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LG = NO,, Br; X =N, R" = H, SMe, R? = Me, +-Bu; X = CH, R' = Me, R? = Me, t-Bu

HyxneodunpHoe 3amerneHne HUTpoOrpymisl B 1-anmkuinaszono[5,1-c][1,2,4]tpuasun-4(1H)-onax mporekaer nmo mexannimy ANRORC,
BKJIIOYAIOIIEMY DACKpBITHE A3MHOBOTO LHUKJIA, HYKJICO(QWIBHOE 3aMelleHne ¥ IuKiIn3anuio. CTPYKTYpel BCeX WHTEPMEIHATOB

TIOATBEPKACHBI CIIEKTPAJIBHBIMUA JaHHBIMU.

KuroueBsle cioBa: azonorpuasunsl, HuTpocoeauuenus, ANRORC, packpeiTue 1ukia.

HykneoduibpHoe rerepoapoMaTHueckoe 3aMeleHUe
YXOASIIHUX TPYII SBJISETCS OAHUM M3 BRKHEHIIMX CHUHTE-
TUYECKHUX IOJXOJI0B B NMOCTPOECHHHM OPTaHUYECKUX COEIH-
HeHuil. [IpuHIMIBI HYKICOQWIBHBIX TreTepoapoMaTHye-
CKHX TIpPEeBpAaIleHHH HEMHOTOYMCIEHHBI UM  XOpOIIO
n3BecTHHI. IlepBbIM U3 OOIIEIPUHATHIX MEXaHU3MOB THUIIA
SxHet sBnsieTcs unco-3amenieHue JerkoyXoaaIux TPy U
Bogopona.' ®  JIpyrMM  BapHMaHTOM  3aMECTHTENbHOM
¢yukuonanuzanuu o npuniuny FGI (Functional Group
Interconvertion) SBIAIOTCS HPEBpAICHHUS MO APUHOBOMY
mexanmmy (E, A).”® Hakonen, XpoHOIOrHYECKH MOCIE]-
HUM U3 HCCIIEAOBAaHHBIX IPOILECCOB 3aMEMICHHS HYKIEO-
¢unamu seisercsi ANRORC (Addition of Nucleophiles,
Ring Opening and Ring Closure) — MHOTOCTaIUITHBIHA
Iporiecc, BKIIOYAIOIIMKA Ha TEPBOW CTaauM PACKPHITHE
asuHOBOTO IHKIa Hykneodmmom.”'? B meiicTBUTEIPHOCTH
packpeITHe a3WHOB NpW JeicTBUM  N-HyKJIeo(pHIaMu
BCTpEUaeTCcsi Hepenko, © ¢ OJHAKO He BCE MPEBPAIICHUs
3aBEPINAIOTCS 3aMEIIEHHEeM YXOMSIIeH Tpynmsl U odpat-
HOH IHMKIIM3aIue.

Panee mamu onmcansl peakiun 1-ankni-3-autpo[1,2,4]-
tpuazono[5,1-c][1,2,4]rpuasun-4(1 H)-oHOB ¢ 3aMelIeHHEM
HUTporpynmsl nox aedctsueM N-, O-, S- u C-Hykieo-
dunos,''"® onmako cama TmOCIENOBATENHLHOCTH HpPEBpa-
IEHNH ocTalliach Heo4UeBUIHOM. B TO ke Bpems ompenene-
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HHUE TOpsIKa, B KOTOPOM CIEAYIOT MpeBpalieHHs, HeMallo-
B2XHO, B TOM 4HCIIE JJIsi MOHMMaHHs OHOJIOTHYECKOTO
JIHCTBUS. HUTPOTPUA30JIOTPUA3UHOHOB. OZIHUM M3 (haKTOPOB
aKTyaJbHOCTH TaKHUX HCCIEIOBAaHMUN SBISETCS TO, YTO
COEIMHEHUS 3TOM TPYINIbI NPOSBISIIOT IIUPOKHUM CIEKTP
GMOJIOTHYECKOTO  JeHCTBHS, B UYACTHOCTH HPOTHBO-
BUPYCHBII mpemnapar Tp1/1a3a131/1p1/1H.20’21 Bo3MoxHoCTh npe-
BpaIIeHU! TaKUX COENMHEHUH MOJ| TEHCTBUEM OMOTEHHBIX
HYKJICO()HUIIOB SBJISIETCS BECbMa BaKHOW C TOUKM 3PEHHUS X
BO3MOXKHBIX TpaHC(HOpMAIMi B OpraHu3Me.

B Hactosmeit paboTe mocTaBiieHa 3ajada YCTaHOBHTH
CTPOCHHE KITFOYEBBIX MOJIYMPOAYKTOB M T€M CaMBIM IpO-
CIIEIINTh TIOCJIEOBATENIFHOCTh PEAKIMK HYKJICO(DHIEHOTO
3aMeIICHNS] HUTPOTPYNIEI B psiay |-ankuii-3-HATpoa3oso-
[5,1-c][1,2,4]Tpna3un-4(1 H)-onoB. B xauectBe N-ajaKuiib-
HBIX TPYMIl HCHOJB30BAHBI METHJIBHBIN U mpem-OyTHiIb-
HBIH (pparMeHThl, CO3JAI0NINe COOTBETCTBEHHO MUHIMAIb-
HBIM W MaKCHUMaJbHBIA cTepuueckue dSPGEKTh s
OTIpeNeIeHHs] WX BO3MOXKHOTO BIMSHHS Ha IPOTEKaHHE
peakmmu. B kadecTBe HyKJICO(QMIBHOTO peareHTa ObLI
WCTIONB30BaH MOP(HOJMH KaKk HaWMMEHee pPEeaKIMOHHO-
croco0HOE COeNMHEHHE, MOCKOJNBKY C OCTaJBHBIMH IIep-
BUYHBIMHM ¥ BTOPHYHBIMH aMHUHAMH PEAKIHS MPOUCXOIHUT
HAaCTOJIEKO OBICTPO, YTO HHU 3a(UKCHUPOBATH, HU BBHIIEINUTH
IIPOMEXKYTOUHBIE MPOLYKThI HE yJIAETCsl.
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IlepBoHauanbHO MPU B3aUMOIECHCTBUU HUTPOTPHUA30JIO-
TpHa3uHOHOB 1, 2 a,b ¢ TpexkpaTHBIM H30BITKOM MOPJO-
JIMHA TIPU KOMHATHOW TEMIIEpaType NMPOMCXOANUT PACKpHI-
THE a3MHOBOTO IHWKIA ¢ oOpazoBanueM 1-(Mopdomma-4-11)-
2-auTpO-2-[2-(1 H-1,2,4-TpHa3on-5-mi)rugpa3snHIIHICH |-
9TaHOHOB Mopdommuus 3a,b m 4a, uro Hewacto, HO
BCTPEUYAETCS B NMPEBPALICHUSIX a30JI0TPHA3UHOB, COJEPIKA-
IIMX MOCTHKOBBIM aToMm a3ora'’ (cxema 1). CoenuHeHHS
3a,b, 4a BbImeNeHB B YHCTOM BUAE W OXapaKTCPU3OBAHEL.
Creryer OTMETHTh HEYCTOMYMBOCTH COSIUHECHUS 4a, TIpeBpa-
IIAIOIIETOCS TP XpaHeHWH OOpaTHO B COENMHECHHE 2a
(20 momb. % B Teuenne 3 cyt). [lomyunts coenunenne 4b B
YUCTOM BHJIE HE YAAIOCh. JTO OKa3aJoCh COMHCTBEHHBIM
MIPUMEPOM BIHAHUSA Oojiee 0OBEMHOTO mpem-0yTHIIEHOTO
(parmMeHTa Ha MOBEACHHE HUTPOTPHA30JIOTPUA3HHOHOB B
peakimu ¢ MopdonuHOM. Poms MeTHICYIh(QaHWIBHOMI
TPYIIIBI, BEPOSITHO, TIPOSIBISCTCS B MOBBIIICHNH N-HYKJICO-
($UIBPHOCTH TpHa301a, 00JIerJaromei 0OpaTHy0 PEeakIHIo.

