in-4-
TpudpTopmMeTun-imigason-1-in)auetamigy po3YnHSAOTbL
B AcOH (6mn), i ogepxaHuii poO3YnH MepemillyloThb
npu HarpiBaHHi 3i 3BOPOTHUM XONOAUINBHUKOM NPOTH-
rom Hodi. [loTiM peakuiiHy CyMill KOHUEHTPYIOTb,
ofepxaHun 3anuwiok posdmHsaoTe y CHLCl, i npomu-
BatoTb 0,5N BogHum posynHom NaOH. BogHui wap
nigaalTs OQHOPa30BOMY MOBTOPHOMY eKCTparyBaH-
Hio CHCl,, o6'egHaHi ekcTpakTh cywatb Hag KoCOs i
KOHLUEHTPYITb. HeounweHHni 3anviiok o4mLLaTb
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LINSXOM npenapaTMBHOrO XxpomaTtorpadyBaHHA B
TOHKOMY Lapi. MNMposBnenHs cymiwwto CHCIl;-MeOH
(15:1) 3abesneyye opepxaHHa 1-etun-2-{[2-(1,3-
Tiazon-2-in)-4-(tpucptopmetnn)-1H-imigason-1-
in]metun}-1H-imigaso[4,5-clnipuanny. H AMP
(CDCl3s, 400MI'y) & 9,10 (s, 1H), 8,47 (d, J=6,0ly,
1H), 7,88 (d, J=3,2I'y, 1H), 7,58 (s, 1H), 7,48 (d,
J=3,2I'y, 1H), 7,31 (d, J=5,6l"y, 1H), 6,37 (s, 2H),
4,31 (q, J=7,2u, 2H), 1,24 (t, J=7,2I"4, 3H) mnx™.

Mpuknag 31

CuHtes  3-etun-2-{[2-(6-cpTOpnipnamH-2-in)-1H-
iminason-1-in]metun}-6-nponin-3H-imigaso[4,5-
clnipnanny

1. OpepxaHHs N-(4-amiHo-6-nponin-nipuamH-3-
in)-aueTtamigy

[o cymiwi rigpoxnopugy 6-nponin-nipnanH-3,4-
AdiamiHy (ogepxaHoro 3 eTtunbytupunauetarty, SK
onucaHo B [puknagi 28, cragii 1-9) (187wmr,
1,00mmonb) y CH2Cl, (4mn) npu Temnepatypi 0°C B
atmocdepi N2 gopatote cnodatky nipuamH (0,24mm,
3,00mmMonb), notim aumetundopmamig (2mn) (ans
po3uunHHocTi). Micna usoro gogatote Ac,O (0,104mn,
1,1MMonb). PeakuinHy cymill nepeMillyoTb NPOTSrom
3rog npy ogHo4YacHOMY MOBINbHOMY HarpiBaHHi 4o
KiMHaTHOI Temnepatypu. licna uboro cymiw BunuBea-
I0Tb Yy HacudeHu BogHun po3dunH NaHCOsz i Tpuui
ekctparytotb CH2Cl,. OG'egHaHi ekcTpaktu cywaTb
Hag K>COs i KOHUEHTpyTh, ogepxytoun 114mr He-
oyunLeHoro N-(4-amiHo-6-nponin-nipnamH-3-in)-
aueTtamigy, KOTpuii BUKOPUCTOBYHOTbL 6€3 [oaaTkoBO-
ro oumweHHs. ‘H AMP (CDCl3, 300MIu) & 8,73 (br,
1H), 8,00 (s, 1H), 8,43 (s, 1H), 4,63 (br, 2H), 2,54 (m,
2H), 2,13 (s, 3H), 1,63 (cekcteT, J=7,2I'4, 2H), 0,89
(t, J=7,2I'y, 3H) MAH. ™ Mac-cnekTpomeTpia 3 enekT-
poposnuneHHsamM: m/z 194 [M+1].

2. OpepxaHHs N3-eT|/|n-6-nponin-nipvuqle-3,4-
AiamiHy

Po3unH  HeouumweHoro  N-(4-amiHo-6-nponin-
nipuauH-3-in)-auetamigy (114mr, 0,59mmons) y TeT-
parigpodypaHi (2,5mn) npu Temnepatypi 0°C B aTmO-
cchepi N2 0bpobnstoTe 0,5M poszunHom EtNMe;-AlH3
B Tonyoni (2,4mn, 1,18mmonb). PeakuinHy cymiw ne-
pemilwyloTb NPOTAroMm 4rog nNpyv OAHOYACHOMY MOBI-
NbHOMY HarpiBaHHi 40 KiMHaTHOI TemnepaTtypu i fo-
aatkoBoMy 06pobnerHi 0,5M posunHom EtNMe,-AlH3
B Tonyoni (2,4mn, 1,18mmone). lMicns nepemiwyBaH-
HA NpW KiIMHaTHIN TemnepaTtypi NPOTAroM Houi peak-
LiMHY cymilw oxonomxywTe o Temnepatypu 0°C i
06pobnsoTh 3BonoxeHnm Na,COs;. Cymiw po3bas-
nawTb CH,CI, i iHTEHCUBHO nepemillyoTb NPOTSrom
15xB. licns uboro cymiw iINbTPYOTL Yepes wap
uenity, i @inbTpaTt KOHUEHTPYTb. HeouunwweHHun
Martepian YacTKOBO O4YMLLAIOTh LUNSXOM npenapaTus-
HOro xpomartorpadyBaHHA B TOHKOMY Lapi i3 NposiB-
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neHHsm CHCI3-MeOH (15:1) (+1% EtsN). Cwmyra, sika
MIiCTUTb  LiNbOBUN NS-eTmn-G-nponin-nipm,qle-SA-
JiamiH, He oyxe nobpe BioainseTbca Big Aewo GinbLu
nonsipHoro N-(4-amiHo-6-nponin-nipugauH-3-in)-
aueTamigy, sIKMA He BCTYNMB Yy peakuito (Aoro BMIiCT
npnbnunsHo 10%). O6uasi cmyru 36upatoTb, i Cymiw
BUKOPWUCTOBYIOTb Ha HACTYMHIN  cTagii. 'H amvpP
(CDCl3, 300MI'u) & 7,74 (s, 1H), 6,42 (s, 1H), 4,10
(br, 1H), 3,67 (m, 1H), 3,10 (q, J=7,2'y, 2H), 2,56 (m,
2H), 1,67 (cekcret, J=7,2l'4, 2H), 1,25 (t, J=7,2l'y,
3H), 0,91 (t, J=7,2I'y, 3H) MAH. L Mac-cnektpomeTpis
3 enekTpopo3nuneHHam: m/z 180 [M+1].

3. OpepxaHHs 3-eTun-2-{[2-(6-dTOPNipNanH-2-
in)-1H-imigason-1-injmetun}-6-nponin-3H-imigaso[4,5-
clnipnanny

PosuuH N3-eTV|J'|-6-nponin-nipm,qMH-3,4-,uiaMiHy
(82mr, "0,45mmonb, i3 “10% powmiwkoto N-(4-amiHo-6-
nponin-nipuavH-3-in)-auetamigy) B 1,2-gnxnopeTaHi
(4mn) npu kiMHaTHIW TemnepaTypi B atmocdepi Nz
o6pobnsote 2,0M  posumHom  AlMes  (0,69mn,
1,37mMmonb). OgepaHuin po3unH nepemillyoTs npu
KiMHaTHIn Temnepatypi npotarom 30xB, nicns 4oro
AO[al0Tb Yepes3 KaHIoNo Po3yYnH MeTUrnoBoro edipy
[2-(6-cbTOpNipnaunH-2-in)-iminason-1-injJoutoBoi  KuUC-
notu (97wr, 0,41mmonb) B 1,2-gnxnopeTaHi i3 noga-
NbLUMM OMOMICKYBaHHAM 1MN po34vmHHMKa. [1oTim pe-
aKkuinHy CcyMmill nepemiwyioTe MNpu  HarpiBaHHi - 3i
3BOPOTHUM XOMOAMUIBbHUKOM NpoTArom Hodi. [licns
OXOJNOMXEHHS peakLUiiHy cymiw obpobnsaiots MeOH
("2mn), noTim JopaTkoBO PO306aBnsOTH HACMYEHUM
BOAHWUM po3dumHoMm NaHCO3 (T10mn) i Aesikoto Kinbkic-
Ti0 H20. OpepxaHy Cymill iHTEHCUBHO MepeMmillyoTb
npotarom 15xB, nicns 4yoro Tpudi ekctparytote CHCI;
i3 fesikoto kinbkictio ("5%) MeOH. O6'egHaHi ekctpa-
kTn cywaTtb Hag KoCOs i KoHUeHTpyoTb. Heounwexun
MaTtepian ouyvalTb LUASAXOM MpenapaTtuBHOrO Xpo-
MaTorpacdyBaHH B TOHKOMY Liapi. [MposiBneHHs cy-
Miwwo CHCI3-MeOH (15:1) 3abe3neyye ogepxaHHs
3-etun-2-{[2-(6-dpTopnipnanH-2-in)-1H-imigason-1-
in]meTnn}-6-nponin-3H-imigaso[4,5-clnipuguHy y Bu-
rmagi 3nerka 3abapBrieHoi TBEPAOI PEYOBUHW. H
AMP (CDCl3, 300MI'y) 6 8,70 (d, J=0,9I'y, 1H), 8,17
(dd, J=8,0, 2,6I'y, 1H), 7,89 (q, J=7,8I'y, 1H), 7,47 (s,
1H), 7,22 (d, J=0,9I"y, 1H), 7,18 (d, J=1,5I'y, 1H),
6,88 (dd, J=8,6, 2,9y, 1H), 6,27 (s, 2H), 4,42 (q,
J=7,2l'y, 2H), 2,86 (m, 2H), 1,78 (cekcteT, J=7,2I'L,
2H), 1,30 (t, J=7,2l"y, 3H), 0,97 (t, J=7,2'y, 3H) mMnH."
. Mac-cnekTpomeTpia 3 enekTpopo3nuUIeHHAM: m/z
365 [M+1].

Mpuknag 32

CuHTe3s 1-etnn-2-{[2-(1,3-Tia3on-2-in)-1H-
iminason-1-in]meTtnn}-6-(TpucpTopmeTnn)-1H-
imigaso[4,5-clnipuamny

Q'
Fac)J;}_/ S\)

1. OpepxaHHs
nipuaunH-4-ony

25mn gumnadoi HSOs npu 3HWKEHI Temnepa-
Typi (0°C) kpannsa 3a kpannetw 4oaaroTb Npu nepemi-
LUYBaHHi no pPO34nHY 4-rigpokcu-2-

5-HiTpO-2-TpUdTOopMETUN-
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TpudbTopMeTunnipnanHy [Chemistry of Heterocyclic
Compounds, 1997, 33, 995-996] (4r, 24,5Mmonb) B
KOHUeHTpoBaHin H,SO4 (10mn). o BuwesragaHoi
cymiwi obepexHo pogatoTe HNO;z (ammnsdy, 90%,
25mn) i3 pogepxaHHaAM 3anobikHuX 3axodiB Anst 3a-
©e3neyeHHs KOHTPOIIO HaA BUAINEHHAM Ternna ek3o-
TEePMIYHOI peakuii, Nicna 4Yoro peakuinHin cymiwi ga-
I0Tb NOBINbHO HArpiTMCA 0 KIMHATHOI TemnepaTypu.
OpepkaHy cymill nicnsa HarpiBaHHs Mpu TemnepaTypi
120°C npoTtarom 6rog npy nepemeTyBaHHi OXOJlo-
OXyloTb 00 KiMHaTHOI TemnepaTypu, BMMMBalOTb B
BOAY, OXONOMXEHY NbOAOM, Npu NigTpMMaHHi pH Ha
piBHI NpnbnunsHo 1 wnsxom gopgasaHHA 10N po3vnHy
NaOH i ekctparytotb CHCIl;. OG'egHaHy opraHiuHy
¢a3y nocnigoBHO NMPOMMUBAIOTb HACUYEHWM BOOHUM
posymHom NaHCOs, Bogoto, po3corom, cywaTtb Haf
Na;SO4 i KOHUEHTPYOTb Y BakyyMi, odepxylum 5-
HITpO-2-TpucpTopMeTUN-nipuanH-4-on y BUrnsai Tee-
pOoi PeYOBUHM KOBTOMO KOMbOPY. 'H avpP (300MTIw,
CDCls): 6 9,33 (s, 1H), 7,50 (s, 1H).

2. OgepxaHHs 4-xrop-5-HiTpo-2-TpudpTopmeTnn-
nipuanHy

HeouuweHnn 5-HiTpo-2-TpndTopmMeTnn-nipuanH-
4-on (3,4r, 16,3mmonb) obpobnsatTe PCls (5,2r,
24,97mmone) i POCI; (7mn, 24,49vmmonb). Peakuiviny
cymilw HarpiBaloTb npu TemnepaTypi 80°C npoTsarom
18ron, 0XonoaXylTb, BUNMBAIOTb Y BOAY, OXONOMKe-
Hy nboaom, i ekctparytotb CH,Cl,. O6'egHaHy opra-
HiYHY a3y nocrnigoBHO NPOMMBaOTb HaCUYEeHUM
BoaHuM po3dnHoM NaHCOs, Bogoto, po3cornom, cy-
watb Hag Na SOy i KOHUEHTPYIOTb Yy BakyyMmi, ogep-
Xyun  4-xnop-5-HiTpo-2-TpudTOpMeTUN-NipuanH  y
BUrMSAI Macna >XOBTOro KOrbopy. H amp (300MTIw,
CDClI3): 6 9,17 (s, 1H), 7,9 (s, 1H).

3. OpepxaHHsa eTun-(5-HiTpo-2-TpudpTopmeTnn-
nipuanH-4-in)-aminy

K,COs; (4,15r, 30,01mmonb) Tta 2,0M po3uuH
EtNH, (15mn, 30,01mmonb) B TeTparigpodypaHi Ao-
AalTb 00 PO3YNHY 4-xnop-5-HiTpo-2-TpudptopmeTun-
nipnaunny (3,4r, 15,0mmonb) B aueToHiTpuni (30mn)
npu 3HWXKeHIn TemnepaTypi. Peakuia 3aBepluyeTbcs
nicna nepemiwysaHHA npyu Temnepatypi 0°C npoTa-
rom 2rog. LUnsxom 3BuyanHoOi 06pobKu ogepxytoTb
eTunn-(5-HiTpo-2-TpudpTopMeTUN-NipUANH-4-in)-amiH  y
BUMSAAI B'A3KOro Macra »0OBTO-OpPaHXeBOro KOrnbopy.
'H AMP (300MIu, CDCls): 8 9,24 (s, 1H), 7,09 (s,
1H), 3,45 (t, J=7,2l'u, 2H), 1,42 (t, J=7,2y, 3H).

4. OpaepxaHHs N4-eTVIJ'I-6-TpI/Id)T0pMeTVIJ'I-
nipuanK-3,4-giamiHy

ETun-(5-HiTpo-2-TpudTopmeTun-nipnanH-4-in)-
aMiH rigpyloTb MpU 3BUYANHUX YMOBAX i OOEpPXYOTb
N4-eTmn-6-TpM¢)TopmeTmn-nipmnMH-3,4-,qiaMiH. H
AMP (300MlMu, CD30OD): & 7,71 (s, 1H), 6,75 (s, 1H),
3,28 (t, J=6,9I'y, 2H), 1,31 (t, J=6,9"y, 3H).

5. OpepxaHHsa 2-xnopmeTun-1-etmn-6-
TpudpTopmeTun-1H-imigaso[4,5-c] nipuamny

XnopucToBOAHEBY CiNnb eTun-2-xnop-aueTimigaTy
(3,90r, 24,58MMonb) gogatoTe 40 PO3UUHY N*-eTun-6-
TpudpTopMeTUR-NipnanH-3,4-AiaMivy (1,44r,
7,02vmons) B EtOH (20mn) i HarpiBatoTb 3i 3BOpOT-
HUM XOonogunbHUKOM npoTsaroMm 3rod. PeakuinHy cy-
MilLl OXONOPKYHOTb A0 KiMHATHOI TemnepaTypu i KOH-
LEHTPYOTb Mig  3HWKeHUM TuckoM. OpepxkaHui
3anuwok posbaensatoTe CH,Cl,, npommnBaloTb po3un-
Hom NaHCOs, cywatb Hag NaxSO4 i KOHUEHTPYHOTb,
OfEPXKYOUM  2-XropMeTun-1-eTun-6-TpudTopmMeTUsn-
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1H-imigaso[4,5-c]nipnanH. 'H amp (300Mrlu, CDCls):
89,14 (s, 1H), 7,66 (s, 1H), 7,26 (s, 1H), 4,87 (s, 2H),
4,40 (t, J=7,5I"y, 2H), 1,58 (t, J=7,5I"y, 3H).

6. OpepxaHHs 1-etun-2-{[2-(1,3-Tiazon-2-in)-1H-
imigaszon-1-injmetun}-6-(tpucptopmeTnn)-1H-
iminaso[4,5-c]nipnamny

o pO34MHY 2-xnopmeTnn-1-etun-6-
TpudptopmeTun-1H-imigaso[4,5-c]nipnamHy (1r,
3,8mmonb) y 6e3BogHoMy aumeTtundopmamigi (15mn)
popatTtb K2CO3 (2,68r, 19mmons), 2-(1H-imigason-2-
in)-tiazon (555wmr, 3,8Mmonb) i nmepemiwyoTb npu
KiMHaTHIn Temnepatypi npotsarom 48roa. Heouwe-
HWA 3anuwok nicns obpobku 3BMYaiHUM cnocobom
OYMLLAITh LUMASXOM entotoBaHHsA cymiio 5% MeOH
i3 CH,Cl,, sika mictuth Kinbka kpanens NH,OH, i oge-
pxytoTb 1-etun-2-{[2-(1,3-Tiazon-2-in)-1H-imiga3on-1-
in]meTtnn}-6-(TpucptopmeTnn)-1H-imigaso[4,5-
c]nipuamH (800Mr, 80%). *H AMP (CDsOD): & 8,83 (s,
1H), 8,14 (s, 1H), 7,71 (d, J=2,7Ty, 1H), 7,53 (d,
J=2,7Tu, 1H), 7,45 (d, J=0,9I"y, 1H), 7,19 (d, J=0,9I'y,
1H), 6,30 (s, 2H), 4,54 (q, J=5,4I'y, 2H), 1,46 (t,
J=5,4T"y, 3H); m/z 379 [M+1].

Mpuknag 33

CwuHTes 3-etnn-2-{[2-(1,3-Tiazon-2-in)-1H-
imigason-1-injmetnn}-6-(tpucptTopmeTnn)-3H-
iminaso[4,5-c]nipnamHy

Pl 2% N <\J§'N
YI)F 4

1. OpepxaHHs
nipuaunH-4-inaminy

Yepes po3unH 2-TpudpTopmMeTun-4-xnop-5-Hitpo-
nipuanny (4,12r, 18,23mmons) B 6e3BogHOMY TeTpa-
rinpodpypaHi 6apboTytoTe rasonogibHuMm amiak npwu
KiMHaTHi TemnepaTypi npotarom 3rog. lNicna Buaga-
JNIEHHS1 PO34YMHHMKA Mg 3HWKEHUM TUCKOM OOEPXYHTb
5-HiTpO-2-TpudTOpMETUN-NIPUANH-4-inamiH (3,6r,
96%). 'H SIMP (300Mrw, CDCls): & 7,15 (s, 1H), 9,15
(s, 1H).

2. OpepxaHHs 6-TpudpTopMeTUn-nipuanH-3,4-
AdiamiHy

LLinsaxom rigpyBaHHs, ik onncaHo B NodaHux Bu-
e npuknagax, OAepXykTb 6-TpudTopmeTun-
nipuavH-3,4-giamix. H ampP (300Mrlu, CDCl3): 6 6,95
(s, 1H), 8,01 (s, 1H).

3. OpepxaHHs
nipnanH-3,4-giaMiHy

Lo po3ynHy  6-TpudTOopMETUN-NIPUANH-3,4-
giaminy (1,05r, 8,96mmonb) y 6e3BogHOMY AUMETUI-
dopmamigi (12mn) gopatoTe kapboHat uesio (3,1,
26,88mvmonb) Ta etunvoaug (1,76r, 10,75Mmonb).
Cymiw HarpiBatoTb Yy repMeTuYHin Tpybui npoTsirom
18roa, oxonodxylTb OO0 KiMHaTHOI TemnepaTtypw i
posbasnsTe EtOAc i Bogoto. licna obpobku 3Bu-
YarHMM cncoboM Ta OYMLLEHHS XpomaTorpadyBaH-
HAM Ha KOJMOHKax 3 entBaHHAM cymiwwio EtOAc-
rekcaH OfEepXyloTb YncTUn N3-eTun-6-
TpudTOpMETUN-NIpUANH-3,4-4iaMiH. H AMP
(300MTIu, CDCls): & 7,95 (s, 1H); 6,95 (s, 1H), 3,21 (q,
J=5,4T"y, 2H), 1,35 (t, J=5,4I"u, 3H).

4. OpepxaHHs 2-xnopmeTtun-3-etun-6-

5-HiTpO-2-TpUTOopMETUN-

N*-eTun-6-TpudbTopmeTUn-
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TpudpTopmeTun-3H-imiaaso[4,5-c] nipuanHy
2-xnopmeTun-3-etun-6-tpudptTopmeTnn-3H-

imigaso[4,5-clnipuaMH  ogepxyloTb i3 N3-eTun-6-
TpudbTOopMeTUN-nipnanH-3,4-giamiHy i3 3actocyBaH-
HAM METOOMKM, OMUCcaHoi BULLEe ANS oAepXaHHsa 2-
xnopmetun-1-etun-6-tpudptopmeTnn-1H-imigaso[4,5-
clnipuauny. *H AMP (300Mru, CDCls): 5 8,89 (s, 1H),
8,04 (s, 1H), 4,87 (s, 2H), 4,45 (t, J=7,2l'4, 2H), 1,59
(t, 3=7,2l'y, 3H).

5. OpepxaHHs 3-etun-2-{[2-(1,3-Tiason-2-in)-1H-
iminason-1-in]metnn}-6-(TpucdptopmeTn)-3H-
imigaso[4,5-c]nipuanHy

Ak onucaHo Buwe Ansa ogepxaHHs 1-etun-2-(2-
Tiason-2-in-imigason-1-inmeTun)-6-TpudTopmeTUn-
1H-imipna3o[4,5-c]nipuanHy, HykneodinbHe 3amilleH-
HSA 2-xnopmeTun-3-eTun-6-tpudropmeTun-3H-
iminaso[4,5-c]nipuanHy aHanoriyvHum 2-(1H-imigason-
2-in)-Tia3onom i3 noganbLiol 06pobKo 3BUYAHUM
crnocobom 3abesnevye ogepxaHHa 3-etun-2-{[2-(1,3-
Tiason-2-in)-1H-imigason-1-injmetun}-6-
(TpndbTopmeTnn)-3H-imigaso[4,5-clnipnanny. 'H amP
(CD3sOD) 6 9,02 (s, 1H), 7,89 (s, 1H), 7,70 (d, J=3I'y,
1H), 7,52 (d, J=3,3ly, 1H), 7,46 (d, J=1,5T"u, 1H),
7,19 (d, J=1,5I"u, 1H), 6,29 (s, 2H), 4,56 (q, J=7,5I"L,
2H), 1,52 (t, J=7,5I'y, 3H) m/z 379 [M+1].

Mpuknag 34

CwuHTes 3-etun-2-[(2-nipumignH-2-in-1H-imigason-
1-in)meTtun]-3H-imigaso[4,5-c]nipngnH-4-
kapboHiTpuny

o
\ N
CN )

1. OpepxaHHs 3-eTunamiHo-4-HiTpo-nipuanH-2-
kapboHiTpuny

0o posuuHy  3-eTunamiHo-4-HiTpo-nipuanH-1-
okeuay (1r, 6,94mmonb) y 6e3sogHoMy AnmeTnndo-
pmamigi (10mn) gopatote TMSCN (TpumeTuncuninui-
anig) (1,1mn, 8,33mmonb) i aumeTnnamiHokapbamoi-
nxnopug (0,76mn, 8,33mMmonb). PeakuiiHy cymiw
nepemillyloTb NpoTAroM Hodi Npu Temnepatypi 80°C,
OXONOAXYITb A0 KIMHaTHOI TemnepaTypu i po3bas-
nsoTb CH,CI, i Bogoto. O6'egHaHuin opraHivHuiA Wwap
NpoMUBaOTb BOAO, PO3CONoM, cywatb Hag NaxSO4
i KOHLEeHTpyoTb. OfepXaHui 3anvwok xpomaTtorpa-
dyoTb 3 enotoBaHHAM cymiwio 40% EtOAc i3 rek-
CaHOM i oOepXylTb 3-eTunamiHo-4-HiTpo-nipuamnH-2-
KapOOHITPUN y BUIMAQI TBEPAOI PEYOBMHU XKOBTOrO
konbopy. 'H SIMP (300Mry, CDsOD): & 7,82 (d,
J=4,5I"u, 1H), 7,50 (d, J=4,5I'y, 1H), 3,70 (q, J=7,2l'y,
2H), 1,39 (t, J=7,2l'u, 3H).

2. OgepxaHHA 4-amiHo-3-eTunamiHo-nipuanH-2-
kapboHiTpuny

LLnsaxom riapyBaHHS 3-eTunamiHo-4-HiTpo-
NipUANH-2-kapBoHITPUNYy B yMOBax, ONUCaHuX BULLE,
OAlePXyH0Tb 4-amiHo-3-eTnnamiHo-nipuanH-2-
kapGoHitpun. *H AMP (300MIu, CDsOD): & 7,75 (d,
J=5,4I"u, 1H), 6,66 (d, J=5,4I"y, 1H), 3,35 (q, J=7,2l'L,
2H), 1,29 (t, J=7,2l"u, 3H).

3. OpepxxaHHst 2-xnopmeTun-3-etun-3H-
iminaso[4,5-c]nipuamnH-4-kapboHiTpuny

2-xnopmetun-3-etnn-3H-imigaso[4,5-c]nipnamH-
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4-kapOOHITPUI OAEPXKYHOTb LUMSXOM peakuii 4-amiHo-
3-eTnnamiHo-nipnanH-2-kapboHiTpuny 3 2-
XropaLeTimigaTtom 3rigHO 3 MEeTOAMKOK, OMNUCaHOK
Buwe. "H AMP (300Mru, CDCls): 5 8,55 (d, J=5,4Tu,
1H), 7,84 (d, J=5,4'y, 1H), 4,98 (s, 2H), 3,41 (q,
J=7,5I'y, 2H), 1,23 (t, J=7,5"y, 3H).

4. OpepxaHHa 3-etun-2-[(2-nipumignH-2-in-1H-
imigason-1-in)metun]-3H-imigaso[4,5-clnipugnH-4-
KapboHiTpuny

3-etun-2-[(2-nipumigunH-2-in-1H-imigason-1-
in)metun]-3H-imiga3so[4,5-clnipnanH-4-kapOoHiTpun
ofepxyloTb i3 2-xnopmeTtun-3-etun-3H-imigaso[4,5-
c]nipnanH-4-kapBoHITPUNY LASAXOM HYKNeodinbHOro
3amilleHHs  2-(1H-imigason-2-in)-nipymignHom, K
OonucaHo BuLle, 3 NoAanbLIo 06pobkol y 3BMYal-
HWI cnoci6. 'H AMP (300Mry, CDsOD): & 8,70 (d,
J=5,1T"u, 2H), 8,41 (d, J=5,4"y, 1H), 7,73 (d, J=5,1T"u,
1H), 7,52 (d, J=1,2l'y, 1H), 7,31 (d, J=1,2l"y, 1H),
7,27 (t, J=4,5T'u, 1H), 6,35 (s, 2H), 4,75 (q, J=7,5I'y,
2H), 1,63 (t, J=7,2l'y, 3H); m/z 331 [M+1].

Mpuknag 35

CuHTes 1-(2-{[2-(6-cpTOPNipnaNH-2-in)-1H-
imigason-1-in]jmetun}-1-nponin-1H-imigaso[4,5-
c]nipnanH-4-in)etaHoHy

Oo cymiwi H,O (5mn) i CH.CI, (5mn) goagatots 1-
nponin-2-{[2-(2-¢dTopnipna-6-in)-1H-imigason-1-
injmetun}-5-asa-1H-6eHsimigason (168wmr, 0,5
MMOnb), nipoBuHorpagHy kucnoty (132wr, 1,5mmons),
HiTpaT cpibna (7mr, 0,04mmonb), (NH4)2S20s (342w,
1,5mMmonb) i cipyaHy kumcnoty  (98%, 100w,
1,0mmonb). Cymiw HarpiBaloTb npu Temneparypi
40°C npoTsrom 2roa, nicnsg 4Yoro OXONOAXYKTb A0
KiMHaTHOI TemnepaTypu. BoaHun po3yuH HenTpani-
3yioTb 0o pH 8 OogaBaHHSAM HACMYEHOrO PO3YMHY
bikapboHaTy HaTpito i ekcTparytoTb CH2Cl,. O6'egHaHi
opraHiyHi wapu cywatb Hag Na;SOi, i PO3YMHHKK
BUOANSTb, OOEPXYUN TBEPAY PEYOBMHY KOpUYHE-
BOro Konbopy. OuuLleHHs LNsSIXOM npenapaTUBHOMO
XpomaTtorpadyBaHHs B TOHKOMY Liapi 3abesneuye
ofepXKaHHS 1-(2-{[2-(6-cpTOPNipnanH-2-in)-1H-
imigason-1-injmetnn}-1-nponin-1H-imigaso[4,5-
clnipuamnH-4-in)eTaHoHy y BUMsAi TBepAoi peyoBUHM
6inoro konbopy. 'H amp (CDCl3) 6 8,48 (d, 1H), 8,12
(dd, 1H), 7,88 (q, 1H), 7,44 (d, 1H), 7,23 (d, 1H), 7,11
(d, 1H), 6,88 (dd, 1H), 6,40 (s, 2H), 4,22 (q, 2H), 2,84
(s, 3H), 1,58 (m, 2H), 0,74 (t, 3H).

Mpuknag 36

CuHTes 1-(3-etun-2-{[2-(1,3-Tia3on-2-in)-1H-
iminason-1-in]Jmetnn}-3H-imigaso[4,5-c]nipuanH-6-
in)eTaHoHy
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1. OpepxaHHsa 2,5-guxnopnipnanH-1-okengy

Cywiw 2,5-guxnopnipmauHy (30r, 0,2monk) Ta 3-
xnopnepokcmbeH3orHoi kucnotu (70%, 50r, 0,2monb)
B 500mMn guxnopeTaHy HarpiBaloTb Mpu TemnepaTypi
50°C npoTsaromM Houi. [icns oxonomkeHHst 4O Temne-
patypu -30°C 6apboTyioTb Yepe3 peakuiiHy Cymill
razonofioHunii NH; npotsrom 5x8. Cymilw po3ginsioTb
inbTpyBaHHAM, TBEPAY PEYOBUHY NPOMMUBAKOTL ONX-
nopetaHoMm (50mMn), i iNbTPAT KOHLUEHTPYTL A0
ofepxaHHa TBepaoi pedoBuHu. Llen TBepaum npo-
AYKT 3miwytoTb i3 200mn rekcaHy i HarpiBatoTb 3i 3BO-
pPOTHMM xonoaunbHukoMm npotarom 30xB. [Micna oxo-
NOMKEHHA ocafh BiadinNsawTb  (INbTPyBaHHAM i
cylaTtb, OOEPXKYHUYN BKasaHy B 3arofioBKy Cromyky y
BUMSAAI TBEPAO! PEYOBUHM XOBTO-KOPUYHEBOINO KO-
nbopy. *H AMP (CDCls): & 8,40 (d, 1H), 7,44 (d, 1H),

7,22 (t, 1H).
2. OpepxaHHs 2,5-guxnop-4-HiTpo-nipnanH-1-
okeuagy

Mpu Temnepatypi 0°C go ammnsyoi HNO3 (22mn)
nosinbHo aopatTb 30% oneym (13mn), i ogepxaHy
CyMilW MOBINMbHO AOAaKTb A0 PO34MHY 2,5-Anxnop-
nipuaunH-1-okemay (5,2r, 31MMonb) B KOHLEHTPOBaHIN
H,SO4. MMicna 3aBepleHHs OodaBaHHS peakuinHy
CyMill HarpiBaloTb 4O KIMHATHOI TemnepaTypu npoTs-
rom 1rog, noTim HarpiBaioTb Ao Temnepatypu 80°C
npotarom 2roA. [licna OXONOmXeHHA [0 KiMHaTHOI
TemnepaTtypu cymiw BunueatoTe Ha nig (120r), nicns
4YOro MOCTYMNOBO YTBOPKETLCS OCad. 1Bepay peyoBu-
HY BigAINAKTL PINbLTPYBAHHAM i NPOMUBAIOTL BOAOKO.
MpooyKkT opepxytoTb Yy BUMMAA4I TBepaol pevoBUHMU
xoBTOro konbopy. ‘H AMP (CDCls) & 8,46 (s, 1H),
8,25 (s, 1H).

3. OpepxaHHa (6-xnop-4-HiTpo-1-oKcu-nipuanH-
3-in)-eTnnaminy

Oo  posuuHy  2,5-gnxnop-4-HiTpo-nipngunH-1-
okeuay (7r, 33mmonb) y 100mn TeTparigpodypaHy
Kpanns 3a kpannew A0AalTb PO34nH eTunamidy (2M,
50mn) npu Temnepatypi 0°C. OpgepxaHy peakuiiHy
CyMilll HarpiBalTb A0 KiMHATHOI TemnepaTtypu i ne-
pemilyoTb NPOTAroM Houi. JleTki KOMNOHeHTU Buna-
poBYyOTb Y Bakyymi. OpepaHuii 3anvLioK o4mLLaTb
Ha KOMoHUi i3 cunikarenem, 3actocoBytoun 1% CHCl,
SIK EMIOEHT, | OOEPXKYIOTb BKa3aHy B 3arofoBKy CMony-
Ky Yy BUIMSAI TBEPOOI PEYOBUHM OPaHXKEBOrO KOMbOPY.
'H AMP (CDCls): & 8,24 (s, 1H), 8,06 (s, 1H), 7,62
(br, 1H), 3,25 (q, 2H), 1,38 (t, 3H).

4. OpepxaHHa 1-(5-eTunamiHo-4-HiTpo-nipuanH-
2-in)-eTaHoHy

(6-xnop-4-HiTpo-1-OKCK-NipNANH-3-in)-eTunamiH
(700mr, 3,2mMMonb), TpMOYTUN-(1-eTOKCUBIHIN)-CTaHaH
(1,75r, 4,9vmonsb), PdCIly(PPhs), (350mr, 0,5mMmonb)
Ta Tonyon (35mn) BHoOCSTb y TpybKy, repmMeTu4Ho
3aKpuBaloTb ii; CyMiw 3HeraxytoTb npotarom 30xs.
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PeakuiiHy cymiw HarpiBatoTb npu 75°C npoTsirom
16roa, noTiM OXOMNOAXYKTb A0 KIMHATHOI TemnepaTy-
pv. o cymiwi gopatote 6N po3uuH HCI (20mn), i pea-
KUiNHY CyMill nepeMilyioTb Npu KiMHaTHIN Temnepa-
Typi npotarom 1rog. PeakuiiHy cymiw ¢inbTpytoTh
yepes wap ueniTy, i BOOHWA LWap HEWTpani3ylTb 40
OCHOBHOI peakuii JoAaBaHHSIM HaCUYEHOro PO34YUHY
NaHCOs;. BogHuii wap ekcTparytoTb eTunauerarom, i
o6'eaHaHi opraHiyHi wapu cywartb Hag NaSO4. Pos-
YMHHVK BMOANsOTb Yy BakyyMi. OUULLEHHS LINSXoM
dnew-xpomatorpadyBaHHsi 3abe3nedye ofep)KaHHs
NpoayKTy y BUIMSAI TBEpAOi PEYOBMHU OpaHXeBOro
konbopy. ‘H SIMP (CDCls) & 8,70 (s, 1H), 8,48 (s,
1H), 7,96 (br, 1H), 3,55 (m, 2H), 2,65 (s, 3H), 0,92 (t,
3H). LRMS 210,1 (MH+).

5. OpepxaHHa 1-(4-amiHo-5-eTMnamiHo-NipUAnH-
2-in)-eTaHoHy

Cymiww 1-(5-eTnnamiHo-4-HiTpo-nipuanH-2-in)-
eTtaHoHy (310wmr, 1,5mMmonb) i 10% Pd/C (50mr) B
eTtaHoni (10mMn) nepemiwyoTb B atmocdepi BOAHIO
npotsirom 1roa. Cymiw dinbTpytoTb Yepes Lwap ueni-
TY i KOHLUEHTPYIOTb Y BakyyMi, OO4EpPXYUn NPOAYKT Y
BUMSAAI TBEpAOi PEYOBUHU >KOBTOrO KOMbOPY. 'H
AMP (CDs0OD) & 7,61 (s, 1H), 7,30 (s, 1H), 3,26 (q,
2H), 2,53 (s, 3H), 0,90 (t, 3H). LRMS 180,5 (MH+).

6. OpepxaHHa 1-(3-etnn-2-{[2-(1,3-Tia3on-2-in)-
1H-imipason-1-in]metun}-3H-imigaso[4,5-c]nipngnH-6-
in)eTaHoHy

Cymiw 1-(4-amiHO-5-eTnamiHo-nipuamnH-2-in)-
eTaHoHy (54mr, 0,3mmons), (2-Tiazon-2-in-iminason-1-
in)-outoBoi kmcrnotn (61mr, 0,3mmonb), EDCI (1-
eTnn-3-(3-ammeTunamiHonponin)etunkapboaiimigy
rigpoxnopug) (60mr, 0,3mMMonb) Ta nipuguHy (2mn)
nepeMilyloTb Npu KiMHaTHIM TemnepaTtypi NpoTAromM
72roa, nicna Yoro BunuBalTb y BoAy. BogHun wap
eKkcTparylTb eTunauetatoM i o6'egHaHi opraHiyHi
wapw cywaTtb Hag NazSO4. PO3UMHHUK BUNApoOBYHOTb
y BakyyMi, i ogepXaHuin 3anuLioK po3ynMHSAIOTb B OL-
ToBIN kncnoti (5mn). OgepxaHy cymiw HarpiBaloTb 3i
3BOPOTHUM XOMOAMMBbHUKOM npoTarom 16roa, i ons
HeWnTpanisauii peakuinHoi cyMmilWwi AodalTb Hacuye-
HUA po3unH NaHCOs. BogHui po3vmH ekcTparyiotb
eTnnaueTaToMm, i 06'egHaHi opraHiyHi wWwapu cywaTb
Hag Na;SOs. PO3YMHHWMK BMOANSATb Yy BakyyMi, i
LWMAXOM npenapaTMBHOIO XpomartorpadyBaHHA B
TOHKOMY LLapi 04epXyoTb NPOAYKT Y BUrNAAi TBepAol
peyoBunHM Bernoro Konbopy. 'H amp (CDCls) & 8,79
(d, 2H), 8,47 (d, 1H), 7,83 (d, 1H), 7,40 (d, 1H), 7,19
(d, 1H), 7,15 (d, 1H), 6,39 (s, 2H), 4,02 (q, 2H), 2,77
(s, 3H), 1,86 (t, 3H). LRMS 353,2 (MH+).

Mpuknag 37

CuHTe3s 1-eTnn-2-(2-tiason-2-in-2H-nipason-3-
inmeTnn)-1H-imiga3so[4,5-cnipuanHy
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1. OpepxaHHa eTunoBoro edipy (2-tiason-2-in-
2H-nipa3on-3-in)-ouToBoi KUCNOTK

Cywiw Tia3on-2-inrigpasuHy (2,2r, 19,1Mmonb) Ta
etunosoro edipy  3,5,5-Tpnetokcu-neHT-2-eHoBO|
kucnotn (70% uuctotu, 7,1r, 19,1Mmonb) HarpiBaloTb
3i 3BOPOTHUM XOMOAMIMBbHUKOM B OLITOBIN KMCNOTI NpO-
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Tarom Hodi. OuToBy KucnoTy BuaansTe. [o ogep-
aHoro 3anuwky aogatotb NaHCO3 (BogHMIN PO3YMH)
(40mn) i etnauetaT (100Mn). Hepo3unHHuiz maTepi-
an BuaansawTb QiNnbTpyBaHHAM. OpraHiyHuA Wwap
cywaTb, i PO3YMHHUK BUAANsTb. HeouniieHun npo-
OYKT MiggawTb pPO34INEeHHI Ha  KOMOHUi  (rek-
caH/etTnnauetat 3:1), i ogepXyTb eTunoBun edip
(2-Tia3on-2-in-2H-nipason-3-in)-ouToBOI  KMCMOTU Y
BUMMSAAI macna.

2. OpepxxaHHs 1-eTnn-2-(2-Tiason-2-in-2H-
nipason-3-inmeTtnn)-1H-imigasol4,5-clnipnanHy

TpumeTunaniomiHin - (2M  posdyuH B TOMyoOni)
(1,4mn, 2,85MMonb) Kpanns 3a kpannew AoAalTb B
atmoccpepi Ny [0 posumHy N*-eTun-nipuamns-3,4-
giaminy (156wmr, 1,14mmonb) y guxnopmetaHi (5mnm).
OpepkaHy Ccymilw nepemilyoTb Npu KiMHaTHI TeM-
nepaTtypi npotarom 1rod. [oaaTb po34vH eTUNoBo-
ro edipy (2-tia3on-2-in-2H-nipason-3-in)-outoBoi
kucnotu (270mr, 1,14Mmonb) y guxnopmeTaHi (2mn).
OpepxaHy CyMill HarpiBaloTb 3i 3BOPOTHUM XOnoau-
NbHUKOM npoTarom 25roa. Micna oxonomkeHHs peak-
Lil0 MPUMWHSAIOTE AOAaBaHHAM Kpanns 3a Kpannew
BOAMW, i gopalTb amxnopmetaH (20mn). OpraHiyHuin
Lwap Big4insTb, BOOHMIW LWap eKcTparytTb OUXI0op-
MeTaHoM (3x30mn). O6'egHaHi opraHiyHi wapu cy-
WwaTb, PO34YMHHUK BudansawTb. [Jo ogepxaHoro 3anu-
WKy gopawTb outoBy kucroty (10mn). OpepxkaHuii
pO34MH HarpiBaloTb 3i 3BOPOTHUM XONOAUIBHUKOM
npotsirom 3,5roa. OUTOBY KUCNOTY BUAANsATb y Ba-
KyyMmi, OAEepXaHW/A 3arnuLioK O4YULLAKTb  LUASAXOM
PTLC (npenapatuBHoro xpomartorpadyBaHHA B TOH-
komy wapi) (entoeHT 10% meTaHony B guxnopmMeTa-
Hi), i opepxyTb 1-eTnn-2-(2-tia3on-2-in-2H-nipason-
3-inmeTtun)-1H-iminaso[4,5-c]nipnanH y Burnsgi Teep-
001 peyoBUHMN. 'H amp (CDCl3) & 9,00 (s, 1H), 8,43
(d, 1H), 7,63 (d, 1H), 7,43 (d, 1H), 7,15 (d, 1H), 7,06
(d, 1H), 6,25 (d, 1H), 4,99 (s, 2H), 4,25 (q, 2H), 1,36
(t, 3H).

Mpuknag 38

CwvHTes 1-etun-2-[1-(2-Tiason-2-in-2H-nipa3on-3-
in)-etun]-1H-imipnaso[4,5-c]nipnanHy
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1. OpepxaHHsa eTunosoro edipy 2-(2-Tiazon-2-in-
2H-nipa3on-3-in)-nponioHoBoi K1McnoTu

Cymiw etunosoro edipy (2-Tiazon-2-in-2H-
nipason-3-in)-ourosoi kucnotu (100mr, 0,42mMMmonb),
meTunnoamay (66mr, 0,46mmonb) Ta kapboHaTy ue-
3ito (151wmr, 0,46mmonb) B AnmeTundopmMamigi (6mn)
nepemillyloTb Npu KiMHaTHI TemnepaTypi NpoTsarom
Houi. Peakuilo NpunNuHAIOTL Ao4aBaHHAM BOAHOMO
po3unHy NH4Cl (6mn) i etunauetaty (30mn). Oprani-
YHUA Wap BioAINAKTb, BOOHUW LaAp eKcTparyrTb
etunauetatom (3x30mn). OG'egHaHi opraHiyHi Wwapwm
cylwaTtb, PO3YMHHMK BUAANsATb. HeouunwieHwuin npo-
OYKT ouuwaotb wnaxom PTLC  (emoeHT  rek-
caH/etunauertart, 3:1) i ogepxytoTb eTunosun edip 2-
(2-Tiazon-2-in-2H-nipa3on-3-in)-nponioHoBOI  KMCNOTH
y BUrnagi macna.

2. OpepxaHHa 1-eTun-2-[1-(2-Tiazon-2-in-2H-
nipason-3-in)-etun]-1H-imigaso[4,5-c]nipnanHy
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TpumetnnanoMiHin  (2M  po3unH B TOMyoni)
(0,5mn, 1MMonb) kpanns 3a kpannet gogarTb B aT-
Mocdepi N2 4o posunHy N4-eTVIJ'I-I'IipVI/JMH-3,4-,D,iaMiHy
(44wmr, 0,32mMmonb) B auxnopmetaHi (5mn). Oaepxany
CyMiLl nepeMillyoTb NpKU KIMHATHIM TemnepaTtypi Npo-
Tarom 1rog. [JopaioTb po3umH eTunosoro edipy (2-
Tiazon-2-in-2H-nipason-3-in)-nponioHOBOI  KUCNOTN B
anxnopmeTaHi (2mn). PeakuiHy cymiw HarpiBatoTb 3i
3BOPOTHUM XOnoaurbHUKOM npoTtarom 3 ai6. [Micnsa
OXONOXEHHSI peakuild MNPUMNUHATL  AOAaBaHHAM
Kpanns 3a Kpannew BoAw, i 4oAalTb OUXIOpMETaH
(20mn). OpraHiyHuiA Wwap BIAAQINAKTb, BOAHWM Luap
ekcTparyloTe auxnopmetaHoMm (3x30mn). O6'egHaHi
OpraHiYHi Wwapu cywaTb, PO3YMHHWK BUAANSAOTb.
OpepxaHuni  3anMWwoK  ounwiarTb  wnaxom PTLC
(entoeHT 10% MeTaHony B OMXMOpPMETaHi) i ogepxy-
10Tb 1-eTun-2-[1-(2-tiazon-2-in-2H-nipason-3-in)-
etun]-1H-imigaso[4,5-clnipuavH y BurmaAgi TBEpOOl
peyosuHn. *H AMP (CDCls) & 9,05 (s, 1H), 8,39 (d,
1H), 7,59 (d, 1H), 7,49 (d, 1H), 7,25 (d, 1H), 7,09 (d,
1H), 6,28 (d, 1H), 5,85 (q, 1H), 4,19 (q, 2H), 1,85 (d,
3H), 1,29 (t, 3H).

