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54-93% N/J\N _N 4-CICgHy4, (tetrahydrofuran-2-yl)methyl

Couerannem couseii 3-3amemenHoro 1,2,4-Tpua3on-5-mua3oHUsT € AleTOYKCYCHBIM 3(UpoM CHHTEe3HpoBaHBI 1,2.4-Tprazon-5-ui-
THIPa30HbI, B3aUMOJIEHCTBHE KOTOPHIX C AUMETHIAIeTaIeM JUMETHIGOpMaMiia IPHBOJUT K 0OPa30BAHUIO COOTBETCTBYIONIHUX JIETKO-
BhIIENAEMBIX  4-[2-(aumeTnnamuno )Bunmi|[ 1,2,4]tpuasono[5,1-c][1,2,4]tpuasun-3-kapbokcunatoB. KoHeHcanued MOCIECAHUX C
NepBUYHBIME aMUHAaMH CHHTE3UpOBaHbl HOBbIe Hpuao[4,3-e][1,2,4]tpa3ono[5,1-¢][1,2,4]tpna3us-6(7H)oHBL

KiioueBble ciioBa: aneToykCycHBIH 3(GHp, THAPa3oH, IUMeTIIaleTanb auMeTniadopmamua, eHamus, nupuno[4,3-e][1,2,4]rpazomno[S,1-c]-
[1,2,4]Tpuasun, comnsb 1,2,4-tpuazon-S-auazonus, [1,2,4]tpuazono[5,1-c][1,2,4]rpuazux.

TMomuHykiaeohuibHass MPUPOJa U CIIOCOOHOCTH MPO- Cxema 1 R__N
M3BOAHBIX S-amuHO-1H-1,2,4-Tpna3onoB  00pa30BEIBATH
AWA30HUECBBIC COJIM OTKPLIBAECT JOCTYIl K IOCTPOCHUIO
[1,2,4]rprazomno[5,1-c][1,2,4]rpuasuroBoro nukna (cxema 1).
Tak, Hampumep, KoHAeHcanueid coined 1,2,4-Tpuazon-5-
AUA30HUA C pasiiIndYHbIMU METUJIICHAKTUBHBIMHA HI/ITpI/I.]'la,MI/I1
O6bun  mosy4yeHs! 4-ammHO-[1,2,4]TpHazono[5,1-c][1,2,4]-
TPUA3UHBI, IIPOSIBIISIONINAE BBIPAKEHHYIO aHTI/IMI/IKpOGHyI-OZ
M NPOTHBOBHPYCHYKO aKTHBHOCTH.” I10J0GHBIM 06paszoM,
BHYTPHMOJICKYJISIPHON HUKIM3aluel THAPa3oHOB, o0Opa-
3YIOMHUXCS W3 OCH3MMUIA30J-2-MIyKCYCHOTO 3¢upa H
costei 3-3amemenHoro 1,2,4-Tpuaszon-5-nua3oHusi, CUHTE-
3upoBaHa [1,2,4]rpuazomno[5,1-c][1,2,4]rpuasun-4(1H)-oHo-
Bas CHCTeMa,’ HEKOTOpbie IPOM3BOMHBIE KOTOPOHl Mpes-
cTaBJIeHBI KakK 3()(eKTHBHBIE crenn(pUIecKre HHTHOUTOPHI
JIHK-nionumepas.” Hutpornpomssoausie [1,2,4]tprasono-
[5,1-c][1,2,4]Tpna3uHOB, TONyYeHHbIE  KOHIEHCAIUeit
coneil 3-HUTPOTPHA30I-5-THA30HUSA C HUTPOALETOHUTPH-
JIOM, IPEIJIOXKEHBI KaK MOITHBIC TepMOCTa6I/IJ'[BHBIe B3pPbIB-
yarble BemecTsa.’ [1,2,4]Tpuazomno[5,1-c][1,2,4]rpuasunsl, R =H, Me, Et, Ph; X = Ar, Het; Y = CO,Et, C(O)Me
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CHHTE3HpYEMbIC KOHICHCALMEH CHAMHHOB WM E€HOJIOB
TETePOIUKINIECKUX KETOHOB ¢ coisiMu 1,2,4-Tpua3on-5-
JIMA30HNs, OKA3aIHCh TIEPCIEKTHBHBIME aHTHOAKTEPHAITh-
HBIMH COETHHEHHAMA. "

[ToxazaHo, 4TO TPOAYKTH a3ocoueTanuss comu 1,2.4-
TPHA307-5-AUa30HUs. C APOMATHUECKHMH CIHMPTAMH TOA-
BEPraloTCsl BHYTPUMOJICKYSIPHON LUKIN3aIMN 0 3HJIO-
OUKIAYECKOMY aToMy a3oTa ¢ oOpasoBanueMm [1,2.4]tpu-
azono[5,1-c][1,2,4]6en30(Hadro)rpuasunos.” Eme oauH
TIpueM, IPUBOIAMNN B HTOTe K oOpazoBanmio [1,2,4]Tpu-
azomno[5,1-c][1,2,4]0eH30TpHAa3HHOBON CHCTEMBI, TIPOJE-
MOHCTPHPOBAaH Ha OCHOBE KOHICHcammu conu 1,2,4-tpu-
a30JI-5-aua30Hus C LII/IKJIOI‘GKCEIH-I,3-ﬂI/IOHaMI/I.10 He menee
MHTEPECHBIM IIPUMEPOM CHHTE3a TETParnApPHPOBAHHBIX
aganoroB  [1,2,4]rpuazono[5,1-c][1,2,4]6eH30TpHa3HHOB
SABIISICTCS  KOHACHCAIIMS 1,2,4-Tprazon-5-Tuapa3uHoOB,
MIOJIYYEHHBIX BOCCTaHOBJIEHHEM coiei 1,2,4-tpuazon-5-
nuasonus neiictsueM SnCl,, ¢ I_II/IKJIOFeKcaH—l,2—;[1/10H0M.11