Cxema 1 ®
o HZN/\O
N~ NO, N @
N 0 iy N %
N/J\N,N + HN\) o NJ\N/N\ N
1,2abR? 15 min Rz No, L_o
3a (86%)

1,3aR'=H,R?=Me, bR' = H, R2=t-Bu 3b (68%)

2,4aR"=SMe, R?=Me, bR" =SMe, R>=t-Bu 4a (83%)

HutponupaszonorpuazuHonsl Sa,b B aHaJIOTMYHBIX
YCIIOBHSIX TpeBpamaroTcs B 2-[2-(3-metwmi-1H-nmpason-
S-mn)rugpasuHmIIIeH | - 1-(MopQoiH-4-101)-2-HUTPOSTAHOHBI
6a,b, nnenTnduIMpoOBaHHBIC W BBIACIEHHBIE B CBOOOTHOM
BHJIE, TaK XK KaK W COJM TUIpa3oHoB 3, 4 (cxeMma 2).

N~
NH
Me—u
— _N
—_— N X
R

Cxema 2

(0]
N\ JK(NOQ
Me—d | "
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\ t NO, o)
5ab R 15 min 6a (40%)
aR=Me, bR = t-Bu 6b (70%)
TaKOC paSJ'II/I‘{I/Ie COJICBOTI'O CTaTyca TpI/IaSOJ'II/IJ'I—

THIPa30HOB 3, 4 ¥ NHPa3OIMITHAPA30HOB 6 BIIOJTHE MOKET
ObITh 00yCIIOBIIEHO Ooniee BhICOKOW NH-KHCIIOTHOCTBIO
coequHeHU 3, 4, MO CPaBHEHUIO C MHUPA30JIBHBIM IIPO-
U3BOJHBIM 6, HecrocoOHBIM K OpOpa3oBaHUI0 MOP(OIH-
HueBoil comu. g coequnenuit 3, 4, 6 a,b ycraHOBUTH
MOKa3aTely KHCIOTHOCTH HE YAaIOCh HM3-3a UX CIHOCO00-
HOCTH K OOpaTHOW PEUMKIIM3AIMY, OJHAKO M3BECTHO, YTO
3HaueHus pKa s 1,2,4-Tpuazoiia v nupaszoiia COCTABISIOT
10.2 u 14.8 cootBeTcTBeHHO0.”>* CKIOHHOCTH TUJPA30HOB
3,4, 6 ab x oOpaTHOW PEHMKIU3AIMH ITOJTBEPKAACTCS
TaK)K€ UX MOBEJACHHEM B YCIIOBUSX KOJOHOYHOH XpOMAaTo-
rpagul © XpPOMATO-MAcC-CIIEKTPOMETPUH, THe OBLIH
3auKcHpoBaHBI UCXOMHBIE coenuHeHus 1, 2, 5 a,b. Takke
HE yJAJ0Ch OXapaKTepU30BaTh 3TH COECIUHEHHS] METOAOM
PCA, nockonbKy MpH JJIUTENHHOM BBIAEPKUBAHUU JaXKe B
alpOTOHHOM  pacTBopuTeie (ametoHe, mpem-OyTHII-
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metwioBoM 3¢upe (MTED)) onu npereprieBator obpaTHoe
npespatenue. C 1pyroit croponsl, coenqunerus 3, 4, 6 a,b
SIBJISIFOTCSL JJOCTaTOYHO YCTOHYMBBIMH JJIsI yCTAHOBIICHUS
HX CTPOCHUS MeTojaMu crnekrpockonuu SAMP.

Oco0eHHOCTRIO criekTpoB SIMP 'H HUTPOITAHOHOB 3, 4,
6 a,b, okazaBuieiicsi BAXKHOH JUIsl YCTAHOBJICHHS UX CTpOE-
HUS, SIBJSIETCSI NPUCYTCTBUE HWHIMBHUAYaJIbHBIX MYIBTH-
IUIETHBIX CHUTHAJIOB JUISl KaXKJOr'0 M3 BOCBMH MOP(OJIHMH-
aMHJHBIX TpPOTOHOB. [lo BCe BHAMMOCTH, MarHUTHas
HEIKBUBAJICHTHOCTD SIBJISIETCSI CJIEJICTBUEM OCOOEHHOCTEH
MPOCTPAHCTBEHHON  CTPYKTYphl ~BCErO  THAPA30HHOTO
¢parmenra. B cnekrpax SIMP 'H MHUPa30IUITHIPA30HOB
6a,b OTCYTCTBYIOT MYJBTHUILIETHI IIPOTOHOB KaTHOHHOTO
MopdonmHus B uHTEepBanax 2.68-2.75 u 3.48-3.57 M. n.,
Ha OCHOBaHMM 4Yero W ObUI CAeNaH BBIBOJ O HECOJIEBOM
¢dopme coequuenuid 6a,b. TloaTBepkaeHneM TOMy SBISIETCS
TaKKe TpUCyTCTBHE B crektpax SIMP 'H ymmpensoro
CHT'HaJIa reTepouukamdeckoil rpymmsl NH B obmactu 12.35—
12.76 M. n. Kpome Toro, B cmextpax SIMP '*C Bcex
azonunruapa3oHoB 3, 4, 6 a,b KOIMYECTBO PE30HAHCHBIX
MUKOB OKa3bIBACTCS Ha JBa Ooublie (HOpMaIbHO HEOOXO-
qumoro. /Ina oObsICHEHHsI 3TOTO SABJICHHUS ObUIa IPHUBJICUCHA
KoppemsmonHast criekrpockorms SIMP 'H-">C HMBC. Tak, B
crektpe 'H-""C HMBC nupasomunruapasona 6b mpu 40.9
u 46.1 M. a. HaOmromaroTcs Kpocc-muku atomoB C-3,5 ¢
nporoHamu  MopgonuHoBoro ¢parmenta. Takas ke
KapTUHa HaOyogaeTcs A nukoB atomMoB C-2,6 (65.1 u
65.2 M. 1. COOTBETCTBEHHO), YTO YyKa3bIBAaeT HAa HEIKBHU-
BJICHTHOCTh BCEX YIJIEPOJHBIX aTOMOB MOP(OIMHAMUI-
HOro (parMeHTa, OOYCIIOBJIEHHYIO OCOOECHHOCTBIO €ro
MIPOCTPAHCTBEHHOTO CTpoeHus (puc. 1).