Mpuknag 39

CuHtes 2-[2,4'6itiasonin-5-inmeTnn-1-etun-1H-
imigaso[4,5-c]nipnamnHy

1. OpepxaHHs eTunoBoro eqgipy 4-okco-4-Tiason-
2-in-mMacnsHoi KUCnoTu

0o po3unHy 2-TpumeTtuncunain-tiasony (2,6r,
16,53mmonb) B guxnopmetari (30mn) gogarwTts npu
nepemillyBaHHi  po3unH  eTtunosoro  edipy  3-
XnopkapboHin-nponioHoBOI KncnoTu (5,4r,
32,81mmonk) B pguxnopmeTadi (10mn). Peakuiviny
CyMilWl MNepeMilyloTb MPOTArOM HOMi MpU KiMHaTHIN
Temnepatypi. [Jo 3ragaHoi cymiwi popatTs 5%
NaHCO;3; (30mn), i cymMill nepeMilyoTb NpKU KIMHATHIN
Temnepatypi npotarom 20xs. OpraHiyHui wap Biaai-
NATb, BOAHWMN LIAp €eKCTparyiTb AUXIIOPMETaHOM
(2x50mn). O6'egHaHi opraHiyHi Wwapw cywartb, pos-
YMHHMK BupansawTb. OgepXaHuin 3anuuioK po3ains-
I0Tb Ha KOJTOHLi (€TIOEHT METUNEHXIIopUAa) i ooepXxy-
I0Tb eTUnoBun eqip 4-okco-4-Tiazon-2-in-macnsaHol
KUCMOTWN.

2. OpepxaHHsa eTunosoro edipy 3-6pom-4-okco-
4-Tia3on-2-in-MacnsHoi KUCNoTH

Po3unH  TpuGpomigy  deHinTpuMeTnnamoHito
(3,4r, 8,91mmonb) B anxnopmeTtaHi (20mn) kpanns 3a
Kpannew AodalTb A0 PO34MHY eTUrnoBoro eqipy 4-
OKCO-4-Tia3on-2-in-macnsHoi KUCNOTKU (1,9r,
8,91mmonb) y guxnopmetadi (30mn). OgepxaHy cy-
Mill NepemiLlytoTb NPOTArOM HOYi NPWU KiIMHATHIN Tem-
nepatypi. [lo 3ragaHoi cymiwi gogatb 5% NaHCOs3
(40mn). OpraHiyHui Wwap BigAINATb, BOAHWMM Liap
eKkcTparylTb AuxrnopmetaHoMm (2x40mn). O6'egHaHi
OpraHiyHi Wwapu cywaTb, PO3YMHHWK BUAANSOTH.
OpepxaHvin 3anuLWOK PO3AiNAlTb Ha KOMOHLi (ento-
€HT rekcaH/etunauetar, 3:1) i ogepXylTb €TUNoBUN
edip 3-6pom-4-0kco-4-Tia3on-2-in-mMacnsHoi KUCNoTu

3. OpepxaHHs eTunosoro edipy [2,4'16iTiasonin-
5'-in-oyToBOI KMCOTUN
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[o po3unHy etunoBoro edipy 3-6pom-4-okco-4-
Tiason-2-in-macnsHoi kucrotn (2,2r, 7,53mMmonb) y
1,4-piokcaHi (40mn) popatoTb TiodopMamig (CBixKo-
npuroToBaHu 3 copmamigy i P2Ss y 1,4-giokcaHi)
(22,59Mmmonb). OpepxaHy cymill HarpialoTb 3i 3BO-
POTHMM XONOAMIIBHUKOM MPOTArOM HOYi. PO34MHHUK
BUOANSTb, A0 OAEPXKAHOro 3anuLiKy AOA4alTb BOA-
HuI po3unH NaHCOs3 (40mn) i guxnopmetaH (100mn).
OpraHiyHun Wwap BigainaTb, BOAHWIA Lap ekcTpary-
10Tb guxnopmeTtaHom (2x40mn). O6'egHaHi opraHiyHi
Wwapu cywaTb, PO34YMHHUK BuaansoTb. HeounweHuin
NpoAYKT oYMLaTb Ha KOMoHUi (entoeHT 1% meTaHo-
ny B AWXNopMmeTaHi) i ogepXyloTb eTunosun edip
[2,4"6iTiazonin-5'"-in-ouTOBOI KMCNOTW.

4. OpepxaHHa 2-[2,4'|6iTiasonin-5-inmeTun-1-
etnn-1H-imigaso[4,5-c] nipnamHy

TpumeTunanioomiHin  (2M  posusH B TOMyoni)
(2,2mn, 4,4mMonb) Kpanns 3a Kpannew [oaalTb B
atMmochepi N2 OO  po3ymHy N4-eTVIJ'I-I'IipVI/:|,VIH-3,4-
giaminy (237wr, 1,73mmonb) B guxnopMetaHi (5mn).
PeakuiHy cymiw nepeMiwyoTb Apu KiMHaTHIN TeMm-
nepatypi npotarom 1rog. [logatoTb po3ynH eTUnoBo-
ro edipy [2,4']6iTiasonin-5-in-oytoBoi  KMCNOTU
(440wmr, 1,73mmonb) B guxnopmetaHi (2mn). Ogep-
)KaHy CyMmill HarpiBatoTb 3i 3BOPOTHMM XONOAWMbHU-
KoM npoTsirom 3 gi6. lMicns OXONOMmKeHHs1 peakLito
NPUNMHAITE OAABaHHSAM Kpanns 3a Kpanmner Boaw, i
popatb guxnopmetaH (40mn). OpraHivyHuid  wap
BigAiNsA0Tb, BOAHWMIN LLap eKkcTparylTb AMXropMeTa-
HoM (3x30mn). OG'egHaHi opraHivHi Wwapu cywarTb,
PO34YMHHUK BuaansAwTb. OaepkaHui 3anuoK oyu-
watotb wnaxom PTLC (entoeHT 10% wmeTaHony B
ONXINopMeTaHi) i ogepxywTb 2-[2,4'6iTiasonin-5'"-
inmetun-1-etun-1H-imigaso[4,5-clnipnanH y Burnagi
TBepaoi peyouHn. 'H NMR (CDCls) & 9,05 (s, 1H),
8,76 (s, 1H), 8,41 (d, 1H), 7,88 (d, 1H), 7,41 (d, 1H),
7,25 (d, 1H), 5,35 (s, 2H), 4,26 (q, 2H), 1,25 (t, 3H).

Mpuknag 40

CuHTes 5-6pom-1-eTun-2-[3-(3-cpTop-cheHin)-
isokcason-4-inmetun1-1H-6eHsimigasony

R E

1. OpepxaHHsi 3-(5-6pom-1-eTnn-1H-
6eHsiminason-2-in)-1-(3-propdeHin)-nponaH-1-oHy

[o posumHy 1-(3-¢pTop-cheHin)-etaHoHy (0,55r,
4,0mmonb) y TeTparigpodypani (30mn) npu Temnepa-
Typi -78°C B atmocdbepi N> gogatote LDA (giizonpo-
ninamig nitio) (2M  posumH B rekcaHi, 2,0mn,
4,0mmonb). Yepes 10xB gogatoTb po3unH 5-6pom-2-
xnopmetun-1-etnn-1H-6eHsimigasony (1r,
3,65mmonb) B TeTparigpodypani (5mn). Cymiw gona-
TKOBO MepeMillyloTb Npy Ui TemnepaTtypi NpoTSarom
1rog i NoCcTynoBO HarpiBatoTb 4O KiMHaTHOI Temnepa-
Typu. MoTiM peakuito NPUNUHAITL 0OOABaHHSAM Ha-
cuyeHoro po3unHy NH4Cl. PeakuinHy cymiw ekctpa-
rytoTb etunaueratom (3x50mn). Micna BucyLlyBaHHSA
OpraHiYHU PO34YMHHUK BUAANsOTb, ogepxytoun 3-(5-
6pom-1-etun-1H-6eH3imigason-2-in)-1-(3-dTop-
deHin)-nponaH-1-oH y BUrNA4I Macna XOBTOrO KO-
neopy.

2. OpepxaHHa 5-6pom-1l-etnn-2-[3-(3-cbTOpP-
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deHin)-isokcason-4-inmetun]-1H-6eH3imigasony

Cywmiw 3-(5-6pom-1-etun-1H-6eHsimigason-2-in)-
1-(3-dpTop-deHin)-nponan-1-oHy (0,1r, 0,27mMmonb) i
Tpuc(gmmetmnamiHo)vetaHy (0,077r, 0,54mmonb)
HarpisatoTb npu Temnepatypi 60°C B repmeTuyHin
Tpybui npotarom 6rog. JleTkun MaTepian BMAanswTb
y Bakyymi. [lo ogepxaHoro 3anviky gopatoTts EtOH
(5mn) i rigpokcunamid (1,1Mmone). OgepxaHy cymil
HarpiBatoTb npu Temnepatypi 120°C npoTtsarom 2roa.
Po3unHHWK BMaansawTe. [Jo ogepXaHoro 3anuilky
popattb BogHui po3dnH NaHCO; (10mn) i guxnop-
meTaH (30mn). OpraHiyHui Wwap BigAINAloTb, BOAHUA
Lap ekcTparylTb aAuxnopmeTtaHom (2x15mn). O6'ea-
HaHi opraHiyHi WwWapu cylaTb, PO34YUMHHUK BUAANSIOTh.
HeouvweHnin npogykT ouunwarTs wnsaxom PTLC
(entoeHT eTunauetat/rekcaH, 1:1) i ogepxyloTb 5-
6pom-1-eTun-2-[3-(3-dTop-eHin)-isokcazon-4-
inmeTun]-1H-6eH3imigason y Burnsgi TBepaoi peyo-
BuHN. 'H AMP (CDCls) & 8,40 (s, 1H), 7,88 (s, 1H),
7,31-7,52 (m, 4H), 7,18-7,22 (m, 2H), 4,14 (s, 2H),
4,04 (q, 2H), 1,18 (t, 3H).

Mpuknag 41

CuHTes 5-6pom-1-etun-2-[3-(3-cbTop-deHin)-1H-
nipason-4-inmetunn)-1H-6eHsimigasony

JRa!

Cywmiw 3-(5-6pom-1-etun-1H-6eHsimigason-2-in)-
1-(3-dpTop-deHin)-nponan-1-oHy (0,1r, 0,27mMmonb) i
Tpuc(oaumetunamiHo)metany  (0,077r, 0,54mmonb)
HarpiBaloTb npu Temnepatypi 60°C B repMeTuU4Hin
Tpybui npotarom 6roa. JleTkun maTepian BMAanaw0Tb
y Bakyymi. [lo ogepxaHoro 3anuiky gopatoTts EtOH
(5mn) i auetaT rigpasuHy (1,1mMmonb). OpepxaHy
cymilw HarpieatoTb npu TemnepaTtypi 120° C npoTtarom
2roa. PosunHHMK BugansawoTb. [Jo ogepxaHoro 3anu-
WKy AofatoTb BogHui posdmH NaHCOs3 (10mn) i anx-
nopmetaH (30mn). OpraHiyHuiA Wwap BigAinNsAwTb, BOA-
HUA LWap eKcTparylwTb AMXropMeTaHom (2x15vn).
O6'eqHaHi opraHiyvHi Wapwu cywartb, PO34YMHHUK BuAaa-
NsTb. HeoumleHHMI NpoayKT O4YMLLaoTh LUNSIXOM
PTLC (entoeHT eTnnauetaTt/rekcaH, 1:1) i ogepxyoTb
5-6pom-1-eTun-2-[3-(3-dpTop-deHin)-1H-nipason-4-
inmetun]-1H-6eH3imigason y Burnsgi TBepaoi pevo-
BuHU. LRMS: o6uucneno 399,3, sHamgeHo [M+1]
401,0.

Mpuknag 42

CuHTes  5-6pom-1-etun-2-[3-(3-dTop-cheHin)-1-
meTun-1H-nipason-4-inmetunn]-1H-6eHsimigasony i 5-
6pom-1-eTun-2-[5-(3-dpTop-deHin)-1-metnn-1H-
nipason-4-inmetunn)-1H-6eHsimigasony
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Cywmiw 3-(5-6pom-1-etun-1H-6eHsimigason-2-in)-
1-(3-cpTOp-dbeHin)-nponan-1-oHy (0,1r, 0,27mMmonb) i
Tpuc(gumetmunamiHo)vetaHy  (0,077r, 0,54mmonb)
HarpisatoTb npu Temnepatypi 60°C B repmeTuyHin
Tpybui npotarom 6rog. JleTkun MaTepian BUAansawTb
y Bakyymi. [1o ogepxxaHoro 3anuwky gogatotb EtOH
(5mn) | meTunrigpasuH (1,1mMmonb). OgepxaHy cymi
HarpiatoTb npu Temnepatypi 120°C npotsrom 2rog.
Po3unHHMK BuaanswTs. [Jo ofepaHoro 3anuiiky
popatTtb BogHui po3dnH NaHCO; (10mn) i guxnop-
meTaH (30mn). OpraHiyHui Wwap BigginaoTb, BOAHUNA
lwap ekcTparyTb AuxnopmeTtaHom (2x15mn). O6'ea-
HaHi opraHiyHi Wwapn cywaTb, PO34YUHHUK BUOANSIOTb.
HeounweHnnin npogykT ouunwarTb wnsaxom PTLC
(enoeHT etunauetat/rekcaH, 1:1) i ogepxywTb 5-
6pom-1-eTun-2-[3-(3-dpTop-deHin)-1-metnn-1H-
nipason-4-inmetnn]-1H-6eHsimigazon i 5-6pom-1-
eTtnn-2-[5-(3-dpTop-deHin)-1-metun-1H-nipason-4-
inmeTtnn]-1H-6eH3iminason.  5-6pom-1-eTun-2-[3-(3-
dTop-deHin)-1-meTun-1H-nipason-4-inmetunn]-1H-
B6eHsimigason: 'H aupP (CDCl3) 6 7,88 (s, 1H), 7,27-
7,42 (m, 4H), 7,00-7,20 (m, 3H), 4,21 (s, 2H), 3,95 (t,
2H), 3,83 (s, 3H), 1,15 (t, 3H). 5-6pom-1-eTnn-2-[5-(3-
dTop-deHin)-1-metun-1H-nipason-4-inmetnn]-1H-
Gensimigason: 'H AMP (CDCls) 6 7,81 (s, 1H), 7,38-
7,45 (m, 2H), 7,32 (dd, 1H), 7,00-7,18 (m, 4H), 4,00
(s, 2H), 3,90 (q, 2H), 3,78 (s, 3H), 1,15 (t, 3H).

Mpuknag 43

CuHTes 5-6pom-1-eTun-2-[4-(3-dpTop-deHin)-
Tiason-5-inmeTtun|-1H-6eH3iMigasony

Br: N
Ty
N —
) SeN

Cywmiw 3-(5-6pom-1-etun-1H-6eHsimigason-2-in)-
1-(3-pTop-beHin)-nponan-1-oHy (0,2r, 0,53mMmorb) i
6pomy (0,1r, 0,62mMmonb) HarpiBaloTb 3i 3BOPOTHUM
xonoauneHukoMm B 1,4-giokcaHi npotarom 2rog. Lo
po34MHy AoAaloTb TiodopMamif, (CBiXKOMPUroTOBaHWN
3 dopmamigy i P2Ss B 1,4-giokcani) (1,3mmonb).
OpepkaHy cyMill HarpiBaloTb 3i 3BOPOTHUM XOnoau-
NBHUKOM MPOTArOM Houi. PO3YMHHWK BMAANATb, A0
odepXaHoro 3anuliKy [0oJaloTb BOAHWMA  PO3YMH
NaHCO; (15mn) i guxnopmetaH (40mn). OpraHiyHui
wap BiaAdiNAlTb, BOAHUI LIAp eKCTparyloTb AUXIop-
meTaHoMm (2x30mn). O6'egHaHi opraHiyHi Wwapu cy-
waTb, PO34YMHHMK BUAaANaoTb. HeounwweHun npoaykt
ounwatoTe wnaxom PTLC (entoeHT 5% meTaHony B
ONXIIOPMETaHI) i ooepXyroTb 5-6p0M-1-eTVIJ'I-2-[4-(13-
dpTOp-heHin)-tiazon-5-inmetun]-1H-6eHsimigason. "H
AMP (CDCls) & 8,78 (s, 1H), 7,91 (s, 1H), 7,38-7,48
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(M, 4H), 7,11-7,19 (m, 2H), 4,59 (s, 2H), 3,90 (g, 2H),

1,12 (t, 3H).
Mpuknag 44
CuHTes 1-[3-eTnn-2-(2-Tia3on-2-in-imigason-1-

inmeTnn)-3H-6eHsimigason-5-in]-eTaHoHy

N ‘)
| >\ =N
) 4

1. OpepxaHHst
eTunaminy

CymiLw 4-xnop-2-TopHiTPOGEH30MNY (5r,
28,48mmonb), eTnnamivy (2M posuuH y TeTparigpo-
dypaHi, 24mn, 48mmone) i KCO3 (7,9r, 57mmonb) B
aueToHiTpuni (30mMn) nepemiwylTb NPU  KiIMHATHIN
Temnepartypi NPOTAroM HodYi. PO34MHHUK BUOansoThb.
[lo opepxaHoro 3anuky [AoAalTb eTunaueTar
(80mn) i poseon (40mn). OpraHiyHui wap Bigging-
I0Tb, BOAHWM LWAp eKcTparylTb eTunaueTatoM
(2x50mm). O6'egHaHi opraHivHi Wwapu cywartb, pos-
YMHHWK BuAanswoTb | odepxytoTb (5-xnop-2-HiTpo-
eHin)-eTun-ami.

2. OpepxaHHsa 1-(3-eTunamiHo-4-HiTpo-deHin)-
€TaHOHY

Cywmiw  (5-xnop-2-HiTpo-heHin)-etunaminy (1,
4,98vmonb), TpubyTun-(l-eToKeuBiHin)cTaHany (2,7r,
7,48vmonb) i amxnopbic(TpudeHindocdid)nanagio
(I (175wmr, 0,25mmonb) y Tonyoni (80mn) HarpiBatoTb
npu TemnepaTypi 100°C B repMmeTuyHin Tpybui npoTs-
rom 5rog. Micnsa oxonogXeHHs gogatoTb Bogy (30mn)
i koHueHTpoBaHy HCI (30mn), peakuiiHy cymiw ne-
peMilwyioTb NpW KiIMHATHIN TemnepaTtypi MNpoTSArom
2rog. Cymiw Hewntpanisytotb NaOH (2N) i ekctpary-
10Tb gmxnopmeTtaHom (3x50mn). O6'egHaHi opraHiyHi
lwapwv cywarTb, i PO34YMHHUK BuaansTb. OgepxaHuin
3aNMWOK O4YMLLATh Ha KOMOHUi (EneHT rek-
caH/etunauertar, 3:1) i ogepxyoTb 1-(3-eTnamiHo-4-
HITPO-OEHIN)-eTaHOH.

3. OpepxaHHs 1-(4-amiHo-3-eTUnamiHo-geHin)-
eTaHoHy

B konby lNappa 3 posunHom 1-(3-eTunamiHo-4-
HiTpO-beHin)-eTaHoHy (0,98r, 4,7Mmonb) B eTaHoni
(40mn) popatotb 10% Pd/C (100mr). Konby Mappa
repMeTu3yloTb Ha MexaHiYHOMY CTpyLLyBaui, BaKyy-
MylOTb, MICNSi 4YOro MPOAYBalTb CMOYATKYy as3oToM,
noTiM BOoAHEM. TUCK BOAHIO B CUCTEMI NPU KiIMHATHIN
Temneparypi nigBuLWLyoTs A0 50d)yHT/,CI,IOl71M2
(0,34MMMa), i noYnHaTb MeXxaHidHe CTpYLUyBaHHS.
Uepes 2roa CTpyllyBaHHA NPUNUHAKOTL | CUCTEMy,
nepes poskputTaAM konbu npopyesatoTb asoToM. Pea-
KUiNHY CyMmil ginbTPyoTb Yepes wap LeniTy i KoHue-
HTPYIOTb Y BakyyMi, opgepxywuum 1-(4-amiHo-3-
eTnnamMiHo-heHin)-eTaHoH.

4.  OpepxaHHa  1-(2-xnopmeTun-3-eTun-3H-
6eHsiminason-5-in)-eTaHoHy

Cymiw  1-(4-amiHo-3-eTunamiHo-geHin)-eTaHoHy
(300mr, 1,69Mmmonb) i 2-rigpoxnopuay xnopauetami-
AvnHy (804mr, 5,1mMmonb) y aueToHiTpuni (20mn) Ha-
rpiBaloTb 3i 3BOPOTHMM XONOAWUMBLHUKOM MPOTArOM
3roa. PO34YMHHUK BMAansawTb, OAepXXaHui 3anuiiok
o6pobnsTe NaHCO3 (5%, 20mn) i aMxnopmeTaHoMm
(50mn). OpraHivyHuiA Wwap BiAAINAKTb, BOOHWIA Luap
eKkcTparyloTb AuxrnopmetaHoM (2x40mn). O6'egHaHi

(5-xnop-2-HiTpo-geHin)-
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OpraHiyHi Wwapn cywaTtb, PO3YNHHUK BUOANSAKTb |
OLEpXyHTb 1-(2-xnopmeTun-3-etnn-3H-
6eHsiminason-5-in)-eTaHoH.

5. OpepxaHHA 1-[3-eTnn-2-(2-Tia3on-2-in-
imigason-1-inmetun)-3H-6eHsimigason-5-in]-eTaHoHy

Cywmiw 1-(2-xnopmeTnn-3-etun-3H-6eH3simigason-
5-in)-eTaHony (150wmr, 0,63mMmons), 2-(1H-imigason-2-
in)-tiazony (95wmr, 0,63mmonb) i K,COz; (262wmr,
1,9vmonsb) y ammetundopmamigi (10mn) nepemiwy-
I0Tb MpW KiMHATHIW TemnepaTypi npotarom 48roa.
Hopatotb poseon (6mn) i guxnopmetaH (20mn). Op-
raHiyHUI Wwap BigQINATb, BOAHUI LIAp eKcTparyloTb
anxnopmeTtaHoM (3x29mn). O6'egHaHi opraHiyHi wa-
pu cywatb, PO3YMHHUK BuAansawoTb. OaepxaHun 3a-
nMwok ouymwarTb wnaxom PTLC (enmtoeHT 10% me-
TaHomny B AMXropmeTaHi) i ogepxytoTb 1-[3-etnn-2-(2-
Tiason-2-in-imigason-1-inmetun)-3H-6eHsimigason-5-
in]-eTaHoOH y BUrNAA4I TBEpOOl PEevYOBUHM. 'H ampP
(CDCls) 6 8,05 (d, 1H), 7,92 (dd, 1H), 7,87 (dd, 1H),
7,81 (dd, 1H), 7,40 (d, 1H), 7,20 (d, 1H), 7,14 (d, 1H),
6,17 (s, 2H), 4,33 (q, 2H), 2,67 (s, 3H), 1,13 (t, 3H).

Mpuknag 45

CuHTes 1-etun-2-[2-(1H-nipason-3-in)-imigason-
1-inmeTtun]-1H-6eHsimigason-5-kapboHiTpuny

1. OpepxaHHsa TpeT-6yTnnosoro edipy 3-(1H-
iMmigason-2-in)-nipason-1-kap6oOHOBOI KNCIOTH

Cymiww 1H-nipa3son-3-kapbanbaerigy (1r,
10,4mmorb), an-TpeT-6yTnnamkapboHaty
(11,4mmonb) Ta N,N-gumeTtnnnipuamndy (20mr) B aunx-
nopmetaHi (15mMn) Ta metaHoni (5Mn) nepemiwyoTb
npu KiMHaTHIA TemnepaTypi NPOTAroM Houi. Po3unH-
HUK BMaanswoTb. [lo ogepXaHoro 3anuviiky AoAarTb
rniokcanb (6mn) i rigpokcna aMmoHito (8mn); ogepxaHy
CyMiLLl nepeMillyroTb Npu KIMHATHIA TemnepaTtypi Nnpo-
Tarom 1,5rog. [o cymiwi kpanns 3a kpanneto goaa-
I0Tb OUTOBY KMcnoTy Ao pH 7. Po3uvHHUK Bupans-
I0Tb, | [0 OOepXaHoro 3anuky [AoAarTb
anxnopmetaH (50mn) i poseon (30mn). OpraHiyHun
wap BiaAdiNAlTb, BOAHUI LIAp eKCTparyloTb AUXIOop-
mMeTaHoM (2x40mn). O6'egHaHi opraHiyHi wapu cy-
waTb, PO3YMHHWK BUOANAIOTbL | OOEPXYHTb TpeT-
oytunosun  edpip  3-(1H-imipason-2-in)-nipason-1-
kapbOHOBOI KUCNOTK.

2. OpepxaHHsa 1-etun-2-[2-(1H-nipa3on-3-in)-
imigason-1-inmetnn]-1H-6eH3imigason-5-
KapboHiTpuny

LLinsixom HyKneoinbHOro 3aMilLeHHs 2-
xnopmetun-1-etun-1H-6eHsimigason-5-kapOoHiTpuny
TpeT-6yTunom edpipom 3-(1H-imigason-2-in)-nipason-
1-kapbOHOBOI KUCMOTK 32 NOL4AHOK BULLLE METOAMKO
3 noganbLiol 0bpobkoto 3BMYanHMM crnocobom ofe-
PXYHOTb 1-eTnn-2-[2-(1H-nipa3on-3-in)-imigason-1-
inMeTun]-1H-6eHsiminason-5-kapGoHitTpun. *H SMP
(CDsOD) & 7,97 (s, 1H), 7,53 (brs, 1H), 7,46 (d,
J=8,7l"y, 1H), 7,35 (d, J=8,1I"'uy, 1H), 6,97 (d, J=6,3I'y,
2H), 6,79 (br s, 1H), 6,10 (s, 2H), 4,22 (q, J=7,2'y,
2H), 0,88 (t, J=7,2l'y, 3H); m/z 318 [M+1].

Mpuknag 46

CuHTes 4-(1-etun-2-{[2-(1,3-Tiazon-2-in)-1H-
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imigason-1-injmetnn}-1H-6eHsimigason-5-in)-2-
MeTunbyTaH-2-ony

HO, \/

1. OpepxaHns 4-(1-etun-2-{[2-(1,3-Tia3on-2-in)-
1H-iminason-1-in]metun}-1H-6eHsimigason-5-in)-2-
mMeTun-1-6yT-3-nH-2-ony

0o posunnHy 1-etun-5-6pom-2-{[2-(1,3-Tia3on-2-
in)-1H-imiga3on-1-injmetun}-1H-6exsimigasony
(100mr, 0,26mmonb) B i-Pro.NH  (5mn) popatoTb
Pd(PPhs)s  (15mr,  0,013mmonb), Cul  (5wmr,
0,026mmonb) i 2-meTun-6yT-3-nH-2-on  (250Mmkmn,
2,6mMmorb). PeakuinHy cymilwl HarpiBatoTe npu TeMne-
patypi 100°C npotarom 20rog, nicns 4oro pos6as-
NATb BOAOK. BogHui wap ekcTparyloTb eTunaweTa-
ToM. O6'eaHaHi opraHiyHi wapwu cywatb Hag Na;SO0y,
PO34YMHHMK BUAANAOTb | OAEPXKYOTb Macrno KOpU4He-
BOrO Kombopy. OumucTka WNSXOM npenapaTuBHOroO
XpomaTorpadpyBaHHA B TOHKOMY Liapi 3abesneyye
opepxaHHa 40Mr npogykTy y BUrnsai TBepaol pevo-
BUHU XOBTOro konbopy. LCMS 392,37 (MH").

2. OpepxaHHsa 4-(1-etnn-2-{[2-(1,3-Tia3on-2-in)-
1H-iminason-1-in]meTtun}-1H-6eHsimigason-5-in)-2-
MeTunbyTaH-2-ony

B konby lNappa 3 po3uuHom 4-(1-etun-2-{[2-(1,3-
Tiason-2-in)-1H-imigason-1-injmetun}-1H-
6eHsimigason-5-in)-2-metnn-1-6yT-3-uH-2-ony  (40wr,
0,1mmonb) B etaHoni (10mn) pgopatote 10% Pd/C
(50mr). Konby Mappa repmMeTusyoTb Y MexaHi4HoMy
CTpyLIyBayi, BaKyymyloTb, MiCAS 4Oro npoayBaroTb
crnoyaTtky asoToM, NOTiM BOAHEM. TUCK BOAHIO B CUC-
TeMi npu KiMHaTHIW TemnepaTtypi MigBULLYIOTE A0
40q)yHT/,EUOI7IM2 (0,276Mr1a) i moynHaOTb MexaHiyHe
CTPyLlyBaHHA. Yepe3 2rofd CTpYLIYBaHHA MPUMNUHS-
I0Tb, i CUCTEMy Mepep PO3KpPUTTAM Konbu npoaysa-
10Tb a3oToM. PeakuiiHy cymiw QinbTpyoTb 4epes
wap ueniTy i KOHUEeHTPYTb y Bakyymi. [poaykT oge-
PXylOTb Yy BUIMSAI TBEpAOI pevoBrHN 6inoro Konsopy.
'H AMP (CDCls) & 7,85 (d, 1H), 7,60 (s, 1H), 7,38 (d,
1H), 7,22 (m, 1H), 7,15 (m, 2H), 7,09 (s, 1H), 6,31 (s,
2H), 4,17 (q, 2H), 2,80 (m, 2H), 1,81 (m, 2H), 1,22 (d,
6H), 1,01 (t, 3H). LCMS 396,38 (MH+).

Mpuknapn 47

CwuHTes 1-(1-etnn-2-{[2-(1,3-Tiazon-2-in)-1H-
iminason-1-in]JmeTtnn}-1H-6eHsimigason-5-in)-4-
rigpoKCMNeHTaH-1-oHy
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Io nsodrasHoi cuctemm 3N HCI (5mn) ta CH.Cl,
AogdarTb 5-(1-etun-2-{[2-(1,3-Tiazon-2-in)-1H-

iminason-1-in]metun}-1H-6eHsimigason-5-in)-nexHT-4-
WH-2-011 (107mr,  0,27MMoOnb), PdCl, (5w,
0,028mmons) i H-BusNCI (17mr, 0,056mmonb). Ogep-
XaHy CyMill nepemilyoTb Npu KIMHATHIN Temneparty-
pi npoTArom 72roA, nicns 4oro BUNUBAKOTb Y Hacuye-
HUA po3unH NaHCOs;. BogHuii wap ekcTparyloTb
CH.Cl,; obf'egHaHi opraHiyHi LWwapu cywaTb Hag
Na,SO4. PO3YMHHUK BUAANATb, OYULLEHHS LLTISIXOM
npenapaTtMBHOrO XxpomatorpadyBaHHS B TOHKOMY
wapi 3abesnevye opepxaHHA NPOAYKTY Yy BWUrMAdi
TBEPAOI peyoBUHN BiNoro Kombopy. 'H ampP (CDCl3)
5 8,44 (d, 1H), 7,80 (dd, 1H), 7,85 (d, 1H), 7,40 (d,
1H), 7,36 (d, 1H), 7,18 (d, 1H), 7,14 (d, 1H), 6,36 (s,
2H), 4,27 (q, 2H), 3,86 (m, 1H), 3,19 (t, 2H), 1,93 (m,
2H), 1,25 (d, 3H), 1,09 (t, 3H). LCMS 410,2 (MH+).

Mpuknag 48

CuHtes 8-{[2-(6-cpTOpnipuamnH-2-in)-1H-imigason-
1-injmetnn}-2,9-aumeTun-9H-nypuny

(\/N
NN o N
" /“\NXN?_/ //\ F
CH3

1). OpepxaHHs 6-amiHO-4-xnop-2,N-gumeTun-5-
HiTpONipUMIaNHY

Po3uuH meTtunaminy (15,4mn 1M po3uuHy B TeT-
parigpodypaHi, po3baeneHoro 10mn rekcaHy) kpanns
3a Kpannew p[gojawTb A0 POo3yuHy 4,6-guxnop-2-
mMeTun-5-HiTponipumiguHy (3,2r, 15,4MMonb) B rekcaHi
(30mn). Micns 3aBeplleHHs AOOAaBaHHA peakuiiHy
CyMiLLl nepeMillyroTb Npu KIMHATHIA TemnepaTtypi Nnpo-
TArom 1rof i KOHUEHTPYITb Y BakyyMi, ogepXxytouun
TBEPAMA 3anuokK. icna po3YnMHEeHHs Lboro TBEpAo-
ro 3anuwky B 50mn CH2Cl, ogepxxaHuii po3uuH npo-
muBatotb 0,1N HCI (20mn) i Bogoto (20mn), cywaTtb
Hag NapSOs i KOHUEHTPYHOTb, OOepXylouu TBepay
PEYOBMHY XOBTOrO KOMbOpY. 'H amp (CDClg): 6 7,7
(bs, 1H), 3,10 (d, 3H), 2,55 (s, 3H).

2). OpepxaHHs
AiamiHonipumianHy

Cymiw 6-amiHo-4-xnop-2,N-gumeTnn-5-
HiTponipumignHy  (1,0r, 0,5mMmonb), NaOH (40wr,
1mmoneb) Ta 1,0r 10% Pd/C B 50mn TeTparigpodypa-
Hy i3 BMiCTOM Boau 2% niggatoTb rigpyBaHHIO nNig
TUCKOM BOJHIO 50(*)yHT/,D,}OI7IM2 (0,34Mr1a) npwn kimHa-
THIN TemnepaTtypi NPOTAroM Houi. PeakuiiHy cymill
PiNbTPYOTL Yepes wap LeniTy, KOHLUEHTPYTb Y Ba-

2,N-aumeTnn-4,5-
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KyyMi, i ogepxaHy TBepdy Pe4YOBUHY O4MLLATbL Ha
KOMOHLi i3 cunikarenem npu erntoBaHHI CyMiLULLO
CH.CIl,/MeOH/NH4OH (10/1/0,1), ogepxytoum cnony-
Ky, BKasaHy B 3aronoeky. ‘H SIMP (CDCls) & 7,64 (s,
1H), 4,95 (bs, 1H), 3,02 (d, 3H), 2,45 (s, 3H), 1,90

(bs, 2H).

3). OpepxaHHa 8-xnopmeTun-2,9-gumeTun-9H-
nypuHy

Po3unH 2,N-aumeTun-4,5-giamiHonipymignuny

(180wmr, 1,3Mmonb) Ta rigpoxnopuay eTunxmnopaueTi-
migaTy (310r, 2,0mmonb) y guxnopetaHi (10mn) Ha-
rpisatoTb 3i 3BOPOTHWM XOSIOAUIIBHUKOM MPOTSIrOM
17roq i oxonogxyoTb. Cymill NnpoMuBaloTb BOSAHWUM
po3unHom NaHCO3, Bogoto, cyllath i KOHLUEHTPYHOTb,
opepxyroum 8-xnopmeTtun-2,9-gumetnn-9H-nypuH.

4). OpepxaHHsa 8-{[2-(6-dTopnipnanH-2-in)-1H-
iminason-1-in]jmeTtnn}-2,9-gumetnn-9H-nypuHy

Cymiww 8-xnopmeTtun-2,9-gumeTnn-9H-nypunHy
(40mr,  0,2mmonb),  2-cpTop-6-(1H-imiga3on-2-in)-
nipnguHy (40mr, 0,25mMmone) Ta KoCOsz (55w,
0,4mMmornb) y 2mMn aumeTundopMamigy nepemilyoTs
npu KiMHaTHIM TemnepaTypi npotarom 4roa. Cymiw
po3baBnsaTb Bogow (10Mn) i Tpuui ekcTparyloTb
etunauetatom. OOG'eQHaHUI IKCTPAKT MNPOMMBAOTb
posconom, cywaTb i KOHUeHTpyoTb. OgepxaHui 3a-
NVLWOK OYMLAKTh LUAAXOM MpenapaTUBHOrO Xpoma-
TorpadpyBaHHs B TOHKOMY LUapi, O4EpPXKYyKuX CronykKy,
BKasaHy B 3aronoBky. ‘H SIMP (CDCls): & 8,92 (s,
1H), 8,18 (dd, 1H), 7,88 (q, 1H), 7,25 (s, 1H), 7,20 (s,
1H), 7,11 (s, 1H), 6,83 (dd, 1H), 6,22 (s, 2H), 3,89 (s,
3H), 2,8 (s, 3H). LRMS o6uucneHo 323, 3HangeHo
324 (MH+).

Mpuknag 49

BkasaHi Hwx4e crnonyks ogepXytTb B OCHOBHO-
My 3rigHO 3 MeToAuKamu, ONUCaHUMK B NOAAHUX BU-
LLle NpuKnagax.

a) 3-meTun-2-(2-okcason-2-in-imigaszon-1-
inmeTun)-3H-imigaso[4,5-c]nipnanH

b) 3-etnn-2-(2-[1,3,4]okcagiason-2-in-imigason-1-
inmeTnn)-3H-imigasol4,5-c] nipnanH

c) 3-etun-2-[2-(3-meTun-nipuaunH-2-in)-imigason-
1-inmeTun]-3H-imigaso[4,5-c] nipnavH

Mpuknag 50

Cronyku, nepeniveHi B Tabnuuyax 1-8, ognepxy-
I0Tb B OCHOBHOMY 3rijHO 3 MeToAuKamu, npeacras-
neHnmu Buwe Ha Cxemax 1-X Ta B nogaHux BuLLe
npuknagax.

B Tabnnusax nosHadeHHsa X, Xz, W1, Xs, Ws TOLWO
npu 3amicHukax Wi, Rs TOLLO BKa3yTb Micue npuea-
HaHHS 3aMiCHUKa B CTPYKTYpPHii dopmyni BUXigHOI
crnonyku. Hanpuknag, Rs B cnonyui Homep (gani
"cnonyka Ne") 112 - etun; Rs B cnonyui 134 - umknon-
poninmeTun; i Wy B cnonyui 132 - 3-xnopdeHin.

B Tabnuusx 1-5 npepactaBneHi xapakTepucTUKu
PiANHHOI Xpomartorpaduii 3 Mac-CnekTpoMeTpUYHUM
OEeTEeKTyBaHHAM AN HU3KM cnonyk. [ng opepxaHHsA
LUMX AaHUX 3acTOCOBYBanu TaKy METOAMKY BUCOKOe-
(PEeKTMBHOIO PiAVHHOIO XpomaTtorpaupoBaHHA: KO-
noHka  YMC-pack Cis, 33x4,6MM (ooBxu-
HaxBHYTPILLHIA diameTp), po3Mip 3epHa COpOEeHTYy
5mkm. EntotoBaHHs: 3xB rpagieHT Big 5% 0o 95% B i3
0,5xB BuTpumyBaHHAM npu 95% B. PosunHHMK A:
95% H>0-5% MeOH-0,05% TpudTopouToBOi KMCro-
TW; po34nHHMK B: 95% MeOH-5% H,0-0,05% Tpu-
PTOPOLTOBOT KUCMOTH; LUBMAKICTE NOTOKY=2,0MN/XB.
06'em npobu=1mkn. Mac-cnektpometpisa (ES™ (enek-
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TpoposanunerHs)): m/e 360 [MH]". Jani pianHHoi xpo-
MaTorpadii npeactaBneHi y (oopmi yacy saTpuMaHHs.

