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BuHaxig ctocyeTbca 6-mMoHO- Ta 6,6-gm3amiwieHmx  3-R-8-R3-9-R;-10-Rs-11-Re-6,7-guriopo-2H-
[1,2,4]TprasuHo[2,3-c]xiHa3oniH-2-0HiB hopmynu

R3
H R
R N 52
R']
N
R} | \|N
Rg N -
o}

Lli cnonykn mMoxyTb 6yTn OTpuMaHi B yMOBaXx BIiTYM3HAHUX NPOMUCIIOBUX XiMiKO-(hapMaLeBTUYHMX
nignpuUeEMCTB 3 BMKOPUCTAHHSIM CTaHAApPTHOro o6nagHaHHS, CUHTE30BaHi 3 AOCTYMHUX BUXIOHWUX
peareHTiB, MalOTb HWU3bKY TOKCUYHICTb i BUKOPUCTAHI Y CNPSIMOBAHOMY MOLLYKY GionoriYyHO akTUBHUX
PEYOBUH SIK MEPCNEKTUBHUX JikapCbKnx 3acobiB.
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H R
R N / 2
R1
N
~
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[daHnn BUHaxiIA, HanexmTb no HOBUX 3-R-8-R3-9-R4-10-R5-11-Rg-6,7-aurigpo-2H-
[1,2,4]TpnasunHo[2,3-c]xiHa30niH-2-0HiB, SAKi MOXYyTb OyTWU BMKOPUCTaHI Yy XiMiKo-chapmaLeBTUYHIN
NPOMMWCMOBOCTI ANA CAPSAMOBAHOMY MOLIYKY OIiOMOriYyHO aKkTMBHMX PEYOBUMH $K MNEepPCneKTUBHMX
nikapcbkux 3acobiB.

CuHTE3 opraHiYHMX Crnonyk, WO MICTATb KOHOeHcoBaHi no pebpy [c] nipumiguHoBui Ta 1,2,4-
TPpMasuMHOBMIA UMKNK, Oyno onucaHo Yy cneujianizoBaHin nitepatypi. Tak, peakuieto 1-R-3-(2'-
amiHodpeHin)-1,4,5,6-teTparigpo[1,2,4]TpuasnHie 3  xnopaHrigpugamm  KapboHOBMX  KMCMOT Y
XITOPUCTOMY MeTUNeHi B MNPUCYTHOCTI OPraHiyHOi OCHOBM CMHTE30BaHi auunbHi  NOXigHi, 4Ki
TepMoni3om nepeTBopeHi y 6-R;-2-ankin-3,4-gurinpo-2H-[1,2,4]tpnasunHo[4,3-c]xiHa3oniHm. 1-R-3-(2'-
amiHocpeHin)-1,4,5,6-teTparigpo[1,2,4]TpuasnHn  TakoX nerko B3aeMofiloTb 3  apunisouiaHaTamu,
YTBOPIOIOYM  BIiAMOBIAHI CEYOBMHM, SKi NpU  TepMonisi  eniMiHyloTb apomMaTU4HMKM aMiH Ta
reTepoumMKni3yloTbCs Yy BigNoOBigHI 2-ankin-2,3,4,7-teTparigpo-6H-[1,2,4]tpna3suHo([4,3-c]xiHa3oniH-6-
oHu [Trepanier D.L., Sunder S., Braun W.H. // J. Heterocycl. Chem. - 1974, - Vol. 11, Ne 5. - P. 747-
750; Trepanier D.L. Sunder S. // J. Heterocycl. Chem. - 1975. - Vol. 12, Ne 2. - P. 321-326].

3-ankin(ankapwn-, apun-, retepun)-2H-[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-2-0HN Ta MeToaun X
ofepXaHHA onucaHi, Hanpuknag, B HETEROCYCLES (O.V. Karpenko, S.I. Kovalenko, O.O.
Chekotylo et al. // HETEROCYCLES. - 2007. - Vol. 71, Issue 3, P. 619-626], B >KypHani opraHi4Hoi Ta
dapmaueBTnyHoi ximii [C.l. KoBaneHko, O.FO. BockobGonHik, O.B. KapneHko Ta iHwi // XXypHan
OpraHiyHoi Ta dpapMaueBTUYHOI Xximii. - 2008, - T. 6. - Bunyck 1(21). - C. 25-32; O. Yu. Voskoboynik,
O. V. Karpenko, T. Yu. Sergeieva, S. |. Kovalenko, S. I. Okovytyy. // >XypHan opraHi4HOi Ta
dapmaueBTudHOI Xximii. - 2013. - T. 11, Bun. 1(41). - C. 37-44]; B BicHuky HauioHanbHoro
yHiBepcuTeTy "fbBiBCbka nonitexHika" [O. 0. BockobonHik, C. |. KoBaneHko // BicHnk HauioHanbsHoro
yHiBepcuTeTy "fbBiBCbka nonitexHika": ,XiMis, TEXHOMOriA pevyoBMH Ta ix 3acTocyBaHHS". - 2008, - Ne
622. - C. 18-21]; B Tetrahedron [A.V. Karpenko, S.l. Kovalenko O.V. Shishkin // Tetrahedron. - 2009. -
Vol.65, Ne 31. - P. 5964-5972]. 3a3HaueHi meToam ogepxaHHa 3-ankin(ankapun-, apun-, retepun)-2H-
[1,2,4]TpnasnHo[2,3-C]-xiHa30MiH-2-0HIB  3BOAATLCA [0 MPSMOro anesitoBaHHA S-TPUasnHOHOBOIO
UMKy OO0 XiHa3oniHy, i nonsrailoTb y B3aEMOAII 3amilleHnx 4-rigpasvHoXiHa3oniHy 3 ectepamu o-
KeTokapboHOBUX Ta ecTepamu o, y-AiOKCo-y-apun(retepun-)kapboHOBUX KMCNOT B NbOASAHIN OLTOBIN
KMCNOTIi; a Takox reTepouuknizauii ectepis 2-R-2-{[3H-xiHa3oniH-4-inigeH]rigpasoHo}ouTtoBmx Ta 4-
okco-4-apun-2-{[3H-xiHa3zoniH-4-inigeH]rigpa3oHo}byTaHOBNX KUCMOT Y JbOASHIA OUTOBIA KMCMOTI,
OM®A abo Tepmonisom.

B 2009 poui KosaneHko C.l. 3i cniBaBTopamu onucanu iHWWA nNigxig A0 CUHTEe3y nipumMiguHo-
TpuasuHoBux cuctem [[aTeHT YkpaiHn Ned40484, MIIK (2009), CO7D 253/00. // KosaneHnko C.I.,
Kpueowen O.B., KapneHnko O.B. (UA). - 3asen. 17.11.2008; Onybn. 10.04.2009. - Bton. Ne 7].
ABTOpammn cuHTEe30BaHoO (3-okco-3,4-aurigpo-2H-[1,2,4]TpnasnHo[4,3-c]xiHa3oniH-4-in)ouToBi KUCNOTH
B3aEMOAIE0 3aMilleHnx 4-rigpasuHoxiHasoniHy 3 ManeiHoBum aHrigpugom. Kpim Ttoro, 2010 p.
KoeaneHko C.l. 3i cniaBTopamm onucas cuHTe3 3-R-6-R'-Tio-6,7-auriapo-2H-[1,2,4]. TpuaauHo[2,3-
C]xiHa3oniH-2-oHIB  Ta iX 3aMmiweHnx, 9HKi oTpuMMaHi uuknisauieo 3-(2-amiHodeHin)-6-R-2H-
[1,2,4]TpnasunH-5-oHiB 3 kanito O-ankin kapboHoguTioHaTamu [[laTteHT YkpaiHm Ha BuHaxig Ne 90982
MIMK CO7D 487/04 (2006.01). // C.l. KosaneHko, Tll.I. CtenaHtwok, .. Bepectta iH. - 3agsn.
18.09.2009; Ony6bn. 10.06.2010. - Bion. Ne 11]. B 2012 poui KoaneHko C.l. 3i cniBaBTOpamu
po3pobunu opuriHansHun metog cuHTesy (3-R-8-R;-9-R,-10-R3-11-R4-2-0x0-2H-[1,2,4]TpnasunHo[2,3-
c]xiHa3oniH-6-in)ankinkapboHoBMX KUCIOT, B3aemopgieto 3-(2-amiHodeHin)-6-R-2H-[1,2,4]TpnasuH-5-
OHIB 3 aHrigpMgamn Ta xrnopanrigpugamm anidaTtuiHux AnkapOboHoBMX KMCROT [[MaTeHT YkpaiHu Ha
BuHaxig Ne97586 MK (2009) CO7D 253/00 (2006/01), CO7D 253/10 (2006/01). // KosaneHko Cl.,
Crenantok 1., CkopuHa [O.10. Ta iH. - 3agen. 12.11.2010; Ony6n. 20.02.2012.- bion. Ne 4].

