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Konnencammeit 4-(Boc-amuHo)-1,2,3-Tprazon-5-kapOOHOBBIX KHUCIOT C THAPOXJIOPHAOM OTWITIIUIMHATA CHHTE3HPOBAHBI COOTBET-
CTBYIOIINE THII-5-KapOOHMITIIMINHATEI, KOTOPbIe BHYTPUMOJIEKYJISIPHO IUKJIN30BAJIMCH C CENEKTHBHBIM oOpa3oBanueM 1,4,6,7-terpa-

runpo[ 1,2,3]rpuazono[4,5-¢][1,4]anazenun-5,8-1MoHOB

KiwueBble cioBa: 4-amuno-1,2,3-Tpra3on-5-kapOoHoBbIe KHCIOTHI, [1,2,3]rpuasono[4,5-¢][1,4]nuasenun, stun|[4-(Boc-amuno)-1H-
1,2,3-Tpua3on-5-kapOOHWUI |TITHIIHHAT, BHYTPUMOJICKYISIPHAS [IAKITA3AIHSL.

4,5-budyHnkiponanuzupoBanusie 1,2,3-Tpua3onbsl HaXo-
JIT IPUMEHEHHE B KayecTBe 3()(HEeKTUBHBIX PEareHTOB IS
aHHEJNIMPOBAaHUS 6- M 7-WICHHBIX TE€TEPOLMKINUYECKHX
uukioB. Tak, Hutpumel' u amuas’”  4(5)-ammHo-1,2,3-
Tpua3oi-5(4)-kKapOOHOBBIX KHCIIOT YCIIEIIHO HCIIONb30-
BaJWCh VI TOJYYEHHS MPOM3BOAHBIX Tpuazono[4,5-d]-
nupumuanHa. Ha ocHOBe 3¢dupoB S-popmmi-1,2,3-Tprason-
4-kapOOHOBBIX KHCIIOT CHHTE3MPOBAHBI IPOU3BOJIHBIC
tprazono[4,5-cJmapuwmmna’ u  Tprasono[4,5-d]impunasuma.’
Pa3zHooOpa3Hble MpejCTaBUTENH IOCIEIHEr0 THUMA COe/IU-
HeHu! ObuTH monydeHsl u3 d¢upoB 1,2,3-tpuazon-4,5-
nuKap6oHOBBIX KHCiOT.® OmHMcaHo TakKe MPUMEHEHHE
5-apom-4-(tosmmamnno)-1,2,3-tpuasonos’ 1M cHHTE3a
TPHA30JI00KC(TH)a3eMMHOB, a XJIOPAHTHIPHUIOB S-XJIOp-
1,2,3-TpHason-4-kapGOHOBEIX KHCIOT' — I CHHTE3a
TpHuazono[4,5-b][1,5]6en3okcazenunos. 4,5-/Inamuno-1,2,3-
TpPHUa30Jbl  OKa3aJMCh BeCbMa IEPCHEKTUBHBIMH IIPU
noctpoernu 1,2,3-tpuazono[4,5-b][1,5]ma3enHoB, a aMUIbI
5-amuHO-1,2,3-Tprason-4-kapOOHOBBIX  KHCITOT'" — s
nosiyaeHuss  Tpuasono[4,5-e][1,5]mnazenmaoB. HemaBHO
IUMETWIOBBIN  a¢up  1,2,3-Tpmazon-4,5-nukapOoHOBOM

© 2019 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTr0 CHHTE3a

KHCJIOTHI OBLT MCIIONB30BaH Ui nu3aiHa 1,2,3-Tpmasorno-
[4,5-€][1,3]ina3zenmHOHA, comepIKamEero pparMeHT MeTpo-
HU/a30JIa u O0JNaJaromero aHTUMHKpOOHOH u anTuBUY
aKTHBHOCTBIO. !

W3BecTHO, 4TO B psiy OCH30aHHEIUPOBAHHBIX JHA3CTIH-
HOB oco0asi pojb IpUHAIIEKHUT TeTparuapo[l,4]6eHszo-
JTUa3eTHH-2,5-AH0HaM, CTPYKTYPHBIE ()parMEeHTBHI KOTOPBIX
BXOJISIT B COCTaB MPUPOIHBIX COCTUHEHUN — HE(PPOTOKCUHA
doppectira'> W MPOTHBOOMYXONEBOrO — AHTHOMOTHKA
OKCOTOMAHMHIIMHA, > a CHHTETHYECKHE POU3BOIHBIE [IPO-
SABIAIOT AHKCHONHMTHYECKYI0,'*  aHTHKOHBYIbCHOHHYIO,'
TIPOTHBOOITYXOJEBYIO, ©  aHTHTPOMOOIMTHYECKYIO'| M aHTH-
Tybepkyesnyio'® akTHBHOCTb. C y4ETOM H3JI0XKEHHOIO
BBIPQKCHHBIN CHHTCTHYCCKHA W OHOJIOTUYECKUN HHTEPEC
MPEACTaBISIOT a30J0aHHEIUPOBAHHbIE AHAJIOTH JMA3EeIu-
HoB — [1,2,3]rpuazomno[4,5-¢][1,4]auazenun-5,8-110HBL,
TeM OoJiee, 9YTO B pSAY POACTBEHHBIX MM CTPYKTYp OBLIH
OOHapy>XeHBI aroHWCTHl (pakTOpa aKTHUBANMU TpPOMOO-
utos. "’

Hcxons w3 Toro, 4to Hamboliee pacHpoOCTpPaHCHHBIN
MeTon cuHTe3a 1,4-OeH3oauna3enuH-2,5-AMOHOB OCHOBBI-
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Cxema 1
0 o)
OH N NHBoc 1. p-BuLi, THF
N 1.80Cl,, A, 3-4h ®  +BuOH D\ ~78:-60°C, 1 h
1 1 —_—
N \ 2. NaNj, THF, H,0 N\N\ PhMe, A, 2-4h N 2.COy, 4 h
E rt, 10 min 1 61-81% &
_QA0,
1a—e 69-84% 2a-e 3a-e
0
NHBoc NHBoc O
N 1. CDI, MeCN, 60°C, 2 h N H 1. HCI, dioxane, rt, 1 h hN
— N Y = : i No NN OEt - ™ ) /,)1\
69-84% N 2. HCI-H,NCH,CO,Et °N 2. EtONa, EtOH, A, 6 h N NH
& OH MeCN, rt, 1 h g O 58-72% N o
da—e 77-88% 5a-e 6a—e
a R = CH,CH,Ph, b R = Ph, ¢ R = 4-MeCgHy, d R = 2-MeOCgHy4, € R = 2-F3CCgH,4
BAaeTCsi Ha BHYTPUMOJIEKYJSIPHOM LMKJIOKOHAECHCALUU cHATUs Boc-3ammrel ¢ aMHHOTPYNNBI IPU  JEHCTBUU

