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[IpoBenen cuHTE3 4-aleTUI3aMeNIeHHBIX MPOM3BOAHBIX a30j0B (1,2,3-Tpuaszona, 1,2,3-tmaguazona u 1,2-okcazona). 4-Aunerun-1,2,3-
TPHA30JIbl B OPTaHOKATATM3UPYEMOIl Peakiiy ¢ apHiasHaaMu TpeBpaiieHbl B Ouc-1,2,3-Tpra3obl ¢ MPSIMbIM COUICHCHHUEM ITHKIIOB.
Bsaumopeiicteue 4-anermnazonoB ¢ AM®PA-J/IMA mnpuBomutr K 00pa3oBaHHIO e¢HAMHHOB. OOHapyKeHO, YTO B JTOH peakuuu
alleTHIbHAsT U METUIIbHAS TPYIBI B 4-aneTui-5-metui-1,2,3-trnaana3one KOHKYPHPYIOT 3a POJb PEaKIHOHHOTO 1eHTpa. [lorxydeHHble
€HAMHHBI B PEaKIuH C apuiasuaamu (pOPMHUPYIOT OHCTEeTepPOLMKIbI, COUYICHEHHBIE MOCPEICTBOM KapOOHMIbHOH rpymmbl. CTpoeHue
CHHTE3UPOBAHHBIX COSIUHEHUH T0Ka3aHO METOAaMu criekTpockonuu SIMP, Macc-CrieKTpOMETpHH U PEHTTeHOCTPYKTYPHOTO aHaIn3a.

KioueBsble cjioBa: OHCTpHa30Ibl, CHAMIHOHBI, eHAMHHBI, 1,2-0kca3onsl, 1,2,3-tuanuaszonsl, 1,2,3-Tpuas3omsl.

JIMHEeWHO cousleHeHHbIE MOJIMa30JIbl, COIEpIKaIlMe TeTepo-
LUKIBI (TaK HAa3bIBa€MbIE MATOYKOOOPA3HBIE COETMHEHU),
SABJIAKOTCA MPUBJICKATCIbHBIMU 00BEKTAMH JUIsT MEOUITUH-
CKOH XI/IMI/II/I,1 OpPraHn4eCKoro CI/IHTe3a,2 XUMHUHU MaTtepua-
JOB® M OpraHMueckoil »exTponuku.' B cBA3um ¢ 3THM
cuHTEe3 Omca3oioB Ha ocHoBe 1,2,3-tpumazona, 1,2,3-Tma-
muazona W 1,2-okcazonia, COWICHEHHBIX KakK TPOCTOH
CBSA3PI0, TaK W TIOCPEACTBOM KapOOHWIBHOM TPYIIIBI,
ABJISIETCS aKTyalbHOM 3amadell. Hambomee mnomynspHBINA
MeTon cuHTe3a 1,2,3-Tpra3oioB peakiusaIMHu aleTHICHOB C
a3I/IJIaMI/I5 UMECT OrPaHUYCHHOEC IMPUMEHCHUEC JJId CUHTE3a
A30JIMIITPHUA30JIOB B CBSI3M C MAJIOW JOCTYITHOCTBIO a30JTHII-
AlICTUJICHOB. HaHpOTI/IB, TMOJTIYYCHUEC HaAMCYCHHBIX COCOH-
HEHHWH B pEaKIMM a3uJI0B CO 3HAYUTENHHO OoJiee JOCTYI-
HBIMA €HAMHWHAMH SIBIISIETCS Oo0Jiee l'IepCI'IeKTI/IBHI:.IM.6 K
TOMY JK€ COCIWHEHHS, COJEpIKallue a30JIMICHAMUHHBIHA
(parMeHT, MPEACTaBIISIOT CaMOCTOSTENBHBIA HWHTEpPEC B
IUTAHE ITOMCKA HOBBIX OMOJIOTMYECKHA aKTHBHBIX BeI]_IeCTB.7
YuuTeiBas Bce 9TO, MBI IIPOBECJIN UCCJICIAOBAHUA, HAIIpaB-
JIEHHBIC Ha Pa3pabOTKy MpenapaTHBHO-YAOOHOTO METOaa

© 2019 JlaTBHiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

MOJy4YeHUs 3-a30JIMIICHAMHHOB U M3y4YeHHE UX PEeaKIyi ¢
apOMaTUYECKUMU a3UJIaMH.

Panee Hamu OBIJIO MMOKA3aHO, YTO pEAKLUUH [-a30JIHIICH-
aMHHOB C apOMAaTUYECKMMHU M anu(aTHUYECKUMH a3uIgaMu
MpeACTaBISIOT 3(dexTuBHBIA MeTon cuHTe3a (1,2,3-Tpu-
a30/MI-4-11)-5-230710B (4—5-counenenne).® IMosromy s
MOJy4eHHsI OMCA30JI0B, COWICHEHHBIX II0 IIOJIOKEHHUIO 4
azosa u 1o mojoxeHuio 5 1,2.3-Tpmazona Kak MpPOCTOH
cBA3bI0 (CTpyKTypa A, cxemMa 1), Tak M TIOCPEICTBOM
KapOOHMIBHOH rpymmsl (CTpykTypa A'), OBUIO 3aIIaHUpPO-
BaHO HCIOJB30BATh PEAKIHIO apOMAaTHYECKHX W amuda-
TUYECKUX a3WJI0B C O-a30JIIeHaMUHaMH (CTpykTypa B) u
3-azommneHamMuHOHaMHu (cTpykrypa B'). Cnemyer orme-
THUTB, YTO JI0 HACTOSIIIETO MCCIEIOBAHNS CHHTE3 0-a30JIHIICH-
aMuHOB B 1 X peaknuu ¢ a3ugaMu B IATEpaType He ObuH
OTIMCaHbI, a OWIUKIMYECKHEe aHCaMOIN A, CHHTE3WPOBaH-
Hble JIpyruM MeTogoMm (u3 1,2,3-Tpua3zonumiareTHieHOB),
NPEJICTABNIEHbl EIMHMYHBIME npuMepamiu.’ Enamuusr B
MIPEIoIarajock CHHTE3UPOBATh N3 BTOPHYHBIX aMHHOB B
peaknuu ¢ aneruinazonamu C.
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Cxema 1. [Tnanupyemsrii cuaTe3 6uca3onoB A u A'
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B xauectBe wmcxommbix coenmaeHuit C B 1,2,3-Tpu-
a30JIFHOM DAy ObLTH BBIOpaHBI |-3aMelIeHHBIC 4-areTh-
5-metun-1,2,3-tpuazonsl 1la—n u 4-anetui-1,2,3-tpuazonsl
lo-r, a Taxxke 1,2,3-tmagnazon 1s u 4-anetun-1,2-oxcazon
1t (puc. 1).

C menpr0 moxydeHUS eHaMHHOB B MBI 0OpaboTamu
4-anetnn-1,2,3-tpuazonsl 1a,b xumsammvu MopQoIrHOM H
MUPPOIUINHOM B Pa3IMYHBIX YCIOBUSAX (B IPHUCYTCTBHU
CaO wmm p-TsOH, 6e3 pactBoputens wi B PhMe ¢ ero
OTTOHKOW) B TeUCHHE HECKOJBKHMX dacoB. OHAKO BO BCex
STHX OIBITaX HCXOAHBIE KeToHH la,b He BcTymamum B
peakmmu. TeM He MeHee MBI HOOABHIM B HCCIEIyEMEIC
PEaKIMOHHbIE CMECH apwja3suabl 2 B pacdeTe Ha TO, 4TO
Jake MUHHUMAlIbHOE KOJIHYECTBO €HaMHHOB B, Haxons-
IIMXCS B PAaBHOBECHH C HCXOAHBIMH kKeToHamu C, Oymer
CBSI3BIBATBECSA C HUMH C OOpa3oBaHHEM OHCTPHA30J0B A.
JleicTBHTENHPHO, MHOTOYacoOBOE KHIITUYCHHEe KeToHOB la—d
U Oonpmoro W30BITKA apuiasuaoB 2a,b.e B pa3iIHIHBIX
KOMOWHAIMAX YCJIOBHH (B MOP(OIMHE WIH MTUPPOITHIINHE,
6e3 nobasok miu ¢ podasnenneM CaO wm TiCly) mpusemno
K 00pa30BaHMIO IIENICBRIX COeMHEeHNN 3a—g ¢ BeIxogamu 40—
70% (cxema 2).

CrpykTypa coenuHeHHH 3a—g KaKk OWIUKIMYECKHX
aHcaMOJIell ycTaHOBIICHa METOaMH crieKTpockormuu SIMP,
a TakXKe PEHTTEHOCTPYKTYPHBIM aHAJM30M KpPHUCTAJUIOB
coemunaeHus 3d (puc. 2).

COMe COMe cl

,,AX\ COMe
Me N COMe
R S Me
1a— 1o-r 1s N/ \
N Me
ArN3 1t
2a-1

1aR= Me, bR = Ph,cR= 4-02N06H4, dR= 2-02N06H4,
e R = 4-MeCgHy,f R = 4-i-PrCgH,, g R = 3-FCgHa,
h R = 2-Cl-4-MeCgHs, i R = 2-O,N-5-CICgH3, j R = CgFs,

k R = 4-BrCgH4CHy, | R = 3-CICgH,, m R = n-Bu, n R = allyl,
o R=Ph, pR =4-MeCgHy, 9 R = 2-O,NCgHy,r R = 4-O,NCgH,4
2 a Ar = Ph, b Ar = 4-O,NCgHy, ¢ Ar = 2-O,NCgH,

d Ar = 4-i-PrCgH,, @ Ar = 4-CICgH,, f Ar = 3-FCgHy,

g Ar = CgFs, h Ar = 2-Cl-4-MeCgHg, i Ar = 2-F-4-O,NCgHa,

j Ar = 4-BFCGH4CH2, k Ar = 2-02N-5-C|CGH3, I Ar = 4-MeCGH4

Pucynok 1. CtpyKTypbl HCXOHBIX ateTra3onoB 1a—t u azugos 2a-1.
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Cxema 2. Cunres 6I/ICTpI/Ia3OJIOB 3a—g (cTpykTypHI A)

X\>

Ar< /N\
&N ArN, N\‘N

2a,b,e
CH2 e /,71 \

N i or ii or iii /l)l \ =0,"" N_ Me
i N N
R N7 "Me R
1a-d L |'q _ 3a—g

i: TiCly, 95-105°C, 7-36 h; ii: CaO, 120°C, 72 h
iii- no additives, 95-120°C,12—48 h
3aR=Ar=Ph (48%); b R = Ph, Ar = 4-O,NCgH,4 (49%);
¢ R =Me, Ar = Ph (40%); d R = Me, Ar = 4-O,NCgH,4 (50%);
e R =Me, Ar = 4-CICgH,4 (41%); f R = 4-BrCgH,4CH, (70%),
Ar = 4-O,NCgHy4 (70%); g R = n-Bu, Ar = 4-O,NCgH,4 (61%)

OTMeTuM, YTO TONYYHUTh QAHAJOTHUYHBIE TPHUA30JIbI
n3 keToHoB 1,2,3-TmanuazonbHoro (coemuHenue 1s) u
M30KCa30JpHOrO (coeanHenue 1t) psoB HAM HE yAaloCh.
Takum o0pazoM, B pe3yibTaTe T€HEPHPOBAHHS HEH3BECT-
HbIX panee 1-(1,2,3-Tpmazon-4-mn)eHamuHoB B u nx mocrne-
JYIOIICH peakIuy ¢ apOMAaTUUCCKUMHE a3uaaMu 2a,b,e ObL1
pa3paboTaH HOBBIA METOJ| MOJYYEHHS OHMIMKINYECKHX
1,2,3-Tpua3onoB, HEAOCTYIHBIX APYTUMH METOAAMHU.

C 1enpl0 CUHTE3a aJlbTEePHATHUBHBIX OHCIETEPOLMKIIN-
YeCKHX CTPYKTYp A', coaepkallux CBSI3aHHBIE dYepe3
KapOOHHWJIBHYIO TpYIIy a30JbHBIH (parMeHT u Tpu-
A30JIBHBIN LIUKJ, MBI IIPOBEJIM HCCIICAOBAHUS, HAIIPaBJICH-
Hble Ha YCOBEPLICHCTBOBAaHME METOIUKH MOJIYYCHHUS
€HAMMHOHOB B' 1 M3y4niu ux B3aMMOJAEHCTBHE C a3UIaMH.
Panee s cunTe3a eHamMuHOB 1,2,3-TpHa3oibHOTO psna
HamMu ObLIa KCIOJB30BaHA peakims S-mermi-1,2,3-
TpHa3onoB c peareHToM bpenepeka (1-mpem-6yTokcu-
N,N,N',N'-TeTpaMeTUIIMETAHIUAMUHOM) B CpEI€ BBICOKO-
KHITAIAX pacmopmeneﬁ.sb IlomeITKM NONMy4YEHUST COOTBET-
CTBYIOIIMX €HAMHUHOHOB W3 S-MeTui-1,2,3-TpuazosoB ¢
HCTIONB30BaHUEM 3HAUMUTENBHO 0osiee AENIeBOT0 TUMETHII-
anetana auMetunpopmamuga (AMDPA—-IMA) okazanuck
0e3yCTeHbIMH.

