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1. n-BuLi, THF
NHB ’ NHB NHB HN—4
/[\lj ¢ —78+-60°C, 1 h N \ o¢ Br\/COZEt ¢ HCI dioxane
N /
‘N 2 RZNCS N\N N cho3 MeCN ~ "LR2 rt, 5— 6 h N
R —60°C, 2-3 h e 'Rz 40°C,4-5h 1 87-92% iy
56-74% S 62-81% sz

R" = Me, PhCH,CH,, Ph, 2-MeOCgH,; R? = Et, i-Pr, t-Bu, Cy CO2Et

4-(N-Boc-ammuo)-1H-1,2,3-TprazonkapO0THOAMHIBI, TTONyYeHHBIE ITOCIeNoBaTeNbHOI 00paboTkoit 4-(N-Boc-amuno)-1H-1,2,3-tpu-
azonoB n-Buli n ankunmmzornonnanatamu npu —78+—60°C, mpu aelictBuu >TUOpomMarierata o0pasyroT cooTBercTByromue 4-(N-Boc-
aMMHO)-5-THOMMUAATHI, KoTopbie B HackieHHoM HCl nrokcaHe mojsepraioTcs BHYTPHMOJICKYISIPHOH [IUKJIOKOHIGHCANH B 8-(QJIKUII-
uMHHO)-4,8-uruapo-1H-[1,2,3]tpuazono[4,5-¢][1,4]tnazenun-5(6H)-oHBL

Kiwuessle ciioBa: 4-(N-Boc-amuHo)-5-tnonmunarel, N-Boc-4-amuno-1,2,3-tpuasonsl, 4-(N-Boc-amuno)-1H-1,2,3-tpuazonkap6oTro-
amunsl, [ 1,2,3]tpuasono[ 1,4]tnasenuuel, STUIOpOMAIIETAT.

KonneHcupoBanusie 1,4-tnazenuHoBbie cuctemMel B Topa (FXR),”'® a Takke aHTHOKCHIAHTHbIE M IIMTO-
TeuEeHHE TIOCIeHUX JIECATUICTHI AKTHBHO M3ydYaloTCs KaK  TOKCHYECKHE areHThL.' ' B TO Xe BpeMs pOICTBEHHBIE MM IO
nepcrekTBHbIe cKadOabl Ul CO3AaHHUS CTPYKTYp C ctpoenmto [1,2,3]rprazono[ 1,4]tnazenuHbl ocTaroTcs IpaKTH-
MOIIHBIM (hapMaKOJIOTHYECKUM MOoTeHIuaaoM. Haubosee  4eCcKM HEU3BECTHBIMM UM TOJIBKO HEJABHO IOSIBUJIOCH
TI0Ka3aTeNbHBIM PEe3yIbTATOM TAKUX MCCIEOBAHHMil CTano  COObLIeHMe'> O CHHTe3e MepBOro IpEJICTABUTENS psiia
OTKpHITHE B psny 4,1-0eH30THA3eNNH-2-0HOB aHTarOHNUCTA [1,2,3]rpnazono[4,5-ftnazenmaoB. C y4eToM BEIpaXKE€H-
muToXoHApHansHoro Na’'/Ca®’-o6mennnka CGP 37157'%  moro ¢apmaxodoproro xapakrepa 1,2,3-TpHa3soibHOrO
M ero CTPYKTYpHBIX aHanoroB.”’ BbUIO Takke ycTaHOB-  dparmeHTa'’ '’ JOTHYHBIM HPEACTABIISIICS BBIBOJ, UTO €rO
neHo, uto 6enzotuaszenud CGP 37157 u ero uzonpomnuib-  cowieHeHHe C |,4-THa3enmMHOBBIM IIMKIOM MOXET OKa-
Helit amanmor ITH 12575° (puc. 1) Takke SBIsIOTCA
3(eKTUBHBIME MOJYJIATOPAMH roMeocTasa HoHoB Ca’’
(CALHM 1).

3acoyXuBaOT BHUMAHHUS IIPOTHBOOIYXOJIEBBIE CBOW-
crBa®’ TpomsBOmHBIX 4,1-GEH30THA3CIHH-2-0HOB M WX
CcrocoOHOCTh K WHTHOMPOBAHUIO AKTHBHOCTH (hepMeHTa
ckBaneHcuHTa3bl.” He MeHbIHit HWHTEPEC BBI3BIBAIOT U
reTepoaHHeINPOBaHHbIE |,4-THa3enMHbBI, Cpear KOTOPBIX
HanboNee HCCIEIOBAHEl TPOM3BOMHEIE MHpa3ono[3,4-e]- CGP 37157 ITH 12575
[1,4]TrazenuH-7-0HOB — aroHUCTHI (papHe3onaHOTO X-penen-  Pucynok 1. bronornuecku aktuBHbie 4,1-0eH30THA3CTIHH-2-0HBL
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Cxema 1
0
NHBoc 1. p-BuLi. THF NHBoc NHBoc HN
N P N Br.__CO,Et
| -78+-60°C, 1 h o\ \/ 2 HCI dioxane /l/\l T
N 2. RENCS N NH_ KaCOs MeCN_ 5“1 Mo Tsen S
R 1a-d —60°C, 2-3 h R' § R® o0c4as5hnh R 87-92% g N,
_749 o, 62-81% _ i R
56-74% 2a-j ° 3a j CO,Et 4a-j
R' = Me, PhCH,CH,, Ph, 2-MeOCgHq4; R? = Et, i-Pr, t-Bu, Cy

3aThCSl BeChbMa IOJIE3HBIM [JISI CO3JaHHMS HOBBIX IOTEH-
LMaJIbHO OMOAKTUBHBIX COCMHEHHH.

Hanbonee obOmmii Meron cunresa 4,1-0eH30THA3EIHMH-
2-0HOB — 3-KOMIIOHEHTHAsl PEaKLUs aHWINHOB C allbAeru-
JaMM WIM aKTUBUPOBAaHHBIMM KETOHAMU M MepKamTo-
YKCYCHBIMH KUCJIOTaMU, IIPOTEKAIOIIas ¢ MPOMEKYTOUHBIM
yuacTieM 2-amuHo6en3ruaposos. " '* 2! logoGuas muko-
KOHJEGHCAllUA C Yyd4acTueM 4-He3aMeIleHHBIX S5-aMHHO-
MUPa30JIOB OKazanach 3()(EeKTUBHOW W I TOJYYCHHUS
MIPOM3BOJHBIX THPa3oiio[3,4-e][1 ,4]T1/1a3e111/1Ha.9’1 12226 Hamm
TOMBITKM HCIIONB30BaTh B TEX XKe YCIOBHAX ' 4-aMHHO-
1,2,3-Tpua3on He Janu pe3yapTaTa.