OnmcaHHast CHEKTpaJbHAas KapTHHA eIle He BIIOJIHE
OJTHO3HAYHO JI0Ka3bIBAET MPEAJIOKESHHOE CTPOCHNUE UMEHHO
ruapa3oHa 6b, MOCKOIBKY MOXET COOTBETCTBOBATH TAKXKe
JIPYTUM HM30MEPHBIM CTPYKTYpaM, TaKUM KakK HPOAYKT unco-
araku — 1-mpem-0yTin-7-mMeTii-3-(MophoTH-4-11)-3-HUTPO-
2,3-muruaponupasono[5,1-c][1,2,4]tpuazun-4(1H)-oa (7),
u l-mpem-OyTun-6-mMeTun-3-autpo-2,3-muruapo- 1 H-mapazono-
[5,1-c][1,2,4]Tpnazon-3-un)(mopdonauH-4-mi)meraHoH (8)
(puc. 2).

N~ H
€ = _N 4
N %HJ\N\&%
t-Bu NO, J3 04 ,H
HA s 4 N) iy H HH
H H = N/N (
t-Bu NozH OH
HH H

Pucynok 1. OcHOBHBIE KOPpENALUH B CIEKTpE 'H-"*C HMBC
coeuHeHus 6b.
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Me—’ N N O
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Pucynok 2. CTpyKTypbl BO3MOXKHBIX H30MEPOB rupa3ona 6b.
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[pemnaraemasi CTPyKTypa HHPA30IUITHIPA30HA OJTHO-
3HaYHO MOATBEPXkJACHA HA OCHOBAaHUHM KOPPEISLHUOHHOTO
CIIEKTpa 'H-3C HMBC coenunenus 6b, rme MIPUCYT-
CTBYIOT KPOCC-ITUKHU MPOTOHA TETECPOIMKINICCKON TPYIIIIBI
NH co Bcemu TpeMst aTOMaMy yTiepo/ia MUPa3oiIbHOro LUK,
YTO HEBO3MOIKHO JIJIS alIbTEPHATUBHBIX CTPYKTYp 7 U 8.

Takum 00pa3om, rmeppas cTaaus HyKICO(UILHOTO 3aMe-
menust B l-ankui-3-autpoasono[5,1-c][1,2,4]Tpua3un-
4(1H)-onax 1, 2, 5 a,b npencrasnsieT coboit npouecc Ay He
Mo HawbOJee OYCBHIHOMY IICHTPY UANCO-ATaKH, PSJIOM C
YXOJAIICH TPYIIOH, a Mo KapOOHUIFHOMY (parMeHTy c
00pa30BaHUEM HECTAOMIBHBIX AHHOHHBIX aIIyKTOB 9,
JIETKO PacKphIBAIOIIMXCA B THAPa3oHsl 3a,b, 4a, 6a,b (cxema 3).

Cxema 3
N~
_< NJK(N% N~NH
R'<
1
RZ NO, o}
1,2,5ab R? 6a,b
(o
HN\)
o)
®
0 N\) 0 HzN/\
_<N\N>§|(N02 N N<p@ \/Oo
R —>R1—</
— /N
XJ\N J\N/N\ N
9 R? RZ NO, o)
3a,b, 4a
1,3aX=N,R'=H,R?=Me;bX=N,R'"=H, R?=tBu
2,4aX—N,R1—SMe,R2=Me,2bX—N,R1 SMe, R% = t-Bu

IMocnenyromme mpeBpaiieHust Tuapa3oHoB 3a,b, 4a, 6a,b
MPOTEKAIOT 10 MYTH 3aMelleHHsT HUTPOTPYNIbI ¢ 00pa3o-
BaHueM 1,2-nu(mopdonuu-4-mn)3taHoHos 10 u ux mocie-
NYIOIICH MUKIU3auK B 1-aikui-3-(MophonnH-4-1i1)a3oiio
[5,1-c][1,2,4]tpna3un-4(1 H)-ousr 11-13 a,b (cxema 4).

Cxema 4
3,4,6

H@ o ﬁo
~NH 0 . R1—</le\)k|(N\)

Ly o LT

R1—</

R2
10 [ j 11-13 a,b
0
10,11 aX=N,R"=H,R2=Me;bX =N, R"=H, R?=t-Bu

12aX =N, R'=SMe, RZ=Me; b X =N, R' =SMe, R? = t-Bu
13aX=CH, R"=R?=Me; b X =CH, R' = Me, R? = t-Bu

[omyunts coequnenus 10 U3 HUTPOA307I0TPUA3UHOB 1,
2, 5 He ypanoch, nostoMy 2-[2-merin-2-(1H-1,2,4-tpuazon-
S-um)runpazuaunuzies]-1,2-m(moppomn-4-un)sranon  (10a)
Obu1 cuHTE3MpoBaH U3 3-Opom-1-mernin[l1,2,4]Tpuazoino-
[5,1-c][1,2,4]rpuazun-4(1 H)-ona (14) mpu KOMHATHOH TeM-
nieparype ¢ 15-kpaTHbIM U30bITKOM MOpdosiHa (cxema 5).
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Cxema 5
o 0 N~
" )K(Br H@ ¢ NH N o)
¢ /JN\ I . N N/\
NN t Me N L_o0
Ve 89% [ j
14 10a o

JlaHHBIe BIeMEHTHOro aHanusa, crnekrpockomuu UK,
SAMP 'H, C coemuuenus 10a COOTBETCTBYIOT MPHIIUCHI-
BaeMoMy cTpoeHuto. Kak u azonoruapazonst 3a,b, 4a, 6a,b
coenuHenue 10a B ycrnoBusix xpomarorpaduu Ha CHIHMKa-
rejie TpeTeprneBaeT LMKIM3AIMI0O B JaHHOM Cilydae B
1-meTun-3-(mopdomuna-4-nn)[1,2,4]tpuazono[5,1-c][1,2,4]-
TpuasuH-4(1H)-on (11a), o1HAKO METOIOM MPSIMOTO BBOJA
ynanock 3a()MKCHpPOBaTh MacC-CIIEKTp, COIEPIKallUi MUK
MOJIEKYJIsIpHOTO HoHa coeauneHus 10a. Harpesanue
coenunenus 10a npu 120 °C Takxe NpHBOIUT K 00pa3o-
Banuio  1-metmi-3-(Mopdomua-4-mn)| 1,2,4]tpuazono[5,1-c]-
[1,2,4]tpuasun-4(1H)-ou (11a), 94T0 yKa3bIBaeT Ha yyacTue
coequHeHuil Tuna 10a B mpouecce 3aMelieHUs yXOAsIIen
rpynmsl B 1-ankunazono(5,1-c][1,2,4]rpuazun-4(1H)-oHax.
Ob6pazoBanue coeauHeHus 10a u ero npespaiieHue B
neneBoit mpoaykT 1la ykaseiBaeT Ha OOLIMM MEXaHHU3M
3aMeIIeHUs JIETKOYXOIAIUX Tpymnn B azono[5,1-c][1,2,4]-
Tpuazus-4(1H)-oHax.

3aMeleHne HUTPOTPYIIIBI B a3010TpuasuHax 1, 2, 5 a,b
MpU KUISIYCHHUH B TPOWHOM H30BITKE MOP(OJIHHA MPUBO-
JUT K oOpaszoBanuto 1-anmkui-(3-mopdonun-4-un)[1,2,4]-
TpHuazono[5,1-c][1,2,4]rpuasun-4(1 H)-onoB 11-13 ab u
4-{[(1H-1,2 ,A-Tpna3omn-5-un)ruapa3uHmINICH [MeTHI } MOpdo-
nuHOB 15a,b (cxema 6).

