[aHuin BuHaxig cTOCYETbCA AesKux 2-aMiHOMIPUAMHIB, SKi MalTb LMUKIIOKOHOEHCOBaHi 3aMiCHUKW, | Sk
NPOSIBMSIIOTb aKTUBHICTL iHriGiTOpiB okcmay a3oTy cuHTasun (NOS), hapmaueBTUYHMX KOMMO3WLIR, WO iX MICTATb Ta iX
BUKOPUCTAHHS MPU MiKyBaHHI Ta nonepemKeHHi po3naais LeHTpanbHoi HepBOBOI CUCTEMU, 3anarbHUX 3aXBOPIOBaHb,
CEMTUYHOrO LLOKY Ta iHLIMX PO3ragiB.

Bigomi Tpu izocpopmm NOS - iHgykoBaHa chopma (I-NOS) Ta ABi yTBOpeHi hopmu, WO Ha3mMBaloTbCS, BignoBigHO,
HenpoHanbHa NOS (N-NOS) ta eHgoTenianbHa NOS (E-NOS). KoxHuii 3 Lux eH3umiB NpoBOAWTb NepeTBOPEHHS
apriHiHy B LUMTPYNiH 3 0QHOYACHUM YTBOPEHHSM Morekyn okcuay a3oTy (NO) y BignoBiab Ha pi3Hi nogpasHioBaui.
BBaxaeTbcs, WO HagnmLwok yTBopeHHs okcuay asoTy (NO) 3a gonomoroto NOS Bigirpae porb B naTosorii YACIEHHUX
3axBoploBaHb Ta CTaHiB y ccaBuiB. Hampuknag, BBaxaetbcs, wo NO, yTtBopenwn |-NOS sigirpae ponb B
3axXBOPIOBAHHSX, O BKMIOYAOTb CUCTEMHY FMOTEH3il0, TaKy SK TOKCUYHUI LLIOK, Ta Tepanii 3 NEBHUMW LUTOKIHAMK.
Byno nokasaHo, WO pakoBi MauieHTW, SIKMX NiKyBamm 3a [OMOMOrOI LMTOKIHIB, Takux sK iHTepnenkiH 1 (IL-1),
iHTepnievikiH (IL-2) abo (TNF) cTpaxgamm Big BUKIMKAHOIO LIMTOKIHAMW LLOKY Ta rinoTeHsii BHacnigok aii NO, wo
yTBOpIOETECA Makpodaramu, 10670 iHaykytodoto NOS (I-NOS), gue. Chemical & Engineering News. Dec. 20, p.33
(1993). IHribitopn 1-NOS moxyTb 3miHioBaTK uUe. Takox BBaxaeTbcd, wo [-NOS sigirpae pornb B natosorii
3axBOpPIOBaHb LiEHTpanbHOI HEPBOBOI CUCTEMMW, TakuMxX SK iweMis. Hampuknag, 6ymno nokasaHo, iHribyBaHHA 1-NOS
nokpatlye uepebparbHi ilueMiyHi MoLWKoMKeHHs y wypis, aue. Am. J. Physiol., 268, p.R286 (1995). Npo cynpecito
BMKINKAHOTO afblOBaHTOM apTpUTy LUMAXOM cenektuBHoro iHribyBaHHs I-NOS gonosiganock B Eur. J. Pharmacol.,
273, p. 15-24 (1995).

BeaxaeTbes, wo NO N-NOS Bigirpae porb B 3aXBOPIOBaHHSAX, TakMX SK iweMis, 6inb Ta oniaTHa TONMEPaHTHICTb.
Hanpuknag, iHribyBaHHa N-NOS 3meHwye 06'em iHapkTy micnsi mpokcuManbHOi OKNto3il cepeaHboi LepebparnbHoi
apTepii y wypa, ame. J.Cerebr.Blood Flow Metab.. 14, p.924-929 (1994). Takox Oyrno nokasaHo, Wo iHridyBaHHs N-
NOS noBuHHO 6yTN e(PEeKTMBHMM B aHTUHOUMLIENLIi, WO OOBEAEHO aKTUBHICTIO B Mi3HiN (hasi TECTIB HA BMKIMKAHE
dopmaniHoM 06mM3yBaHHA 3a4HbLOI fanM Ta BUKMMKaHYy OLTOBOK KUCIIOTOK abaoMmiHambHy KOHCTPMKLIO, AVWB.
Br.J.Pharmacol., 110, p.219-224 (1993). | HanpwkiHUi, OonoBiganocb Npo MocrabLUeHHs] OMioiAHOrO CUHOPOMY
BiAMiHM Yy rpu3yHiB WnsixoM iHridyBaHHs N-NOS, aus. Neuropsychopharmacol., 13, p.269-293 (1995).

Llev BuHaxig, cTocyeTbCs cnosyk hopmyrnm
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B SIKUX Kinbue A € NPUKOHAEHCOBaHWM 5-7 UYNEHHWM Hacu4YeHUM abo HEeHacWMYEHUM KinbLUeM, B SKOMY BiACYTHI
abo npucyTHi 1 abo 2 retepoatomu BUGpaHi 3 a30Ty, KUCHIO i Cipku, MPW YMOBI, WO ABa CYCiAHi YneHu Kinbus He
MOXYTb OYyTW reTepoatomamu;

X € KkncHeM abo 3B'A3KOM;

n J'Ie)KITb B iHTepBani Big ABOX A0 LUEeCTY; i

R' Ta R? BuGpaHi, HesarexHo, 3 (C1-Cg)arkiny, apuny, TeTpariapoHacTaneHy Ta aparkiny, A€ 3ragaHui
apunbHWA | apuibHWA parmMeHT, 3ragaHoro aparnkiny, sensie coboto deHin abo HadTMN i ankinbHW dparmeHT €
niHinHMM abo posranmyxeHum i MicTuTb Big 1 Ao 6 aTtomiB Byrneuto, i Ae 3ragaHun (Cq-Ce)ankin, 3ragaHui apun,
3ragaHvui TeTparigpoHadTaniH i apunbHWA bparMeHT, 3ragaHoro aparskiny, MOXyTb, HeoOOB'SI3KOBO, MaTtu Bif,
O[HOMo [0 TPbOX 3aMICHUKIB, NMEPEBaKHO Big, HyNs OO ABOX 3aMICHUKIB, WO BUOpaHi, He3anexHo, 3 rarnoreHy
(Hanpwknag, xnop, g)TOp 6pom abo vog), HITpo, rigpokcK, biaHo, amiHo, (C1-Ca)ankokeu Ta (C1- Cs)ankinamiHo;

a6o R' Ta YTBOpPIOIOTb, pasoM 3 asoToM, [0 $KOro BOHW MpWeEQHaHi, ninepasvHoBe, as3eTuaMHOBE,
ninepuanMHoBse a6o niponiguHoBe KinbLe abo aszabiumkniyHe KinbLe, WO MICTUTb Big 6 40 14 uneHiB y KinbLi, B SKOMY
Big 1 0o 3 aTomiB a30Ty, a peluTa - aToMu ByrneLto, Npuknagamm 3aragaHoi azabilukniyHoT CUCTEMU € HaCTYMHi:
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Takox R’ a60 R2 MOXYTb ByTy 3B'A3aHi Yepes (CHy), rpyny yTBOpPIHOIOYM KinbLie 4-7 YneHHe KinbLe;

B skux R® i R* BuBupatoTs 3 BogHio, (C+-Ce)arki }/ deHiny, Hacbmny, §C1 Ces)ankin-C(=0)-, HC(=0)-, (C4-
Ce)ankokcu-(C=0)-, eHin-C(=0)-, HapTun-C(=0)- i R°R'NC(=0)-, B sikiit R® i R’ BM6MpaloTh, He3anexHo, 3 BOAHIO i
(Cy- C%)anklny,

R® Bubupatots 3 BogHto, (C1-Ce)ankiny, deHiny, HadTuny, deHin-(C1-Ce)ankiny- ta HadTun-(C1-Ce)ankiny-

i e 3rafgaHi ninepa3vHoBe, a3eTAMHOBE, MinepuanHoBe abo niponignHoBe KinbLs, HE0BOB'A3KOBO, MOXYTb OyTH
3amilleHi ogHUM abo GinbLUOK KiNbKICTIO 3aMICHUKIB, NEPEeBaXKHO Bif HynA A0 ABOX, siKi He3anexHo BubpaHi 3 (C+-
Ce)ankiny, amiHo, (C4-Ce)ankinamivo, [aun-(C1-Ces)ankinjamiHo, deHiny, 3amilleHoro 5-6 4neHHMM reTepouMKIiivYHUM
Kinbuem, wWo mictute Big 1 go 4 atomiB a3oTy B Kinbui, 6eH3oinom, 6eH3oinvetunom, OeHaunkapOoHinom,
eHinamiHokapboHinoM, eHineTunom Ta eHoKCMKapOOoHinom, i e deHinbHi hparmeHT, Oyab SKMX NMonepeaHix
3aMicHUKIB, HEODOB'sI3KOBO, MOXYTb ByTU 3amillieHi ogHMM abo GinbLUOK KiNMbKICTH 3aMICHUKIB, NEpPeBaXKHO Big, Hyns
[0 [BOX, siKi He3anexHo BubpaHi 3 ranoreHy, (C1-Cs)ankiny, (C1-Cs)ankokcw, HiTpo, amiHo, uiaHo, CF3 Ta OCFs3;

Ta hapMaueBTUHHO NPUNHATHI COMi LIUX CMONYK.

HacTtynHi cnonykn € nepeBaXHUMM CroslyKamu BUHaxXoAay:

6-[4-(2-gumeTUnamiHoeTokcu)Had TaneH-1-in]nipuanH-2-inamid;

6-[4-(2-niponignn-1-ineTokcu)HadpTanex-1-in]nipugnH-2-inamix;

6-(4-{2-[(6eH30[1,3]miokcon-5-inmeTnn)amiHoleTokcuHad TaneH-1-in)nipuamH-2-inami;
-{4-[2-(6,7-anmeTOKCK-3,4-aunrigpo-1H-i3oxiHoniH-2-in)eTokcu]Hadp TaneH-1-innipugnH-2-inamix;
-{2-[4-(6-amiHonipnanH-2-in)Had Tanex-1-inokculeTnn}-3-a3abiynkno[3.1.0]rekc-6-inamin;
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[2-(4-dbeHeTunninepasuH-1-in)eTokculHad TaneH-1-in}nipyuanH-2-inamix;
[2-(3-amiHoniponignH-1-in)eTokcu]HadpTaneH-1-innipuanH-2-inamiy;
-(1-6eH3unnine puanH-4-inokcu)Had TaneH-1-injnipugnH-2-inamix;
-(1-6eH3unniponiguH-3-inokcu)Had tanex-1-innipugMH-2-inamix;

~

ninepuavH-4-inokcu)HadptaneH-1-injnipuguH-2-inamiux;
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-[4-(niponiguH-3-inokcu)Had TaneH-1-innipnguH-2-inamix;
-[4-(1-i306yTUNNine puauH-4-inokcu)HadTaneH-1-innipuanH-2-inaxeunvHe;
-[4-(1-dbypaH-2-inme TMnnine puamH-4-inokcu)Hadp taneH-1-innipyuauH-2-inaminx;
-[4-(1-i3obymmnniponiguH-3-inokcu)Had TaneH-1-innipuguH-2-inamix;
-[4-(1-dypaH-2-inmeTun-niponiguH-3-inokcu)Hadp taneH-1-innipuanH-2-inamisx;
-[4-(2-mophoniH-4-ineTokcun)Hadb TaneH-1-in]nipuanH-2-inamiy;
-[4-(2-giizonponinamiHoeTokcun)Had Tanex-1-injnipuanH-2-inamix;
-(4-{1-meTunnine puanH-4-inokcm)Had TaneH-1-injnipuamH-2-inamix;
-[4-(1-meTvnniponiguH-3-inokcn)Had TaneH-1-innipuanH-2-inamix;
-[4-(3-gumeTunamiHo nponokcu)Had TaneH-1-in]nipuanH-2-inamix;
-[4-(1-a3abiumkno[2.2.2]okT-3-unokcm)Had TaneH-1-innipuanH-2-inamix;
-[4-(2-ninepuaunH-1-ineTokcn)Had TaneH-1-innipugH-2-inamix;
-{4-[2-(3,4-purigpo-1H-i3oxiHoniH-2-in)eTokcuHad TaneH-1-yl}nipuanH-2-inami;
-{4-[2-(4-pymeTnamiHo ninepiamH-1-in)eTokcn)HadpTaneH-1-in}nipAMH-2-inamix;
-{4-[2-(TpeTOYyTUNIMETUNAMIHO )e TOKCU]Hadp TaneH-1-innipuanH-2-inamix;
-{4-[2-(4-meTunninepa3swuk-1-in)eTokcu]Had TaneH-1-innipugnH-2-inamiu;
-{4-[2-(4-cbeHinninepuanH-1-in)eTokculHad TaneH-1-in}nipuguH-2-inamix;
-{4-[2-(7,8-purigpo-5H-[1,3]aiokcono[4,5-glidoxiHoniH-6-in)eTokcu]Had TaneH-1-in}-nipuaunH-2-inamix;
-[4-(ninepupuH-2-inmeTokcn)Had TaneH-1-innipyuguH-2-inamix;
-[4-(1-meTunninepuouH-2-inmeTokcn)Had TaneH-1-innipyugnH-2-inamix;
-[4-(1-meTunnine pnaunH-3-inmeTokcn)Had TaneH-1-imnipuanH-2-inamiu;
-[4-(2-amiHoLmKknorekcunokcun)Had TaneH-1-innipuanH-2-inamix;
-[4-(ninepnanH-3-inmeTokcu)HadpTaneH-1-in]nipuanH-2-inamisx;
-[4-(1-i306yTMnaseTManH-3-inokcm)Had taneH-1-innipugMH-2-inamix;
-[4-(1-dypaH-2-inmeTunaseTmgmH-3-inokcn)Had TaneH-1-innipuauH-2-inamiy;
-[4-(8-meTun-8-a3abiunkno[3.2.1 JokT-3-nnokcm)HadTaneH-1-innipugnH-2-inamin;
-[4-(a3eTnauK-3-inokcm)HadTaneH-1-in]nipugH-2-inamix;
-[4-(1-meTunniponignH-2-inmeTokcu)Hadp Taner-1-injnipugnH-2-inamix;
-[4-(azeTnouH-2-inmeTokcn)Had TaneH-1-innipuauH-2-inamisx;
-[7-(2-pumeTunamiHoeTokcn)iHgaH-4-injnipygnH-2-inamiH;
-[7-(2-niponignh-1-ineTokcu)ingaH-4-innipuguH-2-inamix;
-{7-[2-(6eH3unmeTUnamiHo Je Tokcu]iHg aH-4-in}nipyanH-2-inamix;
-{7-[2-(4-cbeHeTNNiNepa3uH-1-in)eTokcu)inaaH-4-imnipuguH-2-inamix;
-{7-[2-(4-i3006yTnninepa3suH-1-in)eTokculiHgaH-4-in}nipyuanH-2-inamix;
-[7-(2-mop cboniH-4-ineTokcn)iHgaH-4-innipygnH-2-inamix;
-[7-(2-piizonponinamiHoeTokcn)iHgaH-4-in]nipyanH-2-inamiH;
-{7-[2-(7,8-purigpo-5H-[1,3]aiokcono[4,5-glizoxiHomiH-6-in)eTokculiHaaH-4-i nnipug MH-2-inamix;
-{7-[2-(4-meTunninepasuH-1-in)eTokcu]iHgaH-4-in}nipuanH-2-inamiy;
-{7-[2-(Tpe TOyTMNIME TMNaMiHO Je TOKCU]iHOaH-4-i N} NipUaUH-2-inamiH;
-{7-[2-(4-gumeTnamiHo nine puaunH-1-in)eTokculiHgaH-4-in}nipugnH-2-inamix;
-[8-(2-oumeTnnamiHoeTokcm)-1,2,3,4-TeTparigpo-1,4-meTaHHad TaneH-5-innipuanH-2-inamiy;
-[8-(2-niponignH-1-ineToken)-1,2,3,4-TeTparigpo-1,4-meTaHHad TaneH-5-innipugH-2-inamin;
-[4-(2-gpumeTnnamiHoeTokcm)-5,6,7,8-TeTparigpoHadp taneH-1-in]nipuanH-2-inaminx;
-[4-(2-niponignH-1-ineTokcn)-5,6,7,8-TeTparigpoHad taneH- 1-innipuanH-2-inamiy;
-{4-[2-(TpeTOyTUNamiHo)eTokcU]-5,6,7,8-TeTparigpoHad TaneH-1-in}nipnamH-2-inamix;
-[4-(2-giizonponinamiHoeTokcn)-5,6,7,8-TeTparigpoHadTaneH-1-in]nipuanH-2-inamix;
-[4-(2-pieTnamiHoeTokeu)-5,6,7,8-TeTparigpoHad TaneH-1-innipuanH-2-inamix;
6-{4-[2-(3,4-pgurigpo-1H-izoxiHoniH-2-in)eTokcu]-5,6,7,8-TeTparinpoHad taneH-1-imnipygnH-2-inamiw;
6-[4-(2-ninepnaunH-1-ineToken)-5,6,7,8-TeTparigpoHad taneH-1-innipygunH-2-inamiw;
6-[4-(2-mopdoniH-4-ineToken)-5,6,7,8-TeTparigpoHad TaneH-1-injnipuanH-2-inamiH;
6-{4-[2-(7,8-gurinpo-5H-[1,3]aiokcono[4,5-glidoxiHoniH-6-in)eTokcu]-5,6,7 ,8-TeTparigpoHad taneH-1-in}nipugnH-2-
inamiu;
6-{4-[2-(4-meTvnninepasunH-1-in)etokcu]-5,6,7,8-teTparigpoHadtaneH-1-imnipygnH-2-inamin;
6-{4-[2-(4-gnmeTnnamiHo ninepuamH-1-in)etokcu]-5,6,7,8-teTparigpoHad taneH-1-imnipuanH-2-inamix;
6-{4-[2-(7,8-gurigpo-5H-[1,3]aiokcono[4,5-alizoxiHoniH-6-inm)eTokcu]-5,6,7 ,8-TeTparigpoHadpTaneH-1-imnipnanH-2-
inamin;
6-[4-(1-i306yTnninepuanH-3-inmeToken)-5,6,7,8-TeTparigpoHad taneH-1-in]nipngnH-2-inamix;
6-[4-(1-meTunninepuguH-3-inmeTokcu)-5,6,7,8-TeTparigpoHad TaneH-1-in]nipuanH-2-inamix;
6-{4-[2-(2-pieTynamiHoeTokcmn)eTokcm]-5,6,7 8-TeTparigpoHad TaneH-1-innipuaunH-2-inamiy;
6-[4-(ninepuanH-3-inmeToken)-5,6,7,8-TeTparigpoHad taneH-1-in]nipnugnH-2-inamix;
6-[4-(2-amiHouuknorekcunoken)-5,6,7,8-TeTparigpoHad taneH-1-in]nipuanH-2-inamiH;
6-[4-(niponiauH-2-inmeTokcm)-5,6,7,8-TeTparigpoHad TaneH-1-injnipuguH-2-inamix; Ta
6-[4-(2-aumeTnnamiHoeTokecu)-6,7,8,9-TeTparigpo-5H-6eHsoumknorenteH-1-innipuauH-2-inamisx;
i (hapmMaLeBTUYHO MPURHATHI CONi BULLIE NEepepaxoBaHMX CMOSyK.
Oani inyTs goaaTkosi NpUKnagm crnonyk LbOoro BUHaxoay:
6-[4-(2-amiHouukno neHTuoken)-5,6,7,8-tetparigpoHad taneH- 1-in}nipugnH-2-inamix;
6-[4-(2-amiHouuknobyTunoken)-5,6,7,8-TeTparigpoHadptaneH-1-imnipuauH-2-inamix;
6-[4-(2-amiHouukno nponinoken)-5,6,7,8-TeTparigpoHad taneH-1-in}nipuguH-2-inamix;
6-[4-(3-amiHouuknorekcunoken)-5,6,7,8-TeTparigpoHad taneH-1-in}nipuguH-2-inamix;
6-[4-(3-amiHouukno neHTUokeK-5,6,7,8-teTparigpoHadp taneH-1-innipuanH-2-inamix;
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[4-(3-amiHoUMKNOBYTMMOKCK)-5,6,7 ,8-TeTparigpoHad TaneH-1-in}nipugnH-2-inamix;

[4-(4-amiHoumKkOrekcunokem)-5,6,7,8-teTparigpoHadtaneH-1-inmnipuaunH-2-inamiu;

[4-(2-amiHoUWKNO NeHTUIOKCKU)Had TaneH-1-injnipuanH-2-inami;

[4-(2-amiHOUMKNOGYTUNOKCK)Hadp Tanek-1-injnipuauH-2-inavix;

[4-(2-amiHouuko Nponinokcu)Had TaneH-1-in]nipuamH-2-inamis;

[4-(3-amiHoupKorekcunokeu)HadpTaneH-1-in]nipuanH-2-inamiH;

[4-(3-amiHOUMKIIO NEHTUIOKCK)Hadp TaneH-1-innipuouH-2-inaminx;

[4-(3-amiHouMKNOGYyTUNOKCK)Hadp Tanek-1-in]nipyuguH-2-inaix;

[4-(4-amiHouuKIIOrekcunokcm)Had TaneH-1-injnipuamH-2-inamiu;

[4-(2-amiHOUMKIIO NEHTUIOKCK)iHAAH-4-iN|NipUaNH-2-inamiH;

[4-(2-amiHOUMKNIOGYTUIOKCK)iHAAH-4-iN|NipUaWH-2-inamiH;

[4-(2-amiHOUMKIIO MpOMiNOKCW)iHaAH-4-iN|NipuanH-2-inamix;

[4-(3-amiHOUMKITOrEeKCUMOKCW)iHOaH-4-iN|nipuavH-2-inamix;

[4-(3-amiHOUMKIIO NEHTUIOKCK)iHAAH-4-iN|NipuanH-2-inamix;

[4-(3-amiHOUMKNIOGYTUNOKCK)iHOAH-4-iN|NipUanH-2-inamiH;

[4-(4-amiHOUMKITOrEKCUMOKCW)iHOaH-4-in|nipuavH-2-inamix;

[4-ninepunaun-3-inmeTokcw)-6,7,8,9-TeTparigpo-5H-6eH3ouukrnorenteH-1-in]nipuaunH-2-inamix;

[4-(2-niponignHineToken)-6,7,8,9-TeTparigpo-5H-6eH3ouukrorenteH-1-in]nipugnH-2-inamix;
6-[4-(2-amiHouuknorekcunoken)-6,7,8,9-tetparigpo-5H-6eH3ouunknorenter-1-injnipugnH-2-inavix;
6-[4-(2-(4-pumeTnnamiHo ninepuanH-1-in)etokcn)-6,7,8,9-teTparigpo-5H-6eH3ounknorenrer- 1-innipngmH-2-

inamiH; Ta

6-[4-(2-(4-meTvnninepa3uk-1-injeToken)-6,7,8,9-teTparigpo-5H-6eHsoumknorenteH-1-innipuguH-2-inamit.

[aHun BUHaxig Takox cTocyeTbes hapMaueBTUYHO NMPUAHATHUX KUCIOTHO-aANTUBHUX CONen Cronyk popmynm |.
Kncrnotamu, siki BUKOPUCTOBYIOTbCSA AOf1 OAEePXaHHS (hapMaueBTUYHO MPUAHSATHUX KUCIOTHO-aAUTUBHUX COMew
BUMLLE3ragaHnX OCHOBHMX CMOJIYK LibOr0 BMHAxo4y, € Taki, L0 YTBOPIOTb HETOKCUYHI aguTuBHI coni, To6To, coni, ki
MiCTATb  hapMaKomoriyHO MPUAHSATHI  aHiOHW, Taki SK TiApOXJopuaHi, rigpobpomigHi, rigpovioauaHi, HiTpaTHI,
cynbdartHi, bicynbdatHi, docdaTtHi, kucnodocdarHi, aueTaTHi, NakTaTHi, LMTPaTHi, KUCIouuTpaTHi, TapTparHi,
OiTapTpaTHi, CykUuuHaTHi, ManeatHi, dymapaTHi, T[MoKOHaTHI, caxaparHi, OeH3oaTHi, MeTaHCynbdOoHaTHI,
eTaHcynboHaTHi, 6eH3oncynbdoHaTHI, M-TonyorncynbgoHaTHi Ta namoarHi (Hanpuknag, 1,1-meTunex-bic-(2-
rigpokcn-3-Hadptoar)) cori.

TepMmiH "arkin", WO BWKOPUCTOBYETbCSA TYT, SKWO He BKa3aHO iHLWe, BKMYAE HacUYeHi MOHOBamNEeHTHI
BYIMEBOAHEBI paavKkanm, siki MatoTb NiHINHUIA, po3ranyXeHui abo LMKMNiYHUA NaHuorn abo ix KomoGiHaLito.

TepMmiH "ogmH abo bGinblue 3amiCHMKIB", IO BUKOPUCTOBYETLCH TyT, CTOCYETbCH KiNIbKOCTI 3aMICHWKIB, LLO
[OPIBHIOE Bif, OQHOIO 10 MaKCUMaribHO MOXIIMBOT KiNbKOCTI, WO 6a3yeTbCA Ha KiNlbKOCTi JOCTYMHUX MICLib 3B'AI3KY.

TepMiH "rano” abo "ranmoreH", WO BUKOPUCTOBYETLCA TYT, SKLLO HE BKa3aHo iHLWe, BKMNoYae xmop, dTop, 6pomM Ta
noga.

Mpvknagm Hanbinb L NepeBaKHUX BTiNEHb NPeACTaBeHOro BUHaxoay BKoYaoTh:

(a) cnonykn dpopmynm |, B skux kinbue A € niposnom;

(6) cnonykn cdhopmymm |, B sknx kinbue A € nipuanmHom;

(B) cnonykun cpopmynu |, B ikux KinbLe X € 3B'si3k0oM;

(r) cnonykun coopmyrm I, B Aknux n gopieHioe 2 abo 3;
(
(
(
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6-
6-
6-
6-
0-
0-
0-
0-
0-
0-
0-
0-
0-
0-
0-
0-
0-

n) cnonyku coopmynm |, B siknx X € KUCHEM;

e) cronyk1 doopmyrm |, B sikux R' i R? BUGMpatoTh, HesanexHo, 3 (C1-Ce)ankiny;

€) cnonykn chopmymm |, B iKMX R'iR?He YTBOPIOIOTb KiflbLie 3 aTOM a30Ty 40 SIKOro BOHW NpUeaHaHi;

(k) crnonykm cdopmynm |, B AKKX R'i R? YTBOPIOIOTb, Pa3oOM 3 aTOMOM a30Ty [0 SIKOro BOHW MpUEAHaHI
ninepasuHoBe, a3eTUANHOBE, NiNepUAMHOBE abo MiponianHOBE KiNnbLe;

(3) cronyku dpopmynu |, B sikmx R BuBmpatots 3 (C1-Ce)ankiny i R? BubupatoTs 3 apuny, TeTparigpoHadTaneHy i
aparkiny; i

(i) cnonykn doopmymm |, B kKX Kinbue A € TiEeHoM abo Tia3onoMm.

[aHnin BUHaxig TakoX cTocyeTbcs hbapmMaueBTUYHOT KOMMo3uuii Ana nikyBaHHS abo MnonepemKeHHs1 CTaHiB,
BMOpaHuX 3 rpymu: MirpeHb, 3ananioBanbHi 3aXBOPIOBaHHS (Hanpuknag, actma), yaap, rocTpuin Ta XpPOHIYHUA Ginb,
rinoOBONMEMIYHUI LLIOK, TPaBMaTUYHUIA LIOK, penepdy3uBHa TpaBMa, xBopoba KpoHa, BUpa3KoBWiA KOMIT, CEMTUYHWIA
LLOK, MYIbTUCKIIEpO3, HedoyMcTBO, NMoB'a3aHe 3i CHIJoM, HeVipodereHepaTViBHI 3aXBOPIOBAHHS, HEMPOTOKCUYHICTD,
Jenpecia (Hanpuknag, BikOBi AeMPECUBHI 3aXBOPHOBaHHSA i AUCTMMINA), xBopoba MapkiHcoHa, xBopoba AnbLrerimepa,
XiMiYHa 3aneXHICTb Ta CXWMbHICTb (HampuKnag, 3aneXxHicTb Big NikiB, ankoromno Ta HIKOTWHY), ONOBOTa, eninencis,
HeCrokil, Mcuxo3u, TpaBMa rOfoBW, pecripaTtopHWi aucTpec-cuHgpom gopocimx (ARDS), MopdiH-BuUKNMKaHa
TOMEpPaHTHICTL Ta CUMMTOMWM BiAMIHK, 3ananioBanbHi 3aXBOPIOBaHHS BHYTPILLIHIX OpraHiB, 0CTe0apTpuT,
peBMaToOigHWMIA apTpUT, OBYIsSUiA, AunaTtauinHa KapaiomionaTis, roctpe YLWKOKEHHS CMMHHOrO MO3Ky, xBopoba
XaHTUHITOHa, rmaykoma, AereHepakdis citkiskv, giabeTnyHa Heviponartis, giabeTuyHa HedponaTtis Ta pak y ccaBus, y
TOMY 4uChli MIOAWHKM, Sika MICTUTb KifbKicTb crionyky dopmymm | abo ii bapmaueBTUHHO MPUAHATHOI COMi, WO €
eeKTMBHOIO Y NnikyBaHHI abo nonepemKeHHi Takoro cTaHy, Ta hapMaueBTUHHO NPUAHSATHUIA HOCIN.

