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Ksarepumszanus 4-amuHo-4H-1,2,4-Tprazona y-OpoMaumHOHAMU U 5-(OpommeTwin)-2,2,6,6-TeTpaMeTHIrenT-4-eH-3-0HOM TTPOUCXOJUT
o atoMy a3ota N-1 ¢ 0Opa3oBaHHEM YETBEPTUYHBIX COJIEH, KOTOPBIE IO/ JEHCTBHEM OCHOBAHHMI IUKIM3YIOTCS B MPOM3BOIHbIE [1,2,4]-
TpHrazono[1,5-a]nupununa. YerBeptuuHsle comu 4-amuHo-4H-1,2,4-Tpuasonus u apomaruueckue conu 1-amuHo-1H-[1,2,4]Tpuasosno-
[1,5-a]mupuanais MOTYT OBITH €3aMUHUPOBAHEI IIPH AEHCTBUU a30THCTON KUCITOTH B 1-3amerieHHbIe 1,2,4-TpHa3olsl 1 COOTBETCTBYIO-

e [1,2,4]rpuazono[1,5-a|nmupuanHeL.

Kiwuessble cioBa: 4-amuHo-4H-1,2,4-tpuazon, 1-amuno-1H-[1,2,4]rpuazono[1,5-a|mupunus, y-6poMaunHoH, S-(6pommerin)-2,2,6,6-

TeTpaMeTI/IHFeHT-4-eH-3-0H, JAC3aMUHHUPOBAHUEC, KBATCPHU3ALIHA.

[IpousBoansie [1,2.4]rpuazono[l,5-ajnupuarna kak npea-
CTaBUTEIHM psila KOHAEGHCHPOBAHHBIX T'E€TEPOLMUKIOB C
Y3JIOBBIM aTOMOM a30Ta WHTEPECHBI NPEXIE BCEro CBOEH
Ononorn4eckoil akTHBHOCTBIO. Cpelu OTpOMHOTO KOJIH-
YeCTBa 3THX COEAMHEHHH 0co00e BHHMaHHE B IOCIIEIHEE
BpeMsl MPUBJIEKAIOT aMUHONpou3BoaHble [1,2,4]Tpuazono-
[1,5-a]Jnupununa, B psAay KOTOPBIX OOHapyXeHbI IOTEH-
LUallbHblE KaHAUJIATHl B JIEKAPCTBEHHBIE IpenapaTsl Uis
npuvenerns B oskosorun,° nmeuxuatpum,'" a Takke
JUIA JIeUeHHs HAPYIIEHWH OOMEeHa BEmecTB'S M BOCHAIH-
TenbHBIX 3a0oneBanmit. " * Jis mOTydYeHHs AaMHHONPO-
U3BOJHBIX MCHONB3YIOT Kak aMmuHupoBaHue [1,2,4]tpu-
azouo[ 1,5-a|nupuauHOB, Tak W BBEACHUEC aMUHO(D)YHKIIHH
Ha cTaguu (OpMHUpOBaHHS TerepocucTeMbl. IlocTpoeHue
cuctemsl [1,2,4]rpuazoino[1,5-a|nupuarna ocyumecTBIsSIOT
JBYMs IIYTAMH: aHHEIMPOBAHUEM ITHPHIMHOBOTO IMKIA™>
100 Yale BCero aHHEINPOBaHUEM TPUA30JIbHOTO IIHKJIA K
mpumHOBoMy. > TlocneHuii crocod, Hapsgy ¢ aMHHH-
pPOBAaHUEM, HUCHONB30BAlCA U B CHUHTE3€ MPOU3BOIHBIX
1-amuno-1H-[1,2,4]rpuazono[ 1,5-a]mupumuna®® — npexyp-
COpPOB B CHHTE3€ IMOTCHIHAIBHBIX OJIOKATOPOB HEPBHO-
MBIIIEYHON aKTUBHOCTH.
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Panee’ Hamu GbLT HaiilieH ynOGHbIH METOJ| MOCTPOCHHUS
MUPUAMHOBOTO LUKJIA C a30JIaMH, 3aKITIOYAIOIIUIACS B K-
nu3anuu coner 1,3-nuazonusi Ha OCHOBE (L, -HEHACHIIEH-
HBIX Y-TaJIOTEHOKETOHOB. B HacTosmiel padoTe 3TOT MeTOA
UCTIONB3YeTCs AJIS MOJTyYeHHUs MPOU3BOAHBIX |-amuHO-1H-
[1,2,4]rpuazono[1,5-a|nupuanna. Ha mepBoii cragum ocy-
IIECTBIIIETCS. KBAaTCPHHU3AIMA KOMMEPYECKH TOCTYITHOTO
4-amuHO0-4H-1,2,4-Tprazona (1) mpomM3BOAHBIMHU Y-OpOM-
murHoHa 2a—d wmu (42)-5-(6pommeTi)-2,2,6,6-TeTpaMeTI-
rent-4-eH-3-oHa (2e) (cxema 1).

AnxunupoBanue 4-amuHO-4H-1,2,4-Tprazona mpoucxo-
JIUT TIO TIOJIOKEHUIO 1, B COOTBETCTBHH C MMEIONIUMHUCS B
JIMTEpAType JaHHBIMH® OTHOCHTENHHO HATIPABICHHS 3TOMH
peakiuu, U MPUBOAUT K 0Opa3zoBaHUIO OpoMuUIOB |-3ame-
meHHoro 4-amuHo-4H-1,2,4-tpuazonus 3a—e (cxema 1).
Comn 3a—e MOJTy9IeHBI TP BBIEPIKKE PEaKIMOHHON cMecH
B MeCN mnpu komHaTHOW Temmeparype. HaumbGonbmine
BBIXOJBl TPOTYKTOB JOCTHUTAIOTCSI TIPH TPOBEICHHUU
peakuy B MPUCYTCTBUH KaTaimuTHdecknx kommdects HCI,
KOTOpasi HeoOXOoAMMa AT MPEAOTBPAIICHHS AANbHEHIINX
npespamernii. Criekrpsl SIMP 'H Tpuasommessix coreii 3a—e
JOCTaTOYHO XapaKTEPHBI: a30JMEBOMY (parMeHTy COOT-
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i- Et3N, MeCN, 60°C, 3 h; ii: t-BuOK, MeOH, 20°C, 8 h
aR =Ph, bR=4-FCgH,, ¢ R = 4-CICgH,,
d R =4-BrCgH4, e R=tBu

BECTBYIOT ABa curaaia mpu 9.09-9.19 u 10.18-10.51 m. 1.,
MIPOTOHY NPU JBOIHOMN CBA3M — curHai npu 6.84-7.73 M. 1.,
rpyne CH, — nBynpoToHHBIH curHan mnpu 5.22-6.03 M. 1.
CoennHenns 3a—e cTaOWIBHBI B KUCIION cpefie, a B IPUCYT-
CTBMM OCHOBAaHUII MOT'YT LMKJIN30BaThCs 0] BIMSHHEM
npaktudecku Jroodoro ocHoBauus (K,COs;, NaOH, MeONa,
Et;N), B ToM uucne u ucxomnoro amuua 1. Benencreue
3TOTO YK€ B HEHTPAIBHBIX YCIOBHSX Hapsay C CONsIMH 3a—e
TaKKe 00pa3yroTCs IMKINYEeCKUEe MPOAYKTH 4a—e. D dek-
TUBHOCTh TIPEBpAIICHUS B KapOHHOJBI 4a—e yBEIUYH-
BaeTCs TPH HarpeBaHum cosei 3a—e B pactBope MeCN c
Et;N. 6,7-dAuapunmnpoussoaasie 4a—d HEyCTOHUMBEI NpH
HAarpeBaHMWH, YTO HE II03BOJWIO BBLACIUTH MX B YHCTOM
BHAC IyTeM MEepeKpHCTALIN3AINN, a HX O00pa3oBaHHE
3aperucTpupoOBaHO METOAOM criekTpockonuu SIMP 'H pu
HenpoonkuTensHoM (0.5—1 1) HarpeBaHUM PEaKIMOHHON
cmecu. C yBenn4ueHHEM TOHOPHOTO 3¢ deKTa 3aMecTHTeIeH
B THMPUAMHOBOM (parmMeHTe OHWIMKIA YCTOHYHBOCTH
KapOWHOJAa BO3pAacTaeT, YTO IO3BOJISIET BBIACIHUTH COEIU-
HeHne 4e B YUCTOM BHIE.