YuuteiBasg BBICOKYIO CTOMMOCTH peareHTa bpenepeka,
JUId CHHTE3a EGHAaMHHOHOB MBI TIOBTOPHO HCCIEIOBAIH

B3aumMoieiicteue  S-metuia-1,2,3-tpuazonos ¢ JIMDA-
JAMA B pa3nu4HBIX PacTBOPUTENAX C JOOABKaMH KHCIOT
a TaKkKe pa3IMYHBIX OCHOBAaHMWIA,

JIsrouca, BKJTIOYAs

Pucynox 2. MonekynsipHast cTpykTypa oucrpuasona 3d B npen-
CTaBJIEHUH aTOMOB DJUIMIICOMJIaMHU TEIUIOBBIX Kojebanuii ¢ 50%
BEPOSTHOCTHIO.
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N-MeTHIMMIa301L," a Takke B OTCYTCTBUE PACTBOPHTEII.
[Tpuemnemsbie BBIXOJBI €HAMUHOHOB 4a—I OBUTM JOCTHI-
HYTBI JIMIIb NIPU JJIUTEIBHOM HarpeBaHUM KeToHOB 1b—ik—t
B pactBope IM®DA-/IMA 0e3 mobaBoK mpu TeMIepaType
80-110 °C (cxema 3). OntumanbHas METOJUKA BKIIOUACT
OTroHKy HemnpopearupoBasiero IM®PA-JIMA, koTopslii
MOXKET OBITh HMCHOJB30BaH MOBTOPHO. OumcTKa 00pa3yro-
LIUXCSI MPOAYKTOB NPOBOJIIACE B 3aBUCUMOCTU OT PacTBO-
PUMOCTH B OPTaHMUYECKUX PACTBOPUTENAX C IOMOUIBIO
KOJIOHOYHOH XpoMaTorpauu Wik NepeKpUCTaIH3aIH U3
opraHumdeckux pacreoputeneil. IlomydeHHble a3omuiIeH-
aMHMHOHBI 4a-T TPENCTaBIAIOT COOOH KpUCTAIIMYECKUE
BEIllECTBA C BBICOKMMH TeMIIepaTypamu IutaBieHus. Mcnosns-
30BaHHBII METOJ MO3BOJWJI CHHTE3UPOBATh MIMPOKUN PSIX
€HAMUHOB, COJEpXKalllUX B CTPYKTYypEe DPAa3IUUHBIE a30JIb-
HbI€ LUKJIBI. YUUTHIBAs MEPCHEKTUBHOCTH MCIOIb30BAHUS
1,2,3-Tpua3oauieHaMUHOHOB B OPTaHUYECKOM CHHTE3€ KaK
YHUKQJIBHBIX CTPOMTENIBHBIX OJIOKOB, @ TaKkKe B MEAH-
LIMHCKOW XUMHHU JUIsS TIOMCKAa HOBBIX BEIECTB C OMOIIO-
THYECKON aKTHBHOCTBIO, OCOOBIN akKIeHT OBbLI CAelaH Ha
nonxydeHuu 1-apmi-1,2,3-tpuazonuieHaMUHOHOB 4b—j,n—p
C IIMPOKO# Bapuanuei 3aMecTuTeeil B ()eHUILHOM LUKIIE,
a Takxke 1-n-Oytwin- m 1-asummntpuazonos 4k,l. B To ke
BpeMs B peakuuu neHtadroprnpoussoanoro 1j ¢ JMDA-
JAMA mosydeHa cMecCh MPOIYKTOB, MpENapaTUBHO pasje-
JIUTh KOTOPYIO Ha KOMIIOHEHTHI He yhanock. Ilo maHHBIM
BOXX/MCBP 0OCHOBHbIMH ¢¢ KOMIIOHCHTaMH SIBJISFOTCS
MPOJXYKTHl 3aMEIIEHHUs OJHOTO MM JBYX aTOMOB (Topa
B  MepBOHAaYaIbHO oOpasyromemcs 1-(5-merun-1-(mep-
bropdpennn)-1H-1,2,3-tpuason-4-mi-1)npomn-2-eH- 1-oHe Ha
METOKCUTpYMNIBl moj pgeWctBueM MeOH, BbICBOOOX-
natomerocss u3 JIM®A-JIMA B xone cuHre3a. [lo-Buau-
MOMY, OOIMMH METOJ| MOJIy4eHHs €HAMHHOHOB B CiIydae
neHTaTopHEHUIICOAEPIKALIET0 KETOHA HENPHUrOJIeH M3-3a
BBICOKOIl TOJBIKHOCTH aTroMoB (Topa B MOAUPTOPHU-
poBaHHOM (hEHIJIHHOM IMKIIE B OCHOBHO# cpene JIMDA—
IMA.

CriemyeT OTMETUTH, YTO B PEAKIHMH KaK HE3aMEIIEHHBIX
o mojoxeHuto 5 4-amerun-1,2,3-rpuazonoB lo—r, Tak u
5-meTun-4-anerunazonos 1b—n, a taxxke 1,2-okcazona 1t,
coliepKaIUX HapsAy ¢ S-METWIbHOW 4-alleTHIIbHYIO
rpyniy, ObUIM TMOJYYeHb WHIUBHIyaJbHbIE COEIMHEHUS
4a—p,r ¢ yyacTHeM JMIIb alleTWIBHOW Ipymmbl. AJbTep-
HaTHBHAs pPEaKIHd C YyYaCTHEeM S-METHIBHOW TpYMIIBI
HaOmonanach Toilbko B peaknuu ¢ JJMDPA-JIMA 1,2,3-
THaguazona 1s, B KOTOpPOW Hapsay C SHaAMHHOHOM 4(
obpa3yeTcss TPOIYKT C EHAMHHHBIM (parmMeHTOM B
TIOJIOXKEHNH 5 — coenuHenue 4s. Mecto eHaMuHHOTO (par-
MEHTa B COeAMHEHHUAX 4(,S ObUIO oOmpeneneHo Ha
OCHOBAHMHM JIBYXMepHbIX crekTpoB SIMP: 'H-"°C HMBC u
'H-"*C HSQC. Kpome Toro, 661 nposenes PCA MoHo-
KPUCTAJJIOB E€HAaMUHOHa 4(, KOTOPBI OKOHYATEIBHO
MOATBEPAMII CTpoeHHe oOomx u3zomepoB (puc. 3). Orme-
TUM, 4TO, TI0 AaHHbBIM PCA, eHaMWHOH 4( CYIIECTBYET B
E-m3omepHOi (hopme. DTO coryacyeTcs ¢ OONbIION KOH-
CTaHTOW CIMH-CIHMHOBOTO B3amMoaeicTus (J = 12.6 I'n)
MEXJy TPOTOHAMH AaJKCHOBOW TPYNIBI B €ro CIEKTpe
SMP 'H. Dra KOHCTaHTa sl CHAMHHOHOB 1,2,3-tpu-
a30JIFHOTO W HM30KCA30JIFHOTO PSAAOB 4(,I' HACTOIBKO JKe
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Cxema 3. CuHTE3 €HAMHHOHOB 4a—S§

0 / NMe,
—
Az  4a-r
o DMF-DMA o
Az" Me  100-120°C Me
1b—i k-t 1.5-50 h N \
L N\
s\
NM62
4s (42%)

e R" = 4-i-PrCgH, (95%), f R! = 3-CICgH,4 (56%),

g R' = 3-FCgH, (81%), h R" = 2-Cl-4-MeCgH5 (97%),
i R" = 2-O,N-5-CICgH3 (40%),

j R" = 4-BrCgH,CH,, (46%),

k R' = n-Bu (79%), | R" = allyl (39%)

A/ —NMe,
N”\&\J
N
R

Q JNMe
N 4aR'=Ph (75%), b R' = 4-O,NCgH, (83%),
N\ ¢ R" = 2-0,NCgH, (68%), d R = 4-MeCgH, (70%),
\N Me
i
R1

4mR"=Ph (75%), n R" = 4-O,NCgH, (87%),
o R' =2-0,NCgH,4 (58%), p R' = 4-MeCgH, (80%)

Cl
Q NMe, Q / —NMe,
7
N
N ) N
\S Me \O Me
4q (23%) 4r (82%)

Benuka (12.3—12.6 T'm), 9TOo maer BecomMble OCHOBaHUS
nojiaraTh, 9YT0 ¥ OHU HaxozsaTca B E-hopme.

MBI 3aMETUIIN, YTO CUTHAJBI IPOTOHOB 5-METUJIBHOU U
4-aneTunpbHONM Tpynm B chektpe SIMP 'H wucxomnoro
1,2,3-tmaguazona 1s TMPaKTUYECKH ODKBUBAICHTHBI U
MO3TOMY HX OTHECEHHE HEBO3MOXXHO. B To ke Bpems
pa3HHIa XUMHYECKUX CIIBUTOB CHI'HAJIOB IIPOTOHOB COOT-
BETCTBYIOIIIMX METHWIBHBIX TpymI B cepun 1,2,3-Tpra3osnos
1b—r Bapsupyetcs ot 0.10 1o 0.25 M. 1., a U1 U30KCa30Ia
1t nocturaer 0.57 M. 1. D10 HaOMIOJCHUE KOPPEIUPYET C
n3buparenbHOCThIO peakiuu ¢ [JJMDA-/IMA anetunbHON
rpynmnel B Tpuaszonax 1b-r u m3okcazome 1t u amOu-
BAJICHTHOCTBIO AaLETUIBHOM M METWIBHOH Ipynn B
1,2,3-tnagnazone 1s. CpaBHEHHE XWMHUYECKHX CJIBUTOB
MIPOTOHOB METHJIFHOW W aIeTHJIBHOW T'PYNII B MCXOIHBIX

Pucynok 3. MonekynspHas CTpyKTypa €HaMHHOHa 4q B Ipen-
CTaBJIEHUH ATOMOB DJUIMIICOMJIaMHU TEIUIOBBIX Kojebanuii ¢ 50%
BEPOSTHOCTBIO.
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KeToHax 1b—t ¢ XMMHYECKHIMH CABHTaMH IPOTOHOB METHIIb-
HBIX TPYNH B C€HAMHHOHaX 4a-r TO3BOISIET COpMY-
JUPOBaTh TPABHIO, COTJACHO KOTOPOMY C 3JIEKTPO-
¢mweapiM  [IMOA-IMA  pearupyer HCKIIOYUTEIHHO
METWIbHAs TPYIA, CHTHAI KOTOPOW HaxoauTcsa B Ooisee
cnaboM moure.

Takum 00pa3om, MBI CYIIECTBEHHO Pa3BIIIM OOIIHWH U
3¢ (GeKTHBHBIIT MeTOA CHHTE3a a30iIICHAMHHOHOB C
XOpOILLIMMH BBIXOJAaMH, 3aKJIIOYAIOLIUIICS BO B3aUMOJIEH-
CTBUH S-ameTwizaMemeHHsx 1,2,3-Tprua3onoB, cojaepika-
OMX B TOJIOKEHUH 1 pa3sHOOOpa3HbIE apWiIbHBIE 3aMECTH-
TeJH, a Takxke Apyrux azoinos ¢ JMDA-/IMA.

B03MOXXHOCTh HCIIOIB30BaHMS TOMYYEHHBIX E€HAMUHO-
HOB 4 Ui cHHTe3a OWCTETEPONMKINYECKHX CHCTEM, B
KOTOPBIX a30JbHBINA (parMeHT U 1,2,3-TprazoibHBIA UK
CBSI3aHBI Yepe3 KapOOHIIBHYIO TPYIITy, Oblla MPOIEMOH-
CTPHPOBaHA Ha peaklil eHaMHHOHOB 4a,b,n,m,r, c apui-
azugamu 2a,b,d,gh,i. B pesynpraTte ¢ XOpomKMMHU BBIXO-
mamu  Opitm  momydeHsl  4-(1,2,3-Tpuazon-4-xapOoHw)-
a3onsl Sa—i (cxema 4). CtpoeHne coequHEeHHH Sa—i moka-
3aH0 ¢ momompio criektpoB SIMP 'H u C. B cmexrtpax
SAMP 'H XapaKTepHCTHYHBIMH  SBIISIOTCS — CHTHAIBI
IIPOTOHOB 0OpazoBasiierocs 1,2,3-TpHa3oyIbHOTO ILIUKJIA
npu 8.52-9.96 M. 1., a B crextpax IMP °C — curuans
rpynnsl C=0 npu 175.3-180.4 M. 1.

Cxema 4. CuHTe3 TpHa30IMIKapOOHMIIA307I0B Sa—i

RN,
2a,b,d,g;h,i Q N:N
>\
1,4-dioxane AZ N. 2
55-110°C Sai
1.5-48 h
(0]
o
Nsy N NS
! i\ R?
N\_n No
N/ \ ‘R2 N
\O Me = -
5e.f IR
X
5g—i

5aR'=H, R? = 4-O,NCgH, (86%)

b R' = 4-NO,, R? = 4-O,NCgH, (65%)

¢ R"=H, R? = C4F5 (60%)

d R" = H, R? = 2-F-4-O,NCgHj3 (42%)

e R? = Ph (63%); f R? = 4-O,NCgH,4 (39%)
g R' = H, R? = 2-Cl-4-MeCgH3 (79%)
hR'=H, R? = 2-F-4-O,NCgH3 (41%)

i R" = 4-NO,, R? = 4-j-PrCgH, (18%)

Takum 00pa3oM, B pe3ysibTaTe MPOBEISHHOI'O HCCIIe-
JnoBaHUS OBUT pa3paboTaH HOBBIM IOAXOJ K CHHTE3y
MaJOJIOCTYITHOW paHee cucTteMbl Ouc-1,2,3-Tpua3zonoB ¢
HEMOCPCACTBECHHBIM COYJICHEHHUEM ABYX ITUKJIIOB 10
aToMaM yriepoja B TOJIOKeHWX 4 W 5, a Takxke Owmc-
TE€TEPOLMKINYECKUX  CTPYKTYpP, B  KOTOPBIX  aTOMBI
yraepona 1,2,3-Tpra301pHOT0 M BTOPOTO a30JIEHOTO IHKJIA
CBsI3aHBl Yepe3 KapOoHwiIbHYIO Tpymnmy. CuHTe3 Owc-
TETCPOLMKIIOB MEPBOIro THUIA MPCAIIOIOKNUTEILHO BKIIIO-
YaeT y4yacTHe €HaMHHOB HoBoro Twma, o-(1,2,3-Tpuazosn-
4-un)enaMuHOB. Taxke ObUTa BBISBJICHA JIBOWCTBEHHAS
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pCaKIMOHHAS CIIOCOOHOCTh 4-aleTwi-S-MeTwi-1,2,3-Tua-
quasona B peakuuu ¢ JM®PA-JIMA. Ilpu koHCTpyu-
poBanuu BTOporo 1,2,3-Tpua3zosibHOTO IMKJIa Oucrerepo-
LIUKJIOB OOOMX TUIOB HUCHOJB30BAIUCH B OCHOBHOM TE K€
apuIa3subl, YTO U JUI CUHTE3a MCXOJHBIX alleTHIa30JI0B.
Orto Jnenaer pa3pabOTaHHBIM IMOAXOJ BecbMa IPOAYK-
TUBHBIM Jla)K€ TIpU OrPAaHMYEHHOM Habope HCIOb-
30BaHHBIX PEareHTOB.

