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[eperpynmuposkoii N-6en3ui-1-tommin-1,2,3-tpua3on-4-kapbokcamuna Obul mosrydeH N-Tonwi-1-6ensmi-1,2,3-tpuazon-4-kapOoxc-
amuz. [okazaHo, 4TO MPH KUISTYCHUH B PA3IMYHBIX PACTBOPUTENSAX YCTAHABIMBACTCS PABHOBECHE MEXIY M30MEPHBIMH TPHUA30JIaMHU U
JMa30MaJlOHIMaMHJIAMH, TIPU 5TOM PaBHOBECHE CABUHYTO B CTOpOHY 1-OeH3mi-1,2,3-tpuasona. [lokaszaHo, 4TO JBa HM30MEPHBIX
TpHa30Jia BCTYMAIOT B PEAKIUIO AKHIIUPOBAHUS, MPU 3TOM I S-TUApOKCH-1-Tomui-1,2,3-Tprasona ajJKHIMPOBaHHE MPOTEKACT IO
MOJIOXKCHUIO 3 TETepOIHKIAa ¢ 00pa30BaHHEM ME30HMOHHOTO TPHa3oy-5-ojarta, a i 1-OeH3un-5-ruapokcu-1,2,3-Tpuasona peaxims

MIPUBOAUT K 00Pa30BaHUIO 5-aJIKOKCHIIPOU3BOIHOTO.

KiroueBble ci10Ba: [1a30CO€IMHEHHE, ME30UOHHBIC TeTepOLUKIbI, 1,2,3-Tpua3oi, aaKWIMpOBaHHUE, MEPerpyNnIupOBKa, NEPHIIMK-

JIMYECKUEC PCAKIIUU.

[lepunuknnyeckue peakiui aKTUBHO TPUMEHSIOTCS B
TreTepPOLMKINYECKOI xumun.' Taxue peaKuuMu UUKIN3aUn
MIPOTEKAIOT C HEBBICOKMM JHEPreTHUECKUM OapbepoM, UTO
MO3BOJISIET HCIONB30BaTh HMX JJIS HAMpPaBICHHBIX IIepe-
IPYIIIHMPOBOK IeTepOIHKIOB.” PaHee HAMH GBLIO MOKa3aHO,
YTO MPOM3BOJHBIE AMA30MAJOHAMAMHUAA LUKIU3YIOTCS B
1,2,3-Tprazomnsl MO 3JIEKTPOIMKINIECKOMY MOHOPOTATOP-
HOMY MEXaHHM3MY B cilydae N-aJIKMI3aMELIeHHOTO aMua 1
NICEBIONEPUIUKINIECKOMY HOHPOTaTOPHOMY MEXaHU3MY B
ciaydae N-apuinmpou3BOJIHOTO. Takxke ObLIO T0Ka3aHo,""
yro l-apumn-5-ruapoxcu-1,2,3-Tpuazonsl ABISAIOTCA TPO-
QYKTaMH KHHETHYECKOTO KOHTPOJIS, a | -alKuiI-5-THAPOKCH-
1,2,3-Tpra3osabl — MPOAYKTaMH TEPMOJANHAMHYECKOTO KOHTPO-
JISl peakuy HUKIU3aluy Aua30MajoHInaMuioB. B nanHoi
paboTe MBI HCIIONIB3YeM TAaKOM MOAXO IS CHHTE3a HOBBIX
npon3BOIHBIX 1,2,3-Tpmazona. Cremyer OTMETHTh, YTO
npous3BogHbIe  1,2,3-Tpmazona  oONajgaroT  pa3IUYHON
GUONOrHYECKOi aKTHBHOCTBIO, ' UTO JleNaeT pa3paboTKy MxX
LIeJIEHAIIPaBJIEHHOTO CUHTE3a aKTyaJlbHOM 3a/1auei.

Ucxonuerii N-ankun-N'-apunManoanuamug 1 ObIT CHH-
TE3MPOBAH 10 MOIMPHUIHPOBAHHON MeTOIuKe” U3 N-apHil-
nuaHarieramuza 2 (cxema 1). [TepBoradaibHO OBLT MOTYYeH
UMHHO3GUp, THAPOIM3 KOTOPOTO [aeT JSTHIIOBBIHA 3¢up
N-TonmunkapOaMOMITyKCyCHOH — KUCJIOTBI, aMUIUPOBaHUE
MIOCTIETHETO B MATKHUX YCIOBHSX OCH3MIAMHHOM IPHUBOIUT
K LIEJIEBOMY HECUMMETPUYHOMY MajioHauamunay 1.