BriBog 0 cTpoeHHnH coennHeHni 4a—e, Kak 5,8-quruapo-
MPOU3BOJIHBIX CIIEAYET M3 HaIW4MsA B UX crekrpax AMP 'H
XapaKTepHBIX CHUTHAJIIOB B BHJE [BYX OIHOIPOTOHHBIX
nybnetroB B obOmactu 5.64-5.81 M. 4. ¢ Jd0CTaTOYHO
6omemmmvu KCCB  (18-19 T'm), xotopsie paHee ObuH
OTMEUYEHbl B CHEKTPAaX COOTBETCTBYIOLIMX IMPOM3BOIHBIX
mupuo[ 1,2-a]6ensumunasomna.’

IIpu B3amMoeHCTBUN KapOWHOJOB 4a—€ C CHJIBHBIMHU
OCHOBaHMMH JIETKO O00pa3yloTcs apOMaTHYECKHE COIH
[1,2,4]rpuazono[1,5-aJmupununaus Sa—e. s momydeHUs
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coJicii Sa—e B 3TUX YCIIOBHSIX MOTYT OBITh HCIIOJb30BaHbBI
Kak cMecu OpomMuioB 3, 4 a—e, TaK U YUCTHIC COJH TPH-
azomusi 3a—e. Peakumum mporekaroT riagko, 6e3 oOpaso-
BaHUSA MOOOYHBIX TMPOAYKTOB M C BBICOKHMH BBIXOJIAMHU.
[IpenapatuBHO ymOOHBIM MJIsi TONYYCHUS JIUAPHIIPOU3-
BOJHBIX Sa—d okazanock ucnonb3zoBanue Et;N B pactBope
MeCN, a B ciryuae conu 5e — Ooyiee MPOTYKTUBHO Harpe-
BaHue ¢ -BuOK. B 3Tux ycnoBHAX HpORYKTHI peakiuu
BBIMAJIAIOT B BHJEC OCAJKOB, KOTOPHIC MOTYT OBITH JIETKO
otnenensl. CTpoeHue coequHeHH Sa—d 10Ka3aHO CIEKT-
paTbHUMHM METOJIaMH, a WX OCHOBHBIE CIIEKTpajbHbIE
XapaKTePUCTUKU COTJIACYIOTCSI ¢ U3BECTHBIMM IS COENU-
HEHHM 3TOTO ps[,aa.7’8

YeTBepTUUHBIE a30JUEBBIE COJNM 3a—e, TaK XK€ KaK M
MPOU3BOJIHBIE |-aMUHOTPUA30JIONUPUANHOB Sa—e U TUTHIIPO-
KapOHHOJ 4€, MOTYT OBITh JIe3aMHUHUPOBAHBI ITPU ICHCTBUH
NaNO, B Bognom pactope HCl unu AcOH (mist coneit
3c,d) (cxema 2). Bo Bcex ciydasix mpoayKThl peakiuii 6a—e, 7
1 8a—e BBIAJAIOT M3 BOJHBIX PACTBOPOB B BHIC OCIBIX
ocajkoB. [IpoaykTel ne3amuHUpoBaHus 6a,b,e ObLTH BBIC-
JICHBI M OXapaKTepU30BaHbl B (HOpME THAPOXIOPHIOB.
Takass TpaHCoOpManusi OJHO3HAYHO ONpENENIeTCs 10
WCYE3HOBEHHMIO CHTHANa aMUHOTpyMmsl B crekrpax UK u
SIMP 'H.

Cxema 2 .
i(3a,b,e), ii (3¢c,d) N _—
3a—e > SN R
74-89% (6a,b,e - HCI) N=/ 4
85-89% (6¢,d) 6a—e
t-Bu
; </N\N |
4e —> N/
53%
By OH
7
R
i(5a,b,e), //(5cd) </
5a—e
79-90%
R
8a—e
i- NaNO,, H,0, HCI, 20°C, 2 h; ii: NaNO,, H,0, AcOH, 20°C, 2 h
t-Bu I~
t+Bu—7 +BuOK tBu
Mel, MeCN 0 _ MeOH </ |
6e ———» N—N*
20-40°C 4 » I~ 60° C 3h , -
24h N 71% Me  tBu
Me 9 10

aR = Ph, b R=4-FCgHy, ¢ R = 4-CICgH,,
d R = 4-BrCgH,, e R = t-Bu

I/I3BeCTHo,9 4yT0 1-3aMeleHHble Mpon3BoaHbIe 1,2,4-TpH-
a3oyia MpH aJKWIMPOBAaHUM 00pa3yroT 1,4-mu3aMenieHHbIe
YeTBePTHYHBIC COJH. Hamu u3ydeHa BO3MOXKHOCTH 0100~
HOU KBaTepHU3AIMHU coequHeHN 6—8 moy netictBuem Mel.
IIpu mpoBeneHun peakuuu B MTKHX ycinoBusx (MeCN,
20-40 °C) B oTCYyTCTBHE IOTIOJHUTEIHLHOTO OCHOBAHUS U3
coeMHEHUS 6e 00pa3yeTcsl 0XKHUIAEMbIH TPOAYKT METHIIN-
poBarmst 9 (cormacHo mammbIM crektpa SIMP 'H mpo6
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pEeaxkIMOHHON cMecH), KOTOpBI B yKa3aHHBIX YCIOBUSX
JIETKO LUKJIU3YeTCs MOA JeHCTBUEM UCXOIHOTO OCHOBAaHUS
6e. IlombITKM pasfencHus MOMYYEHHOM cMecH, Kak u
naneHeimero HarpeBaHus ee ¢ EtsN ¢ 1enbio BblieneHus
LUKJIMYECKOTO MPOJIYKTA, MPUBEIM K 00Pa30BaHUIO CIIOKHBIX
cMeceil. bonee pe3ynpTaTUBHBIM 0Ka3aloch MCIHOJB30-
Banue cucremMsl MeOH—#-BuOK (1 3kB.): mpu HarpeBaHUH
MOJy4YeH MPOAYKT IMKIN3AIMKM B YHCTOM BHJAE CO CIEKT-
PAIBHBIMH  XapaKTEPUCTHKaMM, COMIACYIOIIMMHUCSH C
JIaHHBIMH coeuHeHus 4e, — kapOunoan 10. Vicnons3oBanue
n30bITKA OCHOBAHMS WJIM YBEJIMYECHHE UIMTEILHOCTH Harpe-
BaHMsI [IPUBOJMT K Pa3pyIICHHIO OMIMKINYECKONW CHCTEMBI
[1,2,4]tpuazomno[1,5-aJnupununa. OCHOBHBIM HampaBiie-
HUEM INPEeBpalIeHUs, OYEBUIHO, SBISIETCS paclielieHUe
TPHA30JIBHOTO LUKJIA C 00pa3oBaHueM N-IIMaHOTIPOU3BOJ-
HBIX, XapakTepHoe Uit coneit 1,2,4-Tpuasonusa mpu
nefictBun  ocHoBanmii. '’ BeposarHo, ykazaHHoe mnpeBpa-
IICHHUE CTal0 OCHOBHBIM (DaKTOPOM, OOYCIIOBJIMBAIOIINM
TPYAHOCTH B TOIYYEHUH apUI3aMELICHHBIX MPOIYKTOB 9,
10, xak cieacTBUE NPUCYTICTBUS B CTPYKType KaTHOHa
[1,2,4]Tpnazono[l,5-a|nupuannus Gosee  aKIENTOPHBIX
3amectutesneil. [lonbITKM METHUIMPOBAaHMS IMKINYECKUX
ocHOBaHUU 7 u 8 okazanuch Oe3yclelnHbIMU BCJIEACTBUE
MIPOCTPAHCTBEHHOTO  3KPAaHUPOBAHUS  PEAKIMOHHOTO
neHtpa mpu arome N-1 o0beMHBIMH 3aMECTHUTENSIMU B
nepu-nonoxenuu (mpu atome C-8).

