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(57) 1. Naktam nogaHOI HWXYe 3aranbHoi hopmynu
(1) abo oro hapmaLeBTUYHO NPUAHATHA Cinb:

R3

0]

ae A € apoMaTU4HUI LUMKI, reTepoumkn abo anida-
TanmiA uvkn; R%, R® Ta R* MoxyTb 6yTW ofHaKoBUMM

abo pisHUMN, | KOXKHUI 3 HUX, HE3AMNEXHO Bif iHLWKX, €
aToMm BOAHIO, aTOM ranoigy, rigpokcun, ankin, Mmepka-
nTorpyna, ankokcurpyna, ankinrtiorpyna, ankincynb-
doHin, auun, aumnokcurpyna, amiHorpyna, ankinami-
Horpyna, kap6okcun, ankokcukapboHin, kapbamoin,
HiTpOrpyna, uiaH, TpupTOpMETUN, ankeHin, siKuin mo-
K€ MaTtu 3amiCHUK(M), ankiHin, Sk Moxe mMaTtu 3ami-
CHUK(M), apun, SKUA MOXe mMaTh 3aMiCHUK(M), reTepo-
apun, AKUN MoXe MaTtmn 3aMiCHUK(M),
©GeH3unokcurpyna, sika Moxe mMaTtu 3amiCHUK(M), apu-
NOKCUrpyna, sika MoXe mMaTtu 3aMiCHUK(1), reTepoapu-
NIOKCUrpyna, ska Moxe MaTtu 3amMiCHUK(M), apunamiHo-
rpyna, sika Moxe maTu 3aMiCHUK(M), apunBiHin, SK1i
MOXe MaTu 3amiCHVK(1), abo apuneTuHin, Sk Moxe
MaTu 3aMmiCHUK(K); B € apomMaTu4HWMiA LuKI, SKUA Mo-
e Martu 3aMmiCHUK(M), reTepoLMKIl, SKMN MOXe MaTh
3aMmicHuK(1), abo anidaTUYHUA UMK, KA MOXe Ma-
TW 3aMicHUK(n); -X-, -Y- Ta -Z- MOXyTb OyTW ofHaKo-
BUMW abo Pi3HUMWU, i KOXXHUA 3 HUX, HE3aneXHo Bif
iHWKX, € -O-, -NH-, -NR’-, -S-, -SO-, -SO;-, -CH,-, -
CRPR’- a6o -CO-, ge R® € HvxuMin ankin, siknuil Moxe
MaTu 3aMiCHUK(M), auwmn, SKUA MOXe MaTu 3amic-
HUK(M), anKkoKCMKapOOHiN, SKMA MOXe MaTu 3amic-
HUK(K), kapbamoirn, SKMIn Moxe MaTu 3aMiCHI/|KgI/I), abo
cynboHin, Skni Moxe matm 3amicHuk(n), R° Ta R’
MOXYTb OyTU OHAaKOBMMW abo Pi3HUMU, | KOXHWUIA 3
HUX, He3anexHo Bif IHLWOro, € atoM BOAHIO, aToM
ranoigy, rigpokcun, ankin, Skuin Moxe maTu 3aMmic-
HUK(1), apun, MepkanTorpyna, ankokcurpyna, ankinTi-
orpyna, ankincynb@oHin, auun, aumnokcurpyna, ami-
Horpyna, ankinamiHorpyna, kapbokewun,
ankokcukapboHin, kap6amoin, HiTporpyna, uiaH ato
TpudpTopmeTUn; -W- € -NR!-, -O- abo —CRBRQ-, ne R?
€ aToOM BOJHI0, HWXKYUIM ankin, kU Mmoxe maTu 3ami-
CHUK(W), aB0 apun, sKUii MoXe MaTi 3amicHuk(n), i R®
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ta R° MOXYTb OyTU OHAKOBMMU abo Pi3HUMK, | KOX-
HWA 3 HUX, He3anexHo Big iHWOro, € atoM BOAHIO,
aTom ranoigy, rigpokcun, ankin, apun, Mepkantorpy-
na, ankokcurpyna, ankinTiorpyna, ankincynbgoHin,
auun, auunokcurpyna, amiHorpyna, ankinamiHorpyna,
kapbokcun, ankokcukapboHin, kapbamoin, HiTporpy-
na, uiaH abo TpPUDTOPMETUN; | KOXKHMI 3 CUMBONIB a,
b, Ta c Bka3ye NonoxeHHs atoma BYrneLo, 3a yMOBHU
Lo:

(i) srapaHun(-i) samicHuk(n) Bubpanun(-i) i3 rpynu, o
SIKOi BXOOATb aTOMM ranoigie, rigpokcun, ankinum, me-
pkanTorpyna, ankoKCUrpynwu, ankintiorpynu, ankincy-
NbMOHINN, aumnu, auunokcurpynu, amiHorpyna, anki-
namiHorpynu, kapbokcun, arnkokcmkapOoHinu,
kapbamoinu, HiTporpyna, uiaH, TpudTOpMETUN, apu-
N Ta retepoapunu,

(ii) Axwo B € 6eH30NbHNUIA LMK, KOXHUA 3 -X- Ta -Y- €
-NH-, -Z- € —CH,- Ta -W- € -NH-, To A(R*)(R*)(R") He
Moxe Oyt  dpeHinom,  4-6pomdeHinom,  4-
rigpoKkcudeHinom, 4-meToKCUEHINOM, 2-
rigpokcudperinom, 3,4-gumeTtokcudpeHinom abo  3-
METOKCU-4-riapOKCUDEHINOM;

(iii) skwo B € 6eH3onbHMI Lukn, -X- € -NH-, -Z- € —
CRPR™- i -W- € -NH-, To koxHuin 3 R® Ta R” He Moxe
Oyt MmeTunowm;

(iv) skwo B € 6eH3onbHun umkn, -X- € -NH-, -Z- € -
CO- i -W- € -NR'-, To R* He moxe GyTu n-Toninom;
(v) skwo B € 6eH3onbHun uyukn, -X- € -NH-, -Y- € -S-,
-Z- € -CR°R’- i -W- € -NH-, To koxHuit 3 R® Ta R” He
MoXe ByTn MeTunom; i

(vi) skwo B € 6eH3onbHMA Lukn, -X- € -NH-, -Y- € -S- i
-Z- € —=CH>-, 10 -W- He moxe 6yTn -O-.

2. NNaktam abo 1oro papMaLeBTUYHO NPUNHATHA Cinb
3a n.1, ge B 3aranbHiv popmyni (1) A € apomaTnyHnm
uvKn, reTepoumkn abo anidatnunuii Lukn; R% R® Ta
R* MOXyTb OyTW ofHaKoBMMM abo Pi3HUMMU, i KOXKHUNA
3 HUWX, HEe3anexHo BiA iHWWX, € aTOM BOAHK, aTOM
ranoigy, rigpokcun, ankin, mepkantorpyna, ankokcur-
pyna, ankinTtiorpyna, ankincynedoHin, auun, aunmnok-
curpyna, amiHorpyna, ankinamiHorpyna, kapGokcun,
ankokcukapOoHin, kapbamoin, HiTporpyna, uiaH, Tpu-
dTOpMETUN, apwur, AKMN MOXe MaTu 3aMiCHUK(K),
retepoapur, SkUin MoXe MaTu 3amiCHUK(M), GeHauno-
KCUrpyna, ska MoXe MaTtu 3aMiCHUK(K), apuroKCurpy-
na, sika MoXe MaTu 3amiCHUK(1), reTepoapuoKCurpy-
na, sika MOXe MaTtu 3amicHWK(K), apunamiHorpyna,
sIKa MOXe MaTWu 3aMiCHUK(M), apunBiHiN, SKUN MoXe
MaTh 3aMicHuK(n), abo apuUneTuHin, AKMn Moxe mMatu
3aMicHuK(M); B € apoMaTUYHUA UMK, SKUA MOXe Ma-
TN 3aMiCHUK(M), reTepoLMKn, KM MOXe MaTh 3amic-
HUK(1), abo anidaTUYHUN LUMKN, SKUA MOXE maTu 3a-
MiCHUK(M); -X-, -Y- Ta -Z- MOXyTb ByTM OAHaKOBMMMU
abo pisHUMU, | KOXKHUI 3 HUX, HE3AMNEXHO Bif iHWKMX, €
-O-, -NH-, -NR®, -S-, -SO-, -SO,-, -CH,-, -CR°R’-
abo -CO-, ne R® € Hykunit ankin abo auusn, SKUin Mo-
e maTu 3amicHuk(1), R® Ta R’ MoxyTb GyTn ofHaKo-
BUMW abo Pi3HUMMU, i KOXXHUA 3 HUX, HE3aNeXHo Bia
iHWOro, € atoM BOAHIO, aTOM ranoigy, rigpokcun, an-
Kin, apun, mepkantorpyna, ankokcurpyna, ankinTior-
pyna, ankincynb@OoHin, aumn, auunokeurpyna, amiHo-
rpyna, ankinamiHorpyna, kapbokcun,
ankokcukapboHin, kap6amoin, HiTporpyna, uiaH ato
TpudptopmeTun; -W- € —NR'-, e R' € aTom BogHo,
HWXKYMIA arnkin, sKMi Moxe MaTu 3amicHuk(u), abo
apun, Sk MoXe MaTu 3aMiCHUK(K), 3@ YMOBMU LLIO:
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(i) sragaHui(-i) 3amicHuk(n) BuGpaHui(-i) i3 rpynu, oo
AKOi BXOOATb aToOMW ranoifis, rigpokcun, ankinm,
apunu, mepkanTorpyna, ankokCurpynu, ankinriorpynu,
ankincynb@OHINKU, auunu, auunokCurpynu, aMmiHorpy-
na, ankinamiHorpynu, kap©bokcurn, ankokcukapboHinm,
kapb6amoinu, HiTporpyna, uiaH Ta TpUPTOPMETUNT,

(i) sxwo B € 6eH30NbHNIA LMK, KOXHUIA 3 -X- Ta -Y- €
-NH- i -Z- € —CH,-, To A(R?)(R*)(R*) He Moxe Byt
deHinom, 4-6pomdeHinom, 4-rigpokcndeHinom, 4-
MEeTOKCUGEHINOM, 2-rigpokcudeHinom, 3,4-
ONMETOKCUEHINOM abo 3-meTOKCU-4-
rigpokcudeHinom;

(iii) sxwo B € 6eH3onbHUA umkn, -X- € -NH- i -Z- € —
CR®R’-, T0 koxHuit 3 R® Ta R’ He mMoxe 6yTn meTu-
now;

(iv) sxwo B € 6eH3onbHMn umkn, -X- € -NH- i -Z- € -
CO-, To R" He Moxe 6yTn n-Toninom.

3. Naktam abo 1oro hapMaLeBTUYHO NPUNHATHA Cinb
3a n.1, ge B 3aranbHin copmyni (1) -X- Ta -Y- MOXyTb
OyTM ogHaKOBMMU abo PIi3HUMWU, | KOXKHUA 3 HUX € -
NH- a6o -NR°-, ge R® € Hwxunil ankii, sSKui Moxe
MaTu 3aMiCHMK(K), auwmn, SKUA MoXe MaTu 3amic-
HUK(M), ankoKcMKapOOHiN, SKUA MoXe MaTu 3amic-
HUK(K), kapBamoin, KM MoXe MaTh 3amicHuK(M), abo
CynboHiN, SIKNA MOXe MaTh 3aMiCHUK(M), -Z- € —CHa-
abo -CR°R’-, gpe R° ta R’ MOXYTb ByTV ogHaKoBMMMU
abo pi3HMMMU, | KOXKHWUIA 3 HUX, HE3aneXHOo Bif iHLIOrO,
€ aTOM BOAHIO, aTOM ranoigy, rigpokcun, ankin, mep-
KanTorpyna, ankokcurpyna, ankinrtiorpyna, ankincy-
NbOHIN, auun, auunokecurpyna, amiHorpyna, ankina-
MiHorpyna, kapbokcun, ankokcmkapboHin, kapbamoin,
HiTporpyna, uiaH abo TpudTopmeTun; i -W- € -NR™-,
ae R ¢ atom BOAHIO, HUXKYUI ankin, SKum Moxe maTtu
3aMicHuKK(M), abo apun, SKUA MOXe MaTu 3aMiCHUK(K).
4. Jlaktam abo noro chapmaLeBTUYHO NPUNHATHA Cinb
3a n.3, ge B 3aranbHii dopmyni () B € 6eH3onbHM
LMKIT, KA MOXKE MaTh 3aMiCHUK(K).

5. NNaktam abo 1oro papMaLeBTUYHO NPUAHATHA Cinb
3a n.3, ge B 3aranbHin opmyni (1) B € anidpatnynHmn
LMKI, SKUA MOXE MaTy 3aMiCHUK(K).

6. NNaktam abo Iioro papMaLeBTUYHO NPUNHATHA Cinb
3a n.5, ge B 3araneHi dopmyni () B € yuknorekca-
HOBWI LNKIT, SKUA MOXE MaTh 3aMiCHUK(L).

7. Naktam abo woro hapmaLeBTUYHO NPUAHATHA Cinb
3a n.6, ge B 3aranbHii dopmyni (1) A € 6eH30MnbHUN
LK.

8. NNaktam abo 1oro papMaLeBTUYHO NPUAHATHA Cinb
3a n.7, ge Byrneuesi aToMu, NO3HAYeHi B 3ararnbHin
dopmyni (1) cumonamu a, b Ta ¢, MalTb He3anNexHo
OAMH Big ogHoro abcontoTHy KoHdirypauito R abo S.
9. Naktam abo 1oro hapMaLeBTUYHO NPUAHATHA Cinb
3a n.8, ge Byrneuesi aToMK, MO3HAYEHI B 3ararbHii
dopmyni (I) cumBonammn a Ta b, maloTb abconioTHy
KOHdpirypauito R, a Byrneuesuii atom ¢ mae abcono-
THY KOHdirypauito R abo S.

10. Jlaktam abo 1oro dapmaueBTUYHO MNPUIAHATHA
cinb 3a n.8, ge Byrneuesi aToMK, No3HaveHi B 3ara-
nbHin dopmyni (1) cumBonamn a Ta b, mawTbs abco-
MNIOTHY KOHdpirypauito S, a Byrrmeuesui atom C¢ Mae
abcontoTHy KoHirypauito R abo S.

11. 3aci6 aonsa nigBuWeEHHs 34aTHOCTI A0 MepeHocy
LYKPY, SIKUA MICTUTb SIK aKTUBHUI iHrpedieHT nakram
nofaHoi Huwx4e 3aranbHoi opmynu (I) abo noro da-
pMauUEeBTUYHO NPUNHATHY Cinb:
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ne Ae apOMaTVIHHI/II/I u,vu<r| retepounkn abo anica-
TraHmi umkn; R?, R® ta R* MoyTb 6yTn ogHakoBuMM
abo pi3HNMK, | KOKHUIA 3 HUX, HE3aNEXHO Bif iHLLKX, €
aToMm BOAHIO, aTOM ranoigy, rigpokcun, ankin, Mepka-
nTorpyna, ankokcurpyna, ankinrtiorpyna, ankincynb-
OoHIN, auun, aumnokcurpyna, amiHorpyna, ankinami-
Horpyna, kapbokcun, ankokcukapboHin, kapbamoin,
HiTpOrpyna, uiaH, TpudpTopMeTUn, ankeHin, sskuin mo-
Ke MaTtu 3amiCHUK(M), ankiHin, Sk Moxe mMaTtu 3ami-
CHUK(M), apun, SKUA MOXe mMaTu 3aMiCHUK(K), reTepo-
apun, AKUN MoXe MaTtu 3aMiCHUK(M),
OeH3unokeurpyna, sika Moxe mMaTu 3amicHuUk(1), apu-
FIOKCUrpyna, sika Moxe MaTtu 3aMiCHUK(1), reTepoapu-
fioKkeurpyna, sika MoXxxe maTtu 3amiCHUK(M), apunamiHo-
rpyna, sika Moxe mMaTu 3aMiCHUK(M1), apumBiHin, SK1iA
MOXe MaTu 3aMmiCHVK(1), abo apuneTuHIn, K1 Moxe
MaTu 3aMmicHUK(M); B € apomMaTu4HMiA LuKr, SKMR Mo-
Xe MaTn 3aMiCHUK(M), reTepouuKsl, SKUA MOXe MaTu
3amicHuK(M), abo anidhaTUYHUIA UMK, KA MOXe Ma-
TV 3aMicHuK(Kn); -X-, -Y- Ta -Z- MOXyTb OyTW ofgHako-
BUMW abo Pi3HUMWU, i KOXXHUA 3 HUX, HE3amnexHo Bia
iHWKX, € -O-, -NH-, -NR®-, -S-, -SO-, -SO;-, -CHo-, —
CR®R’- a6o -CO-, ne R® € HWKUMIA anKin, sIKUA MoXe
MaTuM 3aMiCHMK(K), auwmn, SKUA MoXe MaTu 3amic-
HUK(M), anKkoKCcMKapOOHiN, SKMA MOXe MaTu 3amic-
HUK(K), kapbamoirn, KU Moxe MaTu 3aMICHVIKgVI) a6o
cynboHin, sikni mMoxe matu 3amicHuk(n), R° Ta R’
MOXYTb OyTn ogHakoBUMK abo Pi3HUMW, | KOXHUWA 3
HUX, He3anexHo Bif iHLWOro, € aTtoM BOAHIO, aToM
ranoigy, rigpokcum, ankin, Skuin Moxe MaTu 3amic-
HUK(M), MepkanTorpyna, ankokeurpyna, ankintiorpyna,
ankincynb@OoHin, auun, auunokcurpyna, amiHorpyna,
ankinamiHorpyna, kapbokcun, ankokcukapOoHin, kap-
6a|v|ou'| H|Tporpyna LiaH 360 TpuctopmeTun; -W- € -
NR!-, -O- a6o -CR R9 ne R € aTom BOAHIO, HKYNIA
anKm AKAN MOXe MaTu 3aMICHVIK(VI) abo apwvn, sKun
MOXe MaTW 3aMiCHUK(M), i R®ta R’ MOXyTb OyTW ofa-
HaKoBMMW abo Pi3HNMMU, i KOXHWUIA 3 HUX, HEe3anexHo
Bif, iHLIOro, € aToM BOAHIO, aTOM ranoigy, rigpokcun,
ankin, apun, mepkantorpyna, ankokcurpyna, ankinTio-
rpyna, ankincynboHin, auun, auunokcurpyna, ami-
HOrpyna, ankinamiHorpyna, kapOokcun, ankokcukap-
OOHiIn, kapbamoirn, HiTporpyna, LiaH abo
TpUPTOPMETU; | KOXHMI 3 cMMBOAIB a, b, Ta ¢ BKa-
3y€e MONOXEHHS aToMa BYrmneLto, 3a yMOBMU LUO:

(i) sarapanwui (-i) 3amicHuk(n) BuGpaHui(-i) i3 rpynu, oo
AKOI BXOOATb aTOMMW ranoigis, rigpoKcun, ankinu,
apvnu, mepkanTorpyna, ankokCUrpynu, ankintiorpynm,
ankincynb@OoHINKM, aunnun, aunnokCurpynn, amiHorpy-
na, ankinamiHorpynu, kap©bokcurn, ankokcukapboHinm,
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kapbamoinu, HiTporpyna, uiaH, TpudTOpMETUN, apu-
nn Ta reTepoapunu.

12. 3aci6 anga nigBuLWeHHA 34aTHOCTI OO0 MepeHocy
uykpy 3a n.11, ge B 3aranbHii opmyni (1) R! e aTom
BOZHIO, HWXKYUIA arnkin, KU Moxe MaTtu 3aMicHUK(n),
abo apwvn, KU MOXe MaTu 3amicHuK(M), A € apoma-
TUMHUIA UMK, reTepoumnkn abo anidaTuyHUA LWKIT;
R?, R® ta R* MoxyTb 6yTi ogHaKoBUMM aBo PisHUMK, i
KOXHUM 3 HUX, He3anexXHo BiA iHWWX, € aTOM BOAHIO,
aTom ranoigy, rigpokcun, ankin, mepkanTtorpyna, an-
KOKCUrpyna, ankintiorpyna, ankincynb@oHin, auwun,
auunokecurpyna, amiHorpyna, ankinamiHorpyna, Kap-
©okcun, ankokcukapboHin, kapbamoin, HiTporpyna,
LiaH, TpuTOpMETUN, apwi, SKUA MOXe MaTu 3amic-
HUK(M), reTepoapun, siKMA MOXe MaTu 3aMiCHUK(M),
OeH3unokeurpyna, sika Moxe mMaTu 3amiCHUK(M), apu-
fIoKeUrpyna, sika Moxe MaTtu 3amiCHUK(K), retepoapu-
fioKeurpyna, sika MoXxe maTtn 3amiCHUK(M), apunamiHo-
rpyna, sika Moxe maTu 3aMiCHUK(M), apwrmBiHin, SKUiA
MOXe MaTu 3aMmiCHMK(1), abo apuneTuHiIn, SKun Moxe
MaTu 3aMmicHUK(K); B € apomMaTtu4HuMiA LMK, SKUA Mo-
Ke Martu 3aMmiCHUK(M), reTepoLMKIT, KN MOXe MaTu
3amicHuK(1), abo anidaTUYHU UMK, SKUA MOXe Ma-
TW 3aMicHuK(Kn); -X-, -Y- Ta -Z- MOXyTb OyTU ofHaKo-
BUMW abo Pi3HUMWU, i KOXXHUA 3 HUX, HE3amneXxHo Big
iHWKX, € -O-, -NH-, -NR’-, -S-, -SO-, -SOy-, -CHa-, -
CR®R’- abo -CO-, ge R® € Hwxumi ankin a6o aumn,
AKMN MOXE MaTu 3aMiCHUK(M), R® ta R’ MOXyTb ByTK
ofHaKoBUMK abo Pi3HMMM, i KOXKHUIN 3 HUX, He3anex-
HO Bif iHLWOro, € aToM BOAHIO, aTOM ranoifgy, rigpok-
cum, arnkin, apuwn, mepkanTorpyna, arnkokcurpyna,
ankintiorpyna, ankincynbOoHin, auun, auunokcurpy-
na, amiHorpyna, ankinamiHorpyna, kapOokcun, ankok-
cukapboHin, kapbamoin, HiTporpyna, uiaH abo Tpu-
dTopmMeTUn, 3a YyMOBW, L0 3ragaHun(-i) 3amicHuK(u)
BMOpaHuii(-i) i3 rpynn, 4O SKOi BXOAATH aTOMW ranoi-
4iB, rigpokcun, ankinu, apunu, MmepkanTtorpyna, anko-
KCUrpynu, ankinTtiorpynu, ankincynbgoHinu, auunu,
auunoKkcurpynu, amiHorpyna, ankinamiHorpynu, kap-
6okcun, ankokcvkapboHinu, kapbamoinum, HiTporpyna,
LiaH Ta TpudTOpPMETUI.

13. 3aci6 anga nigBuLWEeHHA 34aTHOCTI OO0 MepeHocy
LYKPY, SKMN MICTUTb SIK aKTUBHWUIM iHFPEAIEHT nakTam
abo 1oro hapmaueBTUYHO MPUMHATHY Cinb 3a Oyab-
Akum i3 nn.1-10.

14. TinornikeMiYHWn 3acid, AKUN MICTUTb K aKTUBHWUNA
iHrpedieHT naktam abo noro papMaLeBTUYHO NPUINH-
ATHY cinb 3a 6yab-siknm i3 nn.1-12.

15. 3aci6 gnsa npodinaktuku Ta/abo nikyBaHHs Aiabe-
Ty, nepudepuyHoi aiabetnyHoi HesponarTii, AiabeTwn-
YyHOI Hedpponarii, AiabeTnyHoi peTuHonarii, Aiabetu-
YHOI MakpoaHrionarTii, MopyLeHOi TONepaHTHOCTI A0
rNOKO3M abo OXUPIHHA, SKUA MICTUTb AK aKTMBHUN
iHrpedieHT naktam abo noro papMaLeBTUYHO NPUIAH-
ATHY cinb 3a 6yap-skum i3 nn.1-12.

16. ®apmaLeBTU4YHA KOMMO3MLISA, siKa MICTUTb 9K ak-
TUBHWI iHrpedieHT naktam abo noro hapmaueBTUYHO
NPURHATHY cinb 3a 6yab-sikuM i3 nn.1-10.
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Llen BuHaxig cTocyeTbca nakramis Ta 3acoby Ans
nikyBaHHs giabeTy, sikMiA MiCTUTb oauH abo kinbka
3ragaHunx nakTamiB sik akTUBHUN iHTPELieHT.

JlikyBaHHs piabety Tuny Il nikapcbknumun 3acoba-
MW 3aCTOCOBYETBCS Yy BUMNaAKax, KOMu OiETUYHE MiKy-
BaHHsi abo 3acTocyBaHHsi i3v4HUX BnNpaB He 3abes-
neyyTb [OCTATHLOrO MOMIMLEHHS CTaHy XBOPOrO.
Po3pobneHo dhapmaueBTMYHI NpenapaTy, Wo MICTATb
iHCYNiH, KU € eHOOreHHNUM rOpMOHOM, ANA perynio-
BaHHS rinornikemivyHoi dyHKLii, a TakoX rinornikemiyHi
3acobu aons nepoparnbHOro 3acToCyBaHHS, ki Mpuc-
KOPHIOTb CekpeLito iHcyniHy abo noninwyTb nepu-
depuyHy CTiMKICTb A0 iHCyniHy. Ha ue yac oCHOBHUIA
cnoci6é MeaMKaMeHTO3HOro nikyBaHHsA Aiabety tuny I
BKIIOYAE 3aCTOCYBaHHS MepopanbHOro rinormikemiy-
HOro 3acoly Ans edeKTUBHOIO PEerynioBaHHSA PiBHSA
LyKpy B kpoBi. OfHaK y pasi, KO HEMOXNNBO A0CH-
rHyTW edekTy, nogibHoro o Ail iHCyniHy, JOCTaTHLO-
ro Onsi PeryritoBaHHSA LYKPY B KpPOBi, TO 3aCTOCOBY-
10Tb, FONIOBHUM YMHOM, IHCYMiHOBY Tepanito. 3 iHworo
OOKy, iHCyniHOBa Tepanisi € EAWHMM CMOCOOOM niKy-
BaHHSI XBOpMX Ha AiabeT Tuny |, oCKinbku B HUX yTpa-
YeHa 3gaTHICTb 40 cekpeLil iHCYniHy.

Xoya, TakMMm YMHOM, iHCyniHOBa Tepanis € Bax-
nMBMM cnocobom niKyBaHHS, 3aCTOCYBaHHS iH'eKLil
BUKNWKAE YTPYAHEHHS, NOB'A3aHi 3i CKNaaHICTIO TEXHI-
KN niKyBaHHSA Ta 3 HeoOXigHICTIO cneuianbHOro Ha-
BYAHHS nauieHTa. Y 3B'A3Ky 3 UMM iCHye roctpa not-
peba y BOOCKOHameHHi  cnocoby  BXWBaHHA
nikapcbKkoro 3acoby 3 TOYKM 30py 3pYy4HOCTi MOro 3a-
ctocyBaHHs. OcTaHHIM Yacom pobununca cnpobu pos-
pobuTn cnocobu 3actocyBaHHsi iHCyNiHy Yy dopmi
HeiH'eKUiNHNX npenapaTiB 3aMiCTb iHCYMiHOBUX iH'EK-
uin. OgHak Ui cnocobu He 3aCTOCOBYHOTLCH Y MPaKTU-
Ui 3 NPUYNHN HM3bKOI eDEKTUBHOCTI 3aCBOEHHA abo
HEenoOCTIMHOCTI 3aCBOEHHS.

