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auunupoeaHHbIX OKCaﬂaMUO,Da(iOHOB.

3y4eHbl ymu cuHmesa 5-ankusi(apus) 3aMmeuweHHbIX Mpou3goOHbIx 1[H]-1,2,4-mpua30o:-3-kapboHo8bIX
Kucrniom, npednoxeH HOBbIU 3¢hgheKmueHbIl criocob MoslyYeHUsT makux coeduHeHuUl yuknusayuel buc-

Routes of synthesizing 5-alkyl(aryl) derivatives of 1[H]-1,2,4-triazole-3-carboxylic acids were studied. A novel
efficient method of preparing such compounds by cyclization of bis-acylated oxalamidrazones was suggested.
Knro4desnbie cnoea: 1[H]-1,2,4-mpua3son-3-kapboHogas Kucroma, [-ayunamudpasoH, UYukiusayus, crnocob

CUuHmMesa.

Key words: 1[H]-1,2,4-triazole-3-carboxylic acid, f-acylamidrazone, cyclization, synthesis method.

BBenenne

letepormknmueckas cucrema 1,2,4-tpuazona
BXOJIUT B COCTaB MOJIEKYJl MHOTHX JIEKaPCTBEHHBIX
IpenapaToB, HaIpUMep, TPOTUBOBUPYCHBIX (puda-
BHpPWH, BUPaMHUINH), TIPOTHBOTPHOKOBEIX ((hIyKo-
Ha30J1), CHOTBOPHBIX (TpHuaszoinam). s mpou3Bon-
HbIX 1,2,4-Tpua3zona xapakTepeH IIUPOKUN CIEKTp
OHMOJIOTHYECKOI aKTUBHOCTH. DTO 00YCIOBIIIO HAII
UHTEpEC K U3YUYCHUIO MyTel CUHTE3a COCAUHEHUH
JAHHOTO PAAA.

[Tpu BceM pazHOOOpa3uu U3BECTHBIX CITIOCOOOB
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Onnako, eciim R mymm R; B cxeme 1 sgBinstorcs
KapOOKCIJIBHOW TPYTIOH, B-arriiaMAapa3oH mpea-
CTaBIJIIET cOOON BechbMa yCTOMYMBOE COCIMHEHHE,
HE CKJIOHHOE K IWKJIHM3alUN B MATKHX YCIIOBHSX.
Kpome Toro, ecnmm pedsr HOET O HHU3KOMOJIEKY-
JSIPHBIX COENWHEHHSX, MOMYyYEHHE UCXOIHBIX KOM-
ITOHEHTOB TaKXXE MOKET IMPEICTaBISITh HEKOTOPHIC
CIIOKHOCTH.

Pannue uctoynuku [1, 2] ommchIBarOT MOJy-
yenne 1[H]-1,2,4-tpuazon-3-(5)-kapOOHOBBIX KHC-
JOT TpPHA OKUCICHHH COOTBETCTBYIOIIMX AIIKHI-
1,2,4-Tpua3oi0B MEepMaHraHATOM Kajus B LIEIO0Y-
HOU cpezne. IIpu STOM BBIIENEHHE UX U3 peak-
IIHOHHOI MacChl MHOTJAa BEChMa 3aTPyIHUTEIBHO U
CBsI3aHO ¢ OompmmMu motepsiMu. K Tomy ke, 9TOT
CIOCO0 OTHOCUTENBHO 3(GEKTUBEH TOJIBKO B
cilyyac MOHO3aMeEIIEHHOTo TpHuaszona. [Ipm Heob-

IIOCTPOEHUs] TPHUA30JIbHON CHUCTEMBI KOJHUYECTBO
ONMCAaHHBIX BO3MOXHBIX myTed momydenus 1[H]-
1,2,4-Tpua3oyioB, COJEpKalIUX B TOJOXKEHUU 3
KapOOKCWIBHYIO Tpymiy (MO € aHalior) W
ANKWIBHYIO (apUIbHYIO) TPYIITY B TOJIOKEHUH S,
BecbMa orpanuueHo. s 3,5-3amemenssix 1[H]-
1,2,4-Tpra30yi0B CyIIECTBYET HECKOJIBKO YHHUBEp-
CaJIbHBIX CXEM IOJy4eHHs, B OCHOBHOM CBOJS-
LIMXCS K MUKIU3ALMU MT0JIy4aeMbIX TEM WM UHBIM
crocoOoM P-armiaMuIpa3oHoB, YacTo 0e3 BhIIeIe-
HUS IPOMEXYTOYHBIX MPOAYKTOB (cxema 1, A-D).
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XOJUMOCTH TIONYUYEHHsI S5-3aMEUICHHBIX TPOH3-
BOIHBIX BO3HHMKAaeT IpodjeMa CEJICKTUBHOTO
OKHCIICHUSL.

