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Ha ocHoBe peakuun (5+1)-IMKIOKOHIGHCALMH 3aMEIICHHBIX 6-R'-3-(2-amuHobenun)-1,2,4-rpuasun-5(2H)-0HOB ¢ IHKIHUECKIMHU

'l (] el
KETOHaMHM TOJy4eHbl paHee HewsBecTHbIe 3'-R -crmpo[(a3a/okca/Tna)ukinoankui-1(3,4),6'-[1,2,4]rpuasunol2,3-c]xunazonun]-2'(7'H)-
OHBL. YCTaHOBIJICHO, YTO CTEPHIECKHE U 3JIEKTPOHHBIE (HAKTOPH! IMUKINIECKHX KETOHOB HE BIMSIOT HA MPOAODKUTENBHOCTh PEAKIUU
M BBIXOJBI TIPOAYKTOB. CTPOGHNME CHHTE3MPOBAHHBIX COSIMHEHMH foKasaHo crekrpockomueii SMP 'H n *C, macc-criektpomerpueit
1 PEHTTCHOCTPYKTYPHBIM aHATN30M. CHHTE3NpOBAaHHBIE COEANHEHUS SIBIIIOTCS TIEPCTIEKTHBHBIMI MPOTHBOCYJOPOKHBIMH areHTaMH.

KmoueBble cioBa: 6-R'-3-(2-amuuodennn)-1,2,4-rpuasun-5(2H)-one1, [1,2,4]1prasnHo[2,3-c]XHHA30TMHEL, TIPOTHBOCY0POXKHAS

aKTUBHOCTB, CIICKTPAJIbHBIE XaPaKTEPUCTHKH, IUKIMYECKHE KETOHBI, (5+1)-IMKIOKOHICH AN

Wurepec k pa3paboTke HOBBIX METOJOB CHHTE3a CIIMPO-
KOHJICHCHPOBAaHHBIX XMHA30JMHOB OOYCIIOBJIEH B IEPBYIO
oyepelb UX BBICOKOW OHMOJIOTHYEcKOM akTUBHOCTHIO. Cpemu
HUX OOHapyXeHBbl COEJUHEHMs, O00JanaroIne BHICOKOM
aKTONPOTEKTOPHOI, ™  TIPOTHBOCYIOPOXKHOI, ™  TPOTHBO-
BOCIIAIUTENBHOI, ™ IIPOTHBOOIYXOIIEBOiL, " aKTHBHOCTBIO,
a Take sBIsOIMecs wuHruOuTopamu NO-CHHTa3bI, >
penenrropos  PARP-1,  ocdoamdcrepassr  (PDE7),*"
MHO3MH-5-MoHo(ocharernporenass: 1 Tuna (IMPDH 1),
a TaKKe JIMraHaamu NOP-penentopos™ u aronucTamu
Xopu3MaTMyTasbl® (puc. 1).

HexoTopble mpeacraBuTeNn CHUPOXWHA30JIMHOB BCTpe-
YalOTCsl B PACTUTEIBHOM MHpE, HANpPHMEp JIanaTHHBl A U

* Coobuienne 1 cm.!

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

B, amaHAWTPHUIIMHOH, AaJaHTPHUIIMHOH, AaJaHTPHICYHOH,
anmanTpudeHoH, pymuxunazonmasl C nu H, xunanomun B,
AHMXMHA30MMH A ¥ CIMPOXMHA30IHMH.>*° UHTepecHo,
YTO NPHUBEACHHAS TIPyIa NPUPOJHBIX BEIISCTB ObLIA
BbIIEJICHA M3 KYJIbTYPAIbHOW KHIKOCTH THU(HOMHUIIECTOB
(Penicillium lapatayae, Penicillium thymicola, Aspergillus
terreus, Aspergillus flavipes, Aspergillus fumigatus,
Aspergillus sp. FKI-1746, Aspergillus nidulans Ma-143,
Acremonium sp., Eupenicillium spp.).*> YV HexoTopbIX n3
Ha3BaHHBIX CHHPOXMHA30JIMHOB YCTaHOBJEHA OMOJOTHYE-
ckasi akTuBHOCTh. Iloka3zaHo, yTo XWHaAOJIWH B mposis-
JSICT  MHTHOUPYIOIIYI0 AKTHBHOCTh 110  OTHOILICHHIO
K CHHTE3y JIMIMIOB B Makpodarax MbIIeH,”” QyMHXHH-
azomuH C W CHOMPOXMHA30JMH  MPOSIBISIFOT  IIUTOTO-
Kendeckoe neiicteue,”> axuxunasomuel A u C MPOSIB-
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PHCyHOK 1. CunTeTHYeCKHE U MPpUPOJAHBIE CITUPOKOHACHCUPOBAHHBIC XUHA30JIMHEI C (bapMaKOﬂOFH‘IeCKOﬁ AKTUBHOCTBIO.

JISIOT TOKCHYECKOoe NeicTBHE 1O OTHOLICHMIO K Artemia
salina® (puc. 1).

Hawnbonee pacmpocTpaHeHHBIM METOAOM CHHTE3a CIHPO-
2,3-nuruapoxuHa3zonun-4(1H)-oHOB SIBISETCS IUKIOKOH-
JCHCALNs, OCHOBAHHAS HA B3aMMO/EHCTBIN aMuIoB &4~
VI THAPA3uI0B ' aHTPaHHMIOBOM KHCIOTBI HIIM 2-HUTPO-
Gemsamuaa’® ¢ HEKIHYECKHMH KeToHamu. Kpome Toro,
5(G(QEKTUBHBIM METOJIOM CHHTE3a 3-aponi(reTapou)-
aMHHO3aMEeILIEHHbBIX CHHUPO-2,3-auruapoxunazonuH-4(1H)-
OHOB SIBJIICTCSI OJTHOPEAKTOPHAs TPEXKOMIIOHEHTHAs peak-
LU HM3aTOBOTO AHTHUAPUAA, IUKINYECKHX KETOHOB U
THIPa3U0B apOMATHUECKUX WM TeTepOoapOMaTHUYECKUX
KapOOHOBBIX KHCIOT B dTaHojie B mnpucyrctBum 20%
docdoproii kucaoTE™ WM 6e3 pacTBOPHTENS B MPHCYT-
creun katuonuta (SAB-Pr-SO;H).* HemaBro 6b110 moKa-
3an0,”™ uTo 2-3aMernenHble  6'H-CIHPO[IUKIOATKHII-
(retapun)-1,5'-[1,2,4]rpuazono[1,5-c]xunazonuusl] obpa-
3ytoTcst Tpu B3aumoneicrsuu 2-(3-R-1H-1,2,4-tpuason-
5-MIJT)aHUIIMHOB C MUKINYECKIMH KeTOHAMHU B 2-TIpOTIaHoJIe
B MPUCYTCTBUHU KHUCIOTHOTO Kataimzaropa (koHi. H,SOy)
WJIM B YKCYCHOM Kuciore. HecMOTps Ha OrpOMHY0 3Hauu-
MOCTh TI€PEUYHUCIICHHBIX BBIIIE PEaKIHi, B3aNMOJACHCTBHE
3aMemenHbIX  6-R'-3-(2-amunodenun)-1,2,4-tpuasun-5(2H)-
OHOB C IUKIMYECKIMH KETOHAMH He OBIIO N3YyUeHO.

CrnemoBarenbHO, B KOHTEKCTE TOMCKA IMOTEHIIMAIBHBIX
OMOJIOTHYECKN AaKTHBHBIX COEAWHEHWH HWHTEPECHBIM U
aKTyaJIbHBIM SIBIISIETCSl criupocoderanue [1,2,4]tpua3uHo-
[2,3-c]xnHa30TMHOBOM CHCTEMBI C KapOOIMKINIECKUMHU
WIA TETePOUUKINYECKUMH (parMeHTaMH, OCOOEHHO ¢
Y4eTOM YCTaHOBJIEHHOTO (hapMaKoJoTuieckoro 3ddekra
ONMCAaHHBIX HaMH paHee CHUPOKOHICHCHPOBAHHBIX MPO-
M3BOJHBIX XHHA30/IMHA. ™

IIpencraBnennas pabora SBISETCA MPOJOIDKCHHEM
HAIIMX MPEIbLIyIHX HCCIeIOBAHMILY M MOCBAIICHA H3y-
YEHHI0 BO3MOXKHOCTH CHHTE3a HOBBIX ITOTEHIIMAIBHO
OMOaKTHUBHBIX 3'-R'-crmpo[(a3a/oKca/THa) IMKITOAKHII-

1(3,4),6'-[1,2,4]rpuaszuno|2,3-c|xunazomH]|-2'(7'H)-oHOB  Ha
ocHoBe 6-R'-3-(2-amunodennn)- 1,2, 4-rpuaszun-5(2H)-0HOB.

YcraHoBieHo, 4To peakuus aHwinHOB 1-20 ¢ nukminye-
CKUMH KETOHAMH TIPH KHIITYEHHH B YKCYCHOH KHCIIOTE
MPOTEKAeT TIaJKO W TPHBOAUT K OOpa30BaHWIO MHAWBU-
yallbHBIX coeAuHeHUd 21-87 ¢ BBICOKMMHM BBIXOAAMHU
(cxema 1, Tabm. 1, 2). [Ipupoga keTOHOB HE BIHACT Ha
NPOTEKaHNWE pEeaKIWH, a BpeMs, HeoOXonmmoe misl ee
3aBepieHus, o JaHHbM TCX, BapbUpyeT B nipefenax 2—3 4.

WHauBHUIyalbHOCTE W CTPOEHHME CHHTE3MPOBaHHBIX
COEIMHEHUH OBUIM IOATBEPKIEHBI C WCIOJIb30BaHUEM
KOMIUTEKCa (M3UKO-XMMHUYECKIUX METOJIOB: 3JIEMEHTHOTO
aHanuza, cnektpockonuu SIMP, macc-cnekTpoMeTrpuu u
XPOMaTO-Macc-CIIEKTPOMETPHH.

IonyueHubie naHHbIe criektpoB SMP 'H mnossossor
BBISIBUTD PsiI 3aKOHOMEPHOCTEH, XapaKTEepPHBIX ISl CIIUPO-
TPHUA3MHOXUHA30JMHOBBIX CHCTeM. Tak, B CHEKTpax COeu-
HeHull 21-87 0TMEUaroTCsl CUHIJIETHBIE CUTHAJIBI POTOHA
NH B nonoxenuun 7 npu 6.10-7.97 m. a. BaxHo, uto Ha
3HAQUCHHE XMMHYECKOTO C/BUTA JAaHHOTO CHTHajla CyIle-
CTBEHHOE BIIMSHHE OKa3bIBACT 3JIEKTPOHHBIA 3(¢deKT crmpo-
KOHJICHCHPOBAaHHOTO (parMeHTa B nosiokeHuun 6. Tak, B
PSRy HE3aMEIEHHBIX TPUA3WHOXHHA30JIMHOBBIX CHCTEM C
MUKIO0YTaHOBBIM  3aMecTHTesieM (coenuHeHus 21-24)
curHans! nporoHa NH peructpupyrores npu 7.76-7.86 M. 1.
Pacmupenue cnuponukia Ha OJHY TOMOJIOTHYECKYIO
eauHUIy (coequHeHus 25-32), Kak U cIe0BalO OXHIATh,
NPUBOAMT K JINAMarHUTHOMY CABHIY JJAHHOTO CHI'Haja Ha
0.35-0.38 M. 1. JlanpHeilnee pacmyupeHre CIUPOLMKIIA 10
IIMKJIOTEKCAHOBOTO (hparMeHra, a TaKkKe HAIWYUE mpem-
OyTHIBHOTO 3aMecTUTeNs B TojIoXeHnH 4 (coequuenust 33—
40) npuBOAAT K AMAMAarHUTHOMY C/BUTY CHTHaja IPOTOHA
Ha 0.60 M. 1., B cpaBHeHUH ¢ coeauHeHusMu 21-24. TTonoOHas
KapTHHA IPOCIEKUBAETCA U B CiIydae coeauHeHuit 41-43 ¢
IUKJIOTENITAHOBEIM (DparMeHTOM, CHTHaibl nportoHa NH
KOTOPBIX PE3OHUPYIOT B obOactu 7.37-7.44 M. 1.
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Ta6auua 1. 3amecturenn B uexoaHbx 6-R'-3-(2-amunodennn)-1,2,4-rpuazun-5(2H)-onax 1-20
Coenn R! R? R3 R* Coenu- R! R? R3 R* Coenu- R! R? R3 R*
-HCHHC HCHHUC HCHHC
1 Me H H H 8 4-EtOC¢H, H H H 15 Ph H H Cl
2 Ph H H H 9 Tuoden-2-un  H H H 16 4-MeOCgHy H H Cl
3 4-MeOC¢H, H H H 10 4-MeCgHy H H H 17 4-MeOCgHy H H Br
4 4-FCeHy H H H 11 Ph Me H H 18 4-FCgHy H H Br
5 4-EtC¢H4 H H H 12 Ph H H Br 19 4-FCgHy H F F
6 4-(i-Pr)CeHy H H H 13 Ph H F H 20 4-MeOCgH,4 Me H H
7 3,4-Me,C¢H; H H H 14 4-MeOC¢H, H F H
Ta6auna 2. 3amectuTenu B coeuHeHUs X 21-87
Coenu- R' R R n | Coom R! R R x |Coom R' R R R n
HCHHC HCHHC HCHHC
21 Me - - 1 44 4-MeOC¢Hy4 - - 67 4-FCqHy H H H 1
22 Ph — — 1 45 Ph H H (0] 68 4-MeOCgH,4 Me H H 1
23 4-MeOC¢Hy4 — - 1 46 Ph F H (¢} 69 Ph H F H 1
24 4-FCcHy - — 1 47 4-MeOCgH, F H (0] 70 4-MeOCgH,4 H F H 1
25 Me - - 2 48 Ph H Cl (0] 71 Ph H H Cl 1
26 Ph — - 2 49 4-MeOCgHy4 H Cl (¢} 72 4-MeOCgHy4 H H Cl 1
27 4-EtCqH,4 — — 2 50 Ph H Br (0] 73 Ph H H H 2
28 4-(i-Pr)C¢H4 — - 2 51 4-MeOCgHy4 H Br (¢} 74 Ph H F H 2
29 3,4-Me,CeH; - - 2 52 Ph H H NMe 75 4-MeOCgH, H F H 2
30 4-EtOCeH4 — - 2 53 4-MeCgHy H H NMe 76 Ph H H Cl 2
31 4-FCeHy — — 2 54 4-EtC¢H,4 H H NMe 77 4-FCeHy H H H 1
32 Tuwoben-2-mm  — - 2 55  4-(i-Pr)CHy; H H NMe| 78 4MeOCH, Me H H 1
33 Me H H - 56 3,4-Me,CeH; H H NMe 79 4-MeOCgHy4 H F H 1
34 Ph H H — 57 4-EtOCgH,4 H H NMe 80 Ph H H Cl 1
35 4-MeCgHy H H - 58 4-FCgHy H H NMe 81 4-MeOCgHy4 H H Cl 1
36 4-MeOC¢H,4 H H — 59 4-FC¢Hy H Br NMe 82 Ph H H H 2
37 4-FCeHy H H - 60 Ph F H NMe 83 4-FCgHy H H H 2
38 Tuogpen-2-un H H — 61 4-MeOCgHy F H NMe 84 Ph H F H 2
39 Ph Me H - 62 4-FCgHy F F NMe 85 4-MeOCgHy4 H F H 2
40 Ph H Br — 63 4-MeOCgHy H Cl NMe 86 Ph H H Cl 2
41 Me 4 64 Ph H H NBn 87 4-MeOCgH,4 H H Cl 2
42 4-MeOC¢Hy — - 4 65 Me H H S
43 4-FCeHy - - 4 66 4-FCeHy H H S
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Jlannbie crextpoB SIMP 'H coemunenuit 45-66 Tarke
YKa3bIBalOT Ha TO, YTO XUMHUYECKUI cABUr mnpoTtoHa NH
3aBUCHT M OT JIOHOPHO-AaKLETITOPHBIX CBOMCTB (hparMeHTa
B mojoxennu 6. Tak, B cmekTpax coenmaenuii 45-51 co
CIIUPOIMPAHOBBIM LUKJIOM curHan npotoHa NH mposs-
nsteTcst ipu 7.55-7.74 M. 1., B CIIeKTpax coemrHeHuit 52—63 co
CIIUPOTIATICPUAMHOBBIM TUKIOM — TIpu 7.24—7.59 M. 1., a B
CIIEKTpax COeIWHEHuH 65, 66 co cIUpOTUONHPAHOBHIM
ouKIoM — ipu 7.15-7.27 m. 1. Takum oOpa3zom, 9eM BHIIIE
3MEKTPOOTPHULIATENBHOCTS T€TEPOaTOMa BXOJAIIETO B IIHKIL,
TeM OosbIInii MapaMarHUTHBIA CIOBUI HAOMIONACTCS IS
curHana mporona NH. IlomoOHBIM 00pa3om BIHseT Ha
XUMHUUYECKUH caBur npotoHa NH BBeneHue CIMpOKOHACH-
CHPOBaHHOTO THO(EHOBOTO NHKIa (CoeaWHEHUS 67—-72)
WIN W3MEHEHHE TIOJIOKCHUS TeTepoaToMa B CIIMPOKOHICH-
cupoBaHHOM (pparmente (coexmuenus 73—-76). K tomy xe
3HAUUTEIbHOE BIMSHHE HA XMMHUYCCKHH CIBUI IPOTOHA
NH oxa3piBaeT MeTWIbHasg TIpynmna B MOJOXKEHUH &
(coenmuuenns 39, 68, 78), cmemas curnan npotoHa NH B
cuibHOe nosie Ha 0.90—1.17 M. 1. IO cpaBHEHUIO C HE3aMe-
IIEHHBIMU COCTHHEHHMH.

