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YCTaHOBMNEHO, 4YTO TPEXKOMMOHEHTHOE B3aMMOAEWCTBME apunamugo3dupoB MarioHOBOW
KUCNOTbI, apoMaTU4ecKMx anbAerngoB W OUHUTPUNA MarioHOBOW KWUCMOTbI MpOTeKaeT npu
KOMHaTHOW TemnepaTtype B MPUCYTCTBUM TpuUdTUNaMuMHa C¢ obpas3oBaHvem ankun 6-amuHo-1,4-
anapun-2-okco-5-umaHo-1,2,3,4-TeTparugponmpuanH-3-kapbokcunatos ¢ Bbixogamu  47-98%.
CornacHo gaHHbiM AAMP cnekTpocKonuu, ecnn B UCXOOHBLIX COeAVHEHUSIX apoMaTU4ecKoe KOomMbLOo
aMuaHOM YacTy MOMEKYNbl COOAEPXKUT OpMO-3aMeCTUTENb, TO MOMYYEHHbIE NPOAYKTbI CYLLECTBYHOT B
pacTBope B BUAe OBYX POTaMepoB.

Puc. 2, Tabn. 1, 61M6n. ccbinok 12.

W3BecTHO, YTO MPOU3BOAHBIE MUPUAMHA IIUPOKO PACHPOCTPAHEHBI B
NPUPOZE U TNPEJCTABIAIOT OONBIION MHTEpEC B KauecTBE (PM3MOJIOTHMUYECKU
aKTUBHBIX coeAuHeHHH. DyHKIMOHATM3UPOBAHHBIE MHUPUANHBI HPUTOIHBI
Juis nedeHus cebopeitHoro nepmartuta [1], Oonesnu Adgbureiimepa [2],
3abonesannii I[IHC [3] m Moryr mnposBisaTh aHTHOAaKTEpHATIbHYIO [4]
MIPOTHBOOITYXOJIEBYI0 aKTHBHOCTH [5]. Jlns cuHTE3a yKa3aHHBIX THIIOB
COEJMHEHUH MCCIEe0BATENIN YacTO MPUMEHSIOT PEaKLUH HYKIEO(UIBHOTO
npucoequHeHus: K anekrpodunsHoi aBoiHON (C=C) cBsa3u. B kauectBe
noreHnuanbHoro Hykieoduna (C-H kuciora), yame BCEro, HCIONB3YIOT
amMMJIbl pa3IMYHbIX KUCIOT. B 3TOM acnekre HeaBHO HaMU ObLIO MOKA3aHO,
9YTO MPU B3aUMOJCHCTBUHM apWIaAMUAOI(PHPOB MAJIOHOBOW KHUCIOTHI C
apUIMETHINACHMAIOHOAUHUTPWIIOM B TPUCYTCTBHU TPUITHIAMMHA WIH
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MUIEpUIMHA  00pa3yroTcss 3TWi  6-aMHHO-1,4-arapuii-2-0Kco-5-1iuaHo-
1,2,3,4-TerparuaponupuanH-3-KapOOKCHIIATHI [6].

C 1enpl0 pacmMpeHus: METOJOB CHHTE3a yKa3aHHBIX COCIUHEHHH B
JaHHOM paboTe HCClIeoBaHbl  OJHOPEAKTOPHBbIE TPEXKOMIOHEHTHBIE
B3aMMOJICHCTBHS C Y4aCTHEM apuiIaMua03(pupoB MaaoHOBOH KucioThl (1),
apoOMaTHYECKUX aJIbJETUIOB (2) U TUHUTPUIIA MaJOHOBOM KUCIOTHI (3). [lpu
TPEXKOMIIOHEHTHOM BapHaHTE B3aUMOJICHCTBUS IMPOMEKYTOUYHO MOTYT
oOpa3oBatbcst Ba AeKTpopuabHBIX anmkeHa 4, 5 (peakmus Kuesenarens),
KOTOpBIe, pearupys ¢ Hykieopwiamu 1 wim 3, MOryT AaBaTh JIMOO
coequnenue 9 [7] (myts B), nu6o coenunenue 10 [6] (myts A wnu b), wnn
xe coenuaenue 11 (myts I, cxema).