N W,
TABJIHLA 1 @ VAN—‘(
N =
\ N N
R5 ~
Cnony- RS wi Mosneky- Yac Mac- GC/FID
xa N aApHa yTpu- | cnektpo- abo
maca MAHHH MeTpis LC/MS
100 X X 302,3792 1,60 303,1 LC/MS
) e
HC </
101 N,i\ 316,406 1,80 317,1 LC/MS
xl
W’ % @
102 He ™% [;j/\,\ 316,406 1,80 317,1 LC/MS
103 % X, 320,3693 | 5,06 GC/FID
> ~
HC =
104 H,j\ Q”* 334,3961 5,07 GC/FID
me” % ‘
105 He ™% Q 334,3961 5,17 GC/FID
106 N,(:\)‘s O 306,3425 5,12 GC/FID
107 x,> x 320,3693 | 5,11 GC/FID
» &
108 HC @"k 334,3961 5,10 GC/FID
we” /
109 He ™% O 334,3961 5,20 GC/FID
110 HE ™%, 'ch . 334,3961 5,21 GC/FID
11 "‘:‘:\x, T-.‘ 3243326 | 4,95 GC/FID
112 X X 338,3594 | 4,95 GC/FID
> "~
HC < F
13 H,i\ < 352,3862 | 4,95 GC/FID
Z Z—»x,
e’ % ;
N W,
TABJTULA 1 @_ %N—(
N =
\ _xn N
R5 ~
Crnony- RS Wi Mozexy- Yac Mac- GC/FID
xa Ne nsipHa yipu- | cnextpo- abo
Maca MaHHA MeTpist LC/MS
114 HC ™, o 352,3862 | 5,05 GC/FID
115 X, " 3548144 | 543 GC/FID
Y O
He at
116 H,j\ —@" 368,8412 | 542 GC/FID
= 3
we' % o
17 HEL ™% ”) 368,8412 | 5,51 GC/FID
118 X X 308,4074 | 527 GC/FID
O
HC s
119 H,i\ @_x‘ 322,4342 | 526 GC/FID
e % s
120 = 3224342 | 5,37 GC/FID
HO ™% o /
121 H,c\xs "'::}\ 356,3495 | 4,99 GC/FID
122 xs> x 370,3763 | 4,98 GC/FID
oy F
W
HC ¢
123 HC B 384,4031 | 498 GC/FID
F
H,c)\"s 6‘
124 HC/ ™, "':%_5,. 384,4031 5,07 GC/FID
125 H,(:\x3 "\ 367,2485 | 5,68 GC/FID
126 Xs> X 381,2753 | 5,67 GC/FID
HC Qm
127 HC B 395,3021 5,65 GC/FID
H,c)\& Ox‘
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N 1
TABJIULA | @:)/\ TABJTHLIS 2 E8 N, &
ks SN T
\ X
R5
Cn%- RS Wi Mouiexy- Yac Mac- GC/FID
- s EQLEE_ s Cao. R2 RS W6 e [ GC/FID
128 o~ E 395,301 | 5,74 GC/FID e | e
HC X, D /
129 ROy, ‘D_ 322,7975 | 1,67 | 323,1 | LC/MS | 156 X2L I/ _@ H,cl\xs 9,18 | GC/FID
130 X 336,8243 | 1,87 | 337,30 | LC/MS L, &Q F
HC @\a 5T X, T F 8,67 | GC/FID
N\ g
31 Y 3508511 | 2,00 | 3510 | LC/MS | N N—@ He %
j\x' b—‘.
HC X
B2 | e~ - 350,8511 | 2,07 | 351,3 | LC/MS F
— 158 5 C 10,56 | GC/FID |
133 " o~ O“ 330,4328 | 2,00 | 331,3 | LC/MS XzLN/—\ _@ e Xs
134 A/" @_ 3817 | 1,87 | 3292 | LC/MS
% Xg
135 38,4229 | 5,15 GC/FID [N I A— o~ 9,39 | GC/FID
“’c/\/\ X o ! ) \ _(/t\> He % Q\
v AR F
136 A\/x, 46,4071 | 5,28 GC/FID N X{
(5—& T % e % F 8,87 | GC/FID
137 o p_‘ 384229 | 5,18 GC/FID U—<;> ﬁ
= 362,4497 | 5,32 GC/FID
N o 2,449 7 XL
139 7 36,4071 | 5,31 GC/FID e—
A\/x. D_& 161 Xz\_ —~ H,c/\xs Ci 10,91 | GC/FID
140 336,071 | 5,31 GC/FID N=
% ,_.< >—X. X
1t P Q“ 366,413 | 5,04 GC/FID X, o = ST GO
He . N N :> HC X
1 Iy o 380,4398 | 5.18 GC/FID \../ N7 % F
123 364,3972 | 5,16 GC/FID
A\/"' ¢ TABJTHLSA 2 - N A
N)
N 1 ﬂ TN
TABJMLA 1 g_ r?/\ - N N
Rs N e
= © T ET
Croay- RS Wi M - q; Mac- | GC/FID 2
= EAEAE - . =
ManHa | wmerpia | 1 X M\ = ~ F 8,61 [ LC/MS
14 | T W2,868 | 547 GC/FID \_U_d,:} He %
15 80,8522 | 5,59 GC/FID /C
A/" ’b— N X F
146 336,461 | 5,33 GC/FID 164 = 10,46 | GC/FID
X5 = % X M\ 7~ [¢ #
N'c/\/\ Q——x \—U \N:/> HC Xs
147 334,453 | 5,46 GC/FID g :5
H—x,
A/"- D’ X
13 H,C\\L T W49 | 508 GC/FID | % O s 598 | GC/FID |
X, ﬁj E
X, b H,C Xg
149 gn P‘ 396,141 | 5,17 GC/FID | X O W F 8,49 | GC/FID
¥
150 " B 309,3289 | 5,68 GC/FID HC Xy ;
He D F
151 X 4233557 | 5,80 GC/FID 167 ~ C 10,28 | GC/FID
wee~"% D h s / ) e X
152 A/& Q"‘ 307,3131 | 5,81 GC/FID A
H,C
d X4
153 3648779 | 2,20 | 3652 | LC/MS
M’C,\/\)t, b,.‘ / 168 sz = = 9,77 | GC/FID
CH,| 3
154 378,9047 | 2,40 | 379,3 | LC/MS L <> /O\F
no~"% D ™ X
155 362,8621 | 2,07 | 3633 | LC/MS
% pﬂ % O o % F 5,17 [GC/FID
GC/FID — rasosa padis 3 TETeXT : /@
Xg
F
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TABIWLA 2 N A TABJIMLISA 2 N s
\ N \ N
R5 ~ R5 ~
(s o) RS W6 Tac | GC/FID (- %) RS W6 T | GC/FID
ayxa Ne yTpH- abo ayxa Ne YTpH- a6o
ManuR | LC/MS Mamus | LC/MS
170 X e C TT.41| LC/MS G e F 10,08 | GC/FID
L O o N D) %, Q
X; |
__|
T % = 875 | GC/FID
N e % W% ~, ¢ 12,97| GC/FID
) SO O, |
F X§
T3 G
N I N F 31| GC/FID X
NN /@ w1 % e s 9,85 [ GC/FID |
d X; UO /©‘F
F cf X§
W % — = ¢ 597 | GC/FID T = ~ F 5,23 | GC/FID
RO ONE A b SO0 | Q
F cf
X X E
R ~~ 9,04 | GC/FID 188 11,52 | GC/FID
N e | e QF e &LO_Q We'% | © b
Xg
Cl
[ % — T~ F 8,55 [ GC/FID X
NOHOF | e Q
Xk TABJIALLA 3 R2 N\)/\([\l 1
176 10,36 | GC/FID N ]
/\ ~ Cl
Serenl ey,
Crony- R2 RS Wi Tac GC/FID a60
X a No _ypuains | LC/MS
8 | % = 617 | GC/FID
HC
\—O Q\F
TABJTMLLSA 2 5 N, —Zvc X
( S N) N~ | % T~ | * 602 | GC/FID
ks N | @\r
X
T et
e R2 [ W6 T [GCD LN O o /@\ 632 | GC/FID
sanns | LC/MS &
177 | % ~ 9,81 | GC/FID X
\_U He Xs /©* 192 % ~ : 615 GC/FID
HC
HC CH, X <:> xp\r-‘
3 B A— p= F 921 [GC/FID
— cXs
NN Hy ERENE C° i /@\ 637 GC/FID
HC  CH, Xs X :
F L N ~ | * 620 | GC/FID |
— &
CEFN O W' % c 11,49 | GC/FID N o @\F
X
M—
HC CH, b 195 = 640 | GC/FID
HC
X x\_O‘c"' Q\'
180 Ko = 9,64 | GC/FID X;
'\J"p e % QF 19 x,\_C s | 32 LC/MS
oHy X @\F
B[ % — 7= F 5,05 | GC/FID X
\_U-Q He' Xs /@ 7 | x, o 6352 | GC/FID
M) -
Q F
o il 98 ! 636 | GC/FID
B % — T~ 11,22| LC/MS | % we X | F "
Oy He ‘
X;
Q

10,86 | GC/FID

8 ~
T, |

m

f@ f@/g
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TABJIMLA 3 Rz\@N\ N 1 TABJIMLSA 3 Rz\g_“\ Nyv‘
RS R5
W1 w1

Croxy- R2 RS Tac GC/FID a6o Crony- R2 RS Tao GC/FID 60
xa Ne YTPHMAHNA LC/MS xa Ne YIPHMAHHS LC/MS
19 | X N 677 GC/FID 29 [ R e 6,05 GC/FID
\—\_/ /O\, ’(x /©\F
X; X X;
200 \_\/Ds e 6,60 GC/FID mW | % | 589 GC/FID
PO . O~
X X
201 o 637 GC/FID b1 X e 599 GC/FID
O~ %) O~
X{ HC CHy X{
202 . N 622 GC/FID m % x| * 582 GC/FID
ﬁ\r b @‘F
X{ HC oH, X{
L @ s Q 1,40 LC/MS 353 ?_\ " D\ ] GC/FID
> F 'S°=/— Yoo X F
204 o~ 6,50 GC/FID p37} 5,96 GC/FID
O [~ LN EaN oY
-
X{ s o, X{
305 . = e /@\‘ 6,66 GC/FID 335 Ix',{_\ o Q\ .09 GC/FID
— F
o X{ ® oy X{
306 7y | * @\ 651 GC/FID 76 R_\‘ | @\ 594 GC/FID
F F
He
5 “oy X X;
W7 | % ~x 705 GC/FID 337 % e 611 GC/FID
HC "%
X{ 1 o)
308 % = X1 GC/FID 738 % 5,96 GC/FID
00| |- A B
F F
X n/_/_ X

W, W.
TABIMIIA 3 R2 N, /1 TABJTMLA 3 R2 N ok
N JN N N
\ _N \ N
R5 R5
C:;'::;y. R2 RS Wi :f: . G:Lg'go“ Gy R2 RS Wi Gac G/ w6
~ G 29 633 | GC/FID
B U ’
F
X; IS F
310 — 691 GC/FID
\_.8 ne”% r@\ 730 A‘ e X 618 GC/FID
F
X e F’@"
201 X 5,64 GC/FID %

633 GC/FID

231

-

ﬁ’f‘ﬂ
%
)
o
p:
E;
)
&

m % o 547 GC/FID
Nl we” % Fﬁ\ 732 5 ~ = 6,19 GC/FID
= ' \_(ﬂj—q - Q
X F
TR I ~ 592 GC/FID X
e 233 ) 7 6.21 GC/FID
N F e’ %
e, X{ M/_/"\_\_o‘
M| % oh ~ . 575 GC/FID X
\—o\_\ He px7} ) ~ | * 607 GC/FID
F HC
\01. X -w/_/_\_\—q ﬁ\F
215 X, ~x [NE} LC/MS | 5
He 735 5381 GC/FID
[&o\ /O\ F e ne %
H X o F
571 GC/FID He %

568 GC/FID

216 X, yz
F'L,‘ o
HC

3
x

)‘é
g
ol
¥
%
A

217 X, 591 GC/FID

237 6,29 GC/FID

m

A
Y
z(.?‘
O‘ﬁ
5
)

M| % 574 | GC/FID

6,13 GC/FID

[
2
S
5
A
¥
:
R
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TABIMLA 3 m\g”\ N 1
Cnazy- R2 RS Wi Yac GC/FID abo
xaNe yrpusasns | LC/MS
239 ~x, 597 GC/FID
we & = Q\F
oy X{
240 r— - 5,82 GC/FID
o @\,
ne " "
241 N e 6,51 GC/FIT‘
X{
242 % o W% - 6,36 GC/FID
O O~
%X
243 X, - 6,42 GC/FID
0 job
HC X
244 X, i r 6,26 GC/FID
F
HC X
245 X /o% W 6,52 GC/FID
e SO~
X{
246 ) w5 - 6,38 GC/FID
ﬁ‘r
X{
247 ~% 6,34 GC/FID
HC
M;._/:z_\_o‘ /O\F
X
248 l,_/‘?_\”‘ % F@\ 6,19 GC/FID
F
v X!
N W,
TABJIULA 3 Rz\g 3 t\f
N I _N
RS 7
Cnony- R2 RS WI. Yac GC/FID abo
xa Ne LC/MS
249 - 6,45 GC/FID
e QF
X{
250 J—/} ~ = 6,32 GC/FID
HC
e x ﬁ\;
X{
251 ,/JQ-\_\« WA 6,71 GC/FID
. O
X{
252 ,_/-/J o z 2,18 LC/MS
¢ LL\—-\ D\F
xl
253 o ~ 6,28 GC/FID
HC
O O~
o, X
254 . o o = 6,12 GC/FID
F
oy X
255 | =/ O = Q 7,38 GC/FID
F
X
256 | % C :] i FD 7,11 GC/FID
F
X{
BANO-O | we™> /@\ @8 | LoMs
F
X{
258 S~ = 7,95 GC/FID
HC
Rt o
X{
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N W,
TABJIMLIA 3 R2 N /
‘s
R5 7
Cnoxy- R2 RS Wi Yac GC/FID ato
xa Ne YTpUMaHHS S
259 ’\_C”_o" H,c/\xi Q\ 6,34 GC/FID
F
X;
%0 | % 6,18 GC/FID
RS I iy O
F
X/
261 6,47 GC/W{
O | O
E
X{
262 632 GC/FID
,\_’\/:\/'_\u‘ we % F@\‘ /EL
X/
63 x\_‘(: e /@\ 6,10 GC/FID
F
e X
264 "\_..'\":\ - = @\ 595 GC/FID
ot 3
He X
265 ._/3 - /@\ 615 GC/FID
g S F
wd X;
266 ) - = 5,00 GC/FID
:)._/—' s g F
267 743 GC/FID
OO O
X/
268 7,15 GC/FID
OO ™ F@\‘
X{
TABJIMLA 3 Rz\gN\ N)N 1
‘R
Rs 7
Croay- R2 RS Wi Yac GC/FID abo
r_n_L yrpuwans | LC/MS
269 \_O_O % /@\ 7,74 GC/FID
F
X{
270 7,41 GC/FID
OO T )
F
X/
27 = 6,65 GC/FID
Q|| S )
-
X{
pi7) ~%, " : 6,50 GC/FT‘
\_& e
F
X{
73 -.\(-:\—1 e /@\ [¥5] GC/FID
o £
o X{
774 \_\;-:\—C e N @\ 6,08 GC/FID
F
X/
75 T 6,30 GC/FID
'\_C\_\“ we % Q\‘
(a\ X¢
76 615 GC/FID
2 \—c?—\,\ pgc/\x' /F
oy
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N )Nt N 1
TABJIMIA 4 R2 S N TABJIMLA 4 R2 D
N ] N N
\ N \ N
Rs 7 RS 7
Cnoxy- R2 RS Wi Hac | Mac GC/Fﬁ Croxy- R2 RS Wi T | M | GC/FID
xa Ne m I':'::l"' abo ka Ne YIpH- | ChexT- abo
< | Le/MS MARHR | pOMCT- |} C/MS
pis pis
7 | X = 7,12 GC/FID | 295 | % C 144 [ 4724 | LC/MS
)—N(j e’ % Q d :] HJC/\X‘ /© "
o
X{ X
78 | % o~ 677 GC/FID | 296 1,56 | 5084 | LC/MS
X5 F. /\x' F » 5
ra| e |0 rO0 | = I3
X; X;
2779 | X% = 707 GC/FID 297 X 2,02 | 468,5 | LC/MS
rO |« | O R O h
o
X{ X
6,82 GC/FID
280 X}'O we % r@\ /Fl 298 ‘)_8 ne” % s@\ 7.84 GC/FID
J F ¢ F
X{ X;
281 7,10 GC/FID 6,41 GC/FID
X, /_\o ",c/\x, Q 299 X S H,c/\x’ Q /FI
o 0 CH
X; X{
B2 | %\ ~ ¢ 677 GC/FID 300 X% oA = 1,32 | 4103 | LC/MS
He { % |F
O%NL/O D\F ok_N\cn, * QF
X; X;
283 | % I~ 7,30 GC/FID 301 CH, o~ 6,59 GC/FID
!‘O‘“ we” % /@ x 7 ne’ % D
X{ o cH X
T ~ = 692 GC/FID 303 = g 6,35 GC/FID
X F
FO=| ™ 5, el EE s 0%
X{ o cH X{
7,53 GC/FID FID |
285 x,)_o we ™% /@ / 303 | %, O w R /@ 6,54 GC/FID
o X d oH, %
TABJIHLLSA 4 Rz\O:N\ Nyv’ TABIHLSA 4 Rz\@"‘\ Ny’ 4
T:as (N ;:tN
Criony- R2 RS Wi Yac | Mac- | GC/FID Crioay- R2 RS Wi Yac | Mac- | GC/FID |
Ka Ne YTpH- CneKT- abo xaNe yrpu- cnexr- abo
uainin | powet- | 1 c/Ms | P | Loms
—
286 X}—NQ % : D\ 7,07 GC/FID ET I T % = ﬁ\ 6,29 GC/FID
F F
o X¢ o X;
BT | %, 7,719 GC/FID 305 f FID |
/—\s H,c/\"! % /_/u-l, H,c/\"‘ 6,61 GC/FID
g Vel
X o oM, X{
288 7,28 GC/FID FiD 1
%X, N e F@\ /F1 306 . o, =) . 6,37 GC/FID
[o) F H i )\
X{ 0 o, X{ :
289 N )_6"‘ e /@ 7,29 GC/FID 567 »— /_/_o«, s /@ 6,76 GC/FID
[ X{ o \9\ X;
6,92 GC/FID
50 &)_6“ % r@\ : / 308 A FQ 6,50 GC/FID
F H
o X{ o o X/ ¥
291 7,86 GC/FID
x}_ O ne”% /@ T A"} - /@ 5358 GC/FID
o o CH,
Xs
He X{
27 we% | F 7,34 GC/FID 310 | % oh ~ | r 63 GC/FID
o)" F o)'_ cH, " Q‘
X{
HC X{
GC/FID
293 *)— Eja; ne”% /@ 7,07 /F 3N H‘C,\,‘ D 6.72 GC/FID
g X{ =/ oy X{
5% . 60: H,C/\x5 - 7,29 GC/FID ) l')no p=s = (X GC/FID
> Q "
o CH, X; ,q;a/—\_‘ X,D\F
o,
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N, 1
TABJIMLA 4 Rz\@N\ N ! TABJIMLIA 4 szgﬂs Nyv
h\' / N \ / N
RS R5
= T : Crony- R [ Wi G | Mac [ GC/FID
Crony R2 RS Wi T Gig;lD S - aéFo
MaHHs po:;r- LC/MS ASm—— w::- LC/MS
33 . R 674 GC/FID 331 }_ - 7,26 GC/FID
- o, X{ oy X{
34 7~ - 6,50 GC/FID EE3) % . 6,90 GC/FID
i HC @\F d =
He X o, X{
315 6,78 GC/FID 33 o < 1,99 | 456,5 | LC/MS
%2 ~ 0 e /© é o /O
& e X; X;
316 o, 652 GC/FID ] o 7= 2,06 | 492,5 | LC/MS
%, we” X F ' e F
e F < F
= X; X;
D
37 ik(» LN ®»x| 7,05 GC/FID 335 f/ﬁ W /@ 7.00 GC/FT
v X o, X{
8 % F 6,74 GC/FID -
\—cH, Q}x‘ 336 o R = @\ 671 GC/
“’c/\/'kf° . \‘p—/— \—\o_o‘ % F
319 '}.(‘/ﬁ e % /@ 713 GC/FID 37 /—’Q:j _— 731 GC/FID
ot X e oy xqi )
T AL 2,14 | 480,5 | LC/MS EE | 245 | 5456 | LC/MS |
X X{
321 %, = 6,96 GC/FID 339 I~ 7,86 GC/FID
[ O A O
s % i - )
TABIULSA 4 mﬂ"\ N ! TABIMLISA 4 RZ\GN\ Nyv $
N (N Y L N
R5 RS
Cnony- R2 RS w1 Hac | Mac- [GC/FID Crnony- R2 RS Wi Gac | Mac | GC/FID
xa Ne “Y’m; m'_ abo xa Ne m:; ::;g: i
ot LC/MS pis LC/MS
7] — - ; 667 GC/FID 350 e . 2,65 | 550,7 | LC/MS
\t/_/x\o‘ ¢ " F
X; X;
323 ")_o we % Q 6,49 GC/FID 341 '}-Qo‘ % 7,14 GC/FID
HC S: S
;3—09 X/ o " X;
324 - ; 6,26 GC/FID g7 & — - 6,81 GC/FID
" . 3“\:5 )
wd X{ o, X
7S < 713 GC/FID = 951 GC/FID |
x}_“' ne” % /@ BAYOO | ™ /@
o X{ X/
326 C. 6,77 GC/FID 3 8,54 GC/FID
";O ne % FQ OO | W™ F@\
F F
o X/ X/
327 o, o~ 6,65 GG/FID L ~ 1,94 GC/FID
et Ll /@ rO-O | ™ Q
o \—og X{ X/
328 ~x F 6,42 GC/FID 346 = T~ . 1,48 | 547,7 | LC/MS
N C
o [ 50| v |,
o CH, X{ X{
329 o ~x, 7,39 GC/FID a7 % ~ 7.2 GC/FID
Z,%C e © 7O | o
X X{
30 | % o e n 7,00 GC/FID N N = : 6,83 GC/FID
O : e A O
X X{
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TABJINLSA 4 R2 Ny L TABJIMLIS 5 R2 N\)/\ _f E
N TN N=
ks ~N ks SN
R5
Crnony- R2 RS wi Yac [ Mac- | GC/FID Cro- R2 RS Wi Moneky- | Yac | Mac- | GC/FID
xa No - | cnexr- abo ayxa aspHa maca | yrpu- | cnexr- abo
MaHHA po;.ew LC/MS Ne MaHHA po:i:'r- LC/MS
49 % I~ 7,44 GC/FID 365 413,5223 | NA
ZON TSR Yo [~ ©
)
X{ X{
350 '>_ ~ B 7,04 GC/FID 366 | X, F 431,5124 | 1,73 | 432,1 | LC/MS
“’c H,C \/\xﬂ » »
iy pos - ©
X/
351 e % 6,83 GC/FID X
‘)-'(—M "’ /O 37 [ % HC ™% | F 49,5025 | 1,67 | 4504 | LC/MS
rs x rC -
352 Py 6,56 GC/FID X
Xy F
l}_\/_)-m " ﬁ\F 368 [, o % al 47,9674 | 1,87 | 448,3 | LC/MS
o o X 4:>>'—-"<j
353 e 6,84 GC/FID ( )
%, /—/. - &C/\& Q X
om X{ 369 x}—NO HC ™% 427,5491 | 1,87 | 428,4 |LC/MS
354 (3 ~ B 6,58 GC/FID 4
OO g
F
‘:)-'\_m X7 —1 370 x>_ 'O " F 445,5392 | 1,94 | 446,4 | LC/MS
355 m ~x 9,63 GC/FID 4
; e ©
xI
= = 7 6
37| X, 463,5293 | 1,87 | 464,4 | LC/MS
356 ,)*O"O ~x, " 8,64 GC/FID )_ HC X | F
: (s OF
0 F
X; ' il
72| % cl 461,9942 | 2,07 | 462,4 | LC/MS
357 7 1,05 | 4976 | LC/MS HO X
OO0« | (3 O b
X{
X{
N W,
/
TABJIULA 4 R2 S N TABTHLS § R2 N 1
N ] ‘ah
R N i t,\N
N
R5
Crioay- R2 RS Wi Hac | Mac- [ GC/FID
xa Ne yipu- | crekr- 260 Cno- R2 RS Wi Moanexy- | Yac [ Mac- | GC/FID
MaHHA | poMmer- nyxa aspHa maca | yrpu- | cnexr- abo
pis LC/MS N MaHHA | pomeT- LC/MS—l
358 = 9,16 GC/FID o
Xy F.
}O“O HC D\F 373 x>_ C" o % 429,5213 | 2,87 | 430 |LC/MS
X7 o 5
359 & ~ 7.61 GC/FID ! -
}b HC /@ 374 x,}/_ C Mo, F 247,5114 | 1,53 | 48,3 | LC/MS
o]
__ 2 % ‘ D
360 -)_gz W c @\ 7,17 GC/FID X{
F 375 | %, 465,5015 | 1,47 | 466,5 [LC/MS
b x S b | TN |

v

7,02 GC/FID o

] e
36
2 }—.\ /_/_’(“ o

376 x,}_/—\ HC ™%, 463,9664 | 1,67 | 464,4 | LC/MS

6,72 GC/FID

;
?

A
Blo
2
_Ue

£
x

15759 | 2,07 | 442,6 | LC/MS
| 377 | % "o a1
363 ) 1,05 | 459,5 | LC/MS H >‘°‘-

% )_’(:/\”" we” % /@ d

LA X 378 | % 39,566 | 3,13 | 460,3 |LC/MS |

e % ' g '
364 N I~ - 6,79 GC/FID o)‘ O“’" %
HC
}—«’_/ QF
o X{
379 | % 77,5561 | NA

O

2
-

o ¥ oo

380)(’

o}_ O HE /X

441,5759 | 2,00 | 442,6 | LC/MS
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TABJIULA 5 R2 N\)/\ __f’
N IO\

R

1

TABJIMLISA § R2 N\)/\
N
RS

138
F
N
1

Cno- R2 RS Wi Monexy- Yac Mac- | GC/FID Cno- R2 RS W Monexy- Tac Mac- | GC/FID
' o Aspwa uaca | ypu- | cmexr- | aGo ayxa aspwa maca | yrpu- | cnexr- | abo
N Manns | power- | LC/MS N manns | poser- | LC/MS
BT = oo
B[, )—Q e, F 59,566 | 2,07 | 460,3 | LC/MS 397 . o e & Si.01 | NA
X X{
E BN 445,5883 | 1,73 | 46,4 [LC/MS 398 | % 85,5849 | 1,73 | 486,3 | LC/MS
rO e O o011 3
0 o
X X
3% G 63,5784 | 1,80 | 464,4 [LC/MS = T R R TR TS
H»_\—//’_\s HC X ! 399 &)_'O(:j W/ ™%, /
[+ o
X{ x‘ﬁ
b7 81,5685 | 1,73 | 482,2 [LC/MS
x’)—\_/"s He X, Fﬁ* 90 ‘)_.O(:j HC %, sﬁ\ 531,5651 | NA
o F L F
X X;
385 x,)_ [ e ) 80,0334 | NA 301 W:j " ] 520,03 | 1,87 | 520,2 | LC/MS
Yo /@ ) Q
X{ i
%6 55,6027 | 2,13 | 456,4 | LC/MS
3_60‘ HE ™% D 302 He % /@ 81,6405 | 2,34 | 482,5 | LC/MS
o
o x‘ X'
i 3_6« He X R 413928 'NA W03 x}_ — F 99,6306 | 2,40 | 500,4 |[LC/MS
0 X;
3% X 91,5829 | 2,13 | 4924 [LC/MS .
% oy | WX | F 04 | % We x| F 517,6207 | 2,34 | 518 |LC/MS
F o &
o X; %
TABJIMLISA 5 R2 N, 1 N W,
\Q-N)/\N { TABJIUIA 5 R2 \)/\N—(
3
L RUN N N
N
R ks
ivE = ] v ,,.'1;‘.":.'2’.;. y?; c!hlde‘:*r iz.é.;: Cr.y: R2 RS Wi m ;: ;:_ G%ﬂ"’
MaHHA | pomer- MaHHS
pis N popi.ucl- LC/MS
389 e C] 90,0478 | 2,27 | 490,3 |LC/MS
x} HC X 405 | X, Mo ™% cl 516,0856 | 2,47 | 516,4 | LC/MS
rC ¢ /©
s x;
390 [, )—O he % /@ 55,6027 | 2,13 | 456,4 | LC/MS N N 387,4845 | 1,47 | 3885 | LC/MS
o X; o; cH, " Q
M x,)_ G He X 5 389 [ ANA W % 5 | ner 7 305,374 | 1,53 [ 406,3 | LC/MS
° /© I /@
X7 %
392 x}_O HC ™%, F@\ 491,5829 | 2,13 [ 492,4 [LC/MS W % 5% S e [T [ OV
F }-N
o X; ¢ o p\ 4
P | 5, HC X 9 40,0478, 1:2.27 | 490,5 | LC/MS 709 AT 13,5223 | 1,80 | 4144 | LC/MS
I e /©
X ° - X
3 31,5124 | 1,87 | 432,1 | LC/MS
359 VR 83,6563 | 2,40 | 84,5 [LC/MS i /__//°" HE ™%,
X,
ToN S . K
@5 ')61 Mo X, F 501,6464 | 2,47 | 502,3 [LC/MS i Pl |+ 55055 | 173 [ 4503 [LCMS
; o oS
% /© o o X{
3 o 47,9674 | 1,93 | #48,5 |[LC/MS
396 P P 319,6365 | NA = /4| me %
O p &N 4
o CH, x‘ x‘
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TABJIMIIA 5 RZ\@N\)/\N—-Z‘G
N 2
\ N
R5 S

14

0
TABJIMLA 5 R2 N\)/\ _zv 1
N Ol

R

Cno- R2 RS W1 Monexy- [ Yac [ Mac- [ GC/FID Cuio- R2 RS Wi Masexy- | dac | Mac- | GC/FID
nyxa nspHa Maca | yTpE- | cmexT- abo ayxa ANpHA Maca | yTpM- | CriexT- abo
N Manma | pomer- | LC/MS N sanns | pomer- | LC/MS
pia pis
a3 x}_ /% | we~x, /@ 415,5381 | 1,80 | 416,4 | LC/MS a9 J_'}m ne % 39,5601 | 2,00 | 440.7 [ LC/MS|
rC | o
o X \_\0«. X{
i x,}_ 7% | o, F 433,5282 | 1,87 | 4345 | LC/MS 430 % he F 57,5502 | 2,07 | 458.4 | LC/MS |
e je S, 03
X; X;
s x,}_ 7~ | ne o~ | * @\ 51,5183 | 1,80 | 452,4 |LC/MS a3l JQ:" we % | * 75,5403 | NA
o \— F = ﬂ\F
m’ X{ e N, X7
W6 (X /0% | mo ol 39,9832 | 2,00 | 450,3 [LC/MS| [55) he %, o 74,0052 | NA
P B <5 O
X{ X{
a7 | e 15,5381 | 1,80 | 416,4 | LC/MS 53 T 33,5917 | 2,13 | 44,6 | LC/MS
%~ po
Pt /© uo-L Ny /©
o oy X{ o X{
a8 &4 | He ™% 3 33,5282 | 1,87 | 434,5 | LC/MS PEn] _/—->=n N 3 761,5818 | 2,20 | 462,34 | LC/MS
%,
o oH o,
X{ X{
e} N R 51,5183 | 1,80 | 452,38 | LC/MS 35 W% | ¥ 79,5719 | NA
X~
r D\F - fip
o coH X{ o, X;
a0 % | e~ cr 49,9832 | 2,00 | 450,3 |LC/MS 36 = — C] 78,0368 | NA
x,
)‘ N wo— Ny
o o4 oy
X{ X{
TABIH N 1 N 1
s 5 Rz\g_\)/\ TABJIULLA 5 RL@-\)/\
2\ 1
NN (R
R5 R5
Cno- R2 RS W1 Monexy- Yac Mac- [ GC/FID Cno- R2 RS w1 Moaexy- Yac Mac- | GC/FID
ayxa AspHa Maca | yTpM- | criexT- abo ayxa MApHA Maca | yTpR- | CriexT- abo
Ne sannz | poser- | LC/MS N Manns | pomer- | LC/MS
pis pin
a1 /_/—os g 29,5649 | 2,00 | 430,2 | LC/MS | 337 s T 33,3917 | 2,13 | 4446 | LC/MS
> o v o
o /_/—os e 3 347,555 | 2,07 | 4486 |[LC/MS 338 o e F 61,5818 | 2,20 | 462.4 | LC/MS
. © A O
X X
78 ")_./ﬁ nex | ¥ 65,5451 | 2,00 | 466,3 | LC/MS 139 o 79,5719 | NA
o 36201 | 2,20 | 4634 | LC/MS Y
o x}_“,—/_m' RO X ™ 0 “ T e ) 378,0568 | NA
d o d oy
X X7
335 7 | we % 329,5649 | 1,93 | 430,2 | LC/MS a1 L\ x,\/\ | 556027 | 2,20 | 4364 [LC/MS
o Q -\c’\/\f CH, O
HC X{
__| 73,5928 | NA
Bl% ] we 7 347,355 | 2,00 | 48,6 |[LC/MS " % ‘\/\m‘ Q/x,
HC @ W\fo F
X 343 x,\/\ F 491,5829 | NA
T % 7% | o= | 65,5451 | 1,93 | 46,3 | LC/MS % o, Q/X’
¢ e @‘F W‘\f’ F
v | o % 90,0478 | 2,34 | 490,3 | LC/MS
(% | e, G 36301 | 2,13 | 4644 | LC/MS]| A‘ \,\w’ Q/x‘ " . »
"FWO
e . > =
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TABIHLLA 6
TABTULIS S R2 i %MA Hioea TIONAK AP | M5 |
\@ 156 G c-wz-uz«- H iﬁF_c__m
dropdenia)-1H 7,62-7,70 (m, JH).
mu.m.lmm;-l- 7,13-728 (m, SH).
nponia- | H-Gewsumiaasan | 7,02 (d, 1H), 3,64 (t,
2H), 141 (m, 2H),
Cro- R2 RS Wi Moacxy- | Yac | Mac- Gc.{:m 0,75 (1, 3H)
ayxa AADHA Maca | yTPH- | ChexT-
N manus | poser- | LC/MS
= T g il Al
-1H- .75 (dd, 1H), 7,
445 HEL ™% 457,6185 | 2,34 | 4584 |LC/MS iuiasson-1-jwerna)-1- |(@d, 1H), 7,55 (m,
nponia-1H-Gewanmizason | 1H), 7,24-7,30 (m,
:)-\K % . 3H), 7,05 (d, IH),
446 e 475,6086 | NA 147 (0, 24, 0,79 0
Xs ’ 3H]
/_/_/"" 58 6-xr0p-2-112-(2,5- MP_(CDCly):
}"\“ i e 2
¥ imiamsoa- 1-iajweral-1- {(m, 1H), 7,17-7,29
nponia-1H-Gemammiaason |(m, SH), 7,02 (4,
1H), 534 (s, 2H),
3,69 (l. ZH). 1,43 (m,
447 /_/_j‘°\ HEL X | F D\ 493,5987 | 2,34 | 494,5 [LC/MS )
}-\ T 2-(12-(3-Gropdenin)- 1H- |
i) F. ‘l-m 1-injmerma)-3-
nponin-3H-imizasol4,5-
blnipuun
243 /_/_/—m He X, 492,0636 | 2,47 | 492,4 |[LC/MS
'}_‘\'\ (m, 2H), 0,77 (¢, 3H)
X 460 2225 TH AMP (CDCly):
dropdenin)-1H- N l:’o (laud. 1;1}' s(.os
- inizaon-1-ia )-3- |(@d, 1H), 738 (m,
NA — aani sitcymai npomn»lwhdnn(ml.s- 1H), 7,17-728 (m,
P blnipna 4H), 7,08 (4, 1H),
;3 (?511)“)(' Jm“(;.
TARTHALA 6 5 m, 2H),
= ST Tl TIOTAR T S o 075 . 3H)
e (/1) | %1 3 §-xnop-1- TH AMP (CDCIy):
449 2-([2-(-@roppenin)-1H- |[TH_AMP_(CDCly): _3 (wixaonponiamera)-2- (7,68 (d, 1H), 7,38
imizason-1-iajwenaa)-1- 17,80 (m, 1H), 7.41- 112-(2,5-andropdenia)-  [(m, 1H), 732 (d.
nponia- 1 H-Gewaumiaason | 7,53 (m, 3H), 7,29- 1H-imizason-1- 1H), 7,19-7,28 (m,
731 (m, 3H), 7,14 injmerna)-1H- 4H), 7,04 (@, IH),
7,22 (m, 2H), 7,06 [~ Gemammiznson 5,36 (d, 2H), 3,62 (d,
e it o
1, ), A 3
(m, 2H), 0,74 (1, 3H) AT 0:7-: 1l n«l:gol)
450 {2 (zmmym- 778 (m, 1H), 766 5} F -5 :
imimason-1-in)werwa)-1- |(m, 1H), 7,51 (m, | andpropdenin)-1H- 8,38 (dd, 1H), 8,04
nponia- i sdiasaa 1H), 7,373 (m, iuiason-L-iajuenwa)-3- |(dd, 1H), 7.8 (m,
sH), 717 (4, 1H), | oo SH-helamofd, 5= 1 1B), 716737 G,
7,03 8, 1H), 535 G, F blnipwann HE e
2H), 368 (1, 2H). i, 198 (m,
;.u;um. 2H), 072 1, G o, 01’1-“'“”“’ d
41 G 2-{[2-(3-@roppenin)-1H- | 'H_AMP (CDCly): %
% inianson-1-inuenaa)-1- 7,80 (m, 1H), 7,65. 3 A Tiasma TOTAK NP (o
nponia- | H-6emsumizason 7.§; ((m. z;l'i)i 77I|'; 3 (m/z)
l):c 32 (m, SH), 7, 3 F 6-x10p-2-(12-42,5- TH_AMP _(CDCly):
(d, 1H), 7,04 (4, I1H), ix)-1H- 767 (d, 1H), 7,37
347 (s, 2H), 3.68 (t, iMiamson-1-tajwenna)-1- |(m, 1H), 7,17-7,30]
2H,), 1,42 (m, 2H), eno-IH-Gensuuiamor  |(m, SH), 7,01 (4,
hd 0.74 (, 3H) 1H), 535 (s, 2H),
[353 5 2- (llu-uom:- ;Hn}rl’ (Cbg'ﬂr ¥ ol Jiz’ (g, 2H), 0,99 (1,
dropdenia)-1H- 76781 (m, 2H), 3H)
o L-ispueral-1- 756 Gm. 1) 7.5, HE
o » (m, h 7 364 T =
(d, 1H), 7,05 (@,1H), . B [ e S M L 22
o6 204G [
Wl 0,78 (t, 3H; m TH-tmramamon (4”"1(;? s :9H()-'. ;l?)
453 4 2-{12(2,5- i z.ﬂ ::) { o] ;;:5 (q, 2H), 0,98 (1,
- (m, , 7! )
¥ imizadoa-1-injmerna)-1- {(m, 6H), 7 ot
nponia- 1H-Germmianson [ IH), 5,36 (s, 2H), 365 2-([2-(-@roppenin)- 1H- | 1H AMP (CDCly):
373 (. 2H), 144 —‘) iniaason-I-injuenua)-3- (8,40 (dd, nm. l.05
(m, 2H), 0,76 (1, 3H) F N merwa-3H-isiawol4,5-  |(dd,
\' blniprann
i 6-xi0p-2-112-0- TH_AMP (CDCh): ::Q
7,62-769 (m, 2H), He 3,51 (s, 3H)
ml-:'l-l-u]-xm)-l- ;j: ((n. l‘l:{); 771I1’ -
nponia-1H-Genmmianson m, . 6 F 2-{12-Q2.5- H P (CDCly):
G e by b, [0 5 U0 Y
2H,), 1,40 (m, 2H), merwr-3H-imizasol4,5-  [1H), 7,157.27 (m,
0.73 (¢, 3H) binipuan 4H), 703 (d, 1H),
L 6-xn0p-2-(12-3- TH AMP _(CDCl): F N SAL (s, 2H), 351 (s,
dropdeni)-1H- 769 4, 1H), 7,38 HE 3H)
iMizason-1-injuemen)-1- ;g ((m, J‘HH); 1;13;
nponia- | H-Gexmmiaason m, 74 7 2-{12-(3-x20p-4-
(d, 1H), 5,48 (5, 2H), o & D) .
3,65, 2 A2 (m, imizason- 1-injuena)-3-
2H), 0.75 (, N memia-3H-iniassol4,5-
e I3 9 blnipune
HC
468 F I-(unxaonponiamern)- |'H  AMP  (CDCly):
B 2-((2-2,5- 837 (4d, 1H), 8,04
)-1H- (dd, 1H), 7,38 (m,
N isiamon-1-njwenal-  |1H), 7,09-7,28 (m,
£ 3H-isiansol4,5- 4H), 7,09 (4, 1H),
42 (:. zu)(. 383 (d,
%9 6-xaop-2-{[2-0-
o 1H-isel
\O/Q 1-injmernua)-1-emaa-1H-
CH, cl
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TABIHLLA 6 TABIWLS 6
] CTPYKTYPA Hassa [IONMAK AMP MS ) CTPYKTYPA Hasea IONAK AMP MS
(m/z) | (/) |
0 2-{12-(-xiopderia)-1H- |'H_AMP (CDCL): w3 F 2,2.2-tpudropenua)- |'H_AMP (CDCI)
iMinasos-1-iaJuenca}-3- 18,39 (dd, 1H), 8,06 % 2-({2-3- 8,44 (dd, 1H), 8,07
(wacionponiteTia)- (dd, 1H), 7,68 (m, @ )benin]- [(dd, 1H), 7,54-7,89)
'\(" 3H-iMizso[4,5- 1H), 740-768 (m, 1H-imizasos-1- (m, 4H), 7.24-7.34
b]mipsm 3H), 7,27 (m, 1H), injuerna)-3H- (m, 2H), 7,12 (4,
'N= 7,18 (d, 1H), 7,10 (d, inimasol4,5-blmipwmm | TH), 551 (s, 2H),
H), 553 (s, 2H), F 451 (a. 2H)
F
434 poninerin)- ['H AMP (CDCly):
v (pmropsecraigeisl- (503 ne SED T21-
1 6xi0p-2-(12-G- 1H-iszason-1- 726 (m, 2H), 7,11
X 18 injemia)-3H- (d, 1H), 5,51 (s, 2H),
L-iajera)-1- |eizasol4,5-blnipwnen 1334 d, 2H), 0,70
n (m, 1H), 044 (m,
1H-Gernmiaaan 7,15 (d, 1H), 7,06 (d, 2H), 0,24 (m, 2H)
1, S41 6, 20, = T hobyna (-3~ |'H_AMP_(CDCLy
a 358 (4, zm. 0,69 R - (8,39 (ad, 1H), 7,60-
(s, 1H), 0,07:0.53 L 1H-isdason-1- 07 (m, SH), 7.21-
. 2. 000D iajuena)-3H- 726 (m, 2H), 7.12
5 W TG T[NP (CO0) el s He Py
iMizasoa-1-iajwenual-1- 17,79 (m, 3
O\O/L%(‘ nponia-1H (m, ;:) ;u;ﬁ L (m, 1H), 0,69 (d, 6H)
”_O e el W% Tapora2(2 13- |'H_AMP_(CDCLY
S 1H), 7,07 @, IH), ¥ 1 )entin]- (8,40 (dd, 1H), 7,60-
549 (s, 2H), 3,69 (1, 1H-ixiaason-1- 8,07 (m, 5H), 7.21-
HC zm. 142 (m, 2H), injmeritn)-3H- 726 (m, 2H), 7,11
075 (1, 3 inizasol4,5-bjnipwan | (d, 1H), 5,49 (s, 2H),
i) 2-12-G-xaopperin)-1H- [TH_AMP (CDCL): 389 (¢, 2H), 151 (m,
isdznon-1-injuerna)-3- (8,40 (dd, 1H), 8,06 2H), 0,76 (¢, 3H)
enur-3H-idiznof4,S-  [(dd, 1H), 7,67 (m, b
bjmipwan 1H), 743757 (m, 7 T-nponia-2-(12-[3- TH AMP (CDCh):
3H), 7,26 (m, 1H), Denia)- |7,61-800 (m, SH),
(‘ 7.19 (4, 1H), 7,08 (4, " 1H-iMinason-1- 709731 (m, SH),
1H), 551 (s, 2H), injuenia)-1H- 5,47 (s, 2H), 369 (¢,
CH, 4,00 (g, 2H), LO9 (, i 2H), 1,43 (m, 2H).
3H) 0,73 (t, 3H)
i) 2-{12-G-xropderi)-1H- | 'H AMP (CDCL):
imizason-1-irJuwermn)-3- (8,40 (dd, 1H), 8,06 o,
nponiz-3H-imizasol4,5- |(dd, 1H), 7,68 (m, Ty G-xa0p-1- TH AMP (CDCly):
| blnipumm 1H), 743-756 (m. R )-2- |7,60-796 (m, SH),
;I'R (lll‘m(n;'o;‘& (] (2-13- 7,os-7.:|H(ms }:H).
h (rpucpropmenia)pential- | 5,45 (s, 2H), (d,
1H), 550 (s, 2H), (IH-M-‘nI»I- 2H), 0,65 (m, 1H),
HC 3,89 (¢, 2H), 1,52 (m, i)meren)-1H- 0,47 (m, 2H), 0,05
2H), 0.79 (t. 3H] & (m,
375 1-emua-2-{[2-3-
Ng (\, dropdeniz)-1H- 'M"“ s e 2B TH AMP (CDCly:
| isizason-1-injuenal- F | - (8,40 (dd, 1H), 7.60-
3 1H-Genauminason-S- [M l] F 1H-iMizason-1- 8,06 (m SH), 7.21-
F ix)merna)-3H- 7,28 (m, 2H), 7,09
) isinasofd S-bjmipume  |(d, 1H), 5,49 (s, 2H),
HC 4,01 (g, 2H), 1,09 @,
= 3H)
TABIALA 6 H
3 EngKTyPA Husna TIOMAK AMP MS | TABALA &
2 3 CTPYKTYPA Hassa TIONAK AMP S|
7 7 T-erwn-2-{12-(3- 89,2 (/2)
F | Gropdenia)-1H- Lo 0 24(2-0-
F \ i zuﬁn{::.{'-l-“lufm%" | xaopepent)- 1. emsas-
rpucpropsmerin)-1H- meTin)-1-enes-1H-
| Gemanminason (\ ‘l i) 3 l_,_ 1H
’j o | xapBoxcirar
H,C
an [2-2,3- - l;:nu
amdgropdenin)-1H- + 112 )~
F. s |-injwermn)-1- o1 2 }1" 2 (s-mfam)
F ) eTia-S-(rpudropmeriv)- HO N injwenu)-1-enua-1H-
TH-Gensmminason Gennmianson-S-
NL in)meranan
HC CH,
[ 2-([2-(3-Gropdenin)-TH- 376,2 -T2 C-opperin- TH-
|istianson-1-injwera)-3- M+1) 2 ‘) e 2
(2,2,2-Tpudproperna)-3H-
F iMinaso(4,5-b]nipwann
F p—
2a% 3
in 2-([2-(2,5- 394.2
andropdenia)-1H- [M+1)
imMiaason-1-in]merun)-3-
l ). (2,2,2-Tpudrroperna)-3H-
iMiaaso[4,5-blniprun ") TG xroppenin)-TH-
F. (\, iMiaaoon-1-irjmenn)- l-
FF "o w ?“m‘“ xuczora
480 2-{[2-(3-x1opdenin)- 1H- 392,2 NL
|uumon l-ln]mmml-l- IM+1)
(2,2,2-1pudproperin)- CHy
cl iumu S-b]nipwan ri T2 “; (,. :‘m,al
IM+1);
FJ imiamsan-1- hlml- 418,2
g8 oJ (opdai-4-irmerur)- M1
TH-Germmiamon
a1 T-cTun-5- TH AMP_(CDCIy):
CF (mumum) -2-(12- uw :a |6H|:,) 1733; HC
m, 6H), ~{[2-(3-xaopdenin)- 1H-
F o Rpess |@ SH0r.08 &, 1, A b8 e g
F?‘O: 1Heisdamson-1- 549 (s, 2H), 3,85 (a, bintnce & Ahsiod-1*
y in)sernn)-1H- 2H), 1,02 (1, 3H) HN w pi sbiowy
[ Genanuminason N
He on,
(7} Soxop-3-nponin-2-({2- |TH_SIMP _(CDCly): |
F 13- 7,60-797 (m, SH), w7 2-(12-(3-xropenia)- 1H-
J {rpudropuerdenia]- (7,277 (m, IH), He ) |isizason--ialuereat-1-
IH iminason-1- 7,09 (d, 1H), 545 (s, enua-Noserin-1H-
X injerin) - 20, 385 . 2H), Pt
or imizasol4,5-bnipuan IS; (m, 2H), 0,76 (t, tog
CH,
98 1-enu-2-((2-(3- 365,1
)-1H- M+1]
Iminason- |-h|u¢m)-
1H-Gemmmianson-S-
N) Kncrora
HC
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TA%M%G TABITAL 6
~ Hasea TIOTAK AMP | MS | 1) CTPYKTYPA Hassa TIONAK AMP MS
9 F T-etwa- 2-([1~(3~ HE 3 = Tenia-5-9rop-2-(12-(2- |'H _ AMP__ ()~
| &ropdenia)-1 ! | éropgenia)-1h- raprpary  (CD,ODY:
‘M-mlhlm)- N imiaasor-I-iajuennua)-  |7,07-7,58 (m, 9H),
1H-Genommizason-5- 1H-Gexsuminason 5,53 (s, 2H), 4,51 (s,
E 2H), 403 (q. 2H),
HC 107 (. 3H)
HC
Lﬁi F 2-2-2.5 33,2 514 Teni-2-12-G- TH__ AMP(CDCL):
| amdropdenia)-1H- (M+1] Gropdenin)-1H- 7,38-7,5 (m, 4h),
F imizason-1-injuenu)-1- imizason- I-injuerun}- 7,15 (t, 3H), 7,1 (s,
enu-1H. i1aron- 1H-Gensumiaason-S-awist | 1H), 7,05 s(li m)i‘s{'r
S-xapbonona xucrora (d, 1H), (s, 2H),
Y = 370 @ 2H), 05 .
HC HC H)
£ T-enua-2-(12-0- 24 515 Tene-2-(12-G- 388,2
[ i pacrna-- e basars: B
- 1-ia] = iminason- 1-ix]
[(4- -1- u':j; (m-u.c-rpmnu-u)-
ia)menu)-1H- H-Gex3nmizason
o Gen: =
iy W ke
| 502 2-(12-2,5- 509,5 516 T-ena-2-{12-0- 39,2
! - M+1 ropoenia)-1H- M+1]
isizason- [-injmerna)-N- ! ! iuim-l-ilbar_lu)—}
Wy {2 (2H-Terpason-S-ia)-1H-
(aunponirasino)erwal-1- M, Genanmizason
He erna- 1 H-Gensmminason-
503 F s_wmmz_mﬂ_(‘_ TH _ AMP(CDCL,): HC g -
mu.nu I-hhnmulH- '71'.%7('1.‘ 1, 0% W Br, ) Mw;h“ﬁ_z»uuy 7'.;3 ,:r.Pm()‘,: T,
‘ s =gl
3 . 22 (m, 3H), 7,
ul (h, 2H), 071 (1, (@, 1H), 549 (s, 2H),
3H) HC 3,76 (q, 2H), 097 (,
e o - 3H)
ECH F2-G-xroppenin-1H- |TH__ AMP(CDCY):
5 h}.l-ﬂll I-iajuenu}-S- [7.65 (s, 1H), 741 H3 2-{12-Q2.5- 'H AMP (CDCly):
gl s e i, e merbeais, |,
- 2H), 365 (1, 2H). enur-1H-Genamiamsor- |(m, 2H), 7,16-7,24
;I:; (n, 2H), 071 (1, (l.;) J;l‘).l z;‘oon(g.
e :,n' (. 2H), 1,03 t,
S-rop-2- uus. TH _ AMP(CDCh): 3H)
)-1H 7,35-747 (m, 4H), 519 F. ~ 2-112-(-opompern)-1H-|TH _ AMP T
L [ 0, bk i ity
HIMMLLO0A | (¢ h g 3 - 41-8, 3 3
" i |.':s (h, 2H), 0.71 (¢, | Gexzmnnizasan ;_.:: (':Zzlsm(' :&;'g.
D H,C 127 @, 3H) ’
TABAHL 6 _
ABTHLAG ____ T TR TABIHLA 6
= A AME Ly ) CTPYKTYPA Huoea TIONAK AMP MS
X10p- TH AMP (m/z)_|
” i o i.mﬂ“ (”' 7"75 (’d‘. un 7.;1 520 Cl = 2-([2-(3-Gposdenin)-TH-|TH  AMP _ riapo-
J imiaason-1-in)s )-1- (0 1H), 7,2‘0- 1,27 3\ N |imianson-1-injmera)-S- (de-DMSO):
N -1 mmum . sHy, 702 @ N xaop-1-erua-1H- 732800 (m, 9H),
) H), 536 (5, 2H) r& Gensmmianson 595 (s, 2H), 4.9 (q.
) ; H), 1,27 (¢, 3H)
10,99 T, 3H), 3,82 (a, c 2H), 1,
2H) Hy
507 2-2-2,5- TH_AMP _(CDCiy):
'S\/N 17 MH-  [743 (m, 1H), 737 ] F — ST en S S
Z imiamson-1-iajwerwal-1- | (m, 1:). ;.5;-;.?: h-éanTl:L"-nl IM+1]
em-5-¢rop-1H- (m, 4H), Z e -1 H-imimason-
: (zﬂ) 2:“:’5 s,\sm) e
3 (q, 2H),
1,00 ¢, 3H) HC
| 508 S-xnop-2-([2-0- TH  AMP__ (L)-
¢l v ;-IH-M-W (CD,0D): £373 F. ~ lm-!mﬁ-(ll-(l—
L-iajuenn)-1-era-1H- [7,24-7,59 (m, 9H), Y\N/N | MeTmagpenia)-1H-
Genammizmon 5,66 (s, 2H), 4,51 (s, inianson-1-iamemn)-
2H), 4,12 (q, 2H), 1H-Genmmizaron
128 (1, 3H) HC
Cl o,
509 — 2-{[2-(3-xropgenin)- 1H- )‘c.oo G, 1H), 7.38-
N 3 Nﬁ imiaasoa-1-iajmena)-1- 7,72 (m, TH), 7,24 Gs, 523 F ~ '*"“""’".";zl',"‘}'(" ilal;llil
o T e
- s, 2H), Q. y
apo 2H), 1.2 (1, 3H) IH
HC el
ci ocH,
310 2-{1-(-xaoppewin)-1H- |TH _AMP__ (L)~
N)\/ inimon-1-iajuerwa)-1- |raprpary  (CD,OD): B2 F. = 20 |(I»¢n|l-$~0|;p— fn’azilxzp
{ erwa-S-grop-1H- 7,08-7,60 (m, 9H), 1H-Genammizason-2-
| i 5,66 (s, 2H), 4,51 (s, in)merea]-1 H-inizssan-
2H), 4,02 (s, 2H), 2-in)-2-dropdenon
118 @, 3H) HC
Cl
sn F 2-{[2-2,5- TAapOXIOpHA 'H
| )-1H- AMP (4 DMSO)| [M+1] 525 N= z-m—u—mmunﬁ_n "ﬂ" (ﬁ."fm“iﬁﬂ’i
N , isiaasaa--iajwenna)-1- |9,57(2H, ), 8,11(1H, '%\/N hamce-Uiurmal 1 [R13 @, 1), 781 6
NN erua-S-(4H-1,2,4- m),  8,01-799(1H i -Genmmiamon 1, 738187 (m.
Tpuason-4-in)-1H- m), 786(LH, d), P& xapGoKiTpHA S
) 7,78-774(1H,  m), e I
ool T 2H), 384 (3, 2H)
HC s,mzu.]ﬂ. 43102H, Br 2 o:.“‘.’ e
L o
TR-as- X 5% T Gropenin TH- 360;
" abrappenia)-1H- M+1) 3 ) uiaason-1-iajuenua)-1- el
F imiaason-1-iajuera)-1- | mponia- K-~ - 5B
enu- | H-Genmmiasson- Geroumizaon-5- M-1]
S-amin
)
HC CH,
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TABIALA 6 iy 3
A Hazsa ONAK AP MS ] %A Hasea TIONAK AMP MS
I CTPYKTVP,
7 opgeni)-1H- 376 s 3-(1-[(1-enta-5-grop- :m‘sv‘m
2 7 &‘l’ulﬂcm);-l- IM+1]; z N)/\N 1H-Gewmmmianan-2- [M+1]
nponia-1H- 3742 7 il!urru)-lll&dm-
| Germmizason-S- M-1] 3 2-iajdenon
HC
cH, OH =]
538 - 22,5 3782 52 |22-C4 ’n’a’&ln'
% N i 1-i )HH‘ )1 ne O umm \-iasenal-1 gl
iMiaasoa- 1 -iajuemia)-1- 3 2
nponia-1H- 'S erua- 1 H-Genmmianson-
2 F- F & -5 HC S-xapGoniTpia
F
CH,
B3 2-{12-(-xa0p4- 3943 El = 22 (pr 2- 4398
& | rd M=) L A dropdeniz)-| net]
|imizasox-1-injueneal-1- 392,1 2 iuiaason-1- In)nrr-ul -1-
nponia-1H- M-1] ena-1 H-Genmmmizason-
Geromuizaas-5- G
2 e xapSoHiTpiY H,C
CH,
530 2-{2-25- £ F 2122, TH AMP_(CDCly):
//N mdropdenin)-1H- F"*—'F P Hin)-1H- i ;.ﬁ ((l. 6::;)'7 gsl(l
iMizason-1-injuera)-1- ivigason-1-ajmenu)-1- 7,41 (m, , 7,06 (s,
”:c’ﬁm—/ g el el 1) S3¢ 6, 2W)
(MeTuacyasonia)-1H- (rpudropueroxcu)-1H-  |3,82 (q, 2H), 1.0 @,
A . i ) MMATION 3H)
CH, CH,
F F
“erin-5-(3-Groppenin)- [[H_AMP_(CDCL): S-ml—eml(l(}« TH_AMP (CDCL):
E S e HL 798 (. 18, 737 - cl =\ oo O 060, o o),
2-{[2-(3-¢ropdenia)- J 3 N
iMizasoa-1-injmenan)- 7,54 (m, 8H), 7,16- Z iniaason-1- Iulnﬂ'lul- 5,67 (s, 2H), 4,49 (s,
‘! 1H-Gensumizason 7.2 (m, 2H), 7.01- r& 1H-Genmmianon 2H), 411 (q. 2H),
N 707 (m, 2H), 5,53 (s, 116 (¢, 3H)
He T He
t,
5 F
e 220 TH AMP_(CDCLy: = 3-{1-[(5-Opom-1-enwa-
22 e 80 (e 1. 118 sl e ) T s |sopuay (CDIODY
~ @ropienin)- 3
~ ng\/ul‘\ haviain 759 (m, 10H), 7,07 N ol s [770835 (. "9,
¥ riew-3-in-1H- (d, 1H), 5,52 (s, 2H), '3 2-ia)j6ensoniTpu 6,18 (s, 2H), 4,50 (br
i 381 (g 2H), 1,01 (¢, He s, 2H), 1,50 (br s,
HC 3H) 3H)
SBpom-2-12-0- TH_AMP_(CDCL): El Im-z-ﬂNL 373,15
= Br ) oy i idimoon- |93 (@, 1), 7,58 VA | nipodenia)- 1H M+]
> Z I-iajmera)-1-cna-1H- |(m, 1H), 7.40-7.57 - h-um. Leialwerna)-
Gensminason (m, 2H), 7.15-7,19 '} -Gemmmizaran-5-
(m, 703 (@, &
HC ;n;;.(snzam% 3::1() Hy
5 3 t,
Cl 3H) % NO,
TABIWIA 6 TABTALY 6
3 CTPYKTYPA Hassa TIONAK AMP N '(?FP%%VFA Hasna TIONAK AMP "»:sl
2-{[2-3- 548 6-x10p-1-ern-2-{[2-(3- 380,4
= A T ey Ne. ) ropdenin)-H- (M)
YN inweren)-1-enea-1H- N~4 iMias01-1-in]mera) - 378,2
g | Gemanmizaroa-S- 3 TH-Gensnminason-5- [M-1]
He | xapGoniTpua cl 'X F KapGonirpn
oN HC
e 549 F 5-(3,5-mpropdenin)-1- |TH AMP (CDCIy):
3% F ~ > TCI0enta 3 Gnog: ﬁilﬂ erwn-2-{(2-(3- 796 (d, 1H), 7,35
J 2 orsorn - deasar- ropgenin)-IH- 718 (m. o) 706
-4 0ftHa KNCIOTA F iminason-1-inJmermal- g m, , 6,
) A %V'{.‘ i emstasaon e 1,85 @
), Q. 2H),
He HC 1,00 ¢, 3H)
COOH F
53 “enua-5-Grop-2-{12-0- 398,18 | F I(1{[5-3.5- H AMP  (CDCly):
2 L =\ Pl s ot a3 ) » [Ipromonta)1-enuse |79 802 (m, 2H),
r ,nn,“'wm"u), 15 ! ! 1H-6ensnmizason-2-
e F N inlwew)-Heiuizason- (7,08-7,19 (m
HC 2-in)Gensonitpua 6 77 (m 1H), 5 49 (s,
o s, 399 (0. 2H),
HC 1,10 (t, 3H)
il = TS " AMP 84,1 i T-(l-emn-2-(12-G- TH AMP_(CDCL):
sdropenin)-1H- xnopeury (- : )-1H- 840 (s, 1H), 800
NO, N 4 isianan-1-i wm-l- e, s c b’*‘ o 1-werwa)- |64, 1), 7,33-7,53
: y N ener-Sowitpo- iH, dd), 8,00 (I ! NN 1H-Genunmiaason-S-  |(m, 4H), 7,17-7.22
enua-S-wirpo- 1 H- (IH, dd), 8,00 (IH, ), T2
s i o > e
7,567, ; 382 (g, 2H), 267 (s,
He F ::I ,;i‘r,’..",,_‘.‘;‘, F JH). 1,01 t, 3H)
L i) CH, 5.5 H_AMP _(CDCLy):
) T-enu-2-12-G- (d. MSO) 2 2 MeTHAOKCAI0N-4-i1)- 7.66 (d, 1H), 7,34-
ia)-1H- d), M+1) 1-eua-2-{[2-(3- 7,54 (m, 4H), 7,15-
iMiaasoa-1-in)mema)-S- ﬂ dropdenin)-1H- 7,22 (m, 3H), 7,06
nitpo- 1 H-Gesamuiaasan iMiaason-1-injwerma)- | (d, 1H), 5,52 (5, 2H),
’3 TH-Gensuminason 3,83 (q, 2H), 2,41 (s,
e 3H), 228 (s, 3H),
@ 1,02 (s, 3H)
1 30()“ l) , -2-((2-3- a11,9%
=1 553 N ~€THA-.
2-(12-(3-xnopdenin)- 1H- 38195 w“ | rpudpropmeroxcu)- (M+1]
» m'umul »|-u|mH }-1- IM+1] mnm nrllnuunnn 1-
-5-1 1H- mernn)-1H-
‘mkmmm He uu:uuh‘hnmm -5-
= S s
554 -0 O-merwiokeum  (1E)-1- l
K (st mgonia)1H- M i rondeny it o, n'ﬁ‘)' 1500 .
a3 i R © S ST vt VAN L W
m,
in)mersar)- 1 H-iminason- M-1] '3 1H-Genanmianson-5- 327,52 (m, SH+HI),
2-ia)6ensonitpua H,C in)eranony 17, Mj (d, IH). 1|)l (d
F zn H1), (aoo(-. '
3,86 (s, 2H1)|, 3, 79 (G.
2H+HI1), [2,30 (s, 3H),
216 ( 3H1)), 098 (1,
i4H!
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6 __TABTMUA 6
N CTPYKTVPA Hana TIOMAK AMP MS i) CTPYKTYPA Hassa TIONIAK AMP MS
Z, m »
555 (22,5 475,1 565 I(-([1-enu-s- 22
J‘ .',': amndropdenin)-1H- (M+1] F—T—f “n (rpudpropmeTokcs)-1H- lmll.
imiaason-1-inJmernn)-1- o. 6 ‘H-‘ = M
N ermn-5-[5- injuenin)- H-imizasoa-
FF '} F 1H- 2-in)GenzoniTpr
Terpason-1-in)-1H-
e F | Gensmminason o N
T-enn-2-([2-03- 31,0 570 F. = 3—(1 [(Icria-5-grop- 349,17
o N ) drropeni)- 1H- M1 \Q:Mﬁ Gexsmuizsan-2- M1
N4 iMiaas0n-1-inmeria)- N Z m)ucnu] 1H-imizaon-
) TH-Genannianson-5,6- ) 2-in)Gemsarnieria
N P y; F auxapGonitpia HC
HC CHO
1-ernn-2-[(2-nipuwm-3- [TH P anriapo- 571 1-emaa-2-{[2-3- TH SAMP (CDCly):
7 e "g/\ - TH-ison-1- wiopay (dg DMSOY: o ~ gropdenin)-1H- slo @ 1, 7.1
N_N nmernal-1H- 896 (IH, ), 882 HCPW SN iMizmoa-1-injuena)-N- |(dd, 1H), s .5
N Genamminason-5- (IH, a).awm d). HE ueroxcu-N-wenea-1H- | (m, 3171)‘.5 2 ((u
) XapOoNiTpa 8,14 s), g Gemmuizason-S- ;m e | o
\ W 553 (s, 2H), 350 (@,
SN 2H), 359 (s, 3H),
341 (s, 3H), 1,00
3H)
T-enun-2-[(2-nipnann-2- 3294 573 Tenun-2-(12-0-
= N ~ inei s 1) N _ [eropseniarit
b I G e
'} | xapGomitpma ) TH-Genmmizasan
-
HC HC
< Oy )
e T 573 Tenur2- uzu TH ’"?,,': m‘ai?b': l:i'?l
-eTha-5-¢rop-2-{[2-(3- R Gropoenin)-1 XaOpHAY 3
”9 K N A=) [errmoganyopie 1o M) p s v o ey
VW iTpodpenia) )
ZN imiaason-1-iajmeria)- (71.;10‘;:).2195«".:;.
TH-Genanminason 7'"_7:72 (l‘H.m):
HC 7,64-758 QH, m),
7.53-749 (IH, m),
NO, 596 (H, ), 4329
N= T-erun-2-{[2-(3- 343,06 (2H, ?Hz;;‘ GH, 5),
N‘Y\NH Mernacpenin)-1H- IM+1) — -
inason-1-iajmeria)- 574 1-ema-] -'“)-.I(H- IM+'|1-
'j al.::::iw:n = iMizason-1-in)menun)-S- 4014
HC s (5-meTwa-1.2.4- M-1]
250 3.10)- 1H
CH, Germdianon
1-(3-{1-[(T-emmn-5-rop- 3,05 = 55
2 F‘Oi\/\,, ) 1H-Genammizason-2- M+ 575 |Eeial g ek
in)mern)- 1 H-imiaason- iscizason-1-injsenux)-S- 4512
'3 2-inldeninjeranon [T ——— M-1]
HC o, cymull -1H-
TABNHLA 6 - -
~ CTPYKTYPA Hassa [IONAK AMP - e [t — i Ms,
362 3-0-5-G.5- TH AMP (CDCh): _(mL)_
25 i -4-in)- [7,94-8,01 (m, 2H), 576 :(_I“I'IZ -(3- xnovoeulnf e ll-I)JDI M m),
~ 1-cua-1H- 775 (m, 1H), 7,61- N i hmn“ e T o R, s
-2- 7,66 (m, 2H), 7,38 HC S NN |meTna)-1-emn-
oy inJmwernn)-1H-ivinason- |(éd, 1H), 7,18-7,22 Genanmiaason-5-
-in)GeHsoniTpia (;.) 25H). 7,10 u_(g. H,c'i in)eranon
1 (s,
=N 390 (g, 2H)( 2,42 (s, ¢l m (s, 3H), 103 @,
112 577 = l-m-z-‘:lz-(é- (mlll
22,5 TH AMP mariapo-| 4053 )-1H- ;
- [N MLO(PMM 1H- xropuay (dg DMSO):| [M+1] /Q:—LN N iminason-1-in]memia)- 344,3
Y\N/ﬁ imizason-1-injuenua)-1- (843 (IH, s), 8,13- N= N 1H-Gensuminason-6- M-1]
e era-S-(1H-ivizason-2- |8,11 (2H, m), 7,99, H,c—' KapGomitpi
3 F in)-1H-Genamminazon (IH, d), 7,89 (1H, d),
e 7,79-7,75 (gH, m), F
7.60-7,51 (3H, m),
F 595 (H, s), 431 F-fi 3-(1-[(S-ulan-1- 386,17 |
(2H.g), 1.26 GH. 1) | -——‘Ml 2 N ) ml“—um;lm - [M+1]
364 ¢ 2-in)merwn)-1H-
m:leﬁN M+1] S\(IS o iulanson-2-in)Gessonr
3 i =
e 579 e 320 THAMP (CDCT)
HC S 2 ¢ drropeenin)-1H- 9,10 (s, 1H), 8,44 (4,
w iMinason-1-in|merun)- ;:) ;?g;g zm.
1H-imizasol4,5- ), 7,187,200 (m,
5 it ko (D& F Hiera 2H), 7116 (s, 1H),
N inizason- 1-injuera}-1- b 7,04 @, 1H), 5,53 G,
J # -5-(1-eTma-1H- 2H), 379 (q, 2H)
HC N o 5-{1 oo 1,00 (1, 3H)
y £ |idmor-2in1H- = 75,05
HC Gensumiaason 80 IM-;ll
F
566 3—(1 -{(5-auena- |-¢I'll.l TH AMP (CDCly):
~ -BeHIMiaa300 - 8,40 (d,1H), 7.93-
Hy ) wi.l)uenul 1H-inizason- [8,05 o 3H. 'I(76
4 -in}cronitpia ] , 7,63 (m
o (Im). 7,37 (a4, 1H), 5 2.||z-(s-mlum-3-m- 397,12
HC 7.21 (4, 1H), 7,09 d, IH-isizason-1 M+1)
1H), 350 (s, 2H), \ inluera)-1-enur-1H-
391 (q, 2H), 2,68 (s, Gersumianton-5-
3H), L1, 3H) | IS xapBoniTpHA
2-(2-13- X s
567 = Y\Nﬁ ‘l-cnu -(12-1 i e e
2 1H-imizason-1-
1 e 20 91,17
Dlasiserati® ] (' oy - M41)
He F | ool HN N iMiaas0a-1-ia]meri) -
xapbonirpu P 1H-Gensuminason-5-
F % o KapGokcamin
368 N= N 1-erma-2-[(2-rien-2-ia- 334,04 HC
) IH-heizman-1 IM31) 5 X Temn 2120 AP 15 01,5
=2 in)menua-1H- dropdenin)-1H- (de DMSO): .05 (IH,[ [M+1)
N | - ) iMiaason-1-ia)erin)-S-
) | N NN (5-MeTw-1,3-oxcason-2- |11
€ s in)-1H-Genanninason
HC ey