© 2016 JlaTBHiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

Peakuusi nuasonepeHoca Ha HECUMMETPHYHBIH MaJlOH-
quaMug 1 TIpuBOIUT K 0Opa30BaHUIO TOJIBKO OJHOTO H3
JIByX M30MEpHBIX TpuaszonoB 3 win 4 (cxema 1). Ha ocHo-
BAHUM CIIEKTPAJIBHBIX [AHHBIX IOJYYEHHOMY IPOLYKTY
ObpuTa mpuIMcaHa CTpykTypa l-tommi-1,2,3-tpuazona 3.
Panee namu ObLIO r101<a3aHo,3 ? YTO LMKIU3ALUS 110 AHWIN-
HOMY aTOMy a30Ta MPOTEKaeT CO 3HAYUTENHbHO OoJbIIen
CKOPOCTBIO, YeM IHKJIN3AIU 10 aToMy a30Ta C ajJKWiIb-
HbIM 3amecturenem (k; = 5102 ¢!, kb = 1x10°° ¢,
TakuM 00pa3oM, MOTy4YEeHHBIN TpHa30d 3 sBIIIETCS MPOAYK-
TOM KHMHETHYECKOrO KOHTPOJIS LUKIM3AIMU JHA30COCIH-
HEHUs 5.

IMpu xumsuennn N-OeH3MI-S-THApPOKCH-1-Tommi-1,2,3-
Tpuazon-4-kapookcamuga (3) B pacTBOpax dTaHOIA,
OeH30a, TOJyoJla YCTaHABIMBAETCS PABHOBECHE MEXIY
JAHUA30MaJIOHIUaAMHUI0M Su JABYMSA U30MEPHBIMU TpHUa30JIaMU
3 u 4, npu 3ToM paBHOBecue Ha 80-90% caBUHYTO B
ctopoHy  1-06eH3mn-S-ruapoxcu-N-tonmi-1,2,3-Tpuazon-
4-xap6okcamuna (4). Ilo COOTHOmIEHWIO HHTETPATBHBIX
MHTEHCUBHOCTENH CHTHAJIOB METHIIBHBIX Tpyni B CHEKTpax
SMP 'H paBHOBeCHO# CMeCH HAMM OBUIM OMNpEIEICHBI
KOHCTaHTHI paBHOBecHs (Tabm. 1).

Takum oOpa3om, HamMu ObLT pa3paboTaH METO/ CHHTE3a,
MO3BOJILIIOIUI 1Oy4YuTh 1,2,3-TpHa3on ¢ onpeaeIeHHBIM
3aMeCcTHTeNeM (TOJMILHBIM WM OCH3WIBLHBIM) B TMOJIOXKE-
HUM | IUKITA, YIUTHIBast, 9TO |-ToNmmaTpuason 3 sBiseTcs
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Tadauna 1. KoncranTs! paBHOBecus coeuHeHnit 3,4 u S Cxema 2
B pa3IMYHBIX PACTBOPUTEISIX Q NHR
PacTBOpurens K, K, K N + R\1
N A\ o Hal
EtOH 150+0.18 103+0.8 6.88 +0.12 N\"f Na*
R
PhH 0.65+0.11 8.15+£0.32 12.6 +0.4 l
PhMe 0.33£0.09 9.54+0.28 293+0.7
Q Q Q
NHR NHR NHR
R!
N\ or N= SNY
MIPOJYKTOM KHHETHYECKOTO KOHTPOJIS, a 1-OeH3uaTpuazon N o N o oOr N o
4 — IpOAYKTOM TEPMOJAMHAMUYECKOTO KOHTPOJISL. °N R’ R™ °N “N
W3 7UTEpaTYpHBIX JAHHBIX W3BECTHO,® YTO PEAKIHs R R R
ANKWINPOBaHUs 1-3aMeleHHbIX S-rujipokcu-1,2,3-Tpuaszo- ! n n
JIOB MOKET NPUBOANTH K 00pazoBaHutio 2-N-, 3-N- n O-ankui-
npou3BomHbix Tpuasona I-III (cxema 2). HampaBmenwme — atome kuciopojga rtuapokcurpymmel: —0.654 u —0.669

