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5-AmuHO-N-(2,2-mumeTokcnaTin)- 1 H-1,2,3-Tpuazon-4-kapOookcaMubl B MypPaBBHHOI KHCIIOTE ITOJBEPrarOTCs BHYTPHUMOJCKYISIPHON
nuKm3an B S-ruapoken|1,2,3]tpuazono[4,5-¢][1,4] ana3zenuHel, KOTOpPBIE MPH NEHCTBHU S-HYKJICO(DHIOB MPEBpAIAIOTCA B S5-THO-

(YHKIMOHAJIBHBIE TPOU3BOIHEIE.

KioueBble ciioBa:
BHYTPUMOJICKYJIAPHAS [IUKIU3AIUs, THODYHKITHOHATH3AIIHS.

5-amuHO-N-(2,2-numMeTokcuaTin)- 1 H-1,2,3-Tpra3on-4-kapOoKkcaMubl,

[1,2,3]rpuazono[4,5-¢][ 1,4 tna3enuHsl,

AzonoanHenupoBaHHble [1,4]aMazenuHBl — CHHTETH-
YecKH M OHMONOTHYECKH HHTEPECHBIE KOHACHCHPOBAHHBIC
reTepoIMKINYeCKHe CHCTeMbL.” B Hacrosimee Bpems
Haubomnee  TOAPOOHO  HCCIeOBaHbl  MPOU3BOJHBIC
[1,4]nna3zennHoOB, aHHENMPOBAHHBIE C TNHPA30JIbHBIM U
HMHUIa30JIBHBIM  IHKJIaMH.  DapMmakoJiorHyecKkast 3Ha4YH-
MOCTh THpa30io[1,4]ana3enuHOB  TPOIEMOHCTPHUPOBAHA
UX TPUMEHEHHEM B Ka4yecTBE AaKTHBHBIX CyOCTaHIIMA
AHKCHOJIMTHYECKOTO Mperaparta 30j1a3ernaMa’ ° M aHTH-
nempeccanta 3oMmeranmua.”’ Kpome asToro, B psay
mupazoiio| 1,4]1na3ennHOB BBISIBICHBI CEIEKTHBHBIC MHIH-
outopsl ochoaracTepassl M AHTATOHHCTHI PELENTOPOB
OKCHTOIIMHA.

He meHee 1EHHBIMH TSI MEIUITMHCKOW XMMHH SIBIISFOTCS
nmunasol 1,4 nna3enusel, cpean KOTOPHIX 0c000€ MecTo
3aHMMAIOT AHTArOHUCTHI aJCHO3MHOBBIX PELENTOPOB' 1
WHTUOWTOPHI ~ METAUIOSH3WMAa TyaHa3sl —  HPOIYKT
IPUPOHOTO mpoucxosxkaeHus asermuomumun'' (I) (puc. 1)
M ero CHHTeTHYecKHMe aHajoru.'” '° HenaBHO aBTOPHI
paGoTel'’  TOKa3aNM BO3MOXKHOCTH MCIIOJb30BAHHS B
Ka4eCcTBE MHIMOUTOPOB I'yaHa3bl MPOU3BOIHBIX ITO3UIINOH-
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HOTO M30Mepa a3eMMHOMHUIIMHA — n3oasermHoMuiuHa (IT)
(5-runpokcn-4,5,6,7-Tetparunponmunaso[4,5-e][ 1,4 ] mrazernmn-
8-071a), W BBIABHHYIHU MPEIIOIO0KEHHE O CYIIECTBEHHOM
BIMSIHAN TUAPO(POOHOTO KapMaHa MEKIY aTOMaMH a30Ta
UMHIA30JIFHOTO W JHa3elMHOBOTO IIMKIOB Ha WHTHOH-
PYIOLIYIO aKTUBHOCTh OJTHX coeAuHeHwWd. CremoBalo
0KHJAaTh, YTO CTPYKTYPHbIE U3MEHEHHUS B a30JIbHOM LIUKJIE
TaKXKe MOTYT CKa3bIBaThCsS HA IPOIECCe MHTHOMPOBAHHUS

ryaHasbl, KOTOpOEC KaTaJu3nupyer TUAPOJIUTUYCCKOC
JAC3aMHUHUPOBAHUEC I'yaHUHA B KCAHTHUH. 18,
C Y4YE€TOM  HM3JIOKCHHOT'O  BbIIIC  MNPEACTABIISIIOCH

000CHOBaHHBIM pa3paboOTaTh YIOOHBIH CIOCOO CHHTE3a
W303JIEKTPOHHBIX aHAJOTOB HM30a3€MMHOMUIMHA — HPOU3-

Oy_N._OH OGN
NN\ T Nz j\OH
rz:NH NH
L\N Il\N
H H

Pucynok 1. Crpyktypsl asenuHomunuHa (I) m wu3oaszenuHo-
mununa (II).
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Cxema 1
OMe
OMe £BuOK
RN + —_—
s Ox-NH MeOH, rt, 1 h
1a-1 then A, 0.5 h
NCT 2 79-94%

BOAHBIX TpHazono[4,5-¢][1,4]anazenuna. OTMETHUM, YTO
cpeny JMTEpaTypHbIX MCTOYHUKOB OOHApY)KEHa JIMIIb OJHA
ny6mukanus,” B KOTOpO# OMHCAH CHHTE3 MPOM3BOTHBIX
tetparuapo| 1,2,3]tpuazonol4,5-¢][1,4]auazenun-8-ona  LuUK-
Jm3anuen 5-amuHO-N-(2-x10patun)-1H-1,2,3-tpuazon-
4-xapOokcamuioB B ipucyrcBun NaH.

[IpeIoKeH DI paHee HAaMH’' M JAPYrMMH aBTOpaMu'
cnoco6 QopMHpOBaHMS THAPOKCHANA3CTIMHOBOTO IIHKJIA
Ha OCHOBE S5-aMUHO-N-(2,2-nmuankokcudTun)-1H-nupazosn-
(nMunazon)-4-kapOoKcaMHuIOB OKa3ajcsl MPUEMIIEMBIM U
JUIL TOMY4YEHHS HOBBIX MPOM3BOAHBIX Tpuazoiuo[l,4]ru-
azenuHoB. KiroueBeIMH cyOcTpaTamMu IS 3TOH peakuuu
MOCTY WM CUHTE3UpPOBAHHBIE HAMHM aHMOHHOM LMKJIM3a-
uueit azuaoB la-l ¢ N-(2,2-AMMETOKCHUITHI)-2-1THaHAIIeT-
amuaoM (2) S-amuHO-N-(2,2-mumetokcudtin)-1H-1,2,3-
Tpuazon-4-kapookcamuabl 3a-1 (cxema 1). Meron Hocut
00IMid XapakTep U MO3BOJIIET BOBJIECKATh B MpoIecc obpa-
30BaHMS TPHA30JIBHOTO LUKJIA aJKWN-, apUJI- M TeTepHIa3uIbI
U B MATKHX YCJIOBHSX B mpucyrcTBum f-BuOK kak ocho-
BaHUS NMPUBOAUT K coeauHeHusM 3a-1 ¢ Bexomamu 79-94%
(tabn. 1). IlomyueHnbie N-(QyHKIIMOHATIBHO 3aMEIICHHBIC
aMHHOTpHa3osKapookcamubl 3a—1 B MypaBbHHON KHCIIOTE
IIPY KOMHATHOU TeMIIEpaType MOJBEPTaroTCs JIErKOil BHYTPH-
MOJIEKYJIIPHOM ITUKJIM3aLUU ¢ 00pa30BaHUEM S-THIPOKCH-
3aMelIeHHbIX Tpuazono[4,5-e][1,4]mazenno 4a—1 ¢ Omu3-
KUMH K KOJTMYE€CTBEHHBIM BBIXoJamMu (cxema 1, Tadm. 1).