UccnegoBanust mnoka3anu, 4YTO TMPU KOMHATHOM TeMmIeparype B
MPUCYTCTBUM TPUITUIAMHHA B3aMMOJEHCTBHE MPOTEKAET ¢ 00pa3oBaHUEM
aNKWI 6-aMuHO-1,4-muapui-2-okco-5-nmano-1,2,3,4-teTparuiponupuanH-3-
kap6okcunaToB (10) ¢ Berxomamu 47-98%.
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10a. Ar=CgHs, R=4-CH3CgHy, R'=C,Hs;  106. Ar=CgHs, R=4-CH30CgH,, R'=C,Hs; 108.
Ar=CgHs, R=3,5-(CH5),CgH3, R'=C,Hs; 10r. Ar=CgHs, R=4-NO,-CgH,, R'=C,Hs; 108. Ar=CgHs,
R=4-CH3CgH,, R'=CHj; 10e. Ar=4-CICgH,, R=4-CH30CgH,, R'=C,Hs; 10%. Ar=4-CICgH,, R=4-
NO,-CgHs, R'=C,Hs; 103. Ar=CgHs, R=3,5-(CH3),CgH3, R'=CHg; 10M. Ar=4-CICgH,, R=2-
CH3CgHa, R'=CHg; 10k. Ar=CgHs, R=2-CH3CgH4, R'=C,Hs; 10n. Ar=CgHs, R=2-NO,CgH,,
R'=C,Hs; 10M. Ar=4-CICgH,, R=2,4-(CH3),CgH3, R'=CHg; 10H.  Ar=CgHs, R=2,4-(CHj),CgHs,
R'=C,Hs.
Ctpoenue Npou3BOJHBIX TeTparuaponupuanHa 10a-H npeaioxkeHo Ha
ocnopanuu gaHeX UK, AMP (*H, *C) cnexrpockonun, a taxxe PCA. TTo
naaaeiM IMP 'H coenunennii 10u-H, eciau B UCXOJHBIX COEAUHEHUSIX apo-
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MaTHUYECKOE KOJbLIO aMUJHOM YacTH MOJIEKYJbl COAEPKUT Opmo-3aMeCTH-
T€Jb, TO MOJYYECHHbIE MPOIYKTHI B PACTBOPE HAXOIATCS B BUJAE JBYX pOTa-
MEpOB, MPUOIU3UTEIBHO B PaBHBIX J0JAX [8] (B 3KCIIEpUMEHTAIbLHOM YacTu
CUTHAJIBI BTOPOTO poTamepa 0003HauyeHbI 3BE3/104Kkoi). To, 4To ykazaHHBIE
coequaeHust (104M-H) CylIeCTBYIOT B BHJIE JIBYX POTaMEPOB, CBUICTEIHCT-
ByeT U TOT (akT, YTO MpH Hanuyuu AByx 3amectuteneid (CHs) B opmo- u
napa-nonoxeHusx coeauHeHus (10M,H) XUMCIBUT POTOHOB NApPA-3aMECTH-
TEJsl HE MEHSEeTCsl.

TpEXKOMIIOHEHTHOE B3aMMOJAEHCTBUE MPOTEKAET MOCIEA0BATENBHO, O
TUIy JoMUHO: peakuus Kuépenarens — peakuus Muxasiis — HyKIeo(uib-
HOE TMPHUCOSIMHEHUE aMUJIHON TpYIIbl K KapOoHHTpHiIbHOHW. [1o Bceil Be-
POATHOCTH, Ha HayaJbHOM cTaguu B peakuuto KHEBeHarens BCTynaroT
coefuHeHUst 2 U 3 ¢ 0Opa3oBaHHMEM apWIMETHINIEHMAIOHOIMHUTPUIA O.
Bropas yacte B3aMMOAEMCTBUA — NMPUCOECAUHEHHME MO peakuuu Muxasis,
T.e. coeiuHeHNs 1 K HenpeaeabHOMY TUHUTPUILY 5, IPUBOAUT K aaqyKTy 7/,
KOTOPBIii Jajiee MmoJBepraeTcs BHYTPUMOIICKYIISIPHON HMKin3anuu (coen. 8).
BsaumoneiicTBue 3aBepiiaercss H3oMepu3aleil coeAnHeHns 8 B MpOU3BOI-
Hoe TerparuaponupuauHa 10. Hano orMeTuTh, 4TO HE UCKIIIOUEHA BO3MOXK-
HOCTb 00pa3oBaHus aJIyKTa / U 1o MyTH b, mockonbKy paHee ObLIO MOKa3a-
HO, YTO MPU B3aUMOJCHCTBUU aMUAOA(PHPOB MATIOHOBOM KUCIOTH 1 ¢ apo-
MaTHYECKUMHU ajbJeruaMu 2 o0pas3yloTcsl MPOM3BOJHBIE IiTyrapumpaa 9
(myts B) [7]. Hanuume B peakiuonHoii cpene 6onee cunbHOl C—H xucnoTs
3, ueM amuaodup 1, oOBSICHIET OTCYTCTBHE coeluHEeHHs 9 B MPOIyKTax
TPEXKOMIIOHEHTHOM peakuuu. B mpoaykrax peakuuu He 3a(UKCHPOBAHO
takxe coequaenue 11 (myts I'). Hy)xHO 3aMeTHTh, 4TO IpU TPEXKOMIIOHEHT-
HOM B3aWMOJCHCTBUU BBIXOJABI TeTparuaponupuanHoB 10 Gojee BBICOKH
(62-91%), yem B cityuae IBYXKOMIIOHEHTHBIX peakimii (65-80%) [6], yuu-
TBIBasl, YTO B TIOCJIEJIHEM CIIy4ae BBIXOJIbl BBICTYNAIOUINX B KAYECTBE NCXO/-
HBIX 271ekTpodmtaakeHoB 5 coctapisaior 60-80% [9].

