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NC. A~ EtO
NH> N/\ CN NH, NH,
N K/O !\‘_NH OEt N X
AN -~ X/ P NH X// SN + N// ~vV X
= N rgloﬁécosl-:] Y 2 HCI, Et(c)>lr-|, A, 3h \YJ\N/ \NJ\N/
60-75% HCI, dioxane, A, 2.5-3 h

X = CH, CSMe, CCF3, N, CHet; Y = N, CCO,Et

PeaknusiMu KOHIEHCAIIMHA aMHHOA30J10B ¢ (2E)-(3-MopdoanH-4-11)aKpUIOHHTPUIOM | 3,3-IHITOKCHIIPOTIHOHUTPUIIOM OBIT CHHTE3H-
poBaH psix asoiol[ 1,5-a]uMpUMUIMH-7-aMUHOB. Y CTaHOBJICHO, YTO B PEAKIHAX C HEKOTOPHIMH aMHHOTPHA30JaMU O0pa3yroTCs CMecH
peruon3zoMepoB: a3oio[1,5-a]nupuMuauH-7-aMUHOB U a30J10[4,3-a | IMpUMUANH-5-aMUHOB.

KioueBsle cioBa: azonol[l,5-amupumuauH-7-aMuHbL, 3,3-TH3TOKCHIPOTMOHUTPII, (2E)-(3-Mop¢oniH-4-1i1)aKpHIOHHTPHII, TeTepo-

HUKInU3alus, NE€pErpyniupoBKa I[I/IMpOTa.

B psiny npousBoaHbIx a30:10[ 1,5-a]nupuMyuaAnHOB U3BECTHBI
MIPOTUBOBUPYCHBIC, aHTHOAKTEpHAIbHBIE, TPOTHBOMAPA3U-
TapHBle, TPOTHBOONYXOJEBbe cpenctBa.”  Illupoxuii
CHEKTp OHMOJIOTMYECKOW aKTMBHOCTH 3THX COEAWHEHUI
0OBSICHSIETCSI MX CTPYKTYpHOH aHAlOTHEW ¢ NMPHUPOAHBIMHU
ITyPUHOBBIMH OCHOBAHHUSIMH, OTBEUAIONIMMHU 32 KOHTPOIb
KIIFOUEBBIX OMOXMMHMYECKMX TIPOIECCOB, a TaKKE HX
CIIOCOGHOCTBIO K XEJATHPOBAHHMIO MeTamios.’ ° CHHTe-
THYECKHE METO/bl, HauOoyiee 4acTo HCIOIb3yEeMbIE IS
MIOCTPOEHHS  a30JIONMPUMHIUHOBBIX ~CHCTEM, OOBIYHO
BKIIIOYAIOT pEaKIUM TeTepOLUKIM3alUd Ha OCHOBE
COOTBETCTBYIOIINX aMHUHOA30JI0B JIMOO (YHKIMOHAIN3U-
POBaHHBIX NPOM3BOJHBIX MUPUMMINHA. B mepBoM ciyuae
IpHU CO3JaHUM NMUPUMUAMHA 10 Tumy [3+3]-mpouecca B
KayecTBE KOMIIOHEHTa, NPUCOEAUHAEMOro K 3-aMHHO-
a30J1y, UCTIONB3YIOTCS 1,3-THMKapOOHMWIBHBIE CUCTEMBI HIIH
MX CTPyKTypHble aHanoru.”® JIpyroil myTh momydeHus
a30110[ 1,5-a|nupUMUAYHOB HA OCHOBE MIPOU3BOIHBIX TUPHU-
MHUIMHa Ooiee pa3sHOOOpas3eH, OIHAKO OrpPaHUYMBAETCS
TPYAHOAOCTYIIHOCTBIO 3THX Hpou3BoAHBIX. Kak mpasuio,
TaKkoil MOAXO0J CBOIUTCA K PEaKLUSAM TeTepOLUKIN3aALUU
2-ruipa3suHONUPUMUINHOB WIN AUAMUHOMUPUMHIUHOB C

