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Pazpabotan wmeTon cuHTe3a |-rHAPa3sMHOMPOM3BOAHBIX  5,6,7,8-TeTparupoOM30XUHOJIIMHOB Ha OCHOBE
PEUUKIN3auU MMPUIUHOBOTO KOJblla. CHHTE3UPOBAaHBI HOBBIE TeTEPOIUKINUecKue cucteMsl — 7,8,9,10-TeTpa-
runapo[1,2,4]tpuazono|3,4-aluzoxunonunsl u 1-(nupaszon-1-mm)-5,6,7,8-TeTparuipON30XUHOIUHBI UCXOs U3 -
THJIPa3UHONPON3BOIHBIX  5,6,7,8-TeTparuipon30XnHONMHOB. 3yueHO a3uao-TeTpa3osibHOE paBHOBECHE B
NPOM3BOJHBIX 1-a3un0-5,6,7,8-TeTparnApon30XMHOIMHOB, KOTOPOE 3aBHCHUT OT MOJIIPHOCTH PAacTBOPHUTENS U
XapakTepa 3aMecTHTeNlel B OSH30JIbHOM KOJblle. PEeHTTeHOCTPYKTYpHBIM aHAJIM30M IOATBEPKJCHO HAINYNE
MEXMOJICKYIISIPHBIX BOJOPOIHBIX CBsizel B 5-[(2-merokcudenmn)amuno]-7,8,9,10-terparuapo[ 1,2,4]rpuazoino-
[3,4-a]m3oxuHONUH-6-KapOoHUTpIUIe. V3ydeHa aHTUMHKPOOHAs! aKTUBHOCTB TOJTYYEHHBIX COCTUHECHUH.

KiroueBsie ciioBa: 5,6,7,8-TeTparuqpon30XHHONINH, TpHa30i0[3,4-a|nupuannsl, 1-(mpa3on-1-mm)reTparuapo-

W30XHMHOJIMHBI, a3UJI0-TE€TPa30JIbHAs TAYTOMEPHS, IEPErpyNNNPOBKA, aHTUMUKPOOHAs! aKTHBHOCTb.

DOI: 10.1134/S0514749219090143

[ToBbIlIEHHBIA MHTEpPEC K YaCTHUYHO THAPOTEHU3U-
POBaHHBIM TPOU3BOJIHBIM H30XHMHOJIUHA OO0YCIOBIICH
KaK HaJM9IueM (GpparMeHTa N30XHHOJIHWHA B CTPYKTypax
alIKaJIONJ0B, TaK U BO3MOXKHOCTHIO CO3JaHHS HOBBIX
MpernapaToB Ha UX OCHOBE.

Cunrernueckue npousonnsie 1,2,3.4- u 5,6,7,8-
TETParuAPON30XUHOIMHOB  OOJIAAA0T MPOTHUBOOILY-
X0JIeBOH, AHTUMHUKPOOHOM, aHTUTUIIEPTEH3MBHON U
HEHPOTPOMHOI aKTUBHOCTHIO [1-5].

B murepatype WMEIOTCS METOAB TMONyYeHUS
MIPOU3BOIHBIX TPHA3OJOTUPUINHOB U TPUA30JIOU30XHU-
HONMHOB [6—8]. OxHako npousBoausie 7,8,9,10-TeTpa-
ruapo|1,2,4]rpuazono|3,4-a|u30XUHOIUHOB TOBOJBHO
Majgo wu3ydeHel. OOHapyXeHBl UL JBE pabOTHI,
MOCBEIICHHBIC CUHTE3y U OMOJIOTUYECKONW aKTUBHOCTHU
TPHA30JION30XMHOJIMHOB, OCHOBaHHBIE Ha MPOU3BOJ-
HBIX 5,6,7,8-TeTparuipon30XuHoauHOB [9, 10].

B mnameii pabore [11] pernuknmzanus THPUIH-
HOBOTO KOJbIIAa OblJIa OCYIIECTBICHA C IOMOIIBIO
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aMUHOB, TpHYEeM, IS TPOBEICHUS PEIHUKIN3AIUU
HAMHU CHayvaja ObUIM TIOJYYCHBI COJIM THPUJAUHUS,
IOCJIE 4Yero Ha OCHOBE IIOCJHE€IHUX OBLIM CHH-
TE3UPOBaHKI 6,8-TMaMUHO3aMEIIEHHBIC TPOU3BOIHBIC
nupano|3,4-c|npuInHOB.

lenpto maHHOW paOOTHI SBISIICS CHHTE3 IPOU3-
BOJHBIX  |-ruapaszuHo-5,6,7,8-TeTparuipou30XmuHO-
nuaoB 2a-h. B otnuume ot paboter [11] B manHOM
clayyae pEUMKIM3AUUI0 MHPUAMHOBOIO KOJbLA MBI
peann30oBaliv, OCHOBBIBAsICh Ha NMUpUAWHTHOHAX l1a—h,
YTO J1aJO BO3MOXKHOCTH YMEHBIIHUTH KOJIUYECTBO
craauid peakuuu. s oCylIecTBIEHUS 3TOM peakuuu
OBUI WCTOJB30BaH CHIBHBIA HyKIeo(un (TUApa3HH-
ruapat). B pesymprare peaknuu CHHTE3UPOBAHEI
Mpou3BOAHbIE |-ruapa3unHo-5,6,7,8-TeTparuapon3oxu-
HOJMHOB 2a-h, 4TO MO3BONMIO HAa MX OCHOBE OCY-
LIECTBUTh HEKOTOPHIE IMPEBPALIEHUS, B TOM YHUCIE U
CHHTE3 HOBBIX TETEPOIUKINIECKUX cucteM. CUHTE3U-
pPOBaHHBIE COCQUHEHHsS OBUIM TPOBEPEHBI Ha WX
aHTUMHUKPOOHYIO aKTUBHOCTb.
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CxeMma 1.

NC CN

AINCS, HCON(CH3),

N(C,Hs);, 50°C, 14

la-h
71-79%

Ar= C6H5 (a), 2-CH3C6H4 (b), 3-CH3C6H4 (C), 4-CH3C6H4 (d), 2-CH3OC6H4 (e), 3-CH3OC6H4 (f), 4-CH3OC5H4 (g), 4-C1C6H4 (h)

HcXOaHBIMU COCTUHEHSIMHY, HCIIOJIB3YEMbIMH JIJIS
cuHte3a l-ruzppasuHo-5,6,7,8-TeTparuipou30XuHoO-
nuHOB 2a-h, Obumn 3-amuno-1,2,5,6,7,8-rexcarumnpo-
W30XMHOMMHTHOHBI la—h, KoOTOpbIe TONyuYeHBl U3
UKIIOTeKCHIINICHMAIOHOHUTPIIIA B3aMMOCHCTBUEM
C 3aMeNIeHHBIMA (DeHMIN30THOIIaHaTaMu (cxema 1).

B cBoro ouepens cunTes 7,8,9,10-Terparuapo-
[1,2,4]tpuazono|3,4-aJuzoxunonuuo 3a-h, 1-(nmpa-
3071-1-m1)-5,6,7,8-Terparunpon3oxuHonnaos  4a—h u
1-a3umo-5,6,7,8-TeTparuipon30XNHOIMHOB Sa—g ocy-
IIECTBIICH C UCIOJIB30BAHUEM IMPOU3BOIHBIX |-THipa-
3UHO-5,0,7,8-TeTparuApon30XuHONUMHOB 2a—h.

I[Ipu o0OpaboTtke 6-amuHOMPOM3BOAHEIX la-h
TUAPA3UHTHPATOM TIPOUCXOTUT PACKPBITUE THUPUIH-
HOBOTO KOJIBbIIAa, COMPOBOXKJAIOIIEECsS TMeperpymim-
poBKkoii ¢ BeImeneHueM H,S, ¢ oOpazoBanmem 1-
TUAPa3uHO-5,0,7,8-TeTparuApon30XuHOIMHOB  2a—h
(cxema 2).

MexaHu3M MNeperpynnupoBKH HAECHTHYEH IIpHU-
BefeHHOMY B pabote [11]. Ilpemmomnaraercs, 4ro B
pe3ynbpTaTe TeperpynnupoBKH  THAPAa3UHTHIAPAT
aTakyer monoxenne C' MHPUIMHOBOrO KOJNbIQA,
paspbiBas cBs3b C'—N—Ar ¢ Bpamenuem cBsizu Ar—N—
C’NH, n nocneayromum yaanenuem H,S.

B nmutepatype onmcaHo moigydeHHE COSAUHEHUS 2a
KHUIsTYeHneM coenunenus 1a B runpasunruapate [12].
OpnHako, ucrmonb3oBanue Hamu JIMCO B kadecTBe
pacTBOpPUTEIS B 3TOW pEaKIMHM NPUBOIUT K YBEIH-
YCHUIO BBIXOJIOB MPOJYKTOB U YMEHBIICHUIO TPOJIOJI-
JKUTEILHOCTH PEaKIIUH.

B UK cnektpax coenuHeHuit 2a—h mpucyTcTByIOT
nojocsl mornomenns NH, NH, rpynn B obGnactu
3150-3315, CN rpynms! B o6mactu 2205-2209 cv . B
SIMP 'H crextpe mociieanux curuaisi nporoHos NH,
rpynmnsl Habmoxatores npu 3.23-4.20, NH rpynm —
7.15-7.75 (C*) u NH rpymm (C”) npu 7.69-8.21 m.x.

Cxema 2.
CN CN
o NH, S N NH,
| N2H4 Hzo | )
—_—
N\Ar JIMCO, A, 8 HN—Ar 7 HN Ar
SA> SZ "NHNH, 87 "NHNH,
CN CN
NH—Ar NH—Ar R
| X X SAr
R —— .
Y NH, N> 7nzs 2N
S
NHNH, NHNH, NHNH,
2a-h
76-81%

Ar = C¢Hs (a); 2-CH3CsH, (b); 3-CH3CsH, (c¢); 4-CH3C6Hy (d); 2-CH30C6H4 (e); 3-CH3;0C6H, (f); 4-CH;0C6H, (g);
4-CIC¢H, (h).
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Cxema 3.
CN CN
H H
\ N \Ar \ N \Ar
N HC(OEt), | N
Z A, 8u \ >
NHNH, N-N
2a-h 3a-h
81-90%

Ar = C¢Hs (a); 2-CH3CsH, (b); 3-CH3CsH, (c¢); 4-CH3C6Hy (d); 2-CH30C6H4 (e); 3-CH3;0CgH, (f); 4-CH;0C6H, (g);
4-CIC¢H, (h).

[anee ocymiecTBIeHBI HEKOTOPBIE TIpeBpaieHus 1-
TUApasnHo-5,6,7,8-TeTparuipon30XMHOINHOB  2a-h.
B3auMmopeiicTBeM NOCIEOHUX C TPUITOKCUMETAHOM
cunTe3upoBansl 7,8,9,10-terparunpo|1,2,4]rpuazono-
[3,4-a]u3oxunonunst 3a—h (cxema 3).

B UK cnektpax coeaunenuit 3a—h mpucyTcTByroT
moyiocel Troryomennss NH rpynm B oOmactn 3250-
3335, CN rpymm — 22082216 cm . B crexpax SIMP
'H coenuuenuii 3a—h curnanst nporonos CH rpymm
HaOmomaroTrcss mpu 8.27-9.15 M., a CcHUTHAIBI
nporonoB NH rpynn 3a—h npu 9.32-9.77 m.n. B
crnekrpax SAMP BC coenmnennit 3a—h curmansr CH
rpynn BeixogtT mpu 133.6-140.0 m.x.