HesamenieHnbie u S-ankuin(apui)-3aMelIeHHbIe
npou3BojaHbIe 1,2,4-Tpra3oi-3-kapOoHOBOI KUCIIO-
TBI MOTYT OBITh TaKkKe IIONyYCHBI, HCXOIS W3
pa3nuuHbIX C2-KOMITOHEHTOB, TAKUX KaK THIAPA3U]
OKCaMOBO# KHCIOTHI [3], 3pupbl OKCHKapOOHMII-
dbopmumuHONW [4] WM OKCUKApOOHHATHO(DOPM-
UMUAHOM [5] KuCnoTHI (cxema 2).

Metoauka, OCHOBaHHAash Ha PEAKIMH HMHHO-
adupa, MOTyIaeMOro H3 OSTHIIHAaHPOpPMaTa, C
TUIpa3suiaMd COOTBETCTBYIOIMX KHUCIOT U IOCIe-
JIYFOIIEH TePMUYECKON IUKIH3AINN [-alriiaMuI-
pazonoB (mytp C Ha cxeme 2), TpeICTaBIsETCS
HauboJiee YHUBEPCANBHOW, BBUAY JOCTYMHOCTH
cuHTOHOB. OIHAKO, KaK yKa3bIBaeTcs B pabote [5],
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Hamwmyummid  Beixon (70-80%) mocturaercs mpu
nukmsanin B-popmunamuapasona (cx. 1, R = H,
R; = COOEY); mns stunoBoro s¢upa S-MeTHI-
1[H]-1,2,4-Tpnazon-3-kapOOHOBOW KHCJIOTHI TEM-
nepaTtypa peakiuu moseiraercs co 140 mo 215°C,
a BeIxoJ cHmkaercs 10 44%. CxomHbIM 00pa3zom
U3 TUApasuaa MUaHPOPMHUMHUIHONH KHCIOTHI OBLT
nmonyueH 1[H]-1,2,4-tpra3on-3-kapOOHUTPHII, KO-
TOPBI MOXET OBITh JIETKO TNPEBpAllCH B APYIrHe
npousBognele  1[H]-1,2,4-Tpuazon-3-kapboHoBoit

TUBHBIM, JaX€ 5-METHUIIIPOM3BOIAHOE OBUIO BEIJE-
JIEHO TOJIBKO € BBIXOA0M 25% [7].

Lenpto Hameir paboThl cTanm MOHMCK Oonee
3(QQEKTUBHBIX MyTeH MNOIYy4EHHUS S-aJKuI(apui)-
3aMeInIeHHbIX npou3BoAHsix 1[H]-1,2,4-tpuazon-3-
KapOOHOBOI KHCIIOTHI.

Pe3yabTaTshl U UX 00Cy:KIEHHE

C ucnons3oBanreM nytH C, IpeaCcTaBICHHOTO
Ha cxeMe 2, HaMu ObUI TOJNy4eH psn [-auui-