amugoB N-Boc-3aMeIIeHHBIX aHTPAaHMIOBBIX KHCIIOT HIH
WX CHHTETHYECKHX OSKBHBAICHTOB,” BIOIHE OGOCHOBAH-
HBIM TPEACTABISUIOCH H3y4YCHHE IOJOOHOH pEakIiH C
ydactieM 4-aMuHO-1,2,3-Tpra3on-5-kapOOHOBBIX KHCIOT.
OTMeTHM, 9TO B INTEPATYpE UMEIOTCSA CBEJCHHUS TOJIBKO 00
4-amuHO- 1 -MeTni-1,2,3-Tprazon-5-kapOOHOBOH  KHCIIOTE,
MOJTYYCHHOW INEJIOYHBIM THAPOIM30M COOTBETCTBYIOIINX
5-xap6aMOWII- MK 5-ypen10MPON3BOAHBIX.

B kauectBe 0a30BBIX CyOCTpaToB Il TaKOW IEIH
HCTIONB30BAHCH 1,2,3-Tpra3on-4-kapOOHOBBIE KUCIOTH 1a—e,
KOTOpBIE Yepe3 COOTBETCTBYIOIINE XJIOPAHTHIPUABI OBLIH
IpeBpaIlieHbl B Tpuasonwinasunpl 2a—e. Ilocnennue B
ycnoBusix peakuun  Kyprumyca B kumsamem PhMe B
npucyrctBun -BuOH o6pasytor ¢ Beixomamu 61-81%
N-Boc-4-amuno-1,2,3-tpuazonsl 3a—e. Ilpu pelictBun Ha
Hux n-BuLi B rekcane mpu —78+-60 °C u CO, mpoucxoaut
KapOOKCHJIMPOBaHHE TOJOXKEHHUS 5 TPHA30JIbHOTO IIMKIIA,
YTO NMPHUBOJUT K 00pa3oBaHUIO paHee Hem3BecTHBHIX N-Boc-
4-amuHO-1,2,3-TpHa3on-5-kapOOHOBEIX ~ KHCIOT  4a—e
(cxema 1). OHHU SBISAIOTCS HOBBIM TUTIOM OM(YHKIIHOHAIE-
HBIX PEAareHTOB W TPE/CTABISIOT HECOMHEHHBIH HHTEpec
KaK MEepCIIEKTHBHBIE CTPOUTENIbHBIC OJOKHU U KOHCTPYH-
pOBaHMs Pa3HOOOpPA3HBIX KOHIECHCHPOBAHHBIX TPHA30JIOB,
B TOM 4HUCIIE U TpHazono-1,4-muazenuHoB. CoequHeHus: 4a—e
Ipu  AEHCTBUM THAPOXJIOpWAA STWITIIUOMHATA B IIPU-
CYTCTBUHM 2-KpaTHOTO M30BITKa KapOOHMIAMMMHUAA30J1a
(CDI) TpanchopmupytoTcst B aMubl Sa—e ¢ BbIxogaMu 77—
88%. Cnenyer OTMETUTb, YTO BO3MOXKHOCTh IPOTEKAHUS
TaKOl KOHAEHCALlMU 3aBUCUT OT IMPUPOABI HUCHOIb3yEMOro
sdupa o-aMUHOKUCIOTHL Tak, Ha TpuUMepe TpUazoiloB 4a—c
MIOKa3aHO, 4YTO METWIOBBIA J(QHp anaHWHAa WIM Ke
STUIIOBBIE 3QUPHI (peHHIaTaHnHa ¥ CapKO3MHA B yKa3aH-
HBIX YCJIOBHAX HE 00pa3yloT aMH/OB 5, 4TO, 10-BUANMOMY,
00yCIJIOBJICHO BIJIMSIHHEM CTEPUYECKHX (PaKTOpOB B COOT-
BETCTBYIOIIMX aMUHOKHCJIOTAX.

Panee Gbuto moka3aHo,”™** 4TO BHYTpPHMOJIEKYIApHAS
LUKJIOKOHIeHcaust N-Boc-kapOOKCHaNIKUIaMUIOB aHTpa-
HUJIOBBIX KHCJIOT OTHOCHTENBHO JIETKO MPOTEKaeT B
pactBope JIM®PA npu 60 °C B npucyrcreun HCL. Hamnu
YCTAQHOBJIEHO, YTO TAaKHUE YCJIOBHUS HE COACHUCTBYIOT Ipe-
BpAaIlICHHIO aMUJ0B Sa—e B LeneBble Tpuazono[4,5-e][1,4]-
JMa3enuH-5,8-MMoHbl 6a—e U TaKoW MpoLecC Ieneco-
00pa3HO NPOBOAUTH 4Yepe3 CTagHi0 IPEABAPUTEIHLHOTO
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sKBUBaJeHTHOro konuyectBa HCl B auokcane npu
KOMHATHOW TeMIIepaType C MOCIEAYIOmed IHUKIOKOH-
neHcanueit B pactBope EtOH B npucyrctsum EtONa.
Takass npemnapaTHBHasi IpoLEAypa MO3BOJISET IOJIY4UThH
coequHeHus 6a—e ¢ BeIxogamu 58—72% (cxema 1).

B cnextpax SIMP 'H coennuenuii 6a—e nveercs ny6mnet
METHJICHOBOW TPYIIBl AMA3EIMMHOBOrO LUKIa mpu 3.55—
3.90 m. a. u Tpumet npotona 5-NH npu 8.47-8.62 M. 1.
¢ KCCB 4.8 I'm.

Takum oOpa3oM, HamMu pa3paboTaH MpenapaTUBHO
YIOOHBIH MOAX0J K CHHTE3y OU(YHKIMOHAIU3UPOBAHHBIX
peareHToB HoBOro tuma — 4-(Boc-ammHuo)-1,2,3-Tpnazon-
5-KapOOHOBBIX KHCJIOT, CHHTETHYECKUN MOTEHIMAT KOTO-
PBIX MPOAEMOHCTPUPOBAH MPUMEPAMH TTOJIyUSHHUS MTPOH3-
BoaHBIX [1,2,3]Tpnasono[4,5-¢][1,4]qnazenuna.