Tarxke W3BECTHO, YTO KOHAGHCAIMS TPUA30JI-5-MII-
nrazopocopaHOB € AIMIXIOPHAAMH ¥ H30(THO)IHAHA-
TaMH TIPUBOJUT K 0OPa30BaHHIO 3aMEIICHHBIX IO II0JIO-
xernto 4 s¢upos [1,2,4]rpuazomno[5,1-c][1,2,4]Tpuazun-
3-xkapbonoBBIX KucioT u 1-([1,2,4]tpnazomno[5,1-c][1,2,4]-
TPHA3UH-3-1I1)9TAHOHOB, O00JIANAIOIINX MPOTHBOOITYXOJIe-
BOIT aKTHBHOCTBIO.'> Bosiee MPOCTON CUHTE3 ATHII-4-METUII-
[1,2,4]tpuazomno[5,1-c][1,2,4]rpna3un-3-kapOoKkcmnaTa Tpo-
BEACH C WCIIOJNB30BAHMUEM CONM TPHA30I-5-ITHA30HUSI U
ameToykcycHoro supa.'’

OCHOBBIBasICh Ha IIPUBEICHHBIX BBIIIE AAHHBIX IPE.-
craBisieTcs, 4to (pyHKImoHamm3amus [1,2,4]tpraszono[5,1-c]-
[1,2,4]TprnazuHOBOrO LMKIA SBISETCS BECbMa aKTyallbHOMU
3agadell. Panee HaMu OBUIO TOKa3aHO, YTO KOHAEHCALUS
2-3aMelleHHbIX 3Tri-7-metui| 1,2,4]rpuaszono[1,5-a]nupu-
MUJIUH-6-KapOOKCHIIATOB, COJIEPKAIIUX aKTHBHPOBAHHYIO
METWIBHYIO TPYNIly, C JUMeTHianeraneM N,N-IumeTni-
dopmamuga (IMA-IM®PA) mpuBomuT K 00pa3oBaHUIO
PEaKIHOHHOCTIOCOOHBIX ATHII-7-[2-(INMETHIaMIHO ) BHHIII |-
[1,2,4]rpuazonol 1,5-a mupumMuiH-6-kapOOKCHIIATOB, OTKPBI-
BAIOIIMX BO3MOXHOCTh AHHEIHPOBAHMS Ha HX OCHOBE
ITMPHIMHOBOTO ¥ JHA3EHHOBOIO IUKIOB. ! AHAOrHUHBIX
pe3yNbTaTOB MOKHO OBIJIO OXHJAaTh W JUIS STHIOBOTO
adupa 4-metmn| 1,2,4]rpuazono[S,1-c][1,2,4]rprasun-3-kapoo-
HOBOM KHCIIOTBI.

K coxanenuto, HaM He yIajloch BOCIIPOM3BECTH METO-
JUKY BHYTPUMOJEKYISIpHOM Iuknu3zanuu 1,2,4-tpuason-
S-unruapasona la, monydeHHoOro coderanuem conu 1,2,4-
TpHa30i-5-1Ma30HUsl 2a C aleTOyKCYCHBIM 3¢upom (3),
omucanHyio panee.” Kpome TOro, moIbiTKa OCYIIECTBUTH
JAHHYIO IUKJIN3AIMIO IS PsAlla CHHTE3UPOBAHHBIX 10/100-
HBIM 00pa30M rujpa3oHoB la—c Kak B cpejie MHHEpPaIbHBIX
KHCJIOT, TaK U B NPHCYTCTBUU BoJHOro pactsopa NaOH
wm NaOMe B mNOJSPHBIX pacTBOPHUTENSX (IMOKCaHe,
JIAM®A) He yBenuanmach ycrmexoMm (cxema 2). Llenesble
a¢upsr 4-metun| 1,2, 4]rpuazono[5,1-c][1,2,4|tpua3un-3-kapoo-
HOBBIX KHCJIOT 3a—¢ HE ObLIM OOHApY)KEHBI HU METOIOM
TCX, HM XpoMaTo-Macc-CHEKTPOMETpUEl peaKIMOHHBIX
cMecei.

