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C 1enblo MOJTy4eHHs HOBBIX PEryJsiTOPOB POCTa PACTEHUH CHHTE3MPOBAH PsJ MPOU3BOAHBIX 2,6-AMa3u0-4-METHIHUKOTHHOHUTPUIIA.
U3 2,6-nra3uno-4-MeTHITHUKOTHHOHUTPHIIA B YCIOBUAX peakiuu llltayauHrepa ceneKTHBHO 00pasyercst mpousBoaHoe S-[(TpudeHu-
(docthoparmmmaeH)aMuHo | TeTpa3onol 1,5-ajnupruanHa, 3 KOTOPOTO MOCIEN0BATEIFHBIM BOCCTAHOBJICHHEM H AIlMJIIPOBAHIEM IOIYJar0T
N-(6-a3um0-4-MeTII-5-IIMaHOTUPUANH-2-WT)aniaMiu bl [lomydeHHble a3uI0MHPHINHEL TpH 00padoTKe 1,3-TuKapOOHIIBHBIMA COEIU-
HeHUsIMH B nipucyTcTBuH Et;N mpeBpamarorcs B cooTBeTcTBytomue 1,2,3-rpuasonsl. Cpeu CHHTE3UPOBAHHBIX IPOIYKTOB O0OHAPYKEHBI
3¢ exTHBHBIE PETyISATOPEI POCTa NIIEHHUIBI B YCIOBUAX ITOJIEBOTO OMBITA.

KiroueBble cii0Ba: a3uIomipuanNHBL, UMHHOGOCHOpAHBI, HUKOTHHOHUTPWIBL, 1,2,3-Tprasonsl, peakuus Jumpora, peakims LlTaymuHrepa,

POCTPETryIHPYIONIas aKTHBHOCTD.

OpraHndecknue a3ujbl SBIAIOTCA BECbMa PEAaKI[MOHHO-
CHOCOOHBIMH COEIMHEHMSIMH W YacTO HCIIOJIB3YIOTCS B
KayecTBE HWHTEPMEOMATOB B TOHKOM OPTaHHYECKOM
cuHTe3e. cnonp30BaHNe KIACCUYECKOM peakiuy XbIHOCreHa
B COYETAaHHH C OPraHO- W METAJUIOKATAIM30M CHAENAIo
BO3MOJKHBIM CHHTE3 MHOXXECTBa MPOM3BOIHBIX 1,2,3-Tpu-
asoma.'> KpoMme TOTO, COEIMHEHMs C a3HAOTPYTINIOH Ccrio-
COOHBI BCTYNaThb B PEAKIMU IHMKJIONPUCOSAWHEHHUS C
HuTpooneduHamu,’ eHaAMUHAMH, AKTHBHBIMH METHJICHO-
BeIMH coemuHenusmu.’ Bce 5TO IO3BOIMIO TOTYdHTH
MPOAYKTHl C IIMPOKHM CIIEKTPOM TOJIE3HBIX CBOMCTB,
KOTOPBIE MOTYT HCHOJIB30BAThCS B MEIHIMHE, TEXHUKE. '~
Hannune 3HAYNTETHHOTO SKCIEPUMEHTAIEHOTO MaTepHaa
B 00JTaCTH XMMHHU OPTraHMYECKUX a3UI0B CBHIECTEIHCTBYET
00 aKTyaJIbHOCTH WX HCCIeZOBaHHA. B TO Xxe Bpems
KOJIMYECTBO pPabOT, MOCBSIICHHBIX CBOHCTBAM a3Mj0-

IIUPUAUHOB, OTPAHUYEHO. 1315

© 2018 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

IIpomomxast HamM HCCNENOBAaHUS B OONACTH CHHTe3a
OHMOJIOTHYECKH aKTHBHBIX MPONU3BOJHBIX HUKOTUHOBOM
kncnothl,' ™Mbl NPENIPUHAIN TOMNBITKY IOJYYeHUS
A3UAOIIPOMU3BOJHBIX HUKOTHHOHHUTPHUIIA C IICJIBIO CHUHTE3a
Ha HUX OCHOBE HOBBIX arpoOXMMHUKATOB — B YaCTHOCTH,
PEryIIATOPOB POCTA CEIbCKOXO3UCTBEHHBIX KYJBTYD.

H3BecTHBI Pa3INIHBIC METOAbI BBEACHUA a3WIOTPYIIIIBI
B Monekyny.”*®® Mbl HCIIONB30BANM PEAKINIO HYKIICO-
q)I/IJ'lBHOFO 3aMCIICHNA aToMa XJIopa B AUXJIOPHUKOTHHO-
HuTpmwiie 1 Ha asmporpymmsl. Tak, 4-mMeTwi-2,6-auxiop-
HUKOTHHOHUTPMI (1) r1agKo pearupyer ¢ a3u0oM HaTPHs ¢
oOpa3oBaHueM 2,6-11ua3na0-4-MeTHITHHKOTHHOHATpIIIA (2)
(cxema 1). B cpene MDA B3ammMojeiicTBHE TPOTEKAET
IpH KOMHATHOH TemmepaTtype 3a 6—7 9 C BBIXOJIOM
neneBoro mpoaykra 86%. B pactBope MeCN peaxiust
NIPOTEKAET IPU TEMIIEPATYPE KWIIEHUS PACTBOPUTENA B
TedyeHue 3 4 ¢ BerxoxoM 77% (cxema 1).
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Cxema 1
Me Me
= N pZ N
N Z NaN3 X =~
| DMF, rt, 6-7 h, 86% |
~ —
cl” N or Ny~ N7 N,
1 MeCN, A, 3 h, 77% 2

Hcnonp3oBaHNE 3KBUMOJLSIPHOTO COOTHOIIECHUS pearcH-
TOB, CHIDKCHHE TEMIIEpaTyphl TNPOBEICHUS PEaKIUH, a
TaKkXKe HCIONb30BaHue JApyrux pacteopureneir (EtOH,
Me,CO u gap.) HEe TO3BOJSIET IONYYUTh MOHOA3HIO-
MIPOM3BOHOE, HO ITPHBOJUT K HEMOIHOMY IPOTEKAHHIO
peaktmn.  2,6-/Ina3znno-4-MeTHITHHKOTHHOHUTPIT (2) mpen-
cTaBisieT co0oil OecuBeTHBIC ONecTAMNE KPUCTAIUIBL,
ObICTPO TeMHeIoIue Ha cBeTy. [Ipn XpaHeHHH B TEMHOTE
OKpacKy HE HM3MEHSET, NPHU IUIABICHUM pPa3araercs co
B3pEIBOM. B Macc-criektpe (noHm3amus JY) coeauHeHUS 2
($UKCcHpyeTCsl THK MOJIEKYJISIPHOTO HOHA, INPHYEM €ro
WHTEHCHBHOCTh SABISIETCS MakcuMainbHOW. Ilpm dpar-
MEHTalllu T0J] JCHCTBHEM OJJICKTPOHHOTO yIapa HaOJIo-
JlaeTcs BBIOPOC MOJIEKYJSIPHBIM HOHOM JBYX MOJNEKYN Ny,
Ha TIOCIIENYIOIEH CTaguy — SIIUMUHHPOBAHHE MOJICKYJIIBI
HCN. Ilponykt 2 cTaOWiIbHO XpaHHUTCS KaK B KPHCTAJLIH-
YEeCKOM BHJE, TaK M B PAacTBOpax OPraHHYECKHX PacTBO-
puTesieil ¢ pa3NMYHBIM 3HAYEHWEM H3JIEKTPUYECKON
nponunaemoct: PhH, CCly, 1,4-nnokcane, EtOH, Me,CO,
JAM®A, He noaseprasich a3ugo-TETPa30IbHOMY TayTOMEp-
HoMYy npeBpamnieHuto (zanubie MK criekTpoB).