JKcHepUMeHTAJIbHAS YacTh

UK cnekrtpbl 3apeructpupoBanbl Ha mpubope Bruker
Vertex 70 B Ta6nerkax KBr. Cnmekrper IMP 'H u C
3amucaHbl Ha crektpomerpax Varian VXR-400 (400 u
100 MI'ty coorBetcTBeHHO0) B CDCl; (coeaunenus 2a—e) u
B JIMCO-d; (coeaunenust le, 3—5 a—e) u Bruker Advance
DRX-500 (500 u 125 MI't cootBercTBeHHO) B JIMCO-d,
(coenunenus 6a—e), BHyTpeHHui ctangapt TMC. Macc-
crekTphl 3amucaHbl Ha mpubope Agilent LC/MSD SL;
kojgonka Zorbax SB-CI8, 4.6 x 15 mMm, 1.8 wMkm
(PN 82(c)75-932); pactBopurenr JAMCO, wnoHU3auUs
ANEKTPOPACHBIIICHHEM TIPH  aTMOC(GEpPHOM  JIaBICHHUH.
DJneMeHTHBIN aHau3 BhIMONHEH Ha npubdope PerkinElmer
CHN Analyzer cepum 2400 B aHanutudeckoil jabopa-
topun HMHcTuTyTa opranndeckoi xumuu HAH VYxkpauHsl.
Temreparypbl IUIaBJCHUS ONPENEICHbl Ha  CTOJHUKE
Kodnepa u He nucnpasiieHsl.

1,2,3-Tpuazon-4-kapOOHOBBIE KHCIOTHI 1a,” 1b,** 1¢,%
1d”° cuHTE3MpOBAHbI MO JTUTEPATYPHBIM METOIAM.

Mertua-1-[2-rpudpropmernin)pennn]-1H-1,2,3-TpuazoJ-
4-kapOOKCHWJIAT  CHUHTE3UPOBAH IO  JUTEPATypHOMY
metony” u3 7.5 r (0.04 momb) 2-Tpu(TOpMETHI(EHMII-
asuga u 4.2 t (0.05 mMoap) MeTHIIOBOTO 3¢Upa aeTHIICH-
kapOoHOBOW KHcHOTHL. Brixom 5.1 T (53%), Oembrid
mopomiok, T. mi. 144—-146 °C. UK cnextp, v, em 1723
(C=0). Criextp SIMP 'H (500 MI'ti, IMCO-dq), 8, M. 1.
(/, T'm): 3.89 (3H, ¢, CHs); 7.81 (1H, n, J= 6.0, H Ar); 7.90
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(1H, T, J = 6.0, H Ar); 7.96 (1H, 1, J = 6.0, H Ar); 8.05
(1H, 1, J = 6.0, H Ar); 9.28 (1H, ¢, H-5). Criextp SIMP *C
(125 MTI'n, IMCO-dy), 3, m. a. (J, T'm): 52.5; 123.1 (k,
1J=1276.2); 125.5 (x, J = 30.9); 127.9; 130.0; 132.1; 132.3;
134.0; 134.6; 139.3; 161.0. Macc-criektp, m/z Iy, %): 272
[M+H]" (100). Haiineno, %: C 48.97; H 2.83; N 15.70.
C1HgF3N30,. Beruucneno, %: C 48.72; H2.97; N 15.49.

1-[(2-TpudpTopmerna)penuna|-1H-1,2,3-Tpuaszon-4-
kapOoHoBasi kucjaora (le) monsydeHa Mo JUTEPATypHOMY
merony” u3 5.0 r (0.18 Momb) merui-1-[(2-TpudyropMeTi)-
¢denmn]-1H-[1,2,3]rpuazono-4-kapbokcmnara. Beixon 4.74 r
(98%), Genpiii mopomiok, T. wi. 192—194 °C. UK crmektp,
v, M 1 1692 (C=0), 2475-2755 (cBsasannas OH rpymma
COOH). Cnektp SIMP 'H (IMCO-dq), 8, m. 1. (J, T):
7.77 (1H, o, J = 6.0, H Ar); 7.81-7.99 (2H, m, H Ar); 8.03
(1H, o, J= 6.0, H Ar); 8.97 (1H, c, H-5); 12.77 (1H, ym c,
COOH). Cnextp SIMP C (IMCO-dy), 8, M. a. (J, T'm):
1232 (x, 'J = 271.3); 125.2 (x, 2J = 31.3); 127.8; 129.9;
131.2; 131.9; 134.2; 134.6; 142.4; 162.5. Macc-cekTp, m/z
(Ior, %0): 258 [M+H]"™ (100). Haiineno, %: C 46.94; H 2.18;
N 16.27. C(HeF3N30,. Boeruucneno, %: C 46.70; H 2.35;
N 16.34.

Cunres (1H-1,2,3-tpua3oi-4-kap0oHui)a3nios 2a—e
(obmrast meronuka). Cmech 10.6 MMOJb KUCIIOTHI la—e B
10 M1 SOCI, KUIATAT MpU TIEpEMENIMBAaHUH B TeUeHUE 46 U
0 00pa3oBaHMs rOMOTEeHHOro pactBopa. M36siTok SOCI,
OTTOHAIOT MpPpHU TOHWKXCHHOM NaBJICHUU, HOJ'Iy‘-IeHHbIﬁ
xJopaHruapun pacteopsitoT B 10 mn TI'®, mobarisitor K
pactBopy 1.38 1t (21.2 mmomnp) NaN; B 30 mu H,O u
NEPEMEIINBAIOT TIPU KOMHATHOM TEMIEPATYpE B TCUCHHC
10 muH. OOpa3oBaBHIMiCS OCaZOK OT(UIBTPOBHIBAIOT,
mpoMbIBatoT 20 MIJI TeKcaHa M CyIIaT B BAKKyMe MaclITHOTO
Hacoca B Teuenue 3 u pu 20-25 °C.

(1-®endTna-1H-1,2,3-Tpuasoii-4-xapoonuia)asua (2a).
Brixon 1.8 r (84%), Genbrii mopomiok, T. pasn. 123-126 °C.
UK criektp, v, eM ' 1702 (C=0), 2162 (N3). Cniextp SIMP 'H,
S, m. a. (J, I'm): 3.17 2H, n, J= 7.2, CH,CH,Ph); 4.52 (2H,
n,J =172, CH,CH,Ph); 7.14-7.35 (5H, m, H Ph); 8.43 (1H,
¢, H-5). Crnextp SIMP °C, §, m. n.: 36.4; 51.1; 127.4;
128.2; 128.6 (2C); 129.0 (2C); 136.2; 140.4; 165.7. Macc-
cnextp, m/z (Lo, %): 243 [M+H]" (100). Haiinero, %:
C 54.29; H 4.27; N 34.53. C;1H(N¢O. Brpruucneno, %:
C 54.54; H4.16; N 34.69.