KUCIOTH [6]. OOHAKO CHHTE3 5-3aMENIEHHBIX Kap-  aMHUIPa3’oHOB la—g, comepKamMxX —pasiudHbIE
OOHHTPHIJIOB STHUM CIOCOOOM OKaszaics Headek- — 3aMecTuTeny (cxema 3).
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Kak m oxwmmanoch, TepMUUECKasl MUKIH3ALUSL
oKa3ajach OTHOCHUTEIBHO J(P(PEKTUBHOH TOIBKO
Jutst coequHenus 1a (Beixon Tpuaszona 2a 43%), mist
OCTaJIbHBIX [3-allMJIaMHIPA30HOB JaXe MPH TeMIIe-
patypax 250-300°C Habmromanack TOJBKO BO3TOH-
Ka C YacCTUYHBIM pa3zjoxeHueMm. [lombiTka mpo-
BECTH LHUKIN3AIMI0 B BBEICOKOKHUILIINX PacTBO-
putensx (KCWJIONe, OSTIICHIIIMKOJE, XHHOJMHE)
TOXKE OKa3alach HEYNAYHON — CKOPOCTb peakuuu
ObUTa O4YeHb HHU3KOH, MEHBIIE CKOPOCTH pasJio-
JKCHUSI UCXOTHOTO COSAWHEHHS, IETICBOH MPOIYKT
MIPUCYTCTBOBAJI TOJNBKO B CIEIOBBIX KOJIUYECTBAX.
OCHOBHOH MIEHTU(PHULIHUPOBAHHBIA MPOAYKT peax-
UM — STWIOBHIH 3¢up S-ankun-1,2,4-okconuason-
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3-kapOOHOBOW KHCIIOTHI.

[poBens nMKIH3AIIIO
KUIIAOIEM YKCYCHOM aHTHIpHUIE, HaM YJalloch
NOBBICUTH  BbIXOA 2a 10 70%. OpHako npu
MIOTBITKE IMKIM30BAaTh B JTHUX YCIOBUSAX COCIH-
Heane 1b MBI OOHapyXWiu, 9TO B OCHOBHBIM
npoAykToM peakuuun (85%) sBuicsS Tpuason 2a,
MIPUCYTCTBOBAJIO ToOJbKO 15% weneBoro coemu-
HeHus 2b (cxema 4).

OTO TMO3BONWIO HaM IIPENNONOXKHTH, YTO B
JAHHOM CIly4yae MPOUCXOAUT BTOpHUYHOE N-auu-
JUPOBaHHE [-alMIaMUIPa30Ha U 3aMbIKaHUE TPH-
A30IPHOTO NHKJIAa IBYMS BO3MOXKHBIMH ITYTSIMH.
Cyns M0 COOTHOIIEHUIO MPOIYKTOB PEAKLUH, CKO-
POCTh LUKJIM3ALUK I10 HANPABICHUIO 4 CYIIECT-

coeqnuenns la B
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[TonpiTKa TOMYyYNUTH COEOUHEHUS 2, MPOBENA
N-anumupoBanue 3gupa  OKCHKapOOHUI(POPM-
WMUZHON KHCJIOTHI U KOHJEHCALHUIO IPOMEXKY-
TOYHOTO N-aIlMITUMHHO3(bHpa ¢ THAPAZHUHOM (IIyTh
B na cxeme 1) okazanmach HEyAadHOM, BO3MOXHO,
BBHUIY BBICOKOW PpEAaKIHOHHOW  CIOCOOHOCTH
HWHTEPMEANATOB.

MBI TpeArnonoX Ui, 9To 3(¢GEeKTUBHBIM CIO-
cOo00OM TOCTPOEHHS TETEPOIMKINIECKON CHCTEMBI
1,2,4-Tpua3ona MoOXeT OBITh peakmus [3-arwi-
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aMuapa3oHoB 1 ¢ 1 HKB. COOTBETCTBYIOIIETO XJIOP-
aHTUJpUIa WIM aHTHIpUIA B U30BITKE OCHOBaHMS
IpU TOBBIINIEHHOW TemImeparype (Hampumep, B
KAISAOIEeM  TUPUAWHE) WM JABYXCTaJUIHBINA
nporecc — N-anunipoBaHue B-ariaMuIpa3oHa ¢
MOCJIETYFOIIEH TEPMUYECKOU LUKIN3alHEN.
HpOBe}leHHLIC SKCIICPUMCHTBI TMOATBEPAUIN 3TO
MIPEATIONIOKCHIUE, IUKIN3AIHA 3-aliIaMIIPpa30HOB
B TaKUX YCIOBHSX IpoTeKana ObICTpO U C
BBICOKHMMH BBIXOJaMHU.
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ITpoBonst peakiuio OMUCAHHBIM BEINIE OOpa-
30M, HaM yaJI0Ch B HEKOTOPBIX CIIy4asX BBIJECIUTh
MIPOMEXKYTOYHBIC MPOAYKTHI — N-allMIUpPOBAHHEIC
a¢upel  1,2,4-Tprazon-3-kapOOHOBBIX KHCIOT 3.
OHH oueHb JieTKO (0OBIYHO B MpoOIEcce XpoMaro-
rpauuecKoro pasfeieHus)) THAPOIU30BAIUCH 0
a¢upoB  S-zamemennbix  1[H]-1,2,4-tpuazon-3-
kapOoHOBBIX kucimor 2b-f (Bexomer 75-85%).
Taxke u3 HeouuineHoro coenuHenus 3f B omHy
CTaIWI0 aMMOHOJHM30M B CIUPTOBOM pacTBOpE
obut TIonyueH amu 4f ¢ BeixogoM 90% (cxema 5).