Tem He MeHee HaMM HalEHO, YTO HarpeBaHUE SKBU-
MOJISIPHBIX KOJIM4ECTB ruapa3oHoB la—c u JIMA-JIM®DA B
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JM®A npuBOIUT UCKITIOYUTEIHHO K 00pa30BaHUIO ITHII-
4-[2-(mumetnnamuao )BuHUI [ 1,2,4]Tprazomno[ 5,1-c][1,2,4]-
TprasuH-3-kapOokcunatoB 4a—¢ ¢ Bexogamu 73-84%

(cxema 2). 3aduKcHpOBaTh yCTONYMBBIC WHTEPMEANATHI
3TOr0 KacKagHOTO TIpoliecca B PEAKIHUOHHBIX CMECAX

XpOMaTO-MaCC-CHCKTpOMeTpHeP‘I HaM HC yHajloChb. MoxHO

TPpUA30JIbHOT'O
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MPEATONI0KNTh, YTO Ha IIEPBOM 3Tare 3TOr0 B3anMOAEH-
cTBUs 00pasytorcs 3¢upsl 4-metun|1,2,4]tpuazono[5,1-c]-
[1,2,4]Tpua3un-3-kapOOHOBBIX KHCIOT 3a—C, B3aUMOJCH-
creytomre panee ¢ IMA-JIM®A 1o akTuBHPOBAHHOM
METHIHHOH rpymre B mojoxenud 4 (cxema 3, myth [). He
MEHEE BEpPOSTHO W IIEPBOHAYAILHOS EHAMHUHHPOBAHHUE
THApa30HOB la—¢ 10 METWIIBHOW TpyHIe, NMPHUBOIAIIEE K
HHTEpMeIuaTtaM Sa—c, CoJep)KallliM aKTHBHPOBAHHYIO
EKTPOPMIBHYI0 KapOOHWIBHYIO TPYHITy, Ha KOTOPYIO
MIPOUCXOJUT aTaKka SHIOUUKINYECKON aMmuHOrpynmsl 1,2,4-
[UKJa, TPHUBOJAMAs K 00pa30BaHHIO
eHamMHHOB 4a—c (cxema 3, myTs 1I).
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CrpoeHHe CHHTE3UPOBAHHBIX COEAUHEHUN 4a—¢ MOA-
TBEP)KJIEHO JaHHBIMU crnekrtpockonuu SAMP '"H u macc-
CHEKTPOMETPUU BBICOKOTO pas3pelleHus. Tak, CIEeKTph
AMP 'H enamuuoB 4a—c COZEpKAT YIIMPEHHBIE CHHI-
JIETHBIE CHTHAJIBI MPOTOHOB JMMETHIAMUHOTPYIIT B 00JIacTH
3.08-3.35 M. 1., curnansl nporonos CH BuHMibHOTO dpar-
MEHTa ¢ mpanc-KoHpUrypanue B uTepBaiax 6.30-6.36 n
9.31-9.40 M. 1. B Buze nByx ayoneroB ¢ KCCB 12.4 I,
a TaKKe XapakTEepHbIM TpUIJIET U KBapTeT NPOTOHOB
sToKcHKapOoHmIbHOH Tpymnbl ¢ KCCB 7.1 'l u curnans
IIPOTOHOB COOTBETCTBYIOIIUX 3aMECTHUTENIeH HMCXOIHBIX
coneti 1,2,4-mua3onns. Coenuuenus 4a—¢ BbIICICHEI B BHJIC
SIPKO-XKENTHIX TIOPOIIKOB, HEPAaCTBOPUMBIX B YIJIEBOAO-
poJax u cnupTax, xopouro pactsopumbix B CHCl;.

C uenbto monyueHuss HoBoi mnupunol4,3-e][1,2,4]-
Tpuazono[5,1-c][1,2,4]tpua3uHoBOil cUCTeMBbl HaMu ObLIa
H3ydeHa peaKIHOHHAas CIIOCOOHOCTh CHHTE3HPOBAaHHBIX
€HaMHHOB 4a—C 10 OTHOLICHUIO K HYKJICOMUIbHBIM
areHTaM. [Ipu 3TOM yCTaHOBIJIEHO, YTO KOHJEHCAILUS Iep-
BUYHBIX aMUHOB 6a—f ¢ rereporukiamMu 4a—¢ B KHUIALIEM
JAM®A npuBoguT K 00pa30BaHUIO 7-3aMEILCHHBIX MHPUIO0-
[4,3-e][1,2,4]tpuazonol5,1-c][1,2,4]rpuasun-6(7H)-onam Ta—f
¢ Bbixoaamu 54-93% (cxema 4).

Cxema 4 )
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6,7aR'=H, R? = CH,CH,0H; b R" = H, R? = 2,3-Me,CgHj
cR"=H, R?=4-CICgH,; d R' = Me, R? = Ph; e R' = Et,
R? = (tetrahydrofuran-2-yl)methyl; f R' = Et, R? = 3-CICgH,

B cnekrpax SAMP 'H TPULMKIIMYECKUX coequHeHuit 7a—f
OTCYTCTBYIOT CUTHAJIBI IPOTOHOB CIIOXHOI(HUPHBIX U 2eM-
JUMETWIGHBIX TPYIIL, a HAOIOJAI0TCS CUTHAIBI IPOTOHOB
MUPUAMHOBOTO IIMKJIA B BUJIE ABYX JyOJICTOB B MHTEPBAaX
7.08-7.22 u 8.28-8.33 M. A. (J = 7.4 I'1), a Tak)Ke CUTHAJIBI
MIPOTOHOB COOTBETCTBYIOIIMX 3aMECTHUTENCHl B TPUA30Jib-
HOM U MUPUIMHOBOM LIUKJIAX.