© 2019 JlaTBHiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

KapOOHUIHHBIMU COGJJ[I/IH@HI/IS[MI/I,LH

TENbHOW TIMKIM3AIMK  (MTUPUMHUANH-2-UIT)aMUIIHOB.
OpHako CHHTE3 7-aMHHO3aMEIEHHBIX a30JI0MHPUMHINHOB
B JINTEpPaType OTPaHMYIMBAETCS JIBYMS IPUMEPaMH, & UMEHHO
mojiyueHueM  HezamemienHoro [1,2.4]rpuazono[1,5-a]-
NUpUMHIIMH-7-aMmuHa W 2-metun[1,2,4]tpuazono[1,5-a]-
NUPUMUJIUH-7-aMUHA B3aUMOJEHUCTBUEM COOTBETCTBYIO-
IIETO0 aMUHOTpHa3oiia ¢ 3-(MUIEePUINHO )aKpUIOHHTPHIOM
wi 3-(mavernnamuso)akpriorntpuioM. ' Muorue mpo-
m3BonHele  [1,2,4]Tpmazono[l,5-a]mupumMunnH-7-aMrHOB
3apeKOMEHIOBANN ce0sl KaK COCAMHEHHs, O0JiaJaromniie
PSIOM TONE3HBIX OHOIOrMYecKHX cBoicTB.' Uare Bcero
CHHTE3 TaKWX aMHHOIIPON3BOIHBIX BKIIIOYAET TPYI0EMKYIO
MIPOTEKAIONIYI0 C HEBBICOKMMH BBIXOJAMH CTAIHIO XJIOP-
JIE30KCUTC€HUPOBAHUS C TOCIEYIOMNM UNCO-3aMEIIeHUEM
ranoresa.’’ TakuM 06pa3oM, IOMCK HOBBIX M YIOOGHBIX
croco0OB CHHTE3a JaHHOTO KJIACCAa COSNMHEHHH SBISETCS
aKTyaJlbHOM 3a/1a4ueil.

B HacTosmielt paboTe Mbl IpejyiaraeM ajabTepHATHBHBIN
paHee ONMMCaHHBIM B JINTEpaType BapHaHT CHHTE3a a30JI0-
[1,5-almupuMuanH-7-aMHHOB W3 aMHHOa3010B la-h u
(2E)-(3-mopdonmmH-4-wn)akpuioHuTpria (2), TOIYyIeHHOTO

a TakKXC K OKHCJIU-
12,13
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TPEXKOMITOHEHTHOM KOHZEHCAIMEH IIMaHyKCYCHOM KUCIIOTHI C
MOPGOIMHOM ¥ TPUATHIOPTOGOPMHATOM'® HIH H3 KOM-
MEpPYECKH JOCTYITHOTO 3,3-IU3TOKCUIIPOTHOHUTPHUIIA.

Y cTaHOBIIEHO, YTO KUIITYEHUE PacTBOPOB a30510B 1a—h ¢
(2E)-(3-MopdoiH-4-101)aKpIIOHUTPUIIOM  (2) TPUBOIHUT K
00pa30BaHUIO IENEBBIX a30io[ 1,5-a |mpumMuayH-7-aMIHHOB
3a-h (cxema 1). B Takux pactBopmremsx, kak MeCN,
IM®A, AcOH, mpoaykrer 3a—h Opumn moydeHBI C
Beixomamu 30—40%. OpHako wcHonb30BaHuEe cMmecu Py,

AcOH B »OKBUMOJSPHOM COOTHOUICHHH IO3BOJHIIO
YBEJNWYHTH UX BBIXOAHI 10 60—75%.
Cxema 1
Method |
&
-
— NH2
N—NH 2 CN N
X, o 7 NT
\y)\NHz Py, AcOH X
1a-h A5h
3a-h

3aX=CH,Y =N (75%), b X = CSMe, Y = N (60%),
¢ X =CCF3, Y =N (63%), d X =Y =N (72%),
e X = CH, Y = CCO,Et (67%), f X = C(2-thienyl), Y = N (69%),
g X = C(2-Fur), Y = N (65%), h X = CMe, Y = N (62%)

Jpyroil cuHTeTHYECKUI MOAXO0/I, OCHOBAaHHBIA Ha B3alMO-
JercTBuM 3-amuHoazonoB la—h ¢ 3,3-musTokcunponuo-
HuTpuioM (4) (cxema 2), s coenuHennii 1a,b,h oxazancs
HECETICKTHBHEIM — PEaKIUs B TPEX CIy4asx COMpPOBOXK-
Janach 00pa3oBaHWEM HW30MEPHBIX a30i0[4,3-a|nupumu-
JIUHOB 5.