peaKluy 3aBUCUT KaK OT 3JIEKTPOHHBIX CBOWCTB 3aMECTH-
Telsl B MOJIOKEHUWU | rerepouukia, Tak U OT MPUPOIBI
ANKHIAPYIOIIEr0 areHTa’, W B 3aBHCHMOCTH OT 3TOTO
peaxims uAeT JIMO0 10 aToMy KUCIopoJa, TH00 Mo aToMy
a30Ta B MOJOXCHHE 2 WIH 3 IMKIAa C 00pa3oBaHUEM
coequnenuid tuna I, IT wm I11.

Hamwu ObuTH TIPOBEICHBI KBAHTOBO-XUMHYCCKHE PACUCTHI
(B3LYP6-31G* B maxere mporpamm Gaussian03W®)
CTPYKTYp UCXOJHBIX aHUOHOB 1,2,3-TpuazoinioB 3 u 4. 3apsiabl
Ha aToMax U MHAekchl DyKyn® npuBeneHsl Ha puc. 1. Beuto
[I0Ka3aHO, YTO 3apsiibl Ha aTOME€ a30Ta B IOJOXKEHUHU 2
uukia coctaBysitor —0.135 anst tpuazonata 3 u —0.191 s
Tpuasonara 4, B nonoxenuu 3: —0.361 u —0.376, a 3apsa Ha
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cooTBeTcTBeHHO. MHAexkcel Dykyn mmeroT HaubosipIiee
3Ha4YEHHE Ul aTOMa a30Ta B MMOJOXEHHH 3 [UKJIAa K aToMa
kuciopoaa. CriefyeT OTMETHTh, YTO B Cllydae HaJH4Hs
ApPUJIBHOTO 3aMCCTUTECIIA B TIOJIOKCHUU 1 TPpHUA30JIbHOTO
mukia uHaeke Pykyw Ha aToMe a3oTa B MOJIOKEHUH 3
nMmeeT Oonbiee 3HadeHue (0.658), yeM s aToMa KUCIO-
pona B momnoxenuu 5 (0.620). B ciydae OeH3UIBHOTO
3aMecTHTeNsl HaOmromaercs obOparHas kapTuHa (0.847 Ha
atome kucnopona u 0.780 ma arome azora N-3). Taxum
0o0pa3oM, HCXOAS W3 MONYYCHHBIX 3HAUYCHHH, MOXKHO
clenaTh BBIBOJA, 4YTO HauboJee BEPOSTHBIM MECTOM
ANKWINPOBAHUSI B CIy4ae 3apsOBOrO KOHTPOJS JTOJDKEH
OBITh aTOM KHCIIOpOAa, a B clydae OpOUTAIBHOTO
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~0.636 ~0.591 Me
(0.240) (0.309)
-0.586 -0.636
+0.553 (0.242) +0.541 (0.307)
HN /
—0.361 +0.080 -0.376 +0.085
(0.658) o (0.780) ‘0/—>
N \ +0.575 N { +0.571
— —
0135 JONT 0o o191 N\ Ao
(0.079) -0.654 (0.155) / -0.669
(0.620) (0.847)
-0.418 -0.337
(0.266) (0.337)
3 Me 4

Pucynok 1. 3apsgsl Ha aTomax W uHIeKcH Dykyn (yka3aHBI B
CKOOKax) II0 JaHHBIM KBaHTOBO-XHMHYECKHX pacdeToB [UIS
AQHMOHOB TPHA30JI0B 3 U 4.

KOHTpOJISL OO aToM KHCJIOpoJa, JuOO aroM a3ora B
MOJIOKEHUHU 3 IMKJIa, B 3aBUCUMOCTH OT 3aMCCTUTCIII B
TPHUA30JILHOM IIHKIIE.