UK cnektpsl coennnenuii 4a—1 xapakrepuzyrorcs Habo-
POM TIOJOC TIOTJIOIIEHHS, COOTBETCTBYIOUINX BaJCHTHBIM
xonebanuam caseit C=0 (1627-1636 cm '), N-H (3247—
3312 cm ') u OH (3247-3312 cm ). B cnekrpax SIMP 'H,
HapaQy C TUIUYHBIMU CUTHalaMH 3aMecTurenei R, mpu-
CYTCTBYIOT MYJBTHUIUIETHI HpoToHOB 6-CH, mpu 2.98—
3.38 m. 1., mpotonoB 5-CH npu 4.86-5.18 M. 1., a Takxke
curHansl npotoHoB NH: ny6nersr nmpu 7.26-8.01 M. a. u
MyIbTHIIIETHI Tipu 7.13-7.66 M. x. Crektper IMP 'H
coequHeHuil 4a—1 He MoABEPrarTCS KaKMM-THOO M3MEHe-
HUSM TIPH BBIZIEPKUBAHUH 00pa3noB B pactBope JIMCO-d,
B TeueHHWe Heaenu. Takoil (akT CBHIETENBCTBYET O TOM,
4TO, B OTJIMUHKE OT 7-ruapokcunupasono| 1,4]mmazenuuos,”’
Oonee axkuenTopHBIA 1,2,3-TpHA30dbHBIA UK HE COJEH-
CTBYET JIMMHUHHPOBAHUIO MOJIEKYJBI BOJBI N3 O,N-KeTeH-
areTasbHOro (parMeHTa COeIMHEHWH 4 M yCTaHOBJICHUIO
paBHOBecHs C a30MeTHHOBOW (opmoil. B TO ke Bpems

Cxema 2

OMe
O 6
NH OMe \)5\

5 4 OH
N \5 HCOzH
’l‘l\m NH; i, 10-12 h N3

\ 81-96%

R 3al ° 4a—|

Ta6auua 1. Beixoas! npoxykTos 3, 4 a—1

Asan R (g;f);(fl)ili’;)) (if’ffnyﬁi)
la Me,CHCH, 3a (79) 4a (81)
1b PhCH, 3b (85) 4b (89)
1lc 4-MeOC¢HsCH, 3¢ (89) 4c (87)
1d 3-CIC¢H4CH, 3d (84) 4d (88)
le Ph 3e (81) 4e (92)
1f 4-CIC¢H,4 3f(93) 4f (95)
1g 4-MeC¢Hy 3g (88) 4g 91)
1h 4-MeOCgH,4 3h (86) 4h (93)
1i 4-O,NCgH,4 3i(91) 4i (96)
1j 2,4-F,CeH; 3j(91) 4j (90)
1k 2,4-Me,CgH; 3k (81) 4k (89)
11 1-Mertunnupason-3-ui 31(92) 41 (94)

Takoro poja MpoIecc MOXKET JeTKO pealu30BaThCs B
KHCJION cpefie, YTO OBUIO HCIIOJIB30BAHO HAMHM IS CEJICK-
TUBHOW (DYHKI[MOHAIU3AIMKM TIOJIOKEHUSI S5 TPHA30JI0-
JINA3ENMHOB CEPOCOIEPKAIUMHU TPYIIIaMH.

Haiineno, uro nuasenuubl 4a,e-i,l mpu aeicTBUM
S-HYKIEOQUIBHBIX pEareHToB Sa—g B  MYypaBbHHOH
KHCIIOTEe TP KOMHATHOM TemmepaTtype (merox I) jerko
MpeBpalialnTcs B S-CyibhaHUI3aMEIICHHBIC TPHA30JI0-
JMasenvuel 6a—i ¢ Beixomamu 91-98% (cxema 2, tabm. 2).
Bonee moapoOHoOe wuccienoBaHUE JaHHOTO TMPEBPAIICHUS

Tabauna 2. Beixoas!l coequnennii 6a—i

Coenu- R R Beixon, %
HEHUE (meTon)
6a Me,CHCH, CH,CO,Me 96 (I)

92 (I1)
6b Me,CHCH, Ac 98 (I)
95 (1)
6¢ Ph CH,CO,H 97 (1)
93 (1)
6d 4-CIC¢Hy Ac 97 (1)
6e 4-MeCgHy 4-CICe¢H, 96 (I)
of 4-MeOCgH, 2,4-C1,C¢H; 94 (1)
6g 4-MeOC¢H, Ac 98 (I)
6h 4-NO,CeHy 4-MeC¢Hy 96 (1)
92 (1IN
6i 1-Merunmupason-3-un -~ CH,CH,CO,Me 91 (1)

Method |
4ae-il o. -H 5aR'=4-MeCgH,
R'SH N N6 b R' = 4-CICgH,
HCO,H 5a—g 5 ¢ R'=2,4-Cl,CgH3
- N\ NG SR'"  dR'=CH,CO,H
rt N 8 h (from 4a,e—i,l) N~ N3 4 e R' = CH,CO,Me
e L 12 h (from 3a,e,i) b f R11 CHchzcone
L, —989 _ R
Method Il A 91-98% bai N
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Ha IpuMmepax coeiuHeHH#d 6a—c,h mokasano, uTo OHH
TaK)ke MOTYT OBITh MOJYYEHBI C HCIOJIBb30BAaHUEM OJHO-
PEaKTOpPHOT0 METOAa NMpH B3aUMOAEUCTBUM aMUIOB 3a,e,i
¢ cepocojepkalliMu Hykjieodwiamu Sa,d.e,g B aHaio-
TMYHBIX YCJIOBUSX O€3 BBIICJICHHS IPOMEKYTOYHBIX
S-ruppokcurpuazonoanasenuHoB (merox II) (cxema 2,
Tabn. 2). Haumbomee BeposiTHO, 4To B 000OHMX CiIydasx
MIPOMCXOJUT KaTaIN3UpyeMoe KHCIIOTOW oOpazoBaHue
LIUKIMYECKOTO0 UIMUHHEBOTO UHTepMenuaTa A, K KOTOPOMY
COOCTBEHHO W MNPHUCOEIUHSIOTCS PEareHThl, CoJlepiKalliue
rpymy HS. OtMeruM, 4to cnupTel, Oyaydu MeHee HyKJIeo-
(GuIbHBIMU, HE ABISIOTCS 3(PQEKTHBHBIMU pearcHTaMH B
MOI0OHOM TIpEeBpaIleHHH. TaK, COIIACHO JTAHHBIM XpOMATo-
Macc-CHEKTPOMETPUH, NPHU MPOBEAECHU PEAKIMU CO CIHUp-
TaMU B QHAJOTHYHBIX YCJIOBHUSX COJEpXKAaHHE S5-alKOKCH-
IIPOU3BOJHBIX HE MpeBsimano 12—-15%.

Takum o00pa3om, HamMH II0Ka3aHO, 4YTO BHYTpPHU-
MOJIEKYJISIpHAs LUKIW3alusg S-aMUHO-N-(2,2-TuMEeTOKCH-
atun)-1H-1,2,3-tprazon-4-kapOoKkcaMUI0B B MypaBbUHOMN
KHCJIOTE MpEACTaBIseT co00M ynOOHBIH croco0 CHHTE3a
M303JICKTPOHHHBIX ~ aHAJIOTOB  M30a3€MMHOMUIIMHA
S-runpoxcu[ 1,2,3]tprazomno[4,5-¢][ 1,4]Ana3enuHoB, KOTOpbIE
SIBJISIFOTCSI TIEPCIEKTUBHBIMU OOBEKTaMH ISl CHHTETHYE-
CKOM M MEIULIMHCKOM XUMUHU.