PeHTreHOCTpyKTYpHOE HCCIIEJOBAHHWE CTPOEHUS
MoOJIeKyJIbl coequHeHus 3b mokasano, 4To MoJeKyia
COCTOHT U3 M30XMHOJIMHOBOTO OWIMKIA, (PEHUITBHOTO
U TPHUA30JIBHOIO KOJIbLIA. V30XMHOIMH M TpHA30]
cBsI3aHBI uepes oot kpait C°-N'’ ¢ Tpummkom, B TO
BpeMs Kak (heHWIbHas Trpylnma CBsA3aHa C 3TUM
TPHLHKIOM Yepe3 MOCTHKOBBIT atom N'°. PesysraTsr
KOH(QOPMAIIMOHHOTO aHAJIW3a TOKa3alH, YTO IUKJIO-

Puc. 1. Ctpoenue monekyisl 3b. Dauncouabl aHU30TPOII-
HBIX TCIUIOBBIX KojeOaHui m3o0paxkeHbl ¢ 50% BeposT-
Hocthio (CCDC 1574713).

TeKCEHOBOE KOJIBLIO M30XMHOJIMHA UMEET XOPOIIO BbIpa-
JKCHHYI0 KOH(pOpMAIHI «romy-kpecna». Atomsr C’,
C*, C’ u C” pacronoxens! B IIOCKOCTH [MakcHMa-
aeHOe oTknonenne 0.0601(2) A], a makcumanbHbie
otkionenue aroma C’ OT cpeHeKBaAPATHYHOM TI0C-
KOCTH «TI01TyKpecia» coctasnser 0.7866(2) A (puc. 1).

AHanu3 3JUIMIICOMIOB AHM30TPOINHBIX TEIUIOBBIX
KoJIeOaHUI M Pa3HOCTHBIX AJIEKTPOHHBIX IIOTHOCTEH
kapr @ypse mokaszan, uro aromsi C° wu C’

Puc. 2. becxoneunas uenb Broib [010], oOpasoBanHas
MOJICKYJIAMH C TIOMOIIBEO MEXMOJICKYJISIPHBIX BOJOPOJI-
HBIX CBsi3eld, koa cummerpuit: (i = —x; 0.5 +y; 0.5 —z, ii = —x;
—0.5 +y; 0.5 —z). BogopozHsble CBs31 NOKa3aHbl yHKTHPAMH.
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CxeMma 4.
CN CN
H 0 o H
AL N S
Ar )I\/”\ | Ar
2N > 2N
EtOH, A, 10 4
NHNH N
\
CHj;
2a-h 4a-h
82-88%

Ar = C¢Hs (a); 2-CH3CsH, (b); 3-CH3CsH, (c); 4-CH3CeHy (d); 2-CH30C6H, (e); 3-CH3;0C6H, (f); 4-CH30C¢H, (8);
4-CIC¢Hy (h).

LUKJIOTeKCeHa CTAaTUCTHYECKH HE  YHNOPAAO0YEHBI
MEXIY ABYMS MoJoxeHusIMH. OKOHYaTeIbHAs MOJIENb
OBbLTa yTOUHEHA MyTeM pa3JesIeHUs] aTOMHBIX TTO3ULINH
BBIIICYMOMSIHYTBIX ~ aTOMOB, H  KO3(QQHUIUEHTHI
3aMOHEHUSI 3THX ABYX MO3ULHMHA COCTABISIOT OKOJIO
38% u 62%.

AHallU3 yNaKOBKH MOJIEKYJ B KPUCTANTMYECKOU
MaTpHIE T0Ka3an, 4To Mexay aTomamu N'°—H'%---N°
CYIIECTBYIOT MEKMOJICKYJIAPHBIE BOJOPOAHBIC CBSI3H,
JUTMHA JIOHOPHO-aKIENTOpHOH cBsazu 2.919(4) A.
IlocpenctBoM 3THUX CBsi3ell MOJEKYJBI 00pa3yioT
Oeckoneunyto 1ienb Baoab [0 1 0] (puc. 2). Bzaumo-
JEUCTBUSA MEXIY LEMSIMH MOTYT B OCHOBHOM OIIUCHI-
BaThCsl BaH-/IEP-BAaaIbCOBBIMU CHIIAMH.

Bzaumopeiicteuem  1-ruapasuHo-5,6,7,8-TeTpa-
TUJAPOU30XHHONMHOB 2a-h ¢  anerunaneToHoOM
nmonmydeHsl  1-(tmpaszon-1-mm)-5,6,7,8-TeTparuaponso-

xuHONMHEI 4a—h (cxema 4).

B cnekrpax AMP 'H coemnnuenuii 4a—h curxaisr
npotoHoB CH rpynn mabmopatores npu 5.23-5.91 m.1.,
a curHayiel nporoHoB NH rpynnm naGmiogarorcst mpu
7.85-8.90 m.1.

I'mapasunonpousBoansie 2a—h oOpaboTaHbl HUT-
puUTOM HaTpus B YyKCycHoW kuciore npu 0-5°C.
BelneneHHHBIE B pe3yJibTaTe peakuuu Beniectsa Sa—h
B TBEPJOM COCTOSIHUHM HaxOZSTCA B a3HIHOH (opme
(cxema 5).

B UK cnekTpax 3THX COCIMHECHHI HAOIIOMAIOTCS
XapaKTepHBIC JJIsi a3MJIHOW TPYIIIbI CHIbHBIC ITOJIOCHI
noryomenuss B obmacty 2129-2137 em'. Crabuib-
HOCTh a3HJIHON (HOPMBI B TBEPIOM COCTOSSHHH OOBSIC-
HSETCS DJICKTPOAKIENTOPHBIM XapaKTepOM HHUTPHIIb-
HOW TpYIIBl B MUPHIAHOBOM KOJBIE, a TakkKe
CTEPUYCCKUM BJIUSHUEM aHWIMHOBOW TPYIIBI B
MOJIOKEHHUH 3, UTO JIeJIa€T HEBO3MOXKHBIM 3aMbIKaHUE
a3WJHOW TPYINIBI 10 MUPUAWHOBOMY aTOMy a3oTa U
00pa3oBaHHE TETPA30JILHOTO KOJIbIIA.

N3 nurepartyphl HW3BECTHO, YTO HE3aMEIICHHBIN
TeTpazono|1,5-a|nupuanuH B TBEPAOM COCTOSITHUN UMEET
LIUKJIMYECKOE CTPOCHHE W HE NPEBpaILacTCs B a3ujo-
MPOU3BOAHOE B TOJSPHBIX M HEMOJSPHBIX PAcTBOPHU-
TensIX. BBeneHue aIIEKTPOHOAKLENTOPHBIX TPyHI B
LUUKIWYECKYI0 CUCTEMY MPUBOAUT K YCTAHOBJICHHIO
paBHOBeCHsT B PACTBOpax MeEXAY H30MEPHBIMU
dhopMamMu 1 yBETHYCHATO a3ugHon Gopmsr [13—16].

Cxema 5.
CN CN
N N
X N AN ~
Ar NaNo, Ar
~N AcOH, 0-5°C, ~N
12 4, 20-22°C
NHNH, N3
2a-h Sa-h
80-92%

Ar= C6H5 (a), 2-CH3C6H4 (b), 3—CH3C6H4 (C), 4-CH3C6H4 (d), 2-CH3OC6H4 (e), 3-CH3OC6H4 (f), 4-CH3OC6H4 (g),
4-CIC4H, (h).
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Taoauna 1. Conepxanue asuno- (A, %) u terpaszono- (T, %) m3omepoB 3-(apunamuno)-1-a3uno-5,6,7,8-Terparuaponso-
XHMHOJIMH-4-KapOoHUTpHiIOB Sa—h B paznnunbix pactBoputessix npu 30°C.

Coommentte Ar CDCl, DMSO-d¢—CCly, 1:3 DMSO-d

A T A T A T
Sa CeHs 100 - 87 13 55 45
5b 2-CH;C¢H,4 100 - 65 35 22 78
Sc¢ 3-CH;CeHy 100 - 88 12 44 56
5d 4-CH;C¢H,4 100 - 85 15 50 50
Se 2-CH;0C¢H, 100 - 89 11 42 58
5f 3-CH;0C¢H4 100 - 90 10 59 41
S5¢ 4-CH;0C¢H,4 100 - 92 8 64 36
5h 4-CIC¢H,4 100 - 93 7 65 35

Jns wmccrmenoBaHusT  a3uI-TETPA30JIBHOTO PaBHO-
BECUsI COCIMHEHUN Sa—g B pacTBOpax HaMU MPUMEHEH
merox 'H SIMP cnekrpockomuu. Kombio Terpasona
SIBJISIETCST OoJiee DIEKTPOOTPHUIIATEIIEHEIM, YeM a3uio
TpyIa, MO3TOMY MPOTOHEI TETPA30JIBLHOTO TayTOMEpa
PE30HHUPYIOT B Oojiee craboM Iolie, YeM Te, KOTOphIe
MpUHAJIERKAT a3ujo-TayToMepam. Jloio asugHoOu u
TeTpa3oibHOM (QopM coenumHeHusx Sa—h ompenensim
CUTHaJIaMU XuMudeckux caBuroB nmporoHoB NH u CH,

rpyI.

B pacrBopax coemumnenunii Sa-h B CDCl;
HAOJIOJAIOTCSI TOJIBKO a3uj10 (POPMBI, B TO BpeMs Kak B
pactBopax coequHenui Sa—h B IMCO-dg, IMCO-d¢—
CCly (1:3) wnabmromaercsi oOpa3oBaHHE H30MeEpa
TETPa30JIbHON (POPMBI, IPUIEM COOTHOIICHUE a3HTHOM
(A) u rerpazonpHOl (T) Ppopm 3aBUCHT OT MONIPHOCTH
pacTBOpHTeNs U Xapaktepa 3amectutencii y C’ (tabu. 1).
Hons taytromepa T B DMSO-ds—CCly (1:3) cocras-
ns1a oT 7 1o 35% B 3aBUCHUMOCTH OT 3aMECTHUTENS B

O6en3onpHOM Kousblie. COOTHOIIEHHE H30MEPOB H3Me-
Hwioch npu nepexonae k JIMCO-ds, nmons terpa-
30JIbHOTO TayTOMepa yBenuuuiach 10 35-78%.

BBenenue 31eKTpPOHOAKIENTOPHOTO aToMa XJiopa B
OCH30JIbHOE KOJBLO 3HAYUTEIHHO YMEHBIIWIO JO0JIIO
terpazoipHOro Ttayromepa (T) mo cpaBHeHHIO C
HezaMmemeHHBIM coenuHeHneM (R = H). Ommako
BHJHO, YTO JJIEKTPOHOAOHOpHBIE rpynnsl (R = Me,
OMe) B OCH30JILHOM KOJIbIIE BIUSIOT Ha COCTOSHUC
paBHOBECHS a3WA-TETPA30J W YBEIHYUBAIOT JOJIO
TerpasonbHOTo TayToMepa (T).

[Monoxxenue mnporonHoro curHana NH oGoux
U30MEPOB HE3HAYMTEIBHO 3aBUCUT OT 3aMECTUTENS B
OcH30IbHOM KONbIle (Tabi. 2), HO OHO CHJIBHO
WU3MEHSIETCS IPU U3MEHEHNUU PaCTBOPUTEIIS.