[pu wcrnonp3oBanuu B KavectBe Hykieodmia NoHy H,O
HalJeHO, 4YTO HENpOJOJDKUTENILHOE KUISTYEHHE CMECH
pearenToB B JIM®A npuBoauT K 00pa30BaHHUIO CIIOXHOU
TPyJIHOpA3IEeNUMON cMecu HOpoAyKToB. OcCyIIeCTBUTH
JAHHO€ B3aUMOJICUCTBUE YAAJIOCh NPHU MCHOJIb30BAaHUHU B
kadyecTBe pactBopurenss AcOH. Panee Hamu ObuTO moka-
3aHO, YTO MOJOOHAs peakiys 3TWI-7-[2-(IUMETHIaAMUHO)-
BuHwi|[ 1,2,4]Tprazonol 1,5-a | nupumuiiH-6-KkapOOKCHIATOB

n N,H;-H,O B cpene AcOH pernocenekTUBHO MPUBOIHT K
00pa30BaHUI0 AHA3EITHHOBOTO muxa, ' OpnHako aHaiu3
cnekrpa AMP 'H coelMHEHUs 7g, BBIIEIEHHOIO C BBIXO-
oM 64%, mokaszai, 9To B HEM, TaK XK€ KaK W B CIEKTPax
npoaykToB 7a—f, IpUCYTCTBYIOT CHTHAJIBI ABYX IOyOIIETOB
MPOTOHOB NHPUAWHOBOTO nukia mpu 7.06 m 8.44 M. m.
(J="17.5T'm). CurHan aByX MpOTOHOB aMUHOTPYIIITE PACIIO-
JmoxeH mpu 6.45 M. 1. B Bupe cuHriera. CHHITICTHBIHA
CHUTHAJI TPOTOHA TPUA30JHHOTO LWKJIAa HAONOIAaeTcs Mpu
9.03 M. 1., YTO TO3BOJSIET MPUITUCATH IOTYYCHHOMY
COEIMHEHUIO CTPYKTYpY 7-amuHOommpuno[4,3-e][1,2,4]tpu-
azoino[5,1-c][1,2,4]tpnasun-6(7H)-oHa (7g).

Takum o00pazoM, HaMHU BIEPBBIC MPEIIOKEH CHHTE-
THYEeCKAH TIOAXOJN K HOBOW ()YHKIMOHAIM3HUPOBAHHOM
TPUIUKIIIYECKOl cucteme — mmpuno[4,3-e][1,2,4]tpuaszomno-
[5,1-c][1,2,4]Tpna3suHy — ¢ TOTCHOWAIBFHOW OWOIIOTHYE-
CKOM aKTHBHOCTBIO.

BKCHepHMeHTaJH)Haﬂ HacTb

Crnextpsl IMP 'H u °C 3aperucrpupoBaHs! Ha criekTpo-
Metpe Bruker DRX-500 (500 u 125 MI'11 COOTBETCTBEHHO)
B JIMCO-dg, BayTperHne cTangapTel: TMC U ocTaTOYHEIH
curnan pacteopurens (39.5 m. 1. s saep C). Xpomato-
Macc-CIEKTPOMETPHIECKUH aHAIN3 MMPOBEICH Ha JKUIKOCT-
HOM Xpomatorpade Agilent 1260 Infinity ¢ BpemsmpoeT-
HBIM JICTEKTOPOM MacC BBICOKOTO paspemeHus Agilent
6230 TOF (unoHW3aIusI SIIEKTPOPACHBUICHHEM). Y CIIOBUS
xpomarorpadupoBanus: komonka Gemini C18 5 MM
(4.6 x 50 MM); TUHEHHOE TPaTUCHTHOE OJIIOUPOBAHHE;
nmonBkHas (aza: smoeHT A — MeCN-H,0, 1:39, 0.1%
CF;CO,H; smoent b — MeCN, 0.1% CF;CO,H; ckopocts
MOTOKA TOABIXHON (a3el 3.75 Mi/MuUH; Temmeparypa
kosoHKH 40 °C; o6beM mmkekiun 1.5 M. Temmeparyps
IUIaBJIEHUsl oOmpefeneHbl Ha anmapare Stuart SMP30.
KoHTponb 32 MpOTeKaHHEM peakii 1 YUCTOTOH MOIydeH-
HBIX COeAMHEHUH ocyiecTBiaeH MmeTtogoM TCX Ha ruactu-
Hax Merck TLC Silica gel 60 Fs4, 3moerTr MeOH—CHCl;,
1:10, nposiBnenue B Y@ cBere u napax I,.

Cunrte3s 3-3amemiennbix 1H-1,2,4-tpua3ou-5-ui-
ruapa3onoB la—c (obmas MeToz[I/IKa).I3 K oxmaxxneHHOMY
1o 0 °C nepememmBaemMoMy pactBopy 15 mmonb 3-3ame-
mieHHoro S-amuHo-1H-1,2.4-tpuazona B 1.5 M KOHLEH-
tpupoBanHo HNO; (d 1.42 r/mi, 20 °C) noGaBisitoT mo
karrsiM pactBop 1.03 r (15 mmone) NaNO, B MHHUMATIB-
HoM kommuecTBe H,O B Teuenue 10 mun. [omydennsii
pacTBOp COJIM AWAa30HHUS 2a—C TOPLHMAMH J00aBISIOT K
cmecu 1.95 1 (15 mmons) aneroykeycHoro a¢wupa (3), 1.60 T
(20 mmoms) NaOAc, 4 M H,O u 10 Mt EtOH Tak, 94To061
Temneparypa He npesbimana 10 °C. PeaknuoHHyo cMmech
HNEepEeMEIINBAOT NP KOMHATHOM TeMmIeparype B TEUCHHE
2 4. BemaBmmii ocanok OT(GHIBTPOBBIBAIOT, NPOMBIBAIOT
15 mn H,O u cymar B cymwisHoM mkady npu 80 °C.
IMponykTel 1a—¢ MCHONB3YIOT Aayiee Oe3 JAOTOIHUTEIBHOM
OYNCTKH U aHAIIN3a.