JKCcIepUMMEeHTAIbHAS YaCTh

UK cnektpsl 3apeructpupoBaHbl Ha npubope Bruker
Vertex 70 B Tabnerkax KBr. Cnextpsl IMP 'H 3aperuc-
TPUPOBAHBl B HMITYJILCHOM (ypbhe-pekuMe Ha CIIEKTpPO-
Metpe Varian VXR-400 (400 MI'w), a crrexrps SIMP °C —
Ha cnekrpomeTrpe Bruker Avance DRX-500 (125 MIm).
Pacreoputens CDCl; (cmektper SIMP 'H u °C coemu-
wenuit 3a—d,f-h,k, cnexktp AMP BC coennuenus 3e) u
JIMCO-d; (cnextper AIMP 'H u C ocransubix coemu-
HeHui). BHyTpeHHn# craHIapT — CHUTHAJIBl PaCTBOPHUTEINS
(CDCls: 7.26 M. 1. s siep 'H, 77.0 M. 1. s sinep C;
IMCO-ds: 2.49 M. a. ans saep 'H, 39.5 M. a1 mis sinep
BC). Macc-cnextpsl 3anmcansl Ha mpubope Agilent
LC/MSD SL; kxomonka Zorbax SB-C18, 4.6 x 15 mm,
1.8 MM (PN 82(c)75-932); pactBopurens JMCO, nonu-
3a1Hs AIEKTPOPACHBUICHHEM TIPH aTMOC(HEPHOM JIaBICHHH.
DneMeHTHbIH aHanu3 BeINONHEH Ha npudope PerkinElmer
CHN Analyzer 2400. TemnepaTypbl IUIaBJICHUS OIpene-
neHsl Ha crosiuke Koduepa u He ucnpaBIieHsbI.

Cunre3 coenunenuii 3a—1 (obmas meroauka). K pacteopy
1.89 r (11 mmonp) nuananeramuaa 2 1 1.23 ¢ (11 Mmons)
t-BuOK B 20 M1 MeOH no06aBisioT pacTBOp alKuiia3uja
la-d, momydyeHHoro u3 14 MMOJIb COOTBETCTBYIOIIETO
ANKHIITaIOTeHNIA TI0 METOLy, > wiu apunasuaa 1g-1, mosy-
YEHHOTO M3 COOTBETCTBYIOIIETO APUIAMHHA [0 METOLY,” B
10 mn1 MeOH. Cwmecp mepemMemmBaOT HpH KOMHATHOM
TeMIepaType B TeueHHe | 4, 3aTeM KUIATAT B TeueHHE
0.5 4. PeakiimoHHYI0 CMeCh yHapuBaroT, K OCTaTKy J100aB-
nsitoT 20 MIT BOJBI, 0OPa30BABIIMICS OCaJOK OTHHIBTPO-
BBIBAIOT, MPOMBIBatOT 10 MII BOJIBI, CyIIaT U TIEpEKPUCTAII-
n3oBeIBatoT 13 MeOH.