UsBecteH cmoco0  cuHTe3a  1,4-THasenuH-3-0HOB
KOHJICHCAllMeH aHWIUIO0B -aMHUHOKPOTOHOBOW KHCIIOTHI C
TaJIOTEHaHTUPUIAMU  O-TQJIOT€HKapOOHOBBIX  KHCIOT.
IIpuMeHeHHEe TakOoro BapHaHTa I MOJY4YEHUS TPHUA30JIO0-
aHHEIMPOBAHHBIX 1,4-THA3eMUHOB TpeOOBaIO pa3padOTKU
MeTOJla CHHTe3a HOBBIX peareHToB — 4-amuuo-1,2,3-tpu-
a3on-5-xkap6otnoamuioB unu ke ux 4-(N-Boc-amuHo)-
MIPOU3BOJHBIX. B nuTeparype UMeroTCsl CBEACHUS O CeleK-
TUBHOM C-THOKapOaMOMJIMPOBAHUM HEKOTOPHIX N-3aMe-
IIEHHBIX KapOOLMKINYECKHX W M TeTePOLHKINYECKUX "
€HaMHHOB, KOTOPO€ MPOTEKAaeT MPH UX B3aMMOJACHCTBHH C
u3oTHOIMaHaTaMu B kursinieM PhMe B mpucyrctBun NaH.
Ha mnpumepe 4-(N-Boc-amuno)-1-metun-1,2,3-tpuasona
(1a) mamm mOKa3aHO, YTO B TAaKUX YCJIOBUSIX OH HeE
B3aMMOJICHICTBYET HU C 3TWJIN30THOIIMAHATOM, HU C (PeHMII-
n3otuounaHaroM. Ilo 3Toi mpuyYMHE C y4yeToM HEeJaBHO
IOTYYEHHBIX JaHHBIX,” > COINIACHO KOTOPHIM 3JIEKTPO-
¢GuIbHOE 3aMeIeHHe Mo MmoJjoxkeHuto 5 4-(N-Boc-amuno)-
1,2,3-Tpua3ooB peaau3yercs TOIbKO MyTeM X MpeaBapu-
TENBHOTO JIMTHUPOBaHMA, cyOcTpaTsl la—d ObIIM mOABEp-
XKEHBI TocienoBaTenbHOMy nevctBuio n-Buli B TI'® u
ankum3oTHonmanaToB mpu —78+—60°C (cxema 1). B pesynb-
Tate Cc BBIXOJgaMH 56—74% Obumu momydensl 4-(N-Boc-
amuHO)- 1,2,3-Tprazon-5-kapboTnoaMuasl 2a—j — HOBBIE
OMHYKIICOPMIbHbIE CHHTETHYECKHE OJIOKH, TMEePCIEKTHB-
HBIE U1 KOHCTPYHPOBAHHS paHEe HEHW3BECTHBIX THIIOB
KoHAeHCHpOoBaHHBIX 1,2.3-TpmazonoB. Ilpu 3Tom crexyer
OTMETHUTH, 4YTO Ooyiee dBIEKTPOPHUIBHBIE aPHIN30THO-
[HAHATBl OKa3aJUCh HEIPPEKTHUBHBIM B POJIK THO-
KapOaMOWIMPYIONINX areHTOB, ITOCKOJBKY B YCIIOBHSX
peaxIy OHH TPEBPAIIAINCh B CMECH TPYAHOHICHTH(U-
LUPYEMBIX IIPOTYKTOB.

B otnmume oT 0gHOCTAAMITHON IUKIN3AUA THOAMHIOB
[-aMHHOKPOTOHOBOM KHCJIOTHI C TaJOr€HAHTUAPUAAMHU
0-TaJIOreHKAapPOOHOBBIX  KMCIIOT,” | PEaKiHs THOAMH/IOB
2a,b ¢ XJOpaNETHIXIOPUIOM TPOTEKAET C 0Opa3OBaHUEM
CIIOKHOW CMECH TPOAYKTOB. DTOT (hakT cTajd BECOMBIM
OCHOBAHWEM IUISI WCIIONB30BAHUS IBYCTAIWIHOTO BapHaHTa
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dopmupoBanus 1,4-tuazenuHoBoro 1ukia. C 3Toil 1eIbio
Ha MepBOMl cTaguu THOaMMIBl 2a—j IOJBEpraiuch
CEJIEKTUBHOMY S-alKMJIMPOBAHUIO 3TWIOPOMALIETATOM B
MATKHX YCIOBHSX, YTO HpUBOAMIO K 4-(N-Boc-amuHo)-
S5-tuoumupatam 3a—j c Beixomamu 62-81%. VYnanenue
3amuTHOW Trpynnel Boc gefictBuem HCl B nuoxcane
COTIPOBOXKIANIOCHh BHYTPUMOJIEKYJISPHOM ITUKIOKOH/CH-
carell ¢ obpasoBanueM IieneBsixX [1,2,3]tpuasomno[4,5-¢]-
[1,4]tnazenun-5(6/)-oHoB 4a—j C BBICOKHMMH BBIXOJAMHU
(cxema 1, Ta0m. 1).

Ta6auna 1. Bpems peaknuii mory4eHns: 1 BEIXOIBI
coenuHeHuit 2—4 a—j

Coenu-

Here R! R? Bpewms, u Brixon, %
2a Me Et 3 74
2b Me i-Pr 4 69
2¢ Me t-Bu 4 72
2d Me Cy 4 64
2e PhCH,CH, Et 3 59
2f PhCH,CH, t-Bu 4 57
2g Ph Et 4 63
2h Ph t-Bu 4 67
2i 2-MeOC¢H,4 Et 4 70
2j 2-MeOC¢H,4 i-Pr 4 56
3a Me Et 4 81
3b Me i-Pr 4 73
3c Me t-Bu 5 73
3d Me Cy 5 65
3e PhCH,CH, Et 4 73
3f PhCH,CH, t-Bu 5 75
3g Ph Et 4 72
3h Ph t-Bu 5 62
3i 2-MeOC¢Hy4 Et 4 69
3j 2-MeOC¢H,4 i-Pr 5 80
4a Me Et 5 87
4b Me i-Pr 6 92
4c Me t-Bu 6 89
4d Me Cy 6 90
4e PhCH,CH, Et 5 91
4f PhCH,CH, t-Bu 6 87
4g Ph Et 5 89
4h Ph t-Bu 6 87
4i 2-MeOC¢Hy4 Et 6 88
4j 2-MeOC¢H,4 i-Pr 6 92
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CrpoeHue Kak MPOMEXYTOUYHbIX (coerHeHn 2a—j u 3a—j),
TaK M LEJEeBbIX MPOAYKTOB (COEANHEHUH 4a—j) MOATBEPXK-
JICHO KOMIUIEKCHBIM (DU3MKO-XUMHYECKUM HCCIIeI0Ba-
HueM. Tak, B K cnexTpax THoaMumoB 2a—j NpOSBISIOTCA
MOJIOCHl TIOTJIONICHUS CpeJHed MHTEHCUBHOCTU CBs3eH
N-H (33163320 cm') u C=0 (1698-1705 cm).
Cnextper SIMP 'H, KpOM€ HaJIM4Us TUIUYHUX CHUTHAJIOB
samectuteneii Boc, R' u R% XapaKTEePU3YIOTCS CHUHIJIE-
Tamu npotoHoB rpynn NHBoc mpu 9.65-10.24 M. n. u
NHR? mpu 9.04-9.35 M. a. B crnaGomonbHON dacTH
criextpoB SIMP *C conepixarcs cursans B auanasone 179—
183 M. 1., KOTOpbIE HaJE€KHO MOXKHO OTHECTH K aToMy
yrnepoa rpymmst C=S.*

B cBoro ouepenp, B criekrpax SAMP BC coemmenmit 3aj
OTCYTCTBYIOT CUTHAJIbl B yKa3aHHOH 00JACTH, 4TO yKa3bl-
BaeT Ha peaJM3alMI0 Ipoliecca S-aJKUINPOBAHUS THO-
amunoB 2a—j. Cruenyer OTMETHTh, YTO CTPYKTYpHOMH
0COOCHHOCTBIO THOMMHJIATOB 3a—j sBISETCA yABOCHHE B
cnextpax SIMP 'H curnasio npoToHoB 1 B criektpax SIMP Bc
CHTHAJIOB aTOMOB yIJIepo/a 3aMecTuTens R? B THOMMHIAT-
HOM ()parMeHTe MOJEKYJIbl, YTO, 1O BCEH BUAWMOCTH,
00YCIIOBJICHO CYIIECTBOBAHHEM THOMMHIATOB 3a—j B BHIC
cMecu cun- U aumu-nzomepoB. Ilpum sToM yBenHueHUE
o0beMa yKa3aHHOTO 3aMECTUTEISI IPUBOAUT K YBEJIUUSHUIO
conepanus ofHoit u3 hopm. ITo maruHbM criektpos SIMP 'H,
B cioydae coemmHenmii 3a.e,i (R* = Et) oTHOCHTenbHOE
cojiepKaHue U30MepoB cocTaBisieT 48—54+52-46%, B ciy-
qae coemuuennii 3b,j (R* = i-Pr) — 25-30+75-70%, a B
cnyuae coemmuennii 3¢,fh (R = #-Bu) — 5-10-95-90%.
B cayuae npomssogsoro 3d (R? = Cy) MymbTHIUICTHbIH
XapakTep CHTHAJIOB HE IO03BOJISET OIPENENIUTh COOTBET-
CTBYIOII[EE COOTHOIICHHE HM30MEepoB. B oTmmume ot THO-
UMUJATOB 3a—j WX IMKIAYECKHe aHajoru 4a—j cyiie-
CTBYIOT TOJBKO B OJHOM M30MepHOH (opme, KoTopas B
cnekrpe SIMP '"H kpome 07HOro HaGopa CHTHAIIOB 3aMec-
thTens R®  XapakTepu3yeTcs CHHIVIETAMH —IIPOTOHOB
METHJICHOBOW TPYIIIBI THA3eIMHOBOTO IHMKJIA B HHTEpBase
3.42-3.93 m. 1.