JudpaxiponHbie n3MepeHus IPOBeIeHbl P KOMHATHOW TeMIepaType
Ha aBromudpakromerpe "Enraf-Nonius CAD-4" (rpaduroBsiii MOHOXpOMa-
Top, Mo-K, m3nyuenue, 0/20-ckanuposanue). I[lapameTpbl TPUKIHHHOMN 1€~
MEHTApHON SYEHKW OIpenesieHsl M YTOYHeHbl 1o 24 pedraekcam ¢
13.08<6<15.75. Crpykrypa pacmudppoBaHa NpsSIMBIMH METOJAMH, KOOPIH-
HaTbl aTOMOB BOIOPO/ia ObUIM ONPENENEHBI 110 TEOMETPUYECKUM pacueTaM U
YTOYHEHBI 10 MOJENH Hae3JHHKa CO CJEAYIOUIMMHU YCIOBUSAMHM: JUIMHA
cemseit  C-H=0.93+0.98A, Uiso(H)=1.2+1.5Ueq(C). CrtpykTypa yTOuHEHa
nosHomatpuuibiM MHK B anuzoTponHom mpubinxeHUH Jii HEBOJIOPO-
HBIX aTOMOB U U30TPOITHOM — JUIsI aTOMOB BoJIopojia. Bee cTpykrypHBbIe pac-
4eThl OBIIH IPOBEACHBI 110 KomIniekey nporpamm SHELXTL[10].

Kpucrannorpapuueckne nanusie B ¢opmare CIF nemonupoBaHbl B

KeMOpumkcKkoM LIEHTpe KpUCTAJUIOTpapUUecKUX AaHHBIX, HOMEp JIeNO3UTa
CCDC 2018177.
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OcHOBHBIE KpHUCTALIOrpaUUECKUE U DKCIICPHUMEHTAIbHBIC JIaHHBIC
MIPUBENICHBI B TAOJIHUIIE.

Tabnuya

OcHoBHBIE KpHUCTALIOTPadUYecKUe XapAKTEPHCTHKH H
IKCMEePUMEHTAJIbHBIE JaHHbIE

Kpucmannozpaguueckue xapaxmepucmuxu
COCIMHECHUE 10k
Opyrro-dopmyna C22H21N305
MOJICKYJISIDHBII Bec 375.42
CHHTOHUS MPUKTUHHAS
MIPOCTPaHCTBEHHAsI FPyMIa P-1
a, b, c[A] 7.9275(16), 8.6548(17), 14.846(3)
a, B, y [epao.] 86.47(3), 80.14(3), 86.43(3)
V [A] 1000.3(4)
Z 2
WI0THOCTB(BBI.) [2/cn®] 1.246
w(MoKy) [ mm? ] 0.084
F(000) 396
pasmep KpucTamna [mm] 0.12x0.20x0.26
OkcnepumenmanvHvle OaHHble
temmneparypa (K) 293
m3nyuenue [A] 0.71073
emin, Omax [2]7610.] 1,4, 30.0
00J1aCcTh CKAHUPOBAHUS 0<h<11; -12<k<12; -20<1<20
YHUCJIO U3MEPEHHBIX OTPAKECHUN 6181
YHCII0 HAOJII0JaeMbIX OTPAKEHHI C 2599
[1>2.0 (D]
Pacuemmnvie dannvle
Nref, Npar 5787, 347
R, wR2, S 0.0688, 0.1940, 1.01