Jis W3ydeHus BIVSIHHS CTEpHYECKHX (hak-
TOpPOB Ha HaIpaBlieHUE IyTH UWUKIU3AIUA MBI
MPOBENN JIOTIOTHUTEIBHBIA MOJENBbHBIN HKCIIEpPH-
MEHT: oOpabOotanu coemudenne 1f 1 3kB.
MUBATOWIXJIOPHAA B KHUILIIEM MHPUIUAHE, C
MOCTIeIYIOIIUM THIPOJIM30M Ha CHIIMKarelne (cxema
6). IIpogykToM peakiuu SBHJIACH CMECh COCIH-
neanid 2f u 2h B cootHomenuu 1:2 (o maHHBIM
B3XX). 910 moka3pIBaeT, 4TO HAIPABICHHUE ITHK-
au3anuy mo myTd a (cxema 4) sBisercs Ipen-
MOYTUTEIBHBIM, W JIa)K€ 3HAYHUTENBHBIC CTECpH-
YEeCKUE 3aTPYAHCHUS OTHOCHTEIHHO Majo BIHUSIOT
Ha COOTHOILIEHHE CKOPOCTEH peaKiuil.

Takum oOpazom, TpeanaraeMbiii crocod CuH-
T€3a TO3BOJSET JIOCTATOYHO IIPOCTO IOJydYaTh
TPYJAHOAOCTYITHBIC TMPOU3BOJHBIC  S-aJKUII3aMe-
meHHou 1,2,4-Tpua3on-3-kapOOHOBOI KUCIOTHI.

3KCHepHMeHTaJIbHaSI qacThb

B pabote wmcnonp3oBamuch 3TWINHAHPOPMAT,
XJIOpUCTBI  anetun, ruapasuHrugpar (100%),
STUIIOBBIE 3(QUPHl W  XJIOPAHTUAPUABI MPOMHUO-
HOBOM, MacisiHOW, H30MacisgHOM, H30Baliepua-
HOBOW W IIUKIIONIPOTIAHKapOOHOBOH KUCIOT (Sigma—
Aldrich), pacTBOpHTENIH OTEUECTBEHHOTO MPOHM3BOI-
CTBA, OUMIIEHHBIE M0 CTAaHJAPTHBIM METOJUKAM.

'H SIMP-cniekTpbl  3aperUCTpUpOBaHbBl  Ha
npudope Bruker DPX-300 ¢ paGouyeit vacToToi
300 MI'm. Xwumudeckue CIBWUTH TIPUBEICHBI B
MWITHOHHBIX JONAX (O, M.JA.), KOHCTaHTHI CIIWH-
CIIMHOBOTO paciierieHus — B ['eprax.

Macc-criekTp 3aperucTpupoBaH Ha mpudope
API 150EX (Perkin-Elmer Instruments) (noHu-
3alus — DIIEKTPOCpeit).

B2XX mposoaunu Ha xpomatorpade Waters
740 ¢ ucnonpzoBaHWeM KoOIOHKKM Symmetry Cig
(4.6x25 cMm), 5 MKM, OpH DIIOUPOBAHUH CO
ckopoctbto 1 mi/mmH. Jlerekuus mpu 254 HM.
PactBop A: H,O, pactBop B: H,O-CH;CN, 3:7;
rpanuent B: 0% 4 mun, 0-15 % 12 Mun.