Takum o6pa3zom, HamMH pa3paboTaH YAOOHBIH MOIXOA K
MOJTyYCHUIO HOBBIX OM(PYHKIIMOHAIBHBIX COCIWHEHHH —
4-(N-Boc-amuHo)-1,2,3-Tpua3zon-5-kapbornoamuioB. CuHTe-
TUYECKUN IOTEHLMA] JTUX COEAVHEHUN pacKpbIT Ha
IpUMepe MOIYYCHUS NPOHM3BOIHBIX paHee HEM3BECTHOU
reTeporuKIngdeckoil cuctemsl [1,2,3]rpuazono[4,5-e][1,4]-
THA3eIHHA.

BKCHepI/IMeHTa.ﬂbHaﬂ YacThb

UK crekTpsl 3aperucTpupoBaHsl Ha mpubope Bruker
Vertex 70 B Tab6nerkax KBr. Crmekrpsr IMP 'H u “C
3anmcasbl Ha ciekTpoMeTpe Bruker Avance DRX-500 (500
u 126 MIu coorBerctBeHHO) B pactBope JMCO-dg,
BHyTpeHHHu# cranaapt TMC. Macc-crieKTpsl 3ammcaHsl Ha
mpubope Agilent LC/MSD SL, noHM3anms 3J1eKTpOpacIIbl-
neHneM mpu atMocepHoM naBieHnu. Komonka Zorbax
SB-C18, 4.6 x 15 mm, 1.8 Mmxm (PN 82(c)75-932); pactBo-
purens JAMCO. DOneMeHTHBI aHANW3 BBIIOJHEH Ha
npubope PerkinElmer CHN Analyzer cepun 2400. Temre-
paTypslI IIaBiIeHHs onpeaeeHsl Ha ctonnke Kodnepa n He
UCTIPABJICHBI.

843

Coenunenns la—d cHHTE3UPOBAHBI MO paHEE OIMCAH-
HOM JINTEPaTypPHOil METOIHKE.”

Cunre3 coequHenuii 2a—j (obmas merommka). K oximax-
neraomy 1o —78°C pactBopy 0.051 monp kapbamara 1la—d
B 125 mur abcomortHoro TT'® B atMocdepe aprona nobas-
ot 47 v (0.107 momp) 2.5 M pactBopa n-Buli B
TeKcaHe W TepeMemuBaloT B TedeHume | 1 mpu —60°C.
3arem Kk peaknuoHHOH cMmecu npobaBmsror 0.061 monb
ANKIITN30THONNAHATA, TIEPEMCIINBAIOT B TEYEeHHE 2—3 9
npu —60°C, o6pabatsiBaror 20% BOJHBIM pacTBOPOM
NH4Cl mo pH 6-7 m ymapuBaloT mNpH NOHIKEHHOM
nmaBimeHun. Ocrtatok pactBopstor B 100 mm MTBD u
npomsiBatoT H,O (2 % 75 mur). Opranndeckuii cioi cymar
Hax Na,SO4, ymapuBalOT TpPH MOHMKCHHOM [TaBICHUH,
OCTaTOK OYHWINAIOT KOJOHOYHOW XpomaTorpadueit Ha SiO,
(amoenr CHCL,-MTED, 7:3). Iomy4deHHBIC TPOXYKTHI 2a—j
MepeKprCTaLTI30BEBaroT 13 PhMe.

mpem-byruia[l-mernia-5-(3ruiakapéamoruon)-1H-
1,2,3-tpua3ou-4-niajkapdéamar (2a). Brixon 10.76 r
(74%), GexeBpIii TOpomIoOK, T. 1. 104-106°C. UK cmektp,
v, eM ': 3314, 3206 (NH), 1698 (C=0). Crextp SIMP 'H,
o, m. . (J, T'm): 1.32 3H, T, J= 7.2, CH,CH3); 1.53 (9H, c,
C(CH;);); 3.74 (2H, x, J = 6.8, CH,CH;); 4.27 (3H, c,
NCHs;); 9.04 (1H, ¢, NHEt); 9.98 (1H, ¢, NHBoc). Cnextp
SAMP BC, 8, m. 1.0 12.6; 28.1 (3C); 38.1; 40.9; 82.9; 132.3;
135.5; 156.6; 181.7. Macc-cuexktp, m/z (lyy, %): 187
[M+2H-Boc]" (100). Haiimeno, %: C 46.42; H 6.78;
N 24.48. C;;H9N50O,S. Breraucneno, %: C 46.30; H 6.71;
N 24.54.

mpem-ByTnia[S-(uzonponuikapéamoruomnn)-1-merun-
1H-1,2,3-Tpua3ou-4-uialkapéamar (2b). Beixog 10.52 r
(69%), OexeBbIit mopomiok, T. 1. 126—128°C. UK criekTp,
v, em ': 3313, 3208 (NH), 1701 (C=0). Crextp SIMP 'H,
o, M. 1. (J, T'm): 1.23 (6H, n, J = 6.8, CH(CH;),); 1.42 (9H,
¢, C(CHj3);); 3.99 (3H, ¢, NCHj); 4.55-4.60 (1H, wm,
CH(CHj;),); 9.18 (1H, ¢, NHi-Pr); 10.24 (1H, ¢, NHBoc).
Crextp IMP C, 8, m. 11.: 20.4 (2C); 28.0 (3C); 36.4; 46.7;
79.7; 130.9; 138.4; 154.1; 181.4. Macc-cnektp, m/z
Iyra» %): 201 [M+2H-Boc]™ (100). Haiineno, %: C 48.23;
H 7.13; N 23.27. C,H;N5O,S. Breraucineno, %: C 48.14;
H 7.07; N 23.39.

mpem-byTui|S-(mpem-6yruaxkapoamornoui)-1-merui-
1H-1,2,3-Tpua3ou-4-nia]kapéamar (2¢). Brixon 11.49 r
(72%), 6exeBbIit mopomiok, T. . 153-155°C. UK cnekTp,
v, em 'z 3311, 3207 (NH), 1699 (C=0). Criextp SIMP 'H,
S, M. 1.: 1.52 (9H, ¢, COC(CHs;)3); 1.61 (9H, ¢, C(CHjs)3);
4.20 (3H, ¢, NCH3); 9.12 (1H, ¢, NH#Bu); 9.42 (1H, c,
NHBoc). Criekrp SIMP °C, 8, M. 1.: 25.2 (3C); 26.1 (3C);
35.4; 54.4; 80.2; 131.6; 132.5; 153.9; 179.4. Macc-cnektp, m/z
(oms %): 215 [M+2H-Boc]" (100). Haiineno, %: C 49.94;
H 7.49; N 22.21. C3H»;N50,S. Beraucineno, %: C 49.82;
H 7.40; N 22.35.