Takum o00Opa3om, Hamu pa3paboTaH HOBBIH CIOCOO
noctpoeHus cucremsl [1,2,4]tpuaszono[l,5-a]mupuauna u
MONyYeHHUs €ro 1-aMHHONPOW3BOAHBIX, ITO3BOJISIOIINNA
BBOAWUTh AapWIbHBIE WIM aJKWIbHBIE 3aMECTUTENH B
MTUPUAUHOBYIO 9aCTh OUITUKIIA.

JKcnepUMMeHTANbHAS YaCTh

UK criektpsl 3apeructpupoBanbl Ha mpubope PerkinElmer
Spectrum BX B ta6netkax KBr. Cnextpst AMP 'H u °C
3anucanbl Ha npubope Bruker Avance DRX 500 (500 u
125 MI't cooTtBeTrcTBeHHO) B pacTtBope JIMCO-ds. BryT-
pennuit crapmapr TMC. Curnansl aTOMOB yriepoja B
criextpe SIMP °C (MeTHIbHBIC, METHIICHOBBIC, METHHOBBIC
U YeTBEPTUYHbIE aTOMBI yIiepoja) OBIIM OTHECEHBl C
ucrnonb3oBaHueM MeTtoga APT ¢ ydeToM W3BECTHOTrO
JIMara3oHa XMMUYECKUX CIBUTOB aTOMOB YTJIepo/ia, BXOsi-
mUX B QYHKIHMOHANbHBIE Ipynnbl. KOHTpONb 32 4HCTOTOM
MOJYYEHHBIX COCJMHEHHMH OCYIIECTBICH MacC-CIeKTPO-
MeTpuueckn metogoM BIXKX na mpubope Agilent 1100
Series ¢ cenmexTuBHBIM aerekTopoMm Agilent LC/MSDSL
(BBom obpasnma B wmatpuiie CF;CO,H, wmonmzamms DY,
70 »B). DieMeHTHBI aHaANW3 BBHIIOJHEH HAa YHUBEP-
canmbnoM CHNS-anam3zatope vario MICRO cube, ramorenst
nopeaenensl Metojom [llénurepa. TemmepaTypbl IUiaB-
JICHUS] OMNpEJeNieHbl B IHUPEKCOBBIX KaMWULIpax Ha
npudope Tuie U He UCIIPaBIICHBI.

Ucxonusie  (2Z)-4-6pomo-1,3-auapundyT-2-eH-1-0HbI
2a-d""** u (42)-5-(6pommernn)-2,2,6,6-TeTpaMeTHITENT-
4-en-3-0H (2¢)''° MOTYUYEHBI 10 M3BECTHBIM METOIMKAM M3
1-apwi-1-3TaHOHOB ¥ 3,3-AMMeTHN-2-0yTaHOHA — KOMMED-
gecKkuX npemnapaToB Gupmer "Enamun".

Cunte3 OpomuaoB 4-amuHo-4H-1,2,4-tpua3on-1-us
3a—e (oOmas metoguka). K pacteopy 3.32 mmonbs O6pom-
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munHoHa 2a-d wm 5-(6pommernn)-2,2,6,6-TeTpaMeTHII-
rentenoHa 2e u 0.28 r (3.33 mmoup) N-amuHoTpHuazona 1 B
20 M1 MeCN nobGapnsioT 1 Kamumro KOHIEHTPHPOBAHHOU
HCI n nepememmBarT cMech B TeUeHHE § 4 MPH KOMHAT-
HOM Temmeparype. PacTBOp KOHLEHTPUPYIOT IpPH IOHHU-
JKCHHOM JIaBJICHWH, OOpa30BaBINUMIiCA TBEPIBIH OCTATOK
OYMIIAIOT NTePEKPUCTAIUIN3ALINCH.

Bpomua 4-amuno-1-[(£)-2-0yrennia-2,4-nudenna-4-
okco]-4H-1,2,4-tpua3o-1-ua (3a). Bexon 0.91 r (71%),
OecuBerHple KpucTamwisl, T. i 146-147 °C (MeCN).
UK crektp, v, cM 1 1172, 1215, 1370, 1443, 1573, 1592,
1646 (C=0), 2892, 3058, 3116 (NH;), 3170 (NH;). CrrexTp
AMP 'H, 8, m. 1. (J, Tu): 6.03 (2H, ¢, CH,); 7.06 (2H, c,
NH,); 7.46 (3H, m, H-3"4",5"); 7.60 2H, T, J = 7.0,
H-3",5"); 7.73 (2H, m, H-3'4"); 7.81 (2H, n, J = 6.5,
H-2",6"); 8.16 (2H, n, J = 7.0, H-2",6"); 9.12 (1H, ¢, H-3);
10.43 (1H, ¢, H-5). Cnextp SIMP °C, 8, m. 11.: 48.8 (CH,);
116.8; 126.2; 126.5; 127.5; 127.6; 128.7; 132.4; 135.7;
136.2; 141.8; 143.8; 145.1 (C-2"); 189.4 (C=0). Macc-
crextp, m/z (Iym, %): 305 [M-Br]" (100). Haitneno, %:
C 55.95; H 4.39; Br 20.93; N 14.43. C;gH;BrN,4O.
Berauciaeno, %: C 56.12; H 4.45; Br 20.74; N 14.54.

Bpomua 4-amuno-1-[(2)-2,4-6uc(4-propdennn)-2-
Oyrenuin-4-oxcol-4H-1,2,4-tpuazoa-1-ua  (3b). Beixon
1.01 r (78%), GecrBeTHBIE KpUCTAIIIHL, T. TN 163—-164 °C
(MeCN). UK cmektp, v, em ' 1153, 1211, 1503, 1595,
1660 (C=0), 3019, 3111, 3160 (NH,), 3214 (NH,). Cmrextp
SIMP 'H, 8, m. 1. (/, Tm): 6.07 (2H, ¢, CHy); 6.99 (2H, ym. c,
NH,); 7.28 (2H, 1, J = 6.0, H-3",5™); 7.41 (2H, T, J = 6.0,
H-3",5"); 7.70 (1H, ¢, H-3"); 7.91 (2H, T, J = 6.0, H-2",6");
8.25 (2H, 1, J = 6.0, H-2",6"); 9.15 (1H, ¢, H-3); 10.51
(1H, ¢, H-5). Cnextp IMP °C, 8, m. 1. (J, T'y): 50.7 (CH,);
116.3 (n, J = 22.0); 116.4 (mn, J = 22.0); 128.0; 130.6 (z,
J =9.0); 1324 (m, J = 9.0); 133.9; 134.7; 143.5; 145.6;
146.0 (C-2"; 163.6 (m, J = 287.0); 165.6 (m, J = 292.0);
189.6 (C=0). Macc-cniektp, m/z (Iym, %): 341 [M—Br]"
(100). Hatineno, %: C 51.04; H 3.48; Br 19.22; N 13.43.
CsHsBrFoN4,O. Bemamcneno, %: C 51.32; H 3.59;
Br 18.97; N 13.30.