Haibinbw 6rmM3bkuMu OO CMOMyK, WO 3asBMsSOTLCA, € 6-MOHO- Ta 6-gu3amiweHi 2-ankin-3,4,6,7-
TeTpariapo-2H-[1,2,4]tpna3sunHo[4,3-c]xiHa3oniHu, sKi 3anponoHoBaHi Trepanier D.L. 3i cnisaBTopamu B
1975 poui [Pat. 3919216 USA, CO7D 253/08. / Trepanier D. L., Sunder S.; The Dow Chemical
Company; 3aaen. 04.11.74; onyon. 11.11.75 // Chem. Abstr.-1975. - Vol. 84.-121903; Pat. 3919219
USA, CO7D 253/08. / Trepanier D. L., Sunder S.; The Dow Chemical Company; 3assn. 04.11.74;
ony6bn. 11.11.75 // Chem. Abstr. - 1975. - Vol. 84. - 121906; Pat. 3919220 USA, C07D 253/08. /
Trepanier D. L., Sunder S.; The Dow Chemical Company; 3assn. 04.11.1974; ony6n. 11.11.1975 //
Chem. Abstr. - 1975. - Vol. 84. - 121907]. 3a gaHum meTtogomMm B3aemofisa 1-R-3-(2'-amiHodeHin)-
1,4,5,6-teTparigpo[1,2,4]tpnasuHis 3 anipatMyHUmMK, apoMaTUYHUMW Ta  reTepPOLUKITIYHUMN
anbgerigammn abo keToHamu NPMBOAUTL A0 BiANOBIAHUX 6-MOHO- Ta 6,6-gM3amilweHunx 2-ankin-3,4,6,7-
TeTparigpo-2H-[1,2,4]TpnasunHo[4,3-c]xiHa3oniHi..

CninbHOK CYTTEBOK O3HAKOK MPOTOTMNY Ta BMHAxody € Te, WO CMOMyku 3a MpOoTOTMNOM Ta
BWMHAXOAOM MOXHa BigHeCTu 0o noxigHux [1,2,4]tpmasumHo[c]xiHa3oniHy. NpoTe BUHaxig y BigMiHHOCTI
Bif, NPOTOTMMNY KOHAEHCOBaHUM Mo pebpy [C] 3a NONOXeHHsMN 2 Ta 3 i, KpiM TOro, y MOJIOXEHHI 2
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MICTUTb KapOOHINbHY rpyny, a y MOnoxeHHi 3 - pisHOMaHITHI (yHKUiOHanbHI rpynn. Tum BinbLue,
BMXigHa crnonyka Ao3Bonsie BBeCTU y monekyny [1,2,4]TpuasnHo[2,3-C]xiHa3oniHy 3a NONoXeHHAMU 8,
9, 10 Ta 11 pisHOMaHITHI 3aMiCHUKN.

Buxoasum i3 3a3HayeHoro, B OCHOBY BMHAxXody MOCTaBMEHO 3ajayvy CTBOPEHHS HOBMX 6-MOHO- Ta
6,6-gusamiweHnx 3-R-8-R3-9-R;-10-Rs-11-Re-6,7-aurigpo-2H-[1,2,4]TpnasunHo[2,3-c]xiHa3oniH-2-0HiB,
AKi MOXYTb OyTW BMKOPUCTaHI y XiMiko-dbapMaLEeBTUYHIA MPOMUCNOBOCTI ANsi CIPSIMOBAHOMO MOLLUYKY
DionoriyHO aKTMBHMX PEYOBWH SIK NEPCMNEKTMBHMX MiKapCbKux 3acobiB.

Y BigNOBIAHOCTI 3 UMM Yy BMHaxX04i NPOMOHYKTLCS HOBI CNOMYKM - 6-MOHO- Ta 6,6-An3amilleHi 3-R-
8-R3-9-R;-10-R5-11-Re-6,7-annapo-2H-[1,2,4]TpnasmHo[2,3-C]xiHa30miH-2-0H1 hopMynu:

RS
H R
R N 2
\’LR1
N
~N
R | |N
Re N
R
0

B Skin R o3Hauyae BogeHb, ankin-, ankeHin-, R,-deHinankin-, R,-deHinankeHin-, R,-deHin, Rg-
retepun; R;, R, KOXHWIA He3anexHo OOWH Big OOHOrMO0 O3Hayae BOOEHb, arnkin-, arnkeHin-,
TpuxnopomeTtun-, kapbokcun-, kapbokciankin-, ankokcukapboHin-, R,-eHinauun-, Rs-eHinankin-,
R,-eHin, Rg-retepun; Rs, R4, Rs, Re KOXHUIA HE3anexHO OAWH Big, OAHOro O3Ha4ae BOAEHb, arkin,
deHin, ankokcurpyny, rasforeH, rigpokcurpyny, HiTporpyny, amiHo- Ta ankinamiHorpynum,
ankoKcukapOOoHin- abo riapokcukapboHinbHiI rpynu;

R,-geHin o3Havae

Ra
1

Ra
2

Raj Ra3

Ra
4

Ae Ra; o3Ha4vae BofeHb, arnkin, deHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukapboHin abo rigpokcukapboHin, Ra, o3Havae BogeHb, arnkin, deHin,
ankoKcurpyny, ranoreH, rigpoKcurpyny, HiTporpyny, aMiHo- Ta ankinamiHorpynwm, ankokcukapOoHin abo
rigpokcukapOoHin; Raz o3Havae BoAeHb, ankin, ceHin, ankokcurpyny, ranoreH, rigpokcurpyny,
HITPOrpyny, amiHo- Ta arkinamiHorpynu, ankokcukapboHin abo rigpokcukapboHin, Ra, o3Havae
BOAEHb, ankin, deHin, ankokcurpyny, ranoreH, rigpoKcurpyny, HiTporpyny, amiHo- Ta
ankinamiHorpynu, arnkokcukapboHin abo rigpokcukapboHin, Ras o3Hauae BoAeHb, arnkin, deHin,
ankoKCcurpyny, ranoreH, rigpoKcurpyny, HiTporpyny, amiHo- Ta ankinamiHorpynu, ankokcukapOoHin abo
rigpokcukapOoHin,

Rg retepun o3Havae:
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Ra, Ra, Ra1 Ra
N N
Raj X Ra1, Ra3 X . Raj X ,Rag X Ra1

R
Ra - % Ra, Ra,
N N—N a Ra
SN ) s,
X Ra  Rar X ' Raj X . Rag X
Ra Ra
1 1

ae X osHavae O, N, S; Ra; o3Hauae BofgeHb, ankin, eHin, ankokcurpyny, ranoreH, rigpokcurpyny,
HITpOrpyny, amiHo- Ta arnkinamiHorpynu, ankokcukapOoHin abo rigpokcukapboHin, Ra, o3Hauvae
BOOEHb, ankin, eHin, ankokcurpyny, ranoreH, Trigpokcurpyny, HiTporpyny, amiHo- Ta
ankinamiHorpynu, ankokcukapboHin abo rigpokcukapOoHin, Ra; o03Hayae BogeHb, arnkin, geHin,
ankoKcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta ankinamiHorpynu, ankokcukap6oHin abo
rinpokcukapboHin, Ra, o3Havae BogeHb, ankin, deHin, ankokcurpyny, ranoreH, rigpokcurpyny,
HITPOrpyny, amiHo- Ta ankinamiHorpynu, ankokcukapbodin abo rigpokcukapboHin; Ras osHavae
BOAEHb, ankin, eHin, ankokcurpyny, ranoreH, rigpoKCUrpyny, HiTporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6oHin abo rigpokcrkapOoHin.

BuHaxig intoctpyeTbca npuknagamu 1 Ta 2 OTpUMaHHA CNOMyK, WO 3asBNSOTLCS.