Cxema 6
0
N- NO,
iy N
R'— I 11a (13%), b (11%)
X= SN 12a (13%), b (12%)
R2 13a (14%), b (5%)
1,2,5ab 15a (24%), b (20%)
(\NH
o/
A 5h
o) ﬁo (\o
1_</N\N)K|(N\) 1_</N\NH WN\)
R + R
XJ\N,N XJ\N’N
,_—'{2 R2
11-13a,b 15a,b

1,11,15aX=N,R'=H,RZ=Me; b X =N, R' =H, R? = t-Bu
2,12aX =N, R"=SMe, R2=Me; b X =N, R' = SMe, R? = t-Bu
5,13aX=CH,R'=R?=Me; b X=CH, R" =Me, R? = t-Bu

Crtpoenne coemunenuii 11-13, 15 a,b moarsepkmeHo
naunbiMu criekrpockonun UK, IMP 'H u °C u snement-
Horo aHanmmza. B cmextpax SIMP 'H ruapasonos 15a,b
MIPUCYTCTBYIOT XapaKTEPHBIA CUTHANl T€TEPOLMKINYECKON
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rpynnsl NH (12.0-12.1 M. 11.), cuaTiieT GOpMUIBHOTO MPO-
ToHa (7.29-7.52 M. 1.), a TaK)Ke MYJIBTUILICTHBIC CHTHAIIBI
Mop¢omuHOBOTO (pparmMeHTa B mHTEepBanax 3.30-3.35 u
3.60-3.64 M. 1. [IpuanHOit 0OpazoBanms TUApPa3oHOB 15a.b
SIBIISICTCA TIPUCYTCTBHE BOABI B PEAKIMOHHON CMecH,
BEIICNAIONICICA B TIpOLECCE pEakIMH B KOJMYECTBE,
JIOCTaTOYHOM Ui Truzaponusa amunoB 10a,b ¢ mocne-
OYIOUIAM JeKapOOKCHIMPOBAaHNEM 00pa3yIONINXCs HecTa-
GUITBHBIX KapOOHOBBIX KucIoT 16a,b™* (cxema 7).

Cxema 7
g
=L _N
e
R [Nj o
10ap ° aate,
leo
</N\NH o) \ N\)O
N N A o] </:NH P

-CO, N N,N

|
R _N \
16a,b o 15a,b

Takum o6pa3om, oOHapyKeHHE, BBIJEJICHUE U YCTaHOB-
JICHHE CTPYKTYPHl NPOMEXKYTOUHBIX IMPOAYKTOB B3aHUMO-
JEUCTBUS 1-anxun-3-autpoasonolS,1-c][1,2,4]tpua3un-
4(1H)-oHoB ¢ MOpP(OIMHOM JOKa3bIBAET, YTO HYKJIEO-
(bUIbHOE 3aMEeIeHUe HUTPOTPYIIIBI B OMUCHIBAEMOM PSiLy
COCIMHEHUI MPOTEKaeT He M0 THUIy UnCO-3aMEIICHHUs, a B
cooTBeTcTBHH ¢ MexanusMoM ANRORC, Bkirouaromum
PacKpbITHE TPHUA3WHOBOTO ITMKIA MOJ JEHCTBHEM HYKJIEO-
¢una, 3aMmelieHWe HUTPOTPYHIBI C  00pa3oBaHHEM
HUTPO30MOPQOJIMHA W TOCJEAYIOIYI0 LHUKIU3ALUI0 B
LeNieBble MPOAYKTHI — 1-anmkui-3-mopdonnHoaszono[S,1-c]-
[1,2,4]Tpnasun-4(1 H)-oHbl. YCTaHOBIEHO, YTO CTPYKTypa
aNKWIbHOTO (parMeHTa mpu atome N-1 He oka3bIBaeT
3aMEeTHOTO BJIMSHUS Ha MPOTEKaHHUe Mpoliecca.

JKCHepUMEHTAJIbHAS YacTh

UK cnekrtpsl 3anucansl Ha Gypbe-criekTpomerpe Bruker
Alpha II, ZnSe (npucraBka HIIBO). Crextpst AMP 'H u
C 3apeructpuposansl Ha npuGope Bruker Avance II (400
u 100 MI'm coorBerctBeHo) B JIMCO-ds, BHYTpeHHHIA
cTaHjapT 1 cnekrpoB SAMP 'H — TMC, mis CIIEKTPOB
SIMP C — ocrarounsie curHambl pacTBOpHTeNs. Macc-
CIIEKTpHI 3amucaHbl Ha cnektpomerpe Shimadzu GCMS-
QP2010 Ultra, wonmzamust Y (70 »B). DineMeHTHBIH
aHanu3 mpoBeneH Ha apromarmdeckoM CHNO-anammsa-
tope Carlo Erba 1108. Temneparypsl TutaBieHus: onpese-
nensl Ha npubope Staffordshire ST15 0SA. Konrpomns 3a
XOJIOM peakUui M YUCTOTOM CUHTE3MPOBAHHBIX COEAMHE-
Huil ocymectsieH ¢ nmomomeio TCX Ha muactuHax Sorbfil
(pupma 3AO Copbmomumep) B EtOAc. Jlns mpemapa-
THBHOHN KOJIOHOYHOUM XpoMaTorpaduu UCIOIb30BaH TOT JKE
SJTI0EHT U cHiTHKaresb Sigma-Aldrich 60 A.
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1-Mertun-3-autpoasosno[5,1-c][1,2,4]rpuazun-4(1 H)-oHsl
1, 2, 5 a u l-metun-3-6pom|[1,2,4]tpuazono[5,1-c][1,2,4]-
TpuazuH-4(1H)-on 14a mosryueHs! O METOIUKE, OMMCAH-
HOH B pa60Te.25 3-Hutpo[1,2,4]tpuazono[5,1-c][1,2,4]-
TpuazuH-4(1H)-0HbI, UCIONB30BAHHBIE B CHHTE3€ COEIU-
HeHuit 1, 2, 5 b cuHTE3UpOBaHbI MO meroxuke.”®

Moxyuenue coenqmuenuii 1, 2, 5 b (oOmias MeToauKa).
CycnenaupyoT 20 MMOJIb COOTBETCTBYIOLIETO 3-HHUTPO-
[1,2,4]tpuazono[5,1-c][1,2,4]tpuazun-4(1H)-ona B 10 mia
Tpu(TOPYKCYCHOIN KHUCIOTHI, 100aBIsA0T 20 MMOIb mpem-
OyTaHOJIa U HArpeBalOT B KOJIOE ¢ OOPAaTHBIM XOJIOIUIb-
HukoM 1pu 80 °C B TeueHue 2 4. PacTBop ymapuBaroT mpu
MMOHMKCHHOM JaBlicHHH, J00aBnsioT 10 mMu 3TaHONmA M
CHOBa ymapuBaroT. 3aTupaioT ocamok ¢ 15 mn MTBD,
(UIBTPYIOT, CyILIAT.