JKcnepuMeHTAIbHAN YacTh

Crnextpsl SIMP 'H, "C u "F 3apETUCTPUPOBAHBl Ha
cnektpometpe Bruker Avance 11 400 (400, 100 u 376 MI'u
cooTBeTcTBeHHO) B pactBopax JMCO-ds, CDCl; wim
JIM®DA-d;. ns cnektpo SIMP 'H u C B xauecrse
BHYTPEHHETO CTaH/IapTa UCIIOJIb30BaHbl OCTATOYHBIE CHTHAIIBI
JIMCO, CHCI; u IM®A cootBeTcTBeHHO. B crekTpax
IMP F xumuueckue CIBUTM CUTHAJIOB IIPUBEICHEI
otnocutenibHo CFCl;. Macc-cniektpsl ¢ uoHu3zamuein DY
3amucanbl Ha Macc-crektpomerpe GCMS-QP 2010 Ultra
(70 5B). DnemenTHbiit ananu3 Ha C, H u N mpoBeneH Ha
aBTOMaruueckoM anHanuzatope PerkinElmer 2400 IL
AHanu3 COeIMHEHUH METOJOM YJIbTPaBbICOKOI((DEKTHB-
HOM KMJKOCTHOW XpoMaTorpaduu ¢ Macc-CleKTPOMETPH-
YECKUM JETCKTUPOBAHUEM BBICOKOTO pa3pelleHus] ¢ HOHU-
3alMeil ANIeKTPOpacHbUIEHHEM MPOBEAEH C HCIOJIb30-
BaHMEM TaH/IEMHOT0 KBaJpPYIMOJbHOTO BPEMSIIPOJIETHOTO
nerektopa ToyHblx Macc Agilent 6540 UHD Accurate-
Mass Q-TOF LC/MS. Xpomarorpadudeckoe paszcicHue
MPOBEJICHO C MCIOJIb30BaHUEM YIIBTPABBICOKOI((HEKTUBHOTO
xunkoctHoro xpomarorpada Agilent 1290 Infinity Ha
kosonke Zorbax Extend-C18 RRHT, 2.1 x 50 mm, quamerp
3epHa copoOenra 1.8 mkm (Agilent 727700-902) npu Tem-
neparype tepmoctara 50 °C. KoHTpoib 32 X0JI0M peakiui
Y YUCTOTOM MOJIyYEHHBIX COEIMHEHUM OCYLIECTBIIEH METO-
qom TCX Ha mmactuHax Sorbfil UV-254, nposiBieHue B
YO cere. [l KOJIOHOYHOH XpoMaTorpaduu UCIIOIb30BaH
cunmukarenb KCKIT ¢pakiun 40-100 mxM. YnapuBanue
JIETy4HX KOMIIOHEHTOB M KOHLEHTPUPOBAHUE PAaCTBOPOB
MPOBEICHO TpH TOHWKEHHOM JaBieHuu. OtaeneHue
TBepoH (ha3bl OT >KHUAKOCTH OCYIIECTBICHO C IOMOIIBIO
neHrpudyrupoanuss (3000  06/mun). Temmeparypsl
MJIaBJICHUS OTpeiesieHbl Ha pubope Stuart SMP10.

Bce pacTBOpHTENHM MOATOTOBIEHBI IO CTaHAAPTHBIM
METOIUKaM, MeTpoJierHbli adup — ppaxunu 70—-100 °C.

Meruntpuazomikerons: 1a,'" 1b,c,e,m,'” 1d,'* 11,'™
10,'% 1r,'" 15,"%" 1'% aspmer 2a-—h,j" 1 enavusoHBI 42,b'®
CHUHTE3MPOBAHbI 110 W3BECTHBIM JINTEPATYPHBIM METO/HU-
KaM. A3uz 2i HOJIy94eH U3 KOMMEPUECKOTO NCTOYHHUKA.

Cunre3 MeTHITpHAa30UIKeTOHOB 1fh,i (00mias meto-
nuka). K pactBopy 10.00 MMOJTE COOTBETCTBYIOIIETO a3H 1a
2d,h,k u 2.0 T (20.00 Mmonp) amermnarneToHa B 20 mi
JAM®A nob6asnsitor 2.02 t (20.00 mmons) EtsN u 0.76 T
(5.00 mmons) DBU (mms cumaTe3a coenuHenus lh B
KauyecTBE OCHOBAHMS HCIONB3YIOT Toibko 20.00 mMmoib
Et;N). PeaknnonHyr0 cMech HepeMenInBar0T MPH KOMHAT-
HOW Temmeparype B TedeHWe 12 4. 3areM K pacTBOpY
nobasmnstor 20 M HyO, depes 10 muH oOpa3oBaBIIuiics
ocamok oTguabTpoBEIBalOT, MpombiBaloT 10 Ma H,O u
cymart B BaKyyMHOM 3Kcukatope Hag P4Oy,.
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1-{5-Mern-1-[4-(nponan-2-un)dennil-1H-1,2,3-tpu-
azon-4-uajdrtanon (1f) nmomywator u3 asuma 2d. Bwixon
2.262 1 (93%), cBero-0exKeBbIi NOpOMOoK, T. . §1-83 °C.
Cnextp IMP 'H (JIMCO-dg), 8, M. 1. (J, Tw): 1.27 (6H, n,
J = 6.9, CH(CHs),); 2.51 (3H, c, 5-CH;); 2.64 (3H, c,
CH;CO); 2.94-3.13 (1H, m, CH(CHs;),); 7.33-7.68 (4H, ™,
H Ar). Crektp SIMP C (IMCO-dy), 8, m. 1. 9.7; 23.6;
27.5;33.2; 125.3; 127.5; 132.8; 137.6; 142.7; 150.5; 193.3.
Macc-cnektp, m/z (Iym, %): 243 [M]" (30), 200 (40), 158
(100). Haiineno, %: C 69.01; H 6.65; N 17.13. C14H7N;0.
Brruucaeno, %: C 69.11; H 7.04; N 17.27.
1-[S-MeTna-1-(3-propdennin)-1H-1,2,3-rpuazon-4-nia|-
sranoH (1g). K pactBopy 1.371 r (10 mmous) azuna 2f u
1.201 r (12.00 mmonp) anermnanetona B 6 mi CHCly
nob6asmsator 1.011 r (10.00 mmons) Et;N u 0.166 r
(1.10 mmons) DBU. PacTtBOp BBIIEPKHBAIOT B 3aKPHITOM
cocyne mpu 60 °C B Teuenue 2 4. JleTyune KOMIOHEHTHI
yNapuBarT JI0cyXa, 00pa30BaBIIEEeCs Maclio JKCTParu-
PYIOT KUISIIUM IeTposieiiHbiM 3¢upom. Beixox 1.58 r
(72%), cBerno-OexeBblit mopomok, T. mwi. 89-91 °C.
Cnextp SIMP 'H (CDCly), 8, m. 1. (J, T'm): 2.52-2.64 (3H,
M, 5-CH3); 2.66-2.78 (3H, m, CH;CO); 7.25 3H, 1, J = 7.6,
H-4,5,6 Ar); 7.48-7.61 (1H, m, H-2 Ar). Cuextp SIMP *C
(CDCl), 3, M. a. (J, T'm): 10.0; 27.7; 113.0 (n, J = 24.8);
117.1 (o, J = 20.9); 120.9 (m, J = 3.5); 131.1 (m, J = 8.9);
135.7-138.1 (m); 143.6; 162.7 (n, J = 250.0); 194.1.
Cnekrp SIMP F (CDCly), 8, m. 1.: —109.54. Macc-criektp,
m/z (Iym, %): 219 [M]™ (14), 191 [M-N,]" (4), 176 (18),
148 (81), 43 (100). Haiineno, %: C 59.96; H 4.55; N 19.08.
C11H(FN;O0. Berancneno, %: C 60.27; H4.60; N 19.17.
1-[5-MeTuni-1-(4-metun-2-xjaopdenun)-1H-1,2,3-Tpu-
azoua-4-wia|dranon (lh) momywaror m3 azuma 2h. Bwixon
2.01 r (80%), OecuBeTHsIif mopomiok, T. mi. 114-115 °C.
Criextp IMP 'H (JIMCO-d), 8, m. 1. (J, T'n): 2.34 (3H, c,
4-CH; Ar); 2.44 (3H, c, 5-CH3); 2.65 (3H, ¢, CH;CO); 7.38—
7.49 (1H, M, H-5 Ar); 7.58 (1H, 1, J = 8.0, H-6 Ar); 7.66
(1H, 1, J = 1.0, H-3 Ar). Cnextp SIMP *C (IMCO-d;),
5, M. 1.: 9.0; 20.6; 27.5; 129.1; 129.2; 129.6; 129.9; 130.6;
139.0; 142.3; 143.3; 193.2. Macc-cnektp, m/z (Iym, %):
251 [M]" (4), 250 [M]" (2), 249 [M]" (12), 221 [M-N,]"
(4), 206 (23), 178 (50), 43 (100). Haiizeno, %: C 57.36;
H 4.80; N 16.75. C,H,CIN;O. Brrumcieno, %: C 57.72;
H 4.84; N 16.83.
1-[5-Metna-1-(2-uutpo-5-xnopdennn)-1H-1,2,3-tpu-
azoua-4-uiadranon (1i) monywaror u3 asuma 2K. Beixon
247 1 (88%), cBETIO-KENTHIN TOPOIOK, T. . 141-142 °C.
Criextp SIMP 'H (JIMCO-d), 8, m. 1. (J, T'm): 2.49 (3H, c,
5-CHj); 2.66 (3H, ¢, CH5CO); 8.01-8.12 (1H, m, H-6 Ar);
8.19-8.28 (1H, m, H-3 Ar); 839 (1H, 1. n, J=8.8,J=1.5,
H-4 Ar). Crextp SIMP °C (IMCO-dj), 5, m. 1. 9.1; 27.6;
127.8; 128.5; 129.6; 132.5; 139.2; 139.7; 142.4; 193.1.
Macc-criektp, m/z (Iym, %): 282 [M]" (8), 281 [M]" (4), 280
[M]" (26), 252 [M-N,]" (9), 43 (100). Haiinero, %: C 47.12;
H 3.53; N 20.06. C,;HyCIN,O3. Brruncneno, %: C 47.07,
H 3.23; N 19.96.
1-[5-Metua-1-(nentaproppennn)-1H-1,2,3-rpuaso.-
4-nn)sranon (1j). K cmecu 525 mr (2.50 mmons) asuma 2g u
250 mr (2.50 mmonp) amermimamerona B 3 mu CHCly
nobasnstor 252 wmr (2.49 mmons) EtN um 103 wmr
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(0.68 mmons) DBU. PeaknuonHyio cMech BBIIAEPKHBAIOT
IIpY KOMHATHOM TeMmIieparype B TedeHue 1.5 4, mocie yero
JeTy4yne KOMIIOHEHTHI YyhapuBaloT jocyxa. IIpomykr
SKCTParupyloT U3 0CaJKa KHIIIIUM IETPOJICHHBIM 3(HpOM,
OKCTPAKT KOHIEHTPUPYIOT 10 MHUHHMAIBHOTO OoObeMa H
KPHCTAJUTU3YIOT OCTaTOK M3 meTposeitnoro s¢upa. Ocamok
OTAENAIOT M cymar. Beixox ceiporo mpoxykra 415 mr
(57%), GecuBEeTHBIN KPUCTAUTMYECKUH MOPOIIOK, MPUTOJT-
HBIIL IS0 WCIONIb30BaHHMS B MOCIEAYIONIMX CHHTE3aXx.
AHaNUTUYECKH YUCTBIH MPOAYKT IMOJTYy4eH METOOM KOJIO-
HouHol xpomatorpaduu (3moent PhH), t. mn 82-83 °C.
Cnektp AMP 'H (CDCly), 8, m. 1.: 2.52 (3H, ¢, CH;CO);
2.76 (3H, ¢, CHj;). Crnextp SIMP *C (CDCL), 8, M. x.
(/, T'm): 8.9; 27.6; 136.5-137.2 (m); 139.4 (n. 1. 1, J = 13.9,
J=28.9,J=4.0); 140.0; 141.5-142.2 (m); 144.5 (n. T, J=13 .4,
J=1.2); 143.1; 193.5. Cnextp SIMP “F (CDCl;), §, M. 1.
(/, T'm): —143.56+-144.13 (2F, m), —147.42 (1F, 1, J = 21.5),
—158.31+-159.08 (2F, m). Macc-cuektp, m/z Iy, %): 291
[M]" (5), 263 [M-N,]" (2), 221 (45), 208 (10), 194 (10), 43
(100). Haiineno, %: C 45.02; H 2.05; N 14.71. C;;HgFsN;O.
Brruucaeno, %: C 45.37; H 2.08; N 14.43.
1-[1-(4-bpomben3uin)-S-merun-1H-1,2,3-rpuazon-4-uil-
staHoH (1Kk). K pactBopy 2.364 r (10.00 Mmmounp) azuma 2j
n 1.202 r (12.00 mmoinb) aunerwnaneroHa B 4 mi abco-
motHoro 1,4-nrokcana nobasisitor 1.215 r (12.00 Mmosb)
Et;N u 0.154 r (1.01 mmons) DBU. PactBOop HarpemaroT
npu 95 °C B TeueHue 23 4, ynmapuBarT OT JETYYUX KOMIIO-
HeHTOB. OctaTtok oOpabateiBaroT xosioanoit H,O. Ilomy-
YeHHOE Macllo nepeynapusaroT ot octatko H,O ¢ EtOH.
ChIpoi MPOAYKT KPUCTAIUTU3YIOT IPOOHO M3 METPOJICHHOTO
a¢upa. Bexoa 0.539 1 (18%), cBeTno-kopuuHeBOe amopd-
HOe BelecTso, T. 1. 86-87 °C. Crextp SIMP 'H (CDCl5),
S, M. 1. (J, T'm): 2.45 (3H, ¢, CH;CO); 2.67 (3H, ¢, 5-CHj3);
5.45 (2H, ¢, CH,); 7.05 (2H, n, J = 8.4, H Ar); 7.47 (2H, &,
J = 8.4, H Ar). Crektp IMP "*C (CDCLy), &, m. 1.: 9.1;
27.7;51.0; 122.8; 128.9; 132.3; 133.0; 136.7; 144.1; 194.2.
Macc-criektp, m/z (Iom, %): 296 [M]" (2), 295 [M]™ (14),
294 [M]" (3), 293 [M]" (14), 266 (25), 265 [M-N,]" (4),
264 (25), 252 (19), 250 (21), 224 (8), 222 (7), 54 (100).
Haiineno, %: C 49.12; H 4.08; N 14.35. C;,H,BrN;0.
Brruucaeno, %: C 49.00; H4.11; N 14.29.
1-[(5-MeTna-1-npon-2-en-1-ua)-1H-1,2,3-Tpuazoun-4-
wi|atanon (1n). PactBop 1.261 r (10.00 MmMmoib) nuaso-
arerwianeTona u 1.427 mr (25.00 MMonp) amnuiaMuHa B
6 wmn CHCl; BeiepkuBaloT B TedeHHEe 24 9 TIpu
KOMHATHOW TeMmmepaType. JleTyune KOMIIOHEHTHI ynapu-
BaOT jJocyxa. K moimydeHHOMY Maciy 100aBIsOT 8 Ml
H,0 u 0.8 mn xonnentpupoanroit HCI. TIpoaykt sxcTpa-
rupyiotr Et,0, skcTpakt ymapuBaroT nocyxa. Bexog 1.082 r
(66%), GecrBeTHOE MACJO, IPUTOTHOE TSI TIOCIIETYFOIINX
CUHTE30B 0€3 HOHOHHI/ITCJ’[BHOﬁ OYNCTKH. AHAJIUTHYECKHA
YUCTBIN 00Opaser] moJydeH MyTeM MepeBeeHns keToHa 1n
B COOTBETCTBYIOIIHMN ceMHUKapOa3oH 1n' ¢ mocieayromum
pasNoKEHUEM €ro B KHCJIOW cpefie 10 keToHa 1n (compo-
BoHTeNnbHBIE MaTepuais). Criextp SIMP 'H (CDCly), 8, M. 1.
(/, Tw): 2.53 (3H, 0, J = 0.8, CH3); 2.67 (3H, 1, J = 1.4,
CH;); 4.93 (1H, o, J = 5.4, CH,CH=CH,); 5.01-5.12 (1H,
M, CH,CH=CH,); 530 (2H, a. n, J = 10.3, J = 0.6,
CH,CH=CH,); 5.87-5.95 (1H, m, CH,CH=CH,). Cnextp
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AMP C (CDClLy), 8, m. 1.: 8.9; 27.6; 50.1; 119.1; 130.5;
136.9; 143.8; 194.3. Macc-cuektp, m/z Iy, %): 165 IM]*
(43), 136 (30), 122 (21), 54 (100). Haiineno, %: C 58.19;
H 6.58; N 25.52. CgH;N3;0O. Brruucneno, %: C 58.17;
H6.71; N 25.44.