Jis  KoJmoHOUYHOW Xpomarorpaduu  HMCIOJNb-
3oBayu cuimkarenb Kiselgel Fosq (Merck, T'epma-
HUS), JUI TOHKOCJIOWHOW Xpomarorpaduu — Tuiac-
tiHKH CopO¢mit (0TeYeCTBEHHOTO MPOW3BOICTBA)
u Merck Fjs4 (I'epmanus).

I'mapasunel kapOOHOBBIX KHCIOT OBUIM MOIY-
YEeHBl W3 COOTBETCTBYIOIIMX 3THJIOBBIX 3(PHPOB U
THOpasuHTHApPAaTa 10 CTAaHAAPTHOH METOIHKE,
TUAPOXJIOPUA IUATUIOBOTO 3dupa kKapodoHUIpop-
MHMHUTHOM KUCIIOTHI MTOJTyY€EH M0 METOAMKE [8§].
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Itua  B-uzodyrupunoxcamamuapason (1d).
K pactBopy 1.13 r (0.011 ™momp) ruapasunma
A30MaCJIIHOM KHCJIOTBI B 5 M 0O€3BOIHOIrO
Metanona go6aBunn 2 T (0.011 momb) THApO-
XJopuaa JAUITHIOBOTO 3dupa KapOoHMIDOPM-
UMUJHOM KUCJIOTBI TMpH TEPEMEIIUBAaHUH |
OXJIXKJICHUU JIBAOM. [l0 TPOXOKICHUM PpEaKInu
(koHTpOib 1O TCX, cucrema xnopopopmM—
MeraHoi, 9:1), K peakIMOHHON Macce MPUOABWIH
pactBop 1 1 (0.012 mMonp) rugpokapboHaTa HaTpUs
B 10 M Bogpl. MeTaHon U3 peakIMOHHOW MAcCCHI
yIanWwid Ha POTOPHOM WCHapurene. Brmapmime
Oenple  KpHCTAIBI  OTQHIBTPOBAIH, OCTOPOKHO
NPOMBUTH BOJIOW W IUATWIOBEIM J(PHPOM U
BBICYIIMIM Ha Bo3ayxe. Beixon 1.2 r (60%). 'H
SMP-cnextp (JAIMCO-dg): 0.84-0.92 (6H, nn, J;
3.5, J>=6.7, CH(CHs),); 1.24 (3H, ar, J; =4.5, J>
= 7.1, OCH,CHs); 1.9-2.12 (2.2H, M, CH,CH-
(CH3),); 2.34-2.43 (0.8H, n, J = 7.0, CH,CH-
(CHs),); 4.20 (2H, n kB, J; = 4.5, J, = 7.1, OCH,-
CHj); 6.30-6.51 (2H, ym. m, NHNH); 9.54-9.86
(1H, yur. M, =NH).

AHaNMOTMYHO OBUIM TIONyYeHBI: 3T [3-are-
TWiokcanamuapazon (la) (44% w3 rugpasuna
YKCYCHOM KHCIOTBI), 3THJI [B-MPONHUOHUIOKCA-
amuzpasoH (1b) (21% u3 ruapaznma MpONHOHOBOK
KHCJIOTBI), 3T [P-OyTupuiokcanamuapa3on (1c)
(23% u3 Tuapazuga MaciAHOM KUCIOTHI), 3TUA [B-
UKJIoNponankapooHmnokcanamuapasos (1e) (50%
W3 TUIpa3uIa MUKIONPONaHKapOOHOBOW KHCIIOTHI),
stun B-uzoBanepmnokcanamunpazon (1f) (51% wus
TUApa3uia U30BaJePUAHOBON KHUCIOTHI) U OTHI -
oensoniokcanamuapasol (1g) (50% u3 ruapaszuaa
OCH30HHOM KHCIIOTHI).

'H SIMP-cnextpst (IMCO-dp):

la: 1.24 (3H, M, OCH,CHs); 1.89 u 2.07 (1.3H
u 1.6H, 2¢c, C(O)CHs;); 4.20 (2H, m, OCH,CHj3);
6.39 (2H, ymr. a, J = 15.2, NHNH); 9.76 (1H, ym.
I, J=9.4,=NH).