MpeacTaBneHui BMHaXxXig TakoX CTOCYETbCS Crocoby NikyBaHHA abo nonepemKeHHs CTaHy, BUbpaHoro 3 rpynm,
O CKMagaeTbCsa 3 MirpeHb, 3ananioBarbHi 3aXBOPIOBaHHsS (Hampuknag, actMma), yaap, rocTpui Ta XpOHiYHWUA Ginb,
rinoBONMEMIYHUI LLIOK, TPaBMaTUYHUIA LIOK, penepdy3uBHa TpaBMa, xBopoba KpoHa, BUpa3KoBUWIA KOMIT, CEMNTUYHUIA
LLOK, MYIbTUCKIIEpO3, HeAoyMCcTBO, NnoB'adaHe 3i CHIJoM, HeVipodereHepaTViBHi 3aXBOPIOBAHHS, HEMPOTOKCUYHICTD,
Aenpecia (Hanpuknag, BiKOBI AEMPECUBHI 3aXBOPHOBaHHA | AUCTMMINA), xBopoba MapkiHcoHa, xBopoba AnbLrerimepa,
XiMiYHa 3aneXHICTb Ta CXWUMbHICTb (HaMpuKnag, 3anexHicTb Big IikiB, anKkorono Ta HIKOTWMHY), ONnoBOTa, eninencis,
HeCMoKi, MNcMxo3w, TpaBMa rofioBuW, pecripaTtopHun Auctpec-cuHgpom gopocimx (ARDS), MopdiH-BuUKNMKaHa
TOMEepaHTHICTL Ta CUMMTOMW BiAMIHW, 3ananioBanbHi 3aXBOPIOBaHHS BHYTPILLIHIX OpraHiB, 0OCTe0apTpuT,
peBMaToigHAN apTpuT, OBYMsUis, AunatauiiHa kapAiomionarTisi, roCTpe YLIKOPKEHHSI CMMHHOTO MO3Ky, XBopoba



XaHTUHITOHa, rnaykoMa, AereHepaldlisi CiTkiBku, AiabeTndHa Henponartis, giabeTuyHa Hedponartis Ta pak y ccasus, Y
TOMY 4uChli MIOAWHKW, Sika MICTUTb KifbKicTb cronyky cdpopmymm | abo ii dpapmaueBTU4YHO MPUMHATHOT COMi, WO €
eeKTMBHOIO Y NikyBaHHI abo nonepemKeHHi Takoro cTaHy.

MpeacTaBneHut BUHaxig TakoX CTOCYETbCA dhapmaLeBTUYHOI KOMMO3uLii A4ns iHribyBaHHA oKCuay a3oTy CUHTa3M
(NOS) y ccaBug, y TOMy 4ucrhi MOAMHN, SKa MICTUTb edekTnBHy Ans iHribyBaHHa NOS kinbkicTe crionyku dopmymm |
abo ii papmaLeBTUYHO NPUIAHATHOT cori, Ta hapMaueBTUYHO NPUAHATHUIN HOCIN.

MpeacTaBneHu BUHaxig TakoX cTocyeTbcs cnocoby iHribysaHHa NOS y ccaBsus, y TOMy YuChi FIIOAUHW, SKWUA
rnonsirae B NPM3Ha4YeHHi 3ragaHoMy ccaBLo KinbkocTi crnonyku dopmymm | abo ii dhapmaueBTUYHO MPUAHATHOI Cori,
edekTmBHOI ans iHridyBaHHsa NOS.

[aHnn BuHaxig TakoX cTocyeTbcs hbapMaueBTUYHOT KOMMo3uuii Ans nikyBaHHA abo MonepepKeHHs1 CTaHiIB,
BMOpaHUX 3 rpymu: MirpeHb, 3ananoBarbHi 3aXBOPHOBaHHA (Hanpuknag, actma), yaap, roCTpuUn Ta XPOHIYHUIA Binb,
rinoBOMEMIYHUI LLIOK, TPaBMaTUYHUIA LIOK, penepdy3mBHa TpaBma, xBopoba KpoHa, BUpa3KkoBWI KOTIT, CENTUYHUN
LLIOK, MYyNbTUCKIEpPO3, HeAOYMCTBO, MoB'a3aHe 3i CHIJom, HelpogereHepaT!BHI 3aXBOPIOBaHHS, HEMPOTOKCUYHICTD,
Aenpecisa (Hanpvknag, BiKOBI AENPECUBHI 3axXBOPOBaHHSA | AuCTMMINA), xBopoba MapkiHcoHa, xBopoba AnbLrerimepa,
XiMiYHa 3anexHiCTb Ta CXUNbHICTb (Hanpukmnaz, 3arnexHicTb Big NikiB, ankoromto Ta HIKOTUHY), 6roBoTa, eninencis,
HeCrokKii, ncuxo3u, TpaBMa rONiOBWU, pecripaTopHuii auctpec-cuHgpoMm gopocimx (ARDS), MopdiH-BuknvkaHa
TONMepaHTHICT Ta CUMNTOMW BiAMIHW, 3ananioBalbHi 3aXBOPIOBaHHA BHYTPILLIHIX OpraHiB, 0OCTE0apTpwuT,
peBMaToigHMN apTpuT, OBYMAUis, AunatauiiHa kapAiomionartisi, rocTpe YLWKOKEHHS CMMHHOTO MO3Ky, XBopoba
XaHTUHITOHa, rnaykoMa, AereHepaldlisi CiTkiBkv, AiabeTndHa HeviponarTis, giabeTuyHa Hedponartia Ta pak y ccasus, Y
TOMY uYuCHi TOAUHKW, siKa MICTUTb edpekTuBHy, Ans iHribyBanHa NOS, «kinbkicte cronyku dopmymm | abo i
dhapMaLeBTUHHO NMPUAHATHY CiNb, Ta hapMaLeBTUYHO MPUAHATHUIA HOCIN.

MpeacTaBneHuin BUHaxXig TakoX CTOCYETbCS CrocoOy NikyBaHHS abo nonepemkeHHst cTaHy BMOpaHOro 3 rpymm:
MirpeHb, 3anantoBasbHi 3aXBOPIOBaHHs (Hanpuknag, actMa), yaap, rocTpui Ta XpOoHiYHWIA Binb, riNOBOMEMIYHUI LLOK,
TpaBMaTWU4HWIA LWOK, penepdy3vBHa TpaBma, xBopoba KpoHa, BMpa3koBUIA KOMIT, CEMMUYHUIA LIOK, MYMbTUCKIEPO3,
HegoymcTBO, noB'asaHe 3i CHIom, HelipoaereHepaTVBHI 3aXBOPOBaHHS, HEMPOTOKCUYHICTB, Aenpecia (Hanpuknag,
BiKOBi JeMNpeCKBHI 3aXBOPIOBaHHs i AUCTUMIst), xBopoba MNapkiHcoHa, xBopoba AnbLrerimepa, XiMiyHa 3anexHicTb Ta
CXWIMbHICTb (Hanpuknad, 3anexHicTb Big nikiB, ankoromo Ta HIKOTUHY), GNOBOTa, eninencis, HeCnokKi, NCUXo3w,
TpaBmMa [rOfoBMW, pPECTipaTopHU auctpec-cuHapoM Jopocrmx (ARDS), MopdiH-BUKNMKaHa TonepaHTHICTb Ta
CUMMTOMW BiAMiHM, 3ananoBanbHi 3axBOPKOBAHHS BHYTPILLHIX OpraHiB, OCTE0apTpWUT, PEeBMaTOIAHWA apTpuT,
OByJsLiSA, AMnaTauiiHa kapgiomionaTisi, rocTpe YLIKOMKEHHS CMMHHOIO MO3Ky, XBopoba XaHTUHITOHa, rnaykoma,
JereHepadis citkiBky, giabetnyHa HenponarTis, AiabeTnyHa HedbponaTis Ta pak y ccasusl, Y TOMY YUCT MIOANHM, SKUIA
nonisirae B MpU3HaveHHi 3ragaHoMy ccaBuio edekTBHOI, Ang iHribyBaHHA NOS, kinbKkocTi cnonykn doopmymm | abo it
dapMaLeBTUHHO NMPUAHATHOT COoni.

Cronykn copmMynu | MOXYTb Matu XxipasnbHi LEHTPU i TOMYy MOXYTb iCHyBaTu B pPi3HMX E€HAHTIOMEpPHMX Ta
AdiactepeomepHux dopmax. Llen BuHaxig CTOCYETbCHA BCIX OMTUYHMX i30MEpIB Ta BCiX CTepeoisoMepiB Crnonyk
dopmymm | Ta ix cymilen, a TakoX, BiOMOBIgHO, BCiX (hapMaueBTUYHUX KOMMO3WLiA Ta crocobiB nikyBaHHs,
BM3HAYEHVX BULLE, L0 MICTATb ab0 3aCTOCOBYHOTH iX.

BueBkaszaHa copmyna i oxonmoe cronyku, iQeHTUYHI onucaHuMm, ane 3a o06cTaBuH, WO oAauH abo Ginblue
aToMiB BOAHIO, Byrneuto abo iHWMX aToMiB 3amillgHi X i3oTonamu. Taki cronyku MoXyTb OyTW KOpPWCHI SIK
JocrigHULbKI Ta AiarHoCTUYHI 3acobu Npy BUBYEHHI chapMaKoKiHETMKM MeTaboniaMy Ta B TeCTax Ha 3B'sI3yBaHHS.

Cnonykn popmynm | MoxXyTb 6yT|/| o%epmaHl AIK L OMCaHQ B HaCTyMHNX peakuinHMX cxemax Ta AUCKycii. AKLWOo
He BKasaHo iHle kinbue A, X, n, R’ R® R* R, R®ta R’ i CTpYKTypHa cdopmyna | B peakuinHmMx cxemax Ta
OVCKYCIl, LLIO BUTIKaE 3 HUX, Taki, SK BmsHaquo BULLE.
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Cxewma 1 intocTpye crnocib ogepxaHHs cronyk popmymm |, B skmx X € 3B'sa3koM i kinbue A € 6eHzonom. Cxemm 2 i
3 inocTpyloTe crnocobu opepkaHHs cronyk dopmymm |, B sknux X € kucHem i kinbue A € Gensonom. BuxigHi
maTepianu, Lo BMKOPUCTOBYBanuchb B MeTogukax Cxem 1 i 2 € KOMepLiiHO 4OCTYMHUMM, BiGOMUMU B Ui ranysi abo
TakUMK, O FEerko oOepXKYHTbCA 3 BiJOMUX CMONyK 3a MeToaukamu, Lo Aobpe BigoMi cepefHbOMY crevianicTy B Ui
ranyasi.

MosicHeHHs go Cxemu 1, cnonyky bopmynm |l oxonomkysanm go npubnusHo -70°C B cyxomy TeTparigpodypaHi
(Tr®) i noTim Ao fofaBamm pPo3yuH H-OyTunniTito. OaepXKaHuin po3vmH 00podIAnM TpMeTUNGopaToM i 3anuwany npu
KiMHaTHIN Temnepatypi 4Ns ogepXaHHsa crnonyku opmymm |1,

Crionyky dopmyrwm Il nigaasamm B3aemogii 3 crnonykoto popmymm IV ana ogepxaHHs cronyku doopmymm V. Lo
peakuilo 3a3Buyal NPOBOAATb B BOLAHOMY €TaHOMIbHOMY PO34MHi, B MPUCYTHOCTI kKapboHaty HaTtpito i
TeTpakicdeHindocdiHnanagito, NpubnM3HO Npu TemMnepaTtypi KUMiHHA PO34MHHKIKA.

Crionyky cbopmymm VI MoXHa ogepxaTtun HacTynHuMm crocobom. Mo nepue, crionyky dopmyrm V nigaasanv
B3aemogii 3 N-6pomcykuumHimigom (NBS) i 6ic(1-uiaHo-1-a3a)-uuknorekcaHom B TeTpaxnopuai Byrfeuo i Kum'arunm
npubrm3Ho 8 roawH, 3 OoAaBaHHSM O04AaTKOBMX MOpPUIN iHiLiaTopy koxkHy 1, 2 i 4 roguwHy. [Micna BunaptoBaHHA
PO34YMHHMKa MPOAYKT L€ peakuii niggaBanm B3aemogii 3 LuaHigoM TPUETUIAMOHI0 B METUNEHXIOpUAI, NPUGNM3HO
npuv KiMHaTHIN TeMnepartypi 4Na ogepXXaHHa crnonyku popmynm VI.

HacuyeHuin po3uunH cnonyku dpopmynm VI B eTaHoni 3 XNIOPUAOM BOAHIO KUMATUNM i3 3BOPOTHI XONOANIbHUKOM
ans ogepxaHHs crnonyku opmynm VII.

Cnonyka cdoopmymm VI, wo 6yna ogepxaHa Ha nonepegHin ctagii Moxe 6yTn nepeTBopeHa B CMosyKy opMymnv
IA 3a HacTynmHoto MeToaumkoto. Croyatky, crnonyky dopmymm VII niggaBamm B3aemogii 3 MPUAHATHOK CMOMYKOHO
dopmynm R?R'NH i N-eTnn-N-gumeTunamiHonponinkap6ogiimigy (EDAC) B npucyTHocTi ocHoBu. [Mpuknagamu
MPUAHATHUX OCHOB € OCHOBM, WO BWBUWpalTb 3 TpuarnkinamiHis, kapboHaTiB nyxHUx MeTanis, kapboHaTis
nyxKHoseMenbHUX MeTaniB. Lllo peakuilo 3a3Buuyal MPOBOAATE B PO3YMHHUKY TakoMy, $K aueToHITpun,
MeTuneHxnopug abo N,N-gumeTtundopmamig (OMPA) npu Temnepartypi Big npubnusHo kKiMHaTHOI Temneparypu 4o
npnommaHo 100°C, nepeBaKHO Mpu KiMHATHIN Temnepatypi. lepeBaxHO, peakuildo MPOBOAATb B MPUCYTHOCTI



KaTanisatopa Takoro, sik N-rigpokcucykuuHimig abo rigpokcubeHsTprason.

MpooyKT BULIEONMCAHOT peakuii MoTiM niggaBanmM BiOHOBMEHHK BMKOPUCTOBYKOYM criocobu gobpe Bigomi
crneuianictam B Ui ranysi. Hanpuknaa, BigHOBNEHHS MOXe OyTu 34JiNCHEHO BMKOPWCTOBYHOYM MiTinanomorigpua B
TeTparigpodypaHi B npucyTHOCTI abo y BiACYTHOCTI xyiopuay antoMiHito, abo BMKOPUCTOBYOUM MeTUICYNbdiadopy B
TeTparigpodypaHi, npu Temnepatypi Big npuonusHo -78°C go npubnmsHo 0°C, nepeBaxkHO npu npubnusHo -70°C,
oAepxytoun 6akaHy crnonyky chopmynm lA.

MosicHeHHs go Cxemu 2, cnonyky chopmymm VIl niggasanv B3aemogii 3 Tpubpomigom TeTpabyTtunamorito B 1,2-
avixropeTaHi npubnusHo Mpu KiMHaTHIM Temnepatypi. poaykT uieto peakuii obpobnsnm 6GeHsunbpomigom i
KapboHaTOM Kanito B PO3YMHHMKY TaKOMy, SiK aLEeTOHITpUN, NPUONM3HO Mpu TeMnepatypi KUMNiHHS peakuinHOi CyMiLli
oepytoum cronyky oopmynm |1 X.

Cronyky dopmynm [IX noTim nepetsoptoBamm B 1-6eH3nnokcuHadTaneH-4-60pHy KUCIOTY 3a MeToOMKOH
onucaHoi BULLE AN ogepKaHHsa noxigHoro 6opHoi kucnot popmymm Il B Cxemi 1.

Peakuicto 1-6eH3unokcuHadTaneH-4-60pHoi kucnomm 3 cromykolo dopmyrim X B eTaHoni B MPUCYTHOCTI
kapboHaTy HaTpito i TeTpakicTpudpeHinnanagiio, npubnM3HO Npu TemnepaTypi KWMIHHA peakuiiHOi  CyMiLli
ofaepxxyBanu cronyky doopmynu Xl.

Cronyka dopmynm Xl moxe Oytm nepetBopeHa B cronyky dopmynm Xl BUKOPUCTOBYIOUM HACTYMHWMN
ABocTagiviHin npouec. Crnonyky cdopmynm X| nigpaasanv B3aeMogii 3 popmiatom amoito i 10% nanagiem Ha Byrinmi
B eTaHoni, NpubIM3HO MpW TeMMepaTypi KAMIHHA peakuUiiHOT cyMilli, AN ogepXaHHs aHanora crnonyku popmymm X,
B skomy OeHsurokcurpyna cdopmymm Xl 3amiHeHa Ha rigpokcurpyny. Cromyka dopmymm Xl ogepxysanack
B3aeMofielo rigpokcunoxigHoro 3 6pomeTunauetatom i kapboHaToM HaTpilo B aueTOHITpWMi, NPUGMM3HO Mpu
TeMnepatypi KUMiHHA peakLuinHOT CyMiLLi.

OcHoBHW/  rigponia  crnonyku dopmyrm  XII 3 HacTynHow  B3aeMofielo 3 N-eTnn-N-3-
AvmeTunamiHonponinkap6oaiimigpom (EDAC) i npurHATHOK CMONyKOH, WO Mae hopmyny R'R*NH ofepxysarnu
6axaHy crnonyky dopmynm Xlll. OcHOBHWI rigponi3 3a3Bu4yart NPOBOAUMM BUKOPUCTOBYIOUU TAPOKCUAM Ny>KHMX abo
NyXHo3eMenbHUX MeTanis B cyMiwi 3 TP, meTaHonoM i Bogo Mpu KiMHaTHIN TemnepaTypi. Peakuito 3 R'R?NH i
EDAC B 0CHOBHOMY NMPOBOAWIM BUKOPUCTOBYHOUYN METOAUKY OMMCaHy BULLIE ANS OAEPXKaHHs crionyku doopmymm 1A 3
cnonykun coopmyrnm VII B Cxemi 1.

Crnonyka cpopmymm XIll moxxe 6yt nepeTBopeHa B 6axaHy crnonyky dopmymm IB HacTymHum ynHom. Crionyky
dopmynm Xl niggasamm B3aEMOAIi 3 BiANOBIAHO CMOMYKO, B 5Kl kapOoHifbHa rpyna 3aMiHeHa Ha MeTUIeHoBY
rpyny, nicna 4Yoro Bugananu 2,5-aumeTvnniponinbHy 3axvucHy rpyny. BigHoBneHHs moxe OyTv  34iicHeHO
BMKOPMCTOBYHOYM MeToaukM [o0pe Bigomi crneuianictam B Ui ranysi, Hanpuknag, BUKOPUCTOBYHOUM
niTinanomorigpug B TeTparigpodypaHi npu Temnepartypi Big npubnusHo -78°C po npubmmsHo 0°C, nepeBakHO
npun6m3Ho npu -70°C,

BupanenHs 2,5-gumeTunniponinbHOI 3aXMCHOI  rpynv Moxe Oyt 34iicHeHO peakuielo 3 rigpoxnopugom
rigpokcunamiHy. Llto peakuito 3a3Buyain NpoBoAsATb B CivpTi abo BOAHOMY PO34uHi CNUpTy Mpu Temnepartypi Big
npuObnM3HO KiMHATHOI TemnepaTypyu OO0 MpuMOGIM3HO TemnepaTtypy KUMiHHS peakuiiHoT CyMilli, NpoTArom Big,
npubnmaHo 8 Ao NpMbM3HO 72 rogvH.

Cronykn dopmyrm |, wo matote popmyny 1B, ane B Akux Kinbue A iHwwe Hix 6eH30n MoxyTe Byt ogepkaHi 3a
aHarnoriYHMMmn MeToamKamm, BUXOAAYMN 3 MPUAHATHUX CrOMyK, WO € aHanoriYyHnmMmn fo cronyku popmymm VIII, B Skin
He3amillgHe 6eH3okinbLe cnonyku gopmynm VIl 3amiHeHe Ha iHLe HiX BeH30KiNbLe, B MeXax 3HavyeHb Kinbus A.

MosicHeHHs go Cxemu 3, Bigomun 1-cbTopHadTaneH (XIV) B ouToBin kucnoTi 6pomyBanm oxonogxeHum go -70°C
Opomom B cyxomy TeTparigpodypari (TI®D) npu Temnepatypi Bia NpubnmaHo KiMHaTHOI TeMnepatypu 40 NPUOnM3HO
TemnepaTtypy KWMiHHS peakuinHoi cymiwi mpoTtaroM Big npubnmsHo 1 roguHn go npubnmsHo 48 roauH i noTim
Aofasanu po3yvuH H-6yTunnitin. OgepxaHui po3umH noTiM 06pobnsamm TpueTuromGopaToM | 3armwanv npu
KIMHaTHIn TemnepaTtypi Ans yTBOpeHHs cronyku cdpopmynm XV. Crionyky cdopmymm XV niggaBamm B3aemofii 3
crnonykoto cpopmyrm IV ana ogepxkaHHs cnonykun copmynm XVI. Liio peakuito 3a3Buyan NpoBoAsATb B BOOHOMY
eTaHoni B MpUCYTHOCTI kKapboHaTy HaTtpito i TeTpakicdeHindocdiHnanagio, npubnusHo npu Temneparypi KuMiHHA
peakuinHoT CyMiLui Cnonyky dopmyrm XVI noTim 06pobnsanm ankoronsiTom Ny>KHOro MeTarny OAEepPXKaHoro 3 CroJyku
dopmymm HO(CH2)aNR R? i rigpuay HaTtpito B MONSPHOMY PO3YMHHUKY TakoMmy, siK AuMeTtundopmamig, npu
Temnepartypi Big NpubnM3HO kiMHaTHOI TemnepaTtypu 0o npubnmsHo 140°C, npoTtarom Big npubnmaHo 1 roguHu Oo
npubrmsHo 48 roguH. Liio peakuito nmpoBogurm ans BignosigHoi cnonyku cdoopmymm XVII, 3 skoi 3HiManm 3axucT
BUaanswoun 2,5-gumMeTUNniponinbHy 3axuUcHy rpyny peakuieto 3 rigpoxrnopuaoM rigpokcunaminy. Lo peakuito
3a3Buyal MpoBOAATb B CrMpTi abo BOOHOMY CNMPTOBOMY PO34MHI, MPU TemneparTypi Big NpuOnM3HO KiMHATHOI 80
NpPUONM3HO TeMNepPaTypPU KUMiHHA peakLiiHOT CyMiLli, NPOTSArom Big NpubnusHo 8 o NpubnM3HO 72 roauvH.

Cronyku cbopmymm |, Wwo nosHadeHi TyT, sk crnionyku doopmymm IA i 1B, ane B akux Kinbue A iHwe Hixx 6eHson,
MOXYTb OyTM ogepaHi 3a aHasoriyHMMM MeTogMKamK, BUXOASYM 3 MPUAHSATHUX BUXIQHMX MaTepianis, WO €
aHanorivHumn go cnonyk cdopmynm VIII i XIV, Cxemn 1, 2 1a 3 BignoBigHO, B AKUX He3amillgHe GeH3okinbue
BiAMOBIQHOrO BMXiAHOrO Matepiany 3amiHeHe Ha iHLWwe HixX BEeH30KiNbLE, B MeXax 3Ha4yeHb Kinbus A.

OpepxaHHs iHWKX cromnyk doopmymu |, He cneumdiyHO onmMcaHe B HAacTyMHOMY eKcrnepuMeHTarnbHOMY po3gini,
MoXe OyTVM NpoBeAeHO 3 BMKOPUCTaHHAM KOMOIHAUM peakuiil, onMcaHux Bulle, WO 3pOo3yMmini daxiBuio B AaHii
ranyasi.

B koxHi 3 peakuii, o obroBoptoBanMcs abo inoCcTpyBammMcsl BULLE, TUCK HE € KPDUTUHMHUM, SIKLLO HE BKa3aHo
iHakwe. Tuck Big npubmmaHo 0,5 atmocdepm Ao NpubnmaHo 5 atmocdep 3aranom € NPUAHATHAM, | OTOUYIOYMIA TUCK,
T0670 1 atMocdepa, € NepeBakHUM, K DAKTUHHO 3PYHHUNA.

Cronykn cbopmynm | ("akTuBHI Cronyky AaHOro BMHaxody"), WO € OCHOBHVMMMW 3a NPUPOAOo, 34aTHi yTBOpOBaTH
BESUKY KiNbKICTb Pi3HMX CONEl 3 Pi3HUMK HEOPTraHiYHMMU Ta OpraHiYHMMKU KucroTamu. Xoua Li corni NMoBWHHI ByTn
hapmaLleBTUHHO NMPUAHATHAMM ANS NPU3HaYeHHst TBapMHaM, Ha NpakTuLi YacTo GaxaHo crnovaTKy BUAINUTY CMIoNyKy
dopmyrm | 3 peakuiHOT cymilli y BUrnsai papmaueBTUYHO NPURHATOT Cori, | MOTIM MPOCTO NEpeTBOPUTM OCTaHHIO B
CMONYKY Y BUIMsiAi BiNMbHOI OCHOBWM OBPOOKOI NY>XHWM peareHTOM i MoTiM MepeTBOPUTM BKa3aHy BiflbHy OCHOBY B
hapmaueBTUHHO NMPUAHATHY KUCIIOTHO-aAUTUBHY Cinb. KNCMOTHO-agnTUBHI COMi @aKTMBHUX OCHOBHUX CMOMyK AAHOro



BMHaxo4y Ierko oJepXylTbcsi 06poOKO OCHOBHOIT CMOSYKM, SIK MPaBWUIIO, E€KBIBANIEHTHOK KifbKICTIO MPUAHATHOT
MiHeparbHOi Y/ OpraHivyHOI KUCIOTN B CEpPedoBULLj BOAHOIO PO34YMHHMKA ab0 MPMOAHOr0 OpraHiYHOro PO34MHHKKA,
Takoro sik MeTaHon 4n eTaHon. O6epexHUM BUNapOBYBaHHSIM PO3YMHHMKA NErko oAepKyBanv baxaHy TBepay Cifb.

AKTUBHI CMonyku Lboro BMHaxody Ta ix dpapMaueBTUYHO NPUAHATHI coni kopucHi ik NOS iHribiTopu, TOGTO BOHM
MaloTb 34aTHiCTb iHribyBaTn NOS eH3umMu y ccaBUiB i, TaKUM YMHOM, BOHM 34aTHIi AiATW K TepaneBTUYHI areHTu npu
niKyBaHHi paHille 3ragaHux posnagiB Ta 3axXBOploBaHb Y CCaBLU4, L0 CTpaxaae.

AKTVBHI Cnonyky LbOro BMHaxoAy Ta iX hapMaueBTUHHO MPUAHATHI coni MOXYTb OyTW MpuaHadveHi 6yab-akum
LUIISAIXOM - OparnbHUM, NapeHTepansHuM abo micueBuM. 3aranom Li Crosyku HanbinbLw 6axaHo npusHavaTy y go3ax
B iHTepBani Big npmubnusHo 0,01 go npnbnmaHo 250Mr Ha AeHb, B 0AMHWYHIN abo po3nogineHin gosax (tobTo Big 1 oo
4 1003 Ha AeHb), Xo4a 3MiHM 060B'SA3K0BO ByayTh TPaMmATUCA B 3aneXHOCTI Big BMAY, Barn Ta cTaHy cyb'ekTy, SKoro
TiKyt0Tb, Ta BUOPaAHOIO KOHKPETHOro Lnsxy npuaHadeHHs. OgHak, HambinbLw 6axaHo BMKOPMCTOBYBATM piBeHb [03,
LLO NeXWTb B iHTepBani Big npubnusHo 0,07mr Jo npubnusHo 21Mr Ha Kr Baru Tina B AeHb. 3MiHW, MK TUM, MOXYTb
TakoX Big Tuny BuBpaHoi hapmaueBTMYHOI KOMMO3WLUii i nepiogy Yacy Ta iHTepBany, B SIKUX JaHe MpU3HaYeHHs
npoBoAATb. B aesikux Bunagkax piBHi 403, HYKYi HAMHWKYOT MEXi BMLLIE3ragaHoro iHTepBary, MOXyTb OyTn GinbLu Hix
agekBaTHVMW, B TOW Yac, SK B IHLUMX BUMagKax MoXyTb ByTu 3acTOCOBaHi Lie BULL 03K 6e3 BUKIMKaHHS Byab-SKoro
LWKiANMBOro nobiyHoro edhekTy, Npy YMOBI, IO Taki BULL JO3WM criovaTky PO3MoAiNeHi Ha Aekinbka manux 0o3 Ans
NPU3HaYeHHSA NPOTArOM OHS.