Bpomua 4-amuno-1-[(Z)-2,4-6uc(4-xyopdennn)-2-
OyTrenuin-4-oxcol-4H-1,2,4-tpuazoa-1-ua  (3¢). Beixon
1.22 1 (81%), b6ecuBeTHBIE KpUCTAIHL, T. TUI. 169—170 °C
(MeCN). UK crekrp, v, em 816, 839, 1012, 1090, 1213,
1410, 1488, 1561, 1589, 1597, 1661 (C=0), 2823, 3098,
3204 (NH,), 3277 (NH,). Cniextp SIMP 'H, &, m. 1. (J, T'wy):
6.00 (2H, ¢, CHy); 7.02 (2H, ym. ¢, NH,); 7.50 (2H, &,
J=16.0,H-3",5"); 7.64 (2H, ¢, J = 6.0, H-3",5™); 7.70 (1H,
¢, H-3"); 7.83 (2H, n, J = 8.0, H-2",6"); 8.15 (2H, n, J= 6.0,
H-2",6"); 9.09 (1H, ¢, H-3); 10.40 (1H, c, H-5). Cmextp
AMP C, 8, m. 1.: 50.1 (CHy); 127.9; 128.9; 129.1; 129.5;
130.8; 134.9; 135.9; 136.1; 138.8; 143.3 (C-2"); 145.2;
145.6; 189.6 (C=0). Macc-cuiektp, m/z (o, %): 378 (7),
376 (20), 374 [M-Br]" (100). Haiineno, %: C 47.43;
H 3.24; Br 17.59; CI 15.88; N 12.49. CsH;5BrCl,N,O.
Beraucneno, %: C 47.60; H 3.33; Br 17.59; Cl 15.61;
N 12.34.

Bpomua 4-amuno-1-[(Z£)-2,4-6uc(4-0pomdennn)-2-
OyTrenun-4-oxcol-4H-1,2,4-tpuazoa-1-ua (3d). Beixon
1.44 r (80%), GecuBeTHbIle KpUCTAILIBL, T. TWI. 167-169 °C
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(MeCN). UK cmextp, v, em ' 816, 1007, 1071, 1214, 1407,
1485, 1583, 1597, 1661 (C=0), 2823, 3092, 3282 (NH,).
Cnektp SIMP 'H, §, M. 1. (J, I'm): 5.96 (2H, ¢, CH,); 6.98
(2H, ym. ¢, NH,); 7.65 (2H, n, J = 6.0, H-3",5"); 7.72 (1H,
¢, H-3"); 7.75 (2H, o, J= 8.0, H-2",6"); 7.79 (2H, n, J= 6.0,
H-3",5"); 8.07 (2H, &, J = 6.0, H-2",6™); 9.09 (1H, c,
H-3); 10.33 (1H, ¢, H-5). Cnextp IMP “C, §, m. x1.: 50.1
(CHy); 123.7; 127.9; 128.1; 129.8; 130.9; 131.8; 132.0;
136.3; 136.4; 143.2; 145.8 (C-2"); 154.2; 189.8 (C=0).
Macc-criextp, m/z (Lo, %): 467 (49), 466 (100), 463 [M—Br]"
(50). Hatineno, %: C 39.55; H 2.70; Br 44.48; N 10.41.
Ci3H5Br;N4O. Beruucieno, %: C 39.81; H 2.78; Br 44.14;
N 10.32.

Bpomun 4-amuno-1-[(Z)-2-(mpem-6yTui)rexc-2-eHuiI-
5,5-numerni-4-oxcol]-4H-1,2,4-Tpuazoa-1-ua  (3e). Brixox
0.79 T (69%), G6ecuBeTHBIC KpUCTAJLIBL, T. L. 121-123 °C
(MeOH). UK cmexkTp, v, em s 615, 858, 881, 993, 1010,
1091, 1365, 1476, 1608, 1683 (C=0), 2874, 3053, 3204
(NH,), 3484 (NH,). Criextp SIMP 'H, 8, m. 1. (J, T'm): 1.08
(9H, ¢, C(CHj3)3); 1.12 (9H, ¢, C(CHj;)3); 5.22 (2H, ¢, CH,);
6.84 (1H, c, H-3"); 7.05 (2H, ymr. ¢, NH,); 9.19 (1H, c, H-
3); 10.18 (1H, ¢, H-5). Cnextp SAMP “C (100 M,
AMCO-dg + CCly), 8, M. a.: 26.1 (C(CH3)); 28.2 (C(CH3));
37.8 (C(CHaj)); 43.9 (C(CHj)); 48.9 (CH,); 124.5 (C-3";
142.9; 144.8; 153.8 (C-2"); 206.4 (C=0). Macc-cnektp, m/z
(Ioms %): 266 (20), 265 [M-Br]" (100). Haiineno, %:
C48.57, H7.22; Br 23.27; N 16.33. C;4H,sBrN4O. Boruuc-
neHo, %: C 48.70; H 7.30; Br 23.14; N 16.23.

Bpomua 1-amuno-8-rugpokcu-6,8-nu(mpem-oyrui)-
1H,5H,8H-[1,2,4]Tpua3ono[1,5-alnupuaun-4-us (4e).
K pactBopy 0.89 r (2.59 Mmonb) a3omueBoit comu 3e B 20 M
MeCN nob6anstor 0.36 mi (2.59 mmonb) Et;N. Cmechb
nepememnBaroT B teyeHue 3 4 npu 50-60 °C, BeimaBmuit
0CaoK OTQWILTPOBBIBAIOT, IpoMbBaloT MeCN. Brixox
0.55 1 (61%), GecuBeTHBIC KpUCTAILTBL, T. TI. 184—186 °C
(MeCN). UK cnexrp, v, em 649, 1007, 1060, 1158, 1169,
1368, 1480, 2964, 3104 (NH,), 3305 (OH). Criextp SIMP 'H,
6, m. a. (J, Tm): 0.97 (9H, ¢, C(CH;)3); 1.17 (9H, c,
C(CHj)3); 5.03 (1H, m, J = 18.0, 5-CH,); 5.14 (1H, &,
J=18.0, 5-CH,); 5.73 (1H, ym. ¢, OH); 6.89 (3H, m, 7-CH,
NH,); 9.32 (1H, ¢, H-2). Cnextp IMP °C, §, m. 1.: 25.4
(C(CH3)); 29.3 (C(CH3)); 35.3 (C(CHy)); 43.8 (CHy); 50.3
(C(CHy)); 76.1 (C-8); 122.3; 141.8 (C-6); 146.0; 149.3
(C-8a). Macc-cniektp, m/z (Iom, %): 265 [M—Br]" (100).
Haiineno, %: C 48.65; H 7.26; Br 23.16; N 16.28.
Ci4H,5sBrN4O. Brruucaeno, %: C 48.70; H 7.30; Br 23.14;
N 16.23.