C menpl0 MITKOTO BOCCTAHOBJICHHS A3UAOTPYMI MBI
Wcronb30BaIH peakimio Lltaymuarepa.”’ Bzaumosneiictue
mnaszuna 2 ¢ PPh; ocymecTsisiercss mpu KOMHATHOH TeMIie-
parype B pactBope PhH. PPh; BBOmMIM B peakunoHHYIO
cMech HEeOOJBIIMMHU TOPLHSIMU NP MHTCHCUBHOM IIE€pe-
MmemmBanud. [Ipu 3ToM HaOmomanock OypHOE BBIJEIICHUE
azora. C MOMOIIBIO 3JIEMEHTHOTO aHAJIN3a, CIIEKTPOCKOIINH
SMP 'H 1 Macc-ClieKTpOMETPHH YCTAHOBIICHO, YTO B PeaK-
LU0 BCTYNAeT OJHA a3uJIOTPyIIa, 00pa3ysl COOTBETCTBYIO-
muii  MOHOMMHuHOGOChOpaH, BTOpas a3uAOTPYyINIa IpH
3TOM 00pa3yer TerpasonbHBIN uKn (UK cmekrp). s
YCTAQHOBJICHHSI CTPYKTYPBI ITOJYYE€HHOTO COEIUHEHHs 3
ucnosszoBanu meroq NOESY. B cnekrpe '"H-'H NOESY
MIPUCYTCTBYIOT KOPPEISIIMOHHBIE MUKH B3aUMOJCHCTBUS
Opmo-TIPOTOHOB (peHmIbHOTO muKia (7.90-7.95 M. 1) c
mpotoroM H-6 (5.69 m. 1.). Hanmmame nocneqHux cBupe-
TENbCTBYET O TOM, YTO YKA3aHHBIE IPOTOHBI MPOCTPaH-
CTBEHHO COJMKEHBI, TO €cTb HMHHO(OCHOpPaHOBBII
¢parmMenT HaxoaumTcst B mostoxkeHun C-5  Terpazoo-
MTUPHUIMTHOBOM cucTeMbl (cxema 2, puc. 1).

Crpoenue coenuHeHUss 3 MOMOJNHUTEIBHO MOATBEPK-
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Pucynok 1. Criektp 'H-'H NOESY coenunenmus 3.

SIMP *C DEPTQ (cpaii conpoBOUTEIbHBIX MATEPHATIOB).
Crnektp SIMP p COZIEP>KUT E€IUHCTBEHHBIM CUTHAN IIPU
141 M. 1@, 4ro xapaktepHo amsi umuH(bochopanos.*
Cnektp SIMP C DEPTQ coemuHenns 3 1eMOHCTPUpPYeT
pacuieruienye cursanos °C Ha sipe °'P, Ipu 9ToM yriepon
C-6 mposBisiercst B Buje Ayonera npu 102.6 m. 1. ¢ KCCB
3Jpc =8.4 FI.[.

TerpazononupuauH 3 mpexacraBiseT coOOH BBICOKO-
IUTAaBKOE KPHUCTAIIIMYECKOE BEIIECTBO CBETIIO-JKEITOrO
nBeta, pactsopumoe B JIMPA u CHCI;, ymepenHo — B
JAMCO. B macc-ciekTpe coequHeHHs 3 IPUCYTCTBYET MUK
MOJIeKymspHOro HMoHa M ¢ Maccoit 434, oTBeuaromiuii
MPOM3BOIHOMY MOHOMMHKHOGochopaHa. VHTEepecHO oTM™Me-
THUTb, YTO JIA (bpaFMeHTaL[I/IPI MOJICKYJIAPHOI'O MOHA 3TOr0
COCIMHEHUSI XapaKTepHO JIMIIb OJHO HampaBlieHHE, a
HMEHHO paclueluieHue cBa3u P-N, mpu 3ToM mHOJIOXKH-
TENIBHBIA 3apsi]] MOJHOCTHIO JIOKAJIU3YeTCsl Ha (parMeHTte
[PPh;]", mMeronieM MakCHMANbHYIO HHTEHCHBHOCTS. Jlaree
3TOT (parMeHT MOCIEIOBATEIbHO TEPseT [[Ba paauKana
Ce¢Hs. Hdnsa mpeBpameHust ©IMHHO(OCHOPAHOB B COOTBET-
CTBYIOIIIMUE AaMHHBI HX HArpe€BarT C p336aBJ'IeHHI)IMI/I
kucnotamu.’ > B HameM ciydae HanGosee MOAXOAAMMMHU

JeHo ero crektpom SIMP SIP, a TaKkKe IKCIIEpUMEHTOM YCIOBUSMH JJII  BOCCTAaHOBJICHHMS COEIMHEHUS 3 B
Cxema 2
(@]
Me PPN Me N Me N 1 Me
2" PhH, 1t N ~ 80% AcOH S R™ cl o Z
—_—
_ PhsPy 2 8a _ |
N, SN H,0, A7 7Bh NN PhMe, A, 15-22h R)LN NN
Ny~ N7 N, 95% N A 71% N=n 56—69% N 3
2 33 2 4 5a—c

5aR =2,6-F,CgH3, b R =Cy, ¢ R = cyclopropyl
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6-amuHOMnpou3BogHoe 4 oxasanock kumsueHue ¢ 80%
AcOH B Teuenue 7-7.5 4 (cxema 2).
5-AmuHo-7-MeTunrerpasoino| 1,5-a]nupuann-8-kapoo-
HUTpHI (4) mpencraBisier coOol Oenoe KpUCTALUTHYECKOe
BEIIIECTBO, IUIOXO PAaCTBOPUMOE B OOJIBIINHCTBE OpraHuye-
ckux pactBopureneit, kpome JMCO. B UK cnektpe amuna
4 TOSBIAIOTCS MOJOCH! morjomeHus rpynnsl NH, mpu
3425 1 3328 cM . BaneHTHBIX KoJleGaHuii a3uI0rpyIIb! B
UK cnektpe He HaOIIONAETCS, YTO CBHUAETEILCTBYET O
COXPaHEHHUH TETPa30JIbHOTO LIUKJIA B MOJIEKYJIE.