OCHOBBIBAsICH Ha JIMTEPATypHBIX JAHHBIX O
BBIPOKCHHON aHTUMUKPOOHOW aKTHBHOCTH TETpa-
THAPOU30XUHONMMHOB [1, 5], BCe CHHTE3MpPOBAaHHEIC

Tabauna 2. Xumuueckue caBuru (6, M.1.) npotoHoB NH B a3unHo# 1 TeTpazonbHOil popmax coequneHnit Sa—h B pa3miyHbIX

PaCTBOPHUTEIISX.
Aszuno hopma (A)/TerpaszonbHas popma (T)
Coenunenue

CDCl, JIMCO-ds—CCly, 1:3 JAMCO-d;

5a 6.92/— 8.61/10.55 9.00/10.51

5b 6.78/— 7.97/10.33 8.54/10.34

5¢ 6.83/— 8.42/10.44 8.90/10.44

5d 6.86/— 8.42/10.41 8.88/10.43

Se 7.79/— 7.80/10.21 7.99/10.31

5f 6.93/—- 8.53/10.47 8.96/10.48

5¢g 6.78/— 8.67/10.54 8.83/10.36

5h 6.90/— 8.85/10.60 9.18/10.58
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COeIMHEHHUA TECTHPOBaHbl Ha AHTUMHKPOOHYIO
aKTHUBHOCTb 1O MeToay «auddysus B arape» [17]. B
OTIBITaX HWCHOJB30BAIN TPAMITOJIOKUTENbHBIE cTadu-
TOKOKKH (Staphylococcus aureus 209p) u rpaMoTpH-
natenbHble nanodku (Sh. Flexneri 6858, E. coli 0-55).
UccnepnoBanust mokaszanu, 4to Tpuazono|3,4-ajuzo-
XUHOJNMHBI 3a—h TposBIAtOT Clla0yr0 aKTHBHOCTH B
OTHOIIIEHUH BCEX HCIIOJIB30BAaHHBIX MTaMMOB (d = 10—
15 mMm). IlpomsBomusie mupazona 4a—h memoncTpu-
PYIOT OIMHAKOBBIA YPOBEHb AKTHBHOCTH TOJBKO B
OTHOIIIEHHUU T'PaMOTPHUIATEIbHBIX IMTaMMOB. VcKiio-
YeHHE COCTABIIAIOT a3MA0-TIPOU3BOJHBIE TETParuapo-
M30XWHONWHOB Sa—h, KoTOpble OKa3bBIBAIOT YMEpEH-
HYI0 aHTUMHKPOOHYIO aKTUBHOCTh B OTHOIIEHHUHU BCEX
TecTUpyeMbIX KynbTyp (d = 16-20 mm). Yka3aHHBIE
BEIIECTBA 10 AKTUBHOCTU YCTYMAIOT KOHTPOIBEHOMY
nperapary ¢ypasonuaony (d = 24-25 mm) [18].

Takum oOpa3zoM, B XOJ€ MCCICIOBAHUS HCXOMAS U3
3-amuno-1,2,5,6,7,8-rekcaruipOn30XMHOJIUHTHOHOB
1a—h Ha ocHOBe pelUKIN3AINT TUPUINHOBOTO KOJIbIIA
paspabotan 3¢ ekTuBHBIN MeTO/I oNydeHus 1-ruapa-
3UHO-5,0,7,8-TeTparunpounsoxunonunos 2a—h. Iloc-
JeMHUE SBWIACH WCXONHBIMH COCTUHECHSIMH JJIS
CHHTE32 HOBBIX TETEPOIMKINYECKHUX CHUCTEM, COJIEp-
JKalUX TeTParuapoOU30XUHOIMHOBOE KOJNbI0. W3y-
YeHHe a3WJI0-TETPa30bHON TayToMepuu l-azmmo-
5,6,7,8-TeTparuipou30XMHOJMHOB Sa—h B pacTBopax
MOKa3aJio, YTO MOBBIIMICHNUE TTOISIPHOCTH PACTBOPUTES
MPHUBOJUT K YBEITHMUCHUIO KOJUYECTBA TETPA30JbHOMN
dbopmpl. Ha cooTHomeHHEe TayTOMEpPHBIX (HOpM
coeMHEHN Sa—h oka3bIBaeT BIMAHHUE TaKKe Xapak-
TEep 3aMeCTHTENCH B OCH30JbHOM Koublie. M3ydeHue
OHMOJIOTHYECKOW aKTUBHOCTH CHHTE3UPOBAHHBIX COe-
MUHEHWH TIO3BOJFJIO BBIIEIUTH BEIIECTBA, OKA3bI-
BaIOIINE AaHTUMUKPOOHYIO aKTUBHOCTD.

OKCIIEPUMEHTAJIBHA S HACTD

UK croexTpbl perucTpupoBaii Ha CICKTPOMETPE
Nicolet Avatar 330 FT-IR B BaszenmHOBOM Macie.
Cuextpsr SIMP 'H u C (0, m.a.; KCCB J, I'm)
3aperucTpupoBansl Ha mpubope Mercury 300 VX ¢
yactoron 300 m 75462 MI'Ll, cOOTBETCTBEHHO,
BHyTpeHHHH craHmapt — TMC. Ilpum oTHeceHun
curHanoB B crekrpax SIMP 'H u PC mo meobxo-
IUMOCTH Hcroib3oBadel MeToasl DEPT, NOESY
(Bpems cmemrenus 1 ¢), HMQC. DieMeHTHBIH aHamn3
BeimonHeH Ha npubope Elemental Analyzer Euro EA
3000. TemmepaTypsl IUIaBICHHs OIpEJIEIECHbl Ha
MHKpOHarpeBaTeI-HOM cTojimke Boetius. Kpucramior-
padudeckue naHHbIe coequHeHns 3b nenoHnpoBaHbI B
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Kem6pumxckoM Ganke cTpykTypHbIX gaHHbIX (CCDC
1574713). Ctpyktypa ObLTa oOIpelciieHa NPSMBIM
METOIOM M YTOYHEHAa C HCIOJIb30BAHUEM IIaKeTa
nporpamm SHELXTL [19].

OO0mas MeToIMKa MOJy4YeHHs coefnHenni 1a—h.
K pactBopy 1.5 1, 10 MMOJIb ITUKJIOTE€KCHIIHIEHMAJIO-
HoHutpuia u 1.4 r, 10 MMoOnp 3aMeIIeHHBIX (EeHMII-
n3otuornuaHatoB B 2 mia JM®PA npobGapisim 1o
KaljiIM OpH NepeMelldBaHuM | MJI TpUAITHIAMUHA.
Cwmecs Boinepkuanu mpu 50°C B Teuenue 1 4, 3aTem
OXJTKIAIU 0 KOMHATHON TEeMIIepaTyphl U JOOABIISLITH
4 M meraHona. [lomydeHHble KpUCTAITBI OTQUIBTPO-
BBIBAJIM, MPOMBIBAJIM BOJOM M MEPEKPUCTAIIA30BbI-
BaJIM U3 HUTPOMETAHA.

3-AMuHo-2-penun-1-ruokco-1,2,5,6,7,8-rexca-
THAPON30XHHOMNH-4-KapoouuTpua (1a) [12]. Berxon
2.252 r (78%), T.mr. 270-271°C. Cnextp SIMP 'H
(AMCO-d), 6, m.a.: 1.75-1.81 m (4H, 6,7-CH,), 2.52—
2.58 m (2H, 8-CH,), 2.67-2.73 m (2H, 5-CH,), 6.21
yurc (2H, NH,), 7.10-7.15 M (2Hqupon), 7.46-7.52 M
(1Hapo), 7.55-7.63 M (2Hgp). Crextp SAMP "C
(AMCO-dg), 6, m.n.: 21.2, 22.4, 28.3, 28.5, 78.6,
115.6, 126.5, 127.9, 128.8, 130.0, 138.7, 144.4, 153.2,
181.9. Haiineno, %: C 68.22; H 5.40; N 14.84; S
11.47. Ci¢H;sNsS. Breruucneno, %: C 68.30; H 5.37; N
14.93; S 11.40.

3-Amuno-2-(2-meruagenun)-1-ruoxco-1,2,5,6,7,8-
reKCaruJpou30XuHoJnH-4-kapoonutpua  (1b).
Beixox 2.243 t (74%), 1. 243-245°C. UK cnextp,
v, cM 't 3451, 3308, 3211 (NH,), 2205 (CN), 1623
(C=C), 1237 (C=S). Cnextp SIMP 'H (IMCO-dy), 8,
m.a.: 1.75-1.83 m (4H, 6,7-CH;), 2.06 ¢ (3H, CHj;),
2.53-2.59 m (2H, 8-CH,), 2.66-2.73 m (2H, 5-CH,),
6.21 yur.c (2H, NH,), 6.99-7.04 m (1H,pon), 7.37-7.41
M (3Hypow). Crextp SIMP “C (AMCO-dg), 3, m.n.:
16.7, 21.2, 22.3, 28.2, 28.4, 78.3, 115.5, 126.3, 127.5,
127.6, 129.0, 131.5, 134.9, 137.4, 144.3, 152.7, 180.8.
Haiigeno, %: C 69.21; H 5.74; N 14.08; S 10.77.
C,7H7N3S. Berancneno, %: C 69.12; H 5.80; N 14.22;
S 10.77.

3-Amuno-2-(3-meruagenuin)-1-ruokco-1,2,5,6,7,8-
reKCcaruipou30XuHoauH-4-kapoonurpua (lc).
Beixon 2.273 r (75%), 1.mn. 239-241°C. UK cnextp,
v, eM 't 3445, 3317, 3215 (NH,), 2206 (CN), 1627
(C=C), 1238 (C=S). Cnektp AMP 'H (IMCO-d;), 3,
m.a.: 1.72-1.83 M (4H, 6,7-CH,), 2.45 ¢ (3H, CH,),
2.52-2.58 m (2H, 8-CH,), 2.64-2.72 m (2H, 5-CH,),
6.20 ymr.c (2H, NH,), 6.89-6.94 M (2Hupon), 7.29 1
(1Hapow, J 7.6 Tr), 7.31 T (1Hgpow, J 7.6 I'my). Criextp
AMP C (IMCO-dy), 8, m.a.: 20.8, 21.2, 22.4, 28.2,
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28.4, 78.4, 115.6, 124.8, 126.3, 128.2, 129.5, 129.7,
138.5, 139.6, 144.2, 153.1, 181.8. Haiineno, %: C
69.35; H 5.76; N 14.28; S 10.74. C,;H;7N;S.
Beruucneno, %: C 69.12; H 5.80; N 14.22; S 10.85.

3-Amuno-2-(4-meruagenui)-1-ruoxco-1,2,5,6,7,8-
reKCaruJpou30XuHoJNH-4-kapoonutpua  (1d).
Beixox 2.182 r (72%), 1.1 247-249°C. UK cuektp,
v, cM 't 3392, 3306, 3214 (NH,), 2205 (CN), 1619
(C=C), 1237 (C=S). Cnextp IMP 'H (IMCO-dy), 8,
m.a.: 1.74-1.82 m (4H, 6,7-CH;), 2.47 ¢ (3H, CHj;),
2.52-2.57 m (2H, 8-CH,), 2.66-2.71 m (2H, 5-CH,),
6.20 yur.c (2H, NH,), 6.97-7.02 M (2H,pon), 7.35-7.39
M (2Hupon). Crextp SIMP C (IMCO-dg), 5, m.n.:
20.8, 21.2, 22.4, 28.2, 28.5, 78.5, 115.6, 126.3, 127.5,
130.6, 136.0, 138.2, 144.3, 153.3, 182.0. Haiineno, %:
C 69.02; H 5.74; N 14.36; S 10.91. Cy;H;7NsS.
Beruucaeno, %: C 69.12; H 5.80; N 14.22; S 10.85.