Cunre3 3THia-4-[2-(numerwiiamuuo)Bunmia|[1,2,4]tpu-
azouio[5,1-c][1,2,4]Tpnaszun-3-kapéokcmiaaroB 4a—c (oOmas
meronuka). Cmech 15 Mmonp ruapasonHa la—c, 1.79 r
(15 mmounp) IMA—JIM®A u 15 M JIM®DA HarpesaioT 10
KUIIEHUST M OXJAXHAIOT [0 KOMHATHOW TeMIepaTyphl.
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BremaBmmii ocagok mpombiBaror 10 man JIM®DA, mnepe-
Kkpuctamumu3oBsBaioT w3 JIM®PA, npomeiBatot 40 M H,O u
cymar B cymrmibHoM mkagy mpu 80 °C.

I1ui-(E)-4-[2-(mumeruiamuno)Bunui| [1,2,4] puazosno-
[5,1-c][1,2,4] Tpua3un-3-kap6okcuiaat (4a). Beixog 3.30 T
(84%), xenThiii IOpomoK, T. . 207-209 °C. Cnexrp AMP 'H
(293 K), 6, m. . (J, I'm): 1.38 3H, 1, J = 7.1, OCH,CHj);
3.08 (3H, ym. ¢, NCH;); 3.27-3.30 (3H, m, NCH3); 4.40
(2H, x, J = 7.1, OCH,CH3); 6.36 (1H, n, J = 124,
CH=CHN); 8.69 (1H, ¢, H-7); 9.31 (1H, ym. ¢, CH=CHN).
Cnextp IMP °C (296 K), &, m. 1.: 14.2; 37.1; 46.6; 61.2;
83.3; 130.5; 137.9; 155.0; 156.2; 159.2; 164.6. Haiineno, m/z:
263.1252 [M+H]". C;H,sN¢O,. Berunciero, m/z: 263.1252.

Itun-(E)-4-[2-(mumerniamuno)BuHuWI|-7-merun[1,2,4]-
TpHa3zoa0[S,1-c][1,2,4] Tpuazun-3-kapéokcuaar (4b).
Bexon 3.23 r (78%), >kenTsiit mopomok, T. wi. 213-215 °C.
Cnextp AMP 'H (293 K), 8, m. 1. (J, Tm): 1.38 BH, 1, /=71,
OCH,CHa); 2.55 (3H, ¢, 7-CH3); 3.08 (3H, ym. ¢, NCHj3);
3.35 3H, ym. ¢, NCH3); 4.03 (2H, k, J = 7.1, OCH,CHj;);
6.31 (1H, n, J = 12.4, CH=CHN); 9.36 (1H, x, J = 12.4,
CH=CHN). Criextp SIMP C (296 K), 8, M. 1.: 14.2; 14.8;
37.1; 46.4; 61.1; 83.2; 131.0; 137.5; 155.7; 159.1; 164.7;
168.0. Haitneno, m/z: 277.1406 [M+H]". C;,H;/;N4O,.
Brruucneno, m/z: 277.1408.

Atua-(E)-4-[2-(mumerniiaMmuno)BuHmu|-7-3tuin|1,2,4]-
TpHazoJio[5,1-c|[1,2,4] rpuasun-3-kapéoxcuiar (4¢). Berxon
3.18 1 (73%), xenThlli mopomok, T. T 217-219 °C.
Cnextp IMP 'H (363 K), 8, m. 1. (J, Tw): 1.36-1.41 (6H,
M, 2CH3); 2.91 (2H, x, J = 7.7, CH,CH3); 3.11 (3H, ym. c,
NCH,;); 3.32 (3H, ym. ¢, NCHj); 442 (2H, x, J = 7.0,
OCH,CHs); 6.30 (1H, x, J = 12.4, CH=CHN); 9.40 (1H, x,
J = 12.4, CH=CHN). Cnektp SIMP C (363 K), 5, m. 1.:
11.6; 14.0; 22.1; 37.0; 46.2; 61.1; 83.3; 131.2; 137.6;
155.7; 159.1; 164.7, 170.5. Haiineno, m/z: 291.1568
[M+H]+. C3H9N¢O,. Berauciteno, m/z: 291.1565.

Cunre3 mnupunol4,3-e][1,2,4]Tpuasoino|S,1-c|[1,2,4]-
Tpua3un-6(7H)-onoB 7a—f (obmas wmeroxmka). Cwmech
4 mmouts 3¢upa 4a—c, 4 mmois amuaa 6a—f u 5 M1 IMOA
KHITTAT B KOJOE ¢ 0OpaTHBIM XOJOIMIBHHKOM B TCUCHHE
30 muH. PeakumoHHYI0 cMecCh OXJIaXAAOT JO KOMHATHOM
TEMIepaTyphbl, BBIMABIIMN 0CAIOK OT(IIBTPOBHIBAIOT,
npombiBatoT 5 M IM®A, 3arem 25 man H,O u cymar B
cymmtsHOM mmkady mpu 80 °C.