[Tpn u3y4yeHnn HYKICOPUIBHBIX CBOMCTB aMUHOTPYIIITBI
npoxykra 4 yCTaHOBJIEHO, 4YTO TMOCIETHSs oOnazaeT
BeChbMa HU3KON aKTMBHOCTBIO B PEAKLUSAX AIMJIUPOBAHUSA
BCJIC/ICTBHE CHIIBHOTO COIPSDKEHMSI CBOOOJHOW AJIEKTPOH-
HOM Mapbl a30Ta ¢ TeTePOLUKINYECKON CUCTeMOH. 5S-AMMHO-
7-merunterpasonol 1,5-anupunun-8-kapoonutpun (4) He
pearupyer ¢ U30LIMaHATaMU U U30THOLIMAHATAMH JlaXe MPU
JUINTEIbHOM HAarpeBaHUM B BBICOKOKHUILIIUX PAaCTBOPH-
TendaX. ANWINPOBaHUE COEAMHEHUS 4 XJIOpaHTUAPHIAMHU
KapOOHOBBIX KHCJIOT OCYLIECTBIISIETCSI B cpelie 0E3BOTHOTO
PhMe npu TtemmepaType KHIICHHS PEaKLUOHHOH CMecH
B TedeHue 15-22 u (cxema 2). IHTepeCHO OTMETUTH, UTO
B XOJle peakIUM TeTPa3oibHBII IMKI pacKpbIBaeTcs,
U TIPOJYKTHI ALIUWIMPOBAHUS COAEPKAT YKe a3UAOTPYIILY, O
YeM CBUIETENbCTBYET XapakTepHas nosoca B UK cnexTpax
coemmHennit 5a—¢ mpu 2119-2126 cm'. Kpome Toro,
UK cniekTpsl coeiMHEHUH Sa—c¢ comeprkaT IMOJIOCH! BaleHT-
HbIX KoneGanuit rpynn C=0 mpu 1695-1711 cm ™' u N-H B
obmactu 3255-3410 cm .

Crektpsl SIMP mpoayKTOB alMIMPOBaHUS CBUAETEINb-
CTBYIOT O TOM, uTO B pactBope JIMCO-ds coequuenus Sa—c
CYIIECTBYIOT B BHAE CMECH TETPa30JIONUPUANHOBOTO U
2-a3uJOMUPUANHOBOTO TayTOMEPOB ¢ IIpeodiagaHueM
nocneaHero (puc. 2). OTHeCeHHWE CUTHAJIOB CHIENaHO Ha
OCHOBaHMU HaOJIOaeMOro CMEIIEHHs CHrHajla IPOTOHA
C(O)NH Tterpa3onpHOro TayTomMepa B 005acTh ClIaOBIX
moJie#t (Ad = 0.9—1.1 M. 1) OTHOCHTEIBHO aHAIOTHYHOTO
CUTHajla a3uIHOIrO0 TayToMepa BCIEICTBHE 00Opa3oBaHUs
BHYTPHUMOJIEKYJISIDHOM BOZOPOJHOM CBSI3M MEXKIY IPOTO-
HoM NH u aromom N-3 TterpazonpHoro mukia. CooTHO-
IIEHHEe TayTOMEpPOB KoJiebIeTcs B HIMPOKHUX Ipeaenax: oT
CIIEJIOBBIX KOJHMYECTB TeTpa3zona (MeHee 5%) B ciydae
COCIMHEHHUS Sa 0 COOTHOLIEHMs TeTpa3oi:asua ~ 1:5 B
ciiyyae coeJuHeHus Sc.

W3BecTHO, YTO OpraHWYecKWe a3uasl BCTYMAOT B
peakmmio JumMpoTra ¢ METHICHAKTHBHBIMH KETOHAMH H
HUTPHWJIAMU B OCHOBHOU cpejie ¢ 00pa3oBaHUEM 3aMEICH-
HbIX 1,2,3-TpuazonoB.”” Hamu GblmM M3ydeHbl peakiuu
a3u0oB  Sa,b ¢ aueTUNnaleTOHOM U alleTOYKCYCHBIM
a¢upoM. B peakuusax ¢ aneTHIaleTOHOM JIydIIHe Pe3yib-
TaThl TIONyYeHBl MpPH B3aNMOACHCTBHM pearupyromux

Me Me
N =
0 X
LA T A
RTONTONTNg RN NN
5a—c F---- N=N
Azidopyridine Tetrazolopyridine

PucyHnok 2. TayromepHbie (opMbl COEMHEHUN Sa—c.

Cxema 3
o o R.__O
Me Me)]\/U\R1 HN = | Me
o M CN Et;N, MeCN NS en
R)J\N N/ N3 rt, 48-50 h or Me N
Heb 50-55°C, 30-40 min NN
a, 60-71% N
o
6aR =26-F,CgHs, R' =Me; bR =Cy, R = Me; R?
¢ R =2,6-F,CgH3, R' = OEt; d R = Cy, R" = OFEt 6a—d

BEIECTB B T€UEHHUE AJIUTENbHOrO BpemeHu (48—50 4) mpu
KOMHaTHOH Temmeparype B cpere MeCN B HmpUCYTCTBHH
Et;N (cxema 3).

B peakuusix ¢ aneToykcycHbIM 3(QHPOM YCIOBUS OBLIH
QHAJIOTMYHBIMH, HO JUIS 3aBEPILIECHHS B3aUMOICHCTBHS Tpebo-
BaJOCh HarpeBaHUe peaklHoHHON cmecu mpu 50-55 °C B
teuenne 30-40 mun. B UK cnekrpax coenunenuii 6a—d,
[I0 CPAaBHEHUIO CO CIIEKTpaMU COelUHEHUH Sa,b, ucuesaer
M0JI0Ca IMOTJIOIIEHUS a3UAOTPYIIBI, YTO CBUICTENBCTBYET
0 ee yyacTHH B (OPMHUpPOBaHMM HOBOTO IMKIA. B TO ke
BpeMsl MOSABISAETCA BTOpas I0JI0ca MOTJIOMICHUS TPYIIIBI
C=0 (B obmacti 1690-1711 cm ™).

Crpoenue coeauHeHHH 6a—d TOATBEP>KAECHO KOMII-
JICKCOM CIEKTpaJbHBIX MeToJ0B (crmexTpsl SMP F,
BC DEPTQ, COSY, 'H-"C HSQC, 'H-"*C HMBC).
B xkauecTBe WIUTIOCTpAaTHBHOTO IpuMepa Ha puc. 3 mpen-
CTaBJICHBl OCHOBHBIC KOPPEISAIMU U XUMHYECKHE CIBUTU
Juist coenuHeHuid 6a,d. Habop reteposaepHbIX KOppesiiui
Juisl coeinHeHuit 6a,d nan B Tadxn. 1. /IByMepHbIe ClIEKTpbI
U TaONMIBI KOPPENALU JUISI OCTAJbHBIX COCIMHEHUH 6
NIPUBEJICHBI B (haiiie CONPOBOIUTENBHBIX MaTEPUAIIOB.

