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Ha ocHoBe peakuuii ankui-3-HATPOAKpUIATOB U STHI-2-(1-MeTwin- 1 H-nH1om-3-1)-3-HUTpoakpuiaTa ¢ 0-aMHHOTHO(EHOIIOM, 0-aMHHO-
(deHoIOM, O-(pCHMICHANAMHHOM W WX aHAJIOTAMH OCYIIECTBJIEH CHHTE3 M H3Y4eHO CTpoeHue 2-(HuTpomerun)-2H-1,4-0eH30THa3uH-
3(4H)-ona, 2-(1-metnn-1H-unnon-3-wmm)-2-(aurpomerin)-2 H-1,4-6en3otnasun-3(4H)-ona, 3-mermn-2H-1,4-6en3okca3nn-2-0HoB 1 3-(1-MeTni-

1 H-unno-3-un)xunokcanun-2( 1 H)-oHoB.

KiwueBble ciioBa: 0-aMHHOTHO(DEHON, 0-aMUHO(EHOI, 1,4-0¢H30KCa3MHOH, 1,4-0€H30THA3MHOH, HUTPOAKPHUIIAT, O-OCHUICHINAMHUH,

XUHOKCAJIMHOH, pC€aKIus Muxasns.

1,4-ben3otnasuHoH, 1,4-0eH30kca3zuHoH u 1,4-OeH30-
JUA3MHOH (XMHOKCAJIWHOH) MPEACTAaBIIAIOT MPAKTUYECKUN
HHTEPEC B KAueCTBE OHOJOrMYCCKH AKTUBHBIX BEIIECTB.
Hanpumep, npoH3BOIHBIC 3TOTO Psiia TETEPOIMKIOB MPO-
SABIISIIOT AHTHAHAOETHIECKYI0 aKTHBHOCTB.' Cpean mpe-
craButenerd 1,4-0eH30THA3HHOHOB OOHAPY)KEHBI HWHTHOH-
TOpBI Alb030PEIyKTa3bl° W aHTAaroHHCTH HoHoB Ca’’, "™
B TOM YHCIE 3a CYET AKTHBALMH KAIMEBBIX KaHAJIOB,® a
TAKKE COCIMHEHHS, 00Iaal0NHe IPOTHBOCYIOPOKHBIM,
POTHBOPAKOBBIM® ¥ MMMYHOCTHMYJIUPYIOIIAM JICHCTBHEM.
3amenieHHbie OC€H30KCAa3MHOHBI TPOSBISIOT aKTHBHOCTH
IIp¥ JIedeHnn 3a60eBaHMii cep/a'’ ¥ MOTYT BBICTYIIATh B
KauecTBe (YHTULUIHBIX arenros.!! WNunonconepxaiue
XMHOKCAJIMHOHBI MOT'YT OBITh HCIIOJIb30BaHBI TPH MPOGH-
JAKTHKE ¥ JTeYCHNH PAKOBBIX 3260 eBammit. ="

st cHHTE3a pPacCcMaTPpHUBAEMOrO psia COCIUHEHHN B
OCHOBHOM HCIIOJIb3YIOTCSI METOIbI HEMOCPEACTBEHHOIO
(hopmupoBaHUs TPeOYeMOTo TETEPOIMKIIA HA OCHOBE B3aMMO-
JercTBUS OMHYKIEO(OUIHLHOTO peareHTa u OUdJISKTPOPIITh-
HOoro cyoctparta. Hampumep, 1,4-0€H30THA3WHOHBI TIOMTY-

© 2018 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

4aT peakiueil o-aMUHOTHO(GEHONa ¢ [-OeH30MIaKpHUIIO-
BO# KmcyoToi, " sdupamu o-kero-,"® a-GpoM3aMeIeHHbIX
KapGOHOBBIX KMCIOT ®'® MM aHrHApHIOM MaseHHOBOI
kucinothl.'’ 2 1,4-BeH30KCa3HHOHBI B OCHOBHOM CHHTE3H-
PYIOT U3 o-aMHHO(EHONAa U 3()UPOB TIIMOKCHIOBOM KHC-
HOTBI,22 2-OKCO-2-apI/IHaIleTI/IH6pOMI/UIOB,23 0-KETOKUCIOT>
¥ ux 3¢upo.”>?® Cunres coenuHenuil psua 3,4-1uruapo-
XMHOKCAJIMHOHOHA TIPOBOZAT HAa OCHOBE PEAKINH 0-(heHIIICH-
JMAMMHA C B-apOMJIAKPHIIOBBIMM KHMCIOTAMH,” > (-KETO-
supamu, ™! 3dmpamu ManenHOBOM KMCIOTHI > HIH 0-GpOM-
3aMEIICHHBIX KapOOHOBBIX KMCIOT. "' Cpeam rerepmi-
3aMEIICHHBIX PacCMaTPUBAEMBIX COEAWHEHHUH Hamboiee
M3y4eHBl XMHOKCAJIMHOHBI, JUISI CHHTE3a KOTOPBIX HCIOb-
3YIOTCS METOIbI, OCHOBaHHBIE Ha B3aHMOJACHCTBIN O-(hEHIIICH-
IMaMUHa ¥ €ro aHajoroB ¢ 2-(MHIOJ-3-1T)-2-0KCO-
anerartamu,” 2-0KCOMH/IOINH-3-IIIMOKCUIATOM, ® a TaKKe
peakunn Opupens—KpadTca MexIy XUHOKCAIWH-2-OHAMHU
1 wgonamu. I'eteprzamerniennble 1,4-0eH30THA3HHOHBI
MONMy4YaroT TIpH  B3amMojedcTBMH  2-xJyop-1,4-6eH3o-
THA3MHOHOB M JIEKTPOHOM30BITOUHBIX TeTEPOIHKIIOB.”
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Cxema 1 NH, H
Method | 4a N __O - -
AKO,G NH GOk Method | N 1a,3a Al = Et, R = H
S + _ > s R 12 R 1b Alk =Me, R=H
NO, SH EtOAc, rt, 2 h AcOH, rt, 2 h 8a~S 1c Alk = Et, R = N-Melnd
99% 0 4aR=H
1a-c 2 76% a
3a ON 4a,b ON 4b R = N-Melnd
| Method Il T
From 1a,b AcOH, rt, 2 h, 85-90%; From 1¢c AcOH, A, 1 h, 73% N-Melnd = 1-Methylindol-3-yI
Cxema 2
oo EOAe2h AleA 1a, 6a,c Alk = Et
AlkO,C 0o 87-98% Method I Sa O , 04, —_
— + — . HN NO, 1b, 6b,d Alk = Me
5a,6a,b,7aR=H
NO; R NH or Et3N PhH 4 » 6a,b,
1a,b 2 5a,b 2 ACOH,r,2-3h  HO R 40°C,5h 7;'§ 5b, 6¢c,d, 7b R = Br
85-94% 20-69% )
6a—d
‘ Method Il

Et3N, PhH, rt, 24-50 h, 43%

AJNKUI-3-HUTpOaKpuiIaTel B KadecTBe 1,2-OM3nexTpo-
(GWIBHBIX CyOCTPaTOB WCIOJB3YIOTCSA [UISL TOJTYYCHHUS
3-(autpomerun)-*  u  3-(0-HETPOANKHI)-3,4-IUTHAPO-
XI/IHOKCEiHI/IH-2(1H)—OHOB,44 a Takke psaga 3-ankui-
2H-Gen30Kcasun-2-0H0B.” B CBA3M C STHM JOBOJBHO
MEPCIEKTUBHBIMU TIPH (POPMHUPOBAHUU TOJOOHBIX T'€TEPO-
LUKJIOB TMPEACTABISIOTCS HE TOJBKO MPOCTEHIIHNE alKUII-
3-HI/ITpoaKpI/IJ'IaTI)I, HO MW HUX O-ICTCPUI3aMCIICHHBIC
anarnorn,*™*’ KoTopsIe 1AIOT BO3MOKHOCTb CPa3y MOTYIHTH
reTepuicoAepkaliie XMHOKCATNHOHBI, 1,4-0eH30THa3HHO-
HBI U 1p.