1b: 0.81-0.92 (3H, m, CH,CH,CH3;); 1.20-1.27
(3H, m, OCH,CHj); 1.54 (2H, m, CH,CH,CHs);
2.12 m 2.47 (1H u 1H, 2r, J =7.4, CH,CH,CHj3);
4.13-4.26 (2H, M, OCH,CHs); 6.3-6.55(2H, yu1. M,
NHNH); 9.56-9.83 (1H, ym. M, =NH).

le: 087 (3H, or, J;, = 7.37; J, = 4.95,
CHzCHzCH3); 1.24 (3H, AT, J] = 706, .]2 = 357,
OCH,CH3); 154 (2H, nor, J; = J; 7.37,
CH,CH,CHj3); 2.13 u 2.47 (1H u 1H, 21, J = 7.37,
CH,CH,CHj3); 4.20 (2H, 1 kB, J,x = 7.06; J, = 2.88,
OCH,CHj); 6.37 n 6.45 (2H, 2 ym. ¢, NHNH);
9.74 (1H, ym. ¢, NH).

le: 0.69-0.81 (4H, M, -CH,-CH,- c¢-Pr); 1.24
(3H, T, J = 7.10, OCH,CHz); 1.61 u 2.53 (0.5H u
0.5H, 2 ™, -CH- c-Pr); 4.21 (2H, n, J = 7.06;
OCH,CHj); 6.42 (2H, ym. n , J = 8.0, NHNH);
9.92 (1H, r, J=9.95, =NH).

1f: 0.88 (6H, mm, J, = 6.63, J, = 3.47,
-CH(CH3),); 1.23 u 1.24 (3H, 21, J; = 7.06; J> =
7.10, OCH,CH3); 1.96-2.10 (2.2H, M, CH,CH-
(CHs)»); 2.39 (0.8H, &, J = 7.03, -CH,CH(CHa),);
4.15-4.25 (2 H, m, OCH,CH3); 6.35-6.42 (2H, ymI.



M, NHNH); 9.62-9.81 (1H, ym. M, =NH).

1g: 1.27 (3H, T, J = 7.05, OCH,CHs); 4.25 (2H,
kB, J = 7.05, OCH,CHs); 6.76 (2H, ym. ¢, NHNH);
7.42-7.58 (3H, m, PhH); 7.77-7.86 (2H, M, PhH);
10.06 (1H, ymr. c, =NH).

tunoBblii 3¢up S-uzonponui-1[H]-1,2,4-
Tpua3oJ-3-kapooHoBoii kucjaoTsl (2d). K mepe-
MemmBaeMoil cycmen3suu 1 r (5 MMomb) coe-
quHenus 1d B 5 M aGCONIOTHOrO MHUPHAKHA
npubasunu 0.53 r© (5 MMoNB) XJIOpaHTHUIpPUIA
W30MAaCISTHOW KHCJIOTHI M HAarpelid 1O KHUIICHUS.
Kunstunmu 24 4w, 3aTeM pacTBOPUTEND YJIAIHIN B
BaKyyMe, OCTAaTOK XpomaTorpadupoBamum Ha
OTKPBITON KOJNOHKE ¢ cunukareneM (18 r, amroeHT
xmopodopm). ODpaknum, comepikamue eNeBON
MPOAYKT, OOBEAUHUIIM, PACTBOPUTENb YAAIUIU B
BaKyyMe€, OCTaTOK BBICYIIMIM B Bakyyme 10 MM
pT. cT. B Tedwenme 3 4. Bexox 1.03 r (82%). 'H
AMP-cniextp (CDCl5): 1.33 (3H, 1, J = 7.14,
-OCH,CHj3); 1.36 (6H, n, J = 6.98, CH(CHjs),);
3.24 (1H, M, J = 6.98, CH(CHj),); 4.41 (2 H, ks,
J=17.14, -OCH,CH3).

AHaOTrMYHO OBLTH TOTYYCHBI: STHIIOBEIA d(PHp
5-stun-1[H]-1,2,4-tpua3zon-3-kapOboHOBOK  KHCIO-
Tl (2b) (85% W3 MPONMMOHUIXIOPUIA), STHIOBHIH
a¢up S-tuknonponui-1[H]-1,2,4-tpuazon-3-kap-
O6oHOBOW KHCHOTH (2€) (75% w3 XjopaHruapuma
LUKJIONPONAaHKapOOHOBOKH  KUCIOTHI), OSTHIIOBBII
a¢up 5-penun-1[H]-1,2,4-rpuazon-3-kapOooHOBOI
KHCIOTHI (2g) (68% w3 GeH30MIXIIOpHIa).

