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i: pyrrolidine, Py, 45-50°C, 8-12 h (R® = H); ii: pyrrolidine, AcOH, A, 5-6 h (R® = Me)
iii: pyrrolidine, proline, MeCN, A, 4-6 h (R3 = Me)

N-Boc-3amumenHsie  S-hopmiui- 1 H-mupa3on-4-aMUHBL B3aMMOJICHCTBYIOT C MaJOHOBOW KHCIOTOH B THPHANHE B TPUCYTCTBHH
nupponuanHa npu 45-50 °C uiam ¢ MOHOMETHIIOBBIM 3(HPOM MATOHOBOW KHCIOTHI B kurrield AcOH B mpuCyTCTBHM MUPPOIHUINHA C
oOpaszoBanueM 5-okco-4,5-auruapo-1H-nupaszono[4,3-bnupuanH-6-kapOoHOBBIX KuCIOT. Peaknusa N-Boc-3amuieHHbIX S-hopmu-
1 H-ninpa3on-4-aMMHOB C IIMAHYKCYCHOI KHCIIOTOW B MUPHIMHE B MPUCYTCTBHU NUpposuauHa npu 45-50 °C npuBoAnT K 00pa3oBaHHIO
5-okco-4,5-murunpo- 1 H-iupasono[4,3-b |nupuanH-6-kapOooHuTpuiioB. [locnenHue Takke MOTYT OBITh MOJIYYEHBI ITUKIOKOHIACHCAUCH
N-Boc-3ammuieHHbIx 5-popmmi-1H-nupason-4-aMuHOB ¢ MeTHIIIHaHoaleraToM B kumsited AcOH B mpucyTCTBUM MUPPOIMANHA UITH B

kursimeM MeCN, comepskaliuM MTUPPONUANH U KaTaTUTHUECKOe KOJTMIECTBO MPOJIMHA.

KirueBble ciaoBa: MaJloHOBas KHCjioTa, MCTUJILHaHOoaleTar,

MOHOMETHJIMAJIOHAT, MHpa3oiio[4,3-bmupuauH-6-KapOOHUTPHI,

niupazono[4,3-bnupuauH-6-kapOooHOBas KHCIOTa, S-popmu- 1 H-nupa3on-4-aMuH, IHAHYKCYCHAsI KUCIIOTA, IUKIOKOHICHCAITHS.

[pomsBoaHse 5-0KC0-4,5-murunpo-1H-upazono[4,3-b]-
MIUPHJIMHA TIPEACTABISIIOT COO0H KOHAEHCHPOBAaHHBIE a30T-
coJieprKalie reTepoIUKINIECKHe COSAUHEHHSI C BbIpayKeH-
HBIMH OHMOJIOTMYECKHMH CBOMCTBaMH. Cpean HUX BBISIBICHBI
MHTUOUTOPBI MUTOTC€HAKTHBHPOBAHHBIX MIPOTEMHKHHA3 p38
KaK TEpCIEeKTUBHBIE CPEACTBA MMl JIEYEHUS BUPYCHBIX
3abosieBaHui, apTpUTOB, OOJE3HM AJbureliMepa U aepMa-
THTOB,! MHIHOHTOPHI OPOMIOMEHOBBIX H JKCTPOTEPMH-
HaJIbHBIX TIPOTEHHOB JJIS JICYEHHST Ay TOMMMYHHBIX 3a00I1e-
BaHHi1, BAPYCHBIX H BOCHATHTENBHBIX HHEKIHMIL,” a TaKxke
nHruourops! kuHasel NIK 11 Tepanuu v mpoQuIakTUKH
BOCTIANINTENBHEIX 3a00neBanmii.” MMeercs Takke c000-
IeHre 00 WCIIOJIb30BAaHUU TIPOU3BOIHBIX 5-0KCO-4,5-11-
ruapo-1H-nupa3zono[4,3-b]nupuaHa B KauyecTBE BaXKHBIX
MPOMEXYTOUHBIX MPOAYKTOB B CHHTE3€ MHUPaA30JIO0-
ITUIEPHIMHOB — AHTATOHHCTOB XEMOKHHOBOTO perentopa.”’
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OnHako, HECMOTpPSI Ha JOCTATOYHO HIMPOKHH (hapmako-
JIOTUYECKUH NMPOQHIb TPOU3BOJIHBIX 5-0KCO-4,5-nuruapo-
1 H-nupazono[4,3-b]nupuanHa, W3BECTHBIE CIOCOOBI HX
CHHTE3a SIBJISIIOTCS MHOTOCTaJMHHBIMH, TPEOYIOT HCIIOJb-
30BaHMsI JOPOTOCTOSIIUX U arPECCUBHBIX PEAareHTOB U, KaK
MIPABUIIO, BKJIIOYAIOT DSl MOCIEAOBAaTENbHBIX IpeBpallie-
HUIl B IPOLIECCE aHHEIUPOBAHHUSA MUPUAMHOBOTO LUKIA K
nMpasonsHOMy. " B 4aCTHOCTH, KOHJIGHCAIS 3,5-Hanmi-
1-¢pennn-1H-nmpazon-4-aMiMHOB € LHMAHYKCYCHOHM KHCIIO-
ToH mporekaeT B cpese Ac,O B yCIOBHAX MUKPOBOJIHOBOI
akTuBanMu ¢ obOpasoanueMm N-(3,5-mmanun-1-dennn-1H-
TMpa3oi-4-mi)-2-1aHaleTaMuI0B, KOTOpbIE UKIN3YIOTCS
B 5-okco-4,5-murnnpo-1 H-nupasono[4,3-b [nupuama-6-kap6o-
HUTPUIIBI TOJIBKO NpH kunsdeHuu B JJM®DA B npucyTcTBUH
NaOAc.™ B cBowo ouepeib, BHYTPHMOJIEKYIIAPHOE KaTalk-
3UpyeMoe MeJIbl0 aMHIUpPOBaHUE 4-HOAMUPA30JIOB HE
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OTJIMYACTCS] BEICOKOH CENEKTHBHOCTBIO 1 TIPUBOIUT K 00pa3o-
BaHUIO TIPOM3BOIHBIX S5-0KCO-4,5-murumapo-1H-mmpasomno-
[4,3-blmupuauHa ¢ OTHOCHUTEIBHO HEBBICOKIMH BBIXO-
mami.’® B KOHTEKCTE H3JI0XKEHHOTO MpPECTABIAETCS
000CHOBaHHOW pa3paboTka TpemapaTHBHO  yIOOHOTO
crocoba TIONMy4eHHS HOBBIX TIIPEICTABUTENCH HTaHHOW
TETEPOLUKINIECKON CHCTEMBI, OMOIHUTENBHO COJEpIKa-
IMAX B MHUPUAMHOBOM IIMKIE KapOOKCHIIBHYIO —HIIH
HUTPWIBHYIO (DYHKIMOHAIBHYIO TPYHILy, KOTOpas MOXKET
OBITh A(P(PEKTHBHO IMOABEPTHYTA CTPYKTYPHBIM MOIH(pH-
KanusM  (apMako(QOpPHBIMH TPYHIHPOBKaMu. Bribop B
Ka4ecTBE 3aMECTHUTENEeH YKa3aHHBIX (yHKIMOHAIBHBIX
TPYIII TAKKe OOYCIIOBIIEH MOIIHBIM CHHTETHYECKMM IOTEH-
nmanoM’ M GHONOTMYECKOil aKTMBHOCTBIO  H30CTEPHBIX
3-xapOoyHKITMOHATN3UPOBAHHBIX XUHOJIIH-2-0HOB.