B omimume oT peakuuii ¢ o-peHUICHAMAMHHOM M €ro
ananoramu,** w3ydenmoe mHamm B HacTosumeil paGore
B3auMojieiicTBue 3THI-3-HUTpoakpunata (la) ¢ o-amuHO-
tHoeHosioM (2) 3aBepuraercss 00pa30BaHUEM TOJBKO
S-amrykra — 9TIi-2-[(2-amuHObeHw)CyabhaHu | -3-HuTpo-
nponanoara (3a) ¢ BeixogoM 99% (cxema 1). Ilporecc
npoTtekaet B pactBope 6e3BonHoro EtOAc mpu KoMHaTHOH
TeMIiepaType (COOTHOIIeHHe peareHToB l:1, BbIIEpkKa 2 H).
VBenuueHnue BPEMCHH PEAKIMU HE MNPHUBOAUT K TI'€TEPO-
LUKIN3alUN COEAUHEHNS 3a.

Bmecre ¢ TeM BhIgepkKa ajuykra 3a B pacTBope
nensgHoii AcOH B TeueHme 2 4 mpu KOMHATHOM TemIie-
patype 3aBepiiaetrcs GOpMUPOBAHUEM 1IEJEBOTO 2-(HUTPO-
metun)-2H-1,4-6en3otnazun-3(4H)-ona (4a) ¢ BBIXOJOM
76% (cxema 1, merox I). Kpome Toro, ucnonb3oBaHue B
KadecTBe pactBoputens nensHoit AcOH mo3Bonser mouy-
YaTb TCTCPOLUKIT 4a OOHOPCAKTOPHBIM ME€TOJOM HEIIO-
CPEICTBEHHO W3  aJKWI-3-HATpoakpwiatoB lab u
0-aMHHOTHO(EHOa (COOTHOIIEeHHe peareHToB 1:1, KOM-
HaTHas TeMIIepaTypa, BbIIEpKa 2 1) ¢ BEIxoxoM 85-90%
(cxema 1, meton II).

a-'eTepruia3aMenIeHHBI aHAJIOT  AJNKWII-3-HUTPOAKpPHU-
nmata — 3Tui-2-(1-metmn- 1 H-unnomn-3-wmi)-3-HUTpoakpuiIaT
(1e) — pearupyer c¢ o-amuHOTHOdeHONIOM (2) B Oojee
KECTKHX yCIOBHAX. [Ipoliecc OCyIIeCTBISIETCS] TIPH KHIIsi-
YCHUNU HCXOJHBIX PECArcHTOB (COOTHOH_IGHI/IC HUTPO-
apuiIaT:0-aMUHOTHO(EHO 1:2) B pactBOpe JEaTHOMN
AcOH B Tewenme |1 4 u mnpuBOAUT K 0Opa30BaHHUIO
2-(1-metnn-1H-uanon-3-un)-2-(aurpomern)-2 H-1,4-6em30-
Ttna3uH-3(4H)-ona (4b) ¢ Beixomom 73% (cxema 1).

730

BzaumoneiictBue HutpoakpuiatoB la,b ¢ o-amuHO-
¢enomamu Sa,b B pactBope Oe3BomHoro EtOAc, Tak xe
KaK ¥ B BBIIICONMCAHHON PEaKILUH, 3aKaHUIUBACTCS 00pa-
30BaHMEM a3a-aAgyKToB Muxasms 6a—-d c xopomumu
BbIxomamu (87-98%, cxema 2), 4TO coryiacyeTcsl ¢ JIATe-
patypusiMu nanEbME.Y 3amena GesBogmoro EtOAc Ha
nensayro AcOH B »TOoM ciiyuae He mpuBOAWT K (popmu-
POBAaHMIO TETEPOLMKIA W BBIICIAIOTCA TaKKe TOJIBKO
aza-agayktel 6a—d c Beixogamu 85-94%. Ilo anamoruu c
ONMCAaHHON paHee peaKL{I/IeI‘/'I,45 coequHenus 6a—d mox
JIEWCTBHEM 3KBUMOJIIPHOTO KonmdecTBa ocHoBaHUS (Et;N)
B pactBope Oe3BomHoro PhH mpm Ttemmeparype 40 °C
(BBLAEPXKKA 5 U) IpEeTepHeBalOT AaJIbHENIIee IpeBpalleHue
u obpasyroT 3-mermin-2H-1,4-0eH30kcaznH-2-0HBI 7a,b ¢
Beixogamu 20-69% (cxema 2, wmeron I). DOtm ke
1,4-6en30KcazuH-2-0HBI 7a,b ¢ BeIxogoMm 43% MoryT OBITh
MOJYYeHbl OJHOPEAKTOPHBIM METOAOM HETOCPEICTBEHHO
u3 HHATpoakpwiatoB lab, o-ammHOpeHoma u EN B
pactBope Oe3zBogHoro PhH mpu xoMmHaTHO#H TemmepaType
(cootHOmEeHHMe HUTpoapmiat:o-amuHOopeHOm:Et;N = 1:1:1,
BbIepKKa 24—50 1, cxema 2, metox II).

BzaumoneiictBue HuTpoakpuisata lc ¢ 0-aMHHO-
¢deHonamu S5a,b, B OTIHMYME OT €ro HE3aMEIICHHBIX aHaJo-
roB 1a,b, HecMOTpsl Ha BapbUPOBAHKE YCIOBUH, IPUBOAUT
TOJIBKO K 00pa30BaHHMIO OCMOJICHHON PEaKIMOHHOW CMeECH,
13 KOTOPOH HHU MCXOIHBIC, HU BO3MOXKHBIC NPOIYKTHI HE
yZAaeTcsl BBIACIUTE.

OOHnapyxeHHas 3¢¢exTuBHOCTh JensiHoii AcOH B
Ka4yecTBE PacTBOPHUTEJISl, CHOCOOCTBYIOIIEr0 IreTePOLUKIN-
3aluy, TOATBEPXKIACTCA M Ha HpUMEpPE pEeaKIUH 3TUII-
3-aurpoakpunara (la) c o-peHnneHnuamMuHoM (8a).
IMpouecc He TpeOyeT MCIIOIB30BAHMS M30BITKA OMHYKIIEO-
duna, xak ommcano B paborax,”** a 3-(muTpomeTH)-
3,4-murunpoxunoxcanun-2(1H)-ou™ (9a) BeIenseTcs c

COIOCTaBUMBIM BbIXo10M (78%, cxema 3).