IIpu npoBeneHUN peakuu AJKUIUPOBAHUS U30MEPHBIX
1,2,3-tpuazosoB 4 u 3 HaMu OBUIN TOJTyYEHBI COOTBETCTBY-
omue npousBoaneie 1,2,3-tpuazona 6a,b, 7a,b (cxema 1).
Jloka3arenbCTBOM MECTa alKHIMPOBAHUS SBISETCS TO, YTO
B crektpe SIMP *C (B pexume GATE) 1-Gemsun-1,2,3-
Tpuazona 6b curnan atoma yriepoga C-5 mpeacraBieH B
BHJIE CIIO)KHOTO MYJbTHILIETa (B3aMMOJEHCTBHE C MPOTO-
Hamu 1Byx rpynn CH, uepes Tpu cBs3m), a mis l-apui-
npoussogHOro 7b B Buje cunriera.’*® B ciyuae ankmim-
poBaHMsl 1-OEH3WIIPOU3BOIHBIX MO aTOMy a30Ta LHUKIA
curnan C-5 Habmronancs Obl B BUC TPUILICTA.

Taxoke as1 coequHeHni 6 1 7 HabII0JaN0Ch pa3nuine B
YO cnekTpax: A aTKWIMPOBAHHBIX ME30MOHHBIX 1,2,3-
TPHa30JI0B 7a,b MaKCUMyM MOTJIONICHUS HAOJIIOIAIICS MPH
330-338 =M, a a1 anKoKcUTpHazonos 6a,b mpu 298-309 uM.
Jns ucxonmHeix S-ruapoxcu-1,2,3-tpuazonoB 3, 4 Makcu-
MyM morsomieHus: Habmogaetcst mpu 280-290 uMm. Takum
o0pa3oM, i1 Me30HOHHBIX 1,2,3-Tpua3onor 7a,b HabII0-
naercsi Oojiee CHIIBHBIM OATOXPOMHBIM CHBHT, IO CpaBHe-
HUIO C UCXOJIHBIMH BEIIECTBAMH, YeM JJIs TPHUA30JI0B 6a,b.

Hamu 6b10 moka3zaHo, 4TO alKuiupoBaHue |-OeH3mi-
4-kap6amon-1,2,3-Tprazon-5-onata IpoTeKaeT Mo aTomy
KHCJIOPOZIA B MOJIOKEHHH 5 TeTepolMKia, a /sl 1-Tonmi-
4-kapbamoni-1,2,3-Tpua3on-5-onata TMOA00HAS peakius
MPOXOJMT MO aToMy a3ora IMKiIa. Hampasienue peakuuu
MOXXHO HPOrHO3UpPOBATH MPU HCIOJIB30BAHUMN PACUCTHBIX
HHJIEKCOB PEaKIIMOHHO CIIOCOOHOCTH.