Mpuknag 1. 3aranbHuii meTon CWHTE3y 6-MoHO3aMiweHuXx 3-R-8-R3-9-R4-10-Rs-11-Rg-6,7-
avrigpo-2H-[1,2,4]tpuasnHo[2,3-c]xiHa3oniH-2-0Hy

Ho cycnensii 0,005 wmonb 3-(2-amiHO-3-R-8-R3-9-R4-10-Rs-11-Rg-theHin)-6-R-1,2,4-TpuasuH-
5(2H)oHy y ouTtoBin kucnoti gogatoTb 0,005 monb BignosigHoro anicpaTtuyHoOro, apomaTU4HOro,
KOpU4YHOro abo reTepoumKIliHOro anbAerigy Ta Kun'atate NpoTAroM 3 roauH, PO34MHHUK BUOANSOTL B
Bakyymi, gopatote 30 mMn nponaHony-2, nepemilyioTb, ocag, Lo YyTBOPMBCA BiAdinbLTpoBYOTL Ta
cywartb.

3-(4-13onponindeHrin)-6,7-aurigpo-2H-[1,2,4]tpnasmHo[2,3-c]xiHa3oniH-2-oH (1.1). Buxia: 44,3 %,
T. nn.: 233-235 °C 'H SIMP (400 MHz, dmso-d6) & 8,10 (d, J=8,0 Hz, 2H, 3 Ph H-2,6), 8,02 (d, J=7,7
Hz, 1H, H-11), 7,39 (t, J=7,4 Hz, 1H, H-9), 7,28 (d, J=8,1 Hz, 2H, 3 Ph H-3,5), 6,98-6,81 (m, 1H, H-8,
10), 5,30 (s, 2H, CH,), 3,02 - 2,87 (m, 1H, CH(CH3)), 1,30 (d, J=6,8 Hz, 6H, CH(CH3))- XXX-MC (XI),
m/z=319 (MH"), PospaxosaHo anst C1gH:sN,O: C - 71,68 %; H - 5,70 %; N - 17,60 %. BusHaueHo: C -
71,69 %; H-5,73%; N-17,61 %.

3-(4-MeTokcudpeHin)-6-isonponin-6,7-gurigpo-2H-[1,2,4]tpna3sunHo[2,3-c]xiHa30riH-2-0H (1.2).
Buxia: 65,8 %, T. nn.: 181-183 °C 'H AMP (400 MHz, dmso-d6+ccl4) § 8,21 (d, J=8,9 Hz, 2H, 3 Ph H-
2,6), 7,95 (d, J-7,1 Hz, 1H, H-11), 7,60 (d, J=2,6 Hz, 1H, NH), 7,35 (t, J=6,9 Hz, 1H, H-9), 6,95 (d, J-
8,9 Hz, 2H, 3Ph H-3,5), 6,90 (d, J=8,1 Hz, 1H, H-8), 6,80 (t, J=7,3 Hz, 1H, H-10), 5,24 (dd, J=6,9, 3,3
Hz, 1H, CHp), 3,86 (s, 3H, OCHj,), 2,40-2,18 (m, J=13,3, 6,5 Hz, 1H, CH(CHy5)), 0,96 (dd, J-10,0, 6,8
Hz, 6H, CH(CHy))- XKXX-MC (XI), m/z=349 (MH+), PospaxoBaHo ans C,oH,oN4O,: C - 68,95 %; H -
5,79 %; N - 16,08 %. BusHadeHo: C - 68,97 %; H - 5,81 %; N - 16,12 %.

3-(4-MeTundeHin)-6-i3obyTun-6,7-gurigpo-2H-[1,2,4]tpnasuHo[2,3-c]xiHasoniH-2-oH (1.3). Buxia:
50,0 %, T. nn.: 196-198 °C 'H AMP (400 MHz, DMSO) & 8,07 (d, J=8,0 Hz, 2H, 3 Ph H-2,6), 7,94 (d,
J=7,8 Hz, 1H, H-11), 7,62 (s, 1H, NH), 7,44 (t, J=7,5 Hz, 1H, H-9), 7,30 (d, J=8,0 Hz, 2H, 3 Ph H-3,5),
6,94 (d, J=8,2 Hz, 1H, H-8), 6,88 (t, J=7,5 Hz, 1H, H-10), 5,64 (s, 1H, CH), 3,36 (s, 2H,
CH,CH(CHy),), 2,37 (s, 3H, CHsPh), 1,13-0.99 (m, 1H, CH,CH(CHs),), 0.93 (s, 6H, CH,CH(CHx),).
¥C AMP (101 MHz, DMSO) § 161,16, 151,45, 147,34, 144,89, 140.13, 135,58, 135,04, 129,76,
129,48, 128,72, 128,55, 126,84, 118,59, 115,72, 112,13, 72,32, 41,77, 23,36, 22.54, 21,96, 21,05,
XX-MC (XI), m/z=347 (MH"), PospaxosaHo Ansi C,;H»,N,O: C - 72,81 %; H - 6,40 %; N - 16,17 %.
BusHaueHo: C - 72,86 %; H - 6,44 %; N - 16,18 %.