Cunre3 OpomuaosB 1-amuno-6,8-amapua-1H-[1,2,4]-
Tpuasoo[1,5-a|nupuann-4-us 5a—d (oOmias meromuKa).
K pactBopy 2.59 mmonb azonueBoit conu 3a—d B 20 M
MeCN no6Gasnsitor 0.36 mi (2.59 mmonp) Et;N. Cmecs
nepememnBaloT B TeueHue 3 4 npu 60 °C, BbIMaBIIMA
0calok OTGMIBTPOBHIBAIOT, TpoMbIBatoT MeCN.

Bpomua 1-amuno-6,8-mupennn-1H-[1,2,4]rpnasoo-
[1,5-alnupuann-4-us (5a). Bexox 0.78 T (82%), Oecc-
LBETHBIE KpucTauibl, T. L. 230-232 °C (¢ pazn., MeNO,).
UK cnexrp, v, oM 1219, 1319, 1443, 1482, 1532, 3033,
3058, 3211, 3340 (NH,), 3431 (NH,). Crekrp SIMP 'H,
5, M. 1. (J, Tm): 6.56 (2H, c, NH,); 7.51-7.61 (6H, M,
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H-3'4'5'3",4",5"); 7.78 (2H, n, J = 6.0, H-2",6"); 8.00 (2H,
n, J =17.0, H-2',6"); 8.47 (1H, ¢, H-7); 9.67 (1H, c, H-2);
9.75 (1H, ¢, H-5). Criextp SIMP °C, &, m. 1.: 127.5; 128.1;
128.2; 128.3; 129.6; 129.7; 129.9; 131.1; 132.2; 132.5;
133.8; 138.5; 139.9; 149.6. Macc-cuektp, m/z (o, %0):
288 (20), 287 [M-Br]" (100). Haiineno, %: C 58.52;
H 4.06; Br 21.58; N 15.38. CigH;5BrN4. Brruucneno, %:
C 58.87; H4.12; Br21.76; N 15.26.

Bpomua 1-amuno-6,8-6mc(4-gproppennn)-1H-[1,2,4]-
Tpuazono[1,5-ajmupuaun-4-us (5b). Beixon 0.90 r (86%),
OeclBeTHBIE KpUCTAILIBL, T. 1. 225-227 °C (¢ pasn., MeNO,).
UK cnextp, v, oM 1157, 1220, 1316, 1365, 1490, 1511,
1604, 3049, 3091, 3149, 3444 (NH,). Crextp SIMP 'H,
S, M. 1. (J, T): 6.57 (2H, ymr. ¢, NH,); 7.38-7.44 (4H, M,
H-3'5'3",5"); 7.83 (2H, 0, J = 6.0, H-2",6"); 8.09 (2H, &,
J=6.0, H-2',6"); 8.51 (1H, c, H-7); 9.67 (1H, c, H-2); 9.77
(1H, ¢, H-5). Cnextp SAMP Be, 8, M. 1 (/, Tm): 115.2 (m,
J=21.0); 116.7 (n, J = 21.0); 126.6; 128.3; 128.8; 130.4;
130.5 (m, J =9.0); 131.2; 133.4 (#, J = 8.0); 138.6; 139.9;
149.6; 163.2 (n, J = 246.0); 163.4 (n, J = 247.0). Macc-
cextp, m/z (Iym, %): 324 (20), 323 [M-Br]" (100).
Haiineno, %: C 53.21; H 3.19; Br 19.97; N 14.07.
CsH3BrF,>N,. Berancneno, %: C 53.62; H 3.25; Br 19.82;
N 13.89.

Bpomua 1-amuno-6,8-6uc(4-xaopdenunn)-1H-[1,2,4]-
Tpua3oJio[1,5-alnupuaun-4-us (5¢). Beixon 0.99 r (88%),
OecrBeTHbIe KpUCTAILIbL, T. 1. 188—190 °C (¢ pazn., MeNO,).
UK crmektp, v, cM ': 819, 828, 1015, 1091, 1485, 1597,
1658, 3086, 3176, 3328 (NH,). Cnekrp SIMP 'H, 3, m. 1.
(/, Tm): 6.56 (2H, ym. ¢, NHy); 7.59 (2H, n, J = 8.0,
H-3",5"); 7.63 (2H, », J = 8.0, H-3',5"); 7.77 (2H, n, J = 8.0,
H-2",6"); 8.03 (2H, &, J = 8.0, H-2',6"); 8.51 (1H, c, H-7);
9.65 (1H, ¢, H-2); 9.79 (1H, ¢, H-5). Cnextp SIMP °C,
o, M. a.: 127.3; 127.4; 128.2; 128.5; 129.0; 129.7; 130.6;
131.1; 134.1; 137.0; 137.3; 139.5; 139.6; 148.4. Macc-
crektp, m/z (Iym, %): 360 (9), 358 (19), 356 [M-Br]"
(100). Haiineno, %: C 49.88; H 3.10; Br 18.46; Cl 16.39;
N 12.62. C;sH3BrC1,N,. Beruncieno, %: C 49.57; H 3.00;
Br 18.32; C116.26; N 12.85.

Bpomua 1-amuno-6,8-6uc(4-opomdennn)-1H-[1,2,4]-
Tpua3zono[1,5-alnupuaun-4-us (5d). Bexon 1.17 r (86%),
OecrBeTHBIE KpUCTAILIBL, T. L. 215-217 °C (¢ pasn., MeNO,).
UK cnextp, v, cM @ 819, 1007, 1077, 1186, 1396, 1482,
1589, 1650, 3081, 3176, 3329 (NH,). Cnekrp SIMP 'H,
6, M. 1. (J, T'm): 6.56 (2H, ym. c, NH,); 7.70-7.77 (6H, M,
H-3',5',2",3",5",6"); 7.97 (2H, n, J = 8.0, H-2',6"); 8.51 (1H,
¢, H-7); 9.65 (1H, ¢, H-2); 9.79 (1H, ¢, H-5). Criextp SIMP “°C,
5, M. 1.: 124.6; 124.9; 127.0; 127.2; 128.1; 128.8; 130.5;
131.3; 131.9; 132.5; 134.0; 139.1; 139.3; 148.17. Macc-
crektp, m/z (Iym, %): 449 (50), 447 (100), 445 [M-Br]"
(50). Haiineno, %: C 41.47; H 2.46; Br 45.84; N 10.46.
CsH3Br3Ny. Beruucieno, %: C 41.18; H 2.50; Br 45.66;
N 10.67.

Bpomun 1-amuno-6,8-au(mpem-6yrun)-1H-[1,2,4]pu-
a3zoJo[1,5-a|nupunun-4-us (5e). K pacrsopy 2.56 Mmois
YeTBEPTUYHON a3oymeBoi conu 3e wiu 4e B 15 mm MeOH
nobasmnstor 0.28 r (2.56 mmons) -BuOK. IMomydeHHBIH
pacTBOp MEpeMEIrBaIOT B TeUEHHE § 4 MPH KOMHATHOU
Temneparype. PactBoputens ynapuBaroT pu MOHWKEHHOM
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JIaBJICHWH, OCTaTOK MePEeKpHUCTaUT30BbIBatOT. Beixon 0.48 r
(58%, u3 comu 3e), 0.54 r (65%, u3 conu 4e), OeclBETHBIC
KpHUCTAIUIBL, T. . 222-224 °C (c pasn., MeCN). UK cnektp,
v, cM 1 637, 758, 892, 1048, 1200, 1258, 1365, 1488,
1642, 2868, 2950, 3042, 3114, 3187, 3434 (NH,). Cnextp
SAMP 'H, 8, m. 1. (J, Tm): 1.37 (9H, ¢, C(CH3)3); 1.58 (9H,
¢, C(CHj)3); 7.22 (2H, ym. ¢, NH,); 8.05 (1H, ¢, H-7); 9.01
(1H, ¢, H-5); 9.53 (1H, ¢, H-2). Crextp SIMP "°C, §, m. 1.:
30.2 (C(CHj)); 30.6 (C(CHj3)); 34.0 (C(CHj)); 354
(C(CHj)); 126.7; 133.4; 135.5; 140.4; 141.4; 149.9. Macc-
cektp, mliz (I %): 248 (20), 247 [M-Br]" (100).
Haiineno, %: C 51.65; H7.11; Br 24.59; N 17.18. C4H»;BrN,.
Brruucneno, %: C 51.38; H 7.08; Br 24.42; N 17.12.