BKCHepI/IMeHTa.ﬂbHaﬂ YacThb

UK crhexTpsl 3aperucTpupoBaHbl Ha (Qypbe-CHEeKTpo-
metpe Bruker Alpha ¢ mpucraBkoit HIIBO (ZnSe) mns
00pa3IoB COeAMHEHWH B BHJIE MOPOMIKOB. Y® CHIEKTPHI
3apeructpupoBansl Ha mpubdope Perkin Elmer Lambda 35 B
EtOH. Crextpst IMP 'H, °C u 'H-"C HMBC 3aperuc-
TpupoBaHsl Ha pubope Bruker Avance II (400 u 100 MI'g
COOTBETCTBEHHO), BHyTpeHHHH cTaHgapt TMC. Macc-
CIIEKTPHI 3arrcanbl Ha npudopax Shimadzu GCMSQP2010
(monmzanus OV, 70 3B). DneMeHTHbIN aHAINU3 BBIOTHEH
Ha CHNS-anammszatope Perkin Elmer 2400 II. Temmepa-
TYpHI TUIABJICHUS OTpeeneHsl Ha npubope Stuart SMP-10.
Kontponp 3a Xo0moM peakiuii U WHIUBUIYAIbHOCTHIO
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MOJIyYCHHBIX COCIMHECHUN BBITIOJHEH C ITOMOINBIO TOHKO-
cioitHO#t XpoMmaTorpaduu Ha miactuHax Sorbfil UV-254
B cucremax pactBopureneit EtOH—CHCl;, 1:10 i 1:5.
N-Benzuia-N'-(4-mertundenmmmanonauamug (1). K cyc-
nemsun 10.0 T (57.4 mmoins) N-(4-metundenHun)-2-1uaH-
aneramuzaa (2)'° B 100 M1 cyXoro JuMoKcaHa N0GaBISIOT
3.3 M1 (57.4 MMOITB) aOCOTFOTHOTO 3TaHONA U MPOITYCKAIOT
gepe3 peakIHOHHYI0 cMech cyxoil razoobpasnsiii HCI mo
MOJTHOTO PAacTBOPEHUs oOcajgka. PeakIMoHHYI0 CMech
OXJTaXIAIOT O KOMHAaTHOM TeMIIepaTyphl M BBIACPKUBAIOT
1 4. PactBopuTens ymapWBamT I0cyXa B BakyyMme, K
ocTtaTKy m00aBmsoT 50 M OUCTHILIMPOBAHHOW BOIBI,
pactuparoT 10 oOpa3oBaHHs OEJIOTr0 OcaaKka W OTHUIBTPO-
BeiBafOT. K ocaaky moGasisitor 30 My 3TaHONa, a 3aTeM
nmobasistror 9.2 My (56.8 MMoib) OCH3WIIAMUHA U TIEpeMe-
MIMBAlOT B TedeHHe 3 4. BrmaBmmii ocafok KpHCTaIIIH-
3y1oT u3 3TaHona. Bexon 9.1 r (58%), 1. . 187-188 °C
(1. 1. 188 °C%).
N-Ben3ui-S-ruapokcu-1-(4-merunpenuin)-1,2,3-rpu-
azoJ-4-kapooxcamun (3). K pactsopy 2.82 r (0.01 momnp)
Majgonguamuza 1 B 50 mu1 oTmnara HaTpusi, OPUTOTOB-
nerroro u3 0.23 r (0.01 momp) Na, nmpu mepeMenInBaHUN
nmobasisror 1.97 mur (0.01 momp) To3mnasmma. Yepes 2 9
STaHON OTTOHSIOT B Bakyyme. K IOIydeHHOMY OCTaTKy
nmobasisiror 200 MIT AUCTWUTHPOBAHHON BOJIBI, BBITTABIITHIA
ocagok oTGUIFTPOBEIBAIOT. [Ipu monkucieHnn QuiIbTpara
koHneHTpupoBaHHoii HCl Brimamaer Oenmblii OCaloK, €ro
oT¢unbTpoBEIBaIOT M cymaT. Bexox 3.07 1 (93%), 1. m.
198 °C. YO cmektp, Amax, HM (Ig €): 289 (4.14). Cmektp
AMP 'H (IMCO-dy), 8, m. 1. (J, Tw): 2.26 (3H, ¢, CHs);
4.49 2H, n, J=6.1, CH,); 7.07 (1H, o, J= 7.3, H Ph); 7.17—
7.30 (4H, m, H Ar); 7.70 2H, n, J = 7.3, H Ph); 7.90 (2H,
o om J=283,J=15,H Ar); 851 (1H, T, J = 6.1, NH).
Cnextp SIMP C (IMCO-dy), 8, m. 1.: 20.7; 40.5; 113.8;
127.2; 128.8; 128.9; 129.1; 129.5; 130.1; 138.5; 138.7;
156.4; 158.0. Macc-criektp, m/z (Iym, %): 308 [M]" (100),
280 [M—N;] (88). Haitneno, %: C 66.15; H 5.29; N 18.01.
C7HN4O,. Beraucmeno, %: C 66.22; H 5.23; N 18.17.
HccnenoBanue paBHOBecHMsi TpuHa3oa 3 — aua3o-
coennnenue S — tpuaszoa 4. Pactop 0.5 v (1.6 MMoIb)
Tpuazona 3 kursAtar B 50 MJI pacTBOpPHUTENS B TCUCHHUE
36-48 4. CocraB cMeCH KOHTPOJHMPYIOT 4e€pe3 KaxK.ble
6—10 9 0TOOpOM aTMKBOTHI 10 1 MJI. AJIMKBOTY yIIapHBAaOT B
BaKyyMe JIOCyXa W ONPEACISIIOT COOTHOIICHHE MPOIYKTOB
PeaKIuK 10 COOTHOUIEHHUSIM MHTETPaIbHONH MHTEHCHBHOCTH
CHIHANIOB METHIBHBIX Ipymn B crektpax SIMP 'H. Ilo
OKOHYaHMH NpoIecca PEaKIMOHHYI0 CMECh OXJIaXKAAIOT /10
KOMHATHOW TeMIIepaTypbl, 0Opa3ylomuics O0CaloK TpHU-
azona 4 OTQUIBTPOBHIBAIOT, (MILTPAT OXJIAKAAIOT M0
—10 °C (B cmyuae PhH no 10 °C), BemaBmmii ocagok
Tprazona 3 oTGWIBTPOBBIBAIOT, (HUIBTPAT, COAEpP KALIUNA
JIMa30MJIOHIMaMUJl S, ynmapuBaloT B BakyyMme. Peakuuio B
Ka)XJJOM M3 PacTBOPHTENICH NPOBOISAT IO YETHIpE paza.
KoHcTaHTBI paBHOBECHS] ONpPENENSIOT TI0 WHTErpajbHBIM
WHTCHCUBHOCTSIM CHUTHAJOB METHJIBHOW W METHIICHOBOH
rpynn B crektpe SIMP 'H peaxuuonHoii cmecu mocie 36—
48 4 IpoBeACHUS PEAKLIUH.
1-bensui-S-ruapokcu-N-(4-merunpennn)-1,2,3-rpua-
30s1-4-kapooxcamuna (4). Beixon 0.35 r (70%) B aTaHOINE,
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OecuBeTHBIN MmOpommok, T. i 175-177 °C. Y® cnekrp,
Ao BM (1g €): 282 (4.10). Crextp SIMP 'H (CDCLy), 8, m. 1.
(/, Tm): 2.12 (3H, ¢, CH3); 5.24 (2H, ¢, CHy); 7.09 (1H, g,
J=17.3, HPh); 7.20-7.60 (4H, m, H Ar); 7.71 2H, n, J=7.3,
H Ph); 7.88 (2H, o, J = 8.0, H Ar); 8.65 (1H, c, NH).
Cnextp SIMP C (IMCO-d), 8, m. 1.: 20.0; 44.4; 114.0;
127.3; 128.4; 128.9; 129.2; 129.4; 129.6; 138.5; 138.7;
156.8; 158.5. Macc-cuiextp, m/z (Iyy, %): 308 [M]" (100),
280 [M—N,]" (95). Haiineno, %: C 66.33; H 5.33; N 17.95.
C17HN4O,. Beruucieno, %: C 66.22; H 5.23; N 18.17.