OfHOK 3 BaXNMBUX TMOMMIKEMIYHUX DYHKLIA iH-
CyniHy € NiABULLIEHHA 34aTHOCTI NepudepuyHmX Kni-
TWH 0O NEpPEHOCY LYKpY 3 METOK BBEAEHHS LYKpY 3
KPOBI Y KNITUHW i, IK HACMiAOK, 3HWKEHHS PIiBHS LyKpY
B KpoBi. BuHangeHHss HOBOro npugaTHoro Ans nepo-
panbHOro BXMBAHHSA JiKapCbKoro 3acofy, 3AaTHOro
3MEHLUMTU PiBEHb LYKPY B KPOBI LUMNSXOM MiOBULLIEHHS
3p0aTHOCTI NnepudepUyHNX KNITUH OO NEePEHOCY LYKPY,
Aano 6 MOXNMBICTb PO3pPOOMTU CNPUATNMBUA ONSA
XBOpMX cnoci6 nikyBaHHA. OgHak Taki nikapcbki 3aco-
61 goci He po3pobrieHi.

3 iHwWworo 6oky, CTOCOBHO A0 NakTamis, y MaTepi-
anax, onybnikoBaHux y [Xum.-®apm. XKypH. 25(11)
(1991) Ta B Pharmaceutical Chemical Journal 25(11),
768 (1991)], posKpMTO CnoOMyku 3aranbHOi hopMynu
(), npencTaBneHoi HWx4Ye, Ae B € GeH30MbHUIA LUK,
KOXHUI 3 -X- Ta -Y- € -NH-, -Z- € -CH»- -W- € -NH- i
AR)(R)RY € enin, 4-6pomdenin,  4-
riapokcudeHin, 4-meTokCcudeHin, 2-rigpoKcudeHin,
3,4-gumeToKcndeHin abo 3-meTokcu-4-
rigpokcudeHin. MNoeigoMnsaeTbes, WO Ui CAOMyKu He
MaloTb ceaaTuMBHOI, NpoTucnasMaTuyHoi abo kapgio-
TOHIYHOI Ail.

B ny6nikauiax [Journal of the Pharmaceutical
Society of Japan, 715-20 (1986) tTa Chem. Pharm.
Bull., 3724-9 (1984)] po3KpuUTO CMOMykM 3ararnbHoi
dopmynu (), npeacrtaeneHoi Hxk4e, oe B € 6eH3o-
NbHWI umkn, -X- € -NH-, -Z- € -CR®°R’-, -W-¢ -NH- i
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koxHui 3 R® Ta R’ € meTun. YkasaHo, O Ui cnonyku
BUSIBMSOTb CNAOKMIM aHanreTUYHUIN edekT.

B ny6nikauii [Synthesis, 937-8 (1987)] poskpuTo
cnonyky 3aranbHoi opmynu (I), npeacTaBneHoi Hu-
4e, ae B € 6eH3onbHUM uukn, -X- € -NH-, -Z- € -CO-,
-W- e -NR™ i R € n-Tonin. AKTUBHICTb Lii€i crnonykw,
O[HakK, He onucaHa y BKkasaHin nybnikauii.

B ny6nikauii [Journal of the Pharmaceutical
Society of Japan, 1004-8 (1984)] poskpuTo cnomnyku
3aranbHoi opmynm (1), npeacrasneHoi Hwx4e, Ae B
€ 6eH3onbHU uukn, -X- € -NH-, -Y- € -S-, -Z- € -
CR®R’-, -W- € -NH- i koxnuin 3 R® ta R” € meTun.
YKka3aHo, WO Ui CNonyku BUSIBNSAIOTb Crabkuii ctepu-
Ni3yo4ymin edoekT.

B ny6nikauii [Journal of Organic Chemistry,
4367-70 (1983)] po3kpuTO cnomnyky 3aranbHoi dop-
mynu (1), npeacTaeBneHoi Huxye, ae B € 6eH3onbHu
uukn, -X- € -NH-, -Y- € -S-, -Z- € -CH»- i -W- € -O-.
AKTUBHICTb L€l Cnonykun, ogHak, He onucaHa y Bkasa-
Hin nyGnikauii.

MeTol UbOro BMHaxody € 3anponoHyBaTh HOBUIA
3aci6 ans Tepanii giabety, SKnA Mae BUCOKy Teparne-
BTUYHY ePeKTUBHICTb Ta criabki nobiyHi edbekTu.

IHLIOK METO LbOro BUHaxody € 3anpornoHyBaTu
3aci6 Ans nigBuLLIEHHNA 34aTHOCTI 4O NEPEHOCY LIyKpY.

LLle oaHielo MeTO LbOro BUMHaxo4y € 3anporo-
HyBaTW rinornikemivyHum 3acib.

[ani, MeTol UbOro BMHAxXoOA4y € 3anpornoHyBaTh
3aci6 gnga npodinaktukn Ta/abo nikyBaHHA giabeTy,
nepudepnyHoi giabetnyHoi HeBponarTii, AiabeTnyHol
HedbponarTii, AgiabeTnyHoi peTuHonarii, AiabeTnyHol
MakpoaHrionarii, NopyLLeHOi TonepaHTHOCTI 4O rrto-
K031 abo OXUPIHHS.

Llle oaHieto MeToO LbOro BMHAxo4y € 3anporo-
HyBaTW HOBI NakTaMu.

LLle iHWOK MEeTOo LbOro BMHaxody € 3anponoHy-
BaTM papMaLeBTUYHY KOMNO3ULLitO.

Micna iHTEHCUMBHUX AocCnigXeHb, BUKOHaHUX i3
MEeTOK BUHAWAEHHS CronyK, SKi CNPUYUHAIOTL NiaBK-
LLIEHHS 30aTHOCTi 10 NEPEHOCY LYKPY Ta € KOPUCHUMM
Ansi nikyBaHHs AiabeTy, aBTOpU LbOro BUHaxXody Bu-
ABMINN CMONYKN MOOAHOI HUXYe 3aranbHoi hopMynu
(). B ocHoBy BuHaxoay noknageHo uen dakr.

KoHkpeTHO, Lienn BnHaxig nponoHye 3acib gns ni-
OBULLIEHHA 30aTHOCTI 40 MEPEHOoCY LYKPY, SKUA Mic-
TUTb SIK aKTUBHUWI iHFPeieHT naktam(u) noaaHoi HUX-
ye 3aranbHoi opmynn (I) abo wnoro  (ixHi)
dapmaLeBTUYHO NPURHATHY (-i) cinb (coni):

ap)

]

Ae A € apomaTWyHWUIA UMK, reTepoumkn abo anida-
TUYHUIA LWKIT; RZ, R® ta R MOXYTb OYTU OfHaKOBUMMU
abo pi3HUMU, | KOXKHUI 3 HUX, HE3AMNEXHO Bif iHLWKX, €
aToM BOAHIO, aTOM ranoigy, rigpokcun, ankin, Mepka-
nTorpyna, ankokcurpyna, ankintiorpyna, ankin cynb-
doHin, auun, aumnokeurpyna, amiHorpyna, ankinami-
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Horpyna, kapbokcun, arnkokcukapboHin, kapbamoin,
HiTpOrpyna, uiaH, TpupTopMeTUn, ankeHin, sknun mo-
e MaTtu 3aMiCHUK(M), ankiHin, Sk Moxe mMaTtu 3ami-
CHUK(M), apun, SKUA MOXe mMaTu 3aMiCHUK(K), reTepo-
apun, AKUN MoXe MaTtu 3aMiCHUK(M),
©eH3unokeurpyna, ska Moxe mMatu 3amiCHuUK(M), apu-
nioKkcurpyna, sika MoXke MaTtu 3amicHuK(1), retepoapu-
rioKcUrpyna, sika MoXxxe maTtu 3amiCHUK(M), apunamiHo-
rpyna, sika MoXe mMaTu 3aMiCHUK(K), apunBiHIn, KN
MOXe MaTu 3aMmiCHUK(1), abo apuneTuHiIn, SKun Moxe
MaTu 3aMiCHUK(M); B € apomMaTu4HMiA LK, SKUA Mo-
Xe MaTu 3aMiCHUK(M), reTEePOLMKI, KA MOXe MaTu
3amicHuK(M), abo anidaTUYHWA UMK, KA MOXEe Ma-
TV 3aMicHUK(KN); -X-, -Y- Ta -Z- MOXyTb OyTu ogHako-
BUMW abo PIi3HUMWU, i KOXXHUA 3 HUX, HE3amneXxHo Bia
iHWMX, € -O-, -NH-, -NR>-, -S-, -SO-, -SOy-, -CHy-, -
CR®R’- a6o -CO-, pe R® € Huxuuit ankin, Sk moxe
MaTK 3aMiCHUK(K), auumn, SKUA MOXe MaTu 3amic-
HUK(M), anKkoKCMKapOOHiN, SKMA MOXe MaTu 3amic-
HUK(1), kKapbamoirn, SKMn Moxe MaTh 3aMICHVIKg ), a6o
cynboHin, sikni mMoxe matu 3amicHuk(n), R° Ta R’
MOXyTb OyTW OAHaKOBMMUW abo PIi3HUMW, i KOXHWUA 3
HWX, He3amnexHo BiA iHWOro, € aToM BOAHH, aToMm
ranoigy, rigpokcun, ankin, Skuin Moxe maTu 3aMmic-
HUK(M), MepkanTorpyna, ankokcurpyna, ankinrtiorpyna,
ankincynedoHin, auun, auyunokeurpyna, amiHorpyna,
ankinamiHorpyna, kapbokcun, ankokcukapboHin, kap-
6a|v|ou'| H|Tporpyna u,laH 360 TpudptopmeTun; -W- € -
NRL, -O- a6o -CR®R®-, e R! € aTom BogHI0, HVKUMIT
anKm AKMA MOXEe MaTu 3aMICHVIK(VI) abo apwvn, Akui
Moxe maTtu 3amichuk(v), i R® Ta R? MoxyTb 6yTn oa-
HaKoBUMW abo PI3HNMU, | KOXHWUIA 3 HUX, HE3ANEXHO
BiJ, iHWOro, € aToM BOAHIO, aTOM ranoigy, rigpokcun,
ankin, apun, mepkantorpyna, ankokcurpyna, ankinTio-
rpyna, ankincynbdoHin, auun, auunokcurpyna, ami-
HOrpyna, ankinamiHorpyna, kapOokcun, ankokcukap-
OOHin, kapbamoirn, HiTpOrpyna, uiaH abo
TpUPTOPMETU; | KOXHMI 3 cMMBONIB a, b, Ta ¢ Bka-
3y€E NOMNOXEHHSA aTOMa BYIMeLto, 3a YMOBMU, LLO:

(i) srapaHun(-i) samicHuk(1) BUGpaHuin(-i) i3 rpynu,
00 SKOI BXOOATb aTOMM ranoifis, rigpokcun, ankinu,
apunu, mepkanTorpyna, ankokCurpynu, ankinriorpynu,
ankincynb@OHINKU, auunu, auunoKCurpynu, amiHorpy-
na, ankinamiHorpynu, kap©bokcurn, ankokcukapboHinm,
kapbamoinu, HiTporpyna, uiaH, TpudTopmMeTun,) Ta
retepoapwnu.

Lle BMHaxig nNpoOnoHye TakoX HOBi fakTamu BU-
LesasHayeHoi coopmynu (1), A

(i) sxkwo B € 6eH30anMM LI,I/IK.I'I KOXHUI 3 X Ta -
Y- € -NH-, -Z- € —-CH;-1a -W- € -NH-, 10 A(R )(R )(R)
He wMoxe Oytn deHinom, 4- 6p0M(i)eH|n0M, 4-
riapoKCUeHINom, 4-MmeTOoKCUMEHINOoM, 2-
rigpokcudperinom, 3,4-gumeTtokcudpeHinom abo  3-
METOKCU-4-riapOKCUDEHINOM;
(iii; AKWo B € 6eH3onbHUi uukn, -X- € -NH-, -Z- €
-CR°R’-i -W- ¢ -NH-, TO KOXHuUn 3 R® ta R’ He Moxe
Oyt meTUnom;

(iv) skwo B € 6eH3onbHuin umkn, -X- € -NH-, -Z- €
-CO- i -W- € -NR'-, To R" He Moxe GyTu n-Toninom;

(V) sKwo B e 6EeH30MNbHNUIA UMK, -X- € - NH- -Y- e
-S-, -Z- € -CR°R’- i -W-e -NH-, To koxxHuit 3 R® Ta R’
He MoXxe ByTn MeTunow; i

(vi) Axwo B € 6eH30nbHMI LKMKn, -X- € -NH-, -Y- €
-S- i -Z- € -CHz-, TO -W- He moxe byTu -O-,
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abo capMaueBTUYHO MPUNRHATHUMU COMNSIMU Ta-
KMX CMOMyK.

Llem BuHaxig NpoOMOHye TakoX rinormikemivyHun
3acib, a Takox 3acibé ans npodpinakTukm Ta/abo niky-
BaHHSA aiabeTy, nepudepnyHoi giabeTnyHoi HeBpona-
Tii, piabeTnyHOi HedponarTii, AiabeTnyHoI peTnHona-
Til, niabeTnyHoi  MakpoaHrionarii, nopyLueHoi
TONEpPaHTHOCTI A0 INIOKO3N abo OXUPIHHS, SKUIA Mic-
TUTb SIK aKTUBHWIA iHFPEaiEHT onncaHui (-i) BuLLe nak-
Tam(n) abo noro (ixHi) dbapmaLeBTUYHO NPUAHATHY (-
i) cinb (comi).

OnTumanbHUI BapiaHT 34INCHEHHS BUHaxXo4y

Hwx4ye nogaHo AeTanbHWUIA ONUC LbOro BUHAXOAY.

TepMiH "edeKT niaBuLLEHHA 34aTHOCTI 40 nepe-
HOCY LYKpY" Yy 3Ha4yeHHi, BXWBaHOMY B LIbOMY OMUCI,
O3Havae edeKT MigBULLEHHA 30aTHOCTI OO0 nepeHe-
CEeHHS LyKpy Yepes GionoriyHy membpaHy. Llen edpekt
OXOMMIOE AK NEePEeHECEHHS LKPY i3 30BHIWHLOI CTO-
poHu GionoriyHoi MembpaHn [0 ii BHYTPILIHBOI CTO-
POHW, TaK i MEePEHEeCEHHs i3 BHYTPIWHLOI CTOPOHMU
GionoriyHoi mMembpaHuM [0 i 30BHILLIHLOI CTOPOHW.
KoHKpeTHO, uen edekT BKMo4vae, Hanpuknag, CTBoO-
pIOBaHUA iHCYNIHOM edeKT NOCUNEHHS NepeHeceHHs!
IIOKO3W B KMNITUHW M'A3iB Ta KMPOBOI TKAHWNHW.

Llykpn, wWwo nignaraioTe nNepeHocy, O3HayakTb
NEeHTO3N Ta reKcosun, NPUCYTHI B >XMBOMY OpraHiami,
Hanpuknag, rroko3y, MaHo3y, apabiHo3y, ranakrosy
Ta pyKkTo3y. Y BapiaHTi, AKOMy BiAAa€eTbCs nepesa-
ra, LyKoOp € rIHoKO3010.

TepMiH "Hvxunn (-i) ankin(u)" y 3HayeHHi, BXvBa-
HOMY B LIbOMY OMWCi, O3HA4Yae arnkin niHiiHol, posra-
nyxeHoi abo uuknivyHOI BGyaoBu, skM MicTUTb Big 1
aTomy Ao 6 aTtomiB Byrnewto, y BapiaHTi, SKOMy Bia-
OaeTbCs nepesara, Big 1 atomy 4o 3 aTomiB ByrneLo.
[o Takux ankiniB HanexaTb, Hanpuknag, MeTun,
€TUn, H-Nponin, H-0yTun, H-NEeHTWUN, H-TeKcun, i30Npo-
nin, i3obytun, BTOP-OyTMM, TPeT-OyTwn, i3oneHTwn,
TPEeT-NEeHTUN, HEeoneHTwun, 2-neHtun, 3-neHTun, 3-
reKCUIn, 2-rekcun, LMKNonponin, uuknobyTun, umkmno-
neHTun Ta uuknorekcun. lNepeBara cepen HUXKYMX
ankinis BigAaeTbCa MeTUNy, eTuny ToLo.

TepmiH "apun(n)" y 3Ha4eHHi, BXMBaHOMY B LibO-
My OMUCi, O3HAYa€e MOHOLMKMIYHUA abo OBiLMKMiYHWIA
apoMaTUYHUIM 3aMiCHUK, SKUW ckrnagaetbcd 3 5-12
BYrfneLeBsnx aTtoMmis, Hanpuknag, deHin, iHaeHin, Ha-
TN Ta dnyopeHin. MNMepesara cepen apwnis Bigaa-
€TbCA (heHiny.

TepmiH "aTtom(n) ranoigy(-iB)" oxonntwe aTtomu
dTopy, xnopy, 6pomy Ta roay.

TepMiH "ankin(n)" y 3Ha4YeHHi, BX1BaHOMY B LibO-
My OMUCi, 03HAYae arnkin MiHiNHOI, po3ranyxeHoi abo
UMKnivyHoT 6ynoBu, Sku MicTuTb Big 1 oo 18 Byrneue-
BUX aTOMIiB, Hanpuknag, MeTwun, eTwun, H-Nponif, H-
OyTUN, H-MEHTWM, H-TeKCUN, H-TeNTWM, H-OKTWM, H-
HOHIN, H-Aeuuwn, H-yHAeuwn, H-gogeumn, isonponin,
i306yTun, BTOp-OyTMN, TPET-OyTWN, i30oMeHTun, TpeT-
MEHTUN, HEOMNEHTWUN, 2-NeHTUn, 3-nNeHTun, 3-rekcun,
2-rekcun, TPeT-OKTWM, UMKINOoNponin, uuknobytun,
LMKITONEHTUN, uuknorekcun Ta 1-agamantun. Anki-
namu, SiKMM BigOaeTbCsl nepeBara, € H-TeKCUI, H-
renTur, H-OKTWM, H-HOHIM, H-geuwun, H-yHaeuwn, H-
aodeuwnn, isonponin, i300yTvun, BTOp-OyTMM, TpeT-
OyTun, i30neHTWn, TPeT-NeHTWn, HeoneHTwn, 2-
neHTun, 3-neHTun, 3-rekcun, 2-rekcun, TPeT-OKTWM,
UMKonponin, uuMkno®byTun, LMKNONEHTWUM, UMKIOrek-
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cun, 1-agamaHTvn Towo. Binbwa nepeBara cepen
ankinis BiggaeTbcs i3onponiny, TpeT-OyTuny, TpeT-
oKkTuny, 1-agamaHTumny TOLLO.

TepMmiH "ankeHin(n)" y 3HayeHHi, BXuBaHOMY B
LbOMY OMUCi, O3HAYae ankeHin MiHInHOI, posranyxe-
Hoi abo umkniyHOT ByaoBK, sikuii MicTuTb Big 1 0o 6
BYrfneLeBux aToMmiB, Hanpuknag, BiHin, 1-nponewin, 2-
nponeHin, isonponeHin, 1-6yTteHin, 2-byteHin Ta 3-
OyTeHin. TepMmiH "ankiHin(1)" o3Hayae ankiHin niHinHol
abo posranyxeHoi 6yaoBu, skui mMictuTb Big 1 oo 6
BYrfeLeBUX aToMIB, HaMpuknag, eTuHin, 1-nponiHin,
2-nponiHin, 1-6yTuHin, 2-6yTuHin Ta 3-6yTHHIn.

TepMmiH "ankokcurpyna(-u)" y 3Ha4yeHHi, BXuBa-
HOMY B LIbOMY OMUCi, O3Ha4Yae ankoKCUrpyny niHinHof,
posranyxeHoi abo uukniyHoi 6ynoBK, sika MiCTUTBL Bif
1 go 18 ByrneueBux aTtomis, y BapiaHTi, sKoMy Bigaa-
€TbCA nepesara, Bia 1 0o 8 ByrneuesBux atoMis, Ha-

npuknag, MeTOKCUrpyny, eTokecurpyny, H-
MPOMOKCUrpyny, H-GYTOKCUIPpyny, H-MEHTUNOKCUTPYTY,
H-reKCUMOKCUrpyny, H-renTUIIoKCUrpyny, H-
OKTMINOKCUrpyny, H-HOHInoKeurpynmny, H-
Aeuunnokeurpyny, H-yHOeUMnoKkeurpyny, H-

Aofeunnokeurpyny, isonponokcurpyny, i3obyTokcur-
pyny, BTOp-6yTOKCUrpyny, TpeT-OyToKcurpyny, LMKIo-
nponoKcurpyny, UMKNobyToKkcurpyny, LMKIONEHTUNo-
Keurpyny, LIMKIOrekcunokeurpyny,
LMKNOrenTUnokeurpyny, 2-UuKrnorekcuneTokeurpyny,
1-apamaHTMnoKcurpyny, 2-agamaHtunokcurpyny, 1-
aflaMaHTUNMETUNOKCUIpyny, 2-(1-
agamaHTun)eTunokcudyny Ta TpudTOPMETOKCUIPY-
ny. ArnkKokcurpynamu, SKuMm BioOaeTbCsi nepesara, €
MEeTOKCUrpyna, eTokcurpyna, H-npornokcurpyna, ison-
ponokcurpyna, H-6yTtokcurpyna, TpeT-OyTokcurpyna,
H-MEHTUMNOKCUrpyna Ta H-rekCUnoKcurpyna.

Tepmin "ankintiorpyna(-n)" y 3Ha4yeHHi, BXuBa-
HOMY B LIbOMY OMMCi, O3Ha4ae ankinTiorpyny niHikHoI,
posranyxeHoi abo uukniyHoi 6yaoBu, sika MiCTUTh Big
1 oo 12 Byrneuesux aToMmis, y BapiaHTi, AKoMy Bigaa-
€TbCA nepesara, Big4 1 Ao 6 ByrneuesBux atoMiB, Ha-
npviknag, mMeTunTiorpyny, eTunTiorpyny, H-
nponinTtiorpyny, isonponintiorpyny, H-6yTtunTiorpyny,
iobyTunTiorpyny, Brop-6ytunTiorpyny, TpeT-
O6ytunTiorpyny, umknonponinTiorpyny, uuknobytunTio-
rpyny, UMKMONEHTUNTIOrpyny.

TepmMiH "ankincynbdoHin(n)" y 3HayeHHi, BXuBa-
HOMY B LIbOMY OMWCIi, 0O3Ha4ae ankincynbgoHin, akun
MiCTUTb arnkin niHiiHoI, po3ranyxeHoi abo UMKMiYHOT
Oynoswu, Wo Bkntovae Bia 1 4o 12 ByrneLesmx aTtoMis,
Hanpuknag, MeTaHCynbdOHiN, eTaHCyrnbgOHin, npo-
naHcynb@OoHin, ByTaHCynbdOHIn, NeHTaHCynbgoHin,
rekcaHCyrnbOHin, rentTaHCcynb@OHIN, oKTaHcynbdo-
HinN, HOHaHCyNbdOHIN, AeKaHCYNbdOHIN, YHAEKaHCy-
Nb(OHIN Ta gogeKkaHCcynbdOHir.

TepMiH "auun(u)" y 3Ha4yeHHi, BXMBaHOMY B LibO-
My onuci, o3Havyae PopMin, auun, kUM MICTUTb arnkin
niHinHOi, po3sranyxeHoi abo uukniyHoi OynoBwu, WO
BKMoyae Big 1 go 6 ByrneuesBux aTtoMiB, auun, sSKUn
MiCTUTb ankeHin niHiliHOI, po3ranyxeHoi abo uukniy-
Hoi 6ygoBw, Wo BkntoYvae Big 1 4o 6 Byrneuesux aTo-
MiB, aumn, KM MICTUTb ankiHin NiHinHOI, po3ranyxe-
Hoi abo uwmkniyHoi OygoBu, WO Bktovae Big 1 oo 6
BYrfneueBux atomis, abo auumn, siKuin MiCTUTb apwr,
AKMN MoXe OyTu 3amilwleHum, Hanpuknazg, dopmin,
aueTtun, nponioHin, 6yTupun, i306yTvpun, Banepwn,
i3oBanepurn, niBanoin, rekcaHoin, akpuroin, meTak-
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pWnoin, KPOTOHOIN, i30KPOTOHOIN, 6eH30iN Ta HadTo-
in.

TepmiH "auunokcurpyna(-n)" y 3HayeHHi, BXxusa-
HOMY B LbOMY ONWCi, O3Ha4ae cpopminokcurpyny,
auunnoKkeurpyny, sika MiCTUTb ankin niHinHoI, posrany-
XeHoi abo uukniyHoi 6ynoBswm, LWwo Bknovae Big 1 oo 6
BYyrneueBunx aTtoMis, abo aumnokcurpymny, sika MiCcTUTb
apwn, kMM Moxe OyTu 3amilweHuMm, Hanpuknag, ¢o-
PMINOKCUrpyny, aueTunoKCcurpymny, nponioHiNoKcurpy-
ny, GyTupunokcurpyny, isobyTupunokcurpyny, sane-
punokcurpyny, i3oBanepunokcurpyny,
niBanoinoKCUrpyny, rekCaHoINoKCUrpymny, akpunoino-
KCUrpyny, MeTakpunoinoKCUrpymny, KpOTOHOINOKCUIpy-
ny, i3oKpoToHoinokeurpyny, 6eH3oinokcurpyny Ta
HadpToinokcurpyny.

TepMiH "ankinamiHorpyna(-u)" y 3Ha4eHHi, BXu-
BaHOMY B LIbOMY OMWCi, O3Ha4yae amiHorpymny, MOHO-
abo gusamiweHy ankinom(-amu). MNMpuknagamu ankinis
€ rpynu, neperiyeHi BULWE NPU BU3HAYEHHI TEPMIHY
"ankin". Jo ankinamiHOrpyn Hanexartb, Hanpuknag,
amiHorpyna, MeTunamiHorpyna, eTunamiHorpyna,
nponinamiHorpyna, isonponinamiHorpyna, aMMmeTuna-
MiHOrpyna, AietTunamiHorpyna, gunponinamiHorpyna,
giisonponinamiHorpyna Ta MeTuneTunamiHodyna.
lMepeBara BiggaeTbCa ankinamiHorpynam, siki MiCTATb
Big 1 4o 6 ByrneueBux aToMiB.

TepMiH "ankokcukapboHin(u)" y 3HaveHHi, Bxusa-
HOMY B LibOMY OMWCi, 03Ha4Yae ankoKCMKapOOHir, siKui
MICTUTb arnkin mniHiNHOi, po3ranyxeHoi abo UMKMiYHOI
OynoBu, Wo BKItovae Big 1 oo 8 ByrneueBux aToMmis,
Hanpvknag, MeTokcMkapboHin, eTokcmkapboHin, npo-
nokcukap6oHin, isonponokcnkapboHin, H-
OyTOKCMKapOoHin, i306yTOKCHMKapOOHIn, BTOp-
OyTokcukapboHin, TpeT-b6yTokcuMkapboHin Ta GeHsu-
NOKCUKapOoHin.

TepmMiH "kapbamoin(n)" y 3Ha4YeHHi, BX1BaHOMY B
LbOMY OMUCi, 03Ha4yae kapbamoin, KM Moxe Matu
npu aTomi a3oTy arnkin MiHiiHoI, poaranyxeHoi abo
umknivHoi 6yaoBsu, Wwo BkNoyae Big 1 o 6 Byrneue-

BUX aToMmiB, Hanpwuknag, kap6amoin, N-
MeTunkapbamoin, N-eTunkapbamoin, N,N-
avmeTunkapbamoin, N-niponigunkap6oHin, N-

ninepuamnkap6oHin Ta N-mopdoniHinkapboHin.