B cnekrpax AMP 'q coennHennii 21-87 curHaisl
IIPOTOHOB CNHPO(parMeHTa B TOJOXEHUH 6 pEerucTpu-
PYIOTCS KakK CIIOKHBIH HaOOp MYJBTHIUICTOB B aiudaTh-
ueckoii acti criextpa. Criekrpsl IMP 'H coenunenmii 67-87
TaKKe XapaKTepU3YIOTCS OCOOCHHOCTSIMH, CBSI3aHHBIMH C
HaJIMYHEM acHMMETPHUYECKOTO aToma yriiepoja. Tak, B
crnekrpax AMP 'H >rux COEIMHEHUI CHUTHAIbl METHUIIE-
HOBOW TpyHNBl B TIOJIOXKEGHHH 2 THO(PEHOBOTO HIIH
THONHMPAHOBOTO ()parMeHTa PErUCTPUPYIOTCS B BHAE ABYX
nyomeroB mpu 2.90-3.78 wm 3.38-4.26 M. a. coort-
BerctBeHHO ¢ KCCB 11.5-15.4 I'mt.

HezamemeHHpIi Tpra3iHO[2,3-c]XMHA30IMHOBEINA (hparMeHT
B cniektpax AMP 'H coenunenuii 21-38, 41-45, 5258, 64—
67,73, 82, 83 oOpa3yeT cyOCIeKTp U3 IBYX OJTHOIPOTOHHBIX
nyoneros ¢ KCCB 7.2-7.8 ' (mpotonsr H-8, H-11) u nByx
OIHOMPOTOHHBIX MYyJNbTHILIETOB (mpoToHBl H-9, H-10).
B cayugae 9-drop3amerieHHbIX coenuHeHuit 46, 47, 60, 61,
69, 70, 74, 75, 79, 84, 85) nporon H-8 mposBisieTcst kak
nyoner, mpororsl H-10, H-11 — B BHAOe MyNBTHILICTOB
BCJICJICTBHE CITMH-CIIMHOBOTO B3aHMMOJEHCTBHUS C aTOMOM
¢dropa. Kpome toro, criektphl coenuHernit 21-87 xapaxTte-
pU3YIOTCS ~ HajJMdMeM CYOCHEeKTpOB 3aMECTHTENsl B
TIOJIO)KEHUH 3 C COOTBETCTBYIOIIEH MYJIbTHIUIETHOCTBIO M
XUMHYECKHMH CIIBUraMu.

B cnekrpax SAMP BC coennuennii 23, 25, 40, 42, 45,
52, 55, 58, 65, 73 HaOmromaeTcs XapaKTePUCTUYCCKUN
CHTHaJ SP’-TMOPHMIN30BAHHOTO aTOMa YIJIEpOja B CIIAPO-
nozunuu (nostoxkenne 6') npu 75.8-82.3 m. 1. B cnektpe
SAMP “C coemunenus 44, KoTopoe conepkuT KoHDopMa-
LMOHHO >KECTKMH OMIMKI, HAOII0TaeTcst yJBOCHHE psijia
CUTHAJIOB, YTO CBSI3aHO C MATHUTHOW HE3KBHBAJICHTHOCTBIO
aTOMOB YIJIEpOJia B AHACTEPEOH30MEpax.

Macc-cneKTpoMeTprU4ecKoe HCCIeI0BaHUE I0Ka3alo,
YTO B YCJIOBHSIX 3JeKkTpoHHOro yzaapa (70 sB) cmmpo-
cucremsl 28, 40 xapakTepusyroTcd HHU3KOM HHTEHCHB-
HOCTBIO MOJIEKYJIIPHOTO roHa.”® OCHOBHOI MEePBUYHBII
pacmax MoHa [M]+' coequHEHUsT 28 OO0YCIIOBIICH IBYMS
NapajuleIbHBIMKM HalpaBJIeHUsIMU (parmenrauuu. Ilepsoe

HarpasjeHue (parMeHTalMy IpeIIoiaracT OTILIENJICHUE
onepuna ot nona [M]" ¢ o6pasoBaHHeM (parMeHTapHBIX
nonoB [M—C,H,]" (m/z 344 (13%)) u [M—C,Hg]" (m/z 317
(10%)). Bropoe HanpaBieHne GpparMeHTAIMH 3aKTH0YACTCS
B jerpanaimu nona [M]™ mo cesazam C(2)-C(3) u N(4)-N(5)
¢ oOpa3zoBanueM (parmMeHTapHoro uona ¢ m/z 198 (100%).
B cBoI0 ouepenp, MOIEKyIApHbIA Hon [M]" coenuneHns
40 w3HayaJbHO BHIOpAcHIBAaCT CTAOMJIBHBIA WOH [mpem-
C4Hol" (m/z 57 (100%)), anbTepHATUBHO 0Opa3yeTcs OCKO-
nounsii nod [M—-C7H 4]" (m/z 379/381 (3/2%)), npetepre-
Batormid (parmentanito no ceazsiMm C(2)-C(3) u N(4)-N(5)
¢ oOpa3oBaHueM (hparMEHTapHOTO HOHAa ¢ m/z 276/278
(58/55%).

C nenpto Oonee yOeqUTENBHOTO JOKA3aTeNbCTBA CTPYK-
Typsl mpoBericH PCA coenuuenust 40 (puc. 2). Heobxo-
JMMBIH MOHOKPHUCTAILT NOJIyYeH MEIUICHHOW KpUCTaIn3a-
LUEH U3 YKCYCHOM KUCIIOTHL. B HE3aBUCHMON 4acTu 3J1E€MEH-
TapHOM s4elkH OOHapyXKeHbl IBe MoJekydsl (A u B),
OTJIMYAIOIINECS HEKOTOPHIMH TE€OMETPHYECKUMH Iapa-
Merpamu. LleHTpanbHbBIi NUPUMUAMHOBBIM LMK TPULUK-
au4yeckoro  (parMeHTa HaxomuTCs B KOH(QOpMAIMU
"coa" (mapamerpsl ckmaguatocti:C S 0.64, O 47.8°,
Y 10.7° B monekyne A u S 0.63, ©® 44.5°, ¥ 10.5° B
monekyie B). Ortkinonenne atoma C(8) oT cpenHe-
KBaJIpaTUYHOH IJIOCKOCTH OCTAJbHBIX aTOMOB IIMKJIa
cocrapiser 0.59 A B monekyne A u—0.57 A B monekyne B.
HachieHHblii cniupokapOoIMKI HaXOAUTCsl B KOH(pOpMa-
nuu "kpecio" (mapametpsl ckiamdaroctu: S 1.16, © 1.8°,
Y 13.3° B Mmontekyne A u S 1.14, © 0.1°, ¥ 0.0° B monekyine
B, puc. 2).

Ortknonenuss atoMoB C(8) u C(13) oT cpemHekBampa-
THUYHOH IJIOCKOCTH OCTJIbHBIX aTOMOB IIMKJIa COCTaBIISIOT
0.65 A s monexynsl A u —0.72 A nns monekynst B. Yron
MEXAY TUIOCKUM (parMeHTOM MUPUMHIMHOBOTO IMKJIA U
CPEIHEeKBAIPaTUYHOW IIJIOCKOCTBIO, MNPOXOASLIeH dYepes
atomel C(11), C(12), C(14) u C(15) HaCBIIIEHHOTO ITUKIIA,
cocraBmger 118° B obeux monmekynax. IIpu 3ToM Mexmy

Pucynok 2. Monekymsiproe ctpoeHue coequHerust 40 B kpucramie
no manaeiM PCA.
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aTOMaMH 3THX IMKJIOB BO3HUKAIOT YKOPOUCHHBIC BHYTpH-
MOJIEKYJISIPHBIE KOHTaKThl COOTBETCTBEHHO B MOJIEKYyJax A
u B (B ckoOKkax yka3zaHa cyMMa BaH/IEPBaaJIbCOBBIX paJiuy-
cos): H(11b)---C(2) 2.83 u 2.87 A u H(11b)---C(7) 2.77 u
2.78 A (2.87 A), H(14b)---H(INa) 2.28 u 2.27 A (2.34 A),
H(15a)---N(3) 2.38 u 2.41 A (2.67 A). Crazs N(2)-C(8)
(1.507(4) (monekyna A) u 1.511(4) A (monexyna B))
VJUTMHEHA 110 CPABHEHHUIO C €€ CPEeTHUM 3HaueHmeM " 1.469 A.
mpem-byTUITBHBII 3aMeCTUTENb 3aHUMAET SKBaTOPHUAIILHOE
MOJIO)KEHHE W Pa3BepHYT TaKUM o00pa3oM, YTO CBS3b
C(16)-C(19) anrunepumuanapra cssu  C(12)-C(13)
(TOpCHOHHBIE YIJIBI COOTBETCTBEHHO B MoJjeKynax A u B:
C(11)-C(12)-C(13)-C(16) 1743(4) mn -176.8(4)°,
C(12)-C(13)-C(16)-C(19) —175.0(4) u 177.5(5)°). Mexny
aToMaM¥ 3aMECTHUTENsI ¥ aTOMaMM HaChIIIEHHOTO Kap0o-
LHUKJIa OOHApyXEHO JOCTaTOYHO CHIIBHOE CTepHYEcKOe
OTTAJIKUBaHUE, O 4YEeM CBHICTEILCTBYIOT YKOPOYCHHBIE
BHYTPUMOJIEKYJSIPHBIE KOHTaKThl COOTBETCTBEHHO B MOJIE-
kynmax A u B (B ckoOkax ykazaHa CymMMa BaHJEpBaalib-
coBbIx paauyco): H(12a)---C(18) 2.64 u 2.69 A (2.87 A),
H(12a)---H(18b) 2.18 u 2.20 A (2.34 A), H(14a)---C(19)
2.65 u 2.62 A (2.87 A), H(14a)---H(19¢) 2.07 u 2.20 A
(2.34 A), H(14b)---C(17) 2.80 u 2.81 A (2.87 A),
H(14b)---H(17b) 2.28 u 2.24 A (2.34 A), H(17a)---C(14)
2.75 u 2.76 A (2.87 A), H(17¢c)---C(12) 2.84 u 2.80 A
(2.87 A), H(19¢c)---C(14) 2.69 u 2.77 A (2.87 A),
H(18b)---C(12) 2.76 A nns obeux monexyn (2.87 A),
H(12d)---C(17) 2.80 A nana momekynsr B (2.87 A),
H(12d)---H(17¢) 2.30 A nns monekynst B (2.34 A). Tpu-
A3UHOBBIM LMKJI MOJHLIMUKINYECKOro (parMeHra Haxo-
IUTCs B KOH(popmanuu "yruiomieHHas coda' ¢ mapamer-
pamu cxnamggatocta S 0.22, ® 66.1°, ¥ 12.8° B Monekyne A u
S 022, ® 67.6°, ¥ 10.7° B monekyne B. OtkinoHenue
atoma C(10) oT cpeaHEeKBaApaTUIHON MIOCKOCTH OCTAIIb-
HEIX aToMOB IuKna cocTtapiser 0.20 A B momekyne A n
—0.20 A B mMonexysie B. Mexy GeH30/bHBIM U TPHA3HHO-
BBIM [UKJIAMHU B TPUITHKIAIECKOM (parMeHTe 00HApYKESHO

aTTpaktuBHOe B3aumozeiicteue H(3) --N(4) 2.60 B mone-
kyne A u 2.57 A B Monekysie B (cymMMa BaHIepBaaibCOBBIX
paguycos 2.67 A). deHUNBHBIA 3aMECTUTENL HECKONBKO
HEKOMJIaHApeH IIOCKOCTH TPHA3MHOBOTO LIMKJIA BCIEA-
CTBUE OTTAJIKHUBAHUA MEXAY HUMH (YKOPOUECHHBIE KOHTAKTHI
COOTBETCTBEHHO B Mojiekysnax A u B (B ckoOkax ykazaHa
cyMMa BaHJepBaaibcoBbIX panuycoB) H(21)---N(3) 2.48 n
2.49 A (2.67 A), H(25)--C(10) 2.80 u 2.81 A (2.87 A)).

B kpucramne Monekynsl coeauHenus 40 oOpasyroT
OECKOHEUHBIE IIEMOYKH BJIOJb KpPUCTAILIOrpadHYecKoro
HampaBneHus [1 O O] 3a cueT MeEXMOJEKYJISPHBIX
BomopoaHblx cBsazeit N(la)-H---O(la) (x — 1, y, 2)
(paccrostane H---O 2.23 A, yron N-H---O 159°) wu
N(1b)-H:--O(1b)' (x — 1, y, z) (paccrostaue H---O 2.16 A,
yron N-H:--O 167°). O6pa3oBaHue BOIOPOJTHBIX CBsI3Ci
npuBoauT K yamuHenuio ceazu C(10)-0(1) mo 1.236(4) A
B Montekyne A u 1.235(4) A B monekyne B no cpaHenuto
co cpeauuM 3HaueHneM 1.210 A,

B mpopomxeHne HalpaBIeHHOTO MTOMCKAa COSAMHEHHUH C
MIPOTUBOCYJOPOKHON aKTHBHOCTBIO CPEAM CIHPOKOHCH-
CHPOBaHHBIX XHHA30MHOBY M [anbHEHIIEro H3yueHHs
BIIMSIHUS 3aMECTHUTENs B IOJIOKEHHH 6 U COOTBETCTBYIO-
meit [1,2,4]tpuasuno[2,3-c]XxMHa30JIMHOBONM CUCTEMBI Ha
JAHHBIM BUA JEHCTBHA [N HUCHBITAHHA Ha MOJACTH
MEHTHJICHTETPA30JIOBBIX ~ CYAOpOr Obul  O0TOOpaH psiA
KITFOUEBBIX COCIMHEHUH ¢ Pa3IMYHBIMU CIIUIPOKOHAEHCHPO-
BaHHBIMU (pparMeHTamu.