3-AMuHO-2-(2-MeTOoKcHUPeHnJd)-1-THOKCO-
1,2,5,6,7,8-rekcarugipou3oXuHOIUH-4-KapOOHUTPUI
(le). Bexog 2.268 t (71%), t.ur. 296-297°C. UK
CITEKTp, V, cM 't 3454, 3310, 3219 (NH,), 2209 (CN),
1628 (C=C), 1239 (C=S). Cnextp SIMP 'H (JIMCO-
dg), 0, m.a.: 1.74-1.82 m (4H, 6,7-CH,), 2.52-2.58 m
(2H, 8-CH,), 2.66-2.71 m (2H, 5-CH,), 3.81 ¢ (3H,
OCHj;), 6.24 ym.c (2H, NH»), 7.02 1.1 (1Hapow, J1 7.8,
S, 1.8 ), 7.11 n.u.x (1Hapoum, J1 7.8, 0> 7.3, J3 1.1 '),
7.16 1.1 (1Hapon, J1 8.4, J> 1.1 '), 7.46 .11 (1Hapoms
Jy 84, J, 7.3, J; 1.8 Tn). Cnextp SIMP °C (IMCO-
dg), 0, m.a.: 21.2, 22.4, 28.2, 28.5, 55.3, 78.1, 113.0,
115.8, 121.3, 126.0, 126.7, 128.9, 130.4, 144.2, 153.2,
153.8, 181.7. Haiineno, %: C 65.48; H 5.57; N 13.34;
S 10.37. C17H{7N;0S. Brmuamcaeno, %: C 65.57; H
5.50; N 13.49; S 10.30.

3-AMuHO-2-(3-meTokcudenn)-1-Tuokco-
1,2,5,6,7,8-rexcarnipon3oXuHoIMH-4-KapOOHUTPUI
(1f). Beixog 2.396 t (75%), T 218-220°C. UK
crekTp, v, cM 't 3451, 3308, 3215 (NH,), 2208 (CN),
1621 (C=C), 1234 (C=S). Cnextp SIMP 'H (JIMCO-
ds), 6, m.a.: 1.73-1.83 m (4H, 6,7-CH,), 2.52-2.58 m
(2H, 8-CH,), 2.64-2.71 m (2H, 5-CH,), 3.84 ¢ (3H,
OCHj), 6.31 ym.c (2H, NH,), 6.66—6.71 M (2Hapow),
6.99-7.04 M (1Hgpon), 7.44-7.51 M (1Hgpon). Crextp
SAMP BC (IMCO-dg), 8, m.i.: 21.2, 22.4, 28.2, 28.4,
54.8, 78.5, 113.4, 114.8, 115.6, 119.6, 126.2, 130.6,
139.5, 144.3, 153.2, 160.7, 181.7. Haiineno, %: C
65.68; H 5.44; N 13.57; S 10.22. C;;H7N;0S.
Beraucneno, %: C 65.57; H 5.50; N 13.49; S 10.30.

3-AMuHO-2-(4-MeTokcuPpenns)-1-Tuokco-
1,2,5,6,7,8-rekcaruipou3oXuHOTUH-4-KapOOHUTPUII
(1g). Bexox 2.332 1 (73%), 1.1 252-254°C. UK

cIeKTp, v, M 't 3455, 3312, 3223 (NH,), 2209 (CN),
1631 (C=C), 1236 (C=S). Cnextp SIMP 'H (JIMCO-
de), 8, m.1.: 1.73-1.82 M (4H, 6,7-CH,), 2.52-2.57 m
(2H, 8-CH,), 2.65-2.70 m (2H, 5-CH,), 3.89 ¢ (3H,
OCH3), 6.27 ym.c (2H, NH,), 6.98-7.03 M (2H,p00),
7.06-7.10 M (2H,pon). Criexrp SIMP °C (JIMCO-dy), 3,
ML 21.2, 22.4, 282, 28.4, 54.8, 78.4, 115.2, 115.7,
126.2, 1289, 131.1, 1443, 153.6, 159.3, 182.4.
Haiigeno, %: C 65.51; H 5.56; N 13.41; S 10.18.
C7H7N30S. Brruucneno, %: C 65.57; H 5.50; N
13.49; S 10.30.

3-AmuHo-2-(4-x10podennn)-1-tuokco-1,2,5,6,7,8-
reKCaruJipou30XuHoJnH-4-kapoonutpua  (1h).
Brerxon 2.560 1 (79%), T.mn. 256-258°C. UK cmektp,
v, cM 't 3465, 3327, 3212 (NH,), 2206 (CN), 1624
(C=C), 1238 (C=S). Cnextp SIMP 'H (IMCO-dy), 8,
m.a.: 1.71-1.83 m (4H, 6,7-CH,), 2.51-2.57 m (2H, 8-
CH,), 2.65-2.73 m (2H, 5-CH,), 6.54 yui.c (2H, NH,),
7.07-7.14 M (2Hgpow), 7.52-7.58 M (2H,pom). Criextp
SAMP “C (IMCO-d), 8, m.i.: 21.2, 22.4, 28.3, 28.4,
78.6, 115.6, 126.1, 129.8, 130.2, 133.9, 137.4, 144.8,
153.3, 181.8. Haiineno, %: C 65.91; H 4.54; N 13.18;
S 10.23. C;¢H14CIN;S. Brruucaeno, %: C 60.85; H
4.47;N 13.31; S 10.15.

OO0mas MeToAuKa MOJyYeHUs coequHenunid 2a—h.
Cwmech cooTBeTcTBY!IOLIEr0 coeannenust 10 mmons 1a—h
u 10 ma rugpasunruapara B 5 mu JIMCO kunaruim ¢
00paTHBIM XOJOMWIBPHUKOM B TeueHue 8 4. Peak-
[IUOHHYIO CMECh OXJIaXKIAJId 10 KOMHATHOM TeMIie-
patypsl. IlomydeHHbIE KPUCTALTBI OT(IIETPOBBIBAIIH,
MIPOMBIBATI BOJOH, CYIIWIN M TEPEKPUCTAIIN30BbHI-
BaJIM U3 JUOKCaHA.

3-AHuauHo-1-ruapasnHo-5,6,7,8-rerparnapo-
H30XMHOJMH-4-KapooHuTpua (2a) [12]. Bexox 2.207 r
(79%), T.m1. 238-239°C. UK cmektp, v, cM : 3440,
3320, 3234 (NH, NH;), 2206 (CN), 1611 (C=C).
Cnextp SIMP 'H (IMCO-ds—CCly, 1:3), 8, m..: 1.74—
1.83 M (4H, 6,7-CH,), 2.22-2.29 m (2H, 8-CH,), 2.64—
2.70 m (2H, 5-CH;), 4.27 ymi.c (2H, NH;), 6.87-6.93 m
(IHapom), 7.18=7.24 M (2Hgpon), 7.58-7.63 M (2Hapow),
7.76 ym.c (1H, NH), 7.92 ym.c (1H, NH). Cuoektp
AMP C (IMCO-de—CCly, 1:3), 8, m.a.: 21.4, 21.5,
21.7, 27.6, 79.3, 106.6, 117.1, 120.1, 121.0, 127.6,
140.1, 147.2, 154.5, 157.7. Haiineno, %: C 68.87; H
6.08; N 25.19. C;sH7Ns. Beruncieno, %: C 68.79; H
6.13; N 25.07.

1-I'mapa3uno-3-[(2-meTnadenna)amunol-5,6,7,8-
TeTPAaruJApou30XuHOJANH-4-kapOoouuTpua (2b).
Breixon 2.392 r (81%), t.mn. 182—183°C. UK cnextp,
v, cM ': 3445, 3318, 3231 (NH, NH,), 2205 (CN), 1617
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(C=C). Cnextp IMP 'H (JIMCO-d¢—CCl,, 1:3), 3,
M.i: 1.73-1.83 m (4H, 6,7-CH,), 2.20-2.27 m (2H, 8-
CH,), 2.30 ¢ (3H, CH3), 2.64-2.69 m (2H, 5-CHj), 4.00
yurc (2H, NH»), 6.94 n.a.n (1Hapou, J1 8.4, J» 7.8, J3
1.1 T'p), 7.09-7.17 M (3H, NH u Ar), 7.69 ym.c (1H,
NH), 7.77 1 (1Hyow i 7.8 Tm). Crextp AMP “C
(IMCO-ds—CCly, 1:3), 8, m.ii.: 17.6, 21.3, 21.4, 21.7,
27.6, 78.3, 106.0, 117.3, 122.8, 123.0, 125.4, 129.4,
129.5, 137.9, 146.8, 155.2, 157.8. Haiineno, %: C
69.74; H 6.49; N 23.82. C,;H,oNs. Boruncneno, %: C
69.60; H 6.53; N 23.87.

1-I'mapa3uno-3-[(3-meTuadenuna)amunol-5,6,7,8-
TeTPAaruApoOU30XHMHOJINH-4-kapoonuTpua (2c).
Breixox 2.304 r (78%), t.un. 204-205°C. UK cmextp,
v, cM ': 3440, 3325, 3218 (NH, NH,), 2208 (CN), 1626
(C=C). Cuektp SAMP 'H (IMCO-ds—CCly, 1:3), 9,
m.a.: 1.74-1.82 m (4H, 6,7-CH,), 2.23-2.28 m (2H, 8-
CH,), 2.32 ¢ (3H, CH3), 2.64-2.69 M (2H, 5-CH,), 4.18
yurc (2H, NH,), 6.71 ym.a (1Hgpow, J 7.5 I'nx), 7.09 1.1
(IHapow, J1 8.8, J> 7.5 '), 7.39-7.44 M (2Hupou), 7.75
yur.c (1H, NH), 7.76 yu.c (1H, NH). Crexrp IMP °C
(AMCO-ds—CCly, 1:3) 6: 21.0, 21.4, 21.5, 21.7, 27.6,
79.1, 106.4, 117.2, 120.6, 121.9, 127.5, 136.8, 140.0,
147.1, 154.5, 157.8. Haiigeno, %: C 69.68; H 6.57; N
23.79. C7H9Ns. Brruucieno, %: C 69.60; H 6.53; N
23.87.

1-I'mapa3uno-3-[(4-meTnadenna)amunol-5,6,7,8-
TeTPAaruJApou30XuHOJANH-4-kapOoouuTpua (2d).
Beixon 2.245 r (76%), 1. 219-220°C. UK cnextp,
v, em™: 3437, 3309, 3200 (NH, NH,), 2205 (CN), 1631
(C=C). Crextp SIMP 'H (IMCO-d¢—CCl,, 1:3), 3,
m.a.: 1.73-1.82 m (4H, 6,7-CH,), 2.21-2.28 m (2H, 8-
CH,), 2.30 ¢ (3H, CH3), 2.63-2.68 M (2H, 5-CH,), 4.13
yurc (2H, NH;), 6.99-7.05 M (2Hapon), 7.43-7.48 ™M
(2Hqapou), 7.70 ymr.c (1H, NH), 7.77 ym.c (1H, NH).
Criektp SIMP °C (IMCO-ds—CCly, 1:3), 8, m.a.: 20.3,
21.4,21.5,21.7,27.6,78.7, 106.2, 117.3, 120.5, 128.2,
130.1, 137.5, 147.1, 154.7, 157.8. Haiigeno, %: C
69.54; H 6.51; N 23.92. C;7H;9Ns. Brruucineno, %: C
69.60; H 6.53; N 23.87.