(1-Penna-1H-1,2,3-Tpuazon-4-kapoouna)azua  (2b).
Bexon 1.7 r (81%), 6enbrif mopomiok, T. pa3n. 150—-154 °C.
UK criektp, v, eM ' 1701 (C=0), 2164 (N3). Criextp SIMP 'H,
8, M. 1.: 7.43-7.62 (3H, m, H Ph); 7.70-7.79 (2H, M, H Ph);
8.57 (1H, ¢, H-5). Ciiextp SIMP °C, 8, m. 1.: 126.9; 127.2
(2C); 128.6; 129.0 (2C); 136.1; 140.5; 165.6. Macc-
cnextp, m/z (Iom, %): 215 [M+H]" (100). Haiinero, %:
C 50.68; H 2.72; N 38.98. CyHgNgO. Boruucneno, %:
C 50.47; H 2.82; N 39.24.

[1-(4-MeTtundennn)-1H-1,2,3-Tpua3on-4-kapoonui]-
a3ua (2¢). Bexox 1.8 r (77%), Genplit OPOIIOK, T. pasil.
136-141 °C. UK cmextp, v, cM 'z 1705 (C=0), 2160 (N3).
Cnexktp SIMP 'Y, §, M. 1. (/, Tm): 2.49 (3H, ¢, CH;); 7.29
(2H, n, J = 8.0, H Ar); 7.61 (2H, n, J = 8.0, H Ar); 8.48
(1H, ¢, H-5). Criextp SIMP C, 8, m. 1.: 21.2; 121.3; 124.1
(20); 129.4 (2C); 134.5; 139.4; 144.3; 153.8. Macc-

cnektp, m/z (I, %): 229 [M+H]" (100). Haiineno, %:
C 52.88; H 3.42; N 36.68. C;(HgN4xO. Boruucacuo, %o:
C 52.63; H 3.53; N 36.83.

[1-(2-Metokcupenun)-1H-1,2,3-Tpuazon-4-kapooHu]-
asun (2d). Bexox 2.0 r (83%), Oenblif MOPOIIOK, T. pasiL.
112-114 °C. UK cnektp, v, cM : 1705 (C=0), 2160 (N3).
Crnextp SIMP 'H, 8, m. 1. (J, T): 3.90 (3H, ¢, OCHs); 7.05—
7.18 (2H, m, H Ar); 7.45 (1H, 1, J = 8.4, H Ar); 7.82 (1H,
1,J=28.4,H Ar); 8.71 (1H, ¢, H-5). Ciextp SIMP "°C, 8, m. 11.:
56.0; 112.3; 121.3; 125.1; 125.7; 130.0; 130.9; 140.3;
150.7; 165.8. Macc-cniektp, m/z (Iym, %): 245 [M+H]"
(100). Hatineno, %: C 48.98; H 3.17; N 34.56. CoHgN4O,.
Breruncneno, %: C 49.18; H 3.30; N 34.41.

{1-[(2-Tpudropmerna)penuna]-1H-1,2,3-Tpua3on-4-
kapOonmn}asua (2e). Boxox 2.1 r (69%), Genblii TOPOIIOK,
T. pa3n. 163-166 °C. UK cnektp, v, em 1700 (C=0),
2165 (N;). Cnexrp AMP H, 8, M. 1. (/, Tm): 7.62 (1H, n,
J =6.0, H Ar); 7.72-7.88 (2H, m, H Ar); 7.94 (1H, n,
J=6.0, H Ar); 8.64 (1H, ¢, H-5). Criextp SIMP °C, §, m. 11.
(J, Tm): 123.1 (x, 'J=271.8); 125.6 (x, °J = 31.6); 127.8 (k,
3J=4.8); 129.9; 131.1; 131.9; 134.2; 134.5; 142.4; 162.5.
Macc-criektp, m/z (Iyy, %): 283 [M+H]" (100). Haiineno, %:
C 42.79; H 1.67; N 29.84. C,(HsF;N¢O. Boramcneno, %:
C42.56; H1.79; N 29.78.

Cunre3 mpem-oyrun(1H-1,2,3-tpua3zon-4-unkapdéamaros
3a—e (oOmas merommka). K cycnmeHsum 7 MMOJb TpH-
asommwasuga 2a—e B 15 M PhMe noOasmsaror 3.2 M
(35 mMmonp) +-BuOH m KunaTaT HpH MepeMeIInBaHUM B
TeueHue 2—4 4. PeakimoHHy0 cMech yIapuBaloT, OCTaTOK
KpUCTAIIU3YIOT U3 i-ProH.

mpem-byrnia(1-¢pendstua-1H-1,2,3-Tpuaszon-4-ui)-
kap6amar (3a). Bexon 1.49 t (74%), Oenblii mopomiok,
T. 1. 145-146 °C. UK cnekrp, v, em ' 1705 (C=0), 3382
(N-H). Cnektp SIMP 'H, &, m. a. (J, T'm): 1.45 (9H, c,
C(CH3);); 3.15 (2H, n, J = 7.2, CH,CH,Ph); 4.54 (2H, n,
J=17.2, CH,CH,Ph); 7.17-7.32 (5H, m, H Ph); 7.83 (1H, c,
H-5); 9.76 (1H, ¢, NH). Cnextp IMP °C, 3, m. 1.: 28.5
(3C); 36.1; 51.2; 79.8; 113.2; 127.0; 128.9 (2C); 129.1
(2C); 138.1; 144.5; 153.0. Macc-cuektp, m/z (Iym, %): 189
[M+2H-Boc]" (100). Haiizeno, %: C 62.29; H 7.09;
N 19.27. CsHy)N4O,. Breruucneno, %: C 62.48; H 6.99;
N 19.43.

mpem-Byruia(1-gennn-1H-1,2,3-rpuaszon-4-nnkapdamar
(3b). Beixon 1.44 r (79%), Genbiii MOPOMIOK, T. Il 184—
186 °C. UK cnektp, v, cM ': 1701 (C=0), 3380 (N-H).
Cnextp SAMP 'H, 5, M. 1. (/, Tm): 1.48 (9H, ¢, C(CHaj)3);
7.44-7.59 (3H, M, H Ph); 7.87-7.95 (2H, m, H Ph); 8.49
(1H, ¢, H-5); 10.22 (1H, ¢, NH). Criextp IMP "°C §, m. 1.:
28.1 (3C); 79.9; 115.2; 127.0; 126.2 (2C); 129.4 (2C);
137.8; 144.4; 153.1. Macc-cuektp, m/z (o, %): 161
[M+2H-Boc]" (100). Haiineno, %: C 59.72; H 6.31;
N 21.39. C;3H4N4O, Brruucaeno, %: C 59.99; H 6.20;
N 21.52.