mpem-ByTuin[1-MeTni-5-(UUKJI0reKCHIIKAPOAMOTHOT)-
1H-1,2,3-tpua3o-4-nia]kapéamar (2d). Beixog 11.06 r
(64%), Gembrit mopomiok, T. wi. 176—178°C. UK cmektp,
v, eM 't 3316, 3201 (NH), 1702 (C=0). Crektp SIMP 'H,
S, M. m.: 1.17-1.32 (5H, M, Cy); 1.42 (9H, ¢, C(CH3;);); 1.59—
1.97 (5H, M, Cy); 3.99 (3H, c, NCH;); 4.26—4.31 (1H, M,
Cy); 9.21 (1H, ¢, NHCy); 10.23 (1H, ¢, NHBoc). Cnextp
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SMP BC, 8, m. 1.2 24.7 (2C); 25.5; 28.5 (3C); 30.7 (2C); 36.8;
54.1; 80.2; 131.4; 138.7; 154.4; 181.8. Macc-cniextp, m/z
(Uyms %): 241 [M+2H-Boc]" (100). Haiineno, %: C 53.22;
H 7.38; N 20.57. C;sH,5N50,S. Beraucieno, %: C 53.07;
H 7.42; N 20.63.
mpem-ByTuia[1-¢peHnadTHI-5-(3THIKAPOAMOTHONT)-
1H-1,2,3-Tpua3on-4-uia]kapdéamar (2e). Bexon 11.28 r
(59%), xenterii mopomoxk, T. wi. 112—-113°C. UK cmektp,
v, eM ': 3312, 3203 (NH), 1704 (C=0). Cnextp SIMP 'H,
o, ™. 1. (J, I'm): 1.19 3H, T, J= 7.2, CH,CH,); 1.41 (9H, c,
C(CH;)3); 3.07 (2H, 1, J = 7.2, CH,CH,Ph); 3.60 (2H, K,
J=16.8, CH,CH3); 4.75 (2H, T, J = 7.2, CH,CH,Ph); 7.07—
7.33 (5H, m, H Ph); 9.19 (1H, ¢, NHEt); 10.15 (1H, c,
NHBoc). Cniextp SIMP °C, 8, m. 1.: 12.8; 28.4 (3C); 35.8;
41.1; 50.8; 80.3; 127.0; 128.9 (2C); 129.1 (2C); 130.8;
137.7; 138.9; 154.9; 182.9. Macc-cuiektp, m/z Iy, %0):
277 [M+2H-Boc]" (100). Haiineno, %: C 57.41; H 6.66;
N 18.72. C3H,5N50,S. Breraucieno, %: C 57.58; H 6.71;
N 18.65.
mpem-ByTui|S-(mpem-o6yrninkapdéamoruonn)-1-genni-
arnia-1H-1,2,3-tpuasoua-4-uiajkapoéamar  (2f). Beixon
11.71 r (57%), OexeBblii mopomok, T. mwi. 160-162°C.
UK cnektp, v, cM : 3316, 3204 (NH), 1703 (C=0).
Coextp AMP 'H, 5, m. 1. (J, Tm): 1.44 (9H, c, C(CHs)3);
1.51 (9H, ¢, COC(CHs);); 3.09 (2H, T, J 7.2,
CH,CH,Ph); 4.65 (2H, T, J = 7.2, CH,CH,Ph); 7.11-7.30
(5H, M, H Ph); 9.26 (1H, ¢, NH#-Bu); 9.65 (1H, ¢, NHBoc).
Crnexrp IMP °C, 5, m. 11.: 26.8 (3C); 28.1 (3C); 35.3; 50.3;
55.9; 79.9; 126.7; 128.5 (2C); 128.8 (2C); 132.5; 137.1;
137.5; 154.6; 182.6. Macc-cuektp, m/z (Iym, %): 305
[M+2H-Boc]" (100). Haiineno, %: C 59.39; H 7.20;
N 17.48. Cy0H9N50,S. Breraucieno, %: C 59.53; H 7.24;
N 17.35.
mpem-byTni[l-pennn-5-Gruaxapdéamoruon)-1H-
1,2,3-Tpua3ou-4-uiajkapéamar (2g). Beixon 11.15 r
(63%), 6exeBBIi mOpomIoK, T. L. 169—171°C. UK cnektp,
v, eM 't 3314, 3200 (NH), 1700 (C=0). Crextp SIMP 'H,
o, ™. 1. (J, T'm): 1.04 3H, T, J= 7.2, CH,CHs); 1.43 (9H, c,
C(CH;)3); 3.52 (2H, x, J = 6.8, CH,CHj3); 7.41-7.59 (5H,
M, H Ph); 9.32 (1H, ¢, NHEt); 10.50 (1H, ¢, NHBoc).
Cnextp SIMP °C, &, m. n.: 12.4; 28.4 (3C); 40.8; 80.0;
124.0 (2C); 129.7 (2C); 129.9; 130.1; 136.6; 138.9; 155.1;
183.1. Macc-criektp, m/z (I, %): 249 [M+2H-Boc]" (100).
Haiimeno, %: C 55.49; H 6.04; N 20.03. C;sH,NsO,S.
Brraucneno, %: C 55.31; H 6.09; N 20.16.
mpem-ByTuin|S-(mpem-oyrnnkapéamoruoni)-1-genn-
1H-1,2,3-Tpua3o-4-uia]kapéamar (2h). Beixog 12.81 r
(67%), xenteiii mopomok, T. wi. 188—190°C. UK cnexTp,
v, eM 't 3317, 3201 (NH), 1701 (C=0). Crextp SIMP 'H,
o, M. 1.: 1.39 (9H, ¢, C(CHj3);); 1.46 (9H, ¢, COC(CH,),);
7.51-7.65 (5H, M, H Ph); 9.35 (1H, ¢, NH#Bu); 9.98 (1H, c,
NHBoc). Criekrp IMP °C, 8, m. 1.: 27.0 (3C); 28.5 (3C);
56.1; 80.0; 124.7 (2C); 129.5 (2C); 129.8; 132.7; 136.7;
138.7; 154.3; 182.9. Macc-cuektp, m/z (Iom, %): 277
[M+2H-Boc]™ (100). Haiineno, %: C 57.75; H 6.64;
N 18.52. C;3H,5N50,S. Brerauciaeno, %: C 57.58; H 6.71;
N 18.65.
mpem-ByTni[1-(2-merokcudenn)-5-(3tmikapdamo-
Tuoua)-1H-1,2,3-tpuasona-4-nalkapéamar (2i). Brixoa
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13.46 T (70%), xentblii mopomok, T. i 156-158°C.
UK cmektp, v, cM @ 3310, 3204 (NH), 1705 (C=0).
Cnextp SIMP 'H, &, m. a. (J, Tm): 1.10 3H, 1, J = 7.2,
CH,CH;); 1.44 (9H, c, C(CHas)3); 3.52 (2H, x, J = 6.8,
CH,CHj;); 3.69 (3H, ¢, OCH3); 7.09 (1H, T, J = 8.4, H Ar);
7.16 (1H, n, J = 8.4, H Ar); 7.52-7.64 (2H, m, H Ar); 9.25
(1H, ¢, NHEt); 10.05 (1H, ¢, NHBoc). Crextp SIMP *C,
S, M. 1.: 12.4; 28.0 (3C); 40.7; 55.6; 80.1; 112.4; 120.6;
125.5; 127.6; 131.2; 132.4; 137.0; 152.9; 154.2; 182.3.
Macc-cniektp, m/z (I, %): 279 [M+2H-Boc]" (100).
Haiineno, %: C 54.21; H 6.00; N 18.64. C7H»3Ns05S.
Brruuciaeno, %: C 54.09; H 6.14; N 18.55.
mpem-ByTui[5-(m3onponuiakapéaMoTHONI)-
1-(2-metokcudpennn)-1H-1,2,3-Tpuazon-4-uia|kapéamar