CuHTe3 MeTHITPHUA30JTWIKEeTOHOB 1p,q (obuias meto-
auka). PactBop 1.131 r (10.00 mmone) (3E)-4-(aumerni-
amMuHO)OyT-3-eH-2-oHa 1 10.00 MMOJIb COOTBETCTBYIOILETO
asuna 2¢,1 B 4 M PhMe narpematror mpu 50-105 °C B
teueHue 623 4. Ilocne oxJaxkaeHUs JeTyune KOMIIO-
HEHTHl YIAPUBAIOT JIOCyXa, OCTAaTOK pAa3JeiIAIOT Ha
xpomarorpadudeckoit kononke (3moeHt PhH (mist coenu-
venus 1p) wiun CHCI; (ans coemunenus 1q)). Ilopuuwm,
coJieprKalie MPOAYKT, OOBCAUHSIOT, YIIAPUBAIOT J0CYXa,
OCTaTOK KPUCTAIUTU3YIOT U3 TIETPOJICHHOTO 3(Hpa.

1-[1-(4-MeTundennn)-1H-1,2,3-tpua3on-4-wi|dTanoH
(1p) nomyyarot u3 azuzaa 21, peakipro mposoasat mpu 105 °C
B TeueHue 23 4. Beixom 965 mr (48%), OecrBeTHbIe
KpucTameL, T. 1. 115-116 °C. Cnektp IMP 'H (CDCly),
S, M. 1. (J, I'm): 2.42 (3H, ¢, CH3); 2.73 (3H, ¢, CH;); 7.33
(2H, n, J = 8.1, H Ar); 7.61 (2H, n, J = 8.4, H Ar); 8.44
(1H, ¢, H tpuason). Crnekrp SIMP "°C (CDCl;), 8, M. a.:
21.1;27.2; 120.7; 123.3; 130.4; 134.1; 139.8; 148.4; 192.8.
Macc-cnextp, m/z (Iym, %): 201 [M]" (13), 173 [M-N,]"
(3), 158 (83), 144 (7), 130 (100). Haitneno, %: C 65.66;
H 5.56; N 21.00. C;;H;;N;O. Brrunucneno, %: C 65.66;
H 5.51; N 20.88.

1-[1-(2-Hurpodennn)-1H-1,2,3-Tpuazon-4-ui]dTaHoH
(1q) monyuatoT U3 a3ujaa 2¢, peakiuio NpoBoasT npu 55 °C
B Teuenue 6 4. Beixoxg 1.3 r (56%), OGecrBeTHBIE KpHC-
tamwel, T. Wi 133-134 °C. Crexrp SIMP 'H (CDCls), 8, M. 1.
(/, Tm): 2.75 3H, ¢, CH3); 7.61 (1H, n. 1, J=7.8, J=1.3,
H Ar); 7.77 (2H, 1, J = 8.0, H Ar); 7.84 (1H, 1, J = 8.0,
H Ar); 8.15 (1H, n. n, J= 8.1, J= 1.4, H Ar); 8.38 (1H, c,
H tpuason). Crextp SIMP C (CDCly), 8, m. a.: 27.4;
125.9; 127.2; 128.0; 129.6; 131.6; 134.2; 144.3; 148.2; 192.3.
Macc-cnextp, m/z Iy, %): 232 [M]™ (1), 204 [M-N,]" (2),
145 (3), 43 (100). Haitneno, %: C 51.88; H 3.78; N 24.31.
C1oHgN,4O;. Beruucieno, %: C 51.73; H 3.47; N 24.13.

Cunte3 OucrpuasosnoB 3abf (oOmas Meronuka).
K oxmaxpgennot mo —7+-10 °C cycmemsum 132 T
(7.00 mmonp) TiCly B 6 M 6e3Bomnoro 1,4-nuokcana
nobasisor 5.94 mu (68.90 mmoine) 6e3BogHOrO Mopdho-
JIMHA ¥ TEPEMCHINBAIOT PEAKIMOHHYI0 CMECh B TCUCHHE
5 muH. 3aTeM IpH KOMHATHOH TemIeparype I00aBISIOT
2.00 wMmMmomb cooTBeTcTBYyIOIEero kerona labk wu
5.00 mMome asmma 2a,b. PeakunoHHyI0 cMmech mepeme-
muBatoT mpu 95-105 °C B Teuenue 7-36 4. TBepayio dazy
OTJEJISIOT, MPOMBIBAIOT TOps4nM 1,4-mrokcanoM (2 X 7 M) u
CHCl;. Xuakue ¢a3sl 00beAMHSIOT U yIIAPUBAIOT J0CYyXa.
Ocrarox ob6pabarsBator 1 H. HCI, 3arem H,0. Ceipoii
MPOAYKT OYHINAIOT METOAOM KOJIOHOYHOM Xpomarorpaduu
(amoent CHCl; — metponeitnsiit a¢up, 1:1 (ana coenune-
Hus 3a); merposeiiabii 3¢up, CHCl; — meTtponeiHbIii
a¢up, rpaguent ot 1:1 mo 2:1 (mma coemmuenus 3b);
netponeiaerii 3¢up, CHCl; — merponeinsrii >¢up, 1:1,
CHCI;, 3atrem CHCl;-EtOAc, 1:1 (st coenuuaenus 3f)).

5-Metui-1,3"-qudennn-1H,3'H-4,4'-6u-1,2,3-Tpuazon
(3a). Peakmuio mpoBomsat mpu 95 °C B Teuenwe 36 u.
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Beixon 290 mr (48%), 6ecuetHoe Macio. Crektp SIMP 'H
(CDCly), 8, m. a. (J, I'm): 2.07 (3H, ¢, CH3); 7.40-7.45 (2H,
M, H Ar); 7.45-7.51 (3H, m, H Ar); 7.50-7.60 (SH, ™,
H Ar); 8.03 (1H, ¢, H tpuason). Cnextp SIMP *C (CDCly),
o, M. 1.: 9.3; 124.9; 125.0; 128.7; 129.4; 129.5; 129.7; 129.9;
133.0; 133.2; 134.7; 135.7; 136.6. Macc-cnextp, m/z (1o, %):
302 [M]" (4), 274 [M-N,]" (14), 245 (32), 204 (15), 143
(73), 77 (100). Haiineno, %: C 67.79; H 4.29; N 27.94.
C7H4Ng. Beraucneno, %: C 67.54; H 4.67; N 27.80.

5-Metuni-3'-(4-aurpodennn)-1-pennn-1H,3' H-4,4'-0n-
1,2,3-tpuna3zoa (3b). Peakuuro mposoast npu 105 °C B
teuenue 7 4. Bexon 340 mr (49%), CBETII0-PO30BBINA TOPO-
wok, T. w1 211-213 °C. Cnektp SAMP 'H (IMCO-d;),
S, m. 1. (J, T'm): 2.33 (3H, ¢, CH;); 7.62-7.65 (5H, m, H
Ph); 7.87 (2H, n, J = 9.0, H Ar); 8.33 (1H, ¢, H Tpuason);
8.40 (2H, 1, J=9.1, H Ar). Criektp SIMP *C (IMCO-dj),
S, M. m.: 9.6; 125.3; 125.6; 126.7; 129.4; 130.2; 130.4;
132.3; 134.7; 134.8; 135.9; 141.7; 148.0. Macc-cnektp, m/z
Usm, %) 347 [M]" (4), 319 [M=N,]" (13), 290 (10), 274
(10), 244 (24), 77 (100). Haitneno, %: C 58.54; H 3.75;
N 28.54. C17H13N702. BI)I‘H/ICJ'IeHO, %: C 5879, H 377,
N 28.23.

1-(4-Bpomoen3u)-5-merua-3'-(4-uurpodenni)-
1H,3'H-4,4'-6u-1,2,3-Tpuazon (3f). Peakuuto mpoBoasT
mpu 95 °C B Teuenue 33 4. Beixog 616 mr (70%), Gec-
UBETHBIH MOpomok, T. w1 191-195 °C. Cnextp IMP 'H
(AMCO-dg), 0, M. 1. (J, I'm): 2.19 (3H, ¢, CH;); 5.63 (2H,
¢, CH,); 7.16 (2H, n, J = 8.4, H Ar); 7.58 (2H, 1, J = 8.4,
H Ar); 776 2H, n, J 9.0, H Ar); 826 (1H, c,
H tpuaszon); 8.36 (2H, 1, J = 9.0, H Ar). Cnexrp SIMP "°C
(AMCO-dg), 6, m. a.: 8.0; 50.3; 121.3; 124.7; 126.2; 129.1;
131.7; 131.8; 133.9; 134.2; 134.6; 141.2; 147.4. Macc-
cnektp, m/z Iy, %): 442 [M]" (2), 441 [M]" (5), 440 [M]"
(2), 439 [M]™ (5), 414 [M-N,]" (10), 413 [M-N,]" (48),
412 [M=N,]" (22), 411 [M-N,]"(48), 382 (11), 338 (21),
90 (100). Haitmeno, %: C 49.16; H 2.97; N 22.35.
C13H14BI'N702. BI)I‘-II/ICJ'ICHO, %: C49.1 1, H 321, N 22.27.

1,5-Aumeruna-3'-pennn-1H,3' H-4,4'-6u-1,2,3-Tpuazon
(3¢). Meron 1. Cmecnr 278 mr (2.00 mMonb) keToHa la,
1.073 r (9.00 mmozp) azuna 2a u 221 mr (3.94 mmomns) CaO
B 2 M1 abcommoTHOro MopdomrHa nepemerusaiot pu 120 °C
B TedeHne 72 4. JleTydne KOMIIOHEHTHI yIIapUBAIOT JOCyXa,
OCTaTOK pa3JeNisloT Ha XpoMaTorpaduueckoil KOJIOHKE
(amoupyrot nmocnenoBareabHo CHCL;—EtOAc, 2:1; CHCI3—
EtOAc, 1:1; CHCI;—EtOAc, 1:2). Ilocnegnme mopuun
3MII0aTa, CoAepIKaIIue MPOAYKT, OOBEIUHSIOT, YIIAPHBAIOT
nocyxa. MacnooOpas3HbIii TPOIYKT 3aJMBAIOT IMETPOJIEH-
HBIM 3()UPOM U OCTABISIOT HA HOYB B XOJIOIE.