(
Q.JZEL_BJ)..
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T 3 TABIWLG 6
n L. Hasma TIOTAK AMP W 3 PYKTYPA Tiassa TIOFIAK AP S|
584 1-ewa-2-{[2-(3- L riapoxaophay | 466, 596 e
[ ](H. (¢ DMSO): 9.36 (IH,| [M+1) 11 -ng—g& a %]
inimsan- -izjuenu)-5- (€ 8.8 (H, 60 8,57 HC Peimarmmtanaig 1
3 b  §) | Sl 2 o
N “y | (5-nipwaonn-3-ia-1,3,4- S0, 8 (i 3 Lﬂ—kumhmd- M-1]
, 7,98 (IH, &), Jeranon .
Gerammizazon (IH, ), 7,757,351 (SH, HC
m), 599 (2H, ), 435
W (2H, 9), 1,33 GH, ) F
5 oxcn (TE)-1-(-(3--|'TH_AMP_(CDCYy): e w
xiopdenia)-|H-ivizmsor- 11,03 (s, 1H), 7.81 (s, = el Pl -, o
He Ko I-iajuenual-l-ema-1H- |1H), 7,52-7.67 (m, ¢ = oclamson- 1- A enicn)-5- 182
Genmmiaaon-S- 4H), 7.40-745 (m, ¢ H M)
ia)eranony %} 731 (s, 1H),
C (s, H), 5,67 (s,
" 417 (q, 2H), He
L) 2| (s, 3H), 116 (t, (3
i T - 598 212 (ommn.z- TH AMP| 361,
e o Crmppentay, || s S 739 Y~ in)-H-isamon1- | (399.96 MTu M=
& (Do @ TH), 795 (@, 2 iajuera)-1-nponia-1H- [CDCly): & 8,17 (44, 359,
"’ |ialenoa)-1-emua-ii- | 1D TI6 (64 _ Genmuiazsoa-5- J=20, 76 T, 1H),| (M-1]
Ocrmadaazon-5- oMb, 746757 (o N ‘ :_o.s o“l" I“l)il7)'u1fsqi
HC ia)ezanary WeHD, 12 (@ 4, J=84 . 1R
HHD, TS (@, CH, 3 ( g ).
a IH+HD), 704 (4, 7414, =84 Ty,
HoHD, 549 s 1H), 721 @, IH),
HHD), 401 (5, 3H), 7,18 (s, 1H), 6,28 (s,
3,87 (s, 3H1), uo (q. 428
2H+HI), 12,30 G, IH). J=7,6 Tu, 2H), 1,68
227 (6 ML 100 G (&, J=7,6 Tu, 2H),
084 (1, J=76T
57 | ARG O (15)-1 AL g o & BT
-(3-xropdenia)-1H- - isomepin 2-([2-3-
iniaason-1-iaJwenr)-1- [(CDCL): 8,00 (dd, ” o “H(p’q. ,i}f.’,;
He enua-1H - |IH+HI), 776 (dd, -1-iafeorz)- 3203
S-ia)eTanomy :wm; 1559 7(-;-7 1 H-iniansol4,5- (M-1]
+HD), 7447, blnipiun
"’ (m, 3H+HI), 7,27 ’
ci (4d, 1H+HI), 7,15
(d, 1H+H1), 7,04 (d,
P S &0 LTI Gronbent TH- |10 AME (CDCh
4,26 (q, 2H), 4,13 (q, isdanson-1-injwenwa)-1- (9,11 (s, 1H), 8,45 (4,
BT nponia-1H-isiaasold,5- |1H), 7,38-7,52 (m,
MAHD, 22 pi—— 3H), 7,167,26 (m.
3H, 134 @, 3H), N Joe o AW,
1,25 (¢, 3H1), 1,00 (t. ¢ 5,53 (s, 2H), 371 @1,
3H+HI) s ¢
588 T-cnua-2-{12-(6- 47, 75 (8,
) i Fvied i . TG copgenin)-TH- |TH_AMP_(CDCL).
| isiaason- I-inJmena)- (\ iMiaason-1-inmemn ) 8,30 (d, 1H), 821
1H-6ennmizason-5- -S-isoxcason-S-ia-  |(dd, 1H), 7,78 (dd,
. 1H-Gewmuizaron 1K), 769 (. 1H).
) 1,: (. 1H), 745
748 (m, 2H),
HC HC (&, 1H), 7,17 (a
H), 7,07 (4, 1H),
TABIHLLA 6 6,53 (4, 1HP, 5,52 (s,
N CTPYKTYPA Hasna TIOTAK AMP MS }l;; 3.:;' (g, 2H),
(m/z) (1, 3H)
589 <o N |-m-z-l;()z-|(§- TABTVIA G
& Gropdenin)-1H- —1
N N :\l(u:m-l-mugm;) 5. N CTPYKTYPA Hassa TIOTAK AMP S
12,4-oxcaniason-3-in)- & 0
: A -(2-groperna)-2-{12-G3- 339,
'} F TH-Benaumiaazon (\ N dropdenia)- 1H- m#\z]
HC % iminason-1-injueria)-
1H-Genamminason
£ A Terma-2-(12-(6- 359,08
N MCETOKCHIIPHIN-2-in)- [(M+1] F
1H-iminason F
Germmiaason-S- 603 2-{[2-C-Gropenin)- 1H- 3362
H’:} CH, |xapSonirpun I =\ saisason- |-ixhecrun)-1- M1
PR nponiz- | H-iuizasof4,5- 3342
51 HO-, oKkeM (1E)-1-(1-crwa-2-|'™H  SIMP_ riapo- |binipumes M-1]
N ([2-(3-cropdenin)-1H-  |xiopuay (dg-DMSO): S
HC N, imison-1-injwermal- | 11,10 s, 1H), 7,52-
NN IH-Genmminason-5- (7,99 (m, 9H+HI), HC F
'j in)eranomy 5;2): (s, 2H+HI): o s
4, 2H+HI), — P25
HC 218 (s, m), 2,14 (s, N Py in)-1H-
F W, 19 | P NN iniaason-1-iajeria)-1-
3H+HI era-1H-inizasol4,5-
592 0~ O-cioxkcnm (1E)-1-(1-|1H _ SIMP _riapo- { F blnipwun
HC emn-2-((2-(3- x10puay (dg- DMSO) CH,
H,C \)\/F\N 1H- 7,527,99 (m, 9H), F
Ny imiaason-1-inJwerin)- 5,93 (s, 2H), 4,28 (q,
'S IH-Gexmminason-S-  |2H), 4,14 (q, 2H), 05 T-ene 2125~
A ia 220 (s, 3H), 1,23 i
Hy . 1129 (m, 6H) E\O:}_/ asinolricn-3-ia)-1H-
o imizason- 1-ia)memmal-
593 |-(1-m|;3—(|(ﬁ-u- m urr CDCTy): “) ™ 1H-Socmeamon-5-
drophenin)-1H- 42 (d, 1H), 802 & |xapbonitpua
e N liviasson-L-inlwerwn)-— |(@d, 1H), 7,32-7.54
7 1H-G6enaumianson-5- (m, 4H), 7,17-7,24 606 /\ 3-nponix-2-[(2- (CDCl;) 836 (4| 3204
3 1 (m, 2H), 706 (4, mipuines-2-in-1H- [ 1H), 839 (@4, 1H),| (M+1]
o 1H), 5,53 G, 2H), A\ Z ivizmor-l-inmerwn}- (8,03 (dd, 1H), 7,27
Hyf - 3,83 (g, 2H), 3,09 (q, 3H-imizasold,5- (m, SH), 637 G,
2H), 1,27 (t, 3H), Z blniprann 2H), 427 (1, 2H),
. TS 1,02 ¢, 3H) 2 " 106,20, 082
Cu e 1-(1-emn-2-{[2-(3-
e dropdenin)- 1H- K)
iMinason-1-injmerma)- CH,
N 1H-Genmminason-5-in)-
1H-1,2,3-Tpuason-4- 607 I Tenu-([-234  [(CDCI) 840 (44, 3583
KapBoKeHar Z Tpudropdenia)-1H- 1H), 8,02 (dd, 1H),| [M+1]
| \ 7 isiaason-1-inlmerua}- 7,36 (dg, 1H), 7,
s N 3H-inizasol4,5- (@4, 1H), 7.2 (@
95 Fetna-2-{2-(3- [ DImipnaen 1H), 7,01 (m, 2H),
o | ropberia)- H- ) 5.3 (5, 2H), 403 (a,
7 (imizason-1-ia)meTia)- HC £ 2H), 1,10 (¢, 3H)
| F 3H-iminaso[4,5-
Ny pj [ clnipnanm F
608 = 3-nponia-2-|(2-Tiex’ (CDC);) 85,30 (dd,| 3243
He [\ ia- 1H-isdinason-1- 1H), 8,05 (4d, 1H),| [M+1]
N 7 in)menin]-3H- 746 (44, 1H), 7,
iniamsol4,5-bjnipwwms (44, 1H), 7,15 (m.
2H), 7,03 (4, 1H),
c 5,61 (s, 2H), 3.96 (1,
o 2H), 1,55 (p, 2H),
b 0,80 (¢, 3




TABIALG 6
~ Fasea TOTIAK AMP VS 13 CTPYKTYPA Hasea TIOMAK VP NS
) Ten- 2 (3-(Iwena- |(CDCl) 839 (@d,|  m/z G5 e 22235 |(CDC) 840 G
1H-nipoor-3-ix)-1H-  |1H), 8,05 (4d, H),| 3083 pudropderia)-1H-  |J=43, 12 T, 1H),
|imianson-1-iajwerwa)- |73 (dd, 1H), 7,23 (M+1) iuizs0s-L-ia]uenta)- @, 1=78,
3H- 4.5 (dd, 1H), 7,10 (dd, 3H-imiaar0[4,5- 12Tn, 1H), 705
1H), 7,04 (4d, 1H), blnipuans 7.28 (m, 5H), 5,40 (s,
691 (dd, 1H), 621 2H), 4 @
(s, 2H), 4,33 (q, 2H), J=73 Tu, 2H), 1,10
397 (3, 3H), 1,13 (1, (1, J=7,3 T, 3H)
3H) -
&0 Z-2-(1H-Gemmiiznson- | (CDCLy): /2 358
0 -2 ([3-(2-rop5- [(CDC) 8,39 (@d,| 3362 N N\ 5-i0)-1H-wizasoa-1- | 1H), 8,02 (m. 2H).| [M+1]
wenuagenia)-1H- J=48, 1,5 Tu, 1H),| (M+1] 3 Y inJwera)-3-nponia-3H- (7,96 (s, 1H), 7,66 (s.
inimon-1-izjwenui)- 8,05 (dd, J=84, P iizazo{4,5-b]mi 1H), 742 (d. 1H),
3H-imiaasol4,5- LSTu, 1H), 784 7.25 (m, 2H), 5,56 5,
bnipemm (4, J=66, 2,1 Fu s 2H), 533 (1H), 387
) F 1H), 725730 (m, (t, 2H), 148 (m,
He Fu Y e N 2H), 0,68 (1, 3H)
HE 8. 1=5, 8.7 Tu, | -t
1H), 04 5} 3-{1-[-enu-3H- (CDCy): 8,40 (4,
J=1s ru, 1H), 5.3 =\ inczasof4.5-blnipiom-2- | 1H), 796 (m, 2H),
(s, 2H), 396 (q, N\ Y u)uemnl 1H-imiaason- |7,75 (m, 1H), 731
J=72 I, 2H), 2,37 2-ia)-4-ropSessositpwa |(m, 3H), 7,10,
(s, 3H), 103 1H), 538 (s, 2H),
J=72 I, 4,03 (g, 2H), L1 @,
[ = Tenin-2-3-G-grop-2- |(CDCy) 839 (@4, m/z o, )
[ * 2)-1H- =46, 1,5 Tu, 1H),| 3362 5
ULy  [EEpe e e wew i
3H-imizasof4,5- \5 T'u, ), 7,
) blnipwat 732 @, 3, 7 - 53] TEOEugmes |(CDOD 5 GIR) | a7
398 / |isdiaason-1-injuera)-1- |(ad, J=8,0, 1.2 Tu,
He 1=7.2 T, 2H), 2.24 crua- 1H-Besmiamon- | 1H), 7,32-726 (m,
(o, 3. LI 5 H). 704 (. 1,
=12 F (t, J=88 Iu,
TCwop 26 (CDCly) 840 (@4, myz 1H), 534 (s, 2H),
$ia = AL A J=47, 15 Tu, 1H),| 3742 u,c) @ =70M
y {iiamsan 1-inen)-3- |81 (@4, 1=80.| (M+1) 2H), 2,35 (5, 3H),
|emua-3H-indiaasol, 1S M. 1), 752 (m, 108 @ J=hiTu
blnipuam 1H), (m,
J 2 Tl M), T @ e = T GenIH- T e A TRTR Er
J=1,5 fu, 'TH), 7,03 N ~\ |imizasofs,S-blniprmen-2- | 1H), 8,58 (&, IH),[ 3552
HC (m,” 1H), 534 G, ) 7 in)wenun]-1 H-isizason (&, 1H), 8,02| [M+1]
2H), 40 (q, 2-injisoxiHonin (dd, 1H), 7,86 (c
17210, 2, 116 ) P 1, 751 G, 3H),
EETTTERTINGR Do % e . 2H), 601G,
o i in. l-;J.’l.SI‘n. 1H), lmfl w N M), 4% @ 2,
iwizason-l-iaweral- (8,03 (dd, g —
3H- Mnslo(‘: s- ! B3 2-{[2-(2-rop-3- 9,97 (s, 1H),[ m/z 350
N F in)-1H- I.:; (h!;‘;ill'nl.s"rﬂ. M+1]
i -1-i -1- [8.12 € =5,1, 1,5 I'u,
A o (18 734
1 clmipwoe 710 & J=66 T, 1),
184 Tu, ), 7.00 &«/‘ [
(d, J=12Tu, 1H), 2H), 234 (s, 3H), 190
5,29 (s, 2H), 3,90 (q, (cexcrer,  J=5,7 Tu,,
3=72 T, 2H), 384 2H), 0,74 , J=5.7 T,
(s, m).)o,n (8 3
J=72 T, AL G
TA%rW;_ﬂgs CTPYKTYPA Hassa TIONAK AMP MS
» IRIYPA B TIOMAR I i T T2 0 grop 5 [(CDC 907 THY AT
614 = Tenu-2-(2-0 45 |(CDCly) 840 (dd,| m/z umnou:“' S IM+1]
N %\/N/ ) mwgrpgen 1H - (J=46. 14 . 1| 282 1H-iniaasol4,5- 3-50 M, 1H), 7,29°
[ i -1-in)memia) - =8, L 3
e N 3H-imiaaso[4,5- 1,5 T, TH), 7,50 (m, clnipwan 73 (m 3. 7.3
N ) . | blmipnas ;l‘ll)r7.2l!H(;M,7 1277(: (5, TH), 5,39 (s, 2H),
u, 1H), e q
L :-l.s fu, 1H), 7(1: - L ’(&5-"{*‘;
m, 3 B e q
J=1,5 T, 1H), 5,37 B9 & omsiTn,
(s, (q, —
= 12-(-xw0p-2,6- DMS0) 9,42 4
e ap, = zfm A S R K e
G5 Txiop-2-(12-6- @ (dd, [ m/z 385 | P ooy Bl Piagi- o
ropripwann-2-in)-1H- | J=6, 1 [M+1)} clniwnuhw' 799791 (m. 2H),
imigason-1-injmernal-6- (7,93 (q, J=6 ', | 775 (‘ H), 739 (¢,
wemwa-1-nponia-1H-  [7.21 (d, J=1 Fu, 1H), 8 I 1H), 595 ¢
14,5 7,14 (d, J=1 T, H), A, A
we 7 1, 639 1=72 ru, 20, 126
(t, J=7,2 Tu, 3H)
62 1-emna-2-(6-{1- l(l -ena- |(dg DMSO) 9,57 (s,
1H-imizasold,5- 1H), 934 (s, IH),
clnipwun-2-inmenal- (8,74 (d, J=6,8 M,
1H-iniaxson-2- 1H), 863 (&
iy 2-ia)- - |J=64 I, TH), 8.8
[616 4-xn0p-6-MeTHA- I 8[ m/z 367 alansof4,5-clnipwons .‘53 J-(:" ';"_6 " n:.
nponin-2-[(2-nipuann-2- (M+1] 1H), 8.25 (1, J=8 M,
18- 'ht:\on-m--l i W
luuno(l!-clmpwu :;“’,Ef,"s r“.) 1H),
7,70 (s, 1H), 746 (s,
1H), 632 (. 2H),
424416 (m, 4H),
097 ', J=7.2Tu,
3H), 089 (L
=72 Ty, 3H
3 -etia-2-{(2-(5-Grop-2- m/z
17 Merokeudenin)-1H- 3523 13 (\ mma- & DMSO) 547 G
;mmt:];eml- L /N imiaason-1-injenca)-1- [J=6,4 Tu, 1H), 837
N oot N enua-IH-ivlaasold,S-  |(d, J=6,8 T, 1H),
L <Inipuum 8,08 (s, 1H), 7,90 (s,
Z N £ 1H), 7,67-761 (m,
) "zl‘l 5,98
=88 Tu, TH),
He G, 2H), 44 (q
J=7,2 1w, 2H), 2,19
(O
=72 1
618 212 “"’“”m’:""“”' ) 53] ERTR(ErT s 512,00 5. w7 319 |
fu-tH-bilmaos- |- . (\ iniansof4,S-bjnipwam-2- | IH), 8.28 (@4, J=5.2.| [M-H]
hl"m?-sl“m 45 / inmenu]-1H-imiaasar- |12 Tu. 1H), 7.93 (dd.
oy N AL [P |21
74S (dd, J=6.8, 2 Mu,
1H), 7,25 (s, 1H), 7,20
3 (dd, J=8, 4.8 I'Il. l").
698 (s, 1H),
083 (, 17,5 T, 3H He J=sar 1,
B0 oy & 173
3H)
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TABTHLA 6 TABIWIL 6
~ PYKTYPA Hassa IONAK AMP ™S B A Hasea TIONAK AMP MS
)_ (m/z) 2]
30 2-(12-(6-Gropnipwann-2- | (CDCly) 8,16 (dd, ) 2-12-(3-Gropdentn)- TH- m/z 375
A N\ I"‘\ in)-1H-imizason-1- 1H), ;,u (m, 2H), iniamon- 1-injmerwa)-1- (M+1)
| ’?\/N 7 in]sierwa)-3,5-muverwr- (7,16 (m, 2H), 7,06 Mem-6-
He 7 3H-imizasol4,5- @, 1H), 685 (dd, (rpudropuenca)-1H-
&13 bnipwmy 1H), 6,24 (s, 2H),
z 3,85 (s, 3H), 2,62 (s,
3H)
N = F~7 lzn."f;}s‘i-qu‘ mxlwl ’1
- 1H- 1o +
631 8-{12-(6-propnipwann-2- | (CDCIy) 8,92 (s, 1H), | m/z 324 3\ \ u}m)-l-wcru—& ! !
4 in)-1H-imizason-1- 8,18 (dd, 1H), 7,88| [M+1) el =N (1pudrropsena)-1H-
I in)menwi)-2,9-aumerwa- | (q, 1H), 7,25 (s, 1H), | Geriammizason

9OH-nypun 7,20 (s, 1H), 7,11 (s,

He 3H), 2,8 (s, 3H)

G} ~ = 2-{[3-(6-Gropnipnm-2- ;c 8T G T,z 333
91 E/N/ /\ in)- 1 H-indianson-1- ke _m M+1]

2- [lZ%SMnh)-IH- (CDCYy) 8.95 (s, TH),| m/z 322
iMizaz0n- 749737 (m, 3H),[ [M+1]

lb-ulxnu-lH~ 7,16 (m, 2H), 7,06 (s,
[ imiaasof4,5-c]mipmanm 1H), 697 (s, 1H),
5,50 (s, 2H), 3,33 (s,

inmernn)-1,6-mumerma-

F 1H-imizazo4,5- 3H), 2,66 (s, 3H)
ho {eInipuann
" f‘ i 67 T-enu-2-(12-6 (CDCTy) 8,15 (ad.
X IR RN 7\ | dropnipwann-2-ia)-1H- | 1H), 7,87 (@, 1H),
F imiamon-1-injwernn)-6- (7,63 (4, 1H), 7,08-
633 6-x10p-1-enua-2-([2-(6- [(CDCly) 8,17 (dd, | m/z 356 serwa-1H-Berammianson (7,17 (m, 4H), 6,88
dropnipoim-2-in)-1H- |1H), 7,89 (q, 1H),| [M+1] (dd, 1H), 626 (s,

iminason-1-inJmerin}-
IH-Genauminason

6,28 (s, 2H), 4,33 (q,
2H), 1,20 (s, 3H)

1H), 427 (q, 2H),
2,46 (s, 1H), 1,16 (1,
3H)

Terma-2-{12-(6-
| dropripwann-2-in)-1H-
imizason-1-in]mernn)-6-

©Dely) 8,20
7(

Gropripuun-2-in)-1H-
imigason-1-in)merwn)-6-
(rpucbropmerin)-1H-

1H-
Genanminason
(s, 2H), 4,38 (q, 2H).
1,24 (1, 3H)
1-ema-2-((2-(3- (CDC)) 846 (m,

1H), 7,84, 1H),
7,60 (m, 2H), 7,52
@, 1H), 7,38 (m,
1H), 725 (s, 1H),
7,10 (s, 1H), 6,14 (s,
2H), 4,35 (q, 2H),
1,14 (t, 3H)

1-(1-ema-2-{[2-(3-
Gropni

2,66 (s, 3H), 1,14 (¢,
3H,

1-ema-2-{[2-(3-
Gropnipuamn-2-in)-1H-
{isiaason- 1-injwerna)-
1H-imizasof4,5-

(CDCly) 9,12 (s, IH),
8,45-8,49 (m, ZH).
7620 (t, 1H), 7,3

1-emn-2-([2-(3-
dropripuamn-2-in)-1H-
iminason-1-in]mern)-6-
merin-1H-Gensmmianson

(CDCly) 848 (di,
1H), 7,59-7,66 (m,
2H), 7,36 (m, [H),

248 (s, 3H), 1,07 (s,
3H)

1-emua-2-{[2-3-
| $ropnipnann-2-in)-1H-
imiaason- 1-ixjmenua)-

(CDCy) 845 (@,
1H), 8,09 (s, IH),
7,62 (t, 1H), 7,58 (d,

Hassa TIONAK

SAMP

6-nop-l<ml 2 -{[2-(3-

(CDCl;) 848 (dt,
1H), 7,74 (s, 1H),
7,61 (1, 1H), 7,37 (m,
1H), 7,20 (s, 1H),
7,23-7,26 (m, 3H),
7,08 (s, 1H), 6,01 (s,
2H), 425 (q. 2H),

| imianson- 1-ia)wenn)-1-
senur- 1 H-iniaasof4,5-

IH-6ensmmianson-S- IH), 742 (s, IH),
xapGonitpia 735-740 (m, 2H
7,09 (s, 1H), 6,10 (s,
2H), 432 (q, 2H),
1,12 (1, 3H)
Hassa TIONAK AMP MS
(m/z)
S-xaop-1-emua-2-{[2-(3- m/z 356
-2-ia)- 1H- IM+1]
iminason- | -iajuerin)-
TH-Genmmianson
1-ema-S-¢rop-2-{[2-(3- m/z 340
2-ia)-1H IM+1]
|imizason-1-inJuenna}-
TH-Geramuiamon
5-6pom-1-etua-2-{2-(3- [(CDQYy) 8,46 (s, 1H),
Gropnipwam-2-in)-1H- 17,90 (s, 1H), 7,62 (1,
imizason-1-injmemma}- 1H), 7,32-742 (m,
1H-Germmiaason 2H), 7,17-727 (m,
2H), 7,06 (s, 1H),
6,02 (s, 2H), 4,22 (q.
2H), 1,06 (¢, 3H)
9-crin-8-{[2-(3- (CDC1y) 8,9 (s, TH),
-2-in)-1H- [8,40 (d, 1H), 7,59
[iminasoa-1-ia)merun}-2- {(m, 1H), 7,30 (m,
merna-9H-nypun 2H), 7,12 (s, 1H)
6,07 (s, 2H), 4,30 (q,
2H), 2,78 (s, 3H),
1,20 (1, 3H)

655 3-etna-2-{[2-(6- (CDCly) 8,84 (s, 1H),| m/z 323
dropnipwmn-2-in)-1H- 847 (d, J=57 | [M+1]
imigason-1-in)mera)- 1H), 8,20 (dd, J=78,
3H-imiaasol4,5- 3,0 Ny, 1H), 791 (g,
cnipuaunn J=8,1 Tu, 1H), 7,

(s, 1H), 725 (d,

J=9.9 T'u, 2H), 691

(dd, J=51, 3Tu,

1H), 635 (s, 2H),

439 (q, J=54Tu,

2H), 149 @

1-54 Ty, 3H)
6-crun-2-{[2-(6- (CDCYy) 8,9 (5, TH),| myjz 337 |
dropnipwany-2-in)-1H- 8,17 (br d, J=7,6 Tu,| [M+1]

H), 787 (q,
J=18Tu, 1H), 7,21
(s, 1H), 7,19 (s, 1H),
7,12 (s, 1H), 6,87 (m,
1H), 624 (s, 2H),

(t, 3=7.2 Tu, 3H)

1,07 (s, 3H)
2-{[2-(3-¢ropnipwaun-2- | (CDCL) 8,95 (s, 1H),| m/z 323
in)-1H-imizason-1- (dt, J=58,| [M+1]
injuermal)-1,6-aumenn- | 1,8 M, 1H), 7,61 (m,
1H-imizaso[4,5- 1H), 7,36 (m, 1H),
)i 727 (s, 1H), 7,10 (s,

1H), 7,06 (s, 1H),

6,06 (s, 2H), 3,66 (s,

3H), 2,67 (s, 3H)
2-{[2-(3-¢ropdexnin)-1H- m/z
| imizason-1-injuerma)- M+1)
IH-Gensuuminzson
1-6enanr-2-{[2-(3- m/z 383
| 1H- M+1]
|imizasan-1-injserin}-
1H-Genauuinason
2-{[2-(6-¢ropnipwmem-2- [(CDCly) 8,20 (m,
in)-1H-imizason-1- 1H), 7.87(m, 2H),
injmerna}-1-memia-6- 7,63 (s, 1H), 7,48 (4,
(rpugropmenia)-1H- 1H), 7,20 (s, 2H),
Gensumizason .84 (dd, 1H), 6,25

(s, 2H), 3.92 (s, 3H)
HHIHJ&M@&MF m/z 379

iMinason-1- M+1]

u]ucnuHH-
| Geraumizasoa-1-ix)-2-
| MeTaGyTan-2-an
1-erun-2-{[2-(3- gc‘lzcit.:; [ ll'ln:‘ m/z 337
bropnipubis N +
un_m-l—um;-'z- 1, ,m (m, "“ 137 Bl

SEE.