I'mppoxnopun (£)-1,3-nudenna-4-(1H-1,2,4-rpuaso-
1-n1)-2-0yTen-1-ona (6a). K pactBopy | r asonmeBoil
comu 3a (2.59 mmons) B 20 mn H,O mpu komHaTHOH
temnepatype nobasimor 0.53 r (7.68 Mmons) NaNO,,
3aTe€M B PEAKIMOHHYIO CMECh IO KaljIsiM J00aBisfoT 7.5
mia (7.5 mmonb) 1 H. HCl. PactBop mepememmBaior B
TeyeHue 2 4 mpu KOMHATHOM Temmeparype. OOpazoBas-
mmiics 0cafoK OT(QHUIBTPOBBIBAIOT, NpombiBatoT H,O0.
Brixon 0.73 1 (86%), GecuiBeTHbIE KpUCTAIBI, T. M. 116—
118 °C (MeCN). UK cmektp, v, em 't 1200, 1318, 1383,
1404, 1449, 1600, 1612, 1654 (C=0), 3061, 3107 (NH).
Crextp SIMP 'H, §, m. 1. (J, T): 5.91 (1H, ¢, CH,); 7.38—
7.42 (3H, m, H-3"4",5"); 7.59 (2H, T, J = 8.0, H-3",5");
7.60 (1H, c, H-3"); 7.70 (1H, 1, J = 8.0, H-4™); 7.74 (2H, n,
J=6.0, H-2",6"); 8.13 (2H, 1, J = 8.0, H-2",6"); 8.25 (1H,
¢, H-3); 9.11 (1H, ¢, H-5); 10.70 (1H, ym. ¢, 'NH). Crextp
SAMP BC, 8, M. 1. (J, T'n): 48.6 (CH2); 127.2; 127.8; 129.1;
129.4; 130.1; 134.0; 138.2; 144.3; 149.0 (C-2"; 149.2; 1914
(C=0). Macc-ciextp, m/z (Iym, %): 291 (20), 290 [M-CI]"
(100). Haiineno, %: C 66.95; H 4.88; Cl 10.71; N 13.04.
C3H6CIN;0. Brruucaeno, %: C 66.36; H 4.95; C1 10.88;
N 12.90.

I'uapoxuopun (£)-1,3-6uc(4-proppennn)-4-(1H-1,2,4-
Tpua3oJ-1-ui)-2-0yren-1-ona (6b) moiywaroT mo mero-
JIMKe CUHTE3a cCoenuHeHus 6a u3 ueTBepTudHOW comnu 3b.
Brixon 0.83 1 (89%), GecuBeTHBIE KpHCTAIIIBI, T. L. 104—
105 °C (MeCN). MK cnektp, v, cM ': 1134, 1159, 1216,
1369, 1507, 1591, 1612, 1652 (C=0), 3061, 3099 (NH).
Crextp SIMP 'H, §, m. 1. (J, T'n): 5.84 (2H, ¢, CH,); 7.23
(2H, T, J = 6.0, H-3",5"); 7.40 2H, T, J = 6.0, H-3",5");
7.53 (1H, ¢, H-3"); 7.58 (1H, ymr. ¢, 'NH); 7.79 (2H, 1, J = 6.0,
H-2",6"); 8.02 (1H, c, H-3); 8.21 (2H, 1, J = 6.0, H-2",6™);
8.81 (1H, ¢, H-5). Crextp AMP °C, 8, m. 1. (J, T'm): 47.7
(CHp); 115.9 (0, J = 22.0); 116.3 (1, J = 22.0); 126.6; 130.3
(m, J = 10.0); 132.3 (7, J = 10.0); 134.8; 134.9; 145.1;
149.1 (C-2"; 151.8; 163.3 (m, J = 309.0); 165.5 (7,
J = 313.0); 189.9 (C=0). Macc-cuektp, m/z (I, %): 327
(20), 326 [M—CI]" (100). Haitneno, %: C 59.97; H 3.94; ClI
9.94; N 11.72. C,gH4CIF,;N;0. Boruucneno, %: C 59.76; H
3.90; C19.80; N 11.62.

(2)-1,3-buc(4-xnoppenna)-4-(1H-1,2 4-tpnazou-1-uma)-
2-oyren-1-on (6¢). K pacteopy 1.17 T (2.59 mMMmoOb)
azommeBort comr 3¢ B 15 Man AcOH mo6aBisroT pacTBop
0.27 T (3.88 Mmonp) NaNO, B MUHAMaJTbHOM KOJHYECTBE
H,0 u mepemMemmBaT MOJIYIeHHYI0 CMECh B T€UCHHE 2 4
Ipy KOMHATHOW Temmeparype. 3atem mobapistor 20 mi
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H,0, ordunsrpoBbiBatoT BhINaBLmni ocagok. Beixon 0.83 r
(89%), GecrBerHbIe KpucTawibl, T. Wi 162—164 °C (MeCN).
UK cnexrtp, v, em b 811, 833, 1010, 1090, 1213, 1272,
1490, 1589, 1613, 1655 (C=0), 3058, 3098. Criextp SIMP 'H,
S, M. 1. (J, I'm): 5.78 (1H, ¢, CH,); 7.42 (2H, n, J = 7.0,
H-3",5"); 7.49 (1H, ¢, H-3"); 7.61 2H, o, J = 7.0, H-3"",5");
7.71 2H, n, J = 7.0, H-2",6"); 7.79 (1H, c, H-3); 8.11 (2H,
1, J=17.0, H-2",6"); 8.46 (1H, ¢, H-5). Cextp SIMP "C,
5, M. 1.: 47.3 (CHp); 126.4; 128.6; 129.0; 129.3; 130.7;
134.4; 136.4; 136.7; 138.6; 144.7; 148.9 (C-2"); 151.4;
188.8 (C=0). Macc-cuiektp, m/z (Iym, %): 363 (8), 361
(20), 359 [M+H]" (100). Haitneno, %: C 60.03; H 3.71;
Cl 1992; N 11.85. C;sH{3CLN;O. Brrumcieno, %:
C 60.35; H 3.66; C1 19.79; N 11.73.