Pesynpratel uccienoBaHuil mokazamu (Tabi. 3), 4To
BBEJICHUE IICHTWJIEHTETpa30oja IPHUBOAUIO K Pa3BUTHIO
SMWIENTUYECKUX CYAOPOT C BBIPQKEHHOH KIJIOHHKO-
ToHHYecKoH (a3zoif u 100% JeTadbHOCTBIO CPeir KHBOT-
HbIX. Tak, B KOHTpPOJIBHOH TIpyIIe JATEHTHBI NEpUOL
CYJZIOpOT COCTaBIsUT B cpeHeM 6.33 + 0.55 muH, a mpoI0IHKe-
TENTBHOCTh KJIOHMKO-TOHHYECKUX cymopor — 8.12 + 0.65 muH.
CymOpOXXHBIH CHHIPOM Y JKHBOTHBIX KOHTPOJIBHOU
TPYMIIBl UMEN BBIPAKEHHBIE U MEPHOAMYECKH TTOBTOPSIO-
IMecs: KJIOHUKO-TOHWYECKHE MPUIAIKH C YETKO Ipoce-

Taoauna 3. HpOTHBOCy}IOpO)KHaS[ AKTUBHOCTH CUHTEC3UPOBaHHBIX COCMHCHUH Ha MOJICIIN MEHTUJICHTETPA30JIOBBIX Cy10por

JlaTenTHIii IEpHOS Cy10pOT,

IIHI/ITGHLHOCTB KIIOHUKO-TOHHYCCKUX

BrIpasxeHHOCTB Cy0por

CoenuHeHne N cymopor, uH JleranbsHOCTD, % B Ganax
Kontpons 6.33+0.55 8.12+0.65 100 72+0.53
23 47.2+£3.0% 2.8+0.33* 30%* 4.55 £0.32*
33 24.6 £ 1.5% 437+0.43* 70* 5.92+0.66
34 12.5+0.8*% 6.18+2.11 90* 6.88 +1.21
42 18.3+£2.0* 5.89+1.55 60* 5,11 £0.86
44 22.8+1.0% 5.12+0.82%* 70* 5.51+0.52
45 16.7+1.1* 544+1.10 70* 536+1.16
47 12.6 £1.2* 6.22 +1.41 90* 6.11+0.42
52 127+ 1.1% 5.88+1.91 80* 5.90+0.72
54 152+0.8* 5.17+0.76* 70* 532+0.22
58 14.1 £1.0* 576 +1.12 80* 576 +1.12
65 172+ 1.1% 7.55+1.80 80* 6.54 +0.87
73 17.1 £1.2* 5.11+1.23 70* 5.12+0.97
83 128 £ 1.1* 5.75+1.43 70* 5.82+0.63
JlamotpumxuH 31.7+1.5* 2.72 +£0.52* 20%* 3.4 +£0.55%

* JlocroBepHocTh (p < 0.05) B CpaBHEHHHU C KOHTPOJIBHON IPYMITOi )KHBOTHBIX.
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XKuBaroleiics (a3oil TOHMYECKOH OKCTEH3MH (OHHCTO-
TOHYC).

Beenenue coemuuenuii 23, 33, 42, 44, 73 Ha ¢one
pa3BUTHSI CYJOPOT IPUBOJIWIO K JOCTOBEPHOMY yBEIHUe-
HUIO JIaTEHTHOro mnepuoia B 2.4—7.5 pa3za, COKpallleHUIO
MIPOAOJIKUTEIBHOCTH KJIOHHUKO-TOHUYECKUX IMPUNAJKOB B
1.4-2.9 pasa, CHUXKEHUIO JETAaTbHOCTU CPEIU MKHUBOTHBIX
Ha 30-70% 1o cpaBHeHuUIO ¢ KoHTposieM (Tabm. 1). Coemu-
Henus 34, 45, 47, 52, 54, 58, 65, 83 nokazanu yMmepeHHYIO
MIPOTUBOCYJJOPOXKHYIO aKTHUBHOCTb, IPEBBINIAsi OCHOBHBIE
MoKa3ajld KOHTPOJBbHOM rpymmsl kHUBOTHbIX Ha 20-30%
(Tabma. 3). BelpaxkeHHas MPOTHBOCYIOPOXKHAST AaKTHBHOCTD
XapakTepHa Jyisl coeruHeHus 23, koTopoe 1o cwie dddekra
KOHKYPHPYET C IIpernapaToM CpaBHEHUs (JIaMOTPUIKIHOM).

TakuM 00pa3’oM, Ha OCHOBE 3aMeIEHHBIX 6-R'-3-(2-
amuHO(pennn)-1,2,4-rpuasun-5(2H)-0HOB TIOMy4eHbl HEU3-
BecTHble 3'-R'-crmpo[(a3a/okca/tua)uknoankun-1(3,4),6'-
[1,2,4]Tpnasuno[2,3-c]xunazonun]-2'(7'H)-0HBI, CTpOEHUE
KOTOPBIX JI0Ka3aHo crekTpockomueii IMP 'H u 3¢, mace-
CIIEKTPOMETpHEH, a Takke PEeHTTEHOCTPYKTYPHBIM aHAIH30M.
CUHTE3UpOBAaHHBIE COCIMHEHHUA TPOSIBIAIOT IPOTUBO-
CYJIOPOXKHYIO aKTHUBHOCTh Ha MOJIENH NEHTHIICHTETPa30JIo-
BBIX CYJOpOI, OJHO U3 COEAMHEHUN IO CWIE IEUCTBUSA
KOHKYPHPYET C IIperapaToM JaMOTPHKHHOM.

JKCcIepUMMEeHTAIbHAS YaCTh

UK crekTpsl 3aperucTpypoBaHbl Ha CIIEKTPOMETpE
Bruker Alpha ¢ ucnonszoBannem npucraBkd ATR (mpsimoe
BBegeHne obpasma). Crextpel SIMP 'H u C 3aperuc-
TpupoBaHbl Ha criekTpoMeTpe Mercury 400 (400 u 100 MI'1g
cootBerctBenHo) B JIMCO-d,s (cniextper SIMP C coemu-
uenwuii 40 u 55 3aperucrpuposansl B IMCO-ds—CCly, 1:1),
BHyTpeHHu#l ctaHmapt TMC. Xpomaro-Macc-CHeKTpHI
3apErUCTPUPOBAHBI Ha BHICOKOI(P(PEKTUBHOM >KUIKOCTHOM
xpomarorpage Agilent 1100 Series, ocHaIIEHHOM JTHOIHO-
MAaTPUYHBIM M MAacC-CeJICKTUBHBIM JeTekTopoMm Agilent
LC/MSD SL, cucrema pactoputeneii MeCN-H,O—
HCOOH, rpagueHTHOE 3MIOMPOBaHUE, XUMHUYECKast HOHH-
3anus npu  atmocdepHoM nasneHmn (XUAJL), oxmso-
BPEMEHHOE CKAaHWPOBAHHUE MOJIOKUTEIBHBIX U OTPULIATEINb-
HeIXx HOHOB B muamazoHe 80—1000 m/z. Macc-CrieKTphbI
coenuHenuit 28, 40 3apeructpupoBaHsl Ha pudope Varian
1200L, wonmsanmsa DY (70 »3B), mpsmoe BBelIeHUE
o0pasiia, Temmneparypa 200 °C, ckopocts HarpeBanus 300 °
C/muH B unaTepBaine ot 25 mo 500 °C. DneMeHTHBINA aHATN3
(C, H, N, S) Bemonnen Ha npubope Elementar vario EL
cube. Temmepartypsl TUIABJICHHS OIIpEACIICHBI
KamWUTSIPHBIM cTTocoOoM Ha mpubope Stuart SMP30.

Coenunenns 1-20 moy4eHsl 0 TUTEPATYPHBIM METO/I-
ukam.®  VICronb30BaHbI  KOMMEPUYECKH  JOCTYITHBIC
peaxTtuBbl KoMnaauid Merck, Sigma-Aldrich u Enamine.

Cunre3 3amemeHnbix 3'-R'-cnmpo[(a3a/okca/Tua)-
nukiaoankui-1(3,4),6'-[1,2,4| tpuasuno|2,3-c|xuna3zonunH]-
2'(7'H)-onoB 21-87 (obmas meromuka). K pactBopy
0.01 momp coemmuenus 1-20 B 20 mu nensaoit AcOH
no6aBysatoT 0.01 MOJTb COOTBETCTBYIOIIETO IMUKIJIOAKAHOHA
WA TETePONMKINIECKOTO KeToHa (IMKIOOyTaHOHA, IHKIIO-
NeHTaHOHa, 4-mpem-0yTUIIHUKIOIeKCAaHOHA, IUKJIOTernTa-
HOHa, OmnMkio[2.2.1]renTan-2-ona, TeTparuapo-4H-nipan-

4-oHa, 1-merun(OGeH3WI)IUIIEPUIMH-4-0HOB, TeTparuapo-4H-
THONMpaH-4-oHa, nuruapotuoden-3(2H)-ona, 1,1-1nokcuna
qurunporuoden-3(2H)-ona,  murunpo-2H-tnonmpan-3(4H)-
oHa, 1,l-auokcuna auruapo-2H-tuonupan-3(4H)-oHa).
PeakiMoHHYI0 CcMeCh KUMSTAT B TeUEHUE 3 4, YKCYCHYIO
KHCJIOTY MOCJIC OKOHYAaHUS PEAKIMH OTTOHSIIOT B BaKyyMe,
K ocrarky pobaBmitor 20 mim MeOH, cmech mnepeme-
IIMBAIOT, OCAJIOK OT(QIIHTPOBBIBAIOT U CYIIIAT.
3-Metuacnupo|[1,2,4]Tpuazuno[2,3-c]xuHa30auH-
6,1'-uukao6yraun]-2(7H)-on (21). Breixoa 0.90 r (35%).
T. . 253-254 °C. Cnextp SAMP 'H, §, m. 1. , Tw): 1.77-
2.09 (2H, M, 3-CH, nuknobyran); 2.26 (3H, ¢, CH;); 2.30—
2.43 (2H, m) u 2.83-2.98 (2H, ™, 2,4-CH, nukinoOyraH);
6.75-6.84 (1H, m, H-10); 6.87 (1H, n, J = 7.6, H-8); 7.28—
7.40 (1H, m, H-9); 7.76 (1H, ¢, NH); 7.94 (1H, n, J = 7.6,
H-11). Macc-cniextp, m/z: 255 [M+H]". Haiineno, %: C 66.20;
H 5.50; N 22.12. C4H4N4O. Brrumcneno, %: C 66.13;
H 5.55; N 22.03.
3-®enunnacnupo[[1,2,4]Tpuazuno|2,3-c]xuna3zonuH-
6,1'-uukao6yran]-2(7H)-on (22). Brixon 3.00 t (94%).
T. mn. 271-274 °C. Cnektp SIMP 'H, §, m. 1. (J, I'ny): 1.72—
2.13 (2H, M, 3-CH, uuknoGytan); 2.22-2.52 (2H, m) u 3.04—
3.13 (2H, M, 2,4-CH, uuxnoGyran); 6.80-6.89 (1H, M,
H-10); 6.91 (1H, 1, J = 7.6, H-8); 7.33-7.41 (1H, m, H-9);
7.41-7.51 (3H, m, H-3,4,5 Ph); 7.86 (1H, ¢, NH); 7.99 (1H,
o, J =177, H-11); 823 (2H, &, J = 8.5, H-2,6 Ph). Macc-
cektp, m/z: 317 [M+H]". Haiineno, %: C 72.09; H 5.17;
N 17.79. C19H¢N4O. Borumcneno, %: C 72.14; H 5.10;
N 17.71.
3-(4-Metokcudpenun)cnupo|[1,2,4]Tpuazuno|2,3-c]-
XHHA30JMH-6,1"-uka00yTan]-2(7H)-on  (23). Beixon
2.80 r (82%). T. ru1. 282-284 °C. Cnextp SIMP 'H, 3, m. 1.
(/, T'm): 1.81-2.08 (2H, ™M, 3-CH, mukino6yran); 2.35-2.61
(2H, m) u 2.88-3.18 (2H, M, 2,4-CH, muknobyran); 3.86
(3H, c, OCH,); 6.78-6.88 (1H, M, H-10); 6.90 (1H, 1, J = 8.2,
H-8); 6.96 (2H, 1, J = 8.0, H-3,5 Ar); 7.31-7.38 (1H, M,
H-9); 7.82 (1H, ¢, NH); 7.97 (1H, », J = 7.7, H-11); 8.27
(2H, 1, J=7.8, H-2,6 Ar). Criextp IMP °C, §, m. 1.: 12.5;
34.8; 55.8; 78.5; 113.3; 114.1; 114.3; 116.0; 119.5; 125.7;
127.3; 127.6; 128.6; 130.8; 131.7; 135.3; 145.5; 146.9;
151.7; 161.4; 161.5. Macc-cnextp, m/z: 347 [M+H]".
Haﬁ,lleHO, %: C 6939, H 531, N 16.25. C20H13N402.
Brruucaeno, %: C 69.35; H 5.24; N 16.17.
3-(4-DT1opdpenna)cnupo|[1,2,4]Tpuaszuno|2,3-c]-
XHHA30JMH-6,1"-iukn00yTan]-2(7H)-on  (24). Bexon
3.10 T (92%). T. mn. 264-266 °C. Cuextp SIMP 'H, 3, m. 1.
(/, T): 1.84-2.15 (2H, M, 3-CH, nuknoOyran); 2.36-2.48
(2H, m) u 3.03-3.10 (2H, ™M, 2,4-CH, nuknobyran); 6.80—
6.89 (1H, m, H-10); 6.90 (1H, &, J = 8.1, H-8); 7.09-7.27
(2H, M, H-3,5 Ar); 7.30-7.47 (1H, m, H-9); 7.86 (1H, c,
NH); 798 (1H, o, J = 7.7, H-11); 8.33 (2H, n. n, J = 8.3,
J = 5.8, H-2,6 Ar). Macc-cniektp, m/z: 335 [M+H]".
Haiineno, %: C 68.20; H 4.48; N 16.81. C,9H;sFN,4O.
Brruucneno, %: C 68.25; H 4.52; N 16.76.
3-Metuacnupo|[1,2,4]Tpuazuno|2,3-c]xuHa30auH-
6,1'-uukgaonentan]-2(7H)-on (25). Beixox 2.00 r (74%).
T. mn. 257-259 °C. UK cnexrtp, v, em ' 3218, 3186, 3101,
3012, 2952, 2866, 1628, 1613, 1595, 1522, 1478, 1447, 1426,
1374, 1324, 1268, 1215, 1196, 1158, 1109, 1073, 1034, 1000,
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953, 863, 788, 773, 753, 683, 657. Criektp SIMP 'H, &, m. 1.
(/, Tm): 1.80 (4H, n. o, J = 17.3, J = 6.7, 3,4-CH, 1ukio-
nenran); 1.94-2.04 (2H, m) u 2.33-2.44 (2H, ™, 2,5-CH,
mukinonenrtan); 2.23 (3H, c, CH;); 6.60-6.92 (2H, wm,
H-8,10); 7.29-7.38 (1H, m, H-9); 7.39 (1H, c, NH); 7.95
(1H, 1, J= 7.8, H-11). Ciextp SIMP °C, 8, m. 1. 17.3; 23.4;
37.2;85.6; 113.3; 115.0; 118.1; 133.8; 145.3; 150.6; 152.9;
161.6. Macc-cextp, m/z: 269 [M+H]". Haiineno, %:
C 67.22; H 6.03; N 20.97. CsHsN4O. Beruucneno, %:
C67.15;H6.01; N 20.88.
3-®ennacnupo([1,2,4]Tpuazuno|2,3-c]xuHazonuH-
6,1'-uuknonenran]-2(7H)-on (26). Beixon 3.10 r (93%).
T. . 287-289 °C. Cnektp SIMP 'H, §, m. 1. (J, T'm): 1.72—
1.91 (4H, ™m, 3,4-CH, uuxnonentan); 2.02-2.16 (2H, m) u
2.54-2.60 (2H, M, 2,5-CH, nuknonenTan); 6.77-6.95 (2H,
M, H-8,10); 7.32-7.41 (1H, m, H-9); 7.53-7.71 (4H, m, NH,
H-3,4,5 Ph); 8.02 (1H, n, J = 7.6, H-11); 8.20 (2H, n,
J =59, H-2,6 Ph). Macc-ciektp, m/z: 331 [M+H]".
Haiineno, %: C 72.69; H 5.55; N 17.07. CyH;sN4O. Boruuc-
neno, %: C 72.71; H 5.49; N 16.96.
3-(4-Ortnadpenna)cnupo|[1,2,4]Tpuazuno|2,3-c]-
XHHAa30JuH-6,1"-mukonenran]-2(7H)-on (27). Brixon
2.77 v (78%). T. m1. 263-266 °C. Crextp SIMP 'H, 8, m. 1.
(/, Tm): 1.28 (3H, 1, J = 7.5, CH,CH;); 1.64-1.97 (4H, ™,
3,4-CH, numkmnonentan); 2.00-2.20 (2H, m) u 2.45-2.55
(2H, ™M, 2,5-CH, uuknonentan); 2.71 (2H, x, J = 7.3,
CH,CH,;); 6.74-6.94 (2H, m, H-8,10); 7.27 2H, 1, J= 7.8,
H-3,5 Ar); 7.32-7.42 (1H, m, H-9); 7.47 (1H, c, NH); 7.99
(1H, n, J = 7.8, H-11); 8.10 2H, n, J = 7.9, H-2,6 Ar).
Macc-cnextp, m/z: 359 [M+H]". Haiineno, %: C 73.80;
H 6.27; N 15.70. C»H»nN4O. Brruucneno, %: C 73.72;
H 6.19; N 15.63.
3-(4-M3onpomundenmn)cnupo[[1,2,4]Tpuazuno|2,3-c]-
XHHa30JMH-6,1"-muKkonenTan]-2(7H)-on  (28). Bsixon
2.08 r (56%). T. mr. 230-232 °C. Criextp SIMP 'H, 8, m. 1.
(/, Tm): 1.30 (6H, 1, J = 6.5, CH(CHj3),); 1.69—1.94 (4H, M,
3,4-CH, nwmkinonentan); 1.96-2.18 (2H, m) u 2.48-2.52
(2H, ™m, 2,5-CH, uuknonenran); 2.98 (1H, a. 1, J = 12.5,
J =5.7, CH(CHj),); 6.77-6.96 (2H, M, H-8,10); 7.30 (2H,
n,J=17.6, H-3,5 Ar); 7.33-7.41 (1H, m, H-9); 7.47 (1H, c,
NH); 7.99 (1H, n, J = 7.6, H-11); 8.10 2H, 0, J = 7.7,
H-2,6 Ar). Macc-criektp (DY), m/z (Lo, %): 372 [M]" (11),
344 (13), 343 (16), 317 (10), 315 (8), 226 (9), 199 (39),
198 (100), 185 (21), 155 (21), 131 (13), 130 (44), 128 (5),
103 (22), 102 (17), 98 (6), 97 (7), 71 (16), 70 (6), 69 (19),
67 (9), 41 (17). Macc-cniektp (XUAJL), m/z: 373 [M+H]".
Haﬁ}ICHO, %: C 7423, H 647, N 15.12. C23H24N40.
Brruucaeno, %: C 74.17; H 6.49; N 15.04.
3-(3,4-Anmerundenna)cnupo[[1,2,4]Tpua3uno[2,3-c]-
XHHAa30JMH-6,1"-uKkaonenTan]-2(7H)-on  (29). Bsixon
3.28 1 (92%). T. . >300 °C. Crextp SIMP 'H, 8, m. 1.
(/, Tm): 1.78-1.94 (4H, M, 3,4-CH, muxnonenran); 1.95—
2.15 (2H, m) u 2.45-2.57 (2H, ™M, 2,5-CH, nuxioneHTan);
2.19-2.40 (6H, m, 2CH3); 6.75-6.98 (2H, m, H-8,10); 7.19
(1H, o, J= 7.2, H-5 Ar); 7.32-7.42 (1H, m, H-9); 7.48 (1H,
¢, NH); 7.89 (1H, n, J= 7.7, H-6 Ar); 7.95 (1H, ¢, H-2 Ar);
7.99 (1H, g, J = 8.0, H-11). Macc-criextp, m/z: 359 [M+H]".
Haﬁ}ICHO, %: C 7365, H 622, N 15.66. C22H22N40.
Brruncneno, %: C 73.72; H 6.19; N 15.63.