157 75902 158
TABTHLIA 6 TABIALA 6
1) crrgx'rvm Hasma TIOTAK VP MS I A Hassa TIOTTAK AMP ('»:/sy_
m/z)
657 9-crnn-8-([2-(6- (CDCIy) 8,96 (5, TH), | m/z 337 671 N T-crua-2-{[2-(1H- (CDCy) 7,97 (5, 1H),| m/z 318
| dropripwain-2-in)-1H- (8,17 (br d, J=7.6 T, | [M+1] X o~ N [nipasor-3-in)-1H- 7,53 (or s, 1H), 7.46( [M+1)
NN iniznor-1-inlwera)-2- |1H), 787 (g NIV iniar-l-inverwa)- |, =87 Tu, 1H),
)%N I =N merwi-9H-nypun J=78 Ty, 1H), 7,21 lH-&l{:mumnmS- 7,35 (d, J=8,1Tm,
HC (s, 1H), 7,19 (s, H), IH), 697 @,
7,12 (s, 1H), 6,87 ( SN J=6,3Tu, 2H), 6,79
1H), 624 B AL (or s, 1H), 6,10 (s
e 3,83 (s, 3H), 2,95 ( N M), 42
,83 (s, 3H), 2,95 (g,
J=7,2 Tu, 2H), 1,36 J=7,2 Tu, 2H), 038
t, J=7,2 [y, 3H (. J=7.2 T, 3H)

658 1-etna-2-{]2-(1,3-riasan- (DMSO) 8,05 (l. 672 l-rm.‘u-s-um-l-(lz- (CDCl;)) 7,8 (d,
2-in)- 1 H-imizason-1- H), 7,80 (d, IH (1,3-tisor-2-in)-1H-  |1H), 7,65 (d, 1H),
infsern)-1H- 17: (d, 1H), 7,65 (a imizason-1-iaJwernn)- 7,39 (d, 1H), 7,14 (4,
Genanmizazon-5- 1H), 7,60 (d, ., 1H-6enauminason 1H), 7,11 (m, 3H),
KkapGoHiTpuL 748 (s,1H), 7,10 (s, 6,31 (s, 2H), 4,16 (q,

1H), 6,20 (s, 2H), 2H), 1,02 (¢, 3H)
4,40 (q, 2H), 1,35 (1,
IH)

5 -2-{[2-(1,3-Tiason- OD) 803 (4,

9 26 qropmipan 2 (DMSO) 8,95 G, | m/z 309 | 673 S imre llz o o | (GOM RS, 8
in)- 1 H-indimason-1 H), 82 (4| (M+1) b= )_s.‘”"‘" @ I 18,
in|menwr)-3-merma-3H-  |J=54 'y, 1H), 7,99 (m*"“' wierwn)-3H- 735 (d: 1='a 1 I‘u:
iminasof4,S-cnipwaun  [(m, 2H), 7,54 (s | P mw[A,s-b]ntp 1H), 755 (@

H), 14 @ J=33 Fu, 1H), 746
J=54 ', 1H), 7,16 s B i
(s, 1H), 7.0 (br d, 730 (& J=1,5 M,
J=8,1 [y, 1H), 6,08 1H), 63 (s, 2H), 4,56
(s, 2H), 4,01 (s, 3H) @ J-69Tu, '2H)

660 Tern-2-([2-03- (CDCly) 8,81 (5, TH), | m/z 323 o ey
Qrvpnlpuluu;iz-m-lﬂ- 8,46 z(r':. 1;!;6 7(.64 (M+1] 3 ” "
iMizas0a-1-in)merma)- (m, ), 7, (m, B ¥ YT
3H-iiaasold,S- 1H), 725 G, 1H), (2 FF % v e [ T A R R
c]nipnam 7,12 (s, 1H), 6,11 (s, F N — |injuern)-6- 7'-"' (&, ='2‘., l‘u:

P i I NN [ oubropuerin-1i- (1), 7.5 7 @
e s A7 |isizasol4,S-clmipwmm (=27 Tu, 1H), 743
(t, J=7,2 T, 3H) N @ o fa D,
| 661 Tenu-2-(12-0- 043 &N 7,09 (d, J=09 Fu,
dropnipan-2-in)-1H- 1H), 630 (s, 2H),
imiaason-1-injmenn)-5- 454 (g, J=5.4Tu,
2H), 1, u,
J=54 Tu, 3H,
675 3-erwa-2-{[2-(1, 3-miason- | (CD;0D) 9,02 (s,| m/z 379

662 1-(1-nponin-2-{[2-(6- — [(CDCly) 8,38 (s, TH), fm’ 2-in)-1H-iminason-1- 1H), 7,89 (s, 1H),| [M+1]
ropnipwom-2-in)-1H- 8,18 (dd, IH), 8,00 N = injmerin)-6- 7,70 (d, J=3 Iy, 1H),
imbanson- 1-iamerin)- (d, 1H), 7,91 (q, 1H), NN N (rpuchropmernn)-3H- 7,52 (4, J1=33Tu,
IH-Gewaumizason-5- (7,39 (&, 1H), 7,24 (s, e M N Y imold S-cinipnmms  |1H), 746 (@,
in)eranon 1H), 7,18 (s, 1H), J=1,5 Tu, 1H), 7,19

6,89 (dd, 1H), 6,31 N @, J=1,5Tu, 1H),
(s, 2H), 4,28 (t, 2H), 6,29 (s, 2H), 4,56 (q,
2,67 (s, 3H), 1,69 (q, A J=17,5 Tu, 2H), 1,52
2H), 0,88 (1, 3H) (t, J=7.5 T, 3H)

663 1-evn-2-{2-(1,3-riason- [(CDCly) 7,87 (m, 676 [-eTn-5-¢pTop-2-{[2- (CDC1,) 7,88 (,
2-ia)- 1 H-imiaason-1- H), 762 (s, IH), F. N\ (1,3-riason-2-in)-1H- | 1H), 7,45 (dd, 1H),
inmerna)-6- 7,55 (d, 1H), 7,41 (d, \>—\ iizason-l-injmern)- (7,39 (d, 1H), 7,23
(rpudrropmerin)-1H- 1H), 718 (s, 1H), N S 1H-Gensmminason (dd, 1H), 718 (s,
Genammiaason 7,15 (s, 1H), 6,37 (s, N i 1H), 7,12 (s, 1H),

2H), 430 (a, 2H), ) U 7.06 4, 1H)
1,14 1, 3H) e
@ TABIALE 6
N CTPYKTYPA Haiua TIOMAK AMP Msl o — AR Tiwea TIOTIAK AP s
Z
66 Terwn 2-[(2-mipnwini- [(CDCT) 86 (@, e i
77\ |rir-iH-simson-1- |2H), 785 (4, 1H), 677 N, |SemuZ lz_u! (COQ) 301 (] mass
i Tiason-2-in)-1H J=1,2Tu, 1H), 7,85| (M+1]
F ) o |Iaannl-6- 7,62 @ 1H), 755 (d, A \ iniaasor--injwerwa)-  |(d, J=36 Tu, 1H),
F N | Condropwenn)-1H- [1H), 7,29 (m, 2H), o 3\ hilatoog e, JE
Genaumizason 7,16 (s, 1H), 6,39 (s, HC. > o MH & i, et
) 2H), 428 (a, 2H), { P i .
N 118 (1, 3H) J=1,5 Ty, 1H), 7,14
HC e HC S d, J=09 Ty, IH),
665 2-((2-16- myz 372 ;,}‘)’ (&) ':‘;}6 34 ((;
(MeTwaaMino)nipwun-2- M+1] 1_7-2 I 'ZH) 2”'
7\ |in]-1H-ininason-1 $=1 D0 3H), 245
> s N [Wluema)-1-oponi-1H- Vs Je72 T,
Sepmomor3: MW, 0
4 \N xapGomiTpwt =72 I, 3H)
78 HC.__O T-(2-(12-6- (CDCly) 9,01 (d,| mjz 339
Gropripuann-2-in)-1H- |J=12 Tu, 1H), 7,85| [M+1]
3 \ iminason- I-inJmernn)-1- [(d, J=3,6 M'n, 1H),
666 lrmn?(ll (2-Gypun)- m/z 361 N7 I8 . nponia-1H-iminaso[4,5- (7,40 (d, J=3,0Tu,
inazon-1- [M+1) N =N cinipuumn-4-injeranon  (1H), 7,16 (d,
lnlucvw-) -6- 1 J=1,5 I'u, 1H), 7,14
F (rpndropmerin)-1H- N @, J=09 'y, IH),
Genanmimon 7,10 (s, 1H), 6,34 (s,
¥ 2H), 42 (g
J=7.2I'n, 2H), 2,93
(@, =72 Tu, 2H),
| 667 F T-erna-2-{(2-(1,3-viason- [(CDCTy) 8,14 (s, TH), 135 (t, J=7,2Tu,
F 2-in)-1H-iminason-1- |7,84 (d, 1H), 7,58 (d, 3H), L1000
F N [ Ln]merin)-5- 1H), 7,40 (m, 2H), J=7,2 Tu, 3H
N = (rpucpropmerin)-1H- [7,18 (s, 1H), 7,15 (s, 679 3-emun-2-([2-(1,3-tiason- [ (CD,0D) 8,87 (s, m/z 311
GeHanminaron 1H), 637 (s, ), N Ié\N 2-in)-1H-iminason-1- 1H), 8, @] (M+1]
i 4,30 (g, 2H), 1,12 (t, \l/\N V/ injwerna)-3H- J=5.7 Tu, 1H), 7,78
NN H) N N iminasold,S-clnipwmn | (d, =33 Tu, 1H),
HC 757 (4, J=48 Tu,
=N 1H, 75
668 F T-erwi-2-[(2-nipumimm- |(CDCly) 8,85 (d, S\) J=33 Tu, 1H), 7,39
F 2-i-1H-imiaason-1- 2H), 8,06 (s, IH), / @ J=15Tw, 1H),
& 7\ |imwerna)-s- 7,54 (d, 1H), 7,40 (d, 208 (d, =18 M,
A (rpucpropmerwa)-IH- [ 1H), 7,28 (m, 2H), 1H), 639 (s, 2H).
SN [Genaumiaason 7,15 (s, 1H), 6,38 (s, 452 (@ J=75 Iu,
2H), 427 (a, 2H), 7
1,15 (t, 3H) J=7' T, )—"ﬁ
HC 680 ~erin-5-GTOp-6-MeT- (CDCI,) 786 (@,
N 21[2(13-nuon 2-in)- |1H), 7,40 (m, 2H),
9 o Ss-worl eua-2-{[2-|(CDCly) 7,84 (m, 1H-imizason-1- 7,15 (@, 1H), 7,11 (d.
N 2H), 744 (s 1H), ixjuerwn)-1H- 1H), 7,07 (d, IH),
> i 734 (d IH), 7,14 1 Genmniaaon 630 (s, 2H), 4,17 (q,
IH- Gen:uuuu:on (m, 2H), 631 (s, 2H), 2,39 (d, 3H),
cr 2H), 420 (q, 2H), 1,03 (. 3H:
) 03 (t, 3H)
NN 1,06 (t, 3H)
HC 681 4-(l~aun‘;.2-llli-(l.!- (aba%)wtu ; ‘(*a. ;;‘/zz
Tiasoa-2-in)-1H- 1H), 760 (s, g
670 y Aoy Lemadla-| (SO0 M 4 iMizason- l)inlumml- T, 1% Mo
: \ BIpOSN:2-la- 11~ ) T84 @ 1H), 1H- Gemuuuuon-s in)- |(m, 1H), 7,15 (m,
A\ iminason-1-bn)merwa - 1.43(-, 1H), 7,26 (m, 2-eudyrn- M), 7,09 (s 1H)
=N 1H-Gensumiznon ) 713 (s, IH), 631 (5, 2H). 4,17 (o,
t i 6,33 (s, 2H), 4,18 (q, 20, 580 ken, 280
NN 2H), 1L10 ¢, 3H) 181 (m, 2H), 123
HC' (d, 6H), 1,01 (t, 3H)




[3
3 KTYPA Hassa TIOTAK AMP MS 3 AMP M8
o DCly) 8,79 (@,
57} T(enan 2313 [(CDCly 844 (@] m/z 7695 o ]
Tiason-2-in)-1H- 1H), 7,50 (&, 1H),| 4102 785 @ a0 ] MeT)
\ imianson-1-injuerna)- 7,85 (d, 1H), 7,40 (d,| [M+1] 1H), 709 (4. 1H).
IH-6ermmmizason-S-ia)- |1H), 7,36 (d, 1H), “5«‘-""‘ 639 (s,
4-ruapoxcwnentan-1-on |7,18 (d, 1H), 7,14 (. 2H), 402 (q, 2H),
), 636 6, 2H), 277 (s, 3H), 186 ,
He' 427 (q, 2H), 386 i
(m, |H’)]. 3.192"(;. HC
2H), 1,93 (m, 2H), ——
¥ o6 3-erma-6-menia-2-(12- |(CDQY,) 8,67 (s, 1H), [ m/z 325
13 6, 3H), 1,95 6 o Faciot ol (ks s=soru| el
-ia - 1), 7.5, 1K), 7,
3 T-eTa-6-obynua-2-([2- | (CDChy) 9,02 G, TH). N / Lt vkl L Sl
(1,3-riason-2-in)-1H- |7,85 (d, 1H), 7,40 (d, b balzasofd,S- S8 @ 12
iMisason-1-in)mermn)- 1H), 7,18 (s, 1H), > nipuam 1H), 714 .
1H-ixiaaold,S- 7,15 (s, 1H), 7.06 s, =12 Tu, TH), 633
cnipiann :2.(6.;%)(!2‘7:'3. s, 2H), 432 (.
@ 250, S0 7, 2H), 1,16
i), 31 G e L
1,10 (1, 3H), ~eTII-S- MIPHANH -
T-enur-5- 2 e
i 7R o 2-{(2-nipuseiun-2-ix- 3822
3] 1-enu1-6-isonponia-2-  |(CDCIy) 9,01 (s, 1H),| m/z 353 1H-isizson-1- M+1]
A (12-(1,3-vimson-2-ia)-1H- [ 7,83 (4, J=32Tu,| [M+1] in)enua)- 1H
A - 1-iajmenur)- Jm!,:zl‘ 7.|J:” 1(165.
1H-iminasof4,5- =32 T, 1H), 7,
i (s, TH), 7,12 (s, 1H),
\ 7,09 (s, 1H), 6,32 (s,
HC S Fre P N
o
-6-memua-2-((2-  [(CDCly) 896 (d,[ m/z 325
(Ie':!)nrr ey ";: 638 (‘f;'f",h”,.z.u).ll({‘. =09 fu, 1H), 7.84| (M+1]
1-6':n..'6m idiamor-1-iajwenw)- (@, J=33 Tu, 1H),
Ry 1H-isizool4,5- 5 @ J-Sol;n.
3-crma-6-i%6ymua-2-{[2- |(CDCly) 8, cniprann 5
o (L3 riwon-2a)-1H- (745 @, 1H), 14! (s, :;09,2‘-5 :.::) I"H‘)’
belmoo-[sbem)-  |13D, 7,49 (& 70 G, i) 633 5.
3H-isianold,S- 7,20 (s, 1H), 7,15 (s, L e e
clniprai 1H), 6,34 (s, 2H), 372 T, 2H), 2,66,
4,33 (q, 2H), 2,75 (d, o T
1H), 2,1 (m, 1H), j_'., »
Ii:9 (t, 3H), 0,93 (4, - T
6 3 3ta, i, T @
— e 213~ [(CDCp 805 (@, o |1, 7,18 (@, 1H), 7,18
SERE, [Saew ke
iMiga0a-1-in]meTna)- ! , . , 4.
1H-Germmingson-6- (I‘l?) I1Hz)6 (7:0] l(” isiaasof4,5-clnipwon ;’;2 (1:[(&.) 1| :"zlz;.
in)eraton , 1. " , 1,46-1,
7.14 @, 1H), s.n; & 0n, 6 LIS10 o,
2H), 4,33 (q, 2H), c TATRTN
n1 (s, 3H), 1,13 ¢, mzuzulm 7}4(6"1").74":!-
i)-1H- -1 [1H), 741 (4, 1H),
&7 e T3 G ) 788 @  etietsers 7.20 (s, 1H), .15 (5.
Tiason-2-in)- 1 H- 1H), 7.68 (4, 1H), N W‘Mw 1), 614 G, 2Hy,
imizason-1-iaJwera)- (7,39 (d, 1H), 7,12- o Iniansol o 4,32 (g, 2H), 2,88 (d
1H-6erammianson-6-ia)- 7,18 (m, 3H), 7,09 N 2H), 2,25-238 (m.
2-meTaGyran-2-o1 (d, 1H), 6,13 (s, 2H), 1H), 14572 (m,
9 & 1, 299 6H), 1,16-1.33 (m,
2,89 (m, 2H), 1,80- He' £
139 (m. 28, 131
16H), 1,06 (1, 3H) TABTAL 6
13 CTPYKTYPA Hassa TIOAK AP MS
TIONAK (m/z) |
% Fassa 110 AMP ;e =t 3-erua-6-ionponin-2- €0Cy) 80 e “l‘!{dl +3‘Sl3
688 T-enua-2-{[2-(1,3-Tiason- | (CD,0D) _ (2HCI| /ﬁ glz-(l.s m;my)_m :;1,13;:0 lr:‘n <
Rrostainer-samiali o gy HET YT 4 [3H-ivizasold,s- 753 (@, 1=09 lu,
Gewsnuizasor-6- 795 (4, 1H), 7.87 @, Z clnipuaa Ea e
XapGoHiTpHa 1H), 7,71 (d, 2H), i S g
NG I02G6 N 704 (@ 109 I,
2H), 1,62 (t, 3H) HC i o ey
J=72Tu,
53] T-enun-2-[-mipmvinis- |(CD;0D)  (2HCT 25)2 (;'1 . (“m';"r,
77\ |%irIH-simsor-l- |com) 888 (4, 2H), 1=69 T 1H), 134
) | sas: 1, 98 1 (d, 1=69Tu, 6H)
| Gersmmizasan- L 3 H e i
1 790 G, m)'_“”; l,}:‘l ¢, J=72TIu,
(@, 1H). 7.6 @ e s
% i 8 ANl Cii
Sty @2 _ el 1H-
T-ewn-2-[(-mipwiaan- | (CDCly) 8,85 (@ N
2-in-1H-iminason-1- 2H), 7,82 (4, 1H),
in)merwa)-1H- 69 (4, 1H), 7,55
Genaumizasor (4d, 1H), 7,26-7,30
. 0;) 2226 :i.“zx»‘;‘. 703 G-xaop-1-cran-2-[(2- "’/l+339
Bam.ine //\\> g 2-s 1. M+1]
\ ason-l-inpwernal-
4-x10p-1-(1-emin-2-{[2- m/z ¢/©: =N 1 H-Genanminason
(1,3-Tinon-2-in)- 1H- 4422 i
|imizasoa-1-injmerna)- IM-1] NN
1H-Gensminason-S-in)- 4\::{ HC'
“ Lo e o Term-benin- 21 m/z 310
//\\> ipumiann-2-ia-1H- IM+1)
i -1 -
- [CDoD) £ Gl mEs 3 i | ]
1 3 ;|
J=5.1Tu, 1H), 8,17 HC I
s, 1H). 752 N\
J=1.2 . IH) I'IHS)I HC
(d, J= 1.2Tu, 1H), = T YA
727 @, J=51Tu 705 " 7 :lmwml}{ M1
1H), 663 (s, 1H), \ sy it
632 (5 2H). 457 @, \ lgmoan-1-lopern
J=7,5 Tu, 2H), 150 =N aon
J=7.5Iu, 3H = \
2-{1-[(5-auerwa-1-eran- [(CDC1,+CD,OD) m/z
3 Ili-dlamuiwl- 8.29 (s, IH)(. 8,25 (t; IM+1] HC Y
in)mervn]-1H-iminason- ;| - 5 =50 7z 339
Fa i L P a\ PR M+]
N\ imizason-1-in)merwal-
'H =N’ 1 H-Gensumiaasan
1,43 ¢, 3H) 1
HC b
SEpow-1-enn2[3-  |(CDCl) 885 (@,
o4 mpiime2-in-1H- [2H), 791 (d, 1H),
iuizason- - 739 @ 1H), 7.27
1H-6erinminason - « 1H), 725 @
1H), 7.19 (4, 1H),
7.13 (4, 1H), 6,35 (s,
), 420 (a, 2H),
1,08 (¢, 3H)



T 6
I Hasea TIOTTAK AMP ™S 1) !c%%nm Hana TIOMAK AMP MS
ny Z

707 3-crna-6-nponin-2-([2- (C&I,) 560 (a0, m/z 353 720 — 1-eTha-6-drop-2-{[2- (CDCly) 7,86 (9, m/z 328
(1,3-riason-2-in)- 1 H- M+1) N, I’\ (1,3-rison-2-in)-1H-  [J=33 T, 1H), 7,70| [M+1]
iniaason-1-injwenun)- Y ivawon-1-inwenua)- [(q, 3 =48 Fu,
3H-iminasol4,5- 1H-Genauminason lH),740 (d, J=3 'y,
c]nipwanm F A 1H), 7,25 (s, 1H),

7,16 (d, J=12Tu,
Hy U 1H), 7,01 (m, 2H),
6,32 (s, 2H), 4,19 (q,
=69 [, 2H)
(t,J=7,5 T, 3H)
721 I-erna-5-Gemin-2-((2- ;:I/zs
708 L-enx-6-npomin-2-{{2- di] mf 383 s et M+1]
Ny |(3-riason-2-in)-1H- M+ 4 \) | 1H-Gensuminazon
r1 N imizason- 1 -in)wern)- 3
2 1H-imizasol4,5- =N
i c|nipuann i
N
WY He

m B-(umkroneimnenin)- | (CDChy) 9,00 (s, 1H),
2 ’\\> i-enwr2 (2 ipian 436 (@, 20, 725
3 2-in-1H-iMinasan-1- 31 (m, 2H), 7,15 (s,
7 umzuzu 3. [(€DCly) @ m/z 339 I =N [inmerun]-1H- 1H), 7,08 (s, 1H),

X MeTin]
riwan-2-ia)-1H- =09 T, 1H), 784 4, [M+1] imiansold,S-cinipnamn (6,37 (s, 2H), 4.20 (q,

J=3,6 T, 1H), 7,51 (s, N 2H), 2,87 (d, 2H),
ot 5 1D 7218 @ =1 T He 225240 (m, 1H),
c]nipuans H), 7,14 (d, J=0,9 Tu, 1,42-1,78 (m, 6H),

1H), 633 (s, 2H), 4,32 1L15-1,30 (m, 2H),

(@ j7a fa, 20, 13 1,13 (4, 3H,

(@ W s 7 6-(unxnonenrwimeria)- [(CDCly) 8,85 (d,

& It f 38, 1,10 ? Jrenut-2-(Q-nipwuizan- |2H), 869 6, 1H).

¢ e T 2-in-1H-iviaason-1-  |747 (s, 1H), 7,25-

o Lo - op G- e o y inmerun)-3H- 729 (m, 2H), 7,18 (s,
it et M) % ’\\> inizasold,S-cluipnann | 1H), 6,98 (s, 2H),
1H-iminason- 1- S = 4,30 (q, 2H), 2,88 (d,
inuernal-1H- LS 2H), 222239 (m,
Benanmisason 1H), 142-1,78 (m,

6H), 1,20-1,33 (m,
SH
T T-erma-5-ponponia-2- |(CDCly) 8,85 (4,

7 T-erua-2-[12-(-qop-6- m/z 352 7 -2-in-1H- |2H), 7,63 (d, 1H),

" werokendenin)-1H- ""’*" ‘“"“’ “' M+1) !f.’l;‘,‘l.ﬁ“.‘“:'n’,‘..iﬂm 75 G 2, 7%
imizason-1-injmeria)- 1H-Genanminason (m, 2H), 7,13 (@,
1H-imiza0(4,5- 1H), 633 (s, 2H),
clnipuann 4,14 (q, 2H), 3,02

(m, 1H), 13.59) ,
6H), 1,08 (t,

377 (s 3H), 100 @, 5 e — o0y TS @

37,2 T, 3H) = - N :

12 T-enui-2-[-mipiwiom- | (CDCly) 9,09 (5, 1H), N 2 é(f-mxfu.u-z -in- {a"’: E§4 ?x:) l-/':)s (M+1]
2-ia-1H-ininason-1- 8,85 (d, 2H), 8,46 (d, ANEL m“;ml el @ Josann b
immeria)-1H- 1H), 7,26-7,30 (m, i (. 6H') 639 G
imizasol4,5-clnipwann  |3H), 7,16 (1H), 6,39 - 2H) w5 (@

(5 21D, 435 (@, 2H), N 1212 Tu, 2H), 1,16

b3 3H) we' I (17,2 T, 3F1)

T TABIHLA 6
“ ~Fisea TIOTIAR NP ] 3 A Hassa [IOTIAK AMP ™S
____Lﬂ__m =
LE T-enu-6-wenin 2-[2- |(CDC) 895 @[ m/z 320 ] T P i | (NS0 1(,95 K
nipiaian-2-i3-1H- l-l 2 I‘l. 1H), 8,84 @, (M+1] o) IMIAR30R: h 1,79 (m, o
E =48 M, 2H), 7,27 (t, in]mern)-6-[4- 770 @, J=33Tu,
N imizazoa-1-in)mermal} e
N 1 H-inizaso(4,5- J-s.l M, 1H), 7,28 (4. ° - |1H), 59 (@,
Z ’ 1H-6ensuminason J—S7I‘n, 1H) , 7,52
clelonmnt . 1H), 7,48 (s, 1H),
\ 1H), 6,35 (s, 2H), 4,19 6,19 (s, 2H), 4,43 (q,
X (@ I=72 1w, 20, 265 J=7.2 Fu, 2H), 134
HC JH).,HI A2 J;7Zr ”"
T~ 2- [ (2-TIpHMADIN- T 727 1-emia-2-((2-nipwmiznn- [(CDCl;) 8,87 m/z 449
s l—} ; - leuIl(f-n.l-l!.- 11w, 2H).| (M+1] ¥ 2-in-1H-iMizason-1- =48 Tu, 2H), 8,00 [M+1]
MY 7 T 5 P O‘ % Comocsa) el |1584 1w, 1D, 708
o u, Hial- |J=8.4 Tu, hy /a
Z 4.5-c] 743 (d, J= S4Tu 1H-Gexmmizasan (m, 3H), 7,52 (m,
g i 10 ¢ e g O A
. 7.17 (d, J=1.2 u. F. j J=4,8 Tu, 1H), 7.25
v Y fth A i
=7, 3H) S, 9,
715 3-emia-2-[(2-nipuMiT- ; 4 ‘m/z 331 3'=69 Tu, 2H), 1,16
u. 1Hebeiamoa-1- Tu, 2H), 841 @] [M+1) 5 J=6.9 T, 31 ||
Jmerna)-3H- Tu, 1H), 7.73 ( 28 6-isonponia-3-nponia-2- [(CDCL) 869 (d.| m/z 367
a.umummm.m IS Ny |20 3rissox-2-ia)-1H- 712 Tu. 1D, 783 (0. (M)
il imizason-1-injuena)- gy &

J=1.2 Ty, 1H), 7.27 (& HC Y 3H. 4.5 7,39 (@ 30Tu

J=4.5 Tu, 1H), 635 (5. J )—\ iianao 1H), 7,31 (4, J=1.5 T,

2H), 433 75 (@, J=7.5 Tu, Z clnipiun 1H), 7.13 . J=09 T,

63 (t, J=7.2 e, 1. €33 . 28, 4.0
— (m, 2H), 3, A
716 1-etma-6-ponponia-2- | ( 1) d,| m/z 348 J=69Tu, 1H), 161
[(2-nipustimm-2-ia-1H- |3=0.9 Tu, lH) lu (¢ IM+1) ( 3 J=12Tu,
N idizason-I-iwenea)-  [1=48 Tu, 2H) 2H), 1,34 @, J=6.9 Tu,
1H-imiaasol4,5- }'ﬂ Te, 110 ) 6776, ST AT
Z clnipunm 5 T, 1), 7, E57) (coa,) ST @,z 367 |
A\ ;-oam 1H), 6,35 (s, AN J: 1H), 785 @, [M+1]
M+1]
N e g s N EHATE
He J-ssru, 1H), 1,1 (@, HC 1=0.9 T, 1H), 7,12 (d,
3=69 T, 6H), 1,13 (1, { 1=0.9 T, 1H), 7.07 (s,
7.2 Fu; 3H) k/, 1H), 633 (5, 2H), 4,10
7 {1-ema-2-[(2- (CDCl) 884 (d, Cy (m, 2H), 3,16 (cemver,

2H), 820 (s, IH), o Te ML, 1

7,80-790 (m, !H). L4 . Jeto P
1H-Germmiaason 7,40-7,60 (m, m) 075 (. J=7.2 T,
a}(demin)ueranon 75 (m‘ ;:i), b 4 l;l:g

1H), (s, 2H), Ten 6 22- (cnc:,) 58 (4, mjz

h @A 9 Uommorain i |1, 808 ia 73] e

1-iajvern}-  |8,02 (d, 1H), 7,
e e 210 ©DC) S @ P ') Erptryy (m, 1), 7.
nipuMia-2-ia-1H- 2H), 8,03 (s, IH), I N P e —_— 1H), 7,48 (m, 2H),
imiason-1-inywenaal- (7,90 (4, L1H), 7,78 (d, - s 740 (m, 2H), 7.
1H-Berommi 1H), 7.25-7,28 (m, 1 (4, 1H), 7,17 (4, 1H),
Jeramon 2H), 718 G, 1H), Qo 636 (5, 26, 38 (q,
:ﬂ: (;.1 an,(ul (4:. HC 2H), 1,22 (1, 3H)
, 2, s, 3
1,08 (¢, 3H) 73 = T-(-dropenin) 2-1(2-  |(CD,0D) 891 (.| m/z 324
719 (CDC1y) 887 (d,| m/z323 & nipiiz-2-ia-1H- 1H).8,69 | [M+1]

b NS s Lok [L505, 20, B

(q, J=4,5 Tu, 1H), 3 =y 4

7,27 (m, 3H), 7,14 (s, ! P> 2 cnipuam 7,52 (m, 2H), 7,30 (s,

1H), 7,03 ( m, 2H), I 1H), 7.26 6,;3

6,34 (s, 2H), 4,18 (q, k\) J=48 T, 1H),

J=7,5 T, 2H), 1,11 (s, 2H)

(t,, J=7,5 u, 3H)




TABIHL 6
TIAK AMP MS
& Tl TIOTAK AN vis % CTPYKTYPA Haza TIOT] o |
(ﬂll
Tenu-5-prop 220 |TH AMP ariapo-| 3402
= R A (W T 8 A dropbean e " aopuay (4, DMSDy| (<11
riasoa-2-ia)-1H- ), 809 ( i (M) N N~ iminason-L-inlwernal- (8,18 (IH, 1), 7,99
amon-1-ipuenea)- (1978 . 1H), 80 I 'g_, A GH, 0. 754 GH ),
IH-Gerammiamon-6- (s, 1H), 7,76 (m,2H), 7N i 72-769 (1H, m),
in)6exsoniTpu 7,61 (m, SH), 7,11 (s, F ) F 7.66-7.61 (IH. m),
1H), 6,18 (s, 2H), 758750 QH. m).
;;)2 @ F7s r(-: HC 703 (IH, d), 59
- g 4 9,43 GH, 0,
=7 Tu 3 @H, 9 423 QH, )
3-{T-ena-2-[(2- ‘vz 306 2126~ H am dppm| 3233
" B2 - H- "’)'.'«'r'r 3«" ’:-'-’fr‘: IM+1] 7S ~N /A ropmipmm - 1H- |(CDCRY 4.9 aa| (M2
nlagoon-1-laperia)- 7 | IONN imizason-l-injwerun)- | 1H), 8,19 (m, 1H),
H-Genmiamar-6- |0 5% o 7 3H-iminaso[d,S- 8,02 (dd, 1H), 7,89
hmmhw u,. l-lll‘u. 1H), 7,50/ % i (m, 1H), 7,20-7,26
(m, ”_ nm";‘na HC ol (m, 3H), 689 (m,
=48 e, 1H), 632 (s, 2H),
1H), 6,17 (s, 2H), 4,42 N
(a. 1639 T, 2H), 134 F ;}:7 (a, 2H), 1,30 @,
(. J=6.9 I, 3H)
Tiason 26 H-1 AMP riapo-| 323

TR F__F e A bt }cmé’ T | “ e ropmigecrin-1H- | wopray (omsor L3| (Mo1]
2o 1H-bmson-l- I, 266 o 1H) NN N isizason-I-ialwermal- | (t, 3H), 4,72 (q, 2H),

.4 N | oreroce)-1h- 16 28 28 [N/ 1H-ivizasol4,5- 6,58 (s, 2H), 7,30 (d,
3 |Germmianson 7,14 (s, 1H), 6,34 (s, [‘ Z blnipuani ;';z (s7'?%o(?bz.2'
2H), 426 (q, 2H), o, 1% 6 L 803 .
) Lo, 3 F sw'(u'm),asom

H)
He T TG ropripian 3 CDCI, 517 @

747

T-ema-2-[(2-nipwsisi- | (CDCIy) (d, (o = in)-1H-imizazon- J=7,42 I, 1H),
e ‘XF L il [ T P My 'g\/,f: e NN e 785792 (m, 1H
£ 7 in)menua)-5- 7,25-7,28 (m, 3H), H,C 1-nponia-1H- 780 (s, 1H), 7,34-
,\\> : )-1H- |7, ‘:g @ Jz)miss; XS '} 7 Genammiaaon-5- 74§ . |st)(721| J;
IMMLIAO0 3 q. i )y S, y
> - 113, 3H) ~/F | 6389 (d, J=7,97 T,
CH, 1H), 6,29 (s, 2H),
421426 (m, 2H),
3,04-3,11 (br d, 6H),
T @ w5 1,61-1,69 ,(m.‘zzll'_l)v
TR @00y ¥, ; 080 (t, =742 Tu,

736 3-eua-2-((2 «:u)-m- ,;'z;}ﬂ;m" 5.17| “TMa1] %° (
isianson-1-injuenea)-6- (¢ L {12-(6-dropmipnmin-2- |dg-DMSO: 7,04-8,09| 418,3 |
isonponia-3H- inel ’}"‘ L e _ T e o 3R, 782 @] M2
isciaasof4,S-clnipwan He% = lialwerna)-S-(S-emu- | 1H), 776 (@, 1H).| 4162

N 1,2,4-okcaiason-3-in)-1- 747 (s, 1H), 7,18 .| [M-1]
! i~ nponin-1H-Gensuminason | 1H), 7,03 (d, 1H),
20w’ 1H), 626 G 15 (s, 2H), 4,35 (1,
B T g i, 35”0 )
H,m‘m,' ,_g)(, CH, 1,14-1,31 (m, 2H),
”h' i - 729 2-{[2- (memu CDCI, 036(s. IH) 4183
737 T-emwn-2-([2-(6- | m/z 365 H in)-1H-iMizason-1 8,18 (dd, 8,0
-2-in)-1H- 6 (M+1] m;ucnm) -5- (s-umu (dd, 1H),
iMbrasoa-1-in)werien)-6- N 1,3,4-okcagiason-2-in)-1- | 1H), 7,44 (d,
isonponin-1H- nponin-1H-Gexsuminason 1,[:)5 “6‘9:)“:'&17'
1H), 6.
iniaasold,5-clnipumn 1 6,33 (si sl;!).( 4.2‘; }8
4 2H), 2,59 (s, 3H),
'"’n:”uf” : = i 159174 (m, 2H),
3D, 433 (@272 1w 082 (¢, 3H),
nm (nm TABITHLA 6
)-‘9[ 1
;—g;;ﬂ‘ . ia N TP RTR Tiaama TOMAK AP WS
- u, (!!!‘ !
0 2 Hjeas e A
Ms | propdenin)-1H- Xnopway 3

N Hassa TIOTAR AE, by oo immemal-3- (B35 G O 304
T T i 365 /@w P fom it o) 759 0,0,

738 ropnipuans-2-i1)-1H- J-oor}..”m).”fn M+1) F *S F Ineinasof4,5-bnipumm Lstedrk fzu o
Indnason1-inlwerun)-6- (T 40"t 17’8 702 (IH, ), 592

\/\»[I nponia-3H-iniaasold,S- |y 747 1), 7,23 HC (3H, 5), 420 (3H, q),
c|nipuan , J-oyn. 1H), 1,26 3H, 1) i
3-(1-[(3-eua-5-dmop-  [IH  AMP  riapo-| 347,
5] N s, xaopiay (dg DMSO):| [M+1)
& {blnipwam-2-in)mernal- {'l’lfl) gi;i'u’l)i (ﬂl.}l"
(m. 1 ). I7l (cexcrer, { w \N I H-imizason , , 8, \
30 (&, inf6e 4), 8,04 (14, 8), 8,00
3y, 097 & ¢ NsRop (i 0. 7.9 11, 0
7,74 (IH, 1), 7,
i) EBODS T a7 | HC (IH, ), 597 OH, ),
l-ﬂm 1H), 809 (5| [M+1] 422 (2H, q), 1,30
11, 7K o, 0.7 8 SH
@ -
o 2-{(2-(6-dropnipwann-2- ['H AMP (CDCly) 3| m/e 337
N i ’n’n? s Vi 752 R el IRl
| 6 0" 20, o @ i inmerun)-1-nponia-1H- [1H), §18 (4, 1H),
ZN 57,8 T, 2H), 1,32 @, \ F isiaasold,S-clnipnuns |78 (dd, 1H), 7,28
J=7.5 [y, 3H) (4, 1H), 7,22 (d. IHI.
T (CD,0D) 8,77 (m,| m/z 382 7,18 @, 8 (d
M), 814 (s, 1H)| (M+1] 1H), 6,29 ).
791 (m, 2H), 7,81 Hy 4,26 (1, 2H), I69 (q.
@ JesaTu Iib. 20), 0,84 (¢, 3 —
7,62 °( d, J=84 Tu, -6 ropmipnam2- | 1H_AMP (cocm a[we
A 1H), 745 @, LH), 2 4 T 9,03 (s, 1H), 8,35 (d,
| 732 (m, 4H), 630 s, N inluenun}-1-isonponia- (1), 8,14 (d," 1H).
2N ) 450 NS N e 1H-imiaaso[4,5- 787 (dd, 1H), 742
J=7.2 T, 2H), 142 2 & clnipuam (@, 1H), 7,15 (d, 1H),
u,é:g.;ru.sa‘u‘ GEED '1_ 709 @, 11, 647 @@
o — (CDOD) 8,11 G| m/z 1H), 6,28 (s, 2H),
4 i 1H), 7,78-791 (m.| [M+1) e o s,o; (cenrer, 1H),
N \(‘ ~Z IH), 1.55-‘7562 ({:. 1,49 (d, 6 H o
) 4H), E , 2-{[2-(6-@ropnipnann-2- | 'H AMP (CDCly) 8| m/e 323,
J=1,5 T, 1H), 625 = ’ R 9,03 (5, 1H), 8,39 (d,
S 3 o, 3, a6« inJwerwa)-1-bobyrun- | 1H), 8,15 (4, 1H),
i_’ o 1 U 3 N 1H-imiaasold,S- 785 (dd, 1H), 7,27
\ HC ('-1'75“1 H) |cInipwann (d, 1H), 7,24 (s, 1H),
T T ETR) N\\(c“a 77 1H), 645 (0
-en-2-(2-03- ; 1H), 625 (s, 2H),
s @) dropdenia)-1H- M+1] CH, 408 (d, 2H), 2,0
kN v iutaxsoa-1-injueniua}- (cenrer, TH), 0,85 (d,
1H-6enmminmon H)
E 755 2-{12-(6-Grropipwii-2- | Gopssar_d,-DMSO:
CH 5 F n)-1H-bulaasan-1- 9,62 (s, 1H), 7,9-
= = - i Smogt bl
| - -8, u, ‘

743 2-{12-(-gropnipuan-2- [H-1 AMP (DMSO)[ 33 TSN | Mg LR

~ in-1H-wimson-1- |riapoiopiay:  105[ [M+1) i, S ey
| bg\/N 4 in]merwal-1-nponin-1H- ((t, 3H), 2,03 (h, 2H), 217 (s, 1H), 7,02 (d,
Z iminasof4,5-bjnipwmn (4,62 (1, 2H), 6,58 (s, 17,41 T, TH), 6,16
N 2H), 7,243, 1H), Rl
< 7,82 1, 1H), 795 (s, o, S
HC 3 BBl T 420, (m, 2H), 092,
,25(q, , 8,62(d, 5
1H), 8,93 (d, 1H) J=7,14 T, 3H)
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TABTALD 6
TABIAL § 7] -
1 CTPYKTYPA Hasma [IONAK | AMP MS 1 CTPYKTYPA Haxsa TIOTIAK AMP »
Z
Sxnop-2-(12-(6- TH_AMP (CDCL) | _LQ_‘J‘IS.J
7% Xupansiat | 1CS)-1-1C-12-6- §2765 T, 1, 786 e 7] opronbn-2-1H- (822 (14, &) 754 (M)
o - gropnipwuek-2-in)-1H- | "e0 L, ) |imizason-1-injmena)-3-  |(1H, d), 7,75 (1H, 1),
N(t“ inizason- L-iajwernl-1- g G0 P S YN FN-Cl e dHoiviamold S (7290730 GH, m,
R pouiE=1 @ 1=852Tu, 1H), PN i 631 (QH, 5), 445
Y, Genauminason-S5- 722 (s, 1H), 7,17 (s, cr (2H, q), 1,30 (3H, 1)
»F in)kapGorin|-niponimuH- |15, 69 (dd, 1-2.75, )
z = 2-injmeranon g}::r 3-14"4)6'(' m) H,C
), 4,4 (m, 1H), 5
-12-(6-Gropnipwomi-3- [TH _AMP__riapo-| 351
= Y633 (m n ) A wopuay  (DMSO):| [M+1]
352362 (m  2H), i) )-1-i - 1,05 (d, 6H), 2,40 (b,
2,16-2,19  (m, 1H), 1 H-iminaso(4,5- 1H), 450 (d, 2H),
1,25-1,85 (m, SH), 0,82 bjnipra 6,57 (s, 2H), 7,30 (d,
€ =723 T, 2H)._ He F 1H), 7.82 (m, 1H),
757 3-(uaxronponiaverna)- ['H ~ AMP, dppm| 3493 7.93(s, 1H), 8,03 (m,
2-{[2-(6-@ropnipnman-2- [(CDCly): 8,37 (dd,| [M+1] 2H), 823 (q, IN),
N /N |1z 1- 1H), 8,18 (dd, 1H), 3.62 (d, 1H), 895
301 (@ 1H). 788 .
(m, 1H), 7,20-7. I-(wxronponiamera)- |(siawwa ocwosa) 'H| 349
(m, 3H), 687 (dd, mn ) 2»"1—(6—0::ﬂmu~2- AMP (CDC1): 0,30 (M+1)
1H), 631 (s, 1")- 4 i)~ | H-inimson- - (m, 2H), 0,57(m,
431 (d, 2H), 1,22 (] inl )-1H- H), 1,05 (m, IH),
(m, 1H), 042053 7z imiaasold,S-blnipwom 4,23 (4, 2, 638 *g
H), 6,80 (d, IH).
2-{[2-(6-Propnipumm-2- i SIMP dppm| 337, F 7,08 (s, 1H), 7.22 (m,
= SN P iy T e | oy 638 “oa| M1 7,39 . 1H),
{ NNy iamenu)-3-nponia-3H- [1H), 819 (m, IH), 2,73 @, 1H), 7,90 (q,
NN iminasol4,5-bjnipwuan (8,02 (dd, 1H), 7.89 1H), 820 (¢, 1
Z (m, 1H), 7,20-7,26 8,58 (d, 1H)
(m, 3H), 688 (m, 7 (FTTERIPA(S 335
N F 1H), 6,32 (5, 2H), 2-i1)-1H. IM+1]
CH, 4,35(t, 2H), 1,74 (m, '&)\/N isianson-1-injuentn)- : 225-231
2H), 0,85 (. e | 1 Heimiansol4,5- 1 H ng;
Sxrop-3-en-2-2-0- 5 z |bimipwann (DMSO): ~ §,22-5,5:
» P dropberi. TH- M) ; < e m, 4, 6.2(m,
N iMizaon- I-in]mera)- F 1H), 6,53 (s, 2H),
/@ \>_)‘ F 3H-iwizaso[4,5- HC 7.5« 1m). (7,82.(!!;,
Z b]nif H 1H), 7 s, 3
c N i 805 (m, 2H), 8.5
) @ un.uz(u 1H),
s oL 32| [ia
Sxa0p-2-112-(2,5- TH AMP (CDCl): ; S grop 21126 H MP

L N oo if-  [796 (H, &), 78| (M+1] <] i AN L

iminason-1-inJmerun)-3- 7,34 (1H, m), 7,26- N)_}l imiaasan-1-injwernn)-3- (8,42 (IH, d), 8,26

() \>_/" F erua-3H-imizaso[d,5- 7,17 (4H, m), 7,04 f F nponia-3H-isizwof4,5- ((IH, q), 8,10-808

(1H, d), 5,37 (IH, 5), F bj i (2H, m), 796 (IH,

cr '} F % G, ), 1,06 9,736 (K,
(H, 1 697 (IH, d), 6,

HC T CH, @H, 9, 40 GH, o

ipnmi-2- |CDCly 8.45 G, TH).| 404, 190-1,83 (2H, m),

761 I op A2 |8t 1), 819 (| (Me1}; 1093 GH, 1)
infuerwa)-S-(134- [ Ta 810} 402 i raas H AMP, ESTE)
oxcaimon-2-in)-1- |, STRIELL, BN (M- - |cpel): 839 (@4, M+1]
nponia- 1H-Genamninason | 7¢g (g, " 1-8.52 [, HC ™\ lulnm iaemal-1- ({5, S01 ad, (M,

H), 7,19 (s, 1H), 6,89- N emur-1H-Gewsumiaason- |7,34-741 (m, 2H),
6,92 1H), 6,33 (s, F S-in)eranon 7,18-7,24 (m, 3H),
2H), 43 @, J=7.42 Tu, ) 704 (d, 1H), 5,40 (s,
2H), 1,67-1,74  9m, HC 2H), 3,88 (q, 2H),
2H), 0,86 (1, J=7,42 T, F 2,69 (s,3H), 1,03 @,
3H 3H)
T@%Tyﬂs 7
~ CTPYKTYPA Hisma TIOTAK ANP s < "%A Tiasea TIOTAK AP WS
(762 T-emn-2-{[2-(6- 'H AMP (CDCly) 8| m/e 323 Men 2{[2-(6-|TH_AMP (CDCI,):| 3953
4 ) dropipwuin-2-in)-1H- (8,82 (s, 1H), 845 (d, L ropnipwnmi-2-in)-1H- (905 (IH, ), 862| (M+1]
N iMizason-1-in)merin) - 1H), 8,18 (d, IH), HC.o (imizasan-1-injwerwa)-3- [(IH, d), 8,19 (iH,
\ M Nor 1H-imizasol4,5- 7,88 (dd, 1H), 7,65 F | nponia-3H-imizmsof4,5- [dd), 7.8 (IH. q),
2 4 | cInipn (d, 1H), 7,23 (d, 1H), bjigwtn-6- 726721 QH, m),
'S 7,20 (@, 1H), 6,88 (d, ‘ 6.59-6.85 (IH, m),
c 1H), 6,30 (s, 2H), 6,31 (H, 5), 439
Hy 447 (q, 2H), 133 (1, o, (3H, 1, 3.9 GH, 5),
M 179-,72 (2H, m),

76 2-{[2-(6-Gropmipwann-2- | 'H AMP (CDCIy) 6] m/e 353 | 0.87 GH, ¢
in)- 1 H-imizason-1- 9,02 (s, 1H), 8,41 (d, 776 2-{[2-(6-@ropnipwwm-2- | (KC 1084-78-2) 405,3
injmerwn)-1-(2- 1H), 8,16 (d, 1H), NP i)~ 1 H-imiaason-1- [M+1)]

'C[ V H- (@, 1), 7.3 inlwernl-6-(1,3.4-
imizasol4,5-clnipnmn | (d, 1H), 7,25 (d, 1H), 2 oxcaniasan-2-in)-3-
721 (as. |l|m'< ] |(3 nponis-3H-isiaasold,S-
1H), s, 2H), blniprun
“CH, 457 (, 2H). : 56 (t, e b
2H no : CH, ——
T-ernn-4-grop-2-([2-(3- )): g 2-{[2-(6-@ropnipwmni-2- [ \H AMP (CDCly) 8| m/e 404

“ dropdenin)-1H- 797 (IH. dd). 7,53- [M+1) o u.)"m imiaadon-1- 8,46 (s, 1H), 8,18 —
iMinason-1-inmerwa)- (7,48 (IH, m), 7,44- injmenua)-6-(1, 34. 8,14 (m, 2H), 7.95 -

'1 1H-imizaso[4,5- 738 (2H, m), 7,22 F oxcaaiaron-2-in) 783 (m, 3H), 7,24

|cInipuan 712 (3H, m), 704 e nponia- TS A (@, 1H), 7,17 (d, 1H),

(IH, 5), 5,55 (2H, 5), NN 6,87 (d, 1H), 6,31 (s,

375 (H, a), 096 2H), 430 (1, 2H),

! CH, 1,71 (q, 2H), 0,85 (t,
765 2-([2-(6-¢propnipwn-2- [TH ~ AMP,  dppm| 3513 3 I
">\/ N in)-1H-ininason-1- (€DCly): 838 (ad,| IM+1) i T groppuan T [ ANP (CDC) 3 /e 418

N/ in]mernal-3-isobyrmn- 1H), 8,18 (dd, IH), i)~ 1 H-imiamoan- 8,17 (d, 1H), 8,07 (s,

3H-imizaso[4,5- 8,01 (dd, 1H), 7,88 hluﬂwn)b—(&-m 1H), 791 = 7,80 (m,

bjnipwain (m, 1H), 720727 F |13 4-oxcaniason-2-ia)-1- 3H), 7,23 (d, 1H),

(m, 3H), 6,87 (dd, HC— nponia- | H-Gewsmmiznon |7,16 (d, TH), 6,87 (d,

HC CH NF 1H), 6,29 (s, 2H), NN 1H), 629 (s, 2H),

s 3 421 (4, 2H), 2,27 4,28 (1, 2H), 2,61 (s,

(m, 1H), 0,87 (d, 6H CH, 3H), 1,69 (q, 2H),

766 2-{(2-(6-ropripanm-2- AMP, 4 337,2 0,84 (¢, 3H)

SN N 1n)-1H-isinason-1- CDClL): 8,36 (dd,| (M+1] 75 3-{12-O-gropbenin)-TH- | 'H AMP (CDCly) 5] m/e 403
| 7 inwerna)-3-isonponin- [ 1H), 8,18 (m, IH), imizason-1-in)menna)-6- (8,89 (s, 1H), 8,15 (s,
N/ 3H-iMianso[4,5- 8,00 (dd, 1H), 7,90 (1,2,4-oxcaziason-3-in)- [ 1H), 8,12 ~ 8,03 (m,
z binipumin (m, 1H), 7,18-7,22 F 1-nponix-1H- 1H), 7,81 = 7,73 (m,
¢ (m, 2H), 7,13 (, qQ Geromuizasar 1H), 740 ~ 7,02 (m,
Hy .- 1H), 659 (m, 1H), n 6H), 547 (s 2H),
6,32 (s, 2H), 5,04 (m, 3,82 (-. zm. 1,55 (q,
1H), 1,63 (@ g I CH, 2H; 3
S-xnop-3-ema-2-1[2-(6- [TH (CDCL): g }—- 3-112-(3-Gropdenin -m- H um coq 5| mje 417
L N dropnipwun-2-in-1H- [8,17(1H, ad), 7.98-| (M+1) 780 Tl e s A
N iMizason-1-inJmerwn)-  |7,84 (2H, m), 7,23- (S-memwa-1,3,4- 7.84 (m, 2H), 7,50
ﬁ \ YF | nis: 720 GH, ), 635 = F Bl a0 128
nipuans ), -1 H-Gernsimiaason m, , 7,
S Co0, . 445 G, we X apon s s 2
I 131 GH, 9 376 (1, 2H), 2,63 (5.
3 TR o 3. 147 0 2H),
7 Toxnop -4 AMP_(CDCLy| 3732 077 (0. 3H;
xnopipwan-2-in)-1H- (8,41 (1H, d), 835] (M) 781 220~ mm)-m- TH AMP (CDCly) 8| m/e 403
A\ N iMizason-1-injwermn)-3- [(IH, dd), 7,94 (IH, r imiaason- 1-in]merna}-6- 18,50 (s, 1H), 8,15 (d,
{ W 7Y mﬂ-’"-luw‘-* D e : (1,3 4-oxcaziason-2-ia)- | 1H), 7,98 7,89 (m,
7 nipnann m), 6. 8 4 -nponia-1H- 2H), 756 ~ 7,39 (m,
ct 'S = . @R, @), 1,22 GH, ) e . R
HG cl NN G, 3H). 5,57 (s, 2H),

3,78 (1, 2H), 1,47 (q.
2H), 0.80 (1, 3H




6,26 (s, 2H), 4,44-
45I (m, 2H).230(s.