AKTVBHI crionyku BuHaxody MOXYTb OyTu npusHaveHi camocTiiHo abo B kombiHauii 3 dapmaueBTUyHO
NPUAHATHUMUW HOCiMM abo po3baBHWkaMy Oyab-AKMM 3 TPbOX 3a3garerifb Bka3aHuX LUMAXiB, i Taki MpU3HaYeHHs
MOXYTb OyTM NMpoBedeHi B 04HOPa3oBii abo Oaratopasosiii Ao3ax. Binbl KOHKpETHO, HOBI TEpaneBTUYHI areHTU
[aHoro BMHaxody MOXYTb OyTW Npu3HadeHi y BEMMKIN KiNMbKOCTi Pi3HNX JO30BaHUMX (POpM, TOOTO BOHU MOXYTb ByTu
CKOMOIHOBaHi 3 Pi3HMMKU (hapMaLeBTUYHO MPUAHSATHUMUK HocisiMM Yy cpopmi TabneTok, kancyn, nirynok, TBEpAWX
NbOASHUKIB, MOPOLLKIB, CnpeiB, KpemiB, Oanb3amiB, Cyrno3uTopiiB, xene, renis, nact, NOCbNAOHIB, Ma3en, BOOHUX
CyCMeH3i, po3umHiB Ans iH'eKuin, enikcupis, cuponiB i T. iH. Taki Hocii BkoyaloTb TBepAi po3baBHMKM abo
HarnoBHIOBaYi, CTepurnbHe BOAHE cepedoBuLLE Ta Pi3Hi HETOKCUYHI OpraHivHi PO34MHHUKK | T.4. Binbw TOro, opansHi
hapmaLeBTUYHI KOMMO3WLii MOXYTe ByTV MpUAHATHe nigconofkeHi i/abo apomaTnaoBaHi. 3aranom TepaneBTUYHO
eeKTUBHI CroSyKn 4aHOro BUHaxody NPUCYTHI B TakMx A4030BaHWX hopMax 3 PiBHSAMM KOHUEHTpauii, WO nexaTb B
Mexax Big npnbrmsHo 5,0 Bar. % go 70 Bar. %.

[na opanbHOro npu3HayeHHs TabneTku, WO MICTATb Pi3HOMaHITHI eKuimieHTn, Taki sk MikpoKpucTaniyHa
Lernornosa, uitpaT HaTpito, kapboHaT karnbLito, rigpodocdar KanbLito Ta rMiLMH MOXyTb 6YyTY BUKOPUCTaHI pa3om 3
Pi3HOMaHITHUIMW Ae3iHTerpaHTamu, TakUMKN SK KpoxMarnb (nepeBakHO KyKypyA3siHWNA, kapTonnsHuin abo TaniokoBwii
KpOoxmarb), anriHiHoBa KUCroTa Ta MEeBHi KOMMMEKCHI cumikaTu, pa3oM 3i 3B'A3yl04MMU FpaHyrnsiToM, TakMMKu siK
noniBiHiNNiponigoH, UyKkpo3a, XenaTuH Ta akauis. [JogaTkoBo, 3Mallyrodi areHTW, Taki 9K cTeapaTt MarHito,
naypuvncynbdart HaTpito Ta Tanbk, € 4acTo AYXe KOPUCHUMW AN Linen TabnetyBaHHs. TBepai KOMNo3wuuii nogiGHoro
TMMY MOXYTb TakoX OyTW 3aCTOCOBaHi Sk HAMOBHIOBAY B XXenaTMHOBWX Kancymnax; nepeBaxHi maTtepiamu, y LubOoMy
3B'sI3Ky, TAKOX BKIIHOYAOTb MakTo3y abo MOMOYHWIA LyKOp, @ TaKoX MOMeTUNEHr KoM 3 BEMMKOK MOJEKYNAPHO
Baroto. Konm gns opanbHoro npusHaveHHsi 6axaHi BogHi cycneHsii i/abo enikcupy, akTUBHUIA iHTpedieHT moxe byTn
CKOMOGIHOBaHWI 3 PI3HOMaHITHUMM NiACONOXKYYMMM @G0 apoMaTU3yUYMMK areHTamn, 3abapBoYMMU pe4oBMHAMM
abo GapBHuMKamu i, SKWO uUe BaxaHo, emynbcudikylouumm i/abo cycneHaylouMmMmn areHTamm, a TakoX 3 pasoM 3
TakMmu po3baBHMKaMK, SIK BoAa, €TaHOoJ, NPONiNeHrNikob, rmilepuH Ta pi3Hi NoAibHi ix koMGiHaLii.

[ns napeHTepanbHOro NpusHayeHHst MoXyTb OyTW 3acTOCOBaHi PO34MHU aKTMBHOI CMOMyKW MpeAcTaBfeHoro
BMHaxo4y abo B KyHKYTHOMY 44 apaxicoBoMy Macni, abo y BogHomy mponineHrnikoni. BogHi po3dvHM noBuHHI 6yTn
npuaaTtHe 3abydepeHi (nepeBaxHO, pH GinbLue, Hix 8), AKLWO ue HeobxigHo, i piakuii po3baBHUK crioyaTky pobuTtbcs
i30TOHIMHUM. Taki BOAHI PO3YMHM MPUAATHI AN MPU3HAYEHHs Yy BUMMAAI BHYTPILWHLOBEHHUX iH'ekuin. MacnsHi
PO34MHU MPWAATHI NS NPU3HAYEHHS Y BUMMSAi BHY TPILLHbOCYrOO0BMX, BHYTPILLUHEOM'SI30BMX Ta MigLKIPHWX iH'EKLIN.
OpepXaHHa BCIX LUX PO3YMHIB B CTEPUNMbHMX YMOBax BWKOHYETbCS 3a CTaHAapTHUMKM dapmaueBTUHHUMM
MeToavKamu, obpe BigoMumn haxiBLo B AaHi ranysi.

Kpim Toro, TakoX MOXIMBO NpPU3HayYaTW akTUBHI CMOJyKM NpencTaBrieHOro BMHaxXody MicueBe mpy MiKyBaHHI
3ananbHUX 3axBOpIOBaHb LUKIpW, i Ue Moxe OyTn 3pobreHo LWnsxom 3acToCyBaHHS KpeMiB, erne, refis, nacT,
nnacTvpis, Masen i T. iH. y BiAMNOBIAHOCTI 3i cTaHOAPTHOI (pbapMaLeBTUHHOO NPaKTUKOIO.

3patHicTb crnonyk dpopmynm | iHribyBatn NOS moxe Oy Bu3Ha4yeHa 3 BUKOPUCTaHHAM MeTOZiB, ONMCaHWX B
nitepatypi. 3aaTHicTe cnonyk doopmymm | iHridyBaTn eHgoTeniansHy NOS moxe 6yTn BU3Ha4YeHa 3 BUKOPUCTaHHSM
meTogis, onmcaHux Schmidt et al. B Proc. Natl. Acad. Sei. U.S.A. 88, pp.365-369 (1991) ta Pollock et.al. B Proc. Natl.
Acad. Sei. U.S.A, 88, pp. 10480-10484 (1991). 3gaTHicTb cronyk cbopmymm | iHriGysaTtn iHgykytotody NOS moxe 6yTu
BM3Ha4eHa 3 BUKOpMCTaHHAM MeToAiB, ormcaHux Schmidt et al. B Proc. Natl. Acad. Sei. U.S.A. 88, pp.365-369 (1991)
Ta Garvey et al. B J. Biol. Chem. 269, pp.26669-26676 (1994). 3aaTtHicTe cnonyk popmynm | iHribyBaTn HepoHanbHy
NOS moxe 6yt BU3HAYeHO 3 BUKOPUCTaHHAM MeToaunku, onmcaHoi Bredt and Snyder B Proc. Natl. Acad. Sei. U.S.A.
87,682-685(1990).

I3 wecTtngecsatn cnonyk cdopmymm |, wo 6ynm gocnimkeHi, Bci nokasamm ICso< 10MkM ana iHribyBaHHa abo
iHayKyrouoi abo HevipoHansHoi NOS.

MpeOcTaBneHwi BUHaxig iNOCTPYETbCHA HacTynHuMu Mpuknagamu. OpHak 3po3ymino, WO BuHaxig He
obmexyeTbca cneundiyHMmm geTtanamu umx MNpuknagi B. TOYkM NnaBrieHHs He koperysanucs. CnekTpy npOTOHHOIO
SAEPHOr0 MarHiTHOro pes3oHaHcy (1H NMR) Ta 3¢ SAEPHOro MarHiTHOro pe3oHaHCy BUMIpIOBaNuCb Arnsl pO3YuHIB B
devtepoxnopodopmi (CDCIz) abo B CD30D abo CD3SOCD3 i nonoxeHHs MikiB BUpaXanu B YacTMHaX Ha MiflbAOH
(M.4.) 3 BUKOPUCTaHHSM TeTpameTurcunany, sk cTtaHgapty (TMC). ®opmu nikiB BU3Ha4ammMcb $IK HaCTYMHi: c,
CVHMMET; 4, AybreT; T, TPUNMET; K, KBapTeT; M, MyNbTUMIET; LU, LUMPOKUIA.

Mpuknag 1

6-(4-[2-(4-DeHinninepasuHin-1-in)eTunjHad Tanex-1-in)nipuauH-2-inami

A. N-Tpetbytunkap6oHin-6-6pomnipnaun-2-ami



Ho 125mn kpyrnogoHHOT konbu cropsmkeHoi Beogom N2 gogasamm 0,865r (5Mmonb) 6-6pom-2-amiHonipmamH,
0,677mn (5,5 mmorb) TpumeTunaueTunxnopugy, 15mn cyxoro aueToHitpuny i 1,045mn (7,5 Mmorb) TpueTunamiHy.
PeakuinHy cymilw nepemillyBanu npu KiMHaTHI TeMmnepatypi npotarom 14 roavH, BUnMBanu y Boay i nepemillysanm
[0 YTBOpEHHs1 TBepAoro ocady. TeepAdy peyoBuHy pinbTpyBanu, NpoMmBanyi BOOOK i cywmnu ogepxytoum 1,04r
(81%). T.nn. 87 - 90°C.

'H-AMP (5, CDCl3): 1,28 (¢, 9H), 7,17 (a, J=8, 1H), 7,52 (7, J=8, 1H), 8,00 (wc, 1H), 8,19 (a, J=8, 1H).

BC-AMP (5, CDCl3): 27,3, 39,8, 112,2, 123,3, 139,0, 140,5, 151,6, 177,1.

B. 4-MeTunHacdTtaneH-1-6opHa kucrnoTa

HOo 125mn kpyrnogoHHOi Konbwu cropsmpkeHoi BeogoM Nz popgasanm 1,78r (11,4 mmornbs) 1-6pom-4-
MeTunHadptaneH i 20mn cyxoro TeTparigpodypaHy. Po3unH oxonomxkysarm go -70°C, i npotsrom 5 XxBWMuWH
poaasanu 5,49vn (13,7 MMonb) 2,5M po3dmHy H-GYyTUnniTito B rekcaHi i peakuiviHy cymill nepemiiysanu npu -70°C
npoTtarom 10 xBunuH. Po3unH obpobrnsimm 2,34mn (13,7 MMonb) TpueTunbopaty, nepeMiwysanv 5 XBUnvH npm -
70°C, i noTim HarpiBarnm go kiMHaTHOI Temnepatypwu i nepemiwysanu 40 roguH. PeakuiiHy cymill racunu BOgHUM
pO34uHy Xropuay amoHito, Bunuesanm B 0,5N xrnopBoaHeBY KACMOTY | ekcTparyBanm etunavetatom. OpraHiyHin Lwap
NPOMMBaNM HaCM4EeHUM BOAHUM PO3YMHOM XJIOPUAY HATPIt0, CYLUIMIM HaA CynbdaToM HaTpilo i PO3YMHHUK BigraHsm
ofepxytoun Biny TBepAy peyoBWHY MICAs PO3TUPaHHS 3 rekcaHoMm, T.nn. 224 - 228°C, 1,91 (90%).

"H-AMP (3, CDCla): 2,63 (c, 3H), 7,25 (m, 1H), 7,3 - 7,5 (m, 3H), 7,75 (m, 1H), 7,95 (m, 1H).

3C-AMP (5, CDCl3): 19,4, 124,5, 1255, 125,7,126,0, 128,5, 128,9, 129,9, 131,6, 134,9, 135,3.

C. N-TpeTbytnnkap6oHin-6-(4-metunHad taneH-1-in)nipynguH-2-inamiH

Ho 100mn KpyrnoAoHHOI Konbu cnopsimpkeHoi koHaeHcatopom i BBogom Nz aoaasanm 975wmr (3,795 mmonb) N-
TpeToyTUnKapOoHIn-6-6pomnipnamn-2-amidy, 706mr (3,795 mmorb) 4-metunHadptaneH-1-6opHoi kucnotn, 1,61r
(15,18 mmonb) kapboHaTty Hatpito, 50mr (0,04 Mmmonb) TeTpakicdeHindocdiHnanagio, 18mn eTaHony i 2mn Boau i
peakuinHy cymiw Harpisanu npu 80°C npotarom 13 roguH. TLWX nokasana HasiBHICTb ocHOBHOT nnsimmn 3 Rf = 0,2 B
15% eTtunaueTtarti B rekcani, i PXMC nokasana ocHoBHW/ nik npu P+1 = 319. PeakuiHy cymiw oxonogxysamm,
BMNMBanNuW y Bogdy i ekcTparyBamm eTtunauetatoMm. OpraHiYHWA Lwap npomMuBany BOAOK | HACWYEHUM BOLHUM
PO34YMHOM XlopuAdy HaTpilo, CyIMM Hag, CynbdatoM HaTpilo i PO3YMHHUK BigraHsamm. 3anuLuok xpomartorpadpysanm
Ha cwurnikaresi BUKOPUCTOBYIOUM B IKOCTI eMtoeHTy rekcaH/eTunaueTat ogepxytoumn 1,25r (=100%) niHw.

"H-AMP (5, CDCl): 1,32 (¢, 9H), 2,73 (c, 3H). 7,25 (m, 1H), 7,3 - 7,5 (m, 4H), 7,81 (1, J=8, 1H), 8,00 (g, J=8, 1H),
8,05 (g, J=8, 1H), 8,145 (wc, 1H), 8,31 (g, J=8, 1H).

¥C-AMP (5, CDCls): 19,7, 27,5, 604, 1121, 121,1, 1244, 1258, 126,08, 126,11, 126,16, 126,9, 131,1, 1329,
135,3, 1338,7, 151,3, 157,8, 177,3.

MC (%): 319 (ocHoBHUIn+1, 100).

D. N-TpeTbytnnkap6oHin-6-(4-uiaHomeTunHad TaneH-1-in)nipuaunH-2-inami

o 100mn kpyrnogoHHOT Konbu crnopsimkeHoi BBogoM N2 3 koHaeHcaTopom gogasarm 1,21r (3,795 mmors) N-
TpeToyTUNKapOoHIn-6-(4-metunHadgpraneH-1-in)nipuagnH-2-inamidy, 810mr (4,554 mmonb) N-6pomcykuuHiMigy, 35mn
TeTpaxnopugy Byrneuto i 10mr ©ic(1-uiaHo-1-a30)umknorekcaHy. PeakuiiHy cymill HarpiBamm i3 3BOPOTHIM
XOnoAnnbHUKOM 3ararnomMm 8 roavH i gofdaBany AoAaTkoBi nopuil iHiliaTopy Ha 1, 2 i 4 rognHu. PeakuinHy cymil
OXofiofpKyBanu, @ineTpyBanu 3 TeTpaxrnopuaoMm Byrmeu, | pO3YMHHMK BigraHanu. YepBoHe wMacrno 2,51
BMKOpPWCTOBYBanu 6e3nocepeHsLo.

"H-AMP (5, CDCla): 1,33 (6, 9H), 5,00 (c, 2H), 7,26 (a, J=7.5, 1H), 7,49 (m, 2H), 7,63 (m, 2H), 7,84 (T, J=8, 1H),
8,02 g/q, J=8, 1H), 8,115 (wc, 1H). 8,22 (g, J=8, 1H), 8,36 (g, J=7,5, 1H).

¥C-AMP (5, CDCla): 27,6, 31,6, 39,9, 112,6, 121,0, 124,1, 126,6, 126,7, 127,3, 131,5, 131,7, 134,1, 1388,
139,5, 1514, 157,1, 177,35.

MC (%): 397/399 (ocHoBHMI+1,100).

BuweonncaHe macno nepeHocunm B 35Mn cyxoro mMeTuneHxnopugy i obpobnanu 593mr (3,795 mMmorb)
TeTpaeTUNaMoHiNLUiaHia i peakuiiHy cymiw nepeMiwysanu npu kiMHaTtHin Temnepatypi 13 roguH. PXMC nokasana
OCHOBHWI nik P+1 = 344 i TWX nokasana ocHoBHy nnsimy 3 Ry = 0,6 B 10% emunauetat B MeTUNEHXIIOPUA,.
PeakuinHy cymil ynaptoBanu i 3anmwIOK XpomaTtorpadyBanM Ha cunikareni BUKOPUCTOBYKOUN B SKOCTI etoeHTy
eTunaueTaT B MeTuneHxnopugi ogepxytoum 1,00r (77%) niHw.

"H-AMP (5, CDCl3): 1,32 (c, 9H), 4,18 (c, 3H), 7,26 (a, J=7.5, 1H), 7,53 (m, 2H), 7,63 (m, 2H), 7,84 (1, J=8, 1H),
7,92 (g, J=8, 1H), 8,04 (g, J=8,5, 1H), 8,10 (wc, 1H), 8,34 (4, J=8, 1H).

BC-AMP (5, CDCl3): 22,0, 27,5, 39,9,112,6, 121,0, 122,75, 126,0, 126,7, 126,9, 127,2, 131,2, 131,4, 1389,
139,1, 1514, 156,9, 177,35.

MC (%): 344 (ocHoBHM+1, 100).

E. 6-(4-KapbokcumetunHad taneH-1-in)nipugunH-2-inamiH

[o 100mMn kpyrnogoHHOT konbw crnopsmkeHoi BBogoM N2 3 koHaeHcatopom gogasarm 1,00r (2,915 mmorb) N-
TpeToyTUKapOoHin-6-(4-uiaHomeTunHadgpTaneH-1-in)nipuanH-2-inamidy i 35mn etanony. Po3unH HacudyBarm HCI i
HarpiBanu i3 3BOPOTHIM XonoAunbHUKOM 14 roguwH, 4O SIKOro ogpasy Mnpu 3akunaHHi JodaBanuv ABi Kpansi Boau.
PeakuinHy cymiw (PXMC nokasana P+1 = 391) oxonopKyBamm i pO34MHHMK BiAraHsamm, i 3anuilok nepeHocunu B
eTvnaueTtaT, MPOMMBaNu BOAHUM PO34YMHOM BikapBoHaTy HaTpilo, BOAOK i HACUYEHVM BOAHWMM PO34YMHOM Xropuay
HaTpito, Cylwunm Hag cynbdaToM HaTpilo | PO3YMHHUK BigraHaM ogepxytounm wmacro, 1,09r (96%), ske
BMKOpMCTOBYBanu 6e3nocepeHso.

H-AMP (3, CDCls): 1,21 (7, J=7, 3H), 1,31 (c, 9H), 4,09 (c, 2H). 4,13 (k, J=7, 2H), 7,25 (g, J=7,5, 1H), 7,4 - 7,6
(m, 4H), 7,82 (1, J=7,5, 1H), 7,99 (g, J=8, 1H), 8,06 (g, J=8, 1H), 8,13 (wc, 1H), 8,31 (a4, J=8, 1H).

BC-AMP (5, CDCls): 14,2, 27,5, 39,5, 60,4, 61,0, 112,3, 121,1, 124,2, 126,3, 126 4, 126,8, 1275, 131,4, 1317,
132,5, 1378, 138,7, 151,3, 1575, 171,4, 177,3.

MC (%): 391 (ocHoBHW+1,100).

BuwweonvcaHe macro nepeHocuriv B 25mMn 6 N xropBogHeBoi kucrotu i HarpiBarm o 95 - 100°C npoTarom 12
roguH. PXMC nokasana P+1 = 279. PeakuiiiHy cymilu oxonogKysanm, npoMvBanm eipoMm, i PO3YMHHUK BiaraHanm,



KIHLEBUA MPOAYKT CyWwWim nig BakyymoM, ofepxytoum 6iny TBepay pedoBuHy, 0,85r (93% 3aranmbHa KinbKiCTb)
NpOAYKTY Y BUrNsiAi XNIOpBOAHEBOI COMi.

MC (%): 279 (ocHoBHW+1,100).

F. 6-{4-[4-(2-PeHineTMN)ninepasunH kapOoHinmeTunHad TaneH-1-in}nipuanH-2-inamin

Ho 100mn KpyrnoAoHHOI konbu cnopsmkeHol koHgeHcatopom i BBogoM N2 gogasanu 157wmr (0,50 mmork) 6-(4-
kapbokcumeTunHadTaneH-1-in)nipuaunH-2-inaminy, 95mr (0,50 mmonb) N-deHeTunninepasuHy, 96mr (0,50 mmors) N-
etun-N-3-gumeTunamiHonponin-kap6ogiimigy, 0,230mn (1,65 mmorb ) Tpuetunaminy, 10mr N-rigpokcmbeHsoTpuasony
i 7M1 cyxoro aueToHiTpuny. PeakuiiiHy cymilw nepemillyBanu npu KimHaTHin Temnepatypi 12 roguH (PXMC nokasana
P+1 = 451 i TWX nokasana R = 0,3 B 10% meTaHon/MeTuneHxnopua), i NoTiM PO3YMHHUK BigraHAM i 3anmLok
XpomatorpadyBamm Ha cunikareni BMKOPUCTOBYHOUM B SKOCTI €M0eHTy MeTaHoN/MeTurneHxXnopua ogepXykouun
npoayKT y Burnagi niHu, 230mr (=~100%).

"H-AMP (3, CDCl3): 2,37 (M, 2H), 2,52 (M, 2H), 2,59 (M, 2H), 2,76 (m, 2H), 3,46 (m, 2H), 3,76 (m, 2H), 4,17 (c,
2H), 4,73 (wc, 2H, NH), 6,46 (4, J=8, 1H), 6,83 (a4, J=7,5, 1H), 7,1 - 7,6 (m, 10H), 7,98 (g, J=8, 1H), 8,14 (g, J=8,5,
1H).

BC-AMP (5, CDCl3): 33,4, 38,5, 41,8, 46,1, 52,8, 53,2, 60,2, 1372, 1152, 123,5, 125,6, 126,1, 126,2, 126 3,
126,5, 127,0, 128,5, 128,7, 131,6, 132,2, 138,1, 138,5, 139,9, 157 4, 158,3, 169,7.

MC (%): 451 (ocHoBHWI+1,100).

G. 6-{4-[2-(4-PeHineTunninepasuH-1-in)etunjHadTaneH-1-in}nipuamH-2-inami

Ho 100mn kpyrnooHHoT konbu crnopsiaxeHoi BBoaoM N2 i koHaeHcaTopom goaasanu 200Mr xriopuay amoMiHito i
5mn cyxoro TeTparigpodypaHy. Po3unH oxonomkysamm go 0°C, i gogaBarm 3,50mn (3,50 mmornk) 1,0M po3umHy
niTinanomorigpuay B TeTparigpodypaHi. BMicT nepemiwyBanu npu KiMHaTHIn Temnepatypi 20 XBUMWH, i MOTIM
po34uH oxonogKyeamm o -70°C, i nogaBanm po3ymH 225mr (0,50 Mmonb ) 6-{4-[4-(2-cbeHineTnn)ninepasuHkapboHin]-
MeTunHadpTanex-1-in}nipuanH-2-inaminy B 7mn cyxoro TeTparigpodypaHy. BmicT nepemiwysanu 1 roguny npu -70°C
i 2 roavHbl Npu kiMHaTHIM Temnepatypi (PXMC nokasana P+1 = 437), nicna 4Yoro obepexHo racumm 5mn 1N
XINOPBOAHEBOI KMCIoTW. Micnst nepemiwyBaHHA 20 XBUMWH peakLiliHy cymill 06po6nsinu 6mn 6 N BOOHVM pPO34YMHOM
rigpokcuay HaTpilo i ekcTparyBanmm AekinbkoMa rnopuismy MeTtuneHxrnopugy. OpraHiyHwi wap cywmnu Hag
cynbdaTtoM HaTpilo i PO3YMHHWK BIiAraHANM OJEpPXKYluM Macrno, ske MepeTBOploBanM B XIIOPBOAHEBY Cifb
BukopucToBytoum HCI B edpipi, ogepxytoun npogykt, 175mr (64%) y Burnagi 6inoi TBepgoi peyosuHu, T.nn. 80 -
105°C.

"H-AMP (5, CDCl3): 2,65 (M, 6H), 2,76 (M, 4H), 2,84 (m, 4H), 3,33 (m, 2H), 4,68 (wic, 2H, NHy), 6,44 (g, J=8, 1H),
6,85 g,u., J=7,1H), 7,1 - 7,6 (m, 10H), 8,11 (m, 2H).

*C-AMP (5, CDCla): 30,9, 33,7, 53,3, 59,7, 60,6, 106,9, 115,2, 123,9, 125,77, 125,83, 126,1, 126,7, 1269,
128,4,128,7, 131,4, 132,3, 136,9, 137,8, 138,0, 1404, 157,9, 158 ,2.

MC (%): 437 (ocHoBHUIn+1, 100).

EnemeHTHUIA aHani3 po3paxoBaHo Ans CagHao-Ng-HCI-3/2H20-1/2(C4H100): C 69,32, H 7,69, N 10,43. 3HanaeHo:
C 69,46,H7,35, N10,36.

Mpwvknag 2

3-{2-[4-(6-AmiHonipnanH-2-in)Had TaneH-1-injeTun}-3-aszabiymkno[3.1.0]rekc-2-nnamiH

OpepxyBarm sk B lMpuknagi 1, 3 4OAATKOBOK CTadietd 3HATTA 3aXMCTY BUKOPUCTOBYHOUM TPUETOPOLTOBY
KMCIOTY B MeTUMeHXopuai Ans BUaaneHHs TpeToyToKCMKapOOoHinbHOT 3axMcHOT rpynu, 3 Buxogom 71%, T.nn. 250 -
260°C, y Burnsagi xnopBogHEBOI CoTi.

TH-AMP (5, CDCl3): 1,24 (wc, 2H), 1,36 (wc, 1H), 2,43 (M, 2H), 2,72 (m, 2H), 3,1-3,2 (m, 4H), 4,63 (wc, 2H, NHy),
6,45 g/q, J=8, 1H), 6,83 (g, J=7, 1H), 7,3 - 7,6 (m, 5H), 8,07 (m, 2H).

*C-AMP (5, CDCl3): 25,8, 29,7, 32,7, 55,0, 56,7, 106,8, 115,2, 123,9, 125,7, 125,9, 126,6, 126 8, 131,5, 132,2,
137,1, 1376, 138,0, 157,9, 158,1.

MC (%): 345 (ocHoBHW+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Anst CooHa4N4-7/4HCI-(CsH100): C 64,74, H7,47, N 11,61. 3HargeHo: C 64,34,
H 6,94, N 11,20.

Mpwvknag 3

6-{4-[2-(4-BeHnsrigpunninepuanH-1-in)eTun]Hadp Tanex-1-in}nipuanH-2-inamin

Opepxysamm sk B MNpuknagi 1, Buxig 74%, T.nn. 225 - 235°C, y BUrnsSAi XNopBogHEBOT COTi.

"H-AMP (3, CDCl3): 1,32 (m, 1H), 1,64 (M, 1H), 2,07 (M, 2H), 2,17 (m, 1H), 2,70 (m, 2H), 3,06 (m, 2H), 3,31 (m,
2H), 3,55 (g, J=8, 1H), 3,75 (m, 2H), 4,64 (wc, 2H, NH), 6,45 (4, J=8, 1H), 6,85 (g, J=7, 1H), 7,16 (m, 1H), 7,2 - 7,6
(m, 14H), 8,10 (m, 2H).

BC-AMP (5, CDCla): 25,7, 31,0, 31,5, 39,7, 54,0, 59,0, 60,1, 68,0, 106,8, 115,2, 123,9, 1257, 125,8, 1261,
126,2, 126,7, 126,9, 128,1, 128,6, 131,6, 132,3, 137,1, 137,7, 138,0, 143,9, 157,9, 158 2.

MC (%): 498 (ocHoBHW+1,100).

EnemeHTHUIN aHani3 po3paxoBaHo ana CssHasMs-2HCI: C 73,67, H 6,54, N 7,36. 3HangeHo: C 73,86, H 6,97, N
7,04.
Mpuknag 4

6-{4-[2-(6,7-OnmeToKCK-3,4-aunrigpo-1H-i3oxiHoniH-2-in)eTun]Had Tanex-1-in}nipuanH-2-inamin

OpepxyBanm sk B Mpuknagi 1, Buxig 56,5%, T.nn. 172 - 176°C.

'H-AMP (3, CDCl3): 2,87 (m, 6H), 3,41 (m, 2H), 3,71 (m, 2H), 3,826 (c, 3H), 3,831 (c, 3H), 4,60 (wc, 2H, NHy),
6,47 §,u,, J=8, 1H), 6,56 (c, 1H), 6,60 (c, 1H), 6,84 (g, J=7,5, 1H), 7,4 - 7,6 (m, 5H), 8,12 (m, 2H).

¥C-AMP (5, CDCl3): 28,7, 31,3, 51,1, 55,7, 55,80, 55,83, 59,3, 106,8, 109,4, 111,3, 115,15, 123,8, 125,67,
125,74, 126,0, 126,5, 126,8, 131,5, 132,2, 136,8, 137,7, 138,0, 147,1, 147 ,4, 157 8, 158,0.

MC (%): 440 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo Anist CogHagN302-1/4H,0: C 75,73, H 6,70, N 9,46. 3HangeHo: C 75,66, H 6,54,
N9,17.



Mpuvknag 5

6-{4-[2-(6-MeTokcK-1,3,4,9-TeTparigpo-B-kapboniH-2-in)eTunHad TaneH-1-innipuanH-2-inami

Opepxysamm sk B Mpuknagi 1, Buxig 60%, T.nn. 132 - 138°C.