TepMiH "cynbdoHIn(u)" y 3Ha4eHHi, BX1BaHoOMYy B
LbOMY OMUCi, 0O3HaYae Cyrb@OHIn, AKUA MOXe maTu
npu atoMmi CipKM ankin niHinHoi, po3sranyxeHoi abo
umkniyHoi 6yaoBsu, Wwo BkNoyae Big 1 o 6 Byrneue-
BUX aTOMiB, Hanpuknag, MeTurncynbdOHin, eTuncy-
nbdoHin, nponincynbgoHin Ta 6yTuncynbgoHin.

TepmiH "apomatuyuHWiA(-i) umkn(n)" y 3HaYeHHi,
BXMBaHOMY B LbOMY OMWUCi, O3HA4Yae MOHOLMKMIYHY
abo OiunkniyHy apomaTuyHy CUCTEMY, WO CKnaga-
€TbCA 3 BYrMeueBMX aToMmiB, Hanpuknag, OeHson,
HadTaniH, iHaeH abo pnyopeH. MNepeBara BigAaeTbCA
6eHsony, HadTaniHy ToLLo.

TepMiH "reTepoumkn(u)" y 3HayeHHi, BX1BaAHOMY
B LIbOMY OMNWUCi, 03Ha4Ya€e reTepoLMKIiYHY CUCTEMY, LLO
cknagaetbes 3 1-3 UMKNiB, KOXHUM 3 AKX MICTUTb 5-7
yneHiB, HaNpuKnag, atoMiB ByrneLto Ta a3oTy, KUCHIO,
cipku Towo. 1o Takux CUCTEM Hanexatb, Hanpuknag,
nipuavH, gurigponipad, nipygasviH, nipumiguH, nipa-
3uH, nipon, gypaH, TioheH, okcason, i3okcason, nipa-
3on, imigason, Tiason, i3oTiason, Tiagiason, niponi-
OWH, ninepuavH, ninepasvH, iHgon, isoiHgon,
6eH3odypaH, i306eH30dypaH, GeH3oTiodeH, GeHso-
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nipason, GeHsiminason, ©eH3okcason, GeHsoTiason,
nypwH, NipasononipuavH, XiHOMiH, i30XiHONiH, HadTK-
puauH, xiHasoniH, 6eH3oaiaseniH, kapbason Ta gube-
H3odypaH. [eTepounkniYHUMKU CUCTEMaMK, AKUM
BigdaeTbCA nepesara, € NipuavH, nipumiauH, nippaa-
3uH, bypaH Ta TiodeH. 'eTepounKniYHUMKN cuctema-
MU, SIKMM BiggaeTbcsa Ginblua nepeBara, € NipUOWH,
nipumiguH Ta TiodeH.

TepmiH "anidpaTnyHun(-i) umkn(n)" y 3HaYeHHi,
BXMBaHOMY B LibOMY OMUCi, O3Ha4yae anidaTtuyHy mMo-
HOLMKITIYHY ab0o GiuMKniYHYy cucTemy, IO CKNagaeTb-
csl 3 BYyrnewueBux aToMiB, Hanpvknag, UUKIOMNponaH,
LUMKobyTaH, LMKIOMNEHTaH, LMKMOrekcaH, uuknoren-
TaH, LUMKINOOKTaH, AekaniH Ta HopbopHaH. AnidaTtuny-
HUM LMKIOM, SIKOMY Big[aeTbCa nepesara, € LWKIOo-
rekcaH.

TepMmiH "reTepoapun(m)" y 3Ha4YeHHi, BXMBaHOMY
B LbOMY ONWCi, O3Ha4ae retepoapurnbHUA(-i) 3amic-
HUK(K), WO cknagaeTbes 3 1-3 UUKNIB, KOXKHUIN 3 SKMX
MiCTUTb 5-7 4mneHiB, KOTPUMKW € aToOMU Byrfeul Ta
as30Ty, KUCHIO, CipKM TOLWO, Hanpuknag, nipuaun, ni-
pugasuHin, nipyumiguHin, nipasuvxin, niponin, dypadin,
TiEHIN, okcasonin, i3okcasonin, nipasonin, imigasonin,
Tiaszonin, i3oTiasonin, Tiagiasonin, ingonin, i3oiHaonin,
6eH3ocypun, izo6eH3odypun, 6eH3oTieHin, 6eHsoni-
pasonin, 6eHsimigasonin, ©eH3okca3onin, 6eH3oTia-
30nMin, XiHonin, i3oxiHonin, HadTUNIgWHIN Ta XiHa3o-
nin. Fetepoapunamun, sikKUM BiJOAETLCA NepeBara, €
2-nipygun, 3-nipugun, 4-nipugnn Ta 1-nipasonin.

TepmMiH "apunokcurpyna(-u)" y 3HayeHHi, BXxuBa-
HOMY B LbOMY OMWCi, O3HA4yae rpyny, fka MiCTUTb
apun npu aTomi kucHio. Npuknagamum apunis € rpynu,
nepeniyeHi BMLe Npu BU3HAYEHHi TepMiHy "apun(u)".
Mpuknagamn apwnokcurpyn € deHokcurpyna, 1-
HadTMROKCMrpyna Ta 2-HadTunokemrpyna.

TepMmiH "reTepoapunokcurpyna(-u)" y 3HayeHHi,
BXXWBAHOMY B LLbOMY OMWUCi, O3Ha4ae rpymny, ska Mmic-
TUTb reTepoapun npu aTtomi kucHwo. [Mpuknagamm
retepoapwvnis € rpynu, nepenidyeHi suwe npu Bu3Ha-
YeHHi TepMmiHy "retepoapun(mn)". lMpuknagamn rete-
poapunokecurpyn € 2-nipyamnokecurpyna, 3-
nipugunokcurpyna,  4-nipugunokcurpyna  Ta 2-
nipymMiguHinokeurpyna.

TepmiH "apunamiHorpyna(-n)" y 3HadeHHi, BXu-
BaHOMY B LIbOMY OMUCi, O3HA4ae rpyny, fika MiCTuUTb
apun npu aTtomi asoty. [puknagamu apunis € rpynu,
nepenivyeHi BULLIE NpU BU3HAYEHHI TepMiHy "apun(un)".
Mpuknagamn apunamiHorpyn € deHinamiHorpyna, 1-
HadpTunamiHorpyna Ta 2-HadpTunamiHorpyna.

ApunsiHinamu € BiHinK, 3amilleHi apunamy B no-
noxeHHsx 1 abo 2. MNMpuknagamu apwnie € rpynu, ne-
peniyeHi Bulle Npu BU3HAYEHHi TepmiHy "apun(un)".
Mpuknagamu apuneiHinie € 1-deHinBiHin Ta 2-
oeHInBiHiIn.

ApuneTuHinamm € eTuHINKW, 3amilleHi apunamm B
nonoxewHi 2. MNMpuknagamn apunis € rpynu, nepeni-
YeHi BuLLEe Npu BU3HAYeHHi TepMiHy "apun(u)". MNpuk-
nagom apuneTuHiny € eHineTuHin.

Bupas "akun moxe matu 3amicHUK(M)" B LIbOMY
onuci o3Havae, LWo rpyna He mMae 3amicHukiB abo, B
pasi, AKLWO rpyna € 3amilleHot, TO 3aMiCHUKOM(-amu)
€ LWoHarMeHLle ofHa 3 rpyn, NnepeniyeHnx BuLe npu
BM3HayeHHi dopmynun (I). 3amicHukn MoxyTb OyTu
OfHaKOBUMKU abo pisHUMU. ONOXKEHHS Ta KiNbKiCTb
3aMICHWKIB KOHKPETHO HE OOMEXKEHI.
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Cepepn naktamiB abo ixHix hapmaueBTU4HO npu-
NHATHUX conen 3rigHO 3 n.1 nepeBara BigOaeTbcA
cnonykam 3aranoHoi copmynu (l), ae cumBonu ma-
I0Tb NepernivyeHi Hk4ye 3HauYeHHS:

R! ¢ y BapiaHTi, AKOMy BiggaeTbCcs nepesara,
aTom BOAHIO0, MeTun, 6eH3un abo MeTOKCUMKapOOHi-
MeTurn, ocobnuBa nepesara BiAAaeTbCs CronykaMm, ae
R’ € aTom BogHio aBo MeTun.

KoxHuit 3 R?, R® Ta R* € y BapiaHTi, sikomy Bigaa-
€TbCA nepesBara, aToOM BOAHIO, aTOM ranoiay, rigpok-
cun, ankin, ankokcurpyna, auun, auusokcurpyna,
aMiHorpyna, ankokcukapboHin, kapbamoin, HiTporpy-
na, uiaH, TpUdTOPMETUN, apur, SKUA MOXe MaTtu
3aMiCHMK(M), reTepoapwr, SKUiA MoXe MmaTu 3amic-
HUK(K), BeH3Mnokcurpyna, apuokcurpyna, sika Moxe
MaTu 3aMicHuK(1), abo apuUneTuHin, AKMN Moxe MaTtu
3amicHuk(1); Binblua nepesara BiAAAETLCS CONykam,
ne koxHui 3 R?, R® 1a R* € atom BogHio, aTom ranoi-
Ay, rigpoKkcun, MeTun, eTur, Nponin, isonponin, meTo-
KCUrpyna, eTokcurpyna, H-nponoKcurpyna, i3onponok-
curpyna, H-bytokcurpyna abo GeHaunokcurpyna; e
Ginblua nepeBara BifAaeTbCA CMonykaM, Ae KOXHUA 3
R2, R® ta R* ¢ atom BOAHIO, aTOM ranoigy, MeTtun,
eTnn abo eTokcurpyna.

-X- € y BapiaHTi, IKOMy BiggaeTbca nepesara, -
NH-, -NR%-, ne R® € Hwkunit ankin, -S- a6o -CHo-,
Oinblwa nepeBara BiggaeTbca crnonykam, ge -X- € -
NH-, -NMe-.

-Y- € y BapiaHTi, AKOMYy BigdaeTbCca nepesara, -
NH- a6o -NR>-, ge R® € auun, sikuit Moxe mMaTtn 3ami-
CHUK(M), arKoKCUKapOOHin, siKMA MoOXe maTtu 3amic-
HUK(K), kapBamoirn, KM MoXe MaTu 3aMiCHUK(M), abo
cynboHin, skuii Moxe MaTu 3amicHuk(n), abo -O-;
Oinbla nepesara BiggaeTbca crnonykam, ae -Y- € -
NR®-, ge R® € auun, sikuit MOXe MaTu 3aMiCHUK(M),
arnkoKCMKapOOHin, SKkuin MoXxe matu 3aMicHuk(n), abo
kapbaMoin, sKui MoXxe maTu 3amicHUK(K), we Ginbla
Ginbla nepeBara BiggaeTbcs cnonykam, e -Y- € -
NAc-, -N(COCHzCH3)-, -N(COCHzCFs)-, -
N(COCF,CF3)-, -N(COCH,0Et)-, -N(COCH,OH)-, -
N(COOMe)- abo -N(COOEt)-.

-Z- € y BapiaHTi, AKOMy BigAa€eTbCA nepesara, -
NH- a6o -CH;-, y BapiaHTi, akomy Bigaaetbca GinbLua
nepesara, -Z- € -CHp-.

-W- € y BapiaHTi, aKoMy BigaaeTbca nepesara, -
NH-, -NR'-, ge R € Hwxuuit ankin, abo -CHy-, y Bapi-
aHTi, siIKoMy BigaaeTbes Ginblwa nepesara, -W- € -NH-
abo -NMe-.

A € y BapiaHTi, sikOMy BigAaeTbCa nepe.ara,
apomaTnyHuin uukn abo retepoumkn. binbwa nepesa-
ra Biggaetbca cnonykam, ae A € 6eH3on, nipuauH,
nipumigmH abo TiodeH. Y BapiaHTi, AkOMy BigOa€eTbCA
e binbwa nepeara, A € 6eH3on.

B € y BapiaHTi, fikomy BigOaeTbcs nepe.ara,
apoMaTUYHUI LUK, SKUA MOXE MaTu 3aMiCHUK(u),
abo anipaTUYHUI LMKN, SIKUA MOXe MaTu 3amic-
Huk(n). Binblwa nepesara BiggaeTbCs cnonykam, ge B
€ 6eH3on, KM MoXe MaTh 3aMmicHUK(M), abo uukno-
rekcaH, Sk MOXe MaTu 3amiCHUK(M). Y BapiaHTi,
AKOMY BigAaeTbca we Oinbwa nepesara, B € yukno-
rekcaH, ik MoXe MaTh 3amiCHUK(1).

Axkwo B € umknorekcaH, SkMin MoXxe mMatu 3amic-
HWK(M), TO nepeBara BigAaeTbCs abCONIOTHIN KOHI-
rypauii R abo S ByrnewLeBux aTtomiB y NOMOXEHHSIX a
Ta b, a 6inbLa nepeara - KoHdirypadii R.
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B ubomy BMHaxoai nepesara Big4a€TbCcA Crony-
Kam, ge R® € Hwxuui ankin a6o auun, SKMn Moxe
maTu 3amichuk(n), ae R® Ta R’ MoxyTb GyTu oaHako-
BUMW abo PIi3HUMMU, i KOXXHUA 3 HUX, HE3ANEeXHOo Big
iHWOro, € atoM BOAHIO, aTOM ranoigy, rigpokcun, an-
Kin, apun, mepkantorpyna, ankokcurpyna, ankinTior-
pyna, ankin cynbgoHin, auun, aumMnokeurpyna, amiHo-
rpyna, ankinamiHorpyna, kapbokcun,
ankokcukapboHin, kapbamoin, HiTporpyna, uiaH abo
TpudbTopmeTun, i Ae -W- € -NR™-.

B ubomy BuHaxogi nepeBara BigOaeTbCs TaKoX
crnonykam, ge -X- 1a -Y- B 3aranbHin dopmyni () mo-
XyTb ByTU ogHakoBUMK abo Pi3HUMM, i KOXHUIA 3 HUX
€ -NH- a60o -NR°-, ge R® € Hvkunit ankin, sikuit Moxe
MaTh 3aMiCHUK(M), auun, SKUA MOoXe MaTu 3amic-
HUK(M), ankoKcukapOOHiN, SKMA Moxe MaTu 3amic-
HUK(1), kKapBamoin, SKMn Moxe MaTu 3amicHuK(1), abo
CynbMOHIN, KU MOXe MaTtu 3amiCHUK(n), ge -Z- € -
CH,- a6o -CR°R’-, R® ta R’ MOXYTb OyTWM OOHAKOBU-
MK abo Pi3HUMM, i KOXKHUIM 3 HUX, HE3ANEXHO BiA iH-
LIoro, € aToM BOAHIO, aTOM ranoigy, rigpokcun, ankin,
MepKanTorpyna, ankokcurpyna, ankinriorpyna, ankin-
cynbdOHIN, auun, auunokcurpyna, amiHorpyna, anki-
namiHorpyna, kap6okcun, ankokcukapOoHin, kapba-
moin, HiTpOFPyI'Ia, uiaH abo TpudpTopmeTun; ae -W- €
-NRl-, e R™ € aToM BOAHIO, HUXKYMIA ankin, sikuii Mo-
Xe maTtu 3amicHuk(n), abo apwn, SKUA MoXe MaTu
3aMICHUK(M).

Konu cnonyku 3rigHO 3 UMM BMHaxo4oOM MakTb
OOCUTb KUCMOTHUI XapakTep, 40 iXHiX dhapmMaueBTUy-
HO NPUNHATHUX COMEn HanexaTb COSfli aMOHiIto, COfi
NY>XHUX MeTaniB (Hanpuknag, y BapiaHTi, skomy Bia-
OaeTbCs nepesara, HaTpilo Ta Kanito), coni NnyxHo3se-
MenbHUX MeTanis (Hanpuknag, y BapiaHTi, SKoMy Bia-
OaeTbCsl nepeBara, KanbLUilo Ta MarHilo) Ta coni
OpraHivyHUX OCHOB, Hanpuknag, AULUMKIOreKcunamiHy,
6eHsaTnHy, N-meTun-D-rntokaHy, rigpamiHy Ta amiHo-
KMCNOT, Hanpuknag, apriHiHy Ta nisvHy. Konu cnonyku
3rigHO 3 UMM BMHAxX0OOM MalTb AOCUTb OCHOBHUM
Xapaktep, 40 iXHiX hapmaueBTUYHO NPUNHATHUX CO-
el Hanexarb COMi KUCMNOT, L0 YTBOPIOTLCS 3 HEOP-
raHiyHUMKM K1cnoTamu, Hanpuknag, i3 XropucToBoa-
HEBOK KWCINOTOK, CipYaHOK KUCMOTOK, a30THO
KMCNOTOK Ta POCHOPHOK KUCIOTOK, abo 3 opraHiy-
HUMWU KMCNOTaMu, Hanpuknag, 3 OLUTOBOK KUCOTOH,
MOJIOYHOI KMCHOTOM, NIMMOHHOK KUCIOTOK, BUHHOM
KMCNOTO, ManeiHOBOK KUCNOTOK, (dyMapoBOKO KUC-
NoTO, Ta MOHOMETUNCIpYaHoK KucroTow. B pasi
HeobXigHOCTI coni MoXyTb ByTU Kucnmmm abo rigpat-
HUMMW.

Llen BuHaxig oxonmoe BCi i3omepu, Hanpuknag,
ONTWUYHI Ta reoMeTPUYHI i3omepw, rigpaTn, conbBaTu
Ta KpucTaniyHi doopmmn 3ragaHux cnonyk. B Takomy
pasi nepeBara BigAaEeTbCA CMoflykam, Ae BYrneLesi
aToMu, No3HadveHi B 3arancHin dopmyni (1) cumsona-
MU a, b Ta c, MalTb He3anexHo OAWH BiA OAHOro
abcontoTHy koHgirypauito R abo S. MNepesara Bigaa-
€TbCS TAKOX Crionykam, e BYrfeLeBi aToMu, No3Ha-
YeHi B 3aranbHin dopmyni () cumBonamu a Ta b, ma-
10Tb abcontoTHy KoHdirypauito R, a Byrneuesuii atom
c Mae abconoTHY KoHagpirypauito R abo S. Kpim Toro,
nepesara Bi4aeTbCA TAKOX CMonykam, e BYrieuesi
aToMu, No3HadveHi B 3aranbcHin dopmyni (1) cumsona-
MU a Ta b, maloTe abcontoTHy KoHdirypauito S, a Byr-

76969 16

neuesuin aToM ¢ Mae abcontoTHY KoHirypadito R abo
S.

Cnonyku 3rigHo 3 UMM BUHax04OM MOXHA CUHTe-
3yBaTy cnocobamu, ONMMCaHNUMUN HDKYE.

Hanpuknag, cnonyku cpopmynu (I) 3rigHo 3 umm
BMHaxogowm, ae -W- € -NH-, -Z- € —CHy-, KOXXHuU# 3 -X-
Ta -Y- € -NH- i KoxxHuit 3 A Ta B € 6eH30MnbHUIA LUK,
MOXHa CUHTE3yBaTW LUMSIXOM KOHAEHcauii TeTpamo-
Boi kucnotu (I) 3 1,2-dpeninerngiaminom (Ill) 3 opep-
XaHHam eHaminy (IV) i BBegeHHs uiei cnonykn (V) y
peakuito 3 BignoeigHum anbaerigom (V), sk nokasaHo
HUXKYeE:

HA, @n § R
% ”:"@R' % n o0 0 P
\,\:\k am mfl ) N
HN —_— z ; _— N
o H R :@R‘
an av) (L))
ne koxHuii 3 R Ta R' € 3amMicHMK npu 6eH30nbHO-
My LMK
Cnonyku dopmynu (VII), ge amiHorpyna B nomno-

XEHHI 4 3amilleHa ankinom, MoXHa CuHTe3yBaTu 3
BMKopucTaHHsaM N-3amiweHoro 1,2-deHineHgiaminy

(11"), Ik NoKa3aHo HK4e:
g
KN R \ R
s (
B\ % . cHo ] H
):k R anm md\ l@ v MN
N, _— —— m\/k
2 i3 .3 /@R'
R

R

—=n

an av) win

ne koxHuii 3 R Ta R' € 3amicHuK npu 6eH305bHo-
My umkni, a R" € 3amicHuK npu amiHorpyni B nosno-
YKEHHI 4.

Cnonyku cpopmynu (VIIl), ae amiHorpyna B nono-
YKeHHi 9 3amileHa ankinom abo aumMnom, MoXHa CUH-
TesyBaTuM LINAXOM ankinyBaHHa abo aumnoBaHHSA
cnonyk dopmynu (VI), K noka3aHO HUXYe:

R"—X N

R R
0 H
N -]
Wi — |
N0 e
H R ’ H R
Vi) v

ae koxHui 3 R Ta R' € 3amicHuk npu 6eH30nbHO-
My uukni, R" € ankin abo aumn, KOTpuUil € 3amiCHUKOM
npu amiHorpyni B nonoxeHHi 9, a X € pyxoma rpyna,
Hanpuknag, atom ranoigy.

Cnonyku dopmynm (1) 3rigHO 3 UMM BMHaxXo4oM,
ae -W- € -NH-, -Z- € -CHz-, -X- € -NH-, -Y- € -NAc-, A
€ 6eH3onbHU UMK, a B € umknorekcaHoBuU LMKN,
MOXHa CUHTe3yBaTW LUMSAXOM KOHAeHcauii TeTpamo-
Boi kucnotu (lI) 3 1,2-umknorekcaHgiamiHom (III"),
BBEAEHHSI 0OepXXaHoi CMomnyk/ B peakLito 3 Bianosia-
HUM anbgerigom (V) 3 ogepXaHHAM LMKNIYHOI cnony-
kn (X) i aueTunyBaHHs uiei cnonykn (X) 3BMYaiHUM
crnocobom 3 opepxanHam cnonyku (XI). Cnonyku, e -
Y- € aumn, BigMiHHUI Big -NAC-, MOXHa CUHTe3yBaTu
crnocobom, onucaHum Buule, abo LNISXOM BUKOPUC-
TaHHA XropaHrigpuay KUCrnoTW, KOHAEHCYBarbHOro
areHTa ToLLO.

Cnonyku (XI) MOXXHa CUHTE3yBaTK TAKOX LUISAXOM
AdiaumnyBaHHs umkniyHnx cnonyk (X) y cnonyku (XII)
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HaAnNWULWKOM aHrigpugy Kuicrnotu abo aHanoriyHoro
areHTa i CenekTMBHOIO BiALLENMeHHst auuny B norso-
XeHHi 4 y NpMCYTHOCTiI OCHOBM, Hanpuknag, kapboHa-
Ty Kanito:

. @ O

g 0
)j\ _ann )\| ) \)\:ﬁ\N e
— W, —-
A @ 0y =X
un ®

xn
g LA
@ /&o
ae R e 3amicHuk npu 6eH30MbHOMY LK.

Cronyku BuLLe3a3HayeHoi 3aranbHoi dopmynu,
ne -Y-¢e —NR5, ne R° e arkokcMKapOOHin, MoXHa CUH-
TesyBaTu 3 BUKOPUCTaHHSAM BiAMOBIAHOMO ankinxmnop-
KapboHaTy, Sk NoKka3aHO HWXYe B CXeMi a).

CFIOJ'IyKVI Bmu.l,esasHaqum 3aranbHoi dopmynu,
ae -Y-¢€ - NR ,qeR € kapbamoin, MoXHa CMHTe3yBa-
TV 3 BUKOPUCTAHHAM BigNOBIgHOrO i3ouiaHaTy, AK no-
Ka3aHo Hux4e B cxeMi b).

Cronyku Bmme3a3Haqu0| 3aranbHOi opMynu,
ne -Y- € -NR®, ae R® € cynboHin, MoxHa CUHTE3yBa-
T 3 BMKOPUCTaHHSAM BIiAMNOBIAHOIO CynbdOHINXnopu-
AY, SIK NOKa3aHO HWX4e B CXEMi C).
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Ae R € 3amicHuk npu 6eH30MbHOMY LK.

Cnonykn cdopmynu (1) 3rigHO 3 UMM BMHAxXO[oM,
pe -W- € -NH-, -Z- € -CH;-, -X- € -S-, -Y- € -NH- i kox-
HU 3 A Ta B € BeH30MbHUIA LUK, MOXHA CMHTE3YyBa-
TW WNAXOM KOHAeHcauii TeTpamoBoi kucroTu (Il) 3 2-
amiHoTiodpeHonom (XVI) 3 opepxaHHsaM cynbdigy
(XVIl) i BBEoeHHS Uil cnonyky B peakLito 3 BianoBia-
HUM anb,u,eriﬂ,om (V):

an @vrn vy

ae koxHui 3 R Ta R' € 3amicHuKk npu 6eH30MnbHO-
MY LMK

Cnonyku cdopmynu (1) 3rigHO 3 UMM BMHaxXoOoM,
pe -W- € -NH-, -Z- € -CH5-, -X- € -NH-, -Y- € -O- i ko-
XHU 3 A Ta B € 6EH30MbHUI LKKI, MOXHA CUHTE3Y-
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BaTM LUMSAXOM KOHAeHcalii TeTpamoBoi kucnotu (ll) i3
2-amiHopeHornom (XIX) 3 ogepxxaHHAM eHaminy (XX) i
BBEOEHHsI Li€i CnonykM B peakuilo 3 BignoBigHUM
anb,qeri,qom (V):

0,

N\°
N .
i =R

an (XX (xx1)

ae koxHui 3 R Ta R' € 3amicHuk npu 6eH30nbHO-
My LMK

Cronykn copmynm (1) 3rigHO 3 UMM BUHaxoZoM,
ae -W- € -NH-, -Z- € -NH-, -X- € -CHaz-, -Y- € -NH- i
KOXHU 3 A Ta B € BeH30nbHUIN UMKN, MOXHa CUHTEe-
3yBaTW LINAXOM peakuii 5-(2-amiHodeHin)meTnn-1,2-
avrigponipa3son-3-oHy (XXII), [Journal of Heterocyclic
Chemistry, 71-5 (1989)], 3 anbgerigom (V), sik noka-
3aHO HMXKYE:

CHO 0 H
(v> A
—  ow |
N
H
X1 1) xXxt)

ne koxHuii 3 R ta R' € 3amMicHuK npu 6eH30nbHO-
MYy LMK

TeTpamoBy KMCIOTY, BUKOPUCTOBYBaHY K BUXia-
HUA MaTepian, MOXHa CUHTE3yBaTW MOKa3aHUM HUX-
Yye cnocobom abo BigOMMM Cnocobom, onuMcaHum y
[Journal of Chemical Society, Perkin Trans., 1, 2907
(2973)]:

0
g g ()»\/u\ A
CI/U\)J\O/ + HOl-HpN-_-COOEE 0

HN\/COOEt
QX 00 V1)
o f 9
-~ HarpiBaHHS
OCHOBA m&‘\o - Hua
0 0
3y
XXV 1) -

TETPaMOBa KHCJI0TA

Anbgerign MoXxHa cuHTe3dyBaTu gobpe BigoMuM
crnocobom abo iHWKMM cnocobom, po3pobneHnM Ha
NOro OCHOBI.

Cronyku 3rigHoO 3 UMM BUHaxo4oM MOXHAa CUHTe-
3yBaTU 3a BMLIEHABEAEHUMWU CXEMaMUn peakuiid, sK
nokasaHo y Npuknagax, nogaHux HKYe.

Cnonykn 3rigHO 3 UMM BWHAaxo4OM, OAEPXKaHi
onucaHMMM BULLE CnocobamMu, MOXHa O4MLLATK Pis-
HUMU METOAAaMW OYMLLEHHS!, SIKi 3BMYAMHO 3aCTOCO-
BYIOTbLCS B ranysi CMHTe3y OpraHiyHMX Crnosnyk, Hanpu-
Knag, ekcTpakuieto, AUCTUNSALIED, KpucTanisauieo Ta
XpomaTorpadi€eto Ha KOMOHKaXx.