1-Tuapa3uno-3-[(2-MeTokcudeHuna)aMuHO|-
5,6,7,8-TeTparugipon30XuHoOJUH-4-KAPpOOHUTPUI
(2e). Beixon 2.382 1 (77%), t.mn. 233-234°C. UK
CIIEKTp, V, oM ': 3443, 3312, 3218 (NH, NH,), 2206
(CN), 1630 (C=C). Cnextp IMP 'H (IMCO-d¢—CCl,,
1:3), 8, m.n.: 1.74-1.84 m (4H, 6,7-CH,), 2.24-2.29 m
(2H, 8-CH,), 2.65-2.70 m (2H, 5-CH,), 3.96 ¢ (3H,
OCHs), 4.20 ym.c (2H, NH»), 6.86-6.94 M (3H,pom),
7.51 ymr.c (1H, NH), 7.72 yur.c (1H, NH), 8.45-8.50 m
(1Hpoy). Crextp SIMP °C (IMCO-d¢—CCly, 1:3), 8,
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M. 21.3, 21.5, 21.7, 27.5, 55.4, 79.0, 106.1, 109.5,
117.0, 118.5, 120.2, 120.7, 129.1, 146.7, 147.4, 154.2,
158.2. Haiineno, %: C 65.94; H 6.23; N 22.69.
C17H,9N50. Boruncneno, %: C 66.00; H 6.19; N 22.64.

1-I'mapa3uno-3-[(3-MeToKCcUpeHNT)aMHUHO]-
5,6,7,8-TeTparnApou30XuHOJNH-4-KAPOOHUTPUI
(2f). Brixog 2.475 1 (80%), T 193-194°C. UK
CIIEKTp, V, oM ' 3445, 3315, 3216 (NH, NH,), 2208
(CN), 1629 (C=C). Cniextp SIMP 'H (IMCO-d¢—CCl,,
1:3), 8, m.n.: 1.74-1.83 m (4H, 6,7-CH,), 2.23-2.28 m
(2H, 8-CH,), 2.64-2.69 m (2H, 5-CH,), 3.76 c¢ (3H,
OCH;3), 4.18 ym.c (2H, NH,), 6.44 n.n.n (1Hqpow, Ji
8.0, J, 2.6, J5 1.1 Tm), 7.08 T (1Hqpom, J 8.0 I'mx), 7.15
A.0.0 (1Hgpow Ji 8.0, J, 1.8, J3 1.1 Tm), 7.34 n.n
(IHapows J1 2.6, J> 1.8 Tm), 7.77 ym.c (1H, NH), 7.90
yur.c (1H, NH). Crextp SIMP C (IMCO-ds—CCl,,
1:3), 6, m.a.: 21.4, 21.5, 21.7, 27.6, 54.4, 79.3, 105.3,
106.6, 107.1, 112.2, 117.1, 128.2, 141.4, 147.1, 154.4,
157.7, 159.2. Haiineno, %: C 66.08; H 6.24; N 22.58.
C17H9N5O. Boeruucaeno, %: C 66.00; H 6.19; N 22.64.

1-Tuapa3uno-3-[(4-MeTokcudenunT)aMuHoO|-
5,6,7,8-TeTparnApon30XuHOJNH-4-KAPOOHUTPUI
(2g). Beixox 2.444 t (79%), t.mm. 193-194°C. UK
CIIEKTp, V, oM ': 3444, 3311, 3215 (NH, NH,), 2206
(CN), 1627 (C=C). Cniextp SIMP 'H (IMCO-d¢—CCl,,
1:3), 8, m.a.: 1.73-1.83 m (4H, 6,7-CH,), 2.23-2.28
(2H, 8-CH,), 2.63-2.69 M (2H, 5-CH,), 3.23 ym.c (2H,
NH,), 3.77 ¢ (3H, OCH3), 6.75-6.81 M (2Hgpou), 7.45—
7.50 M (2H,pom), 7.76 ym.c (1H, NH), 7.80 ym.c (1H,
NH). Criektp SIMP C (IMCO-d¢—CCly, 1:3), 8, m.x.:
214, 21.5, 21.7, 27.6, 54.6, 78.8, 106.0, 112.9, 117.2,
122.3, 132.0, 147.4, 154.4, 154.8, 157.4. Haiineno, %:
C 66.12; H 6.15; N 22.71. C;7H9N50O. Berancneno, %:
C 66.00; H 6.19; N 22.64.

3-[(4-X10opopenun)amuno]-1-rugpazuno-5,6,7,8-
TeTPAruJApPoOu30XuHOJANH-4-kKapoouuTpuia (2h).
Beixon 2.486 r (78%), t.mn. 218-219°C. UK cnextp,
v, eM 'z 3439, 3317, 3220 (NH, NH,), 2209 (CN), 1630
(C=C). Crextp IMP 'H (JIMCO-d¢—CCl,, 1:3), 3,
m.a.: 1.72-1.83 m (4H, 6,7-CH,), 2.22-2.30 m (2H, 8-
CH,), 2.63-2.70 m (2H, 5-CH,), 4.14 ym.c (2H, NH,),
7.15-7.20 M (2Hapom), 7.61-7.67 M (2Hgpon), 7.75 ymr.c
(1H, NH), 8.21 ym.c (1H, NH). Cnexrp SIMP “C
(AMCO-ds—CCly, 1:3), 9, m.a.: 21.4, 21.5, 21.7, 27.6,
79.5, 106.9, 117.0, 121.5, 125.2, 127.4, 139.1, 147.3,
154.2, 157.7. Hatineno, %: C 61.29; H 5.17; N 22.28.
C,6H6CINs. Beraucneno, %: C 61.24; H 5.14; N 22.32.

OO0mas MeToANKA NMOJTy4YeHUs coequHeHni 3a—h.
CMech COOTBETCTBYIOIIETO 5 MMOJIb coeAnHeHMS 2a—h
u 40 mn stuiopropopMuara KAMSTHIN ¢ 0OpaTHBIM
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XOJIOMWIFHUKOM B TeueHue 8 4. [locie oxmaxkaeHus
MOJyYEHHBIE KPUCTAUIBI  OT(UIBTPOBBIBAIH, IPO-
MbiBasid EtOH, cymanu U nepekpucTauin30BbIBAIA U3
EtOH-CHCI;, 1: 1.

5-Auuianno-7,8,9,10-rerparuapo[1,2,4] TpuazoJio-
[3,4-aluzoxunonun-6-kapoouurpua (3a). Beixon
1.258 1 (87%), T.m1. 288-290°C. UK crektp, v, cM
3400 (NH), 2207 (CN), 1615 (C=C). Cniextp SIMP 'H
(AMCO-ds—CCly, 1:3), 6, m.a.: 1.85-1.98 m (4H, 8,9-
CH,), 2.71-2.78 m (2H, 10-CH,), 2.89-2.97 m (2H, 7-
CH,), 7.01-7.14 M (3Hapom), 7.29-7.37 M (2Hpou), 8.93
¢ (1H, 3-CH), 9.68 yur.c (1H, NH). Cniextp SIMP "*C
(AMCO-ds—CCly, 1:3), 5: 20.9, 21.7, 22.9, 26.8, 85.4,
114.0, 115.8, 120.4, 123.5, 128.7, 134.0, 134.3, 138.8,
139.4, 148.6. Haiigeno, %: C 70.65; H 5.19; N 24.14.
C17H5Ns. Beraucneno, %: C 70.57; H 5.23; N 24.21.

5-[(2-MeTtundenna)amunol-7,8,9,10-rerparuapo-
[1,2,4]Tpna30.10|3,4-a]M30XMHOJIMH-6-KAPOOHUTPUJT
(3b). Beixox 1.229 r (81%), T.mm. 193-195°C. UK
CIIeKTp, v, cM 't 3401 (NH), 2207 (CN), 1612 (C=C).
Cuektp SIMP 'H (IMCO-ds—CCly, 1:3), 0, m.a.: 1.81—
1.93 m (4H, 8,9-CH,), 2.29 ¢ (3H, CH;), 2.68-2.73 m
(2H, 10-CH,), 2.84-2.89 m (2H, 7-CH,), 7.19-7.28 m
(4Hapon), 8.29 ¢ (1H, 3-CH), 9.32 ym.c (1H, NH).
Criektp SIMP °C (IMCO-d¢—CCly, 1:3), 8, m.a.: 17.5,
21.0,21.8,229,27.2,78.3,112.7,113.1, 125.8, 127.3,
127.6, 130.0, 135.3, 135.7, 139.0, 143.1, 150.5, 153.1.
Haiineno, %: C 71.35; H 5.61; N 22.98. C;gH;7Ns.
Brruncneno, %: C 71.27; H 5.65; N 23.09.

5-[(3-Metundenna)amunol-7,8,9,10-rerparuapo-
[1,2,4]Tpna3o0J10|3,4-a]M30XMHOJIMH-6-KAPOOHUTPUJT
(3¢). Beixog 1.289 r (85%), t.ur. 257-258°C. UK
CIIeKTp, v, cM 't 3393 (NH), 2205 (CN), 1610 (C=C).
Crextp SIMP 'H (IMCO-ds—CCly, 1:3), 5, m..: 1.85—
1.98 m (4H, 8,9-CH,), 2.36 ¢ (3H, CH3), 2.72-2.78 m
(2H, 10-CH,), 2.91-2.97 m (2H, 7-CH,), 6.79-6.85 m
(2Hapou), 6.91 ymrx (1Hqpon, J 7.6 T'ix), 7.20 T (1Hapow, J
7.6 T'm), 8.88 ¢ (1H, 3-CH), 9.61 ym.c (1H, NH).
Crrextp SIMP °C (IMCO-ds—CCly, 1:3), 8, m.1.: 20.8,
20.9,21.7,22.9, 26.8, 85.3, 114.0, 115.6, 117.5, 120.9,
124.3, 128.5, 133.9, 134.3, 138.1, 138.6, 139.3, 148.6.
Haiigeno, %: C 71.32; H 5.69; N 23.15. C;gH;7Ns.
Beruucaeno, %:C 71.27; H 5.65; N 23.09.

5-[(4-Metundenuni)amunol-7,8,9,10-rerparuapo-
[1,2,4] Tpna30.10[3,4-a]M30XMHOJINH-6-KAPOOHUTPUT
(3d). Beixox 1.335 1t (88%), T.mm. 242-244°C. UK
crekTp, v, eM ': 3386 (NH), 2206 (CN), 1605 (C=C).
Coextp AMP 'H (IMCO-ds—CCly, 1:3), 0, m.a.: 1.82—
1.95 m (4H, 8,9-CH,), 2.39 ¢ (3H, CH;), 2.73-2.79 m
(2H, 10-CH,), 2.85-2.92 m (2H, 7-CH,), 7.09-7.16 m

(4Hapow), 8.27 ¢ (1H, 3-CH), 9.48 ym.c (1H, NH).
Crektp SIMP °C (IMCO-d¢—CCly, 1:3), 8, m.1.: 20.5,
21.0,21.8,23.0,27.2, 80.6, 113.6, 113.7, 123.8, 128.7,
134.2, 134.8, 138.8, 142.4, 150.7, 153.1. HaiineHo, %:
C 71.21; H 5.68; N 23.17. C;sH;7Ns. Berancneno, %:
C 71.27; H 5.65; N 23.09.

5-[(2-MeTtokcudennn)amunol-7,8,9,10-rerpa-
ruapo|[1,2,4]tpua3zono|3,4-a]|u30XuHOJIUH-6-Kap0O-
auTpuia (3e). Beixon 1.373 r (86%), T.1u1. 263-264°C.
UK crektp, v, cM ' 3405 (NH), 2208 (CN), 1608
(C=C). Cnextp IMP 'H (JIMCO-d¢—CCl,, 1:3), 3,
m.a.: 1.82-1.94 m (4H, 8,9-CH,), 2.64-2.70 m (2H, 10-
CH,), 2.88-2.93 M (2H, 7-CH,), 3.84 c (3H, OCHs;),
6.95 1.1 (1Hapom, J1 7.7, J> 1.3 T'), 7.03 n.0 (1Hapoms Ji
8.3,, 1.3 ), 7.15 0.0 (1Hapow, J1 7.7, J> 1.6 T'r), 7.24
a.a.4 (1Hgpow, J1 8.3, 4, 7.7, J3 1.6 I'), 9.15 ¢ (1H, 3-
CH), 9.34 yur.c (1H, NH). Crextp IMP "*C (I]MCO-
d¢e—CCly, 1:3), o0, m.a.: 20.9, 21.8, 22.8, 26.8, 55.1,
81.1, 111.4, 113.3, 113.9, 120.2, 125.1, 126.0, 126.8,
133.6, 134.6, 140.5, 148.4, 153.2. Haiineno, %: C
67.78; H 5.34; N 21.81. C3H7N5O. Beraucneno, %: C
67.70; H 5.37; N 21.93.