Cxema 3

EtOZC NH;

.

NH, ACOH rt,2h
78%
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Cxema 4 R NH,
FIO4 KI R N_ o
— R NH, R NH
3 NO, + _ . _
R NH, AcOH, A, 1h OZE 0.8 \ R N
. N 8a,b 76-93% tO2 N 10a,b ~NMe
\
Me

aR=H,bR=Cl

Peakuust umHponconepskaiiero HuTpoakpwiata 1c ¢
mnamuHamu 8a,b TpeOyer Oonee xecTkmx ycioBuid. Tak,
kursraeHne B nensaold ACOH MCXOIHBIX peareHToB (COOTHO-
IIeHWEe HUTPOAKpWIAT:IHaMuH = 1:2, BeIIepkKka 1 4) 3aBep-
mraercs noydeHneM 3-( 1 -meri- 1 H-1Hm01-3-1i1) XHHOKCAIH-
2(1H)-ouoB 10a,b ¢ Berxogamu 76-93% (cxema 4).

Ha ocHOBaHMM MOTY4EHHBIX 3KCIIEPHMEHTAIBHBIX JAHHBIX
mporiecc 00pazoBaHHs OCH30KOHICHCHPOBAHHBIX Te€TEpO-
mkiioB 4a,b, 7ab, 9a, 10ab u3 nHutTpoakpunaroB la—c,
BEPOSITHO, MOXHO MPEACTaBUTH B BHIE IOCIEIOBATEIHHO
MIPOTEKAIONINX MpeBpamieHnii (cxema 5): mepBOHaYaIbHOTO
oOpa3zoBaHusl THa- WIM a3a-aanykTa Muxasns A (coenm-
HeHus 3a u 6a—d), ero TeTepoNUKIN3aNy B CTPYKTypy B
(coenmuuenns 4a,b m 9a) mpu ydacTHH BTOPOTO HYKIEO-
(IIBHOTO TIEHTpa U CIOKHOA(GHUpHOU rpymmel. JlanpHelee
pasBUTHE MpoLEecca 3aBUCUT OT CTPYKTYPHBIX 3JIEMEHTOB
nonynpoaykroB A u B, a taxxke ycnouil peakuuu. Tak,
NP HAJWIMW HWHOONBHOTO 3amectutens (R = 1-mernn-
MHI0T-3-WJI) B MOJEKyJie rereporukia B Habmromaercs
ormemeHne ¢gparmenTa MeNO, um o0pazoBaHHe XUH-
okcanuHoHOB 10a,b. B To ke BpeMs HaluuMe B COCTaBe
rereporrkia B aromoB X = O u R = H HanpasisieT peakuuto
mo mytu sauMuHupoBanuss HNO, u oOpa3oBaHUS METHI-
U/ICHCO/IEPXKAIIEr0 TPOMEXyTOoYHOro rereponnkina C,
MIPOTOTPOIIHOE  TPEBpAIllEHHE KOTOPOTO  3aBEpIIAETCS
noJydeHneM OeH30Kkca3sMHOHOB 7a,b. be3ycnoBHo, uto nmpu
TIOJTy4eHUN OEH30KCa3MHOHOB 7a,b BO3MOXKEH M albTepHa-
TUBHBIM BAapHAHT NPOTEKAHHS PEAKLUH: NEPBOHAYAIBEHOE
snumuHupoBanne HNO; u3 agnykra A U nanpHeimas uuk-
JM3anus mpoMexyTouHoro akpuiara D B ctpykrypy C.

CrtpoeHrne TONYYEHHBIX COCAWHEHUH  OJHO3HAYHO
MTOJITBEPKIAIOT JaHHBIE CHEKTpabHBIX MeTonoB (MK, YO,

SAMP 'H, C, '"H-'H COSY, 'H-""C HMQC u HMBC,
'H-"N HMBC). Ilpu sToM, pu3nKo-XxuMHYECKHE XapaKTe-
PHCTHKHM TETepOLUKIa 9a COOTBETCTBYIOT TaKOBBIM JUIS
o6pasiia, omucanHOro Hamu pauee.

B UK cnektpax agnykToB 3a, 6a—d, a Taxxe 1,4-0eH30-
THa3UH-3-0HOB 4a,b MPUCYTCTBYIOT MOJIOCHI MOTJIOIICHHUS
HECONPSDKEHHOM HUTporpynmel mpu 1555-1562 (v,) u
1374-1378 cm' (v;) ¢ XapakTepHOil i HACHIIICHHBIX
HUTpOCOeMHE NIt pasauueii Av 177-186 cm'.** Kpome Toro,
B UK cnextpax aanykroB 3, 6a—d mpuCYTCTBYIOT MOJOCHI
MOTJIOIICHHUST KapOOHWIBHOM TPYHIBI  CI0XHO3(DUPHOTO
dparmenta (17341751 cm'), a Take HaBop MONOC
aMHHO- U THApOKCHrpyI (33823484 u 3595-3600 cm ).

CTpyKTYypHOU OCOOCHHOCTBIO TOJMYYEHHBIX aJIyKTOB
3a, 6a—d u HUTPOMETWICOACPKAIIUX OCH30THA3UHOHOB
4a,b siBisieTCsl HATMYKE B X MOJIEKYJIe XHPaJbHOTO aToMa
yriepona, 4ro OOYCJOBIMBaeT NposBIeHUE ddderra
JIMACTEPEOTONUU ISl METHJICHOBBIX MPOTOHOB (puc. 1).
Tak, B cnekrpax SAMP 'H coennuenuii 3a, 6a,c cHrHaibI
MPOTOHOB METHJICHOBOW TPYIIIBI CIOKHOA(pHUPHOTO (hpar-
MeHTa 00pa3yroT ay0JeTsl KBapTeToB B MHTepBanax 4.19—
428 u 421-432 m. 1. (J = 10.6-10.8, °J = 7.2 I'n), a
npotons! rpymmsl CH,NO, B criektpax coenuHeHui 4a, 6a—d
obpasytor crnuHOBYIO cuctemy ABCM ¢ MeTHHOBBIM
nporoHoM Hc¢ u nposiBistorcst ayOneramu ayOneToB B

a

Y *,
Ha Hg

Pucynok 1. CtpykrypHBIe 0COOCHHOCTH coenrHeHuit 3a, 4a,b, 6a—d.

e
Hc
NO, NO|-2|B

Cxema 5 X=NH. O
Y=NH, S X =Y =NH
R =H, N-Melnd @ R R = N- Melnd
— AIKOH - MeNo2 @ :/E
AlkO,C X =NH, O 4a, b 9a 10a,b
= Y =S, NH XH
R NO; R=H, N-Melnd @ COLAIK
—_—
" xH YR X=0
A —NO; ~HNOy | v = NH
3a, 6a—d R=H
YH
X=0
—HNO, | Y=NH

R=H Y

OH 0.__0
0.__0

o ~COX
N _ N~ SCH Z
H—§CH2 AlkOH N 2 N “Me

(o3 7ab
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naTepBamax 4.79-4.82 u 4.85-4.99 wm. 1. (“ap = 13.9-
14.3, *Jnc = 4.5-6.8, *Jyc = 5.0-6.8 T')). B cBoio 0uepess,
npotousl Tpynnsl CH,NO, GenzormasmHona 4b mposs-
JAIOTCSL B BHAE IBYX aAyoneroB mpu 5.28 m 5.41 m. &
(*J=13.2Tm).