3-(4-9Toxkcudpenna)cnupo([1,2,4]Tpuazuno(2,3-c]-
XHHA30JuH-6,1"-mukonenran]-2(7H)-on  (30). Brixon
2.90 T (78%). T. 1. 289-292 °C. Cnextp SIMP 'H, §, m. 1.
/, T): 1.43 3H, 1, J= 6.8, OCH,CH,); 1.75-1.94 (4H, M,
3,4-CH, nuxionentan); 2.02-2.22 (2H, m) u 2.47-2.51
(2H, ™, 2,5-CH, nuknonenTtan); 4.11 (2H, a. o, J = 13.5,
J = 6.6, OCH,CH3;); 6.78-6.90 (2H, m, H-8,10); 6.94 (2H,
I, J = 8.5, H-3,5 Ar); 7.28-7.41 (1H, m, H-9); 7.45 (1H, c,
NH); 7.98 (1H, n, J = 7.7, H-11); 8.21 (1H, 0, J = 8.6,
H-2,6 Ar). Macc-cniektp, m/z: 375 [M+H]". Haiineno, %:
C 70.55; H 5.90; N 15.02. C,H,,N40,. Brruucieno, %:
C 70.57; H 5.92; N 14.96.
3-(4-Dr1opdpenna)cnupo|[1,2,4]Tpuasuno|2,3-c]-
XHHA30JMH-6,1"-nuknonentan]-2(7H)-on (31). Breixon
3.30 r (95%). T. mn. 281-283 °C. Crnektp SIMP 'H, §, M. 1.
/, Tw): 1.74-1.98 (4H, ™, J = 8.3, 3,4-CH, uuxioneHTaH);
2.00-2.17 (2H, m) u 2.52-2.57 (2H, ™M, 2,5-CH, uukmo-
neHran); 6.81-6.94 (2H, m, H-8,10); 7.12-7.26 (2H, M,
H-3,5 Ar); 7.30-7.41 (1H, m, H-9); 7.45 (1H, ¢, NH); 8.01 (1H,
n,J=17.6,H-11); 8.18-8.37 (2H, m, H-2,6 Ar). Macc-criektp, m/z:
349 [M+H]". Haiineno, %: C 68.93; H 4.89; N 16.15.
C,0H7FN4O. Brruucaeno, %: C 68.95; H 4.92; N 16.08.
3-(Tuoden-2-un)cnupo|[1,2,4]Tpuazuno|2,3-c]-
XHHA30JuH-6,1"-mukonenran]-2(7H)-on (32). Brixon
2.95 1 (88%). T. 1. 305-307 °C. Criextp SIMP 'H, §, m. 1.
, T'm): 1.87 (4H, c, 3,4-CH, uuknonenrtan); 1.97-2.16
(2H, m) u 2.51 (2H, ¢, 2,5-CH, nuknonenTan); 6.72—6.94
(2H, m, H-8,10); 7.17 (1H, ¢, H-4 troden); 7.27-7.29 (1H,
M, H-9); 7.51 (1H, ¢, NH); 7.66 (1H, n, J = 3.4, H-3 tHodeH);
799 (1H, n, J = 7.4, H-11); 8.23 (1H, ¢, H-5 tuoden).
Macc-cniektp, m/z: 337 [M+H]". Haiineno, %: C 64.32;
H 4.85; N 16.70; S 9.55. CsHsN4OS. Brrumcneno, %:
C64.27, H4.79; N 16.65; S 9.53.
4'-(mpem-bytuin)-3-mernincnupo|[1,2,4]tpuazuno|2,3-c]-
XHHA30JuH-6,1"-ukjorexcan]-2(7H)-on  (33). Bexon
2.32 1 (69%). T. 1. 298-300 °C. Criextp SIMP 'H, 8, m. 1.
(J, T): 0.90 (9H, ¢, C(CH3)3); 1.10 (1H, a. o, J = 24.2,
J = 12.7, 4-CH uuxknorekcan); 1.50 2H, a. o, J = 21.0,
J=10.9) u 1.59-1.82 (2H, m, 3,5-CH, mukmnorekcan); 1.93—
2.17 (4H, m, 2,6-CH, nuknorekcan); 2.22 (3H, c, 3-CHj;);
6.75-6.90 (1H, m, H-10); 7.04 (1H, x, J = 7.8, H-8); 7.14
(1H, ¢, NH); 7.23-7.51 (1H, m, H-9); 7.95 (1H, n, J = 7.7,
H-11). Macc-criextp, m/z: 339 [M+H]". Haiineno, %: C 70.93;
H 7.81; N 16.61. CyH¢N4O. Brrumcneno, %: C 70.98;
H 7.74; N 16.55.
4'-(mpem-bBytna)-3-penuncnupo([1,2,4]Tpua3uno-
[2,3-c]xuna3zonun-6,1'-uukinorexcan]-2(7H)-ou (34). Boixon
2.96 T (74%). T. 1. 305-307 °C. Criextp SIMP 'H, 8, m. 1.
(/, Tm): 0.93 (9H, ¢, C(CHj);); 1.07-1.32 (1H, M, 4-CH
nukiorekcan); 1.44-1.66 (2H, m) u 1.67-1.85 (2H, ™,
3,5-CH, nukmnorekcan); 1.98-2.29 (4H, wm, 2,6-CH, mukiio-
rekcan); 6.76-6.95 (1H, m, H-10); 7.09 (1H, o, J = 8.0,
H-8); 7.26 (1H, ¢, NH); 7.33-7.52 (4H, m, H-9, H-3,4,5 Ph);
8.01 (1H, n, J=17.1, H-11); 8.19 (2H, n, J= 5.3, H-2,6 Ph).
Macc-ciektp, m/z: 401 [M+H]". Haiineno, %: C 75.03;
H 7]2, N 14.07. C25H28N40. BI)I‘II/ICJ'[GHO, %: C 7497,
H 7.05; N 13.99.
4'-(mpem-ByTnna)-3-(4-metundenun)cnupo|[1,2,4]-
TpuasuHo|2,3-c]xuna3oaunn-6,1'-unknorexcan|-2(7H)-
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oH (35). Bexon 3.88 1 (94%). T. mn. 323-324 °C. Cnektp
SAMP 'H, 8, m. 1. (J, Tp): 0.93 (9H, ¢, C(CH;)3); 1.07-1.20
(1H, M, 4-CH umknorekcan); 1.44—-1.61 (2H, m) u 1.68—
1.81 (2H, ™, 3,5-CH, nuxkmorekcan); 2.09-2.26 (4H, M,
2,6-CH, nmknorekcan); 2.43 (3H, ¢, ArCH;); 6.80—6.91
(1H, m, H-10); 7.07 (1H, r, J = 7.9, H-8); 7.14-7.30 (3H,
M, NH, H-3,5 Ar); 7.33-7.48 (1H, m, H-9); 8.01 (1H, 1, J= 8.0,
H-11); 8.10 (2H, 1, J = 8.1, H-2,6 Ar). Macc-cuiekTp, m/z:
415 [M+H]". Haiineno, %: C 75.37; H 7.34; N 13.59.
C,6H30N4O. Breraucneno, %: C 75.33; H7.29; N 13.51.
4'-(mpem-byTnin)-3-(4-metokcudenunna)cnupo|[1,2,4]-
TpuasuHo[2,3-c]xunazonun-6,1'-unknorexcan|-2(7H)-
oH (36). Boixon 3.44 1 (80%). T. . 312-314 °C. Cnextp
SAMP 'H, 8, m. 1. (J, Tmp): 0.94 (9H, ¢, C(CH;)3); 0.99-1.27
(1H, M, 4-CH uwmknorekcan); 1.55 (2H, n. a1, J = 22.0,
J=9.7)u 1.67-1.85 (2H, ™, 3,5-CH, nuknorekcan); 2.02—
2.35 (4H, ™, 2,6-CH, nuknorekcan); 3.87 (3H, ¢, OCHj;);
6.81-6.92 (1H, m, H-10); 6.98 (2H, 1, J = 8.2, H-3,5 Ar);
7.09 (1H, n, J = 8.4, H-8); 7.14 (1H, c, NH); 7.34-7.45
(1H, M, H-9); 8.01 (1H, o, J = 7.9, H-11); 8.25 (2H, &,
J = 8.4, H-2,6 Ar). Macc-cniektp, m/z: 431 [M+H]".
Haﬁ}leHO, %: C 7257, H 710, N 13.06. C26H30N402.
Brruucaeno, %: C 72.53; H7.02; N 13.01.
4'-(mpem-ByTnin)-3-(4-propdenna)cnupo[[1,2,4]Tpu-
a3uHo[2,3-c|xuna3oamH-6,1"-mukiorexcan|-2(7H)-on (37).
Beixox 4.13 1 (99%). T. m. 303—305 °C. Cnextp SIMP 'H,
5, M. 1. (J, T'm): 0.93 (9H, ¢, C(CH;);); 1.06-1.24 (1H, M,
4-CH uwuknorekcan); 1.54 2H, n. o, J =22.0,J=9.7) u
1.62-1.83 (2H, m, 3,5-CH, uuknorekcan); 1.99-2.24 (4H, w,
2,6-CH, muknorekcan); 7.09 (1H, n, J = 8.5, H-8); 7.13-7.25
(3H, m, H-10, H-3,5 Ar); 7.27 (1H, ¢, NH); 7.31-7.47 (1H,
M, H-9); 8.16-8.37 (3H, m, H-11, H-2,6 Ar). Macc-criektp, m/z:
419 [M+H]". Haiineno, %: C 71.81; H 6.47; N 13.45.
C,5H,7FN4O. Beruucneno, %: C 71.75; H 6.50; N 13.39.
4'-(mpem-byTun)-3-(Tuopen-2-uia)cnupo|[1,2,4] rpu-
a3uHo[2,3-c|xuna3oanH-6,1"-mukiorexcan|-2(7H)-on (38).
Beixox 2.33 r (58%). T. . 291-293 °C. Cnextp SIMP 'H,
5, M. 1. (J, T'p): 0.94 (9H, ¢, C(CH;);); 1.03—-1.22 (1H, M,
4-CH uuxnorekcan); 1.54 2H, n. 1, J=26.3,J=14.6) u
1.63-1.84 (2H, ™, 3,5-CH, nuxnorekcan); 2.08-2.34 (4H,
M, 2,6-CH, numknorekcan); 6.81-6.93 (1H, m, H-10); 7.08
(1H, n, J=17.9, H-8); 7.12-7.22 (1H, m, H-4 THodeHn); 7.26
(1H, ¢, NH); 7.33-7.44 (1H, m, H-9); 7.66 (1H, n, J = 4.1,
H-3 tuoden); 8.00 (1H, n, J= 7.7, H-11); 8.22 (1H, ¢, H-5
tHoden). Macc-criektp, m/z: 407 [M+H]". Haiineno, %:
C 67.93; H 6.49; N 13.85. Cp3HysN,OS. Beruncneno, %:
C 67.95; H 6.45; N 13.78.
4'-(mpem-Byrnn)-8-mernn-3-gpennacnupo|[1,2,4] Tpu-
a3uHo|[2,3-c]xuna3zoaunn-6,1'-uukaorexcan]-2(7H)-on
(39). Beixon 2.40 T (58%). T. mn. 249-251 °C. Cnektp
SAMP 'H, §, m. 1. (J, Tw): 0.93 (9H, ¢, C(CH;)3); 1.10-1.30
(1H, ™, 4-CH uuknorekcan); 1.49-1.62 (2H, m) u 1.67—
1.82 (2H, ™, 3,5-CH, muknorekcan); 2.06-2.28 (4H, M,
2,6-CH, muknorekcan); 2.32 (3H, ¢, 8-CH3;); 6.10 (1H, ¢, NH);
6.89-6.99 (1H, m, H-10); 7.35 (1H, x, J = 6.8, H-9); 7.40—
7.56 (3H, m, H-3,4,5 Ph); 7.95 (1H, n, J= 7.7, H-11); 8.22
(2H, 1, J = 5.6, H-2,6 Ph). Macc-cniextp, m/z: 415 [M+H]".
Haﬁ}ICHO, %: C 7539, H 735, N 13.58. C26H30N40.
Beruncneno, %: C 75.33; H 7.29; N 13.51.