Cxema2 Method Il
EtO
CN
NeNH OEt NH; NH2
- 4
1 /N\ N /X\ N
X\ /)\NHZ For 1 X/ N + N/ Y
Y (For 1a) \Y%\ — Y /J\ Z
1a-h HCI, EtOH, A, 3 h N N7 SN
(For 1b-h) 3a-h 5a-h

HCI, dioxane, A, 2.5-3 h

B ciyuae ammHoaszonoB lah B peakmmoHHOH cmecu
mpeobiaganu pernon3oMepHsle IPoayKTHl 5a,h (ux conep-
JKaHUe cocTaBisuio 95 u 60% COOTBETCTBEHHO), a B ClIydae
coemuuenusi 1lb monms w3zomepa Sb Obuta okoio 5%
(cooTHOIEHNE TPOMYKTOB TMOIYYEHO HAa OCHOBAHHUU
JIaHHBIX crnekTpoB SIMP 1H). OpmHako Toceayronas
obpaboTtka 2% BomHbIM pactBopoM KOH cmeceit coemu-
vernit 3a + 5a u 3h + 5h u 1% BOAHO-CIIUPTOBHIM
pactBopom KOH cmecu coenunenwuit 3b + Sb compoBox-
Jlajach IMeperpynmnupoBko JlumMpora mMeHee yCTOHYHMBBIX
m3omepoB Sa,bh B mpoaykrter 3a,bh ¢ xopormmmu

Beixonamu. [lpeamnosaraemblii  MeXaHHU3M  IEpErpyl-
MTUPOBKH MPEJICTaBIICH HA cXeme 3.
B mwmrepatype CcHOCOOHOCT K IEperpymiupoBKe

JlMMpoTa OnMCHIBAETCS Kak 0OIIee CBOWCTBO a3amHJIOIH-
3MHOB, 3aKJIIOYAIOIIEecs B IEPECTAHOBKE JIBYX TIeETEpo-
aTOMOB IIUKJINYECKOH CHCTEMBI, KOTOpPasi MPOUCXOJNUT, KaK
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Cxema 3
NH; T HO NH, % .
J~NH
//X\N > //X\N | i = /\)CJ)\
—_—
‘NN “ - OH \N/J\N I ” NHZ_
5a,b,h L H u
NH; HO NH, - x
7, \N
/N\N N ’N\N - | N J\ /\/ﬁ\
vl A Tho X2l NN
N N N N L H H )
3a,b,h - H

IPABHIIO, B OCHOBHBIX HMJIM KHCJIBIX YCIOBHAX. - Hauamb-
Has CTagusl pEakluH, KaTaJm3HUpyeMOW OCHOBaHHUEM,
BKITIOYAaeT HYKICO(QMIBHYIO aTaKky THAPOKCHA-HOHA IIO
TIOJIOKCHAIO 5 C TOCIEAYIOMIUM PACKPHITHEM ITHPHMUIH-
HOBOTO ITMKJIA, TAYTOMEPHU3alHe 00pa3yromerocs: HHTep-
MeINaTa U ero PelUKIU3aIieH.

Jns BBIOOpa ONTHMAJBHBIX YCIOBHH CHHTE3a OBLIO
HCCIICIOBAaHO B3aMMOJICHCTBHE aneTals 4 ¢ aMHHOA30JIaMH
la-h B pa3nu4HBIX pPACTBOPUTENSAX. YCTAHOBJIEHO, YTO
npoBeneHue peakuu B AcCOH compoBoxmaeTcs aleTwIn-
pOBaHMEM WCXONHBIX aMHHOa30ioB la—h, 4Tto cCymme-
CTBCHHO CHIDKAET BBIXOJBI IEJNEBHIX MPOAYyKTOB. CHcTeMa
Py, AcOH Taxxe okazanace Henpuroasa. Jlydiue pe3yiib-
TaTHl OBUIN TIOJYYCHBI TIPH MPOBEICHUH CiHTe3a B IMDA,
EtOH u nuoxcane (BBIXOIBI MPOAYKTOB COITOCTABUMBI).

CrpoeHre CHHTE3MPOBAaHHBIX COCAWHCHHHA MOATBEPK-
naercsi AaHHbiMu cnektpoB SIMP, UK u snemeHTHOrO
ananuza. B UK cnekrpax coenunenuit 3a—h ormeuarorcs
XapaKTepHBIC ITOJIOCHI TIOTJIOMICHHS IEPBHYHON aMHHO-
rpynmsl B o6nacti 3210-3430 cm'. B cnexrpax SIMP 'H
BCEX COCAWHCHHWHA NPUCYTCTBYIOT VIIUPEHHBIH CHHTJIET
JIByX TPOTOHOB aMHUHOTPYHIEI B 0obmactu 7.84-8.51 M. 1.,
IBa IyOiieTa MHUPUMHIUHOBEIX mpoToHOB H-5 m H-6 B
obmactm 8.17-898 M. n. m 6.30-6.58 M. 1. cooTBer-
CTBCHHO, a TaK)X€ CHTHAJIBI, XapaKTepHBIC A a30JbHOU
YaCTH MOJIEKYJIBI.