3-(4-dnyopodeHin)-6-i306yTun-6,7-aurinpo-2H-[1,2,4]TpnasmnHo[2,3-c]xiHasoniH-2-oH (1.4). Buxia:
40.9 %, T. nn.: 209-211 °C *H AMP (400 MHz, dmso-d6+ccl4) & 8,34-8,16 (m, 2H, 3 Ph H-2,6), 7,99
(d, J=7,3 Hz, 1H, H-11), 7,52 (s, 1H, NH), 7,38 (t, J=6,9 Hz, 1H, H-9), 7,19 (t, J=8,7 Hz, 2H, 3 Ph H-
3,5), 6,95-6,75 (m, 2H, H-8,10), 5,57 (s, 1H, CH), 1,89-1,62 (m, 3H, CH,CH(CH5),), 0.98 (d, J=5,8 Hz,
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6H, CH,CH(CHs),)- XXX-MC (XI), m/z=351 (MH"), Po3paxosaHo ans C,oH:sFN4O: C - 68,56 %; H -
5,47 %; N - 15,99 %. BusHadeHo: C - 68,59 %; H - 5,50 %; N - 16,03 %.
3-(4-13onponindeHin)-6-(xnopomeTun)-6,7-gurigpo-2H-[1,2,4]tpmnasunHo[2,3-xiHasoniH-2-oH  (1.5).
Buxia: 76,82 %, T. nn.: 245-248 °C 'H AMP (400 MHz, dmso-dg+ccl,) & 8,12 (d, J=8,0 Hz, 1H, 3 Ph H-
2,6), 8,00 (d, J=1,1 Hz, 1H, H-11), 7,77 (s, 1H, NH), 7,39 (t, J=7,5 Hz, 1H, H-9), 7,30 (d, J=8,1 Hz, 2H,
3 Ph H-3,5), 6,92 (d, J=8,1 Hz, 1H, H-8), 6,85 (t, J=7,5 Hz, 1H, H-10), 5,84 (s, 1H, CH), 3,94 (ddd,
J=16,0, 11,7, 5,1 Hz, 2H, CH,CI), 2,98 (dt, J=13,6, 6,8 Hz, 1H, CH(CH3),), 1,30 (d, J=6,8 Hz, 6H,
CH(CHa),)- XKX-MC (XI), m/z-367 (MH"), PospaxosaHo ans CH1sCIN,O: C - 65,48 %; H - 5,22 %; N -
15,27 %. BusHaueHo: C - 65,52 %; H - 5,25 %; N - 15,29 %.
3-deHin-6-(xnopmeTtun)-6,7-gurigpo-2H-[1,2,4]tprnasunHo[2,3-c]xiHa3oniH-2-0H (1.6). Buxia:
53,75 %, T. nn.: 205-207 °C *H AMP (400 MHz, dmso-d6+ccl4) & 8,18 (d, J=5,6 Hz, 2H, 3 Ph H-2,6),
8,00 (d, J=7,5 Hz, 1H, H-11), 7,80 (s, 1H, NH), 7,58-7,26 (m, 4H, H-9, 3 Ph H-3,4,5), 6,93 (d, J=8,0
Hz, 1H, H-8), 6,86 (t, J=7,4 Hz, 1H, H-10), 5,86 (s, 1H, CH), 3,94 (ddd, J=16,0, 11,7, 5,1 Hz, 2H,
CH2CI). XKX-MC (XI), m/z=326 (MH+), Po3paxoBaHo ansa C17H13C1N40: C - 62,87 %; H - 4,03 %; N
- 17,25 %. BusHadeHo: C - 62,89 %; H - 4,07 %; N - 17,29 %.
(E)-3-(4-metundpenin)-6-ctnpin-6,7-gurigpo-2H-[1,2,4]TpnasnHo[2,3-c]xiHasoniH-2-oH (1.7). Buxia:
92,0 %, T. nn.: 257-260 °C 'H AMP (400 MHz, dmso-dg+ccly) § 8,10 (d, J-8,0 Hz, 2H, 3 Ph H-2,6),
8,02 (d, J=7,5 Hz, 1H, H-11), 7,78 (s, 1H, NH), 7,41 (m, 5H, H-9, 6 Ph H-2,6), 7,25 (m, 5H, 3 Ph H-
3,5, 6 Ph H-3,4,5), 6,96 (d, J=8,1 Hz, 1H, H-8), 6,87 (t, J=7,3 Hz, 1H, H-10), 6,77 (d, J=15,8 Hz, 1H,
CH=CHPh), 6,48 (dd, J-15,7, 6,4 Hz, 1H, CH=CHPh), 6,17 (s, 1H, CH), 2,41 (s, 3H, CHj3). 2KX-MC
(XI), m/z=393 (MH"), PospaxosaHo Ans CysHxN,O: C - 76,51 %; H - 514%; N - 14,28 %.
BusHaueHo: C - 76,54 %; H - 5,19 %; N - 14,32 %.
(E)-3-(4-donyopdpeHin)-6-ctnpin-6,7-gurigpo-2H-[1,2,4]TpnasnHo[2,3-c]xiHa3oniH-2-oH (1.8). Buxia:
78,4 %, T. nn.: 269-271 °C *H AMP (400 MHz, dmso-ds+ccls) & 8,29 (t, 2H, 3 Ph H-2,6), 8,02 (d, J=7,8
Hz, 1H, H-11), 7,80 (s, 1H, NH), 7,42 (m, 3H, H-9, 6 Ph H-2,6), 7,34-7,11 (m, 5H, 3 Ph H-3,5, 6 Ph
H3,4,5), 6,96 (d, J=7,9 Hz, 1H, H-10), 6,88 (t, J=7,1 Hz, 1H, H-8), 6,77 (d, J=15,8 Hz, 1H, CH=CHPh),
6,48 (dd, J=15,7, 6,3 Hz, 1H, CH=CHPh), 6,18 (s, 1H, CH). XXX-MC (XI), m/z=397 (MH"),
PospaxoBaHo gnsa C,4H1;FN,O: C - 72,72 %; H - 4,79 %; N - 14,13 %. BusHadeHo: C - 72,75 %; H -
4,84 %; N - 14,17 %.
(E)-3-(4-dbnyopodpeHin)-6-(1-deHinnpon-1-eH-2-in)-6,7-gurigpo-2H-[1,2,4]1pnasnHol[2,3-
c]xiHasoniH-2-oH (1.9). Buxia: 50.8 %, T. nn.: 210-217 °C 'H amp (400 MHz, dmso-ds+ccly) o 8,28 (t,
2H, 3 Ph H-2,6), 8,00 (d, J=7,7 Hz, 1H, H-11), 7,77 (s, 1H, NH), 7,43-7,21 (m, 6H, H-9, 6 Ph H-2, 3, 4,
5, 6), 7,18 (t, J=8,7 Hz, 2H, 3 Ph H-3,5), 6,93 (d, J=8,0 Hz, 1H, H-8), 6,83 (t, J=7,2 Hz, 1H, H-10),
6,61 (s, 1H, C(CHs3)=CHPh), 6,11 (s, 1H, C(CH3)=CHPh), 1,95 (s, 3H, CH3). >KXX-MC (XI), m/z=411
(MH+), PospaxoBaHo ana CosHigFN,O: C - 73,16 %; H - 4,67 %; N - 13,65 %. BusHaueHo: C -
73,19 %; H - 4,72 %; N - 13,68 %.
(E)-3-(4-meTundeHin)-6-(1-xnop-2-(4-HiTpodeHin)ginHin)-6,7-gurigpo-2H-[1,2,4]TpnasmHol2,3-
c]xiHazoniH-2-oH (1.10). Buxia: 69,5 %, T. nn.: 217-219 °C *H AMP (400 MHz, dmso-dg+ccly) & 8,22
(d, J=8,7 Hz, 2H, 6 Ph H-3,5), 8,14-8,04 (m, J=8,4 Hz, 3H, NH, 3 Ph H-2,6), 8,01 (d, J=7,8 Hz, 1H, H-
11), 7,89 (d, J=8,7 Hz, 2H, 6 Ph H-2,6), 7,39 (t, J=7,1 Hz, 1H, H-9), 7,29 (s, 1H, C(Cl)=CH) 7,23 (d,
J=7,9 Hz, 2H, 3 Ph H-3,5), 6,93 (d, J=8,1 Hz, 1H, H-8), 6,84 (t, J=7,6 Hz, 1H, H-10), 6,57 (s, 1H, CH),
2,41 (s, 3H, CHs;). XXX-MC (XI), m/z=473 (MH"), PospaxosaHo ans CysH1sCINsOs5: C - 63,63 %; H -
3,84 %; N - 14,84 %. BusHadeHo: C - 63,65 %; H - 3,87 %; N - 14,85 %.
(E)-6-(1-xnop-2-(4-HiTpodeHin)BiHin)-3-(4-dnyopdeHin)-6,7-gurigpo-2H-[1,2,4]tpnasnHol[ 2, 3-
c]xiHasoniH-2-oH (1.11). Buxia: 88,3 %, T. nn.: 264-267 °C 'H amP (400 MHz, dmso-dg+ccly) 6 8,27 (t,
2H, 3 Ph H-2,6), 8,22 (d, J=8,7 Hz, 2H, 6 Ph H-3,5), 8,09 (s, 1H, NH), 8,01 (d, J=7,4 Hz, 1H, H-11),
7,89 (d, J=8,7 Hz, 2H, 6 Ph H-2,6), 7,40 (t, J=7,0 Hz, 1H, H-9), 7,30 (s, 1H, C(Cl)=CH), 7,19 (t, J= 8,7
Hz, 2H, 3 Ph H-3,5), 6,93 (d, J=8,1 Hz, 1H, H-8), 6,85 (t, J=12 Hz, 1H, H-10), 6,59 (s, 1H, CH). XXX-
MC (XI), m/z=467 (MH+), PospaxosaHo ana C,4HisCIFNsOs: C — 60,58 %; H - 3,18 %; N - 14,72 %.
BusHauveHo: C - 60,60 %; H - 3,22 %; N - 14,77 %.
3-(4-dnyopodeHin)-6-(2-meTokcudeHin)-6,7-aurigpo-2H-[1,2,4]TpnasmnHol2,3-c]xiHa3oniH-2-0H
(1.12). Buxin: 90,6 %, T. nn.: 215-218 °C, 'H AMP (400 MHz, dmso-d6+ccl4) § 8,16 (dd, J=7.4, 6,1
Hz, 1H, 3 Ph H-2, 6), 8,04 (d, J=7,9 Hz, 1H, H-11), 7,65 (s, 1H, 3 Ph NH), 7,34 (m, 2H, H-9, 6 Ph H-
6), 7,20-7,00 (m, 3H, 3 Ph H-3,5, 6 Ph H-4), 6,97-6,78 (m, 3H, CH, 6 Ph H-3,5), 3,88 (s, 3H, OCHy).
KX-MC (XI), m/z=399 (MH+), Po3paxosaHo ans C,3H1,FN,O,: C - 68,99 %; H - 4,28 %; N - 13,99 %.
BusHaueHo: C - 69,03 %; H - 4,31 %; N - 14,01 %.
3-(4-dTOopdheHin)-6-(4-meTokcicdeHin)-6,7-gurigpo-2H-[1,2,4]TpnasmHo[2,3-c]xiHa3oniH-2-oH (1.13).
Buxia: 99,2 %, T. nn.: 268-269 °C 'H AMP (400 MHz, DMSO) & 8,23-8,13 (M, J=6,8 Hz, 3H, NH, 3 Ph
H-2,6), 7,94 (g, J=7,9 Hz, 1H, H-11), 7,46 (m, J=7,6 Hz, 1H, H-9), 7,38-7,26 (m, J=7,8 Hz, 4H, 3 Ph H-
3,5, 6 Ph H-2,6), 6,98 (g, J=8,2 Hz, 1H, H-8), 6,94 (g, J=8,5 Hz, 2H, 6 Ph H-3,5), 6,88 (m, J=7,5 Hz,
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1H, H-10), 6,74 (c, 1H, CH), 3,72 (c, 3H, CH,). *C AMP (100 MHz, DMSO) 5 162,11, 160.89, 159,71,
152,11, 145,47, 135,28, 131,13, 131,05, 130.48, 128,94, 128,91, 127,80, 126,86, 118,83, 115,45,
115,27, 115,06, 114,10, 112,07, 74,26, 55,16; XXX-MC (XI), m/z=399 (MH"), PospaxoBaHo ans
C,3H,7;FN,O2: C - 68,99 %; H - 4,74 %; N - 13,99 %. BusHayeHo: C - 69,03 %; H - 4,80 %; N -
14,03 %.