(2j). Brixon 11.17 r (56%), xenThlil HOpOIIOK, T. 1. 191—
193°C. UK cnektp, v, cM ': 3314, 3203 (NH), 1704 (C=0).
Cnextp SIMP 'H, 5, m. 1. (/, Tm): 1.32 (6H, 1, J = 6.8,
CH(CH;),); 1.49 (9H, c, C(CH;)3); 4.01 (3H, ¢, OCHj);
4.12-4.23 (1H, m, CH(CHs),); 7.15 (1H, 1, J = 8.4, H Ar);
7.29-7.41 (2H, m, H Ar); 7.56 (1H, n, J = 8.4, H Ar); 9.18
(1H, ¢, NHi-Pr); 10.11 (1H, ¢, NHBoc). Criextp SIMP °C,
5, M. a.: 20.3 (20); 27.7 (3C); 47.6; 56.0; 81.4; 113.0;
119.9; 126.9; 127.4; 131.3; 131.9; 137.2; 153.1; 154.8;
183.1. Macc-crextp, m/z (Iym, %): 293 [M+2H-Boc]
(100). Haiingeno, %: C 55.07;, H 647; N 18.01.
C13H25N5028. BI)I'-II/ICJ'IeHO, %: C 5522, H 644, N 17.89.
Cunre3 coemunennii 3a—j (oomas metomuka). K pactsopy
5 mmous THOamuaa 2a—j B 50 M MeCN no6asisitot 0.76 T
(5.5 mmomnp) K,CO;5 u 0.84 1 (5 MmMomb) sTHIOpOMalieTara,
nepemMemuBaioT B TeueHue 4-5 4 npu 40°C u ynapusaroT
MpY TIOHIKEHHOM JaBlieHur. OCTaToK pacTBOPSIOT B S0 Mt
MTBD3, npomsiBaror H,O (2 x 25 M), opraHuueckuil cion
cymatr Hax Na,SO,; yHapuBalT TMPU TOHUKEHHOM
JIAaBJICHUH, OCTaTOK OYHMINAIOT KOJIOHOYHOM XpomaTorpa-
¢ueii Ha Si0, (3moent CHCl;-MTBD, 7:3).
Irun{[(4-[(mpem-Gyrokcukapoonu)aMmuHo|-1-MeTHII-
1H-1,2,3-Tpua30.1-5-u1)(3THIMMHHO)METHI| cyabpanni}-
anerat (3a), cMech IByX U30MEPOB B COOTHOIIEHUH 48:52.
Brixon 1.40 r (81%), sxentoe Macno. UK cnektp, v, cM
3175 (NH), 1719, 1697 (C=0). Cnektp SIMP 'H, 5, m. n.
(/, T'm): 1.09 (3H, 1, J = 7.2, OCH,CH;); 1.21 (1.44H, T,
J =172, NCH,CH3); 1.29 (1.56H, 1, J = 7.2, NCH,CHs);
1.39 (9H, c, C(CHj);); 3.55 (2H, ¢, CH,CO,Et); 3.66
(0.96H, k, J = 6.8, NCH,CH3); 3.95 (1.04H, x, J = 6.8,
NCH,CH3;); 3.92 (3H, c, NCH3); 4.05 (2H, x, J = 6.8,
OCH,CHjs); 9.44 (1H, ¢, NHBoc). Cniextp SIMP C, 8, m. 1.:
12.0 (NCH,CHs;); 12.2 (NCH,CH3); 13.8; 26.1 (3C); 34.1;
46.3; 59.1 (NCH,CHj); 59.6 (NCH,CH;); 60.1; 78.5;
116.4; 138.2; 151.9; 166.4; 166.6. Macc-criektp, m/z
(Iors %): 273 [M+2H-Boc]" (100). Haiineno, %: C 48.64;
H 684, N 18.71. C]5H25N504S. BBI‘II/ICJ'[GHO, %: C 4850,
H 6.78; N 18.85.
Itun{[(4-[(mpem-GyrokcukapooHuT)aMUHO]-1-MeTHII-
1H-1,2,3-Tpua30a-5-uma)(M30NponuJInMUHO)METHI]-
cyabpanunia}anerar (3b), cMech IByX H30MEPOB B COOTHO-
mennn 30:70. Bexox 1.40 t (73%), *xentoe wmacio.
UK cmextp, v, cM : 3174 (NH), 1722, 1699 (C=0).
Cnextp SIMP 'H, &, m. n. (J, Tm): 1.01 3H, 1, J = 7.2,
OCH,CHs3); 1.15 (1.80H, mn, J = 6.8, CH(CH;),); 1.27
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(4.20H, n, J = 6.8, CH(CHjs),); 1.39 (9H, ¢, C(CHj3);); 3.61
(2H, ¢, CH,CO,Et); 3.71-3.82 (1H, M, CH(CHjs),); 3.89
(3H, ¢, NCHs); 4.09 (2H, x, J = 6.8, OCH,CH3); 9.30 (1H,
¢, NHBoc). Coektp SIMP Be, 8, mooo: 14.3; 23.0
(CH(CHs;)y); 23.2 (CH(CHs),); 28.4 (3C); 33.7; 45.9; 53.9
(CH(CHs;),); 54.2 (CH(CHsj)y); 61.5; 79.9; 117.1; 140.0;
153.9; 168.3; 169.2. Macc-cuiektp, m/z (lom, %): 287
[M+2H-Boc]" (100). Haiineno, %: C 49.98; H 7.14; N 18.03.
C1sH27N504S. Beruncieno, %: C 49.85; H 7.06; N 18.17.
Atua{[(mpem-oyrunumuno)(4-[(mpem-6yToxkcu-
kapoonmi)amuno]-1-metui-1H-1,2,3-tpuazon-S-minmeruni)-
cyabpanunn}anerar (3¢), cMech IByX H30MEPOB B COOTHO-
mennn 5:95. Bwixom 1.42 1 (73%), OcxeBoe Macio.
UK crektp, v, cM : 3172 (NH), 1718, 1694 (C=0). Criektp
SMP 'H, §, m. 1. (J, T): 1.13 (3H, T, J = 7.2, OCH,CH;);
1.36 (0.45H, ¢, C(CH;)3); 1.38 (0.45H, c, C(CHj);); 1.39
(8.55H, ¢, C(CH3);); 1.41 (8.55H, ¢, C(CH3)3); 3.58 (2H, c,
CH,CO,Et); 3.98 (3H, ¢, NCH3); 4.10 (2H, k, J = 6.8,
OCH,CHs); 9.36 (1H, ¢, NHBoc). Criektp SIMP °C, 8, m. .:
14.4; 25.1 (NC(CHj);); 28.3 (3C); 33.6; 46.2; 544
(NC(CHs;)3); 61.2; 81.6; 118.9; 140.0; 153.7; 168.2; 169.0.
Macc-ciektp, m/z (Ioms %): 301 [M+2H-Boc]™ (100).
Haﬁ}leHO, %: C 5139, H 723, N 17.64. C17H29N504S.
Brruucaeno, %: C 51.11; H 7.32; N 17.53.
Irun{[(4-[(mpem-6yrokcuxapoonun)aMmuno|-1-merui-
1H-1,2,3-Tpua30a-5-unj)(UMKI0reKCHJIMMUHO)METH] -
cyabpanun}auerar (3d). Beixog 1.38 r (65%), GexxeBoe
macio. MK crextp, v, M ': 3170 (NH), 1720, 1696 (C=0).
Crextp SIMP 'H, &, M. 1. (J, Tw): 1.08 3H, 1, J = 7.2,
OCH,CHs); 1.11-1.34 (5H, M, Cy); 1.39 (9H, c, C(CH;)3);
1.47-1.74 (5H, M, Cy); 3.60 (2H, ¢, CH,CO,Et); 3.79-3.83
(1H, m, Cy); 4.01 (3H, ¢, NCHj); 4.10 (2H, , J = 6.8,
OCH,CHj3); 9.19 (1H, ¢, NHBoc). Cuextp SIMP °C, 8, m. 1.:
13.9; 23.8 (2C); 25.2; 28.0 (3C); 32.4 (2C); 33.2; 45.9;
54.2; 60.9; 79.4; 118.2; 140.3; 153.4; 168.1; 168.5. Macc-
cnektp, m/z (Iym, %): 327 [M+2H-Boc]" (100). Haiineno, %:
C 5372, H 739, N 16.37. C19H3|N504S. BLI‘II/ICHeHO, %:
C 53.63; H 7.34; N 16.46.
Itua{[(4-[(mpem-Gyrokcukapoonun)aMuno|]-1-penu-
atua-1H-1,2,3-Tpua3oi-5-uia)(3THIAMMUHO)METHI] -
cyabpanua}auerar (3e), cMeCh ABYX H30MEPOB B COOTHO-
mennn 48:52. Bexox 1.68 1 (73%), *xenroe wmaco.
UK cmektp, v, cM ': 3176 (NH), 1718, 1701 (C=0).
Cnextp SIMP 'H, §, m. a. (J, I'm): 1.07 3H, 1, J = 7.2,
OCH,CHj); 1.17 (1.44H, 1, J = 7.2, NCH,CHj); 1.21
(1.56H, 1, J = 7.2, NCH,CHj;); 1.38 (9H, ¢, C(CHj3);); 3.15
(2H, T, J = 7.2, CH,CH,Ph); 3.56 (2H, ¢, CH,CO,Et); 3.67
(0.96H, x, J = 6.8, NCH,CHj3); 3.89 (1.04H, x, J = 6.8,
NCH,CHj3); 3.95 (2H, , J = 6.8, OCH,CH3); 4.47 (2H, T,
J=1.2, CH,CH,Ph); 7.18-7.31 (§H, m, H Ph); 9.29 (1H, c,
NHBoc). Criektp IMP °C, 8, m. 1.: 13.9 (NCH,CH3); 14.1
(NCH,CH;); 15.2; 27.9 (3C); 35.1; 48.3; 50.0; 60.2; 60.9
(NCH,CHj3;); 61.3 (NCH,CHa;); 79.5; 119.1; 126.7; 128.5
(2C); 128.7 (2C); 137.2; 140.3; 153.2; 167.8; 168.5. Macc-
cektp, m/z (Iym, %): 363 [M+2H-Boc]" (100). Haiineno, %:
C 5737, H 684, N 15.06. C22H3]N504S. BI)I‘{I/ICJ'IGHO, %:
C57.25;H6.77; N 15.17.
Itua{[(mpem-6yrnanmuno)(4-[(mpem-6yroxcu-
KapOoHuI)amMuHo)-1-pennmTuia-1H-1,2,3-Tpua3zon-5-ui)-
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MeTui|cyabgannn}anerar (3f), cMech AByX H30MEpOB B
cootnomenuu 10:90. Beixox 1.83 r (75%), opamxeBoe
macio. UK criextp, v, M ': 3174 (NH), 1722, 1697 (C=0).
Cnextp SIMP 'H, §, m. 1. , Tm): 1.11 BH, 1, J = 7.2,
OCH,CHj3); 1.39 (0.90H, c, NC(CHs;)3); 1.40 (8.10H, c,
NC(CH;);); 1.44 (9H, ¢, C(CH3);); 3.14 2H, 1, J = 7.2,
CH,CH,Ph); 3.52 (2H, ¢, CH,CO,Et); 4.08 (2H, k, J = 6.8,
OCH,CHs;); 4.44 (2H, T, J = 7.2, CH,CH,Ph); 7.17-7.33
(5H, M, H Ph); 9.48 (1H, ¢, NHBoc). Crextp SIMP *C,
S, M. 11.: 14.4; 26.1 (3C); 28.6 (3C); 35.0; 47.9; 50.2; 54.5;
61.5; 79.8; 119.3; 127.1; 128.9 (2C); 129.4 (2C); 138.0; 140.5;
153.1; 168.4; 169.0. Macc-cnektp, m/z (Lo, %): 391
[M+2H-Boc]" (100). Haiineno, %: C 59.01; H 7.28;
N 14.18. Cy4H3sN504S. Beruncieno, %: C 58.87; H 7.21;
N 14.30.
Irun{[(4-[(mpem-Gyrokcukapoonu)aMuno|-1-gpenni-
1H-1,2,3-Tpua30.1-5-u1)(3THIMMHHO)MeTHJI| cyIbphanni} -
anerat (3g), cMech IBYyX U30MEPOB B COOTHOIIEHUH 49:51.
Brixon 1.56 r (72%), xentoe Macno. UK cnektp, v, cM :
3178 (NH), 1719, 1695 (C=0). Cnektp IMP 'H, 5, m. n.
(/, T'm): 1.06 (3H, 1, J = 7.2, OCH,CH;); 1.18 (1.47H, T,
J =172, NCH,CH3); 1.22 (1.53H, 1, J = 7.2, NCH,CHs);
1.42 (9H, c, C(CHs);); 3.50 (2H, ¢, CH,CO,Et); 3.66
(0.98H, k, J = 6.8, NCH,CH3); 3.88 (1.02H, k, J = 6.8,
NCH,CHj;); 4.08 (2H, k, J = 6.8, OCH,CHj3); 7.20-7.61
(5H, M, H Ph); 9.51 (1H, ¢, NHBoc). Crextp SIMP *C,
5, M. .. 13.8 (NCH,CH;); 14.1 (NCH,CHs3); 15.0; 27.9
(30); 48.7; 60.4; 60.8 (NCH,CHj3); 61.2 (NCH,CHj3); 79.7;
118.9; 123.3 (2C); 129.1; 129.9 (2C); 135.9; 141.5; 153.5;
168.2; 169.1. Macc-criextp, m/z (I, %): 335 [M+2H-Boc]”
(100). Haiigeno, %: C 55.59; H 637; N 16.04.
C20H27N504S. BI:I‘II/ICJ'IeHO, %: C 5541, H 628, N 16.15.
Iruaf{[(mpem-o6yrnaumuno)(4-[(mpem-6yToxcu-
kapoonuia)amuno|-1-penunn-1H-1,2,3-Tpua3zon-5-ui)-
metuia]cyabpanunia}anerar (3h), cMech IByX U30MepoOB B
cootHomeHuu 7:93. Beixon 1.43 1 (62%), 6exxeBoe Macio.
UK cnektp, v, cM : 3177 (NH), 1722, 1698 (C=0).
Cnektp SIMP 'H, &, m. n. (J, Tm): 1.04 3H, 1, J = 7.2,
OCH,CHj3); 1.37 (0.72H, ¢, C(CH;);3); 1.39 (8.28H, c,
C(CHa;)3); 1.43 (9H, ¢, C(CHjs)3); 3.55 (2H, ¢, CH,CO,EY);
4.02 (2H, x, J = 6.8, OCH,CH3;); 7.52-7.80 (SH, m, H Ph);
9.45 (1H, ¢, NHBoc). Criextp SIMP °C, §, m. 1.: 14.5; 28.3
(30); 29.3 (3C); 48.4; 60.4; 61.2; 80.0; 119.1; 123.5 (2C);
129.3; 130.4 (2C); 136.1; 141.7; 153.4; 168.4; 169.2. Macc-
cektp, m/z (Iym, %): 363 [M+2H-Boc]" (100). HaiineHo, Y%o:
C 5741, H 686, N 15.09. C22H31N504S. BI)I‘II/ICHCHO, %:
C57.25;H6.77; N 15.17.
Itua{[(4-[(mpem-6yToKCUKAPOOHUIT)AMUHO]-
1-(2-meTokcudenni)-1H-1,2,3-Tpua3on-S-ua)(3THIMMHHO)-
Metwi|cyabpanuniatanerar (3i), cMech IByX H30MEpPOB B
cootHomeHuu 46:54. Bexoxa 1.60 T (69%), xenroe mMacio.
UK cnektp, v, cM : 3172 (NH), 1723, 1697 (C=0).
Cnextp SIMP 'H, &, m. a. (J, Tm): 1.01 3H, 1, J = 7.2,