10-Bpom-4'-(mpem-0yrnn)-3-pennicmupo([1,2,4] Tpu-
a3uHo[2,3-c|xuHazomH-6,1'-muknorexcan|-2(7H)-on  (40).
Beixox 3.20 r (66%). T. 1. 288-289 °C. Cnektp SIMP 'H,
S, M. 1. (J, T'm): 0.92 (9H, ¢, C(CH3);); 1.03—-1.21 (1H, M,
4-CH nuxnorekcan); 1.38-1.62 (2H, m) u 1.60-1.86 (2H,
M, 3,5-CH, muknorekcan); 1.99-2.30 (4H, M, 2,6-CH,
uukiorekcan); 7.06 (1H, n, J = 8.7, H-8); 7.30-7.59 (5H,
M, H-9, NH, H-3,4,5 Ph); 8.10 (1H, x, J = 1.8, H-11); 8.19
(2H, 1, J = 5.9, H-2,6 Ph). Criextp SIMP “C, &, m. 1.: 22.1;
27.4; 31.9; 33.1; 46.3; 77.9; 109.8; 114.6; 118.1; 127.6;
128.4; 128.6; 129.8; 132.6; 136.6; 143.0; 146.7; 150.6;
160.0. Macc-cniektp (DY), m/z (Lo, %0): 279 (6), 278 (55),
277 (8), 276 (58), 265 (21), 264 (5), 263 (22), 223 (9), 197
(10), 116 (11), 115 (7), 104 (17), 103 (47), 89 (15), 81 (11),
79 (10), 77 (23), 76 (16), 69 (19), 67 (17), 63 (11), 57
(100), 56 (9), 55 (37), 54 (10), 53 (16), 51 (5). Macc-
cextp (XUAL), m/z: 482 [M(*'Br)y+H]", 480 [M(”Br)+H]".
Haiineno, %: C 62.69; H 5.75; N 11.77. C,sH,;BrN4O.
Brruucaeno, %: C 62.63; H 5.68; N 11.69.
3-Metuacnupo|[1,2,4]Tpuazuno[2,3-c]xuna3zonuH-
6,1'-uukiorentan]-2(7H)-on (41). Beixon 3.35 1 (86%).
T. mn. 228-229 °C. Cnextp SIMP 'H, §, m. 1. (J, I'np): 1.48—
1.79 (8H, ™, 3,4,5,6-CH, nuknorenrtan); 1.99-2.25 (7H, m,
CH;, 2,7-CH, uumknorentan); 6.72—6.80 (1H, m, H-10);
6.84 (1H, n, J = 8.0, H-8); 7.23-7.37 (2H, m, H-9, NH);
7.93 (1H, 1, J = 7.8, H-11). Macc-criextp, m/z: 297 [M+H]".
Haiineno, %: C 68.95; H 6.74; N 18.95. C7;H,,N4O.
Brruucaeno, %: C 68.90; H 6.80; N 18.90.
3-(4-MeTtokcudpenun)cnupo|[1,2,4]Tpuazuno|2,3-c]-
XHHA30JMH-6,1"-mukaorentan]-2(7H)-on  (42). Bsixon
3.35 1 (86%). T. rr. 243246 °C. Criextp SIMP 'H, 8, m. 1.
(/, Tm): 1.52-1.82 (8H, ™, 3.,4,5,6-CH, nuxiorentan); 2.06—
2.42 (4H, ™, 2,7-CH, umxnorentan); 6.74—6.83 (1H, M,
H-10); 6.87 (1H, o, J = 8.0, H-8); 6.94 (2H, n, J = 7.6,
H-3,5 Ar); 7.27-7.35 (1H, m, H-9); 7.40 (1H, ¢, NH); 7.96
(1H, o, J = 7.5, H-11); 823 (2H, n, J = 7.7, H-2,6 Ar).
Crextp SIMP °C, &, m. 1.: 23.2; 31.0; 38.7; 55.8; 82.3;
113.0; 114.1; 114.3; 115.9; 118.9; 125.8; 127.1; 130.7;
131.7; 135.2; 145.1; 146.9; 151.4; 161.3; 161.4. Macc-criektp,
m/z: 389 [M+H]". Haiineno, %: C 71.07; H 6.20; N 14.50.
C23H24N402. BI:ILII/ICJ'IeHO, %: C171.1 1, H 623, N 14.42.
3-(4-®ropdenna)cnupo|[1,2,4]Tpuaszuno|2,3-c]-
XHHA30JMH-6,1"-ukaorentan]-2(7H)-on (43). Beixon
2.00 r (53%). T. mn. 242-244 °C. Cnextp SIMP 'H, 8, m. 1.
(/, Tm): 1.56-1.94 (8H, ™, 3,4,5,6-CH, nuxiorenTan); 2.06—
2.42 (4H, ™, 2,7-CH, mmknorenrtaH); 6.73—6.84 (1H, M,
H-10); 6.87 (1H, 1, J = 8.1, H-8); 7.10-7.23 (2H, m, H-3,5 Ar);
7.28-7.41 (1H, m, H-9); 7.44 (1H, c, NH); 7.97 (1H, g,
J=17.6,H-11); 8.29 (2H, 1. n, J = 8.3, J = 5.8, H-2,6 Ar).
Macc-cniextp, m/z: 377 [M+H]". Haiizerno, %: C 70.23;
H 567, N 14.95. szHz]FN40. BBI‘II/ICJ'[GHO, %: C 7020,
H 5.62; N 14.88.
3'-(4-MeTokcudenna)cnupo[ounukiao[2.2.1jrentaun-
2,6'-[1,2,4]tpua3zuno[2,3-c]xunazonun]-2'(7'H)-on (44).
Beixon 2.80  (72%). T. 1. 251-254 °C. Cnextp SIMP 'H,
o, M. a. (J, Tm): 0.65-2.06 (10H, M, 6urmkno[2.2.1]renTan);
3.85 (3H, ¢, OCHj3); 6.71-6.92 (2H, m, H-8,10); 6.95 (2H,
n, J = 8.0, H-3,5 Ar); 7.28-7.40 (1H, m, H-9); 7.52 (1H, c,
NH); 8.01 (IH, x, J = 6.9, H-11); 8.23 (2H, n, J = 8.0,
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H-2,6 Ar). Cnektp IMP °C, §, m. 1.: 22.8; 27.1; 28.5;
35.8/36.0; 45.5; 46.1; 55.8; 85.5/85.8; 113.8; 114.17/114.21;
114.7; 115.8/115.86; 119.3/119.4; 125.7/125.8; 127.46;
130.5/130.6; 135.2/135.3; 145.6/146.0; 152.0/152.4; 161.2;
161.35/161.42. Macc-cniextp, m/z: 387 [M+H]". Haiineno, %:
C 71.45; H 5.79; N 14.55. C,3H,,N40O,. Brruucneno, %:
C 71.48; H 5.74; N 14.50.
3'-®enmni-2,3,5,6-rerparuapocnupo[nupan-4,6'-[1,2,4]-
Tpua3uHo[2,3-c|xunazonuun]-2'(7'H)-on  (45). Brixoa
3.80 r (92%). T. w1 >300 °C. Crekrp SIMP 'H, &, m. &
/, Tm): 1.75-2.24 (2H, m) u 2.51-2.56 (2H, M, 3,5-CH,
mupan); 3.80-3.90 (4H, m, 2,6-CH, nupan); 6.76—6.95 (1H,
M, H-10); 7.04 (1H, n, J= 8.1, H-8); 7.29-7.55 (5H, m, H-9,
NH, H-3,4,5 Ph); 8.02 (1H, n, J = 7.8, H-11); 8.18 (2H, &,
J = 8.4, H-2,6 Ph). Cuektp SIMP Be, 8, M. 1. 34.2; 63.3;
76.0; 113.7; 116.8; 119.8; 127.4; 128.6; 129.1; 130.7;
133.4; 135.5; 144.6; 146.3; 147.3; 161.0. Macc-ciextp, m/z:
347 [M+H]". Haiizeno, %: C 69.38; H 5.29; N 16.21.
C20H18N402. BI)I‘II/ICJ'ICHO, %: C 6935, H 524, N 16.17.
3'-®enna-9'-¢prop-2,3,5,6-rerparnapocnupo[nupan-
4,6'-[1,2,4]tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (46).
Beixox 3.30 1 (92%). T. m. 323-326 °C. Cnextp SIMP 'H,
S, M. 1. (J, ['m): 1.89-2.15 (2H, m) 1 2.49-2.55 (2H, ™, 3,5-CH,
nupan); 3.66—4.00 (4H, m, 2,6-CH, nupan); 6.55-6.67 (1H,
M, H-10); 6.78 (1H, n, J = 10.4, H-8); 7.35-7.48 (3H, M,
H-3,4,5 Ph); 7.74 (1H, ¢, NH); 8.07 (1H, n. n, J = 7.9,
J =69, H-11); 8.17 2H, n, J = 5.3, H-2,6 Ph). Macc-
cextp, m/z: 365 [M+H]". Haitneno, %: C 65.98; H 4.76;
N 15.42. CyH7;FN,4O,. Brruucneno, %: C 65.93; H 4.70;
N 15.38.
3'-(4-Metokcupenun)-9'-prop-2,3,5,6-rerparuapo-
cnupo[nupaun-4,6'-[1,2,4]Tpuazuno|2,3-c|xuHa301uH]-
2'(T'"H)-on (47). Bexox 3.70 t (93%). T. mn. >300 °C.
Crextp SIMP 'H, 8, m. 1. (J, T): 2.02 (2H, 1, J = 12.0) n
2.51-2.57 (2H, m, 3,5-CH, mupan); 3.69-4.00 (7H, m, 2,6-CH,
mupad, OCH;); 6.56-6.66 (1H, m, H-10); 6.77 (1H, 1, J = 9.5,
H-8); 6.93 (2H, n, J = 8.4, H-3,5 Ar); 7.70 (1H, ¢, NH);
7.96-8.11 (1H, m, H-11); 8.21 (2H, a, J = 8.0, H-2,6 Ar).
Macc-cniextp, m/z: 395 [M+H]". Haiineno, %: C 63.99;
H 4.92; N 14.25. C,;H19FN4O3. Brruncneno, %: C 63.95;
H 4.86; N 14.21.
3'-®enna-10'-xs0p-2,3,5,6-rerparugpocnupo[nupan-
4,6'-[1,2,4]tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (48).
Beixox 3.60 r (96%). T. 1. 309-312 °C. Cnextp SIMP 'H,
o, M. 1. (J, T'm): 1.96-2.08 (2H, n, J = 13.3) u 2.51-2.59
(2H, ™, 3,5-CH, tmpan); 3.71-3.94 (4H, ™, 2,6-CH, nipan);
7.06 (1H, n, J = 8.9, H-8); 7.36 (1H, n, J = 8.5, H-9); 7.39—
7.53 (3H, m, H-3,4,5 Ph); 7.64 (1H, ¢, NH); 7.97 (1H, ¢, H-11);
8.18 (2H, n, J = 5.0, H-2,6 Ph). Macc-cnektp, m/z: 381
[MC°C)+H]". Haiizeno, %: C 63.12; H 4.58; N 14.76.
C,0H7CIN4O,. Brruucaeno, %: C 63.08; H 4.50; N 14.71.
3'-(4-Metokcudenni)-10'-xmaop-2,3,5,6-rerparugpo-
cnupo[nupan-4,6'-[1,2,4]Tpua3uno|2,3-c]xuna3onunu]-
2'(7'H)-ou (49). Boixon 2.50 r (67%). T. mn. 289-292 °C.
Crextp SIMP 'H, 8, m. 1. (J, T): 2.02 2H, 1, J=13.1) n
2.48-2.58 (2H, m, 3,5-CH, mupan); 3.68-3.97 (7H, m, 2,6-CH,
mupan, OCH3;); 6.94 (2H, o, J = 8.4, H-3,5 Ar); 7.06 (1H,
n, J = 8.6, H-8); 7.34 (1H, n, J = 8.4, H-9); 7.60 (1H, c,
NH); 7.96 (1H, c, H-11); 8.22 (2H, n, J = 8.4, H-2,6 Ar).