B mpenbinymemM cooOLUIeHNH MBI IOKA3alld, YTO PEAKIIHS
Opunnenaepa N-Boc-3anmiennsix 1-ankun- wnu 1-apui-
5-popmmr-1 H-mipazon-4-aMHHOB € Pa3INIHBIMH METHIICH-
COJEpKAIIMU KETOHAMH MOXKET OBITh MCIOJNB30BaHA IS
MOTyYeHHs 5-3aMEIICHHBIX MUpa30i10[4,3-b]mupuanHos.®
C ydeToM BBIABICHHBIX 3aKOHOMEPHOCTEH, a TaKke
JUTEPATYPHBIX NaHHBIX, KACAIOUINXCS IUKIOKOHICHCAIINU
apOMaTHYECKUX OpMO-aMHHOAIBAETHIOB MM KETOHOB C
CH-xucnmoramMu kak 3(QQEeKTHBHOTO METOIA CHHTEe3a 3-
3aMeIleHHbIX XHHOJIoHOB,™ ™’ B npencTaBenHoil paGoTe
HCCIEe0BaHbl peakuu N-Boc-3amumenHpIX 1 -ankui- nim
1-apuin-5-popmuin-1 H-upaszon-4-amuaoB la—g ¢ Maio-
OBOH KHCIIOTOH (2a), ee MeTHWIOBBIM 3¢dupom 2b, a Takxke
[aHyKCYCHOM KHCIIOTOM (2¢) 1 ee METIIIOBBIM d¢rpom 2d.

B pesynbTaTe moncka ONTUMANBHBIX YCIOBHH JUIS IIPOBE-
JeHWsl IMKIOKOHAeHcaH S-popmut- 1 H-mmipazon-4-aMHHOB
la—g ¢ wManoHOBOH KucioToi (2a) OOHApYXKEHO, UTO
Haubornee 3QQEeKTUBHBIM SBISIETCS NMPUMEHEHHE B KadecTBe
pacTBOpHTENS NMUPUAMHA, a B KAauecTBE KaTainm3aTopa —
SKBUMOJISIPHOTO KOJIMYECTBa MUPpoIMANHA. B Takoit cpene
B3aumMojieiicTBue peareHToB npu 45-50 °C mporekaer B
TedeHne 8—12 4 M peanusyercs Yepe3 CTaJui0 NPOMEXy-
TOYHBIX IIPOIYKTOB 3a—g, KOTOpbIe Yynmaercs 3aduKkcH-
poBath crextpamu IMP 'H (ta6m. 1, merox I). ITocme-
nytomiast oopadorka 2 H. HCl nmpuBoaut x cHaturo N-Boc-
3alUThl M LMKIM3alUK B LEeJeBble S5-okco-4,5-muruapo-1H-
mupazouo[4,3-b jnupuuH-6-KapOOHOBEIE KHCIOTH 4a—g C
BoixogamMu 54-86%. IlpoBeneHue peakuuu B cHCTEME
kurimas AcOH — mupponunuH, KoTopas paHee ObLia
UCTONb30BaHa U1 KoOHJAeHcauuu N-Boc-3aluimeHHbIX
1-ankmn- win 1-apwi-5-¢popmui-1 H-nupaszon-4-aMHHOB ¢
ketoHamu,® okazanock Hedp(ekTuBHpIM. Tak, IPH B3aHMO-
nevictBuu S-popmun-1H-mpaszon-4-amuna 1a ¢ KUCIOTON
2a B TakuX YCJIOBHSX YCTAHOBIIEHO, YTO COJAEp’KaHHE
LIEJIEBOTO MPOAYKTa 4a B PEaKIMOHHOM CMECH IO JaHHBIM
XpOMAaTO-Macc-CIIEKTPOMETPUU COCTaBJIANO Bcero 18%.
OpmHako 3aMeHa MAaJOHOBOHM KHCIOTHI (2a) Ha €€ MOHO-
METWIOBBIH 3¢up 2b okazamach ycNemrHOH Ui IMKIIO-
KoHAeHcanuun c¢ N-Boc-3ammumeHHsiMu  |-aikuin-  Wiau
1-apun-5-popmun-1H-nupazon-4-amuaamu la—e B cpene
AcOH-nupponauuH npy nepeMenBaHuy Npu KOMHaTHOM
TeMIepaType B TeueHHe 3 4 ¢ NOCIEeIyIOIUM KUIMSTYEHUEM
B TeueHue 5-6 u (meron II). Haubonee BeposiTHO, uTO B
9TUX YCJIOBHSIX CTaius LUKIM3ALUU MPOTEKAeT 3aMETHO

Ta6auua 1. Cunres 5-okco-4,5-nurunpo-1H-nupasosno-
[4,3-b]mnpunuH-6-KapOOHOBBIX KUCIOT 4a—g

n-BuLi, DMF
THF, -78°C,
R?2 NH, BocO R?  NHBoc thenrt,12h RZ  NHBoc
{ I DMAP N I or R I
N THF N n-BuLi, HC(O)Et N~ "CHO
| rt, 4-6 h, L, THF |
R ° R ° :
then 40°C, 1 h —78°C, 15 min
72-95% 8a-g 58-90% 1a-g
Method | 1 N >
2 .-
R*=H) | R®  NHBoc RONTH-R
co,H Pyrrolidine CO,H 2 N HCI —
2 —— N\/ \ —_— NH
o Y N~ co,H \
COR’ | 45-50°C 1 2
2ab R' 3ag HO,C O
_ 4a—g
Method Il (R®= Me)
Pyrrolidine
AcOH, rt, 3 h, then A
Coenn- R! . Meron I Meton 11
HEHHE Bpems, ¥ Bsixon, % Bpewms, u Beixox, %
4a Me H 9 86 5 71
4b Et H 8 82 5 68
4c t-Bu H 12 62 6 58
4d Ph H 10 59 6 52
4e  2-Py H 12 60 6 48
4f Me OMe 9 62 - -
4g Me Ph 10 54 - -