mpem-Bytni[1-(4-merniadennn)-1H-1,2,3-Tpuazo-
4-nn|kap6amar (3c). Beixon 1.21 1 (76%), Genblit TIOPOIIOK,
1. . 177-179 °C. UK cnektp, v, em ' 1698 (C=0), 3378
(N-H). Cnextp SIMP 'H, &, m. a. (J, Tm): 1.47 (9H, c,
C(CHa;)3); 2.35 (3H, ¢, CH3); 7.35 (2H, n, J = 8.0, H Ar);
7.77 2H, n, J= 8.0, H Ar); 8.42 (1H, c, H-5); 10.18 (1H, c,
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NH). Crextp SIMP " C, §, m. x.: 21.1; 28.3 (3C); 80.1;
121.2; 124.3 (2C); 129.6 (2C); 134.6; 139.7; 144.4; 153.2.
Macc-cniektp, m/z (Iym, %): 175 [M+2H-Boc]" (100).
HaﬁHCHO, %: C 6147, H 668, N 20.54. C14H13N402.
Brruncneno, %: C 61.30; H 6.61; N 20.42.

mpem-ByTui[1-(2-meTokcudennn)-1H-1,2,3-Tpuazo.n-
4-nn|xap6amar (3d). Bexox 1.47 1 (81%), GembIii IOPOIIOK,
1. 1. 167-168 °C. UK crektp, v, cM ': 1706 (C=0), 3385
(N-H). Cnextp SIMP 'H, &, M. n. (J, I'm): 1.47 (9H, c,
C(CHa)3); 3.86 (3H, ¢, OCHj3); 7.13 (1H, T, J = 8.4, H Ar);
7.30 (1H, n, J = 8.4, H Ar); 7.51 (1H, 1, J = 8.4, H Ar);
7.61 (1H, 0, J = 8.4, H Ar); 8.11 (1H, c, H-5); 10.06 (1H, c,
NH). Crnextp SIMP “C, §, m. n.: 28.5 (3C); 56.6; 80.0;
113.4; 115.1; 121.4; 126.0; 126.4; 131.0; 144.7; 151.9;
153.4. Macc-ciextp, m/z (Lo, %): 191 [M+2H-Boc]
(100). Haitneno, %: C 57.71; H 6.32; N 19.53. C4H;sN4Os.
Brraucaeno, %: C 57.92; H 6.25; N 19.30.

mpem-byTnia[l-(2-tpudpropmernin)pennn-1H-1,2,3-
Tpuaso-4-ui]kapéamar (3e). Berxox 1.4 1 (61%), Oenbrit
nopomok, T. mi. 142—-144 °C. UK cnexrtp, v, em s 1707
(C=0), 3388 (N-H). Cnextp SIMP 'H | §, m. 1. (J, T):
1.46 (9H, c, C(CH,)s); 7.65 (1H, o, J = 6.0, H Ar); 7.77-
7.88 (2H, M, H Ar); 7.93 (1H, n, J = 6.0, H Ar); 8.45 (1H,
¢, H-5); 10.15 (1H, ¢, NH). Cnextp SIMP “C §, m. 1.
(J, T): 28.5 (3C); 56.6; 80.0; 124.9 (x, 'J = 274.6); 125.9
(x, 7 = 31.3); 127.5; 130.5; 131.7; 134.9, 137.8; 144.4;
153.1. Macc-criektp, m/z (Lo, %): 229 [M+2H-Boc]" (100).
Haiineno, %: C 51.48; H 4.46; N 16.97. Cy4H;5F3N40,.
Brruucaeno, %: C 51.22; H4.61; N 17.07.

Cunre3 4-[(mpem-0yrokcuxkapoonmn)amunol-1H-1,2,3-
TPHUa30J1-5-kap0oHOBBIX KHCJIOT 4a—e (00mas MeTo-
muka). K oxmaxneanomy mo —78 °C pactBopy 4.9 MMmonb
kapbamata 3a—e B 25 mu abcomrorHoro TT'® B atmMocdepe
aprona nobasimstot 8.3 mi (10.8 mmons) 2.5 M pacTtBOpa
n-BuLi B rexcaHe W HmepeMEIIMBAIOT B TEYCHHE | 9 mpH
—60 °C. PeakmmoHHyI0 cMech m00aBIsroT kK 10 T cyxoro
Jblla, MEpeMEIINBAlOT B TEYeHHE 4 49 M ylnapuBaror.
Ocrarox pactBopsaoT B 20 mn H,O u nmoxkucnsaror 5%
pactBopom HCl mo pH 5-6. OOGpazoBaBmmiics ocalIok
otuiabpTpoBEBaOT, TpombBaroT 10 M H,O, cymar u
Kkpuctamu3ytoT u3 MeCN.

4-[(mpem-BbyTokcuxapoonunn)amuuo|-1-gpendsTna-1H-
1,2,3-Tpua3zon-S-kap0oHoBas kuciaora (4a). Berxox 1.37 ¢
(84%), Gempiii mopomiok, T. 1. 179—181 °C. UK cmektp,
v, eM 1 1727 (C=0), 2478-2737 (COOH), 3345 (N-H).
Cnextp SIMP 'H, &, m. 1. (J, Tm): 1.40 (9H, ¢, C(CHs)s);
3.12 (2H, n, J = 7.2, CH,CH,Ph); 4.79 (2H, n, J = 7.2,
CH,CH,Ph); 7.12-7.36 (5H, m, H Ph); 9.08 (1H, c, NH);
12.02 (1H, ym. ¢, COOH). Cnextp AMP "°C, 5, m. 1. 28.5
(3C); 36.2; 51.9; 79.9; 121.3; 127.1; 129.0 (2C); 129.2
(2C); 137.8; 145.1; 153.3; 160.0. Macc-criektp, m/z (Lo, %):
233 [M-|-2H—Boc]+ (100). Haiineno, %: C 57.66; H 5.98;
N 17.03. Ci6HyoN4O4. Boruaucineno, %: C 57.82; H 6.07;
N 16.86.

4-[(mpem-ByTroxkcukapoonunia)amuno|-1-penna-1H-
1,2,3-Tpua3zon-S5-kapooHoBasa kuciaora (4b). Berxog 1.22 ¢
(82%), Gempiii mopomiok, T. wi. 157-158 °C. UK cmektp,
v, eM 1 1725 (C=0), 2472-2736 (COOH), 3340 (N-H).
Crektp SIMP 'H, 8, m. 1. (J, Tw): 1.43 (9H, ¢, C(CHs)3);

7.49-7.67 (5H, m, H Ph); 9.40 (1H, c, NH); 11.91 (1H, ym. c,
COOH). Criextp SIMP "*C 8, m. 11.: 28.4 (3C); 80.2; 122.6;
126.0 (2C); 129.7 (2C); 130.4; 137.3; 144.9; 153.3; 159.5.
Macc-cniektp, m/z (Iom, %): 205 [M+2H-Boc]" (100).
Haiineno, %: C 55.41; H 5.28; N 18.19. C;3HsN4O,.
Brruucaeno, %: C 55.26; H 5.30; N 18.41.