Cronyku 3rigHO 3 LUM BWHaXOAOM BWKIUKaKTb
edekT NiaBULLIEHHA 34aTHOCTI 40 NEPEHOCY LYKpPY i €
KOPUCHUMU NpK FiKyBaHHI NaLieHTiB 3a paxyHOK BMKO-
puctaHHa uboro edpekty. Ocobnuso, Ui cnonykn €
KOPUCHUMM SIK 3acobu ans npodpinaktuku ta/abo ni-
KyBaHHA AiabeTiB, nepudepnyHoi fiadbeTnyHoi Hes-
ponartii, giabeTnyHoi Hedpponarii, giabeTuyHoT peTu-
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Honarii, pAiabeTuyHOi MakpoaHrionartii, nopyLleHoi
TONEpPaHTHOCTI [0 rMoKo3n abo OXWUPIHHS, OCKINbKK
BOHM 30aTHi CMPUYMHUTU 3HWKEHHSI PIBHSA LYKPY Y
KPOBI 32 paxyHOK MiBULLEHHS 34aTHOCTI A0 NepeHocy
LyKpy.

[Mpu 3acTocyBaHHi CNOMyK 3riAHO 3 LUUM BUHaXxXo-
OOM siK 3acobu Anst npodinakTvku Ta/abo nikyBaHHs
niabety, nepudepnyHoi giabeTnyHoi  HeBponarii,
fiabeTtnyHoi HedponarTii, AiabeTnyHOi peTuHonaTil,
AiabeTnyHOI MakpoaHrionarii, nopyLleHoi TonepaHT-
HOCTI 0 FMOKO3M abo OXMPIHHA, X MOXHA BBOOUTU B
OpraHiaM nepoparbHUM, BHYTPILUHBOBEHHUM abo
YepesLKipHUM wrnaxom. [o3m umx cnonyk, siki Bapito-
I0Tb 3aneXHO Bi CUMMTOMIB 3axXBOPIOBAHHSA, BIiKY
nauieHTa Ta cnocoby BBeEHHSI B OpraHiam, 3Bu4aHo
ctaHoBnATb Big 0,001mr/kr oo 1000Mr/Kr Ha AeHb.

Cnonyku 3rigHo 3 LM BUHax04O0M MOXHa BBOAU-
TV A0 cknagy dapMaueBTUYHMX nNpenapaTiB 3BUYan-
HUMK cnocobamu. [lozoBaHuMK chopmamu hapmave-
BTMYHMX MpenapartiB €, Hanpuknag, npenapatu Aans
iH'eKUin, TabneTkn, rpaHynun, MiKpOrpaHynu, NOPOLLKK,
Kancynu, kpemm Ta cynosuTopii. HociamMum B Takux
npenapartax €, Hanpuknag, nakrosa, rmwokosa, D-
MaHIT, Kpoxmarb, KpucTaniyHa Lentonosa, kapboHaT
KanbLito, KaoniH, xenaTuH, rigpokcunponinuentonosa,
rigpokcunponinMeTunuentonosa, noniBiHiNNiponiaoH,
eTaHon, kapbokcumeTunuenonosa, KanblieBa Cinb
KapOOKCUMETUMNLENONO3KN, CTeapaT MarHito, Tanbk,
aueTunuentonosa, Luykop-padiHag, OKCUA TUTaHy,
OeH3orHa Kucnora, CKnagHi ecbipn napa-
rigpoKcnBeH30MHOI KUCMOTK, AerigpoaueTar HaTpito,
apasilicbka Kamefb, TparakaHT, MEeTUNUENnosa,
SIEYHUI XKOBTOK, MOBEPXHEBO-AKTUBHI PEYOBUHU, CU-
pon, NMMMOHHAa KUCNOoTa, AUCTUMNbOBaHa BoAa, rniue-
PWH, MPOMINEHrNikonb, Makporon, AuHaTpinrigpodo-
cthat, HaTpiMagurigpogocdaT, docdat HaTpito,
xnopwug, HaTpito, peHon, TMMmepocan Ta rigpocynbgitT
HaTpito. Hocih gobupatoTb 3anexHo Big dopmu npe-
napaTty i 3MilyoTb 3i CNOMyKoK 3rigHO 3 UMM BUHa-
XOZ0M.

YMICT aKTUBHOrO iHrpegieHTa 3rigHo 3 UMM BMHa-
XOAOM Y npenaparti 3rigHO 3 UMM BUHaxodoMm He 06-
MEXEHO KOHKPETHUMW 3HAYEHHSIMUW, OCKiNbKW BiH Ba-
piloE B LUMPOKMX Mexax 3anexHo Big dopmu
npenaparty. OgHak yMiCT akTMBHOTO iHrpedieHTa cTa-
HOBUTb, K npasuno, Big 0,01% ao 100% 3aranbHoi
Macu KoMno3uuii, y BapiaHTi, SKoMy BigaaeTbca ne-
pesara, Big 1% 8o 100%.

Mpuknagn

MopaHi Hwxye MNprknNagm KOHKPETHO iMCTPYOTh
Luen BMHaxid, XOOHUM YMHOM He ObOMeXyruuM NOoro
obcsr.

Mpuknag 1

Cragia 1: CuHTtes niponigun-2,4-piony (Il; TeTpa-
MOBa KucroTa)

TpueTtunamin (72r, 0,713monb) goaasanu 4o po-
34nHy (800mn) rigpoxnopuay eTunamiHoaueTaTty
(54,68r, 0,392monb) y AMXNOpMeTaHi, i OXONoaXyBa-
nm opepxaHy cymiw go 0°C. Jo cymiwi gogasanu
Kpanns 3a kpanneto npotarom 30x8 po3ynH (100mn)
MeTun-3-xmnop-3-okcobyTtaHoaty (48,5r, 0,355monb) y
anxnopmeTaHi. OgepxxaHy CyMmill nepeMillyBanu npu
KiMHaTHIW Temnepatypi we npoTtarom 4roa. [licna
3aBepLUEHHS peakLii 40 peaKUiiHOI CyMmiwi gogasanu
BoAdy (1000mn) gona BigQineHHs AMXNOpMeTaHOBOro
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wapy. Micna npoMuBaHHA BOOHWM PO34YMHOM XIOpU-
4y HaTpilo 3 nofanbLIMM BUCYLLYBaHHSM Hag 6e3Bo-
AHUM cynbaToOM HaTpPil0 PO3YMHHUK BUMAPOBYBanNu.
[o 3anuwky gogasanu metaHon (600mMn) Ta akTuBHE
Byrinns (10r), oaepxaHy cymiw nepemiwyBanu n di-
NbTpyBanu 4epes wap uenity. PO34nHHWK BUNapoBy-
Banu. OpepxaHo meTun-3-
eTokcukapboHinmeTunamiHo-3-okcobytaHoaTt  (66,9r,
93%) y BMrnAgi >xOBTOro macna.

'"H-AMP (300MIy, DMSO-dg) 8=1,17 (3H, t,
J=7,2l'y), 3,30 (2H, s), 3,60 (3H, s), 3,83 (2H, d,
J=5,7Tu), 4,07 (2H, q, J=7,2I'uy), 8,50 (1H, wwupokuin

t).

o MeTun-3-eToKcnkapboHinmeTnnamiHo-3-
okcobyTaHoaty (66,9r, 0,33mornb), ogepxaHoro, SK
onucaHo Buwle, gogasanu metaHon (40mn) i Tonyon
(400mn). Jo opepxxaHOi cymilli AogaBanu kpanns 3a
Kpannew npu iH-TEHCUBHOMY nepeMillyBaHHi 28%-Hui
po34mH metunarty Hatpito (70r, 0,363monb) y meTa-
Honi i HarpiBanu npu 65°C npoTarom 1roa. lMicna 3a-
BEPLUEHHA peakLuii HelTpanidyBanu peakuinHy cymill
2M XMNOPUCTOBOAHEBOID KMCMOTO (185mn,
0,37monb). OpgepxaHuii TakKuM YMHOM TBEpAWA Mpo-
OYKT Bioginanv inbTpyBaHHaM i cywmnu. OgepxaHo
3-meToKcuKkap6oHinniponignH-2,4-aioH (39,5r,
0,25Monb) y BUrMAAi 3nerka >KoBTyBaTOro NOPOLLIKY.

'"H-AMP (300Mly, DMSO-ds) 8=3,62 (3H, s),
3,82 (2H, s), 7,50 (1H, wunpokui s).

o 3-meTokcukapboHinniponianH-2,4-0ioHy
(39,5r, 0,25monb), opepxaHoro, sk ONMCaHO BMULLE,
popjasanu 1,4-giokcaH (2400mn) i sogy (240mn), i
CyMiLll HarpiBanu 3i 3BOPOTHUM XOSOAMNITbLHUKOM MpPO-
Tarom 30xB. [licna 3aBepLleHHs peakuil PO3YMHHMK
BunapoByBanu. OpepxaHo niponiguH-2,4-gioH  (l1;
TeTpamoBa kucnorta) (24,35r, 100%) y surnsagi csit-
NO-XOBTOI TBEPAO| PEYOBUHN.

'H-amp (300Mlu, DMSO-dg) keToHHa dopma
6=2,93 (2H, s), 3,77 (2H, s), 8,23 (1H, s), eHonbHa
dopma 8=3,74 (2H, s), 4,75 (1H, s), 7,07 (1H, s), Bia-
HOLLUEHHSI KETOH:EHON NpnbnmnaHo 3:2.

Crapia 2: CuHte3 4-((2-amiHodbeHin)amiHo)-3-
niponiH-2-oHy

Po3uuH niponiamH-2,4-giony (6,93r, 70mMmons),
ofepxaHoro Ha ctagii 1, Ta 1,2-peHineHgiaminy
(7,88r, 70mmonb) y MeTaHoni nepemiwyBanu npu
60°C npotsirom 1roa. OxonogxyBanu peakuinHy cy-
MiLL, i KpucTanu, ki yTBoproBanucs, Bigainanu ginb-
TpyBaHHaAM. OpepxaHo 4-((2-amiHodeHin)amiHo)-3-
LwponiH-2-oH (Buxig 11,6r, 87%).

'"H-AMP (300Mry, DMSO-de) 8=3,94 (2H, s),
4,56 (1H, s), 4,91 (2H, wwupokun s), 6,55 (1H, dt,
J=7,5, 1,5I"u), 6,72 (1H, dd, J=7,8, 1,5I'y), 6,80 (1H,
s), 6,86 (1H, dt, J=7,5, 1,5I'y), 7,02 (1H, dd, J=7,8,
1,5My), 8,03 (1H, s). Mac-cnekTp (ioHi3auia enekT-
poHHUM yaapom) (MS (ESI)) m/z 190 (M+H)".

Cragia 3: CuHTes cnonyku 3a Npuknagom 1

Po3uuH 4-((2-amiHodeHin)amiHo)-3-niponiH-2-oHy
(50mr, 0,26mMmonb), ogepxaHoro Ha cragii 2, Ta 4-
6eHsunokcmbeHsanbgerigy (61mr, 0,29mmonb) y me-
TaHoni (3mn) nepemiwyBanu B MPUCYTHOCTI OLTOBOI
kncnotn sk katanisatopa (0,01mn) npu 70°C npots-
rom 2rod. Pos3unHHMK BMnNapoByBanu, i gogasanu 4o
3anuwiky auxnopmeTtaH. TBepAvn NPOOYKT, SKUA BU-
nagas B ocafj, Bigainanu cinstpyBaHHAM. OfgepxaHo
cnonyky 3a MNpuknagom 1 (Buxig 60mr, 54%).
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"H-amMP (300Ml'y, DMSO-dg) 8=3,95 (2H, s),
4,98 (2H, s), 4,99 (1H, d, J=4,2l'y), 5,81 (1H, d,
J=4,2l'y), 6,49-6,69 (3H, m), 6,74-6,84 (3H, m), 6,96-
7,05 (3H, m), 7,23-7,41 (5H, m), 9,14 (1H, s). MS
(ESI) m/z 384 (M+H)".

Cnonyku 3a lMpuknagamu 2-34 cMHTE3yBanu cno-
cobom, onucaHum ans cragii 3 Mpuknagy 1, 3a Tum
BUHATKOM, WO BMXiOAHY CMOMyKy 3aMiHoBanu Bianosi-
OHuM anbgerigom. Anbgerion 6ynv npuabaxi Ha pyH-
Ky abo crHTe30BaHi 3B14aiHNM Cnocobom.

Mpuknag 2

Cnonyka 3a lNpwuknagom 2 (Buxig 75%) 6yna cuH-
TesoBaHa cnocobom, onucaHum ans cragii 3 lMpuk-
nagy 1, i3 BuKopuctaHHam 4-xrnopbeHsanbaerigy K
BUXIiQHOT CNOMYKK.

'H-ampP (300Mlu, DMSO-ds) 6=3,97 (2H, s),
5,03 (1H, d, J=4,2I'y), 5,90 (1H, d, J=4,5Tu), 6,51
(1H, dd, J=8,1, 1,5I'u), 6,59 (1H, dt, J=7,5, 1,5u),
6,68 (1H, dt, J=8,4, 2,1l'y), 6,83 (1H, dd, J=7,5,
1,5lu), 7,06 (1H, s), 7,13 (2H, dd, J=6,6, 1,8'y), 7,22
(2H, dd, J=6,6, 1,8'y), 9,23 (1H, s). MS (ESI) m/z 312
(M+H)".

Mpuknag 3

Cnonyka 3a Npuknagom 3 (Buxig 65%) 6yna cuH-
TesoBaHa cnocobom, onucaHuMm ansa cragii 3 lMpuk-
nagy 1, i3 BuKopucTaHHaM 4-roabeH3anbaerigy sk
BUXIiQHOT CMOMYKMW.

"H-amP (300Ml'y, DMSO-dg) 8=3,96 (2H, s),
4,98 (1H, d, J=4,5I"u), 5,89 (1H, d, J=4,5'y), 6,51
(1H, d, J=7,8l"u), 6,59 (1H, t, J=7,8Iu), 6,67 (1H, t,
J=7.8ry), 6,82 (1H, d, J=7,8u), 6,91 (2H, d,
J=7,5I'y), 7,05 (1H, s), 7,51 (2H, d, J=7,5Tu), 9,22
(1H, s). MS (ESI) m/z 404 (M+H)".

Mpuknag 4

Cnonyka 3a Npuknagom 4 (suxig 66%) 6yna cuH-
TesoBaHa cnocobom, onucaHum ans cragii 3 Mpuk-
napgy 1, i3 BMKopUcTaHHaM 4-meTunbeH3anbaerigy sk
BMXIOHOT CMONYKMW.

1H-AMP (300Mlu, DMSO-de) 6=2,17 (3H, s),
3,95 (2H, s), 5,90 (1H, d, J=4,5Iu), 5,81 (1H, d,
J=4,5I'y), 6,50 (1H, dd, J=8,1, 1,5I'y), 6,59 (1H, dt,
J=7,5, 1,5I'y), 6,68 (1H, dt, J=8,4, 2,1I"y), 6,81 (1H,
dd, J=7,5, 1,5I'y), 6,92-7,00 (5H, m), 9,16 (1H, s). MS
(ESI) m/z 292 (M+H)".

Mpuknag 5

Cnonyka 3a Mpuknagom 5 (Buxig 34%) 6yna cuH-
TesoBaHa cnocobom, onucaHum ans cragii 3 Mpuk-
nagy 1, i3 BuKOpuCTaHHAM 4-TpeT-b6yTunbeHsans-
aerigy sk BUXigHOT Cnonyku.

'H-amp (300Mlu, DMSO-ds) 6=1,18 (9H, s),
3,92 (2H, s), 4,96 (1H, d, J=4,5Iu), 5,87 (1H, d,
J=4,5I'y), 6,53-6,67 (3H, m), 6,80 (1H, d, J=7,5I"u),
6,96-7,05 (3H, m), 7,15 (2H, d, J=8,4I"u), 9,15 (1H, s).
MS (ESI) m/z 334 (M+H)".

Mpuknag 6
Crapgia  1: CwuHTes  4-(2-cbeHineTuHin)beH-
3anbaerigy

4-6pombeHsanbgerig (370mr, 2mmonb), deHina-
ueTuneH (306wmr, 3mmonb) Ta TeTpakic-
TpudbeHindocdiHnanagin (45mr) po3ynHsanu B Tpue-
TUNamiHi (4mn), i nepemiwyBanu ogepXaHui PO3YMH
npu 80°C B aTmocdepi aproHy npotsarom 24rog. Bu-
napoByBanu PO3YMHHUK, i OYMLLANKM NPOAYKT Xpoma-
Torpadieto Ha KonoHui i3 cunikarenem. OpepxaHo 4-
(2-chbeHineTuHin)6eH3anbgeria (Buxia 258mr, 63%).
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1H-AMP (300MT'u, CDC13) 6=7,30-7,40 (3H, m),
7,50-7,60 (2H, m), 7,68 (2H, d, J=8,1I"w), 7,87 (2H, d,
J=8,1I"y), 10,02 (1H, s).

Cragisa 2: CuHTe3 cnonyku 3a Npuknagom 6

Cnonyka 3a Npwuknagom 6 (Buxig 34%) 6yna cuH-
TesoBaHa cnocobom, onvcaHum ans cragii 3 Mpuk-
nagy 1, i3 BUKOPUCTAHHSAM 4-(2-
deHineTuHin)beH3anbaerigy Sk BUXiAHOT CNONyKU.

'"H-AMP (300Mry, DMSO-ds) 8=3,99 (2H, s),
5,06 (1H, d, J=3,9I'y), 5,94 (1H, d, J=4,5u), 6,50-
6,71 (3H, m), 6,84 (1H, d, J=7,5T"u), 7,80 (1H, s), 7,15
(2H, d, J=8,1T'u), 7,35 (2H, d, J=8,1'y), 7,38-7,42
(3H, m), 7,48-7,54 (2H, m), 9,25 (1H, s). MS (ESI)
m/z 334 (M+H)".

Mpuknag 7

Cnonyka 3a MNpuknagom 7 (Buxia 24%) 6yna cuH-
TesoBaHa cnocobom, onvcaHum ans cragii 3 Mpuk-
napgy 1, i3 BukopucTaHHsaM 4-cpeHinbeHsanbaerigy sk
BUXIiQHOT CMOMYKW.

'"H-AMP (300MIy, DMSO-ds) 8=3,98 (2H, s),
5,07 (1H, d, J=4,2l'y), 5,95 (1H, d, J=4,2I'u), 6,56-
6,71 (3H, m), 6,84 (1H, d, J=6,9"y), 7,05 (1H, s), 7,20
(2H, d, J=8,1T"u), 7,26-7,49 (5H, m), 7,57 (2H, d,
J=8,1I"u), 9,22 (1H, s). MS (ESI) m/z 354 (M+H)".

Mpuknag 8

Cragia 1: CuHTe3s 4-(4-HiTpodeHin)beH3anbae-
rigy

1M po3uuH giisobyTunantomiHiiriopuay B Tonyoni
(1,2mn, 1,22mmorb) NOBINBHO AoAaBany 40 PO34UHY
(10mn) 4-(4-HiTpodheHin)6eH3oHITpuny (224w,
1MMonb) y Tonyoni Npy KiMHaTHIN TemnepaTypi i ne-
pewmiwyBanu npotarom 1rog. lNicns oxonogXeHHst oo
0°C noBinNbHO goaaBany 4O OAEPXKAHOI CyMilli MeTa-
Hon (0,4mn) Ta Bogy (0,4mn) i nepemiwysanu. Cywn-
N peakuinHy cymiw Hap cynbdartom Hatpito. [licns
OYULLIEHHST XpomaTorpadoieto Ha KOMOoHLUI i3 cunikare-
nem (eneHT eTtunauertat/rekcaH) ogepxaHo 4-(4-
HiTpodeHin)beHsanbaeria y Burnaai Tsepaoi pevosu-
HW )XOBTOrO KOnbopy (Buxia 127mr, 56%).

1H-AMP (300MI'y, CDC13) 06=7,80 (4H, d,
J=8,7"y), 8,03 (2H, d, J=8,4I'y), 8,36 (2H, d,
J=9,0l"y), 10,11 (1H, s).

Cragisa 2: CuHTe3s cnonyku 3a lNpuknagom 8

Cnonyka 3a Mpuknagom 8 (Buxig 67%) 6yna cuH-
TesoBaHa cnocobom, onvcaHum ans cragii 3 Mpuk-
nagy 1, i3 BukopuCTaHHAM 4-(4-HiTpodeHin)beH-
3anbaerigy Sk BUXigHOT CNOmnyKu.

'"H-AMP (300Mry, DMSO-dg) 8=3,97 (2H, s),
5,08 (1H, d, J=4,2l'y), 5,98 (1H, d, J=4,2I'u), 6,55-
6,70 (3H, m), 6,84 (1H, d, J=7,2l"y), 7,05 (1H, s), 7,25
(2H, d, J=8,4'w), 7,59 (2H, d, J=8,4l'y), 7,87 (2H, d,
J=9,0ry), 8,23 (2H, d, J=9,0lu), 9,24 (1H, s). MS
(ESI) m/z 397 (M-H)".

Mpuknag 9

Cnonyka 3a Mpuknagom 9 (Buxig 22%) 6yna cuH-
TesoBaHa cnocobom, onucaHum ans cragii 3 Mpuk-
nagy 1, i3  BUKOPUCTa@HHAM  2-conyopeHkap-
Ookcianbaerigy sk BUXiAHOT CNOMyKM.

'"H-AMP (300Mry, DMSO-dg) 8=3,77 (2H, s),
4,00 (2H, s), 5,12 (1H, d, J=4,5T'uy), 5,90 (1H, d,
J=4,5I'y), 6,50-6,69 (3H, m), 6,84 (1H, d, J=7,5TL),
7,04 (1H, s), 7,14 (1H, d, J=7,5I"u), 7,21-7,36 (3H, m),
7,51 (1H, d, J=7,5I'y), 7,66 (1H, d, J=7,5Tu), 7,77
(1H, d, J=7,5I'y), 9,21 (1H, s). MS (ESI) m/z 366
(M+H)*.
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Mpuknag 10

Cnonyka 3a [lMpuknagom 10 (Buxio 48%) Oyna
CUHTE30BaHa cnocobom, onucaHum ansa cragii 3 Mpu-
knagy 1, i3 BukopuctaHHaMm 4-6ytokcmbeHsanbaerigy
AK BUXiOHOI CNONYKW.

'H-AMP (300Mry, DMSO-dg) $=0,88 (3H, t,
J=7,4T"y), 1,30-1,45 (2H, m), 1,56-1,68 (2H, T1), 3,84
(2H, t, J=6,3I'u), 3,95 (2H, s), 4,98 (1H, d, J=4,2I'u),
5,79 (1H, d, J=4,2I'y), 6,47-6,84 (6H, m), 6,93-7,06
(3H, m), 9,13 (1H, s). MS (ESI) m/z 350 (M+H)".

Mpuknag 11

Cragia 1: CuHTes 4-gogeunnokcmbeHsanbaeriny

4-rippokcnbensanbgerig (673mr, 5,5mmons), 1-
opomponekaH (1,25r, 5mmonb) i kapboHaT kanito
(859wmr, 6,22vmmonb) gogaBanu oo aumetundopma-
Migy (3mn) i nepemiwyBanu npu 65°C npoTsirom
18roa. lNicnsa 3aBepLUeHHsT peakLuii Ta ekcTpakuii eTu-
nauetaTtom ogepxaHo 4-gogeumnokcmbeHsanbaerin
(Buxig 1,45r, 99%) y Burnsai 6invux kpuctanis.

Crapisa 2: CuHTe3 cnonyku 3a Npuknagom 11

Cnonyka 3a [lMpuknagom 11 (Buxig 82%) Gyna
CMHTE30BaHa cnocobom, onucaHum ansa cragii 3 Mpu-
knagy 1, i3 BUKOpUCTaHHAM  4-00OELUrOKCK-
OeHszanbaerigy Sk BUXigHOI CNOMyKW.

'H-ampP (300MI'u, DMSO-ds) 8=0,85 (3H, t,
J=6,6I"y), 1,10-1,40 (18H, m), 1,55-1,68 (2H, m), 3,82
(2H, t, J=6,6I'u), 3,95 (2H, s), 4,98 (1H, d, J=4,5Tu),
5,78 (1H, d, J=4,5I"u), 6,49-6,72 (5H, m), 6,80 (1H, d,
J=9,0l"y), 6,97-7,04 (3H, m), 9,13 (1H, s). MS (ESI)
m/z 462 (M+H)".

Mpuknag 12
Cnonyka 3a [lMpuknagom 12 (Buxig 79%) Gyna
CMHTEe30BaHa 3 BMKOPUCTaHHAM 4-

LMKIOrenTunokcmbeHsanbaerigy sk BUXigHOI Cnonyku
3a cnocobom, onucaHum ans ctagii 3 Mpuknagy 1.
BuxigHuin  anbperin  6yB  cuHTE30BaHuMn 3 4-
rinpokcnbeHsanbaeriny Ta 6pomMuuknorentaHy 3a
crnocobom, onvcanum ana ctagii 1 MNpuknagy 11.
'H-amp (300MlNy, DMSO-ds) 6=1,29-1,65 (10H,
m), 1,79-1,90 (2H, m), 3,92 (2H, s), 4,28-4,40 (1H,
m), 4,95 (1H, d, J=3,6l"u), 5,77 (1H, d, J=4,8In),
6,48-6,68 (5H, m), 6,79 (1H, d, J=7,8I"u), 6,95-7,02
(3H, m), 9,12 (1H, s). MS (ESI) m/z 388 (M-H)".
Mpuknag 13
Cnonyka 3a [lMpuknagom 13 (Buxig 55%) 6yna
CUHTEe30BaHa 3 BUKOPUCTAHHSAM 4-(2-
agamaHTunoken)beHsanbaerigy sk BMXiAHOI CMOMyKu
3a cnocobom, onucaHum ans crtagii 3 MNpuknagy 1.
BuxigHuin  anbperin  OyB  cuHTe30BaHWA 3 4-
rinpokcnbeHsanbgeriny Ta 2-6poMagamMaHTaHy 3a
cnocobom, onucaHum anga ctagii 1 Mpuknagy 11.
1H-AMP (300MI'y, DMSO-ds) 6=1,40-1,50 (2H,
d-nopi6nun), 1,66-1,85 (8H, m), 1,97 (4H, s-
nogi6xui), 4,35 (1H, s), 4,97 (1H, d, J=4,2I'y), 5,81
(1H, d, J=4,2I'u), 6,50-6,85 (6H, m), 6,96-7,05 (3H,
m), 9,15 (1H, s). MS (ESI) m/z 428 (M+H)".

Mpuknag 14
Cnonyka 3a [lMpuknagom 14 (Buxig 48%) Gyna
CMHTe30BaHa 3 BMKOPUCTaHHSAM 4-(1-

afjamaHTUIMeTOoKen)6eH3anbaerigy sk BUXigHoI cno-
nykun 3a cnocobom, onncaHum ana cragii 3 MNpuknagy
1. BuxigHun anbpgerin 6yB cuHTE30BaHWA 3 4-
rinpokcubeHsanbaerigy Ta 1-
afjamaHTUNIMeTUNTpudTOopMETaHCynNbgoHaTy 3a Cho-
cobom, onncarnum ansa cragii 1 Mpuknagy 11.
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'H-amp (300MI'u, DMSO-ds) 6=1,50-1,75 (12H,
T), 1,90-2,00 (3H, brs), 3,41 (2H, s), 3,95 (2H, s), 4,98
(1H, d, J=4,5I'y), 5,78 (1H, d, J=4,5T'u), 6,48-6,76
(5H, m), 6,80 (1H, d, J=8,1Tu), 6,96-7,08 (3H, m),
9,14 (1H, s). MS (ESI) m/z 442 (M+H)".