Takum 00pa3oM, NPOBEICHHBIE HAMU HCCICHOBAHHS U
UMEIOIIHECS JIUTEPATypPHBIC TaHHBIE TO3BOJIIOT PEKOMEH-
JIOBaTh AJIKUII-3-HUTPOAKPHIIATHI B KauecTBe 3()(HEKTUBHBIX
1,2-0maneKTpoPHUIOB MPH KOHCTPYHPOBAHUH IIECTUUIICH-
HBIX HHTPOMETHJI3AMELICHHBIX T'€TEPOLMKIOB C JIBYMS
rerepoaTomMamu: |,4-0CH30THA3HHOHOB W XWHOKCAJIHHO-
HOHOB, B TOM YHCJIC COICpKallUX HWHIONBHBIA 3aMecTH-
Tenb. Cunte3 1,4-0€H30KCa3MHOHOB HA OCHOBE aJIKHJI-
3-HUTPOAKPHIATOB, 3aKOHOMEPHO TpeOyeT IPHUCYTCTBUS
JOTIOJIHUTENFHOTO OCHOBaHUA, 00JIee JKECTKHX YCIOBHH U
CONPOBOXIACTCS AIMMUHUPOBAHUEM a30THCTOH KHCIIOTHI,
NPUBOJIS K 3-METHI3aMEIICHHBIM I'eTePOLIUKIAM.

JKcIepUMMEeHTAIbHAS YaCTh

UK cmektpsl 3ammcaHel Ha (Qypbe-CHEKTPOMETpe
Shimadzu IR Prestige-21. DneKTpOHHBIE CIIEKTPHI ITOTIIO-
OICHWS 3amucaHbl Ha crektpodoromerpe  Shimadzu
UV2401PC B pactBope IMCO B KBapLEBBIX KIOBETax
(wmHa ontuyeckoro myt 1.01 mm). Crektpsr IMP 'H,
B¢, 'H-'H COSY, 'H-"C HMQC u HMBC, a raxxe
'H-""N HMBC 3aperucTpupoBaHsI Ha criekrpomerpe Jeol
ECX400A c paboueii gactoroit 400 (mist simep lH), 100
(st simep C) m 40 MI' (st spep °N). B kauectse craH-
JlapTa MCIOJIF30BAHBI OCTATOYHBIC CUTHAIIBI HEICHTePHPOBaH-
HOTO pacTBOpHTeNs (AN smaep lH, 7.26 M. 1. — CDCl; u
2.50 m. 1. — AIMCO-ds) mwnmu curHaisl IeHTeprupOBaHHOTO
pactBoputens (s spep 13C, 77.0 m. . — CDCl; u
39.6 M. 1. — IMCO-d;). XuMuU4ecKHe CABUTH 5N orpee-
JieHbl oTHOcUTeNnbHO MeNQO,. Di1eMeHTHBIN aHaau3 BbINOJ-
HeH Ha aHamm3atope EuroVector EA3000 (CHN Dual).
KonTpons 3a XomoM peakuuii W YHCTOTOH ITOTyYeHHBIX
coelMHEHUH ocyiecTBieH MerogoM TCX Ha IuacTuHax
Silufol UV-254 B cucreme rexcan—Me,CO, 3:1. [Ipossie-
Hue B Y@ cBete (A 254 HM).

CuHre3 HuTpoakpuiaTtos la,b ocyuiecTBiieH o aurepa-
TypHOH MeTOI[I/IKe,49 a WX MHAOJCoAepKamuid a”anor le
MONYYCH TI0 MOAM(DHUITUPOBAHHON OTHOPEAKTOPHOW METO-
I[I/IK647 B MeOH. Beixon 0.97 r (71%), sxenTsie KpUCTaILIHI,
1. . 120-122 °C (EtOH) (t. mr. 122-124 °C (MeOH)"Y).
Crnextp IMP "N (CDCl3), §, m. x.: —237.18 (NInd); —7.28
(NOy).

Itua-2-[(2-amunoennn)cyabdpanuia]-3-HATPONpo-
nanoatr (3a). K pactBopy 301 mr (2.1 mMMmosb) HUTpO-
akpwiata la B 6 mu 6e3BogHoro EtOAc mpu KoMHaTHOM
Temrepatype nobasisior pactBop 260 mr (2.1 MmoIb)
o-amuHOTHOQEHOoNa (2) B 6 M 6e3BogHoro EtOAc n nepe-
MEIIMBAIOT B TeueHHe 2 4. PacTBopurenp ynapuBaroT npH
MMOHMKEHHOM aaBieHud. Brerxox 551 mr (99%), xenrtoe
Mmacno, Ry 0.49 (rexcan—aneron, 3:1). MK cnekrp (CHCL;),
v, cM " 1374 (cp) u 1560 (c, NO,), 1734 (¢, C=0), 3382
(yur. ci) u 3484 (ym. ci, NH,). Cnextp IMP 'H (CDCly),
8, M. 1. (J, Tm): 1.24 (3H, 1, >J = 7.2, CH;CH,0); 4.17 (1H,
I, Jac = 4.9, Jge = 9.8, 2-CH); 4.19 (1H, 1. k, 2J = 10.7,
3J =172, CH;CH,0); 421 (1H, 1. x, 2J = 10.7, *J = 7.2,

732

CH;CH,0); 4.60 (1H, 1. 1, *Jag = 15.0, *Jac = 4.9,
CH,NO,); 4.86 (1H, 1. 1, *Jag = 15.0, *Jgc = 9.8,
CH,NO,); 4.95 (2H, ym. ¢, NH»); 6.68 (1H, n. T, 3 = 7.5,
*J=1.3,H-5); 6.74 (1H, 1. n,°J = 8.1, *J = 1.3, H-3); 7.20
(IH, n. 1. 1, =8.1,°J=73,%= 1.6, H4); 732 (I1H, 1. 1,
3J=17.7,%=1.5, H-6). Cniextp SIMP "*C (CDCl5), 8, m. 1.:
14.0 (CH;CH,0); 45.3 (C-2); 62.5 (CH;CH,0); 74.3 (C-3);
111.8 (C-1"; 115.6 (C-3"); 118.8 (C-5"); 132.3 (C-4"); 138.1
(C-6"; 149.7 (C-2"); 168.8 (C=0). Haiineno, %: C 48.89;
H 5.00; N 10.31. C;;H4N,0,4S. Breruucneno, %: C 48.88;
H 5.22; N 10.36.