CuHTe3WpoBaHHBIE cOoeIMHEHUsT Sa—c¢, 6a—d OblIH
OIIGHEHHI B KaueCTBE MOTCHIHAIBHBIX PETYIITOPOB POCTa
03UMOIl NIIEHUIBl B YCJIOBUSAX IOJIEBOrO omblTa. Poct-
pEeTyaATOpPEl NPUMEHSAIOTCS B  PAaCTCHHUEBOJCTBE  Kak

142.9

/ 1933
7/ QN /
28.0
= CHs 2.66
N~

140.3
160.7

14.1
0@3 1.34
HH

4.36
148.0 1361 gpo

6d

Pucynok 3. Xumudeckue CIBHTH M OCHOBHBEIE T€TEPOSICpPHEIC
koppesuuy B ciekrpax 'H-">C HMBC coenuuennii 6a,d.
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Tabauna 1. ['ereposnepHsle KOppersinuy, HaOIogaeMble
B crexrpax 'H-"*C HSQC u 'H-">C HMBC coenuuenuii 6a,d

Curaanst . TeteposiiepHbIe KOPPEISLHY, O, M. 1.
B criektpe SIMP 'H,
8, M. I 'H-"C HSQC 'H-"C HMBC
CoenuHenue 6a
2.66 (3H, ¢, CH;CO) 28.0 193.3
2.68 (6H, ymu. c, 9.7, 20.9 101.8; 113.9; 115.0;
Hanoxenue 2CH;) 138.9; 142.9; 158.1
7.25-7.29 (2H, m, H-3,5 Ar) 112.2 112.2; 114.2
7.59-7.67 (1H, m, H-4 Ar) 133.1 112.2; 158.8
8.44 (1H, ¢, H-3 Py) 115.0 20.9; 101.8
12.05 (1H, yu. ¢, C(O)NH) - 114.2; 160.0
Coenunenne 6d
1.14-1.41 (5H,m,CH, Cy)  25.0;25.3;28.8 25.0;25.3;28.8
1.34 (3H, T, CO,CH,CH;) 14.1 60.9
1.62-1.82 (5H,m, CH, Cy)  25.0;25.3;28.8  25.0;25.3;28.8;44.4
2.51-2.54 (1H, m, CHC=0) 44.4 28.8
2.60 (3H, ¢, CH; Py) 20.8 100.7; 114.5; 157.0
2.66 (3H, ¢, CH; Tpuazomn) 9.5 136.1; 140.3
4.36 (2H, k8, CO,CH,CHj3) 60.9 14.1; 160.7
8.37 (1H, ¢, H-5 Py) 114.5 20.8; 100.7; 157.0

11.10 (1H, yu. ¢, C(O)NH) - 114.5; 153.6; 176.2

CPEICTBO YIPABICHUS OCHOBHBIMH (DH3HOIOTO-OHMOXHMU-
YEeCKMMH TIPOLIECCAMU C IENBI0 YBEIHYCHHS YpOXKas,
VIIy4IIeHUsI ero KadecTBa, OOJETdeHUs yxona IpH BEIpa-
IIMBAHUU PACTCHUH W COKPAICHHUA TOTEPh MPHU YOOpKe U
xpasennn.”! ClielyeT OTMETHTh, 4TO POCTPEryJIHpYIoLIee
JeiCcTBUE MPOM3BOAHBIX 1,2,3-TpHasofia moka ele Majio
u3yueno.”

OnbITEl  TPOBOMWIIM Ha JKCIIEPHIMEHTAIFHOM  ITOJIE
Bcepoccuiickoro Hay9IHO-HCCIIEIOBATEIIECKOTO HHCTUTYTA
Ouonorndeckoii 3amuTel pactennit (KpacHomap) Ha pacre-
HUSIX 03UMOM mieHuus! copra Kanbivm, pailoHupoBanHO# B
Kpacnomapckom kpae. Bererupyromme pacteHus oOpa-
0aTeIBaTM BOIHBIM PACTBOPOM HCIBITYEMBIX BEIICCTB
IBaxael: B (pasy kymerus (no3a 30 r/ra) u B ¢asy ¢maro-
Boro jucra (mo3a 30 r/ra). OueHKy pPOCTPEeryIUpYIOMIEro
a¢¢deKTa OCYIMIECTBILUIN IO MPUOABKE YpOXKash OTHOCH-
TEIBHO KOHTPOJIFHOTO BapwaHTa (HeoOpaOOTaHHBEIE pacTe-
Hus1). JlaHHBIE ydera MOJBEpraid CTaTUCTHYECKOW oOpa-
6otke ¢ wmcronp3oBanneM HCP(s (Hammenbpmeit cyme-
CTBEHHOMH pa3sHOCTH 11 5% ypoBHs 3Haummocth).” Ilo
pe3yibTaraM ONbITOB, MPUMEHEHHE COeAMHEHUH 5S¢ u 6b
obecrieunBao JOCTOBEPHYIO NPHOABKY ypoXas O3UMOI
MIICHUIBI [T0 OTHONICHUIO K KOHTpoxo Ha 5.0 u 4.7 w/ra
COOTBETCTBEHHO, 4TO cocraBisier 10.2 u 9.6% coorser-
CTBEHHO (Ta0I. 2).

Tab6auna 2. Baussaue HOBBIX coeMHEHU 5¢ 1 6b
Ha ypOXXKalHOCTbh 03UMOM MiieHuIb! copTa Kanbim

[pubaBKka K KOHTPOIIO

Coennnenne Vpoxaii 3epHa,

(no3a, r/ra) /ra Wra o
5¢ (30 +30) 53.8 5.0 10.2
6b (30 +30) 53.5 4.7 9.6
Konrpons 48.8 - -
HCPys 2.44 0.89 -
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Takum oOpazoM, ObUIM pa3pabOTaHbl HOBBIE METOJBI
TpaHcopmanmu  2,6-1na3u0-4-MEeTHIHUKOTHHOHUTPHIIA
U TIOJy4eHb! NPOU3BOAHBIE TeTpas3oio[l,5-a]mupuanna u
1,2,3-tpuazona.  N-(6-A3uno-4-MeTuiI-5-IuaHONUPHUAUH-
2-un)MKIonponankapookcamMun U N-[6-(4-anernn-5-MeTi-
1H-1,2,3-tpuazon-1-un)-4-MeTun-5-uaHONUPUIUH-2-UIT |-
LUKJIOTeKCcaHKapOoKkcaMu 00NafaloT 3aMEeTHOM pocT-
peryaupyromueil akTHBHOCTBIO.