ObicTpee KOHKYPHUPYIOLIEH peakiuu JeKapOOKCHINPO-
BaHUS MAJIOHATHON KapOOKCUIBHOM TPYIIIBI IPOMEXKYTOY-
HOTO TIPOJYKTa KPOTOHOBOW KOHAEHCAIMH, XOTS IIeJICBBIE
coevHeHUs 4a—e MONy4aroT ¢ Bbixogamu Ha 4—15% Huxke,
YyeM TMpu HCnojJb30BaHUM Meroda [. DopmupoBaHue
MUPUAMHOBOTO IIUKJIA B PE3yJIbTaTe BHIIBICHHON [UKIN3a-
uH noaTBepxkaaeTca HanuuneM B MK cmekrpax coenune-
HUi 4a—g monoc nornomeHus rpynn N-H B aumamazone
3201-3217 em !, C=0 kapGOHOBOI1 KMCIOTHI B IHANA30HE
1721-1739 cM™' 1 C=O mupuziona B mmanasore 1652-1665 cm ™,
a B cextpax SIMP 'H — cunrneros npotonos 7-CH mpu
8.70-8.97 (nns coenunenuii 4a—d.f,g) u 9.63 m. n. (mns
coenunenus 4e), NH mpu 13.26-13.61 m. 1. u CO,H npu
15.20-15.50 m. &.

PeakimonHbIle CIIOCOOHOCTH HMAHYKCYCHOM (COeImHe-
HHE 2¢) M MaJOHOBOW KHCIOT (COeAWHEHHWE 2a) TpH
B3auMmojeiicteun ¢ S-hopmut- 1 H-mpa3zon-4-aMuHaMH
la,c,e,g mTpakTUYECKH HE OTIMYAIOTCA. B pesynbrare
TaKOTO B3aUMOICHCTBUS B CHCTEME MUPUINH—TINPPOITHINH
mpu  45-50 °C ob6pasywoTcs 5-okco-4,5-murumapo-1H-
mupazosno[4,3-bmupuarH-6-kapOOHUTPUITEL 5a,c,e,g C BBIXO-
nmamu 48—74% (tabn. 2, meron I). B To ke Bpems B 3THX
YCIOBHAX MeTwinuaHoarerar (2d) He B3aUMOACHUCTBYET C
5-¢opmun-1H-mpazon-4-amunamu  la—g. Ilomoxurens-
HOTO pe3ynbTaTa, OJHAKO, yIAloCh JOCTHYh IPH IPOBE-
neHnn peakiuu B kumsimed AcOH mpm Hanmumm SKBHU-
MOJIIPHOTO KoJIdecTBa muppoimanaa (metox I1).
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Ta6auna 2. Cuntes 5-okco-4,5-nuruapo-1H-nupazoino-
[4,3-b]mupuanH-6-kKapOOHUTPHUIIOB Sa—g

Method | (R® = H)

Pyrrolidine
Py, 45-50°C
., |Method II (R®= Me) R? B o
CO2R Pyrrolidine /
1a—g + > N |
CN ACC::, rt,A2 h, /N = CN
2¢c,d en R' 5a-g
Method IIl (R® = Me)
Pyrrolidine, proline
MeCN, rt, 2-3 h,
then A
Meron | Meron II Meron III
Coemu- R! R2
HeHue Bpewms, Boixon, Bpems, Boixon, Bpems, Beixon,
q % q % q %
5a Me H 8 74 5 67 4 56
5b Et H - - 5 69 4 52
5¢c +Bu H 10 56 6 67 5 60
5d Ph H 8 - 6 74 6 72
S5¢e 2-Py H 12 48 6 70 - -
5f Me OMe - - 5 68 - -
5g Me Ph 12 49 6 61 - -

3acoyxuBaeT BHUMaHUS M IPUMEHEHHE KaTaluTude-
CKOIl cHCTeMBl MHPPONUINH—TIPOINH, KOTOpas OKa3ajach
s¢dexTHBHON mpu ucnoss3oBaHnn MeCN B KauecTBe
pactBoputensa. Ha mpumepe B3anMoneicTBus 6UyHKIHO-
HalbHBIX nupa3oiioB la—d ¢ apupom 2d B kunsuiem MeCN
MOKAa3aHO, YTO WCIOJb30BaHUE OSKBUMOJIIPHOTO KOJIH-
yectBa nupponuauHa u 0.1 3KB. HposiMHa TPUBOIUT K
1eneBbIM MpoaykTaM Sa—d ¢ Beixomamu 52—72% (tabm. 2
metof III). IIpu 3TOM crnegyeT OTMETUTh, YTO B OTCYTCTBHE
MIPOJTMHA BBIXOIbI coenHeHmi Sa—d noHmxkarotcs Ha 8—11%.

Haubonee BeposatHo, 4uTo B ciaydae meroaa III peakuus
mpoTekaeT 4epe3 (opmupoBanue npoxykra KuéBeHaresns
6, 0OHapy>XEHHOTO C IOMOIIBIO XPOMATO-MacC-CHEKTPO-
MeTpud. B nanpHeiemM nox AeHCTBUEM IMUPPOIUANHA KaK
OCHOBAaHMA IPOUCXOIUT BHYTPUMOJEKYIISIPHOE AaIlMIHpO-
BaHHE MPOMEXKYTOUYHOTO TpoaAykTa 6 ¢ oOpazoBaHHEM
untepmemara 7. Tlocnennmii B YCIOBHAX —pEaKIMu
(TIOBBIIIEHHAsT TEMIlepaTypa, HAIMYHE OCHOBAHHA M 00pa3o-
Basmeiics H,O) monsepraercss cHsatuio N-Boc-3ammuThi,
YTO COJIACYETCS C INTEPATyPHBIMHU JaHHBIMK' ' (cxema 1).

Cxema 1
1a-d " come
A N /~CN Zveor N

R‘1 6a—d Ta—d

——> 5a-d
—co,

— t-BuOH
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3amena KapOOKCHIIBHOH TPYIIBI B KUCIOTax 4a—g Ha
IIMaHOTPYIITY CKa3bIBACTCS HA CHEKTPAIBHBIX XapaKTEepHC-
TUKax HUTpWIoB Sa—g. Tak, B UK crekrpax npoaykToB Sa—g
HaOmogaeTcsd HE3HAYUTEIbHOE KOPOTKOBOJIHOBOE CMEIIIe-
HEe moioc mormomenus cBseit N—-H (3205-3252 em ),
KOPOTKOBOJIHOBOE CMEIICHHUE II0JIOC MOTJIOMIEHHS CBs3ei
C=0 mupunona (1658-1694 cMm™'), a Takxke MOsABICHHE
TIOJIOC TIOTJIOMICHUS CpeqHe HHTeHCUBHOCTH Tpymi C=N B
unTepBane 2220-2230 cm'. B cmektpax SIMP 'H
HUTPWIOB Sa—g XUMUYECKHE CABUTU CHHIJIETOB IPOTOHA
7-CH mpakTu4eckn HE W3MEHSIOTCA, OJIHAKO CHTHAJ
nporoHa NH mperepneBaeT 3aMeTHBIA CHIIBLHOIIOJIBHBIN
cAaBur Ha 1 m. 1.