5-[(3-MeToxkcudenun)amuunol-7,8,9,10-rerpa-
ruapo[1,2,4]rpua3ono|3,4-a|uzoxunonuH-6-kapoo-
nutpud (3f). Berxox 1.389 r (87%), T.1u1. 268-269°C.
UK cnextp, v, em ' 3395 (NH), 2207 (CN), 1612
(C=C). Cuektp SAMP 'H (IMCO-ds—CCly, 1:3), 9,
m.a.: 1.85-1.98 m (4H, 8,9-CH,), 2.73-2.79 m (2H, 10-
CH,), 2.89-2.97 m (2H, 7-CH;), 3.79 ¢ (3H, OCH3),
6.53-6.67 M (3Hapou), 7.20 T (1H,pon, J 8.1 I'my), 8.89 ¢
(1H, 3-CH), 9.67 ym.c (1H, NH). Crextp SIMP "°C
(AMCO-ds—CCly, 1:3), 8, m.u.: 20.8, 21.7, 22.9, 26.8,
54.6, 86.1, 106.1, 109.0, 112.2, 114.0, 116.1, 129.4,
134.0, 134.3, 139.1, 140.0, 148.6, 159.8. Hatineno, %o:
C 67.81; H5.31; N 21.84. C3H7N50. Berancneno, %o:
C67.70; H5.37, N 21.93.

5-[(4-MeToxkcudenun)amuuol-7,8,9,10-rerpa-
ruapo[1,2,4]rpua3ono|3,4-a|uzoxnnonuH-6-kap0o-
nutpud (3g). Berxon 1.437 r (90%), T.mn. 214-216°C.
UK cmextp, v, cM 1 3402 (NH), 2208 (CN), 1609
(C=C). Cuektp SAMP 'H (IMCO-ds—CCly, 1:3), 9,
m.a.: 1.83-1.94 m (4H, 8,9-CH,), 2.64-2.70 m (2H, 10-
CH,), 2.86-2.91 m (2H, 7-CH;), 3.82 ¢ (3H, OCHy),
6.87-6.97 M (2Hapow), 7.07-7.12 M (2Hapou), 9.07 ¢
(1H, 3-CH), 9.52 ym.c (1H, NH). Crextp SIMP "°C
(AMCO-ds—CCly, 1:3), 8, m.u.: 20.9, 21.8, 22.7, 26.8,
54.8, 81.0, 113.5, 113.9, 114.1, 124.7, 130.7, 133.6,
134.8, 140.9, 148.5, 156.9. Haiineno, %: C 67.77; H
5.43; N 22.05. C3sH7N5O. Brrumcneno, %: C 67.70; H
5.37; N 21.93.
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5-[(4-Xunopodennn)amuno]-7,8,9,10-rerparuapo-
[1,2,4]Tpna30J10|3,4-a]M30XMHOJIMH-6-KAPOOHUTPUJT
(3h). Beixon 1.408 r (87%), T.mm. 227-229°C. UK
CITeKTp, v, cM 't 3296 (NH), 2216 (CN), 1618 (C=C).
Cuektp SIMP 'H (IMCO-ds—CCly, 1:3), 0, m.a.: 1.83—
1.98 M (4H, 8,9-CH,), 2.70-2.78 m (2H, 10-CH,),
2.89-2.98 m (2H, 7-CH»), 7.00-7.08 M (2Hapom), 7.28—
7.34 M (2ZHapow), 8.99 ¢ (1H, 3-CH), 9.77 ym.c (1H,
NH). Criextp SIMP °C (IMCO-ds—CCly, 1:3), 8, M.x.:
20.8,21.7,22.9, 26.8, 85.9, 114.0, 116.2, 121.5, 127.8,
128.6, 134.0, 134.3, 137.8, 139.1, 148.6. Haiineno, %:
C 63.15; H 4.31; N 21.70. C7H4CINs. Brruucieno,
%: C 63.06; H 4.36; N 21.63.

O0mas MeToauKa NMOJyYeHUs coequHenni 4a—h.
CmMech COOTBETCTBYIOIIETO 2 MMOJIb coeAnHEeHUs 2a—h
u 0.40 r, 4 MmMoab nieHTaH-2,4-11uoHa B 15 mu 0e3BoI-
HoM EtOH xumsatwim ¢ oOpaTHBIM XOJOJWIBHUKOM B
tedenue 10 9. Ilocie oxmaxaeHns MOTy4eHHbIE KpPHC-
TaJbl OTQUIBTPOBBIBANIN, IpoMbiBainu EtOH, cymanu
U TiepeKprcTan3oBeiBany u3 EtOH.

3-Aunanno-1-(3,5-numerun-1H-nupa3zoun-1-mia)-
5,6,7,8-TeTparuApon30XuHOJNH-4-KAPOOHUTPUI
(4a). Beixon 576.9 mr (84%), .. 206-207°C. UK
CIeKTp, Vv, cM @ 3405 (NH), 3126 (CH), 2210 (CN),
1627 (C=C). Cnextp IMP 'H (IMCO-ds—CCly, 1:3),
o, m.a.: 1.67-1.76 m (2H, 7-CH5), 1.83-1.92 m (2H, 6-
CH»), 2.17 o (3H, CHj, J 0.6 T'm), 2.19 ¢ (3H, CH3),
2.57-2.62 m (2H, 8-CH,), 2.92-2.97 m (2H, 5-CH,),
5.85 ym.c (1H, =CH), 6.93-6.99 M (1Hyp0u), 7.18-7.25
M (2Hapou), 7.44-7.49 M (2Hapou), 8.65 ymr.c (1H, NH).
Criextp SIMP °C (JIMCO-ds—CCly, 1:3), 8, m.a.: 11.8,
13.1, 21.1, 21.8, 24.4, 284, 92.0, 106.3, 114.7,
118.7, 121.3, 122.3, 127.6, 139.3, 140.0, 147.5,
150.6, 153.3, 154.3. Haiineno, %: C 73.50; H 6.20; N
20.33. C,1H,|Ns. Breruucneno, %: C 73.44; H 6.16; N
20.39.

1-(3,5-Aumernin-1 H-nupa3zon-1-ui)-3-[(2-meTna-
dbennn)amunol-5,6,7,8-rerparnapou3oxuHoInH-4-
kapOonutpua (4b). Beixox 586.2 mr (82%), T.mi.
164-165°C. UK cmektp, v, em s 3387 (NH), 3132
(CH), 2208 (CN), 1625 (C=C). Cnmextp SIMP 'H
(AMCO-d¢—CCly, 1:3), 8, m.z.: 1.66-1.75 m (2H, 7-CH,),
1.82-1.91 M (2H, 6-CH,), 1.95 n (3H, CHj3, J 0.6 T'my),
2.15 ¢ (3H, CHj), 2.23 ym.c (3H, CHj3), 2.60 T (2H, 8-
CH,, J 6.3 I'm), 2.94 T (2H, 5-CH,, J 6.3 T'nm), 5.77 ¢
(IH, =CH), 7.02-7.18 M (3Hapom), 7.29 1.1 (1Hapom, J
7.8, 1.5 T), 8.17 yur.c (1H, NH). Criekrp SIMP °C
(AMCO-ds—CCly, 1:3), 6, m.a.: 11.6; 13.0; 17.7; 21.2;
21.9; 24.5; 28.4; 90.5; 106.3; 114.9; 117.3; 124.8;
125.5; 126.1; 129.7; 133.4; 137.4; 140.2; 147.3; 150.9;

JKYPHAJI OPTAHUYECKOM XUMHHU TtoMm 55 Ne 9 2019

154.0; 154.6. Haiigeno, %: C 73.84; H 6.52; N 19.52.
C22H23N5. BLIT-II/ICJIGHO, %: C 7392, H 649, N 19.59.

1-(3,5-Aumernn-1 H-nupa3zoi-1-ui)-3-[(3-meTni-
¢pennn)amunol-5,6,7,8-rerparnapou3oxnHoInH-4-
kapOonutpua (4c¢). Bexog 600.5 mr (84%), T.mi.
182—-183°C. UK cmektp, Vv, em 't 3392 (NH), 3138
(CH), 2212 (CN), 1626 (C=C). Crmextp SIMP 'H
(AMCO-ds—CCly, 1:3), 6, m.a.: 1.68-1.76 m (2H, 7-
CH,), 1.83-1.92 m (2H, 6-CH,), 2.19 ¢ (3H, CH;), 2.21
¢ (3H, CHj), 2.30 ¢ (3H, CHj;), 2.57-2.64 m (2H, 8-
CH,), 2.90-2.97 m (2H, 5-CH,), 5.86 ¢ (1H, =CH),
6.78 1 (1Hapom, J 7.5 Tr), 7.06-7.12 M (2Hgpon), 7.27
A4 (1Hapon, J 2.6, 1.9 T'm), 8.54 ¢ (1H, NH). Cnexrp
AMP C (IMCO-d¢—CCly, 1:3), &, m.a.: 11.7, 13.1,
20.9, 21.1, 21.8, 24.5, 28.4, 92.0, 106.2, 106.3, 114.7,
118.5, 118.6, 121.9, 123.2, 127.5, 136.8, 139.2, 139.9,
147.5, 150.7, 153.3, 154.3. Haiineno, %: C 73.87; H
645, N 19.67. C22H23N5. BBI‘II/ICHCHO, %: C 7392, H
6.49; N 19.59.

1-(3,5-Aumernia-1 H-nupa3zoi-1-ui)-3-[(4-meTn-
pennn)amunol-5,6,7,8-rerparnapou3oxnHoInH-4-
kapoonutpua (4d). Beixox 629.1 mr (88%), T.mi.
229-230°C. UK cmektp, Vv, em 't 3403 (NH), 3128
(CH), 2209 (CN), 1627 (C=C). Crmextp SIMP 'H
(AMCO-ds—CCly, 1:3), 8, m.1.: 1.67-1.75 m (2H, 7-CH,),
1.83-1.91 M (2H, 6-CH,), 2.16 n (3H, CH3, J 0.6 T'my),
2.18 ¢ (3H, CH3), 2.30 ¢ (3H, CH3;), 2.56-2.61 m (2H,
8-CH,), 2.90-2.96 m (2H, 5-CH;), 5.85 ym.c (1H,
=CH), 6.99-7.04 m (2Hgzpon), 7.30-7.35 ™M (2Hgpoum),
8.56 m (1H, NH). Crextp IMP "*C (IMCO-d¢—CCl,,
1:3), 6, m.a.: 11.8, 13.1, 20.3, 21.2, 21.8, 24.4, 284,
91.6, 106.2, 114.8, 118.3, 121.7, 128.2, 131.4, 136.6,
139.9, 147.5, 150.7, 153.5, 154.2. Haiineno, %: C
73.98; H 6.46; N 19.55. CxHy;Ns. Beraucneno, %: C
73.92; H 6.49; N 19.59.