2-(Hurpomernn)-2H-1,4-6enzoruazun-3(4H)-on (4a).
Merton 1. PactBopsitor 502 mr (0.186 MMoib) coenuHeHUs
3a B 10 mu nensHoit AcOH u mepeMemuBaroT B T€UEHHUE
2 4 mpu KOMHaTHOW Temmeparype. I[locne ynmaneHus
pacTBOPUTENST OCMOJICHHBI OCTaTOK MPOMBIBAIOT HEOOJb-
mmM konndectBoM EtOH u orduibTpoBhIBatoT. BbIX0on
316 mr (76%), cBeTiO-)KeATOe aMOp(HOE BELIECTBO, T. ILI.
145-147 °C (CCl;~MeOH, 3:2). K crextp (KBr), v, cm ':
1378 (c) u 1555 (0. ¢, NOy), 1669 (o. ¢, C=0), 3177 (cp),
3201 (cp) u 3318 (cx1, NH). Crextp SAMP 'H (IMCO-d;),
3, M. 1. (J, T): 4.38 (1H, T, °J =6.8 2-CH); 4.80 (1H, 1. 1,
2J =143, °J =6.8, CH,NO,); 499 (1H, x. 1, %J = 143,
3J = 6.8, CHNO,); 6.96-7.03 (2H, m, H-5,7); 7.18-7.24
(1H, m, H-6); 7.31-7.36 (1H, m, H-8); 10.88 (1H, c, NH).
Cnextp SIMP BC (IMCO-dy), 8, m. 1. 38.5 (C-2); 73.4
(CH,;NOy); 117.8 (C-8a); 117.9 (C-5); 124.0 (C-7); 128.2
(C-6); 128.3 (C-8); 137.1 (C-4a); 164.3 (C=0). Haiineno, %:
C 48.29; H 3.77; N 12.55. CoHgN,O;S. Brruucieno, %:
C48.21; H3.60; N 12.49.

Meton II (u3 coemmuenmus la). K pactBopy 400 mr
(2.8 mMonp) HUTpoakpunata la B 10 mu nexnsuoit AcOH
IIpY KOMHATHOM TemmepaType [100aBIAIOT MO KaIulsiM
pactBop 345 mr (2.8 MMoib) o-amuHOTHO(EHOA (2) B 10 Mt
nenstHok AcOH u mepememmBaroT B TeueHnue 2 4. [locne
yAaJeHHUs PACTBOPUTENS OCMOJICHHBIM OCTaTOK MPOMBI-
BaloT HeOoipumMM konumuecTBoM EtOH u oThunbTpoBbI-
BatoT. Beixox 402 mr (65%), cBeTiio-kentoe aMopHOE BeIlle-
ctBO, T. wi. 145-147 °C (CCl;—MeOH, 3:2). Ilo anao-
TUYHOM MeTonuke coeauHenue 4a monydarot u3 300 mr
(2.3 mmonw) mutpoakpuiara 1b u 286 mr (2.3 MMoOJb)
o-amuHotHo(enona (2). Beixoxg 437 mr (85%), cBeryo-
xKenToe amopdHoe BemecTBo, T. wi. 145-147 °C (CCly—
MeOH, 3:2). IIpo6a cmemnienns o0pa3noB, HOTYYEHHBIX 10
meronam I u II, He naet nenpeccuu TeMueparypsl IUIABICHUS.

2-(1-Metuna-1H-unnoua-3-un)-2-(Hurpomeru)-2 H-1,4-
o0enzoruasun-3(4H)-on (4b). K pacreopy 300 wmr
(1.1 mmonp) mHuTpoakpuiara le B 10 mu nexsnoit AcOH
nobaBystoT  pactBop 274 wmr (2.2 MMONB) 0-aMHHO-
trnodpeHona (2) B 10 mum neasHoit AcOH u kunmsaTsaT B
teuenue 2.5 4. Ilocne ymaneHusi pacCTBOPUTENST OCMOJICH-
HBI ocTaTok oOpabarteiBatoT Et;O WM OTOMIBTPOBHIBAIOT.
Beixog 280 wmr (73%), cBemno-xentoe aMmopdHOe
BemecTBo, T. . 229-232 °C (AcOH). UK cnextp (KBr),
v, cM ;1374 (cp) u 1555 (¢, NO,), 1663 (c, C=0), 3055
(c), 3117 (cm) 1 3190 (ci1, NH). Criexrp SIMP 'H (JIMCO-d),
3, M. 1. (J, Tu): 3.58 (3H, ¢, CH3); 5.28 (1H, x, °J = 13.2,
CH,NO,); 5.41 (1H, 1, °J = 13.2, CH,NO,); 6.78-6.81 (1H, M,
H Ar); 6.91-6.95 (1H, m, H Ar); 7.02-7.09 (2H, m, H Ar);
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7.11-7.15 (1H, M, H Ar); 7.21 (1H, ¢, H-2 unpon); 7.31—
7.36 (2H, m, H Ar); 7.73-7.75 (1H, m, H Ar); 10.98 (1H, c,
NH). Crextp SIMP C (IMCO-dy), 8, m. a.: 33.1 (CH3);
48.2 (C-2); 79.4 (CH,NO,); 106.4 (C Ar); 111.0 (C Ar);
117.2 (C Ar); 118.2 (C Ar); 119.7 (C Ar); 120.1 (C Ar); 122.3
(C Ar); 124.0 (C Ar); 1249 (C Ar); 127.8 (C Ar); 128.0
(C Ar); 131.1 (C-2 unpmomn); 136.5 (C Ar); 137.8 (C Ar);
164.7 (C=0). Haiigeno, %: C 61.47; H 4.35; N 12.28;
S 8.87. CigH;5N50;S. Brruucneno, %: C 61.18; H 4.28;
N 11.89; S 9.07.

ITUI-2-[(2-TuapoxcugeHnT)aMuHO| -3-HUTPONPONAHOAT
(6a). K pactBopy 220 mr (2.02 MMoib) 0-aMUHO(EHONIA
(5a) B 6 M 6e3BopHOr0 EtOAC mpu KoMHaTHOW Temmepa-
Type Mo KarsiM 100aBisioT pacTBop 293 mr (2.02 MMob)
Hutpoakpunara la B 4 ma 6e3BomHoro EtOAc u mepe-
MeImBaloT B TeueHue 2 4. [Tocne ynaneHus: pacTBOpUTEs
ocMoJIeHHBIH ocTaTok oOpabatsiBatoT CCly u oThuIbTpo-
BbiBaloT. Bwixon 446 wmr (87%), CBETIO-KOPUYHEBOE
amopdHoe BemiecTBo, T. wi. 54-57 °C (CCly). UK crnektp
(CHCLy), v, eM " 1377 (cp), 1562 (¢, NO»), 1743 (c, C=0),
3410 (m. c1, NH), 3600 (yur. cp, OH). Cnextp SIMP 'H
(CDCly), &, M. 1. (J, Tm): 1.29 (3H, T, *J = 7.2, CH;CH,0);
426 (1H, 1. x, °J = 10.6, °J = 7.2, CH;CH,0); 4.30 (1H, 1. k,
2J = 10.6, °J = 7.2, CH;CH,0); 4.59 (1H, T, J = 5.0,
2-CH); 4.79 (1H, 1. 1, 2Jap = 13.9, *Jac = 5.0, CH,NO,);
4.85 (1H, 1. 1, *Jap = 13.9, *Jgc = 5.2, CH,NO,); 4.85 (1H,
ym. ¢, NH); 6.70-6.75 (1H, m, H Ar); 6.76-6.80 (2H, M,
H Ar); 6.81-6.87 (1H, M, H Ar). Cnextp SIMP “C
(CDCl), 6, m. a.: 14.1 (CH;CH,0); 56.1 (C-2); 62.9
(CH;CH,0); 75.9 (C-3); 115.4 (C Ar); 115.7 (C Ar); 121.3
(C Ar); 121.6 (C Ar); 133.9 (C-1"); 145.7 (C-2"); 170.4
(C=0). Haiineno, %: C 51.61; H 5.44; N 10.93.
C|1H|4N205. BI)I'-II/ICJ'IGHO, %: C 5197, H 555, N 11.02.