Takum 006pazom, HAMHU TIPEUIOKEH MPOCTON M YAOOHBII
METO/I TIOJyICHHUSI HOBBIX NMEPCHEKTUBHBIX CHHTETHYECKHX
WHTEPMEINaToB — 5-okco-4,5-murunpo-1H-mmpasomno[4,3-b]-
MUPHUINH-6-KapOOHOBBIX KUCIOT M WX HUTPWIOB. [laHHBIH
noaxon Oa3upyercss Ha IMKIOKOHAeHcaruu N-Boc-3amm-
MEeHHBIX l-ankun- wm  |-apwi-5-popmun- 1 H-mpazon-
4-aMHHOB C MaJIOHOBOW WJIM LIMAHYKCYCHOM KHCIIOTOM U UX
spupamu.

BKCHepHMeHTaJH)Haﬂ HacTb

UK criexTpsr 3anmcansl Ha (ypbe-criekTpomerpe Bruker
Vertex 70 B Tabnerkax KBr. Crmektpsr IMP 'H u "C
3apeTUCTPUPOBAaHEI Ha crekrpoMerpe Varian VXR-400
(400 u 126 MI'm coorBerctBeHHO) B CDCl; (coenuueHus
1bf,g u 9b.f.g) wm AMCO-d, (coenuneHus 4a—g u Sa—g),
BHyTpeHHu# ctannapt TMC. Macc-criekTpsl 3anucaHbl Ha
xpomaro-Macc-ciektpomerpe Agilent LC/MSD SL ¢
kojoHkoi Zorbax SB-C18 (4.6 x 150 mm, 1.8 MKMm),
MOHM3ALUs 3JIEKTPOpacIbUIEHHEM TIPH aTMOC(epHOM /1aB-
nenuy, pactBoputens JMCO. DieMeHTHBIH —aHamu3
BeimostHeH Ha mpubope PerkinElmer 2400 CHN. Tewme-
paTtypsl IJIaBJIeHuUs onpeeneHsl Ha ctonnke Koduepa u He
WCTIPABJICHBI.

Vcrnonb3yemble B paboTe HcxoHble mmpasoisl 1a,'? 1c—e®
v 8b,fg® momyueHs! mo TMTEPATYPHBIM METOIHMKAM.
1-Otun-1H-nupaszon-4-amuH, 1-merun-3-merokcu-1H-
mupazon-4-aMuH U 1-meTui-3-¢dermi- 1 H-mupason-4-aMuH
U cuHTe3a N-Boc-3ammmieHHsx 1-amkmi-5-gopmun-1H-
mupazon-4-amuHOB 1b,f,g mpuodperens y komnannu HITO
"Enamun".

Cunre3 N-Boc-3ammmennbix 1-aakuia-1H-nupa3zon-
4-amunos 8b,f,g (o6mas metomuka).® K pacteopy 0.257 Mo
nupazoi-4-amuHa B 400 ma TT'® npu oxnaxxaenuu 1o 0 °C
n nepeMemuBanuu 1o6asisror 1.22 r (0.01 momns) JJMATII,
nmorom B TeueHue 20 muH 56.8 T (0.260 Moimw) au(mpem-
Oyrnin)ankapOoHarta. PeakiioHHyI0 cMech epeMennBaoT
npu 0 °C B Tedenue 1 4, 3aTeM Hpu KOMHATHOH TeMIe-
patype B TeueHue 4—6 4 u, HakoHel, npu 40 °C B TeueHue
1 u. PacTBOpHTENb ymapuBarOT NpU MOHM)KEHHOM JaBie-
HUH, ocTtaTok 3kcrparupyroTr 300 ma ~BuOMe. K nony-
YEeHHOMY Macijio00pa3HOMYy MpoayKTy mobasisitor 300 M
cmecn t-BuOMe-rekcan, 3:2. OOpa3zoBaBmmiics mocie
NepeMeIINBaHusl 0CAJ0K OT(GHUIBTPOBBIBAIOT M CYyIIAT Ha
BO37YyXE.

mpem-Bytuia(1-3tnia-1H-nmupa3zoui-4-min)kapoamar (8b)
noiryyator u3 35.4 r (0.319 mons) 1-3tHn-1H-nupason-
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4-amuna. Bexon 61.3 T (91%), cBeTII0-pO30BEIH MOPOIIIOK,
T. 1. 68-69 °C. UK cmextp, v, cM : 3376 (N-H), 1725
(C=0). Crextp IMP 'H, 5, m. 1. (J, T'm): 1.41-1.48 (12H,
M, CH;, C(CHj);); 4.08 (2H, x, J = 7.2, CH,); 6.40 (1H,
ymr. ¢, NH); 7.28 (1H, ¢, H-5); 7.65 (1H, ¢, H-3). Cuektp
SIMP °C, 8, m. a.: 14.9; 27.8; 46.7; 79.5; 118.9; 121.1;
129.2; 152.8. Macc-criektp, m/z (Lo, %): 212 [M+H]"
(100). Haitneno, %: C 56.39; H 8.20; N 19.68. C;(H;7N30,.
Brruncneno, %: C 56.85; H 8.11; N 19.89.

mpem-ByTuwi(1-merui-3-meroxcu-1H-nupa3on-4-un)-
kap6amar (8f) momygatot u3 24.9 r (0.196 monp) 1-meTni-
3-metokcu-1 H-mmpason-4-amuaa. Bexon 42.3 1 (95%),
6ecuBerHbIe KpucTawibl, T. wi. 69-70 °C. UK crektp, v, em b
3285 (N-H), 1714 (C=0). Cnextp SIMP 'H, §, m. a.: 1.47
(9H, c, C(CHs)5); 3.66 (3H, c, NCH3); 3.89 (3H, c, OCHj3);
6.08 (1H, yur. ¢, NH); 7.48 (1H, ¢, H-5). Cnextp SIMP "°C,
o, M. 1.: 28.3; 38.9; 56.3; 80.1; 105.7; 123.1; 153.1; 153.7.
Macc-criextp, m/z (I, %): 228 [M+H]" (100). Haiineno, %:
C 53.10; H 7.61; N 18.31. C,(H7;N305. Brraucneno, %:
C 52.85; H 7.54; N 18.49.

mpem-byTnia(1-merni-3-pennna-1H-nupaszon-4-un)-
kapOamar (8g) nomydarot u3 24.6 T (0.142 momb) 1-metun-
3-tenmn-1H-mmpaszon-4-amuna. Beixon 34.2 r (88%), kopuu-
HEBbI Mopowmok, T. wi. 93-94 °C. UK cnekrp, v, em
3301 (N-H), 1687 (C=0). Cnekrp SIMP 'H, &, m. n.
(/, Tm): 1.12 (9H, ¢, C(CHs)3); 3.89 (3H, ¢, NCHj3); 7.25—
7.40 (4H, M, NH, H-3,4,5 Ph); 7.67 (2H, 1, J = 7.2, H-2,6 Ph);
7.80 (1H, ¢, H-5). Cnextp IMP °C, §, m. 1.: 27.8; 38.8;
80.0; 117.6; 122.7; 127.3; 128.5; 132.1; 140.8; 152.8. Macc-
ciextp, m/z (Iym, %): 274 [M+H]" (100). Haiineno, %:
C 65.68; H 7.08; N 15.49. C,sH9N30O,. Brraucneno, %:
C6591;H7.01; N 15.37.