'"H SIMP-criekrpst (CDCL):

2b: 1.33 (3H, T, J = 7.64, -CH,CHs); 1.35 (3H,
T, J = 7.14, -OCH,CHs); 2.92 (2H, ks, J = 7.64,
CH,CHs); 4.42 (2H, kB, J = 7.14, -OCH,CH3).

2e: 1.05-1.21 (4H, M, -CH,-CH,- c-Pr); 1.38
(3H, T, J = 7.12, OCH,CH3); 2.13 (1H, M, -CH-
c-Pr); 4.45 (2H, n, J=7.12; OCH,CHj3).

2g: 1.31 3H, 1, J=7.14, OCH,CHj3); 4.40 (2H,
kB, J = 7.17, OCH,CHj3); 7.35-7.44 (3H, M, PhH);
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8.03 (2H, m, PhH).

IOtunoBbiid 3¢pup S-merunn-1[H]-1,2,4-Tpu-
a3ou-3-kap0oHoBoii kucjaorsl (2a). 0.87 r (5
MMOJTb) P-aneTriiokcanamMuapasona (1a) KUISITHIR
MIpU MIEPEMEIINBAHUY B 5 MJI YKCYCHOTO aHTUIpUIA
8 u. PacTBOpUTENb yJamwid B BaKyyMe, OCTaTOK
CYCHEHIMPOBAIM B | MJI HaCBHIMIEHHOTO BOJHOTO
pacTtBopa THApPOKapOOHATa HATPHsSL, OT(UIBTPO-
BaJM, OpoMbUIM BoAOH (1 M), BBICYIIWIM Ha
Bo3ayxe. Bexon 0.54 t (70%). 'H SAMP-cniexTp
(ameton-ds): 1.33 3H, T, J = 7.12, -OCH,CHs);
245 (3H, c, 5-CHj); 433 (2 H, xB, J = 7.12,
-OCH,CHj).

Amupa 5-n300yTna-1[H]-1,2,4-Tpuazon-3-
kapoonoBoii kuciaorhbl (4f). K mepememmBaemoii
cycnensuu 1.1 1 (5 mmonb) coequnenus 1f B 5 mu
abc. mupuguHa npubasuwu 0.60 r (5 MMoOmb)
XJIOpaHTHIIPUAA W30BANCPUAHOBOH KHCIOTHI W
HarpeBanu N0 kuneHus. Kunstunmm 24 4, 3arem
pacTBOpuUTeNb YIOAIWIM B BaKyyme, OCTAaTOK
pacTBOpsUTd B ATUIIOBOM crmupTe (5 i), mpubas-
s 1 M 30% BoaHOTO amMmmaka, HarpeBald 10
kunenns. Kumsatuam 72 4, depe3 kaxaple 12 |
npubasmsas  0.25 wmn 30% BogHOro amMmuaka,
BBITABIINI 0CaJ0K OTQHUIBTPOBBIBAIH, TPOMBIBAIIH
Ha UILTPE BOJOH U JWITHIOBBIM 3(PUPOM, BBICY-
muBanyd Ha Bosayxe. Beixox 0.76 r (90%). 'H
SMP-cnextp (IAMCO-dg.): 0.88 (6H, ym. n, J =
6.88, CH(CHj),), 1.88-2.07 (2.4H, m, CH,CH-
(CH3),); 2.56 (0.6H, ym.am, J = 6.88, CH,CH-
(CHs),); 7.38-7.77 (0.5H, ym. m, CONH,); 9.61
(0.6H, c, 1-NH). MonexymsipHsiii noH m/z: 169.6.

Hannas Hayuno-ucciedosamenvckas paboma
BbINOTHEHA 8 PAMKAX peaiu3ayuu pedepanvHoll
yenesoul npocpammul «Hayunvie u uayumo-neoa-
2ocuueckue Kaopvl UHHOBayuoHHoU Poccuu» wna
2009-2013 200b1 u npu punancosoii nodoepicke
¢onoa PODU (epanm Ne 10-04-01020-a).
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