J=7 14 I'u, 3H)

TABIWLA 6 TABIALL 6 ]
13 CTPYKTYPA Hasa TIOMAK AMP ™S 13 CTPYKTYPA Hasea TIONAK AMP ™S
Z
782 2-{[2-(6-xnopnipnamn-2- [TH SAMP (CDCly):| 4213 794 y 2-{[2-(4-xaopnipuame-2- ['H AMP mwriapo- | m/e 353
N in)-1H-imizason-1- 9,14 (IH, d), 863| (M+1] oy in)-1H-ininason-1- xiopiay (DMSO-dg)
N N, inlmein)-6-(1,3,4- (1H, d), 8,51 (1H, s), NN N [inlverunj-1-nponin-1H- (5 9,31 (s, 1H), 8.66
l oKeaniason-2- 8,26 (IH, ), 7,76 P N N-ci iMizaso[d,5-c|nipumn | (d, 1H), 8,45 (s, 1H),
N nponia-3H-imizmsold, 5 [(1H, 1), 9,28.7,2 = 8,41 (d, 1H), 8,32 (4,
blnipuann (3H, m), 6,36 (2H, ;2%,(7,36!*)(47. 5;H),
163 (d, 1H), 7,52 (d,
CH, oy 1H), 642 (s, 2H),
4,55 (1, 2H), 191 (q,
783 P — 2-(12-(6-xropniphmN-2- [ 3773 2H), 097 (0, 3H) | |
N \ N in)- 1 H-imiaason-1- 8,02 (IH, d, J=7.7 Tw,| [M+1] 795 HC 2-(12-(6-Gropnipnum-2- | [H_AMP (CDCL):| 419,
N ialmerwn)-1-nponia-1H- ”’-‘u":l‘ 9 176 (H, = v i)- 1 H-iminason-1- 9,07 (1H, d), 8,56| [M+1]
N Gemanwminnon-5- A ","‘ o Ny in)mesn)-6-(S-menua-  |(IH, d), 8,20 (IH,
2 KaporiTpa b Jobs o, ® S AR 1,3,4-oxcagiason-2-ix)-3- |dd), 7.88 (IH, q),
§18232 K. m, 634 nponin-3H-imisasol4,5- |7,26-7,22 CH, m),
CH, X cl uu 8), 4,29 (2H, v, ) blnipums 6,88 (1H, dd), 6,32
=87 Tu), 1,66 (2H, m), (2H, 5), 4,40 (2H, 1),
0,81 (3H, t, J =8,7 I'w) CH, 2,65 (3H, s), 1.81-
784 p T-nponii-2-[(2-mipHm- 1,74 (H, m), 0,88
N N 2-ia-1H-imizason-1- 3H, U
in)menua)-1H- 796 2-([2-(2-Gropripwum-4- | 'H_AMP (CDCly):| 361,
N Genammiaason-5- in)-1H-imizason-1- 8,28 (1H, d), 8,04| [M+1]
z | kapGonipua = N " |inlwera}-1-nponia-1H- |(1H, 's),” 7.54-7,49
N s Genamnizaton-5- 2H, m), 7,40 (IH
CH. N =N i d), 725122 (CH,
- J T - T m), 7,11 (1, 5), 5,55
-{[2-(6-rropnipwann-2- ) 3 v 2H, s), 3,89 (2H, 1),
) i2)- 1H-iniaason-1- 1742, 1), 785 (M+1); o, o015 (21(4. L
@ inJmera)-5-([(28)-2- "” m f"’u,’ 51 7(” an2 0.83 GH, 1)
w (MeToXcHMeTIA) ,.,,, Tu H), 71| (M- 797 2-{[2-(6-croxcumipwmin- ['H_AMP (CDCL):| 4346
Bai miponii-1- s . 161 2-in)-1H-iminason-1- 849 (IH, d), 10| [M+1]
L in]xapGonia) -1 -nponin- @ He { ineria)-NoN-oueru (1K, o), 7,88 (1K, )
I H-Gensuminason 197 l'n 1H), 62!-6) HC 1-nponin-1H- (IH, 1),
O Geramminasan-S- (m d), 700(IH6d).
i d), 645
CHy (H, s), 4,27 (2H, q),
408 CH, 1), 3,15
3,06 (6H, br d), 1,48-
76 - = T (- opripiain 3~ 73 135 (SH, m), 0,67
N V ™\ in)- 1 H-iniaason-1- 8,42 (IH, d, J=5 Tw, | [M+1] 3H, U
Nz in|merwn)-1-nponin-1H- (8,35 (IH, s), 8,0 798 ~-N — 2-{[2-(4-xaopmipmann-2- ['H__AMP, dppm| 339,2
N Genauminason-5- (IH, 9, 717 i \>\,N N in)-1H-iminason-1- (CDClLy): 8,44 (dd,| [M+1]
Z KkapGoniTpun llH‘ m), 641 (IH, P 7 injmerun)-3-enaa-3H-  [1H), 8,39 (m, 1H),
5, 419 QH, t, J l} iniaasold,S-binipwons 803 (68, LE). }l(s
N =7,4 Ty, 1,57 (m z 28 (m, 5H), 6,41 (s,
CHycr ., 078 GH, 1, 1 ne N 2H), 439 (a, 2H),
=7,4 I} NG cl 1,20 (t, 3H)
787 2-([2-(6-rropnipnann-2-
in)- 1 H-iminason-1- u 799 N =\ 2-{[2-(6-xnopnipwan-2- |'TH ~ AIMP, dppm| 3392
in]merwn)-1-nponia-S- i N S NN in)-1H-iminason-1- (CDCL): 8,39 (dd,| [M+1]
¥ [(2-nipwwm-3- 2N inlwerw)-3-enun-3H- | 1H), 8,23 (dd, 1H),
i 1 \ iminaso(4,5-b]nipwmm 303 (@4, 1K), 7.76
in)xapGonin)-1H- z «, 1H), 7,19-7,29 (m,
m,mm H,C X | 4H), 6,36 (s, 2H),
X 448 (q, 2H), 1,29 (1,
CI IH
82251 (. 1), AT
070 (o Ok, 083 1 CTPYKTYPA Hassa [IOTAK AMP MS
(4, J=7,42 T, 3H) (m/2)
TABIVIGG 800 2 3-(1Wpemg-2-u2-a- 'H26 AMP (C[;(SD!,): i 340
ropdenin)-1H- 426 (1, 1H), 435 (t,| [M+1]
» CTPYKTYPA Hasna TIOMAK VP Msz mN\}\’N ;.;lmm [l:;mw-)- :!:;.(A,ﬂ{ )"551"()'
788 1-(2-{12-(3-xnopnipumm- | TH __AMP, _d 380,3 7N Aeraritibion S 150 208 (8
_ 2-i0)-IHoiwiamon-1-  [(CDCly):  8,36-847| [M+1) L Sinipnn: e
HC \ O\ injwerma)-1-ea-1H- |(m, 3H), 801 (dd, 836, 1H)
N>\/N v 6cHammizason-S- 11, 735 @ 1), F F 361,
in)eranon 7,29 (dd, 1H), 7,16-
2 801 3-mncnonponin-2-[[2-(6- |'"H _AMP (CDChL)| 335
H,c) N g ) | propmipumun-2-in)- 1H- | nepenix i | [M+1]
el 268 63H), Tie N N |imizason-1-injwernn)-  |micrvmn  1,20-1,24
an o L | J >~ 3H-imizaso[4,5- (m, 4H), 335 (m,
7% T-(2-1>-G-xaopripnmmn- | H__AMP, dppm| 3603 N 2N [Plmpum o o
- 2-in)-1H-imizason-1-  |(CDCl): 840 (d,| [M+1) . ., 3H), 782 (@
HC NN injuenun)-1-enn-1H-  |1H), 823 (d, 1H), F 1H), 7,92 @, 1H),
N Genauminazon-5- 8,01 (dd, 1H), 7,77 BlS (d, 1H), 8,37(d,
)W s 30, 1, 724 (@ :
C | ’ 802 2-{[2-(6-x10pnipnann-2- ‘H AMP _ riapo-| 357
R S o Dl G Z i1)-1H-imizason-1- xopuay  (DMSOY| [M+1)
o G, ss)' 5 3}(1‘1' ( L N infmera)-3-(2- nepeni i
o @2 NN groperin)-3H- wicrums 4,77 (s, 2H),
|mpema-t
790 2-{12-(-ropdenin)-1H- | IH_AMP (CDCly) 8| m/e 417 $ z N iMizaso(4,5-bJnipuum 4,}5;()) (';"z ng'.“s.z:; 13
N imizason-1-inlmernal-6- (8,03 (d, 1H), 8,02 (s, S 762 (&, 1Hy, 7.93
(5-memna-1,2,4- 1H), 7,85 (4, 1H), F Cl . 2H), 812 (m,
F o |okcagiason-3in)-1- 7,51 = 7,40 (m, 3H), 2H), 8,36 (m, 2H)
Q. nponin-1H-Gensumizason | 7,21 — 7,16 (m, 2H), 503 = o6 TH AMP (CDCLE| 3793
bl 7.07 (4, H), 5,52 (5, “) Gropnipua-2-in)-1H- 9,01 (IH, d), 853| [M+1]
HC cH, 2H), 375 (1, 2H), RSN imizason enn)-3- [(1H, d), 8,20-8,17
2,67 (s, JH)- “7 (@, P nponin-3H-iMinaso(4,5- [(1H, m), 7,87 (IH,
2H), 0,76 —_—— N ) blnipuann-6-injeranon  |q), 7,24-721 (2H,
791 6-(5-cn-1,2,4- H uMP (CDCI,) B[ m/e 431 2 e m). 6.88-6.84 (IH,
okcaziason-3-in)-2-{(2- 805 (d IH). 8,03 (s, m), 6,30 (2H, s), 4,40
\)_/‘ £ |G-dmopderin-IH- H), CH, (2H, 1), 266 G, s),
N imizason-1-inJmerna)-1- 1,80-1,73 (2H, m),
o nponin-1H-Gensuminason 0,88 (3H, 1)
)’N 8 04 2 Sx10p-2-{[2-(6- TH AMP _riapo-| 3713
HC o N dropnipunin-2-in)-1H- | xropiay (dg DMSO):| [M+1]
! B imigason-1-injwernn}-3- (8,35 (1H, dd), 8,24
145 (m, 5 H), 0,77 W nponia-3H-isizasold,5- [(1H, 9.8 8,02 (IH, s),
— (GL3H) F i 195 , dd), 7,
792 / 2-{[2-(6-x10pnipwann-2- ['H SAMP  auriapo-| m/c 352 (IH, s). 7.33 (1H,
in)-1 H-imizason-1- x10piay (DMSO-de) dd), 7,8 (IH, d),
NN N in)merwa}-1-nponia-1H- |8 9,32 (s, 1H), 8,68 CH, 726 (IH, d), 632
I y-c imizasol4,5-clnipwmn | (d, 1H), BA7 (d, 1H), (2H, ), 433 CH, 1),
8,45 (d, 1H), 8,09 — 190-185 (2H, m),
803 (m, 2H), 7,80 094 GH, 1) :
(d, 1H), 7,54 (d, 1H), 305 > 2-(2-G- ropmipR-2- TH AMP uripo-| 337.2
o 6,45 (s, 2H), 461 (t, ) in)-1H-imizason xiopuay (d; DMSO):
2H), 1,88 (q, 2H), & \>_)' injmema)- 3Anpom.!AJH- 848-846 (IH, m),
0,95 (1, P 7\ iminaso[4,5-bjnipwwm (8,30 (1H, dd), 8,12-
793 Z — 2-{[2-(6-xnopnipnmiH-2- [me3mnar dg- 3 F 8,03 (2H, m), 7,96
N \ N in)-1H-imizason-1- 802-8,14 (m, 3H),| [M+1) = (IH, d), 7,90 (IH,
Ny inJwerin}-1-enun-1H- |7,97 (s, 1H), 7,86 (d, dd), 7,72-7.65 (IH,
)N Genanminason-5- 1=8,52 Tu,1H ), 7,77 o4,
xapGoHiTpIA (s, 1H), 7,6 (4,
H,C @y 128,51 Tu, 1H, 7,57 H, 0, 7
S (d, J=797 Iy, 1H ), (2H, m), g7 (m u




169 75902 170
TRETAIE TABIHID 6
N CTPYKTYPA Hasna TIOTAK AMP MS | ™ CTPY] Hasea TIOMAK AMP Msl
06 2 C-gropnipuann-2- [TH_AMP iapo-| 3612 WE ~ R rnmnp oo p ")14”
NN - bilasook P (4 DMSCK| (M) 3 Y iviznos-I-ajuerna)- (5,03 (@, 1H), $.436. 332
injeria)- 1-nponin- 1H- 845 (IH, ‘m), 8,08- 3Ho 4,5- 2H), 570 (m, 1H).| [M-1]
Genauminason-5- 8,02 (3H, m), 7,93 isiaadol 70,-(""” “7(’“‘
psicopoacses (iH, ), 7,83 (IH, 4), 1H), 7.25 (m, 2H).
1ART0L Ol ) F 743 (m, 3H), 8.04
?z':f (Z)H. |')72 :.g HC d, 1 uo a IH
) Wfa-1,
2H, m), 0,86 (3H, 1) 819 2-{[3-(€-qrropnipunon-2- [CD mm( 2y
807 6-(1-[(I-nponia-TH- __|'H SAIMP (CDCly) &| m/e 344 Ol ¢ m'l"'“l':fm'l{..& El Bndad iy
iMiaaso4,5-clnipuann-2- (9,03 (s, 1H), 8,56 (d, M“'“‘" i 7,35-7,44 (m, 2H), 7,18
y inmeral-|Heindaason- |1H), §.44 (4, 1H), ? O [t &, 40, 638 . 1,
oN 2-in)niphan-2- 791 (dd, 1H), 7,60 inywapbonia)-1H- i, 639 6 "zm’ 4
KapGowiTpi (d, 1H), 7,32 (d, 1H), o, 1) 635 & ). 421
723 (@ (m, 8, 1,83-1,71 (m,
Oy 4,31 (1, 2H), nﬂ({)' 2H), 0,83 (1, 3H).
. 9 T0O-113-(6-
2H), 0.90 (t, 3H. 820 S-10-12-6 W i
3712-(4-xopnipnant-2 M dropnipuam.2-i2)- 11
808 — XIOPIIPUAHH-2- g iminason-1-ia) )-1-
SN in)-1H-imiasor-1- |(CDCly): 8,36-8,45 b F oo 1 Pienca
[ NNy inJwenwa)-3-nponia-3H- |(m, 3H), 8,03 (dd, a5
iMianao(4,5-binipumn :m ;“13-7(.29 z("u;. o in)kap6omin}-2-oxca-5-
z , 6,40 (s, 2H), asabitunaof2,2,1)-remran
N 428 (1, 2H), 166 (m. CH, J-remman
CH, xCl 2H), 0,81 (t, 3H)
809 — 2-{[2-(6-x10pnipmann-2- |TH  AMP, 38 (m, K
N %\, =\ in)-1H-isiamson-1-  |(CDCly): 8,39 (dd, s uﬁ"ﬁ ::z“" i,
| N/ ialwera)-3-nponia-3H- | 1H). 823 (ria). 1, 641,
N imiaasol4,5-blnipworn 18,02 (dd, IH), 7, — ) AT M : cme‘ %]
N” G, D729 G, e N (g ason oremenr. | CDChy 839 68| (Me1]
J A, 636 &, _2), '§\, s nponia-3H-isdansold,5- |1H), 8.03 (dd, 1H),
CHg /S 4,34 (1, 2H), 1,72 (m, p i L
2H), 083 1, 3 F (m, 1H), 7.20-738
810 T2 (d-xiopnipwmi-2- |'H _AMP _ripo-| 351 | H . 3H), 707 .
N N in)-1H-iwiawon-1-  |xiopway  (DMSO):| [M+1]; o am
| Ny ia]menna)-3- nepesix inif| 349 (M- CH, 354 (1, 2H), 1,46 (m,
N/ N uuwmnpo?bll-lﬂ- :ﬁllf;m;“li l;l). 1] 2H), 0,74 (t, 3H -
Z imianso[4,5-b]nipuann , 3,48 (m, 3 05 W‘—‘m‘g‘—!m—‘—
N 43 s, 2H), 719 (m, 2 N =\ T e [(CDChy: 6.8 6| (M¥1]
& T @ e D N poni Sl 5 |IH), $02 @, 11D,
g 3 DR 8, . %
1H), 8.06 (s, 1H), N o blnipnam
8,31 (4, 1H), 8,56 (d.
1H), 8,64 (m, [H
w0 = 2-(2-(d-xropnipnann-2- [(H_AMP (CDChY:| 357 CH,
B "»\/r\N in)-1 H-iwizasan-1- 460477 (m, 2H),| [M+1]
» Ny injmera)-3-(2- 481 (5, 2H), 6,35, o Trponn (012 H__AIMP, _dppm| 3862
N ropernn)-3H- 2H), 7,20-7,25 (m, I )-denia]- |(CDCly): 8,39 (dd,| IM+1}
7 iminaso[4,5-bmipuwann  |SH), 8,03 (d, IH), 1 H-isizason-1- 1H), 8,02 (&4, 1H),
¢ s 8,38 (m, 1H) injmerna) 3H- ¢ o D 75
imizasof4,5-bnipro £ m, o
e a0 m. 11, 73122
TABIALE 6 (m, 2H), 7,09 (4.
N CTPYKTYPA Hassa TIOMAK AMP MS ; g; “s.znl'/l : (T.saz(':n)'
(Ell . 3
812 — 6-{1-[(3-nponin-3H- TH AMP, dppm 2H), 080 (t, 3H)
S \>\/Nr:\N iuizmold Sblnipunun-2- |(CDCL): 836 (ad
in)mernn]-1H-iminason- |1H), 8, , )
N 2-in)nipias-2- 8,00 (dd, 1H), 7,92 N~ A Hasma TIOTIAK AMP ™S
8 @ I "’;’w”’ @ Far = e IO TH WP, 3
N A | gropnipwann-2-a)-1H- [(CDCL): 8,47 (m,| [M+1)
CH, = { N inzmson-1-isjwena)- | 1H), 840 (34, 1H),
7 3H-idaaso]4,5- 8,04 (da, 1H), 7,62
St F. Z bjnipuanm (m, 1H), 7,36 (m,
1H), 73728 (m,
30 ) HC . 2H), 716 (4, 1H),
03 =\ G{I-[G-nponia3H- | IH__AMP, 4 %33 610 6, 21, 437 .
— 3H- 3 % D
= |inizaso(4,5-blnipnaun-2- |(CDCly): 8,88 (s,| [M+1] . 3. L9 6, 3H) ]
(NIN"&\/“ N |inwenurl- 1 H-indzason- | 1H), 8,42 (dd, 1H), TS " T TH AMPComT ay
pr 2-in}nipuanH-2- 8,38 (dd, IH), 8,15 ¥ "“’P“'P""‘I.“l 6 (iH. ‘).- 8.45-8.43
8 X (i, 79 @ i, (5-werna-1,3,4- (IH, m), 7,65-7,59
oy S TS o 34D, oxcazimon-2-i1)-3H-  |(IH, m), 7,39-7.30
8 6, 2H), isdaasol4,S-binipwues | 2H, m), 7,18 (IH,
° ?d? G0 )'(:f S, 5), 6,14 QH, 5), 4,431
1,54 (m, 2H), 0.83 (t, He G, ) 266 GH. 0.
—555 1 Ei]
14 = = T mponia-2-(2-16- L I 53 [Tz (34-) " -9::” u(:u; i
J 7 B o | b0 (ad, 18D |isanson-1-injuerwa)- {1H), 8,14 (4, 1H),
g et |796808 (m, 20, £ TH-belaasof4,5- 755 (@4, 1H), 7,26
¢ itizasold,S-blnipwawn 7,64 (3d, 1H), 7,20- clnipnom @ 1'“()5 :’n(‘(’q 1.
oHy, SONF 213.)’ (n:.zasu)(,ls.%g. 6,19 (5, 2H), 52 -
4 . o, S0 (m, 1H), 5,12
FF 151 (m, 2H), 0,72 (1, a8 45
Fropenin T ©DChy| 341 m 2H), 4824, 1) |
» N e ;n(:mmn;-znﬂﬁ: nepeix | (M+1] 827 2-{12-(6-¢ropnipwnm-2- | 'H AMP (cr')sla,)“a 'm/e 333
3 . i 1H-imiaason-1- 9,04 (s, 1H), 8. ,
SN e | - e apuema)-1-mpon-2-inin- | 1, 5,15 (" 1K
F 3H-imizaso[d.5- m, 2H), 4 s ';s‘ N _¢ m.m..,q ,5- 786 (dd, 1H), 7.41
N7 Raes TS o by, @, 1), 7.26 (6, 1),
J ), 8.04 7.21 (&, 1H), 6,85 (d,
F & il o bt 1H), 623 (s, 2H).
s S - b s~
iminason-1-inmerwa)-1- s, , 6,91-
i A 2-((2--Groppenin)-TH- | H_AMP (DMSO) | 332
denin-1H-6enaumingson |7,17 (m, 8H), 7,22 828 347 6 1H) 478 0| (MH1];
el S 2y, 565 o 2ty | 30
(< 15) { P 7,07-745 (m, SH)| [M-1]
745 (m, 2H), 8,07
' (m, 1H), 842 (m,
7 726 2 |'H SMP: 512'5 "3168” CH F 1H)
in)-1 H-indiaason- 1 2H), 678 (m, 1H),| [M- : — , o
inmemn)-1-cheria- 703737 (m, 9H), 53] = ‘lllylulmwl 2 :w _‘:“"(wso)‘ o
Getamainason 7,65-7,92 (m, 3H) N SN N in]menr)-3-npon-2-isix-
8. 3H-imiz0fd,S- e 351 (5, VD,
~NAF 5,25 (s, 2H), 6,25 (s,
N 2H), 727 (m, 1H),
- 7,72 (m, 1H), 7.94-
8,15 (m, 4H), 8,35
(m, 1H), 8,50 (1H)’




— 75902 172
- Ii%] TABITALA 6
CIPYKTVPA Hassa TONAK AMP (Ms ) CTPYKTYPA Hapa TIOTAK AMP MS
530 Swnconponin-2-(2-G- ['H_AMP _ripo-| 3. |
35 5
AN (\ g (DMSO) i 842 (\N 1-(-gropenwn)-2-{[2-(- |[TH_SAIMP_(CDCly:[ 340
! L ropuipunn2-a) 1H- | xiopuzy SN dropdenin)-1H- 4,02 (1, 1H), 4,05 (t,| [M+1]
B . JMH ‘—s‘lllﬂllll nepeaix iiié (m, "1 s iMizason-1-inJmerwn)-  [1H), 432 (t, IH),
] -inizasof e, 119 an 4 1H-inizasol4,5- 447 1, 1H), 5,58 (s,
A 6.24 (5. 28, 721 (. clnipuan 2H), 205733 (m,
N 1H), 7,70 (m, IH), o @ S0
11D, 170 Gu. 16D, F F 847 (@ 1), 910 G,
1H), 807 (m, 3H), w3 2
B3 H. N (13- (@ xop-1-wemia- 'H AMP _(CDCl):| 360
_ Nt lH-mpa:um -3-in)-1H- nepe)ux niniit| [M+1]
; S-uu TR 'H T ) >\/ imizason-1-in)mermn)-3- | mictus 3,89 (s, 3H),
N ‘-‘“W).' (DMSO): ML A\ gz_wmperm) -3H- 4,55 (s, 2H), 4,69 (m,
\ xopzy M+ izaso]
i ) )\/N el i | S ot N | inai 4,5-bjnipuams (1H), 4,71 (m, 1H),
N 3H-inizasold,5- wicnms 10312 1] 393 6, 21), 71 &
A |binipres (m, 4H), 337 (m, F CH, ) 13 fm 2
(m. 4. 337 (m. 747 (s, TH), 8,04 (@,
" i, %, G 2, - 1H),836 @ W) | |
o (\,‘ @S)-5-12-112-(6- H AMP (CDCly) 5| m/e 461
803 (m, 3H), 8.7 dympmpnmu-l-u)'lﬂ- 8,18 (4,1 H), 7,89 (dd,
) N isiason- 1-injuenun}-1- | 1H), 7.78-7,72 (m, 1H),
5] = Tena (216 TH__SMP, _dppm| 3733 mpuabs A8 ik, 78 i i,
\ g |rpmpropsscrmmmipnan- | (CDCY): 352 (@] [M+1) . = Gerompinason-6- e i e
2-ia)-1H-isizmson-1- | 1H), 8,39 (dd, 1H), ot | L) 6:30 6. 21D, S.06-
b J )3T 790.805 (m, 2H), cH, | x10[2,2,1]-renTa | 451 (m 2H), 4,25 (,
He o4, S-blnipnmm  |7.68 (4, 1H), 7,21 e
C : 188 o 1. T H), 196-187 (m, 2H),
) 73 . 210, 6.6, 185 (o 2, 0 (
1,17 (1, 3H) 845 i
- e 7 l-gvponuv-z_-[(z-nlpa:uu- 'H SIMP (CDCly) §| m/e 320
- 1 (216 "gw?)mhﬁ A oy 2-in-1H-ivizason-1- (9,58 (s, 1H), 9,09 (d,
i (rpugopuemi s : 38, N N inmenu]-1H- 1H), 8,61 ~ 8,42 (m,
}-1H-iminasoa- 1 1H), 8,40 (4, 1H), U iMizaso[4,5-¢|nij
2 ot e e 1 . PHIMH 3H), 7,32 = 7,24 (m,
b - 1H- 1290 o, 20D, - 3H), 633 (s, 2H),
HC £ iajeranon 1H), 7,072 (m, S, 8 (o)
ag 2H), 641 (s, 2H), o ML,
4,34 (q, 2H), 2.
b e s I V£ W
= = o _ \ -4-in)-1H- ). 8,40 (dd,| [M+1]
n G e T [0 AMP (COC|” BT Q:NN 7 - -inlueraz)- |1, 8,05 (@, 11,
Q ) 2in)1H-beimson-1-  |sicrwms  4,60-4,81( 389 (M- J i e i
injuern)-3H- (m, 4H), 630 G| 1] H,C J [P 70
e 3K m, 4. 60 G p 7,07 (@, 1H), 6,29 (s,
ol 4 SSlipone (285, 718750 (m. HC 2H), 435 (q, 2H).
T 758800 (m, 2H), 28 6.3, Tk
5.
n (d, 1H), 8,49 (4, 347 P l(l-n:tr;l 112- (3; i ‘gmﬁMP- dppm | 366,2
— T | o = wmerna-1,3-riason-4-in)- | ( h): 8,41 (d,| [M+1]
" o o i 23 K L HC 4 1H-ininason-1- 1H), 801 (dd, IH)
‘ ,g\/ ) gropipumot 2 (- |eperc | sian (M) N injueru)-1H- 7,89 (s, 1H), 7,38 (d,
P SH-iniaasof4,5- 514 (m, 3H), 587 (M-1] / D oo 05 & 1) 630 .
z binipu (m, 1H), 634 e i LR N
L 2H), 6,86 (@4, 1H), He 2 a6
e " 2H). 656 (. 1H) 2,79 (5, 3H), 2,69 (s,
123 G 3, 784 3H), 1,12 (¢, 3H)
1), 815 G, 1H). TABIWALA 6
~ CTPYKTYPA Hasea TIONAK AMP MS
N TA?:”_T};%:VPA Hassa TIOTIAK = Al coc :
assa AMP e dppm| 3543
Mg (S N\>\/ N ngropenia)- IH- (CDCly): 8,41 (dd,| [M+1)
% = (HIE(EETETS T AMP, dppm| 330,1 ¢ nponia- s 1573 o
NN inimsold,5-blnipumus-2- [(CDCL): 8,56 (dd,| (M+1] bl g S it (11873 (o 4
P inmenunl-1H-imiaason- | 1H), 8,40 (dd, 1H), i o 11,5
NN 2-in)nipwan-2- 8,01 (dd, 1H), 7,93 ARy
J 2 XapOoHiTpHA (, 1H), 763 (dd, oy e 3 0a2 O
HC N 1H), 72179 (m, e A G
S o 3H), 633 (s, 2H),
N o, 633 . 9 205 H_AMP, dppm| 3403
. i | g (Eoos ta Bl e
13- (6-Gropnipnmin3- | TH - |7973 5
T Sropclpmen 3 | 1M AP (SKCI,; 3[R N enui-3H-inizool4,5- 719731 (m, 4H),
H, N inlverna)-N,N-werna- |(dd, 1H), 7,74 (d cJ i o, 952 e
neN F |1-nponia-1H- 1H), 749 (5, IH), H F S, 505 (o 2,
Gensmminason-6- 7,30 (4, 1H), 7,21 (d, F T i
KapGoxcamin 1H), 7,15 (d, 1H), 350 s r—
b, 6,89 (d, 1H), 6,29 (s, ~-N T oo g e
68, i, 62 6 1 \ Ny : (CDCly): 840 (44| [M+1)
. 4 o 4 L 1H), 805 (dd, 1H).
- (g, 2H), 0,81 (1, 3H) N .’,f.'..,.m i i, 5 ia 1y,
T-nponin-2-(2-(6- TH AMP (CDCly) 5| m/e 387 H S TR AT
(pudropwenia)- T -/ T, G,
N nipuami-2-in]-1H- 1H), 844 (4, 1H), 2 am, Ser o
. iMigason-1-injwerwn)- (7,99 (dd, 1H), 7,65 ‘@II by zu(). 1'62; &
1 H-iMizaso[4,5- (d, 1H), 7,29 (d, 1H), 851 i e
cInipuani 7,36 (d, 1), 7,21 (d, eta Ll I e
Ce Tity, 640 s, 28y, wm%lﬂ- (CDCly): 8,41 (dad,| [M+1]
o e imiaason-1-injuennal- 1H), 8,03 (dd, 1H),
419 0.2, Ls H 3H-iizasol4,5- 7,50 (m, 1H), 7.22-
0 3-([2-(6-dropipnwni-2- | 1H AMP (CDCIy) 8| m/e 449 ¥ T 53 o
2 Gropripu o AMP DGy B &y 7,15 (m, 2H), 5,37 (5,
?\’)N N unmera)-6-(vopdonin- |(dd, 1H), 7,75 (d, P Tors
F 4insaplonia)-1-mponia- |1H), 7,51 (5" 1H). g el
-Gensnmizason 28 ~ 7, W (6-dropniprs-
X 148 = T3 i 1K) 2 -~ pRTPAT T[H_AMP (CDCL)| 3371
S 1 g9 e, H: N ix)-1H-imizason-1- 8,53-8,51 (1H, m),| [M+1]
6,29 (s, 2H), 4,24 (1, » li
2H), 3,69 (br s, 8 H),
167 (a, 2H), 0,82 (t.
3 F
840 2-{[2-(6-Gropnipnann-2- | TH AMP (CDCIy) 5| m/e 525 CH,
in)-1H-imizason-1- 8,19 — 8,16 (m, 2H),
~
N, ﬁurelmu)-l-l;ponin-& 7,88 l:dd. 1H), 7,77
nipwani-2- 4, 1H), 7,53 (s, 1H), .
i 2 (A1, 7.5 6, 1, 53 A 2112-1,5- T NP (cpcm 3362 |
in)KapGonia)-1H- 1H), 7,26 (4, IH), P '*)i..mm',. T ey et
oy |6ensmnianson 17 (d, 1H), 6,89 @, pemecr i oo, B 2% Taa s
71, 618 N y onia-3H- 45~ [a9), 706 (1H, g,
e el o, bjnipwas 7, (IH, d), 666
4,25 (1, 2H), 3,59 (br, CH, O
5, 8 H), 1,67 (q, 2H), o, 5H, o 233 GH. .
_ b, GH o) 233 GH. 5,
rr—y e , m),
TNE6-|'M AMP (©DCT) 8] m/e 39 0.76 GH. 1)

ropripwamn-2-in)-1H-
ininason-1-in]merwn)-1-
nponia-1H-

xapGoxcunar

8,18 (d, 1H), 8,09 (s,




TABTHLY 6 TABIALA 6
) CTPYKTYPA Hassa TIONAK AMP ™S ) A Hasea TIONAK AMP MS
!yl!
54 A G 3543 867 A 2-(1-[G-nponin-3H- _ |'H SAMP i 3442
‘WHH- M+1] imizaso[4,5-b] }nm -2~ | x1opuay (dg DMSO):{ [M+1]
inizasal-1-izjueral-3- in)menwa)-1H-imizason- 8,78 (1H, s), 8,72
nponia-3H-isizasol4,5- 2-in}isonixoruro-nitpun |(1H, d), 832 (IH,
£ dd), 7.9 (IH, 4
. QH, m), 215 (1H, 793786 GH, m),
3 3 721 (IH, dd), 634
CHy @H,'s), 392 2R, 1), o N (3H, 5), 437 3H, 1),
1,60-1,50 (2H, m), 191-1,82 (H, m),
855 3-(2-dropena)-2-{[2-(3- ?Hm :)';Pl [CDCly): 354 433 ¢
— - = ( : 568 2-{I-{(I-nponia-1H- _ |'H_AMP (CDCly) 5| m/e 344
= rop-2-wermadenia)-  |2,13 (s, 3H), 4,14 (m,| [M+1] 2 (907 6 1H). 3656,
) 1H-isiaason-1- 1H), 424 (m, 1H), iajwenua)-1H-isixasox- | 1H), 8,60 (s, 1H),
injmerin}-3H- 448 (m, 1H), 464 2-injisonixoruno-uitpra (8,44 (d, 1H), 7,45 d,
Q-{, imizaso[4,S-blnipuaun  {(m, 1H), 529 (s, = 29 (d,
2H), 7,09-726 (m, 7.26 (@, 1H), 7,22 (4,
E F 6H). !02 @, 1H), = 1H), 637 (s, 2H),
= oy 4,16 (¢, 2H), 1,63 (q,
53 = 21226 'H nMP (CDCL):[ 358 2H), 0,81 (1, 3H;
=N i i iniA | [M+1] % TG werorcugenin)- | B AMP  mwrimpo-| 3953
N v nam-l»i.uh;:‘*mr}— MICTHTB. ‘i-:‘ (l.‘éH). N 1H-imizason-1- e (m(d‘ Pﬂ.sg M+1)
(- )-3H- 424 (1, 1H), 4,46 (1, OMe il -3- -3H- , dd), 8,02-
F F imiaasol4,5-bjni 1H), 464 @, 1H), M":‘-S-bw .7«5”1(12"7"9’)' fiiAe
540 (s, 2H), 6,98 (m, Tiras R m
F 2H), 7,11 (s, 1H), e 729721 QH, m
7,26-7,40 (m, 3H), 7,11-7,06 (1H, m), 5,75
801 (d, 1H), 8.34 (d, CH, GH, 9. 4,12 QH, 0,
1H) ___ 3,64 GH, 5), 1,69-161
857 =N 3-(-gropenun)-2-{[2-G- |'H_AMP (CDCL):| 354 2 74 GH, 1)

N Grop-4-merndenin)- nepenix M+1] 870 f\ 2 (|2 (3-merokcuenin)- |'H  AMP  auriapo-| 348,39
1H-isizas0a-1- wicruTs 2,35 (s, 3H), H-isiaason-1- xwopuay (de DMSOX) [M+1)
injueria)-3H- 426 (¢, 1H), 435 (¢, ‘!‘!"‘""“1"’?"“ SH- (538 S 793 (1K,
imizaso]4,5-bjmiprues H), indzasold,S-blmiprm | 07 0s" (W 7,380