7-(2-I'uppoxcmaTin)nupuno|4,3-e|[1,2,4]rpuazoo|5,1-c|-
[1,2,4]tpuazun-6(7H)-on (7a). Bexon 0.50 r (54%),
JKENTHIA Topomok, T. mr. 239-241 °C. Cnextp SIMP 'H
(300 K), 8, m. 1. (J, I'm): 3.75 (2H, x, J = 5.3, CH,CH,0OH);
421 2H, T, J = 5.3, CH,CH,OH); 5.00 (1H, T, J = 5.4,
OH); 7.13 (1H, 1, J = 7.4, H-9); 8.32 (1H, 1, J = 7.4, H-8);
9.03 (1H, ¢, H-2). Cuextp SIMP C (296 K), &, M. 1.: 52.2;
58.3; 91.0; 132.0; 135.0; 148.4; 154.8; 157.0; 158.3.
Haiinero, m/z: 233.0781 [M+H]". CsHoN¢O,. BoruncieHo, m/z:
233.0782.

7-(2,3-Aumetwidennn)nupunol4,3-e][1,2,4| tpuazono-
[5,1-c][1,2,4]Tpna3un-6(7H)-on (7b). Beixon 1.08 r (92%),
JKENTHIA TOPOIIOK, T. L. 255-257 °C. Cnextp SIMP 'H
(293 K), 6, m. 1. (J, T'm): 2.03 (3H, ¢, CH3); 2.37 (3H, c,
CH;); 7.22 (1H, n, J = 7.4, H-9); 7.26 (1H, 0o, J = 7.5,
H Ar); 7.32 (1H, t, J = 7.5, H Ar); 7.38 (1H, n, J = 7.5,

H Ar); 830 (1H, o, J = 7.4, H-8); 9.10 (1H, c, H-2).
Cnextp IMP C (296 K), 5, m. a.: 14.0; 20.0; 92.5; 125.2;
126.6; 130.8; 132.5; 133.5; 135.5; 138.3; 139.1; 147.4;
155.0; 157.3; 158.0. Haitneno, m/z: 293.1145 [M+H]".
C15H3NgO. Brruncieno, m/z: 293.1146.
7-(4-Xnoppennn)nupuno[4,3-e][1,2,4] rpuazono|S,1-c]-
[1,2,4]Tpuasun-6(7H)-on (7¢). Beixon 1.08 r (90%), >xentoiit
nopomoxk, T. wi. 275277 °C. Cnextp SIMP 'H (363 K),
S, m. n. (J, I'm): 7.18 (1H, 1, J = 7.3, H-9); 7.58-7.65 (4H,
M, H Ar); 8.33 (IH, g, J = 7.3, H-8); 8.98 (1H, ¢, H-2).
Cnextp SIMP “C (363 K), 8, m. 1.: 92.4; 128.8 (2C); 129.3
(20); 132.4; 133.8; 135.2; 138.5; 146.8; 155.1; 157.3;
158.0. HaiineHo, m/z: 299.0440 [M+H]". C;3HsCINGO.
Beruncneno, m/z: 299.0442.
2-Metui-7-¢pennmupunol4,3-e][1,2,4] Tpua3zoo[5,1-c]-
[1,2,4]tpuazun-6(7H)-on (7d). Bexon 0.98 r (88%), xemrbiit
nopomok, T. wi. >300 °C. Cnektp AMP 'H (363 K), 8, m. 1.
(/, T'm): 2.69 (3H, ¢, 2-CH3); 7.09 (1H, 1, J = 7.4, H-9);
7.53-7.62 (5H, m, H Ph); 8.28 (1H, n, J = 7.4, H-8).
Cnextp SIMP °C (363 K), 8, m. 1.: 14.8; 92.2; 126.9 (2C);
129.0; 129.4 (2C); 132.4; 134.6; 140.0; 146.7; 155.5;
158.1; 167.6. Haiineno, m/z: 279.0990 [M+H]". C4H;;N4O.
Brruucaeno, m/z: 279.0989.
7-[(Terparuapodypan-2-wa)MeTna]-2-3THIANUPHIO-
[4,3-¢][1,2,4]Tpuazoio[5,1-c|[1,2,4] Tpua3un-6(7H)-ou (7e).
Bexon 0.67 r (56%), >xenThlit mopomok, T. wi. 195-197 °C.
Crextp SIMP 'H (298 K), &, m. a. (J, T'm): 1.40 (3H, T,
J=17.6, CH,CHj); 1.61-1.68 (1H, M), 1.81-1.92 (2H, M) u
2.00-2.07 (1H, M, 2CH,); 3.03 (2H, x, J = 7.6, CH,CH,);
3.67 (1H, x, J=7.6) u 3.80 (1H, x, J = 7.6, NCH,); 4.02—
4.06 (1H, m, CH,0); 4.18-4.24 (1H, m, CHO); 4.33-4.37
(1H, M, CH,0); 7.08 (1H, n, J = 7.4, H-9); 8.29 (1H, n,
J=17.4, H-8). Cnektp SIMP *C (296 K), &, m. 1. 12.1;
22.2; 25.2; 28.4; 52.5; 67.3; 75.8; 91.3; 131.8; 134.5; 147.7,
155.2; 158.4; 171.3. Haiineno, m/z: 301.1409 [M+H]".
C4H17N¢O,. Brruucaeno, m/z: 301.1408.
7-(3-Xaoppenna)-2-3runnupuaol4,3-e][1,2,4]Tpu-
azouo|5,1-c|[1,2,4]Tpua3un-6(7H)-on (7f). Beixog 1.22 1
(93%), xenterii mopomiok, T. i 278-280 °C. Cnektp
SAMP 'H (363 K), 8, M. . (J, Tm): 1.43 3H, 1, J = 7.5,
CH,CHs); 3.05 (2H, x, J=7.5, CH,CH3); 7.12 (1H, 1, J="17.5,
H-9); 7.53-7.55 (1H, m, H Ar); 7.58-7.64 (2H, m, H Ar);
7.68-7.70 (1H, m, H Ar); 831 (1H, n, J = 7.5, H-8).
Cnektp SIMP C (363 K), 8, m. m.: 11.8; 22.2; 92.4; 125.8;
127.2; 129.1; 130.9; 132.3; 133.6; 134.7; 140.9; 146.4;
155.4; 158.0; 172.1. Haiineno, m/z: 327.0761 [M+H]".
C5H>CINgO. Beruncneno m/z: 327.0756.
7-Amunonupunol4,3-e][1,2,4]Tpua3zoo[5,1-c][1,2,4]-
Tpuasun-6(7H)-on (7g). Cmecr 0.79 r (3 wMMoOmB)
stuiioBoro 3¢upa 4a, 0.16 ma (3.3 mmons) N,Hy H,O u
5mn nensHoit AcOH xunsartsat B koimbe ¢ 0OpaTHBIM
XOJOMWIbHUKOM B TeueHne 30 mMuH. PeaknmoHHyI0 cMeCh
OXJIaX/IAIOT /10 KOMHATHOM TeMIIepaTyphbl, BBIIABIINI 0CaOK
oTuapTpoBEBaOT, npoMeiBaloT 20 M1 H,O u cymat B
cymmibHOM mkady mpu 80 °C. Bexox 0.39 1 (64%),
KeNThlil opomok, T. mwr. 289-291 °C. Cnexrp SIMP 'H
(300 K), 6, M. 1. (J, I'm): 6.45 (2H, ¢, NH;); 7.06 (1H, &,
J=1.5,H-9); 8.44 (1H, n, J= 7.5, H-8); 9.03 (1H, c, H-2).
Crextp SIMP °C (296 K), &, m. a.: 90.2; 131.6; 134.0;
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146.5; 154.6; 156.7; 157.7. Haiineno, m/z: 204.0626 [M+H]".
C;HgN-,O. Beruucneno, m/z: 204.0628.