6-(3,4-AnmeTtokcndeHin)-3-(4-isonponindgeHin)-6,7-gurigpo-2H-[1,2,4]tpmnasunHo[2,3-c]xiHa3oniH-2-
oH (1.14). Buxig: 87,3,2 %, T. nn.: 243-245 °C 'H AMP (400 MHz, dmso-de¢+ccly) 5 8,08 (d, J=8,3 Hz,
2H, 3 Ph H-2,6), 8,01 (s, 1H, NH), 7,98 (d, J=7,9 Hz, 1H, H-11), 7,39 (t, J=7,3 Hz, 1H, H-9), 7,27 (d,
J=8,2 Hz, 2H, 3 Ph H-3,5), 7,03 (s, 1H, 6 Ph H-2), 6,96 (d, J=7,9 Hz, 1H, H-8), 6,89-6,73 (m, J=17,8,
8,0 Hz, 3H, H-10, 6 Ph H-5,6), 6,58 (s, 1H, CH), 3,74 (s, 1H, 4-OCHy), 3,72 (s, 1H, 3-OCHys), 3,01-
2,91 (m, 1H, CH(CHa)), 1,28 (d, J=6,9 Hz, 3H, CH(CHs)). XXX-MC (XI), m/z=456 (MH"), PospaxoBaHo
ana Cy7HoeN4Os: C - 71,35 %; H - 5,77 %; N - 12,33 %. BusHaueHo: C - 71,37 %; H - 5,79 %; N -
12,33 %.

6-(2,3-AnixnopgeHin)-3-(4-meTokcudeHin)-6,7-gurigpo-2H-[1,2,4]tpuasnHo-[2,3-c]xiHa3oniH-2-0H
(1.15). Buxin: 99,8 %, T. nn.: 291-293 °C *H AMP (400 MHz, dmso-dg+ccly) & 8,06 (d, J=8,4 Hz, 2H, 3
Ph), 7,90 (d, 1H, H-11), 7,60 (bs, 1H, NH), 7,44-7,22 (m, 1H, H-9, 6 Ph H-4,5), 6,99 (s, 1H, CH), 6,93-
6,78 (m, 3H, 3 Ph H-3,5, 6 Ph H-6), 3,83 (s, 3H, OCHs). XX-MC (XI), m/z=452 (MH"), PospaxosaHo
ans Cy3H16CILN4O,: C - 61,21 %; H - 3,57 %; N - 12,41 %. BusHauyeHo: C - 61,24 %; H - 3,59 %; N -
12,46 %

4-(8-MeTnn-2-okco-3-dpeHnn-6,7-gurigpo-2H-[1,2,4]TpmasnHo[2,3-c]xiHa3oniH-6-in)beH3olHa
kncnota (1.16). Buxig: 92,7 %, T. nn.: 342-344 °C 'H ampP (400 MHz, dmso-dg+ccly) 6 12,67 (s, 1H,
COOH), 8,21 (d, J-6,8 Hz, 2H, 3 Ph H-3,5), 7,92-7,87 (m, 3H, H-11, 3 Ph H-2,6), 7,60 (d, J=4,2 Hz,
1H, NH), 7,52-7,36 (m, 5H, 3 Ph H-3,4,5, 6 Ph 2,6), 7,30 (d, J=1A Hz, 1H, H-9), 6,83 (d, J=7,5 Hz, 1H,
H-10), 6,75 (d, J=4,3 Hz, 1H, CH), 2,31 (s, 3H, CHs). >KXX-MC (XI), m/z-411 (MH"), PospaxosaHo ans
Cy4H1N4O3: C - 70,23 %; H - 4,42 %; N - 13,65 %. BusHaueHo: C - 70,25 %; H - 4,43 %; N - 13,63 %.

4-(10-bpomo-2-okco-3-deHin-6,7-aurigpo-2H-[1,2,4]tpnasmHo[2,3-c]xiHa3oniH-6-in)6eH30nHa
kucrota (1.17). Buxin: 94,3 %, T. nn.: 344-346 °C *H AMP (400 MHz, dmso-dg+ccly) & 12,72 (s, 1H,
COOH), 8,37 (s, 1H, H-11), 8,13 (d, J=6,6 Hz, 2H, 6 Ph H-3,5), 8,06 (s, 1H, NH), 7,95 (d, J=8,1 Hz,
2H, 3 Ph H-2,6), 7,54-7,36 (m, 6H, H-9, 3 Ph H-3,4,5 6 Ph 2,6), 6,95 (d, J=8,7 Hz, 1H, H-8), 6,82 (s,
1H, CH) XXX-MC (XI), m/z=476 (MH"), PospaxosaHo ans C,sH1sBrN,Os: C - 58,12 %; H - 3,18 %; N -
11,79 %. BusHayeHo: C - 58,17 %; H - 3,21 %; N - 11,83 %.

4-(10-bpom-3-(4-dbnyopdeHin)-2-okco-6,7-gurigpo-2H-[1,2,4]TpunasunHo[2,3-c]xiHa3oniH-6-
in)6eH3oitHa kucnota(1.18). Buxin: 80,4 %, T. nn.: 336-338 °C *H AMP (400 MHz, dmso-dg+CCl,) &
12,73 (s, 1H, COOH), 8,37 (s, 1H, H-11), 8,24 (dd, J=7,7, 6,1 Hz, 2H, 3 Ph H-2,6), 8,06 (s, 1H, NH),
7,95 (d, J=8,0 Hz, 2H, 6 Ph H-3,5), 7,55-7,39 (m, 3H, H-9, 6 Ph H-2,6), 7,18 (t, J=8,6 Hz, 2H, 3 Ph H-
3,5), 6,95 (d, J=8,7 Hz, 1H, H-8), 6,82 (s, 1H, CH). XXX-MC (XI), m/z=494 (MH"), PospaxosaHo ans
Co3H14BrFN,O5: C - 56,00 %; H - 2,86 %; N - 11,36 %. BusHaueHo: C - 56,02 %; H - 2,89 %; N -
11,37 %.

Mpuknag 2. 3aranbHuin MeTog cuHTe3y 6, 6-ansamiweHnx 3-R-8-R3 9-R4-10-Rs-11-Rg-6,7-gurigpo-
2H-[1,2,4]TpnasnHo[2,3-c]xiHa3oniH-2-0HiB.

HOo cycnensii  0.005 wmonb 3-(2-amiHO-3-R34-R4.5-R5-6-R5-11-Rg-heHin)-6R-1,2,4-Tpuasunx-
5(2H)oHy y ouToBin kncnoti gogaoTs 0.005 Monb KETOHY, CyMill KUN'ATATb NPOTArOM 3 rOAWH, PO34MH
OXONOXYHOTb, OCaf, WO YTBOPMBCA BiAdINbTPOBYIOTL, nNpoMmuBaldTs 15 mn. nponaHony-2 Ta
BUCYLUYIOTb.