CrpoeHre pPerHon30MEpHBIX MPOAYKTOB U MPOTEKaHUE
MEeperpymmupoBKH JIMMpoTa JOKa3aHO C HCIIOJIE30BaHHEM
KOPPESALMOHHBIX METOJIOB 'H-"C HSQC u 'H-"*C HMBC
Ha TIpUMepe BBIJCIICHHBIX B HHINBHIYaTIbHOM BUIE COCIIH-
Henuii 3a u 5a (puc. 1). B cnexrpe 'H-""C HSQC [1,2,4]-
Tpuazono| 1,5-a|nupumuaua-7-amuaa  (3a)  OJHO3HAYHO
YCTaHOBJIEHO MOJIOKEHUE CIIEAYIOIIUX CHUTHAJIOB: aroMma
yraepona C-2 (154.4 M. 1.), AMEIOIIEro KOPPESIIIMOHHBIH
MWK C €IWHCTBEHHBIM CHHTIIeTOM TpoToHa H-2 (8.44 m. 1),
atoma C-6 (90.8 M. 1.), KOTOpBIi HaxoauTcs B Ooiee
CUJIBHOM II0JI€ M3-3a IOHOPHOI'O BIUSIHUSI aMUHOTPYIIIBI,
atoma C-5 (153.5 M. xa.), moJOXEHHE KOTOPOTO OBLIO
BBISIBJIEHO METOJIOM HCKIIOueHus. C MOMOILBIO CIEKTpa
'H-"*C HMBC ycranoseno nonoxenne atoma C-7 (149.3
M. ]I.), CHTHAJI KOTOPOTO MMEET KPOCC-TIUKU C CHTHAJaMH
npotoHoB H-5 (8.26 m. n.) u H-6 (6.30 M. 1.), a Takxke
MoJIoXKeHUe y3i0Boro aroma C-3a, curHajl KOTOpOro UMeeT
KPOCC-TIMKM C CUTHalaMH Tpua3oibHOro mnporona H-2
(8.44 m. n.) u mupumuauaOBoro H-5 (8.26 M. 1.), uto He
MIPOTUBOPEUYUT CTPYKTYpE, MpeICTaBICHHON Ha puc. 1.
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Pucynox 1. Kmouessie B3auMoneiicteus B criekrpax 'H-""C HSQC
u 'H-"*C HMBC coeaunenuii 3a, 5a (5, M. 11.).

B cnektpe 'H-C HSQC [1,2,4]tpuazono[4,3-a]-
MUPUMUANH-5-aMuHa (5a), 10 aHAJOTHUHM C COCJUHEHHEM
3a, 0JHO3HAYHO YCTaHOBJIEHO IOJIOKEHHE aTOMOB YIJIepoja
C-3 (131.5 m. n.), C-6 (88.1 m. 1.) u C-7 (155.1 m. m.).
CurHanbl IUPUMHIMHOBEIX MPoTOHOB H-6 (6.03 M. 1.) u
H-7 (8.19 M. 1.) UMEIOT KpOCC-TTUKH ¢ CUTHaJIOM atroma C-5
(147.9 M. 1.), 9TO MaeT BO3MOXKHOCTh OJJTHO3HAYHO YCTaHO-
BUTb €ro TOJIOKECHUE. Y CHI'Halla eJMHCTBEHHOI'O MPOTOHA
TpuazonpHoro 1mukiaa H-3 (9.24 M. n.) B maHHOM ciiydae
OTCYTCTBYET KPOCC-IIUK C CUTHAJIOM y3i10Boro atoma C-8a
(155.1 M. n.), moOJIO)KEHUE KOTOPOTO, B CBOIO OYepeb,
YCTaHOBJIEHO IO PE30HAHCHOMY CHUTHally ¢ nporoHoMm H-7
(8.19 M. 1.). B 10 xe Bpemst mnsi cur"aina mpotona H-3
(9.24 M. n.) HaOmrOmAeTCsl KPOCC-TIUK C CHTHAJIOM aToMa
C-5 (147.9 M. n1.), 4TO HE MPOTUBOPEUHUT MPEIIOIaraeMoit
CTPYKTYpe, MpeJCTaBICHHON Ha puc. 1.

Takum oOpa3oMm, pas3paboTaH YIOOHBIM U IPOCTOH
METOJ] CUHTe3a a30J10[ 1,5-a|mupuMUIuH-7-aMHUHOB € UCTIONb-
3oBaHueM  (2F)-(3-mMopdonuH-4-uin)akpuiIoHUTpUIA U
3,3- I3 TOKCUITPOITMOHUTPHIIA.