JKcnepuMeHTAIbHAN YacTh

UK cnektpsl 3amucansl Ha Gypbe-criekrpomerpe Bruker
Vertex 70 B muama3one BojHOBBIX uncen 4000-350 cm ' ¢
UCIIONIb30BAaHUEM  TPUCTaBKH  HAPYIIEHHOTO  ITOJHOTO
BHYTPEHHETO OTPaKeHMsl Ha Kpucramwie aiaMasa. CrekTpsl
AMP 'H, “C, *'P, "F u JIBYMEpHBIE 3KcriepumeHTs! SIMP
(COSY, 'H-"C HSQC, 'H-"*C HMBC, DEPTQ) 3aperuc-
TpupoBaHbl Ha cniektpomerpe Bruker Avance 111 400 (400,
101, 162 u 377 MI'y nns saep IH, 13C, 3P u "°F cootret-
crBeHHo) B JIMCO-ds wnu CDCl;. BHyTpeHHuid cranmapt
TMC, mnsa cnekrpoB SIMP 3Py F — puemmmii CTaHAapT
H;PO4 (0.0 m. 1) u CF;CO,H (-78.5 M. 1.) cootBet-
creenno. Crextp 'H—'H NOESY 3ammcan Ha npuGope
Bruker WM-500 ¢ paboueii wactotoit 500 MI'tt 8 IMCO-ds.
Macc-cnextpsl (nonuzamust 3V, 70 3B) 3anucaHsl Ha npH-
6ope Finnigan MAT Incos 50. Macc-criekTpsl B pexume
BOXX-MC (uonmzanus snekrpopacneiieHueM (ESI))
coenuHenuit 2 n 3 3anmcanbl Ha npudbope Thermo TSQ
Access Max triple quadrupole HPLC-MS/MS system c¢
KUAKOCTHBIM Xpomatorpadom Dionex Ultimate-3000 LC
system. DJIeMEHTHBIH aHalu3 BHIIOJIHEH Ha aHAIM3aTope
Carlo-Erba 1106. Temmneparypsl IUIaBJICHHS OIpEESICHBI
Ha cronuke Koduepa u He ucnpasnenbl. KoHTposb 3a X070M
peakiuii ¥ 4YMCTOTON MOJY4YEHHBIX COEIMHEHHH ocylle-
creiien MerogoM TCX ma mnactumax Silufol UF-254,
amoeHT rekcai—Me,CO, 1:1, mposiBUTeNs — Mapsl HOJA.

Ucxomupiii  4-MeTHi-2,6-TUXJIOPHUKOTHHOHUTPHIT
T0JTy4eH H3BECTHBIM criocobom.”*

2,6-/Ina3ua0-4-MeTUITHUKOTUHOHUTPUI (2). Metox .
Coenunsitot pactBopsl 0.75 T (4 MMoIb) 4-MeTHII-2,6-TUXII0p-
HukotuHOHUTpWIa 1 B 10 M1 IM®PA u 1.06 T (16 MMoIb)
NaNj; B MmunuManbHoM konndectBe H,O u mepememmBaroT
IIpU KOMHATHOH TeMmIiepaType B TedeHue 6—7 4. K peax-
IMOHHOMY pacTBopy nobapnstor 15 mn H,O, Bwigenus-
HIMHCS 0caJioK OTQUIBTPOBBIBAIOT, poMbiBatoT Hy)O, cyriar.

Merox II. Cmecp Tex K€ KOJIMYECTB HCXOIHOTO
HukoTuHOHUTpWIa 1, NaN; u 15 mn MeCN kumsatsat B
teuenue 3 4. [Tocme oxonyanus peaknun MeCN ynanstor
MPY MOHW)KEHHOM JIaBJICHUH Ha POTAI[IOHHOM HCIIapHTEle,
HeopraHuueckue coiu pactBopsor B H,O, npoaykr
oTGMILTPOBBIBaIOT, cymar. Bexox 0.77 t (86%, metox I),
0.65 r (77%, meton 11), Onectsniue GecrBETHBIE KPUCTAII-
mel, T. . 126127 °C (rekcaH, npu TUIaBIEHUHM pasJia-
raetcst co B3pwsiBoM). MK cmektp, v, cM: 2220 (C=N),
2124, 2104 (2Nj), 1585, 1543 (C=C, C=N). Cmextp
SAMP 'H (IMCO-dy), 8, m. 1. (J, T'my): 2.42 (3H, ¢, 4-CHs);
6.90 (1H, ¢, H-5). Cnextp SIMP "*C DEPTQ (JIMCO-dj),
5, m. m.: 19.9*% (CHj); 94.8 (C-3); 111.2* (C-5); 113.8

1

* 31ech U Janee CUTHAIBI B IPOTUBO(a3e 0003HAUCHBI 3Be3109KOH (*).
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(C=N); 155.5 (C-4); 155.6 (C-2); 157.3 (C-6). Macc-
cextp (DY, 70 3B), m/z Iy, %): 200 [M]" (100), 144
[M=2N,]" (9); 117 [M—2N,~HCN]" (93). Macc-ciextp
(ESI), m/z Iy, %): 208 [M—2N,+Na+MeCN]™ (56), 200
(10), 167 [M—2N,+Na]™ (100). Haiineno, %: C 41.74;
H 2.16; N 56.29. C;H4Ng. Beruucaeno, %: C 42.00; H 2.01;
N 55.98.