1-mpem-byruin-3-uurpo|1,2,4]Tpuazonol5,1-c][1,2,4]-
Tpuasun-4(1H)-on (1b). Beixox 2.4 r (46%), OGnemHo-
Ppo30BbIe KpuCTamwsy, T. . 188190 °C. UK criextp, v, oM
3125, 2999, 2948, 1737, 1549, 1522, 1466, 1447, 1355,
1263, 1229, 1173, 1151, 987, 920, 889, 793, 758, 743, 723,
704, 639, 517. Cnextp SIMP 'H, &, m. a.: 1.77 (9H, c,
C(CH;)3); 8.63 (1H, ¢, H-7). Cnekrp SIMP C, §, m. n.:
27.0 (C(CH3)3); 69.5 (C(CHs)3); 138.9 (CNO,); 143.0
(C=0); 150.6 (C-8a); 153.4 (C-7). Macc-cniektp, m/z (Iywy, %):
238 [M], 223 (3), 208 (1), 180 (1), 166 (1), 152 (1), 108
(1),96 (1), 70 (1), 57 (100), 41 (26). Haiineno, %: C 40.48;
H 4.09; N 35.32. CgH(NxOs. Brruucneno, %: C 40.34;
H 4.23; N 35.28.

1-mpem-ByTnn-7-Meruicynspanuni-3-uurpo[1,2,4] Tpu-
azo0410(5,1-c][1,2,4]Tpuasun-4(1H)-on (2b). Beixog 4.5 r
(72%), xentbie kpucTawibl, T. i 190-192 °C. UK cnektp,
v, cM 1 2987, 2936, 2350, 1731, 1543, 1513, 1440, 1427,
1333, 1264, 1162, 983, 776, 756, 722. Cnextp SIMP 'H,
8, M. 1.: 1.74 (9H, ¢, C(CHs;)3); 2.70 (3H, ¢, SCH3). Cnektp
AMP C, 8, M. x.: 13.6 (SCH3); 27.0 (C(CHs)s); 69.5
(C(CHj)3); 1393 (CNOy); 141.8 (C=0); 151.1 (C-8a);
166.0 (C-7). Macc-cniektp, m/z (Iom, %): 284 [M]" (14),
228 (22), 211 (2), 153 (4), 99 (8), 85 (7), 74 (4), 57 (100),
47 (4), 41 (37). Haiigeno, %: C 38.04; H 4.27; N 29.41.
CoH[,2N¢O3S. Beruncieno, %: C 38.02; H 4.25; N 29.56.

1-mpem-byTnn-7-mernii-3-nurponupasoo|s,1-c][1,2,4]-
Tpuasun-4(1H)-on (5b). Bexox 3.4 1 (67%), xenTwlid
nopomiok, T. mi. 207-209 °C. UK crextp, v, cM ': 3146,
2989, 2936, 1721, 1564, 1538, 1514, 1468, 1377, 1334, 1244,
1179, 1141, 982, 889, 806, 791, 765, 746, 733. Cuektp
SIMP 'H, §, m. 1. 1.74 (9H, ¢, C(CHs)3); 2.47 (3H, ¢, 7-CHs);
6.86 (1H, ¢, H-8). Criextp SIMP °C, 8, m. 1.: 14.0 (7-CH3);
27.1 (C(CHj)3); 68.9 (C(CHj3)3); 95.9 (C-8); 136.1 (CNOy);
141.4 (C-8a); 142.3 (C=0); 155.0 (C-7). Macc-criektp, m/z
Uoms %): 251 [M]" (3), 196, (8) 179 (1), 163 (1), 147 (1),
137 (1), 121 (5), 109 (1), 93 (1), 70 (1), 57 (100), 54 (3), 41
(30). Haiineno, %: C 47.94; H 5.20; N 28.01. C,oH;3Ns05.
Brruucaeno, %: C 47.81; H 5.22; N 27.88.