F 2 7,19 (4H, m), 5,95 CGH,
s). 422 QH, 1), 369
CH, (H, 3, 1,79-1,68 (2H,
CH, {m). 051 GH. 9
w1 — [E0-B-Ggropena)- [H_AMP (o[ 3%
3 T Tenn -0 093 " 3H-iuizasol4,5- nepesix ainiA Micom| [M+1]
@ropoenin)-1H- M+1] D 7 bjniprues-2-injuerial- | 474 (m. ‘:}k‘é*;"")’
N &) inizsaz-1-iawenual-6- N AH-hiansok 2 7,19-7,28 (m, 2H), 7.39
N (5-meTna-1,3,4- Z in)nipsn-2- s, 1H), 1,54 @, m)
oxcaiazon-2-ir)-3H- A S Kap6OHITPIY 783 (¢ 1H), 7,
F iminaso]4,5-bjnipwsen  |(4H, m), 601 (2H, F § lH) 8,34 (m, 1H), I.S!
) s), 4,35 (2H, ), 2,58 =
HC (3H,s). 1.35 GH. 1) —-— 73 =N 1204 u mr (cm,r 358
859 — 2- m-(z Men-1,3- 'H SAMP, dppm ), N | andropdenin)-1H- nepenix M+1]
£ riason-4-i2)-1H- (CDCLy: 840 (@d.| (M+1) 3 [mtatn 1t [f56, o, 40 5. «
SN isczason-1-injuera)-3- [ 1H), 8,05 (34, 1H), (2-gopenua)-3H- | (#D; 56 ¢ 1D L
nponiz-3H-iMizaso4,5- (7,91 (s, 1H), 7,24 (m, S iizasol4,5-blnipwas (s, 1H), 7,18-7,26
N\ b) 1H), 7,11 (d, 1H), F £ (m. 2H), 7,39 (m, 1H),
)\ 7,07 (d, 1H), 6,30 (s, 7,55 (m, 1H), 8,07 @,
CH, HC S 2H), 422 (t, 2H), F 1H). 8,37 6, TH)
2,78 (s, 3H), 1,62 (m, 7 =Y T-Q-gropen) 22~ |'H__AMP '(cna",: 376 |
2H). 0.79 (t, 3H) N N (2,4,5-Tpudropdeni)- m ““ u‘ Y IM+1]
G - ‘ P e RS
5 (S, ),
VKTYPA Hasna TIOTIAK AMP 'r:sl : iinaof4, 5-bnipwois 7'°"’ﬁ e 30
7.20-7, 1.4
EJ = ER[EREH L T F e v, 955 (0
Q\ NN 3-in)- (CDCD,)“!(M TH) [ [(M+1) F 832 (d. 1
IH-iminason-1-
N in]merna)-3-nponia-3H- TABIHALA 6
H 2 °‘CH, el ol il ~ CTPYKTYPA Hasna TOTAK AMP S
CH, oS 74 =) 3-(2-gropernn)-2-(2-(5- ['H_AMP (CDChy):[ 354
N W - MeTHAGEHiT)- 21616 n;r'i:l
61 - 2-(12-(2,3-mwxropdenin)- " dppm| 3863 | wicrurs 2,16 (s, 3H).
N N 2AL Q5 a0 bein)- | ey 3 (ad, 1. 419 @, 1), 4.26 (1,
(LY e v (180 15
NN ol imizasold,S-blnipua (3317 35" (m, 3H), 7,10
@, 1H), 5,29 (s, 2H),
3,90 (t, 2H), 1,53 (m.
CH, Cl 2H), 0,79 (t, 3H)
3 2-(12-(2- Gropripuann-3- |'H __ AMP, dppm| 337,2 875 m/e 325
N ™\ BT a1 | €0ty 35 (. 1, 907 (s, 1H), 841 (4,
i 3 P inImerna)-3-nponin-3H- us (m, m). 8,12 (m, 1H), 782 (4, IH),
N° N isigasofd,S-bjnipnamy (11 802 . 738 (4, 1H), 7,25 (d,
F 7,3 (m, m). 1,:1 7,29
Z 1H), 7,19 (s, 1H),
) (m, 2H), 7,10 @, 1H), 702 (5, 1H), 635 (s
N 543 (s, 2H), 395 (&, 12 (s, 1H), 6,35 (s,
cH, ,",',,‘(,,,' 2H), 0,80 2H), 414 (1, 2H),
I,SJ (q. 2H), 0.74 (t,
%3 - 2[2-2.3- dppm | 340,1
NN ,’\N andropdenia)- 1 H- (cpq,) ga) ( §76 y 1-ena-2- ||Z~(I,Jvhnn ‘H AMP (CDCly) 3| m/e 311
‘ \>\/N v isisason-1-inJmerin}-3-  [1H), 8,04 (dd, IH). 2-in)-1H-imizasoa- 1 9,08 (s, 1H), 8,43 (4,
NN erwa-3H-iniaasol4,5- 722-743 (m, SH), N iajmenn)-1H- 1H), 785 (4, 1H),
J F blnipuann 7,08 (d, 1H), 5,40 (s, iuinasofd S-clnipwums (7,38 (d, 1H), 7,38 ~
H,C 2H), 399 (q, 2H), V4 7,26 (m, 1H), 7,17 (s,
1,05 (¢, 3H) 1H), 7,14 (s, IH),
F HC 6,35 (s. 2H). 4,25 (q,
364 =) 2-12-(2,3- TH_AIMP, dppm| 3542 2H), L3 |
N NN andrropdenin)-1H- (CDCL): 8,39 (dd, §77 2-{12-(6-Gropnipann-2- |'H_AMP (CDCly) 8| m/e 351
[ D 7 iMianson-1-injwerwa)-3- [ 1H), 8,03 (dd, 1H), 11)- 1 H-imiaason-1- 8,93 (s, 1H), 8,16 (4,
NN F nponia-3H-iMinaso(4,5- |7,227,42 (m, SH), |ajmerna)-6-uemwa-1- | 1H), 7,87 (dd, 1H),
blnipwmm 7,09 (d, 1H), 5,39 (s, nponia-1H-imizasof4,5- 17,20 (d, 1H), 7,16 (d,
2H), 386 (1, 2H), HC cinipuan H), 7,10 (d,
CH F 1,50 (m, 2H), 0,78 (1, 6,57 (4, 1H), 6,26
] 3, 2H), 4,19 (1, 2
565 T{[3-(-xrop-1-merwn- |'H_SIMP_(CDCl)| 35,2 | CH, 2,65 s sm. m @
) 1H-nipason-3-in)-1H- 8,38 (1H, dd), 8,04] (M+1] 2
1 M imiaazon- 1-ia} (IH, dd), 7,52 (IH, w18 212+ (L@w@u«h)—l"v H smp (cna,) 3
N nponl g s), 7,26-721 (2H, imiaason-1-inJmern)-6- (8,95 (s, 1H), 749 —
ol CH, { blnipyan m), 7,05 (IH, d), MeTL- w~|"- 7,36 (m, 3H), 7,19 —
598 (2H, 5), 4,15 |imiansof4,S-clnipwnen |71 (m, 2H), 7,04
(2H, 1), 3,94 (3H, 5), HC (m, 2H), S48 (s,
CH, 1,621,582 (2H, m), 2H), 364 (1, 2H),
0,80 (3H, 1) 2,64 (s, 3H), 140 (q,
566 T K00y T -2 ([ 2-(6- 349, CH, 2H), 0,73 (¢,
dropnipwin-2-in-1H- |xaomuay (& DMSOK [M+1) (3] P - (IAKAOTPONLAMCTIA)- 33,1
iniawon Lisherw). K19 (M, a0 83 T 2-{(2-01,3-riason-2-ix)- |xropuay (d DMSO):| [M-1]
| 3H-iminasol4,5- 3 (0 o, 1H-iuizason-1- 835 (IH, &), 7,
blnipnan 7,87 ), a)weria)-3H- (1H, dd), 7.90-7,87
N S, iMiaasol4,5-bjnipwum  |(2H, m), 7.81 (IH,
6, 5 s), 7,52 (IH, 5), 7,27
(IH, m), :.n-l 20 (2H, (1H, dd), 6,35 (H,
m), 2,58-2,4: u. m), s), 431 QH, d),
3] 1,42-138 (IH, m),
0,55-0.52 (4H, m)




CH,

imizason- 1-in]meria)-1-
nponia-1H-iminaso[4,5-
[ cInipuann

6,26 (s, 2H), 4,30 (q,

TABINALA 6 TABIHLA 6
i3 A Hasea [IONAK AMP MS i) CTP! Hassa [IONAK AMP MS
(m/z) 2
880 = 2-{1-{(3-nponia-3H- 'H SAMP murizpo-| 3433 894 1-evmn-2-{[2-(5-¢rop-2- |'H AMP (CDCly) 3| m/e 336
) - iniaasol4,5-bnipwain-2- | xropuzy (d DMSOY:| [M+1] N H,C Meradenin)-1H- 9,08 (s, 1H), 8,44 (d,
in)merua}-1H-inizsor- (8,31 (1H, d), 8,15 "f hg_\ iminason-1-inlmern)-  |1H), 7,31 — 7,24 (m,
2-ia}6eroniTpi (IH, ), 805-803 > 1H-issinasol4,5- 3H), 7,12 — 7,04 (m,
(2H, m), N i clniput 3H), 525 (s, IH),
e g:ll =, ) AN 383 (q‘,”zn),sazz «
, m), 3H), 1,06 (¢,
CH, (1H, m), 597 IH, HC
s), 4,14 (2H, 1), 1,72- 895 2-{[2-(1,3-Tiason-2-in)- |['H SAMP (CDCly):[ 365
164 QH, m), 075 N =\ (TP R neperix ainin | [M+1]
3H, ¢ ( SNy in]merin)-3-(2,2,2- wicTuTs 5,32 (g, 2H),
881 A 2-{[2-(5-menuaidoxcasoa- ['"H ~ AMP,  dppm| 3232 Z~N I Tpudroperin)-3H- 6,19 (s, 2H), 7,19 (s,
NN 3-ia)-1H-iminason-1-  [(CDClL): 839 (dd, N 2 iminaso[4,5-blnipwmn | 1H), 7,26 (m, 2H),
» injmerin)-3-nponia-3H- |1H), 8,04(dd, I1H), S'\ N 743 (s, 1H), 7,79 (d,
ininasol4,5-blnipwmen  [7,19-7,27 (m, 3H), e = 1H), 804 (4, 1H),
H N 55 (& 1, 610 (5. (4 8,41 (m, 1H
2H), 426 (i, 2H), 3 2-{[2-(6-@ropnipwmn-2- |[HCI cams 'H AMP| 377
CH, HC 1,63 (m, 2H), 0,83 (¢, N in)-1H-imizason-1- (CD;OD): 542 (q,| [M+1]
H) 1 SN infsemun}-3-(2,2,2 2H), 640 (s, 2H),
882 — 3-bonponia-2-{[2-(1,3- ['H  SMP, dppm| 3254 N [ rpudproperitn)-3H- 724 (@, 1H), 737
N =y Tizson-2-in)-1H- (CDCL): 8,37 (dd, N y |isinasol4,5-blnipwmm  [(m, 1H), 7,90 (m,
( S N imizasar-l-iajwenaa)-  [1H), 8,02 (dd, 1H) gf\ [‘l 2H), 8,03 (m, 2H),
P 3H-iizasol4,5- 7.84 (4, 1H), 7,39 (@, [ NG 822 (m, 1H), 843
)N\ blnipuom 1B, 7172 . F o H
N* H), & 2H) 897 22-04 TH__sIMP, dppm| 3402
H,C” "CH, | /s 492 (m, 1H), 1,56 SN N widropdenin)-1H- (CDCL): 8,39 (dd,
(d. 6H) L iMiason-1-itjwerwn}-3- | 1H), 8,04 (dd, 1H),
Bl [5) -(I-ena-2-{[2-(1,3-  |'H__SIMP, dppm| 3522 NN enu-3H-inizasol4,5- 7,54 (m 1H), 7,
-i)- (CDCl): 8,39 (d, Y bjnipramn (m, 1H), 7,26-7,32
1H), 8,00 (dd, 1H) H,C (m, 2H), 7,16 (d,
7,84 (d, 1H), 7,39 (4, F 1H), 7,04 (d, 1H),
1H), 737 (4, 1H), F 5,47 (s. ZH).‘OZ @
s T 3
4 1 35 (s, 2H), 98 2-{[2-(1-werwr-TH- H smr (CDCI;) 3223
HC 4.27 (q, 2H), 2,67 (s, nime-S-in)»lH- 8,38 (IH, dd), 8,05| [M+1]
3H), 1,12 (t. 3H) iminason-1-injmern)-3- | (1H, dd), 7.42 (IH,
B N= = 2-{2-23- "H_SAMP, dppm| nponin-3H-iminaol4,5- d). 723 (IH, d0),
= N N Dudropdenin)-1H- (CDCL;): 8,09 (dd, binipwas 09 (IH, d), 7,04
Y 7 imizason-1-injuenn}-1- |1H) 7,55 (dd, 1H), (IH, d), 691 (IH, d),
N erwa-1H-Gensumizasan- |7,19-7,40 (m, SH), 621 (2H, s), 4,19
J F |5-xapSonimpun 7,04 @, 1H), 540 (s, (2H, 1), 397 G3H, s),
HC 2H), 386 (q, 2H), 161-1,50 (H, m),
£ 1,02 (¢, 3H) 0,76 (3H, 1)
B 2R-G-drop-2 TH _AMP,  dppm| 3503 89 Pl A I
— - - A X bropderiin)-1H- xopwty :
L N ,,‘,[“;(@,ﬁ,}m. (€D 8,39 (&4, 1H), ﬁ’w_,_mﬁ,‘,‘m,_,_ 9,44 (1H, 1), 8,70 (1H,
1 SNy isizasor-1-injuenea)-3- 893 (@4, 1H), 7.20- ern-1H-ininasofd,5- |9 837 (IH, d), 8,04
P 2 s 7,31 (m, 3H), 7,07-7,13 2 HAS0L4, (IH, s), 7,89 (IH, 3),
N nponia-3H-iuiaxold,S- |5, 3y, "534 (s, 20), clnipuan 7,73 (1H, d). 7,49 (11,
HC blmipicuan 388 (@ 2H), 22 &, 737" (1, 9, 605
3H), 1,54 (m, 2H), 0,78 (2H, %), 4,44 QH, Q.
F (t, 3H) 1,30 3H, 1)
T Gaon s H AP, 03 o [(-xinonin- aMP 53
- -1~ +1
6 =T} i D i bt i w60 i, o 8 | MY
i Mnm«‘binhxm-l-} :'I?). % |.’n’)‘.l zu z(;a) | Poetesiompszeion 3’;.'5""’”(23”' m),
is aei m, : 1887, L, m
N F :"!""'JH»MM‘J' 719 (@, 1H), 7.12 (4d, |xapGonirpua 7.79-7.60 (SH, m), 6,54
Inipunes m;. 7,05 d, 1H), 5,37 (2H, 5), 447 (2H, 1)
L ( 31].!)4 I“J:'I), (IJ;{S 1)77 (2H, m), 0,89,
s, ), 1.4 (m,
CH,HC 2H), 0.76 (¢, 3H)
TABAWLA 6 1) Hassa TIONAK AMP MS

N CTPYKTYPA Hasna TIOTTAK AMP MS | T (m/2)

(m/z) 901 2-{12-Q2.4- .

w7 = 203G grop 3- TSNP, dppin | 366,2 @ gmopdenia)-1 M)

SN NN Metoxenpenin)-1H- (CDCly): 8,39 aa, g w
» SNy imiaason-1-injmernn)-3- |1H), 8,03 (dd, 1H), | Y
N° N nponin-3H-ininasold,5- 7,157,322 (m  4H), 7
°-cu, b]nipuan 7,03 (d, 1H), 696
(dd, 1H), 530 (s, HC
cH, F 2H), 384 (1, 2H), F
Hy 3,79 (s, 3H), 146 (m,
2H), 076 (t, 3H)
888 T-ermn-2-({2-[3- anrapoxiopua H
(\ (tpudropmeTin)denial- | AMP (dg DMSO): 10,02 902 T-nponia-2-(2- TH SAMP riapo-| 3442
N N4 1H-iMizason-1- ("L ')- "7" ('"- o ) in-in - (4 DMSO):| [M+1]
'1 D in)menun)-1H- ) ,,( , 892 (2H, d), 8,18
Z F iminasol4,5-c]mipwamnm 1,; (m ), 7,75 (m‘ (IH, d), 800-799
0, 6,09 QH, ), 445 (H, m), 7,88 (IH,
c F (2H, 9), 1,32 (3H, ) dd), 7,65-7,62 (H,
. H’ . cH, m), 6,46 (2H, s)’. 442
2-{(2-(5-rop-2- (H, 1), 193-184
869 - 2 OB 2 P MRON: 8110 (11, 31, 097 G T
N N imizason--injwenwa)- (9 87 Ol 6, 7,08 503 T2 [-(2.3,6- H__AMP, 38,2
Y 1 H-Genmmiaason-5- f ‘(>. “t)l A NN N Tpudropdenia)-1H- (CDCly): 8,40 (dd,
xapGomiTpHa i, G Diaass | YNy indamson.|-injuenus)- | IH). 802 (&4, 1H).
) . e 5820, N° N 3H-inizasof4,5- 724732 (m, 3H),
H,C 423 @i, o). 217 GH, ) F F blnipwam 701 (d, 1H), 7,00
F ), 1,18 (3H, (m, 1H), 536 (s,
0 2([2-(2,6- H AMP (ccu) B[ m/e 354 | HC - H), 492 (o, 2H),
~-N F andropdenin)-1H- 9,05 (s, 1H), 8,43 (d, 1,09 (¢
Y, iminason-1-nlmenwal-1- |1H), 7,5 — 7,4 (m, 504 = -nponin-2-(2-Ten-3- 3243
2 nponin-1H-iminaso[d,5- |1H), 7,27-7,23 (m, N Ll~|H~nllnnl 1- (€Dl (dd,
R\,\N F elnipnann 2H), 7,07 = 7,01 (m, [ L >Ny |inmenual-3H- 1H), 8,05 (u 1H),
3H), 534 (s, 2H), imizasol4,S-blnipwann 7,66 (dd, 1H), 7,43-
CH, 3,75 (t, 2H), 147 (q, / 749 (m, 2H), 7.25
2H), 0,77 (¢ | (dd, 1H), 7,14 (d,

591 22-2,6- TH AIMP (CDCl,) 8| m/c 340 s 1H), 7,02 (4, 1H),
angropdenin)-1H- {905 (s, 1H), 8,43 (d, cH, 5,55 (s, 2H), 391 (.
imianson-1-injmernn)-1- | 1H), 7,52 = 7,42 (m, 2H), 1,51 (m, 2H),
enwn-1H-imiaasold,5-  [1H), 7,27 = 7,23 (m, 0,79 (1, 3
c|mipuann g:; 7.50:5- (7.012(;;. 905 1-(T-enua-2-1(2- AM i

5,35 (s, \ - nipusiay-2-ir-1H- (CDCly): 887 (4,
3,85 (q, 2H), 1,02 (1, HC N isdamon-1-in)menwa)-  |2H), 8,41 (dd, 1H),
3H NS IH-Gewmmuizason-5- (8,02 (dd, 1H), 7.40

592 22-G,8- m TH AMP H(cnc:,) 5| m/e 340 N i (dd, 1H), 7)6-7':
andropdenin)-1H- 9,10 (s, 1H), 8,46 (d, ) 2 (m, 2H), 7,16 (
imiansan-1-injmern)-1- | 1H), 7,5 ~ 7,51 (m, HC ) 1H), 640 (s, 2H),
enwn-1H-iminasol4,5- | 1H), 7,42 ~ 7,30 (m, 427 (q, 2H), 2,69 (s,
cnipuann 1H), 7,31 = 7,26 (m, 3H), 1,17 (¢, 3!

906 F T-erwa-2-([2-(6- H AMP (CDCly) 8| m/e 337
Gropripiwnm-2-in)-1H-  |8,93 (s, 1H), 8,16 (4,
N 4 1H), 7,87 (4d, 1H),
| N 3 - 7,18 (@, 1H), 7,12 (s,

3 2-12-(5-drop-2- 'H mr (CDCIy) 8| m/e 350 N 1H), 687 (4, IH),
Memwagenin)- 1H- 9,07 (5, 1H), 8,43 (d, Hy N Q)N

2H), 265 (s, 3H),
122 (¢, 3H)




TABIALA 6 TABIALG 7
N TYPA Hassa TIOMAK AMP MS 1 ?ﬁfvu Hasna TIOMAK M MS
!Eyl! ¢
%07 F T-era-2-([2-0- H P | m/e 3% 91 — A T-enu-5-[(a- TH AMP_(CDCly):
1H- g i -1 7,65 (d, H), 7,62 (d,
imiaasan- ?-’h]mu)-& 928 G, 1H), "‘7 o NJ N\ IN/ m;:ma ‘(J- nﬁ, (‘7,4|SH)(m uu(l';.
m wenur-1H-isizmold,s- |1, 833 (@ 11D, 74 g" @ropgenin)-Hnipisas-5-7,237,30  (m, 4H).
N 7,13 (m, 1H), 6,16 (d,
He ) C\/N 2“;9‘(:)2%‘2 (z"'nm(:, Gensnmizaton 1H), 431 (s, 2H),
HC 3H), 1,35 (¢, 3H); He . ;:: (qi 25“2 6%.62((-.
- 40 m,
“enna-2-((2- T AMP _(CDCLY| 390 |
%08 . O Tenua-2-(12 uwgﬁ: P oo (M’?l) o), 121 ¢, 3H),
MM 1H-isizason-1- L ;‘”’"’ .l 922 S-[(@-wmxcronenmin- H MP (CDCLy):
N F in}wena)-3H- I T i [N [mincpazn-1-inwernal-1- |7.65 (d, 1H), 7,61 d,
< inizasol4,S-blnipwoen |3 5 5 (i, 7,95 O‘ N [ema-2-{[1-(3-gropenin)- | 1H), 745 (m, IH),
CHy (m. 1H), 8,02 (@, 1H), IH-nipason-S-injmenwn)-  |7,22-7,31 (m, 4H),
FF 8,38 (d, IH) 1H-Gensumizason m; (':'Jlln)iﬁ'li ,g
3 v 8, 3
305 T([2-(-wenuagenin)- |TH__AMP (CDCLY| 332 e ¥ 396 (q, 2H), 3,63 (s,
N N 1H-iniamon-1- aiwif sicerh | (M+1) 2H), 2,40-2,60 (m,
| \>\,N v ia]merna)-3-nponia-3H- (073 (& 3H), 1.6 (m. 9H), 1,31-190 (m,
Ay indaasoldS-blnipnwon [210- 234 (& 31D, 281 8H), 1.21 (1, 3H)
N CH, = 7% 923 3 S-[(@-wmcrorenmia- 5155
S (ma, 6H), 8,02 ( I/ ninepasm-1-inmerin]-1- (M+1)
Y "
H,C 8,37 d, 1H) ?P’lwz."h(i-w";n).
-Nipason-5-iijmerna)-
910 6-" I(J-mlumpmh 'Tr HMP D0y 2 1H-Genanminason
- N e e T8, AH0n 335 o | el " "
Y 7 blmpulol -2-in)meTwa)- m, o, | 340 (M~
» N)\/N 1H-iuiaasoa-2- Pt it I o 2T openin) TH- %3
) Z i3 3H), 7,56 . 1H), 7.86 (\" Y~y  [pomons-ahuerast-1. IM+1);
<f a o e e W, [ [ema-S-Guopdonin-4- 44,3
N =N 8,54 (d, 1H) inmeria)- 1 H-Gensmmizason [M-1]
311 T-drop-3-{1- J-npunu TDhCl, 8.8 (@d,| 3612 HC
&) T il s L8, s30T 1| (M)
m‘) m‘fi”‘-"‘“", n‘,_‘;"‘"‘“" 735 ru. 2H), 772378 cl
% " { 1H), 735 @ J ()~ -2-{11-03- ‘ﬁﬂ'a]i:
injGemsonirpua =507 Tu,_ 1), 722 ’” Y, e O, s | 0 26 1D
[ dropdenin)- 1 H-nipason-S- | 1H), « ).
736 m. W 7L @ 3 /! il 7.3
) J=1,1 T, TH), $.37 (s, O | alsserm]- iH- Pl K e
N zm.m ey 3 | Berommizason-s-inweria)- (T 4H) 743 (i 1
54 (dq, =142, 1.4-Gininopwmun 2H), 39 (g, 2H), 361
1-61, 4‘-2‘L o e L 50 a1y, rio-2 31
912 T-nponia-2-((2-[3- TH AMP (CDCL): 9,00 (on, 13H), 1,23 (&, 3H;
. ( - |0 4 = s R
i ol = 3 l 3 3 -1 H - -5
b F {5¥ Dl aioh- | &), 1,72 (K, 9, 1.63 gropdeiiay Linipaxy:3
lnl'nmu)'lH-. 1H, ', 7,5 (14, 1), n]merHn)-5-|(4-miponian-
T |imiznsold,S-cinipwann (715’ 153, &), 7,09 (1H, 1-Lnninepmanw-1-
d), 5,50 QH, s), 363 immernal-1H-
CH, (2H, 1), 1,49-1,39 (I Genanminason
0.75 M, ¢
913 A zn)(lllu(&vmwﬁvrnnl (CD,O&) l'.lug-&(l‘i lir'l!l 927 T-ern-2-([1-(3- T AMP ;CDITJ 1‘{59
-1 H-imizason-1- (m, , 8 s, + dropdenin)-1H-nipason-5- |, 1H), 762 (s, 1H),
My S iajmenw)-1-nponia-1H- |1H), 7,29 (d, 1H), {ajuerma}-5-((4- 745 (m, 1), 7,31-7,33
Geramminason-5- 6,4 (s, 2H), 4,59-4,65 deniaminepasmi-1- (m, 6H), 7,13 (m, 1H),
(m, 2H), 20-2,12 in)merwal-1H- :"“‘ i el
(m, ’Z‘H). 1,06-1,07 Gotsain 0"t 3 G 20
CH, (m, 3H) ¥ 2H), 3,15-3,23 (m, 4H),
L|TOI'IAK q — i) f’ﬁ“ o, 4, 121
- cniika Teope i Ximi
N — cnoayka Ne
N Hassa TIOMAK AMP ™S
(m(z[
TABJIWLIS 7 928 27‘"""}‘"-“';"""‘"{';"{;‘ [35,[4]
I—i nipason-3-ui{merun}-3-{(4- +1];
N Hassa lIONAK AMP MSZ UMKTOTENTH-MiNepasHH- 5434
(m/z) | 1-in)kapGonin]-1-ern-1H- (M-1)
914 F | emn2-{(1-0- 4203
i2)-1H-nipasos IM+1] | Gerizaoor
in]merun}-5-(moposin-4-
—N " i 1H i
—m
o 99 Tenu-2-([1-(-
i 3 dropdpesin)- 1 H-mipason-5-
e \ inlwerwn)- 1H-
915 e Tena 2 1-0- 3933 Saomdmen:S:
dropdenin)- | H-nipason-5- [M+1]
NPVD_&@[N\V\Q inmerin}-1H- P
Gensuminason-5-
L KapBoxcwiar He
Ng 930 T-entn-5-Grop-2-([1-(3- | 'H SIMP (L)-
F, N I\ Gropenin)-1H-nipason-5- | (CD,0D): 7,67 (s,
@:\ 7 inmemua)-1H- 1H), 7,057,46 (m,
| Genainmizason 7H), 631 (s, IH),

516 F T-enun-2-([1-(- 3652 N 4,53 (s, 2H), 4,47 (s,
ropeenin)-1H-nipason-3- M+1] ) 2H), 4,14 (q, 2H),
in]sernn)-1H- HC 121 (1, 3H)

o i 5
N KHcaoTa F
\ / 931 ¢ 5-xnop-1-emn-2-{[1-(3- 'H SIMP (L)-raprpary
N i \N propedenin)-1H-nipason-5- | (d-DMSO): 7,65 (s,
A\ N in]mersn)-1H- 1H), 67,261-7,58 (m,
Gensuminazon 7H), 626 (s, 1H),

917 F N-[2-(mmnponizamino)- 4914 4,48 (s, 2H), 4,30 (s,
erwal-1-emna-2-([1-(3- M+1) 2H), 4,16 (q, 2H),
w;omu'ml);‘l H-nipasoa-5- HC 1,15 (1, 3H)
in]mernn)-1H-

Genaumizalon-S- F
xapGokcamin 932 Br 5-6pom-1-enwn-2-{[1-3-  ['H AMP (L)-raprpary!
,‘2 N I\ in)-1H-nipason-5- | (ds-DMSO): 7,72 (d,
e @[\ injmerin)-1H- 1H), 7,65 d, 1H),
Gersnmizason 721753 (m, 6H),
918 N, I-zienu-2-([1-(- 3923 N s,zs G, m(). 448 (:,
s ropdenin)-1H-nipason-5- M+1) ) 2H), 4,30 (s, 2H),
inlwerun)- 1H- He 4 16 (g, 2H), 1,14 (,
-8 == : i
LS N \ / 933 T-enma-2-{[1-(- TH AMP_(CDCIy):
O | dropeenin)-1H-nipasos-5-|7,96 (d, 1H), 7,27-
a |inlwerwn)-5-denin-1H- 7,66 (m, 11H), 7,14
- i , 1H), 6,21 (d, 1H),
19 N [ A IR 73 O b e iy, (o
5 Q/ Ml'opdnu;xr){l;; nipas 5- M¥1) 2H), 125 (¢, 3H)
injmeTin HUT-1H -
Genauminason-5- e
\ F
N, \_7 934 F 2-([1-(2,5-audropdenin)- 364,2
1H-nipason-5-in)merna)-1- [M+1]
F etia-1H-Gensuminazon-5-
P~
920 T-etua-2-([1-G- TH_ AMP_(CDCL): N N N,
N m in)-1H-nipasan-5-|7,65 (d, 1H), 7.61 (d, ACI: ()
ne ™ A N |indmerna)-S-[(4- 1H), 745 (m, 1H),
MeTwninepasuy-1- 7,22-7,31 (m, 4H), z
in)wernal-1H- 7L @ 1), 616 (@ b
|Benanmizason 1H), 431 (s, 2H),
e 3,96 (g, 2H), 3.62 (s,
F 2H), 2,40-2,60 (m,
8H), 225 (s, 3H),
122 (1, 3H)



179 75902 180
TABANID 7 TAE__L!%‘" 7 ]
~ CTPYKTYPA Hassa TIOTIAK AMP NS N CTPYKTYPA Hisna TOTTAK AMP MS
(m:ll !m‘l!
935 2-([1-(-xropenin)-1H- [TH_AMP_(CDCI| 949 T-enn-5-(3-(gropenin)- | TH _AMP__(CDCI):
nipason-S-injuerwal-1- 8,05 (4, 1H), 7.36- Q 1 2-({1-(-gropdenin)-1H- {795 (d, 1H), 7,64 (4,
erun-1H-Gensumiaason-5- |7.65 (m, 7H), 6,21 (d, » nipaon-S-inlwerwa)-1H- [ 1H),~ 7.27-7,53 (m,
H), 436 (s, 2H), F O D Genamminason 8H), 7,14 (m, 2H),
4,02 (q, 2H), 1,24 (1, 7,03 (m, 1H), 6.20 (d,
el 40; anlias
N 3 t,
He . (@ (
3 TTT-O5-mn - 543 950 N T-ermn-2-([1-(3- TH SIMP_ (CDCly):
i aropgana), fa aa N |dmopdeniny THonipasan-s- 690 (o, 110, 8.9 (m,
i 1H-Soitonaaianscn.S- - ! infmern)-S-nipwan-3-ia- [1H), 7,90-7,95  (m,
sl N N 1H-6enanminazon 2H), 7,64 (d, 1H),
725753 (m, 6H),
7,14 (m, 1H), 6,21 (d
1H), 437 (5, 2H),
He 4,03 (q 2H), 1,26 (1,
d . 3H]
937 2-([1-(2, 5-anpropdenin - 305,05 951 T-erna-2-{[1-(3- P (CDCly):
m‘_,,,m,,_mm,_._ M41) 73 1 dropdenin)-1H-nipason-5- (8,67 (4, 1H), 8,65 (d,
| ern-5-(4H-1,2,4-Tpuason- o ! inlvernn)-S-nipwoan-d-in- | 1H), 8,03 (d, 1H),
4-in)- 1 H-Gensumianson D N 1H-Gensuminason 126-7,65 (m, 8H),
7,15 (m, 1H), 621 (d,
A
.03 (q, 2H), 1,26 (,
He " 3H)
938 T-erma-2-(11-0- 02,4 952 S f;‘lll-iﬂ-i-usmm Kin,)] ;Hm 7":;" ; ;gDCI:;: lmlll
ropdenin)-1H-nipason-5- M+1 -nipason-5-injmerna)-1- {7,70-7, . m),
e ey M) M enun-S-(weraiaH- T34 (SH, m),
Tpuason-1-irverin)-1H- N AaM6aa~5"-asanin)-1H- (6,16 (1H, s), 4,28
i Rt 3 Genamniaason (3H, 5), 4,02 CH, Q),
e F 1,22 (3H, 1)
939 T-em- zéu (3‘ 5 :403.1 .
| #Topdenin)-1H-nipason-5- +1];
in]wera)-5-(1 H-rerpason- I«n.‘] 953 O N rr(z M-8 «9,ﬂ
1-iamerna)-1H- M-1) i Hin)-1H- (M+1]
Genanmianion F N /\‘ mpuon -5-in)mMeTia)-1-
F N erwn-1H-Benanminason-S-
3 11)-2,2,2-pudropaneTanix
540 Tenn-2-([1-(- F
My \ |dropdenin)-1H-nipason-5- He
"2 O F lin)merun)-5-(2H-rerpason- F
2-iamern)-1H-
C TT;« J‘:N 2-{(1-2,5-andropderin)- |TH_AMP__(DMSO):
HE' N IH-nipason-5-in]menn}-1- 8,07 (s,
A \ 7 ern-5-(1H-rerpason-1- (¢ ),
941 He : 1-erwn-2-([1-(3- 381,3 in)- 1H-Genanmiaason 7,79 (4, IH). 7,7 (s,
g ropdenin)- | H-nipason-5- [M+1]; (m,
O‘ " s 379, £ ). 64 (s, 2H), 4,46
[(meTnamo)mera]- | H- [M-1) HC (s, 2H), 4, 1l (q. 2H),
/ 3 Genamminason ” 1,14 (¢, 3H)
3] = 3102, 5-anrophernin)- | TH AMP Wl 3942 % ropponbig H-ipason-5
~([1-(2,5-; Hin)- MewnaTy 3 | Hin)-1H-ni -5-
?. 1 N 1H-nipasoa-5-iajmernn)-1- | DMSO) 8,38 (1H, d),| [M+1) ! ) mlmmunl-zﬂ-
oA enua-S-nitpo- 1 H- 8,15-8,12  (IH,m), he D N | Gensmminason-S-injeranon
AN Bensumiznson 7,77 (IH,0), 7,71
(1H,9), 7,51-7,34 (3H, }
m), 6,40 (I, s), 4,21
@i, @), 232 i, 5, "e
HC LIFGH, 1 s
TABIHLA 7
TABAILA 7 I3 CTPYKTYPA Hassa TFONAK AMP ™S
I CTPYKTYPA Hasna TTOTAK AMP MS (m/2) |
(m/z) | 956 z-qu mnn- TH AMP (CDCly):
53 Ten-2-([1-(3- T AMP - S-iajeria 813 (@ IH), 7,63-
a 1 dropdenin)-1H-nipason-5- | xropuay  (C| HC, 7,70 (m, 2H), 7,51
s I ia]merna)-5-(1,3-riasoa-5- [9,725 (s, 1H), 8,67 (s, & (m, 1H), 731-741
3 11)- 1 H-Genammiznson ), 813 (s, IH), / (m, 4H), 6,20 (d, 1H),
801-8,08 (m, 2H), He 435 (s, 2H), 4,00 (q,
;.g(q-. "I{I){).s 5;,2(:’- 2H), 360 (s, 3H),
it m, ) O, 3
He A 1H), 497 (s, 2H), g.—l:)o pE G
450 (@, 2H), 1,39 @, 957 {(1-25- i7)- 437,02
5 Teni-2-([1-- NP (CDCT,): Y I i e
e B wv'omuug‘-lll-nlpmn“-s- ;‘1“3, ((a. ;:)) ;g A oxcaniason-2-in)-1H-
~ in]meriun)-N-meroken-N- 7,70 (m, , 7,24~ Geraumizason
J‘ w werna-1H-Genanmianson- 7,49 (m, 4H), 7,13
/ S-xapGokcamia (m, 1H), 6,19 (d, 1H),
We '5 43676, 21D, 40 (o i
3,60 (s,
He 4 340 (s, 3H), 1,23 (t, 958 1-Q-{[1-G-xaopdenin)- |'H_AMP  (CDCh):
3H; ) 1H-nipasoa-S-iajuerna)-1- 8,37 d, 1H), 8,03 (ad,
945 3-(T-ermn-2-([1-3- TH AMP _(CDCly): ! enwr-1H-Gensmmiaason-5- |1H), 7.65 (4, 1H),
@ropdenin)-1H-nipason-5-|7,64-792 (m, 3H), . |iajeranon 387,50 (m, SH),
ialmena)-1H- 40-7,64 (m, 6H), 6.24 (d, 1H), 449 (s,
Genanminason-5- 7,26-7133 (m, 2H), 2H), 4,03 (g, 2H),
in)6ensonitpn 7,14 (m, 1H), 6,21 (d, 268 (s, 3H), 124 (t,
1H), 437 (s, 2H), e 3H)
403 (q, 2H), 1,26 (t, a
. =N THonigeon S a1 oA
. LG L ol T [ o
Hin)- | H-nipasan-5- |7, 3 , 7,26~ 1H-
Q [ Y% |inwenu)-16- 72 (m, 10H), 7,14 E los e
O 3 N | Gemamminason-S- (m, 1H), 6,20 (d, 1H), F ) | Bermmizaron
;\ indbeniajaiieraia 436 (s, 2H), 401 (. e
Ty 2H), 221 (s, 3H),
1,24 (@, 3H) F
He A %0 B o A L o AR
emwa-2-{[1-(3-¢ropdenin)- 1 (d, 1H),
947 1-emma-2-{[1-(3- AMP  (CDCly): lH-nip.:Ln-S—i.!Mluk 1H), 7.27-750 (m,
. dropdenin)-1H-nipason-5-7,92 (d, 1H), 7,27- 1H-Gemunizaon SH), 7,10-7,18 (m,
in]merna)-5-[4- 7,65 (m, 10H), 7,14 3H), 6,77 (m, 1H),
® (rpudbropmeroxew)-eninl- | (m, 1H), 6,20 (d, 1H), 620 (d, 1H), 4,36 (s,
) 1H-6ensuminason ,37 (s, 2H), 4,08 (q, 2H), 4,02 (g, 2H),
2H), 1,25 (1, 3H) 125 @, 3H)
He i 961 (1Z)-1-(2-|'"H  SIMP  (CDCly):
{[1-G-xnopenia)-1H-  |7,94 (d, 1H), 7,73 (
948 5-(3-xnop-d-dropenin)- [TH AMP  (CDCly): nipasos-S-iajuenua)-1- 7,73 (dd,

1-ernn-2-([1-(3-
dropdenin)- 1 H-nipason-5-
njmeniun)-1H-
Gensuminaion

7897 (d, 1H), 7,63-
7,66 (m, 2H), 7,11-
7,50 (m, 8H), 6,21 (d,
IH), 436 (s, 2H),
4,02 (q, 2H), 1,25 (1,
3H)

dd, 1H),
1H), 7,63 (d, 1H),
752 (m, 1H), 7.38-
7,40 (m, 3H), 727
(m, 1H), 6,19 (d, 1H),
432 (s, 2H), 3.87-

4,10 (m, 5H), 2,30 (s,
3H), 122 (¢, 3H)




1%7 TABIHLE 7
N VKTYPA Hasna TIOTTAK AMP MS N CTPYKTYPA Hasna [TONAK AMP MS
1m¢z)
2 /0 2-([1-(2,5-andrropenin)- 974 0, (TE)-1-Q2-{{1-3- TH_AMP
¢ 1H-nipason-5-inlerwa}-1- I enipasn-s- 795 @ 11, 779 04
7 erun-5-(1,3,4-oxcaniason- I\ in]meriu)-1-emwa-1H- 1H), 7,63 (4, D
O‘ p 2-in)- I H-Gensuminason N Y A [Gensmminason-S-ineranon (7,52 (m, 1H), 7,37-
N O-rerparinpo-2H-nipan-2- | 7,40 (m, 3H), 7,26
F @ inokcHm (d;. Isma 6,19 (d,
1H), 543 (m, IH),
" e 432 (s, 2H), 385
F @ 402 (m, 4H), 3,66
963 HO. oxcuw (TE)-T-(1-cnui-2-| i AIMP(CD,0D): (m, 2H), 1,62-1.92
T {(1-G-ropdenin)-1H-  |7,81 (d, 1H), 7, m, 4H), 1,22 (1, 3H
B wipason-S-ialuernal- 1H- |7,68 (m, 2H), 742- (T-etnn-2-{[1-(3- 7‘.‘5‘(“)“#@,1 ).‘("7,“‘63'1(‘1.
He 3 % Genamminason-S- 153 (m, 2H), 7,16- dropdentn)-1H-nipasan-5- | IH),  7,24-7,49 (m,
in)eranony 7,32 (m, 3H), 6,28 (d, inlmerun)-1H- SH), 7,13 (m, 1H),
1H), 444 (s, 2H), 6,17 (d, 1H), 4,34 (s,
4,12 (q, 2H), 2,30 (s, inaueronitpun 2H), 3,99 (q, 2H)),
" S 3H), 1,23 (¢, 3H) 337 . 2H), 122 (t,
964 “’K—o O-enwiokeum  (1E)-1-(1-[TH AMP cuw- 1 awm-
N erwn-2-{[1-(3-Qropenin)- |Bowepin (CDCL): 7,95 F
Iy IH-nipason-S-inJmerna)- | (@ 1H+HD), 7,73 (dd, T-erna-2-([1-(3- H AMP (4, DMSO):| 403,6
e [ 1H-Genauninazon-S- i i | @ropdenia)- 1H-nipason-5-|8,17 (1H, 's), 8,04-| [M+1]
N inyeranony THAHI), 7,24-7,33 (:' | t)merwa)-5-(1,3,4- 798 (2H, m), 71,71
3H+HI) '[au e okcagiason-2-i)-1H- (IH, d), 7,55-7,50
3 1H+H1), (d, Gensumizason QH, m), 7,457,483
HC INONI)I. JJJ (l. 2H), (IH, m), 7,29-7,24
¥ (4.26 (q, 2H), 4,13 (a, (1H, m), 6,40 (1H, d),
M), 398 (@ 477 (QH, 5), 4,36
1"“"”- 231 (5, 3H). (2H, g), 2,58 (3H, 3),
7 (s, 3HD), (135 (@, 1,24 (3H, 1)
’:";}4'12!:1(" HD), 122 57 "m'z}},l)l]ﬁ' ‘ - :!,JM{,H)(CP;?%
o - |1 4845 | | gropdenin)-1H-nipason-5- |8, S, , 8, 3
%8 “" ‘pz.,sumw{,, ," ”M}'H“‘ DMS,?,‘ [::‘;,’I { injmernn)-S-(S-verwa- | 1H), 769 (s, IH),
emni(S-nlpwu-! i 63 (1H, d) \ 1,3 4-okcamason-2-in)- L H- [ 7,60 (d, H), 7,46 (dd,
1,3,4-0Kcaia30a-2-i)- Genanminason 1H), 730 (d, 2H),
~ Paeaen: 3 716720 (m, 1H),
W 6,37 (5, 1H), 4,55 (s,
Y 2H), 420 (q, 2H),
" t ’ 1,24 (1, 3H)
’ 978 Terwn-2-{[1-(3- AMP_(CD,0D):
\\r dropdenin)-1H-nipason-5- 8,79 (;,7 I;{). E.JII (e:.
["966 | o F-(l-enmn-2-(1-0- DO N, in)merwn)- | H-iminaso(4,5- |1H), 7,69 (s, 3
gropdesia.1H-nipascaS- 19,66 (s, L1, 8,03 @ N N F [cinonans 760 ¢, ), (7".46 z(m
inlmenur)-1 H), 7.26-7,78 (m, 2 BV u
| Gemsmarinasan-5-in)-4- m), 6,94-7,18 (m, 1220 . (n,. 2By
\ A Sy, 632 (dd, 1H), 6,37 (5, IH), 4,55 'g-.
Y 4,38 (s, 2H), 4,04 (q, HC f’;}(;'szg (a, 2H),
2H), 391 (s, 3H), PG ) -
e 127 1, 3H) 979 L-enun-2-{(1-G-
" O dmopdenn)- 1H-nipason-5-
967 Teerin-2-([1-(- H P (C N\ injuern)-1H-
| dropdenin)-1H-nipason-5- | 7,78 (s, 1H), 7,63 (s O Genammiaazon-6-
|in]serwn)-N N-miserwa-  [1H),  7,10-748 (m, 4 wapGonirpun
1H-Gensmminason-5- 6H), 6,18 (s, IH), N7
KapGoKcamia 4.35 (s, 2H), 4,00 (q, HC
) 313 G, F
:os @, 3, 1,22 (1,
3H) TABIH
e crvyxm». Hassa TIONMAK AMP Ms |
2
1) Husna TIOMAK AMP MS 980 T-(l-etn-2-{(1-3- M‘W
| (m/z) | HC R\ ropdenin)-1H-nipason-5-
968 5-(3,5-ammerunisokcason- |TH  AMP  (CDCIy): / 3 injmernn)-1H-
A-in)-lenu-2-((1-3-  [7,627,64 (m, 2H), ) Genanmiason-S-
¢dropdenin)-1H-nipason-5-|7,25-7,50 (m, 4H), in)nponau-1-on
infmerial-1H- 701718 (m, 2H), Jl
Gensuminason 6,21 (d, 1H), 4,36 (s, HC
2H), 4,02 (q, 2H), £
242 (5, 3H), 2,29 (s,
3H), 1,26 (t, 3H) 981 2([1-(-Gropderin)-1H-
N r nipason-5-injmerual-1-(2-
969 5-6pom-2-([1-(3- TH_AMP_(CDCIy): Z7 3 N i 1H
xaopdenin)- 1 H-nipason-5- (7,87 (d, 1H), 7,63 (d, N Gensuminason-5-
ia]merna)-1-emwa- 1H- 1H), 7,50 (m, IH), KapGoHITPA
GeHaumiaason 7,35-742 (m, 4H),
7,18 (&, 1H), 6,18 (d,
1H), 431 (s, 2H), W'
HC 3,96 (q, 2H), 1,21 (@, peo
3H) 982 2((1-(-gropderin)-1H- 390,1
] ' nipason-5-| in]uc‘nu) l -(3- [M+1],
970 2-{[1-2,5-andropperin)- [TH SIMP _anriapo-| 484,5 = 388,3
IH-nipason-5-injmerwn)-1- | xropuay (dg DMSO):| [M+1] N N |Benammizason-5- [M-1]
cn-5-(S-nipuwum-4-i1- (898 (2H, m), 8,43 i
1,3,4-oxcazinson-2-in)-1H- (IH $), 8,35 (2H, m),
[Genanm 8,19 (1H, o, 799
(IH, ), 7,75 (IH, ),
7,59-7,56 (IH, m), bt
L 7,50-741  (QH, m), 983 ~ T-(2-tmanostn)-2-([1-0- 3713
6,49 (IH, s), 458 - dropaenia)- 1 H-nipason-5- M+1]
(2H, :), 4,30 (2H, q), N N N in]merwi)-1H-
1,19 1) GeH3nmitalon-S-
971 ke (IB)-1-(-{(1-0- | H uMp ©DCTy): KapGoHiTPIY
xaopdenin)-1H-nipason-5- (10,92 (br s, 1H), 8,58 "
M inlmenun)-1-enor-1H- - |(s, 1H), 7,52-7,64 (m,
\ / Gewomizasas-5- 3H), 729 (d, 1H), W
TAHOM| . 3 ) 4, 3
pereony 2&‘.’,‘,;7"’(;’2,:;, 984 | AC T-crwi-5-(5-crwa-1,3.4- | TH JIMP (3, DMSO):| 4173
m (s, 3H), 121 (¢, 817 (IH, 's), 8,01-| [M+1]
L H) » ropden 794 QH, m), 7,71
c kol N injuenn)-1H- (iH, '), 723751
972 HC, O-cTwiokeum  (1E)-1-(2- | TH AIMP ciw- | ani- N\ F |Gensmminason (ZH. m), 7,44-7,42
R ([1-(-x1opgenin)-1H-  |isoucpin (CDCh): 7,95 (IH, m), 728-7.24
07' 3 nipason-S-injwerin)-1- | THEHD, 7,73 (dd, (1H, m), 6,39 (IH, 5),
He \ A enun-1H-Gewomwizmsan-5- | HHH1. 763 (@ We 473 QH. ), 433
ineranony HAHD, 720730 (m, (2H, @), 294 (2H, @),
@L . 'lsn <¢. 14 SHN LR
He m+m)1, 4330, 210, 985 | AN 5-(T-enn-2-([1-(3- lu ﬁMP (d; DMSO):| 4175
[426 (@, 2H), 4,13 @, @ropdenin)-1H-nipason-5-|8,17 (1H, s), 8,01-| [M+1]
398 7 A |in}mernn}-1H- 794 (H, m), 7,71
s (“'}“l})-l"ltl'-sg"(} L | Gerammizason-5-in)-134- ((1H, s), 7,53-7,51
3. 128 & Sin, 1,23 ) oxcaniason-2-MiH g},} :} ;-_;;;;,i
573 BTG T ( (1H, m), 6,39 (1H, 5),
" xnopdenin)- 1 H-nipason-5- 473 QH, 3, 433
[ixlsienurl- 1-one-1H- ey (2H, q), 2,94 (2H, 9),
W m | Gelinndtasad-Scaperiaion: |1 ::u). 132 GH, v, 123
O-(mpem-Gyrun)oxcun iHl} 7:: 740 (m: e

6,20 (
lﬁll(d Hll)l. l)) (l-
1,99

Q.
2H*HI), 22! (s, 3H),
2,275, !Hlli. 137 @5,

[l ll (s, 9HI)),

9H),
L2, L 3H)
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ABIHIDL T

N CTPYKTYPA Hassa [IONAK AMP MS
!mzl!