5-AMuHO0-N-(2,2-numeTokcudTHI)-1-1300yTHI-1H-1,2,3-
Tpua3oj-4-kapookcamua (3a). Bwixon 2.35 1 (79%),
Oernprit mopommok, T. wr. 162—163 °C. UK cnektp, v, em b
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1646 (C=0), 3311, 3455 (N-H). Crextp SIMP 'H, 8, m. 1.
(/, Tm): 0.91 (6H, n, J= 6.4, CH(CH3),); 2.16-2.23 (1H, M,
CH,CHMe,); 3.37 (6H, c, 20CH3); 3.52 (2H, n, J = 5.4,
CH,CH(OMe),); 3.88 (2H, n, J = 7.2, CH,CHMe,); 4.42
(1H, 1, J = 5.2, CH,CH(OMe),); 5.18 (2H, ¢, NH,); 7.01
(1H, yur. ¢, NH). Cnextp SIMP °C, §, m. 1.: 19.9 (2C);
28.5; 40.1; 53.2; 54.3 (2C); 102.8; 122.9; 143.7; 162.7.
Macc-cniektp, m/z (I, %): 270 [M—H] (100). Haitneno, %:
C 48.61; H 7.96; N 25.94. C{;H;N5O3; Brruucneno, %:
C 48.70; H 7.80; N 25.81.
5-Amuno-1-6en3uia-N-(2,2-numerokcudTui)-1H-1,2,3-
Tpuaszoi-4-kapookcamua (3b). Bexon 2.85 1 (85%),
OembIit mOpomioK, T. I 144-145 °C. UK cnexrp, v, em b
1647 (C=0), 3295, 3369 (N-H). Cnextp SIMP 'H, &, m. 1.
, Tm): 3.39 (6H, ¢, 20CH;); 3.53 2H, T, J = 5.4,
CH,CH(OMe),); 4.43 (1H, 1, J = 5.2, CH,CH(OMe),);
4.80 (2H, ¢, NH,); 5.36 (2H, ¢, CH,Ph); 6.98 (1H, T,
J = 5.4, NH); 7.18-7.38 (5H, M, H Ph). Cnextp IMP °C,
6, M. 1.: 39.8; 49.1; 53.9 (2C); 102.2; 124.1 (2C); 128.7; 1304
(2C); 139.4; 143.3; 147.1; 161.8. Macc-criektp, m/z (Iyy, %0):
304 [M-H] (97). Hatineno, %: C 54.92; H 6.19; N 23.11.
Ci4H9N50O;. Beraucieno, %: C 55.07; H 6.27; N 22.94.
5-AMuHO-N-(2,2-1uMeTorcuITHI)-1-(4-MeToKCHO e H31T)-
1H-1,2,3-tpua3o-4-kapookcamug (3¢). Beixog 2.85 r
(89%), Gemprii mopomok, T. wi. 136-137 °C. UK cmektp,
v, cM ' 1644 (C=0), 3283, 3394 (N-H). Crextp SIMP 'H,
6, M. 1. (J, Tm): 3.43 (6H, ¢, 20CH3); 3.59 2H, 1, /= 5.4,
CH,CH(OMe),); 3.85 (3H, ¢, ArOCH,); 4.47 (1H, T, J= 5.2,
CH,CH(OMe),); 5.27 (2H, ¢, NH,); 5.30 (2H, ¢, CH,Ar);
6.88 2H, n, J= 8.4, H Ar); 7.05 (1H, T, J= 5.2, NH); 7.18
(2H, 1, J = 8.4, H Ar). Crextp IMP "°C, §, m. 1.: 40.3;
47.8; 54.3 (2C); 55.9; 102.8; 115.2 (2C); 122.9; 130.1 (20);
134.7; 143.7; 162.7; 163.8. Macc-criektp, m/z (Iym, %): 335
[M=H] (100). Haiigeno, %: C 53.80; H 6.46; N 21.07.
C,5H,N50Oy4. Beraucmeno, %: C 53.72; H 6.31; N 20.88.
5-AmMuH0-N-(2,2-1uMeToKCcHITII)-1-(3-x10pOeH3nI)-
1H-1,2,3-tpua3on-4-kapookcamug (3d). Beixox 3.13 r
(84%), 6exeBsIit mopomok, T. wi. 129—130 °C. UK crexTp,
v, cM ' 1645 (C=0), 3278, 3389 (N-H). Cnextp SIMP 'H,
6, M. 1. (J, T'm): 3.40 (6H, ¢, 20CH3); 3.53 2H, 1, J=5.4,
CH,CH(OMe),); 4.44 (1H, 1, J = 5.2, CH,CH(OMe),);
5.01 (2H, ¢, NH,); 5.32 (2H, ¢, CH,Ar); 7.00-7.07 (2H, ™,
NH, H Ar); 7.18 (1H, ¢, H Ar); 7.25-7.30 (2H, m, H Ar).
Crektp SIMP °C, 8, m. 1.: 40.2; 49.4; 54.3 (2C); 102.7;
123.5; 125.3; 127.3; 128.9; 130.5; 135.2; 135.6; 143.9;
162.6. Macc-criektp, m/z (Iom, %): 338 [M-H] (100).
Haiineno, %: C 49.61; H 5.27; N 20.38. C4H;sCINsO;.
Brruuciaeno, %: C 49.49; H 5.34; N 20.61.
5-AmuHo0-N-(2,2-numeToKkcHITUI)-1-penunn-1H-1,2,3-
TpuasoJ-4-kapéoxcamun (3e). Boxox 2.98 r (81%), Genbrit
MOPOLOK, T. L. 152—153 °C. UK cnektp, v, oMt 1634 (C=0),
3275, 3382 (N-H). Cnextp SIMP 'H, §, m. 1. (J, T'): 3.29
(6H, ¢, 20CH3;); 3.58 (2H, T, J = 5.3, CH,CH(OMe),); 3.73
(3H, ¢, OCHj;); 5.17 (1H, T, J = 5.1, CH,CH(OMe),); 5.35
(2H, ¢, CH,Ph); 6.27 (2H, ¢, NH,); 6.90 2H, n, J = 7.2,
H Ar); 7.21 2H, o, J= 7.2, H Ar); 7.70 (1H, 1, J = 5.2,
NH). Cnektp IMP °C, 8, m. 1.: 40.3; 54.3 (2C); 102.8;
122.6; 123.9 (2C); 129.6; 130.1 (2C); 134.7; 143.7; 162.7.
Macc-cniektp, m/z (I, %): 290 [M—H] (100). Haitneno, %:
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C 53.81; H 5.76; N 23.85. Cy3H;7N503. Brruucneno, %:
C 53.60; H 5.88; N 24.04.
5-AmMuHo0-N-(2,2-nuMeToKkcmITII)-1-(4-XT0phenna)-
1H-1,2,3-tpua3on-4-kap6oxcamun (3f). Bexon 333 r
(93%), >xenThIit MOpomoK, T. wI. 159-160 °C. UK cmektp,
v, eM ' 1637 (C=0), 3281, 3396 (N-H). Criextp SIMP 'H,
8, M. 1. (J, T'n): 3.43 (6H, ¢, 20CH3); 3.58 2H, 1, J =54,
CH,CH(OMe),); 4.48 (1H, 1, J = 5.2, CH,CH(OMe),);
5.31 (2H, ¢, NHy); 7.03 (1H, T, J = 5.2, NH); 7.48-7.57
(4H, m, H Ar). Criexrp SIMP °C, 8, M. 11.: 40.3; 54.3 (2C);
102.8; 122.8; 125.1 (2C); 130.3 (2C); 133.2; 135.6; 143.7,
162.5. Macc-criektp, m/z (Ioy, %): 324 [M-H]  (100).
Haiineno, %: C 47.78; H 4.84; N 21.76. C;3H;4CIN;Os;.
Brruncineno, %: C 47.93; H4.95; N 21.50.
5-AmMuno-N-(2,2-qumeToKkcudITHI)-1-(4-MeTHIADeHIWI)-
1H-1,2,3-Tpua3on-4-kapooxcamun (3g). Brxom 295 r
(88%), OexeBbIi mopomok, T. 1. 108—109 °C. UK cmektp,
v, M 1629 (C=0), 3294, 3405 (N-H). Criextp SIMP 'H,
6, M. 1. (J, T'm): 2.44 (3H, c, ArCHs); 3.43 (6H, ¢, 20CHj;);
3.60 2H, T, J = 5.4, CH,CH(OMe),); 4.49 (1H, 1, J = 5.2,
CH,CH(OMe),); 5.25 (2H, ¢, NHy); 7.30 (1H, 1, J = 5.2,
NH); 7.31-7.42 (4H, M, H Ar). Crextp SIMP °C, §, m. 1.:
21.3; 40.3; 54.3 (2C); 102.8; 122.5; 123.9 (2C); 130.6 (20);
132.0; 139.9; 143.8; 162.7. Macc-criektp, m/z (I, %): 304
[M—H] (100). Haiineno, %: C 55.26; H 6.14; N 23.16.
C14H9N;5Os. Beraucaeno, %: C 55.07; H 6.27; N 22.94.
5-Amuno-N-(2,2-numeroxkcn3aTuii)-1-(4-merokcugennn)-
1H-1,2,3-Tpua3oiu-4-kapookcamug (3h). Beixox 3.04 r
(86%), 6exeBbIi MopomIoK, T. 1. 123—124 °C. UK cmekTp,
v, eM i 1632 (C=0), 3282, 3398 (N-H). Criextp SIMP 'H,
8, M. 1. (J, T'n): 3.42 (6H, ¢, 20CH3); 3.57 2H, 1, J = 5.4,
CH,CH(OMe),); 3.86 (3H, ¢, ArOCH;); 4.46 (1H, T,
J = 5.2, CH,CH(OMe),); 5.22 (2H, ¢, NH,); 7.02-7.07
(3H, M, NH, H Ar); 7.42 (2H, 1, J = 8.8, H Ar). Cmektp
SMP C, 8, m. 11.: 40.3; 54.4 (2C); 55.7; 102.9; 115.2 (2C);
122.5; 125.8 (2C); 127.2; 143.9; 160.5; 162.7. Macc-
cnextp, m/z (I, %): 320 [M—H] (100). Haitneno, %:
C 52.56; H 5.74; N 21.58. C4H9N50O,4. Brraucneno, %:
C52.33; H5.96; N 21.79.
5-Amuno-N-(2,2-nuMeToKcHITHI)-1-(4-HUTPODeHnT)-
1H-1,2,3-Tpua3oi-4-kapookcamug (3i). Beixog 347 r
(91%), xemnsbrit mopomiok, T. 1. 174-175 °C. UK cmektp,
v, eM i 1637 (C=0), 3275, 3395 (N-H). Criextp SIMP 'H,
8, M. 1. (J, T'n): 3.29 (6H, ¢, 20CH3); 3.36 2H, 1, J = 5.4,
CH,CH(OMe),); 4.56 (1H, T, J = 5.2, CH,CH(OMe),);
6.71 (2H, ¢, NH,); 7.93 (2H, n, J = 8.4, H Ar); 8.23 (1H,
T, J = 52, NH); 844 (2H, n, J = 84, H Ar). Cnekrp
AMP BC, 8, m. a.: 41.3; 53.3 (2C); 102.2; 121.2; 124.9
(20); 125.6 (2C); 140.4; 145.3; 147.3; 162.4. Macc-cniexTp,
m/z (Iym, %): 335 [M=H] (97). Haiineno, %: C 46.22;
H 4.69; N 25.21. C3HsNgOs. Breruuciaeno, %: C 46.43;
H 4.80; N 24.99.
5-AmMuHO-V-(2,2-1umeToxkcudTHIN)-1-(2,4-1udpTopdenn)-
1H-1,2,3-tpuazon-4-kap6oxcamun (3j). Brixog 3.27 r
(91%), 6exess1ii mopomok, 1. 1. 182-183 °C. UK cnekrp,
v, cM ' 1634 (C=0), 3275, 3395 (N-H). Criextp SIMP 'H,
o, M. 1. (J, I'm): 3.30 (6H, c, 20CH3); 3.38 2H, 1, J =54,
CH,CH(OMe),); 4.56 (1H, T, J = 5.2, CH,CH(OMe),);
6.51 (2H, ¢, NH,); 7.31-7.36 (1H, m, H Ar); 7.57-7.74