"H-AMP (3, CDCl3): 2,81 (m, 2H), 2,91 (m, 4H), 3,31 (m, 2H), 3,51 (wc, 2H), 3,83 (c, 3H), 4,61 (wc, 2H, NHy),
6,46 (g, J=8, 1H), 6,75 (gA, J=2,5, 8,7, 1H), 6,84 (g, J=7, 1H), 6,92 (g, J=2,5, 1H), 7,08 (g, J=8, 1H), 7,36 (g, J=7,
1H), 7,4-7,6 (m, 3H), 8,08 (g, J=8, 1H), 8,13 (aa, J=1,8, 1H), 8,39 (wc, 1H).

BC-AMP (5, CDCl3): 25,5, 50,2, 51,1, 55,8, 58,7, 67,9, 100,2, 103,9, 107,8, 110,7, 111,3, 115,2, 1238, 1257,
125,8, 126,1, 126,6, 126,8, 127,5, 131,1, 131,6, 132,1, 132,8, 136,8, 137,6, 138,1, 153,7, 157,7, 158,0.

MC (%): 449 (ocHoBHW+1,100).

EnemeHTHUIN aHani3 po3paxoBaHo Ans CaogH2sN4O-(C4H100): C 75,83, H 7,33, N 10,72. 3HaigeHo: C 75,80, H
7,00, N 11,33.

Mpuknan 6

6-(4-{2-[BeH3o[1,3]aiokcon-5-meTun)amiHoleTun)HadpTaneH-1-in)nipugnH-2-inamin

Opepxysamm sk B Mpuknagi 1, Buxig 77%, T.nn. 80 - 110°C, y Burnagi x-iopBoAHEBOI COoni.

"H-AMP (5, CDCls): 3,00 (7, J=7, 2H), 3,31 (7, J=7, 2H), 3,70 (c, 2H), 4,62 (wc, 2H, NHy), 5,90 (c, 2H), 6,48 (g,
J=8, 1H), 6,72 (c, 1H), 6,73 (m, 1H), 6,81 (m, 1H), 6,85 (g, J=7, 1H), 7,4 - 7,6 (m, 5H), 8,09 (m, 2H).

¥C-AMP (5, CDCls): 33,7, 49,7, 53,7, 100,9, 106,9, 108,1, 108,7, 1152, 121,2, 123,9, 125,76, 125,80, 126,1,
126,5, 126,8, 131,7, 132,3, 134,2, 136,5, 137,8, 138,1, 146,5, 147,7, 157,8, 158,1.

MC (%): 398 (ocHoBHUIA+1, 100).

EnemeHTHMIN aHani3 po3paxoBaHo Ans CasH23N302-2HCI-H20-(CsH100): C 61,72, H 6,14, N 8,00. 3HaiineHo: C
61,81, H5,97, N 7,56.

Mpwknag 7

6-{4-[2-(3.4-AndTopOeH3nnamiHo e Tun|Had TaneH-1-in}nipuanH-2-inavi

OpepxyBamm sk B MNpuknagi 1, Buxig 91%, T.nn. 70 - 80°C, y BMrnsai xnopBoAHEBOI CONi.

"H-AMP (5, CDCla): 2,93 (1, J=7, 2H), 3,315 (1, J=7, 2H), 3,70 (c, 2H), 4,76 (wc, 2H, NHp), 6,47 (0, J=8, 1H),
6,81 (g, J=7, 1H), 7,0 -7,2 (m, 3H), 7,4 - 7,6 (M, 5H), 8,06 (m, 2H).

¥C-AMP (5, CDCls): 32,9, 492, 52,2, 107,1, 115,0, 1171, 123,7, 1242, 1259, 126,1, 1264, 126,7, 1316,
132,0, 1358, 137,8, 138,1, 148,1, 148,3, 148,8, 1490, 150,6, 150,7, 151,3, 151,4, 157 4, 158,1.

MC (%): 390 (ocHoBHMI+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Anst CzsH21NsF2-3/2HCI-1/2H20-(C4H100): C 63,78, H 6,40, N 7,97. 3HangeHo:
C 63,94, H5,95, N7,89.

Mpwvknag 8

6-{4-[2-(3,4 .5-TpumeTOKCMOEH3UMAMIHO )e TUM]Had TaneH-1-innipuanH-2-inamiy

Opepxysamm sk B MNpuknagi 1, Buxig 80%, T.nn. 75 - 95°C, y Burnsai xnopBogHEBOI CONi.

"H-AMP (5, CDCla): 3,02 (1, J=7, 2H), 3,34 (1, J=7, 2H), 3,73 (c, 2H), 3,78 (c, 6H), 3,795 (c, 3H), 4,655 (wic, 2H,
NH.), 6,46 (g, J=8, 1H), 6,49 (c, 2H), 6,82 (g, J=7,5, 1H), 7,4 - 7,6 (m, 5H), 8,08 (m, 2H).

BC-AMP (5, CDCls): 33,5, 49,7, 54,0, 559, 60,7, 104,7, 1069, 1150, 1238, 1254, 125,70, 125,74, 1261,
126,4, 126,7, 131,6, 132,1, 135,8, 136,3, 136,6, 137,8, 138,0, 153,1, 157,6, 158,1.

MC (%): 444 (ocHoBHW+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Anst C27H29N303-2HCI(C4H100): C 63,05, H 7,00, N 7,11. 3HangeHo: C 63,04,
H 6,70, N 6,96.

Mpwvknag 9

6-{4-[2-(3-Xnop6eHaunamiHo )eTnn]Had TaneH-1-in}nipugun-2-inamid

OpepxyBanm sik B [Npuknagi 1, BUKOPUCTOBYHOUM B SIKOCTI BUXiAHOTO 3,4-AuxrnopbeHsunamii. B upbomy Bunaaky
BIJHOBMEHHAM  MiTiINANMIOMOTIAPMAOM/XNIOPUOOM — antioMiHilo  BuaananuM ouH  aTom  XJopy, OJepXywuu 3-
xrop6eHsunnbHy cronyky. KiHueBuin npoaykT ogepxysamm 3 Buxogom 73%, T.nn. 60 - 75°C, y Burnsai xnopsogHeBol
coni.

"H-AMP (5, CDCla): 2,99 (1, J=7, 2H), 3,30 (1, J=7, 2H), 3,73 (wc, 2H), 4,675 (wc, 2H, NHy), 6,46 (a, J=8, 1H),
6,83 gn, J=7,1H),7,2 - 7,6 (m, 9H), 8,07 (m, 2H).

¥C-AMP (5, CDCls): 33,6, 49,7, 68,0, 107,0, 115,1, 123,9, 125,8, 126,1, 126,5, 126,8, 1285, 1295, 1317,
132,2, 136,3, 137,8, 138,1, 157,7, 158,2.

MC (%): 388 (ocHoBHW+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo Anst C24H2oN3CI-HCI-H20-1/2(C4H100): C 65,13, H 6,31, N 8,76. 3HangeHo: C
64,84, H6,25, N 8,35.

Mpuvknag 10

6-(4-{2-[(Pypan-2-inmeTn)amiHoleTun}Had TaneH-1-in)nipugmH-2-inami

Opepxysamm sk B Mpuknagi 1, Buxia 44%, T.nn. 185 - 205°C, y Burnsai xnopBogHEBOI CONi.

"H-AMP (5, CDCl3): 3,00 (g, J=7, 2H), 3,295 (a, J=7, 2H), 3,79 (c, 2H), 4,68 (ic, 2H, NHy), 6,13 (wc, 1H), 6,26
(wc, 1H), 6,45 (g, J=8, 1H), 6,83 (g, J=7,5, 1H), 7,3 - 7,6 (m, 6H), 8,08 (m, 2H).

BC-AMP (3, CDCla): 334, 46,1, 49,5, 106,9, 107,0, 110,0, 115,05, 123,8, 125,7, 126,0, 126,4, 126,7, 1316,
132,1,136,2, 137,7, 138,0, 141,75, 153,5, 157,6, 158,1.

MC (%): 344 (ocHoBHW+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo anst CoH21N3O-HCI-3/2H20: C 64,23, H 6,25, N 10,21. 3HangeHo: C 64,42, H
6,04, N 9,86.

Mpuknag 11

6-{4-[2-(3.4-Onxnop6eH3nnamiHo e Tun|Hadp TaneH-1-imnipuanH-2-inamiH

OpepxyBarm sik B [Npuknagi 1, BMKOpUCTOBYlOUM MeTuncynbdigbopaH 3amicTs niTinanoMorigpua/xnopug
anoMmiHilo B KiHUEBIN cTagii BigHoBneHHs. KiHueBW NpoaykT oaepyBamm 3 Buxodom 68,5%, T.nn. 145 - 170°C, y
BUrNSAAi XNIOpBOAHEBOI COfi.



"H-AMP (3, CDCls): 2,98 (1, J=7, 2H), 3,295 (1, J=7, 2H), 3,71 (c, 2H), 4,60 (wic, 2H, NH,), 6,49 (a, J=8, 1H),
6,85 (g, J=7,5, 1H), 7,2 - 7,6 (m, 7H), 8,08 (m, 2H).

¥C-AMP (5, CDCls): 33,6, 49,7, 52,7, 107,0, 115,3, 123,8, 125,8, 1259, 126,22, 126,5, 126,9, 1273, 1274,
129,9, 130,0, 130,2, 130,7, 131,7, 132,2, 132,3, 136,2, 138,1, 140,7, 157,8, 158,1.

MC (%): 388 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo ans Ca4H21N3Clo-HCI-2H20-1/2(C4H100): C 58,71, H 5,87, N 7,90. 3HarigeHo:
C 58,35, H5,92, N 6,62.

Mpuknag 12

6-[4-(2-0umeTunamiHoeTokcn)Had TaneH-1-injnipuanH-2-inamid

MosicHeHHst 4o Cxemun 2

A. 4-Bpom-1-6eH3nnokcuHadTaneH:

Ho 250mn kpyrnoaoHHoT konbu cnopsimkeHoi BBogom Na i nivikoto goaasamm 2,88r (20 mmork) 1-Hadtony i 50mn
1,2-puxnopeTtaHy i no kpamnam npoTtarom 10 xBUMMH gofaBanu nepemiyeMuii po3uuH 9,64r (20 mmornb)
TeTpabyTunamoHinTpnbpomigy B 30mn 1,2-guxnopeTaHy. Micna nepemiwyBaHHa npoTaroM 10 XBUMMH Mpy KiMHaTHI
Temnepatypi po3yvH NpoMUBanM pPoO3BeAeHVMM pPo34MHOM bicynbdaTty HaTpilo i BOAOK, CylmmM Hag cylbdatom
HaTpito i PO3YMHHUK Bigransnu. Cymiw NpoaykTy i TpMbyTUNamoHIEBOT coni BUKOPUCTOBYBanu 6eanocepenHso.

"H-AMP (5, CDCla): 7,22 (m, J=8, 1H), 7,43 (m, 2H), 7,50 (a7, J=1,8, 1H), 8,05 (g, J=8, 1H), 8,18 (g, J=8, 1H).

3C-AMP (5, CDCl3): 109,8, 1114, 122,7,125,3, 126,25, 126,7, 137 4, 129,9, 1325, 153,0.

BuweonncaHe macno posunHsim B 100mn aueTtoHitpuny i o6pobnanm 3,57mn (30 MMornb) 6eH3unbpomiay i
5,53r (40 mmonb) kapboHaTy kanito, HarpiBanm i3 3BOPOTHIM xoroguneHukom 14 roguH. TLWX nokaszana OCHOBHY
nnamy 3 Rr = 0,2 B 5% MeTuneHxnopug/rekcaH. PeakuinHy cymill oxonomKysanq, BUnmMBanm B po3BegeHuin po3ymH
XINOPBOAHEBOI  KUCMOTW/eTMNaueTar, i OpraHiyHWi Lwap Bigdinsanu, npoMvBaiM BOAOK i HACWHMEHUM BOOHMM
PO34YMHOM XIopuAdy HaTpilo, CyUIMM Hag, Cynbdatom HaTpilo i PO3YMHHUK BigraHsamm. 3anuLuiok xpomartorpadpysanm
Ha cwurikaresi BUKOPUCTOBYHOUM B IKOCTi eMoeHTy MeTuneHxnopua/rekcad ogepxytoun 5,8r (93%) macna.

"H-AMP (5, CDCl3): 5,22 (c, 2H), 6,74 (n, J=8, 1H), 7,4 - 7,7 (m, 8H), 8,21 (g, J=8, 1H), 8,39(a, J=8, 1H).

¥C-AMP (5, CDCls): 70,3, 105,9, 113,6, 1227, 126,1, 126,9, 127,0, 127,4, 127,9, 128,1, 128,7, 129,5, 1326,
136,7, 154 3.

MC (%): 314 (ocHoBHMIn+1,100).

B. 1-BeHaunokcrHadptaneH-4-60pHa KucrnoTa

BukopuctoBytoun metoauky npuknagy 1A, 5,95 9 (19 mmorb) 4-6pom-1-6eH3unokcu-HadhTaneH nepeTBopoBanm
B MPOAyKT 3 BUxodom 55% y surnsgi 6inoi 1Bepgoi pevosunm, T.nn. 149 - 152°C.

"H-AMP (5, CDCl3): 5,18 (c, 2H), 6,82 (M, 1H), 7,2 - 7,8 (m, 8H), 8,28 (m, 2H).

3C-AMP (5, CDCls): 69,9, 104,5, 104,7, 1222, 122,4, 124,8, 1250, 126,5, 126,6, 1276, 127,7, 127,9, 1280,
128,5, 130,9, 132,9, 136,9.

C. 2-(265-OnmeTtnnniponin)-6-(4-6eH3unokcu-1-HacdpTvn)nipnanH

OpepxyBanm sik B MNpuknagi 1B, Buxia ~100% y surnsaai macna.

"H-AMP (3, CDCl3): 2,25 (c, 6H), 5,29 (c, 2H), 5,92 (c, 2H), 6,95 (1, J=8, 1H), 7,21 (a, J=7.5, 1H), 7,3 - 7,6 (m,
9H), 7,89 (71, J=8, 1H), 8,14 (m, 1H), 8,45 (m, 1H).

¥C-AMP (5, CDCl3): 13,5, 70,1, 104,8, 106,8, 119,7, 122,5, 123,4, 125,2,125,3, 125,9, 126,4, 126,9, 1273,
127,9, 128,2, 128,6, 130,5, 132,0, 136,9, 138,0, 151,8, 155,0, 159,1.

MC (%): 405 (ocHoBHMI+1,100).

D. 2-(2,5-OnmeTtvnniponin)-6-(4-rigpokcu-1-Hadp Tun)nipuamH

Ho 125mn kpyrnogoHHoi konbu cropsmkeHoi BeBogomM Nz i koHaeHcaTopom gogasanu 1,53r (3,795 mmonb) 2-
(2,5-gumeTunniponin)-6-(4-6eHsunokcun-1-HadpTun)nipuamH, 1,20r (18,975 mmonb) dopmiatyamonio, 100mr 10%
nanagito Ha Byrinni i 30mMn eTaHony. PeakuinHy cymill Harpisanu i3 3BOPOTHIM XONOAUMbHUKOM 4 roAvH, AodaBanu
JopaTtkoBi nopuii kaTanisatopy i opmiaTy Ha 2 i 3 roguHy, oxonoaxysanu i inbTpysanu kpisb Llenit 3 eTaHonom i
MeTuneHxnopugoM. ®PinbTpaT ynaptoBanu i 3anvLloK MepeHocunM B eTuraueTar/BogHui po3uuH BikapGoHaty
HaTtpito. OpraHiYHMn Wap NPOMMBaNM HacWM4eHWM BOAHUM PO3YMHOM XIOpMAdy HaTpilo, Cywvmm Hag cynbdartom
HaTPilo i PO3YMHHUK BiAraHaM 04ePXKYHUU CBITNIO-KOPUYHEBY TBEPAY peyoBuHy, 1,211 (x100%).

"H-AMP (5, CDCls): 2,105 (c, 6H), 5,775 (c, 2H), 6,66 (a, J=8, 1H), 7,04 (1, J=8, 1H), 7,29 (m, 2H), 7,38 (a, J=8,
1H), 7,72 (1, J=8, 1H), 7,95 (m, 1H), 8,18 (m, 1H).

3C-AMP (5, CDCl3): 13,8, 106,7, 106,8, 107,6, 119,6, 122,55, 124,5, 124,7, 125,0, 126,5, 128,4, 128,5, 1287,
132,0, 138,2, 151,5, 153,9, 159,3.

MC (%): 315 (ocHoBHu+1,100).

E. 2-(2,5-Oumetunniponin)-6-(4-(2-kap6oeTokcume Tunokcm)-1-Hacp tunynipyaut

[o 125mn kpyrrnogoHHoi konbu cropsmkeHoi Beogom Nz i koHaeHcaTopom gogasanu 1,19r (3,795 mmonb) 2-
(2,5-gumeTunniponin)-6-(4-rinpokcu-1-HadbTvn)nipuamny, 505mn (4,554 mmornb) etunbpomauetary, 1,05r (7,59
MMOIb) kapboHaty kanmito i 25mn aueTtoHiTpuny. Cymilw HarpiBamm i3 3BOPOTHIM XOnoAwSbHUKOM 12 roauH,
oxonogpkyesarm (TWX Rf = 0,6 B 1/1-eTvnauetat/rekcaH), BurmBanM y BOAY | eKkcTparyBanM eTurnauetaToM.
OpraHiyHuiA Wwap NpomMuBanM HacM4YeHUM BOOHMM PO3YMHOM XJIOpMAY HaTPilo, CYLWMmM Hag cynbdaTtoM Hatpito i
PO3YMHHUK BigraHanu. 3ammwok xpomatorpadyBany Ha cuilikareni BUKOPUCTOBYHOUM B SKOCTI  €NOeHTY
rekcan/etunauetat ogepxytoun 2,05r (~100%) macna.

"H-AMP (5, CDCla): 1,31 (T, J=7, 3H), 2,26 (c, 6H), 4,29 (k, J=7, 2H), 4,82 (c, 2H), 5,94 (c, 2H), 6,78 (g, J=8, 1H),
7,20 (g, J=8, 1H), 7,5-7,6 (m, 5H), 7,87 (1, J=8, 1H), 8,15 (m, 1H), 8,50 (m,1H).

3C-AMP (5, CDCls): 13,6, 14,2, 61,4, 65,7, 1046, 107,0, 119.9, 122,6, 123,6, 125,3, 125,6, 125,8, 127,2, 1280,
128,6, 1314, 132,1, 138,3, 151,8, 154,3, 158,9, 168 6.

MC (%): 401 (ocHoBHW+1,100).

F. 2-(2,5-AnmeTunniponin)-6-(4-(2-kap6okcumeTunokcm)-1-Had Tmn)nipuguH

[o 125mn kpyrnogoHHoi konbu cropsmkeHoi BBogom N2 i koHaeHcaTtopom gogasanm 1,52r (3,795 mmonb) of 2-



(2,5-gumeTunniponiny)-6-(4-(2-kapboeTokcumeTunokcun)-1-HadpTun)-nipugndy, 15mn  TeTparigpodypaHy, i 478mr
(11,385 mmonb) rigpaty rigpokcugy nitito B 15Mn Boaw, i AogaBany MeTaHon A0 OAepXXaHoro po3ymHy. PeakuinHy
CyMmill nepemillyBany npu kimHaTtHin Temnepatypi 12 roguH, (PXMC P+1 = 373), BurmBanu po3sedeHnn BOAHWN
PO34MH XJIOPBOOHEBOI KMCMOTU i ekcTparyBamm eTunaueTtatoMm. OpraHiyHuiA Wwap npoMMBanM HacUYeHUM BOLHUM
PO3YMHOM XMOpMAY HaTPito, CYLUMNN HaA CyfbdaToM HaTpilo i PO3YMHHUK BiAraHAMM O4epPXYoun TBepay peqoBUHY,
1,271 (90%).

"H-AMP (5, CDCl3): 2,20 (c, 6H), 4,74 (c, 2H), 5,89 (c, 2H), 6,765 (g, J=8, 1H), 7,20 (a, J=8, 1H), 7,4 - 7,6 (m,
4H), 7,885 (1, J=8, 1H), 8,04 (m, 1H), 8,44 (m, 1H).

BC-AMP (5, CDCla): 13,3, 65,3,104,5, 106,9, 120,3, 122,6, 124,0, 125,0, 125,6, 125,7, 127,2, 128,0, 1287,
130,8, 132,0, 138,6, 151,7, 154,3, 158,9, 170,9.

MC (%): 373 (ocHoBHUI+1, 100).

G. 2-(2.5-AumeTtunniponin)-6-(4-(2-aumeTnnamiHokap 6oHin)MeTMnoken)-1-Hadp mn)-nipuamH

OpepxyBamm sk B Mpuknaai 1D, Buxig ~100%, y Burnagi macna.

"H-AMP (5, CDCla): 2,225 (c, 6H), 2,97 (c, 3H), 3,10 (c, 3H), 4,90 (c, 2H), 5,89 (c, 2H), 6,93 (a, J=8, 1H), 7,21 (a,
J=8, 1H), 7,4 - 7,6 (M, 4H), 7,90 (1, J=8, 1H), 8,09 (m, 1H), 8,38 (m, 1H).

BC-AMP (5, CDCls): 13,5, 35,8, 36,8, 67,9, 104,7, 106,8, 119,9, 1222, 123,5, 1254, 125,56, 125,63, 127,1,
128,1,128,6, 131,2, 132,1, 138,2, 151,8, 154,1, 1590, 167,7.

MC (%): 400 (ocHoBHMIn+1,100).

H. 2-(2,5-Oumetunniponin)-6-(4-(2-(2-gumeTnnamiHoe Tun)meTmnokcu)-1-Hadp Tmn)-nipyanH

OpepxyBanm sik B MNpuknagi 1E, Buxia ~100%, y Burnsgi macna.

"H-AMP (5, CDCls): 2,24 (c, 6H), 2,42 (c, 6H), 2,915 (7, J=6, 2H), 4,30 (T, J=6, 2H), 5,91 (c, 2H), 6,90 (a, J=8,
1H), 7,20 (g, J=8, 1H), 7,5 - 7,7 (m, 4H), 7,89 (1, J=8, 1H), 8,13 (m, 1H), 8,37 (m,1H).

3C-AMP (5, CDCls): 13,5, 46,2, 58,2, 67,0, 104,3, 106,8, 119,7, 122,5, 123,5, 125,2, 125,3, 123,8, 126,9, 128 3,
138,6, 1304, 132,0, 138,1, 151,8, 155,3, 159,1.

MC (%): 386 (ocHoBHMIn+1,100).

|. 6-[4-(2-AnmeTrnamiHoeTokcH)Hadb TaneH-1-in]nipuanH-2-inami

Ho 100mn kpyrnogoHHoi konbu cnopsmkeHoi BBogoM Nz i koHaeHcaTopom goaasarm 155mr (0,403 mmorb) 2-
(2,5-gumeTunniponiny-6-(4-(2-(2-aMmeTMNamiHOe TMN)METUINOKCH)-1-Hadp TUM ) NipuanHy, 500mr rigpoxnopvgy
rigpokcunamiHy, 9mn etaHony i 1mMn Boau. Po34mH HarpiBamm i3 3BoOpoTHIM xonogunsHukom 40 roguH (PXMC P+1 =
308), oxonomKyBanu, BUIMMBanM y po3BeAEHWIA BOOHWIA PO34YUH XJIIOPBOAHEBOI KUCIIOTU i MPOMMBAnNu eTunaletaToM.
BopgHuin wap nignyrosysanu go pH 12 6N BoAHWMM pO34MHOM rigpokcuay HaTpito i ekcTparysanmm Aekinbkoma
nopuismn meTtuneHxnopuay. OpraHiyHni Wwap CcyLumMim Hag cynbaToM HaTpilo i PO3YMHHMK BiAraHsmm oOepXytoun
TBepay peyoBuHy, 81mr (65%). T.nn. 98 - 106°C.

"H-AMP (5, CDCla): 2,395 (c, 6H), 2,89 (7, J=6, 2H), 4,27 (1, J=6, 2H), 4,65 (ic, 2H, NHp), 6,43 (g, J=8, 1H),
6,84 gm, 2H), 7,4 - 7,6 (m, 4H), 8,10 (m, 1H), 8,32 (m, 1H).

*C-AMP (5, CDCl3): 46,2, 58,2, 66,9, 1042, 106,6, 115,2, 122J2, 1251, 1257, 125,8, 126,7, 127,2, 1314,
132,2,138,0, 154,7, 157,8, 158,2.

MC (%): 308 (ocHoBHMI+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo ans Cig9H21N30O-1/4H,0: C 73,17, H 6,95, N 13,47. 3HangeHo: C 73,18, H
7,00, N1343.

Mpwuknag 13

6-[4-(2-MiponiguH-1-ineTokcun)Had TaneH-1-in|nipuguH-2-inamin

Opepxysamm sk B MNpuknagi 12, Buxig 69%, T.nn. 245 - 255°C, y Burnsai xnopBogHEBOI COfi.

"H-AMP (5, CDCl3): 1,79 (wc, 4H), 2,685 (wc, 2H), 3,035 (1, J=6, 2H), 4,30 (1, J=6, 2H), 4,68 (ic, 2H, NH,), 6,41
(@, J=8, 1H), 6,82 (m, 2H), 7,4 - 7,6 (m, 4H), 8,10 (m, 1H), 8,31 (m, 1H).

BC-AMP (5, CDCls): 23,6, 54,9, 55,0, 67,8, 104,2, 106,6, 115,1, 122,2, 125,0, 125,7, 125,8, 126,6, 127,3, 1314,
132,2,138,0, 154,7, 157,7, 158,2.

MC (%): 334 (ocHoBHu+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Anst CosHasN3O-2HCI-1/2(C4H100): C 63,30, H 6,82, N 9,48. 3nanpeHo: C
62,23, H6,41, N 9,56.

Mpuknag 14

6-(4-{2-[(BeH30[1,3]aiokcon-5-meTun)amiHo]cTokcuHad TaneH-1-in)nipuauH-2-inamin

Opepxysamm sk B Mpuknagi 12, suxig 75%, T.nn. 60 - 80°C, y Burnagi XxnopBoAHEBOI Cori.

"H-AMP (5, CDCls): 3,12 (7, J=6, 2H), 3,81 (c, 2H), 4,25 (7, J=6, 2H), 5,91 (c, 2H), 6,41 (1, J=8, 1H), 6,7 - 6,8 (m,
4H), 6,89 (c, 1H), 7,4 - 7,5 (m, 4H), 8,10 (m, 1H), 8,28 (m, 1H).

BC-AMP (5, CDCls): 47,9, 53,5, 67,7, 100,9, 104,4, 106,6, 108,1, 108,7, 115,1, 121,3, 122,0, 1251, 1257,
125,8, 126,7,127,3, 131,5,132,2, 134,1, 138,0, 146 6, 147,8, 154,6, 157,6, 158,3.

MC (%): 414 (ocHoBHuUn+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo Anst CasH23N303-HCI-3/2H0: C 62,96, H 5,71, N 8,81. 3nangeHo: C 63,17, H
5,63, N 8,48.

Mpuknag 15

6-{4-[2-(6,7-OnmeToKCK-3 ,4-aunrinpo-1H-i3oxiHoniH-2-in)cTokcu]Had TaneH-1-innipyaunH-2-inamiH

Opepxysamm sk B Mpuknagi 12, suxig 61%, T.nn. 130 - 150°C, y Burnsigi xnopBoAHEBOI COfi.

"H-AMP (5, CDCla): 2,83 (m, 2H), 2,90 (m, 2H), 3,105 (T, J=6, 2H), 3,74 (c, 2H), 3,78 (c, 3H), 3,80 (c, 3H), 4,37 (T,
J=6, 2H), 4,69 (wc, 2H, NH). 6,39 (g, J=8, 1H), 6,49 (c, 1H), 6,57 (c, 1H), 6,84 (m, 2H), 7,4 - 7,5 (m, 4H), 8,11 (m,
1H), 8,33 (m, 1H).

BC-AMP (5, CDCl3): 28,6, 51,6, 55,9, 56,1, 56,8, 67,0, 104,3, 106,6, 109,5, 111,3, 115,1, 1222, 125,1, 1257,
125,8, 1259, 126,4, 126,7, 127,3, 147,2, 147,5, 154 6, 157,6, 158,2.

MC (%): 456 (ocHoBHWI+1,100).



EnemeHTHMIA aHani3 po3paxoBaHo Ans CagHgN3O3-2HCI-H,0: C 61,54, H 6,09, N 7,69. 3HangeHo: C 61,77, H
6,04, N 7,35.

Mpuknag 16

3-{2-[4-(6-AmiHonipnanH-2-in)Hadp TaneH-1-inokcunlemn}-3-a3abiumkno[3.1.0]rekc-6-unamiH

OpepxyBamm sik B lMpuknagi 12, suxign 63% (nicna ctagii 3HATTA 3axucTy TPMTOPOLITOBOK KUCMOTOK B
MeTUNeHxmopuai Ansa BuganeHHs TpeToyToKCcMKkapboHinmbHOT 3axucHoi mymm), T.nn. 140 - 155°C, y Burnagi
XropBOAHEBOI COMi

"H-AMP (5, CDCla): 1,35 (wc, 2H), 1,41 (c, 1H), 2,53 (wc, 2H), 2,93 (1, J=6, 2H), 3,11 (m, 4H), 4,185 (T, J=6, 2H),
4,67 (wc, 2H, NHy), 6,42 (g, J=8, 1H), 6,81 (m, 2H), 7,4 - 7,5 (m, 4H), 8,10 (m, 1H), 8,29 (m, 1H).

3C-AMP (5, CDCls): 25,8, 32,6, 54,0, 55,6, 67,7, 104,2, 106,6, 115,2, 122,2, 1251, 125,7, 125,9, 126,6, 127,3,
132,1,133,7, 138,0, 154,7, 157,7, 158,2.