CoenuHenue 6a nomydaroT Taoke u3 376 mr (3.45 MMoIb)
o-amuHodeHona (5a) u 500 mr (3.45 MMoib) HHUTpPO-
akpuiata la, mepememmuBas B pacTBope JeasHo AcOH
IIpY KOMHATHOW TemIepatrype B TedeHue 2.5 4. Brixon
736 mr (85%), cBETIO-KOPHUUHEBOE aMOp(HOE BEIIEeCTBO,
1. 1. 54-57 °C (CCly). IIpoba cmemenuss oOpasIoB,
moimy4eHHbIX B pacTBopax EtOAc u AcOH, He naer
ACTIPECCHUU TEMIIEPATYPHI IJIaBJICHUS.

Metua-2-[(2-ruapoxkcudeHnJI)aMHHO]-3-HUTpONPO-
naHoart (6b) mosydaroT Mo METOJIMKE, aHAJOTUIHON METO-
JIUKE CHHTE3a COeIMHEHus 6a, B pacTBope OE€3BOJAHOTO
EtOAc m3 330 mr (3.03 mmons) o-amuHOdeHOMa (5a) 11 397 Mr
(3.03 mmomns) HuUTpoakpmiata 1b. Brixoxm 697 mr (96%),
xkenrtoe amopdroe BemecTBo, T. M1 85-89 °C (CCly).
UK crektp (CHCL3), v, em 'z 1378 (cp) u 1561 (c, NO,),
1750 (c, C=0), 3413 (m. cm, NH), 3600 (ym. cp, OH).
Crextp SIMP 'H (CDCly), 8, m. x. (J, I'm): 3.83 (3H, c,
CH,); 4.61 (1H, T, J = 5.0, 2-CH); 4.80 (1H, 1. 1, *Jap = 139,
3Jac = 4.6, CHNO,); 4.85 (1H, 1 1, “ag = 13.9, *Jgc = 5.1,
CH,NO,); 5.63 (1H, yur. ¢, NH); 6.71-6.75 (1H, m, H Ar);
6.77-6.82 (2H, m, H Ar); 6.82—6.88 (1H, m, H Ar). Cnektp
SIMP °C (CDCly), 8, m. 1. 53.5 (CH30); 55.9 (C-2); 75.8
(C-3); 115.1 (C Ar); 115.7 (C Ar); 121.2 (C Ar); 121.6
(C Ar); 133.8 (C-1"; 145.5 (C-2"; 170.9 (C=0). Haiineno, %:
C 4957, H 476, N 11.54. C]0H12N205. BBI‘II/ICJ'[CHO, %:
C 50.00; H 5.04; N 11.66.
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Coemunenue 6b nonydator Taroke u3 594 mr (3.16 MMob)
o-amuHOQeHona (5a) u 414 mr (3.16 MMoyib) HHUTPO-
akpunaTta 1b, nepememmBas B pactBope nensHoit AcOH
IpY KOMHATHOM TeMIiepaTtype B TedeHue 2.5 4. Beixonx 712 Mr
(94%), xenroe amopHOE BerecTBo, T. Wi 85-89 °C (CCly).
[Tpoba cmernenust 0Opa31oB, MOMyYEHHBIX B pacTBopax EtOAc
n AcOH, He naet nenpeccuu TeMIiepaTyphl IIaBJICHHUS.

I1na-2-[(5-6pom-2-rupoxcudeHuI)aMHHO|-3-HUTPO-
nponanoar (6¢) Moay4aroT NO METOAWKE, aHAJIOTHYHOM
METOJIUKE CHHTE3a COeANHEHUs 6a, B pacTBope OE3BOAHOTO
EtOAc u3 360 mr (1.91 mMmomnb) 2-amuHO-4-0poMpeHona
(5b) u 277 mr (1.91 mmonb) HUTpoakpuiara la (mepeme-
muBaHue B TeueHue 4.5 4). Boixog 547 mr (86%), cBeTio-
KOpUYHEBOE aMop(HOe BelecTBo, T. 1. 84-86 °C (CCly).
UK crextp (CHCI3), v, em': 1376 (cp) u 1562 (c, NO,),
1746 (c, C=0), 3409 (m. ci, NH), 3596 (yur. cp, OH).
Crextp SIMP 'H (CDClL), 8, m. a. (J, T'm): 1.30 (3H, T,
3J =172, CH;CH,0); 428 (1H, 1. x, 2J = 10.8, *J = 7.2,
CH;CH,0); 4.32 (1H, 1. x, 2J = 10.8, *J = 7.2, CH;CH,0);
4.53 (1H, T, J = 4.8, 2-CH); 4.81 (1H, 1. 1, *Jas = 14.0,
3ac = 4.5, CH,NO,); 4.88 (1H, o n, “ag = 14.0,
3Jsc = 5.0, CH,NO,); 5.56 (1H, ym. ¢, NH); 6.63 (1H, n,
3= 8.3, H-3); 6.78 (1H, 1, *J = 2.2, H-6); 6.84 (1H, 1. 1,
3J=18.3, % =22, H-4). Cnextp SIMP "°C (CDCL), 8, m. 1.:
14.1 (CH;CH,0); 55.5 (C-2); 63.1 (CH5CH,0); 75.7 (C-3);
113.5 (C-5"; 116.8 (C-3"); 117.1 (C-6"); 123.1 (C-4"); 135.6
(C-1"; 144.1 (C-2"; 169.9 (C=0). Haiineno, %: C 39.15;
H 3.63; N 8.44. C;H3BrN,Os. Brruucaeno, %: C 39.66;
H3.93; N 8.41.

Coenunenue 6c¢ nonydarot Taoke 13 389 mr (2.07 MMonb)
2-amuHO-4-6pomdenona (5b) u 300 mr (2.07 mMmoib)
HUTpoakpmiaTa la, mepeMemmuBas B PacTBOpE JEISIHOU
AcOH npu KOMHaTHOW TemmepaType B TeueHHe 2.5 4.
Beixog 590 mr (85%), cBeTyio-kopuyHeBOEe aMopdHOe
BerectBo, T. i 84-86 °C (CCly). Ilpoba cmemeHus
00pasioB, moayueHHBIX B pactBopax EtOAc m AcOH, He
JIaeT JIeTPECCHH TeMIIePaTypPhl IUIABJICHHS.