Macc-cniextp, m/z: 411 [M(C’Cl+H]". Haiineno, %:
C 61.41; H 4.69; N 13.67. C,;H;oCIN4O;. Brruncieno, %:
C 61.39; H 4.66; N 13.64.
10'-Bpom-3'-¢enni-2,3,5,6-rerparugpocnupo[nupan-
4,6'-[1,2,4]Tpuaszuno[2,3-c]xunazonun]-2'(7'H)-on (50).
Beixoa 3.90 r (93%). T. mn. >300 °C. Crnektp SIMP 'H,
o, M. 1. (J, I'm): 1.98-2.07 (2H, m) u 2.51-2.56 (2H, Mm, 3,5-
CH,; nupan); 3.56-3.99 (4H, M, 2,6-CH, nupan); 7.01 (1H,
I, J = 8.6, H-8); 7.20-7.56 (4H, m, H-9, H-3,4,5 Ph); 7.65
(1H, ¢, NH); 8.11 (1H, c, H-11); 8.18 (2H, 1, J = 8.3,
H-2,6 Ph). Macc-criextp, m/z: 425 [M(”Br)y+H]". Haiineno, %:
C 56.54; H 4.11; N 13.22. C»0H;7BrN;0O,. Breruucaeno, %:
C 56.48; H4.03; N 13.17.
10'-Bpom-3'-(4-meTokcudenni)-2,3,5,6-rerparugpo-
cnupo[nupan-4,6'-[1,2,4]Tpuazuno[2,3-c|xuHa301uH]-
2'(7T'"H)-on (51). Boixog 3.90 r (85%). T. mu1. 285-288 °C.
Crextp SIMP 'H, &, m. 1. (J, T): 2.02 (2H, 1, J = 12.9) u
2.51-2.54 (2H, m, 3,5-CH, nupan); 3.68-3.91 (4H, ™,
2,6-CH, mupan); 6.93 (2H, &, J = 8.6, H-3,5 Ar); 7.00 (1H,
n, J=17.6, H-8); 7.46 (1H, 1, J = 7.6, H-9); 7.62 (1H, c,
NH); 8.09 (1H, ¢, H-11); 8.22 (2H, 1, J = 8.6, H-2,6 Ar).
Macc-cnextp, m/z: 455 [M+H]". Haiizeno, %: C 55.51;
H 4.19; N 12.39. C,;H9BrN4O3. Beruucneno, %: C 55.40;
H4.21; N 12.31.
1-MeTun-3'-pennicnupo[nunepuaun-4,6'-[1,2,4] rpu-
a3uno|[2,3-c]xunazoauu]-2'(7'H)-on (52). Boixong 2.68 r
(75%). T. mn. 269271 °C. Cnextp SIMP 'H, &, m. . (J, T'n):
1.84-1.98 (2H, m) u 2.08 2H, n, J = 7.3, 3,5-CH,
nunepunuy); 2.29 (3H, ¢, CHj); 2.51-2.55 (2H, m) u 2.71
(2H, ym. c, 2,6-CH, nunepuaun); 6.85-6.96 (1H, m, H-10);
7.07 (1H, n, J = 7.8, H-8); 7.28 (1H, c, NH); 7.37-7.54
(4H, m, H-9, H-3,4,5 Ph); 8.02 (1H, o, J= 7.7, H-11); 8.21
(2H, 1, J = 8.0, H-2,6 3-Ph). Crextp SIMP °C, §, m. 1.:
21.5; 33.3; 45.8; 50.8; 76.5; 113.6; 116.8; 119.6; 127.3;
128.6; 129.0; 130.7; 133.4; 135.4; 144.6; 147.1; 152.4; 154.2;
156.5; 161.1. Macc-criektp, m/z: 360 [M+H]". Haiinero, %:
C 70.25; H 5.95; N 19.55. C,;H,N5O. Brruucaeuno, %:
C70.17; H 5.89; N 19.48.
1-MeTua-3'-(4-meTuadennn)|cnuponunepuaiua-4,6'-
[1,2,4]rpuazuno|2,3-c]xunazonuu]-2'(7'H)-on (53). Boixon
3.66 T (98%). T. 1. 279-281 °C. Criextp SIMP 'H, 8, m. 1.
(J, Tm): 1.41-1.86 (2H, m) u 2.02-2.12 (2H, M, 3,5-CH,
munepuauH); 2.29 (3H, ¢, NCH;); 2.43 (3H, c, ArCHj);
2.47-2.48 (2H, m) u 2.61-2.78 (2H, m, 2,6-CH, nunepuaun);
6.80-6.95 (1H, M, H-10); 7.06 (1H, 1, J = 8.0, H-8); 7.16—
7.31 (3H, m, NH, H-3,5 Ar); 7.31-7.47 (1H, m, H-9); 8.01
(1H, o, J = 7.5, H-11); 8.12 (2H, o, J = 7.8, H-2,6 Ar).
Macc-criextp, m/z: 374 [M+H]". Haiizeno, %: C 70.79;
H 627, N 18.81. C22H23N50. BBI‘II/ICJ'ICHO, %: C 7076,
H 6.21; N 18.75.
1-Meruin-3'(4-3tundenmn)cnupo|nunepuaud-4,6'-[1,2,4]-
TpuazuHo|2,3-c|xuna3zonun]-2'(7'H)-on (54). Beixox 3.69 r
(95%). T. mn. 269-270 °C. Crextp SIMP 'H, 8, m. . (J, T'nn):
1.28 (3H, T, J = 7.5, CH,CH3;); 1.85-1.96 (2H, m) u 2.03—
2.13 (2H, ™, 3,5-CH, munepunun); 2.31 (3H, c, NCHj);
2.53-2.58 (2H, m, 2,6-CH, munepunun); 2.65-2.81 (4H, M,
2,6-CHp munepunun, CH,CHj3); 6.82-6.97 (1H, m, H-10);
7.08 (1H, n, J = 8.0, H-8); 7.23-7.31 (3H, m, NH, H-3,5 Ar);
7.36-7.49 (1H, m, H-9); 8.02 (1H, n, J = 7.7, H-11); 8.14
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(2H, 1, J=17.9, H-2,6 Ar). Macc-cnextp, m/z: 388 [M+H]".
Haiineno, %: C 71.26; H 6.54; N 18.18. Cy;H,sNsO.
Brruucaeno, %: C 71.29; H 6.50; N 18.07.
3'-(4-U3onponuadeHnit)-1-MeTHICHUPO [INTIePUANH-
4,6'-[1,2,4]tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (55).
Beixon 3.30 1 (79%). T. mn. 255-257 °C. Cnextp SIMP 'H,
o, M. a. (J, I'm): 1.27 (6H, n, J = 6.3, CH(CHs;),); 1.80-1.95
(2H, m) n 1.97-2.15 (2H, ™, 3,5-CH, nunepuaun); 2.27
(3H, ¢, NCH;); 2.39-2.49 (2H, m) u 2.64-2.74 (2H, M,
2,6-CH, munepunun); 2.84-3.07 (1H, m, CH(CHj;),); 6.84—
6.94 (1H, m, H-10); 7.07 (1H, n, J = 7.8, H-8); 7.23-7.35
(3H, M, NH, H-3,5 Ar); 7.35-7.45 (1H, m, H-9); 7.99 (1H,
n,J=7.5,H-11); 8.11 2H, n, J = 7.5, H-2,6 Ar). Crektp
SIMP °C, 8, M. 1.1 23.5; 32.6; 33.4; 45.2; 50.2; 75.7; 113.3;
116.1; 118.7; 125.6; 126.6; 128.4; 130.3; 134.2; 143.8;
146.5; 150.4; 151.6; 160.5. Macc-cniextp, m/z: 402 [M+H]".
Haiineno, %: C 71.86; H 6.86; N 17.55. C,4H,7NsO.
Brruucaeno, %: C 71.79; H 6.78; N 17.44.
3'-(3.4-Inmerwinidenn)-1-MeTWICHUPO [ IUNEPUTUH-
4,6'-[1,2,4]tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (56).
Beixox 3.85 1 (99%). T. mu. 272-273 °C. Cnektp SIMP 'H,
6, m. n. (J, T'm): 1.86-1.95 (2H, m) u 2.01-2.13 (2H, M,
3,5-CH, nunepuaun); 2.24-2.38 (9H, m, NCHj3;, Ar(CHs),);
2.55 (2H, ¢) u 2.74 (2H, c, 2,6-CH, nunepuaun); 6.82—6.94
(1H, M, H-10); 7.07 (1H, x, J = 8.0, H-8); 7.19 (1H, x,
J=17.7,H-5 Ar); 7.25 (1H, ¢, NH); 7.34-7.46 (1H, M, H-9);
7.92 (1H, n, J = 7.7, H-6 Ar); 7.98 (1H, ¢, H-2 Ar); 8.01
(1H, n, J = 7.7, H-11). Macc-cnextp, m/z: 388 [M+H]".
Haiineno, %: C 71.35; H 6.59; N 18.16. C53H,5NsO. Bprurc-
neno, %: C 71.29; H 6.50; N 18.07.
1-Metui-3'-(4-3ToxcudeHust)cnupo[nunepuaun-4,6'-
[1,2,4]rpua3uno|2,3-c]xunazonuu]-2'(7'H)-on (57). Boixon
4.00 T (99%). T. 1. 276278 °C. Criextp SIMP 'H, 8, m. 1.
(/, Tm): 1.43 3H, T, J= 6.7, OCH,CHj3); 1.79-1.99 (2H, m)
u 2.04-2.19 (2H, ™, 3,5-CH, nunepunun); 2.35 (3H, c,
NCH3;); 2.51-2.56 (2H, M) u 2.67 (2H, ym. c, 2,6-CH,
nunepunun); 4.12 (2H, k, J = 6.8, OCH,CHj3); 6.79-7.02
(3H, m, H-10, H-3,5 Ar); 7.09 (1H, n, J = 7.5, H-8); 7.34
(1H, ¢, NH); 7.38-7.50 (1H, M, H-9); 8.01 (1H, 1, J = 6.9,
H-11); 8.25 (2H, 0, J = 8.0, H-2,6 Ar). Macc-cnextp, m/z:
404 [M+H]'. Haiineno, %: C 68.55; H 6.35; N 17.42.
Cy3H,5N;50,. Beraucaeno, %: C 68.47; H 6.25; N 17.36.
1-Metunia-3'-(4-proppenna)cnupo[nunepuaun-4,6'-
[1,2,4]rpua3uno|2,3-c]xunazonuu]-2'(7'H)-on (58). Boixon
3.30 T (88%). T. rr. 260262 °C. Criextp SIMP 'H, §, m. 1.
(J, T): 1.82-1.97 (2H, m) u 2.00-2.17 (1H, ™, 3,5-CH,
nmunepunnn); 2.32 (3H, ¢, CH;); 2.54-2.60 (2H, m) u 2.66—
2.79 (2H, ™, 2,6-CH, mnunepumuH); 6.84-6.98 (1H, ™,
H-10); 7.09 (1H, a1 J = 8.0, H-8); 7.16-7.29 (3H, m, NH,
H-3,5 Ar); 7.36-7.54 (1H, m, H-9); 8.03 (1H, n, J = 7.7,
H-11); 8.25-8.41 (2H, M, H-2,6 Ar). Crextp SIMP °C,
o, M. 1. (J, T'm): 21.6; 33.2; 45.7; 50.8; 76.6; 113.7; 115.5
(m, “Jor = 21.5); 116.8; 119.6; 127.3; 129.8 (1, “Jor = 2.8);
131.5 (1, *Jor = 8.6); 135.4; 144.6; 146.1; 152.4; 161.1;
163.7 (m, Yer = 248.3); 172.5. Macc-cnektp, m/z: 378
[M+H]". Haiineno, %: C 66.91; H 5.48; N 18.65. C,;HFN;0.
Brruncineno, %: C 66.83; H 5.34; N 18.56.
10'-bpom-1-meTu-3'-(4-¢proppeHnit)crniupo[ nunepuuH-
4,6'-[1,2,4]tpuaszuno|2,3-c]xunazonun]-2'(7'H)-on (59).

Baixox 2.20 r (48%). T. mr. 280281 °C. Crextp SIMP 'H,
S, m. . (J, T'm): 1.82-1.97 (2H, m) u 2.07-2.16 (2H, M,
3,5-CH, nunepunun); 2.38 (3H, ¢, NCH;); 2.51-2.55 (2H,
M) u 2.75-2.87 (2H, M, 2,6-CH, nunepunun); 7.08 (1H, a,
J=6.9, H-8); 7.22 (2H, 1, J = 7.3, H-3,5 Ar); 7.53 (1H, n,
J = 6.5, H-9); 7.59 (1H, ym. c, NH); 8.09 (1H, c, H-11);
8.26-8.40 (2H, m, H-2,6 Ar). Macc-cnekrp, m/z: 458
IM('Br)+H]", 456 [M("Br)+H]". Haiizeno, %: C 55.35;
H 4.28; N 15.42. C,;H9BrFN;sO. Brruncneno, %: C 55.28;
H 4.20; N 15.35.
1-Metua-3'-penni-9'-propenupo[nmunepunann-4,6'-
[1,2,4]Tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (60). Beixon
1.10 T (30%). T. 1. 270-272 °C. Cnextp SIMP 'H, 8, m. 1.
, Tm): 1.85-1.92 (2H, m) u 1.99-2.12 (2H, ™, 3,5-CH,
munepuauH); 2.27 (3H, ¢, NCH3); 2.51-2.56 (2H, M) u 2.66—
2.74 (2H, ™M, 2,6-CH, nunepunun); 6.51-6.64 (1H, M, H-10);
6.79 (1H, n, J = 9.7, H-8); 7.34-7.45 (3H, m, H-3,4,5 Ph);
7.50 (1H, ¢, NH); 7.98-8.10 (1H, m, H-11); 8.18 (2H, &,
J = 54, H-2,6 Ph). Macc-cnextp, m/z: 378 [M+H]"
Haiineno, %: C 66.89; H 5.38; N 18.62. C,;H,0FNsO. Boruuc-
neHo, %: C 66.83; H 5.34; N 18.56.
1-Metun-3'-(4-meroxcudenni)-9'-propcnupo [ nunepu-
auH-4,6'-[1,2,4]tpuasuno|2,3-c|xunazonuu]-2'(7'H)-on (61).
Beixoz 3.70 r (90%). T. rot. 279-281 °C. Cnextp SIMP 'H,
o, m. n. (J, T'm): 1.83-1.94 (2H, m) u 1.99-2.12 (2H, M,
3,5-CH, nunepunun); 2.28 (3H, ¢, NCHj3); 2.49-2.59 (2H,
M) u 2.66-2.79 (2H, M, 2,6-CH, nunepuaun); 3.84 (3H, c,
OCHs;); 6.50-6.64 (1H, m, H-10); 6.78 (1H, n, J = 11.9,
H-8); 6.92 (1H, a, J = 8.6, H-3,5 Ar); 7.46 (1H, c, NH);
7.94-8.08 (1H, m, H-11); 8.22 (2H, n, J = 8.7, H-2,6 Ar).
Macc-cniextp, m/z: 408 [M+H]". Haiinerno, %: C 64.92;
H 538, N 17.25. C22H22FN502. BI)I‘II/ICJ'ICHO, %: C 6485,
H 5.44; N 17.19.
1-MeTni-9',10'-nudrop-3'-(4-propdenna)cnupo-
[munepuaunn-4,6'-[1,2,4]Tpuazuno|2,3-c]xunazonuu]-
2'(7T'"H)-on (62). Beixog 1.53 v (37%). T. mn. 226-228 °C.
Crextp SIMP 'H, 8, m. 1. (J, T): 1.81-1.96 (1H, m) u 1.97—
2.15 (2H, m, 3,5-CH, nunepunun); 2.28 (3H, c, CH;); 2.36—
2.46 (2H, m) n 2.64-2.78 (2H, ™, 2,6-CH, nunepuaux);
6.99 (1H, n. o, J = 9.6, J = 5.1, H-8); 7.03—7.27 (2H, m,
H-3,5 Ar); 7.43 (1H, ¢, NH); 7.73-8.01 (1H, m, H-11); 8.29
(2H, n. n, J=17.7, J = 6.0, H-2,6 Ar). Macc-cniektp, m/z:
414 [M+H]". Haiineno, %: C 61.10; H 4.38; N 17.02.
C,1H 3F;3N50. Beraucneno, %: C 61.01; H4.39; N 16.94.
1-Meruni-3'-(4-mertoxcudennn)-10'-xsiopcnupo[mumne-
punun-4,6'-[1,2,4]Tpuazuno|2,3-c]xunazonun|-2'(7' H)-on
(63). Beixon 3.10 T (73%). T. . 266-269 °C. Cnextp
SAMP 'H, §, m. 1. (J, Tw): 1.83-1.95 2H, m) u 1.97-2.11
(2H, ™, 3,5-CH, nunepuaun); 2.27 (3H, ¢, NCHj); 2.42—
2.56 (2H, m) n 2.66-2.78 (2H, ™, 2,6-CH, nunepuaux);
3.84 (3H, ¢, OCHj3); 6.92 (2H, n, J = 8.0, H-3,5 Ar); 7.06
(IH, n, J = 8.5, H-8); 7.20-7.49 (2H, m, H-9, NH); 7.94
(IH, c, H-11); 8.23 (2H, n, J = 8.0, H-2,6 Ar). Macc-
cnektp, m/z: 424 [M(°Cl)y+H]". Haiineno, %: C 62.39;
H 527, N 16.54. szszC]Nst. BBI‘II/ICJ'ICHO, %: C 6234,
H 5.23; N 16.52.
1-ben3un-3'-gpenwsicnupo[nunepuann-4,6'-[1,2,4|rpu-
a3uno|2,3-c]xunazoauu]-2'(7'H)-on (64). Brixox 3.80 r
(86%). T. m1. 256258 °C. Cnextp SIMP 'H, §, m. n.
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(/, Tm): 1.88-1.90 (2H, m) u 2.03-2.14 (1H, ™, 3,5-CH,
nunepuanH); 2.51-2.56 (2H, m) u 2.71-2.84 (2H, ™,
2,6-CH, munepuaun); 3.55 (2H, ¢, NCH,Ph); 6.79-6.95
(1H, M, H-10); 7.05 (1H, &, J = 8.0, H-8); 7.13—7.32 (6H,
M, NH, NCH,C4¢Hs); 7.34-7.40 (1H, m, H-9); 7.41-7.48
(3H, M, H-3,4,5 3-Ph); 8.01 (1H, x, J = 7.6, H-11); 8.17
(2H, 1, J = 3.8, H-2,6 3-Ph). Macc-cniextp, m/z: 436 [M+H]".
Haiineno, %: C 74.40; H 5.83; N 16.15. C,;H,5NsO.
Brruucaeno, %: C 74.46; H 5.79; N 16.08.
3'-Merna-2,3,5,6-rerparugpocnupo|[ruonupan-4,6'-
[1,2,4]rpua3uno|2,3-c]xunazonuu]-2'(7'H)-on (65). Boixon
3.50 r (89%). T. mr. >300 °C. Cnextp SIMP 'H, §, m. 1.
(/, Tm): 2.24 (3H, c, CHj); 2.29-2.63 (6H, M, 3,5-CH,,
2,6-CH, tonupan); 2.97-3.22 (2H, m, 2,6-CHg TtHONHMpan);
6.75-6.89 (1H, m, H-10); 7.06 (1H, n, J = 8.0, H-8); 7.15
(1H, ¢, NH); 7.31-7.39 (1H, m, H-9); 7.96 (1H, n, J = 7.7,
H-11). Crextp SIMP °C, 8, m. 1. 17.9; 23.7; 35.1; 76.9;
113.7; 116.5; 119.6; 127.1; 135.3; 144.1; 151.7; 153.0;
162.2. Macc-cniextp, m/z: 301 [M+H]". Haiineno, %: C 60.03;
H 5.41; N 18.71. C;5H4N4OS. Brruucaeno, %: C 59.98;
H 5.37; N 18.65.
3'-(4-®1opdennin)-2,3,5,6-rerparuapocnupo[Tuo-
nupaun-4,6'-[1,2,4]rpuazuno|2,3-c]xunazonun]-2'(7'H)-
oH (66). Brixog 3.50 t (89%). T. mn. >300 °C. Cnektp
SMP 'H, §, m. 1. (J, T'm): 2.31-2.76 (6H, ™, 3,5-CH,, 2,6-
CH, Ttwomnmpan); 3.06-3.36 (2H, M, 2,6-CHp THONMpaH);
6.77-6.96 (1H, m, H-10); 7.10 (1H, x, J = 8.1, H-8); 7.13—
7.22 (2H, M, H-3,5 Ar); 7.27 (1H, c, NH); 7.33-7.46 (1H,
m, H-9); 8.01 (1H, o, J=7.8, H-11); 8.30 (2H, n. n, J = 8.3,
J = 58, H-2,6 Ar). Macc-cnektp, m/z: 381 [M+H]".
Haiineno, %: C 63.10; H 4.46; N 14.74. C,yH;;FN,OS.
Brruucaeno, %: C 63.14; H 4.50; N 14.73.
3'-(4-Propdenna)-4,5-nuruapo-2H-cnupo[rnoden-
3,6'-[1,2,4]tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (67).
Beixox 2.80 r (76%). T. r1. 245247 °C. Cnextp SIMP 'H,
o, M. 1. (J, T'm): 2.28-2.64 (2H, m, 4-CH, tHoden); 2.82—
3.11 (2H, M, 5-CH, tnoden); 3.14 (1H, x, J=11.6) u 3.50
(1H, n, J=11.5, 2-CH, tnoden); 6.83-6.92 (1H, m, H-10);
6.95 (1H, 0, J = 8.0, H-8); 7.08-7.27 (2H, m, H-3,5 Ar);
7.24-7.46 (1H, m, H-9); 7.66 (1H, c, NH); 8.02 (1H, &,
J=17.6,H-11); 8.20-8.36 (2H, M, H-2,6 Ar). Macc-cnektp,
m/z: 367 [M+H]". Haiineno, %: C 62.35; H 4.17; N 15.35.
CoHsFN4OS. Brruucneno, %: C 62.28; H 4.13; N 15.29.
8'-Metua-3'-(4-meroxkcudenun)-4,5-nuruapo-2 H-
cnupo[Tuoden-3,6'-[1,2,4]Tpua3uno|2,3-c|xuHa3zoauH]-
2'(7T'"H)-on (68). Beixon 2.20 r (56%). T. m. 240-243 °C.
Criextp SIMP 'H, 8, m. 1. (J, T'): 2.27 (3H, ¢, 8-CHj); 2.50—
2.68 (2H, M, 4-CH, tnoden); 2.76-2.94 (1H, m) u 3.04—
3.16 (1H, m, 5-CH, tnoden); 3.24 (1H, n, J=11.6) u 3.51
(1H, o, J=11.7, 2-CH, tTnoden); 3.84 (3H, ¢, OCH;); 6.64
(1H, ¢, NH); 6.77-6.89 (1H, M, H-10); 6.93 (2H, 1, J = 8.0,
H-3,5 Ar); 7.26 (1H, o, J= 6.7, H-9); 7.92 (1H, a0, J= 7.7,
H-11); 8.23 (2H, 0, J = 7.9, H-2,6 Ar). Macc-cnextp, m/z:
393 [M+H]". Haiineno, %: C 64.34; H 5.19; N 14.35.
C21H20N4OZS. BBI‘H/ICJ'ICHO, %: C 6427, H 514, N 14.27.
3'-®enna-9'-prop-4,5-nuruapo-2H-cnupo[Tuoden-
3,6'-[1,2,4]tpua3zuno|2,3-c]xunazonun]-2'(7'H)-on (69).
Brixox 3.30 r (89%). T. m. 293-296 °C. Criextp SIMP 'H,
6, M. 1. (J, T'm): 2.29-2.65 (2H, M, 4-CH, tnoden); 2.84—