4-[(mpem-ByTrokcukapoonuni)amuno|-1-(4-meTuJ-
ennn)-1H-1,2,3-Tpuaso-S-kapooHoBas kuciaora (4c).
Bexon 1.2 r (77%), Gensblit mopomiok, T. mwr. 165-166 °C.
UK cmektp, v, eM ' 1726 (C=0), 2477-2741 (COOH),
3348 (N-H). Cnexrp SIMP 'H, §, m. 1. (J, T'm): 1.47 (9H, c,
C(CHs;)3); 2.37 (3H, ¢, CH; ); 7.26 (2H, n, J = 8.0, H Ar);
7.36 2H, n, J = 8.0, H Ar); 9.45 (1H, ¢, NH); 11.93 (1H,
yir. ¢, COOH). Criekrp SIMP °C, &, m. 1.: 21.2; 28.5 (3C);
80.2; 122.5; 125.8 (2C); 129.9 (2C); 134.9; 140.1; 144.7;
153.2; 159.6. Macc-criextp, m/z (I, %): 219 [M+2H-Boc]”
(100) Haﬁ,ueHo, %: C 5639, H 557, N 17.84. C15H18N404.
Brruucaeno, %: C 56.60; H 5.70; N 17.60.

4-[(mpem-ByrokcukapooHuwi)aMmuHo|-1-(2-MeToKCH-
¢ennn)-1H-1,2,3-Tpua3on-S5-kapoonoBas kucjaora (4d).
Bexon 1.16 r (71%), Genblit mopomok, T. 1. 163—164 °C.
UK cmextp, v, cM : 1730 (C=0), 2475-2744 (COOH),
3344 (N-H). Cnekrp SIMP 'H, §, m. 1. (J, T'm): 1.42 (9H, c,
C(CHa;)3); 3.73 (3H, ¢, OCH3); 7.12 (1H, 1, J = 8.4, H Ar);
7.24 (1H, n, J = 8.4, H Ar); 7.47 (1H, 1, J = 8.4, H Ar);
7.55 (1H, T, J = 8.4, H Ar); 9.32 (1H, ¢, NH); 11.97 (1H,
yur. ¢, COOH). Criektp SIMP *C, 8, m. 1.: 28.5 (3C); 56.3;
80.1; 113.0; 121.1; 124.1; 126.6; 127.6; 131.9; 143.9;
153.3; 153.6; 159.5. Macc-cnekrp, m/z (Iym, %): 235
[M+2H-Boc]" (100). Haitneno, %: C 53.75; H 5.29;
N 16.89. C15H13N405. BI)I‘II/ICJ'IGHO, %: C 5389, H 543,
N 16.76.

4-[(mpem-ByToxkcukapoonui)amuno|-1-(2-rpudrop-
MeTna)pennin-1H-1,2,3-Tpua3o-5-kapooHoBasi KHCJI0Ta
(4e). Beixon 1.26 r (69%), Genblit mopomiok, T. i 136—
137 °C. UK cnektp, v, cM : 1721 (C=0), 2470-2740
(COOH), 3350 (N-H). Cnextp SIMP 'H §, m. a. (J, T):
1.43 (9H, ¢, C(CH3);); 7.67 (1H, n, J = 6.0, H Ar); 7.79—
7.92 (2H, m, H Ar); 7.97 (1H, n, J = 6.0, H Ar); 9.25 (1H,
¢, NH); 12.01 (1H, yur. ¢, COOH). Criextp SIMP “C, §, m. 1.
(J, T): 28.4 (3C); 80.0; 124.9 (x, 'J = 274.6); 125.9 (x,
2J=31.3); 127.5; 130.5; 131.7; 134.8; 134.9; 137.8; 144.8,
152.8; 158.9. Macc-criektp, m/z (Iym, %): 273 [M+2H-Boc]"
(100). Haiineno, %: C 48.56; H 3.94; N 14.83. C;sH;5sF;N4O,.
Brruucneno, %: C 48.39; H 4.06; N 15.05.

Cunte3 stui{4-[(mpem-6yrokcukapooHuI)aMuHo|-
1H-1,2,3-Tpua301-5-KapooHWI} ITTHIIMHATOB Sa—e (o0mas
Metoauka). K pactBopy 3.3 MMois kucioTs! 4a—e B 40 M
MeCN nob6asmsrot 0.7 T (3.96 MMOIB) KapOOHMIIANAMU-
aszoJsia, TepeMemmBaioT B TedeHne 2 4 mpu 60 °C, 3atem
nobasistor 0.5 T (3.3 MMOJIB) THAPOXIOPHUIA ITHITIINITIHA
U JOOIOJIHUTCIIBHO TMEPEMEUINBAIOT 1 g pu KOMHATHOM
TemrepaType. PeaklMOHHYI0 CMeCh yNapuBarOT, OCTaTOK
pactBopsttot B 20 mn CH,Cl,, mpomemaror H,O (2 x 50 mi),
OpraHUYECKUH CJIOH yNapuBalOT U KPUCTALIM3YIOT U3
i-ProH.