Cunre3 N-Boc-3amumennsix 1-ankui-S-¢popmui-1H-
nupa3zoa-4-amuHoB 1b,f,g (oOmas MeTOJJI/IKa).8 K oxmax-
neaHomy 1o —78 °C pactopy 0.18 mons kapbamarta 8b.f,g
B 600 M TI'® B atmMocdepe aprona mobOaBisroT 159 mu
(0.40 moxmp) 2.5 M pactBopa n-BulLi B rekcane u mepe-
memmBatoT npu —78 °C B Tteuenue 2-3 4. K peakunoHHON
cmecu npu —78 °C mobammsaror 154 mim (0.20 mois)
JAM®A, 3ateM nepeMeluBaloT NpU KOMHATHOW TeMIie-
patype B Teuenue 10-12 u. [ToToM K peakuMOHHOHN cMecH
nobasnstor 200 MI HACHIIIEHHOTO BOJHOTO PacTBOpPa
NH,4CIl. CMmech OTIOTHUTETHHO MMEPEMEIINBAIOT B TCUCHUE
20-30 MuH ® 3kcrparupyotr -BuOMe (3 x 200 wmum).
Opranuyecknil ciOl HPOMBIBAIOT HACHIIICHHBIM BOJHBIM
pactBopom NaCl (2 x 150 mur), cymat Hag OE3BOJHBIM
Na,SO,; u uneTpyror ckBo3b cioil cuiukarens. Pactso-
pHUTENIb YHNAapHBAIOT, K Macloo0pa3HOMY OCTaTKy J00aB-
ot 150 mut cmecn -BuOMe-rekcan, 3:2. O6pa3oBas-
HmIMiCs Toclie EPEeMENINBAaHNs 0CaloK OT(UIBLTPOBBIBAIOT
U CYIIAT Ha BO3/IYyXE.

mpem-ByTni(5-gopmuna-1-3tua-1H-nnpaszon-4-ui)-
kapoamar (1b). Beixox 37.4 r (87%), cBeTI0-po30BBIi
MOpOIIOK, T. 1. 68—69 °C. UK cnektp, v, eM 't 3376 (N-H),
1725 (C=0 anpnerux), 1698 (C=0 kapbamar). Crextp
AMP 'H, 8, m. 1. (J, Tr): 1.47-1.50 (12H, m, CHs, C(CH,););
4.39 (2H, x, J= 7.2, CH,); 8.01 (1H, ym1. ¢, NH); 8.28 (1H,
¢, H-5); 9.98 (1H, ¢, CHO). Cnextp SIMP °C, &, m. n.:
15.5; 27.7; 45.2; 80.7; 125.0; 128.2; 129.0; 152.0; 179.0.

Macc-criektp, m/z (Iym, %): 240 [M+H]" (100). Haiineno, %:
C 55.38; H 7.21; N 17.49. C;H7;N505. Brruucneno, %:
C 55.22; H7.16; N 17.56.

mpem-Bytuia(l-merunn-3-meroxkcu-5S-popmnia-1H-
nupazon-4-mwi)kapdamar (1f). Berxon 39.0 r (85%), becuert-
HbI€ KpUcTaibl, T. . 7677 °C. UK cnexrp, v, em ' 3239
(N-H), 1710 (C=0O ampperun), 1678 (C=0 kapOamar).
Cnektp SIMP 'H, §, m. 1.: 1.49 (9H, ¢, C(CHs);); 3.94 (3H,
¢, NCHj3); 3.98 (3H, ¢, OCH3;); 6.05 (1H, ym. ¢, NH); 9.90
(1H, ¢, CHO). Criextp SIMP °C, 8, m. 1.: 27.6; 38.7; 56.1;
80.7; 109.5; 131.5; 153.6; 154.2; 180.6. Macc-cnektp, m/z
Iy %0): 256 [M+H]" (100). Haiineno, %: C 51.05; H 6.74;
N 16.18. C;;H;7N50,4. Breruucneno, %: C 51.76; H 6.71;
N 16.46.

mpem-Byrui(1-mernn-3-dpennit-5-gpopmui-1H-nupasoli-
4-mir)kap6amar (1g). Beixon 31.4 r (58%), kopuuHeBbIi
noporok, T. iwt. 105-106 °C. MK criektp, v, e : 3258 (N-H),
1759 (C=0O anpperun), 1671 (C=0O kapbamar). Crextp
SAMP 'H, 8, m. 1. (J, T): 1.27 (9H, ¢, C(CH3)3); 3.94 (3H,
¢, NCH;); 7.14-7.23 (3H, m, H-3,4,5 Ph); 7.50 (2H, n,
J = 1.6, H-2,6 Ph); 7.67 (1H, ym. ¢, NH); 9.65 (1H, c,
CHO). Cnektp SAMP 13C, o, M. 1.: 27.6; 39.6; 80.1; 126.4;
127.5; 127.9; 131.1; 133.0; 144.2; 154.1; 179.7. Macc-
crextp, m/z (Lo, %): 302 [M+H] (100). Haiineno, %:
C 6358, H 640, N 13.78. C16H19N303. BI)ILII/ICJ'IeHO, %:
C 63.77, H 6.36; N 13.94.

CuHTe3 mnupa3zona0[4,3-b|nupuanH-6-kapOooHOBBIX
Kkucaor 4a—g (obmas meroauka). Merox 1. K pactBopy
5 MmMmonbs N-Boc-zamumenHoro l-ankun- wnu 1-apui-
5-bopmun-1H-nupazon-4-amuna la—g B 15 M1 nupuanHa
nocneaoBareabHo A00aBisitoT 0.62 T (6 MMOJIb) Majo-
HOBOM KkucioThl (2a) 1 0.5 mu (6 MMOJIb) TMHPPOTUANHA.
Peaxknmonnyo cMech HarpeBatoT npu 45-50 °C B TeueHue
8—12 4. IlupunuH ymapuBarT NPH HNOHM)KEHHOM JaBle-
HUH, ocTaTok obpabateBatoT 10 mim 2 H. HCIL OG6paszo-
BaBILUICS 0CAIOK OT(UIBTPOBBIBAIOT, MPOMBIBAIOT 10 MII
H,O u 10 M mpem-O6yTuiMeTuinoBoro 3¢upa, cymar Ha
BO3yX€ U NMEePEeKpUCTAIUIN30BBIBaIOT 13 MeOH.