(2H, m, H Ar); 8.04 (1H, 1, J = 5.2, NH). Criektp SIMP "°C,
S, M. a. (J, T'm): 40.4; 53.3 (2C); 102.2; 106.0 (z,
2cr = 22.6, C-3"); 106.1 (1, 2Jer = 22.6, C-3"); 106.2 (1,
2Jeor = 22.6, C-3); 113.2 (m. 1, %J = 22.6, *J = 3.7, C-5");
1193 (n. o, & = 22.6, *J = 3.7, C-1'); 120.8; 131.3 (x,
37 =10.0, C-6"); 146.5; 157.6 (n. 1, 'J = 253.6,°J = 13.8,
C-4); 162.6; 163.5 (1. 1, 'J = 251.4,°J = 12.5, C-2). Macc-
cnektp, m/z (I, %): 326 [M—H] (100). Haiineno, %:
C 47.97; H 4.49; N 21.17. C3H;5F,N503. Beruncneno, %:
C47.71; H4.62; N 21.40.
5-Amuno-1-(2,4-numeruiigenn)-N-(2,2-1TuMeTOKCH-
atua)-1H-1,2,3-tpuazon-4-kapooxkcamua (3k). Beixon
2.84 T (81%), Oexesblii mopomok, T. wi. 133-134 °C.
UK crektp, v, cM : 1638 (C=0), 3294, 3410 (N-H).
Cnextp SAMP IH, o, M. 1. (J, 'm): 2.09 (3H, ¢, ArCHjs); 2.40
(3H, ¢, ArCHj); 3.42 (6H, ¢, 20CHj3); 3.58 2H, 1, J = 54,
CH,CH(OMe),); 4.48 (1H, 1, J = 5.2, CH,CH(OMe),);
5.03 (2H, ¢, NHp); 7.15 (1H, 1, J = 5.2, NH); 7.20 (2H,
M, H Ar); 7.26 (1H, ¢, H Ar). Crextp SIMP °C, &, m. 1.:
17.4; 21.3; 40.3; 54.3 (2C); 102.9; 122.0; 127.0; 128.0;
130.2; 132.4; 135.8; 141.1; 144.5; 162.8. Macc-cekTp, m/z
(Lom, %0): 318 [M—H]™ (100). Haiineno, %: C 56.27; H 6.46;
N 22.19. C15H21N503. BI)I‘H/ICJ'IeHO, %: C 5641, H 663,
N 21.93.
5-AMuHO-NV-(2,2-numMeTorcHITHI)-1-(1-MeTHINMpPa301-
3-un)-1H-1,2,3-trpua3on-4-kapooxkcamug (31). Brxox
2.98 1 (92%), Genpiii nopoiok, T. mi. 150-151 °C. UK cnektp,
v, eM 't 1632 (C=0), 3291, 3407 (N-H). Cnextp SIMP 'H,
S, M. 1. (J, I'm): 3.27 (6H, n, 20CH3); 3.35 2H, T, J = 5.4,
CH,CH(OMe),); 3.92 (3H, ¢, NCH3); 4.54 (1H, 1, J = 5.2,
CH,CH(OMe),); 6.59 (1H, ¢, H Ar); 6.63 (1H, ¢, NH,);
791 (1H, ¢, H Ar); 8.11 (1H, 1, J = 5.2, NH). Cnektp
SAMP C, §, m. 1. 38.5; 39.1; 53.3 (2C); 97.5; 102.2; 121.6;
133.5; 143.9; 145.4; 162.2. Macc-criektp, m/z (I, %): 294
[M-H]" (100). Haiineno, %: C 44.91; H 5.66; N 33.04.
C1H7N;0O;. Beruucneno, %: C 44.74; H 5.80; N 33.20 .
Cunrte3 coenunenmii 4a—1 (obmast meronuka). PactBop
7 mmouts amuza 3a-1 8 10 M1 HCO,H nepememuBatoT npu
KOMHATHOU Temrieparype B TedeHue 10—-12 4, pa3daBisioT
10 Mt Bosibl, 00pa3oBaBUIMIiCS OCAaOK OT(GUIBTPOBHIBAIOT,
MpOMBIBAIOT 50 MJT BOJIBI U CYIIIAT HA BO3IYyXE.
5-I'unpoxcu-3-u300yTui-4,5,6,7-rerparuapo|1,2,3] rpu-
azojo[4,5-¢][1,4]nnazennn-8(3H)-on (4a). Beixon 1.28 r
(81%), Genprit mopomiok, 1. wi. 241-244 °C. UK cnexTp,
v, eM 't 1632 (C=0), 3252, 3297 (N-H), 3347 (O-H).
Cnektp SAMP H, §, m. & (J, Tm): 0.82-0.88 (6H, ™,
CH,CH(CHa;),); 2.04-2.11 (1H, m, CH,CHMey); 3.00-3.18
(1H, m) u 3.22-3.31 (1H, M, 6-CHy); 3.92 2H, n, J = 7.2,
CH,CH(CHs;),); 4.97-5.02 (1H, m, 5-CH); 5.82 (1H, o, J=44,
OH); 7.35-7.39 (1H, m, NH); 7.73 (1H, x, J = 3.6, NH).
Crextp SIMP °C, 8, m. 1.: 19.5 (2C); 27.7; 44.9; 52.3;
74.0; 122.9; 144.7; 163.8. Macc-cnektp, m/z (1o, %): 226
[M+H]" (100). Haiineno, %: C 47.64; H 6.59; N 31.27.
C9H]5N50z. BBI‘II/ICJ'[GHO, %: C 4799, H 671, N 31.09.
3-ben3ua-5-ruapoxcu-4,5,6,7-rerparuapo[1,2,3]Tpu-
azojo[4,5-¢][1,4]anazennn-8(3H)-on (4b). Brixom 1.62 r
(89%), Genprit mopomiok, 1. wi. 185187 °C. UK cnexrtp,
v, eM 't 1636 (C=0), 3256, 3299 (N-H), 3356 (O-H).
Criextp SIMP 'H, 8, m. & (J, T'): 3.02-3.09 (1H, m) u 3.18—
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3.31 (1H, m, 6-CH,); 4.97-5.03 (1H, m, 5-CH); 5.41 (2H, c,
CH,Ph); 592 (1H, ym. ¢, OH); 7.18-7.41 (6H, m, NH,
H Ph); 7.92 (1H, x, J = 3.6, NH). Criektp SIMP "°C, &, m. .:
44.9; 48.5; 74.0; 127.1 (2C); 127.3; 127.7; 128.7 (2C);
135.8; 141.1; 163.6. Macc-cuiektp, m/z (Iom, %): 260
[M+H]" (100). Haiineno, %: C 55.33; H 4.96; N 27.27.
C1,H3N;50,. Beraucneno, %: C 55.59; H 5.05; N 27.01.
5-I'mapoxcu-3-(4-meroxkcndensna)-4,5,6,7-rerparuapo-
[1,2,3]Tpua3zono[4,5-¢][1,4]nuazenun-8(3H)-on (4c¢).
Beixon 1.78 r (87%), Genblit mopomiok, T. mr. 180-182 °C.
UK crektp, v, cM ': 1631 (C=0), 3251, 3305 (N-H), 3360
(O-H). Cnexrp SIMP 'H, 8, m. 1. (J, 'm): 2.98-3.06 (1H,
M) u 3.18-3.31 (1H, m, 6-CH,); 3.72 (3H, c, OCHj3); 4.97-
5.03 (1H, M, 5-CH); 5.31 (2H, ¢, CH,Ar); 5.88 (1H, ymu. c,
OH); 6.89 (2H, n, J = 8.4, H Ar); 7.18 (2H, n, J = 8.4,
H Ar); 7.39-7.46 (1H, m, NH); 7.90 (1H, n, J = 3.6, NH).
Crextp SIMP °C, 5, m. 1.: 45.3; 48.5; 55.5; 114.4 (2C);
123.6; 128.2 (2C); 141.3; 159.3; 163.9. Macc-cnekrp, m/z
Loy %): 290 [M+H]" (100). Haitneno, %: C 54.19; H 5.29;
N 24.47. C3H 5N503. Beruucaeno, %: C 53.97; H 5.23;
N 24.21.
5-T'uppoxcu-3-(3-xjaopoen3uni)-4,5,6,7-rerparuapo-
[1,2,3]rpua3zoiio[4,5-¢][1,4|nuazenun-8(3H)-on (4d). Boixon
1.81 r (88%), xentelif mopomok, T. mi. 176-178 °C.
UK cnextp, v, cM @ 1634 (C=0), 3249, 3301 (N-H), 3361
(O-H). Cnextp AMP 'H, 8, M. 1. (J, T'm): 3.04-3.13 (1H,
M) u 3.22-3.32 (1H, M, 6-CH,); 4.98-5.05 (1H, M, 5-CH);
5.43 (2H, ¢, CH,Ar); 5.81 (1H, ym. ¢, OH); 7.13-7.44
(5H, m, NH, H Ar); 7.82 (1H, a, J = 3.6, NH). Cnextp
AMP BC, 8, m. 1. 45.3; 48.3; 74.6; 123.7; 126.4; 127.6;
128.2; 131.0; 133.6; 138.7; 141.6; 163.9. Macc-cektp, m/z
Loy %): 294 [M+H]" (100). Haitneno, %: C 50.23; H 4.24;
N 23.67. C,H,CIN;5O,. Beruucneno, %: C 49.07; H 4.12;
N 23.84.
5-I'mapoxcu-3-pennn-4,5,6,7-rerparuapo[1,2,3]rpu-
azoJjio[4,5-¢][1,4]auazenun-8(3H)-on (4e). Boixox 1.58 r
(92%), Genprit mopomok, T. wi. 237-239 °C. UK cnektp,
v, eM 't 1629 (C=0), 3253, 3307 (N-H), 3378 (O-H).
Crextp SIMP 'H, 8, m. 1. (J, T): 3.11-3.19 (1H, M) u 3.32—
3.38 (1H, m, 6-CH;); 4.96-5.04 (1H, M, 5-CH); 5.72 (1H, n,
J =44, OH); 7.40-7.48 (1H, m, NH); 7.52-7.66 (6H, M,
NH, H Ph). Cnextp SIMP °C, §, m. n.: 45.1; 74.4; 123.8;
125.5 (2C); 129.9; 130.5 (2C); 135.1; 141.5; 163.8. Macc-
cnextp, m/z (Lo, %): 246 [M+H]" (100). Haiinero, %:
C 5363, H 44], N 28.88. C]]H] 1N502. BBI‘II/ICJ'[GHO, %:
C 53.87; H4.52; N 28.56.
5-I'uapoxcu-3-(4-xnopdennn)-4,5,6,7-rerparuapo[1,2,3]-
Tpua3oJol[4,5-¢][1,4]nnazenun-8(3H)-on (4f). Brxon
1.96 T (95%), Oenslit mopomok, T. i 258-260 °C.
UK cnextp, v, cM: 1630 (C=0), 3249, 3303 (N-H), 3371
(O-H). Cnextp SIMP 'H, &, m. 1. (J, T'm): 3.14-3.21 (1H,
M) u 3.23-3.31 (1H, M, 6-CH,); 4.92-5.00 (1H, M, 5-CH);
5.82 (1H, n, J = 4.4, OH); 7.49-7.55 (1H, m, NH); 7.57
(2H, n, J = 8.8, H Ar); 7.69 (2H, n, J = 8.8, H Ar); 7.75
(1H, J = 3.6, NH). Crextp SIMP °C, §, m. 1.: 45.1; 74.5;
123.8; 127.5 (2C); 130.3 (20); 133.9; 134.4; 141.7; 163.7.
Macc-ciektp, m/z (Iym, %): 280 [M+H]™ (100). Haiinero, %:
C 4747, H 353, N 24.84. C]]H10C1N502. BBI‘II/ICJ'[CHO, %:
C47.24; H 3.60; N 25.04.