N-Beu3ui-N'-(4-metunpenuia)auazomaasonguamun (5).
Bexon 0.045 t (9%), cBeTn0-KENTHIE KPUCTAIUIBI, T. UL
116-117 °C. HIK cniextp, v, cM " 1690 (C=0), 1700 (C=0),
2220 (C=Ny), 2940-3010 (NH). YO criexTp, Amax, HM (Ig €):
298 (4.22). Cnextp SIMP 'H (JIMCO-dy), 8, m. a. (J, Tu):
2.09 (3H, ¢, CH;); 4.14 (2H, n, J = 6.2, CH,); 7.00 (1H, &,
J =173, H Ph); 7.15-7.60 (4H, m, H Ar); 7.70 (2H, g,
J =73, H Ph); 7.87 (2H, 1, J = 8.1, H Ar); 8.44 (1H, T,
J=6.2,NH); 8.55 (1H, ¢, NH). Criekrp SIMP "*C (JIMCO-d),
o, M. 1.: 20.8; 40.4; 88.0; 127.3; 128.5; 128.9; 129.1; 129.8;
129.9; 138.5; 138.7; 158.5; 158.8. Macc-criektp, m/z (Ly, %):
308 [M]" (10), 280 [M—-N,]" (100). Haiineno, %: C 66.45;
H 5.03; N 17.88. C;7H4N4O,. Beraucneno, %: C 66.22;
H5.23; N 18.17.