Merton II. K pactBopy 5 mMmons N-Boc-3amummeHHOTo
1-ankwi- wim 1-apun-5-popmun-1H-nupazon-4-amuna 1la—e B
20 mu neastHOMt AcOH nocnenoBarensHO nodasisor 0.70 T
(6 MMonp) MoHOMeTHIManoHarta (2b) u 0.5 mn (6 MMoIIB)
NUPpOJIMIUHA. PeakMOHHYIO0 cMech MEPEMEIINBAIOT IIpU
KOMHATHOM TEMIIEPATYPE B TCUCHHUC 3 Y, 3aTCM KUIIATAT B
TeyeHne 5—6 4. PacTBopuTeNh ymapuBarOT NPH HMOHMKEH-
HOM JIaBIIEHUH, K MAaCISTHUCTOMY OCTaTKy no0aBistor 30—
40 mn H,O m mepememmBaroT A0 00pa30BaHUS PACCHII-
garoro ocagka. Ocagok OT(HUIBTPOBHIBAIOT, NMPOMBIBAIOT
10 mn H,O u 10 M mpem-OyTHIMETHIOBOTO 3(Hpa,
CyIIaT Ha BO3JyX€ U MepPeKpUCTaUIN30BEIBaloT 13 MeOH.

1-Metuia-5-okco-4,5-qnuruapo-1H-nupa3soo|4,3-b]-
NMUPHUIUH-6-KapOoHoBasi kucjoTa (4a). Bexox 0.83 T
(86%, metox I), 0.69 t (71%, metox II), cBETIO-KENTHIH
TOPOLIOK, T. T1. 264265 °C. VK criextp, v, e ': 3201 (N-H),
1739 (C=0 xapbonoBas kucnora), 1652 (C=0 nupumoH).
Crextp SIMP 'H, §, m. 1. 4.10 (3H, ¢, CH3); 7.69 (1H, c,
H-3); 8.92 (1H, ¢, 7-CH); 13.26 (1H, ¢, NH); 15.38 (1H, c,
CO,H). Criextp SIMP “C, 8, m. 1.: 37.2; 115.2; 124.0; 127.3;
129.2; 131.4; 163.9; 165.6. Macc-cnektp, m/z (Iom, %):
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194 [M+H]" (100). Haiineno, %: C 49.95; H 3.57; N 21.91.
CgH;N;0;. Beruncneno, %: C 49.74; H 3.65; N 21.75.
5-Oxco-1-3Tua-4,5-quruapo-1H-nupa3zono|4,3-b]-
NUPHUIMH-6-kapOoHoBasi kucjaora (4b). Bexox 0.85 r
(82%, metox 1), 0.70 r (68%, meton II), skenThIiA MOPOIIOK,
T. 1. 259-261 °C. VK cnektp, v, cM ': 3214 (N-H), 1732
(C=0 xapboHoBas kucnora), 1663 (C=O mupumon). Criektp
SMP 'H, §, m. 1. (J, Tu): 1.39 (3H, 1, J = 7.2, CHs); 4.50
(2H, k, J = 6.8, CHy); 7.74 (1H, c, H-3); 8.97 (1H, c,
7-CH); 13.27 (1H, ¢, NH); 15.39 (1H, ¢, CO,H). Cnextp
SIMP 13C, o, M. 1.: 15.6; 44.9; 115.3; 124.3; 126.5; 129.2;
131.2; 164.0; 165.6. Macc-cuektp, m/z (Iyy, %): 208
[M+H]" (100). Haiineno, %: C 52.32; H 4.23; N 20.46.
CoHyN;0O3. Beruncineno, %: C 52.17; H 4.38; N 20.28.
1-mpem-ByTnn-5-oxco-4,5-nuruapo-1H-nupa3zoJio-
[4,3-blnupunun-6-kapoonoBasi kuciaora (4¢). Broxon
0.73 r (62%, meton 1), 0.68 T (58%, metox II), GexeBbIit
TOPOLIOK, T. T1. 261263 °C. VK crektp, v, cM ': 3212 (N-H),
1725 (C=0 kapbonoBas kucnota), 1660 (C=0 nupumon).
Cnextp AIMP 'H, 8, m. 1.: 1.69 (9H, ¢, C(CHs)3); 7.75 (1H,
¢, H-3); 8.87 (1H, ¢, 7-CH); 13.38 (1H, ¢, NH); 15.39 (1H,
¢, CO,H). Cnektp SIMP 13C, o, M. a.: 30.1; 62.2; 114.7;
123.4;125.2; 130.9; 132.2; 163.3; 165.6. Macc-ciekTp, m/z
Loy %): 236 [M+H]" (100). Haitneno, %: C 55.93; H 5.65;
N 17.75. C]1H13N303. BLI‘II/ICJ'IeHO, %: C 5616, H 557,
N 17.86.
5-Oxco-1-penni-4,5-nuruapo-1H-nupa3zosio[4,3-b]-
NUPUIUH-6-KapOoHoBas kucjaora (4d). Beixon 0.74 r
(59%, meron 1), 0.66 T (52%, merton II), xopuyHEBHIH
TOpOIIOK, T. 1. 269—272 °C. MK criektp, v, eM ' 3213 (N-H),
1729 (C=0 xapbonoBas kucmnora), 1658 (C=0O nupumoH).
Crextp SIMP 'H, 8, m. 11. (J, T): 7.52 (1H, 1, J = 7.2, H-4 Ph);
7.65 2H, 1, J=7.6, H-3,5 Ph); 7.76 (2H, n, J = 7.2, H-2,6 Ph);
8.07 (1H, c, H-3); 8.70 (1H, c, 7-CH); 13.53 (1H, c, NH);
1520 (1H, ¢, CO,H). Cnexrp IMP °C, §, m. n1.: 116.5;
123.1; 125.8; 127.1; 128.5; 130.4; 130.8; 131.0; 138.6;
163.2; 165.3. Macc-cniektp, m/z (Iym, %): 256 [M+H]"
(100). Haitneno, %: C 60.98; H 3.58; N 16.33. C,3HyN;30s.
Brruucaeno, %: C 61.18; H 3.55; N 16.46.
5-Oxco-1-(nupuaun-2-uin)-4,5-guruapo-1H-nupa3o.io-
[4,3-blnupunun-6-kapoonoBasi kuciaora (4e). Broixoxg
0.75 T (60%, metoxn I), 0.61 r (48%, meton II), kopuu-
HeBbIif mopomoK, T. . 284-287 °C. UK chektp, v, cM
3217 (N-H), 1724 (C=0O xap6onoBas kuciota), 1656
(C=0 mupumon). Crextp SIMP 'H, &, m. 1. (J, T'm): 7.44
(1H, T, J = 7.4, H-5 Py); 7.89 (1H, n, J = 6.2, H-3 Py); 8.08
(1H, T, J = 5.4, H-4 Py); 8.14 (1H, ¢, H-3); 8.63 (1H, &,
J = 5.4, H-6 Py); 9.63 (1H, ¢, 7-CH); 13.61 (1H, c, NH);
1524 (1H, ¢, CO,H). Cnextp IMP °C, &, m. x.: 113.1;
117.0; 122.5; 125.4; 128.8; 131.9; 134.4; 140.1; 148.5;
152.5; 163.8; 165.3. Macc-cuiektp, m/z (o, %): 257
[M+H]" (100). Haiineno, %: C 56.16; H 3.22; N 21.75.
C12HgN4O. Berauncneno, %: C 56.25; H 3.15; N 21.87.
1-Metun-3-merokcu-5-okco-4,5-nuruapo-1H-nupasosno-
[4,3-blnupunun-6-kapoonosasi kucjaora (4f). Brexoxg
0.69 r (62%, meton I), Genblif MOpomIoK, T. TI. 264265 °C.
UK crmextp, v, cM ': 3211 (N=H), 1725 (C=0 kap6oroBas
kuciora), 1665 (C=0 mupuson). Criextp SIMP 'H, 8, m. x.:
3.94 (3H, ¢, NCHj3); 3.97 (3H, ¢, OCHj3); 8.85 (1H, ¢, 7-CH);