Irun{4-[(mpem-oyToxkcuxapoonusn)aMmuHo|-1-gpeHrTui-
1H-1,2,3-Tpua3o-5-kapoonuwia}rauuuHar (5a). Breixon
1.22 1 (88%), GenpIii mopomok, T. wr. 98-99 °C. UK cnektp,
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v, eM 1 1695 (C=0), 1707 (C=0), 3388 (N-H), 3364 (N-H).
Cnextp SIMP 'H &, m. a. (J, Tm): 121 3H, 1, J = 7.2,
CH,CH;); 1.43 (9H, c, C(CHj)3); 3.11 2H, T, J = 7.2,
CH,CH,Ph); 4.03 (2H, n, J = 5.6, CH,NH); 4.14 (2H, x,
J=6.8, CH,CHj); 4.73 (2H, T, J = 7.2, CH,CH,Ph); 7.06—
7.34 (5H, m, H Ph); 8.53 (1H, 1, J = 5.6, NH); 9.20 (1H, c,
NH). Crektp SIMP C, 8, m. 1.: 14.5; 28.3 (3C); 35.9;
41.6; 51.4; 55.3; 61.2; 80.5; 124.6; 127.0; 128.9 (2C); 129.2
(2C); 137.8; 154.2; 158.9; 169.5. Macc-cniektp, m/z (Lo, %):
418 [M+H]" (100). Haiineno, %: C 57.39; H 6.61; N 16.84.
C,0H27N505. Beruncneno, %: C 57.54; H 6.52; N 16.78.
Itna{4-[(mpem-0yroxcuxapdonua)amMmuHo]-1-penni-
1H-1,2,3-Tpua3ou-5-kapoonuia}ranuudar (Sb). Brixon
1.08 r (84%), Oenblit mopomok, T. i 153-154 °C.
UK crektp, v, cM ' 1698 (C=0), 1705 (C=0), 3385 (N-H),
3367 (N-H). Cnextp AMP 'H, 8, m. 1. (J, Tu): 1.19 (3H, T,
J=17.2, CH,CHs); 1.43 (9H, ¢, C(CHs)3); 3.96 (2H, n, J=5.6,
CH,); 4.11 (2H, k, J = 6.8, CH,CH3); 7.48-7.61 (5H, m, H Ph);
8.89 (1H, T, J = 5.6, NH); 9.51 (1H, ¢, NH). Criextp SIMP “C,
5, M. n.: 14.5; 28.4 (3C); 41.6; 61.2; 80.6; 124.4 (2C);
125.5; 129.7 (2C); 129.9; 136.8; 141.6; 158.6; 169.4. Macc-
cnextp, m/z (Lo, %): 390 [M+H]" (100). Haiineno, %:
C 5568, H 587, N 17.84. C|8H23N505. BI)I‘II/ICJ'ICHO, %:
C 55.52; H5.95; N 17.98.
Itun{d-[(mpem-oyrokcuxapoonun)amuto|-1-(4-meru-
denun)-1H-1,2,3-Tpuazon-5-kapoonun}riauuuuar (5c).
Beixox 1.21 r (91%), Genblit nopomiok, T. . 174-176 °C.
UK crektp, v, cM : 1700 (C=0), 1710 (C=0), 3390 (N-H),
3370 (N-H). Cnextp AMP 'H, 8, m. 1. (J, Tu): 1.17 (3H, T,
J = 7.2, CH,CH;); 1.44 (9H, c, C(CHs)3); 2.38 (3H, c,
CH;); 3.76 (2H, n, J = 5.6, CH,); 4.08 (2H, k, J = 6.8,
CH,CH3); 7.26 (2H, n, J = 8.0, H Ar); 7.34 (2H, n, J = 8.0,
H Ar); 8.29 (1H, 1, J = 5.6, NH); 9.45 (1H, c, NH). Cnextp
AMP PC, §, m. 1.: 14.5; 21.2; 28.4 (3C); 41.6; 61.2; 80.6;
124.3 (2C); 125.5; 130.1 (2C); 134.5; 139.7; 141.5; 154.1;
158.6; 169.4. Macc-criektp, m/z (Iym, %): 404 [M+H]"
(100). Haiineno, %: C 56.39; H 6.34; N 17.21. C;9H,5N5O:s.
Brruucaeno, %: C 56.57; H 6.25; N 17.36.
Itun{4-[(mpem-6yrokcukapooOHUI)aMUHO]-
1-(2-metokcudenna)-1H-1,2,3-Tpua3zo-5-kapooHu} -
rauuuHat (5d). Beixox 1.12 r (81%), Genplii mopoIox,
1. 1. 178-180 °C. MK crektp, v, cM ': 1695 (C=0), 1708
(C=0), 3388 (N-H), 3369 (N-H). Cnexrp SIMP 'H, 3, m. 1.
(/, Tw): 1.16 3H, 1, J = 7.2, CH,CHy); 1.47 (9H, c,
C(CHs;)3); 3.72 (3H, ¢, OCHj3); 3.97 (2H, n, J = 5.6, CH,);
4.09 (2H, k, J = 6.8, CH,CH3); 7.11 (1H, 1, J = 8.4, H Ar);
7.20 (1H, n, J = 8.4, H Ar); 7.45-7.57 (2H, m, H Ar); 8.49
(1H, T, J = 5.6, NH); 9.37 (1H, ¢, NH). Criextp SIMP “°C,
5, M. .. 14.5; 28.4 (3C); 41.9; 56.2; 61.1; 80.7; 112.9;
121.0; 126.2; 127.4; 127.6; 131.7; 140.4; 153.2; 154.8;
158.0; 169.4. Macc-criektp, m/z (Iym, %): 420 [M+H]"
(100). Haitneno, %: C 54.71; H 5.88; N 16.59. C;9H,5NsOg.
Breruucaeno, %: C 54.41; H 6.01; N 16.70.
Itun{4-[(mpem-oyroxkcuxapoonuna)amuno]-1-(2-Tpu-
¢propmernin)dpenni-1H-1,2,3-Tpua3on-S-xkapoouun}-
raunuHat (Se). Bexon 1.04 T (77%), Genmbii mOpoOMIOK,
1. . 132-133°C. UK cmextp, v, cM ': 1691 (C=0), 1710
(C=0), 3390 (N-H), 3370 (N-H). Cnexrp SIMP 'H, 3, m. 1.
(/, Tm): 1.12 3H, 1, J = 7.2, CH,CHj3); 1.45 (9H, ¢, C(CH;)5);