793

5-I'mapoxcu-3-(4-meruindennn)-4,5,6,7-rerparuapo-
[1,2,3]Tpua3zoo[4,5-¢][1,4|nuazenun-8(3H)-on (4g). Boixon
1.65 t (91%), OGenblit mopomok, 1. i 197-199 °C.
UK cnekrtp, v, em ;1628 (C=0), 3247, 3311 (N-H), 3366
(O-H). Cniextp SIMP 'H, &, m. 1. (J, T'y): 2.37 (3H, ¢, CHs);
3.09-3.16 (1H, m) u 3.26-3.32 (1H, M, 6-CH,); 4.93-5.02
(1H, m, 5-CH); 5.79 (1H, &, J = 4.4, OH); 7.38-7.48 (4H,
M, H Ar); 7.49-7.51 (1H, m, NH); 7.59 (1H, n, J = 3.6,
NH). Crextp SIMP °C, 8, m. 1.: 21.2; 45.2; 74.4; 123.6;
125.4 (2C); 130.6 (2C); 132.6; 139.6; 141.5; 163.8. Macc-
cextp, m/z (I, %): 260 [M+H]" (99). Haiineno, %:
C 55.77; H 494; N 26.86. C;,H3N50,. Brruucieno, %:
C 55.59; H 5.05; N 27.01.
5-I'mppoxcu-3-(4-meroxcudenni)-4,5,6,7-rerparuapo-
[1,2,3]tpuazono[4,5-¢][1,4]mazenun-8(3H)-on (4h). Bsixon
1.79 t (93%), OGensrit mopomok, T. i 251-253 °C.
UK cmextp, v, cM @ 1631 (C=0), 3251, 3308 (N-H), 3369
(O-H). Cnextp AMP 'H, 5, m. . (J, T'm): 3.07-3.15 (1H,
M) u 3.24-3.33 (1H, M, 6-CH,); 3.84 (3H, c, OCHj3); 4.91-
4.97 (1H, m, 5-CH); 5.76 (1H, ym. ¢, OH); 7.14 (2H, &,
J=28.8, H Ar); 7.40-7.48 (3H, m, NH, H Ar); 7.51 (1H, g,
J = 3.6, NH). Criextp SIMP °C, 8, m. 1.: 45.3; 56.5; 74.3;
115.2 (2C); 122.9; 130.1 (2C); 135.3; 141.0; 163.4; 164.6.
Macc-ciektp, m/z (Iym, %): 276 [M+H]™ (100). Haiineno, %:
C 5207, H 455, N 25.69. C12H13N503. BI)ILII/ICJ'IeHO, %:
C52.36; H4.76; N 25.44 .
5-I'mapoxcu-3-(4-uurpodenuni)-4,5,6,7-rerparugpo-
[1,2,3]Tpua3zono[4,5-¢][1,4|nuazenun-8(3H)-on (4i). Boixon
1.95 r (96%), xentelii mopomok, T. mia. 242-244 °C.
UK cnextp, v, cM @ 1628 (C=0), 3254, 3306 (N-H), 3361
(O-H). Cnextp IMP 'H, §, m. . (J, 'm): 3.08-3.15 (1H,
M) u 3.27-3.33 (1H, M, 6-CH,); 4.97-5.02 (1H, M, 5-CH);
5.91 (1H, yu. ¢, OH); 7.54-7.62 (1H, m, NH); 7.88 (2H, n,
J = 8.8, H Ar); 8.01 (1H, n, J = 3.6, NH); 8.45 (2H, g,
J = 8.8, H Ar). Crektp SIMP °C, §, m. n.: 45.1; 74.7;
124.3; 125.7 (2C); 126.2 (2C); 140.3; 141.7; 147.6; 163.5.
Macc-ciektp, m/z (Iym, %): 291 [M+H]™ (100). Haiinero, %:
C 4539, H 335, N 29.18. C11H10N604. BI)ILII/ICJ'IeHO, %:
C45.52; H 3.47; N 28.96.
5-I'mapokcu-3-(2,4-nudropdennn)-4,5,6,7-rerparuapo-
[1,2,3]rpua3zono[4,5-¢][1,4|nnazenun-8(3H)-on (4j). Boxon
1.77 T (90%), Oenslit mopomiok, T. 1. 223-225 °C.
UK cnextp, v, cM @ 1634 (C=0), 3253, 3307 (N-H), 3368
(O-H). Cnextp SIMP 'H, &, m. 1. (J, I'm): 3.07-3.14 (1H,
M) u 3.26-3.32 (1H, M, 6-CH,); 4.90-4.98 (1H, M, 5-CH);
5.88 (1H, ym. ¢, OH); 7.29-7.35 (1H, m, H Ar); 7.44-7.49
(1H, m, NH); 7.60-7.69 (2H, m, H Ar); 7.81-7.89 (1H, M,
NH). Criektp SIMP °C, 8, m. 1. (J, T'nr): 45.2; 74.4; 106.0
(m, Jer = 22.6, C-3"); 106.2 (1, *Jor = 22.6, C-3"); 113.1
(n % =226,*7=37,C-5) 1192 (1. 1, J =22.6, =37,
C-1"; 122.8; 131.6 (1, °J = 10.0, C-6"); 143.0; 157.6 (n. 1,
IJ=253.6,°J =13.8, C-4); 163.7; 164.5 (1. n, 'J = 251.4,
3J =12.5, C-2'). Macc-crietp, m/z (I, %): 282 [M+H]" (98).
HaﬁlleHO, %: C 4719, H 3]3, N 24.76. C1]H9F2N502.
Brruucneno, %: C 46.98; H 3.23; N 24.90.
5-I'mapoxcu-3-(2,4-mumernndennn)-4,5,6,7-rerparuapo-
[1,2,3]Tpua3zoo[4,5-¢][1,4|nnazenun-8(3H)-on (4k). Boixon
1.70 T (89%), OexeBbrii mopomok, T. Twi. 258-260 °C.
UK cnextp, v, cM @ 1627 (C=0), 3257, 3312 (N-H), 3379
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(O-H). Cnextp SIMP 'H, &, m. a. (J, T'm): 1.99 (3H, c,
CH3); 2.34 (3H, c, CH;); 3.06-3.12 (1H, m) u 3.26-3.32
(1H, ™, 6-CH,); 4.89-4.93 (1H, M, 5-CH); 5.69 (1H, ym. c,
OH); 7.18-7.22 (2H, M, H Ar); 7.26-7.29 (2H, m, NH,
H Ar); 7.38-7.42 (1H, m, NH). Criextp SIMP C, 8, m. 1.:
17.4; 21.2; 45.3; 74.2; 122.9; 128.1; 128.2; 131.1; 132.2;
135.9; 140.5; 142.2; 163.9. Macc-cniektp, m/z (o, %0):
274 [M+H]" (97). Haiineno, %: C 57.34; H 5.41; N 25.47.
C13H5N;5O,. Breraucneno, %: C 57.13; H 5.53; N 25.63.
5-I'mapokcn-3-(1-meTnnnupason-3-uni)-4,5,6,7-rerpa-
ruapo|1,2,3]Tpuasono[4,5-¢][1,4|nuazenun-8(3H)-ou (41).
Beixon 1.74 r (94%), Genblit mopouiok, T. r. 218-220 °C.
UK crektp, v, cM ': 1626 (C=0), 3254, 3298 (N-H), 3359
(O-H). Cnexrp SIMP 'H, &, m. 1. (J, T'm): 3.13-3.19 (1H,
M) u 3.21-3.33 (1H, M, 6-CH,); 3.92 (3H, c, NCHj3); 5.12—
5.18 (1H, m, 5-CH); 6.07 (1H, n, J = 4.4, OH); 6.59 (1H, c,
H Ar); 7.50-7.57 (1H, m, NH); 7.87 (1H, n, J= 3.6, NH); 7.92
(1H, ¢, H Ar). Criektp SIMP °C, §, m. 1.: 45.0; 74.6; 98.0;
123.4; 133.7; 140.6; 145.2; 163.5; 163.6. Macc-ciekTp, m/z
Iors %): 250 [M+H]" (96). Haiineno, %: C 43.19; H 4.36;
N 39.71. CoH;;N;O,. Beramcneno, %: C 43.37; H 4.45; N 39.34.