13.42 (1H, ¢, NH); 15.50 (1H, ¢, CO,H). Crextp SIMP *C,
6, M. .. 36.6; 57.3; 114.2; 116.5; 128.6; 131.5; 148.1;
163.7; 165.6. Macc-cnextp, m/z (Iym, %): 224 [M+H]
(100). Haitneno, %: C 48.24; H 4.01; N 18.78. CoHgN;30,.
Brruucaeno, %: C 48.43; H 4.06; N 18.83.
1-Metna-5-okco-3-pennii-4,S-muruapo-1H-nupa3zo.io-
[4,3-blnmpunun-6-kap6onoBasi kucjaora (4g). Brxox
0.73 1 (54%, meton 1), Oypsiii mopomok, T. wi. 290-293 °C.
UK crextp, v, cM 1 3216 (N-H), 1721 (C=0 kapGoHopas
KHc10Ta), 1662 (C=0 mupuaon). Cnexrp AMP 'H, §, m. 1.:
4.16 (3H, ¢, NCHj3); 7.36-7.56 (3H, m, H-3,4,5 Ph); 7.75—
7.95 (2H, m, H-2,6 Ph); 8.95 (1H, ¢, 7-CH); 13.28 (1H, c,
NH); 15.25 (1H, ¢, CO,H). Cnextp SIMP C, §, M. n.:
38.8; 116.9; 128.1; 129.6; 130.8; 132.5; 133.0; 133.8;
136.6; 141.6; 166.2; 171.9. Macc-cuiektp, m/z (o, %):
270 [M+H]" (100). Haitneno, %: C 62.29; H 4.06; N 15.55.
C14H11N303. BI)I'-II/ICJ'IeHO, %: C 6245, H 412, N 15.61.

Cunre3 nupa3zonol4,3-b|nupuanH-6-kapoOHUTPHUIOB
5a—g (oOmras meronuka). Merox 1. Coeaunenus 5a,c.e,g
[OJIy4ar0T aHAJIOTUYHO METOoAy | moisydyeHus coeauHEeHUH
4a—g w3 5 Mmoab N-Boc-3amuiieHHoro l-amkui- win
1-apun-5-popmun-1H-nupazon-4-amunos la,c.e,g u 0.51 r
(6 MMOJIB) IIMAaHYKCYCHOM KHCIIOTHI (2¢).

Merton II. K pactBopy 5 Mmons N-Boc-3amumeHHOro
1-ankwi- wma 1-apun-5-opmun-1H-nupazon-4-amuna la—g B
20 ma AcOH nocnenoBarensHo qo6apssitot 0.5 M1 (6 MMOIIb)
Metwinuanoanerara (2d) u 0.5 ma (6 MMOJb) NUPPOIHU-
JMHA. PeaknmoHHyI0 cMech MepeMelInBaloT IpH KOMHAT-
HOM TemIiepaType B TeUeHHE 2 4, 3aTeM KUIIATAT B TEUCHUE
5—6 4. PacTBOpHTENb YIapUBAIOT NPHU MOHWKEHHOM JIaBJIe-
HUH, K ocTaTky nobasistor 50 M H,O u mepememuBaroT.
O0pa3oBaBLIMICS 0CalOK OTGHUIBTPOBBIBAIOT, IPOMBIBAIOT
10 mn H,O u 10 mun mpem-0yTuinMeTHIIOBOrO 3(dupa,
CyIIaT Ha BO3yX€ U MepeKpucTauIn30BbIBaoT 13 MeOH.

Merton III. K pactBopy 5 mmons N-Boc-3amumeHHoro
1-ankun- wm 1-apun-5-popmun-1 H-mupazon-4-amuna 1la—d B
30 mu cyxoro MeCN nocnenoBatenbHO 100aBisitoT 0.5 mi
(6 mmonp) mermnmanoanerata (2d), 0.5 mu (6 MMoIB)
nupponuauHa u 6 mr (0.5 MMoJIs) IposnHa. PeaknnoHHyIO
CMECh IEPEMELIMBAIOT P KOMHATHOM TeMIepaType B
TeueHue 2—-3 4, 3aTeM KHITAT B TeueHue 4—6 4. PacTpo-
puUTeNh ymapuBaroT, K ocTatky pobasimtor 20 mu H,O u
nepemerinBaoT. OOpa30BaBIIMICS 0CaAO0K OTHUIBTPO-
BBIBAIOT, NpPOMBIBAIOT 10 M mpem-OyTHIMETHUIOBOTO
a¢upa, CymaT u mepeKprcTauM30BbBatoT 3 MeOH.

1-Metuia-5-okco-4,5-nuruapo-1H-nupa3oio|4,3-b]-
NUPHUIUH-6-KapOonuTpua (5a). Bexon 0.64 1 (74%,
meron 1), 0.58 r (67%, meton II), 0.48 T (56%, meton III),
JKEJITHIA TOPOIIOK, T. TI. 243-245 °C. UK cnektp, Vv, em
3251 (N-H), 2226 (C=N), 1671 (C=0). Cnektp SIMP 'H,
5, M. 1.: 3.98 (3H, ¢, NCHj3); 7.52 (1H, ¢, H-3); 8.81 (1H, c,
7-CH); 12.32 (1H, ym. ¢, NH). Crextp IMP “C, §, m. 1.:
39.9; 103.4; 117.1; 123.7; 125.5; 130.1; 134.6; 159.2. Macc-
cnextp, m/z (Iom, %): 175 [M+H]" (100). Haiinero, %:
C 55.36; H 3.57; N 32.32. CgHgN4O. Brruucaeno, %:
C55.17;, H3.47; N 32.17.