MC (%): 361 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo Ans C2oH24N4O-2HCI-1/2(CsH100): C 61,28, H 6,64, N 11,91. 3HangeHo: C
61,89, H6,44, N 11,83.

Mpwvknag 17

6-{4-[2-(4-DeHeTuNninepasuH-1-in)eTokcmlHadTaneH-1-in}nipuamH-2-inamix

OpepxyBamm sk B Mpuknagi 12, suxig 78%, T.nn. 45 - 80°C, y Burnagi x-opBoAHEBOI COoni.

"H-AMP (5, CDCl3): 2,5 - 2,9 (m, 12H), 3,00 (T, J=6, 2H), 4,325 (7, J=6, 2H), 4,62 (ic, 2H), 6,47 (a, J=8, 1H),
6,84 (g, J=8, 1H), 6,85 (g, J=7, 1H), 7,20 (m, 3H), 7,8 (m, 2H), 7,46 (m, 4H), 8,10 (m, 1H), 8,31 (m, 1H).

¥c-AMP (5, CDCls): 33,53, 53,14, 53,64, 57,135, 60,43, 66,61, 104,26, 106,49, 115,165, 122,10, 125,04,
125,43, 125,61, 125,94, 126,57, 127,15, 128,29, 128,61, 131,41, 132,40, 137,92, 140,23, 154,61, 157,67, 158,03.

MC (%): 453 (ocHoBHMIN+1,100).

EnemeHTHMn aHania pospaxoBaHo Ans CooH32N4O-3HCI-3/2H,0-1/2(CsH100): C 59,77, H 7,30, N 8,45.
3HanpeHo: C 59,42, H7,19, N 8,05.

Mpwknag 18

6-{4-[2-(3-AmiHoniponigunH-1-in)eTokcu]Hadp TaneH-1-imnipygH-2-inamiH

OpepxyBamm sk B MNpuknagi 12, Buxig 59%, T.nn. 70 - 90°C, y Burnsgi xnopBoAHeBOI Cori.

"H-AMP (5, CDCl3): 1,25 (M, 2H), 2,5 (m, 1H), 2,6 (m, 1H), 2,88 (M, 2H), 3,035 (1, J=6, 2H), 4,30 (T, J=6, 2H), 4,59
(we, 2H), 6,47 (g, J=8, 1H), 6,85 (m, 2H), 7,4 - 7,6 (m, 4H), 8,09 (m, 1H), 8,31 (m,1H).

3C-AMP (5, CDCls): 35,14, 50,90, 53,95, 54,71, 64,63, 67,60, 104,19, 106,45, 115,21, 122,12, 125,00, 125,60,
126,54, 126,72, 127,16, 137,92, 142,45, 147,38, 154,66, 156,33, 157,92.

MC (%): 349 (ocHoBHMIn+1,100).

EnemeHTHUIA aHanisa pospaxoBaHo Anst Co1HaaN4O-2HCI-2(CsH100)-1/3CH.Cl2: C 58,92, H 7,87, N 9,37.
3HanpeHo: C 58,93, H7,84, N 7,77.

Mpwuknaa 19

6-[4-(2-0iizonponinamiHoeTokcu)Had Tanex-1-injnipyguH-2-inamiH

Opepxysamm sk B Mpuknagi 12, Buxig 97,5%, y Burnagi amopdHoi TBep4oi peyoBUHN.

"H-AMP (5, CDCla): 1,09 (g, J=6,6, 12H), 3,01 (1, J=7, 2H), 3,11 (m, 2H), 4,12 (1, J=7, 2H), 4,62 (ic, 2H), 6,43
(@, J=8, 1H), 6,86 (m, 2H), 7,47 (m, 4H), 8,14 (m, 1H), 8,35 (m, 1H).

BC-AMP (5, CDCls): 20,94, 44,49, 49,61, 69,61, 104,27, 106,50, 115,22, 12497, 125,70, 12586, 126,59,
127,34, 131,20, 132,17, 137,98, 154,93, 157,90, 158,14.

MC (%): 364 (ocHoBHW+1,100).

BPMC po3apaxoBaHo ans C23H3oN30: 364,2389. 3HaaeHo: 364,2383.

Mpuknaa 20

6-[4-(2-MopdponiH-4-ineTokcn)Had TaneH-1-in|nipyuanH-2-inami

Opepxysamm sk B Mpuknagi 12, Buxig 60%, y Burnsai amopdHoi TBepaoi peHoBUHM.

"H-AMP (5, CDCla): 2,66 (M, 4H), 2,96 (T, J=6, 2H), 3,74 (M, 4H), 4,32 (7, J=6, 2H), 4,60 (wc, 2H), 6,48 (g, J=8,
1H), 6,86 (m, 2H), 7,46 (m, 4H), 8,11 (m, 1H), 8,30 (m, 1H).

BC-AMP (5, CDCls): 54,10, 57,55, 66,54, 66,94, 104,32, 106,49, 115,19, 122,02, 125,07, 12561, 125,78,
126,60, 127,13, 131,42, 132,10, 137,97, 154,56, 157,59, 157,93.

MC (%): 350 (ocHoBHWI+1,100).

EnemeHTHMIA aHani3 po3paxoBaHo AnA C21H23N302-1/4H,0: C 72,18, H 6,63, N 12,03. 3HangeHo: C 71,62, H
6,67, N 11,69.

Mpuknag 21

6-[4-(2-MNinepuauH-1-ineTokcmn)HadpTaneH-1-innipyuguH-2-inamin

Opepxysamm sk B Mpuknagi 12, Buxig 68%, y Burnsaai amopdHoi TBepaoi peHoBMHU XITOPBOAHEBOI COJi.

"H-AMP (5, CDCls): 1,45 (m, 2H), 1,60 (m, 4H), 2,58 (m, 4H), 2,93 (1, J=6, 2H), 4,30 (T, J=6, 2H), 4,66 (c, 2H),
6,38 é,q, J=8, 1H), 6,82 (m, 2H), 7,45 (m, 4H), 8,11 (m, 1H), 8,32 (m, 1H).

¥C-AMP (5, CDCls): 24,19, 26,07, 55,08, 57,91, 66,66, 104,33, 106,54, 115,09, 122,22, 125,07, 125,75, 125,86,
126,62, 127,18, 131,46, 132,17, 137,94, 154,71, 157,75, 158,24.

MC (%): 348 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo ans CooHasN30-2HCI-3H20-1/4(C4H100): C 56,04, H 7,26, N 8,52. 3HarigeHo:
C56,20,H7,11, N 8,27.

Mpuvknag 22

6-{4-[2-(3,4-Avrigpo-1H-i3oxiHoniH-2-in)cTokcu]Had TaneH-1-in}nipyuanH-2-inamiH

OpepxyBamm sk B Mpuknagi 12, Buxig 26%, y Burnsgi amopdHoi TBepaoi peHoBMHN XITOPBOAHEBOI COTi.

"H-AMP (5, CDCls): 2,96 (m, 4H), 3,16 (T, J=6, 2H), 3,87 (M, 2H), 4,42 (1, J=6, 2H), 4,58 (wc, 2H), 6,48 (a, J=8,
1H), 6,88 (m, 2H), 7,01 (m, 1H), 7,11 (m, 3H), 7,50 (M, 4H), 8,12 (m, 1H), 8,36 (m, 1H).

BC-AMP (5, CDCls): 28,96, 51,46, 56,43, 56,79, 66,94, 104,34, 106,45, 115,21, 122,10, 125,04, 125,57, 125,64,



125,84, 126,11, 126,52, 126,57, 127,16, 128,61, 131,46, 132,13, 133,98, 134,48, 137,92, 154,63, 157,73, 157,96.

MC (%): 396 (ocHoBHWI+1,100).

BPMC po3apaxoBaHo ans CaeH2eN30: 396,2076. 3HageHo: 396,2080.

Mpuknag 23

6-{4-[2-(4-OumeTnamiHonine puguH-1-in)eTokcu]HadpTaneH-1-in}nipugmH-2-inamix

Opepxysamm sk B Mpuknagi 12, suxig 73%, y Burnsgi amopdHoi TBepaoi peHoBMHN XITOPBOAHEBOI COTi.

"H-AMP (5, CDCla): 1,56 (m, 2H), 1,80 (M, 2H), 2,18 (m, 3H), 2,26 (c, 6H), 4,28 (T, J=6, 2H), 3,10 (m, 2H), 4,28 (T,
J=6, 2H), 4,58 (wc, 2H), 6,43 (g, J=8, 1H), 6,83 (m, 2H), 7,44 (m, 4H), 8,09 (m, 1H), 8,29 (m, 1H).

BC-AMP (5, CDCls): 28,33, 29,70, 41,61, 53,65, 57,12, 62,11, 66,77, 76,76, 104,33, 106,51, 11522, 122,15,
125,09, 125,70, 125,85, 126,64, 127,23, 131,49, 132,15, 137,97, 154,65, 157,80, 158,08.

MC (%): 391 (ocHoBHMI+1. 100).

EnemeHTHMIN aHania po3paxoBaHo ans C24HzoN4O-3HCI-3H20-1/2(C4H100): C 52,84, H 7,50, N 9,48. 3HarigeHo:
C 52,65,H7,78, N 9,38.

BPMC po3spaxoBaHo ans Ca4H3z1N4O: 391,2498. 3HanpeHo: 391,2485.

Mpuknag 24

6-[4-(1-BeH3unnine puanH-4-inokcu)Had TaneH-1-in)nipuamH-2-inamiy

A. 4-bpom-1-cbTopHadpTaneH

Ho 50mn kpyrnogoHHoi konbu cnopsimkeHoi BBogom N2 i koHaeHcaTtopom gogasanm 3,75mn (5,0r, 34,25 mMorb)
1-dbTopHadpTaneH i 10mn TeTpaxnopwuay Byrfeuto, MiCis YOoro no KpannsaM npoTaroM 3 XBuUnuMH gofdasanv 1,7mn
(5,5r, 34,375 mmorb) 6pomy. PeakuinHy cymiw HarpiBarm go 50 - 60°C pokv HBr He Bignitas, 2 roguHu,
OXONOpKYBanM i KOHUEHTPYBanu. 3anuLLok pO34YnHANM B MeTaHoni i 3anmwanm Ha Hid npu 0°C. lMicna dinbTpyBaHHsA
3 OXOJIOKEHVM MeTaHOSIOM, MPOAYKT HarpiBarm Ao KiMHaTHOI Temnepatypw, ogepxytoun 4,62r (60%) >xoBTOro
macra.

"H-AMP (5, CDCl3): 7,02 (7, J=8, 1H), 7,6 - 7,7 (m, 3H), 8,10 (g, J=8,5, 1H), 8,20 (1, J=8,5, 1H).

FXMC (%): 224/226 (ocHoBHwit. Br'¥/Br®! 100).

B. 4-®TopHadpTaneH-1-60pHa kucrnoTa

[o 250mMn TpboXropsoi KpyrrnoAoHHOI Konbu cropsimpkeHoi nepetuHkoto i BBogom Nz gopasanu 4,62r (20,53
MMorb) 4-6pom-1-chTopHadbTaneHy i 100mn cyxoro TeTparigpodypaHy. Po3umH oxonomkysamm go -70°C i 154mn
(24,64 mmorb) i no kpannam npoTtaroM 5 xBunuH godasanv 1,6M posumH GyTunniTito B rekcaHi. PeakuiriHy cymiLu
nepemiwysanu npu -70°C npoTtarom 10 xBunuvH i goaasamm 4,2mn (3,59r, 24,64 mmornb) Tpuetunboparty i peakuinHy
cymiw nepemiwysanu npu -70°C 20 xBUnuH i HarpiBanm go KimHaTHOT Temnepatypw. llicns nepemillyBaHHsa NpoTAromM
HOYi MpW KIMHaTHIN TemnepaTtypi peakuiiHy CyMill racunM HacuM4YeHUM BOAHWM PO3YMHOM XIIOpuAay amoHito,
nigkMcroBarm 1N XJIOpBOAHEBOIO KWCIIOTOK i ekcTparyBanu eTtunauetatom (geidi). O6'egHaHi opraHivHi wapu
MPOMMBANM HAaCUYEHM BOAHVMM PO3YMHOM XIOpMAY HaTPilo, CYLLMNN Hag CyNbdartoM HaTpito | PO3YMHHUK BiAraHsmu.
3anuLuIok po3Typanu 3 rekcaHom ofepXyroun make 6irnvin nopowok. 1,971 (51%), cymit MoHoapwn i giapnn 6opHMX
KMCIIOT.

"H-AMP (5, CDCl3): 7,2 - 7,4 (M, 1H), 7,5 - 7,7 (m, 3H), 8,0 - 8,5 (M, 1H), 8,519,2 (m, 1H).

APCI (-) (%): 189 (ocHoBHMIA-1, 60).

C. 2-(2,5-Oumetnnniponin)-6-(4-dpTopHad T-1-un)nipuamH

Io 50mn kpyrnofoHHOiT konbu crnopsmpkeHoi BBogom No i koHOeHcaTopom gopasarm 404mr (2,13 mmornb) 4-
dTopHadTaneH-1-6opHoi  kucrnotn, 534mr (2,13 mMmork) 2-(2,5-gumetunnipornin)-6-6pomnipnauny, 902mr (8,51
MMornb) kapboHaTty HaTpito, 150Mmr TeTpakicTpudeHindocdiHy, 10mn etaHony i 2mn Boawn. PeakuinHy cymil
HarpiBamm i3 3BOPOTHIM XOJIOAUIILHMKOM MPOTArOM HOYi, OXOMOMDKYBanu, BWMMBaNM y BOAY i eKcTparyBamm
eTunaueTtaToM. licnst 06'egHaHHS 3 iHWKMK Ginbwummu cnpobamm 06'eqHaHi OpraHiyHi Wapu NpoMMBany HacM4eHNM
BOAHVMM PO3YMHOM XJIOPWMAY HATpito, CyWMAM Had cynbdatoM HaTpilo | PO3YMHHMK BigraHanu. 3anmiiok
Xpomarorpadysanv Ha cunikareni BUKOPUCTOBYIOUM B SIKOCTi €NIOEHTY rekcaH/etunauertaT ogepxyroun 4,72r (85%)
macna.

"H-AMP (5, CDCl3): 2,25 (c, 6H), 5,92 (c, 2H), 7,1 - 7,2 (m, 2H), 7,4 - 7.6 (m, 4H), 7,95 (1, J=8, 1H), 8,12 (g, J=8,
1H), 8,19 (a4, J=8, 1H).

BC-AMP (5, CDCls): 13,41, 106,97, 108,82, 109,02, 120,18, 120,78, 120,84, 123,42, 123,81, 123,96, 125,48,
126,20, 127,32, 127,68, 127,76, 128,56, 132,35, 133,90, 138,22, 151,87, 157,82, 158,30, 160,34.

MC (%): 317 (ocHoBHMI+1, 100).

BPMC po3apaxoBaHo ans C21HigN2F (ocHOBHWI+1): 317,1454. 3HanaeHo: 317,1462.

D. 2-(2,5-OAnmeTtnnniponin)-6-(4-((N-6eH3un)-4-nine puanHinokcu)Hadpt-1-un)nipugmH

[o 20mn KpyrnofoHHoi konbu cropsmpkeHoi BBogom Na i koHgeHcatopom popasarmm 121mr (0,633 mn) 4-
rigpokcu-N-6eH3unninepuanHy i 5Mn cyxoro gumetundopmamigy, nicrst Yoro gogasanu 32wmr (0,791 mmonb) rigpuay
HaTpito (60% B macni). PeakuinHy cymiw HarpiBarm go 70°C go noBHOro yTBOpeHHS ankokeugy i gogasanu 100mr
(0,316 mmorb) 2-(2,5-gumetunniponin)-6-(4-pTopHadpTun-1-in)nipuanHy B 2Mn cyxoro aumeTtundopmamigy i
peakuinHy cymiw Harpisanu npu 80°C npoTarom 10 xBunuH. PeakuiiHy cyMmill OXOnogKyBanu, BUNuBanu y Bogy i
ekcTparyBanu etunaueTtatom. [llicna ob6'egHaHHs 3 iHWWMMKM Ginbwumu crnpobamu o6'egHaHi opraHivHi  Wwapu
MPOMMBAaNM HacCU4YEeHVM BOAHWMM PO34YMHOM XIOpPUAY HATpPIto, CYLUMNW Hag CyNbdaToM HaTpito | PO3YMHHUK BigraHsmnm.
3anmwok xpomatorpadyBarM Ha curnikareni BUKOPUCTOBYOMM B SKOCTI eNoeHTYy MeTaHon/MeTuneHxnopug
ogepxyroun 489mr (54 %) macna.

"H-AMP (5, CDCla): 2,04 (m, 2H), 2,10 (M, 2H), 2,25 (c, 6H), 2,44 (m, 2H), 2,79 (m, 2H), 3,58 (c, 2H), 4,65 (M, 1H),
5,91 (c, 2H), 6,92 (g, J=8, 1H), 7,2 - 7,6 (m, 7H), 7,90 (1, J=8, 1H), 8,12 (m, 1H), 8,39 (m, 1H).

3C-AMP (5, CDCls): 13,55, 30,69, 50,43, 63,19, 72,54, 105,94, 106,84, 119,72, 122,68, 123,50, 125,22, 126,69,
126,90, 127,08, 128,27, 128,32, 128,67, 129,09, 129,19, 130,12, 132,22, 138,09, 138,40, 151,83, 153,75, 159,16.

MC (%): 488 (ocHoBHW+1,100).

BPMC po3spaxoBaHo ans Cz3zHzaN3O (ocHoBHUIA+1): 488,2702. 3HanpeHo: 488,2703.



E. 6-[4-(1-BeH3unninepuanH-4-inokcu)Had Tanex-1-injnipygmH-2-inamix

Opepxysamm sk B Mpuknagi 121, Buxig 93%, T.nn. 265 - 285°C (posk.), y BUrnsigi XJiopBOAHEBOI COTi.

"H-AMP (5, CDCl3): 19 - 2,1 (m, 4H), 2,41 (m, 2H), 2,77 (M, 2H), 4,61 (m, 1H), 4,68 (wc, 2H, NHy), 6,42 (g, J=8,
1H), 6,86 (m, 2H), 7,2 - 7,5 (m, 9H), 8,12 (m, 1H), 8,37 (m, 1H).

BC-AMP (5, CDCls): 30,65, 50,37, 63,10, 72,53, 106,05, 106,49, 115,08, 122,37, 124,97, 12567, 126,52,
126,70, 126,97, 127,12, 128,16, 129,11, 131,24, 132,38, 137,89, 138,35, 153,16, 157,66, 158,16.

MC (%): 410 (ocHoBHW+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo anst C27H27N30-2HCI-5/3H.0: C 63,28, H 6,36, N 8,20. 3HanpeHo: C 63,18, H
6,40, N 7,88.

Mpuknag 25

6-[4-(1-BeHaunniponiamH-3-inokcu)HadpTanex-1-in]nipuauH-2-inamiy

Opepxysamm sk B Mpuknagi 24, suxig 98%, T.nn. 160 - 170°C, y Burnsigi xnopBoAHEBOI COTi.

"H-AMP (5, CDCls): 2,15 (M, 1H), 2,36 (M, 1H), 2,67 (M, 1H), 2,79 (M, 1H), 2,87 (m, 1H), 3,12 (m, 1H), 3,69 (ABq,
J=13, Dn = 20, 2H), 4,74 (wc, 2H), 5,00 (m, 1H), 6,37 (a8, J=8, 1H), 6,72 (g, J=8, 1H), 6,83 (g, J=8, 1H), 7,2 - 7,6 (M,
9H), 8,14 (m, 1H), 8,38 (m, 1H).

BC-AMP (3, CDCls): 32,37, 52,84, 60,17, 60,35, 77,0, 105,32, 106,52, 114,95, 122,40, 125,02, 125,70, 126,11,
126,62, 127,03, 127,12, 128,28, 128,82, 131,33, 132,8, 137,88, 138,70, 153,59, 157,59, 158,26.

MC (%): 396 (ocHoBHMIn+1,100).

EnemeHTHWMIN aHani3 po3paxoBaHo Anst CasHasN3O-2HCI-5/3H.0: C 62,65, H 6,13, N 8,43. 3HaiipeHo: C 62,73, H
6,06, N 8,40.

Mpuvknag 26

6-[4-(1-OumeTunamiHobyTokcn)Had TaneH-1-innipugmH-2-inamin

OpepxyBamm sk B MNpuknaai 24, suxig 71%, T.nn. 78 - 90°C, y Burnsgi xnopBoAHEBOI Cori.

"H-AMP (5, CDCla): 1,75 (M, 2H), 1,94 (m, 2H), 2,23 (c, 6H), 2,37 (m, 2H), 4,16 (T, J=6, 2H), 4,63 (iic, 2H), 6,43
(@, J=8, 1H), 6,83 (m, 2H), 7,4 - 7,6 (m, 4H), 8,08 (m, 1H), 8,32 (m, 1H).

BC-AMP (5, CDCls): 24,33, 27,12, 45,31, 59,34, 67,90, 104,06, 106,44, 115,11, 122,09, 124,91, 125,57, 125,83,
126,49, 127,17, 131,12, 132,08, 137,88, 154,86, 157,73, 158,06.

MC (%): 336 (ocHoBHMIn+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Anst C21H2sN30-2HCI-1/2(H2C0O3)-5/3H20: C 55,91, H 6,66, N 9,10. 3HangeHo:
C 55,89,H6,89, N 8,80.

Mpwknap 27

6-[4-(1-TNinepnaunH-3-inokcu)Had Tanex-1-in)nipnamH-2-inamiy

Opepxysamm sk B Mpuknagi 24, suxig 88%, T.nn. 65 - 75°C y Burnagi BinbHoi ocHoBw, i T.on. 205 - 220°C y
BUrMSAi XNopBOAHEBOT COfi.

TH-AMP (5, CDCl3): 1,80 (M, 2H), 2,01 (m, 2H), 2,72 (m, 2H), 3,12 (m, 2H), 4,59 (m, 1H), 4,71 (wc, 2H), 6,38 (1,
J=8, 1H), 6,82 (m, 2H), 7,4 - 7,6 (m, 4H), 8,10 (m, 1H), 8,34 (m, 1H).

BC-AMP (5, CDCls): 32,01, 43,63, 73,20, 106,09, 106,44, 114,95, 122,30, 124,94, 125,66, 126,49, 126,67,
127,05, 131,32, 132,35, 137,84, 153,03, 157,64, 158,19.

MC (%): 320 (ocHoBHMI+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo ans CooH21N3O-3/4(C4HsO2)-1/2H0: C 70,03, H 7,15, N 10,65. 3HangeHo: C
70,30, H6,77, N 10,99.

Mpuknaa 28

6-[4-(MiponignH-3-inokcu)Hadp Tanex-1-injnipuamH-2-inamiH

Opepxysamm sik B MNpuknaai 24, suxig 75%, T.nn. 60 - 70°C y Burnagi BinbHoi ocHoBw, i 180 - 200°C y Burnsgi
XropBOAHEBOI COfi.

"H-AMP (5, CDCla): 2,05 (M, 2H), 2,87 (m, 1H), 3,05 (m, 1H), 3,14 (m, 1H), 3,25 (m, 1H), 4,73 (wc, 2H), 4,94 (m,
1H), 6,37 (4, J=8, 1H), 6,74 (g, J=8, 1H), 6,79 (4, J=7, 1H), 7,42 (m, 4H), 8,10 (m, 1H), 8,24 (m, 1H).

BC-AMP (5, CDCls): 33,44, 46,13, 53,62, 76,81, 105,43, 106,47, 114,91, 122,06, 124,98, 12570, 126,13,
126,54, 127,00, 131,35, 132,23, 137,82, 153,29, 157,56, 158,23.

MC (%): 306 (ocHoBHWI+1,100).

BPMC po3apaxoBaHo ans C1g9H2oN3O: 306,1606. 3HangeHo: 306,1608.

Mpuknag 29

6-[4-(1-1300yTnnine puanH-4-inokcu)Had Tanex-1-injnipuamH-2-inamid

Opepxysamm sk B Mpuknagi 24, suxig 38%, T.nn. 198 - 210°C, y Burnsigi xnopBogHEBOI COTi.

"H-AMP (5, CDCls): 0,92 (m, J=7, 6H), 1,81 (m, 1H), 2,01 (m, 2H), 2,12 (m, 2H), 2,16 (g, J=7, 2H), 2,39 (M, 2H),
2,75 (m, 2H), 4,59 (m, 3H), 6,46 (g, J=8, 1H), 6,87 (m, 2H), 7,4 - 7,6 (M, 4H), 8,09 (m, 1H), 8,33 (m, 1H).

¥C-AMP (5, CDCla): 20,92, 25,59, 30,46, 50,83, 66,81, 72,56,106,06, 106,42, 115,16, 122,30, 124,92, 125,63,
126,49, 126,70, 127,07, 131,24, 132,33, 137,89, 153,14, 157,76, 158,00.

MC(%): 376 (ocHoBHUIA+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo Anst CosH2oN3O-HCI-3/2H0: C 60,63, H 7,21, N 8,84. 3HangeHo: C 60,77, H
7,30, N 8,48.

Mpuknag 30

6-[4-(1-PypaH-2-inme TUnnine puanH-4-inokcu)Had tanex-1-innipuanH-2-inamid

Opepxysamm sk B Mpuknagi 24, suxig 38%, T.nn. 178 - 195°C, y Burnsigi xnopBoAHEBOI COTi.

"H-AMP (5, CDCls): 2,07 (m, 4H), 2,48 (m, 2H), 2,76 (M, 2H), 3,59 (c, 2H), 4,5 (wc, 2H), 4,62 (m, 1H), 6,21 (m,
1H), 6,31 (m, 1H), 6,45 (g, J=8, 1H), 6,85 (M, 2H), 7,4 - 7,6 (m, 5H), 8,09 (m, 1H), 8,32 (m, 1H).

BC-AMP (5, CDCls): 30,42, 49,93, 54,93, 72,00, 106,08, 106,44, 108,69, 109,98, 115,16, 122,30, 124,95,
125,61, 126,49, 126,70, 127,05, 131,29, 132,33, 137,89, 142,07, 151,74, 153,06, 157,73, 158,02.

MC (%): 400 (ocHoBHMIn+1,100).



EnemeHTHUN aHani3 pospaxoBaHo Anst C2sH2sN302-2HCI-9/4H,0: C 58,54, H 6,19, N 8,19. 3HangeHo: C 58,66, H
6,13, N 8,04.

Mpuknag 31

6-[4-(1-1306yTHnniponignH-3-inokcun)Had TaneH-1-innipuanH-2-inamiH

Opepxysamm sk B Mpuknagi 24, suxig 45%, T.nn. 78 - 85°C, y Burnagi xropBoAHEBOI Coni.

"H-AMP (5, CDCla): 0,94 (g, J=7, 6H), 1,76 (m, 1H), 2,14 (M, 1H), 2,2 - 2,4 (m, 3H), 2,6 - 2,9 (m, 3H), 3,10 (m, 1H),
4,59 (wc, 2H), 5,03 (m, 1H), 6,45 (g, J=8, 1H), 6,75 (4, J=8, 1H), 6,85 (g, J=8, 1H), 74 - 7,6 (M, 4H), 8,10 (m, 1H),
8,33 (m, TH).

1§C-FiMP (8, CDCls): 20,35, 21,02, 27,31, 32,20, 53,31, 60,50, 64,82, 105,29, 106,42, 115,15, 122,37, 124,92,
125,56, 126,16, 126,56, 127,05, 131,20, 132,21, 137,88, 153,66, 157,73, 158,03.

MC (%): 362 (ocHoBHWI+1,100).

BPMC po3spaxoBaHo ans Ca3H2gN30O: 362,2232. 3HangeHo: 362,2217.

Mpuknag 32

6-[4-(1-PypaH-2-inmeTnnniponignH-3-inokcu)Had TaneH-1-injnipugnH-2-inamin

Opepxysamm sk B Mpuknagi 24, suxig 46%, T.nn. 140 - 160°C, y Burnsigi xNopBoAHEBOI COTi.

"H-AMP (5, CDCla): 2,15 (m, 1H), 2,38 (M, 1H), 2,7 - 2,9 (M, 3H), 3,21 (m, 1H), 3,72 (ABg, J=7, Dn = 20, 2H), 4,60
(wc, 2H), 5,03 (m, 1H), 6,21 (m, 1H), 6,31 (m, 1H), 6,44 (g, J=8, 1H), 6,72 (g, J=8, 1H), 6,84 (g, J=7, 1H), 7,37 (m,
1H), 7,44 (m, 4H), 8,10 (m, 1H), 8,32 (m, 1H).

¥C-AMP (5, CDCls): 32,34, 51,72, 52,53, 59,80, 76,70, 105,19, 106,47, 107,98, 110,03, 115,12, 122,37, 124,95,
125,57, 126,06, 126,59, 127,02, 131,30, 132,21, 137,89, 141,98, 152,21, 153,53, 157,67, 158,05.

MC (%): 386 (ocHoBHMIn+1,100).

EnemeHTHWMIN aHani3 po3paxoBaHo Anst C24H23N302-2HCI-9/4H,0: C 57,78, H 5,96, N 8,42. 3HanpeHo: C 57,96, H
5,98, N 8,14.

Mpwknaa 33

6-[4-(1-MeTnnnine puanH-4-inokcu)Had TaneH-1-in)nipugmH-2-inami

Opepxysamm sk B Mpuknagi 24, suxig 90%, T.nn. 179 - 187°C y Burnsgi xnopBogHEBOI CONi.