Metna-2-[(5-0pom-2-ruagpokcudeHnT)aMIHO|-3-HUTPO-
nponanoat (6d) moaydyarOT MO METOAMKE, aHAIOTUYHOU
METOJIMKE CHHTE3a COeTMHEHUS 6a, B pacTBOpe OE3BOAHOTO
EtOAc u3 722 mr (3.84 mmomb) 2-amuHO-4-0pomMpenosa
(5b) u 503 mr (3.84 mmonb) HUTpoakpuiara 1b (mepeme-
mmMBaHue B TeueHue 2.5 49). Bexon 1190 mr (98%), kopuu-
HeBoe amopdHoe BemiecTBO, T. i 106-109 °C (CCly).
UK crextp (CHCL3), v, em': 1377 (cp) u 1562 (c, NO,),
1751 (¢, C=0), 3410 (um. cm, NH), 3595 (ym. cp, OH).
Crextp SIMP 'H (CDCly), 8, m. a. (J, T'm): 3.84 (3H, c,
CH;); 4.56 (1H, T, J = 4.8, 2-CH); 4.82 (1H, 1. 11, °Jap = 14.0,
3Jac = 4.5, CH,NO,); 4.88 (1H, 1. 1, g = 14.0, *Jgc = 5.0,
CH,NO,); 5.43 (1H, ym. ¢, NH); 6.64 (1H, 1, °J = 8.4,
H-3); 6.78 (1H, 1, *J = 2.2, H-6); 6.85 (1H, 1. 1, °J = 8.4,
*J = 2.2, H-4). Cnextp IMP "C (CDCly), 8, m. 1.: 53.7
(CHa;); 55.3 (C-2); 75.7 (C-3); 113.6 (C-5"); 116.7 (C-3");
116.8 (C-6"); 123.1 (C-4"); 135.5 (C-1"); 144.0 (C-2"); 170.4
(C=0). Crextp SIMP “N (CDCL), 8, m. 1.: —325.25 (NH);
—0.14 (NO,). Haiineno, %: C 37.24; H 3.08; N 8.58.
CioHBrN,Os. Beruucneno, %: C 37.64; H 3.47; N 8.78.

Coennaenne 6d momygarot Taxke u3 1130 mr (6.00 MMoIB)
2-amuHO-4-0pomdenona (5b) u 790 mr (6.00 MMmoib)
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nutpoakpwiara 1b, mepememmBasi B pacTBOpE JieIsSHOM
AcOH npm koMHaTHOW TemmepaType B TeueHHE 3 d.
Beixon 1785 mr (93%), kopuuHeBoe aMopdHOE BEUIECTBO,
1. wi. 106-109 °C (CCly). Ilpoba cMmemieHus 00pasioB,
noixydeHHelx B pacTtBopax EtOAc u AcOH, He naer
JETIPECCHU TEMIIEPaTYPhI IUIABICHHUSI.

3-Mernia-2H-1,4-0en3okca3un-2-on  (7a). Meron [
(u3 coeamuenus 6a). K pactBopy 395 mr (1.57 mmons)
coenuHeHus 6a B 6 mia OezBonHoro PhH npu xomHaTHOM
TeMIlepaType Mo KaruwsiM Jo0aBisitoT pacteop 0.22 mi (159 wr,
1.57 mmonb) E;N B 3 mu GezBomHoro PhH wm mepe-
MeLMBalOT B TeueHue 5 4 npu temmneparype 40 °C. ITocne
yJaJleHns] pacTBOPHUTENST OCMOJICHHBI OCTAaTOK o00paba-
teiBatoT EtOH u ordunsrpoBeiBatoT. Brixon 81 mr (32%),
CBETJIO-KOPUYHEBbIE KpucTaibl, T. . 90-94 °C (EtOH)
(r. 1. 97-98°C™). HIK cniextp (KBr), v, cM 'z 1614 (cp, C=N),
1727 (0. ¢, C=0). Y® cnextp, hmax, HM (€, 1-MOIb ' -CM ):
286 (7240). Cnextp SIMP 'H (IMCO-dy), 8, m. 1. (J, Tu):
2.37 (3H, ¢, CHj); 7.32-7.38 (2H, M, H-6,8); 7.45-7.53
(1H, m, H-7); 7.62-7.69 (1H, M, H-5). Crextp SIMP "*C
(AMCO-dp), 3, m. n.: 21.58 (CH;); 116.7 (C-8); 125.7 (C-6);
128.5 (C-5); 130.7 (C-7); 131.4 (C-4a); 146.9 (C-8a); 153.5
(C-3); 156.3 (C=0). Haiineno, %: C 66.98; H 4.36; N 8.81.
CoH;NO,. Brruucneno, %: C 67.08; H 4.38; N 8.69. Ilo
AQHAJIOTUYHON METOJMKE COCOUHEHHE 7a TMOIydYaroT H3
210 mr (0.875 mmonb) coequnenust 6b u 0.12 mu (88.4 wr,
0.875 mmons) Et;N (mepememmnBanue B TeueHue 4 ).
Beixon 28 mr (20%), CBeTIO-KOpUYHEBBIE KpPUCTAJUIBL,
1. 1. 90-94 °C (EtOH).

Merton II. K cycnensun 301 mr (2.76 MMoIb) 0-aMHHO-
¢denona (5a) B 3 mu 6e3Boguoro PhH mpu komHaTHOU
TemmepaType Mo KamisiMm pgobasnsioT pactBop 400 mr
(2.76 mmMouts) HuTpoakpmiata 1a B 3 mu 6e3Boanoro PhH u
MepEeMEIINBAlOT B TeueHHe 2 4. 3aTeM K pPEeaKIHOHHOU
CMeCH MNpU KOMHATHOH TeMmIeparype 10 KaruisiM a00aB-
nstoT pactBop 0.385 mu (279 wmr, 2.76 mmons) Et;N B 3 Mo
6e3Boauoro PhH u nepememuBaiot B Teuenue 50 4. [Tocie
yAaleHus] pacTBOPUTENS] OCMOJIEHHBIM OCTaTOK 00pabaThl-
BatoT EtOH u ordunsrpossiBator. Beixox 190 mr (43%),
CBETJIO-KOPUYHEBbIE KpUCTaLIEL, T. 1. 90-94 °C (EtOH).
IIpob6a cMemenns 00Opa3oB, NOITYYEHHBIX IO MeTOLy | u
II, He naet nenpeccuu TemiepaTyphbl JIaBJICHHUS.

6-bBpom-3-merui-2H-1,4-6eH30Kca3uH-2-0H (7b).
Meton [ (u3 coenmuenuss 6¢). Ilody4aroT aHATIOTUYHO
METO/IMKe CHHTe3a coemuHeHnst 7a u3 193 mr (0.580 mMMorb)
coemunenust 6¢ u 0.082 mu (59 mr, 0.580 mmoins) Et;N.
Bexox 97 wmr (69%), TEeMHO-KOPHYHEBBIE KPHUCTAJUIBL,
. 1. 146-148 °C (EtOH). UK cnektp (KBr), v, cM: 1603
(cp, C=N), 1735 (0. ¢, C=0). YO cnekrp, Amax, HM
(e, m'momb oM Y): 278 (8584), 322 (4853). Crextp SIMP 'H
(AMCO-dy), 6, m. a. (J, I'm): 2.37 (3H, ¢, CH;); 7.33 (1H,
1, >J =8.7, H-8); 7.64 (1H, 1. n, °J = 8.7, *J = 2.3, H-7);
7.83 (1H, x, *J = 2.3, H-5). Crextp SIMP C (IMCO-d),
o, m. a.: 21.7 (CHj); 116.9 (C-6); 118.78 (C-8); 130.6
(C-5); 132.6 (C-4a); 133.1 (C-7); 146.3 (C-8a); 153.0
(C-3); 157.9 (C=0). Criextp SIMP "N (JIMCO-dy), 8, M. 1.:
—50.58 (N-4). Haiineno, %: C 44.91; H 2.53; N 6.10.
CoHcBrNO,. Beruucaeno, %: C 45.03; H 2.52; N 5.83. Ilo
aHAJIOTUYHOM METOJuKe coequHeHne 7b momydaroT u3
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214 mr (0.671 mmonsb) coequnenus 6d u 0.094 mn (68 mr,
0.671 mmons) EtsN. Beixog 105 mr (65%), TemMHO-KOpHY-
HeBble KpucTasisl, T. mwi. 146—148 °C (EtOH).