JKcnepUMMEeHTAIbHAS YaCTh

UK crekTpsl 3aperucTpupoBaHbl Ha CIIEKTPOMETpE
Bruker Alpha, ZnSe (HIIBO). Cnextpst IMP 'H u °C u
koppemsmonssie cnektpsr 'H—>C HSQC u 'H-"C HMBC
3aperucTpupoBanbl Ha cnekrpomerpe Bruker DRX-400
(400 n 101 MI'1y COOTBETCTBEHHO) MJIM Ha CIIEKTPOMETpe
Bruker Avance NEO 600 (600 u 151 MI1 cootrsert-
CTBCHHO), YKOMIUIEKTOBAHHOM IHHUPOKOIIOJIOCHBIM I'PAAUCHT-
HbIM KpuonatunkoMm Prodig, pactBoputens JIMCO-dg,
BHyTpeHHu# ctangapT TMC. DneMeHTHBIH aHaIN3 BBIION-
HEH Ha 3yeMeHTHOM aHanu3atope PerkinElmer PE 2400.
TeMnepaTprI IJIaBJICHUA  ONPEACICHBI B  OTKPBITBHIX
Kanmwsipax Ha ammapare Stuart SMP3. Jlns KoJIOHOYHOM
Xpomartorpaduu MCIONB30BaH crimkarens Silica 60 (40—
63 MKM).

MMonyuyenue coeauneHuii 3a—h (oOmas meToauKa).
Merton 1. K cmecn 4.4 mon Py u 3.0 mn AcOH mpu miepe-
MemmBaHuu 100aBsroT 0.01 Mone S-ammHOazoma la—h u
1.38 r (0.01 monp) (2E)-(3-MopdommH-4-11)akpHIOHUTpHIIA
(2). [NomyuerHyr0 CMeCh KUIATAT IIpu Temmepatype 150 °C
B TedeHue 5 4. Ilocime KunsyeHHsI CMeCh OXJIaXKIaroT.
BremaBmmii  ocagok  OTGUIBTPOBBIBAIOT, IPOMBIBAIOT
HebospmmM konmmaectBoM EtOH u cymat.

Merton II. K mepemenmBaemomy mpu 50 °C pactBopy
(mmn cycnensun) 0.01 MOIB COOTBETCTBYIOIIETO aMUHO-
azonma la—h B 15 M pactBopurens (mis coenuHeHHs 3a
EtOH, nys coequnennii 3b—h nuoxcan) mobasnstor 1.5 mi
(0.01 w™omp) 3,3-mudTOKCHTIpONIMOHUTpHUNa (4), 3aTeM
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nmobasisror 0.86 M (0.01 moms) 36% pactBopa HCI.
PeakimonHy0 cMech KHIATAT B KOJIOE ¢ 00paTHBIM XOJIO-
IUIBHUKOM B T€UCHHE 2.5-3 4., CycreH3uIo (WIN PacTBOP)
OXJIKIAIOT O KOMHATHOW TEMIIEpaTypsl M BBIICIAIOT
LENEBOM MPOAYKT OJHHM M3 CHOCOOOB, yKa3aHHBIM IS
Ka)XJJOTO COCIMHCHHS.

[1,2,4] Tpuazono[l,5-ajnupumuaun-7-amun (3a). Beixon
1.01 t (75%, merton I), GexeBBIit MOPOIIOK, T. L. 276-279 °C
(MeCN). Meron II. TlomyueHHyIO CycrieH3WIO HeHTpa-
mm3yoT Et;N, ocamok OTQHUIBTPOBHIBAIOT, IPOMBIBAIOT
EtOH, CHCI; u cymat Ha Bo3ayxe. Cyxoit ocasok pacTso-
pstoT B 20 mi H,O u go6asmnsttot pactBop 0.561 r KOH B
10 M H,O, mepeMemuBaioT Ipu KOMHATHOH TeMIeparype
B TeueHHE HOuu. [IoayyeHHYI0 CyCIEH3UI0 HEUTPAIU3yIOT
AcOH 1o pH ~7 1 ONHOCTBIO yIapuBaIOT MPH MOHUKEH-
HOM JaBJCHWH, CyXOH ocTaTok cmbiBaioT EtOH, ¢wmist-
pytot u npomeiBatoT EtOH. Bexox 0.96 t (71%, meton 1),
OempIit mopomiok, 1. wr. 276-278 °C. UK cmexTp, v, em b
3244, 3298 (NH,). Crextp SIMP 'H (400 MIm), 3, m. 1.
(/, Tm): 6.30 (1H, mo, J = 5.5, H-6); 8.14 (2H, ym. c, NH,);
8.26 (1H, 1, J = 5.5, H-5); 8.43 (1H, s, H-2). Criextp SIMP °C
(101 MI'm), 8, M. 1. 90.8 (C-6); 149.3 (C-7); 153.5 (C-5);
154.4 (C-2); 155.9 (C-3a). Haiineno, %: C 44.29; H 3.88;
N 52.10. CsHsNs. Bwramcneno, %: C 44.44; H 3.73;
N 51.83.