Mpuknag 15

Cnonyka 3a [Mpuknagom 15 (Buxia 36%) 6yna
CMHTE30BaHa 3 BUKOpPUCTaHHAM 4-(2-(1-agamaHTtun)
eTnn)okcubeHsanbaeriny Sk BWUXIOHOT CMONykuM 3a
cnocobom, onucaHum ans ctagii 3 Mpuknagy 1. Buxi-
OHW anbgerig 6yB cuHTe3oBaHMM peakuieto MiuyHo-
oy 3 4-rinpokcnbeHsanbaerigy Ta 2-(1-
afjaMaHTun)eTaHony.

'H-amp (300Ml'y, DMSO-ds) 6=1,40-1,70 (14H,
m), 1,90 (3H, brs), 3,90 (2H, t, J=1,2I"u), 3,95 (2H, s),
4,98 (1H, d, J=4,5T'y), 5,79 (1H, d, J=4,5'y), 6,50-
6,85 (6H, m), 6,98-6,97-7,03 (3H, m), 9,14 (1H, s).
MS (ESI) m/z 456 (M+H)".

Mpuknag 16
Cnonyka 3a [Npuknagom 16 (Buxig 54%) Gyna
CvHTe3oBaHa 3 BUKOPUCTAHHAM 4-(2-

LMKrorekcuneTun)okcnbeHsanegeriny sk - BUXiQHOI
crnonyku 3a cnocobom, onucaHum ans cragii 3 MNpuk-
nagy 1. BuxigpHun anbperin 6yB cMHTE30BaHWN 3 4-
rigpokcnbeHsanbaerigy Ta 2-
uuknorekcuneTunopomlay 3a cnocobom, onucaHum
ana cragii 1 MNpuknagy 11.

'H-amp (300MI'y, DMSO-dg) 6=0,82-1,00 (2H,
m), 1,06-1,26 (3H, m), 1,32-1,49 (1H, m), 1,49-1,74
(7H, m), 3,87 (2H, t, J=6,6I"u), 3,95 (2H, s), 4,98 (1H,
d, J=4,2l'y), 5,78 (1H, d, J=4,5I"u), 6,49-6,72 (5H, m),
6,80 (1H, dd, J=1,5, 7,8'y), 6,97-7,03 (3H, b), 9,13
(1P, s). MS (ESI) m/z 402 (M-H)".

Mpuknag 17

Cragisa 1: CunTes 1-(4-cbopmindeHin)nipasony

0o po3unHy dopmindeHinGopHoi  KucnoTu
(100mr, 0,67mmonb) Ta nipasony (16mr, 0,33mMmonb) B
1,4-piokcani (4mn) pogasanu auetat migi (91wr,
0,5mMmonb), nipuguH (53mr, 0,67MMoOrnb) i akTUBHe
MonekynsapHe cuto 4A (250wmr), i cymiw nepemiwyBa-
nv Npu KiMHaTHIA TemnepaTtypi npotarom 72roa. Pi-
NbTpyBanu peakuiiHy CyMill Yepes wap uenity, oge-
pXaHui  inbTpaT KOHUEHTpyBanu ©W  ouuwianu
Xpomatorpadiieto B TOHKOMY Lapi Ha cunikareni.
OpepxaHo 1-(4-cpopmindeHin)nipason (Buxig 38wr,
66%) y Burnsgi 6inoro nopoLuky.

1P-AMP (300Ml'y, CDC13) 6=6,53-8,04 (7H, m),
10,02 (1H, s).

Cragisa 2: CuHTes cnonyku 3a Npuknagom 17

Cnonyka 3a [lMpuknagom 17 (Buxig 74%) Gyna
CUHTE30BaHa cnocobom, onucaHum ans cragii 3 Mpu-
Knagy 1, i3 BUKOPUCTAHHAM 1-(4-
dopmindeHin)nipa3ony sk BUXiGHOT CMOMNYKK.

'"H-ampP (300MI'y, DMSO-dg) 6=3,99 (2H, s),
5,08 (1H, d, J=4,2l'y), 5,93 (1H, d, J=4,5Tu), 6,47-
8,37 (11H, m), 7,07 (1H, s), 9,23 (1H, s). MS (ESI)
m/z 344 (M+H)".

Mpuknag 18

Cnonyka 3a [Mpuknagom 18 (Buxig 24%) Gyna
CMHTE30BaHa cnocoboM, onucaHum ans cragii 3 Mpu-
knagy 1, i3 BUKOpUcTaHHAM 2-OpomMOeH3anbaeriagy sk
BUXIiQHOT CMOMYKW.

'"H-amP (300Ml'uy, DMSO-ds) 8=4,02 (2H, s),
5,28 (1H, d, J=4,5T'y), 5,39 (1H, d, J=4,5Tu), 6,42
(1H, d, J=7,8I"u), 6,56 (1H, t, J=7,8I'y), 6,68-6,77 (2H,
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m), 6,87 (1H, d, J=7,8I'y), 7,01-7,09 (2H, m), 7,12
(1H, s), 7,563-7,62 (1H, m), 9,35 (1H, s). MS (ESI) m/z
356, 358 (M+H)".

Mpuknag 19

Cnonyka 3a [lpuknagom 19 (Buxia 38%) 6yna
CMHTEe30BaHa crnocobom, onucaHnm ans ctagii 3 Mpu-
knagy 1, i3 BUKOPUCTaHHAM 2-MeToKcubeH3anbaerigy
AK BUXIOHOT CNONYKN.

1H-AMP (300Ml'u, DMSO-ds) 6=3,92 (3H, s),
3,97 (1H, d, J=16,5T"u), 4,04 (1H, d, J=16,5'y), 5,16
(1H, d, J=4,5"w), 5,33 (1H, d, J=4,5"y), 6,38 (1H, d,
J=7,5'y), 6,48-6,68 (4H, m), 6,80 (1H, d, J=7,5I"u),
6,95 (1H, d, J=7,5I'u), 7,00-7,12 (2H, m), 9,19 (1H, s).
MS (ESI) m/z 308 (M+H)".

Mpuknag 20

Cnonyka 3a [lpuknagom 20 (Buxia 50%) 6yna
CUHTEe30BaHa crocoboM, onucaHum ans ctagii 3 Mpu-
knagy 1, i3 BuKopuUcTaHHam  2,4-guxnop6eH-
3anbperigy sk BUXiGHOT CNOMyKu.

'H-ampP (300Ml'y, DMSO-ds) 3=4,02 (2H, s),
5,39 (1H, d, J=4,5I"u), 5,43 (1H, d, J=4,5T"u), 6,47
(1H, d, J=7,5I"w), 6,59 (1H, t, J=7,5I'y), 6,69-6,77 (2H,
m), 6,88 (1H, d, J=7,5I'y), 7,07-7,16 (2H, m), 7,56
(1H, brs), 9,36 (1H, s). MS (ESI) m/z 346 (M+H)".

Mpuknag 21

Crapia  1:
3anbaerigy

Lo PO3UUHY 2,4-purinpokcnbeHsansaeringy
(500wmr, 3,6mmonb) y gumetundopmamigi (5mn) go-
Aaeanu kapboHat kanito (1,50r, 10,9mmons) Ta 6yTu-
nvogua (666wmr, 3,6mmonb), i cymilw nepemiwysanu
npu KiMHaTHIN TemnepaTypi npotdrom 2roa. [oTim
godaesanu OO0  peakuiiHoi  cymiwi  MeTunrioama
(2,57mn) i nepemiwyBanu nNpu KiMHaTHIN TemnepaTypi
npotarom 12rog. [llicna ekcTpakuii eTunauetaTtoMm i
xpomaTorpadii Ha cunikareni ogepxaHo 4-6yTokcu-2-
MeTokcmnbeHnsanbgerig (Buxig 233mr, 31%) y Burnagi
6e36apBHOro macna.

1H-AMP (300MI'y, CDC13) 6=1,00 (3H, t,
J=7,5I'y), 1,44-1,59 (2H, m), 1,73-1,86 (2H, m), 3,91
(3H, s), 4,04 (2H, t, J=6,6lu), 6,45 (1H, brs), 6,54
(1H, d, J=8,4I"u), 7,80 (1H, d, J=8,4I"u), 10,29 (1H, s).

Cragisa 2: CuHTe3 cnonyku 3a Npuknagom 21

Cnonyka 3a [lMpuknagom 21 (Buxia 59%) 6yna
CUHTe30BaHa crocoboM, onucaHum ans ctagii 3 Mpu-
Knagy 1, i3 BUKOPUCTAHHSM 4-6yTokcu-2-
MeTokcubeH3anbaerigy sk BUXiAHOT CNOMyKK.

"H-ampP (300Mly, DMSO-ds) 6=0,89 (3H, t,
J=7,8l'y), 1,31-1,46 (2H, m), 1,56-1,68 (2H, m), 3,84
(2H, t, J=6,3I'y), 3,90 (3H, s), 3,99 (2H, brs), 5,08
(1H, d, J=3,9I"y), 5,22 (1H, d, J=3,9I"y), 6,15 (1H, d,
J=8,4I'y), 6,35-6,58 (4H, m), 6,64 (1H, t, J=8,4IL),
6,79 (1H, d, J=8,4I'u), 7,02 (1H, s), 9,15 (1H, s). MS
(ESI) m/z 380 (M+H)".

Mpuknag 22

Cragia 1: CuHTes 2,4-anbyTtokcmbeHsanbaeriny

Lo pPO34nHY 2,4-purinpokcubeHsanbaerigy
(500mMr, 3,6mmonb) y anmeTtundopmamigi (5mn) go-
aaeanu kapboxat kanito (1,50r, 10,9vmons) Ta 6yTu-
nvogua (1,66r, 9,05MMone), i cymiw nepemiwysanm
npy KiMHaTHIM TemnepaTtypi npotsarom 12rog. MNicna
eKCTpaKLii eTunayeTaTtom i xpoMmaTorpadii Ha cunika-
reni opepxaHo 2,4-gubytokcubeHsanbaerin (Buxig
833wmr, 92%) y Burnagi 6esbapsHoro macna.

CuHTes 4-6yToKCU-2-MeTOKCUOEH-
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'H-amP (300MTl'y, CDC13) 6=0,94-1,05 (6H, m),
1,43-1,60 (4H, m), 1,73-1,89 (4H, m), 3,47-4,08 (4H,
m), 6,43 (1H, brs), 6,52 (1H, d, J=8,1I"u), 7,80 (1H, d,
J=8,1"uy), 10,33 (1H, s).

Cragisa 2: CuHTe3 cnonyku 3a Npuknagom 22

Cnonyka 3a [Mpuknagom 22 (Buxia 12%) 6yna
CUHTE30BaHa crnocoboM, onucaHum ans ctagii 3 Mpu-
Knagy 1, i3 BUKOPUCTAHHSAM 2,4-
AnbyTokcmbeH3anbaeriay sk BUXiQHOT CNOMyKN.

1H-AMP (300Mlu, DMSO-ds) 6=0,89 (3H, t,
J=7,5I'y), 1,02 (3H, t, J=7,5I'y), 1,30-1,46 (2H, m),
1,48-1,67 (4H, m), 1,80-1,94 (2H, m), 3,83 (2H, t,
J=6,3l'y), 3,92-4,18 (4H, m), 4,89 (1H, d, J=4,5I"u),
5,23 (1H, d, J=4,5I"y), 6,15 (1H, dd, J=8,7, 2,4I'v),
6,32 (1H, d, J=7,5I"u), 6,45 (1H, d, J=8,7Tu), 6,49
(1H, d, J=2,4T'u), 6,54 (1H, t, J=7,5I'y), 6,65 (1H, t,
J=7,5I'y), 6,80 (1H, d, J=7,5I'y), 7,04 (1H, s), 9,17
(1H, s). MS (ESI) m/z 422 (M+H)".

Mpuknag 23

Cnonyka 3a [Mpuknagom 23 (Buxig 90%) 6yna
CMHTE30BaHa 3  BUKOPUCTaHHAM  4-ByTokcu-2-
eTokcnbeH3anbaerigy sik BUXigHOI CMosyKM 3a Cnoco-
6om, onucannm ans cragii 3 Mpuknagy 1. BuxigHun
anbpaerig 6yB CUMHTE30BaHumn 3 2,4-
avrinpokcmbeHsanbaerigy, 6ytuniiogugy Ta etuno-
pomigy 3a crnocobom, onucaHum ans ctagii 1 Mpuk-
nagy 21.

H-aMP (300MI'u, DMSO-ds) 8=0,89 (1H, t,
J=7,5I"y), 1,30-1,45 (2H, m), 1,48 (3H, t, J=7,2ly),
1,55-1,67 (2H, m), 3,83 (2H, t, J=6,6Iu), 3,99 (2H,
brs), 4,08-4,23 (2H, m), 4,98 (1H, d, J=4,5'y), 5,23
(1H, d, J=4,5I"u), 6,15 (1H, dd, J=8,4, 2,4I'u), 6,36
(1H, d, J=7,8lw), 6,45 (1H, d, J=8,4I'vn), 6,47 (1H, d,
J=2,4T"y), 6,53 (1H, t, J=7,8y), 6,65 (1H, t, J=7,8L),
6,80 (1H, d, J=7,8I'y), 7,03 (1H, s), 9,16 (1H, s). MS
(ESI) m/z 394 (M+H)".

Mpuknag 24

Cnonyka 3a [Mpuknagom 24 (Buxig 79%) Gyna
CMHTE30BaHa 3  BUKOPUCTaHHAM  4-OyTokcu-2-
nponokcnbeHsanbaerigy sk BUXiAHOT CNOMyku 3a crno-
cobom, onucaHmm gns ctagii 3 MNpuknagy 1. Buxig-
HMUA  anbgerin  OyB  cuHTe3oBaHMM 3 2,4-
avrinpokcmbeHsanbaerigy, 6ytunioguay Ta nponin-
noamay 3a cnocobom, onncaHum ans cragii 1 Mpuk-
nagy 21.

1H-AMP (300MI'y, DMSO-de) 6=0,89 (3H, t,
J=7,5I'y), 1,10 (3H, t, J=7,5I'y), 1,30-1,45 (2H, m),
1,56-1,68 (2H, m), 1,83-1,97 (2H, m), 3,83 (2H, t,
J=6,6l"y), 3,93-4,13 (4H, m), 4,90 (1H, d, J=4,5I"u),
5,24 (1H, d, J=4,5I"y), 6,15 (1H, dd, J=8,4, 2,4I'v),
6,33 (1H, d, J=7,8l'u), 6,46 (1H, d, J=8,4I'u), 6,48
(1H, d, J=2,4I'u), 6,54 (1H, t, J=7,8y), 6,65 (1H, t,
J=7,8l'y), 6,80 (1H, d, J=7,8I'y), 7,04 (1H, s), 9,17
(1H, s). MS (ESI) m/z 408 (M+H)".

Mpuknag 25

Cnonyka 3a [Mpuknagom 25 (Buxig 80%) Gyna
CUHTE30BaHa 3 BUKOPUCTaHHAM 4-eTOKCU-2-
nponokcnbeHsanbaerigy sk BUXiAHOT CNOMyku 3a crno-
cobom, onucaHmm gns ctagii 3 MNpuknagy 1. Buxig-
HMUA  anbgerin  OyB  cuHTE3oBaHWA 3 2,4-
avrigpokcmbeHsanbaerigy, etunbpomlagy Ta nponin-
noamay 3a cnocobom, onncaHum ans cragii 1 Mpuk-
nagy 21.

1H-AW (300Ml'y, DMSO-ds) 6=1,10 (3H, t,
J=7,5I"y), 1,25 (3H, i, J=7,2l'y), 1,83-1,97 (2H, m),
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3,89 (2H, t, J=7,2I'u), 3,95-4,14 (4H, m), 4,91 (1H, d,
J=4,2I"y), 5,24 (1H, d, J=4,2I'u), 6,15 (1H, dd, J=8 4,
2,4Tu), 6,33 (1H, d, J=7,8I"u), 6,46 (1H, d, J=8,4"u),
6,48 (1H, d, J=2,4I'uy), 6,54 (1H, t, J=7,8Iy), 6,65 (1H,
t, J=7,8ly), 6,80 (1H, d, J=7,8I'y), 7,04 (1H, s), 9,17
(1H, s). MS (ESI) m/z 380 (M+H)",

Mpuknag 26

Cnonyka 3a [lpuknagom 26 (Buxia 85%) Oyna
CUHTE30BaHa 3 BUKOPUCTaHHAM 2-eTOKCKN-4-
nponokcnbeHsanbaerigy siKk BUXigHOT Cnonyku 3a crno-
cobom, onncaHmm gns ctagii 3 MNpuknagy 1. Buxig-
HUWA  anbgerin ~ OyB  CuHTE30BaHuUW 3 2,4-
avrigpokcmbeHsanbaerigy, nponinnoguay Ta eTtvno-
pomigy 3a crnocobom, onucaHum ansa crtagii 1 Mpuk-
nagy 21.

'H-ampP (300MI'u, DMSO-ds) 8=0,92 (3H, t,
J=7,5I"y), 1,48 (3H, t, J=7,2l'y), 1,57-1,72 (2H, m),
3,78 (2H, t, J=6,6l"y), 4,00 (2H, brs), 4,06-4,24
(2H,m), 4,98 (1H,d,J=4,5I"u), 5,23 (1H, d, J=4,5I"y),
6,16 (1H, dd, J=8,4, 2,4T'u), 6,36 (1H, d, J=7,8Iw),
6,45 (1H, d, J=8,4I'u), 6,47 (1H, d, J=2,4T"u), 6,54
(1H, t, J=7,8l"u), 6,65 (1H, t, J=7,8L), 6,79 (1H, d,
J=7,8I"y), 7,03 (1H, s), 9,16 (1H, s). MS (ESI) m/z 380
(M+H)".

Mpuknag 27

Cnonyka 3a [lMpuknagom 27 (Buxia 53%) 6yna
CMHTE30BaHa 3 BUKOPWUCTAHHAM  4-reKCUMoKCK-2-
MeTokcubeH3anbaerigy sk BUXigHOI cnonyku 3a crno-
cobom, onucanum gna cragm 3 Mpuknagy 1. Buxig-
HUWA  anbgerin ~ OyB  cuHTE30BaHuUM 3 2,4-
avrigpokcmbeHsanbaerigy, rekcunbpomigy Ta metun-
noamay 3a cnocobom, onncanum ana cragii 1 Mpuk-
nagy 21.

1H-AMP (300MI'u, DMSO-de) 6=0,85 (3H, t,
3=7,2l'y), 1,19-1,43 (6H, m), 1,56-1,69 (2H, m), 3,83
(2H, t, J=6,6I"y), 3,90 (3H, s), 3,99 (2H, brs), 5,08
(1H, d, J=4,2I'y), 5,22 (1H, d, J=4,2l"1), 6,15 (1H, dd,
J=8,4, 2,4I'y), 6,38 (1H, d, J=7,8I'u), 6,44 (1H, d,
J=8,4I'uy), 6,49 (1H, d, J=2,4T"u), 6,53 (1H, t, J=7,8L),
6,64 (1H, t, J=7,8l'uy), 6,79 (1H, d, J=7,8I'y), 7,02 (1H,
s), 9,15 (1H, s). MS (ESI) m/z 408 (M+H)".

Mpuknag 28

Cnonyka 3a [lMpuknagom 28 (Buxig 23%) 6yna
CUHTEe30BaHa crocoboM, onucaHum ans cragii 3 Mpu-
knagy 1, i3 BuKOpUCTaHHAM  4-6eH3nnokcu-2-
MeTokcubeH3anbaerigy sk BUXiaHOT CNOMyKK.

'H-amp (300Mlu, DMSO-ds) 6=3,90 (3H, s),
3,97 (1H, d, J=15I'y), 4,02 (1H, d, J=15I"u), 4,97 (2H,
s), 5,10 (1H, d, J=4,5I'uy), 5,23 (1H, d, J=4,5I"y), 6,26
(1H, dd, J=2,4, 8,4I'y), 6,40 (1H, d, J=7,5I"u), 6,47
(1H, d, J=8,4I"u), 6,53 (1H, t, 5=7,5I'y), 6,58-6,69 (3H,
m), 6,79 (1H, d, J=7,5I'y), 7,02 (1H, s), 7,26-7,43 (6H,
m), 9,16 (1H, s). MS (ESI) m/z 414 (M+H)".

Mpuknag 29
Cragis 1:
rinpokcubeHsanbaerigy

2,4-purigpokeubensansaerig (3,00r, 21,7mmMonb)
Ta rekcunbpomig (7,62mn, 54,3mmonb) nepemiwysa-
nv B aumeTundopmamiai (5mn) y npucyTtHocTi kap6o-
HaTy niTito (4,00r, 54,3mmonb) npu 55°C npoTsirom
Houi. lNicnga HenTpanisayii XNOPUCTOBOAHEBOK KUCHO-
TOK W eKCTpakuii eTunaueTatoM MNPOAYKT ouuLanu
Xpomarorpadieto Ha KonoHui i3 cunikarenem. Opep-
XaHO 4-rekcunokcu-2-rigpokcmbeHsanegerin  (Buxig
1,771, 37%) y Burnaai 6e3bapBHoro macna.

CuHTes 4-rekcunokcn-2-
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"H-AMP (300MIu, CDCls) =0,91 (3H, m), 1,32-
1,48 (6H, m), 1,77-1,84 (2H, m), 4,01 (2H, t, J=6,6"L),
6,41 (1H, d, J=2,1T'u). 6,53 (1H, dd, 1=8,7, 2,1I'u),
7,42 (1H, d, J=8,7T"u), 9,70 (1H, s).

Cragisa 2: CuHTe3 cnonyku 3a Npuknagom 29

Cnonyka 3a [Mpuknagom 29 (Buxiga 73%) 6yna
CUHTE30BaHa crnocobom, onucaHnm ans ctagii 3 Mpu-
knagy 1, i3 BWKOPUCTAHHAM  4-TE€KCUIOKCK-2-
rinpokcubeHsanbaerigy sik BUXiaHOT CMonyKu.

'"H-AMP (300Mru, DMSO-dg) §=0,85 (3H, t, J-
6,9y), 1,17-1,41 (6H, m), 1 53-1 68 (2H, m), 3,76
(2H, t, J=6,6I"u), 3,99 (2H, bis), 5,21 (2H, s), 6,04 (1H,
dd, J=8,4, 2,4I'u), 6,34 (1H, d, J=2,4I'y), 6,42 (1H, d,
J=8,4"yu), 6,46 (1H, d, J=7,8I"u), 6,57 (1H, t, J=7,8IL),
6,65 (1H, t, J=7,8lu), 6,81 (1H, d, J=7,8I"u), 7,09 (1H,
s), 9,16 (1H, s), 9,92 (1H, s). MS (ESI) m/z 394
(M+H)*.

Mpwuknag 30

Cragisa 1:
xnopb6eHsaneaerigy

Cragisa 1-1: CuHTes 2-xnop-4~rper-6ytundeHony

4-tpeT-6yTMndeHon (2,76r, 18,4MMonb) po3yn-
HANWM B guxropmetaHi (25vn). [Jo ogepXaHoro pos-
YMHY JofaBanuv Kpanns 3a kpannew cynbgypunxmno-
pua (1,6mn, 9,9MMone), i cymMiw nepemiwlyBanv npu
KIMHaTHIn TemnepaTypi npoTarom 3 AHiB, Micns 4oro
KOHLeHTpyBanu nig 3HmwkeHuMm Tuckom. [licna oum-
LLEeHHA xpomaTorpacdpieto Ha KOMoHUi i3 cunikarenem
ofepxaHo 2-xnop-4-tpet-bytundeHon (Buxig 2,71r,
80%).

'H-AMP (300Mru, CDC13) 8=1,28 (9H, s), 5,37
(1H, s), 6,94 (1H, d, J=8,6I'y), 7,19 (1H, dd, J=8,6I'L,
2,5My), 7,30 (1H, d, J=2,5T"w).

Cragia 1-2: CuHTtes 2-xnop-4-tpet-6yTundeHin-
TpudTOpMETaHCYNbOoHaTY

XnoposaHy cnonyky (1,84r, 10Mmmonb), oaepxaHy
Ha cTtagii 1-1, i nipugunH (1,2Mn) po3dmHANN B AUXIO-
pmeTaHi (20mn). MNoBinbHO AoAaBany A0 OAEpPXaHoro
pO34MHY aHrigpng  TpudTOpMETaHCYNb(OKNCIOTH
(2,5mn). Micna nepemilyBaHHSA MpU KIMHaTHIN TeMm-
nepatypi npotarom 10xB. gogaBanu OO peakuinHoi
cymiwi rekcaH (20mn). HeposumHHy asy Buaansnm
dinbTpyBaHHAM, a @inbTpaT KOHUEHTpyBanu nig
3HMKEHMM TUCKOM. [licna ouneHHa xpomatorpadi-
€10 Ha KOSMOHLi i3 cunikarenem ogepxaHo 2-xnop-4-
rper-6yrundeHin-TpudtopmeTaHcynbgoHat  (BUXig
2,94r, 93%).

'"H-AMP (300Mru, CDC13) 8=1,32 (9H, s), 7,25
(1H, d, J=8,6l'y), 7,34 (1H, dd, J=8,6l'y, 2,1T"y), 7,50
(1H, d, J=2,1T"w).

Crapis 1-3: CuHTes
6yTunbeH3nnoBoro cnupTy

TpudTopmeTaHcynbgoHat  (638mr, 2mmorb),
ofepxaHun Ha ctagii 1-2, auetat nanagito (14wmr),
1,3-andeHindocdiHnponaH (25mr), meTtaHon (4mn)
Ta Tpuetunamid (0,6mMn) posynHANM B AMMeTUndop-
mamigi (5mn), i ogepxaHun PO3YMH MepemiyBanm
npu 80°C B aTmMocdepi MOHOOKCHUAY BYrfeL npoTs-
rom 16roa. [JaBanu peakuiiHii cymiwi oxonoguTucs,
NoTiM eKkcTparyBanu CyMmillLL eTunaueTaTy 3 rekca-
HOM i ouMLanm xpomaTorpacdieto Ha KOMoHL,i i3 cuni-
Karenem. OpnepxaHo MeTun-2-xmnop-4-TpeT-
O6ytTunbeHsoat. OpepxaHuii TakKMM YMHOM CKMagHWN
edip posunHAnNu B guxnopmeTtaHi (2mn). o ogepxa-
HOro pO34MHy JoAaBanu Kpanns 3a kpannew npu -

CuHTes 4-tpeT-6yTUn-2-

2-xnop-4-Tpet-
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78°C B atmocdepi aproHy 1M po3uuH (2,5mn) giizo-
OyTunantomiHinrigpuay B TOonyoni, i oaepxaHy cymil
nepemillyBanu npu Uil TemnepaTypi NpoTsarom 5xs.
Hopaeanu o peakuinHoi cymiwi 0,5M xnopuctoBoa-
HeBy kucnoty (20mn), i nigBuwyBanu TemnepaTypy
00 KiMHaTHoI. llicna ekcTpakuii eTunauetaTtom i oun-
LEeHHA xpomaTorpacdieto Ha KOMOHUi i3 cunikarenem
ofepxaHo 2-xrnop-4-TpeT-6yTunbeH3nnoBmn cnmpT
(Buxig 204mr, 51%).

'"H-AMP (300MIy, CDC13) 8=1,31 (9H, s), 1,8-
2,1 (1H, br), 4,75 (2H, s), 7,29 (1H, dd, J=7,8I"u, 2,1
Mu), 7,36-7,41 (2H, m).

Cragis 1-4:
OyTunbeHsanbgeriny

Crimpt  (195wmr, 0,981mmonb), opgepxaHui Ha
ctagii 1-3, posumHanm B xnopodopmi (5mn). o one-
pXXaHoro po3uYuHy AofaBany akTUBOBaHWMN Aiokcua
mMapraHuto (1,27r), i cymill iIH-TEHCMBHO NepeMillyBanu
npn 50°C npotarom 2rof. [asanu cymiwi oxonogu-
TUCA, BUAANANW AiOKCUA MapraHuio dinbTpyBaHHAM,
a binbTpaT KOHUEHTPyBanu nig 3HWKEHUM TUCKOM.
Micna ounweHHa xpomartorpacpieto Ha KOMoHUi i3 cu-
nikarenem ofepXaHo 2-xnop-4-TpeT-
6ytunbensanbaerig (Buxig 152mr, 79%).