Merop II. [lonmyyaroT aHaJIOTMYHO METOJUKE CHHTE3a
coequHeHus 7a wu3 584 wmr (3.10 mmomb) 2-amuHO-
4-6pomdenona (5b), 584 mr (3.10 MMOJIB) HUTPOAKPHUIIATA
1b, 0.43 M (314 mr, 3.10 mmons) Et;N (nepemennBanue B
teuenue 24 4). Beixog 320 mr (43%), TEeMHO-KOPHYHEBEIC
KpucTamisl, T. 1. 146-148 °C (EtOH). [Ipoba cmemenus
o0pa3noB, mnonydeHHbIX 1mo Meroxy | u II, He maer
JIETIPECCUU TeMIIePaTypPhI IIaBICHUS.

3-(HurpomeTrui)-3,4-quruapoxutokcanun-2(1H)-on
(9a). K pactBopy 220 mr (2.1 MMo7b) o-peHuneHmaMHa
(8a) B 10 mut nexstHoit AcOH npu koMHaTHOH TeMnepaType
no kamwsM Jo6asistor pactBop 300 mr (2.1 mMmons)
HuTpoakpmnata la B 15 mn neasnoit AcOH u mepe-
MEIIMBAIOT B TeueHue 2 4. [locne ynanaeHus pacTBOpUTeNs
OCMOJICHHBIH ocTaToK oOpabdatsiBatoT EtOH u otduistpo-
BoIBarOT. Beixona 340 mr (78%), xentoe aMmophHOE BEIIECTBO,
1. 1. 165-167°C (EtOH) (1. 1. 165-167°C (EtOH)*").

3-(1-MeTuna-1H-unaon-3-un)xunokcaann-2(1H)-ou
(10a). K pactBopy 120 mr (0.44 mmonb) HuTpoakpuiara le¢
B 14 mn nensHoit AcOH mobGaBnsioT pactBop 95 Mr
(0.88 MMomb) o-penuneHauamuHa (8a) B 5 Ml nensHOM
AcOH wu kunsatar B Teuenue 1 4. [locne yganenus: pacTBo-
puUTeNst MacIsSHHUCTBI ocTtaTok oOpabareiBatoT EtOH n
othunbTpoBEIBaIOT. Beixog 92 mr (76%), kenteie Kpuc-
tamnel, T. Wi 299-301 °C (MeCN) (1. mr. 289-290 °C*7)
UK crextp (KBr), v, eM 'z 1657 (¢, C=0), 3045 (ci, NH).
VO crektp, Amax, HM (€, 1-M0Ib ' -cM 1): 369 (20100), 386
(29600), 406 (25000). Crextp SIMP 'H (IMCO-d), 3, m. 1.
(/, T'm): 3.88 (3H, c, CHj3); 7.22-7.31 (4H, m, H Ar); 7.36—
7.42 (1H, m, H Ar); 7.50-7.55 (1H, M, H Ar); 7.80-7.85
(1H, M, H Ar); 8.84-8.88 (1H, M, H Ar); 8.90 (1H, ¢, H-2
unzon); 12.41 (1H, yur. ¢, NH). Crexrp IMP °C (IMCO-dj),
5, M. 1.: 33.6 (CH3); 110.8 (C Ar); 115.5 (C Ar); 121.8
(C Ar); 123.2 (C Ar); 123.6 (C Ar); 123.8 (C Ar); 127.2
(C Ar); 128.1 (C Ar); 128.5 (C Ar); 130.7 (C Ar); 133.2
(C Ar); 137.4 (C-2 unpon); 152.2 (C-3); 154.9 (C=0).
Haiineno, %: C 74.37; H 4.82; N 15.28. C7sH3N30.
Brruucaeno, %: C 74.17; H4.76; N 15.26.

6,7-Auxnop-3-(1-merun-1H-unm0/1-3-W1)XMHOKCAJUH-
2(1H)-on (10b) mony4arOT MO METOAWKE, AHAIOTUYHOU
Metonuke cunTesa coeauHenus 10a, nz 120 mr (0.44 Mmonb)
Hutpoakpmwiata le m 150 mr (0.88 mmonb) 4,5-muxiop-
1,2-nuamuno6en3ona (8b). IMocne oxmakmeHus: pacTBopa
JI0 KOMHATHOM TeMIepaTypbl BBIICIMBIIUNHCA OCAI0K
orunpTpoBbBaoT. Bexon 140 wmr (93%), 3emenoe
amopdroe BemectBo, T. I 352 °C (¢ pasnm., AcOH).
UK crextp (KBr), v, eM': 1663 (¢, C=0), 3144 (cin, NH).
VO crektp, Amax, HM (€, 1-MoIb eM'): 379 (22100), 367
(35200), 417 (32100). Crexrp SIMP 'H (IMCO-d), 3, m. 1.
(/, Tm): 3.89 (3H, c, CH;); 7.22-7.32 (2H, m, H Ar); 7.39
(1H, ¢, H Ar); 7.51-7.55 (1H, M, H Ar); 8.09 (1H, ¢, H Ar);
8.81-8.85 (1H M, H Ar); 8.92 (1H, c, H-2 unmomn); 12.53
(1H, ¢, NH). Cnextp SIMP C (IMCO-dg), 8, m. n.: 33.7
(CHj3); 110.6 (C Ar); 1109 (C Ar); 116.3 (C Ar); 122.2
(C Ar); 123.4 (C Ar); 123.9 (C Ar); 125.4 (C Ar); 127.1
(C Ar); 128.9 (C Ar); 129.9 (C Ar); 130.5 (C Ar); 1329
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(C Ar); 137.5 (C Ar); 138.3 (C-2 unmon); 153.3 (C-3);
154.5 (C=0). Haiineno, %: C 59.02; H 2.99; N 12.03.
C7H;1CLN;0. Brruncneno, %: C 59.32; H 3.22; N 12.21.

@aiin  conpoBOAUTENLHBIX MaTEPUAOB, COAEpKAIIUN
UK cnextpel coeaunenuii 3a, 4a,b, 6a—d, 7a,b, 10a,b,
cnektpsl SAMP '"H u BC Beex CUHTE3UPOBAHHBIX COEIU-
HeHumii, a Taxke crektpsl 'H—'H COSY coenunenuit 3a,
4b, 6d, 10a.b, CHeKTpLIIH—BC HMQC n 'H-"*C HMBC
coenunenuit 3a, 4a,b, 6b—d, 7a,b, 10a,b, nocrynen Ha
caiire xypHaua http://hgs.osi.lv.
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