AaxuniaupoBanue 1,2,3-Ttpua3zonoB 3 um 4 (oOmas
meromuka). K cycrensnu 0.31 1 (1.00 mmos) 1,2,3-tpuazon-
5-oma 3 wn 4 B 1.0 M IM®PA nobasisirot 0.5 r (4.70 MMOJITE)
Na,CO;, 4.00 mmonp ankumraiorenuaa, 0.10 r (0.67 MMoIIb)
Nal u BeIIEpKMBAIOT B TeueHHE 72 4 npu Temneparype 50—
60 °C. Ilpu noGapnernu 50 MII BOABI MPOUCXOAWT BEINA-
JICHWe KOHEYHOTO TMPOIYKTa B OCAIOK, KOTOPBIA OTHIIIETPO-
BBIBAIOT U KpUcTaun3ytoT u3 EtOH.

1-bensuia-N-(4-metungenni)-S-meroxkcu-1H-1,2,3-
Tpuasoj-4-kapéokcamua (6a). Brixog 0.26 r (82%),
OecrBeTHBIC KpHcTawbl, T. mi. 128 °C. Y® cmektp,
Amaxs EM (Ig €): 301 (4.69). Criextp SIMP 'H (IMCO-dy),
6, m. 1. (J, I'm): 2.30 (3H, ¢, CH3); 4.26 (3H, ¢, CH;); 5.24
(2H, ¢, CHy); 7.23-7.47 (5H, m, H Ar); 7.57 2H, 1, J = 8.0,
H Ar), 10.26 (1H, ¢, NH). Cnekrp SIMP "*C (IMCO-d;),
6, M. 1. (J, Tm): 18.0 (xB, J = 151.0, CH3); 43.3 (xB,
J =158.7, CH;); 52.5 (1, J = 147.1, CHyp); 121.2 (¢, C-4);
1274 (n. n, J = 159.3, J = 7.7, C Ph); 128.0 (n. n. &,
J=160.0,J="77,J=28.0,CPh); 128.5 (n. n, J = 158.7,
J=79,C Ar); 128.7 (n. n, J=160.4, J="17.7, C Ar); 130.9
(M, C Ph); 131.1 (n. T, J = 159.9, J = 7.8, C Ph); 137.6 (T,
J=3.2,C Ar); 1384 (M, C Ar); 156.3 (M, C-5); 157.6 (c,
C=0). Macc-cuextp, m/z (Iym, %): 322 [M]" (60), 294
[M—N,]" (100). Haiineno, %: C 66.98; H 5.75; N 17.21.
CsHsN4O,. Brraucaeno, %: C 67.07; H 5.63; N 17.38.

1-ben3na-N-(4-meTnigeHWI)-S-nuaHoMeToKcH-1H-
1,2,3-Tpua3zon-4-kapooxcamug (6b). Bexon 0.18 r (53%),
OecrBeTHble KpucTambl, T. 1. 158-157 °C. Y@ cnekrp,
Amaxs BM (Ig €): 297 (4.24). Crextp SIMP 'H (IMCO-d;),
o, M. 1. (J, I'm): 2.30 (3H, ¢, CH;); 5.34 (2H, ¢, CH,); 5.97
(2H, ¢, CHy); 7.10 (2H, x, J = 8.2, H Ar); 7.38-7.27 (5H,
M, H Ar); 7.47 (2H, n, J = 8.0, H Ar); 10.20 (1H, ¢, NH).
Cnextp SIMP C (IMCO-dq), 8, m. 1. (J, T): 20.4 (xs,
J = 151.2, CHy); 41.2 (xB, J = 159.0, CH,); 48.0 (T,
J=159.2, CH,); 110.6 (c, C-4); 119.4 (1, J=3.9, CN); 127.5
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(. n, J=1608, J= 175, C Ph); 1280 (n. a. n, J = 159.0,
J=8.1,J=8.0,CAr); 128.2 (n. n, J=159.5,J="1.7, C Ar);
128.8 (M, C Ph); 129.5 (M, C Ar); 133.3 (n. T, J = 156.9,
J =177, C Ph); 1347 (1, J = 2.9, C Ar); 1350 (n T,
J=161.0,J=17.7, C Ph); 155.0 (m, C-5); 155.7 (c, C=0).
Macc-crextp, m/z (Lo, %): 347 [M]™ (18), 319 [M-N,]"
(100). Haitneno, %: C 65.77; H 5.14; N 20.10. C;9H;7N50,.
Brruucneno, %: C 65.69; H 4.93; N 20.16.
4-(bensunkapoamonn)-3-meruii-1-(4-merundenut)-
1H-1,2,3-Tpua3ou-3-uii-5-onar (7a). Brixog 023 r
(71%), 6ecuBeTHBIC KpUCTAILIEL, T. 1. 129 °C. YO cnektp,
Amaxs BM (lg €): 332 (4.71). Cnektp SIMP 'H (IMCO-d;),
S, M. 1. (J, I'm): 2.39 (3H, ¢, CH;); 4.34 (3H, ¢, CH3); 4.53
(2H, n, J = 6.1, CH,); 7.19-7.35 (7H, m, H Ar); 7.78 (2H,
nn,J=284, J=17 H Ar); 8.67 (1H, T, J = 6.1, NH).
Crektp SIMP °C (IMCO-dg), 8, m. 1. (J, T'm): 20.7 (x8,
J = 166.4, CH;); 40.6 (xB, J = 159.6, CH3); 47.4 (1,
J = 159.8, CH,); 109.8 (xB, J = 3.2, C-4); 127.0 (n. x,
J=161.1,J=17.7,CPh); 127.8 (a. n. n, J=158.8, J=17.5,
J =76, C Ph); 128.4 (M, C Ar); 128.8 (1. n, J = 156.9,
J=17.17,CAr); 1299 (n. n, J=159.2,J="1.7, C Ar); 135.2
(n. T, J=153.0,J=7.8, C Ph); 137.6 (m, C Ph); 138.4 (m,
C Ar); 156.2 (c, C-5); 157.4 (c, C=0). Macc-cnektp, m/z
oms %): 323 [MHH] (19), 322 [M]™ (100), 231 [M—C/H;]"
(95). Haitneno, %: C 66.88; H 5.86; N 17.09. C;sH;sN4O,.
Brruucaeno, %: C 67.07; H 5.63; N 17.38.
4-(bensunkapoamonin)-1-(4-merusadernunn)-3-uuano-