Merton II. PactBop 278 mr (2.00 mmoip) ketoHa la n
550 mr (4.61 mmomb) asuma 2a B 2 Mi OE3BOJHOTO
nupposarHa nepemermmBaioT npu 70-80 °C B Teuenue § u.
JleTyune koMmoHeHTH ymapuBaioT gocyxa. Ceipoil mpo-
JIYKT OYMIIAIOT TaK e, Kak onucaHo B metojie . Brixon
71 mr (15%, meron 1), 192 mr (40%, meton II), cBermo-
KeNThlil mopomok, T. mi. 86-91 °C. Cnextp SIMP 'H
(CDCly), 8, M. a. (J, I'm): 2.02 (3H, ¢, CH3); 3.95 (3H, c,
NCH;); 7.40-7.43 (5H, m, H Ph); 7.91 (1H, ¢, H tpuazomn).
Cnekrp SIMP °C (CDCls), 8, M. 1.: 8.0; 34.7; 124.8; 128.9;
129.2; 132.4; 132.8; 134.4; 136.6. Macc-cniektp, m/z (I, %):
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240 [M]" (11), 212 [M-N,]" (23), 183 (56), 169 (14), 56
(100). Haiineno, %: C 59.62; H 4.75; N 34.87. C1,H5Ng.
Brruucaeno, %: C 59.99; H 5.03; N 34.98.

Cunre3 oOucrpmaszonoB 3d,e,g (oOmas MeToauKa).
PactBop 2.00 mmoub keToHa 1a,g u 5.00 mmonsb azuna 2b,e
B 2 Mu1 6e3BOAHOrO MOP(QONIMHA MEPEMELINBAIOT NpH 95—
120 °C B Teuenue 1248 4. Jleryune KOMIOHEHTHI yHapu-
BalOT JOCYXd, OCTAaTOK OYHMIIAIOT METOAOM KOJOHOUHOU
xpomarorpapun (amoent CHCl;, 3arem CHCl—EtOAc,
1:1 (ansa coemmuenus 3d); CHCI;, 3atem CHCL;—EtOAc,
1:3 (mns coenuneHus 3e); meTpojeWHBIN dup, meTpo-
nevinblit 3¢up — EN, 93:1; nerponeiinsiit a¢up — Et;N —
EtOAc, 93:1:186 (ans coenunenus 3g)).

1,5-Aumerni-3'-(4-uurpodennn)-1H,3'H-4,4'-6u-1,2,3-
Tpua3zoa (3d). Peakuuto mposoast npu 110 °C B TeueHue
48 4. IlpoayKkT, MOIXY4YEeHHBIH METOJAOM KOJOHOYHOH
XpoMmarorpauH, JOMOJHUTEIBHO OYHIIAIOT KPUCTAILIN3A-
uueit u3 EtOH. Breixox 285 mr (50%), GecuBeTHbII mopo-
ok, T. mr. 160-165 °C. Crextp IMP 'H (IMCO-d;),
S, M. 1. (J, I'm): 2.32 (3H, ¢, CH3); 4.00 (3H, c, NCHj3);
7.78 (2H, n, J=9.1, H Ar); 8.07 (1H, c, H tpuazon); 8.36
(2H, 1, J=9.1, H Ar). Criextp SIMP C (IMCO-dy), 8, m. 1.:
7.9; 34.5; 124.4; 125.8; 129.1; 133.6; 133.7; 140.0; 141.3;
147.2. Macc-cnextp, m/z (Iym, %): 285 [M]" (9), 257 [M—
No]™ (42), 228 (10), 214 (7), 201 (9), 182 (20), 56 (100).
Haﬁ}leHO, %: C 5091, H 389, N 34.18. C12H11N702.
Brruucaeno, %: C 50.53; H 3.89; N 34.37.

1,5-Aumerni-3'-(4-xnopdennn)-1H,3'H-4,4'-6u-1,2,3-
Tpua3zoa (3e). Peakuuto npoBoasat npu 120 °C B TeueHue
26 4. [IpoayKT, moydeHHbIH TOocIe KOJIOHOYHOH XpoMaTo-
rpadun, KpUCTAIM3YIOT W3 rentaHa. Beixox 203 wmr
(41%), cBeTIO-KOPUYHEBBIN MOPOIIOK, T. 1. 120-123 °C.
Crextp SIMP 'H (CDCly), 8, m. 1. (J, I'm): 2.17 (3H, c,
CHj;); 4.00 (3H, c, NCHj3); 7.43-7.47 (4H, m, J = 8.9,
H Ar); 7.90 (1H, ¢, H tpuason). Crextp SIMP "*C (CDCl3),
S, M. 1.: 8.2;34.9; 126.3; 128.8; 129.4; 132.2; 134.3; 135.1;
135.3. Macc-cniektp, m/z (Iom, %): 276 [M+2]" (6), 275
[M+17" (3), 274 [M]" (17), 246 [M-N,]" (5), 217 (20), 183
(23), 56 (100). Haiineno, %: C 52.11; H 3.97; N 30.39.
C,H;;CINg. Beruucneno, %: C 52.47; H 4.04; N 30.59.

1-Byrua-5-merna-3'-(4-uurpodennn)-1H,3' H-4,4'-ou-
1,2,3-rpua3zoa (3g). Peakiuto npoBoasat npu 95 °C B Teue-
Hue 12 4. IIpoxyKT, MOIYYEeHHBIH METOZOM KOJIOHOYHOM
xpomarorpaduu, Kpuctawiuzyiotr u3 cmecu PhH — nerpo-
newnbnii 3¢up. Beixox 400 mr (61%), cBeTiio-xentoe amopd-
HOe BemecTso, T. 1. 91-93 °C. Crextp SIMP 'H (CDCls),
o, M. a. (J, I'm): 0.95 (3H, 1, J = 7.4, N(CH,);CH3); 1.28—
1.46 (2H, ™M, N(CH,),CH,CHj); 1.80-1.95 (2H, w,
NCH,CH,CH,CH,); 2.25 (3H, ¢, CH3;); 427 2H, 1, J = 7.3,
NCH,(CH;),CHs); 7.74 (2H, o, J = 9.0, H Ar); 7.90 (1H, c,
H tpuason); 8.29 (2H, x, J = 8.9, H Ar). Crextp SIMP °C
(CDCly), 8, M. 1.: 8.3; 13.4; 19.7; 31.6; 48.2; 124.5; 125.7;
129.0; 131.9; 132.4; 134.4; 141.5; 147.8. Macc-criekTp, m/z
Uors %): 327 [M]" (7), 299 [M-N,]" (25), 298 (100).
Haﬁ}ICHO, %: C 5503, H 545, N 29.87. C15H17N702.
Brruucaeno, %: C 55.04; H 5.23; N 29.95.