"H-AMP (300Mru, CDC13) 8=1,34 (9H, s), 7,40
(1H, ddd, J=8, Twu, 1,8y, 0,9ry), 7,44 (1H, d,
J=1,8ly), 7,86 (1H, d, J=8,1T'u), 10,43 (1H, d,
J=0,9I"w).

Crapisa 2: CuHTes cnonyku 3a Npuknagom 30

Cnonyka 3a [Mpuknagom 30 (Buxig 51%) 6yna
CMHTE30BaHa cnocobom, onucaHum ansa cragii 3 Mpu-
knagy 1, i3 BuKOpUCTaHHAM  4-TpeT-OyTnn-2-
xnopbeHaanbaerigy sk BUXiAHOT CMONyKM.

'H-AMP (300Mry, DMSO-dg) 8=1,18 (9H, s),
4,01 (2H, s), 5,35 (1H, d, J=4,8uy), 5,38 (1H, d,
J=4,8y), 6,48-6,61 (2H, m), 6,66-6,74 (2H, m), 6,85-
6,90 (1H, m), 7,04 (1H, dd, J=8,3I'y, 1,9"u), 7,09 (1H,
s), 7,35 (1H, J=1,9I"u), 9,32 (1H, s). MS (ESI) m/z 366
(M-H)".

Mpuknag 31

Cnonyka 3a [lMpuknagom 31 (Buxig 56%) Oyna
CMHTEe30BaHa 3 BUKOPUCTAHHAM 4-(1,1,3,3-
TeTpameTun 6yTun)-2-xnopbeH3anbaeriny sk Buxig-
HOi crnonyku 3a crnocoboM, onucaHum ans cragii 3
Mpuknaay 1. BuxigHuin anbgerig 6yB cuHTE30BaHWUi 3
4-(1,1,3,3-TeTpameTmundyTun)deHony 3a crnocobom,
onucanum ans cragii 1 MNpuknaay 30.

'"H-AMP (300Mly, DMSO-dg) & =0,55 (9H, s),
1,20 (3H, s), 1,24 (3H, s), 1,60 (2H, s), 4,02 (2H, s),
5,23 (1H, d, J=4,5I"u), 5,39 (1H, d, J=4,2I'u), 6,36
(1H, d, J=7,5T'y), 6,50 (1H, t, J=7,5I'y), 6,61 (1H, d,
J=8,4"y), 6,68 (1H, t, J=7,5T"u), 6,84 (1H, d, J=8,4TL),
7,00 (1H, d, J=7,5I'u), 7,09 (1H, s), 7,34 (1H, s), 9,28
(1H, s). MS (ESI) m/z 422 (M-H)".

Mpuknag 32

Cnonyka 3a [Mpuknagom 32 (Buxig 64%) Gyna
CMHTEe30BaHa cnocobom, onucaHum ansa cragii 3 Mpu-
Knagy 1, i3 BUKOPUCTaHHAM 2-
nipuanHkapbokcianbgerigy sk BUXigHOT CMOYKN.

'"H-AMP (300MIy, DMSO-ds) 8=3,98 (2H, s),
5,10 (1H, d, J=4,5T'y), 5,84 (1H, d, J=4,5u), 6,48-
6,59 (2H, m), 6,65 (1H, t, J=7,5I'u), 6,83 (1H, d,
J=7,5I"y), 6,91 (1H, d, J=7,5T"u), 7,04 (1H, s), 7,06-
7,13 (1H, m), 7,53 (1H, t, J=7,5I'y), 8,39-8,44 (1H, m),
9,23 (1H, s). MS (ESI) m/z 279 (M+H)".

CuHTes 2-xnop-4-tpeT-
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Mpuknag 33

Cnonyka 3a [lMpuknagom 33 (Buxia 52%) Oyna
CUHTE30BaHa cnocobom, onucaHum ansa cragii 3 Mpu-
knagy 1, i3 BukopucTaHHaM 5-6pomTiodeH-2-
kapbokcianbgerigy sk BUXiZHOI CNOMyKu.

'"H-AMP (300MIy, DMSO-ds) 8=3,93 (2H, s),
5,16 (1H, d, J=4,5Tu), 6,02 (1H, d, J=4,5T'u), 6,61-
6,87 (5H, m), 6,92 (1H, d, J=8,6'y), 7,09 (1H, s), 9,26
(1H, s). MS (ESI) m/z 362, 364 (M+H)".

Mpuknag 34

Cragis 1: CuHTes
nipumianHkap6okciansaerigy

PosunH TeTpadTopbopHOokMcnoi coni 2-gumeTvn
amiHoeTunex-1,3-6ic(gumeTunimiHo)nponaHy
(4mmonb), ogepxaHoro 3a MEeTOAUKOK, ONUCaHOoK B
[Synthesis 1988, c.641], 6eH3amiguHy rigpoxnopugy
(4mMonb) Ta eTunaTy Hatpito (12Mmonb) B eTaHoni
(5mn) nepemiwysanu npu 80°C npoTsirom 2roga. Micns
eKCTpaKLii eTunaueTatom i OYMLLEHHS XpomaTorpa-
ieto Ha KONOHL i3 cunikarenem ogepxaHo 2-eHin-
5-nipumignHkap6okcianbaeria (Buxig 226wr, 31%).

'H-AMP (300Mru, CDC13) 8=7,50-7,60 (3H, m),
8,54-8,58 (2H, m), 9,22 (2H, s), 10,16 (1H, s).

Cragisa 2: CuHTes cnonyku 3a MNpuknagom 34

Cnonyka 3a [Mpuknagom 34 (Buxia 37%) 6yna
CUHTE30BaHa crnocoboM, onucaHum ans ctagii 3 Mpu-
Knagy 1, i3 BUKOPUCTAHHAM 2-eHin-5-
nipumMianHkapbokcianbaerigy sik BUXigHOI Cronyku.

'"H-AMP (300Mru, DMSO-ds) 6=4,02 (2H, d,
J=4,5I"y), 5,15 (1H, d, J=4,2l'y), 6,08 (1H, d,
J=4,2I"y), 6,60-6,70 (2H, m), 6,72-6,78 (1H, m), 6,93
(1H, d, J=7,8l'y), 7,16 (1H, s), 7,44-7,51 (3H, m),
8,25-8,33 (2H, m), 8,58 (2H, s), 9,38 (1H, s). MS
(ESI) m/z 354 (M-H)".

2-cpeHin-5-

Mpuknag 35
Po3uuH niponignH-2,4-aioHy (40mr, 0,404mmonb)
Ta 4,5-gpnmeTnn-1,2-peHineHgiaminy (55w,

0,404mmonb) y aumeTtundopmamigi nepemiwysanu B
NPUCYTHOCTI MONEKynsapHux cut npotsarom 9rog. [o-
JaBanu [o peakuinHoi cymiwi 4-6pombGeH3anbaeris
(75wmr, 0,404mmonb) Ta outoBy kucnoty (0,01mn), i
cymiw nepemiwwysanu npy 70°C npotaromM Houi. ®Pinb-
TpyBanu peakuinHy cymiw. [licns gopaBaHHA BOAM
KpucTanu, Wo yTBOpuUnucs, Bigainanu dinbTpyBaH-
HAM i npoMuBanu auxnopmetaHoM. OgepxaHo crno-
nyky 3a Mpuknagom 35 (Buxig 100mr, 65%).

'"H-AMP (300Mry, DMSO-dg) 8=1,94 (3H, s),
2,01 (3H, s), 3,93 (2H, s), 4,96 (1H, d, J=4,2I'y), 5,67
(1H, d, J=4,2I"y), 6,29 (1H, s), 6,59 (1H, s), 6,99 (1H,
s), 7,04 (2H, d, J=7,8I"u), 7,35 (2H, d, J=7,8), 9,08
(1H, s). MS (ESI) m/z 382, 384 (M-H)".

Mpuknag 36

Cragia 1: CwuHTes 4-((1R,2R)-(2-
aMiHOLMKNOorekcun)amiHo)-3-niponiH-2-oHy

Po3uuH niponignH-2,4-gioHy (40mr, 0,404mmonb)
Ta (1R,2R)-1,2-giamiHonuknorekcaHgiamivy (46mr,
0,404mmonb) y meTaHoni (2mn) nepemiwysanu npu
60°C npotarom 2roa. KoHueHTpyBanu peakuinHun
po3unH. [licna o4YueHHA Ha KOSIOHUi 3 OKCuaom
antoMiHito ofepxxaHo 4-((1R,2R)-(2-
aMiHOLMKIIOreKcmI)amiHo)-3-niponiH-2-oH (Buxig,
66Mmr, 84%).

'"H-AMP (300Mly, DMSO-dg) 5=1,09-1,91 (8H,
m), 2,41 (1H, m), 2,63 (1H, m), 3,17 (2H, s), 3,70 (1H,
d, J=16ly), 3,78 (1H, d, J=16Iu), 4,39 (1H, s), 6,45
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(1H, s), 6,61 (1H, d, J=8,1Tu). MS (ESI) m/z 196
(M+H)", 194 (M-HY".

Cragisa 2: CuHTe3 cnonyku 3a Npuknagom 36

4-((1R,2R)-(2-amiHouuknorekcun)amiHo)-3-
niponiH-2-oH (66mr, 0,337MMonb), oaepXaHui Ha
cragii 1, i 4-6pombeHsanbgerig (63mr, 0,337Mmonb)
nepemiwysanu B etaHoni npu 70°C npoTsarom Houi.
KoHueHTpyBanu peakuinHy cymiw. [iactepeomepu
po3ainanu Ta ovvwann xpomaTorpadieto Ha KOnoHLi
i3 cunikarenem. [lo opepxaHOi TBEpAOi PEYOBUHM
popasanu gietunosui edip. lMNicna dinbTpyBaHHA 1
NPOMMBaHHA OodepXxaHo crnonyky 3a [Mpuknagom 36
(Buxig 12mr, 10%) sk cnonyky HU3bKOI NOMSAPHOCTI.

'H-AMP (300Mry, DMSO-dg) 8=1,17-1,40 (4H,
m), 1,68-1,74 (2H, m), 1,93-1,98 (2H, m), 2,63 (1H,
m), 3,15 (1H, m), 3,80 (1H, d, J=16,6I"u), 3,94 (1H, d,
J=16,6l'u), 4,62 (1H, s), 7,26 (2H, d, J=6,6I"u), 7,40
(2H, d, J=6,6I"). MS (ESI) m/z 362, 364 (M+H)".

Mpuknag 37

Cnonyky 3a [lMpuknagom 37 (Buxia 15mr, 12%)
OLEpPXXaHO SK CMONyKy BUCOKOI MOMSIPHOCTI Mpu po3-
AiNeHHi Ta ouYuLLEeHHi AiacTepeomepiB xpomaTtorpadi-
€10 Ha KomnoHLui i3 cunikarenem Ha ctagii 2 lNpuknagy
36.

1H-AMP (300MI'y, DMSO-ds) 6=1,06-1,27 (4H,
m), 1,47 (1H, m), 1,56-1,68 (2H, m), 1,90 (1H, m),
2,29 (1H, m), 3,02 (1H, m), 3,90 (1H, d, J=16,5Tn),
4,02 (1H, d, J=16,5'u), 4,96 (1H, s), 7,20 (2H, d,
J=8,4I'y), 7,43 (2H, d, J=8,4I'u). MS (ESI) m/z 362,
364 (M+H)".

Cronyku 3a lMpuknagamn 38-41 Gynu ogepxaHi
LUMASIXOM PO3AiNeHHA Ta O4YvLleHHs AiacTepeomepis
XpomaTorpadieto Ha KOMOHLi i3 cunikarenem Tak ca-
MO, SIK croflyka 3a npuknagom 37, 3a TUM BUHSITKOM,
Lo BMXiQHY CNOMyKy 3amiHioBanu BignoBigHWM anb-
aerigom.

Mpuknag 42

Cragis 1: CuHTes 10-(4-6pomdpeHLu)-
1,2,3,4,9,10-TeTparigpo-6eH3o[b]nipono-[3,4-
e][1,4]omnseniH-1-oHy

10-(4-6pomdpenin)-1,2,3,4,9,10-TeTparigpo-
6eH3o[b]nipono[3,4-e][1,4]au3eniH-1-oH (Buxig 95%)
OyB CMHTE30BaHMI 32 METOAMKOI0, OMNWUCaHoK Ansi
cragii 3 MNpuknagy 1 3a TUM BUHATKOM, LLO SIK BUXiAHY
cnonyky 6yno BukopuctaHo 4-6pombeHsansaeria.

'"H-AMP (300Mry, DMSO-dg) 8=3,97 (2H, s),
5,03 (1H, d, J=4,2I'y), 5,89 (1H, d, J=4,5Tu), 6,51
(1H, dd, J=8,1, 1,5I'u), 6,59 (1H, dt, J=7,5, 1,5u),
6,68 (1H, dt, J=8,4, 2,1l'y), 6,83 (1H, dd, J=7,5,
1,5My), 7,06 (1H, s), 7,13 (2H, d, J=6,6I"u), 7,36 (2H,
d, J=6,6l"y), 9,22 (1H, s). MS (ESI) m/z 356, 358
(M+H)".

Cragia 2: CuHTes cnonyku 3a MNpuknagom 42

Cnonyky, opgepxaHy Ha ctagii 1 (40wmr,
0,11mmonb), Ta metunogug (0,137mn, 2,2mMmonb)
nepemillyBanu B MeTaHOMi B NPUCYTHOCTI Tpuetuna-
MiHy (0,023mn, 0,17mmonb) npotarom 4rog. [llicns
3aBepLUEHHs peakuii NpoayKT O4YuvLLianu xpomarorpa-
ieto Ha cunikareni. [lo ogepxaHol TBEpAOI pevoBu-
HW gopdasanu gietunosui edip. Micna dinbTpyBaHHS
N NpOMUBaHHA ofepxaHo cnonyky 3a lNpuknagom 42
(Buxig Swr, 12%).

'"H-AMP (300Mry, DMSO-dg) 8=2,51 (3H, s),
3,97 (1H, d, J=17Tu), 3,99 (1H, d, J=17Tu), 4,90 (1H,
s), 6,44 (1H, d, J=8,4"w), 6,71 (1H, t, J=6,9'y), 6,82-
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6,94 (4H, m), 7,10 (1H, s), 7,16-7,34 (2H, m), 9,27
(1H, s). MS (ESI) m/z 368, 370 (M-H)".

Mpuknag 43

[o posunHy cnonyku, ogepxaHoi Ha crtagii 1
Mpuknagy 42 (50mr, 0,14MMonb), B NipuavHi gogaBa-
nn outoBun aHrigpug (0,05mn, 0,56mMmonb), i cymiLl
nepemiwysanu npoTtaroMm 5rog. KoHueHTpyBanu pea-
KUinHy cymiw. [Jo ogepxaHoi TBepaoi peyoBUHU O0-
Aasanu pietnnosun edip. lMicna dinsTpyBaHHA 1
NpoMMBaHHA ofdepxaHo cronyky 3a [Mpuknagom 43
(Buxig 43wmr, 77%).

'"H-AMP (300Mry, DMSO-dg) 8=1,70 (3H, s),
4,03 (2H, s), 6,77-6,79 (2H, m), 6,85 (1H, s), 6,95
(1H, d, J=8,4Iy), 7,04 (1H, m), 7,16 (1H, m), 7,36-
7,39 (4H, m), 9,50 (1H, s). MS (ESI) m/z 396, 398 (M-
H).

Mpuknag 44

Cnonyka 3a [Mpuknagom 44 (Buxia 41%) Oyna
CMHTE30BaHa 3a MeToauKotw, onucaHot B [Npuknagi
1, 3a TUM BUHSATKOM, WO Ha cTtagii 2 Mpuknaagy 1 3a-
micTb  1,2-beHinengiamiHy 6yB BukopuctaHum N-
MeTun-1,2-geHineHgiamid i Ha ctagii 3 Mpuknagy 1
AK  BUXiOHWA matepian OyB  BUKOpUCTaHWUA  4-
OpombGeH3anbaeria.

'"H-AMP (300Mry, DMSO-ds) 8=3,34 (3H, s),
4,11 (1H, d, J=18I"w), 4,30 (1H, d, J=18I"w), 5,04 (1H,
d, J=4I'u), 5,68 (1H, d, J=4Tu), 6,43 (1H, dd, J=7,8,
1,5MNy), 6,68 (1H, d, J=7,2l'u), 6,81-7,10 (3H, m),
7,28-7,39 (3H, m), 9,28 (1H, s). MS (ESI) m/z 368,
370 (M-H).

Hwx4ye nogaHo XiMivHi CTPyKTypu Crnonyk, ogep-
XaHwux 3a MNpuknagamun 1-44:
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Cnonyku 3a lMpuknagamu 45-162 6ynu cuHTE3o-
BaHi cnocobom, sIKMA BKIOYAE MPOBEAEHHS peakLil
eHamiHy (IX) i3 BignoBigHUM anbaerigom 3 ogepXaH-
HSAM UuknivHOT cnonykm (X) Ta ankinysaHHs abo auu-
NOBaHHSA cnonykn (X), 9K NoKa3aHo HUXYe:

(4] (X1-25) ooV

oe R e 3amicHuk npu 6eH3onbHOMY uumkni, R' €
3aMiCHMK Npy aToMi @30Ty B MONOXeHHi 9, a Z € aTtom
ranoigy abo aHanoriyHa rpyna.

Mpuknapg 45

Cragisa 1: MNpouec ogepxaHHA LUKIIYHOT CNOMyKn
(XI) (R=2-0Me)

Oo PO3UnHY 4-((1R,2R)-(2-amiHouUMKNOreK-
cun)amiHo)-3-niponiH-2-oHy (9,75r, 50mmone), oaep-
XaHoro 3rigHo 3i cragieto 1 lpuknagy 36, Ta 2-
meTokcnbeHsanbgerigy (7,48r, 55Mmonb) y metaHoni
(150mn) pogasanu 0,5Mn OLTOBOI KACMOTK, i CyMill
nepewmiwyBanu npu 65°C npotarom Houi. KoHUeHTpy-
Banu peakuinHy cymiw i gogasBanu A0 ofepXaHux
Kpuctanis 90mn 3MiLlaHoro PO34YNHHMKA
edip:guxnopmetaH (1:1). MNicna petenbHoro nepemi-
LyBaHHA TBepaAWW NpOAYKT BioAinsanu dinbTpyBaH-
HaM. OpepxaHo umknivyny cnonyky (XI) (R=2-OMe) y
Burnsai 6inoi TBepgoi pevosuHu (8,80r, 56%). Lis
crnonyka Oyna igeHTU4YHOW cronyLli, ogepXaHi 3a
Mpuknagom 39.
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Cragia 2: Mpouec ogepxaHHA cnonyku 3a lMpuk-
nagom 45 (R=2-OMe, R'=COCHy)

MeToguka cuHTesy A (aHrigpugHuin cnocib): o
po34ymHy umknivyHoi cnonyku (XI) (R=2-OMe) (3,13r,
10mMmonb), ogepxaHoi 3rigHo 3i ctagieto 1 Mpuknagy
45, B amxnopmeTtaHi (200mn) gogaBanu TpuetTunamiH
(5,05r, 50mmonb). MoTim g0 ogepxaHoi cymili goda-
Banu ouroBuin aHrigpug (4,08r, 40mmonb) i nepemi-
wysanu npu 45°C npotarom 4rog. Nicns oxonomxeH-
HA 0O KiMHaTHOI TemnepaTypu Kpuctanu, LWo
yTBOpUNUCH, BIAAiNanM inbTpyBaHHaM. OpepxaHo
crnonyky 3a [Npuknagom 45 y surngagi 6inoi TBepaoi
peyoBwuHM (1,961, 55%).

Cronyku 3a MNpuknagamu 46-163 6ynun ogepxaHi
3rigHo 3i ctagiamu 1 i 2 MNpuknagy 45.

Ha cragji 2 cnonyka 6yna cuHTesoBaHa i3 3acTto-
CyBaHHSIM OMNMCaHOl BULLle MeToaukn cuHtesdy A abo
OyAb-AKOI 3 ONUCaHMX HKYEe METOAUK CMHTEe3y B-F.

MeToaumka cuHTe3dy B (xmopaHrigpnaHui cnocib):
Po3unH umkniyHoi cnonyku (X) (0,33mmonb) Ta Tpue-
Tunaminy (0,77mMmonb) y auxnopmeTaHi (15mn) oxo-
nogxysanu go 0°C. flogaBanu 40 pO34MHY XIOPaHri-
apva BignosigHoi kucrotn (1,28Mmonb), | cymil
nepemillyBanu npu KiMmHaTHin TemnepaTypi npoTArom
15rog. Micna gucTunAdii po3yYMHHUKA oLepXXaHun
NPOAYKT ounLanu xpomaTorpadieto B TOHKOMY LUapi
Ha cunikareni 1 ogepXxyBanu auunoBaHy Cronyky
(XXVIII).

MeTogmka cuHTesy C (3MiWwaHwuv aHrigpuaHui
cnoci6): [Jo po34mHy BiAMNOBiIAHOT KAPOOHOBOI KMCNOTK
(11mmonb) y 6e3BogHomy TeTparigpodypaHi (50mn)
aogasanu Tpuetunamid (10mMmonb), i oxonoaxysanu
cymiw go -15°C. [ogaBanu A0 peakuinHoi cymili
eTunxnopdopmiat (10Mmones), Npy LbOMY YTBOpPOBa-
naca 6ina TBepaa pedvoBuHa. lNMepemiwyBanu npoTs-
rom 15xB. oTiM gogaBanu OO0 peakuiiHOT CyMilli
po34MH umkniyHoi cnonykn (X) (2mmornb) y Aamxnop-
mMeTaHi (60mn), i cymil nepemilyBany npu KiMHaTHiIN
Temnepatypi npotarom 2roA. lMicna BunapoByBaHHSA
PO34YMHHMKA N eKCTpakuii ANXNOpMEeTaHOM NpoAyKT
ounwann xpomartorpadpieto Ha KONoHLi i3 cunikare-
nem i ogepxxyeanu aumnosaHy crnonyky (XXVIII).

MeTtoguka cuHTesy D (cnocib koHaeHcauii i3 3a-
ctocyBaHHaM WSC): PosumH umkniyHoi cnomnyku (X)
(0,25mMmonb) y auxnopmeTaHi (10mn) oxonogxysanu
po 0°C. Jopnasanu [0 po34uHy BiAnoBiaHYy kKapboHoBY
Kncnoty (1mmonb) i WSC (1-etun-3-(3-
AvmMeTunamiHonponin)kapbogaiimigy rigpoxnopua)
(1TMmonb) i nepemMiwyBanu npu KiMHaTHI TemnepaTy-
pi npotarom 15roa. Po34mHHMK BUNapoByBanu, i npo-
AYKT ouyumwianu xpomarorpadieto B TOHKOMY Liapi Ha
cvnikareni 1M ogepxysBanu auunoBaHy  Crnomnyky
(XXVII).

MeToauka cuHTesy E (cnoci6 npuegHaHHs i3oui-
aHaty): [Hdo po3umHy umknivyHoi crnonyku  (X)
(0,3mmonb) y auxnopmetani (10mn) gogasanu Bigno-
BigHWM i3ouiaHaT (1,5Mmonb), i cymill nepemiwyBanu
npu KiMHaTHIM TemnepaTypi npotarom 24rof. Pos-
YMHHMK BUMApOBYBanu, i NPOAYKT ouuLLianM Xxpomaro-
rpadieto B TOHKOMY Luapi Ha cunikareni n ogepxysa-
nm aumnosaHy crnonyky (XXVIII).

MeTtoguka cuHTedy F (cnocid npueaHaHHSa ouke-
TeHy): [lo po34mHy LuknivHoi cnonyku (X) (1mMmMone) B
etaHoni (10mn) gopgaBanu guketeH (10mMmonb) i Ha-
rpisanun npu 70°C npotsarom 4rofa. PO34nHHUK Buna-
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| MpOAYKT ouMLanu XpomaTtorpadieto B
ogepxyBanu auyunosa-

Hy crnonyky (XXVIII).

CTpYKTYpHi XiMiYHi DOPMYNM LMKMIYHWUX CNOMyK

(X1-25), opepxxaHux Ha cTagii 1, Ta XxapakTepuUCTUKn
LMx cnonyk nogaHo B Tabnmuax 1.