metwi-1H-1,2,3-tpua3on-3-uii-5-oaar (7b). Beixon 0.28 T
(81%), Gecuetnbie kpuctamisl, T. 1 143 °C. UK cnektp,
v, eM ' 1690 (C=0), 2120 (CN), 2940-3010 (CH, NH).
YO cnektp, Ama, BM (Ig €): 329 (4.14). Cnextp SIMP 'H
(AMCO-dg), 0, M. 1. (J, I'm): 2.41 (3H, ¢, CHy); 4.57 (2H,
n,J=6.1, CHy); 6.05 (2H, ¢, CH,); 7.21-7.35 (7H, m, H Ar);
7.81 2H, n, J = 8.6, H Ar); 8.61 (1H, T, J = 6.1, NH).
Crextp SIMP C (JIMCO-dg), 8, m. a. (J, T): 20.7 (x,
J = 1533, CH;); 41.4 (1, J = 147.7, CHy); 42.7 (T,
J=1574, CHy); 1144 (1, J= 1.6, C-4); 119.4 (1, J = 3.2,
CN); 1274 (n. n, J = 157.7, J = 1.7, C Ph); 128.4 (n. x,
J=158.1,J=17.7,C Ar); 1288 (m. n. n, J=159.2, J="17.7,
J=1.5,CPh); 129.5 (n. n, J=157.7,J="1.8, C Ar); 129.9
(n.t,J=154.4,J="72, CPh); 132.0 (M, C Ar); 138.7 (m,
C Ar); 138.8 (M, C Ph); 156.3 (c, C-5); 158.0 (c, C=0).
Macc-cniextp, m/z (Iom, %): 348 [M+H]" (4), 347 [M]
(17), 321 [M-CN]" (90), 319 [M—CO]" (90), 293
[M—CN—CO]" (100). Haitneno, %: C 65.55; H 5.04;
N 20.01. CoH7N50,. Bpruucaeno, %: C 65.69; H 4.93;
N 20.16.

Paboma evinonnena 6 pamkax —20CyoapcmeenHo2o
s3aoanus Munobpnayku Poccuu (Ne 4.560.2014-K) npu
¢unancosoti nooodepacxe Ilpasumenvcmea Poccuiickoii
@eoepayuu  (nocmanosrenue Ne 211,  xowmpaxm
Ne 02.403.21.0006).
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