Cunte3 eHaMHUHOHOB 4c—s (oOmas meronuka). CMech
3.00 mmonb cootBercTBytomIero ketona 1 um 4.3 r (4.8 mi,
36.00 mmonp) [IMDA—JIMA HarpeBatoT B Teuenue 1.5-50
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npu temneparype 100-120 °C (Temmeparypa MaciistHOM
6anm). M36b1T0K JIMDPA-/IMA ynapuBarot, CEIpOi €HaMHU-
HOH ouHmarT kpuctaumsamuedn u3 EtOH, PhH wim
MEeTPOJICHHOTO 3(pHpa NN METOJIOM KOJIOHOYHOI XpOoMaTo-
rpadpun (3moeHt EtOAc, cmecs EtOAc — meTporneiHsbrii
a¢up, CHCl;—EtOAc nmu CHCl;—EtOH).
3-(AumeTrmiiaMmuno)-1-[5-meTuni-1-(2-uurpodenn)-
1H-1,2,3-Tpua3o-4-uiajnpon-2-en-1-on (4¢). Peaxuuro
npoBoaaT npu 110 °C B Teuenue 22 4. CpIpoit MPOAYKT
oOpabaTbsiBaroT nerposeitueiM ¢pupom, H,O, 3atem kpuc-
taumsyoT w3 EtOH. Beixon 615 mr (68%), cBeTno-kenTslit
nopomok, T. mr 228229 °C (¢ pasn). Crekrp SIMP 'H
(AMCO-dg), 8, M. 1. (J, T'm): 2.48 (3H, 1, J = 6.6, CH;);
291 (3H, ¢, NCH3); 3.17 (3H, ¢, NCH3); 6.07 (1H, 1, J=12.6,
CH=CHN(CHs;),); 7.78 (1H, 1, J = 12.6, CH=CHN(CHs),);
7.91-7.94 (2H, m, H Ar); 7.98-8.08 (1H, M, H Ar); 8.31
(1H, n. 1, J = 84, J = 1.3, H Ar). Cnekrp SIMP "C
(AMCO-dp), 6, M. a.: 9.0; 92.9; 99.5; 125.6; 128.0; 129.6;
132.1; 134.6; 137.5; 143.8; 145.5; 153.3; 180.6. Macc-
ciektp, m/z (Iym, %): 301 [M]" (16), 229 (22), 98 (100).
HaﬁueHo, %: C 5591, H 521, N 23.47. C14H15N503.
Brruucaeno, %: C 55.81; H 5.02; N 23.24.
3-(Aumermiiamnno)-1-[5-merna-1-(merundennn)-1H-
1,2,3-Tpua3o-4-uiajnpon-2-en-1-on (4d). Peaxmuro npo-
BogaT mpu 110 °C B Tedenue 22 4. [IpoaykT ouumiaroT
METOJIOM KOJIOHOUHOU Xxpomatorpaduu (dmoeHT EtOAc),
3ateM KpuctamusyoT u3 i-PrOH. Brixox 568 mr (70%),
CBETJIO-KENThIE UIMIBL, T. 1. 190-193 °C. Cnextp SIMP 'H
(AMCO-dg), 6, m. 1. (J, Tm): 2.41 (3H, ¢, CH3); 2.51 (3H,
¢, CH3); 2.90 (3H, ym. ¢, NCH3;); 3.15 (3H, ym. ¢, NCHj3);
6.08 (1H, n, J = 12.6, CH=CHN(CH;),); 7.42 (2H, n,
J = 8.2, H Ar); 7.45-7.50 (2H, m, H Ar); 7.75 (1H, gx,
J = 12.6, CH=CHN(CHj3),). Cnextp AMP C (JIMCO-dj),
3, M. 1.2 9.6; 20.6; 92.7; 125.1; 130.0; 133.1; 135.7; 139.4;
143.9; 153.0; 180.9. Macc-cektp, m/z (Ioy, %): 270 [M]
(36), 242 [M-N,]" (2), 227 (5), 198 (37), 132 (100).
Haiineno, %: C 66.52; H 6.74; N 20.57. C;sH;sN4O.
Brruucaeno, %: C 66.64; H 6.71; N 20.73.
3-(Aumerwiamuno)-1-{5-meruia-1-[4-(nponan-2-mi)-
dennna]-1H-1,2,3-Ttpuaszon-4-uajnpon-2-en-1-on (4e).
Peaxuuro nmposoasat npu 110 °C B Teuenue 20 u. Coipoit
MPOJYKT OYMITIAIOT KpucTayutu3arwmei n3 PhH. Beixox 850 mr
(95%), cBerno-xenTHd mopomok, T. i 190-192 °C.
Crnextp SIMP 'H (CDCLy), 3, m. 1. (J, T): 1.28 (6H, 1,J = 6.9,
CH(CHs;),); 2.61 (3H, ¢, 5-CHj3); 2.96-2.99 (4H, M, NCHj,
CH(CHj;),); 3.14 (3H, ¢, NCH3); 6.27 (1H, n, J = 12.6,
CH=CHN(CHj;),); 7.34 (2H, o, J= 8.7, H Ar); 7.38 (2H, &,
J =8.6, H Ar); 7.85 (1H, 1, J = 12.6, CH=CHN(CHj3;),).
Cnektp SIMP "°C (CDCly), 8, m. 1.: 10.2; 23.8; 33.9; 37.4;
45.0; 125.2; 127.5; 144.4; 150.6; 153.3; 182.7. Macc-
cnektp, m/z (Lo, %): 298 [M]" (49), 270 [M—N,]" (3), 226
(62), 184 (19), 160 (81), 98 (100). Haitizeno, %: C 68.53;
H 7.31; N 19.07. Ci7H;,N4O. Bpmuucneno, %: C 68.43;
H 7.43; N 18.78.
3-(AumeTnaamuHo)-1-[5-merui-1-(3-xnopdenni)-1H-
1,2,3-Tpua3on-4-ui]-npon-2-en-1-on (4f). Peaxmro mpo-
Boaar npu 100 °C B teduenne 24 4. [IpoaykT ouumiaroT
METOJIOM KOJIOHOUHOU xpomartorpaduu (dmoeHT EtOAc),
3aTeM KPHCTALTH3YIOT W3 cMeck PhH — merponeiinbtii a¢wup.
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Boixon 488 mr (56%), cBETIO-XENTHIH MOPOLIOK, T. IUI
128-129 °C. Cmextp SIMP 'H (CDCls), 8, m. 1. (J, I'n):
2.63 (3H, ¢, CHs;); 2.95 (3H, ¢, NCHs); 3.14 (3H, ¢, NCHj3);
6.24 (1H, n, J = 12.6, CH=CHN(CHs;),); 7.30-7.40 (1H, ™,
H Ar); 7.44-7.56 (3H, M, H Ar); 7.83 (1H, n, J = 12.6,
CH=CHN(CHs),). Crnektp SIMP *C (CDCly), 8, M. m.:
10.3; 37.4; 45.1; 93.6; 123.4; 125.6; 129.8; 130.5; 135.3;
136.3; 136.9; 144.7; 153.5; 182.4. Macc-criektp, m/z (I, %0):
292 [M]" (14), 291 [M]" (8), 290 [M]" (43), 273 (10), 218 (46),
152 (66), 98 (100). Haiineno, %: C 57.92; H 4.99; N 19.62.
C14H5CIN4O. Boruucneno, %: C 57.83; H 5.20; N 19.27.
3-(Aumernnamuno)-1-[S-meruua-1-(3-¢propdennn)-1H-
1,2,3-Tpua3oui-4-nijnpon-2-en-1-on (4g). Peakuuro mpo-
Boaar npu 100 °C B Teuenue 7.5 u. ChIpoil HpPOIYKT
MIPOMBIBAIOT METPOJICHHBIM 3(UPOM M KPUCTALIU3YIOT W3
cmecu PhH — nerponeiinsiii a¢up. Beixox 667 mr (81%),
CBETJIO-KOPUYHEBBIN MOPOMIOK, T. . 157-158 °C. Cnextp
SMP 'H (CDCly), 8, m. 1. (J, T'm): 2.67 (3H, ¢, CH3); 2.98
(3H, ¢, NCH;); 3.17 (3H, ¢, NCH;3); 6.27 (1H, a1, J = 12.4,
CH=CHN(CHs;),); 7.26 (3H, c, H Ar); 7.44-7.62 (1H, M,
H Ar); 7.85 (1H, 1, J = 12.4, CH=CHN(CHs;),). Cnektp
SAMP "C (CDCly), 8, m. 1. (J, T): 10.2; 37.4; 44.8, 93.3,
112.9 (m, J = 25.0); 116.5 (1, J = 21.0); 120.9 (7, J = 3.0);
130.9 (&, J =9.0); 136.2; 137.1 (1, J = 10.0); 144.6; 153.4;
162.7 (1, J = 258.0); 182.3. Cmextp SIMP “F (CDCL),
8, M. a.: —=110.0. Macc-ciextp, m/z Iy, %): 275 [M+1]"
(7), 274 [M]" (36), 257 (8), 202 (41), 176 (12), 162 (14),
136 (100). Haiineno, %: C 61.38; H 5.72; N 20.65.
Ci4HsFN4O. Berancneno, %: C 61.30; H 5.51; N 20.43.
3-(Aumernaamuno)-1-[5-merui-1-(4-meTuia-2-xJjiop-
$enun)-1H-1,2,3-Tpuazon-4-uiajnpon-2-ea-1-on  (4h).
Peakmuro mpoBozat npu 120 °C B tedenue 24 4. Ceipoid
MPOJXYKT 00pa0aThIBAIOT METPOJICHHBIM 3(HUPOM U KpHC-
Taun3yoT u3 cmecu PhH — nerponeiinsiii a¢up. Beixon
886 Mmr (97%), CBETIO-KENTHINA MOPOIIOK, T. 1. 160—162 °C.
Crextp SIMP 'H (CDCly), 8, m. x. (J, 'm): 2.43 (3H, c,
CHj;); 2.46 (3H, ¢, CHj); 2.96 (3H, ¢, NCH3); 3.15 (3H, c,
NCH;) 6.28 (1H, n, J = 12.6, CH=CHN(CHs;),); 7.22-7.28
(2H, m, H Ar); 7.40 (1H, n, J = 0.4, H Ar); 7.85 (1H, &,
J = 12.6, CH=CHN(CHjs),). Cnektp SIMP "C (CDCls),
5, M. 1. 9.5; 21.1; 37.3; 44.9; 93.8; 128.5; 128.8; 130.9;
131.0; 131.4; 138.0; 142.5; 143.9; 153.4; 182.6. Macc-
cnextp, m/z Iy, %): 306 [M+2]" (22), 305 [M+1]" (13),
304 [M]" (66), 287 (9), 241 (15), 234 (25), 232 (71), 166 (100).
Haiineno, %: C 58.93; H 5.25; N 18.66. C,5H;7;CIN,4O.
Breruucaeno, %: C 59.11; H 5.62; N 18.38.
3-(AumeTnaamMuno)-1-[5-metuia-1-(2-uutpo-5-xaop-
$ennn)-1H-1,2,3-Tpuaszon-4-uilnpon-2-ex-1-ou (4i). Peax-
muro npoBogaT npu 150 °C B teuenue 12 4. Ceipoit mpo-
OYKT OYMINAOT METOJOM KOJIOHOYHOW Xpomartorpadun
(amoent CHCI;—EtOAc, 1:1, 3atem EtOAc), 3atem kpwuc-
Tau3yoT w3 cmecu PhH — merponeiinsiii a3¢up. Bexon
403 mr (40%), cBeTIIO-KENTHIE KPUCTAILTEL, T. T 192—-194 °C
(¢ pasn.). Crextp SIMP 'H (CDCly), 8, m. 1. (J, T'm): 2.54
(3H, ¢, CH;); 2.96 (3H, ¢, NCH3); 3.16 (3H, ¢, NCHj3); 6.23
(1H, n, J = 12.5, CH=CHN(CHs;),); 7.50 (1H, m, J = 2.0,
H Ar); 772 (1H, n. n, J = 8.8, J = 1.9, H Ar); 7.85 (1H, &,
J =12.5, CH=CHN(CHs),); 8.16 (1H, n, J = 8.8, H Ar).
Crextp SIMP °C (CDCLy), 8, m. 1.: 9.6; 37.4; 45.1; 93.5;
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127.1; 129.9; 130.3; 131.6; 138.1; 140.4; 143.8; 144.3;
153.7; 181.9. Macc-cnextp, m/z (Iom, %): 337 [M]" (5),
336 [M]" (3), 335 [M]" (15), 265 (7), 263 (22), 98 (100).
Haiineno, %: C 50.05; H 4.11; N 20.59. C4H4CIN;O;.
Brruucaeno, %: C 50.08; H 4.20; N 20.86.
1-(1-[4-bpomb6en3uin)-S-merun-1H-1,2,3-rpuazon-4-uil-
3-(numeTnaaMuHo)npon-2-eH-1-on (4j). Peakuuto mpo-
Boaar npu 105 °C B Teuenue 3.5 u. ChIpoil MpPOAYKT
OUHIIAIOT METOJIOM KOJIOHOYHOM Xpomarorpaduu (31I0€HT
CHCI;, 3atem CHCI;—-EtOAc, 1:1, 3atem EtOAc). TTopuuwy,
coJiepKalle IpoaAyKT, yIapuBaloT 10CyXa, OCTaTOK KpHC-
Tayum3yoT u3 cMecu PhH — nerponeiinsiii a¢up. Brixon
482 mr (46%), CBETIIO-KENTHIN MOPOIIOK, T. 1. 158160 °C.
Cnektp SIMP 'H (CDCLy), 8, m. 1. (J, T'm): 2.49 (3H, c,
CH;); 2.94 (3H, ym. ¢, NCH3); 3.13 (3H, ymr. ¢, NCHj;);
5.44 (2H, ¢, CH,); 6.21 (1H, x, J = 12.6, CH=CHN(CHs;),);
7.02 2H, n, J = 8.4, H Ar); 7.44 (2H, n, J = 8.4, H Ar);
7.80 (1H, 1, J = 12.6, CH=CHN(CHj),). Criextp SIMP "*C
(CDCly), 6, M. m.: 9.1; 50.8; 93.7; 122.4; 128.8; 132.2;
133.6; 135.6; 145.0; 153.4; 182.6. Macc-cnextp, m/z (Iyy, %):
351 [M]" (4), 350 [M]" (20), 349 [M]" (4), 348 [M]" (22), 333
(13), 331 (14), 276 (6), 98 (100). Haitneno, %: C 51.38; H
4.84; N 16.09. C;5H;7BrN,4O. Brruucneno, %: C 51.59; H
4.91; N 16.04.
1-(1-Byrun-5-merun-1H-1,2,3-tpuazon-4-ui)-3-(qumerni-
amMuHo)npon-2-eH-1-on (4K). Peakmuio mnpoBomaT mpu
110 °C B tedyenne 50 4. CoIpoii MPOIYKT KPUCTAILIU3YIOT
u3 nerpoieiiHoro 3¢upa. Beixox 562 mr (79%), cBerio-
KeNTHIl mopomok, T. mi 93-95 °C. Cmextp SIMP 'H
(CDCl), 8, m. a. (J, T'w): 0.90 3H, T, J = 7.4, (CH;);CHjs);
1.25-1.33 (2H, M, (CH,),CH,CHj); 1.77-1.85 (2H, ™,
CH,CH,CH,CHj3); 2.56 (3H, c, CH3); 290 3H, 1, J = 2.2,
NCHj); 3.09 (3H, ym. ¢, NCHj); 421 2H, 1, J = 7.3,
CH,(CH,),CH3); 6.16 (1H, x, J = 12.7, CH=CHN(CH;),);
7.76 (1H, 1, J = 12.7, CH=CHN(CHj3),). Cnextp SIMP "*C
(CDCly), 6, M. a.: 9.1; 13.4; 19.6; 31.7; 37.3; 44.9; 47.2;
93.5; 135.2; 144.3; 153.1; 182.8. Macc-criektp, m/z (Iym, %0):
236 [M]" (44), 219 (26), 193 (6), 164 (20), 151 (16), 42
(100). Haitneno, %: C 61.20; H 8.28; N 23.51. C;,HpN,4O.
Brruucaeno, %: C 60.99; H 8.53; N 23.71.
3-(AumeTrnaamuno)-1-[5-meruua-1-(npon-2-en-1-un)-
1H-1,2,3-Tpua3oii-4-uialnpon-2-en-1-on  (4l). Peaxnuro
npoBoaaT npu 100 °C B Teuenue 5 4. CpIpoil NIPOIYKT OYH-
IIal0T METOZOM KOJIOHOYHOW Xpomartorpaduu (3ITIOUPYIOT
nocnenoBareabHo CHCl;, CHCI;—EtOAc, 1:1 m EtOH).
OTaHONBHBIA JIII0AT, COAEPXKAIIMNA MPOIYKT, YINapHBAIOT
JIocyXa M OCTaTOK €IIe pa3 pa3felsioT Ha XpoMaTtorpadu-
geckoit kononke (3moeHT PhH-Et;N, 93:1, 3arem CHCl;—
Et;N, 93:1), 3areM KpHCTAUTU3YIOT W3 METPOJEHHOTO
a¢upa. Berxog 258 mr (39%), cBETIO-)KENTHIH MOPOIIIOK,
1. 1. 7577 °C. Cnextp IMP 'H (CDCly), 8, m. . (J, T'n):
2.55 (3H, ¢, CH3); 2.91 (3H, c, NCHj3); 3.10 (3H, ¢, NCH;);
4.89 (2H, 0, J = 5.3, CH,CH=CH,); 5.02 (1H, x, J=17.1,
CH,CH=CH,); 5.24 (1H, r, J = 10.4, CH,CH=CH,); 5.87—
595 (IH, m, CH,CH=CH,); 6.18 (1H, =&, J 12.6,
CH=CHN(CH;),); 7.78 (1H, m, J = 12.6, CH=CHN(CH3),).
Cnektp SIMP °C (CDCly), 3, m. a.: 8.9; 37.2; 44.9; 49.8;
93.3; 118.3; 131.0; 135.6; 144.4; 153.1; 182.4. Macc-criekTp,
m/z (L, %): 220 [M]" (74), 203 (46), 177 (7), 148 (30), 98
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(100). Haiineno, %: C 59.86; H 6.97; N 25.28. C;1H;¢N4O.
Brruucaeno, %: C 59.98; H 7.32; N 25.44.
3-(Aumernsiamuno)-1-(1-genni-1 H-1,2,3-Tpuazon-4-min)-
npon-2-ed-1-o1 (4m). Peakuuto nposonsar npu 120 °C B
TeyeHue 6 4. CpIpod IPOTYKT OUMINAIOT METOIOM KOJO-
HOYHOW Xpomatorpa¢uu (dIIOMPYIOT TOCIEI0BaTEIBHO
CHCIl;, EtOAc u EtOH). Beixon 545 mr (75%), cBetsio-
KenTble Mrabl, T. mi 188-189 °C. Cmextp SIMP 'H
(AMCO-dy), 6, m. 1. (J, T'm): 2.93 (3H, ¢, NCH3); 3.17 (3H,
¢, NCH;); 6.01 (1H, n, J = 12.5, CH=CHN(CHs;),); 7.50
(1H,1,J="7.4, H Ar); 7.60 2H, 1, J= 7.8, H Ar); 7.84 (1H, n,
J =125, CH=CHN(CHas),); 7.97 (2H, n, J = 7.9, H Ar);
9.20 (1H, ¢, H tpuason). Crexktp SIMP °C (JIMCO-dj),
o, M. 1.: 37.1;44.5;91.8; 120.2; 123.8; 128.8; 129.8; 136.4;
149.8; 153.7; 178.5. Macc-cnektp, m/z (I, %): 242 [M]
(71), 225 (8), 185 (7), 173 (21), 171 (27), 98 (100).
Haiineno, %: C 64.68; H 5.99; N 22.78. C;3H4N4O.
Brruucaeno, %: C 64.45; H 5.82; N 23.13.
3-(AumeTnaamuno)-1-[1-(4-uurpodenna)-1H-1,2,3-
TpHua3oj-4-ujjnpon-2-ed-1-on (4n). Peakiio nmpoBoasT
mpu 120 °C B Teuenue 18 4. CpIpoit NPOIYKT NPOMBIBAIOT
Et,0, merponeiinpiM 3¢upoM u cymar. Beixoxg 750 wmr
(87%), cBerno-kenTele KpUCTaUibl, T. M. 281-284 °C
(¢ pasn.). Crextp SIMP 'H (IMCO-dq), 8, m. 1. (J, I'n):
2.95 (3H, ¢, NCH;3); 3.19 (3H, ¢, NCHj); 5.99 (1H, n,
J 12.5, CH=CHN(CH,),); 7.86 (1H, =m, J 12.5,
CH=CHN(CHs;),); 8.22-8.37 (2H, M, H Ar); 8.39-8.52
(2H, M, H Ar); 9.36 (1H, ¢, H tpuason). Crektp SIMP C
(AMCO-dy), o, m. m.: 31.1; 92.5; 121.5; 124.8; 125.9;
141.3; 147.5; 150.7; 154.4; 178.7. Macc-criektp, m/z (I, %):
287 [M]" (64), 242 (10), 216 (21), 215 (57), 98 (100).
HaﬁHEHO, %: C 5431, H 492, N 24.44. C13H13N503.
Brruucaeno, %: C 54.35; H 4.56; N 24.38.
3-(AumeTnaamuno)-1-[1-(2-uurpodenna)-1H-1,2,3-
TpHua3oJj-4-ujjnpon-2-ed-1-on (40). Peaxkmuro mpoBoasT
mpu 120 °C B Teuenue 2.5 4. CeIpoil MPOAYKT OUUIIAIOT
METOJIOM KOJIOHOYHOU Xxpomatorpaduu (3moeHt EtOAc,
3areM EtOAc-EtOH, 10:1), 3aTeM KpUCTaIU3yIOT U3
cmecu PhH — EtOAc — nerposelinsrit a¢up. Beixon 500 mr
(58%), cmemyo-xkenThlii mopomok, T. mi. 156157 °C.
Crextp SIMP 'H (CDCly), 8, m. x. (J, 'm): 2.98 (3H, c,
NCH;); 3.19 (3H, c, NCHj); 6.18 (1H, n, J = 10.8,
CH=CHN(CHj3),); 7.59 (1H, n. n, J = 7.8, J = 1.1, H Ar);
7.70 AH, t. o, J =79, J =13, H Ar); 7.78 (1H, 1. &,
J=1.1,J=1.3,H Ar); 7.99 (1H, ym. ¢, CH=CHN(CHs;),);
808 (IH, n. n, J = 8.1, J =13, H Ar); 836 (1H, c,
H Tpuasomn). Crextp SIMP *C (CDCl3), 5, m. 1.: 37.4; 45.1;
93.0; 125.7; 126.4; 127.7; 130.0; 131.0; 133.9; 144.5;
150.3; 154.4; 179.9. Macc-cniektp, m/z (I, %): 287 [M]" (27),
215 (36), 98 (100). Haiineno, %: C 54.06; H 4.76; N 24.68.
C]3H]3N503. BBI‘H/ICJ'ICHO, %: C 5435, H 456, N 24.38.
3-(Aumeruinamuno)-1-[1-(4-meTuwindennn)-1H-1,2,3-Tpu-
a3ou-4-uia|npon-2-ed-1-on (4p). Peaxuuio nmpoBoasaT npu
120 °C B Teuenue 22 4. CpIpoil poAyKT 0OpabaThIBAIOT
Et,O, TBepayio ¢dazy OTASISIOT W KPUCTALIU3YIOT U3
cmecu PhH — metponeiinsiii a¢up. Beixon 615 mr (80%),
CBETJIO-XKENTHIH mopomok, T. i 213-215 °C. Cmektp
SMP 'H (CDCly), 8, m. 1. (J, T'w): 2.40 (3H, ¢, CH3); 2.97
(3H, ¢, NCH;3); 3.16 (3H, ¢, NCH3); 6.19 (1H, 1, J = 9.6,
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CH=CHN(CHs;),); 7.30 (2H, n, J = 8.2, H Ar); 7.57-7.74
(2H, M, H Ar); 7.94 (1H, ym. ¢, CH=CHN(CHs;),); 8.43
(1H, ¢, H tpuason). Crextp SIMP *C (CDCl), 3, m. x.:
21.1; 37.4; 45.1; 92.9; 120.4; 122.9; 130.3; 134.5; 139.1;
150.2; 154.1; 180.5. Macc-cuextp, m/z (Iyy, %): 256 [M]"
(86), 228 [M-N,]" (4), 187 (24), 185 (35), 98 (100).
Haiineno, %: C 65.40; H 6.50; N 21.75. C4H;sN4O.
Brruucaeno, %: C 65.61; H 6.29; N 21.86.
3-(AumeTrnnamuno)-1-[5-merui-3-(4-xsoppenni)-1,2-