3,6,6-TpumeTun-6,7-gurigpo-2H-[1,2,4]tpnasunHo[2,3-c]xiHa3oniH-2-oH (2.1). Buxig: 81,1 %, T. nn.:
271-273 °C *H AMP (400 MHz, dmso-ds+CCl,) & 7,95 (d, J=7,5 Hz, 1H, H-11), 7,35 (t, J=7,5 Hz, 1H,
H-9), 7,30 (s, 1H, NH), 6,81 (m, 2H, H-8, 9), 2,23 (s, 3H, CHy), 1,67 (s, 6H, (CHs),). **C AMP (100
MHz, DMSO) 8 161,58, 152,42, 150.92, 144,75, 134,16, 126,66, 117,96, 114,86, 112,38, 95,49,
75,74, 26,10, 17,24; XKX-MC (XI), m/z=243 (MH+), PospaxosaHo ansa Ci3H14N,O: C - 64,45 %; H -
5,82 %; N - 23,13 %. BusHadeHo: C - 64,46 %; H - 5,84 %; N - 23,15 %.

6,6-OumeTnn-3-cdbeHin-6,7-gurigpo-2H-[1,2,4]TpnasnHol2,3-c]xiHasoniH-2-oH (2.2). Buxig: 93,0 %,
T. nn.: 291-292 °C *H AMP (400 MHz, dmso-d6+ccl4) § 8,18 (d, J=8,0 Hz, 2H, 3-Ph H-2,6), 8,00 (d, J-
7,8 Hz, 1H, H-11), 7,54-7,20 (m, 4H, H-9, 3 Ph H-3,4,5), 6,84 (m, 2H, H-8, 10), 1,78 (s, 6H, (CH3),).
XX-MC (XI), m/z=305 (MH"), PospaxosaHo Ansi C1gH1sN4O: C - 71,04 %:; H - 5,30 %; N - 18,41 %.
BusHaueHo: C - 71,09 %; H - 5,33 %; N - 18,44 %.

3-(4-ETokendeHnin)-6,6-gumeTtnn-6,7-aurigpo-2H-[1,2,4]TpnasnHo[2,3-c]xiHa3orniH-2-0H (2,3).
Buxia: 88,8 %, T. nn.: 262-263 °C 'H amp (400 MHz, dmso_d6+ccl4) & 8,22 (d, J=8,4 Hz, 2H, 3 Ph
H-2,6), 7,99 (d, J=7,8 Hz, 1H, H-11), 7,42-7,28 (m, 2H, H-9, NH), 6,94 (d, J=8,4 Hz, 2H, 3 Ph H-3,5),
6,88-6,69 (m, J=7,1 Hz, 2H, H-8, 10), 4,11 (dd, J=13,2, 6,4 Hz, 2H, OCH,CHy), 1,77 (s, 6H, (CHs),),
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1,43 (t, J=6,7 Hz, 3H, OCH,CHjs). XXX-MC (XI), m/z=349 (MH"), PospaxoBaHo ans C,oH,oN4O,: C -
68,95 %; H - 5,79 %; N - 16,08 %. BusHauyeHo: C - 68,99 %; H - 5,81 %; N - 16,11 %.
3-(4-dnyopodeHin)-6,6-aumeTunn-6,7-gurigpo-2H-[1,2,4]tpmasunHo[2,3-c]xiHa3oniH-2-0H (2.4).
Buxia: 81,5 %, T. nn.: 268-270 °C 'H SIMP (400 MHz, dmso-ds+ccly) & 8,29 (t, 2H, 3 Ph H-2,6), 7,99
(d, J=7,6 Hz, 1H, H-11), 7,42 (s, 1H, NH,), 7,39 (t, 1H, H-9), 7,21 (t, J=8,4 Hz, 2H, 3 Ph H-3,5), 6,88-
6,71 (m, 2H, 3 Ph H-8, 10), 1,77 (s, 6H, (CHs),). XX-MC (XI), m/z=323 (MH"), PospaxoBaHo Ans
Ci1gH1sFN,O: C - 67,07 %; H - 4,69 %; N - 17,38 %. BusnayeHo: C - 67,11 %; H- 4,71 %; N - 17,39 %.
6,6-Anmetnn-3-(TiodeH-2-in)-6,7-gurigpo-2H-[1,2,4]1pnasmHo[2,3-c]xiHa3oniH-2-oH  (2.5). Buxia:
98,4 %, T. nn.: 277-278 °C *H AMP (400 MHz, dmso-dg+ccl,) & 8,23 (s, 1H, TiodeH H-3), 7,99 (d,
J=1,1 Hz, 1H, H-11), 7,67 (d, J=4,4 Hz, 1H, TiodbeH H-5), 7,42 (s, 1H, NH), 7,38 (t, 1H), 7,17 (t, 1H,
TiobeH H-4), 6,84 (m, 2H, H-8,10), 1,77 (s, 6H, (CHs),). XXX-MC (XI), m/z=311 (MH"), PospaxosaHo
ana CygH14N4OS: C - 61,92 %; H - 4,55 %; N - 18,05 %. BusHaueHo: C - 61,98 %; H - 4,57 %; N -
18,08 %.
6-ETun-3,6-anmetnn-6,7-gurigpo-2H-[1,2,4]tpmasuHo[2,3-c]xiHa3oniH-2-oH (2.6). Buxig 51,5 %, T.
nn.: 268-269 °C 'H AMP (400 MHz, dmso_d6+ccl4) & 7,93 (d, J=7,7 Hz, 1H, H-11), 7,30 (t, J=7,5 Hz,
1H, H-9), 7,18 (s, 1H, NH), 6,82-6,71 (m, 2H, H-8, 10), 2,22 (s, 3H, 3-CH,), 2,18 (dd, J=14,0, 7,1 Hz,
1H, CH,CH,), 1,79 (dd, J=14,0, 7,1 Hz, 1H, CH,CHs), 1,66 (s, 3H, 6-CHs), 0.92 (t, J=7,0 Hz, 1H,
CH,CH,). *C AMP (100 MHz, DMSO) 8 161,40, 152,86, 150.83, 144,86, 134,05, 126,69, 117,60,
114,56, 111,99, 78,35, 31,16, 24,68, 17,21, 7,74 XX-MC (XI), m/z-256 (MH"), PospaxosaHo Ans
C14H16N4O: C - 65,61 %; H - 6,29 %; N - 21,86 %. BusHayeHo: C - 65,64 %; H - 6,32 %; N - 21,89 %.
6-ETun-6-metun-3-(p-tonin)-6,7-gurinpo-2H-[1,2,4]tpuasnHo[2,3-c]xiHa3oniH-2-0oH  (2.7). Buxia:
91,9 %, T. nn.: 263-266 °C *H AMP (400 MHz, dmso_ds+ccls) & 8,09 (d, J=7,3 Hz, 2H, 3 Ph H-2, 6),
7,98 (d, J=7,6 Hz, 1H, H-11), 7,33 (t, 1H, H-9), 7,28 (s, 1H, NH), 7,22 (d, J=7,4 Hz, 2H, 3 Ph H-3,5),
6,88-6,68 (m, 2H, H-8, H-10), 2,42 (s, 3H, CHy), 2,28 (dd, J=13,7, 6,9 Hz, 1H, 6-CH,CH3s), 1,89 (dd, J
= 13,8, 6,8 Hz, 1H, 6-CH,CHj3), 1,76 (s, 3H, 6-CH3), 0.98 (t, J=6,4 Hz, 3H, 6-CH,CHj3). >XX-MC (XI),
m/z=333 (MH"), PospaxoBaHo anst C,oHN,O: C - 72,27 %; H - 6,06 %; N - 16,86 %. BusnaueHo: C -
72,29 %; H - 6,10 %; N - 16,87 %.
6-ETun-3-(4-isonponindgeHin)-6-metnn-6,7-gurigpo-2H-[1,2,4]Tpna3sunHol2,3-c]xiHa3oniH-2-oH (2.8).
Buxia: 71,7 %, T. nn.: 268-269 °C 'H AMP (400 MHz, dmso_dgs+ccly) & 8,10 (d, J=7,9 Hz, 1H, 3 Ph H-
2,6), 7,98 (d, J=7,7 Hz, 1H, H-11, 7,33 (t, 1H, H-9), 7,29 (d, 3H, NH, 3 Ph H-3,5), 6,92-6,63 (m, 2H, H-
8, 10), 2,96 (dd, J = 13,6, 6,8 Hz, 1H, CH(CH3),), 2,28 (dt, J=13,3, 6,7 Hz, 1H, 6-CH,CH5), 1,90 (td, J
= 13,7, 6,6 Hz, 1H, 6-CH,CH3), 1,76 (s, 3H, 6-CHs), 1,29 (d, J=6,7 Hz, 6H, CH,CHy)), 0.98 (t, J=7,0
Hz, 3H, 6-CH,CHa)). XKXX-MC (XI), m/z=361 (MH"), PospaxosaHo ans C,,H,,N,O: C - 73,31 %; H -
6,71 %; N - 15,54 %. BusHauyeHo: C - 73,34 %; H - 6,73 %; N - 15,57 %.
3-(3,4-OnmeTundeHin)-6-etnn-6-metnn-6,7-gurinpo-2H-[1,2,4]tpnasunHo[2,3-xiHasoniH-2-oH (2.9).
Buxin: 86,1 %, T. nn.: 268-269 °C 'H ampP (400 MHz, dmso_dg+ccly) 8 7,98 (d, J=7,8 Hz, 1H, H-11),
7,94 (s, 1H 3 Ph H-2), 7,88 (d, J=7,8 Hz, 1H, 3 Ph H-6), 7,33 (t, J=7,5 Hz, 1H, H-9), 7,27 (s, 1H, NH),
7,16 (d, J=7,7 Hz, 1H, 3 Ph H-5), 6,88-6,71 (m, 2H, H-8, 10), 2,34 (s, 3H, 4-CHy), 2,32 (s, 3H, 3-CHy),
2,30-2,20 (dd, J=14,0, 6,8 Hz, 1H, 6-CH,CHs), 1,89 (dd, J=14,0, 6,8 Hz, 1H, 6-CH3CH3), 1,76 (s, 3H,
6-CH3), 0.98 (t, J=6,9~Hz, 1H, 6-CH,CHs). XX-MC (XI), m/z-399~(MH"), PospaxoBaHo ans
Cy1H»N,O: C - 72,81 %; H-6,40 %; N - 16,17 %. BusnauyeHo: C - 72,84 %; H - 6,41 %; N - 16,18 %.
3-(4-ETokcudeHin)-6-etnn-6-metun-6, 7-aurigpo-2H-[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-2-oH  (2.10).
Buxia: 99,2 %, T. nn.: 235-238 °C 'H amp (400 MHz, dmso_dg+ccly) & 8,20 (d, J=8,0 Hz, 2H, 3 Ph H-
2,6), 7,97 (d, J=7,7 Hz, 1H, H-11), 7,32 (t, J=7,4 Hz, 1H, H-9), 7,26 (s, 1H, NH), 6,91 (d, J=8,0 Hz, 2H,
3 Ph H-3, 5), 6,86-6,70 (m, J=17,0, 8,0 Hz, 2H, H-8, 10), 4,10 (dd, J=12,9, 6,2 Hz, 2H, OCH,CHy),
2,28 (dd, J=14,1, 7,0 Hz, 1H, 6-CH,CH3), 1,87 (dd, J-14,1, 7,0 Hz, 1H, 6-CH,CH3), 1,76 (s, 3H, 6-
CHy), 1,43 (X, J=6,3 Hz, 3H, OCH,CH3), 0.98 (t, J=6,7 Hz, 3H, -6-CH,CH;). 2XX-MC (XI), m/z=363
(MH+), PospaxosaHo ans C,1H»,N4O,: C - 69,59 %; H - 6,12 %; N - 15,46 %. BusnadeHo: C - 69,62 %;
H - 6,15 %; N - 15,49 %.
6-ETun-6-metnn-3-(tiocpeH-2-in)-6,7-gurinpo-2H-[1,2,4]TpnasmHo[2,3-c]xiHa3oniH-2-0H (2.11).
Buxig: 86,6 %, T. nn.: 246-247 °C 'H ampP (400 MHz, dmso_dg+ccly) 8 8,22 (d, J=2,1 Hz, 1H, TioceH
H-3), 7,98 (d, J=7,7 Hz, 1H, H-11), 7,59 (d, J=4,5 Hz, 1H, TiodbeH H-5), 7,32 (m, 2H, H-9, NH), 7,14 (t,
1H, H-4), 6,80 m, 2H, H-8, H-10), 2,28 (dd, J=14,0, 7,1 Hz, 1H, 6-CH,CH3), 1,88 (dd, J=14,0, 7,1 Hz,
1H, 6-CH,CHj), 1,76 (s, 3H, 6-CHj), 0.97 (t, J=6,9 Hz, 3H, 6-CH,CHs)- XXX-MC (XI), m/z=325 (MH"),
PospaxoBaHo gnsa Ci7H60S: C - 62,94 %; H - 4,97 %; N - 17,27 %. BusnadeHo: C - 62,96 %; H -
4,98 %; N - 17,29 %.
6-I'ekcun-3,6-gumeTnn-6,7-aurigpo-2H-[1,2,4]TpnasnHo[2,3-c]xiHa3oniH-2-0H (2.12). Buxig;
44,9 %, T. nn.: 143-147 °C 'H AMP (400 MHz, dmso_detccly) 8 7,93 (d, J=7,5 Hz, 1H, H-11), 7,29 (t,
J=6,9 Hz, 1H, H-9), 7,17 (s, 1H, NH), 6,84-6,69 (m, 2H, H-8, 10), 2,22 (s, 3H, CHj3), 2,18-2,01 (m, 1H,
CH,CH,CH,CH,CH,CHg3), 1,85-1,60 (m, 4H, CH,CH,CH,CH,CH,CH; 6-CH3), "1,45 1,08 (m, 8H,
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CH,CH,CH,CH,CH,CHj3), 0.85 (t, 3H, CH3). *C AMP (100 MHz, DMSO) § 152,76, 150.82, 144,81,
134,19, 126,67, 126,66, 117,61, 114,56, 111,93, 99,41, 78,05, 38,12, 30.96, 28,54, 25,04, 22,73,
21,93, 17,24, 13,71; XX-MC (XI), m/z=313 (MH"), PospaxosaHo ana C;gH,:N,O: C - 69,20 %; H -
7,74 %; N - 17,93 %. BuanauveHo: C - 69,25 %; H- 7,76 %; N - 17,97 %.