986 = 2-[[1-(2,5-ancpropenin)- ['H  SIMP  (CDCl;):

I\ 1H-nipason-5- 7,93 (d, 1H), 7,67 (d,

A N in)(rizpoxcu)merua]-1- 1H), 7,55 (4d, 1H),

erua-1H-Gensnminason-5- (7,40 (dd, 1H): 7,24

F  |xapGomitpun (m, 1H), 7,10-7,15

J (m, 2H), 6,20 (a. 1),

HC 6,01 (s, 1H), 4,98 (br,

F s, 1H), 4,04 (g, 2H),

1,21 (t, 3H)
987 1-etun-2-{[1-(3- 3223
| ropdenin)-1H-nipasoa-5- M1
\ injmera)- | H-intinasof4,5- 320,3
N\ N bnipuin [M-1}
e
CH,

988 N= 2-[[1-(2,5- deﬂvp(}:em)— TH AMP (CDCly:

= N I\ 1H-nipason-5 8,07 (d, 1H), 7,77 (d,

N\ la](¢mp)uc|wr] l-etun- |1H), 7,60 (dd, 1H),

1H-Bensuminason-5- 7,47 (dd, 1H), 7,11-

N F  |xapGonitpun 7,23 (m, 3H), 6,85 [d,

g 65 G, 427 1
L, 3 m,
He 2H), 1,36 (1, 3H)

989 1-emnn-2-{[1-3- 'H SAMP (dg DMSO):
dropdenin)-1H-nipason-5-(9.41 (1H, s), 888
in]merin}-5-(5-nipuaun-3- | (1H, d), 8,67 (1H, d),
in-1,3,4-okcaniason-2-i1)- (8,46 (IH, s), 825

" 1H-Genaumiznason (IH, d), 8,10 (IH, d),
7,81-7,72 (2H, m),
7,55-7,46 (3H, m),
7,30-7,26 (1H, m),
w 643 (IH, 5), 484
(2H, 5), 4,40 (2H, @),
1 1)

990 1-etwn-2-{[1-(3- H AMP (CDCly):
ropdenin)-1H-nipason-5- (8,30 (d, 1H), 8,16 (dd,
ia]memn)-5-isokcason-5- | 1H), 7,76 (dd, 1H),
in-1H-GeHsuminason 7,64 (d, 1H), 7,38-

7,50 (m, 2H), 7,25-
7,32 (m, 2H), 7,14/
(m, 1H), 6,52 (d, IH),
6,21 (d, IH) 437 (s,
2H), 40l (g, 2H),
1,25

91 I-etna-2-[[1-G3- H ﬂMP (CDCly):
iin)-1H-nipason-5-|8,02 (dd, 1H), 7,47-
in)(ri 1H- |7,62 (m 5H), 7,39 (d,
Gensnminason-5- 1H), 7,18 (m, IH),
HITPHI 6,12 (d, 1H), 6,00 (s,

1H), 5,05
38: (q, 2H), lO! (l

N Hasza [IONAK AMP MS

992 1-ena-2-{¢rop|1-(3- H SAMP (CDCl):
¢ropdenin)-1H-nipasoa-5-|8,12 (dd, lH). 7,73 (4,
|in)seran}-1H- 1H), 7,62 (dd, 1H),
Germuinason-5- 7,447,353 (m. 2H),
xapBoHiTPII 731-739 (m, 2H),

7,17 (m, 1H), 6,83 (4,
1H, JH F=468 MZ),
4,39 (m, 2H), 1,43 (t,
3H) _

993 Merva  S-{(S-uiau-1-enua- 406,3
1H- n-2- M+1)
in)oxy}-1-(3-Gropdeni)-
1H- -4-1

994 2-[[1-(2,5-andropdenin)- |'H SAMP (CDCly):
1H-mipasoa-35- 8,09 (m, 1H), 784

! (M, 1H), 764 (dd,
I H-Genmmiaazon-S5- 1H), 7,48 (dd, 1H),
xapGomiTpra 6,96-7,18 (m, 3H),
6,85 (d, 1H), 4,33 (q

2H), 1,38 (1, 3H)

995 ~ 1-enua-2-{[1-(3- 389,2
| ropdenin)-1H-nipason-5- IM+1)

) |inluernal-6-(1.3 4-
3\ D’F oxcaziason-2-in)-1H-
Gensuminason
¥ »
E3 ~ Tenua-2-4[1-G- 03,3
i | dpropdenin)-1H-nipason-5- IM+1]
|Lalmerin)-6-(S-meTha-
O,J 1,3,4-oxcaniason-2-ix)-1H-
Gensuminazon
“Fm
%7 1-Q-([1-(3-@ropdenix)- 3493
b 1H-nipasoa-S-ixjuerua)- M+
H -1 3472
‘ | n)aueron M-1]
998 2-{msdprop| 1 H AMP (CDCly):
e M gropdenin)-1H-nipasor-5- 8,078 (m, 1H), 7,80
N\ {injmeTin}-1 1H- (m, 1H), 7.63 (dd,
i 1H), 7,48 (dd, 1H),
7,13-728 (m, 3H),
/ i
1H), q, 3
¥ F 1,39 (4, 3H)

75902 184
TARIALEA 7
N CTPYKTYPA Hassa TIONAK AMP ™S
(m/2)
999 2-([1-(3- ropdenin)- TH- 3832
O nipasa-S-iajmerw}-1-(3- M+
3 dropnponin)-1H- 3512
Geranmizason M-1)
§r
1000 T-(2-groperun)-2-([1-0- 39,2
N\ / Gropdenin)- 1 H-nipasar-5- IM+1)
iajmerua)-1H-
Genauminason
1001 - ([1-(-dropdenin)- 2
1H-nipasor-S-inlmena}- M+1];
> 1H-Gennmizason-1- 358,
in)Gyranminpun IM-1]
1002 T-(lenu-2-{[1-(- 7.2
F 3 | ¢ropdenia)- | H-nipasoa-5- M+1)
[ iajmerwa)-1H-
D % Genyumizason-5-i
J Q
F
1003 0 | (2.u1»<3-wmw
¥ | i g\ H-nipasoa-S-injuenta)-1-
eﬂu - | H-Gensnmizason-5-
d O‘ 1)-2,2.2-TpudTopeTanon
" @L
)
1004 S-xnop-2-[[1-(25-
e [\ Mm; wia)-1H-
p -5
3 ul(ww)umul 1-enua-
NF) f F H-Gerammizasan
F
1005 0, O-(2-croxcienunjokenm | 'H
we O U1 (Lena2-11-G-  |(Coq) 7.95 (m,
e @ropdenin)-1H-nipasor-$- |
ia)menur)-1H
‘WM-S»
e n)eranony 98 (q, ,
2H), 3.58 (q, 2H),
(s, IH), 1,18-1,26 (-.
L6y
TABIWLA 7
~ CTPYKTYPA Hasea IONAK AMP MS
1006 T-ena-2-{[1-0- TH__AMP,  dppm S
J \ ¢ropdenin)-1H-nipasar-5-|(CDCl: 7,72 (dd,
Y inJuerna)-NN-paverws- | 1H), 7,63 (d, 1H),
o IH-Gensumizason-6- 740-749 (m, 2H),
,24-7,34 (m, 3H),
) Q 713 (4, 1H), 6,8 (d.
1H), 435 (s, 2H),
oMoy W 399 (q, 2H), 313 s,
2H), 307 (s, 3H),
1,23 (¢, 3H)
1007 3-eun-2-{[1-(3-
I\ @ropdenin)-1H-nipasoa-5-
(:E:\ N in]meria)-3H-imiaasof4,5-
blnipuun
n,c) G\F
1008 2-{[1-(2.5- TH AMP (CDCly):| 3%.2 |
)\/E\\ 1H-nipasox-S-iajuenual-3- 8,19 (1H, d), 7.61| (M#1]
Y ’ ena-3H-ini (H, d), 748744
F | bl (IHm),  7,28-7,13
(4H, m), 6,14 (IH,
m), 4,44 (2H, ¢), 393
HC (2H, ), 1,17 (3H, )
F
009 4-xnop-1-erma-2-{[1-3- |'H_SIMP (CDCL):| 36,2
a ) | gropdesin)-1H-nipasos-5- 8,19 (1H, d), 7,61 [M+1]
W |inluerwa)-1H-iniaasol4,5- [(IH, d), 7,48-7.44
1\ \ clmipwans (IH, m), 7,28-7,13
(4H, m), 6,14 (IH,
Z m), 444 2H, 5), 3.93
h) (2H, 9), 1,17 GH, 1)
HC
1010 Tenu-2-[1-- 392.3
) | dropdexin)-1H-nipasoa-S- (M+1]
\ |in]merun}-S-merokcu-3H-
N imizasol4,5-bjmipums
HCo
He
1011 2-{[1-G-ropperin)-1H-
I\ mipason-S-injmeral-3-
A \ isonponia-3H-imizazof4,5-
I P blnipuas
H,C)\Q" £
1012 i )-2- |H_AMP _(CDCl):| 366
T ([1-Q2.5-mdropdenia)- (022 (m, 2H), 054| [M+1]
A\ ’ 1H-nipasoa-5-injwern}-  |(m, 2H), 095 (m,
1H-imizaso{4,5-bjnipwms |1H), 3,84 (d, 2H),
4,32 (s, 2H), 6,18 (s,
2H), 7,13-725 (m,
4H), 765 (m, 2H),
F 8,52 (d, 1H)




TABINALEA 7 TABTHLA 7
i A Hasea IONAK AMP — Ms_ | e CTPYKTYPA Hassa [TONAK AMP MS
| (m/z) | — 7N
1013 T-(wacronponiverin)-2- |'H_AMP _(CDCL):| 366 1026 Temma-2-[1-(3- (CDCly) 882 (5, 1H), | m/z 337
1 W {[1-G-¢ropdenin)-1H- (022 (m, 2H), 054] [M+1] — \ -2-i)-1H- (8,28 (br d, J=4,0 Tuw,| [M+1]
. nipason-5-injmenmal-1H-  |(m, 2H), 095 (m, N nipason-S-injmerna)-6- 1H), 7,70
imizasold S-bjnipwws  |1H), 384 (d, 2H). | ) serwi-1H-inaso[4,S-  |J=16Tu, 1H), 7,61
4,32 (s, 2H), 6,18 (s, =z |clnipwasn (m, 1H), 7.35 (m
2H), 7,13-7.25 (m, HC I 1H), 7,07 (s, 1H),
$H), 7,65 (m, 2H), ) 2 6.23 (s, 1H), 4.56 (s,
F 8,52 (4, 1H) HC 2H), 409
: J=72Tu, 2H), 265
014 2-([1-(2,5-amgropdenia)- |'H_AMP_(CDCL):| 354 6. 3H), 125 (@
i Y 1H-nipason-5-iajmerna)-1- (0,82 (¢, 3H), 1,62 (h,| [M+1] 3=7 T, 31
A\ / nponia-1H-imizasol4,5-  |2H), 3,85 (¢, 2H), 4,33 1027 2-{[1-(6-@ropnipumm-2- [(CDCly) 8,78 (br s,
b] [ 2H), 6,20 (s, lH). N in)-1H-nipasos-S- 1H), 8,38 (br s, 1H),| 3092
F 705725 (m, 4H), | ulnenul 3-merwa-3H-  |7,87 (m, 2H), 7,68 .| [M+1]
S 782 (m, 2H). 8.3 ¢, 7 S-cinipwom | 1H), 7,55 (or s, 1H),
H) Z 7,25 (5, 1H), 6.69 nw
HC TS " d, J=75Tu,
oS 3I-G-gropeni)y TH- [(CDC) §45 (6| m/z S (- Hoflata e
N I\ nipasos-S-iajuera)-3- (J=438, 1,5Tu, 1H),| 3662 &,,’
( 3 nponin-3H-iMizasof4,5- 8,10 (dd, J=8,0.| [M+I] N B
P 1,4 Tu, 1H), 764 (4, 3 Genan-2-111-G- (CDCl;) 8.86 (s, TH),[ m/z 337
J=2,1 Tu, 1H), 7,47 7\ -2-ia)-1H-  |830 (d, J=44Tu| [M+1]
= (m, 1H), 7.23-7,34 X F nipasos-S-iajuena)-1-  |1H), 7.71 (s, 1H),
(m, 3H), 7,12 (m, | D memua-1H-ivizasol45- (7,62 (m, 1H), 7.36
oy 1H), 631 , HC. Z~N c]nipwan (m, 1H), 7,07 (s, 1H),
J=1,8 Tu, 1H), 460 \ 6.18 (s, 1H), 4.58 (s,
(s, 2H), 403 ¢, H, 2H), 364 (s, 3H),
J=7,7Tu, 2H), 165 294 (q J=76Tu,
(m, 2H), 034 (, 2H), 136 G
3-11-(-groppern)- 1H iéo‘f:f)"’ Jl:xs @ Gropriprmm- e
1016 i - K Z 5 -6 3= |(CDCl) 8,86 (s, TH),| m/z 337
1\ nipason-S-injuena)-5-  |J=7.8 Tu, 1H), 7,64 3503 7\ n)‘!l;'w-s— g)o ’)d J=44Tu, T‘Lu
2\ / meria-3-nponia-3H- @ J=15Tu, 1H),| [M+1) 2 inJuenin)-3,5-mmena- [ 1H), 771 (s, 1H]
|imizaool4,5-blnipwmm  |743 (m, 1H), 7,24 3H-inizasol4,5-blmipwnen (7,62 (m, 1H),
729 (m, 2H), 7,12 \ (m, 1H), 7,07 (5, 1H),
HC (m, 1H), 7.06 (4, oy / \ 6,18 (s, 1H), 4,58 (s,
J=8,1 Fu, 1H), 622 Z 2H), 364 (s, 3H),
@ J=15Tu, IH), 294 (g, J=16Tu
oy 433 (s zH). 401 (¢, 2H), 1 «
17,5 T, 2,64 J=7,6 Tu, 3H
(s, JHL l"' 1030 Tene 211, hm 2-[(CDCYy) 9,00 (s, THD,
034 AN /\5 ia)-1H-mipasos 5,43 d, 1H), 7.63 (@,
1017 3-erna-2-({1-[3- (CDC;) 8.36 (¢d, J=48.] m/z | S= injmeral-1H- nnxnil.s- 1H), 743 (@, IH),
I\ It - |13fa 1), 798 @&d| 3722 N clnipun 7,15 (d, 1H), 7.06 (@,
i J=80, 1.3 Tu, 1H), 7.78| (M+]) 1
N 1H-nipasos-S-iajwenun)- {0 = 2 5500 o, / \ 1, 625 (& 1H),
3H-isdaasold,S-bjniprmes |15 7732 “aa, " 3=8,1. P 4.99 (s, 2H), 4.25 (@,
F 48Tu, 1H). 629 (. HC' 2H), 1,36 (¢, 3H)
) J=1,5 M, 1H), 4,36 ,!
2H), 4,17 (q, J=7,2 T, 1031 1-emma-2-{1-[1-(1,3-riasaa- [ (CDCly) 9,05 (s, 1H),
HC F m. 127 @, J=72 T, z \ CHy s 2-ix)-1H-nipasoa-5- 5 si? (a; 1H), 7,59 '(s.
S: ? injerna)-1H-imizasol4, 1H), 749 (d, 1H),
1018 3-emma-2-{[1-(3- CDO:J m/z A I c)mipras 7,25 (4, 1H), 7,9 (@,
]\ dropgenin)-1H-nipason-5- |1=8.1 Tu, IH). 764 (st 336,2 i 1H), 628 (
AN A |injuenea)-S-uenun-36-  |2L8 T 1H), 744 m. | (g P 585 (g, 1H), 419 «.
inazasold,S-bjnipwnen |57y (ST GRS HC 2H), 185 (4,
ne b R 5 o
e ed TABJHLA 7
He S 36 (o . 15 3 CTPYKTYPA Tiaoma TIOTAK P S
=5 032 Terwa-2-{[1-(1,3 2-[(CD,0D) 8,7 (s, 1H), (/2 |
AT T -erua-2-{[1-(1,3-riason-2- [ (CDy .7 (s, TH),
- TABITHLUA 7 TR —F o & in)-1H-nipason-5- 8,17 (s, 1H), 7,74 (d,
CTPYK Hama @) | N injmera}-6- J=3,6 [u, 1H), 7,33
(rpudropmeTin)-1H- @, J=36Tu, 1H),
1019 B ""“’!'2'""‘2‘,_‘ - ;’;'4'; F. Z—N. )\ imiaaso[4,5-c]nipuann 7,21 J=3,6 I'1,
: X =N 1H), d,
O‘ N nipasos-5-injuerwa)-S- IM+1] F l"s j.;sru 1H), 5(53
meri-3H-imizasol4,5- G, 1H), 5,01 (s, 2H),
bjmipian @ J=712Tu
7 4,54 (q, J=12Tu,
o 2H), 1,82 (@
~ J=7,2 Ty, 3H)
F 1033 ~ Terwn-2-{[1-(1,3-Tiason-2- | (CD,0D) 9,42 (s,| m/z 311
-1H-) +
T > Pl gl b S/ e enasolss- 1266 ru, 1, 79 (0 ™
k I b _N in]merin)-2,9-miverin- 1H), 6,67 (dd, 1H), 'Q/_N clnipss JI;IG)J m‘; 1, 7.7 6,
HC N N 9H-nmypun 6,33 (s, 1H), 4,86 (s, ) =N =36 Ty, 1H), 7,20
& ";;- 3-!* @ 3H), HC S (d, J=36Tu, IH),
Z 279 (s, 3H) V4 6,63 (s, 1H), 5,09 (‘.
2H), 4,68
NN J=7,5 [, 2H), 1,62
t, J=7,5 T, 3H
1021 2-{[1-(6-dropnipwmm-2-  [(CDCly) 8,82 (s, 1H), [ m/z 323
\’4 ia)-1H-nipasaa-S- 7,88 (m, 1H), 7.84| [M+1]
\ injmern)-1 6-wmaerwa- | (m, 1H), 7.67 (s, 1H),
A N | 1Heisdaasof4,5-clnipwons |7.11 (s, 1H), 6,69 (m,
'1 N J H), 627, (s, IH),
Z Z 4,85 (s, 2H), 3,81 (s,
HC 3H), 2,66 (s, 3H)
1022 F-ux-(s-wm-m- (CDCly) 8,90 (s, H),
N7 \ I\ nipasaa-S-injmenna)-2,9-  [7,63(d, 1H), 7,42 (m,
/ wemeTir-9H-nypun H), 7,26 (m, 2H),
N 7,12 (m, 1H), 6,16 (d,
H &, 1H), 432 G, 2H),
3,60 (s, 3H), 2.78 (s,
3H)
F
033 F zm-amm»m- DGy 7,79 @, TH),
mp‘m Juerwal-1- 7,59 (d, 2H), 7,54 (m,
6-1p )- [2H), 7,30 (m, 2H),
N m 7,16 (m, 1H), 6,12 (d,
F S 1H), 438 (s, 2H),
F. 361 (s, 3H),
/
Z
1024 (CDCly) 8,82 (s, TH),
7,88 (m, 1H), 7,83 (q,
1H), 7,69 (4, IH),
6,69 (m, 1H), 6,35 (s,
1H), 495 (s, 2H)
4,44 (q, 2H), 282 (5,
3H), 1,52 ¢, 3H)
= e [Ln 0 0 T
| o W s el 8 Ta7Hs (. ). 766
lindl i s, h 2,
inaasofd,S-cluipni 1525 1) 1y, 7.8 @,
Z =99 I'u, 1H), 6,70 (d,
HC | 19 Mu, 1H), 4381 (s,
N 2H), 4,39 (q, J=5,4 M,
2H), 1,49 (@, J=54 Ty,




TAGAALA § TABIH
N CTPYKTYPA Hassa [IOTIAK AMP MS i3 CTPYKTVPA Hassa TIOTIAK AMP MS
(m/z) R~ (m/z)
1035 = 6-xa0p-2-[(4-menun-2-  |'H_SMP (CDCIL,): 1048 5-Gpom-1-emn-2-([5-(3- |(CDCIy) 7,81 (s, 1H),
b8 deniz-1H-ivizmar-1-  (7,62-7,71 (m, 3H), droperin)-1-mern-  |7,38-745 (m, 2H),
M in)meria)-1-nponin-1H- [7,45-7,53 (m, 3H), F |1H-nipasax-4-inlmernn)- 17,32 (dd, 1H), 7,00-
\) Ke:m Genmmiaason 7,23-727 (m, 2H), 1H-Genaumizazon 7,18 (m, 4H), 4,00 (s,
6.74 (q, 1H), 542 (s, 2H), 390 (q, 2H),
8 < 2H), q3,59 , mi. N ;.;s (s, 3H), 1,15 (1,
221 (& 3H,), 137 N )
o (m, 2H), 0,70 (¢, 3H) N
1036 o T[Gwenin2-genin- |'H_AMP _(CDCly: 1099 S-Gpon-1-cin-2-([3-(3- | (CDCly) 7,88 G, TH),
'¢’§ 1H-iviaasoa-1- 7.80 (m, 1H), 7.25- Br- N |propenin)-1-mernn-  [7,27-742 "(m, 4H),
in)merwal-1-nponia-1H- |7,67 (m, 8H), 6,74 (q, N F 1H-nipason-4-injmemn}- (7,00-7,20 (m, 3H),
&m BeHauminalon 1H), 543 (s, 2H), N 1H-Benzuminazon Aﬁ)l (sé 82‘;{)‘( 3.9%}{(;,
3,62 (1, 2H), 2,20 (4, 2H), 3, s, 3
3H), 1,38 (m, 2H,), ) 4 Y 115 @, 3H)
(‘ 0,69 (1, 3H) N’
i }
1037 ] [= 2[4 2-3- |'TH AMP (CDCly:
ufg @’S‘:&uml;w 770 @ IH), 13- 1050 5-Gpow-1-ci-2-[[4-(- |(CDCTy) 8,78 (s, TH),
F. isinason-1-iajmermal-1- (7,50 (m, 3H), 7,17- MM“)-IJ-“W- 791 (s, 1H), 7,38-
$C \)‘\/\' nponia-1H-6exrsnminason (7,32 (n;. 33H)' 6.93}::. F ;mlue_mn)-l"- ;‘lig (5:1.2:‘})‘1),‘ S79.1(1;-
) 1H), 54 2H), HIAMiA30 £ , 2H), 4,59 (s,
;J\”“c 570 @ 38D, 49 (o = 2D, 390 0. 2.
2H), 0,77 (t, 3H) A2,
cH,
1038 o I [(d-merwr-2-Gemin- |'H_AMP  (CDCL): el
e i B T 1051 Lo 2 ([A-6- | DTy $92 G, TH).
3 H), 7.63-765 @ropnipwmmu-2-in)-1,3- 18,75 (s, 1H), 8,16 (d,
, ia)meria)-3-nponia-3H- |(dd, 1H), 763765 Tiason-5-injuerwa)-6- | 1H), 7,90 (dd, 1H),
V. fuigoft,S-bioipuem  |(m, ). 7437, wenw-1H-iniaasold, 5~ |7,08 (s, 1H), 687 @,
J (m, 3H). 726 (m, clnipuai 1H), 528 (s, 2H),
5 1H), 6,77 (q, 1H), 430 (o 2H), 263 ¢
& 346 0 2 Sz B A
L 3H),
1,46 (m, 2H), 0,73 (1,
3H)
103 o Tena 2 2-0- TH AMP (CDCh): 1052 2-(03,5-6nc(3- e
w§ ropderin)-4-wenur- (8,39 (dd, 1H), 8,06 ropienin-isoxcason-4- M+1)
F. X 1H-imizason-1- (dd, 1H), 7.38-7,50 injmeTna}-1-erin-6-
\Q/\“ | in]merin}-3H- (m, 3H), 7,12-7,29 (tpudpropmerin)-1H-
K« imiaasold,S-blnipwans  |(m, 2H), 6,77 (q, 1H), Cenamminason
5.46 (s, 2H), 398 (a,
y 2H), 222 (4, 3H),
cH, 1,08 (¢, 3H)
040 o, 212 C-gropdenin) -
MCTHA- ~-IMLIa30a- 1 -
F r‘) ixjuerwa)-3-uerwa-3H-
W iMinasof4,5-bnipsamH
1053 2-(2,4'-6u-1,3-iason-5- [(CDCl3) 9,05 (s, IH),
N inmeran)-1-crun- 1H- 8,76 (s, 1H), 8,41 (d,
HC )V iMinasol4,5-clmipwmn [ 1H), 7,88 (d7. su»l).
741 (4, 1H), 7,25 (4,
1001 CH, 2225 = 1H), $35 (s, 2H),
£ ,,,& Deropenia)--serus: ; SN 428 @ 2H), 125
iajmern}-3-memna-3H-
<:[ ) inia230{d,5-bjniprin TABTALAS
F \:]Q N CTPYKTYPA Haspa [IONAK SIMP MS
P (m/z) |
H 1054 T-erin-2-{[2-(1,3-Tiason- | (CDCly) 9,10 (s, TH), | m/z 379
TABIWLA § N N\/ﬁ 2-in)-4-(pugropuern)- [B47  (d, J=6,0 Ti,| [M+1]
~ CTPYKTYPA Hassa TIOTAK AMP MS N R s 1H-imigason-1- 1H), 78
/) | L inmenna)-1H- J=32Tw, 1H), 7,58
o043 = T-(woconponiwenc)- [ AMP _(CDCTy) N NA Bemesld el 0 o
w ebropbeni-4-ueras [(Gd, 1, 790 (. PR @ 3=s6ru,’ 1i),
U (s 1H-imiasson-1- H), 7,15-727 (m, g'—j';z(snm;h‘;“l(z%i
) in]menitn)-3H- 3H), 6,79 (d, IH), o by f
F .,l:j imizaoold,S-blnipwman 5,35 (s, 2H), 3.82 (d, FeF (6,3=7.2Tu, 3H)
2H), 2,22 4, 3H), 0,7
E (. 1. 03504 1055 J[-M»G-i:wnpo]lins} WCoCH A7 G 1, ,1[.342]1
(m, 2H), 023028 {[2-(1,3-mizson-2-)4-  |787 (d, J=3,3 I [M+]
(m, 2H) N Nﬁ (tpucpropmernn)-1H- IH), 759,
1043 1-emma-2-{(2-(3- m/z 360 | \>__\ S iMinason- 1-inmermn}- J1=09 Ty, 1H), 7,54
| @ropdenin)-4-menun- (M+1] No = 3H-iMizaso(4,5- s 1H), 747 (,
N nlquimm-l- N N \N clmipumn Jcs’ﬁzg;' 11-13‘8 6,(32
\>_\ F itjmena)-1H- X 8, ). v Q,
| 6e: aason-S5- J1=7,2Tu, 2H), 321
N 1 ug:hpm‘ (center,  1=69 I,
1H), 1,35 d,
N FeF 1=69 T, 6H), 1,30
(t, =72 T, 3H)
1056 TG onpontz-2- —((CDCI) 902 (s THY. [ 21
1044 T-enor-2-([2-0- 'm/z 360 N N/ﬁ {[2-(1,3-riason-2-in)-4- (d, J=2,7Tu,| [M+1}
ropdenin)-S-merna M+1] N7 b g |lmnbroperna)-1H- JH), 755 (@,
I H-imizason-1 | >—\ iMizason-1-inlmerin)-  |J=0,9 Fu, 1H), 7,48
F |ialvena)-1H- F N 1H-iminazo[4,5- d, J=33Tu, 1H),
| Germmizaron-S- \\N cnipuamn 72 (s, 1H), 634 ((s,
KxapGom ) 4. 9.
- J=12Tu, 2H), 3,20
(cenTer, =69 Tu,
FL°F 1H), 13 @
1045 2[(2-mena-d-genis- | (CDCly) 9,06 (s, 1H),| m/z 349 F J=6,9 [u, 6H), 1,22
1,3-riason-5-in)merun)-1-[8,39  (d, J=56I'u,| [M+1] (1. J=7.2 Tu, 3H)
>N nponia-1H-isiaasol4,5- [1H), 7,61 (m, 2H),
'1 b cJmiprann 747 (m, 2H), 741
Z (m, 1H), 720 (@
N )= J=56Tu,’ 1H). 4,54 Mpuknag 51
SN s, 2H), 377 @, . i
Y J=r 1w, 2H), 268 OpfepxaHHsl  pafioakTMBHO — MIYEHWMX  CMOMyK-
e 30HAIB, HA4AHMX LM BUHaXo40M
TGpow-1-enia-2-(13-03- 01,0 f
1 g N [repbenioy-1H-nipason- ) Cronyku, HagaHi UMM BUHAxXo4oM, OLEpXyloTb Y
4-iajmerna)-1H- . . . . :
\@N\ F |omntimcn BUMSAI 30HAIB, MiYEHWX pafioakTMBHMM i30TOMOM,
) (% LUMSIXOM 30IACHEHHS1 iX CUHTE3y i3 3acTOCyBaHHAM
N cnonyk-nonepegHuKiB, 4Kl MICTATb UWOHaMMeEHLUe
047 S-Gpow-T-crur-2-([5-G~ ((CDCL) 840 s, 1D, o . X
Br. N dropdenin)-ioxcason-4- |7,88 (s, 1H), 7,3I- OAWH aToM, KOTpuUM € padloakTUBHUM I30TOMOM. Ak
Y Gl i als et (:?'z:l’)*)‘d 17‘,|(a’- i i i 1 i
Haumizasa 22 (m, 2H), 4,14 (s,
N i 2), 404 (a, 2H, pPafloakTUBHI 130TONM Y BapIiaHTIl, AKOMY BIAOAETbCA
) WO 1189, 3H) nepesara, 3aCTOCOBYOTb LI.l,OHaMMeHLIJe OOVH 3 i30TO-

niB Byrneuw (nepesara BigoaeTbes C) BOOHIO (ne-
gsesara BigAaeTbCA 3H) Cipku (nepeBara BigOaeTbCcs

S) abo rogy (nepesara BigoaeTbcA I) Taki 30H-
On, MiYeHi pafioakTUBHMM i30TONOM, TPaAULUINHO Cu-
HTE3YloTbCA NocTavarbH1kamMm pagioakTUBHMX i30TO-
niB, Ski  cneuiamisyloTbCA Ha  CWMHTE3i  3a
3aMOBIIEHHSAMMW CMOMYK-30HAIB, MiYEHMX pafioakTuB-
HUMK i30Tonamu. [O Takmx nocTadanbHUKIB Hane-
xaTtb: Amersham Corporation, Arlington Heights,
wrat InniHonc; Cambrige Isotope Laboratories, Inc.
Andover, wtat Maccauycetc; SRI International,
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Menlo Park, wtaTt KanidopHis; Wizard Laboratories,
West Sacramento, wrtaTt KanidopHisa; ChemSyn
Laboratories, Lexena, wrtat KaH3ac; American
Radilabeled Chemicals, Inc., St. Louis, wtaT Miccypi;
Ta Moravek Biochemicals Inc., Brea, wrat Kanigop-
Hig.

Cronyk1-3oHAW, MideHi TpUTiEM, TakoX Tpaau-
LiHO ofepXylTb KaTaniTM4HUM LUNSXOM i3 3acTocy-
BaHHSIM KaTanizaoBaHOro nnaTuHol obMiHy B OLTOBIN
KWUCNOTI, MiYeHii TpuTiEM, KaTani3oBaHOro KWUCIOTO
06MiHy B TpUTOPOLTOBIA KACMOTI, MiYEHI TPUTIEM,
abo reTteporeHHOro katanitTmyHoro obmiHy 3 rasomno-
AibHuM TpuTiem. Taki npenapaTh TakoX 3BUYANHO
BUrOTOBMSIOTBCA 3@ 3aMOBNEHHAMU Oyab-skum i3
noctavanbHWKiB, nepeniyeHux y nonepeaHbomy ab-
3aui, i3 3aCTOCyBaHHAM CMOSYKW, HA4aHOI UMM BUHa-
xofgom, sk cyberpaty. Kpim Toro, geski crnonyku-
nonepeaHVkM MOXHa nigaaBatu TPUTIA-ranoigHoOMy
06MiHy 3 rasonogibHMM TpUTIEM, MPUEOHAHHIO raso-
nogibHoro TpuTito NO HeHacnyeHux 3B'aA3kax abo Bia-
HOBIEHHIO i3 3aCTOCYBaHHAM 6OpOTPUTUAY HATPItO.

Mpuknag 52

ABTopagiorpadis peuenTopis

ABTopagiorpadito  peuenTtopiB  (BigoOpaXeHHs
peLenTopiB) 34iNCHIOITL in Vitro 3rigHO 3 MeToauKa-
MU, onmcaHmmmn Kyxap (Kuhar) B posginax 8.1.1-8.1.9
MoHorpadii "Current Protocols in Pharmacology",
(1998), BuaasHUUTBO John Wiley&Sons, Hbto-Mopk,
i3 3acTOCyBaHHAM CMOMyK, HagaHUX LM BUHAXo4oM,
MiYEHNX pafioaKTUBHUM i30TOMOM, OAEpXXaHUX Cro-
cobamw, 3ragaHvmMu B nonepegHsomy Npuknagi.

Mpuknag 53

BunpobyBaHHS 3B'A3yBaHHSA

Bucoky cnopigHeHiCTb Ta BUCOKY CEeneKTUBHICTb
cronyk, HagaHux UMM BMHAXOAOM, SIKUM BiAda€eTbCs
nepeeara, BigHOCHO GeH3opiaseniHoOBOro cawTta pe-
uentopa FAMKa mMoOxHa nmigTBepauTy 3a AOMOMOrOH
BMNPOOYBaHHA 3B'A3yBaHHS, OMWCaHOro TomMacom
(Thomas) ta TennmeHom (Tallman) [J. Bio. Chem.
1981; 156:9838-9842, ta J. NeuroscL, 1983; 3:433-
440].

TKaHWMHY KOpW rONOBHOIO MO3KY NaLoKiB pO3Ci-
KaloTb i romoreHisyiotb y 25 o6'emax (Ha OQVHMLO
macu) bBycdepa A (0,05M Tpuc-HCI 6ydep, pH 7,4
npn TemnepaTtypi 4°C). [omoreHizat TKaHWHU
ueHTpudyryoTs Ha xonogi (npu Temnepatypi 4°C,
20000xg npotarom 20xB). HagocapoBy pianHy Buaa-
NATb AeKaHTauiel, oca NOBTOPHO FOMOrEHi3yTb B
TakoMy X 06'emi Bydepa i NOBTOPHO LEHTPUDYTYIOTb
npu 20000xg. HapgocapoBy piavHy ui€i cTagii Buaa-
nATb AekaHTauien. OgepxaHuii ocag MoxHa 36epi-
ratn npu Temnepatypi -20°C npotsarom Houi. MMoTim
ocaj nigirpisatoTe ANs PO3TaHEHHS i 3HOB CycrneHay-
10Tb B 25 ob'emax Oydepa A (Ha oguHWLIO BUXIOHOT
macu), ueHTpudyrytote npu 20000xg i BuaansioTb
AekaHTauieio HagocagoBy piauHy. Lo ctagito npomu-
BaHHSA MOBTOPKIOTb OAMH pas. HapewTi, ocag 3HOB
cycneHayoTb B 50 o6'emax bBydepa A.

[ng iHkyGyBaHHs BukopuctoBytoTb 100Mkn romo-
reHizaty TkaHuHu, 100Mkn niraHgy, MiYeHoro papgioa-
KTMBHMM  i3oTornom  (0,5HM ®H-R015-1788 [3H-
Flumazenil], nutoma aktuBHicTe 80Ki/MMonb) Ta Bu-
npo6oByBaHy crnomnyky abo KOHTPOIb (AMBUCb HUXYE);
3aranbHuin 06'em gosoaaTb Ao 500mkn Bydepom A.
Mpobwu iHkyOyloTe npoTsirom 30xB Npu Temneparypi
4°C, nicns 4oro WwBuAKo inbTpyoTh Yepes dinbTpu
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Whatman GFB gnsa posgineHHsi BinbHOro ta 3B's3a-
Horo niraHgy. ®iNbTpu ABiYI NPOMMBAKOTL CBIXKUM
Bydepom A; nigpaxyHOK BMKOHYIKOTb i3 3acTOCyBaH-
HSAM PiAMHHOMO CLUMHTUASLIMHOMO nivynnbHuKa. Hecne-
undivyHe 3B'A3yBaHHS (KOHTPONb) BM3Ha4alTb 3a
3aMmileHHsM  °H-Ro15-1788 i3 10MkM giasenamy
(Research Biochemicals International, Natick, wrtaT
Maccauvycetc). Ons KoxHOi nNpobu BUKOHYHOTb Tpu
napanenbHUX Jocnign, pesynbTaTu YCepeaHHoTb i
ONsi KOXHOT CMOMyKU po3paxoBylOTb BiAHOCHE iHriby-
BaHHs 3aranbHOro crneundiyHoro 3B's3yBaHHSA y Npo-
ueHTax (3aranbHe cneundiyHe 3B'A3YBaHHA BU3Ha-
YalTb AK PI3HULD MK 3aranbHUM i HecneungiyHuM
3B'A3yBaHHAM).

KpvBy KOHKYPEHTHOrO 3B'A3yBaHHS MOXHa Moby-
aysaTtu 3a 11 Toukamu, SKi OXONMKTb Aiana3oH KOH-
LleHTpauii cnonyk Big 10%Mm ao 10'5M, BM3HAYEHNX
OIS KOXHOI KPMBOT 3a METOOUKOK, OMMCAHOK BULLE
ONsi BU3HAYEHHs1 BiQHOCHOTO iHrOYBaHHsI B MpOLEH-
Tax. 3HaveHHsa Ki po3paxoByloTb 3a PiBHAHHAM YeH-
ra-MNpyccoda (Cheng-Prussof). KoxHy cnonyky, oxa-
pakTepunsoBaHy B Tabnuusix 6-8, migpoaBanu Takomy
BMNPOGYBaHHIO, | Byno BCTAHOBMNEHO, LLO KOXHA 3 HUX
mae Ki<4mkM. Cnonykw, HagaHi uuM BMHAXOLOM,
AKAM BiO[aETbCA MNepeBara, MalTb 3HAYeHHs K; me-
Hwe Hik 100HM; cnonyku, HagaHi UMM BUHAxXoOAOM,
KM BiO4aETbCA nepeBara, MalTb 3Ha4YeHHs K; me-
Hwe HiXX 10HM.

Mpuknag 54

Enexrpodisionoris

OnucaHe Hwk4e BUNPOOYBaHHS MOXHa 3acTOCy-
BaTW, WOO BM3HAYWNTK, YM Ji€ cronyka, HagaHa uuMm
BMHaxo4oM, Ha GeH3opfiaseniHoBUA caWT peuenTopa
TAMKAa S5k @roHicT, aHTaroHiCT Y1 3BOPOTHWIA aroHicT.

BunpobyBaHHS BUKOHYIOTbL 3a MeToaMKaMu, onu-
caHumm avitom (White) i Mapni (Gurley) (NeuroReport
6:1313-1316, 1995), a Takox Yauntom (White), Mapni
(Gurley), apHettom (Hartnett), CripniHrom (Stirling)
Ta Mperopi (Gregory) (Receptors and Channels 3:1-5,
1995)], i3 gesknmun mopudikauismu. PeecTpauito ene-
KTPOCI3ioNoriYyHMX XapakTepUCTUK 34IACHIOTL i3
BUKOPWUCTAHHSAM  [BOXENEKTPOAHOrO  BUMIPHOBaHHS
Hanpyru (BonbT-KnNemn) npu BUXigHOMY MeMOGpaHHO-
My noTeHuiani -70mMB. Oouutn Xenopus Laevis Bugi-
NSATb 32 AOMNOMOIro €H3MMIB; B HUX BBOASATL HEMo-
niageninosaHy kPHK, 3wiwaHy y cniBBigHOLEHHI
cyboanHuub a, B iy BignosigHo 4:1:4. 3 geB'aTV KOM-
OiHauin cyboamHuup a, B iy, onMcaHux B nybnikauiax
Yanta Ta iH., nepesara BiggaeTbCs KombiHauism
0(1[32}/2, OLzB3Y2, OLzB3Y2 Ta (X5B3Y2. \ BapiaHTi, AKOMY
BigAaeTbca nepeeara, Bci cyboamHuyHi KPHK B koX-
Hin KOMGiHaUii € NoACBKMMKU KnoHaMy abo BCi BOHUM €
KnoHamu nautokiB. NMocnigoBHICTE KOXHOT 3 LMX KIlO-
HOBaHuX cyboanHuupb MoxHa ogepxatu 3 GENBANK,
Hanpwvknag, noacbka cyboauMHuus oa, HOMep Aeno-
HyBaHHA GENBANK X14766, nioacbka cyboamHuus
o2, Homep aenoHyBaHHss GENBANK A28100; nioack-
Ka cyboamHuus oz, Homep aenoHyBaHHa GENBANK
A28102; nioacbka cyboavHMusA os, HOMEp AEMNOHy-
BaHHA GENBANK A28104; ntoacbka cyboamHmus 2,
Homep penoHyBaHHa GENBANK NMO021911; nioack-
ka cyboauHuus B3, Homep genoHyBaHHs GENBANK
M82919 i Z20136; noacbka cyboauHUUS Y2, HOMEpP
penoHyBaHHss GENBANK X15376; nautokoBa cyb6o-
anHMLA o1, Homep aenoHyBaHHss GENBANK L08490;
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nautokosa cyboauMHMUA oo, HOMEp [AenOoHYyBaHHS
GENBANK L08491; nautokoBa cyboamHMusa o3, HO-
Mep pgenoHyBaHHs GENBANK L08492; nautokoBa
cyboanHuua os, Homep pgenoHyBaHHs GENBANK
L08494; nautokoBa cyboouHuus (2, HOMEp AOEnOoHY-
BaHHA GENBANK X15467; nautokoBa cyboanHmus fs,
Homep aenoHyBaHHa GENBANK X15468; i nautokoBa
cyboamHuua v2, Homep pgenoHyBaHHs GENBANK
L08497. Ona KoOxHOi cyboauHMUI, WO BXOAWUTb OO0
cknagy KoxHoi kombiHauii cyboauHuub, BBOAATL Ki-
NbKICTb MeceHxepa, AOCTaTHI0 AN 3abe3neyeHHst
amnnityg ctpymy >10HA npu BuKopucTaHHi 1MKM
FAMK.

Cnonykn  OUiHIOIOTb  BiAHOCHO  KOHLUeHTpauii
FAMK, ska cnpnunHsie <10% MakcMManbsHOro CTpymy,
akmn Buknukae FAMK (hanpuknag, 1mMkM-9mkM). Ko-
XKHUIA OOUMT NigAaloTb BNAMBY 3pOCTAYMX KOHLEHT-
pauivi ouiHBaHOi crnonyku (BunpoboByBaHOI crnony-
KM) 3 METOKH BU3HAYEHHS 3anexHocTi edekTy Big
KoHUeHTpauiji. EcdekTnBHicTe BUNpoboByBaHOi cnony-
KA pO3paxoBylOTb $£K BIiAHOCHY 3MiHY amnnitygu
CTpymy, BupaxeHy B npoueHTax: 100x((Ic/l)-1), ge Ic -
amnnityga crpymy, gkuin suknukae MAMK, wo cno-
CTepiraeTbCs B MPUCYTHOCTI BMNPOGOBYBaHOI cnomny-
ku, | - amnnityga ctpymy, skun Buknukae TAMK, wo
crocTepiraeTbCa 3a  BiACYTHOCTI  BuUNpoboByBaHOI
CMonyku.
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CneumngivHicTb BUNPOOOBYBAHOI CMOMYKU CTOCO-
BHO [0 OeH3ofia3eniHOBOro camTa BU3Ha4YaloTb Nicns
3aBEpLUEHHST BUMIPIOBAHHSA KPMBOI 3aNeXHOCTi MiX
KOHUeHTpauieto i edektom. [licna npoMuBaHHA oouun-
TiB, OOCTaATHLOrO ANs BuAaANeHHs BUNPoOOBYBaHOI
CMONyKK, WO 3acTocoByBanacsa paHile, oouuT nig-
paTtb aii TAMK+1mkM RO15-1788, a notim gii
FAMK+1mkM RO15-1788+BunpoboByBaHa cnonyka.
BupaxeHy B npoueHTax BigHOCHY 3MiHy, 0GyMOBMeHy
OOLAaTKOBMM BBEJEHHSIM CrOMyKW, OOYMCNIOTb, SK
onucaHo Buwe. Bbyab-siky BupaxeHy B MpoLeHTax
BiJHOCHY 3MiHy, LLO CMOCTEPIraeTbCa B MPUCYTHOCTI
RO15-1788, BigHiMalOTb Big MNPOLEHTHUX 3Ha4YeHb
BIHOCHUX 3MiH amnniTyaM CTpymy, SKi cnocrtepira-
toTbcA y BiacyTHocTi 1MkM RO15-1788. Li niacymkosi
3HAYeHHs1 3aCTOCOBYIOTb ANs 0BYMCNEHHA cepeaHbOi
edekTUBHOCTI Ta 3HadyeHb ECso 3a cTaHgapTHUMM
MeToamkamu. [na BU3HA4YEeHHSA cepenHboi edekTuB-
HOCTi Ta 3Ha4eHb ECsp gaHi npo 3anexHicTb MK KOH-
LeHTpauielo Ta ed)eKTOM yCepeaHoTb MO KNITUHAX i
anpoKCUMYHOTb NOFICTUMHUM PIBHAHHAM.

Cnig matm Ha yBasi, WO BUlLLE HaBedEeHO Onuc
BapiaHTIB 30iNCHEHHST LbOro BWHAaxoAdy, siKUM Bigaa-
€TbCS MepeBara, i Wo BOHW MOXYTb OyTu 3MiHeHi 6e3
BMXOAY 3a Mexi 06csAry Lboro BMHaxony, KOTpun Bu-
3Ha4yaeTbCs NyHKTaMu hopmMynu BUHaxoay.

Komm’toTepHa BepcTtka O. ManoHeHko

MignuchHe

Tupax 26 npum.
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