okca3o-4-wiajnpon-2-eu-1-on (4r). Peakuuio npoBoasT
npu 100 °C B Treyenue 1.5 4. Jleryunie KOMIOHEHTHI yHapu-
BaloT jnocyxa. ChIpol MPOAYKT OYMINAIOT METOJOM KOJIO-
HouyHOW xpomarorpaduu (3moent CHCl;, 3atem CHCl;—
EtOAc, rpaauent ot 12.5:1 1o 4:1), 3areM KpUCTaIIU3YIOT
n3 MeOH. Brixog 715 mr (82%), cBeTio->keATHI MOPO-
ok, T. 1. 88—89 °C. Cnekrp SIMP 'H (CDCly), 8, m. 1.
(/, T'm): 2.63 (6H, c, N(CHs;),); 3.06 (3H, c, CH3;); 4.95 (1H,
1, J=12.3, CH=CHN(CH,),); 7.40 (2H, 1, J = 8.5, H Ar);
7.54 (1H, ymr. c, CH=CHN(CHs;),); 7.61 (2H, 1, J= 8.6, H Ar).
Cnextp SIMP C (CDCLy), 8, m. 1.: 12.7; 37.0; 45.0; 76.8;
77.1; 774; 127.9; 128.6; 130.3; 135.7; 160.2. Macc-criekTp,
m/z (Lymy %): 292 [M]" (8), 291 [M]" (5), 290 [M]" (24), 273
(12), 246 (11), 98 (100). Haitneno, %: C 61.98; H 5.55; N 9.97.
C15H15C1N202. BI)ILII/ICJ'ICHO, %: C 6197, H 520, N 9.64.

Cunre3 3-(aumermiaamuno)-1-(5-mermi-1,2,3-tuaam-
azou-4-ua)npon-2-ed-1-ona (4q) u 1-{5-[2-(numern-
aMuHo0)3Tenmn]-1,2,3-tuaguazon-4-uajitanona (4s).
PactBop 213 mr (1.50 mmons) kerona 1s B 1.06 mn
(23.00 mmonp) JIM®DA-JIMA HarpeBalOT B 3aKpHITOM
cocyne nipu 80 °C B Teuenue 1 4. JleTyune KOMIOHEHTHI
yIapuBalOT JI0CyXa, OCTaTOK pa3AeisSioT Ha Xpomaro-
rpaduueckoii kojonke (moupytor cHayara CHCl;, 3atem
CHCI;-EtOAc, rpamuent ot 4:1 mo 1:10). V3 mnepBsix
nopimi nonydyatoT eHamuH 4s (Ry 0.68, EtOAc), BbIXOA
125 mr (42%), xenro-3eneHsle urisl, T. mi. 120-122 °C
(c pasn.), u3 nocnegHux — eHaMHHOH 4q (R 0.34, EtOAc),
BBIXOJ 68 Mr (23%), cBeTII0-KenThIe Uribl, T. 1. 131-132 °C.

Coemnnenne 4q. Crnextp IMP 'H (CDCLy), 8, m. 1.
(/, Tm): 2.93 (6H, 1, J = 16.5, N(CH3),); 3.16 (3H, c, CH;);
6.37 (1H, n, J = 12.6, CH=CHN(CH;),); 7.84 (1H, &,
J = 12.6, CH=CHN(CHjs),). Cnextp SIMP "C (CDCls),
5, M. 1.: 11.0 (NCHj); 37.5 (NCHj); 45.2 (CHj;); 95.2
(C-B); 154.4 (C-4); 156.5 (C-5); 157.8 (C-a); 181.7 (C=0).
Macc-criextp, m/z (I, %): 197 [M]™ (11), 154 (19), 98
(100). Hatineno, %: C 48.66; H 5.31; N 21.32. CgH,;N;0S.
Brruucneno, %: C 48.71; H 5.62; N 21.30.

Coemunenne 4s. Criextp IMP 'H (CDCLy), 8, m. 1. (J, T'ny):
2.74 (3H, ¢, CH;); 2.97 (6H, c, N(CH;),); 6.46 (1H, g,
J 13.3, CH=CHN(CH;),); 7.06 (1H, n, J 13.3,
CH=CHN(CHa),). Criektp SIMP "*C (JIMCO-dy), &, M. 1.
29.1 (CHj3); 40.9 (N(CHs;),); 85.1 (C-B); 149.3 (C-4); 154.6
(C-5); 162.4 (C-a); 191.4 (C=0). Macc-criextp, m/z (I, %):
197 [M]" (38), 169 [M-N,]" (18), 127 (91), 42 (100).
Haiinero, m/z: 220.0514 [M+Na]". CgH;;N3NaOS. BsumcieHo,
m/z: 220.0515. Haiigeno, %: C 49.04; H 5.71; N 21.64.
CsH;1N;0OS. Berancieno, %: C 48.71; H 5.62; N 21.30.