OCH,CHj3); 1.13 (1.38H, 1, J = 7.2, NCH,CHj); 1.19
(1.62H, T, J = 7.2, NCH,CHjs); 1.42 (9H, ¢, C(CH3);); 3.42
(0.92H, k, J = 6.8, NCH,CH3); 3.61 (1.08H, k, J = 6.8,
NCH,CH3); 3.67 (2H, ¢, CH,CO,Et); 3.75 (3H, ¢, OCH;);
3.99 (2H, k, J = 6.8, OCH,CH3); 7.12 (1H, T, J = 8.4,
H Ar); 7.26 (1H, n, J = 8.4, H Ar); 7.43 (1H, 1, J = 8.4,
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H Ar); 7.57 (1H, T, J = 8.4, H Ar); 9.34 (1H, ¢, NHBoc).
Crnextp SIMP °C, &, m. n: 143 (NCH,CH;); 14.5
(NCH,CHj;); 15.8; 28.4 (3C); 48.9; 56.1; 60.6 (NCH,CHj;);
61.8 (NCH,CH3); 61.4; 79.9; 113.1; 118.5; 121.0; 125.0;
128.4; 132.5; 141.1; 153.5; 153.9; 168.4; 168.7. Macc-
cnextp, m/z (lym, %): 365 [M+2H-Boc]" (100). Haiineno, %:
C 54.59; H 6.38; N 15.02. C,;H»9NsOsS. Brruucineno, %:
C5441;H6.31; N 15.11.
Atua{[(4-[(mpem-6yToKCcUKAPOOHUIT)AMUHO]-
1-(2-metokcudpennin)-1H-1,2,3-Tpuazon-S-mi)(uonponui-
UMHUHO)MeTWI|cyabdanunitanerar (3j), cMecb IBYX H30-
MepoB. Berxon 1.91 1 (80 %), koprureBoe macio. UK crektp,
v, eM 't 3174 (NH), 1721, 1696 (C=0). Crextp SIMP 'H,
o, M. 1. (J, T'm): 1.03-1.29 (9H, M, OCH,CHj;, CH(CHs;),);
1.43 (9H, c, C(CHj)3); 3.66 (2H, ¢, CH,CO,Et); 3.71-4.02
(6H, M, OCH3, CH(CHj;),, OCH,CHs); 7.13 (1H, 1, J = 8.4,
H Ar); 7.22 (1H, n, J = 8.4, H Ar); 7.41 (1H, 1, J = 8.4,
H Ar); 7.56 (1H, T, J = 8.4, H Ar); 9.39 (1H, ¢, NHBoc).
Cnektp SIMP °C, 8, m. 1.: 15.8; 23.1 (NCH(CHj,),); 23.4
(NCH(CHs),); 28.4 (3C); 48.7; 53.8 (NCH(CHs),); 54.2
(NCH(CHj;),); 56.2; 61.4; 79.9; 113.1; 119.0; 122.1; 125.7,
128.5; 132.5; 141.3; 153.8; 154.1; 168.9; 169.1. Macc-criekTp,
mlz (I, %): 379 [M+2H-Boc]™ (100). Haiineno, %:
C 5552, H 661, N 14.49. C21H29N504S. BLI‘IHCHCHO, %:
C 55.33; H 6.54; N 14.66.
Cunre3 coequHennii 4a—j (oOmas metoauka). PactBop
3 mmoinb coemunenust 3a—j B 20 mu Haceimenaoro HCI
JMOKCaHAa IEPEMEIINBAIOT B TEUYCHHE 5—6 U MpPH KOM-
HATHOHM TemIieparype, ymapuBarOT MPHU IMOHIKEHHOM JaB-
JeHuH, K ocrtaTky npobaBmsator 10 ma MTBD, ocamox
OT(UIBTPOBBIBAIOT U CYILIAT Ha BO3IyXeE.
1-MeTua-8-(3runumuno)-4,8-nuruapo-1H-[1,2,3| tpu-
azoJjio[4,5-¢][1,4] Tuazenun-5(6 H)-on (4a). Beixox 0.59 r
(87%), Genplit mopomiok, T. Twi. 222-224°C. UK cnekTp,
v, eM 't 3396 (NH), 1711 (C=0), 1644 (C=N). Cnektp
SAMP 'H, 5, m. 1. (J, Tw): 1.31 3H, 1, J = 7.2, CH,CH,);
3.43 (2H, x, J = 6.8, CH,CHj3); 3.69 (2H, ¢, CH,); 4.12 (3H,
¢, NCH;); 10.07 (1H, ¢, NH). Criexrp SIMP °C, &, m. 1.: 15.1;
31.1; 38.2; 48.0; 123.5; 143.7; 151.9; 168.8. Macc-cnekTp,
mlz Iy, %): 225 [M+H]" (100). Haiineno, %: C 42.52;
H 4.86; N 31.22. CgH;NsOS. Brruncieno, %: C 42.65;
H 4.92; N 31.09.
8-(M3onponuaumuno)-1-meruni-4,8-quruapo-1H-
[1,2,3]Tpua3zoo[4,5-¢][1,4]tuazenun-5(6H)-on (4b). Boixon
0.66 Tt (92%), Oemprii mopomok, T. mi. 216-218°C.
UK criektp, v, cM : 3394 (NH), 1709 (C=0), 1641 (C=N).
Cnextp SIMP 'H, §, m. a. (J, Tu): 1.21 (6H, 1, J = 6.8,
CH(CHs;),); 3.70-381 (1H, m, CH(CHjs),); 4.11 (3H, c,
NCHj;); 10.71 (1H, ¢, NH). Ciektp SIMP “°C, 5, m. 1.: 22.7
(2C); 31.0; 38.5; 54.6; 123.7; 143.6; 152.1; 169.1. Macc-
cniextp, m/z (Iom, %): 240 [M+H]" (100). Haiinero, %:
C 45.32; H 5.53; N 29.19. CoH3NsOS. Breruucieno, %:
C45.17; H5.48; N 29.27.
8-(mpem-Byrnaumuno)-1-merun-4,8-aurnapo-1H-
[1,2,3]Tpua3zoo[4,5-¢][1,4]tuazenun-5(6H)-on (4¢). Boixon
0.68 T (89%), xenTerii moOpomIOK, T. miI. 239-241°C.
UK crektp, v, cM : 3391 (NH), 1707 (C=0), 1639 (C=N).
Criextp SIMP 'H, 8, m. 1.: 1.39 (9H, ¢, C(CH;)s); 3.70 (2H,
¢, CHy); 4.06 (3H, ¢, NCH3); 10.67 (1H, ¢, NH). Cnektp
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AMP C, 8, m. x.: 28.7 (3C); 32.7; 38.9; 57.7; 125.5;
143.5; 152.1; 169.8. Macc-cnektp, m/z (lom, %): 254
[M+H]" (100). Haiineno, %: C 47.59; H 5.93; N 27.72.
CioHi5NsOS. Breruucaeno, %: C 47.41; H 5.97; N 27.65.
1-MeTui-8-(uMKjI0reKCHJINMuH0)-4,8-nurnapo-1H-
[1,2,3]Tpuazono[4,5-¢][1,4]Tuazenun-5(6H)-on (4d). Boixon
0.75 t (90%), OexkeBbldi mopomiok, T. i 218-220°C.
UK crektp, v, cM : 3394 (NH), 1705 (C=0), 1637 (C=N).
Crextp SIMP 'H, §, m. 1.: 1.32-1.76 (10H, M, Cy); 1.43—
3.49 (1H, m, Cy); 3.69 (2H, ¢, CHy); 4.12 (3H, ¢, NCHj;);
10.71 (1H, ¢, NH). Cnextp SIMP 13C, o, M. a.: 24.1 (2C);
25.7; 31.4 (2C); 32.6; 39.0; 62.5; 124.1; 144.1; 148.7;