Cunre3 coequHeHnii 6a—i (o0mras meroauka). Meto 1.
K pactBopy 4 MMoib Tpuasosnonuasenusa 4a,e—i]l B 10 M
HCO,H no6asistor 4 MMOJIb THOCOEIMHEHUST Sa—g, mepe-
MEIIMBAIOT MPU KOMHATHON TeMIepaType B TedeHue 8§ d,
pasbaBmsitor 10 Mu BoAbI, 00Opa3oBaBUIMHCS 0CaIO0K
OT(UIBTPOBBIBAIOT, MPOMBIBAOT 10 MII BOZABI, CymiaT M
nepexkpucTamn3osbBaoT U3 MeCN.

Merton II. K pactBopy 5 MMons amuna 3a,e,i B 15 mn
HCO,H noGasmsitor 5 MMonbs THOcoenauHeHus 5a,d.e,g
NeEpEMEIINBAIOT IIPU KOMHATHOH TeMIIEPATYypE B TCUCHUC
12 4, pa3baBmsror 10 M Boxbl, 00pa3oBaBIINiiCS 0CaTOK
OT(UIBTPOBBIBAIOT, NMPOMBIBAOT 10 MII BOJBI, CylaT M
nepexkpucTamn3oBbBaoT u3 MeCN.

Metui-[(3-u300yTni-8-oxco-3,4,5,6,7,8-rexcaruapo-
[1,2,3]Tpuaszonol4,5-¢][1,4] nuazenun-S-uia)cynbpanmni]-
auerar (6a). Beixon 1.20 r (96%, meton 1), 1.44 1 (92%,
meton II), 6enbrii mopomok, T. wi. 239-240 °C. UK cnektp,
v, eM 1 1670 (C=0), 1734-1756 (CO,Me), 3321, 3415
(N-H). Criextp IMP 'H, §, m. 1. (J, 'mr): 0.79-0.88 (6H, M,
CH,CH(CHs),); 2.03-2.12 (1H, m, CH,CHMe,); 3.35-3.62
(4H, M, 6-CH,, SCH,); 3.64 (3H, ¢, OCHj); 3.95 (2H,
a, J = 7.2, CH,CHMe,); 5.09-5.19 (1H, m, 5-CH); 7.59-
7.68 (1H, m, NH); 8.04 (1H, n, J = 3.6, NH). Cnektp
AMP C, 8, m. 1.0 19.8 (2C); 27.9; 30.9; 44.8; 52.1; 52.4;
60.6; 123.4; 140.2; 163.3; 170.7. Macc-criektp, m/z
(Iom, %): 314 [M+H]" (100). Haiinenro, %: C 46.21; H 5.95;
N 22.19. C12H19N5O3S. BI)I‘{I/ICJ'[CHO, %: C 4599, H 6.1 ],
N 22.35.