MMonyyenue coenunenuii 3a,b, 4a, 6a,b (o6mas meTo-
muka). CMech 2.5 MMoib Tprazonotpuasuta la—b, 2a, 5a—b
u 7.5 MmO MOp(OJIMHA TIEPEMEIINBAIOT IPH KOMHATHOU
temmeparype B tedenue 15 mun. Jlo6asmsror 3 max MTBD,
¢unpTpytoT, cymar. Jlns coemuHeHHs 6a 100aBISIOT
1.5 mn rexcana u 1.5 Mt MTED.
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5-{1-MeTun-2-[2-(Mopdoaun-4-un)-1-HUTPO-2-0KCO-
sTwmMaeH|ruapazununi}-1,2,4-rpuazoaun mopdomnus (3a).
Beixon 0.81 r (86%), opaHkeBblii HOPOIIOK, T. 1. 84—86 °C.
UK cnektp, v, cM 1 2963, 2917, 2858, 1924, 1652, 1599,
1566, 1524, 1430, 1322, 1274, 1253, 1215, 1115, 1094, 1011,
939, 887, 861, 847, 820, 723, 694, 665, 612, 564. Cnextp
AMP 'H, §, m. 1. 2.66-2.70 (4H, M, NCH,); 3.29-3.72
(8H, M, NCH,CH,0); 3.49-3.54 (4H, m, CH,0); 3.66 (3H,
¢, CHs); 8.41 (1H, ¢, H-3 tpuasomn). Criextp SIMP C, 8, m. 1.:
38.2 (NCHj3;), 41.9 (O=CNCH,CH,0); 46.4(O=CNCH,CH,0);
452 (N(CH,CH;),0); 65.3 (O=CNCH,CH,0); 65.4
(O=CNCH,CH,0); 66.2 (N(CH,CH,),0); 135.4 (CNO,);
145.0 (C-5 tpmazon); 158.9 (C=0); 161.1 (C-3 Tpuazomn).
Haiineno, %: C 42.03; H 5.87; N 30.35. C;3H»NgOs.
Brruuciaeno, %: C 42.16; H 5.99; N 30.26.
5-{1-mpem-ByTua-2-[2-(mopdosmn-4-ni)-1-uuTpo-2-
okcodTUIMAeH|ruapasunna}-1,2,4-rpuaszonug  mopgo-
gunus  (3b). Beixox 0.7 T (68%), CcBeTIO-OpaHKEBBII
MOpoIOoK, T. 1. 90-92 °C. UK cnektp, v, e ': 2978, 2853,
2730, 2208, 2165, 1645, 1585, 1455, 1309, 1279, 1197,
1109, 1019, 877. Cnekrp SIMP 'H, &, m. x.: 1.39 (9H, c,
C(CHj;)3); 2.70-3.76 (8H, M, NCH,CH,0); 2.70-2.74 (4H,
M, NCH,); 3.50-3.54 (4H, m, CH,0); 8.44 (1H, c, H-3
tpuason). Crektp SIMP *C, §, m. 1.: 27.9 (C(CH,);); 41.1
(O=CNCH,CH;0); 46.1 (O=CNCH,CH;0); 45.5
(N(CH,CH,),0); 63.7 (C(CH;)s); 65.0 (O=CNCH>CH,0);
65.2 (O=CNCH,CH;0); 66.8 (N(CH,CH,),0); 135.0
(CNOy); 144.9 (C-5 tpuazon); 155.8 (C-3 tpuazon); 156.9
(C=0). Haiineno, %: C 46.66; H 6.83; N 27.07.
C]6H28N805. BI)I‘II/ICJ'ICHO, %: C 4659, H 684, N 27.17.
3(5)-Metuacyabpanui-5(3)-{2-[2-(mopdonun-4-ui)-
1-HUTpO-2-0KCOITHIMAEH ]| ruaApa3uHmi}-1,2,4-Tpuazonu
Mopgommnus (4a). Bexon 0.87 r (83%), KpacHSIiT OPOIIOK,
T. 1. 92-94 °C. UK cnektp, v, cM ': 2973, 2934, 2861,
1651, 1582, 1515, 1484, 1458, 1438, 1325, 1260, 1205,
1109, 1098, 1083, 1062, 1004, 863, 842, 821, 727, 698,
616. Cniextp SIMP 'H, §, m. .: 2.60 (3H, ¢, NCH3); 3.30—
3.73 (8H, M, NCH,CH,0); 2.74-2.78 (4H, m, NCH,); 3.52—
3.56 (4H, m, CH,0); 3.66 (3H, ¢, SCH;3). Criextp SIMP °C,
5, M. 1.: 14.4 (SCHj3); 38.2 (NCH3;); 41.9 (O=CNCH,CH,0);
464 (O=CNCH,CH)O); 447 (N(CH,CH,),0); 653
(O=C(NCH,CH,),0); 65.8 (N(CH,CH,),0); 135.5 (CNOy);
154.7 (C-5 tpuazon); 158.9 (C=0); 160.41 (C-3 tpuazomn).
HaﬁHEHO, %: C 4051, H 579, N 26.80. C|4H24N305S.
Breruucneno, %: C 40.38; H 5.81; N 26.91.
2-[2-Metni-2-(3-metna-1H-nupa3oa-5-ui)ruapasuHm-
smuaeH]-1-(mopdosun-4-mi)-2-HUTpPo3ITaHOH (6a). Boixon
0.29 r (40%), CBETIIO-KOPUIHEBBIH MOPOIIOK, T. TUI. 98—
100 °C. UK crextp, v, cM : 3331, 3041, 2986, 2929, 2856,
1648, 1590,1576, 1520, 1502, 1464, 1443, 1333, 1302,
1257, 1223, 1154, 1109, 1069, 1014, 844, 820, 772, 671,
600. Crextp SIMP 'H, 3, m. n1.: 2.23 (3H, ¢, CCH3); 2.76—
3.78 (8H, M, NCH,CH,0); 3.59 (3H, ¢, NCHj3); 6.04 (1H,
¢, CH mmmpason); 12.35 (1H, ym. ¢, NH). Crexktp SIMP °C,
5, M. 1.: 10.6 (CCHs); 36.7 (NCH;); 41.9 (NCH,CH,0); 46.5
(NCH,CH;0); 65.3 (N(CH,CH,),0); 65.4 (NCH,CH,0); 93.0
(C-4 mupazomn); 133.3 (CNOy); 141.2 (C-3 mmpazom); 155.0
(C-5 mupazomn); 159.4 (C=0). Haiineno, %: C 44.66; H 5.57;
N 28.25. C;1HigNgO4. Boruncneno, %: C 44.59; H 5.44; N 28.37.
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2-[2-mpem-ByTun-2-(3-metna-1H-nupa3zon-5-ui)-
ruapasuHunen]-1-(mopgomn-4-un)-2-auTpodraHon (6b).
Bexon 0.59 r (70%), cBeTno-xKenThIi NOpomok, T. mwi. 151—
153 °C. UK cnekrp, v, oM 3292, 3154, 2975, 2925, 2873,
1632, 1597, 1576, 1518, 1444, 1365, 1321, 1276, 1256,
1199, 1116, 1006, 954, 936, 894, 853, 807, 738, 720, 632,
577. Cnextp SIMP 1H, 5, M. 1.: 1.31 (9H, ¢, C(CHa)3); 2.21
(3H, ¢, CCHj3); 2.65-3.66 (8H, M, NCH,CH,0); 5.88 (1H,
¢, CH mmpason); 12.76 (1H, ym. ¢, NH). Crexrp SIMP °C,
5, M. 1.: 10.5 (CCH3), 28.1 (C(CHs;)s); 40.9 (NCH,CH,0);
46.1 (NCH,CH,0); 63.4 (C(CHj);); 65.1 (NCH,CH,0);
65.2 (NCH,CH,0); 103.3 (C-4 mmpazon) 134.2 (CNO,);
146.3 (C-3 mupazon); 146.3 (C-5 nmpason); 157.5 (C=0).
Haiineno, %: C 49.66; H 6.63; N 24.73. C;3H»nNgO,.
Brruuciaeno, %: C 49.70; H 6.55; N 28.84.

2-[2-Metun-2-(1H-1,2,4-Tpua3osi-5-ui)rugpasuHuiuaeH |-
1,2-nu(Mmopdonun-4-ua)dranon (10a). B 0.56 wma
(6.45 mMmonn) Mopdomuna pactBopsitor 100 mr (0.43 MmoIb)
3-6pom-1-metun|[1,2,4]rpuazono[5,1-c][1,2,4]tpuazun-4(1 H)-
oHa (14) u ynapuBaroT 10cyxa Mpu MOHWKEHHOM JaBJICHUU
npu temmnepatype 25 °C. K cyxomy octaTky m00aBISIOT
3 M xiopodopma u GUIBTPYIOT, GUILTPAT YHNApUBAIOT.
Bexon 0.13 r (89%), cBeTo-xKenThIi NOpOIIoK, T. I 143—
145 °C. UK cnekTp, v, cM '@ 3226, 3112, 2868, 1617, 1579,
1556, 1502, 1454, 1434, 1274, 1233, 1213, 1105, 1067,
1055, 1021, 1004, 972, 963, 933, 896, 863, 840, 721, 703,
624, 578. Cnextp SIMP 'H, 8, m. 1.: 2.95 (3H, ¢, NCH3);
3.03-3.70 (16H, M, NCH,CH,0); 7.51 (1H, ¢, CH); 12.41
(1H, yum. ¢, NH). Cmextp SIMP “C, &, m. n.: 40.6
(N(CH,CH,),0); 45.6 (N(CH,CH,),0); 41.8 (NCHs); 65.6
(N(CH,CH,),0); 65.7 (N(CH,CH;),0); 103.3 (C-5 tpuazomn);
149.4 (C-3 tpmazomn); 161.2 (C-1); 164.5 (NC=N). Macc-
cnektp, m/z (I, %): 323 [M]" (71), 238 (1), 226 (47), 209
(40), 179 (1), 167 (2), 139 (3), 113 (3), 98 (60), 86 (81), 70
(61), 69 (34), 42 (100). Haitneno, %: C 48.24; H 6.62;
N 30.38. C13H21N703. BI)I‘II/ICJ'IGHO, %: C 4829, H 655,
N 30.32.

Moayyenue coenumnenuid 11a m 15a. Cmecy 472 mr
(2 mmonp) TpmazonorpuaszuHa la u 0.52 mu (6 MMoIB)
MOpQOJIMHA KUIATAT B Te4eHUE 5 4. PeakunoHHy0 cMech
OXJIXAa0T, 1o6aBisitoT 10 Mi cmecu xiopohopm—MTED,
1:1. BpmaBumii mpoaykt 15a ¢unstpyror. Puistpar
yIapuBaloT MPU IIOHWKEHHOM JIaBJICHUH, POYKTHI pa3zie-
JsIF0T Xpomarorpadueii, amoeHT EtOAc.