[1,2,4] Tpua3o.io[4,3-a|nupumuaun-S-amun (5a). Ilomy-
yeHHY10 MetoaoM Il cycnensuro coequHenust 3a HeWTpa-
m3yoT EtN, ocamok OT(QHIBTPOBBIBAIOT, MNPOMBIBAIOT
EtOH, CHCI; u cymar Ha Bo3ayxe. [IpogykT HaHOCAT Ha
cmmmkarens (0.04-0.063 mMm), amoupyroT u3omep 3a
(CHCI13-MeOH, 5:1), 3atem npoaykT Sa cmbiBator MeOH.
Bexon 0.97 r (72%), GexeBBIil IOpOIIoK, T. T 287-289 °C.
Cnextp IMP 'H (600 MI'), 8, m. a. (J, T'u): 6.03 (1H, x,
J=15.1, H-6); 8.18 (2H, ym1. ¢, NH»); 8.20 (1H, o, J= 5.1,
H-7); 9.24 (1H, s, H-3). Crextp SIMP C (151 MI'ny), 3, M. 1.
88.1 (C-6); 131.5 (C-3); 148.0 (C-5); 155.1 (C-7); 155.1
(C-8a). Haiineno, %: C 44.36; H 3.56; N 52.08. CsHsNs.
Brrauciaeno, %: C 44.44; H 3.73; N 51.83.

2-(Metuiacyabspanmnin)[1,2,4] tpuazono[1,5-a|mupumuaun-
7-amun (3b). Bexox 1.08 r (60%, meron I), OexeBbrid
mopomok, T. 1. 230-233 °C (MeCN). Meron II. Ocamox
OoT(UIBTPOBBIBAIOT M cymaT Ha Bo3ayxe. Cyxoi ocamox
pactBopstor B 50 M ecmecn HyO-EtOH, 1:1 u goGapnstoT
pactBop 1.122 r KOH B 10 M H,0, nepememuBator npu
40 °C B TeyeHHE HOYM, MOCJE OXJIAXKIAIOT JI0 KOMHATHOU
Temneparypsl U HedTpanuzyroT AcOH no pH ~7, ynapu-
BatoT EtOH npu noHmkeHHOM /aBII€HHH, 0CAT0K OTQHIBT-
POBBIBAOT U CYILIAT MPH MOHMWKEHHOM JaBieHuu npu 110 °C
Hax P,Os. Beixon 1.56 r (86%, meron 11), Genbrit mopomiok,
T. 1. 231-233 °C. UK cnexkrp, v, eM ' 3274, 3308 (NH,).
Cnextp SAMP 'H (400 MTI'm), 8, m. 1. (J, I'm): 2.64 (3H, c,
CHj); 6.24 (1H, n, J = 5.7, H-6); 8.05 (2H, ym. ¢, NH,);
8.17 (1H, 1, J = 5.7, H-5). Cuextp SIMP "°C (101 MTIm),
5, M. 1. 13.3 (CHay); 91.1 (C-6); 148.2 (C-7); 152.9 (C-5);
156.4 (C-3a); 165.6 (C-2). Haiineno, %: C 39.96; H 3.93;
N 38.68; S 17.54. C¢H;N;sS. Brruucneno, %: C 39.77;
H 3.89; N 38.65; S 17.69.