daiin COIMPOBOAUTCIIbHBIX MAaTEpUajoB, coz(epmanmﬁ

cnextpst SIMP 'H u °C, a taxxe naunbie XpoMaTo-Macc-
CIIEKTPOMETPUUECKOTO aHaJIh3a COeANHEHUN 4a—c u 7a—g,
JIOCTYIIeH Ha caifre xypHauna http://hgs.osi.lv.

Hccnedosanue evinoaneno 3a cuem epanma Poccuii-

CK020 HayuHo20 gonoa (npoexm Ne 18-74-10097).

1.

Cnucok 1uTeparypsl

(a) Gray, E. J.; Stevens, M. F. G.; Tennant, G.; Vevers, R. J. S.
J. Chem. Soc., Perkin Trans. 1 1976, 1496. (b) Elnagdi, M. H.;
Elmoghayar, M. R. H.; Fahmy, S. M.; Ibraheim, M. K. A.;
Alnima, H. H. Z. Naturforsch. B: J. Chem. Sci. 1978, 33b,
216. (c) Farag, A. M.; Dawood, K. M.; Kandeel, Z. E.
Tetrahedron 1996, 52, 7893. (d) Hassan, A. Y.; Sarg, M. T.;
Bayoumi, A. H.; El-Deeb, M. A. J. Heterocycl. Chem. 2018,
55, 1450. (e) Sayed, S. M.; Raslan, M. A.; Khalil, M. A.;
Dawood, K. M. Heteroat. Chem. 1999, 10, 385. (f) Hafez, E. A. A.;
Abed, N. M.; Elsakka, 1. A.; Elnagdi, M. H. J. Heterocycl.
Chem. 1983, 20, 285. (g) Dawood, K. M.; Farag, A. M,;
Abdel-Aziz, H. A. J. Chem. Res. 2005, 378. (h) Khalil, M. A.;
Sayed, S. M.; Raslan, M. A. J. Chem. Soc. 2013, 57, 612.
(1) Abd El Latif, F. M.; El Rady, E. A.; Khalil, M. A.
Phosphorus, Sulfur Silicon Relat. Elem. 2002, 177, 2497.
() Voinkov, E. K.; Ulomskiy, E. N.; Rusinov, V. L.
Chupakhin, O. N.; Gorbunov, E. B.; Drokin, R. A
Fedotov, V. V. Chem. Heterocycl. Compd. 2015, 51, 1057.
[Xumus  ecemepoyuxn. coeounenusi 2015, 51, 1057.]
(k) Hamdy, N. A.; Abdel-Aziz, H. A.; Farag, A. M.; Fakhr, I. M. L.
Monatsh. Chem. 2007, 138, 1001. (1) El Rady, E. A.
Heterocycl. Commun. 2012, 18, 215. (m) Dawood, K. M.;
Farag, A. M.; Ragab, E. A.; Kandeel, Z. E. J. Chem. Res., Synop.
2000, 206. (n) Gomha, S. M.; Khalil, K. D.; El-Zanaty, A. M.;
Riyadh, S. M. Heterocycles 2013, 87, 1109.