5-Oxkco-1-3Tua-4,5-nuruapo-1H-nupa3zono[4,3-b]-
NUpUIUH-6-kapoouuTpua (5b). Brixox 0.65 1 (69%,
metox II), 0.49 r (52%, meton III), OexeBbIi MOPOIIOK,
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1. . 251-253 °C. UK cnekrp, v, em ' 3232 (N-H), 2220
(C=N), 1694 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'): 1.38
(3H, T, J=17.2, CH3); 4.36 (2H, x, J = 6.8, CH,); 7.54 (1H,
¢, H-3); 883 (1H, c, 7-CH); 12.25 (1H, ym. c, NH).
Cnextp SIMP °C, 3, m. 11.: 15.0; 44.4; 103.0; 116.7; 123.5;
124.1; 129.7; 134.1; 158.8. Macc-cniektp, m/z (Lo, %0):
189 [M+H]" (100). Haiineno, %: C 57.28; H 4.31; N 29.66.
CoHgN,4O. Brruncneno, %: C 57.44; H4.29; N 29.77.
1-mpem-ByTnn-5-oxco-4,5-nuruapo-1H-nupa3zoJio-
[4,3-b]mupuann-6-kap6onnTpua (Sc). Bexon 0.61 r (56%,
meton 1), 0.73 r (67%, meron II), 0.65 r (60%, merox I11),
KOpPUYHEBBIN mopomiok, T. mi. 279-281 °C. UK cnektp,
v, cM i 3244 (N-H), 2228 (C=N), 1674 (C=0). Crektp
SAMP 'H, 8, m. 1.: 1.64 (9H, ¢, C(CHs)3); 7.53 (1H, ¢, H-3);
897 (1H, c, 7-CH); 12.38 (1H, ym. c, NH). Cnextp
SIMP 13C, 6, M. 1.: 29.9; 61.6; 117.1; 122.8; 123.1; 131.7;
136.1; 158.7; 164.6. Macc-cuiektp, m/z (o, %): 217
[M+H]" (100). Haiineno, %: C 61.03; H 5.46; N 25.75.
C11H2N4O. Breruucneno, %: C 61.10; H 5.59; N 25.91.
5-Oxco-1-dpenni-4,5-nuruapo-1H-nupa3sono[4,3-b]-
nupuINH-6-kapoonuTpua (5d). Brixox 0.87 1 (74%,
meron II), 0.85 r (72%, meron III), OexeBblii MOPOLIOK,
T. 1. 259-261 °C. UK crektp, v, cM ': 3205 (N-H), 2230
(C=N), 1662 (C=0). Cnextp SIMP 'H, &, m. 1. (J, T'm): 7.45
(1H, T, J = 7.2, H-4 Ph); 7.57 (2H, 1, J = 7.6, H-3,5 Ph);
7.71 2H, n, J = 7.2, H-2,6 Ph); 7.88 (1H, c, H-3); 8.78
(1H, ¢, 7-CH); 12.90 (1H, ym. ¢, NH). Crextp SIMP C,
5, M. a.: 104.8; 116.9; 122.8; 124.0; 127.2; 128.3; 130.3;
132.4; 135.2; 138.8; 159.3. Macc-cniektp, m/z (I, %):
237 [M+H]" (100). Haitneno, %: C 65.97; H 3.45; N 23.56.
C13HgN,O. Breruncneno, %: C 66.10; H 3.41; N 23.72.
5-Oxco-1-(nupuaun-2-uin)-4,5-guruapo-1H-nupa3o.io-
[4,3-blmupuaun-6-kapoonurpui (5e). Beixox 0.57 r (48%,
meron I), 0.83 r (70%, meron II), GregHO-KENThI TOPO-
ok, T. wi. 286-287 °C. UK cmektp, v, cm : 3247 (N-H),
2229 (C=N), 1676 (C=0). Cnextp SIMP 'H, &, M. n.
(/, T'm): 7.41 (1H, 1, J= 7.1, H-5 Py); 7.89 (1H, n, J = 6.0,
H-3 Py); 8.04 (1H, c, H-3); 8.06 (1H, 1, J = 5.2, H-4 Py);
8.56 (1H, n, J = 5.2, H-6 Py); 9.34 (1H, ¢, 7-CH); 13.50
(1H, ¢, NH). Cnekrp SIMP “C, §, m. x.: 105.0; 112.9;
116.7; 122.4; 123.4; 128.5; 132.7; 137.5; 140.1; 145.5;
152.2; 159.0. Macc-cniektp, m/z (Iym, %): 238 [M+H]"
(100). Haiineno, %: C 60.55; H 2.85; N 29.43. C,,H;N;0.
Brruucaeno, %: C 60.76; H 2.97; N 29.52.
1-Metun-3-merokcu-5-okco-4,5-muruapo-1H-nupasosno-
[4,3-blmupuaun-6-kapoonurpua (5f). Bexox 0.69 r (68%,
metof II), cBetno-6exeBslil mopomok, T. mi1. 252-254 °C.
UK cmextp, v, cM : 3224 (N-H), 2224 (C=N), 1658
(C=0). Cniexrp IMP 'H, 5, m. 11.: 3.82 (3H, ¢, NCH;); 3.92
(3H, ¢, OCHj;); 8.73 (1H, ¢, 7-CH); 12.30 (1H, yu. c, NH).
Cnexrp SIMP °C, 8, m. 1. 36.5; 57.2; 114.7; 117.1; 127.3;
134.4; 148.8; 152.6; 159.0. Macc-cnektp, m/z (Iom, %):
204 [M+H]" (100). Haitneno, %: C 52.84; H 4.01; N 27.38.
CoHgN,4O,. Beraucineno, %: C 52.94; H 3.95; N 27.44.
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1-Metna-5-okco-3-penni-4,S-muruapo-1H-nupa3zo.io-
[4,3-b|mupunann-6-kapoonnTpua (5g). Bexox 0.61 1
(49%, meton I), 0.76 T (61%, merox II), Gembrit mopomIOK,
T. 1. 285-288 °C. UK crektp, v, cM 1 3252 (N-H), 2230
(C=N), 1671 (C=0). Cnektp AMP 'H, 5, m. 1. (J, T'm): 4.07
(3H, ¢, NCH3); 7.38 (1H, 1, J = 7.2, H-4 Ph); 7.47 (2H, T,
J = 8.0, H-3,5 Ph); 7.85-8.08 (2H, M, H-2,6 Ph); 8.85 (1H,
¢, 7-CH); 12.15 (1H, ¢, NH). Cnekrp SIMP C, &, m. a.:
37.0; 116.9; 126.8; 127.1; 128.5; 129.2; 129.9; 131.3;
136.9; 155.1; 159.9; 167.7. Macc-cuiektp, m/z (o, %):
251 [M+H]" (100). Haitneno, %: C 67.41; H 4.09; N 22.30.
Ci4HoN4O. Boruncneno, %: C 67.19; H 4.03; N 22.39.
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