3.09 (2H, M, 5-CH, tnoden); 3.12 (1H, x, J=11.5) u 3.54
(1H, n, J=11.5, 2-CH, tnoden); 6.53-6.65 (1H, m, H-10);
6.69 (1H, n, J = 9.8, H-8); 7.28-7.55 (3H, M, H-3,4,5 Ph);
7.93 (1H, ¢, NH); 8.01-8.11 (1H, m, H-11); 8.16 (2H, x,
J = 5.5, H-2,6 Ph). Macc-cnektp, m/z: 367 [M+H]".
Haiineno, %: C 62.26; H 4.10; N 15.27. C;oH;sFN,OS.
Brruucaeno, %: C 62.28; H4.13; N 15.29.
3'<(4-Metokcudpennn)-9'-gprop-4,S-muruapo-2 H-cnmpo-
[Tuoden-3,6'-[1,2,4] rpuasuno|2,3-c]xunazonuu]-2'(7' Hy-on
(70). Beixon 3.70 r (93%). T. 1. >300 °C. Cnextp SIMP 'H,
S, M. 1. (J, T'm): 2.37-2.62 (2H, m, 4-CH, tHodeHn); 2.87—
3.09 (2H, M, 5-CH, tnoden); 3.12 (1H, x, J=11.9) u 3.55
(1H, n, J = 11.8, 2-CH, tnoden); 3.85 (3H, ¢, OCH;); 6.47—
6.65 (1H, m, H-10); 6.69 (1H, 1, J = 10.3, H-8); 6.93 (2H,
I, J =82, H-3,5 Ar); 7.86 (1H, c, NH); 7.99-8.12 (1H, ™,
H-11); 8.21 (2H, 0, J = 8.4, H-2,6 Ar). Macc-cuiekTp, m/z:
397 [M+H]". Haiineno, %: C 60.66; H 4.40; N 14.19.
C20H17FN4028. BI)I'-II/ICJ'ICHO, %: C 6059, H 432, N 14.13.
3'-®enna-10'-xnop-4,5-nuruapo-2H-cnupo[Tuoden-
3,6'-[1,2,4]tpna3zuno|2,3-c]xunazonuu]-2'(7'H)-on (71).
Beixoz 3.30 r (87%). T. m1. 298-300 °C. Crextp SIMP 'H,
o, m. 1. (J, I'm): 2.48 (2H, M, 4-CH, tnoden); 2.80-3.09
(2H, M, 5-CH, tuoden); 3.12 (1H, o, J=11.9) u 3.52 (1H,
o, J = 11.9, 2-CH, tuoden); 6.98 (1H, x, J = 8.7, H-8);
7.35 (1H, n, J = 8.4, H-9); 7.40-7.47 (3H, m, H-3,4,5 Ph);
7.84 (1H, ¢, NH); 7.97 (1H, ¢, H-11); 8.17 2H, a1, J = 6.5,
H-2,6 Ph). Macc-criextp, m/z: 383 [M(Cl)+H]". Haiizeno, %:
C 59.65; H 4.02; N 14.66. C9H;sCIN4OS. Brruucneno, %:
C 59.60; H 3.95; N 14.63.
3'-(4-Metokcudpenun)-10'-xaop-4,5-nuruapo-2H-
cnupo|ruogen-3,6'-[1,2,4]tpuaszuno[2,3-c|xuHazoauH]-
2'(T'"H)-on (72). Beixon 3.20 t (78%). T. mn. >300 °C.
Cnextp SIMP H, 5, m. & (J, Tm): 2.52 (3H, c, 4-CH,
troden); 2.67-3.02 (2H, m, 5-CH, tnoden); 3.11 (1H, g,
J=11.7) u 3.51 (1H, n, J = 11.6, 2-CH, tuoden); 3.84
(3H, ¢, OCHj;); 6.87-7.09 (3H, M, H-8, H-3,5 Ar); 7.33
(1H, n, J = 8.8, H-9); 7.80 (1H, ¢, NH); 7.96 (1H, c, H-11);
821 (2H, n, J = 8.0, H-2,6 Ar). Macc-cuektp, m/z: 413
[MC°C)+H]". Haiizeno, %: C 58.10; H 4.07; N 13.55.
C20H17C1N402S. BI)I‘II/ICJ'ICHO, %: C 5818, H 415, N 13.57.
3'-®enna-5,6-nuruapo-2H,4H-cnupo[Tuonupan-3,6'-
[1,2,4]rpuazuno|2,3-c]xunazonuu]-2'(7'H)-on (73). Boixon
3.30 1 (92%). T. mn. 274-276 °C. Cnextp SIMP 'H, 8, m. 1.
, Tm): 2.05-2.55 (5H, m, 4,5-CH,, 6-CH, THONUMpaH);
2.59-2.78 (1H, m, 6-CHp tnonwmpan); 2.92 (1H, x1, J=13.3)
n 3.38 (1H, n, J = 13.4, 2-CH, tnonmpan); 6.79-6.93 (1H,
M, H-10); 7.17 (1H, n, J = 8.0, H-8); 7.29-7.52 (5H, M,
H-9, NH, H-3,4,5 Ph); 8.00 (1H, x, J = 7.7, H-11); 8.18
(2H, 1, J = 5.3, H-2,6 Ph). Criextp SIMP °C, 8, m. 1.: 24.4;
27.1; 33.6; 34.8; 75.8; 113.2; 116.6; 119.5; 127.3; 128.6;
129.2; 130.7; 133.3; 135.5; 144.5; 152.2; 161.1. Macc-criektp,
m/z: 363 [M+H]". Haiineno, %: C 66.27; H 4.95; N 15.49.
CyH;sN,4OS. Breraucineno, %: C 66.28; H 5.01; N 15.46.
3'-Denu-9'-¢prop-5,6-muruapo-2 H.4 H-cniupo [ TuonupaH-
3,6'-[1,2,4]tpna3zuno|2,3-c]xunazonuu]-2'(7'H)-on (74).
Boixoz 3.10 1 (82%). T. mwt. 295-297 °C. Crektp SIMP 'H,
o, M. 1. (J, T'm): 2.07-2.54 (5H, ™, 4,5-CH,, 6-CH THomMpan);
2.62-2.74 (1H, m, 6-CHpg tronmpan); 2.92 (1H, o, J=13.2)
n 3.42 (1H, 0, J = 13.2, 2-CH, tnonmpan); 6.47-6.66 (1H,
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M, H-10); 6.98 (1H, n, J = 10.5, H-8); 7.38-7.51 (3H, M,
H-3,4,5 Ph); 7.69 (1H, ¢, NH); 7.95-8.12 (1H, m, H-11);
8.17 2H, n, J = 6.5, H-2,6 Ph). Macc-cniektp, m/z: 381
[M+H]". Haiigeno, %: C 63.19; H 4.59; N 14.82.
C,oH7FN4OS. Brruucneno, %: C 63.14; H 4.50; N 14.73.
3'-(4-Metoxcudenni)-9'-gprop-5,6-nuruapo-2H,4H-
cnupo[Tuonupan-3,6'-[1,2,4] rpuazuno|2,3-c]xuna3zonun]-
2'(7'H)-on (75). Beixox 2.90 r (72%). T. mn. >300 °C.
Crnextp SIMP 'H, 8, m. a. (J, Tm): 2.10-2.73 (6H, m,
4,5,6-CH,); 2.90 2H, 1, J =13.7) u 3.43 (1H, n, J = 13.6,
2-CH, twomnupan); 6.46-6.68 (1H, m, H-10); 6.84-7.03
(3H, m, H-8, H-3,5 Ar); 7.64 (1H, ¢, NH); 7.98-8.09 (1H, m,
H-11); 8.21 (2H, 1, J = 8.3, H-2,6 Ar). Macc-cnektp, m/z:
411 [M+H]". Haiigeno, %: C 61.52; H 4.62; N 13.72.
C,1HoFN4O,S. Breruucaeno, %: C 61.45; H 4.67; N 13.65.
3'-®ennn-10'-xaop-5,6-qguruapo-2 H,4H-cnupo[Tuo-
nupaun-3,6'-[1,2,4]rpuazuno|2,3-c]xunazonun]-2'(7'H)-
oH (76). Beixon 3.50 r (89%). T. mn. >300 °C. Cnextp
SAMP 'H, 5, m. a. (J, I'm): 2.05-2.76 (6H, wm, 4,5,6-CH,
Ttuonupan); 2.92 (1H, n, J=15.7) u 3.38 (1H, x, J=13.2,
2-CH, tuonupan); 7.22 (1H, n, J = 8.6, H-8); 7.35 (1H, x,
J=28.1, H-9); 7.39-7.50 (3H, m, H-3,4,5 Ph); 7.58 (1H, c,
NH); 7.95 (1H, ¢, H-11); 8.18 (2H, n, J = 5.6, H-2,6 Ph).
Macc-cniextp, m/z: 397 [M(C’CI+H]". Haiineno, %:
C 60.55; H 4.37; N 14.17; S 8.11. CyH;7;CIN4OS. Bsruuc-
neHo, %: C 60.52; H 4.32; N 14.12; S 8.08.
1,1-uoxenn  3'-(4-propdpennin)-4,5-murnapo-2 H-cnupo-
[Tnogen-3,6'-[1,2,4] Tpuazuno[2,3-c|xunazonun]-2'(7'H)-
oHa (77). Beixog 1.93 1 (49%). T. 1. 247-250 °C. Cnektp
SMP 'H, 8, m. 1. (J, T'm): 2.54-2.63 (1H, M) 1 3.08-3.26 (1H,
M, 4-CH, tuoden); 3.30-3.47 (2H, M, 5-CH, tuoden); 3.51
(1H, o, J = 14.5) u 4.24 (1H, n, J = 14.6, 2-CH, tHOdCH);
6.86-7.00 (2H, m, H-8,10); 7.10-7.26 (2H, m, H-3,5 Ar);
7.36-7.50 (1H, m, H-9); 7.97 (1H, ¢, NH); 8.03 (1H, g,
J=17.6,H-11); 8.30-8.47 (2H, m, H-2,6 Ar). Macc-cnektp,
m/z: 399 [M+H]". Haiineno, %: C 57.37; H 3.78; N 14.15.
C|9H|5FN403S. BI)I'-H/ICJ'ICHO, %: C 5728, H 379, N 14.06.
1,1-Auokcun 8'-merni-3'-(4-meroxcudenn)-4,5-1u-
ruapo-2H-cnupo[tuoden-3,6'-[1,2,4]tpuazuno|2,3-c]-
xunazouauH|]-2'(7'H)-ona (78). Boixoa 1.90 1 (44%). T. mn.
270-272 °C. Cnextp SIMP 'H, §, m. 1. (J, T'm): 2.28 (3H, c,
8-CH3); 2.60-2.77 (1H, m) u 3.04-3.21 (1H, m, 4-CH,
tuoden); 3.24-3.57 (2H, m, 5-CH, tnoden); 3.78 (1H, n,
J=14.7) u 4.15 (1H, n, J = 14.7, 2-CH, tuoden); 3.85
(3H, ¢, OCHjy); 6.73-6.98 (3H, M, H-10, H-3,5 Ar); 7.00
(1H, ¢, NH); 7.30 (1H, o, J = 7.3, H-9); 7.94 (1H, n, J = 7.4,
H-11); 8.33 (1H, 0, J = 8.5, H-2,6 Ar). Macc-cnextp, m/z:
425 [M+H]". Haiineno, %: C 59.51; H 4.82; N 13.29.
C21H20N4O4S. BBI‘H/ICJ'ICHO, %: C 5942, H 475, N 13.20.
1,1-Auokeun  3'-(4-meroxcudenn)-9'-gprop-4,5-nu-
ruapo-2H-cnupo[tuoden-3,6'-[1,2,4]tpuazuno|2,3-c]-
xunazouauH|]-2'(7'H)-ona (79). Beixonx 2.50 r (58%). T. .
247-250 °C.Crextp SIMP 'H, §, m. 1. (J, T'm): 2.60-2.77
(1H, m) u 3.14-3.25 (1H, M, 4-CH, tuoden); 3.37-3.46
(2H, M, 5-CH, tnoden); 3.50 (1H, x, J = 14.2) u 4.26 (1H,
n,J=14.1, 2-CH, toden); 3.85 (3H, ¢, OCHj;); 6.55-6.82
(2H, m, H-8,10); 6.95 (2H, 1, J = 8.5, H-3,5 Ar); 7.96-8.15
(1H, m, H-11); 8.22 (1H, ¢, NH); 8.29 (2H, a, J = 8.6,
H-2,6 Ar). Macc-criektp, m/z: 429 [M+H]". Haiineno, %:

C 56.15; H 4.07; N 13.15. C»H7FN4O,4S. Brruucaeno, %:
C 56.07; H4.00; N 13.08.

1,1-Auoxcun 3'-¢penna-10'-xaop-4,5-nuruapo-2H-
cnupo|ruogen-3,6'-[1,2,4]tpuasuno[2,3-c|xuHazoauH]-
2'(7'H)-ona (80). Boixog 1.40 r (34%). T. 1. 247-249 °C.
Crextp IMP 'H, &, m. 1. (J, T): 2.53-2.72 (2H, M, 4-CH,
tnoden); 3.09-3.32 (1H, m) u 3.33-3.46 (1H, M, 5-CH,
tnoden); 3.49 (1H, x, J = 14.6) u 4.26 (1H, 1, J = 14.6,
2-CH, tuogen); 6.94 (1H, n, J = 8.6, H-8); 7.38 (1H, n,
J = 8.2, H-9); 7.42-7.51 (3H, m, H-3,4,5 Ph); 7.97 (1H, c,
NH); 8.15 (1H, ¢, H-11); 8.25 (2H, 1, J = 6.3, H-2,6 Ph).
Macc-cniektp, m/z: 415 [M(C’Cl+H]". Haiineno, %:
C 54.98; H 3.60; N 13.55. C;9H;5CIN4O5S. Brruncieno, %:
C 55.01; H 3.64; N 13.50.