2-(Tpudropmeruni)[1,2,4]Tpuazono[1,5-alnupumuann-
7-amun  (3¢). Bexon 1.28 1 (63%, merom 1), Oebrit
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nopomiok, T. wi. 233-235 °C (i-PrOH). Metopn II. ITomy-
YyeHHbI pacTBOp HeWrpanusyroT Et;N, mocie peakuuoH-
HYI0 CMeCh YMapWBalOT IIPH TOHIDKCHHOM aBIICHHH,
cyxoir octatok cMmbBaror CHCI;, ocamokx oT¢uibTpOBHI-
BatoT. [lomydeHHBIH TPOXYKT KpHCTALIN3YOT U3 i-PrOH.
Bexon 1.31 1 (65%, meton II), Gemnbrit mopomiok, T. . 233—
235 °C. UK cnextp v, em 'z 1180 (CF), 3312, 3331 (NH,).
Cnextp SIMP 'H (600 MI'n), 3, M. 1. (J, Tw): 6.45 (1H, x,
J=5.7,H-6); 837 (1H, n, J = 5.7, H-5); 8.51 (2H, ym. c,
NH,). Crextp SIMP "°C (151 MTI'm), 8, m. 1. (J, T'm): 92.8
(C-6); 119.6 (x, Jcr = 271.0, CF3); 150.3 (C-7); 154.4 (x,
Jeor = 38.0, C-2); 155.1 (C-5); 156.2 (C-3a). Haitneno, %:
C 35.26; H 1.81; N 34.28. C¢H4F;Ns. Breruucneno, %:
C 35.48; H 1.98; N 34.48.
Terpa3zono[l,5-alnmupumuaun-7-amun  (3d). Brxon
0.98 T (72%, meton 1), GexeBbIi MOPOMIOK, T. I 270-275 °C
(AM®A). Meton II. Ocamok oTOUIBTPOBHIBAIOT, CYIIAT HA
Boznyxe. Cyxoit ocagok pactBopsitoT B 15 min H,O u, nepe-
MemmBas, npunuBatoT NH4OH no pH ~8, ocagok otdmisT-
POBBIBAIOT, CyImIaT B BaKyyMHOM 3Kcukatope Han P,Os.
Brexon 0.91 t (67%, meton II), Gi1eqHO-KENTHINA MOPOIIOK,
T. L. 274-276 °C. UK cuektp, v, em ' 3274, 3296 (NH,).
Cnextp SIMP 'H (600 MI'n), 3, M. 1. (J, Tw): 6.58 (1H, x,
J =175, H-6); 7.84 (2H, ym. ¢, NH,); 8.98 (1H, x, J = 7.5,
H-5). Cnextp SIMP °C (151 MIn), §, m. 1. 104.4 (C-6);
1329 (C-5); 155.5 (C-3a); 162.3 (C-7). Haiimeno, %:
C 35.16; H 2.92; N 61.92. C4H4;Ng. Boruamcneno, %:
C 35.30; H2.96; N 61.74.
ITHia-7-amuHONMpa3oJio[1,5-alnupumuann-3-kapo-
okcmnatr (3e). Bexox 1.38 r (67%, merom I), Oembrii
mopomok, T. wi. 164-167 °C (i-PrOH). Metox 11. Brize-
JICHHEe W OYHCTKY IPOBOASAT AHAJOTHYHO METOJHKE IUIS
coenmuuenus 3c¢. Beixon 1.82 r (88%, meron II), Oembrid
nopomok, T. mi. 165-167 °C. UK crektp, v, cM " 1666
(C=0), 3320, 3430 (NH,). Cnextp SIMP 'H (400 MTIm),
6, m. a. (J, T'm): 1.28 3H, T, J = 7.1, CH;); 4.25 (2H, k,
J="17.1, CHy); 6.31 (1H, 1, J = 5.4, H-6); 8.08 (2H, ym. c,
NH,); 8.25 (1H, n, J = 5.4, H-5); 8.47 (1H, ¢, H-2). Cnextp
AMP *C (101 MTIu), 8, m. x. 14.5 (CH,CHs3); 59.0
(CH,CHj3); 90.8 (C-6); 99.8 (C-3); 146.3 (C-2); 148.5
(C-3a); 148.7 (C-7); 1519 (C-5); 162.2 (COOCH,).
Haiimeno, %: C 52.41; H 4.88; N 27.16. CoH;(N4O,.
Brruucaeno, %: C 52.42; H4.89; N 27.17.
2-(Tuoden-2-un)[1,2,4]rpuazono[1,5-a|nupumuann-
7-amun (3f). Beixog 1.49 1 (69%, Merton 1), GexeBbIid
nopomok, T. wi. >300 °C (MeCN). Meron II. Ocanok
OTQUIBTPOBEIBAIOT M CyIIaT Ha Bo3ayxe. Cyxoil ocamok
pactBopsirot B 40 mut EtOH u no6asmsror Et;N 1o pH 8-9,
ocafok oTGuIbTpoBBIBatOT, pomeiBator CHCI; u cymar
Ha Bo3ayxe. Beixog 1.80 r (83%, meronm II), Oembrit
nopouok, T. mwi. >300 °C. UK cnekrp v, em 3288, 3427
(NH,). Crexrp SIMP 'H (600 MI'm), 8, m. 1. (J, Tu): 6.31
(1H, n, J=5.5, H-6); 7.22 (1H, n. n, J= 5.0, J= 3.6, H-4");
7.72 (1H, n, J= 5.0, H-3"); 7.83 (1H, 1, J = 3.6, H-5"); 8.17
(2H, yur. ¢, NH,); 8.25 (1H, 1, J = 5.5, H-5). Criexrp SIMP *C
(151 MTI'm), 8, m. 1. 91.4 (C-6); 127.9 (C-3"); 128.2 (C-4");
128.9 (C-5"); 133.8 (C-2"); 149.0 (C-7); 153.6 (C-5); 156.5
(C-3a); 159.5 (C-2). Haiimeno, %: C 49.62; H 3.17; N 32.24.
CoH;N;S. Breruucineno, %: C 49.76; H 3.25; N 32.24.
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2-(®ypan-2-un)(1,2,4]rpuaszono|[l,5-a|nupummuaun-
7-amun (3g). Beixox 1.31 1 (65%, meron 1), kopudaHeBbIit
MopookK, T. mwi. 275-277 °C (c pazn., MeCN). Meton II.
Ocanok oTGHUIBTPOBBIBAIOT U cymiaT Ha Bozayxe. Cyxoii
ocasiok pactBopsitoT B 15 M H,O u BHocsT pactBop 0.561 r
KOH B 5 ma H,0, ocanok oTuIBTPOBEIBAIOT, CyIIAT TPH
noHmkeHHoM nasnenun npu 110 °C wan P,Os. Beixon 1.37 ¢
(68%, meton II), cBeT0-0€kKEBBIH MOPOLIOK, T. M. 276—
278 °C. YK crektp v, cM ': 3368, 3426 (NH,). Crektp
SAMP 'H (600 MI'n), 8, m. 1. (J, T'm): 6.33 (1H, 1, J = 5.5,
H-6); 6.66 (1H, n. n, J = 3.5, J= 1.8, H-4"); 7.17 (1H, n,
J=3.5,H-3"; 7.89 (1H, n, J = 1.8, H-5"); 8.25 (2H, ym. c,
NH,); 8.26 (1H, 1, J = 5.5, H-5). Criektp SIMP C (151 MI'n),
S, M. 1. 91.5 (C-6); 111.9 (C-3"); 112.1 (C-4"); 144.9 (C-5");
146.3 (C-2"); 149.3 (C-7); 153.7 (C-5); 156.4 (C-2); 156.5
(C-3a). Haiineno, %: C 53.75; H 3.58; N 34.75. CoH;N;0.
Brruucaeno, %: C 53.73; H 3.51; N 34.81.