7-MeTtui-5-[(Tpudennidochopanuingen)aMuHo] -
TeTpa3oJo[1,5-a|nupunnn-8-kapéonurpua (3). B 40 mn
PhH pactBopsitor 1.20 r (6 MMounb) 2,6-nuaznno-4-mMeTnn-
HUKOTHHOHUTpHIA (2), 3aTeM NpH KOMHATHOW TemIepa-
Type HEOONBIIMMH TOPLUMSAMH W TPU TepeMEelINBaHUU
no6asmstor 1.80 r (7 mmone) nopouika PPhs. Tlepemenn-
BaHME PEAKIMOHHOW CMECH IPOAOIDKAIOT 10 MPEKPaIleHUst
BBIJICTICHUS] Ta3000pa3HbIX IPOMYKTOB, BBIJACITHBLIMKCS
OOWJIBLHBIH 0CaZIOK OT(UIBTPOBBIBAIOT, MpoMmbIBatoT PhH,
cymart. Beixog 2.35 r (95%), cBeTio-kenThie KpUCTaILIBI,
T. Wi 224-226 °C (Me,CO). UK crextp, v, cM : 2214
(C=N). Criextp SIMP 'H (IMCO-dy), 8, m. 11.: 2.27 (3H, ¢,
CH3); 5.69 (1H, c, H-6); 7.65-7.69 (6H, m, H Ph); 7.75—
7.79 (3H, M, H Ph); 7.90-7.95 (6H, m, H Ph). Cnekrp
SIMP 'H (CDCly), 8, m. 1.: 2.30 (3H, ¢, CH3); 5.52 (1H, c,
H-6); 7.54-7.58 (6H, m, H Ph); 7.64-7.68 (3H, M, H Ph);
7.79-7.84 (6H, m, H Ph). Cmextp SIMP '*C DEPTQ
(AMCO-dy), 8, M. a. (J, T'm): 20.2* (CHj); 95.7 (C-8);
102.6% (C-6); 1159 (C=N); 125.7 (n, 'Jpe 102.7,
C-1 Ph); 129.7% (n, *Jpc = 13.2, C-3,5 Ph); 132.6* (x,
2Jpc = 11.7, C-2,6 Ph); 133.7* (1, *Jpc = 2.9, C-4 Ph); 145.9
(C-7); 1522 (C-5); 157.9 (C-8a). Cmextp SIMP C
DEPTQ (CDCls), 3, m. 1. (J, I'm): 20.7 (CH3); 83.0* (C-8);
102.6 (1, *Joc = 8.4, C-6); 115.0% (C=N); 126.4% (n,
'"Jpc = 103.6, C-1 Ph); 129.4 (1, *Jpc = 12.8, C-3, C-5 Ph);
132.6 (x, 2pc = 10.5, C-2,6 Ph); 133.4 (1, “Jpc = 2.9,
C-4 Ph); 147.0* (1, “Jpc = 10.5, C-5); 149.9* (1, “Jpc = 1.3,
C-7); 151.8* (C-8a). Crextp SIMP *'P (CDCl3), 8, M. a.:
14.1 (Ph3P=N). Macc-cnekrp (Y, 70 3B), m/z (Iyr, %):
434 [M]" (21), 262 [P(C¢Hs)s]" (100), 185 [P(CeHs).]' (80),
108 [PC¢Hs]" (40). Macc-cnextp (ESI), m/z: 435 [M+H],
279 [PPh;+NH,4]". Haiineno, %: C 68.96; H 4.53; N 19.48.
CysH9NgP. Borumcneno, %: C 69.12; H 4.41; N 19.34.

5-AMuHo-7-MeTuIaTEeTpa30.10[1,5-a|nupuann-8-kapoo-
Hutpui (4). Cmechb 3.0 1 (6.9 mmosp) umuaopochopana 3
u 60 ma 80% AcOH xunsatsat B TeueHue 7-7.5 4. Peak-
LHOHHYI0O CMECh YIapHBaIOT J0CyXa IPHU IOHWKEHHOM
JABIICHNM HA POTALMOHHOM HCIapHUTeNe, OCTaTOK obpa-
6ateiBator MeOH, mpomyKT OTGMIBTPOBBIBAIOT, CYIIAT.
Brxon 0.85 1 (71%), 6enble kpuctamisl, T. 1. 260-262 °C
(AM®A, npu mmaBIeHHH pa3jaraercsi CcO B3PHIBOM).
UK criextp, v, cM ': 3425, 3328 (NH,), 2217 (C=N), 1646,
1614 (C=C, C=N). Cnextp SIMP 'H (IMCO-dy), 5, M. 1.:
2.51 (3H, ¢, CHj); 6.25 (1H, c, H-6); 8.67 (2H, ym. c,
NH,). Cnexrp SIMP "“C DEPTQ (AMCO-d), 8, m. A.:
20.4* (CH3); 79.7 (C-8); 96.3* (C-6); 115.3 (C=N); 144.7
(C-7); 149.2 (C-5); 153.1 (C-8a). Macc-cnektp (BY, 70 3B),
mlz (Lo, %): 174 [M]" (69), 148 [M-CN]" (25), 146
[M-N,]" (95), 131 [M-N,—CH;]" (37), 118 [M—2N,]" (35),
92 [M—2N,—CNJ" (100). Haiineno, %: C 48.55; H 3.32;
N 48.46. C,HgNg. Borumcneno, %: C 48.27; H 3.47;
N 48.25.
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Cunre3 N-(6-a3un0-4-MeTHI-5-HHAHONUPHUIAMH-2-WJT)-
ammaaMuaoB Sa—c (oOmas meroauka). Cycnensuto 1.00 r
(5.7 mmonb) S-amunHoTeTpazono[ 1,5-ajnrupuauna 4, 8.6 MMOJIb
COOTBETCTBYIOIIECTO XJIOPAHTUAPHUIA KAPOOHOBOI KHCIIOTHI,
5.7 mmonbs Et;N u 20 M 0e3BomHoro PhMe kumsarsar B
teuenue 15-22 y. [locie oxnaxaeHus: peakiMOHHON cMecH
0caoK OT(QUIBTPOBEIBAIOT, mpombiBatoT H,O, cymart,
nepekpucTamIn3oBbBatoT U3 cmecu EtOH-MeCN, 1:1.

N-(6-A3un0-4-MeTHI-S-UMaAHONUPUIAMH-2-11)-2,6-11-
¢ropdenzamun (5a). Brixox 1.00 r (56%), Oenblii mopo-
mok, T. wi. 216-217 °C. UK cnektp, v, em ': 3410, 3325
(N-H), 2217 (C=N), 2128 (N3), 1695 (C=0), 1620, 1580
(C=C, C=N). Cnextp SIMP 'H (JIMCO-dy), 5, M. n.:
asuaHeiid Tayromep: 2.49 (3H, ¢, CHj); 7.21-7.25 (2H, Mm,
H-3,5 Ar); 7.56-7.64 (1H, M, H-4 Ar); 8.01 (1H, ym. c,
H-3); 11.83 (1H, ym. ¢, NH); terpa3onbHblii TayTOMep
(<5%): 2.73 (3H, c, CH;); 8.12 (1H, ym. ¢, H-3); 12.96
(1H, ym. ¢, NH). Crekrp SIMP “C DEPTQ (JIMCO-dq),
S, M. 1. (J, I'n): asumseiit Tayromep: 20.4* (CHj); 94.3
(CCN); 110.5% (C-3); 112.1* (m. 1, 2pc = 25.0, *Jpc = 5.9,
C-3,5 Ar); 114.1 (C=2N); 114.5 (1, “Jpe = 22.0, C-1 Ar);
132.7% (1, *Jpc = 10.3, C-4 Ar); 152.4 (C-4); 155.4 (C-6);
156.9 (C-2); 158.8 (n. 1, Jic = 2494, *Jic = 7.3, C-2,6 Ar);
159.9 (ym. c, C=0); terpazonbHblii Tayromep: 20.9%
(CH3). Cmextp SIMP “F (IMCO-dg), 8, M. 1.: a3HmHBIHA
taytomep: —113.98 (ym. ¢, 2,6-F,C¢H;); TerpazonpHblii
taytomep: —113.42 (ym. c, 2,6-F,C¢H;). Haiineno, %:
C 53.64; H 2.68; N 26.61. C4HgF,NgO. Brruncneno, %:
C 53.51; H2.57; N 26.74.