CunTte3 4-Tpua3zonaunikapoonuni-1,2,3-rpua3onoB Sa—i
(obmast meroamka). PactBop 1.0 MMonb eHaMHHOHA
4abmnr u 1.5-7.0 MMOIb COOTBETCTBYIOIIETO a3Hja
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2a,b,d,g,h,i B 5-10 mn 1,4-grokcana HarpeBarOT mpu 55—
110 °C B Teuenue 1.5-48 u. PacTBOpUTENns yHapuBaroT,
CBIPOH MPOTYKT OUUINAIOT METOAOM KOJOHOYHOH Xpomaro-
rpaduu WK NepekprcTauIn3alyei.
(5-Metui-1-¢pennn-1H-1,2,3-rpuazon-4-un)[1-(4-aurpo-
¢enuin)-1H-1,2,3-Tpuaszon-4-uialMeranon (5a) nomyqaror
u3 256 mr (1.0 MMonb) eHamuHOHa 4a 1 328 mr (2.0 MMoIb)
aszuza 2b. Peaxmuro nposoasar npu 110 °C B Teuenue 16 u.
[Mocne oxnaxkaeHus TBepAyro a3y OTIENSIOT, KHISTAT B
6 mn EtOH B Teuenume 10 MUH, OCafoK OTHOEISIOT U
NPOMBIBAIOT HeOonbpmmM KoiudecTBoM EtOH. Brixon
323 mr (86%), cBETIIO-KOPUYHEBHIH MOPOLIOK, T. IUI. 235—
238 °C. Cnextp SIMP 'H (IMCO-dy), 8, M. 1. (J, T): 2.65
(3H, ¢, CH3); 7.58-7.77 (5H, m, H Ph); 839 2H, o, J = 9.1,
H Ar); 847 2H, n, J= 9.1, H Ar); 9.94 (1H, ¢, H tpuazomn).
Chektp SIMP Bc (AMCO-dg), o, m. a.: 9.9; 121.8; 125.3;
125.4; 128.7; 129.7; 130.2; 135.0; 140.1; 140.5; 142.2;
145.6; 147.4; 177.0. Macc-cniektp, m/z (I, %): 347 [M—N,]"
(11), 319 [M-N,]" (2), 290 (7), 244 (8), 77 (100).
Haﬁ}leHO, %: C 5755, H 363, N 26.10. C13H13N703.
Brruucaeno, %: C 57.60; H 3.49; N 26.12.
[5-Metui-1-(4-uutpodpennn)-1H-1,2,3-Tpuazon-4-uil-
[1-(4-uuTpodpennn)-1H-1,2,3-Tpuazon-4-uwilmeranon (Sb)
nony4darot u3 301 mr (1.0 mmons) enamuHoHa 4b u 492 mr
(3.0 Mmmomp) asuna 2b. Peaknuro mpooasat npu 100 °C B
TeyeHue 16.5 4. CpIpoil MPOIAYKT OUHMIIAIOT METOAOM
KoJloHo4YHOU Xxpomatorpaduu (amoent PhH, PhH-HOAC,
55:1, 3atem CHCI;—EtOAc, 1:1), 3aTeM KpUCTAUTH3YIOT 3
cmecu 1,4-mmokcan—i-PrOH. Beixox 273 mr (65%), cBemio-
GexkeBBIi MOPOIIOK, T. W1 226-229 °C. Cnextp IMP 'H
(AMCO-dy), 8, M. 1. (J, Tm): 2.72 (3H, ¢, CH3); 8.04 (2H,
n,J=28.9, H Ar); 8.40 (2H, n, J=9.2, H Ar); 8.48 (2H, n,
J=09.1, H Ar); 8.52 2H, n, J=9.0, H Ar); 9.96 (1H, ¢, H
tpuazon). Crextp SIMP °C (IMCO-dq), 8, m. n.: 10.1;
121.7; 125.1; 125.4; 126.7; 128.9; 139.7; 140.4; 140.7;
145.4; 142.3; 147.3; 148.2; 176.7. Macc-criektp, m/z (I, %):
392 [M-N,]" (37), 318 (11), 290 (15), 244 (35), 117 (100).
HaﬁHEHO, %: C 5153, H 299, N 26.90. C18H12N805.
Brruucaeno, %: C 51.43; H 2.88; N 26.66.
(5-Metun-1-penna-1H-1,2,3-tpuazon-4-na)[1-(neura-
¢ropdennn)-1H-1,2,3-tpuazona-4-mia|meranon (5¢) mouy-
qgaroT u3 256 mr (1.0 mmons) eHamuHoHa 4a u 418 mr
(2.0 mmonp) asupa 2g. Peaknuto mpoBogsat npu 60 °C B
tegeHue 1.5 4. CpIpoit MPOAYKT OYMIIAIOT METOAOM KOJIO-
HouHOH xpomarorpaduu (3moent CHCL;), 3aTem kpuctan-
TU3yI0T U3 rentaHa. Beixox 252 mr (60%), GecrBeTHbIE
KpHCTabL, T. 1. 147149 °C. Cnektp SIMP 'H (CDCly),
o, M. 1. (J, I'm): 2.73 (3H, ¢, CH;); 748 2H, n. 1, J = 7.4,
J =20, H Ar); 7.54-7.69 3H, M, H Ar); 9.42 (1H, c,
H tpuason). Cnektp SIMP “C (CDCly), 5, m. n.: 10.4;
125.3; 129.8; 130.4; 132.5; 135.1; 136.8; 139.4; 140.2;
141.4; 142.5; 144.0; 145.0; 176.2. Cnextp SIMP "“F
(CDCly), &8, M. m. (J, I'm): —144.69+-145.25 (2F, m);
—148.89 (1F, 1, J = 21.4); —158.82+-159.32 (2F, m). Macc-
cnextp, m/z (Iym, %): 392 [M-N,]" (9), 335 (8), 317 (6),
234 (7), 77 (100). Haiizeno, %: C 51.55; H 2.48; N 19.72.
C18H9F5N6O. BI)I[II/ICIICHO, %: C 5144, H 216, N 20.00.
[1-(4-Hutpo-2-¢pTopdennn)-1H-1,2,3-Tpua3zon-4-uil-
(5-metui-1-¢pennn-1H-1,2,3-tpuazoa-4-ua)meranon (5d)
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nostyyarot u3 256 mr (1.0 MMoib) eHamuHOHa 4a u 273 mr
(1.5 mmonp) a3upa 2i. Peaknuro nposogst npu 104 °C B
Teuenne 1.5 4. CpIpoil NPOJYKT OYUIIAIOT METOIOM KOJIO-
Ho4HOU Xpomarorpaduu (ammoent PhH-HOAc, 53:1, 3atem
PhH-EtOAc-HOAc, 53:53:1), 3aTeM NPOAYKT KUIATAT B
EtOH B Teuenue 5 muH u otaensor. Beixoa 163 mr (42%),
CBETJIO-KENThI mopomok, T. mi. 215-217 °C (¢ pasn.).
Cnektp SIMP 'H (JIMCO-dy), 8, M. 1. (J, I'm): 2.65 (3H, c,
CH;); 7.69 (5H, ¢, H Ph); 8.34-8.37 (2H, m, H Ar); 8.57
(IH, #, J =10.8, H Ar); 9.79 (1H, n, J = 1.7, H Tpuazomn).
Crektp SIMP °C (IMCO-dy), 8, m. 1. (J, Tw): 10.0; 113.4
(n, J = 13.5); 120.7 (n, J = 2.0); 125.5; 126.2; 129.3 (n,
J =9.0); 129.8; 130.3; 131.7 (m, J = 4.0); 134.9; 140.3;
143.1 (m, J = 283.0); 148.2 (n, J = 9.0); 152.0; 154.5;
176.5. Crnextp SIMP "“F (IMCO-dg), 8, m. x.: —118.20.
Macc-cniektp, m/z (Iyy, %): 365 [M=N,]" (9), 308 (5), 291
(4), 262 (7), 77 (100). Haiineno, %: C 55.16; H 3.16;
N 25.14. C;sH,FN;O;. Brruncneno, %: C 54.96; H 3.08;
N 24.93.
[S-Metui-3-(4-xsopgenni)-1,2-oxcazon-4-un|(1-penni-
1H-1,2,3-Tpua30./1-4-wi)Meranon (5e) nomy4aror u3 291 mr
(1.0 mmonp) enamuHoHa 4r u 833 mr (7.0 MMoip) azuga
2a. Peaxmuro mpoBoaaT npu 90 °C B Teuenue 20 4. Coipoit
MPOJIYKT OYMIIAIOT METOJIOM KOJIOHOYHOH XpoMaTorpaduu
(amoent CHCI;, 3arem CHCl;—EtOAc, 4:1), 3atem kpuc-
Taum3yoT u3 cMecu PhH — nerponeiinsiii a¢up. Brixon
231 mr (63%), GecrBeTHble KpUCTaIbl, T. . 97-99 °C.
Crextp SIMP 'H (CDCly), 8, m. 1. (J, 'm): 2.66 (3H, c,
CH;); 7.33 (2H, 1, J= 8.6, H Ar); 7.45-7.62 (SH, m, H Ph);
7.65-7.77 (2H, M, H Ar); 8.52 (1H, c, H tpuazon). Cnextp
AMP *C (CDCLy), &, m. m.: 13.5; 115.7; 120.7; 125.1;
127.9; 128.9; 129.7; 130.1; 135.9; 136.2; 147.9; 161.3;
173.8; 181.1. Macc-crektp, m/z (Iom, %): 366 [M]" (3),
365 [M]" (2), 364 [M]" (9), 336 [M-N,]" (6), 335 (13), 265
(6), 43 (100). Haiineno, %: C 62.94; H 3.34; N 15.04.
C9H3CIN4O,. Beruucaeno, %: C 62.56; H 3.59; N 15.36.
[5-Metua-3-(4-xaopdenun)-1,2-okcazoin-4-uil-
[1-(4-auTpodennn)-1H-1,2,3-Tpua3on-4-ui|meranon (5f)
nosydarot u3 291 mr (1.0 Mmmonb) enamunoHa 4r u 492 mr
(3.0 mmomp) aszuma 2b. Peaxrmro mpoBojsaT mpu 55 °C B
teyeHue 4 4. CeIpoi MPOTYKT OUMINAIOT METOJOM KOJO-
HouyHOW xpomatorpaduu (amoenr CHCL—EtOAc, 1:1).
3arem aBaxapl Kpuctamumm3ywTr cmecu JIMDA-H,O u
EtOH. Brixox 160 mr (39%), GecuBeTHBIE KPHCTAJUIBL,
T. . 152-154 °C. Cnextp SIMP 'H (IMDA-d;), 8, m. 1.
(/, T'm): 2.69 (3H, c, CHj3); 7.46-7.60 (2H, m, H Ar); 7.61—
7.75 (2H, m, H Ar); 8.40 (2H, n, J = 9.1, H Ar); 8.57 (2H,
1, J=9.1, H Ar); 9.81 (1H, ¢, H tprazon). Criektp SIMP °C
(AM®DA-d;), 8, m. m.: 12.6; 115.8; 121.6; 125.6; 127.7;
128.0; 128.9; 130.4; 135.3; 140.8; 147.9; 148.0; 161.2;
174.1; 180.4. Macc-ciextp, m/z (Iom, %): 411 [M]" (2),
410 [M]" (1), 409 [M]" (5), 381 [M-N,]" (6), 380 (7), 43
(100). Haiineno, %: C 56.04; H 3.20; N 16.92. C;9H,CIN;Os,.
Breruncneno, %: C 55.69; H 2.95; N 17.09.
[1-(4-MeTua-2-xyuopdenun)-1H-1,2,3-rpuazon-4-uil-
(1-¢pennn-1H-1,2,3-tpuaszon-4-ua)meranon (5g) mnomy-
gafoT n3 242 mr (1.0 MMons) eHamuHOHa 4m U 336 Mr
(2.0 mmoitp) a3uma 2h. Peaxumio mpoBoxsat npu 100 °C B
Teuerre 16 4. CeIpoi MPOIYKT OYWIIAIOT METOJOM KOJIO-
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HOYHOHW Xpomatorpaduu (AIOMPYIOT IOCIENI0BATEIHLHO
PhH, CHCI; u cmecsto CHCL;—Me,CO, 1:1), 3atem
Kpuctauu3yor u3 cmecu PhH — merponeiinsiit 3dwup.
Beixon 287 mr (79%), cBeTnO-KeNThIM MOPOMIOK, T. I
202-203 °C. Cnektp SIMP 'H (IMCO-d), 8, M. 1. (J, T'nn):
2.44 (3H, ¢, CH3); 7.44 (1H, n, J= 8.0, H Ar); 7.56 (1H, T,
J =174, H Ar); 7.61-7.73 (4H, m, H Ar); 8.05 (2H, n,
J =176, H Ar); 9.57 (1H, ¢, H tpuason); 9.75 (1H, c,
H tpuason). Crekrp IMP C (IMCO-dq), 8, m. 1.: 20.5;
66.4; 120.9; 127.8; 128.0; 128.2; 128.3; 128.9; 129.4;
129.9; 130.7; 131.4; 132.1; 136.1; 142.6; 144.8; 146.0;
175.3. Macc-cnextp, m/z (Iym, %): 338 [M=N,]" (3), 337
IM-N,]" (2), 336 [M-N,]" (9), 308 (16), 273 (27), 245
(16), 205 (8), 77 (100). Haiineno, %: C 59.08; H 3.76;
N 23.03. C;3H3CINgO. Brruucneno, %: C 59.27; H 3.59;
N 23.04.
[1-(4-Hutpo-2-¢pTopdennn)-1H-1,2,3-Tpuazon-4-uil-
(1-penna-1H-1,2,3-tpuazon-4-un)meranon (Sh) momy-
yaroT 13 242 mr (1.0 mmonp) eHamuHOHa 4m u 273 Mr
(1.5 mmomnp) azuma 2i. Peakuuto mposomsar npu 100 °C B
TeyeHue 2.5 u. CpIpod NPOAYKT OYMIIAIOT METOAOM
KOJIOHOYHOW xpomatorpaduu  (dIIOMPYIOT TOCIEN0Ba-
tenpro PhH, CHCI; u cmecsio CHCI;-EtOH, 1:1), 3atem
kpatkoBpeMeHHO kumsATiIT B EtOH, oTduibrpoBbBaoT U
cymar. Brixon 155 mr (41%), cBeTIO-KeNTHIH MOPOIIOK,
T. 1. 247-248 °C (c pasn.). Cnextp SIMP 'H (JIMCO-dy),
o, m. n. (J, I'm): 7.57 (1H, T, J = 7.3, H Ar); 7.65 (2H, T,
J=17.7,H Ar); 8.04 2H, n, J=7.7, H Ar); 8.26-8.42 (2H,
M, H Ar); 857 (1H, n, J = 10.9, H Ar); 9.75 (2H, c,
H tprasomn). Criextp SIMP °C (IMCO-dq), 8, m. . (J, T'wr):
1134 (g, J 25.0): 120.8; 126.8; 127.9; 129.2 (&,
J =11.0); 129.5; 129.9; 131.5 (m, J = 6.0); 136.1; 145.2;
146.1; 148.4 (m, J = 8.3); 152.1; 154.6; 175.1. Cnektp
SMP F (IMCO-d), 8, m. 1.: —118.05. Macc-criextp, m/z
ors %): 379 [M]" (1), 351 [M-N,]" (8), 323 (18), 282 (6),
277 (8), 77 (100). Haitneno, %: C 53.79; H 2.43; N 25.90.
C|7H|()FN703. BI)I'-H/ICJ'IGHO, %: C 5383, H 266, N 25.85.
[1-(4-Hutpodennn)-1H-1,2,3-Tpuazon-4-uil-
{1-[4-(nponan-2-uia)penniu|-1H-1,2,3-Tpuazon-4-ui}
meraHoH (5i) momywator w3 287 wmr (1.0 mMmoib)
eHaMuHOHA 4n u 515 mr (3.2 mmons) asuga 2d. Peakuuto
npoBoaT ipu 90—100 °C B Teuenue 48 4. CpIpoil MPOIYKT
OYHMIIAIOT METOIOM KOJIOHOYHOH XxpomaTtorpaduu (37IH0EHT
PhH, 3atem PhH-Me,CO-HOAc, 121:53:1). 13 nepsbix
MOPIUH 3JTF0aTa BRIISISIOT 360 M HEMTpOpearnpoBaBIIEro
asuma. llopumm  smroara,  comep)kammpe — IPOIYKT,
00BEJMHSIOT, YMApUBAIOT JI0CYyXa, OCTATOK KHILITAT B
EtOH B Teuenue 5 muH, ocamok OTAEHAIOT. Beixox 72 mr
(18%), cBeTno-KenThId MOPOIIOK, T. TI. 246-250 °C (c
pazn.). Crextp SIMP 'H (IMCO-dy), 8, m. 1. (J, I'my): 1.26
(6H, 1, J = 6.9, CH(CHa;),); 2.98-3.06 (1H, m, CH(CHjs),);
7.52 2H, n, J = 8.4, H Ar); 7.95 (2H, n, J = 8.4, H Ar);
839 2H, n, J = 9.0, H Ar); 8.50 (2H, x, J = 9.0, H Ar);
9.71 (1H, ¢, H tpuazon); 9.96 (1H, c, H tpuazomn). Crektp
AMP C (IMCO-dy), 8, m. 1.: 23.6; 33.1; 120.9; 121.7;
125.5; 127.7; 128.0; 128.7; 134.0; 140.4; 145.7; 145.9;
147.4; 150.1; 175.31. Macc-criektp, m/z (Iom, %): 403 [M]"
(10), 375 [M-N,]" (11), 347 (19), 332 (26), 304 (40), 287
(10), 130 (100). Haiimeno, m/z: 404.1471 [M+H]".
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CyHgN;Os3. Brerumcineno, m/z: 404.1466. Haiineno, %:
C 59.62; H 4.36; N 24.42. C5,H7N;0;. Brruncieno, %:
C 59.55; H4.25; N 24.31.

PeHTreHOCTPYKTypHOe HccleJ0BaHUE COeJUHEHHI
3d m 4q BBHIIONIHEHO HA MOHOKPHCTAJIBHOM IH(PAKTO-
Metpe Xcalibur 3 coriacHO cTaHZApTHOW TMPOLEAYpE
(MoKuo-u3nyyenue, rpaguroBblii MoHOXpomatop, 295(2) K,
®-ckanupoBaHue c¢ 1maroM 1°). Crpykrypsl pacumg-
POBaHBI ¥ YTOYHEHBI C UCIOJIB30BaHHEM ITaKeTa MporpamMm
SHELXTL." PacmmdpoBka cTpyKTypsl TIpoBejieHa Hpsi-
MBIM MeToJoM 110 Tporpamme ShelXS, yrounenue cTpyk-
Typel TpoBeseHO no mnporpamme ShelXL mnonHOMAaT-
puuneiM MHK no F'B AQHU30TPOITHOM NPHUOIHMKEHUH IS
HEBOJOPOJHBIX aTOMOB. ATOMBI BOJOPOJa MOMEIIECHHl B
paccuMTaHHbIE MO3UIMKM M BKIIOYEHbl B YTOYHEHHUE IO
Mojaenu "Hae3gHuk'". [lonHBIM HAOOp PEHTTEHOCTPYKTYP-
HBIX JAaHHBIX Jis coequHeHuil 3d u 4q AEMOHHPOBaH B
KeMmOpumKckoM OaHKe CTPYKTYpPHBIX JTAHHBIX (JIETIOHEHTBI
CCDC 1901947 u CCDC 1901951 cOOTBETCTBEHHO).

@aiul CONPOBOAUTEIBHBIX MAaTEPHUAJIOB, COICpPKAILMM
METOAUKH TMOJIYyUYCHUA u O4YUCTKH COC,Z[I/IHeHI/Iﬁ
1b,c,d,m,n,0,5.t, a Taike crektpsr 'H-"C HMBC wu
'H-"C HSQC coenumenus 4s, 1oCTymeH Ha caiite
xypnaia http://hgs.osi.lv.
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