1-(3,5-AumeTnn-1 H-nupa3osi-1-ui)-3-[ (2-MeToKCH-
¢pennn)amnnol-5,6,7,8-rerparuipou3oXuHOJIUH-4-
kapOoonutpua (4e). Beixom 619.9 mr (83%), t.mm.
190-191°C. UK cnextp, v, em ' 3399 (NH), 3126
(CH), 2211 (CN), 1625 (C=C). Crmextp SIMP 'H
(AMCO-ds—CCly, 1:3), 8, m.o.: 1.68-1.77 m (2H, 7-
CH,), 1.84-1.92 m (2H, 6-CH,), 2.23 ¢ (3H, CHj3), 2.24
¢ (3H, CHy), 2.61 T (2H, 8-CH,, J 6.2 I'r), 2.96 T (2H,
5-CH,, J 6.3 I'm), 3.94 ¢ (3H, OCH3;), 5.91 ym.c (1H,
=CH), 6.83—-7.00 M (3H,pon), 7.85 ¢ (1H, NH), 8.06 1.1
(1Hapow, J 8.1, 1.4 T). Criexrp AMP *C (JIMCO-dis—
CCly, 1:3), o, ma.: 11.6, 13.1, 21.0, 21.7, 24.3,
28.3, 55.3, 92.1, 104.8, 106.4, 109.6, 114.4, 118.9,
119.6, 120.0, 122.4, 128.0, 139.9, 147.7, 148.5, 150.6,
152.6, 154.0. Haiimeno, %: C 70.82; H 6.24; N
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18.67. C»H»3N5O. Breruucieno, %: C 70.76; H 6.21; N
18.75

1-(3,5-Aumernn-1 H-nupa3oi-1-ui)-3-[ (3-MeTokcH-
¢pennn)amnnol-5,6,7,8-rerparuipou3oXuHOJIUH-4-
kapoonutpua (4f). Bexox 642.3 mr (86%), T.m.
170-171°C. UK cmektp, v, em s 3406 (NH), 3129
(CH), 2210 (CN), 1628 (C=C). Crmextp SIMP 'H
(AMCO-ds—CCly, 1:3), 8, m.o.: 1.68-1.76 m (2H, 7-
CH,), 1.84-1.91 m (2H, 6-CH,), 2.19 ¢ (3H, CH;), 2.21
¢ (3H, CHj), 2.57-2.62 m (2H, 8-CH,), 2.91-2.97 m
(2H, 5-CH,), 3.77 ¢ (3H, OCHj;), 5.87 ¢ (1H, =CH),
6.48-6.53 M (1Hapou), 7.07-7.16 M (3Hapou), 8.67 ymr.c
(1H, NH). Criextp SIMP *C (IMCO-ds—CCly, 1:3), 8,
ma.: 11.8, 13.1, 21.1, 21.8, 24.4, 28.4, 54.3, 92.3,
106.2, 106.7, 107.9, 113.2, 114.6, 118.9, 128.2, 139.9,
140.5, 147.6, 150.6, 153.1, 154.4, 159.1. Haiineno, %:
C 70.69; H 6.16; N 18.70. C,,H»3N50. Berancneno, %:
C70.76; H 6.21; N 18.75.

1-(3,5-AumeTnin-1 H-nupa3zosi-1-ui)-3-[ (4-MeToKkCH-
¢pennn)amnnol-5,6,7,8-rerparnipou3oXuHOJIUH-4-
kapOonutpus (4g). Bexon 619.9 mr (83%), T.m.
190-191°C. MK crektp, v, cM : 3400 (NH), 3128
(CH), 2208 (CN), 1624 (C=C). Cmextp SIMP 'H
(AMCO-ds—CCly, 1:3), 8, m.1.: 1.66—1.74 m (2H, 7-CH,),
1.82-1.92 m (2H, 6-CH,), 2.13 a1 (3H, CHs, J 0.7 I'n),
2.18 ¢ (3H, CH,), 2.55-2.60 m (2 H, 8-CH,), 2.90-2.95
M (2H, 5-CH,), 3.75 ¢ (3H, OCHj), 5.83 ym.c (1H,
=CH), 6.74-6.79 M (2Hqspon), 7.29-7.34 M (2H,pom),
8.46 ym.c (1H, NH). Cnexrp SIMP "*C (JIMCO-ds—
CCly, 1:3), 6, m.a.: 11.8, 13.0, 21.2, 21.9, 24.4, 28.3,
54.5, 91.0, 106.1, 112.9, 114.8, 117.8, 123.8, 132.0,
140.0, 147.4, 150.7, 153.9, 154.1, 155.3. Haiineno, %:
C 70.84; H 6.18; N 18.82. C,,H»3N50. Berancneno, %:
C 70.76; H 6.21; N 18.75.

3-[(4-Xnopopenna)amuno|-1-(3,5-numernia-1H-
nupazoJ-1-ua)-5,6,7,8-rerparnagpounsoxunoanH-4-
kapOoonuTpua (4h). Beixoxg 642.4 mr (85%), T.au
210-211°C. UK cnektp, v, eM : 3395 (NH), 3118
(CH), 2214 (CN), 1628 (C=C). Cnmextp SIMP 'H
(AMCO-de—CCly, 1:3), 6, m.a.: 1.67-1.77 m (2H, 7-
CH,), 1.83-1.92 m (2H, 6-CH,), 2.17 ym.c (3H, CH3;),
2.19 ¢ (3H, CHj), 2.57-2.63 M (2H, 8-CH,), 2.91-2.97
M (2H, 5-CH,), 5.87 ¢ (1H, =CH), 7.15-7.21 m
(2Hapom), 7.47-7.53 M (2Hapou), 8.90 ymr.c (1H, NH).
Crrextp SIMP °C (IMCO-ds—CCly, 1:3), 8, m.a.: 11.8,
13.1, 21.1, 21.7, 24.4, 28.4, 92.3, 106.3, 114.6, 119.2,
122.5, 126.5, 127.5, 138.2, 139.9, 147.6, 150.5, 152.9,
154.5. Haiigeno, %: C 66.87; H 5.30; N 18.47.
C,1H,oCINs. Beraucneno, %: C 66.75; H 5.33; N
18.53.

O0mas MeToaMKa NMOJyYeHUs coeuHeHn Sa—h.
K cmecu 10 mmons coegunenus 2a-h u 50 mn
JEJITHOW YKCYCHOM KHCIOTHI, oxJjaxiaeHHou mo 0°C,
J00ABJISUIM 10 KAIUISIM TPU MEPEMEIIUBAaHUN PACTBOP
1.4 r 20 mmons HuTputa Hatpus B 10 M Boabl. Peak-
[MOHHYIO CMECh BBIJICPKUBAIN TPU KOMHATHOW TEM-
neparype B TeueHue 12 4. IlosydeHHbIE KpUCTAJUIBI
OT(UIBTPOBBIBAJIM, POMBIBAIA BOJON M MEPEKPUCTAI-
nmu3oBeiBanau u3 cmecu EtOH-CH,Cl,, 1:3.

3-AuuauHo-1-a3uno0-5,6,7,8-rerparugpouso-
XHHOJIUH-4-kapOoHuTpna (Sa). Beixog 2323 r
(80%), t.mur. 189-190°C. UK cmektp, v, em ;3324
(NH), 2210 (CN), 2136 (N3), 1615 (C=C). Cmexktp
SMP 'H (CDCl5) 8, m.a.: 1.73-1.86 m (4H, 6,7-CH,),
2.42-2.48 m (2H, 8-CH,), 2.80-2.86 m (2H, 5-CH,),
6.92 ym.c (1H, NH), 7.07-7.12 m (1Hapoun), 7.31-7.39
M (2Hqpon), 7.60-7.65 M (2Hpey). Criextp SIMP °C
(CDCL) o, m.u.: 21.7, 22.1, 22.9, 28.6, 88.6, 114.2,
116.2, 120.2, 123.4, 128.9, 138.8, 153.6, 154.0, 155.4.
Haiineno, %: C 66.27; H 4.83; N 28.88. C;cH;Ns.
Breruncneno, %: C 66.19; H 4.86; N 28.95

1-A3upa0-3-[(2-MeTUAPenua)amuno]-5,6,7,8-
TeTPAaruApou30XuHoANH-4-kapoouuTpuia (5b).
Brixon 2.709 1 (89%), T.mn. 146—-147°C. UK cmexktp,
v, cM ' 3186 (NH), 2205 (CN), 2138 (N;), 1624
(C=C). Cnextp SIMP 'H (CDCl3) &, m..: 1.74-1.87 M
(4H, 6,7-CH,), 2.36 ¢ (3H, CH,), 2.41-2.48 m (2H, 8-
CH,), 2.80-2.88 m (2H, 5-CH;), 6.78 ymr.c (1H, NH),
7.02-7.09 M (1Hapon), 7.18=7.26 M (2H,pon), 7.95-8.00
M (1Hgpoy). Crextp SIMP °C (CDCl;) 8, m.n.: 18.1,
21.9,22.3, 23.0, 28.7, 88.6, 113.9, 116.2, 122.6, 124.4,
126.6, 129.1, 130.6, 137.0, 153.4, 154.6, 155.4.
Haiineno, %: C 67.17; H 5.35; N 27.52. C7H;¢Ns.
Brerancneno, %: C 67.09; H 5.30; N 27.61.

1-A3un0-3-[(3-MeTuaPpenun)amuno]-5,6,7,8-
TeTParuaApPou30XuHoOJUH-4-kapoouuTpua (5c¢).
Brixon 2.648 1 (87%), T.mn. 157-158°C. UK cmexktp,
v, eM ' 3019 (NH), 2208 (CN), 2132 (N;), 1634
(C=C). Cniextp SIMP 'H (CDCl3) &, m.i.: 1.74-1.87 M
(4H, 6,7-CH,), 2.38 ¢ (3H, CH3), 2.43-2.48 m (2 H, 8-
CH,), 2.81-2.87 m (2H, 5-CH,), 6.83 ymr.c (1H, NH),
6.90 ynr.g (1Hapow, J 8.1 T'm), 6.90 1.1 (1Hapow, J1 8.1,
J> 7.9 Tu), 7.33 ym.g (1Hypow, J 7.9 Tm), 7.60 ymr.c
(1Hqpoy). Criextp AMP °C (CDCl3) 8, M2 20.9, 21.2,
21.5, 22.2, 27.8, 88.7, 112.7, 114.9, 117.6, 121.1,
122.8, 127.3, 136.7, 138.9, 153.0, 153.6, 153.8.
Haiigeno, %: C 67.02; H 5.26; N 27.67. C;7H;¢Ne.
Brruncneno, %: C 67.09; H 5.30; N 27.61.

1-A3uno-3-[(4-meTuadenun)amuuo]-5,6,7,8-
TeTPArnAPOU30OXUHOJUH-4-kapOonuTpua (5d).
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Brrxon 2.739 mr (90%), T.mn. 175-176°C. UK crmektp,
v, eM " 3341 (NH), 2209 (CN), 2137 (N;), 1614
(C=C). Cniextp SIMP 'H (CDCl5) &, m.i.: 1.74-1.85 M
(4H, 6,7-CH,), 2.35 ¢ (3H, CH3), 2.41-2.47 M (2H, 8-
CH,), 2.80-2.86 m (2H, 5-CH,), 6.86 yu.c (1H,
NH),7.12-7.16 M (2Hupon), 7.46-7.51 M (2Hpow)-
Crextp SIMP C (CDCly) 8, m.a.: 20.9, 21.8, 22.2,
23.0, 28.6, 88.4, 96.3, 113.4, 116.1, 120.5, 129.4,
133.0, 136.3, 153.5, 154.2, 155.4. Haiineno, %: C
67.15; H 5.34; N 27.53. C,7H,(N¢. Boruncneno, %: C
67.09; H 5.30; N 27.61.