N-(6-A3u10-4-MeTHA-S-HHAHONUPUIUH-2- W) IUKJI0-
rekcankapookcamua (5b), cooTHOIIeHHE a3UIHOTO U
TeTpa3zoynpHOro TaytoMepoB ~7:1. Bexoxm 1.10 r (67%),
Oeunblii mopomok, T. 1. 194-195 °C. UK cnextp, v, em b
3255 (N-H), 2929, 2850 (C-H), 2231 (C=N), 2119 (N;),
1708 (C=0), 1562, 1522 (C=C, C=N). Cnexrp SIMP 'H
(AMCO-dg), 6, m. a. (J, T'n): asuameiii Tayromep: 1.10—
1.38 (5H, m, CH, Cy); 1.61-1.89 (5H, m, CH, Cy); 2.41
(3H, ¢, CH3); 2.51-2.57 (1H, m, CHC=0); 7.92 (1H, c,
H-3); 10.78 (1H, ym. ¢, C(O)NH); TeTpa3onabHbIid
taytomep: 2.66 (3H, ¢, CH3); 2.87-2.93 (1H, m, CHC=0);
7.98 (1H, c, H-3); 11.69 (1H, ym. ¢, C(O)NH). Cnektp
SAMP C DEPTQ (JIMCO-d¢), &, M. ma.: asuaHblii
taytomep: 20.8% (CHj); 25.5 (CHp); 25.8 (CH,); 29.3
(CHp); 44.7* (CHC=0); 93.3 (CCN); 110.4* (C-3); 114.7
(C=N); 1539 (C-4); 155.6 (C-6); 156.5 (C-2); 176.5
(C=0); TerpazonbHseri TayTomep: 21.4* (CH;); 25.5 (CHy);
29.5 (CHy); 44.6* (CHC=0); 105.8* (C-6); 114.3 (C=N);
137.0 (C-7); 148.8 (C-8a); 154.8 (C-5); 176.9 (C=0).
Haiineno, %: C 59.31; H 5.63; N 29.64. C,;H;sN¢O.
Brruucneno, %: C 59.14; H 5.67; N 29.56.

N-(6-A3u0-4-MeTHII-5-IIMaHOMMMPUANH-2- M) IUKJI0-
nponankapookcamua (5c¢), COOTHOIIEHHE a3MIHOTO H
TeTpa3zoyipHOro TaytoMepoB ~5:1. Bexom 0.96 r (69%),
Oenbrit mopomok, T. 1. 189—190 °C. UK cmektp, v, em b
3285 (N-H), 2225 (C=N), 2126 (N3), 1702 (C=0), 1575,
1534 (C=C, C=N). Cnextp SIMP 'H (IMCO-dy), 3, M. 1.:
asunHeid Taytomep: 0.83-0.89 (4H, M, (CH,),); 2.04-2.10
(1H, m, CHC=0); 2.39 (3H, ¢, CH3); 7.88 (1H, c, H-3);
11.14 (1H, ym. ¢, C(O)NH); TerpasonbHbiii Taytomep: 0.93—
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1.00 (4H, M, (CH,),); 2.51-2.55 (1H, m, CHC=0); 2.65
(3H, ¢, CH;); 7.97 (1H, ¢, H-6); 12.05 (1H, ym. ¢, C(O)NH).
Crnextp SIMP *C DEPTQ (IMCO-d), 8, M. 1.: a3umHbIif
taytomep: 8.6 ((CHp),); 14.4* (CHC=0); 20.3* (CH,);
92.9 (CCN); 110.0* (C-3); 114.2 (C=N); 153.2 (C-4);
155.2 (C-6); 156.0 (C-2); 173.6 (C=0); Terpa30ibHBIHA
tayromep: 9.6 ((CHp),); 14.5*% (CHC=0); 20.9*% (CHa);
90.1 (CCN); 105.4* (C-3); 113.7 (C=N); 136.0 (C-7);
148.3 (C-8a); 154.3 (C-5); 173.9 (C=0). Haiineno, %:
C 54.72; H 4.21; N 34.51. C1H(NgO. Breruucneno, %:
C 54.54; H4.16; N 34.69.

Cunre3 1,2,3-tpuazonoB 6a—d (oOmas MeToauKa).
K cycnmensun 2 MMOJb COOTBETCTBYIOWIETO 2-a3UI0-
HUKOTHHOHUTpuna Sa,b B 5 M MeCN npu KoMHaTHOU
TeMIIepaType ¥ IpU HepeMEIIMBaHUH JOOABIAIOT PacTBOP
20 MMONb COOTBETCTBYMOLIETO  1,3-TUKapOOHUIIBHOTO
coequHenus u 2 MMmoib Et;N B 5 Mma MeCN u ocTaBisior
Ha 4650 u (xoHTposs MetogoM TCX). Jlns 3aBepieHus
peakuuu B ciydae aneTOyKCYCHOro 3dupa peaknnOHHYIO
cMech JONOJIHUTENBHO HarpeatoT mpu 50-55 °C B Teue-
Hue 3040 muH. Jlanee peakIMOHHYIO CMECh BBUIMBAIOT B
50 MJ XOJIOIHOM BOJBI, BBIJISIUBIIHKICS OCalOK OT(UIBT-
POBBIBAIOT, CyIIAT, MEPEKPUCTAIUIN30BBIBAIOT U3 TOAXO-
LIETO PACTBOPHUTEI.

N-[6-(4-Auerni-5-meruna-1H-1,2,3-Tpua3zon-1-ui)-
4-MeTHII-5-IMaHOMUPHUAUH-2-11]-2,6-1upTopdeH3amMu
(6a). Boixox 0.50 r (62%), Oenbrit moporok, T. wr. 201—
203 °C (EtOAc). MK crmextp, v, cM ': 3245 (N=H), 2220
(C=N), 1710 (C=0), 1692 (C=0), 1590, 1542 (C=C, C=N).
Crnextp SIMP 'H (JIMCO-dy), 8, m. n.: 2.66 (3H, c,
CH;CO); 2.68 (6H, ym. c, Hanoxenue cunrieroB 2CHs);
7.25-7.29 (2H, M, H-3,5 Ar); 7.59-7.67 (1H, m, H-4 Ar);
8.44 (1H, c, H-3 Py); 12.05 (1H, ym. ¢, C(O)NH). Cnektp
SAMP C DEPTQ (AMCO-dy), 8, m. a. (J, Tm): 9.7%
(CH; tpmazoxn); 20.9* (CH; Py); 28.0* (CH;CO); 101.8
(CCN); 112.2% (n. 1, “Jyc = 19.1, ‘e = 4.4, C-3,5 Ar);
113.9 (C=N); 114.2 (1, “Jyc = 22.0, C-1 Ar); 115.0* (C-3 Py);
133.1% (1, *Jgc = 10.3, C-4 Ar); 138.9 (C tpuazon); 142.9
(C tpuazom); 148.0 (C-6 Py); 152.3 (C-2 Py); 158.1 (C-4 Py);
158.8 (1. 1, Jec = 249.4, *Jpc = 7.3, C-2,6 Ar); 160.0
(C(O)NH); 193.3 (CH;CO). Cniextp SIMP "F (IMCO-d),
S, m. 1.: —113.68 (M, 2,6-F,C¢H;). Haitneno, %: C 57.56;
H 398, N 21.26. C19H14F2N602. BLI‘II/ICHeHO, %: C 5758,
H 3.56; N 21.20.