6-I'ekcun-6-meTnn-3-deHin-6,7-gurinpo-2H-[1,2,4]tpnasunHo[2,3-c]xiHa3oniH-2-oH  (2.13). Buxia:
60.6 %, T. nn.: 169-190 °C "H SIMP (400 MHz, dmso_d6+ccl4) & 8,17 (d, J-6,9 Hz, 1H, 3 Ph H-2, 6),
7,99 (d, J=7,7 Hz, 1H, H-11), 7,53-7,38 (m, J=15,7 Hz, 3H, H-3, 4, 5), 7,34 (t, J=7,6 Hz, 1H, H-9), 7,29
(s, 1H, NH), 6,89-6,67 (m, 2H, H-8, 10), 2,23 (t, J=12,5 Hz, 1H, CH,CH,CH,CH,CH,CHj5), 1,83 (t, J-
12,5 Hz, 1H, CH,CH,CH,CH,CH,CHjz), 1,76 (s, - 3H, 6-CH3), 1,51-1,32 (m, 1H,
CH,CH,CH,CH,CH,CHy), 1,24 (s, 6H, CH,CH,CH,CH,CH,CHy), 0.84 (t, 3H,
CH,CH,CH,CH,CH,CHjs). XXX-MC (XI), m/z=375 (MH"), PospaxosaHo ans C,3H,sN,O: C - 73,77 %; H
- 7,00 %; N - 14,96 %. BusHaueHo: C - 73,80 %; H - 7,04 %; N - 15,01 %.

6-I"ekcun-6-meTun-3-(p-tonin)-6,7-gurigpo-2H-[1,2,4]tpnasunHo[2,3-c]xiHa3oniH-2-oH (2.14). Buxia:
67,9 %, T. nn.: 173-174 °C *H AMP (400 MHz, dmso_d6+ccl4) § 8,09 (d, J=7,7 Hz, 2H, 3 Ph H-2,6),
7,98 (d, J=7,7 Hz, 1H, H-11), 7,33 (t, J=7,5 Hz, 1H, H-9), 7,27 (s, 1H, NH), 7,22 (d, J=7,7 Hz, 2H, 3 Ph
H-3,5), 6,88-6,70 (m, J=11,6, 7,9 Hz, 2H, H-8, 9), 2,42 (s, 3H, CHs3), 2,23 (m, 1H,
CH,CH,CH,CH,CH,CH3, 1,87-1,77 (m, 1H, CH,CH,CH,CH,CH,CH3), 1,75 (s, 1H, 6-CHs), 1,48-1,31
(m, 2H, CH,CH,CH,CH,CH,CHs), 1,24 (s, 3H, CH,CH,CH,CH,CH,CHs), 0.84 (t, 3H,
CH,CH,CH,CH,CH,CHs). XXX-MC (XI), m/z=389 (MH"), PoapaxosaHo ans C,,H,sN,O: C - 74,2 %; H -
7,26 %; N - 14,42 %. BusHadeHo: C - 74,23 %; H - 7,30 %; N - 14,45.