Tabnnng 1-1

Co R )
XI [20Me  [MS: 312 (M-H)-, NI:1,07-2,82 (10H, m), 3,73 (ifl, d,
16,5 ), 381 (1H, &, 1=165 T, 384 GH, 9, 500 (1K, 9,
_ [6.290H. 5. 6,66 (1H. 5), 6,79-7.19 (4H, m) 4
X2 [-OEt  [MS: 327 (MTH)+, NI:1,07-2.82 (10H, m), 1,38 GH, €,

J=7,2 ), 3,73 (1H, d, J=16,5 I'u), 3,81 (IH, d, J=16,5 I'u),
4,10 (2H, m), 5.01 (1H, s), 6,29 (1H, s), 6,65 (1H, s), 6,79-7,19
(4H, m)

MS: 342 (M+H)™, N1:1,07-2,82 (17H, m), 3,71 (1H, d,
J=16,2 ), 3,81 (1H, d, J=16,2 ), 4.99 (1H, 5), 6,27 (1H, ),
6,66 (1H, ), 6.70-7,20 (4H, m

X3 |2-OCHMe,
X4

2-OCH,Ph

MS: 390 (M+H)*, N1:0,50-3,40 (10H, m), 3,68 (1H, d,

1=16,2 T), 3,82 (1H, d, J=16,2 T), 5,05 (1H, 5), 5,13 (IH, 4,
J=15,0 [w), 5,18 (1H, d, J=15,0 Tw), 6,27 (1H, 5), 6,65 (1H, ),
6.78-6,84 (2H, m), 7.04-7.22 (2H, m), 7,29-7.52 (SH, m)
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Ci R [¥]

K17 [2-C1 M5 A8 (MAHYT, WEOS0-340 110H, m), 3,71 (1H, 4,
Jem 16,2 T, 3,83 {1, o, 1=16,3 Tu), 504 (LW, =), 6,47 (1H, =,
6,72 (1H, sh, B.96-7.02 {1H, m}, 7,16-7.26 (2H, m), 739744
(IH. m}

X1 | 2-F WS 302 (MAHYT, NE0SE-340 (LOH, m), 3,71 {1H, 4,
J=16,2 Tu), 382 (1VH, d, J=16,2 Tuj, 5,07 (1H, =, 8,29 (1H, s},

| 6,72 (IH, &), 6,90-7,30 (4H, m}

X9 [2-CF W5 352 (MAI"

20 [FI W5 283 (M3 ILT, W10, 50- 540 10H, my, 3,09 (10, 4,
=160 ), 354 (1, A, 1=160 Fuj, 4,99 (1H, £, 6,32 {IH, 5,
6,75 (1H, 5), 7.00-7.30 {5H, m}

NI |3-MG; WS A28 (M A1), N I0,50-3,40 (100, my), 3,71 (1H, 4,
J=16,2 I, 3,79 {1H, d, 1=18,2 T'uy, 3,30 {1H, <), 6,43 (1M, g,
&80 (1H, s), T6-712 {1H, m), 7.38-7.56 {ZH, m), 7,70-7 78
(IH, )

X223 |3-CL WS 38 (M), W EQS0-3,40 (10H, m), 3.6% (1H
I=16,2 Tul, 3,83 {1H, d, 1=16,2 Tu), 4,70 (1H, 5, ls:!z {1H, 5,
6,73 (LH, ), T.06-7.30 {4H. m)

K23 [0 M5 302 (0W-Hy, N0 50-3.40 (HIH, m), 3,60-3.72 (4H, m},
1,79 (LH, d, J=16.2 Tul, 4,66 (1H, s, 6,19 (14, 5), 6,65 (1H, 9,
6,78 [2H, d, J=84 1), 7,10 (21, 4, J=§ 4 T}

%24 [M-Br ME; 363, 364 (MEFR®, N1:T.00-1,37 (4H, m), 1,47 (TH, m),
1,56= 168 (IH, m), 190 (LH, m), 2,20 (16, m), 302 (1H, m),
3,90 (1H, d, J=16.5 Tu), 4,02 (1H, d, J=16.3 lup, 4,95 (1H, =),
T.20 (20, d, J=84 Tu), 7.4% (2H, d, J=8.4 Tu)

XI5 [4-C1 WISITS (M-H), M1:0,00-110 (4H, my, 1, 41-1.57 (310, 1n), 165
(LM, m), 2,02 (11, m), 2,80 (1H, m}, 5,70 (1H, d, 1=18,5 Fu),
381 (LH, d_ =165 Tu), 4,71 (1H, =3, 6,50 (1H, 3), 6,72 {1H, 5.
T3 (M, d. J=8.7 [nj, T30 (2H. 4, I=8,T Cuw)

CTpYKTYpHi XiMiYHi dbopMynu crnonyk, oaepXaHux
Ha cTagii 2 MNpuknagis 46-163, xapakTepuCcTUKM Npo-
Luecy auurnioBaHHA Ha cTagii 2 Ta XapakTepucTuKu

X5 [2-OCF;  |MS: 368 (M+H)*, N1:0,50-3,40 (10H, m), 3,70 (1H, d,
1=16,0 Tw), 3,83 (1H, d, 1=16,0 1), 5,06 (1H, 5), 6,39 (1H, 5), ofepaHux cnonyk nogaHo B Tabnuusix 2-1 — 2-10.
6.72 (1H, s), 7.00-7,07 (1H, m), 7.18-7,37 3H, m)
X6 [2-OMe-4-F [MS: 332 (M+H)", NI:0,85-3,48 (10H, m), 3,70 (IH, d,
J=16,8 Tu), 3,83 (1H, d, J=16,8 [w), 3,85 (3H, s), 4,95 (1H, s), Ta6mus 2-1
6,32 (1H, s), 6,58-6,66 (1H, m), 6,68 (1H, s), 6,74-6,82 (1H,
m), 6,84-6,92 (1H, m)
X7 [2-OMe-4- [MS: 348 (M+H), N1:3.83 (IH, d, J=16.8 Tu), 3,85 (3H, s),
Cl 4,95 (1H, s), 6,32 (1H, 5), 6,58-6,66 (1H, m), 6,68 (1H, s),
6.74-6.82 (1H, m). 6,84-6,92 (1H, m)
X8 [2-OMe-4- |MS:420 (M+H)", N1:0.50-3,40 (10H, m). 3,67 (IH, d,
OCH,Ph  J=16,2 Tu), 3,79 (1H, d, J=16,2 Tu), 3,80 (3H, 5), 4,91 (1H, 3),
5,04 (2H, s). 6,23 (1H. s), 6,40-6,70 (4H. m), 7,28-7,48 (5H. m) |
Tabauugs 1-2 No R R > D
45 [2-OMc |COCH; A [MS: 354 (M-H)-, NI:0,90-1,97 (SH, m), 2,12
(3H, s), 2,82 (1H, m), 3,74-3,84 (5H, m), 3,99
(1H, m), 5,74 (1H, s), 6,66 (1H, 5), 6,91 (1H,
d, J=6,9 Tu), 6,99-7,33 (4H, m), [a]D=-129,6°
(c=0,24, MeOH) _
46 [2-OMc |COCH,CH;  |A |MS: 370 (M+H)*, N1:0,50-3,40 (9H, m), 0,98
(3H, t, J=7,2 Tu), 2,24-2,38 (1H, m), 2,60-2,76
(1H, m), 3,79 (3H, s), 3,68-3,87 (2H, m), 3,92-
4,05 (1H, m), 5,80 (1H, s), 6,62 (1H, s), 6,70
¢ R 5 (1H. 5), 6,84-7,34 (4H, m)
9 47 [2-OMe |COCH,CH,CH;|A |MS: 382 (M-H)-
X9 [2-OMe-5-F |MS: 332 (M+H)*, N1:0,50-3,40 (10H, m), 3,70 (1H, d 48 [2-OMe |COCF, A_|MS: 408 (M-H)"
J=16,2 T, 3,82 (3H, 5), 3,85 (1H, d, J=16,2 I'w), 4,96 (1H, s), 49 [2-OMe |COCH,CF; D |MS: 424 (M+H)*, N1:0,50-3,40 (9H, m), 3,84
16,37 (1H, 5), 6,48-7,02 (4H, m) (3H, ), 3,55-3,90 (4H, m), 3,93-4,06 (1H, m),
X10 12,3-(0OMe), |MS: 344 (M+H)¥, N1:0,50-3,40 (10H, m), 3,68 (1H, d, 5,62 (1H, s), 6,73 (1H, s), 6,78 (1H, s), 6,90-
J=16,0 Tu), 3,72-3,83 (7H, m), 5,04 (1H, s), 6,27 (1H, s), 6,42- 7.36 (4H, m)
6,50 (1H, m), 6,66 (1H, s), 6,82-6,94 (2H, m S0 [2-OMc  |COCF,CF; A |MS: 460 (M+H)", N1:0,50-3,40 (9H, m), 3,79
X11 |2,4-(0OMe); |MS: 344 (M+H), N1:0,50-3,40 (10H, m), 3,60-3,88 (2H, m), (3H, 5), 3,76-3,95 (3H, m), 6,08 (1H, s), 6,83
3,71 3H, s), 3,80 (3H, s), 4,93 (1H, s), 6,20-6,40 (2H, m), (1H, 5), 6,86 (1H, s), 6,90-7,40 (4H, m)
6,51-6,58 (1H, m), 6,62-6,73 (2H, m) 51 [2-OMe |COCH,OH *1 [MS: 370 (M-H)-, N1:0,73-3,07 (9H, m), 3,88~
X12 [2,5-(OMe); [MS: 344 (M+H)*, N1:0,50-3,40 (10H, m), 3,62 (3H, s), 3,68 4,22 (8H, m), 5,73 (1H, s), 6,93 (1H, m), 7,10-
(1H, d, J=16,0 ['w), 3,77 (3H, s), 3,81 (1H, d, J=16,0 [u), 4,94 7,12 (3H, m), 7,32-7.35 (2H, m)
(1H, s), 6,28 (1H, s), 6,32 (1H, d, J=3,0 Tu), 6,66 (1H, s), 6,72 52 [2-OMe |COCH,0Ac C [MS: 412 (M-H)", N1:0,65-2,95 (12H, m), 3,81-
(1H, dd, J=3,0, 8,7 Tw), 6,88 (1H, d, J=8.7 Tu) 3,93 (6H, m), 4,65 (1H, d, J=15 I'u), 5,25 (1H,
X13 [2-Me MS: 298 (M+H)*, N1:0,50-3,40 (10H, m), 2,41 (3H, s), 3,68 d, J=15 Tu), 5,61 (1H, s), 6,80 (2H, m), 6,98
(1H, d, J=16,0 Tw), 3,82 (1H, d, J=16,0 Tw), 4,91 (1H, s), 6,24 (1H, m), 7,06-7,12 (2H, m), 7,35-7,41 (1H, m)
(1H, s), 6,67 (1H, s), 6,83-7,17 (4H, m)
X14 [2-Et MS: 312 (M+H)*, N1:0,50-3,40 (12H, m), 1,23 (3H, t, Tafirnnn 2-2
J=7,5 Tu), 3,68 (1H, d, J=16,5 ), 3,82 (1H, d, J=16,5 Tu),
5.02 (1H, s), 6,23 (1H, s), 6,67 (1H, s), 6,85-7,17 (4H, m) s
X15 [2-CHMe, |MS: 326 (M+H)", N1:0,50-3,60 (15H, m), 3,68 (1H, d, LT
J=16,0 T'w), 3,82 (1H, d, J=16,0 I'u), 5,10 (1H, s), 6,25 (1H, s), o
6.70 (1H, 5), 6,80-7,30 (4H, m) -
X16 [2-Br MS: 362, 364 (M+H)", N1:0,50-3,60 (10H, m), 3,72 (IH, d, L
J=16,0 Tw), 3,83 (1H, d, J=16,0 Tw), 4,97 (1H, 5), 6,42.(1H, 5), I
6,73 (1H, s), 6,95-7,03 (1H, m), 7,10-7,29 (2H, m), 7,56-7,63 ..D
(IH, m) H
_— 3 No[ R R 5 [
anlsa 53 |2-0Me [COCHOM: C :..15: 386 (M=H)", M1.0,30-2,40 (9, ),
1,31 (3, s, 3,72-3.84 (2H, m] 33¢[3H
<), 3,94-4,04 (1H, mm), 4,08 {LH
H=14.4 T}, 4,4 (1H, d, 1-144|'u:,ssa
(14, 2, 6,60 (1H, 5, 5,73 (1, 5, &85
| ) 7,34 (4H, m)
54_[2-0Me [COCHOEL C [MS: 398 (M-H) )
55 |2-0Me [COCH O [# A48 (M-H)
sh |2 OMe [COCHPL C_|ME 430 (M- H)
57 |2-0Me |COCH=CHPIL C 442 (M-Hy ] .
58§ |2-0Me [COCE=CPh € [MS: 440 (M-H)
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Tatamus 2-5

2 | 2-0hie |COCH=CHCH, (M5 330 (M-H), NR0TR-3008 {12H, ),
385 (3H, £), 357 (1H, d, J=17 Ty, 397
(10, o, 3=17 [u, 4,23 {1H, m), 6,32 {IH, |

sh, G507 (4H, m)
G [2-OMe [COCHCHACOOMe] O M5 428 (M4H)™
61 [2-Cbde JCOCHCHACOON | *2 (M5 412 (M-HY
63 J2-Obdie JCOCHCHCHLOH | 3 [MS: 400 (M+HIT
|63 |2-Chfe [COCH.NHE C|MS: 503 iM-Hy o
|64 |2-OMe [COCH-NH; A _
G5 [2-OMe |[COCHCHNHE C N R R S D
66 [2-0Me [COCHCH-NH, 5 [M5: 384 (M-H), M1,0,67-3,32 {1 3F, m), N
3,753,806 (6H, m), 8,09 (1H, ), 6,53 (1H, 99 [2-OCHMe; |COCH,CH; |A |MS: 398 (M+H)*, N1:0,95-3,32 (20H, m),
feh, 6,66 (1H, ), 687 {1H. m}, 6,93-6.99 3,77-3,85 (2H, m), 3,99 (1H, m), 4,71 (1H,
(2H. m). 7.26 (1H. m} m), 5,78 (1H, s), 6,62 (1H, s), 6,71 (1H, s),
67 |2-Ohe |[COCH2CHOM: O [MS: 400 (M=H)” 6,84 (1H, m), 6,98-7,03 (2H, m), 7,25 (1H,
af | 1-Ohe [COCHZCHaPh O |ME44 (M-Hy, N0 EE-2.597 (13H, m), m)
3, 71-3.86 (SH, m), 407 (1H, m), 583 (1H, 100 |2-OCHMe,; |COCH,OEt [C |MS: 428 (M+H)*, N1:0,62-3,51 (20H, m),
d, J=54 i), 4.465-6,78 (1H, m), 4,§8-7,03 3,74 (1H, d, J=16 Tu), 3,83 (1H, d,
i 3H, ). P 17-T28 0 TH, m) J=16 Tu), 3,97 (1H, m), 4,17 (1H, d,
J=18 l'u), 4,36 (1H, d, J=18 I'u), 4,73 (1H,
Tabauus 2-3 m), 5,58 (1H, s), 6,66 (1H, s), 6,74 (1H, s),
6,85 (1H, m), 6,99-7,04 (2H, m), 7,26 (1H,
m)
01 [2-OCHMe, |COOMe B |MS: 400 (M+H)'
2 [2-OCH,Ph_|COCIHL0E: _|C |MS: 476 (M+H)*
[103 [2-OCH,Ph__|COCH, A_|MS: 432 (M+H)™
4 [2-OH COCH,OET _|*7 |MS: 386 (M+H), N1:0,58-3,49 (11H, m),

1,09 (3H, t, J=6,9 T'm), 3,75 (2H, q,
J=16,5 T'u), 3,90-4,03 (IH, m) 3,96 (1H, d,
J=13,8 I'n), 4,38 (1H, d, J=13,8 T'n), 5,63

N[ R 7 3 B (1H, 5), 6,63 (1H, s), 6,70 (1H, 5), 6.75-
6,58 (2H, m), 6,89-6.98 (1H, m), 7,07-7,18
[69 [2-OMc |COCH;CH;-(3- | C |MS: 476 (M+H)* (iH, m), 9,71 (1H, brs)
| OMe-Ph) 5 [2-OH COCH; *8_[MS: 342 (MTH)"
170 |2-OMe  [COCH,CH,-(3,4- | C |MS: 482 (M+H)* 6 |2-OCF; COCH; A_|MS: 410 (M+H)"
F,-Ph 7 [2-OMc-4-F |COCH,CH; |A |MS: 386 (M-H)-, N1:0,50-3,40 (11H, m),
71 [2-OMe |COCH,CH,SMe __| C |MS: 414 (M-H)- 0,99 3H, 1, J=7,2 Tw), 3,83 (3H, s), 3,71~
72 [2-0Me |COCH,COCH; F [MS: 398 (M+H)" 3.87 (2H. m), 3,94-4,06 (1H, m). 5,75 (1H,
73 [2-OMe |COCH,COOEX 3 [MS:428 (M+H)* 5). 6.62-7,04 (SH. m)
74 [2-OMe _|COCOOEt B [MS: 412 (M-H)" 108 [2-OMe-4-F _|COCH,OEL _|C_|MS: 418 (M+H)*
75 [2-OMe _|COPh C [MS: 416 (M-H)-
76 {2-OMe |CO-2-ipnama C |MS: 417 (M-H)-, N1:0,95-2,99 (9F1, m), TaGmmus 2-6
3,68 (3H, 5), 3,83-3.85 (2H, m), 4,08 (IH,
m), 5,56 (1H, 5), 6,65-6,71 (2H, m), 6,83-
7,01 (3H, m), 7,25 (1H, m), 7,37-7,42 (2H,
|m), 7.90 (1H, m). 8,50 (1H. m)
lLZ-OMe CO-3-nipuaua C [MS: 417 (M-H)-
78 |2-OMe _|CO-4-nipwaua C |MS: 417 (M-H)-
79 [2-OMe _|CO-2-nipasn C |MS: 218 (M-H)-
80 [20Me |COOMe B [MS: 370 (M_H)"
81 [2-OMe |COOEt B [MS: 384 (M_H)-, N1:0,983,08 (13H, m),
3,68-4,20 (7H, m), 6,43 (1H, 5), 6.67-7,39 No R R s D
L SH, m) 109 |2-OMe-4-F |COCH A [MS: 374 (MTH)*, N1:0,38-3.45 (OH, m)
2-OMe [COOCH;Ph MS: 446 (M-H)- ? 2,13 (3H, 5), 3,73-3,92 (2H, m), 3,86 (3H.
|83 12-OMe |COOPh MS: 432 (M-H) 5), 3,93-3,98 (1H, m), 5,67 (1H, 5), 6,69
[84 [2-OMe |CONHET MS: 383 (M-H)-, N1:0,76-3,20 (12H, m), (1H. brs), 6.75 (TH, brs), 6.91-7.04 (3H. m) |
i 3,89-3,96 (SH, m), 4,21 (IH, m), 5,88 (1H, 110 |2-OMe-4-CI [COCH; A_[MS: 390 (MTH)*
‘ ). 6,26 (1H, m), 6,83-7,12 3H, m), 7,30 111 [2-OMe-4- |COCH, A [MS: 462 (M=H)"
& 0V [ CONTCHCIOH E Slg%)s M+H)* OCH,Ph
&3 [2-OMe LCH,CH, :39) (M+H) 112 ?)-}?Mc-fl- COCH, 9 [MS: 372 (M+H)*
Tabmmus 2-4 3 [2-OMe-5-F_|COCH, A IMS: 373 (MTH)™
4 2.3-(OMe), |COCH; A [MS: 386 (M+H)*
5 [2,4-(OMe), |COCH; A [MS: 385 (M+H)®
6 [2.5-(0Me), |COCH; A [MS: 386 (MTH)”
7 [2-Me COCE; A [MS: 304 (M*H)"
S [2-Me COCH,CH; | A [MS: 354 (M+H)", N1:0,50-3,42 (1TH, m),
0,99 (3H, t, J=6,9 Tu), 2,35 (3H, 5), 3,77
(IH, d, J=16,2 Ty, 3,88 (1H, d,
1=16,2 Tu), 3,94-4,08 (1H, m), 5,65 (1H,
5). 6,68 (1H, 5), 6,78 (IH, ), 7,01-7,08
No| R R S D (1H. m), 7.12-7,30 (3H. m)
36 [2-0Me  |SO,CIH; B [MS: 432 (M+CH3CNIT+H)*, N1:0,73-2,00 112 [:Me COCH,OEt [C o g;‘,":‘}:‘g;vr"l‘l')"’fgs'z'(}sf{('s)”"}vs"l":
it 3;)266(35“3 D g, - (M, q,1=16,2 Tw), 3,99°4,07 2H, m), 4,33
) » ), 6  5), 6 » S (IH, d, J=14.4 Tw), 5,51 (IH, 5), 6,70 (1H,
6,81-6,83 (2H, m), 7,00 (1H, m), 7,18 (1H, W g i e e ey
‘ k) ), 678 (1H, 9, 6381,
37 [2-0Ft COCHy A _|MS: 370 (M+H)" ! 130 GEL -
88 [2-0Et  |COCH,CH; | A |MS: 382 (M-H)-, N1:0,57-3,42 (I7H, m), .M Coeton Ly gﬁ‘t:'&
3,75 (1H, d, J=17 [u), 3,83 (1H, d, ‘2 M COC-IOMe C [MS: 368 (M-H)-
J=17 [w), 3.97-4,14 3H, m), 5.81 (1H, s). oM COCH: LIS MMY
6,64 (1H, s), 6,72 (1H, s), 6,88 (1H, m), 23 2-Me OCHj A TMS: 340 (M+H)”
6.98-7,01 (2H, m). 7.27 (1H, m) 24 [2-Me COOE: B MS: 370 (M+H
%9 [20Et  |COCH,CH,CH;| A |MS: 398 (M+H)*, N1:0,61-2,82 (1911, m),
3,79 (2H, d, J=26, 18 I'u), 4,02-4,11 (3H, Tabnnus 2-7
m), 5,81 (1H, 5), 6,63 (1H, 5), 6,71 (1H, 5),
6,88 (1H, m), 6,98-7,01 (2H, m), 7,27 (1H,
m
0 |2-OF COCF. A_[MS: 424 (MTH)"
2 OFt COCH;0Ac C |MS: 428 (M+H)"
2-OFt COCH,0H *6 |MS: 386 (M+H)"
2-OEt COCH,OMe | C [MS: 400 (M+H)"
94 [2-OFt COCH,OFt C_[MS: 414 (M*H)"
95 [2-OE COOMe B |MS: 384 (M-H)-, N1:0,62-3,42 (12H, m),
3,61 (3H, s), 3,71-4,06 (SH, m), 6,16 (1H, No R R’ S D
2”9?26 g‘“'HS)v 6,69 (1H, 5), 6,85 (1H, m), 125 [2Me |COOMe B [MS: 370 (M+H)", N1:0,50-3,50 (10H, m),
g i -6,97 (2H, m), 7,24 (1H, m) 2,25 (3H, brs), 3,64 (3H, 9), 3,72 (IH, d,
6 120F _ |COOR B [MS: 400 (M H) J=15,0 ['w), 3,80 (IH, d, J=15,0 ), 6,01
7_|2-OEt CONHEt E [MS: 399 (M+H) (1H, brs), 6,60 (1H, brs), 6,73 (1H, brs),
8 |2-OCHMe, |COCH; A |MS: 384 (M+H)* 6,98-7.22 (4H, m)
126 [3-Et COCH,CH,CH | A [MS: 362 (M+H)"
127 |2-Et COCH,CH, | A [MS: 368 (M+H)"
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126 [2-Et COCH;COOMe | © [M&: 317 [M-HI", NT:0.53-3 30 {16H, m), Tabanusa 2-10
3,60 [IM, £, 372397 (3H, m}, 5,56 (1H, 0 3
l s), 6,77 (IH, 5), 6,82 (LH, s}, 7,05-7,18 (14, ,(ﬁ,g
i}, T,2E-T.42 (2R, m) 1 P
FERERE: COCILORT € (MS:188 (M-, W1:0,50-3,60 (910, ), o
| E.?J (1H, 4, J=15,0 Tu), 3,83 [LH.sd. il
=150 Fu), 3.90-4,04 (ZH, m), 4.26 {1H, 4, W ’I s
J=14,0 T, 560 (TH, ke, 6,70 (1H, bra),
16,78 (LH, bis, 7.490-7,30 (4EL ""O
o4 b | GTS O, b TO0T M0 M) "
(30 2-Er [COCHOMe | TS s Meby- : : S —
131 [2-EL COCH; ﬁ_JM.*i. 33 (MAEDT, NT:0,50. 3,000 (148, m), No | R R S D
|Z.I0 13H, =), 3.?? {TH. d. J=13.0 Tu), 583 150 ,2—F (COCH,0Et | C [MS: 388 (M+H)~, N1:0,67-3,49 (14H, m), 3,76
|[lH. o, J=150 Ty, 3 914,03 (LH, o), 5,64 (1H, d, J=16 T'w), 3,85 (1H, d, J=16 Tw), 4,01
| (11, bes), 6.9 lii birsh, 6,77 L LH, brs), (1H, m), 4,18 (2H, m), 5,80 (IH, 5), 6,79 (IH, 3),
L S {7,730 (4H, m ——— ] 6,83 (1H, s), 7,11-7,26 (3H, m), 7,36 (1H, m
131 [-E CO0Me B ME 300 (MEHY 151 2-F COOM B IMS: 360 (M+H)", N1:0,62-3,92 (10H, m), 3.64
(133 3-CHMe, [COCH, A MS 368 M-Hy ¢ (3H, s), 3,76 (1H, d, J=16,8 T'u), 3,83 (1H, d,
134 *-Br CCICH;CE"; M5 4T (M-H), N1:0,62-3,51 {1 1H, m), J=16.8 I'n), 6,16-7,01 (1H, m), 6,69 (1H, s), 6,79
l| 3A2-5.99 (3HL m), 547 {1H, m}, 6,86 (1H, (1H, s), 7,07-7.26 (3H, m),7,31-7,44 (1H, m)
sp, B50 (TH, €, T30 (1H, m), 7,31-7 41 152 |2-CF;_|COCH; A [MS: 394 (M+H)~
| (2H, mi, 770 (1H. m) 153 H COCH A |MS: 326 (M+H)"
154 H COCH;CH; A |MS: 240 (M+H)", N1:0,63-3,32 (14H, m), 3,73-
' 3,87 (2H, m), 4,00 (1H, m), 5,68 (1H, s), 6,69
(1H, s), 6,79 (1H, s), 7,26-7,37 (3H, m)
Tabauus 2-8 155 H COCH,0Et { C [MS: 370 (M+H)~, N1:0,60-3,58 (14H, m), 3,74-
4,00 (4H, m), 4,27 (1H, d, J=14 I'n), 5,74 (1H, 5),
~ s 6.72 (IH, 5), 6,80 (1H, 5), 7,25-7,38 SH, m) |
: \ P2 156 H COOMe B |MS: 342 (M+H)~, N1:0,58-3 88 (10H, m), 3,42 |
o (3H, s), 3,74 (1H, d, J=16,5 ['u), 3,82 (IH, d,
_— J=16.5 T'w), 5.93-6,06 (1H, m), 6,64 (IH. s), 6,77
% iH. s). 7.14-7,37 (5H, m)
Ly 157 |2-NO, [COCH A [MS: 370 (M=H)*
158 |2-NH, |COCH; *11 : 341 (M+H)*
i [159 [3-C1__|COCH; A |MS: 360 (M+H)* i
[No R R S D ] 160 [4-OMe_|COCH, A_|MS: 356 (M=H)* |
| - . S— — - “OCH3 A [MS: 404 (M-H)-
3 B HlE>CHZCH3 "A MS: 418 (l\l]-H)"l._\ll:O,S72-3.4}2{(lIH. m), | ; ; 2_2', légé{‘ Trg——jsﬁﬁ_";, —
0,98 (3H, t, J=7.2 Tw), 3,79 (1H, d, 5
| J=15.9 ), 3,87 (1H, d, 1=15,9 Th), 3,94-4,08 163 J4-C1__|COCH,0Ft | C IMS: 404 (M+H)”
(1H, m), 5,62 (1H, s), 6,80 (1H, s), 6,84 (1H, :
‘ i i rp L Bt CumBONM B NOAaHUX BULLe Tabnmusx MatoTb Taki
7.45 (16H, n;), 7.66-7,74 (610H, m) - 3Ha4YeHHA:
136 2-Br COCH,COOMe| C |MS: 462 (M+H)*, N1:0,60-3,43 (9H, m), 3, .
i (1H, 4, J=15 [u), 3,59 (3H, 3), 3,79-3,98 (4H, \ Co: Homep cronyku,
m), 5,43 (1H, s), 6,89 (1H, 5), 6,90 (IH, s), .
7,21 (1H, m), 7,31-7.45 (2H, m), 7,70 (1H, m)\ No: HO!VIep anK‘naﬂ-y’ .
|m 2-Br  |COCH,0Et | C |MS: 433 <M*“g’~'“"~°~57°6'3(;"g‘3,‘“- m), R: 3amicHMK npu 6eH30NBHOMY LMK,
1,07 (3H, t, J=6,6 Tu), 3, 2l . . L
J=16,0 '), 3,86 (1H, d-,,.l=l6.() Tu), 3,91-4,03 R': 3amicHuK npu aTomi a3orty,
(1H. m), 4,13 (1H, 4, J=15,0 Tu), 4,42 (1H, d, .
J=15,0 [u), 5,42 (1H, brs), 6,82 (1H, brs), 6,84 D: XapakTepucTnkn Crnonyku,
(1H, brs), 7,15-7,41 3H, m), 7.64-7,70 (IH, | S: MeToauka cuHTesy, 6a3oBaHa Ha cTagii 2,
m . .
|'|33 2 Br__|COCH,OMe | C [MS: 434 (M-H)" ST: cTpykTypHa ximiyHa chopmyna,
{139 [2-Br __|[COCH;,4 A [MS: 402 (M-H)- . _ [ . _
140 12-CI COCH; A |MS: 360 (M+H)*, N1:0,48-3,64 (9H, m).2,16 MS: mac CNeKTp (IOHI3aLI,IF| €J1EeKTPOHHUM y}.'l,a
26 T, 354408 (IR my S04 (L. | pom), -
??3 (71};2‘5;_’}*6:36)(1;34_65,7‘ ;]‘é](ﬁl.’z‘,z.jglﬂ..m)' N1: "H-AMP (nentepoBaHuii ,El,l\iICO, BHYTPILLHIN
-7,42 (2H, m), 7,46-7,5 ., m -
A pCi [COCHEm, A [Ms: 393 QM i CTaHfl,apT TeTpameTUnCcunaH, 8, MInH ™),
: IPUMITKU.
Yucna nepen NO3HAYEHHSAMU 3aMICHUKIB O3Ha-
B yaloTb nono»(ezHi 3aMiCHMKIB NpW BGEH30MBbHOMY LiK-
kni. Hanpuknag, 2,5-(OMe)2 osHavae, LWo MeToKeur-
pynn 3HaxoAsTbCs B TMONOXEHHAX 2 Ta 5, a
COCH2CH2-(3,4-F,-Ph) O3Havae 3-(3,4-
AndTopdeHin)nponaHoin. Z o3Hayae GeH3MNoKCHKa-
p6oHin. Mpumitkn (*1-*11) y Tabnuusax MawTb Taki
= . HIEH CH . MS: 388 (M+H NIDO 0-3,50 (16H, m), SHaHeHHs:
4 -Cl COCH; A : 38 +H)", N1:0,50-3,5 , m), . .
= }2 < s 3‘77(lH.(d, J=:5,9 Fu),33.85 (1, };: bm ] *1: Cnonyka Gyna cuMHTEe30BaHa LUNSIXOM rigponi-
J=15.9 I'w). 5,71 (1H, brs), 6,78 (1H, brs), i i
6.81 (1H. by, 7.14-7.22 (1H, m), 7.28.7 40 3y cnonyku 3a I'ngkna,qom 52 rigpokcuaom HaTpito 3a
{ (2H. m). 7.45-7,53 (1H, m) 3BMYaNHMM Ccnoco6om.
143 2-C1 COCH,CF; C |MS: 426 (M-H)-, N1:0,62-3,55 (11H, m), ] *0. . .
3,81-4,07 (3H, m), 5,03 (iH, 5), 6,89-695 | 2: Cnonyka 6yna cuMHTEe30BaHa LUNAXOoM rigpori-
(2H, m), 7.21 (1H, m), 7,43-7,44 (2H, m), 3y crnonyku 3a Mpuknagom 60 rigpokcMaoM HaTpito 3a
7.58 (1H, m)
144 2-Cl COCH,OMe C |MS: 388 (M-H)- _ 3BNYaNHUM CrocobomMm.
sl el el R L 3*: Cnonyka byna cuHTe30BaHa LUMSIXOM BiIHOB
1,07 (3H, t, J=6,6 I'u), 3,76 (1H, d, . -
J=16,0 T'u), 3,86 (1H, d, J=16,0 I'm), 3,91- .
403 (1K, m), 416 (11, & J=i4.4 1. 4.9 neHHs cnonyku 3a [puknagom 60 aniomorigpuaom
(1H, d, J=14.4 Tu), 5,55 (1H, brs), 6,80 (1H, iTi 1
B (e T S niTito fa 3BMYaNHMM cnocobom. .
13 [2-CT  |COCH,COOMe | C |MS: 416 (M-H)-, NI:0.61-3,52 (I0H, m), 4*: Cnonyka byna cuHTe3oBaHa LUMAXOM BidLle-
32%%‘{%‘22'?2&?%;‘;3 i NNeHHs rpynu 3axmcTy Big cnonyku 3a MNpuknagom 63
47 |2-CI COOMe B |MS: 376 (M+H)* 1 H i
L e T M WnAXoM riApYBaHHA i3 3aCTOCYBaHHAM nanapiio Ha
45 [2-F COCH,CH; A [MS: 358 (M+H)4, N1:0,63-3,39 (14H, m), BYrinni 3a 3su4aviHum cnocobom.
KT Y e e ) 5* Crionyka 6yna cUHTE30BaHa LUMSAXOM BiALle-
1 m), 7,38 (1H, m) NIEHHs rpynu 3axucTy Big, cnonyku 3a MNpuknagom 65

LUAAXOM TiApyBaHHSA i3 3aCTOCYBaHHSAM nanagiio Ha
BYTiNni 3a 3Bn4anHUM cnocobom.
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6*: Cnonyka 6yna cMHTe30BaHa LUMSAXOM Tigporti-
3y cnonyku 3a Npuknagom 91 rigpokcnaom HaTpito 3a
3BUYANHMM CMOCOGOM.