(2)-1,3-buc(4-opompenunin)-4-(1H-1,2,4-Tpuazon-1-ui)-
2-0yren-1-on (6d) mnosyyaroT 1O METOAMKE CHHTE3a
coenuHeHust 6¢ u3 yetBeptuyHoi conu 3d. Beixog 0.98 r
(85%), GecrBerHbie Kpuctawibl, T. Wi 170-172 °C (MeCN).
UK cmextp, v, cM : 808, 831, 1007, 1071, 1175, 1214,
1273, 1401, 1485, 1583, 1611, 1656 (C=0), 3098. Cnektp
SAMP 'H, §, m. 1. (J, T): 5.79 (1H, ¢, CH,); 7.51 (1H, c,
H-3"); 7.57 2H, n, J = 7.0, H-3",5"); 7.65 2H, n, J = 7.0,
H-2",6"); 7.78 2H, n, J = 7.0, H-3",5"); 7.79 (1H, ¢, H-3);
8.05 2H, a, J = 7.0, H-2",6™); 8.48 (1H, c, H-5). Cnektp
SAMP C, 8, m. 1.: 47.1 (CH,); 123.1; 126.4; 127.9; 129.6;
130.8; 131.5; 132.0; 136.7; 137.1; 144.7; 149.0 (C-2";
151.4; 190.0 (C=0). Macc-cniektp, m/z (o, %): 452 (50),
450 (100), 448 [M+H]" (50). Haitneno, %: C 48.64; H 2.99;
Br 35.91; N 9.52. CgH3Br,N3O. Brruncieno, %: C 48.35;
H 2.93; Br 35.74; N 9.40.

Tuapoxaopun (2)-2,2,6,6-rerpamerui-S-(1H-1,2,4-tpu-
azou-1-uamerwin)-4-renten-3-oHa (6€) MoMy4aroT MO0 METO-
JIMKe CUHTE3a COEIUHEHHUs 6a W3 4eTBEpTUYHOU comu 3e.
Macno006pa3Hblii IPOIYKT PEAKIMU TIEPEBOJSIT C MOMOIIIBIO
HCl B ¢opmy runpoxmopuna. Beixox 0.55 r (74%),
OecuBeTHble KpucTayuibl, T. 1wi. 110-112 °C (MeCN).
UK crextp, v, cM : 629, 872, 884, 993, 1090, 1611, 1684
(C=0), 2420, 2969, 3137, 3478 (NH). Cnexrp SIMP 'H,
S, M. 1. (J, T'm): 1.04 (9H, ¢, C(CH,)3); 1.09 (9H, ¢, C(CHz),);
5.15 (2H, ¢, CH,); 6.75 (1H, ¢, H-3"); 7.03 (1H, ym. c,
“NH); 8.50 (1H, ¢, H-3); 9.18 (1H, ¢, H-5). Cniextp SIMP "C
(100 MTI't;, AMCO-ds + CCly), 0, M. 11.: 26.1 (C(CH3)); 28.4
(C(CHy)); 37.6 (C(CHj)); 43.8 (C(CHs)); 46.9 (CHy);
123.8; 143.1; 147.0 (C-2"); 155.1; 206.7 (C=0). Macc-
crektp, m/z (Iom, %): 251 (20), 250 [M-CI]* (100).
Haiimeno, %: C 59.16; H 8.38; Cl 12.53; N 14.89.
C4H,4CIN;O. Brruncneno, %: C 58.83; H 8.46; Cl 12.40;
N 14.70.

6,8-Au(mpem-6yrna)-5,8-nuruapo[1,2,4]Tpuasoo-
[1,5-a]lnupuaun-8-o0J1 (7) moNy4arOT MO METOJINKE CHHTE3a
coenuHeHus1 6a u3 yeTBepTUdHOW conn 4e. Beixog 0.34
(53%), G6eciBerHbie KpuCTALIB, T. 1. 146-148 °C (MeCN).
UK crextp, v, cM 't 666, 1071, 1105, 1192, 1301, 1365,
1499, 2975, 3294, 3350 (OH). Criektp SIMP 'H, &, m. 1.
(/, Tm): 0.86 (9H, ¢, C(CHs;)3); 1.16 (9H, ¢, C(CH3)3); 4.66
(1H, 0o, J = 17.5, 5-CH,); 4.84 (1H, n, J = 17.5, 5-CH,);
5.61 (1H, ymr. ¢, OH); 5.69 (1H, ¢, H-7); 7.99 (1H, c, H-2).
Criextp SIMP °C, 8, m. 1. 25.3 (C(CH3)); 29.6 (C(CH3));
35.1 (C(CHy)); 41.1 (CHy); 47.2 (C(CHzy)); 72.4 (C-8); 123.7;
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140.8 (C-6); 151.2; 155.1 (C-8a). Macc-cnektp, m/z Iy, %0):
250 [M+H]" (100). Haitneno, %: C 67.38; H 9.25; N 16.88.
Ci14H»3N;0. Beruncneno, %: C 67.43; H 9.30; N 16.85.
6,8-Tudenni[1,2,4]rpuaszono[1,5-alnupuann (8a) momy-
YaT MO METOJAWKE CHHTE3a COCAMHCHHs 6a u3 conu Sa.
Beixon 0.55 1 (79%), 6ecuBeTHBIC KPUCTAILIBI, T. L. 131—
132 °C (MeCN). UK cnektp, v, cM ': 1193, 1262, 1316,
1434, 1484, 1497, 3061. Cnextp SIMP 'H, §, m. 1. (J, T'n):
7.44-7.50 (6H, m, H-3',4',5',3",4",5"); 7.88 (2H, n, J = 6.0,
H-2",6"); 8.16 (1H, ¢, H-7); 8.23 (2H, n, J = 7.0, H-2",6");
8.59 (1H, ¢, H-5); 9.26 (1H, ¢, H-2). Cnextp SIMP “C,
6, M. m.: 125.7; 127.7; 127.8; 128.1; 128.4; 128.7; 129.0;
129.1; 129.2; 129.5; 135.2; 136.1; 148.6; 154.7. Macc-
cnextp, m/z (Iom, %): 273 (20), 272 [M+H]" (100).
Haiineno, %: C 79.98; H 4.75; N 15.63. CgH;3N;. Boruuc-
neno, %: C 79.68; H 4.83; N 15.49.
6,8-buc(4-¢proppennn)[1,2,4]rpuazoso[1,5-a|mupuaun
(8b) monyyaroT Mo METOJMKE CHUHTE3a COeAMHEHHUs 6a u3
comu 5b. Beixon 0.64 r (81%), GecuiBeTHBIE KPUCTAILIBI, T. TUL
210-212 °C (MeNO,). UK cmektp, v, em ' 1161, 1192,
1232, 1260, 1320, 1440, 1491, 1509, 1606, 3053, 3076.
Cnextp SIMP H, §, M. 1 (/, T): 7.29-7.38 (4H, ™,
H-2'6'2",6"); 7.93 (2H, T, J = 6.0, H-3",5"); 8.13 (1H, c,
H-2); 8.32 (2H, T, J = 6.0, H-3',5"); 8.56 (1H, ¢, H-7); 9.21
(1H, ¢, H-5). Crektp SIMP °C, &, m. x. (J, Tm): 107.4;
115.8 (m, J = 22.0); 116.3 (n, J = 22.0); 125.6; 127.1;
127.2; 127.6; 129.8 (1, J = 9.0); 131.4 (1, J = 9.0); 132.5;
148.3; 154.6; 162.8 (un, J = 246.0); 162.0 (1, J = 247.0).
Macc-cnextp, m/z Iy, %): 309 (20), 308 [M+H]" (100).
Haﬁneﬁo, %: C 7084, H 356, N 13.82. C]gH|1F2N3.
Brruucaeno, %: C 70.35; H 3.61; N 13.67.
6,8-buc(4-xnopdenunn)[1,2,4] Tpuazono[l,5-a|nupuaux
(8¢) monyyaroT Mo METOAMKE CHHTE3a COeAMHEHHUs 6¢ u3
comu Se. Boixog 0.77 t (87%), GeclBeTHBIE KPUCTAIIIBI,
1. 1. 205-207 °C (MeNO,). UK cnektp, v, cMm ' 803, 825,
1015, 1094, 1189, 1310, 1485, 1594, 3036, 3070. Cuektp
SAMP 'H, 8, m. 1. (J, Tm): 7.53-7.58 (4H, M, H-2',6',2",4");
791 (2H, n, J = 6.0, H-3",5"); 8.19 (1H, ¢, H-2); 8.31(2H,
o, J = 6.0, H-3"5"); 8.54 (1H, ¢, H-7); 9.24 (1H, c, H-5).
Crextp SIMP °C, 8, m. 1. 125.8; 126.4 (C); 126.6 (C);
127.2; 128.5; 129.0; 129.1; 130.5; 133.3; 133.4; 133.7;
134.5; 147.9; 154.4. Macc-cuektp, m/z (Lo, %): 345 (9),
343 (19), 341 [M+H]" (100). Haiineno, %: C 63.86;
H 3.19; Cl1 20.63; N 12.54. C,3H;,CI;N;. Beruucneno, %:
C 63.55; H 3.26; C120.84; N 12.35.
6,8-buc(4-opomdenni)[1,2,4] Tpuasoio[1,5-a|nupuaun
(8d) momyyaroT MO METOJMKE CHHTE3a COCTUHEHMs 6¢ u3
comu 5d. Beixonm 1.0 T (90%), OecrBeTHbIE KpPHUCTAILIBI,
T. 1. 192-193 °C (MeNO,). UK cniektp, v, cm ' 808, 822,
1012, 1074, 1189, 1315, 1443, 1485, 1589, 3064. Cuektp
SAMP 'H, 8, m. 1. (J, Tm): 7.70 2H, 1, J = 8.0, H-2",6");
7.74 2H, o, J = 8.0, H-2',6"); 7.89 (2H, 1, J = 8.0, H-3",5");
8.24 (1H, c, H-2); 8.25 (2H, 1, J = 8.0, H-3',5"); 8.61 (1H,
¢, H-7); 9.36 (1H, ¢, H-5). Cnekrp SIMP °C, &, m. n.:
121.9; 122.4; 125.8; 126.5; 126.6; 127.1; 129.4; 130.8;
131.4; 131.9; 133.7; 134.8; 147.9; 154.4. Macc-criekTp, m/z
(Lom, %0): 434 (50), 432 (100), 430 [M+H]" (50). Haiineno, %:
C 5096, H 263, Br 3703, N 9.93. ClnglBr2N3. Brrumc-
neno, %: C 50.38; H 2.58; Br 37.24; N 9.79.
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6,8-Au(mpem-6yrunn)[1,2,4]tpuaszono[l,5-alnupuaun
(8e) monyyaroT MO METOJIMKE CHUHTEe3a COeIUHEHHs 6a u3
comu Se. Beixox 0.50 r (83%), OecuBeTHBIE KPHCTAILIHI,
1. . 73-75 °C (MeCN). UK cnexrp, v, oM 649, 668,
783, 881, 993, 1197, 1259, 1312, 1499, 2958, 3081.
Crektp SIMP 'H, 8, m. x. (J, T): 1.42 (9H, ¢, C(CHs)3);
1.61 (9H, c, C(CHs;)3); 7.45 (1H, ¢, H-7); 8.33 (1H, c, H-2);
8.43 (1H, ¢, H-5). Cmextp SIMP “C, &, m. 1. 288
(C(CHy)); 30.3 (C(CHa)); 33.2 (C(CHy)); 34.9 (C(CHy));
121.6; 123.4; 136.4; 138.2; 148.0; 152.0. Macc-criektp, m/z
Uoms %): 233 (20), 232 [M+1]" (100). Haiineno, %:
C 72.17; H 9.22; N 18.28. C4H,N;. Brruucneno, %:
C 72.69; H9.15; N 18.16.