S-(3-U300yTHI1-8-0KC0-3,4,5,6,7,8-rekcaruapo|1,2,3]-
Tpuazoio|4,5-¢][1,4]amazenun-5-wa)drantuoar (6b). Bexox
1.11 T (98%, meton I), 1.35 r (95%, meton II), Gembrii
MopomIokK, T. mi. 256257 °C. UK cnextp, Vv, em s 1670
(C=0), 1715 (C=0), 3317, 3447 (N-H). Cnextp SIMP 'H,
5, M. 1. (J, T'm): 0.77-0.85 (6H, m, CH,CH(CHjs),); 1.97-
2.05 (1H, m, CH,CHMe,); 2.34 (3H, ¢, COCH3); 3.31-3.53
(2H, M, 6-CH»); 3.95 (2H, 1, J= 7.2, CH,CH(CHjs),); 5.61—
5.70 (1H, m, 5-CH); 7.72-7.79 (1H, m, NH); 8.07 (1H, g,
J = 3.6, NH). Criextp IMP C, &, m. 1.: 19.7 (2C); 28.5;
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31.4; 45.2; 52.8; 60.7; 123.6; 140.9; 163.4; 194.9. Macc-
cnektp, m/z (I, %): 284 [M+H]" (100). Haiineno, %:
C 46.85; H 6.01; N 24.79. C;;H7N50,S. Brruucaeno, %:
C46.63; H 6.05; N 24.72.
[(8-Oxco-3-pennn-3,4,5,6,7,8-rekcaruapo(1,2,3] Tpu-
a30710[4,5-¢][1,4] nuazennH-5-wi)cyibpaHni|yKkcycHas
kucaora (6¢). Boixon 1.24 r (97%, meton 1), 1.49 r (93%,
meroy 1), Gemsiit mopomok, T. wi. 206-208 °C. UK cnektp,
v, eM 1 1675 (C=0), 2530-2851 (CO,H), 3302, 3391 (N-H).
Cnextp SAMP 'H, §, m. 1. (/, Tm): 3.29-3.51 (4H, m, 6-CH,,
SCH,); 4.97-5.04 (1H, m, 5-CH); 7.53-7.64 (5H, m, H Ph);
7.74-7.78 (1H, M, NH); 7.93 (1H, n, J = 3.6, NH); 12.59
(1H, ym. ¢, CO,H). Crextp SIMP *C, 8, m. 1.: 31.7; 45.2;
61.5; 125.6 (2C); 130.0; 130.3 (2C); 134.9; 140.9; 163.6;
172.2. Macc-ciektp, m/z (I, %): 320 [M+H]" (96).
Haiineno, %: C 48.69; H 3.98; N 22.21. C3H3N505S.
Brruucaeno, %: C 48.90; H4.10; N 21.93.
S-[8-Oxco-3-(4-xsopdpenunin)-3,4,5,6,7,8-rexcaruapo-
[1,2,3]Tpua3zoo[4,5-¢][1,4|anazenun-S-uia)3rantuoar (6d).
Beixon 1.31 r (97%, merox I), OGenblit mopomiok, T. mwi. 272—
274 °C. UK criektp, v, eM : 1668 (C=0), 1721 (C=0), 3323,
3449 (N-H). Cnektp SIMP 'H, §, m. 1. (J, T'm): 3.33 3H, c,
COCHj3;); 3.39-3.48 (1H, M) u 3.56-3.65 (1H, M, 6-CH,);
5.57-5.62 (1H, m, 5-CH); 7.54 (2H, a, J = 8.8, H Ar); 7.66
(2H, n, J = 8.8, H Ar); 7.88-7.96 (1H, m, NH); 8.04 (1H, n,
J =3.6, NH). Cnextp SIMP 13C, 6, M. 1.: 31.4; 44.8; 60.9;
123.8; 127.7 (2C); 130.3 (2C); 133.7; 134.6; 141.5; 163.1;
194.7. Macc-cniektp, m/z (Iym, %): 338 [M+H]" (100).
Haiineno, %: C 46.01; H 3.46; N 21.01. C;3H;,CINsO,S.
Brruucaeno, %: C 46.23; H 3.58; N 20.73.
(4-Metundennn)-5-[(4-xaopdennn)cyiabpanmnn]-4,5,6,7-
Terparuapo[1,2,3]Tpua3onol4,5-¢][1,4]anazenun-8(3 H)-
oH (6e). Beixox 1.48 1 (96%, metox I), 6emblii HOpOIIOK, T. TUT.
281-284 °C. UK cnektp, v, em ! 1658 (C=0), 3298, 3394
(N=H). Criextp SIMP 'H, &, m. 1. (J, I'rp): 2.38 (3H, ¢, CH3);
3.41-3.51 (1H, m) u 3.54-3.67 (1H, M, 6-CHy); 5.23-5.31
(1H, ™, 5-CH); 7.24-7.50 (9H, m, NH, H Ar); 7.85 (1H,
yur. ¢, NH). Crextp SIMP °C, §, m. 1. 21.4; 45.8; 64.1;
122.9; 123.2 (20C); 123.9; 127.8 (2C); 130.1 (2C); 130.9
(20); 132.1; 133.4; 141.5; 163.1; 164.7. Macc-criektp, m/z
Isr, %): 386 [M+H]" (99). Haiineno, %: C 55.89; H 4.06;
N 18.34. CgHcCINsOS. Brruucneno, %: C 56.03; H 4.18;
N 18.15.
5-[(2,4-Auxnopdenmn)cyibpanui]-3-(4-meroxcrdeHun)-
4,5,6,7-Trerparuapo[1,2,3]Tpua3oio[4,5-¢][1,4] nuazenun-
8(3H)-on (6f). Beixon 1.64 1 (94%, meron I), Oembrii
TOpPOIIIOK, T. 11, 289-292 °C. MK criektp, v, e : 1657 (C=0),
3309, 3407 (N-H). Criektp IMP 'H, &, m. . (J, I'y): 3.45—
3.54 (1H, m) u 3.60-3.71 (1H, m, 6-CH,); 3.82 (3H, c,
OCHj;); 5.32-5.43 (1H, M, 5-CH); 7.09 (2H, n, J = 8.4,
H Ar); 7.31-7.47 (3H, m, H Ar); 7.65-7.77 (2H, M, H Ar);
7.81 (1H, o, J = 3.6, NH); 7.87-7.93 (1H, m, NH). Cuektp
AMP C, 8, m. m1.: 45.7; 56.1; 64.2; 1153 (2C); 123.9;
127.4; 127.7 (2C); 128.2; 129.6; 131.9; 133.6; 136.6; 137.6;
140.9; 160.5; 163.5. Macc-criextp, m/z (Iom, %): 437 [M+H]"
(99). Haiineno, %: C 49.78; H 4.34; N 15.89. C;sH;5CI,N;s0O,S.
Brruucneno, %: C 49.55; H 3.47; N 16.05.
S-[3-(4-Metokcudenn)-8-okco-3,4,5,6,7,8-rexcaruapo-
[1,2,3]Tpua3ono[4,5-¢][1,4]nuazenun-5-un]3ranTnoar (6g).
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Bexon 1.31 r (98%, merox I), OGenbiit mopomiok, T. wi. 265—
267 °C. YK cnektp, v, cM " 1658 (C=0), 1727 (C=0),
3323, 3452 (N-H). Criextp SIMP 'H, 8, m. x. (J, Tw): 2.33
(3H, ¢, COCHj;); 3.38-3.49 (1H, M) u 3.52-3.63 (1H, M,
6-CH,); 3.84 (3H, ¢, OCHj); 5.52-5.59 (1H, M, 5-CH);
7.13 2H, n, J = 8.4, H Ar); 7.40 (2H, n, J = 8.4, H Ar);
7.79 (1H, n, J = 3.6, NH); 7.83-7.89 (1H, m, NH). Cnektp
AMP C, 8, M. 1.: 30.6; 45.8; 56.1; 60.5; 60.9; 115.3 (2C);
123.5; 127.5 (2C); 141.4; 160.4; 163.2; 194.8. Macc-criektp,
m/z (I, %): 334 [M+H]" (99). Haiineno, %: C 50.28;
H 4.46; N 21.33. C4H5Ns03S. Breruncneno, %: C 50.44;
H 4.54; N 21.01.
5-[(4-Metuindennia)cyabdpanuin]-3-(4-HuTpodenna)-

4,5,6,7-Trerparuapo[1,2,3]Tpuaszono(4,5-¢][1,4] imazenun-
8(3H)-on (6h). Brixon 1.52 r (96%, metox 1), 1.82 1 (92%,
meton II), 6enprit mopomok, T. . 275-278 °C. UK cnextp,
v, eM 'z 1662 (C=0), 3303, 3396 (N-H). Cniextp SIMP 'H,
6, m. 1. (J, I'm): 2.29 (3H, ¢, CH;); 3.44-3.55 (1H, m) u
3.60-3.72 (1H, M, 6-CHy); 5.20-5.29 (1H, ™, 5-CH); 7.17
(2H, n, J = 8.0, H Ar); 7.37 (2H, n, J = 8.0, H Ar); 7.72
(2H, n, J= 8.8, H Ar); 7.91-7.99 (1H, M, NH); 8.20 (1H, x,
J =3.6, NH); 8.38 (2H, 1, J = 8.8, H Ar). Criextp SIMP "C,
5, M. m.: 21.1; 45.5; 65.1; 124.7; 125.5 (2C); 129.8; 130.2
(2C); 134.0; 140.1; 140.9; 147.7; 163.4. Macc-cuekTp, m/z
(Ior» %): 397 [M+H]" (100). Haiineno, %: C 54.29; H 3.98;
N 21.44. C]8H16N6O3S. BLI‘H/ICJ'IeHO, %: C 5454, H 407, N
21.20.

Metua-3-[3-(1-metuni-1 H-nupa30.1-3-uii)-8-okco-
3,4,5,6,7,8-rekcaruapo[1,2,3]Tpuasono[4,5-¢][1,4] nuazenun-
S5-un)cyasdanunia|nponanoar (6i). Beixon 1.35 r (91%,
meto/ 1), Oenblit mopoinok, 1. wr. 269-272 °C. UK crnektp,
v, eM 'z 1669 (C=0), 1731-1764 (CO,Me), 3319, 3420 (N-H).
Criextp SIMP 'H, 8, m. 1. (J, T'mp): 2.61-2.71 (2H, M, CH,);
2.78-2.87 (2H, M, CH,); 3.39-3.50 (1H, m) u 3.57-3.62
(1H, M, 6-CH,); 3.55 (3H, ¢, OCH3); 5.19-5.24 (1H, M,
5-CH); 6.60 (1H, ¢, H Ar); 7.69-7.75 (1H, m, NH); 7.95
(1H, ¢, H Ar); 8.16 (1H, 1, J = 3.6, NH). Criextp SIMP °C,
6, M. .. 24.6; 34.9; 45.5; 51.7; 51.9; 60.5; 98.7; 123.7;
133.8; 140.2; 144.6; 163.3; 172.5. Macc-cuekrp, m/z
Ioms %): 352 [M+H]" (98). Haiineno, %: C 44.29; H 4.76;
N 28.13. Cy3H7N;0;S. Beruucieno, %: C 44.44; H 4.88;
N 27.90.
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