"H-AMP (5, CDCl3): 2,00 (M, 4H), 2,26 (c, 3H), 2,33 (M, 2H), 2,645 (m, 2H), 4,54 (m, 1H), 4,76 (wc, 2H), 6,35 (g,
J=8, 1H), 6,78 (g, J=7, 1H), 6,81 (g, J=8, 1H), 7,41 (m, 4H), 8,09 (m, 1H), 8,33 (m, 1H).

BC-AMP (5, CDCls): 30,46, 46,13, 52,35, 71,64, 105,93, 106,51, 114,88, 12227, 124,95, 12566, 126,47,
126,59, 127,07, 131,26, 132,32, 137,84, 153,02, 157,47, 158,26,

MC (%): 334 (ocHoBHMI+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo And C21H23N3O-2HCI-H20- (CsHgO): C 60,48, H 7,11, N 8,46. 3nanigeHo: C
60,19, H7,61, N 9,94.

Mpwknaa 34

6-[4-(1-MeTnnniponianH-3-inokcu)Hadptanex-1-in]nipuguH-2-inamid

Opepxysamm sik B [Npuknagi 24, suxig 77%, T.nn. 138 - 145°C, y Burnsai xnopBogHEBOI Corli

"H-AMP (5, CDCla): 2,10 (m, 1H), 2,35 (m, 1H), 2,395 (c, 3H), 2,55 (M, 1H), 2,79 (m, 1H), 2,89 (m, 1H), 2,99 (m,
1H), 4,69 (wc, 2H), 5,01 (m, 1H), 6,41 (g, J=8, 1H), 6,70 (g, J=8, 1H), 6,81 (g, J=8, 1H), 7,43 (M, 4H), 8,07 (m, 1H),
8,32 (m, 1H).

1§C-FIMP (8, CDCls): 32,97, 42,10, 55,09, 62,34, 77,39, 105,13, 106,51, 115,04, 122,39, 124,94, 125,54, 126,03,
126,57, 126,99, 131,26, 132,21, 137,88, 153,53, 157,57, 158,15.

MC (%): 320 (ocHoBHW+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo Ans CzoH21N30O-2HCI-3H20: C 53,82, H 6,55, N 9,41. 3HaingeHo: C 54,02, H
6,45, N 9,13.

Mpuknag 35

6-[4-(3-OumeTunamiHonponokcu)Had Tanex-1-injnipuamH-2-inamid

Opepxysamm sk B Mpuknagi 24, suxig 91,5%, T.nn. 105 - 120°C y Burnagi XxopBoAHEBOI COori.

"H-AMP (5, CDCl3): 2,08 (M, 2H), 2,26 (c, 6H), 2,54 (1, J=7, 2H), 4,18 (T, J=6, 2H), 4,72 (wc, 2H), 6,40 (a, J=8,
1H), 6,81 (m, 2H), 7,45 (m, 4H), 8,08 (m, 1H), 8,32 (m, 1H).

BC-AMP (5, CDCls): 27,47, 4541, 56,52, 66,39, 104,16, 106,47, 115,01, 122,03, 124,91, 12563, 125,77,
126,47, 127,20, 131,17, 132,08, 137,85, 154,78, 157,63, 158,17.

MC (%): 322 (ocHoBHu+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo Anst CzoH23N3O-2HCI-7/2H,0: C 52,52, H 7,05, N 9,19. 3HanpgeHo: C 52,62, H
6,77, N 8,73.

Mpuknag 36

6-[4-(1-A3abiuukno[2.2.2]okT-3-unokcu)Had TaneH-1-injnipuanH-2-inamiH

Opepxysamm sk B Mpuknagi 24, suxig 89%, T.nn. 220 - 228°C, y BUrnsai XnopBoAHEBOI COJi.

"H-AMP (3, CDCl3): 1,41 (m, 1H), 1,54 (m, 1H), 1,71 (m, 1H), 2,09 (m, 1H), 2,27 (m, 1H), 2,78 (M, 3H), 2,96 (m,
2H), 3,30 (m, 1H), 4,56 (m, 1H), 4,71 (wc, 2H), 6,39 (g, J=8, 1H), 6,70 (g, J=8, 1H), 6,81 (g, J=7, 1H), 7,43 (m, 4H),
8,09 §M, 1H), 8,32 (m, 1H).

SC-AMP (5, CDCla): 19,61, 24,37, 25,15, 46,53, 47,33, 55,73, 73,44, 105,38, 106,47, 114,95, 122,07, 125,01,
125,73, 126,24, 126,54, 127,05, 131,29, 132,33, 137,84, 153,00, 157,56, 158,20.

MC (%): 346 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo Anst C2oH23N30-2HCI-5/2H20: C 57,02, H 6,52, N 9,07. 3HanpeHo: C 57,07, H
6,27, N 8,88.

Mpuknag 37

6-[4-(2-OumeTunamiHoeTokcn)-5,6,7 ,8-TeTparigpoHad taneH-1-innipuanH-2-inamiH

A. 4-bpom-5,6,7 8-TeTparigpo-1-6eHsunokcuHag taneH

Ho 250mMn kpyrmogoHHOi konbu crnopsimpkeHoi nivikoto i BBogoM Nz gopgasarm 2,96r (20 mmons) 5,6,7,8-



TeTparigpoHadtaneH-1-ony i 50mn 1,2-guxnopeTany, i o kpannam npoTarom 10 XBUINMH AoAaBany rnepemMillyemMmnn
po3umH 9,64r (20 mmorb) TpubyTunamoHwin Tpubpomigy B 30mn 1,2-guxnopeTaHy. lMicns nepemiwysaHHs we 10
XBUIIMH MPU KIMHATHIA Temneparypi, pO341MH NpOMMBany BoAO, PO3BEAEHNM BOAHVMM PO34MHOM BicynbadiTy HaTpito i
BOAOW, CYWMNM Hag cynbgaroM HaTpilo i po3umHHMK BigraHanu. Cymiw npodykty i TpubyTunamoHinbpomigy
BMKOPMCTOBYBanu 6e3nocepeHso.

"H-AMP (5, CDCla): 1,70 (M, 4H), 2,56 (1, J=6, 2H), 2,61 (T, J=6, 2H), 7,02 (AB, 2H), 8,0 (ic,1H, OH).

BC-AMP (5, CDCl3): 22,2, 22,9, 23,8, 30,5, 114,0,114,7, 126,6, 129,0, 136,7, 154 1,

BuweonncaHe macro posuuHaim B 100mn aueTtoHitpuny i obpobnamm 3,57mn (30 mmornb) 6eH3unbpomiay i
5,53r (40 mmMonb) kapboHaTy Kanito i HarpiBanm i3 3BOpOTHIM xonoaunbHukom 14 roawH. TLUX nokaszana ocHOBHY
nnamy 3 Rf = 0,3 B 10% meTuneHxrnopwma/rekcaH (3 6enH3unbpomigom Rr = 0,4). PeakuiiHy cymill oxonomKysanu,
BANUBaNM B PO3BEAEHWA BOLAHWA PO3YMH XIIOPBOAHEBOI KUCNOTW/ETMNaueTaT i OpraHiyHui Lwap Bigainanwm,
NpoMVBanM BOAOK i HACMYEHNM BOOHUM PO3YMHOM XIIOPUAY HATpito, CyLUMM Hag CyrnbaTtom HaTpito i PO3UMHHUK
BigraHamm. 3anuLiok xpomarorpadysanu Ha cunikareni BUKOPUCTOBYIOUM B SIKOCTI eMtoeHTy MeTuneHxnopua/rekcaH
opepxytoun 4,0r (63%) macna.

"H-AMP (3, CDCla): 1,77 (M, 4H), 2,75 (M, 4H), 5,045 (c, 2H), 6,62 (g, J=9, 1H), 7,3 - 7,5 (M, 6H).

BC-AMP (5, CDCls): 22,2, 22,9, 24,0, 30,7, 69,9, 109,8, 116,7, 1271, 127,9, 1286, 129,1, 129,3, 137,2, 137,5,
155,6.

B. 5,6,7,6-TeTparigpo-1-6eH3unokcmHadptaneH-4-60pHa KucroTa

OpepxyBamm sk B Mpuknagi 12B y Burnaai 6inoi TBepaoi pevyoBuHY MiCst po3TUpPaHHA 3 rekcaHom, T.mn. 199 -
205°C, Buxia 72%.

"H-AMP (3, CDCla): 1,72 (M, 4H), 2,70 (M. 4H), 5,005 (c, 2H), 6,66 (m, 1H), 7,01 (g, J=8, 1H), 7,2 - 7,4 (M, 5H).

3C-AMP (5, CDCl3): 22,6, 22,9, 23,4, 30,0, 107,8,125,9, 127,0, 127,6, 128,4, 131,1, 137,5, 140,8, 156,9.

C. 2-(2,5-Oumetvnniponin)-6-[4-6eH3unnokcn-5,6,7,8-TeTparigpoHad TaneH-1-injnipuauH

OpepxyBamm sik B MNpuknaai 12C, suxig 100%, y Burnagi macna.

"H-AMP (5, CDCla): 1,81 (m, 2H), 1,91 (m, 2H), 2,29 (c, 6H), 2,93 (M, 4H), 5,19 (c, 2H), 6,02 (c, 2H), 6,91 (a, J=8,
1H), 7,21 (g, J=8, 1H), 7,32 (g, J=8, 1H), 7,4 - 7,6 (m, 6H), 7,89 (1, J=8, 1H).

BC-AMP (5, CDCla): 13,5, 22,5, 23,0, 24,0, 28,9, 69,8, 106,8, 108,2, 119,6, 1231, 1268, 1272, 127,8, 12,9,
128,6, 128,7, 132,8, 136,8, 137,6, 138,0, 151,4, 156,8, 160,4.

MC (%): 409 (ocHoBHMIn+1,100).

D. 2-(2,5-OnmeTtvnniponin)-6-[4-rinpokcn-5,6,7 ,8-TeTparigpoHad TaneH-1-injnipuauH

Opepxysamm sk B Mpuknagi 12D, suxig 100%, y BUrnsai HU3bKOMIaBKoi TBEPAOi PEYOBUHM.

TH-AMP (5, CDCla): 1,67 (m, 2H), 1,77 (m, 2H), 2,16 (c, 6H), 2,63 (M, 2H), 2,73 (m, 2H), 5,89 (c, 2H), 6,3 (wc, 1H,
OH), 6,51 (g, J=8, 1H), 7,02 (g, J=8, 1H), 7,13 (g, J=8, 1H), 7,35 (g, J=8, 1H), 7,83 (7, J=8, 1H).

BC-AMP (5, CDCls): 13,3, 22,3, 22,8 23,3, 28,6, 106,6, 112,1, 119,7, 123,3, 124,2, 127,8, 128,7, 131,9, 136 6,
138,1, 151,2, 154 ,4, 160,5.

MC (%): 319 (ocHoBHMI+1,100).

E. 2-(2,5-Oumetunniponin)-6-[4-kapboeTokcumeTokcu-5,6,7,8-TeTpariopoHadp taneH-1-in]nipuamH

Opepxysamm sk B MNpuknagi 12E, suxig 83,5%, y Burnagi macna.

"H-AMP (3, CDCl3): 1,31 (1, J=7, 3H), 1,71 (m, 2H), 1,83 (M, 2H), 2,19 (c, 6H), 4,26 (k, J=7, 2H), 4,66 (c, 2H),
5,90 §C' 2H), 6,64 (g, J=8, 1H), 7,12 (g, J=8, 1H), 7,20 (g, J=8, 1H), 7,35 (g, J=8, 1H), 7,82 (7, J=8, 1H).

¥C-AMP (5, CDCla): 134, 14,2, 22,3, 22,9, 23,7, 287, 61,2, 65,5,106,7, 107,8, 1196, 1230, 1269, 1277,
128,5, 1334, 137,0, 138,1, 151,3, 156,0, 160,1, 169,0.

MC (%): 405 (ocHoBHMI+1,100).

F. 2-(2,5-OnmeTunniponin)-6-[4-kap6okcumeTokecu-5,6,7 ,8-TeTparigpoHadtaneH-1-in)nipuamH

Opepxysamm sk B Mpuknagi 12F, suxig 100%, y Burnsai Teepaoi peqosuHy, T.nn. 199 - 206°C.

"H-AMP (5, CDCl3): 1,62 (m, 2H), 1,72 (m, 2H), 2,08 (c, 6H), 2,66 (m, 2H), 2,75 (M, 2H), 4,56 (c, 2H), 5,81 (c, 2H),
6,58 (g, J=8, 1H), 7,09 (m, 2H), 7,31 (g, J=8, 1H), 7,80 (1, J=8, 1H).

¥C-AMP (5, CDCls): 12,95, 22,1, 22,6, 23,4, 28,4, 65,0, 106,5, 107,7, 119,9, 123,3, 126,7, 127 4, 128,5, 132,8,
136,6, 138,3, 151,1, 155,9, 160,1, 171,2.

MC (%): 377 (ocHoBHM+1, 100).

G. 2-(2,5-OumeTunniponin)-6-[4-(N,N-onmeTunkap6okcamigo)meTokeu-5,6,7 ,8-TeTparigpoHadptaneH-1-
in]nipuanH

Opepxysamm sk B Mpuknagi 12G, suxig 100%, y surnsgi macna.

"H-AMP (5, CDCls): 1,67 (M, 2H), 1,77 (m, 2H), 2,14 (c, 6H), 2,76 (m, 4H), 2,96 (c, 3H), 3,08 (c, 3H), 4,71 (c, 2H),
5,86 gc, 2H), 6,75 (g, J=8, 1H), 7,11 (g, J=8, 1H), 7,16 (g, J=8, 1 H), 7,34 (8, J=8, 1 H), 7,82 (1, J=8, 1 H).

¥C-AMP (5, CDCls): 13,3, 22,2, 22,8, 23,6, 28,6, 35,7, 36,7, 67,7, 106,5, 1077, 119,6, 1229, 126,5, 127.8,
128,6, 133,2, 136,8, 138,0, 151,2, 155,9, 160,2, 168,1.

MC (%): 404 (ocHoBHuM+1, 100).

H. 2-(2,5-Oumetunniponin)-6-[4-(N,N-gumeTnnamiHoeTokcmn)-5,6,7,8-TeTparigpo-Had TaneH-1-injnipyguH

Opepxysamm sk B Mpuknagi 12H, sBuxig 93%, y Burnagi macna.

"H-AMP (5, CDCl3): 1,69 (m, 2H), 1,78 (M, 2H), 2,16 (c, 6H), 2,36 (c, 6H), 2,73 (1, J=7, 2H), 2,78 (m, 4H), 4,11 (T,
J=7, 2H), 5,88 (c, 2H), 6,74 (g, J=8, 1H), 7,11 (g, J=8, 1H), 7,20 (g, J=8, 1H), 7,36 (g, J=8, 1H), 7,81 (1, J=8, 1H).

BC-AMP (5, CDCl3): 13,3, 22,3, 22,9, 23,7, 28,7, 46,2, 58,4, 66,6, 106,6, 107,6, 119,5, 122,95, 126,5, 1277,
128,6, 1324, 136,6, 137,9, 151,2, 156,9, 160,35.

MC (%): 390 (ocHoBHUI+1, 100).

I. 6-[4-(N,N-oumeTunamiHoeTokcu)-5,6,7 8-TeTparigpoHad taneH-1-injnipngnH-2-inamiH

OpepxyBamm sk B lMpuknagi 121, suxig 57%, y sBurnagi xmopsogHeBoi coni T.on. 239 - 242°C 3 cymiui
MeTaHor/i3onponinoBui eTep.

'H-AMP (5, CDCl3): 1,64 (m, 2H), 1,71 (m, 2H), 2,33 (c, 6H), 2,67 (M, 4H), 2,74 (1, J=6, 2H), 4,07 (T, J=6, 2H),



4,55 (wc, 2H), 6,36 (g, J=8, 1H), 6,62 (g, J=8, 1H), 6,67 (g, J=8, 1H), 7,07(g, J=8, 1H), 7,40 (1, J=8, 1H).

BC-AMP (5, CDCl): 22,3, 22,8 23,6, 28,1, 46,0, 58,2, 66,4, 106,0, 107,4, 114,3, 126,2, 126,8, 1335, 1362,
137,6, 156,3, 157,6, 158,8.

MC (%): 312 (ocHoBHUI+1, 100).

EnemeHTHMIN aHani3 po3paxoBaHo ans C1gHasN3O-2HCI-1/4H,0: C 58,69, H 7,13, N 10,81. 3HangeHo: C 58,72,
H7,14,N10,79.

6-[4-(N,N-OumeTtnnamiHoeTokcn)-5,6,7,8-teTparigpoHadtaneH-1-injnipugnH-2-inamiH -~ TakoxX  Moxe  OyTu
OAEepXaHW 3a HaCTyMHOK METOAMKOH:

J. 4-Bpom-1-(N,N-gumeTtunamiHoeTokcun)-5,6,7,8-TeTparigpoHadtaneH

Jo 1n kpyrnogoHHOT konbu cropsmkeHoi BBogomM Nz i koHgeHcaTtopom gopasarm 10,0r (44 mmorks) 4-6pom-
5,6,7 8-TeTparigpoHadTaneH-1-ony (Mpuknag 37A), 19r (130 mmorb) rigpoxnopugy 2-gUMeTUnamiHoe TUNXropuay
30,3r (220 mmorb) raweHoro kapboHatom kanito, i 600mMn aueToHITpuNy. PeakuinHy cymill HarpiBanu i3 3BOPOTHIM
xornogunsHukom 60 roaumH, nicna Yyoro AoAaBany A0AATKOBY MOPLiD XJopuay | BMICT KOJOW KAMSTUIM 24 rOAWHW.
PeakuinHy cymiw oxonomxysanu, inbTpyBanu i KOHUEHTpyBanu. 3anuwiok xpomatorpadyBanyM Ha curikareni
BMKOPWCTOBYIOYM B AIKOCTi €MI0EHTY MeTaHon/MeTuneHxsopug ogepxytoumn 8,55r (65%) ceitno-kopmyHeBOro macna.

"H-AMP (5, CDCl3): 1,72 (m, 4H), 2,33 (c, 6H), 2,63 (m, 2H), 2,68 (M, 2H), 2,73 (1, J=6, 2H), 4,01 (T, J=6, 2H),
6,53 (g, J=8, 1 H), 7,28 (g, J=8, 1 H).

3C-AMP (5, CDCl3): 22,1, 22,8, 23,7, 30,5, 46,0, 538,2, 66,6, 109,2, 1164, 128,8,129,2, 137,2, 155,6.

MC: 298/300 (ocHoBHMI+1).

K. 1-(N,N-OnmeTnnamiHoeTokcn)-5,6,7,8-TeTparigpoHadtaneH-4-60pHa kucrnoTa

Ho 1n 3N kpyrrnoaoHHoi konbu crnopsgkeHoi BBogom Nz i nepeTuHkoto gogasanu 8,55r (28,7 mmorb ) 4-6pom-1-
(2-oyumeTnnamiHoeTokcn)-5,6,7 ,8-TeTparigpoHadptaneHy i 300mn cyxoro TeTparigpodypaHy. Po3umH oxonomKysanm
0o -70°C i pogasarm 13,8mn (34,4 mmornb) 2,5M po3udnHy GyTMNniTiio B rekcani. PeakuiiiHy cymill nepemillysanu npu
-70°C npoTtarom 1 roaunu, gogasamm 5,9mn (34,4 Mmmork) Tpuetunooparty i peakuiiHy cymill nepemiwlysany npu -
70°C npoTarom 2 roauH, HarpiBanu 4o KiMHaTHOI TemMnepaTtypy NpOTAroM Houdi. PeakuiiHy CyMill racuim Hacu4eHum
BOAHMM PO34MH XIOpMAOY aMOHIlo i TP pasun ekcTparyBanu etunauetatom. OpraHiyHui WwWap npoMmMBanM HacuyeHUM
BOAHVMM PO34YMHOM XIOpuAdy HaTpito, CyMnu CynbgatoM HaTpilo i PO3YMHHMK BigraHanu. 3anuluiok pos3Tupamm 3
rekcaHom ogepxytoum 6iny TBepgy pevoBuHy 6,3r (83,5%).

"H-AMP (5, CDCls): 1,79 (m, 4H), 2,44 (c, 6H), 2,68 (m, 2H), 2,89 (m, 2H), 3,32 (m, 2H), 4,19 (m, 2H), 6,74 (a,
J=8, 1H), 8,03 (g, J=8, 1H).

L. 2-(2,5-Oumetunniponin)-6-[4-(N,N-ogumeTunamiHoetokcn)-5,6,7,8-teTparigpo-HadptaneH-1-injnipugmH

[o 500mn kpyrnofgoHHOT konbu crnopsimkeHoi BBogoM N i koHgeHcaTtopom goaasanm 6,3r (23,4 mmonb) 1-(N,N-
aoumeTtunamiHoeTokeun)-5,6,7 8-teTparigpoHadTaneH-4-6opHoi kucrotn,  6,0r (234 mMmomb)  6-6pom-2-(2,5-
aumeTtunniponin)nipuamHy, 10,1r (95,6 mmonb ) kapboHaty Hatpito, 552mr TeTpakicTpudeHindgocdiHnanagito, 200mMn
etaHony i 20mn Boau. PeakuinHy cymiwl HarpiBanu i3 3BOPOTHIM XxoroAurbHUKOM 20 roguH, OXOfofKyBanu i
dinbTpyBanu. PinbTpat KoHUeHTpyBanu, nepeHocurm B 1N po3yunH rigpokcua HaTpito i Tpu pasu ekcTparysanu
eTvnauetatom. OpraHiYyHWA Wap NpoMMBanM Hacu4eHUM BOAHUM PO34MHOM GikapboHaTy HaTpilo i Hacu4eHUM
BOAHVMM PO3YMHOM XJIOPWMAY HATpito, CYyLWWMNM Had cynbdatoM HaTpilo | PO3YMHHMK BigraHanu. 3ammiiok
Xpomarorpadysanu Ha cunikareni BUKOPUCTOBYIOUM B SIKOCTi eMtoeHTy MeTaHo/MeTUNeHXopua ogepxyoumn 7,671
(82%) npogykT y BMrNAgi Mmacna.

"H-AMP (5, CDCl3): 1,69 (m, 2H), 1,78 (M, 2H), 2,16 (c, 6H), 2,36 (c, 6H), 2,73 (1, J=7, 2H), 2,78 (m, 4H), 4,11 (T,
J=7, 2H), 5,88 (c, 2H), 6,74 (g, J=8, 1H), 7,11 (g, J=8, 1H), 7,20 (g, J=8, 1H), 7,36 (g, J=8, 1H), 7,81 (1, J=8, 1H).

BC-AMP (3, CDCla): 13,3, 22,3, 22,9, 23,7, 28,7, 46,2, 58,4, 66,6, 106,6, 107,6, 119,5, 122,95, 126,5, 1277,
128,6, 1324, 136,6, 137,9, 151,2, 156,9, 160,35.

MC (%): 390 (ocHoBHMI+1,100).

Lito cnonyky nepetBoptoBarm B 6-[4-(N,N-gumetunamiHoeTokcm)-5,6,7,8-teTparigpo-HadtaneH-1-in]nipngmH-2-
inamiH 3a MmeToawmkoto npueeaeHoto B Mpuknaai 371, Buxig 83%.

Mpwuknaa 38

6-[4-(2-MiponiguH-1-ineTokcn)-5,6,7,8-TeTparinpoHad TaneH-1-injnipuanH-2-inamin

Opepxysamm sk B Mpuknagi 37, Buxig 58%, y Burnagi rirpockonivyHoi TBepAoi peHOBMHU XMOPBOAHEBOI CONi.

"H-AMP (5, CDCl3): 1,64 (M, 2H), 1,74 (m, 2H), 1,77 (m, 4H), 2,62 (m, 4H), 2,68 (m, 4H), 2,89 (T, J=6, 2H), 4,10 (T,
J=6, 2H), 4,52 (wc, 2H), 6,37 (g, J=8, 1H), 6,63 (g, J=8, 1H), 6,65 (4, J=8, 1 H), 7,07 (g, J=8, 1 H), 7,40 (1J=8, 1 H).

BC-AMP (5, CDCls): 224, 22,9, 23,5, 237, 28,2, 54,9, 55,0, 67,4, 106,1, 107,5, 114,4, 126,3, 126,9, 133 5,
136,3, 137,7, 156,4, 157,7, 158,9.

MC (%): 338 (ocHoBHMI+1, 100).

EnemeHTHUMIA aHani3 po3paxoBaHo Ans Cz1H27N3O-2HCI-3H20: C 54,31, H 7,60, N 9,05. 3HaingeHo: C 54,00, H
7,83, N 9,19.

Mpuknag 39

6-(4-[2-(TpeTOyTMNMETUNAMiHO )eTOKCM]-5,6,7,8-TeTparinpoHad TaneH-1-in)nipugnH-2-inamin

Opepxysamm sk B Mpuknagi 37, Buxig 93%, T.nn. 65 - 90°C, y Burnsgi xnopeoAHEBOI COfi.

"H-AMP (5, CDCl3): 1,08 (c, 9H), 1,64 (M, 2H), 1,74 (m, 2H), 2,325 (c, 3H), 2,68 (M, 4H), 2,79 (T, J=6, 2H), 4,01
(1, J=6, 2H), 4,50 (wc, 2H), 6,37 (g, J=8, 1H), 6,64 (a4, J=8. 1H), 6,68 (g, J=8, 1H), 7,08 (g, J=8, 1H), 7,41 (1, J=8,
1H).

BC-AMP (5, CDCla): 22,44, 22,89, 23,72, 26,07, 28,24, 36,67, 50,50, 67,89, 106,05, 107,50, 114,52, 126,21,
126,88, 133,32, 136,19, 137,73, 156,56, 157,65, 158,97.

MC (%): 354 (ocHoBHW+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo Ans C2oH31N3O-2HCI-3H20: C 55,00, H 8,18, N 8,75. 3nanpeHo: C 55,29, H
8,25, N 8,57.

Mpuknag 40



6-[4-(2-[iizonponinamiHoeTokcn)-5,6,7 ,8-TeTparigpoHad TaneH-1-in]nipugnH-2-inamin

Opepxysamm sk B Mpuknagi 37, Buxig 83%, T.nn. 50 - 60°C, y Burnsigi x1iopeBoAHEBOI COTi.

'H-AMP (5, CDCla): 1,04 (m, J=7, 6H), 1,65 (M, 2H), 1,75 (m, 2H), 2,69 (M, 4H), 2,83 (1, J=7, 2H), 3,05 (cemTeT,
J=7, 1H), 3,90 (1, J=7, 2H), 4,55 (wc, 2H), 6,38 (4, J=8, 1H), 6,65 (g, J=8, 1H), 6,70 (g, J=8, 1H), 7,09 (g, J=8, 1H),
7,42 gT, J=8, 1H).

3C-AMP (5, CDCls): 20,79, 22,37, 22,81, 23,63, 28,16, 44,51, 49,42, 69,26, 105,99, 107,53, 114,39, 126,14,
126,79, 133,18, 136,12, 137,67, 156,51, 157,60, 158,88.

MC (%): 368 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo Anst C23H33sN3O-2HCI-5/2H20-(C4H100): C 57,95, H 9,01, N 7,51. 3HangeHo: C
57,74, H 8,62, N 7,25.

Mpuknag 41

6-[4-(2-OieTunamiHoeTokcn)-5,6,7 8-TeTparigpoHad TaneH-1-in]nipugnH-2-inamin

OpepxyBamm sk B Mpuknagi 37, Buxig 42%, y BUrnsagi rirpockonivyHoi TBepgoi peyYoBMHN XITOPBOAHEBOI COTi.

"H-AMP (5, CDCl3): 1,07 (1, J=7, 6H), 1,66 (M, 2H), 1,735 (m, 2H), 2,6 - 2,8 (m, 8H), 2,91 (1, J=6, 2H), 4,05 (T,
J=6, 2H), 4,49 (wc, 2H), 6,39 (g, J=8, 1H), 6,65 (g, J=8, 1H), 6,69 (g, J=8, 1H), 7,09 (g, J=8, 1H), 7,43 (1, J=8, 1H).

BC-AMP (5, CDCls): 11,92, 22,35, 22,80, 23,60, 25,28, 28,11, 47,78, 51,67, 66,62, 105,96, 10743, 114,43,
126,20, 126,77, 133,39, 136,20, 137,64, 156,43, 157,54, 158,91.

MC (%): 340 (ocHoBHMIn+1,100).

Mpuknag 42

6-{4-[2-(3,4-Ourigpo-1H-i3oxiHoniH-2-in)eTokcu]-5,6,7 ,8-TeTparigpoHadptaneH-1-innipyguH-2-inamin

OpepxyBamm sk B Mpuknagi 37, Buxig 67 %, y Burnagi amopdHoi TBepA0i pevOBUHM XIIOPBOAHEBOT COTi

"H-AMP (5, CDCl3): 1,67 (M, 2H), 1,79 (M, 2H), 2,73 (m, 4H), 2,94 (m, 4H), 3,03 (1, J=6, 2H), 3,83 (c, 2H), 4,24 (T,
J=6, 2H), 4,87 (wc, 2H), 6,37 (g, J=8, 1H), 6,65 (g, J=8, 1H), 6,74 (g, J=8, 1H), 7,0 - 7,2 (m, 5H), 7,43 (1, J=8, 1H).

BC-AMP (5, CDCla): 22,39, 22,81, 23,73, 28,17, 28,82, 32,46, 51,37, 56,38, 56,86, 66,47, 10629, 107,47,
114,25, 125,56, 126,10, 126,14, 126,53, 126,95, 128,61, 133,25, 133,98, 134,47, 136,30, 137,84, 156,31, 157,79,
158,46.