3-(4-PnyopdeHin)-6-rekcun-6-metun-6,7-gurigpo-2H-[1,2,4]tpnasnHo[2, 3-c]xiHa3oniH-2-oH (2,15).
Buxia: 61,1 %, T. nn.: 268-269 °C *H AMP (400 MHz, dmso_dg+ccly) & 8,34-8,18 (m, 2H, 3 Ph H-2,6),
7,98 (d, J=1,1 Hz, 1H, H-11), 7,41-7,22 (m, 2H, H-9, NH), 7,16 (t, J=8,2 Hz, 2H, 3 Ph H-3,5), 6,88-
6,71 (m, 2H, H-8, 10), 2,21 (t, J=12,3 Hz, 1H, CH,CH,CH,CH,CH,CH3), 1,82 (t, J=12,3 Hz, 1H,
CH,CH,CH,CH,CH,CHg3), 1,76 (s, 3H, 6-CH5), 1,51-1,32 (m, 2H, CH,CH,CH,CH,CH,CH3), 1,24 (s,
6H, CH,CH,CH,CH,CH,CHj3), 0.83 (s, 3H, CH,CH,CH,CH,CH,CHs). XXX-MC (XI), m/z=393 (MH"),
PospaxoBaHo gnsa C,3H,sFN,O: C — 70,39 % H - 6,42 %; N - 14,28 %. BusHadeHo: C - 70,43 %; H -
6,47 %; N - 14,32 %.

6-Iekcnn-6-meTnn-3-(TiopeH-2-in)-6,7-gurigpo-2H-[1,2,4]TpnasnHo[2,3-c]xiHa3oniH-2-oH  (2.16).
Buxiag: 39,8 %, T. nn.: 170-172 °C 'H amp (400 MHz, dmso_d6+ccl4) 6 8,22 (s, 1H, TiopeH H-3), 7,98
(d, J=7,5 Hz, 1H, H-11), 7,59 (d, J=4,3 Hz, 1H, TiodeH H-5), 7,33 (m, 1H, H-9), 7,29 (s, 1H, NH), 7,14
(t, 1H, TiodbeH H-4), 6,86-6,70 (m, 1H, H-8, 10), 2,24 (t, J=12,1 Hz, 1H, CH,CH,CH,CH,CH,CHs), 1,82
(t, J=12,3 Hz, 1H, CH,CH,CH,CH,CH,CHs), 1,74 (s, 1H, 6-CHjz), 1,50-1,33 (m, 2H,
CH,CH,CH,CH,CH,CH3), 1,33-1,09 (m, 6H, CH,CH,CH,CH,CH,CHs), 0,84 (t, 3H,
CH,CH,CH,CH,CH,CH3). XXX-MC (XI), m/z=381 (MH+), PoapaxoBaHo gns C,H,4N4OS: C - 66,29 %,
H - 6,36 %; N - 14,72 %. BusHa4eHo: C - 66,32 %; H - 6,39 %; N - 14,74 %.

Takum YmMHOM, 3a8BNEHO HOBI 6-MOHO- Ta 6,6-an3amilleHi 3-R-8-R3-9-R4-10-R5-11-Rg-6,7-aurigpo-
2H-[1,2,4]Tpna3nHo[2,3-C]xiHa3oniH-2-0HK, AKi MOXYTb OyTW BIiOTBOpPEHi B YMOBax BiTYM3HSHUX
NPOMMWCMOBUX XiMiKO-(bapMaLeBTUYHNX MiAMNPUEMCTB 3 BUKOPUCTAHHAM CTaHOAPTHOro obnagHaHHs,
CVMHTE30BaHi 3 AOCTYNHUX BUXIOHUX peareHTiB Ta BUKOPUCTaHi y CNpsiIMOBaHOMY MOLYKy GionoriyHo
aKTUBHUX PEYOBMH SIK MEPCMNEKTUBHUX MiKapCbknx 3acobis.

POPMYJIA BUHAXOLOY

6-MoHo- Ta 6,6-am3amilLeHi 3-R-8-R3-9-R4-10-R5-11-R-6,7-gurigpo-2H-[1,2,4]tpnasnHo[2,3-
C]xiHa30niH-2-0HK hopMyrnu:

R3
H R
R N / 2
R1
N
R} | \|N
Re N <
0
B AKiN
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R o3Hauvae BogeHb, ankin-, ankeHin-, R,-peHinankin-, R;,-deHinankeHin-, R;-geHin, Rg-retepun;

R1, R, KOXHUWIA He3anexHo OAMH Big OOHOro O3Ha4yae BOAEHb, arnkin-, ankeHin-, TPUxnopomeTun-,
kapbokcun-, kapbokciankin-, ankokcukapboHin-, R;-deHinauun-, R;-deHinankin-, Rs-deHin, Rg-
retepun;

Rs, R4, Rs, Re KOXHWUIA He3anexHo ofuH Bi4 OAHOrO O3Hayae BOAEHb, arnkin, eHin, ankokcurpyny,
ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta ankinamiHOrpynu, arnkokcukapOoHin- abo
rigpoKcMKapOOoHINbHI rpynu;

R;-geHin o3Havae

Ra
1

Ra
2

Ra
4

ae Ra; o3Havae BogeHb, ankin, deHin, ankokcurpyny, raforeH, rigpokcurpyny, HiTporpyny, amiHo- Ta
ankinamiHorpynmu, ankokcmkapboHin abo rigpokcmukapboHisn;

Ra, o3Havae BoAeHb, ankin, deHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
ankinamiHorpynmu, ankokcmkapboHin abo rigpokcmukapboHisn;

Ra; o3Havae BogeHb, ankin, erin, ankokcurpyny, ranoreH, rigpokcurpyny, Hitporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6oHin abo rigpokcmkapboHin;

Ra, o3Havae BogeHb, ankin, deHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6oHin abo rigpokcmkapboHin;

Ras o3Havae BogeHb, ankin, exin, ankokcurpyny, ranoreH, rigpokcurpyny, Hitporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6oHin abo rigpokcrkapboHin,

Rg-reTepun o3Havae

Ra, Ra, Ra1 Ra 4
A0 A0 T
Raj X Ra1' Raj X i Raj x)}i, Raj x)\Raw

Ra R Ra4 Ra5 Ra4
N N—N a Ra
W A ) b
X RaZ’Ra1 X " Raj X ,Raj X
Ra Ra
1 1

pe X osHavyae O, N, S;

Ra;, o3Havae BOAeHb, ankin, dpeHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
ankinamiHorpynm, ankokcmkapboHin abo rigpokcmkapboHisn;

Ra, o3Ha4ae BOAeHb, arnkin, deHin, ankoKCcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
ankinamiHorpynm, ankokcukapboHin abo rigpokcmkapboHisn;

Ras; o3Havae BOAeHb, ankin, dpeHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6boHin abo rigpokcukapOoHin;

Ra, o3Havae BoAeHb, ankin, eHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6oHin abo rigpokcmkapOoHin;

Ras o3Havae BoAeHb, ankin, eHin, ankokcurpyny, ranoreH, rigpokcurpyny, HiTporpyny, amiHo- Ta
arnkinamiHorpynu, ankokcukap6boHin abo rigpokcmkapOoHin.

Komm’'toTepHa BepcTka |. CkBopuoBa

[epxaBHa cnyxba iHTeneKkTyanbHOi BNacHocTi YkpaiHu, Byn. Bacunsa INunkiscekoro, 45, m. Kuie, MCI1, 03680, YkpaiHa

0N “YkpaiHCbKWM iIHCTUTYT iHTenekTyanbHoi BNacHocTi”, Byn. [nasyHoBa, 1, m. Knie — 42, 01601