169.8. Macc-cniextp, m/z (Iym, %): 280 [M+H]" (100).
Haiineno, %: C 51.78; H 6.22; N 24.98. C;,H;;N50S.
Brruucneno, %: C 51.59; H 6.13; N 25.07.
1-®enunndTUA-8-(3TUAMMUHO)-4,8-1urnapo-1H-
[1,2,3]Tpua3zoo[4,5-¢][1,4|tuazenun-5(6 H)-on (4e). Boixon
0.86 t (91%), xentelii mopomok, T. mwi. 174-176°C.
UK crektp, v, cM ': 3388 (NH), 1704 (C=0), 1638 (C=N).
Cnektp SIMP 'H, &, m. n. (J, Tm): 1.32 BH, 1, J = 7.2,
CH,CHs;); 3.08 (2H, T, J = 7.2, CH,CH,Ph); 3.36 (2H, k,
J = 6.8, CH,CHj3); 3.48 (2H, ¢, CH,); 4.89 2H, 1, J= 7.2,
CH,CH,Ph); 7.09—7.27 (SH, m, H Ph); 10.70 (1H, ¢, NH).
Cnextp SIMP BC, §, m. 1. 15.8; 31.5; 36.5; 48.7; 51.5;
123.6; 127.1; 128.9 (2C); 129.1 (2C); 137.9; 143.8; 150.1;
169.3. Macc-cniektp, m/z (Iym, %): 316 [M+H]" (100).
Haiineno, %: C 57.12; H 5.43; N 22.21. C;5H;;N50S.
Brruucneno, %: C 56.97; H 5.36; N 22.33.
8-(mpem-ByTnnumuno)-1-gpennadTnia-4,8-murugpo-
1H-[1,2,3]Tpua3zonol4,5-¢|[1,4]Tuazenun-5(6 H)-on (4f).
Bexon 0.89 1 (87%), 6exeBblii moporok, T. wi. 185-187°C.
UK criektp, v, eM : 3391 (NH), 1709 (C=0), 1639 (C=N).
Cnextp SMP H, § M. & (/, To): 1.39 (9H, c,
C(CHj;);); 3.06 (2H, 1, J = 7.2, CH,CH,Ph); 3.42 (2H, c,
CH,); 4.84 (2H, T, J = 7.2, CH,CH,Ph); 7.07-7.27 (5H, m,
H Ph); 10.64 (1H, ¢, NH). Criextp SIMP °C, §, m. 1.: 28.4
(30); 30.9; 37.2; 50.2; 61.7; 124.5; 127.1; 128.8 (2C);
129.1 (2C); 138.0; 143.9; 150.2; 169.6. Macc-crektp, m/z
Isr, %): 344 [M+H]" (100). Haitneno, %: C 59.37; H 6.23;
N 20.50. C;7H,;NsOS. Brrunucieno, %: C 59.45; H 6.16;
N 20.39.
1-®enna-8-(3ruaumuno)-4,8-nuruapo-1H-[1,2,3]rpu-
azouo[4,5-¢|[1,4]tuazenun-5(6 H)-on (4g). Beixox 0.77 r
(89%), Genprii mopormok, T. wi. 178—180°C. UK cnektp,
v, cM 't 3394 (NH), 1710 (C=0), 1642 (C=N). Cmextp
SAMP 'H, 5, m. 1. (J, Tw): 0.84 3H, T, J = 7.2, CH,CHs);
3.18 (2H, k, J = 6.8, CH,CH3); 3.93 (2H, ¢, CH,); 7.42—
7.55 (5H, M, H Ph); 10.91 (1H, ¢, NH). Cnextp SIMP °C,
S, M. .. 14.6; 31.0; 48.2; 124.3; 125.3; 128.7 (2C); 129.1
(2C); 137.1; 144.2; 151.8; 169.3. Macc-criektp, m/z (Iym, %):
288 [M+H]" (100). Haitneno, %: C 54.51; H 4.63; N 24.24.
C3H;35N50S. Beraucneno, %: C 54.34; H 4.56; N 24.37.
8-(mpem-ByTnanmuno)-1-pennn-4,8-quruapo-1H-
[1,2,3]Tpua3zono[4,5-¢][1,4]Tuazenun-5(6H)-on (4h).
Brexon 0.82 1 (87%), 6emnslit mopomiok, T. wr. 253-255°C.
UK criektp, v, eM : 3387 (NH), 1706 (C=0), 1637 (C=N).
Crextp IMP 'H, &, m. 1.: 1.00 (9H, ¢, C(CH;)3); 3.91 (2H,
¢, CHp); 7.41-7.59 (5H, m, H Ph); 10.77 (1H, ¢, NH).
Crextp SIMP °C, 5, m. 1.: 28.0 (3C); 32.7; 57.1; 126.0
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(2C); 126.4; 129.1 (2C); 129.3; 138.1; 144.1; 151.7; 169.8.
Macc-cniektp, m/z (Iyy, %): 316 [M+H]" (100). Haiineno,
%: C 56.98; H 5.51; N 22.47. CsH;NsOS. Brruucieso,
%: C57.12; H5.43; N 22.21.
1-(2-Metokcupenn)-8-(3ruaummuno)-4,8-guruapo-
1H-[1,2,3]Tpua3ono[4,5-¢|[1,4]Tnazenun-5(6 H)-on (4i).
Brixon 0.84 r (88%), opaHxeBBlif MOPOIIOK, T. M. 173—
174°C. VK criextp, v, cM ': 3397 (NH), 1708 (C=0), 1640
(C=N). Cnextp SIMP 'H, &, m. a. (J, 'm): 0.78 (3H, T,
J =17.2, CH,CH;); 3.14 (2H, x, J = 6.8, CH,CH;); 3.74
(3H, ¢, OCHj); 3.81 (2H, ¢, CHy); 7.09 (1H, T, J = 8.4,
H Ar); 7.16 (1H, n, J = 8.4, H Ar); 7.43-7.57 (2H, M,
H Ar); 10.80 (1H, ¢, NH). Criextp SIMP °C, §, m. 1. 14.9;
32.5; 48.2; 55.4; 112.8; 120.2; 124.5; 126.1; 128.4; 131.1;
144.2; 151.6; 152.9; 169.5. Macc-cniektp, m/z (o, %0):
318 [M+H]" (100). Haiineno, %: C 53.16; H 4.84; N 21.95.
C]4H]5N5028. BI)I‘II/ICJ'ICHO, %: C 5298, H 476, N 22.07.
8-(M3onponuanmMuno)-1-(2-meroxcudenn)-4,8-nu-
ruapo-1H-[1,2,3]tpuazo.io[4,5-¢][1,4]tuazenun-5(6 H)-on
(4j). Brixox 0.91 r (92%), KOpUYIHEBBIH HOPOIIOK, T. IUI
181-183°C. UK cmextp, v, cM ': 3396 (NH), 1710 (C=0),
1641 (C=N). Criextp IMP 'H, &, m. . (J, T'my): 1.20 (6H, 1,
J = 6.8, 2CHj3); 3.69-3.80 (4H, M, CH(CHj3),, OCHs); 7.14
(1H, T, J = 8.4, H Ar); 7.19 (1H, n, J = 8.4, H Ar); 7.41
(1H, n, J = 8.4, H Ar); 7.57 (1H, T, J = 8.4, H Ar); 9.34
(1H, ¢, NHBoc). Crextp SIMP C, §, m. 1.: 21.4 (2C);
32.7; 54.1; 55.5; 112.9; 120.1; 124.8; 126.8; 129.1; 131.5;
144.4; 151.9; 153.1; 169.3. Macc-cniektp, m/z (Iym, %):
332 [M+H]" (100). Haiineno, %: C 54.21; H 5.23; N 21.02.
C5sH7NsOS. Beruanucneno, %: C 54.37; H5.17; N 21.13.
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