1-Metui-3-(Mopdoaun-4-un)[1,2,4]Tpuaszono|5,1-c]-
[1,2,4]rpuazun-4(1H)-on monoruapat (11a). Bexon 0.06 T
(13%), Genbrit moporiok, T. wi. 145147 °C. UK cnexrtp,
v, cM 1 2965, 2888, 2854, 2836, 1701, 1611, 1533, 1496,
1450, 1406, 1370, 1299, 1268, 1236, 1181, 1114, 1094,
1063, 1010, 985, 913, 865, 767, 747, 721, 647, 541.
Criextp SIMP 'H, 8, m. 11.: 3.41-3.45 (4H, m, NCH,); 3.76—
3.80 (4H, m, CH,0); 3.91 (3H, ¢, CHj3); 8.09 (1H, c, H-7
tpuazon). Crextp SIMP °C, §, m. 1.: 40.5 (NCH3); 48.0
(N(CH,),); 65.6 ((CH,),0); 143.5 (C-7); 146.8 (C=0); 151.1
(C-8a); 153.8 (C-3). Macc-crextp, m/z (Iom, %): 236 [M]"
(59), 209 (10), 193 (12), 179 (10), 151 (24), 123 (100), 110
(33), 96 (53), 83 (24), 69 (47). Haiineno, %: C 42.48,;
H 559, N 33.00. C9H12N602'H20. BBI‘II/ICJ'IGHO, %: C 4252,
H 5.55; N 33.05.
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4-{[2-MeTua-2-(1H-1,2,4-Tpua3oa-5-un)ruapasuHu-
JupeH|Merwiaimopgoaun (15a). Brixox 0.1 r (24%),
Genblii mopommok, T. mr. 174—176 °C. UK crekTp, v, cM
2970, 2858, 1615, 1567, 1509, 1272, 1236, 1217, 1161,
1113, 1070, 1030, 1009, 950, 739, 615. Cnextp SIMP 'H,
o, M. 1.: 3.21 (3H, ¢, CH3); 3.30-3.34 (4H, m, CH,N); 3.63—
3.67 (4H, m, CH,0); 7.29 (1H, ¢, N=CH); 7.59 (1H, c, H-4
tpuason); 12.10 (1H, ym. ¢, NH). Criextp SIMP C, §, m. 11.:
37.1 (NCHs;); 46.0 (N(CHy),); 65.7 ((CH,),0); 149.2 (C-5
tpuazon); 151.1 (N=CH); 158.8 (C-3 Tpmasom). Macc-
cnektp, m/z (I, %): 210 [M]™ (18), 124 (9), 98 (100), 97
(72), 70 (8), 56 (18), 42 (31), 41 (17). Haiineno, %:
C 45.59; H 6.57; N 40.07. CgH4sNgO. Brruucineno, %:
C45.70; H6.71; N 39.97.

Monyyenue coenuuenui 12a, 13a (oOmias MeToauKa).
Cmecp 2 mmoiab azonoasuHa 2a winn 3a u 0.52 mn
(6 MMomp) MopdonuHa KUOATIT B TeueHue 5 4. Peak-
LHOHHYIO CMECh OXJIAXKJIAIOT, YHIApHBAIOT NPH MOHMKEH-
HOM JIaBJICHHMH, NPOAYKTHI Pa3leisloT XpoMatorpaduet,
amoeHT EtOAc.

1-Metna-7-mernicyiabdanui-3-(MmopdonH-4-ui)-
[1,2,4]Tpuazono(5,1-c][1,2,4]Tpuasun-4(1H)-on  (12a).
Bexon 0.06 1 (11%), mopomok KpeMoBOro IBeTa, T. 1. 150—
153 °C. UIK crekTp, v, cM ': 2999, 2963, 2923, 2857, 1701,
1613, 1526, 1473, 1448, 1416, 1370, 1347, 1305, 1279,
1264, 1242, 1120, 1098, 995, 970, 927, 867, 766, 757, 721,
663, 508. Cnextp SIMP 'H, &, m. 1.: 2.61 (3H, ¢, SCH3);
3.35-3.39 (4H, m, NCH,); 3.72-3.76 (4H, M, CH,0); 3.79
(3H, ¢, NCH;). Cnektp SAMP Be, 8, m. 1 134 (SCH»);
40.5 (NCH3;); 47.9 (N(CH,),); 65.6 ((CH,),0); 143.8 (C-3);
145.5 (C-8a); 151.6 (C=0); 165.9 (C-7). Macc-cniektp, m/z
Uoms %): 282 [M]" (37), 264 (2), 251 (2), 235 (100), 217
(2), 207 (7), 169 (7), 150 (10), 122 (6), 99 (31), 86 (6), 42
(23). Haiineno, %: C 42.48; H 5.05; N 29.62. C,0H;4N¢O,S.
Brruucaeno, %: C 42.54; H 5.00; N 29.77.

1,7-AumeTnii-3-(mopdoiun-4-un)nupa3zoio[5,1-c]-
[1,2,4]Tpuasun-4(1H)-on (13a). Bexox 0.07 r (14%),
JKENTHIN Topomok, T. i 200-202 °C. UK cnektp, v, em b
3138, 2960, 2854, 1690, 1598, 1524, 1441, 1396, 1369,
1354, 1331, 1311, 1273, 1241, 1113, 1070, 1059, 1002,
985, 864, 770, 731, 611. Cnextp SIMP 'H, &, m. 1.: 2.36
(3H, ¢, CCH,); 3.31-3.35 (4H, m, NCH,); 3.75-3.79 (4H,
M, CH,0); 3.76 (3H, ¢, NCH;). Cnextp SIMP °C, §, m. x.:
14.1 (CCHs;); 42.2 (NCHj); 48.3 (N(CHy),); 65.7 ((CH,),0);
85.7 (C-8); 140.9 (C-3); 144.5 (C-7); 145.8 (C=0); 155.0
(C-8a). Macc-cniektp, m/z (Iym, %): 249 [M]" (83), 234 (8),
218 (6), 206 (3), 192 (6), 178 (13), 164 (19), 150 (6), 136
(100), 110 (57), 86 (30), 66 (21), 55 (43), 39 (35).
Haﬁ}ICHO, %: C 5286, H 599, N 27.98. C11H15N502.
Brruncneno, %: C 53.00; H 6.07; N 28.10.

Hoayuenue coenuHenuii 11b u 15b. Cmecsr 556 mr
(2 mmomnp) TpuazonorpuazuHa 1b u 0.52 mu (6 MMOIB)
MOp(hOTMHA KUIIATAT B TedeHHe S5 4. PeaknmoHHyI0 cMech
OXJaK AT, 100aBisitoT 10 M rekcaHa. BeimaBmuii mpo-
aykt 15b ¢wmneTpyror. @mieTpar ymapuBalT HpPH HOHU-
JKEHHOM JaBJICHHH, MPOXYKTHl pa3fesioT Xpomaro-
rpaguwueit, smoent EtOAc.