1,1-Auokcun 3'-(4-metoxcudennn)-10'-xaop-4,5-1u-
rujapo-2H-cnupo[ruoden-3,6'-[1,2,4]rpuazuno|2,3-c]-
xuna3zoiuH|-2'(7'H)-ona (81). Beixon 2.70 r (60%). T. .
260-263 °C. Crextp SIMP 'H, 8, m. 1. (J, Tu): 2.55-2.69
(1H, m) u 3.15-3.28 (1H, M, 4-CH, tuoden); 3.33-3.46
(2H, M, 5-CH, tuoden); 3.49 (1H, a1, J = 13.9) u 4.25 (1H,
1, J = 14.0, 2-CH, tnoden); 3.85 (3H, ¢, OCHj;); 6.76-7.02
(3H, m, H-8, H-3,5 Ar); 7.37 (1H, n, J= 8.5, H-9); 7.96 (1H, c,
NH); 8.12 (1H, c, H-11); 8.30 (2H, 1, J = 8.2, H-2,6 Ar).
Macc-criextp, m/z: 445 [M(*°Cly+H]". Haiizeno, %: C 54.06;
H 390, N 12.67. C20H17C1N404S. BI)ILII/ICJ'IeHO, %: C 5399,
H 3.85; N 12.59.

1,1-Auokeun  3'-¢penn-5,6-nuruapo-2H,4 H-cnimpo-
[Tuonupan-3,6'-[1,2,4|rpuazuno[2,3-c]xunazonun]-2'(7'H)-
oHa (82). Brixon 4.50 1 (92%). T. 1. 296299 °C. Cnextp
SMP 'H, §, m. 1. (J, T'm): 2.12-2.42 (3H, m, 4-CH,, 5-CH,
Ttuonupan); 2.63-2.90 (1H, m, 4-CHp THommpan); 2.91—
3.23 (1H, m) u 3.35-3.50 (1H, M, 6-CH, Ttuommpan); 3.53
(IH, o, J = 154) u 3.97 (1H, n, J = 13.9, 2-CH, Ttronupan);
6.86-7.02 (1H, m, H-10); 7.06 (1H, n, J = 8.0, H-8); 7.14
(1H, ¢, NH); 7.32-7.58 (4H, M, H-9, H-3,4,5 Ph); 8.05 (1H, x,
J=17.7,H-11); 825 (2H, x, J = 5.1, H-2,6 Ph). Macc-crektp,
m/z: 395 [M+H]". Haiineno, %: C 60.97; H 4.67; N 14.27.
CyH;5N4O5S. Brrancneno, %: C 60.90; H 4.60; N 14.20.

1,1-Tuoxcun 3'-(4-propdenni)-S,6-nuruapo-2H,4H-
cnupo[Tuonupan-3,6'-[1,2,4]rpuazuno|2,3-c|xuHa3zoun]|-
2'(7'H)-ona (83). Beixon 4.00 r (97%). T. . 241-244 °C.
Cnektp SIMP 'H, 8, M. 1. (/, Tm): 2.18-2.43 (3H, M, 4-CH,,
5-CH, tuonmpan); 2.58-2.82 (1H, m, 4-CHg tromupan); 2.95—
3.22 (1H, m) n 3.36-3.50 (1H, M, 6-CH, THonmpan); 3.53
(IH, n, J = 134) u 399 (IH, n, J = 13.8, 2-CH,
tronupan); 6.84-7.01 (1H, m, H-10); 7.05 (1H, n, J=17.9,
H-8); 7.12 (1H, ¢, NH); 7.15-7.25 (2H, m, H-3,5 Ar); 7.39—
7.50 (1H, m, H-9); 8.03 (1H, 0, J = 7.5, H-11); 8.22-8.45
(2H, m, H-2,6 Ar). Macc-cnexktp, m/z: 413 [M+H]".
HaﬁlleHO, %: C 5832, H 414, N 13.65. C20H17FN403S.
Brruucneno, %: C 58.24; H4.15; N 13.58.

1,1-Tuoxcun 3'-pennn-9'-gprop-5,6-nurnapo-2H,4H-
cnupo[Tuonupan-3,6'-[1,2,4]rpuazuno|2,3-c|xuHa3oaun]|-
2'(7'H)-ona (84). Bexonm 3.00 r (72%). T. 1. >300 °C.
Crextp SIMP 'H, &, m. 1. (J, Tw): 2.28 (2H, 1, J = 12.4,
5-CH, tnonmpan); 2.32-2.44 (1H, m) u 2.79 (1H, T, J = 13.6,
4-CH, tnommpan); 3.11 (1H, o, J = 14.9) n 3.34-3.48 (1H,
M, 6-CH, tnonmpan); 3.52 (1H, o, J = 14.8) u 3.91 (1H, 7,
J=13.9, 2-CH, tnonupan); 6.47-6.77 (1H, m, H-10); 6.85
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(1H, n, J = 9.2, H-8); 7.30-7.67 (4H, m, NH, H-3,4,5 Ph);
7.98-8.17 (1H, m, H-11); 8.23 (2H, n, J = 5.9, H-2,6 Ph).
Macc-cnextp, m/z: 413 [M+H]". Haiineno, %: C 58.29;
H 4.22; N 13.65; S 7.83. C,,H{7FN4O5S. Brruucneno, %:
C58.24; H4.15; N 13.58; S 7.77.

1,1-Tuokeun  3'-(4-meroxcudpenuni)-9'-gprop-5,6-nu-
runpo-2H,4H-cnupo[tuonupan-3,6'-[1,2,4] Tpuazuno|2,3-c]-
xuHa3ouH|-2'(7'H)-ona (85). Brixon 3.90 r (87%). T. mut.
298-300 °C. Cnextp SIMP 'H, 8, m. 1. (J, T'm): 2.17-2.31
(2H, ™M, 5-CH; tuonwmpan); 2.38 (1H, n, J = 12.6) n 2.77
(1H, 1, J=10.8, 4-CH, tnonupan); 3.11 (1H, n, /= 14.6) u
3.34-3.48 (1H, m, 6-CH, Tronmpan); 3.51 (1H, x, J = 15.7)
u 3.92 (1H, n, J = 14.2, 2-CH, tuonupan); 3.85 (1H, c,
OCHs;); 6.55-6.72 (1H, m, H-10); 6.85 (1H, n, J = 10.1,
H-8); 6.94 (2H, n, J = 8.3, H-3,5 Ar); 7.41 (1H, ¢, NH);
7.99-8.13 (1H, m, H-11); 8.28 (2H, &, J = 8.3, H-2,6 Ar).
Macc-cniextp, m/z: 443 [M+H]". Haiineno, %: C 57.11;
H 4.42; N 12.74. C,HoFN4O,4S. Beruucineno, %: C 57.01;
H 4.33; N 12.66.

1,1-Auoxcun 3'-¢penna-10'-xnop-5,6-nuruapo-2H,4H-
cnupo[Tuonupan-3,6'-[1,2,4] rpuazuno|2,3-c]xuna3zonun]-
2'(7'H)-ona (86). Brixox 3.90 r (92%). T. m. 295-300 °C.
Crextp SIMP 'H, 8, m. 1. (J, [m): 2.15-2.43 (3H, M, 4-CH,,
5-CH, tnomupan); 2.79 (1H, 1, J = 11.6, 4-CHp tnOmUpan);
3.10 (IH, n, J = 11.4) u 3.35-3.49 (1H, M, 6-CH;
tuonupan); 3.53 (1H, a, J = 14.0) u 3.90 (1H, 1, J = 14.0,
2-CH; twonupan); 7.11 (1H, x, J = 8.7, H-8); 7.36 (1H, c,
NH); 7.39-7.50 (4H, m, H-9, H-3,4,5 Ph); 7.98 (1H, c,
H-11); 8.24 (2H, 1, J = 5.9, H-2,6 Ph). Macc-cniektp, m/z:
429 [M(**Cl)+H]". Haiinero, %: C 56.09; H 4.07; N 13.13.
C,0H,7CIN4O;S. Brruncieno, %: C 56.01; H 4.00; N 13.06.

1,1-Auokcun 3'-(4-meroxcudenun)-10'-xaop-5,6-1u-
ruapo-2H,4H-cnupo|[Ttuonupano-3,6'-[1,2,4] Tpuazuno-
[2,3-c]xunazonuu]-2'(7'H)-ona (87). Brixong 3.60 r
(78%). T. 1. >300 °C. Crextp SIMP 'H, 8, m. 1. (J, 'n):
2.16-2.43 (3H, M, 4-CH,, 5-CH, tuonupan); 2.77 (1H, T,
J =12.3, 4-CHp tuonwupan); 3.10 (1H, n, J = 14.0) u 3.45
(1H, T, J=11.5, 6-CH, tnonupan); 3.52 (1H, 1, J=14.6) u
391 (IH, n, J = 13.9, 2-CH, tuommpan); 3.85 (3H, c,
OCH;); 6.94 (2H, n, J= 8.6, H-3,5 Ar); 7.10 (1H, r, J = 8.7,
H-8); 7.31 (1H, ¢, NH); 7.39 (1H, x, J = 8.7, H-9); 7.96 (1H, c,
H-11); 8.29 (2H, 1, J = 8.5, H-2,6 Ar). Macc-cniektp, m/z:
459 [M(*°Cl)+H]". Haiineno, %: C 55.06; H 4.26; N 12.29.
C21H|9C1N404S. BI:I‘H/ICJ'IeHO, %: C 5496, H 417, N 12.21.

PeHTreHOCTPYKTYpHOEe HCC/IeJOBaHUEe COeIUHEHUSs
40. Kpuctamnsl coenunenus 40 (C,sHp7BrN4O, M 479.42)
TpuknauHHble, Tpu 20 °C: a 8.9857(6), b 14.442(1),
c 19.215(1) A; o 75.963(6), B 83.486(5), v 74.214(6)°;
V 2324.8(3) A’; Z 4, npoctpanctenHas rpymma Pl,
Ay 1.370 T/em’; p(MoKa) 1.792 mm'; F(000) 992. Tapa-
METpBl 3JIEMEHTapHOW sueiiku M uHTeHcuBHOCTH 21980
otpakenuit (13540 nezaBUCHMEIX, Riy 0.045) u3mepeHs! Ha
mudppaktomerpe Xcalibur-3 (MoKo-m3nyuenne, CCD-
NETEKTOpP, TPaGUTOBBIII MOHOXPOMATOP, M-CKAHUPOBAHHUE,
20max 60°). CTpykTypa pacmmdppoBaHa IPSIMBIM METOIOM
no xommiekcy muporpamm SHELXTL. Ilornomenue
YYTEHO TOMYSMIIMPHUYECKUM METOJOM TI0 pe3yibTaTtaM
MyJIbTUCKAaHUPOBAHUS (T 0.615, T 0.841). Ilomo-
JKEHHS AaTOMOB BOJOpOJa BBIBICHB W3 Pa3HOCTHOTO

CUHTE3a 3JIEKTPOHHOH MIOTHOCTH U YTOYHEHBI IO MOJENU
"Hae3mHUK" ¢ Uy, = U, HEBOAOPOIHOTO aTOMA, CBSI3aH-
HOTO C JaHHBIM BOJOPOAHBIM (n = 1.5 A8 METHIBHBIX
rpynm, # = 1.2 1 OCTalbHBIX aTOMOB BOJOPO/a). ATOMBI
BOJIOPO/Ia, Y4YacTBYIOUIME B OOpa3oBaHUHM BOJOPOIHBIX
CBsI3eH, YTOYHEHBI B W30TPONHOM NpuOmmkeHun. CTpyk-
Typa yTOYHEHa II0 F nonHomaTpuudeiM MHK B anmu30-
TPOIHOM NPHUOIMKEHUH Ui HEBOJOPOJAHBIX aTOMOB 10
WR, 0.213 o 13314 orpaxkenusam (R, 0.077 mo 6449 otpa-
)keHuaM ¢ F' > 4o(F), S 0.976). OxoHuaTenbHbIE KOOPAU-
HaThbl aTOMOB, JUIMHBI CBSI3€H U BAJICHTHBIE YIJIbI (KpUCTAII-
norpaduueckue napamerpsl) coeauHeHus 40 IenoHUpO-
BaHbl B KeMOpHIDKCKOM OaHKE CTPYKTYPHBIX JI@HHBIX
(menonent CCDC 1537621).

Buosornyeckne mucciaenoBanmusi. OIEHKY TNPOTHBO-
CYyJOpPOXHOM aKTUBHOCTH CHUHTE3HPOBAHHBIX BEIIECTB
npoBoamiid Ha 90 OenbIX OCCIOPOMHBIX KpPBICaX, Maccou
150-160 r, momy4eHHbIX ¢ nuTOMHUKA MHCcTUTYTA dapma-
kostoruu u Tokcukonoruu AMH VYkpauns! (Kues). Conep-
’KaHUe >KUBOTHBIX W BCE MAHUIYJSMHM ObUIM NPOBENCHBI
COTTIacCHO MOJNOXKeHHMs EBpomeiickoif KOHBeHIMH ® 1
HAYYHO-METOMUECKHX PEKOMEH/IAIH > O CONCPKAHUH 1
UCIIONIb30BAaHUU JKUBOTHBIX B OMOMEIMIIMHCKHX OIIBITAX.
Cynmoporn y 3KCIEPUMEHTAJIBHBIX JKHBOTHBIX MOJCIH-
poBaIM MYyTEM OJHOKPAaTHOTO IIOAKOXHOTO BBEJICHUS
neHTuiIeHTeTpasona (kopaszon) (Hwkdapm, Poccuiickas
deneparms) B o3¢ 80 mr/kr.’C 3a 1 wac 10 BBeaeHHs
KOHBYJIbCAHTa >KMBOTHBIM OIBITHBIX TPYII BHYTPHXKETY-
JIOYHO C TIOMOMIBI0O METAJUIMYECKOro 30HJa OIHOKPATHO
BBOJAWJIM HCCIICJyeMble COeAuHeHHss B jgo3e 10 MI/kr B
BHJIE BOJHOM CyCNIeH3UH, cTabuiIn3upoBaHHoN TBUHOM-80.
B kauecTBe mpemnaparta CpaBHEHHUS UCIIOIb30BaIH JAMOTPH-
ki (OO0 ®apmaCrapt, YkpanHa), BBOJMMBINA aHAaJO-
ru4yHo, B o3¢ 50 mr/kr. KoHTpoibHas rpymma >KMBOTHBIX
mojiyyaja aHaJOTUYHBIA 00beM BOAbl ¢ TBuHOM-80
BHYTPIDKEITYI0UHO.

OrnpenesneHre BpeMEHH TECTUPOBAHUS 0a3UPOBAIOCH HA
JTAaHHBIX O NHKE MPOTHUBOCYIOPOKHON aKTUBHOCTH HCCIIE-
JTyeMbIX coeauHeHuil. O BBIpaXXEHHOCTH MPOTHBOCYIO-
POXKHOTO AEHUCTBHS CYAMIH IO JUIMTEIBHOCTH JIATEHTHOTO
nepuoja CyJaopor, XapakTepy M JUIMTENBHOCTH CYJOpOr B
MHUHYTaX, a TaKXKe I0Ka3aTeNo JeTadbHOCTU. MHTeHCHB-
HOCTh CYIOPOKHOTO TPHCTYNa OIEHHWBAIM IPH MTOMOIIU
5-6anpHON mKambel: 0 — OTCYTCTBHE CYAOPOKHOW aKTHB-
HOCTH; | — TUHepKUHE3Us; 2 — APOXKAaHUE, MTOICPTUBAHHE;
3 — KJIIOHHYECKHE CYAOPOTH MEePEeIHNX Jall ¢ TOAbEMOM Ha
3amHUe Jamel; 4 — BBIPaXEHHBIE TOHHMKO-KIOHHYECKHUE
CYIOpOTH, TaJieHue XHBOTHOTO Ha OOK, Haimndue (asbl
TOHMYECKOM HKCTEH3UHU; 5 — IOBTOPHBIE KIOHUKO-TOHM-
YeCcKHe CYIOpOTH, yTpaTa Mo3bl, THOENb.

PesympraTthl WcClemOBaHWA PACCUUTHIBAIM C  IIPH-
MEHEHHEM CTaHJapTHOTO CTATUCTHYECKOTO IaKeTa JINICH-
suoHHON mporpamMMmbel STATISTICA® for Windows 6.0
(StatSoftInc., Ne AXXR712D833214FANS), a takxxe SPSS
16.0, Microsoft Office Excel 2003.” TTonyuennsie pesyis-
TaTHl MPEJCTABICHBl B BUAE 'CpeaHee 3HAUYeHHE + CTaH-
napTHas omunOKa cpeaHero 3HadeHus". s Bcex BHUIOB
aHAM3a CTATHCTHYECKH 3HAYMMBIMHM CUUTAIH DPa3ITUUNs

p <0.05 (95%).
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Paboma evinonnena npu @Qunancosol nododepoicke

xomnanuu "Enamun’ (Kues, Yxpauna).
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