2-Metui[1,2,4]Tpuasono[1,5-alnupumuann-7-amun (3h).
Bexon 0.92 1 (62%, meton I), GesxeBblif MOPOMIOK, T. I
208-210 °C (MeCN). Meron II. Ocamok orhuibTpo-
BBIBAIOT U cymIaT Ha Bo3ayxe. Cyxoil ocaok pacTBOpPSIOT B
20 mn H,O u nob6asnsror pacteop 1.122 r KOH B 10 mn
H,O, BeImepxuBaOT IpH KOMHATHON TemmepaType B
TeueHHue HOYM. llonydeHHBI pacTBOp HEUTPAIU3YIOT
AcOH no pH ~7, oxnaxnator Ha neasHoi 6ane. CycneH-
3110 PUIBTPYIOT XOJOAHOU, OCaJ0K CyLIAT MPH MOHMKEH-
HoMm pasinenuu npu 110 °C vag P,Os. Beixoa 0.90 r (60%,
meron II), OexeBbrd mnopomok, T. i 209-211°C.
UK crmektp, v, cM 't 3210, 3342 (NH,). Cnextp SIMP 'H
(600 MTI'm), 6, m. 1. (J, I'm): 2.42 (3H, ¢, CH3); 6.23 (1H, n,
J=5.5, H-6); 8.05 (2H, ym. ¢, NH,); 8.17 (1H, 1, J= 5.5,
H-5). Cnextp SIMP C (151 MI'n), 8, M. 1. 14.8 (CHs);
90.6 (C-6); 148.7 (C-7); 153.0 (C-5); 156.4 (C-3a); 163.5
(C-2). Haiineno, %: C 48.37; H 4.70; N 46.88. C¢H;NG;.
Brruucaeno, %: C 48.32; H 4.73; N 46.95.

®aifn conpoBOAUTENEHOW WHPOPMALUH, COIEPIKAIIUI
cnektpsr IMP 'H, °C u 'H-">C HSQC, 'H-">C HMBC
coenunenuit 3a—h, 5a, nocryneH Ha caiite xypHaia http:/
hgs.osi.lv.

Pesynomamel nonyuenvt 6 pamkax 6bINOJIHEHUs. 20CY0ap-
cmeenno2o 3adanusi Munucmepcmea 0opasosanus u HayKu
Poccutickou @edepayuu (Ne 4.6351.2017/8.9).
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