4-mpem-byTuna-3-(mopdoaun-4-un)[1,2,4]Tpuasosio-
[5,1-c][1,2,4]Tpuasun-4(1H)-on (11b). Breixog 0.06 T
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(11%), Genprii mopomok, 1. wi. 150-153 °C. UK cnexrp,
v, cM 1 2988, 2958, 2903, 2872, 2840, 1713, 1569, 1481,
1391, 1366, 1252, 1185, 1116, 993, 960, 866, 728, 640.
Cnektp AMP 'H, 5, m. 11.: 1.68 (9H, ¢, C(CH3)3); 3.36-3.40
(4H, m, NCH,); 3.72-3.76 (4H, m, CH,0); 8.27 (1H, ¢, H-7
tpuason). Crextp SIMP C, §, m. 1.: 27.2 (C(CH;)3) 47.8
(2NCH,); 65.5 (C(CHs;)s3); 65.5 ((CH,),0); 141.4 (C-3);
146.3 (C=0); 150.0 (C-8a); 153.1 (C-7). Macc-cnektp, m/z
Uom> %): 278 [M]" (35), 222 (100), 207 (4), 195 (17), 179
(11), 165 (24), 151 (8), 137 (23), 112 (18), 111 (65), 82
(24), 57 (32), 41 (93). Haiineno, %: C 51.66; H 6.45; N 30.10.
C,H§N¢O,. Beruncieno, %: C 51.79; H 6.52; N 30.20.
4-{[2-mpem-Byrnia-2-(1H-1,2,4-Tpua3onua-5-ui)-
ruapasuHuiInaeH|meruwaimopgosann (15b). Beixog 0.1 r
(20%), Oemnbrii mopomiok, T. wi. 145-147 °C. UK cmektp,
v, eM 1 2971, 2860, 1610, 1554, 1533, 1502, 1237, 1199,
1112, 1068, 1030, 962, 870, 726, 645. Cnextp SIMP 'H,
S, M. 1.: 1.26 (9H, c, C(CH3);); 3.31-3.35 (4H, m, NCH,);
3.60-3.64 (4H, m, CH,0); 7.52 (1H, ¢, N=CH); 7.73 (1H,
¢, H-3 tpuason); 12.04 (1H, ym. ¢, NH). Crexrp SIMP °C,
8, M. 1.2 27.5 (C(CHy)3); 45.6 (N(CHa)); 59.2 (C(CHa)s);
65.8 ((CH;),0); 149.4 (C-3 tpuazomn); 159.6 (C-5 tpuazon);
163.3 (N=CH). Macc-cniektp, m/z (Iyy, %): 252 252 [M]"
(21), 196 (71), 195 (3), 140 (15), 113 (100), 110 (18), 84
(85), 83 (14), 57 (47). Haiineno, %: C 52.29; H 8.02; N 33.41.
C1H2NgO. Beruncneno, %: C 52.36; H 7.99; N 33.31.
Moay4yenue coequnenuii 12b, 13b (oOmiast meToauKa).
Cmech 2 mMmoub coenuHeHust 2b wiu Sb u 6 mMMmoinb
MOpQOJIMHA KUIATAT B TeYeHUE 5 4. PeakunoHHyI0 cMech
OXJIAXKIAOT, YHOapuBaIlOT IIPpU TOHWXCHHOM JaBJICHHUU,
MPOJYKTHI pa3AeisoT xpoMaTorpadueii, amoent EtOAc.
1-mpem-ByTua-7-(meruiacyibdpanuni)-3-Mmopponn-
4-un)[1,2,4]rpuazono|5,1-c|[1,2,4]rpuazun-4(1H)-on (12b).
Bexon 0.08 r (12%), >xentslit mopomok, T. wi. 126-128 °C.
UK cnektp, v, cM 1 2960, 2933, 2867, 2838, 1702, 1564,
1533, 1442, 1395, 1369, 1340, 1307, 1276, 1257, 1213,
1186, 1165, 1112, 1035, 1007, 961, 927, 866, 794, 749,
726, 646, 543, 520. Cnextp SIMP 'H, 8, m. 1.: 1.66 (9H, c,
C(CHa;)3); 2.62 (3H, ¢, SCH3); 3.36-3.40 (4H, m, NCH,);
3.72-3.76 (4H, m, CH,0). Criextp SIMP “°C, §, m. n.: 13.4
(SCH3); 27.2 (C(CHs)s); 47.8 (N(CHp)y); 65.5 (C(CHs)s);
65.6 ((CH,),0); 141.8 (C-3); 145.2 (C-8a); 150.5 (C=0);
165.2 (C-7). Macc-cniextp, m/z (Iom, %): 324 [M]™ (24),
268 (14), 225 (20), 221 (36), 196 (7), 183 (3), 169 (12),
155 (28), 141 (2), 136 (16), 110 (5), 86 (100), 70 (20), 57
(52), 42 (21). Haiineno, %: C 48.01; H 6.15; N 25.94.
C3H30NgO,S. Berancneno, %: C 48.13; H6.21; N 25.91.
1-mpem-ByTuii-7-meTni-3-(Mop o auH-4-11)Iupa30J10-
[5,1-c][1,2,4]Tpuazun-4(1H)-on (13b). Bexog 0.03 1 (5%),
KOpPUYHEBBIN mopomok, T. mwi. 137-139 °C. UK cnexrtp,
v, eM 't 3171, 2958, 2926, 2856, 2824, 1729, 1694, 1564,
1532, 1451, 1420, 1396, 1372, 1256, 1212, 1182, 1140,
1112, 1067, 1025, 991, 956, 928, 866, 793, 763, 727, 676.
Cnekrp SIMP 'H, 8, m. 1.: 1.65 (9H, ¢, C(CHs);); 2.36 (3H,
¢, CHj); 3.31-3.35 (4H, m, NCH,); 3.75-3.79 (4H, wm,
CH,0); 6.12 (1H, ¢, H-8). Criextp SIMP “°C, &, m. 1.: 14.0
(CHj3); 27.2 (C(CHs;)s) 48.2 (NCHy,); 64.7 (C(CHj3)3); 65.7
(CH,0); 88.9 (C-8); 138.6 (C-3); 142.0 (C-8a); 1454
(C=0); 154.5 (C-7). Macc-ciektp, m/z (I, %): 291 [M]"
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(62), 235 (100), 218 (3), 206 (8), 190 (12), 177 (18), 164
(9), 150 (11), 126 (5), 122 (73), 109 (21), 97 (49), 70 (15),
57 (54), 42 (32). Haiineno, %: C 57.58; H 7.23; N 23.90.
C14H51N;5O,. Breraucneno, %: C 57.71; H 7.27; N 24.04.

®aiii cCOMPOBOAMUTENLHOW WH(POPMAIIUHU, COJICPIKAIIUI
criexTpsl AMP 'H coenunennit 3b, 6b, 10a, cnextpst SIMP B¢
coenunenuit 3b, 10a, ciekTpsl 'H-"*C HMBC coeaunenmuii
2b, 3b, 6b, 10a, 11a, 15b u cnektp 'H-1C HMQC coenu-
nenus 10a, noctynen Ha caiite http://hgs.osi.lv.

Hccnedosanue evinonneno npu nodoepoicke PH®:
Mexanusm peakyuu usyuer 3a cyem epauma 16-13-00008,
INEeMEHMHbIL  AHANU3 ~ GbINOJHEH 3d  Cuem  2pamma
17-13-01096.

CnexmpanvHble OaHHble NOAYUEHbI HA 000pYy008aHUU
1abopamopuy KOMNJIEKCHbIX UCCLe008AHUTL U IKCHEPMHOT
OYEHKU  OP2AHUYECKUX  MAMEPUdnog  KOLIeKMUBHO2O0
nonw308anus 8 Ypanbckom pedepanvhom yHusepcumeme
um. nepgozo Ilpesuoenma Poccuu b. H. Envyuna.
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