Homun 8-ruapoxcu-6,8-1u(mpem-o6yrun)-1-meruni-
1H,5H,8H-[1,2,4|Ttpua3ono[l,5-alnupuaun-4-uas  (10).
K pactBopy 0.68 r (2.59 MMo011b) MacI000pa3HOTO COENHU-
HeHust 6e B 20 mn MeCN mnpu KOMHAaTHOH TemmepaTrype
nobasysor 1.17 mn (7.68 mmons) Mel. Cmeck nepeme-
mmBaroT B TeueHue 24 4 npu 2040 °C. Bemammii ocagok
oThUIbTPOBBIBAIOT, TpoMmbiBatoT MeCN, nepekpucrai-
nu30oBbiBatOT u3 i-PrOH u monyuyaioT cMech HOIUIOB
4-metun-1,2,4-tpuazonus 9 u  8-rumpokcu-1-meTun-
1H,5H,8H-[1,2 Altpuazono[ 1,5-aJmupumun-4-us 10 B cooT-
HomeHun 1:7. Jlanmee MONy4eHHYIO CMECh PAacTBOPSIOT B
15 M1 MeOH u no6asmnstor 0.28 r (2.56 mmons) -BuOK.
ITomy4yeHHBINH pacTBOp HarpeBaroT B TeueHue 3 4 npu 50—
60 °C. PacTBopuTens YyIapUBaIOT NPH MOHWKEHHOM JIaBJie-
HHUH, OCTaTOK MepeKpHCTaIN30BbIBalOT. Bexon 0.72 r
(71%), 1. mwr. 200-202 °C (MeCN). UK crektp, Vv, cM :
646, 1127, 1169, 1365, 1558, 2964, 3053, 3216 (OH).
Cnektp SIMP 'H, 5, m. 1. (J, Tm): 0.93 (9H, ¢, C(CHs)3);
1.17 (9H, ¢, C(CHjs)3); 4.03 (3H, ¢, NCH3); 5.04 (1H, x, J =
18.5, 5-CHy); 5.15 (1H, », J = 18.5, 5-CHy); 5.74 (1H, c,
OH); 6.86 (1H, ¢, H-7); 9.27 (1H, ¢, H-2). Cuiextp SIMP °C, 3,
M. 1.: 25.1 (C(CH3)); 29.4 (C(CHj)); 35.3 (C(CHy)); 36.7
(CH;); 44.3 (NCHj); 50.4 (C(CHj3)); 76.0 (C-8); 122.7
(C-7); 142.0 (C-6); 147.9; 151.3 (C-8a). Macc-criektp, m/z
Isr, %0): 264 [M-I]" (100). Haiineno, %: C 45.96; H 6.72;
N 10.70. CsHyIN3O. Brpruucaeno, %: C 46.04; H 6.70;
N 10.74.

Hoaun 4-metni-1-[(Z)-2-(mpem-6yTni)-2-reKceHua-
5,5-numernii-4-oxkcol|-4H-1,2,4-rpuaszon-1-us (9) (15% B
cmecn ¢ coequnenneM 10e). Crektp SMP 'H, 8, m. 1.: 1.10
(9H, ¢, C(CHs;)3); 1.13 (9H, ¢, C(CHs)3); 4.04 (3H, c, CHy);
5.20 (2H, ¢, CHyp); 6.90 (1H, ¢, H-3"); 9.24 (1H, c, H-3); 10.01
(1H, c, H-5).

®aiin  CONPOBOANTEIBHBIX MaTEPHANIOB, COJEPIKAIUMI
cextpsl SIMP 'H u °C cunTe3upoBaHHBIX coenMHEHHil,
JIOCTYIEH Ha caiiTe xypHaia http://hgs.osi.lv.
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