Riyadh, S. M.; Kheder, N. A.; Asiry, A. M. Monatsh. Chem.
2013, 744, 1559.

Ulomskii, E. N.; Deev, S. L.; Shestakova, T. S.; Rusinov, V. L.;
Chupakhin, O. N. Russ. Chem. Bull., Int. Ed. 2002, 51, 1737.
[H36. AH, Cep. xum. 2002, 1594.]

Abdelhamid, A. O.; Zohdy, H. F.; Zaida, M. M. Ind. J. Chem.,
Sect. B: Org. Chem. Incl. Med. Chem. 2000, 39B, 202.

(a) Crespan, E.; Alexandrova, L.; Khandazhinskaya, A.;
Jasko, M.; Kukhanova, M.; Villani, G.; Hiibscher, U.;

1352

10.

11.

12.
13.

Spadari, S.; Maga, G. Nucleic Acids Res. 2007, 35, 45.
(b) Rusinov, V. L.; Ulomskii, E. N.; Chupakhin, O. N.;
Zubairov, M. M.; Kapustin, A. B.; Mitin, N. L; Zhiravetskii, M. L;
Vinograd, 1. A. Pharm. Chem. J. 1990, 24, 646. [ Xum.-papm.
arcypr. 1990, 24(9), 41.] (c) Rusinov, V. L.; Ulomskii, E. N.;
Chupakhin, O. N.; Charushin, V. N. Russ. Chem. Bull., Int.
Ed. 2008, 57, 985. [U3s8. AH, Cep. xum. 2008, 967.]

(a) Piercey, D. G.; Chavez, D. E.; Scott, B. L.; Imler, G. H.;
Parrish, D. A. Angew. Chem. 2016, 128, 15541. (b) Kumar, D.;
Imler, G. H.; Parrish, D. A.; Shreeve, J. M. Chem.—Eur. J.
2017, 23, 1743. (c¢) Wang, Q.; Shao, Y.; Lu, M. Chem.
Commun. 2019, 55, 6062. (d) Anikin, O. V.; Leonov, N. E.;
Klenov, M. S.; Churakov, A. M.; Voronin, A. A.; Guskov, A. A.;
Muravyev, N. V.; Strelenko, Yu. A.; Fedyanin, 1. V.
Tartakovsky, V. A. Eur. J. Org. Chem. 2019, 4189.

(a) Shaaban, M. R.; Saleh, T. S.; Farag, A. M. Heterocycles
2009, 78, 699. (b) Shawali, A. S.; Haboub, A. J. M. J. Chem.
Res. 2011, 35, 341. (c¢) Raslan, M. A.; Omran, O. A.
J. Heterocycl. Chem. 2016, 53, 1121. (d) Abdelhamid, A. O.;
Fahmi, A. A.; Baaiu, B. S. J. Heterocycl. Chem. 2016, 53,
1917. (e) Eldebss, T. M. A.; Farag, A. M.; Shamy, A. Y. M.
J. Heterocycl. Chem. 2019, 56, 371.

Abdelhamid, A. O.; Gomha, S. M.; El-Enany, W. A. M. A.
J. Heterocycl. Chem. 2019, 56, 426.

(a) Vilarrasa, J.; Granados, R. J. Heterocycl. Chem. 1974, 11,
867. (b) Castillon, S.; Meléndez, E.; Vilarrasa, .
J. Heterocycl. Chem. 1982, 19, 61. (c) Chen, W.-B.; Li, Z.-X_;
Yu, X.-W.; Yang, M.; Qiu, Y.-X.; Dong, W. New J. Chem.
2015, 39, 1222. (d) Sadchikova, E. V.; Mokrushin, V. S. Russ.
Chem. Bull., Int. Ed. 2005, 54, 354. [U36. AH, Cep. xum.
2005, 348.]

Mawlood, M. N.; Potapov, A. Yu.; Vandyshev, D. Yu.;
Shikhaliev, Kh. S.; Potapov, M. A.; Ledenyova, 1. V.
Kosheleva, E. A. Chem. Heterocycl. Compd. 2019, 55, 1075.
[Xumus eemepoyurn. coeounenui 2019, 55, 1075.]

Magee, V. L.; Rao, C. B.; Glinka, J.; Hui, H.; Amick, T. J.;
Fiscus, D.; Kakodkar, S.; Nair, M.; Shechter, H. J. Org.
Chem. 1987, 52, 5538.

Barsy, M. A. J. Chin. Chem. Soc. 2003, 50, 1189.

Tennant, G.; Vevers, R. J. S. J. Chem. Soc., Perkin Trans. 1
1976, 421.

. (a) Shikhaliev, Kh. S.; Potapov, A. Yu.; Poluchin, E. L.;

Slivkin, A. 1. Russ. Chem. Bull., Int. Ed. 2009, 58, 1996. [/3s.
AH, Cep. xum. 2009, 1934.] (b) Didenko, V. V.; Potapov, A. Yu,;
Ledenyova, 1. V.; Shikhaliev, Kh. S.; Konushko, O. V. Russ. J.
Gen. Chem. 2010, 80, 814. Kypn. obw. xumuu 2010, 80,
653.]