N-[6-(4-Anerna-S-merun-1H-1,2,3-Tpuazon-1-ua)-4-
MeTHI-5-IIMaHOMUPUINH-2- W1 HUKJI0TreKCAHKApOOKcaAMU/L
(6b). Breixox 0.52 T (71%), Genbrii mopomiok, T. Tt 162—
163 °C (umknorekcan). MK cmextp, v, cM 't 3291 (NH),
2220 (C=N), 1702 (C=0), 1690 (C=0), 1620, 1589 (C=C,
C=N). Crextp SIMP 'H (IMCO-dy), 8, m. m.: 1.15-1.41
(5H, m, CH; Cy); 1.62-1.82 (5H, M, CH; Cy); 2.51-2.54
(1H, m, CHC=0); 2.61 (3H, c, CH; Py); 2.66 (6H, M,
Hanoxenue cuuriaetoB 2CH3); 8.37 (1H, ¢, H-3 Py); 11.08
(1H, ymr. ¢, C(O)NH). Cnextp SIMP “C DEPTQ (IMCO-dj),
o, M. m.: 9.6% (CH; tpmazom); 20.8% (CH; Py); 25.0
(CH; Cy); 25.3 (CH; Cy); 28.0* (CH5C(0)); 28.8 (CH; Cy);
44.4* (CHC=0); 100.6 (CCN); 113.9 (C=N); 114.5* (C-3 Py);
138.7 (C tpuazomn); 142.8 (C tpmaszomn); 148.0 (C-6 Py);
153.5 (C-2 Py); 157.1 (C-4 Py); 176.2 (C(O)NH); 193.3
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(CH53C(0)). Haiineno, %: C 62.04; H 6.12; N 22.92.
C9H2:N¢O,. Beruncieno, %: C 62.28; H 6.05; N 22.94.

Itua-5-merua-1-{4-mernua-6-[(2,6-nupropdennn)-
KkapOoHWI|aMuHO-3-nuanonupuaun-2-un}-1H-1,2,3-tpu-
azoua-4-kap6oxcuaar (6¢). Beixox 0.51 v (60%), Oembrit
nopotok, T. wi. 180-181 °C (EtOAc). Ilpu nepekpuctai-
mu3anmu U3 EtOAc BeigeneH combBatr 6¢ @ EtOAc = 1:1.
UK crmektp, v, cm 't 3420 (N-H), 2206 (C=N), 1718
(2 C=0), 1690 (C=0), 1620, 1543 (C=C, C=N). Cnektp
SAMP 'H (IMCO-dg), 8, M. 1. (J, T): 1.16 (3H, 1, °J = 7.2,
EtOAc); 1.34 (3H, 1, °J = 7.2, CO,Et); 1.98 (3H, ¢, EtOAc);
2.68 (3H, ¢, CH; tpuason); 2.68 (3H, ¢, CH; Py); 4.02 (2H,
KB, °J = 7.2, EtOAc); 4.36 (2H, kB, °J = 7.2, CO,Et); 7.24—
7.28 (2H, M, H-3,5 Ar); 7.59-7.66 (1H, m, H-4 Ar); 8.44
(1H, ¢, H-5 Py); 12.03 (1H, ym. ¢, C(O)NH). Criektp SIMP *C
(AMCO-dg), 6, m. 1. (J, T'y): 9.6 (CH; tpuaszon); 14.1 (2C,
CO,Et, EtOAc); 20.7 (CH; Py); 20.8 (EtOAc); 59.7
(EtOAc); 60.8 (OCH,CH;); 101.9 (CCN); 112.1 (m. &,
2Jrc = 20.0, “Jgc = 5.3, C-3,5 Ar); 113.7 (C=N); 114.1 (r,
2Jrc = 21.8, C-1 Ar); 115.0 (C-5 Py); 133.0 (t, *Jpc = 8.8,
C-4 Ar); 136.2 (C tpuazon); 140.4 (C tpuazon); 148.0
(C-2 Py); 152.3 (C-6 Py); 1579 (C-4 Py); 158.8 (n. n,
e =249.4, *Jyc = 7.3, C-2,6 Ar); 159.9 (C(O)NH); 160.6
(CO,EY); 170.3 (EtOAc). Haiineno, %: C 56.23; H 4.80;
N 16.44. Cy4H,4F>N¢Os. Breruucneno, %: C 56.03; H 4.70;
N 16.34.

ITUa-5-metwi-1-{4-meTui-3-uuano-6- [ (uMKI0reKCuI-
KapOoOHHI)aMHHO |mupuaun-2-uia}-1H-1,2,3-Tpua3zon-4-
kapookcuaar (6d). Beixon 0.48 r (61%), 6embiii TOPOIIIOK,
. . 129-130 °C (muxnorexcan). MK crextp, v, cM : 3382
(N-H), 2210 (C=N), 1737 (C=0), 1711 (C=0), 1589, 1537
(C=C, C=N). Criextp IMP 'H (JIMCO-d), 5, m. x1. (J, Tur):
1.14-1.41 (5H, M, CH, Cy); 1.34 (3H, T, °J = 7.1, CO,EY);
1.62-1.82 (5H, m, CH, Cy); 2.51-2.54 (1H, m, CHC=0);
2.60 (3H, ¢, CH; Py); 2.66 (3H, c, CH; tpuason); 4.36 (2H,
kB, >J = 7.1, CO,Et); 8.37 (1H, ¢, H-5 Py); 11.10 (1H, ym. c,
C(O)NH). Criextp SIMP *C DEPTQ (JIMCO-d), 8, M. 1. :
9.5*% (CH; tpumazon); 14.1* (OCH,CH;); 20.8*% (CH; Py);
25.0 (CH; Cy); 25.3 (CH; Cy); 28.8 (CH, Cy); 44.4*
(CHC=0); 60.9 (OCH,CHj3); 100.7 (CCN); 113.8 (C=N);
114.5* (C-5 Py); 136.1 (C tpuason); 140.3 (C tpuason);
148.0 (C-2 Py); 153.6 (C-6 Py); 157.0 (C4 Py); 160.7
(CO,EY); 176.2 (C(O)NH). Haiineno, %: C 60.40; H 6.24;
N 20.36. C20H24N503. BI)I‘II/ICJ'IGHO, %: C 6059, H 610,
N 21.20.

@aiin cONmpoBOAUTENBHBIX MaTEpHAJIOB, COJAEpKAITUN
CIIEKTPHl CUHTE3UPOBAHHBIX COCIUHEHMH, JOCTYNEH Ha
caiite )xypHana http://hgs.osi.lv.
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