MC (%): 400 (ocHoBHMIn+1,100).

BPMC po3spaxoaHo anist C26HzoN3O: 400,2383. 3HangeHo: 400,2389.

Mpwknan 43

6-[4-(2-MinepuanH-1-ineTokcn)-5,6,7,8-TeTparigpoHad TaneH-1-innipuanH-2-inamiH

Opepxysamm sk B Mpuknagi 37, Buxig 93%, y BUrnagi niHv XxnopBogHeBOi coni.

TH-AMP (5, CDCl3): 1,42 (m, 2H), 1,58 (M, 6H), 1,74 (M, 2H), 2,51 (m, 4H), 2,67 (M, 4H), 2,79 (T, J=6, 2H), 4,10 (T,
J=6, 2H), 4,535 (wc, 2H), 6,34 (g, J=8, 1H), 6,63 (g, J=8, 1H), 6,67 (a4, J=8, 1H), 7,08 (g, J=8, 1H), 7,39 (T, J=8, 1H).

BC-AMP (5, CDCls): 22,43, 22,87, 23,71, 24,18, 26,04, 28,23, 55,04, 58,01, 66,24, 106,05, 107,56, 114,37,
126,26, 126,88, 133,55, 136,26, 137,70, 156,38, 157,72, 158,90.

MC (%): 352 (ocHoBHMIn+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Ana CooHasN3O-2HCI-2H20-1/2(C4H100): C 57,94, H 8,10, N 8,45. 3HaineHo:
C 58,25,H7,78, N 8,69.

Mpwvknan 44

6-[4-(2-MopdponiH-4-ineTokcn)-5,6,7,8-TeTparinpoHad TaneH-1-in]nipuguH-2-inamin

Opepxysamm sk B Mpuknagi 37, Buxig 67%, y Burnagi 6inoi amopdHoi TBepaoi peYoBUHM.

"H-AMP (5, CDCl3): 1,64 (M, 2H), 1,74 (m, 2H), 2,58 (M, 4H), 2,68 (M, 4H), 2,81 (1, J=6, 2H), 3,71 (m, 4H), 4,11 (T,
J=6, 2H), 4,45 (wc, 2H), 6,39 (g, J=8, 1H), 6,66 (m, 2H), 7,09 (g, J=8, 1H), 7,43 (1, J=8, 1H).

BC-AMP (5, CDCla): 22,39, 22,85, 23,72, 28,21, 54,16, 57,73, 66,26, 67,03, 106,12, 107,61, 114,53, 126,36,
126,88, 136,39, 137,80, 156,30, 157,57, 158,83.

MC (%): 354 (ocHoBHMI+1, 100).

EnemeHTHUIA aHani3 po3paxoBaHo And C21Hz7N302:-1/2H20: C 69,59, H 7,79, N 11,59. 3HanpeHo: C 69,61, H
7,51, N 11,56.

Mpuknag 45

6-{4-[2-(7,8-Avrigpo-5H-[1,3]aiokcono[4,5-gJisoxiHoniH-6-in)cTokcu]-5,6,7,8-Te Tparigpo-Had TaneH-1-in}nipyuanH-
2-inamiH

Opepxysamm sk B Mpuknagi 37, Buxia 82%, y Burnagi amopdHoi 6inoi TBepaoi pe4oBMHM XIIOPBOSHEBOI COJli.

"H-AMP (5, CDCl3): 1,65 (M, 2H), 1,76 (M, 2H), 2,72 (m, 4H), 2,84 (m, 4H), 2,98 (1, J=6, 2H), 3,69 (c, 2H), 4,20 (T,
J=6, 2H), 4,52 (wc, 2H), 5,86 (c, 2H), 6,37 (g, J=8, 1H), 6,47 (c, 1H), 6,55 (c, 1H), 6,65 (a8, J=8, 1H), 6,68 (a, J=8.
1H), 7,11 (4, J=8, 1H), 7,42 (7, J=8, 1H).

BC-AMP (5, CDCla): 22,44, 22,89, 23,79, 28,25, 29,09, 51,47, 56,57, 56,87, 66,69, 100,59, 106,11, 106,47,
107,57, 108,43, 114,46, 126,31, 126,92, 127,04, 127,51, 133,65, 136,38, 137,76, 145,67, 146,03, 156,35, 157,68,
158,87.

MC (%): 444 (ocHoBHuUn+1,100).

EnemeHTHUMIN aHani3 po3paxoBaHo Anist Co7H29N303: C 73,11, H 6,59, N 9,47. 3HanpeHo: C 73,37, H7,19, N 8,96.

BPMC po3spaxoBaHo ana Co7H3oN303: 444,2287. 3HanaeHo: 444,2287.

Mpuknag 46

6-{4-[2-(4-MeTunninepasuH-1-in)ctokcn]-5,6,7,8-TeTparigpo-Hadptane k- 1-in}nipyuauH-2-inamin

Opepxysamm sk B Mpuknagi 37, suxia 100%, y surnagi amopdHoi TBepAoi pe4oBMHU XJIIOPBOAHEBOI COfi.

"H-AMP (5, CDCl3): 1,62 (M, 2H), 1,72 (m, 2H), 2,26 (c, 3H), 2,4 - 2,8 (m, 12H), 2,81 (T, J=6, 2H), 4,09 (T, J=6,
2H), 4,50 (wc, 2H), 6,35 (g, J=8, 1H), 6,63 (m, 2H), 7,07 (4, J=8, 1H), 7,39 (7, J=8, 1H).

BC-AMP (5, CDCla): 22,4, 22,9, 23,37, 28,2, 46,1, 53,37, 55,2, 57,3, 66,3, 106,1, 107.6, 1144, 126,3, 1269,
133,6, 136,3, 137,7, 156,3, 157,7, 158,9.

MC (%): 367 (ocHoBHWI+1,100).



EnemeHTHMIN aHani3 po3paxoBaHo ans CaoHzoN4O-3HCI-H20-1/2(C4H100): C 54,29, H 7,59, N 10,55. 3HaiigeHo:
C 54,20,H7,59,N 10,50.

Mpuknag 47

6-{4-[2-(4-OnmeTnnamiHoninepumamH-1-in)ctoken]-5,6,7,8-TeTparigpo-Had TaneH-1-imnipyugnH-2-inamiH

Opepxysamm sk B Mpuknagi 37, Buxig 92%, y Burnsgi amopdHoi TBepAoi pe4oBUHM XITIOPBOAHEBOI COTi.

"H-AMP (5, CDCl3): 1,54 (M, 2H), 1,64 (M, 2H), 1,77 (m, 4H), 2,12 (m, 3H), 2,26 (c, 6H), 2,66 (M, 4H), 2,80 (T, J=6,
2H), 3,03 (m, 2H), 4,09 (1, J=6, 2H), 4,48 (wc, 2H), 6,37 (g, J=8, 1H), 6,64 (g, J=8, 1H), 6,67 (g, J=8, 1H), 7,07 (g,
J=8, 1H), 7,41 (7, J=8, 1H).

BC-AMP (5, CDCls): 22,32, 22,78, 23,61, 28,27, 41,56, 53,55, 57,15, 62,04, 66,31, 105,96, 107,51, 114,36,
126,23, 126,79, 133,52, 136,22, 137,62, 149,63, 156,25, 157,56, 158,85.

MC (%): 395 (ocHoBHWI+1,100).

BPMC po3spaxoBaHo ans C24H3asN4O: C 395,2807. 3HangeHo: 395,281.

Mpuknag 48

6-[4-(Minepnann-3-inmeToken)-5,6,7,8-TeTparigpoHad TaneH-1-in]nipuanH-2-inamiH

A. 2-(2,5-AumeTtunniponin)-6-[4-N-(4-tonyoncynb oHin)-(ninepuamH-3-inmetokcm)-5,6,7,8-TeTparigpoHadptaneH-

1-im]nipyavH

o 125mn kpyrnogoHHoi konbu cnopsmkeHoi BBogom N2 i koHgeHcaTopom godasanu 2,0r (6,3 mmornb) 2-(2,5-
AvmeTtunniponin)-6-(4-rigpokcun-5,6,7,8-teTparigpoHadtaneH-1-in)nipnguny, 4,0r 9,4 MMOJTb) 3-
(rippokcmmeTUN)ninepuanH-gu-n-tonyoncynedgonaty, 3,5r (25,2 mormb) kapboHaTy kanito i 60mn  cyxoro

AnmeTtundgopmamigy. PeakuinHy cymiw Harpisanm npu 140°C npoTtarom 14 rogmH, 0XosiogKyBanm i BunmBanum y Boay.
CyMiw ekcTparyBamm eTunauletaToMm, i OpraHiyH1in wap NpoMuBanM BO4OK i HACUYEHUM BOAHUM PO3YMHOM XJIOpuay
HaTpito, CywnM Hag cynbdaToM HaTpilo i PO3YMHHMK BigraHamnu. 3ammwok xpomartorpadyBamm Ha cunikareni
BMKOPWCTOBYIOYM B IKOCTi €M0eHTY rekcaH/etunaueTar ogepxytoun 3,11 (86%) 6inoi TBepgoi pevoBuHu.

"H-AMP (5, CDCl3): 1,25 (M, 2H), 1,67 (M, 4H), 1,77 (m, 4H), 2,15 (c, 6H), 2,42 (c, 3H), 2,66 (M, 2H), 2,76 (M, 2H),
3,6 - 3,9 (m, 5H), 5,87 (c, 2H), 6,66 (g, J=8, 1H), 7,12 (4, J=8, 1H), 7,18 (g, J=8, 1H), 7,3 - 7,4 (m, 3H), 7,63 (m, 2H),
7,82 gT, J=8, 1H).

*C-AMP (5, CDCls): 21,43, 22,19, 22,74, 23,53, 23,97, 26,44, 28,53, 35,74, 46,60, 49,30, 69,59, 106,48, 107,31,
119,42, 122,83, 126,39, 127,63, 128,55, 129,51, 132,52, 133,17, 136,62, 137,77, 143,34, 151,14, 156,50, 160,11.

MC (%): 570 (ocHoBHMIn+1,100).

B. 6-[4-N-(4-TonyoncynbdoHin)-(ninepuamH-3-inmeToken)-5,6,7,8-TeTparigpoHad taneH-1-in]nipugnH-2-inamid

[o 500mn kpyrnogoHHoi konbu cropsimkeHoi BBogom N2 i koHgeHcaTopom gogasanum 3,1r (5,4 mmornb) 2-(2,5-
avmeTunniponin)-6-[4-N-(4-tonyoncynb doHin)-(ninepuanH-3-inmeTokcn)-5,6,7,8-TeTparigpoHadptaneH-1-
injnipugnHy, 7,6r (109 mmonb) rigpoxnopuay rigpokcunaminy, 250mn etaHony i 25mn Bogu. PeakuiHy cymiw
HarpiBamm i3 3BOPOTHIM XOJOAUIIbHMKOM 5 AHIB, OXOMOMKYBaiM i PO3UYMHHUK BigraHsamW. 3anuLLoK nepeHocuv B
etunaueTaT i 1N xrnopBogHeBY KMUCMOTY, OpraHiyHUiA Lap npomusanu etTunaueTaTtoMm i nignyrosyBamm o pH 12
aogatodm 6N po3uuH rigpokeuay Hatpito | ekcTparyBamm etunauetatoMm. OpraHivyHuiA Wap NpoMUBamM HacudeHnM
BOOHVMM PO3YMHOM Xropuay HaTpilo, CyWMMM Hag cynbatoM HaTpito i PO3UMHHUK BigraHanuM ogepxytoum 2,87t
(100%) CBITMO-KOPUYHEBOI MiHW.

"H-AMP (5, CDCl3): 1,16 (M, 1H), 1,6 - 1,8 (M, 7H), 2,2 - 2,4 (m, 3H), 2,41 (c, 3H), 2,7 (m, 4H), 3,7 - 3,9 (m, 4H),
4,51 (wc, 2H), 6,395 (g, J=8, 1H), 6,61 (g, J=8, 1H), 6,64 (4, J=8, 1H), 7,08 (g, J=8, 1H), 7,29 (m, 2H), 7,42 (1, J=8,
1H), 7,62 (m, 2H).

3C-AMP (5, CDCls): 21,53, 22,39, 22,85, 23,62, 24,09, 26,52, 28,23, 35,84, 46,70, 49,43, 69,70, 106,19, 107,36,
114,43, 126,35, 126,87, 127,73, 129,61, 133,16, 133,71, 136,44, 137,80, 143,42, 156,18, 157,67, 158,73.

MC (%): 492 (ocHoBHMIn+1,100).

C. 6-[4-(MinepunawnH-3-inmeToKcn)-5,6,7 ,8-TeTparigpoHadtaneH-1-in)nipuanH-2-inamiH

[o Tpboxroproi KpyrrodoHHOI konbu cropsimkeHoi BBogoM No, koHOeHcaTopoMm i mepeTuHkolo Aopdasanu 4,51
(33,6 mmorb) xsopuay antomiHito i 150mn cyxoro 1,2-gumeTokcmeTtaHy. PeakuinHy cymiw oxonompkysanu go 0°C i
pogasamm  79mn (79 mmork) 1,0M posumHy nitinamomorigpugy B TeTparigpodypaHi. PeakuinHy cymiw
nepeMiwyBanu npu KimHaTHi Temnepatypi 30 xBunuH, oxonomkysanu go -70°C, i npotarom 10 xBunuH gogasanm
po3umH 2,77t (5,6 MMomb) 6-[4-N-(4-TonyoncynbdoHin)-(ninepugnH-3-inmeTokcn)-5,6,7,8-TeTparigpoHadtaneH-1-
innipuguH-2-inamiHy B 150mMn cyxoro 1,2-gumeTokcueTaHy. PeakuinHy cymill nepemiwysanu i Harpisanu Jo
KiMHaTHOi Temnepartypw, i NoTiM KUM'ATUNM NpoTaroM 3 gHiB. PeakuinHy cymill oxonoaKysanum, obepexHo racumm 1N
PO34YMHOM XJIOPBOAHEBOI KMCMOTK i mignyrosyBanu o pH 12 6N po3unHom rigpokcuay HaTpito. Cymill ekcTparysanmm
JeKinbkoMa nopuUissMM MeTUINEHXMopuay, i OpraHiyHWMiA Lwap nNpoMuBany BOAHUM PO34YMHOM OikapboHaTy HaTpito i
Hacu4YeHM BOOHUM PO3YMHOM XJIOPUAY HaTPIlo, CYLUMIM Hag CyNbdaToM HaTpito i PO3YMHHKK BigraHanm. 3ammiiok
Xpomarorpadysan BUKOPUCTOBYIOUM B SIKOCTi €MloeHTy MeTaHoI/MeTUneHxnopua/TpueTnnamiH ogepxyroun 784mr
(41,5%) maimke Ginoi TBepAo0i peyYOBUHM, SIKy NepeTBOPOBav B XJIOPBOAHEBY CiMb.

"H-AMP (5, CDCl3): 1,21 (m, 1H), 1,46 (M, 1H), 1,6 - 2,0 (M, 8H), 2,4 - 2,6 (m, 2H), 2,66 (M, 3H), 3,1 (m, 2H), 3,76
(m, 2H), 4,57 (wc, 2H), 6,35 (4, J=8, 1H), 6,60 (4, J=8, 1H), 6,63 (g, J=8, 1H), 7,39 (1, J=8, 1H).

BC-AMP (5, CDCl3): 22,4, 22,9, 23,6, 25,3, 27,6, 28,2, 36,6, 46,2, 49,3, 70,7, 106,2, 107,3, 114,4, 126 4, 126 8,
133,5, 135,3, 137,8, 156,5, 157,8, 158,7.

MC (%): 338 (ocHoBHW+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo anst C21H27N3O-1/2H20: C 72,80, H 8,15, N 12,13. 3HangeHo: C 73,11, H
8,29, N 11,89.

Mpuvknag 49

6-[4-(1-MeTunninepuguH-3-inmeTokcn)-5,6,7,8-TeTparigpoHad TaneH-1-injnipuaunH-2-inamiH

OpepxyBarm sik B [Npuknagi 48 BigHOBHMM amiHyBaHHSM 3 BMKOPUCTaHHSM dhopmanbierigy B MypaluuHii
kucnoTi, Buxig 84,5%, y Burnsai xKoBToi amopdHOi TBEpPAOI peYOBMHN XITOPBOAHEBOI COTi.

"H-AMP (5, CDCl3): 1,12 (m, 2H), 1,6 - 2,0 (m, 8H), 2,18 (M, 1H), 2,29 (c, 3H), 2,69 (M, 4H), 2,79 (m, 1H), 3,00 (m,



1H), 3,81 (m, 2H), 4,44 (wc, 2H), 6,40 (g, J=8, 1H), 6,65 (m, 2H), 7,08 (4, J=8, 1H), 7,43 (T, J=8, 1H).

BC-AMP (5, CDCls): 22,32, 22,80, 23,54, 24,83, 26,71, 28,16, 36,45, 46,60, 56,13, 59,30, 70,68, 105,98, 107,24,
114,49, 126,26, 126,74, 127,83, 133,29, 136,16, 137,68, 156,44, 157,49, 158,89.

MC (%): 352 (ocHoBHWI+1,100).

BPMC po3spaxoBaHo ans C2oHzoN3O: 352,2389. 3HanpeHo: 352,2365.

Mpuknag 50

6-[4-(1-1300yTnninepuanH-3-inmeTokcn)-5,6,7,8-TeTparigpoHad aneH-1-in]nipuanH-2-inamid

OpepxyBamm sk B Npuknagi 48 BigHOBHVMM aMiHyBaHHSM 3 BUKOpUCTaHHAM i3o0ytunanbaerigy, suxig 5,7%, y
BUrMSAAI )XOBTYBATO-KOPUYHEBOI amoppHOI TBEPAOI peyOBUHU XITOPBOAHEBOI CONi.

"H-AMP (5, CDCla): 0,90 (g, J=6, 6H), 1,19 (M, 1H), 1,6 - 2,0 (M, 10H), 2,15 (M, 3H), 2,68 (m, 4H), 2,83 (m, 1H),
2,98 §M, 1H), 3,83 (m, 2H), 4,54 (wc, 2H), 6,41 (g, J=8, 1H), 6,65 (m, 2H), 7,08 (g, J=8, 1H), 7,435 (7, J=8, 1H).

3C-AMP (5, CDCls): 20,99, 21,06, 2242, 22,87, 23,61, 24,44, 25,36, 27,34, 28,22, 35,98, 54,48, 57,44, 67,05,
70,71, 106,19, 107,36, 114,54, 126,33, 126,86, 133,14, 136,24, 137,86, 156,58, 157,59, 158,82.

MC (%): 394 (ocHoBHWI+1,100).

BPMC po3spaxoBaHo ansa CasH3zsN3O: C 394,2858. 3HangeHo: 394,2893.

Mpuknag 51

6-{4-[2-(7,8-Avrigpo-5H-[1,3]aiokcono[4 .5-g]izoxiHoniH-6-in)cTokcu]-5,6,7,8-TeTparigpo-Had TaneH-1-in}nipuamH-
2-inamiH

OpepxyBamm sk B Mpuknagi 12, sBuxig 65%, y Burnaai amopdHoi TBepAoi peHoBMHU.

"H-AMP (5, CDCla): 2,85 (M, 2H), 2,93 (m, 2H), 3,15 (1, J=6, 2H), 3,77 (c, 2H), 4,415 (1, J=6, 2H), 4,56 (c, 2H),
5,87 (c, 2H), 6,48 (c, 1H), 6,51 (g, J=8, 1H), 6,56 (c, 1H), 6,88 (m, 2H), 7,4 - 7,6 (m, 4H), 8,10 (m, 1H), 8,31 (m, 1H).

¥C-AMP (5, CDCl3): 28,9, 514, 566 4, 56,6, 66,8, 100,5, 104,3, 1064, 106 5, 108,3, 115,3, 122,1, 1251, 1256,
125,8, 126,6, 126,8, 127,2, 131,3, 132,1, 138,0, 145,7, 146,0, 1546, 157,6, 157,8.

MC (%): 440 (ocHoBHMIN+1,100).

BPMC po3spaxoBaHo anist C27HzsN3O3: 440,1974. 3HanpoeHo: 440,1971.

Mpuknag 52

6-[7-(2-0umeTunamiHoe Tokch)iHgaH-4-in]nipyuamH-2-inami

OpepxyBanm sik B MNpuknagi 37, Buxogauun 1-ingoHony, Buxia 57%, T.nn. 215 - 218°C, y Burnsgi xnopBogHEBOI
cori.

"H-AMP (5, CDCl3): 2,00 (kBiH, J-6, 2H), 2,32 (c, 6H), 2,72 (T, J=6, 2H), 2,86 (T, J=7, 2H), 3,06 (1, J=7, 2H), 4,10
(1, J=6, 2H), 4,63 (wc, 2H), 6,32 (g, J=8, 1H), 6,71 (g, J=8, 1H), 6,76 (g, J=8, 1H), 7,39 (m, 2H).

3C-AMP (5, CDCls): 25,31, 29,56, 33,78, 46,07, 58,24, 66,46, 106,02, 109,34, 112,88, 127,97, 129,99, 132,66,
137,80, 144,30, 155,24, 157,34, 158,08.

MC (%): 298 (ocHoBHMIn+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Ans C1gH23N3O-2HCI-1/2H,0: C 56,99, H 6,91, N 11,08. 3HangeHo: C 56,59,
H6,93,N11,01.

Mpwuknaa 53

6-[7-(2-0iizonponinamiHoe Tokcw)iHaaH-4-in|nipyanH-2-inami

Opepxysarm sk B [puknagi 37, Buxin 63%, y BWIMsAA4i XOBTO-KOPUYHEBOI aMopdHOi TBepAOi PeyOBUHM
XrOpBOAHEBOI COfi.

"H-AMP (5, CDCl3): 1,06 (a, J=6, 12H), 2,02 (kBiH, J=7, 2H), 2,875 (M, 4H), 3,10 (m, 4H), 3,98 (M, 2H), 4,52 (wc,
2H), 6,35 (g, J=8, 1H), 6,74 (g, J=8, 1H), 6,80 (4, J=8, 1H), 7,41 (m, 2H).

BC-AMP (5, CDCls): 20,71, 25,33, 29,56, 33,81, 44,65, 49,86, 68,95, 105,94, 109,31, 112,99, 127,99, 129,76,
132,48, 137,83, 144,27, 155,39, 157,45, 157,94.

MC (%): 354 (ocHoBHMI+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Anst CasH31N3O-2HCI-H20-1/2(C4H100): C 59,87, H 8,37, N 8,73. 3HargeHo: C
59,69, H 8,19, N 8,75.

Mpuknaa 54

6-[7-(2-MopdponiH-4-ineTokcn)iHaaH-4-in]nipuanH-2-inamiH

Opepxysamm sk B MNpuknagi 37, Buxig 93%, y BUrnagi )oBTO-KOPU4YHEBOI aMOpdHOI TBEPAOI PEYHOBUHM.

"H-AMP (5, CDCl3): 2,01 (kBiH, J=7, 2H), 2,58 (M, 4H), 2,79 (7, J=6, 2H), 2,86 (T, J=7, 2H), 3,09 (T, J=7, 2H), 3,71
(m, 4H), 4,14 (1, J=6, 2H), 4,57 (wc, 2H), 6,33 (4, J=8, 1H), 6,72 (g, J=8, 1H), 6,79 (g, J=8, 1H), 7,40 (m, 2H).

BC-AMP (5, CDCls): 25,20, 29,50, 33,73, 54,10, 57,56, 66,18, 66,92, 105,89, 109,33, 112,81, 127,91, 130,07,
132,59, 137,71, 144,29, 155,04, 157,26, 157,95.

MC (%): 340 (ocHoBHWI+1,100).

EnemeHTHUIA aHani3 pospaxoBaHo ans CxoH2sN3O2: C 70,77, H 7,42, N 12,38. 3Hanpeno: C 70,49, H 7,58, N
12,02.

Mpuknag 55

6-{7-[2-(7,8-Avrigpo-5H-[1,3]aiokcono[4.5-g]izoxiHoNiH-6-in)eTokcu]iHaaH-4-in}nipuanH-2-inamin

Opepxysamm sk B Mpuknagi 37, Buxia 81%, y Burnagi niHu.

"H-AMP (5, CDCl3): 2,04 (kBiH, J=7, 2H), 2,8 - 3,0 (M, 8H), 3,11 (T, J=7, 2H), 3,70 (c, 2H), 4,24 (T, J=6, 2H), 4,63
(wc, 2H), 5,86 (c, 2H), 6,35 (g, J=8, 1H), 6,48 (c, 1H), 6,55 (c, 1H), 6,76 (4, J=8, 1H), 6,81 (g, J=8, 1H), 7,4 - 7,5 (m,
2H).

BC-AMP (5, CDCl3): 25,25, 28,83, 29,56, 33,75, 51,24, 56,29, 56,46, 66,49, 100,52, 105,99, 106,39, 108,34,
109,30, 112,86, 126,89, 127,28, 127,98, 129,88, 132,59, 137,82, 144,32, 145,63, 145,99, 155,12, 157,13, 157,87.

MC (%): 430 (ocHoBHW+1,100).

BPMC po3spaxoBaHo ans CasH2eN303: 430,2160. 3HargeHo: 430,2131.

Mpuknag 56

6-{7-[2-(4-MeTunninepasuH-1-in)eTokculiHgaH-4-in}nipuamH-2-inamix



Opepxysamm sk B lMNMpwuknagi 37, Buxia 81%, y BUrnsai >koBTo-KOPUYHEBOI TBepAoi pedoBuHu, T.nn. > 205°C, y
BUrNsAAi XNIOpBOAHEBOI COi.

"H-AMP (5, CDCl3): 2,00 (kBiH, J=7, 2H), 2,26 (c, 3H), 2,4 - 2,7 (M, 8H), 2,8 - 2,9 (m, 4H), 3,08 (T, J=7, 2H), 4,13
(1, J=6, 2H), 4,49 (wc, 2H), 6,34 (g, J=8, 1H), 6,71 (g, J=8, 1H), 6,79 (g, J=8, 1H), 7,40 (1, J=8, 1H).

BC-AMP (5, CDCla): 25,20, 29,46, 33,72, 45,96, 53,55, 55,04, 57,08, 66,24, 105,85, 109,32, 112,86, 127,86,
129,97, 132,61, 137,69, 144,23, 155,08, 157,31, 157,87.

MC (%): 353 (ocHoBHW+1,100).

BPMC po3apaxoBaHo ans C21H29N4O: 353,2345. 3HanpgeHo: 353,2341.

Mpuknag 57

6-{7-[2-(T peTOyTUNMETUNaMiHO )e TOKCH]iHaAaH-4-imnipuauH-2-inamiH

Opepxysamm sk B Mpuknagi 37, Buxig 96%, T.nn. ninn 110°C, y BUrnsigi xnopBogHEBOI Coni.

"H-AMP (5, CDCl3): 1,10 (c, 9H), 2,005 (kBiH, J=7, 2H), 2,34 (c, 3H), 2,81 (T, J=7, 2H), 2,87 (1, J=7, 2H), 3,07 (T,
J=7, 2H), 4,09 (7, J=7, 2H), 4,79 (wc, 2H), 6,34 (g, J=8, 1H), 6,75 (m, 2H), 7,40 (m, 2H).

BC-AMP (5, CDCla): 14,11, 25,26, 25,89, 29,47, 32,51, 33,65, 36,50, 50,31, 67,47, 106,04, 109,13, 112,84,
128,01, 129,50, 132,33, 137,81, 144,07, 155,34, 156,10, 157,24, 158,05.

MC (%): 340 (ocHoBHWI+1,100).

BPMC po3spaxoaHo anist C21HzoN3O: 340,2381. 3HangeHo: 340,2389.

Mpuknag 58

6-{7-[2-(4-OumeTnamiHonine puagunH-1-in)eTokcu]iHg aH-4-in)nipuguH-2-inami

OpepxyBamm sk B Mpuknagi 37, suxig 100%, y Burnagi amopdHoi TBepAOi pevoBMHU, XITOPBOAHEBOI COi.

"H-AMP (5, CDCl3): 1,60 (m, 2H), 1,82 (M, 3H), 2,00 (kBiH, J=7, 2H), 2,13 (M, 2H), 2,27 (c, 6H), 2,80 (T, J=6, 2H),
2,85 (1, J=7, 2H), 3,06 (1, J=7, 2H), 4,15 (1, J=6, 2H), 4,75 (wc, 2H), 6,35 (g, J=8, 1H), 6,72 (4, J=8, 1H), 6,76 (g,
J=8, 1H), 7,405 (m, 2H).

BC-AMP (5, CDCla): 25,22, 27,83, 29,47, 3247, 3363, 41,37, 53,51, 56,96, 61,98, 66,14, 106,04, 109,30,
112,86, 127,99, 129,77, 132,49, 137,81, 144,16, 155,09, 155,91, 157,20, 158,00.

MC (%): 381 (ocHoBHMIn+1,100).

BPMC po3apaxoaHo anist C23HzzN4O: 381,2669. 3HangeHo: 381,2654.

Mpuknag 59

6-[7-(2-MiponiguH-1-ineTokcn)iHoaH-4-innipugnH-2-inavi

OpepxyBamm sik B MNpuknaai 37, Buxig 72%, T.nn. 113 - 117°C, y Burnsai xnopsogHeBoi coni

"H-AMP (5, CDCl3): 1,77 (m, 4H), 2,01 (kBiH, J=7, 2H), 2,62 (M, 4H), 2,89 (m, 4H), 3,08 (1, J=7, 2H), 4,15 (T, J=6,
2H), 4,52 (wc, 2H), 6,34 (g, J=8, 1H), 6,73 (g, J=8, 1H), 6,79 (g, J=8, 1H), 7,40 (m, 4H).