391 (2H, n, J = 5.6, NHCH,); 4.04 (2H, k, J = 6.8,
CH,CH;); 7.61 (1H, n, J = 6.0, H Ar); 7.81-7.93 (2H, M,
H Ar); 798 (1H, a1, J = 6.0, H Ar); 8.53 (1H, 1, J = 5.6,
NH); 9.52 (1H, ¢, NH). Crextp SIMP °C, §, m. 1. (J, T'nn):
14.4; 282 (3C); 41.5; 61.1; 80.9; 125.1 (x, 'J =272.4); 127.4;
127.6 (x, 2J =31.3); 130.3; 131.7; 133.9; 134.4; 139.8;
144.8; 153.4; 157.2; 169.2. Macc-cuektp, m/z (o, %):
458 [M+H]" (100). Haiineno, %: C 49.73; H 4.94; N 15.18.
C19H22F3N505. BI)I‘II/ICJ'ICHO, %: C 4989, H 485, N 15.31.
Cunte3 1-3amemennbix 1,4,6,7-Terparuapol1,2,3]-
TpHua3o.i0[4,5-¢|[1,4]nnazennn-5,8-1monoB 6a—e (oOmas
MeToauka). K 2.16 MMonb riaMnuHaTa S5a—e J00aBJISIOT
10 M naceimenHoro pactBopa HCl B amokcane, mepe-
MEIIMBAIOT B TeueHue | 4 u ymapusaroT. OCTaTOK CyCIcH-
qupytot B 30 M EtOH, no6asnstror 0.38 r (4.32 mMModb)
EtONa u xunsatar B TedyeHHe 6 4. PeaknmoHHYI0 cMmech
yHapuBaroT, OCTaTok pacTBopstoT B 15 mn H,O u
nogkucisitor 5 ma 30% pacteopa HCl. Obpa3zopaBmiuiics
0CaJI0K OT(PHIHTPOBBIBAIOT, MpoMbiBatoT HyO u cymat Ha
BO3JIyXe.
1-®ensTi-1,4,6,7-rerparuapo|1,2,3|tpuazonol4,5-¢]-
[1,4]nnazenun-5,8-1uon (6a). Brixong 0.36 r (61%),
Oenbrit mopomok, 1. wi. 206208 °C. UK cnextp, v, em b
1673, 1715 (C=0), 3225, 3290 (N-H). Cnextp SIMP 'H,
S, M. 1. (J, Tm): 3.13 (2H, 1, J = 5.6, CH,CHPh); 3.55 (2H,
n,J=4.8, 6-CH,); 4.84 (2H, 1, J = 5.6, CH,CH,Ph); 7.07—
7.29 (5H, m, H Ph); 8.47 (1H, T, J=4.8, NH); 11.21 (1H, c,
NH). Cnextp SAMP 13C, 0, M. I.: 36.3; 45.9; 51.2; 118.6;
127.1; 128.8 (2C); 129.2 (2C); 137.8; 145.5; 160.3; 168.7.
Macc-ciektp, m/z (I, %): 272 [M+H]™ (100). Haiineso, %o
C 5739, H 491, N 25.97. C13H13N502. BI:I‘II/ICJ'IeHO, %:
C 57.56; H 4.83; N 25.82.
1-®enui-1,4,6,7-rerparuapo-[1,2,3]tpuaszonol4,5-¢]-
[1,4]nuazenun-5,8-1mon (6b). Brixon 0.38 T (72%), Gemnbrit
nopook, T. mwi. 218-220 °C. UK cmextp, v, cM 't 1672,
1712 (C=0), 3225, 3287 (N-H). Criextp SIMP 'H, §, m. 1.
, T'm): 3.90 2H, n, J = 4.8, 6-CH,); 7.51-7.68 (5H, ™,
H Ph); 8.57 (1H, 1, J = 4.8, NH); 1142 (1H, ¢, NH).
Crextp SIMP °C, §, m. 1.: 46.0; 119.3; 125.1 (2C); 129.5
(2C); 130.0; 136.9; 146.5; 159.5; 169.2. Macc-criektp, m/z
Isr, %): 244 [M+H]" (100). Haiinero, %: C 54.58; H 3.67;
N 28.65. C1HoN;sO,. Brruucneno, %: C 54.32; H 3.73;
N 28.79.
1-(4-Metundenun)-1,4,6,7-terparnapo-[1,2,3]Tpu-
azojo[4,5-¢][1,4]auazennn-5,8-quon (6¢). Beixon 0.36 r
(64%), GenbIit TOpOMIOK, T. 1. >250 °C. UK crektp, v, cM
1669, 1710 (C=0), 3218, 3291 (N-H). Cnextp SIMP 'H,
o, m. n. (J, I'm): 2.39 (3H, c, CH;); 3.88 (2H, 1, J = 4.8,
6-CH,); 7.35 (2H, n, J = 8.0, H Ar); 7.51 (2H, n, J = 8.0,
H Ar); 8.58 (1H, 1, J = 4.8, NH); 11.39 (1H, ¢, NH).
Crextp SIMP °C, &, m. 1.: 21.2; 45.9; 119.1; 124.8 (2C);
129.8 (2C); 134.6; 139.7, 146.4; 159.4; 169.2. Macc-
cnektp, m/z (Lo, %): 258 [M+H]" (100). Haiineno, %:
C 5619, H 424, N 27.01. C12H11N502. BBI‘[I/ICJ'IGHO, %:
C56.03; H4.31; N 27.22.
1-(2-Metokcudenun)-1,4,6,7-rerparuapo-[1,2,3]Tpu-
azono[4,5-¢|[1,4]auazenun-5,8-muon (6d). Beixom 0.35 r
(60%), Gemprii mopomok, T. wi. 212-214 °C. UK cmektp,
v, ecM 1 1665, 1707 (C=0), 3215, 3290 (N-H). Cnektp
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SAMP 'H, §, m. 1. (J, Tu): 3.77 (3H, ¢, OCHs); 3.86 (2H, 1,
J =438, 6-CH,); 7.07 (1H, T, J = 8.4, H Ar); 7.18 (1H, g,
J =84, H Ar); 7.42-7.59 (2H, m, H Ar); 8.55 (1H, T,
J=4.8,NH); 11.35 (1H, ¢, NH). Criektp SIMP "°C §, m. 1.:
46.0; 56.8; 113.1; 120.8; 121.1; 126.1; 127.0; 131.8; 145.1;
153.1; 159.4; 169.0. Macc-cuiektp, m/z (Iom, %): 274
[M+H]™ (100). Haiineno, %: C 52.89; H 3.99; N 25.49,
C,H;N5O;. Beruncneno, %: C 52.75; H 4.06; N 25.63.

1-[(2-TpudpTopmerna)penuniu|-1,4,6,7-trerparuapo-
[1,2,3]Tpua3zono[4,5-¢][1,4]a1uazenun-5,8-nuon  (6e).
Beixox 0.39 r (58%), Genblit mopomiok, T. . 224-226 °C.
UK criektp, v, cM ': 1674, 1715 (C=0), 3224, 3290 (N-H).
Cnextp SAMP '"H 5, m. 1. (J, Tm): 3.84 2H, 0, J = 4.8,
6-CH,); 7.78-8.02 (4H, m, H Ar); 8.62 (1H, T, J = 4.8,
NH); 11.51 (1H, ¢, NH). Criextp SIMP "°C, 8, m. z1. (J, T'n):
45.9; 121.1; 123.1 (x, 'J = 271.3); 125.7 (x, %J = 31.3);
127.6 (x, °J = 4.8); 130.2; 131.7; 133.9; 134.2; 145.5; 159.1;
168.7. Macc-cniektp, m/z (Iym, %): 312 [M+H]" (100).
HaﬁaeHo, %: C 4617, H 251, N 22.62. C12H8F3N502.
Brruucaeno, %: C 46.31; H 2.59; N 22.50.
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