7*: Cnonyka Gyna cuHTe30BaHa LUNSAXOM BifLLle-
NIEHHst Tpynu 3axucTy Big cnomnyku 3a [Mpuknagom
102 wnaxom rigpyBaHHS i3 3aCTOCYBaHHSAM nanagito
Ha Byrinni 3aa 3BM4anHMmM crnocobom.

8*: Cnonyka Oyna cuvHTe30BaHa LUNSXOM BifLle-
NAEeHHs rpynu 3axucTy Big cnomnyku 3a [lMpuknagom
103 wnaxom rigpyBaHHs i3 3aCTOCyBaHHAM nanagito
Ha Byrinni 3a 3BM4aHMM Criocobom.

9*: Cnonyka Oyna cuHTe30BaHa LUMNSAXOM BifgLle-
NMEeHHs rpynu 3axucTy Big cnomyku 3a [Mpuknagom
111 wnaxom rigpyBaHHA i3 3aCTOCyBaHHAM nanagito
Ha Byrinni 3aa 3BM4anHMmM crnocobom.

10*: Cnonyka 6yna cvHTe30BaHa LUMSAXOM rigpo-
nigy cnonyku 3a lMpuknagom 120 rigpokecuaom HaTpito
3a 3BMYaniHUM Cnocobom.

11*: Cnonyka Gyna cMHTe30BaHa LUAXOM BifgLLle-
NIEeHHs rpynu 3axucTy Big cnomyku 3a [Mpuknagom
157 wnaxom rigpyBaHHA i3 3aCTOCyBaHHAM nanagito
Ha Byrinni 3a 3BM4aHMM crocobom.

Cronyku 3a lNpuknagamm 164-168 6ynu cuHTe-
30BaHi TakMm camo cnocobom, sik crionyka 3a [MNpuk-
nagom 45.

Mpuknag 169

Oo posunHy cnonyku 3a [Npuknagom 39 (20wmr,
0,06mmonb) y nipuauHi (1mn) gogaeanu ouUTOBUNA
anrigpuvg, (130mr, 1,3mMmorb), i cymilw nepemilysanm
npu 90°C npotsirom 4rof. PO34nMHHMK BMNapoByBanu,
NPOAYKT ouuLanu xpomaTorpadieto B TOHKOMY LUapi
Ha cunikareni, i ogepxyBanu cnonyky 3a Npuknagom
169 (23mr, 89%) y Burnagi 6inoi TBepaoi peyoBUHU.

Mpuknagn 1701 171

Cnonyku 3a lMpuknagamn 170 i 171 6ynn cuHTe-
30BaHi LWIAXOM MeTurnyBaHHA cronyku 3a [lpukna-
nom 45 meTunnoanaom 3a 3BU4aiHMM Crocooom.

Mpwuknag 172

[o posuuHy cronyku 3a Mpuknagom 39 (40wmr,
0,13mmonb) y amxnopMeTaHi (1mn) gogasanu meTu-
nnoama (0,08mn, 1,3mMmonb), i cymiw nepemiwysanu
npu KiMHaTHIn Temnepatypi npotarom 48rog. Pos-
YMHHMK BMNApOBYBanu, NPOAYKT O4MLLanu xpomartor-
pacpieto B TOHKOMY LUApi HA OKCuAi antoMmiHito, i ogep-
XyBanu cnonyky 3a [Npuknagom 172 (9wr, 21%) y
BuUrnsai 6inoi TBepaoi pevoBmHM.

Mpuknag 173

Cnonyka 3a lNpuknagom 173 Gyna cuHTe3oBaHa
Takum came YMHOM, SIK crnionyka 3a [lpuknagom 172,
3a TMM BUHATKOM, LIO METUNNOAMA, BUKOPUCTOBYBA-
HUIA Onsa ankinyBaHHSA, 3amiHioBanu etunbpomaveTa-
TOM.

Mpuknag 174

Cnonyka 3a [lNpuknagom 174 6yna cuHTe3oBaHa
LINAXOM 34INCHEHHA peakLii, onucaHol ansa cragii 1
Mpuknagy 36 Ta B lNpuknagi 45, 3a TUM BUHATKOM,
o TeTpamoBy KMCNoTy 3amiHoBanm 1,3-
LMKIOMNEHTaHiOHOM.

Mpuknag 175

Cnonyka 3a [lNpuknagom 175 6yna cuHTe3oBaHa
3a TOK came CXeMoto, Lo crnonyka 3a lNMpuknagom 1,
3a TUM BUHATKOM, Wo 1,2-chbeHineHgiamiH 3amiHioBa-
N Ha 2-amiHoTiodpeHon i K anbAeria BUKOPUCTOBY-
Banu 4-6pombeHsanbaeria.

Mpuknag 176
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Cnonyka 3a [lNMpuknagom 176 Byna cuHTe3oBaHa
3a TOK came CXeMoto, Lo crnonyka 3a lMpuknagom 1,
3a TUM BUHATKOM, Wo 1,2-cpbeHineHgiamiH 3amiHioBa-
N Ha 2-amiHOgEeHOoN i Sk anbAerig BUKOPMCTOBYBAmNM
4-6pombeH3anbaeria.

Mpuknag 177

Oo PO34YnNHY 5-(2-amiHoeHin)meTun-1,2-
avrigponipa3son-3-oHy (50mr, 0,25Mmonb) y meTaHoni
(3mn) popasanu outoBy kucroty (10mr) Ta 4-
6pombensanbaerig (54mr, 0,29vmmons), i cymiw ne-
pewmiwysanu npu 70°C npotarom 20rog. MNicna 3aBe-
PLUEHHSA peakuii pO34YMHHMK BMNapoByBanu, i 4o oge-
pXXaHoi TBepAol peyvYoBWHW [ojdasBanu LieTUNoBuKn
edip. lMicna @inbTpyBaHHSA NPOAYKT npoMuBany, i
ofdepxysanu crnonyky 3a MNpuknagom 177 (1mr, 2%).

XiMiyHi cTpyKTYypHi dhopmynu cnonyk 3a [lNpukna-
Aamun 164-177 Ta xapakTepuCTUKN LMX CMonyk nopa-
Ho B Tabnuusax 3-1-3-3.

Tabamus 3-1
No | ST D ]
e | N |[MS332 (MHH)T, )-3,40 (20H, m), 1.88
(3H, s), 3,50-3,71 n), 3,78-3,94 (1H, m),

4,02-4,20 (1H, m), 6,40 (1H, s), 6,57 (1H, 5)

9, 3,77 (H, d, J=15,0 Tw), 3,83 (I, d,
J=15,0 Tu), 3,93-4.08 (1H, m), 5,65 (1H, 5), 6,78 |
(1. 5), 6,84 (1, 3), 7,32-7,44 (1H, m), 7.60-7,69
(1H, m), 8,40-8,54 (2H, m)

MS: 410 (M+H)", N1:0,50-3,40 (9H, m), 2,08 (3H,
s), 3,75 (2H, s), 3,90-4,04 (1H, m), 5,68 (1H, s),
6,72 (1H, d, J=3,9 T'u), 6,81 (1H, s), 6,82 (1H, s),
7,07 (1H, d, J=3.9 Tu)

MS: 354 (M-H)-, N1:0,90-2,90 (9H, m), 2,12 (3H,
5), 3,74-3,84 (SH, m), 3,99 (1H, m), 5,75 (1H, s),
6,64 (1H, s), 6,92 (1H,2s), 6,99-7,33 (4H, m),
[a]D=+127.9° (c=0,215, McOH)

MS: 350 (M+H)™, NI:1,60 (3H, s), 3,82 (3H, s),
3,99 (1H, d, J=16,2 I'n), 4,02 (1H, d, J=-16,2 Tu),
6,50-7,10 (9H, m), 7,22 (1H, s5), 9,40 (1H, s5)

Tabauua 3-2

MS: 398 (M+H)*, N1:0,57-3,46 (9H, m), 2,18 (3H,
s), 2,30 (3H, ), 3.86 (3H, s), 4,03-4,14 (1H, m),
4,20 (1H, d, J715,6 ), 4,28 (1H, d, J=15,6 I'0),
5,80 (1H, s), 6,88-6,98 (1H, m), 7,03-7,14 (2H, m),
7,29-7,38 (1H, m), 7,53 (1H, s)

MS: 384 (MFH)*, N1:0,50-3,40 (9H, m), 2,12 (3H,
s), 2,75 (3H, s), 2,80 (3H, s), 3,82 (3H, s), 3,88-
4,14 (3H, m), 5,68 (1H, s), 6,84-6,92 (1H, m),
6.98-7,05 (2H, m), 7.24-7,32 (1H, m)

MS: 370 (M+H)*, N1:0,50-3,40 (9H, m), 2,12 3H.
s), 2,71 (3H, s), 3,72-4,04 (6H, m) 5,72 (1H, s),
6,68 (1H, s), 6,84-7,06 (3H, m), 7,24-7,32 (1H, m)

MS: 326 (M+H)*, N1:0,98-3,14 (12H, m), 3,84
4,00 (SH, m), 5,09 (1H, s), 6,81 (1H, m), 6,94-7,02
(2H, m), 7,20 (1H, m)

MS: 400 (M+H)*, N1:0,83-3,50 (14H, m), 3,69-
3,84 (5H, m), 4,04-4,17 (3H, m), 5,00 (1H, s), 6,30
(1H, ), 6,62 (1H, m), 6,80 (1H, m), 6,91-6,94 (2H,
m), 7,18 (1H, m)
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Ta6anus 3-3

D

MS: 355 (M*H)", N1.0,90-2,90 (13H, m), 2,11
(3H, 5), 3,83 (3H, 5), 4,01 (1H, m), 5,76 (1H, s),
6,80-7,30 (4H, m), 7,45 (IH, s)

rNo
17

175 MS: 374 (M¥H)", N1:4,02 (2H, 5), 5,30 (1H, 5), |

6,22 (1H, s), 6,77-7,18 (8H, m), 7,60 (1H, s)

176 MS:357,359 (M+H)+, N1:4,08 (2H, s), 6,05 (1H,

s), 6,51-7,45 (8H, m), 7,30 (1H, s), 9,58 (1H, s)

177 MS: 357 (M=H)*, NI:3,75 (1H, d, J=16,2 ),
3,88 (1H, d, J=16,2 [), 5,10-5.21 (2H, m), 6,62-
i 6,69 (1H, m), 6,76-6,85 (1H, m), 6,92-7,00 (LH,

m), 7,05-7,14 (3H, m), 7,35-7,42 (2H, m)

CurMBONMM B NogaHuX BuLle Tabnuusax matoTb Taki
3HAYEHHS:

No: Homep MNpuknaay,

ST: cTpykTypHa ximiyHa cpopmyna,

D: xapaKkTepucTuk1 cnonyk,

MS: mac-cnekTp (ioHi3auia enekTpoHHUM YyAa-
pom),

N1: 1H-AMP (gentepoBaHun OMCO, BHyTPILHIN
CTaHdapT TeTpameTuncunat, J, MnH.'l).

Cnonyku, CTPYKTYpHi XiMiuHi chopmMynu sikmx no-
AaHo B Tabnuusax 4 T1a 5, MOXHa nerko ogepxartu
crnocobom, B OCHOBHOMY aHOIMOrYHMM crocobam,
onvcaHuM y HaBeaeHux Buwle Mpuknagax, abo iHwwm-
MU cnocobamm, oveBUZHUMU Ansi haxiBLiB.

CvmBonu B unx Tabnuusax mMaroTb Taki 3Ha4YEHHS:

REF: Homep lpwknagy, Ha Skui JaeTbCca NoOcu-
NaHHs,

R: 3amicHWK npy 6eH30MbHOMY LMKTI,

R': 3aMiCHMK npu aToMi a3o0Ty,

ST: cTpykTypHa ximiyHa cpopmyna.

TaGawus 4

REF R R | R
1__[2SMe _ 3-Br __ [COCHOEt_
2 [2:S0Me JER] COCH,OFt
3 2-COMe 4-Me COCH,0Et
4 |2-COOMe 4-Et COCH,OEt
S -COOH 4-CHMec2  |COCH,OEt
6 3-OMe 4-OH COCH,OEt
7 4-COOMe  |COCH,OFEt
8 3 2.4-Me, (COCH,OFEt
9 3 2,5-Me, .COCH,O0Et
( 4 2.6-Mc, COCH,OEt
4 2-SMe COOMe
42 2-SO,Me COOMe
4 2-COMe COOMe
44 2-COOMe__ |COOMe
45 [2-COOH __|COOMe |
|46 |3-OMe COOMe |
4 3-OEt COOMe
48 [3-Me  |[cOOMe |
49 |3-Et COOMe |
50 3-CHMe,  |COOMe -]
51 3-Br |COOMe |
52 3-OH [COOMe |
S3 4-Me |{COOMe !
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24 |2-CO0Ma | COCHS0E: 4 4-F1 [CO0Me
2§ rC0O0H  [COCHZUEL| 55 |+-CHMe; CO0Me
MR |3-OoMe COCHZOF | 56 [4-0H  [C00Me
37 130 COCHLOE 57 £-000Me  COGMe
I |iMe COCH:OET | 58 [F2-Mc, CODMe
W [FE . COCHOE(| 8 [15-Me;  [COUME
m |3CHMe; COCHOF: | 6 [2.8-Mey COOMe
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Mpuknag BunpobyBaHHS 1

OujiHKa aKTVBHOCTi NepPeHOCy LyKpy

1. MigroToBKa XMPOBUX KIiTUH NaLloKiB

Micns obe3ronoBntoBaHHA Ta BEHOCEKLil 6 cam-
uiB nautokis niHii Wistar (maca tina 150-200r) yepes-
HY MOPOXHUHY KOXHOTO MautoKka pospisanv Ans BUi-
MaHHs1 3arafioM 6r >XMpOBOi TKAHUHW NPUAATKIB SEYOK.
Lli TkaHMHK noapibHOBanNn po3pi3aHHsAM Ha LMaTou-
Ky po3mipom 2x2MM B 6mn po3unHy HEPES, mogudi-
koBaHoro 3a Kpebcom-PiHrepom (KRH, cknag: 130mMM
xnopuay Hatpito, 4,7MM xnopugy kanito, 1,2MM gwri-
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apodocdaty kanito, 1,2MM cynbcaty marHio, 1MM
xnopuay kanbuito Ta 26MM HEPES, pH=7,6), akui
mictuB 5% BSA (6uuyayoro cupoBaTKoOBOro ansbymi-
Hy). [lo npenapaTty gogasanu 24mr konareHasu (Tuny
1) i nippaBanu depmeHTauii npoTarom nNpubNN3HO
40xB, ogepxyro4um NpubnuMsHo 6mn i30NbOBaHUX XK-
poBux KniTnH. KonareHasy Buaansinu LWnsxomM 3amMiHu
Oycdepa. [o 3anuwky popasann 2%-HUA PO3YWH
BSA/KRH i opepxyBanu 45Mn cycneHsii Xuposux
KNIiTUH.

2. OuiHKa aKTMBHOCTI MepeHoCy LyKpy

AKTVBHICTb NEepeHOoCy LyKpy nig BNAMBOM CMOMyK
3rigHO 3 UMM BMHAxXoAOM OLiHIOBanM 3a MeTOAOM,
onucaHmm y nitepaTypi [Annual Review of
Biochemistry, Vol. 55, p.1059, 1986]. nsa Bunpoby-
BaHHsi B KOXHY nonicTuponoBy npobipky BMilyBanu
200MKn cycneHsii XMpoBux KniTuUH, goAaBanu Ao Hei
100mkn po3umHy BunNpo6GoByBaHOI peyoBUHWU (oaep-
XaHoro wnsaxom po3sefeHHs KRH posunHy pevosu-
H1 10Mr/mMn y gumeTtuncynbdokeugi), ogepxaHy cy-
MiW cTpywyBanu Ta KynbTuByBanu npu 37°C
npotarom 30xB.

AKTUBHICTb MepeHOCy LyKpYy BM3HAYanm LUMSXOM
BUMiptOBaHHs KinbkocTi 2-[“C(U)]-aeokeu-D-rriokoau,
ska MOrMMHaeTbCA 3a oauHuutlo 4acy. KoHkpeTHo,
nicna nonepeaHbOro KynbTUBYBaHHA A0 CYCMNeHsii
XUPOBUX  KNiTWH  aopaeann  2-[**C(U)]-neokeu-D-
rntoko3dy (kiHueBa koHueHTpauis 0,5MkKi Ha 3pasok).
Yepes 5xB o0 cymiwi gogaesanu umtoxanasiH B (kiH-
LeBa KoHLeHTpauis B 3pa3ky 10MkM) ons npunuHeH-
HA nepeHeceHHs Lykpy. icna yTBOpeHHA ANHOHIN-
TanaTHOro Lapy ofepxaHy CyMiw LeHTpudyryBanm
Onsi BiAAINEHHS XUPOBKX KNiTUH Big BydepHoro pos-
unHy. Kinbkicts  2-[**C(U)]-meokcu-D-rmitokosu,  sika
MiCTUNacs B LIapi XMPOBWX KNITUH, BU3HAYanu i3 3a-
CTOCYBaHHSAM MiYNMbHMKA 3 PiOKMM CLUHTUIATOPOM.
B Takin BunpobyBanbHin cuctemi B pasi 3acTocyBaH-
HS iHcyniHy (100HM), wo cnpuynHae edekT nigBu-
LLIeHHs1 NepeHocy LUyKpy, Luern edekT 6ys npubnunsHo B
7 pasiB BUWMA Big edeKTy, SKMMA chnocTepiraBcs B
KOHTPONbHIN rpyni 6e3 iHcyniHy.

PesynbTtaT OUiHIOBaHHS aKTMBHOCTI NepeHocy
LyKpY, ogepxaHi npu 3actocyBaHHi 100MKr/mMn KOXHOI
CMOYKU 3rifHO 3 UMM BMHAxXo4oM, NnokasaHi B Tabnu-
Ui 6. AKTMBHICTb nepeHocy Lykpy B Tabnuui 6 ouiHto-
€TbCA 3a MOPIBHAHHAM i3 MOCUNEHHAM edeKkTy nig
BMnuBOM iHcyniHy (100HM). MNosHayeHHs "+" Bkasye,
wo edekt craHoBuB Big 20% £o 40%, no3HayeHHs
"++" — Big 40% po 70%, a no3HayeHHa "+++" - wo
edekT CcTaHoBMB LOHaMeHwe 70% nopiBHAHO 3
edekTom iHcyniHy. Cumonu B Tabnuui 6 matoTb Taki
3HAYeEHHs:

No: Homep [Mpuknaay,

A: aKTUBHICTb NEepPeHOCyY LyKpY.

Tabnuus 6

++

+

++
++

~N|[o(O|(w|N]|-
+
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8 +++
9 ++
10 +
11 ++
12 +
13 ++
14 +++
15 ++
16 ++
17 +
20 +
21 ++
22 +++
23 +++
24 +++
25 ++
26 ++
27 ++
28 ++
29 +
30 +
31 +++
34 +
37 ++
38 +++
39 +++
40 +++
41 +++
43 ++
44 +

PesynbTaT OLUiHIOBAHHA aKTUBHOCTI MepeHocy
LyKpYy, ofepaHi Npu 3acTOCyBaHHi KOXHOI Cronyku
3rigHoO 3 UMM BMHaxXOAoOM, rnokasaHi B Tabnuui 7. Ak-
TMBHICTb NepeHocy Lykpy B Tabnuui 7 BU3Ha4YaeTbLCH
Ak koHueHTpauisa (ECsp, Mkr/mn) BunpoboByBaHOi
peYvOoBUHU, WO BUABMASE edDeKT NiACUNEHHS, SKURA Bia-
nosigae 50% edekTy iHCYniHy, ANA SKoro edekT nia-
cuneHHs npuiiHaTo 3a 100%.

CumBonu B Tabnuui 7 MmatoTb Taki 3HaYEHHS:

No: Homep MNpuknaay,

A: aKTVBHICTb NEPeHOCY LyKpY.

Tabnuua 7
No A No A
45 1,3 107 0,82
46 0,77 108 7,8
47 4,6 109 8
48 4.5 110 6
49 0,47 112 20
50 9,5 113 10
51 2 114 12
52 59 115 10
53 2 117 6
54 2,2 118 2
55 4,6 119 4
56 5 120 8
59 1,1 121 2,5
60 4,8 122 6
62 4.8 123 5
65 8 124 7
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MponoBxeHHs Tabnuui 7

66 8 125 2
67 3,4 126 5
68 0,9 127 2,2
69 4 128 2
70 4,2 129 5,4
71 2,6 130 6
72 5,5 131 4
76 10 132 4
77 20 133 20
78 18 134 0,5
79 8,6 135 15
80 6 136 15
81 4,2 137 8,6
82 6 138 6
83 11 139 6
84 3,6 140 20
85 7 141 3
87 15 142 4
88 1,9 143 0,5
89 1,3 144 5
90 5 145 10,7
91 13 146 2
92 3,8 147 2,4
93 3,6 148 20
94 4 149 2
95 15 150 2
96 7 151 2
97 12 153 20
98 14 154 1,5
99 2 155 2,7
100 2 156 2
101 4,8 157 20
102 4 158 12
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103 3,6 160 4,4
104 1 161 17
105 3,7 163 6

106 20 166 19

B onuncanux BuLle BMNpobyBaHHAX CNOMyKW 3rif-
HO 3 UMM BMHAXOOOM BUABMANM edeKT NiaBULLEeHHS
aKTUBHOCTI NEPEHOCY LYKpY.

Mpuknag BunpobyBaHHA 2

OuiHka rinornikeMiyHoro edpekty aonsa piabetuy-
HUX MULLIEN

BunpoboByBaHi pe4yoBnHM BBOAUNW MepopanbHO
muam niHii C57BL/KsJ-db/dbJcl nicna 20-roguHHoro
ronoayBaHH4. 13 XBOCTOBOI BEHW KOXHOI MuLLi Gpanu
npoby kposi 6e3nocepeaHbO nepen yBeAeHHAM Cro-
nyk, a Takox yepes 30xB, 60xB, 120xB Ta 180xB nicrns
BBEAEHHS ANS BU3HAYEHHS PiBHA LYKpy B KpoBi. Bu-
npoboByBaHi CNonyku BBOAMIU y POPMi CycrneHsii B
0,5%-HoMy po34mHi MeTunuentono3n abo y dopmi
po34nHy B nonieTuneHrnikoni-400.

Mpu ogHopasoBomy BBeAeHHI 100Mr/Kr KOXHOI 3i
cnonyk, oaepxaHux 3a Npuknagamm 80, 88, 119, 129,
131, 137, 140, 154, 155 Ta 156, cnocTepiraBcsi edpekT
3HVXKEHHS PiBHSA LyKpY B KpoBi WoHanmeHwe Ha 30%
Y MOPIBHSAHHI 3 PiIBHEM KOHTPOIbHOI rpymnu.

3 opepxaHux pesynbTaTiB 04eBMOHO, WO Crony-
KW 3rigHO 3 MM BUHaXOL4OM CMPUYUHAIOTE edbekT nia-
BULLEHHSI aKTMBHOCTI NEPEHOCY LYKPY i LLO BOHWU KO-
pUCHI ANS NikyBaHHA NauieHTiB, KOTPi CTpaxaalTb Ha
niabet. KOHKpeTHO, OCKinbKW 3ragaHi Cnonyku 3gaTHi
CMPUYMHUTY 3HWDKEHHST PIBHA LYKPY B KPOBi 3a paxy-
HOK edpeKTy NiABULLEHHS aKTUBHOCTI NEPEHOCY LIYKPY,
TO BOHW KOPUCHI siK 3acobu ans npodinaktvkmu Ta/abo
nikyBaHHa piabety, nepudepunyHoi giabeTnyHoi HeB-
ponartii, aiabeTnyHoi Hedpponarii, giabeTnyHoi peTu-
Honarii, pAiabeTuyHoi MakpoaHrionarii, nopyLleHoi
TONepaHTHOCTI A0 rMOKO3U abo OXUPIHHS.

Komn’'toTepHa Bepctka M. Jlomanosa

Mianucre Tupax 26 npum.
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