1-A3uno-3-[(2-meTokcudpenun)amunol-5,6,7,8-
TeTPAaruApoOU30XMHOINH-4-kapoonuTpua (Se).
Brexon 2.755 1 (86%), T.mn. 173-174°C. UK cmektp,
v, cM 't 3393 (NH), 2201 (CN), 2134 (N;), 1612
(C=C). Cniextp IMP 'H (CDCL3) 8, m.1.: 1.74-1.87 m
(4H, 6,7-CH,), 2.43-2.49 m (2H, 8-CH,), 2.81-2.89 m
(2H, 5-CH,), 3.97 ¢ (3H, OCH3), 6.89-7.03 M (3Hgpom),
7.79 ym.c (1H, NH),8.46-8.51 M (1Hgpoy). Cnexrp
SMP °C (CDCly) 8, m.i.: 21.8, 22.2, 23.0, 28.6, 56.0,
89.5, 110.0, 113.8, 115.9, 119.2, 120.8, 122.5, 128.9,
148.2, 153.5, 153.9, 155.4. Haiineno, %: C 63.68; H
5.08; N 26.16. C{7H¢N¢O. Boruncneno, %: C 63.74; H
5.03; N 26.23.

1-A3uno-3-[(3-meTokcudpenun)amunol-5,6,7,8-
TeTPAaruJIpoOu30XHHOJUH-4-kapoonuTpua (51).
Bexox 2.595 r (81%), t.mn. 166—-167°C. UK cmextp,
v, ecM ' 3363 (NH), 2208 (CN), 2129 (N;), 1618
(C=C). Cnextp IMP 'H (CDCl3) &, m.j1.: 1.74-1.85 M
(4H, 6,7-CH,), 2.42-2.48 m (2H, 8-CH,), 2.79-2.85 m
(2H, 5-CH,), 3.85 ¢ (3H, OCH3), 6.63 n.0.1 (1H,pom, Ji
8.1, 2.5,J5 0.7 I'u), 6.93 ym.c (1H, NH), 7.05 n.o.x
(IHapow, J1 8.1, J> 2.1, J3 0.7 T), 7.21 T (1Hgpow, J
8.1 I'm), 7.37 n.n (1Hqupoms Ji 2.5, J> 2.1 T'm). Criextp
SAMP "°C (CDCly) 8, m..: 21.8, 22.2, 23.0, 28.7, 55.4,
89.0, 105.6, 109.6, 112.3, 114.3, 116.0, 129.6, 140.1,
153.6, 154.0, 155.3, 160.4. Haiineno, %: C 63.80; H
4.97; N 26.32. C17H,NgO. Boruucneno, %: C 63.74; H
5.03; N 26.23.

1-A3uno-3-[(4-meTokcudenun)amunol-5,6,7,8-
TeTParuJaApou30XuHoJuH-4-kapoouuTpua (5g).
Breixox 2.851 r (89%), t.m. 151-152°C. UK cnextp,
v, cM 1 3385 (NH), 2205 (CN), 2131 (N3), 1610
(C=C). Cniextp SIMP 'H (CDCl5) &, m.i.: 1.73-1.85 M
(4H, 6,7-CH,), 2.40-2.46 m (2H, 8-CH,), 2.79-2.85 m
(2H, 5-CH,), 3.82 ¢ (3H, OCHj;), 6.78 ym.c (1H, NH),
6.85-6.91 M (2Hgpow), 7.45-7.50 M (2Hgpow). Crextp
AMP “C (CDClL) &, m.a.: 21.8, 23.0, 28.7, 55.6,
89.0, 111.4, 113.1, 124.5, 127.3, 130.0, 132.6, 148.8,
153.7, 154.2, 155.4. Haiineno, %: C 63.65; H 5.11; N

JKYPHAJI OPTAHUYECKOM XUMHHU TtoMm 55 Ne 9 2019

26.13. C7HsNgxO. Brruncneno, %: C 63.74; H 5.03; N
26.23.

1-A3upgo-3-[(4-xa0podenuna)amunol-5,6,7,8-
TeTPaAaruJApou30XuHOJINH-4-kapooHuTpua (5g).
Brixon 2.988 1 (92%), T.mn. 195-196°C. UK cmektp,
v, eM 1 3321 (NH), 2208 (CN), 2134 (N3), 1606
(C=C). Cnextp SIMP 'H (CDCl3) &, m.x.: 1.73-1.87 M
(4H, 6,7-CH,), 2.41-2.48 m (2H, 8-CH,), 2.81-2.87 m
(2H, 5-CH,), 6.90 ymc (1H, NH), 7.28-7.34 ™
(2Hapow), 7.55-7.60 M (2H,po). Crextp SAMP "C
(CDCL) o, m.a.: 21.8, 22.2, 23.0, 28.7, 88.9, 114.6,
115.9, 121.5, 128.6, 129.0, 137.4, 153.7, 153.8, 155.4.
Haiineno, %: C 59.26; H 4.29; N 25.79. C;¢H;5CINg.
Brruuciaeno, %: C 59.17; H 4.03; N 25.88.

®OHJIOBASI TIOJIJIEPIKKA

YacTh nccaenoBanus BBITIOJIHEHA IpH (DMHAHCOBO
nojiepkKe | 0cyaapcTBEHHOTO KOMHTETa IO HayKe
MOH PA B pamkax HayuHoro mpoekra Ne 18T-1D066.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asBIAIOT 00 OTCYTCTBHM KOH(IUKTA
HUHTEPECOB.

CIIUCOK JIMTEPATYPEI

1. Galan A., Moreno L., Parraga J., Serrano A., Sanz M. J,
Cortes D., Cabed N. Bioorg. Med. Chem. 2013, 21,
3221. doi 10.1016/j.bmc.2013.03.042

2. Naponuksa E.T., Axomsa II.®., Hopassa A.C.,
Joxarannansy W.A., Ilaponuksn P.I'., Hazapsu U.M.,
AxonsH AT, Xum.-gpapm. oc. 2012, 46, 25.
[Paronikyan E.G., Akopyan Sh.F., Noravyan A.S,
Dzhagatspanyan 1.A., Paronikyan R.G., Nazaryan [.M,
Akopyan A.G. Pharm. Chem. J. 2012, 46, 154.] doi
10.1007/s11094-012-0750-z

3. Gangapuram M., Eyunni S., Redda K.K. J. Cancer Sci.
Ther. 2014, 6, 161. doi 10.4172/1948-5956.1000266

4. Martin R.E., Aebi J.D., Hornsperger B., Krebs H.-J.,
Kuhn B., Kuglstatter A., Alker A.M., Marki H.P.,
Muller S., Burger D., Ottaviani G., Riboule W.,
Verry P., Tan X., Amrein K., Mayweg A.V. J. Med.
Chem. 2015, 58, 8054. doi 10.1021/acs.jmedchem.5b00851

5. Faidallah HM., Rostom Sh.A. F., Asiri AM., Khan K.A.,
Radwan M.F., Asfour H.Z.J. Enzyme Inhib. Med. Chem.
2013, 28, 123. doi 10.3109/14756366.2011.637201

6. Schmidt M.A., Qian X. Tetrahedron Lett. 2013, 54,
5721. doi 10.1016/j.tetlet.2013.08.024

7. Manivel P., Prabakaran K., Banerjee U., Khan F.-R. N,
Jeong E.D., Chung E.H. RSC Adv. 2015, 5, 3781. doi
10.1039/C4RA12381F



1452

8.

10.

11.

12.

13.

Burbiel J.C., Ghattas W., Kuppers P., Kose M., Lacher S.,
Herzner A.-M., Kombu R.S., Akkinepally R.R.,
Hockemeyer J., Muller Ch.E. ChemMedChem. 2016,
11,2272, doi 10.1002/cmdc.201600255

. Kamal A.M., Radwan S.M., Zaki RM. Eur. J Med.

Chem. 2011, 46, 567. doi 10.1016/j.ejmech.2010.11.036
Zaki R.M., El Dean AM. K., El Monem M.ILA.,
Seddik M.A. Heterocycl. Commun. 2016, 22, 103. doi
10.1515/hc-2015-0204

Paronikyan E.G., Dashyan Sh.Sh., Noravyan A.S,
Tamazyan R.A., Ayvazyan A.G., Panosyan H.A.
Tetrahedron, 2015, 71, 2686. doi 10.1016/j.tet.2015.03.040
Gewald K., Liebscher J., Keydel M. J. Prakt. Chem.
1970, 312, 533. doi 10.1002/prac.19703120317

Keith J.M. J. Org. Chem. 2006, 71, 9540. doi 10.1021/
jo061819j

14.

15.

16.

[MAPOHUKSAH u np.

Liu Sh., Lentz D., Tzschucke C.Ch. J. Org. Chem.
2014, 79, 3249. doi 10.1021/j0500231m

[Tounnok B.f., Apamenko JI.®., I'puropenko II.C.,
Ckonienko B.H. Ven. Xum. 1975, 44, 1028. [Pochinok V.Y .,
Avramenko L.F., Grigorenko P.S., Skopenko V.N.
Russ. Chem. Rev. 1975, 44, 481.] doi 10.1070/
RC1975v044n06ABEH002355

Chattopadhyay B., Vera C.I.R., Chuprakov S., Gevor-
gyan V. Org. Lett. 2010, 12, 2166. doi 10.1021/01100745d

17.Pyko8oocmeo no nposedeHuto OOKIUHUYECKUX UCCAe00-

18.

19.

eanuil nexapcmeennvix cpedcms. Pen. Mupono A.H.
M.: Menumuna, 2012, 7, 509.

MamkoBckuit M.J1. Jlexapcmeenuvie cpedcmea. M.:
Hogas Bonna, 2010, 16-e u3n., c. 851.

Sheldrick G.M. Acta Cryst. 2015, C71, 3. doi 10.1107/
S2053229614024218

Efficient Synthesis and Some Transformatoins of 1-Hydrazino
Derivatives of 5,6,7,8-Tetrahydroisoquinolines Throught Pyridine
Ring Rearrangement

E. G. Paronikyan, Sh. Sh. Dashyan*, S. S. Mamyan, R. A. Tamazyan, and A. G. Ayvazyan

The Scientific and Technological Center of Organic and Pharmaceutical Chemistry, National Academy of Science
of the Republic of Armenia, 0014, Armenia, Yerevan, pr. Azatutyan 26
*e-mail: Shdashyan@gmail.com

Received March 20, 2019; revised May 14, 2019; accepted May 30, 2019

A method for the synthesis of 1-hydrazino derivatives of 5,6,7,8-tetrahydroisoquinolines on the basis of pyridine
ring recyclization has been developed. New heterocyclic compounds — 7,8,9,10-tetrahydro[ 1,2,4]triazolo[3,4-a]-
isoquinolines, 1-(pyrazol-1-yl)-5,6,7,8-tetrahydroisoquinolines and 1-azido-5,6,7,8-tetrahydroisoquinolines, were
synthesized from 1-hydrazino derivatives of 5,6,7,8-tetrahydroisoquinolines. The dependency of azide-tetrazol
equilibrium on solvent and character of substitutes in the benzene ring has been studied. The presence of
intermolecular hydrogen bonds in 5-[(2-methoxyphenyl)amino]-7,8,9,10-tetrahydro[1,2,4]triazolo[3,4-a]iso-
quinoline-6-carbonitrile was proved by X-ray structural analysis. The antimicrobial activity of the obtained

compounds were studied.

Keywords:

5,6,7,8-tetrahydroisoquinoline, triazolo[3,4-a]pyridines,

1-(pyrazol-1-yl)tetrahydroisoquinolines,

azide-tetrazol tautomerism, rearrangement, antimicrobial activity
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