¥C-AMP (5, CDCls): 23,53, 25,30, 29,57, 33,78, 54,88, 54,98, 67,37, 105,94, 109,36, 112,99, 127,97, 129,94,
132,65, 137,80, 144,28, 155,27, 157,45, 157,95.

MC (%): 324 (ocHoBHMIn+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Ans CaoH2sN3O-2HCI-3/2H.0: C 56,74, H 7,14, N 9,92. 3HangeHo: C 56,40, H
7,07, N 9,84.

Mpwuknaa 60

6-[7-[2-(N-BeH3urn; N-meTunamiHo )eTokcn)]iHgaH-4-injnipyguH-2-inamiH

OpepxyBamm sik B [MNpuknagi 37, suxig 48%, T.nn. 110 - 130°C, y Burnsai xnopBoAHEBOI CONi.

"H-AMP (5, CDCl3): 2,045 (kBiH, J=7, 2H), 2,37 (c, 3H), 2,87 (T, J=6, 2H), 2,92 (1, J=7, 2H), 3,13 (1, J=7, 2H),
3,65 (c, 2H), 4,16 (1, J=6, 2H), 4,65 (wc, 2H), 6,34 (g, J=8, 1H), 6,74 (g, J=8, 1H), 6,82 (g, J=8, 1H), 7,2 - 7,6 (M, 7H).

¥C-AMP (5, CDCls): 25,37, 29,67, 33,86, 43,04, 55,84, 62,74, 66,54, 106,04, 109,25, 112,94, 127,07, 128,04,
128,32, 129,06, 129,98, 132,62, 137,84, 139,06, 144,34, 155,34, 157 42, 158,13.

MC (%): 374 (ocHoBHM+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo anst CasHo7N3O-2HCI: C 64,57, H 6,55, N 9,41. 3HanpgeHo: C 64,52, H6,88, N
9,38.
Mpuknaa 61

6-[7-[(4-PeHeTuNNinepa3unH-1-in)eTokculiHgaH-4-injnipyguH-2-inamiH

Opepxysamm sk B [MNpuknagi 37, suxig 41%, T.nn. 105 - 130°C, y Burnsai xnopBogHEBOI CONi.

"H-AMP (5, CDCla): 1,995 (kBiH, J=7, 2H), 2,5 - 2,9 (M, 16H), 3,08 (1, J=7, 2H), 4,13 (1, J=6, 2H), 4,61 (wc, 2H),
6,30 (g, J=8, 1H), 6,70 (g, J=8, 1H), 6,76 (g, J=8, 1H), 7,2 - 7,5 (m, 7H).

¥C-AMP (5, CDCla): 25,31, 29,57, 33,60, 33,82, 53,20, 53,69, 57,22, 60,55, 66,27,7 105,95, 109,35, 112,82,
126,02, 128,00, 128,37, 128,66, 128,69, 130,07, 132,62, 137,76, 140,29, 144,30, 155,17, 157,34, 158,10.

MC (%): 443 (ocHoBHW+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo ana CogHzsN4O-2HCI: C 65,24, H 7,04, N 10,87. 3HangeHo: C 65,03, H 7,23,
N 10,81.

Mpuknag 62

6-[7-[(4-1306yTnnninepasuH-1-in)cTokculiHgaH-4-injnipyuanH-2-inamiH

Opepxysamm sk B Mpuknagi 37, Buxig 92%, T.nn. 170 - 190°C, y BUrnsaai XxnopBoAHEBOI COfi.

'H-AMP (3, CDCl3): 0,85 (a, J=6, 6H), 1,73 (m, 1H), 2,0 (M, 2H), 2,04 (1, J=7, 2H), 2,40 (m, 4H), 2,60 (m, 4H),
2,79 (1, J=7, 2H), 2,84 (1, J=7, 2H), 3,07 (7, J=7, 2H), 4,13 (1, J=6, 2H), 4,57 (wc, 2H), 6,32 (g, J=8, 1H), 6,70 (g,
J=8, 1H), 6,76 (g, J=8, 1H), 7,38 (m, 2H).

BC-AMP (5, CDCla): 25,16, 25,28, 29,45, 33,69, 53,47, 53,70, 57,16, 66,22, 66,84, 105,82, 109,32, 112,79,
127,88, 129,96, 132,56, 137,65, 144,20, 155,12, 157,33, 157,92.

MC (%): 395 (ocHoBHW+1,100).

EnemeHTHUMIA aHani3 po3paxoBaHo Ans C24H3aN4O-3HCI-H,0: C 55,23, H 7,53, N 10,73. 3nangeHo: C 55,51, H
7,72, N10,46.

Mpuvknag 63



6-[4-(2-AmiHouuKIorekcunokcn)Hadp TaneH-1-injnipygmh-2-inamin

Opepxysamm sk B Mpuknagi 24, suxig 96%, T.nn. 218 - 230°C, y Burnsai XxnopBoAHEBOI COfi.

"H-AMP (5, CDCl3): 1,36 (M, 4H), 1,76 (M, 2H), 2,0 - 2,4 (m, 2H), 3,05 (M, 1H), 4,10 (m, 1H), 4,62 (wc, 2H), 6,45
(@, J=8, 1H), 6,84 (g, J=8, 1H), 6,93 (g, J=8, 1H), 7,4 - 7,6 (m, 4H), 8,08 (M, 1H), 8,32 (m, 1H).

BC-AMP (5, CDCl3): 24,30, 24,49, 29,60, 33,36, 54,87, 83,58, 106,14, 106,51, 115,12, 122,07, 125,00, 125,71,
126,50, 126,57, 127,12, 131,32, 132,28, 137,94, 153,86, 157,64, 15 158,05.

MC (%): 334 (ocHoBHWI+1,100).

EnemeHTHMn aHania pospaxoBaHo Ans C21H23N30-2HCI-1/4H,0-1/2(C4H100): C 60,73, H 6,54, N 9,24,
3HanpgeHo: C 60,63, H6,58, N 9,10.

Mpuknag 64

6-[4-(MinepnaunH-3-inmeTokcn)HadTaneH-1-in]nipugnH-2-inamin

Opepxysamm sk B Mpuknagi 24, suxig 38%, T.nn. 164 - 185°C, y Burnsai XxnopBoAHEBOI COfi.

"H-AMP (5, CDCl3): 1,2 - 1,4 (m, 1H), 1,54 (m, 1H), 1,69 (m, 1H), 1,91 (m, 1H), 2,07 (m, 1H), 2,45 (m, 1H), 2,55 (m,
1H), 2,8 - 3,0 (M, 1H), 3,04 (m, 1H), 3,25 (m, 1H), 3,92 (m, 2H), 4,71 (wc, 2H), 6,43 (g, J=8, 1H), 6,78 (g, J=8, 1H),
6,82 §p,, J=8, 1H), 7,4 - 7,6 (m, 4H), 8,08 (m, 1H), 25 8,29 (m,1H).

*C-AMP (5, CDCls): 25,72, 27,81, 36,93, 46,67, 49,84, 71,04, 103,97, 106,55, 115,05, 122,04, 125,02, 125,60,
125,73, 126,60, 127,17, 131,17, 132,05, 137,95, 154,79, 157,60, 158,13.

MC (%): 334 (ocHoBHMIn+1,100).

EnemeHTHMI aHani3 po3paxoBaHo ans C21H23N30-2HCI-1/2H,0-1/2(C4HgO): C 60,41, H 6,45, N 9,61. 3HaiigeHo:
C 60,33, H6,50, N9,28.

Mpwknag 65

6-[4-(1-1300yTMnaseTnauH-3-inokcu)HadpTaneH-1-in)nipugmH-2-inami

OpepxyBamm sik B [Npuknagi 24, Buxig 57%, T.nn. 133 - 148°C, y Burnsai xnopBogHEBOI CONi.

"H-AMP (5, CDCl3): 0,91 (a, J=6, 6H), 1,65 (cermeT, J=6, 1H), 2,37 (, J=7, 2H), 3,18 (m, 2H), 3,98 (m, 2H), 4,56
(we, 2H), 5,01 (m, 1H), 6,47 (g, J=8, 1H), 6,59 (g, J=8, 1H), 6,84 (g, J=8, 1H), 7,3 - 7,5 (m, 4H), 8,09 (m, 1H), 8,30 (M,
1H).

3C-AMP (5, CDCl3): 20,89, 27,19, 62,17, 67,03, 68,54, 104,60, 106,61, 115,26, 122,16, 125,20, 125,66, 125,73,
126,78, 127,05, 131,87, 132,25, 138,04, 152,89, 157,70,40 158,04.

MC (%): 348 (ocHoBHMIN+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Ans C2oHasN3O-2HCI-1/2H20- (C4HgO): C 60,35, H 7,01, N 8,12. 3HangeHo: C
60,50, H 7,05, N 8,00.

Mpwvknan 66

6-[4-(8-MeTnn-8-a3a-6iunkno[3,2,1]okT-3-unokcu)Hadp tanex-1-in]nipugnn-2-inamin

OpepxyBamm sik B [Npuknagi 24, suxig 93%, T.nn. 260 - 275°C, y BUrnsai xnopBogHEBOI CONi.

"H-AMP (5, CDCl3): 2,0 - 2,3 (m, 8H), 2,305 (c, 3H), 3,15 (m, 2H), 4,59 (wc, 2H), 4,75 (m, 1H), 6,43 (g, J=8, 1H),
6,79 §“' J=8, 1H), 6,84 (g, J=7, 1H), 7,4 - 7,6 (m, 4H), 8,09 (m, 1H), 8,29 (m, 1H).

¥C-AMP (5, CDCla): 25,81, 35,97, 40,52, 59,84, 69,09, 104,46, 106,38, 115,09, 122,16, 125,00, 125,70, 126,31,
126,47, 127,12, 130,74, 132,39, 137,89, 153,06, 157,79, 158,00.

MC (%): 360 (ocHoBHW+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo Ans Ca3HzsN30-1/2(CO2) (Hanpuknag, 1/2 kapbokeunar): C 73,99, H 6,61, N
11,02. 3HangeHo: C 74,00, H 6,65, N 10,85.

Mpwvknag 67

6-[4-(1-Pypan-2-inmeTnnaszeTmanH-3-inokcm)Hadp Tanex-1-injnipuguH-2-inamid

Opepxysamm sk B Mpuknagi 24, suxig 50%, T.nn. 75 - 90°C, y BUrnsai XxnopBoAHEBOI COfi.

'H-AMP (5, CDCl): 3,34 (m, 2H), 3,71 (c, 2H), 3,97 (m, 2H), 4,58 (wc, 2H), 5,01 (m, 1H), 6,20 (m, 1H), 6,30 (m,
1H), 6,48 (4, J=8, 1H), 6,57 (g, J=8, 1H), 6,84 (4, J=7, 1H), 7,3 - 7,5 (M, 5H), 8,09 (m, 1H), 8,30 (m, 1H).

BC-AMP (5, CDCl3): 54,99, 61,12, 66,84, 104,54, 106,57, 107,86, 110,06, 115,18, 122,07, 125,15, 125,63,
126,72, 126,95, 131,79, 132,16, 138,01, 142,28, 151,47, 152,74, 157 49, 157,90.

MC (%): 372 (ocHoBHWn+1,100).

BPMC po3spaxoBaHo ans C23zH22N4O2: 372,1712. 3HangeHo: 372,1690.

Mpvknag 68

6-[4-(MiponiguH-2-inmeTokcwn)-5,6,7,8-TeTparinpoHad TaneH-1-injnipuguH-2-inamiH

OpepxyBanm sik B [Mpuknagi 48, BukopucTtoBytoun R-N-t-BOC-niponiguH-2-mMeTaHon, nicrist 4oro nepeTBoploBanv
B TO3unar i ankinysanm 2-(2,5-gumeTtunniponin)-6-(4-rigpokcu-5,6,7 8-teTparignpoHadtaneH-1-in)nipuamH, 3Himanm
3axXMCT O4EePXKYHUN XKOBTO-KOPUYHEBY amopdHy TBepay peyoBuHy, BUxig 95%, y BUrnaai xriopBogHeBoi Cofli.

"H-AMP (5, CDCla): 1,63 (M, 3H), 1,74 (m, 4H), 1,90 (m, 1H), 2,68 (m, 4H), 2,96 (AB, 2H), 3,50 (m, 1H), 3,90 (m,
2H), 4,56 (wc, 2H), 6,37 (g, J=8, 1H), 6,63 (g, J=7, 1H), 6,67 (g, J=8, 1H), 7,07 (g, J=8,1H), 7,40 (1, J=8, 1H).

BC-AMP (5, CDCls): 22,31, 22,77, 23,57, 25,26, 27,91, 28,13, 46,50, 57 42, 70,65, 106,06, 107,50, 114,32,
126,16, 126,80, 133,51, 136,22, 137,67, 156,28, 157,63, 158,72.

MC (%): 324 (ocHoBHW+1,100).

BPMC po3apaxoBaHo ans CzoH2eN30: 324,2076. 3HangeHo: 324,2055.

Mpuknag 69

6-[4-(1-MeTunniponianH-2-inmeTokcun)Had TaneH-1-in]nipuanH-2-inamiH

OpepxyBarm sik B MNpuknagi 24, BUKOPUCTOBYHOUM S-(-)-1-MeTun-2-niponiguH MeTaHon ANA OAepXKaHHA nicns
3HATTA 3axMCTy 3 BUXOA0M 88% XOBTO-KOpMUYHEBY TBEPAY peyoBuHy, T.nn. 80 - 95°C, ap = -36,47° (c =1, CH2Cly).

"H-AMP (5, CDCla): 1,8 (M, 2H), 1,9 (M, 1H), 2,12 (m, 1H), 2,34 (m, 1H), 2,56 (c, 3H), 2,83 (m, 1H), 3,13 (m, 1H),
4,13 §AB, 2H), 4,63 (wc, 2H), 6,41 (g, J=8, 1H), 6,83 (m, 2H), 7,46 (m, 4H), 8,10 (m, 1H), 8,31 (m, 1H).

*C-AMP (5, CDCls): 23,00, 28,92, 41,87, 57,79, 64,27, 71,57, 104,06, 106,45, 115,09, 122,07, 124,97, 125,64,
125,73, 126,01, 126,53, 127,20, 131,29, 132,06, 137,89, 154,78, 157,69, 158,07.



MC (%): 334 (ocHoBHW+1,100).

EnemeHTHMIA aHani3 po3paxoBaHo anst C21H23N30-1/3H20: C 74,31, H 7,03, N 12,38. 3HangeHo: C 74,11, H
7,19, N 12,22,

Mpuknag 70

6-[4-(2-AmiHouukniorekcunokem)-5,6,7 8-teTparigpoHadtanex-1-injnipygH-2-inamiu

OpepxyBarm sik B lMpuknagi 48, BUKOPUCTOBYHOUM YOTUMPbOXCTadiiHWIA npouec: 2-(2,5-gumetunniponin)-6-[4-
rigpokcun-5,6,7 ,8-tetparigpoHadtaneH-1-in]nipugnH crnoyarky ankinysanm 2-XNopUKMKIIOreKCaHOHOM,
BMKOPMWCTOBYHOUM KapOoHaT Kanito, B IKOCTi OCHOBMU i KaTaniTUMHY KinbKiCTb Moavay HaTpilo B aumeTundopmMamiai npm
80°C npoTarom 24 roguH, Buxig 92%. OpepxaHuin KeTOH NepeTBOPIOBanv B OKCUMMETUIOBUIA edip BUKOPVCTOBYHOUN
rigpoxnopug O-meTunrigpokcunamiHy i TpMeTmnamii B MeTaHoni WAXOM KAMATIHHA 16 roguwH i 3 Buxogom 81%.
Edip okcumy BigHOBMIOBanu 4o aMiHy BUKOpUCTOBYoUM 6opmeTuncynbdia B TeTparigpodypaHi npu KUM'aTiHHI 2 OHi,
nicns Yoro KMM'ATUMKM B eTaHorni 3 kKapboHaToM HaTpito | pTopmaom uesito npoTarom 16 roguH, Buxig 12%. 3 aminy
3HiManu 3axucT rigpoXropuaoM FiApOKCUaMiHy MpY KUMATIHHI y BOOHOMY eTaHO i, oAepXyoum 6aKkaHui KiHLeBWNA
npoaykT 3 Buxo4om 89%, y BUrnsgi )OBTO-KOPUYHEBOI TBEPAOI PEYOBWHM NiCIIsi NePeTBOPEHHS Y XIIOPBOSHEBY Cirlb.

"H-AMP (5, CDCl3): 1,2 - 1,5 (M, 6H), 1,6 - 1,9 (M, 6H), 2,70 (m, 4H), 2,94 (m, 1H), 4,49 (m, 1H), 4,55 (i, 2H),
6,39 (g, J=8, 1H), 6,65 (g, J=6, 1H), 6,72 (g, J=8, 1H), 7,07 (4, J=8, 1H), 7,43 (7, J=8, 1H).

3C-AMP (5, CDCla): 20,3, 22,4, 22,37, 23,7, 23,9, 27,4, 28,2, 30,9, 52,1, 75,8, 106,1, 108,6, 114 4, 126,8, 127.0,
133,1, 136,5, 137,7, 154,9, 1576, 158,7.

MC (%): 338 (ocHoBHWI+1,100).

BPMC po3spaxoBaHo ans C21H2sN30: 338,232, 3HanpeHo: 338,2256.

Mpuknag 71

6-[4-(A3eTnounH-2-inmeToKCU)Had TaneH-1-injnipugmH-2-inami

OpepxyBamm sik B MNpvknagi 24 BukopuctoBytoumn L-azetnamH-2-kapOoHOBY KUCIIOTY B SIKOCTi BUXIOHOTO peareHTy
ana N-t-BOC-azeTuanH-2-MeTaHorny, SKMA pearyBaB Mpu JoAaBaHHi o 2-(2,5-gumetunniponin)-6-(4-gptopHadpT-1-
UN)MipUanHY, Nicnsa Yoro BUAANANU 3axmcHi rpynn ogepxyroun 3 suxogom 45% teepay pevosuHy, T.nn. 135 - 150°C.

"H-AMP (5, CDCl3): 2,33 (M, 1H), 2,43 (M, 1H), 34 (wc, 1H), 3,54 (m, 1H), 3,67 (M, 1H), 4,20 (m, 2H), 4,37 (m,
1H), 4,625 (wc, 2H), 6,45 (g, J=8, 1H), 6,84 (m, 2H), 7,45 (m, 4H), 8,10 (m, 1H), 8,31 (m, 1H).

BC-AMP (5, CDCls): 23,93, 44,25, 5745, 72,10, 104,39, 106,54, 115,15, 122,00, 125,04, 125,63, 125,73,
126,63, 127,15, 131,50, 132,06, 137,95, 154,59, 157,62, 158,03.

MC.(%): 306 (ocHoBHMIN+1,100).

EnemeHTHMI aHani3 po3paxoBaHo ans C19H19N30-2HCI-3/2H20-1/2(C4HgQ): C 56,13, H 6,28, N 9,35. 3HaiigeHo:
C 56,24, H6,52, N 9,05.

Mpwknag 72

6-[4-(1-MipnonH-3-inme TMnase TManH-3-inokcu)HadptaneH-1-innipugnH-2-inamid

OpepxyBamm sik B [Npuknagi 24, suxig 24%, T.nn. 150 - 180°C, y Burnsai xnopBoAHEBOI CONi.

"H-AMP (5, CDCl3): 3,29 (m, 2H), 3,71 (c, 2H), 3,92 (m, 2H), 4,57 (wc, 2H), 5,005 (m, 1H), 6,47 (a, J=8, 1H), 6,56
(@, J=8, 1H), 6,83 (g, J=7,1H), 7,24 (m, 1H), 7,39 (g, J=8, 1H), 7,5 - 7,6 (m, 4H), 7,63 (m, 1 H), 8,09 (m, 1 H), 8,29 (m,
1 H), 8,50 (m, 1 H), 8,54 (c, 1 H).

¥Cc-AMP (5, CDCls): 60,9, 614, 66,8, 104,5, 106,6, 115,1, 122,0, 1234, 1255, 125,7, 126,7, 1269, 1320,
132,2,133,3, 136,0, 138,0, 148,7, 149,8, 152,7, 157,5, 158,0.

MC (%): 383 (ocHoBHMIn+1,100).

EnemeHTHUIA aHani3 po3paxoBaHo ans Ca4H2oN4O-3HCI-3H20:1/3(C4HgO): C 53,39, H 5,95, N 9,83. 3HarngeHo:
C53,22,H6,18, N9,43.

Mpwknaag 73

6-[4-(A3eTnauH-2-inmeToKkcn)Had TaneH-1-in|nipuanH-2-inami

OpepxyBanm sk B MNpuknagi 24, B skin N-BOC-aseTuanH-3-meTaHon gogasamm go 2-(2,5-gumetunniponin-6-(4-
dTopHadT-1-Un)nipuanHy, sk y Mpuknagi 240 nicna Yoro obepexHo Bugansanm BOC i miponin 3axucHi rpynu, 3
BMXOJOM Ha KiHLeBWi cTagii 75%, 3aransHum Buxig 75%, T.nn. 88 - 110°C, y Burnsai xnopeoAHEBOI COTIi.

"H-AMP (5, CDCls): 3,27 (m, 1H), 3,64 (m, 2H), 3,78 (M, 2H), 4,25 (1, J=6, 2H), 4,63 (i, 2H), 6,45 (g, J=8, 1H),
6,83 §M, 2H), 7,4 - 7,6 (m, 4H), 8,09 (m, 1H), 8,29 (m, 1H).

¥C-AMP (5, CDCl3): 34,2, 49,8, 69,8, 104,2, 106,5, 115,1, 122,0,125,0, 125,4, 125,6, 125,7, 1266, 127,1, 131 4,
132,0, 138,0, 154,7, 157,6, 158,1.

MC (%): 306 (ocHoBHMI+1, 100).

EnemeHTHUIN aHani3 po3paxoBaHo Anst C1gH19N30O-2HCI-2H20-3/2(C4HgO): C 57,25, H 7,00, N 8,04. 3HarigeHo: C
57,47, H7,14,N 8,21.

Mpwvknag 74

6-[4-(1-MipnanH-2-inme TMNaseTanH-3-inokcu)HadtaneH-1-innipuanH-2-inamiH

Opepxysamm sk B Mpuknagi 24, Buxig 24%, T.nn. 97 - 120°C, y Burnsai xniopBoAHEBOI coni 3 TeTparigpodypaHy.

"H-AMP (5, CDCl3): 3,42 (m, 2H), 3,89 (c, 2H), 4,015 (m, 2H), 4,62 (wc, 2H), 5,045 (v, 1H), 6,47 (1, J=8, 1H),
6,57 (g, J=8, 1H), 6,82 (g, J=7, 1H), 7,16 (m, 1H), 7,3 - 7,5 (m, 5H), 7,64 (1, J=8, 1H), 8,07 (m, 1H), 8,30 (m, 1H), 8,55
(m, 1H).

BC-AMP (5, CDCl3): 61,62, 64,89, 67,10, 104,52, 106,64, 115,14, 122,09, 122,13, 122,42, 125,18, 125,60,
126,73, 126,92, 131,75, 132,16, 136,58, 138,04, 149,30, 152,77, 157,41, 157,76, 157,96.

MC (%): 383 (ocHoBHW+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo ans CooH2oN4O-3HCI-7/4H,0: C 55,08, H 5,49, N 10,70. 3HangeHo: C 55,44,
H5,61,N10,31.

Mpuvknag 75

6-[4-(N-MeTunaseTtnguH-3-inokcu)HadptaneH-1-injnipyugmH-2-inamiu

OpepxyBamm sk B MNpuknag 241, BUKopucToBYoUM hopmMarnbaeria B MeTaHorsi B MPUCYTHOCTI LiiaHoGopriopvay



HaTpito Mpu KiMHaTHIN Temnepatypi, Buxig 30%, T.nn. 240 - 255°C, y Bumsagi XxJOpBOAHEBOI cofi 3
TeTparigpodypaHy.

"H-AMP (5, CDCla): 2,45 (c, 3H), 2,75 (wc, 2H), 3,30 (M, 2H), 3,99 (m, 2H), 4,96 (m, 1H), 6,47 (a, J=8, 1H), 6,55
(a, J=8, 1H), 6,80 (g, J=7,1H), 7,3 - 7,5 (m, 4H), 8,03 (m, 1H), 8,28 (m, 1H).

BC-AMP (5, CDCl3): 45,81, 63,07, 66,19, 104,44, 106,84, 115,08, 121,97, 125,23, 12543, 125,57, 126,76,
126,87, 131,82, 132,15, 138,14, 152,56, 157,13, 158,05.

MC (%): 306 (ocHoBHWI+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo anst C19H19N30-2HCI-2H0: C 55,08, H 6,08, N 10,14. 3HangeHo: C 55,34, H
6,01, N 9,82.

Mpuvknag 76

6-[4-(N-I3onponinaseTuanH-3-inokcu)Had Tanex-1-injnipuamH-2-inami

OpepxyBamm sk B Mpuknagi 24, ons ogepXXaHHA BUKOPUCTOBYBanM npoaykT peakuii Mpuknagy 75, 3 aueToHy B
meTaHori, Buxig 19%, T.nn. 120 - 135°C, y Burnagi xnopsogHeBoi coni 3 TeTparigpodypany.

'H-AMP (5, CDCl3): 0,99 (g, J=6, 6H), 2,49 (cenmeT, J=6, 1H), 3,25 (, 2H), 3,96 (M, 2H), 4,65 (wic, 2H), 4,97 (m,
1H), 6,48 (g, J=8, 1H), 6,60 (g, J=8, 1H), 6,81 (g, J=6, 1H), 7,4 - 7,5 (m, 4H), 8,03 (m, 1H), 8,27 (m, 1H).

BC-AMP (5, CDCla): 19,30, 50,44, 58,78, 6540, 104,52, 106,81, 115,12, 122,00, 12520, 125,45, 125,56,
126,73, 126,89, 131,78, 132,15, 138,15, 152,66, 157,21, 158,02.

MC (%): 332 (ocHoBHMIn+1,100).

EnemeHTHMIN aHani3 po3paxoBaHo Ans Cz1H23N30-2HCI-2H,0: C 57,02, H 6,61, N 9,50. 3HapgeHo: C 57,04, H
6,51, N 9,29.

Mpwvknag 77

6-[4-(2-OimeTnnamiHoeTokcn)-6,7,8,9-Te Tparigpo-5H-6eH3oumknorenteH-1-in|nipyanH-2-inamin

OpepxyBanm sk B lNMpuknagi 37, BukopuctoByoun 4-rigpokcn-6,7,8 9-teTparigpo-5H-6eH3oupmknorenTeH, B AKOCTi
BMXiQHOI CMONyKM, Ky ogepXyBanum HacTynHuM YmHom: 8r (71,4 mMmonb) 2-rigpokcunipoHy (Syn. Commun., 5, 461,
(1975)) i 20mn uuknorentaHy niggaBany B3aeMopfii B 3anasHii npolipui mpy 150°C npotarom 24 roavH Ans
ofepxaHHsa 1-okco-3,4,5,7,8,9-rekcarigpo-5H-6eH3oupmknorentaHy, 3 Buxogom 49,5%, nicna 4oro peakuiiHy cymill 3
i3onponeHinaueTatoM, Ans o4epXaHHs eHonaueTtaty, obpobnsinu 2,3-guxnop-5,6-amyiaHo6eH3oxiHoHom npu 90°C
npotarom 1,5 roguH (ausitbca J. Med. Chem., 37, 3803 (1994)), ogepxytoumn 4-auetokcu-6,7,8,9-teTparigpo-5H-
OeH3ouuknorenTaH, 3 Buxogom 69%, y Burmagi macna. ligponia 3 BuKopucTaHHAM 3,7  eKBiBarneHTiB
NopoLLKONOAIGHOro rigpokcKay Kanito B eTaHoMi Mpw KiMHaTHIA TemnepaTtypi MpoTarom 2 rogvH AaBaB 3 BMXOAOM
44% GaxaHun 4-rippokcn-6,7,8,9-TeTparinpo-5H-6eH3ouuknorenTtaH, nicns OYMLUEHHS 3a LOMOMOIOK KONMOHKOBOI
xpomatorpadii, y Burnsaai 6inoi TBepaoi pevoBuHU. HacTynHi cTagii BukoHyBamm, Sk onucaHo B lMpuknagi 48. Buxig
Ha KiHUueBW cTagii ctaHoBMB 89% i ogepkaHWA MPOAYKT Yy BWUrMsiAl XlopBOAHEBOI coni 3 edhipy maB Burmsag
amMopdHOT TBEPAOI PpEHOBUHN.

"H-AMP (5, CDCl3): 1,58 (M, 4H), 1,79 (m, 2H), 2,34 (c, 6H), 2,75 (M, 4H), 2,93 (M, 2H), 4,06 (T, J=6, 2H), 4,48
(wc, 2H), 6,39 (g, J=8, 1H), 6,62 (g, J=8, 1H), 6,74 (g, J=8, 1H), 7,10 (g, J=8,1H), 7,41 (g, J=8, 1H).

BC-AMP (3, CDCl3): 25,51, 27,36, 27,75, 31,21, 32,46, 46,03, 58,35, 67,43, 10594, 109,95, 114,72, 127,58,
132,85, 133,74, 137,54, 142,88, 155,43, 157,74, 159,32.

MC (%): 326 (ocHoBHMIN+1,100).