Crpykrypa Monekynbl coequHenus 10k mpexacraBiena Ha puc. 1. B
CTPYKTYpE YYacTBYIOT JBa apOMaTHYECKHX KOJbIA: (DEHUIHHOE W TOIHIIb-
HOE, a TaK)Ke IUKJ TeTparuaponupuanHa. MakcuManbHOE OTKJIOHEHHUE aTo-
MOB OT IJIOCKOCTeH apoMaTHueckux koner He mpessimaer 0.0067(1)A. Ter-
ParuapONUPUINHOBOE KOJBII0 MMEEeT KOH(GOPMAIUI0 HCKaKEHHOTO MOITY-
Kpecia, OTKJIOHCHHS aTOMOB OT YCPETHEHHOW IUIOCKOCTH COCTAaBIISIOT
0.1315(3), 0.0825(3), -0.2904(3), 0.2860(3), -0.0825(3) u -0.1272(3) A nns
atomoB N1, C2, C3, C4, C5 u C6, coorBeTcTBeHHO. B Monekyne coenmnne-
HUs 10K UMEIOTCS XMpasIbHbIE IIEHTPbI HA acUMMeTpuaHbIX atomax C3 u C4,
HO B CBSI3U C TE€M, YTO COEAMHEHHUS KPHUCTANIM30BAIHUCH B LIEHTPOCUMMET-
PUYHOI TpOCTpaHCTBEHHOW Tpymme P-1, B kpucramie umeercs: paremMmuye-
ckas cmech (3R,4S) u (3S,4R) sranTnomepoB. B xoze pacmmppoBky aHamm3
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Puc. 1. Ctpoenune monekynbl 10K, annunconabl aHN30TPOMHbIX TENMOBbLIX KonebaHuii n3obpa-
XeHbl ¢ 30% BEpPOATHOCTLIO.

Puc. 2. Cxema mexxmonekynspHbIX BOAOPOAHbIX CBA3er, obpasytoLumx neHTouky saons [1 0 0].



AJUTUIICOMIOB TEIUIOBBIX KOJIEOaHHUH M pa3HOCTHBIX CUHTE30B Dypbe A5eKT-
POHHOH IUIOTHOCTH YKa3aJl Ha BO3MOYKHOCTb CTaTHCTUYECKOW HEYNOpso-
YEeHHOCTH aTOMOB TOJHJIbHOTO KoJiblia U atomoB Cl4, C15 stunaneratHoii
rpynnbl. OKOHYaTeIbHask MOJENb CTPYKTYphl ObUIa YTOYHEHA C YYETOM
pacIleIUIeHus MO3ULUN THUX aTOMOB, YTO YKa3blBaJO HAa CTaTUCTHUYECKOE
3acesnienue no3uuuii ¢ 40 u 60% BEpPOATHOCTEIO.

AHanu3 ynakoBKM MOJIEKYJ B KPUCTAJUIMYECKON pelieTKe MoKa3aj, YyTo
MOJIEKYJIBI CBSI3BIBAIOTCSI B JUMEPBHI C NOMOIIBIO MEXKMOJIEKYJSPHBIX BO-

nenTopHoii csa3u 3.015(4)A (puc. 2). JluMepsl B CBOIO OYepeb, CBA3BIBASACH
C TIOMOIIBIO MEXMOJIEKYIISIPHBIX BOJOPOAHBIX cBszeil N7-H7B-+012', mmm-
Ha JIOHOpHO-aKuenTopHoil cBsa3u 3.080(3)A, 06pasyroT GeCKOHEUHYIO JIeH-
touky B1oJib (1 0 0) (puc. 2). CBsi3u MeXIy JIEHTOYKaMHU OTMCHIBAIOTCS BaH-
JIepBAAIbCEBCKUMH B3aUMOJICHCTBUSMH.

OCTpyr0 TOKCUYHOCTh M IPOTHBOOIYXOJIEBYIO aKTUBHOCTh COEIMHEHUN
u3yyasid 1o oOuenpuHaTeiM mMeronam [11,12]. Tokcn4HOCTH BelIeCTB OII-
penensi Ha OenbIX Mblmax oboero mosa, Becom 19-21 2 nmpu ogHOKpaTHOM
BHYTPUOPIOIIMHHOM BBelleHUH. [t Kak10ro coeiuHeHus: ObUIH YCTaHOBIIE-
HBI abcomoTHO cMmepTenbHast (JI100) 1 MakcumanbHo mepeHocumast (MIT)
10361, M3ydeHne npoTHBOOITYX0JIEBOW aKTHBHOCTH TMPOBOAMIM HA MBIIIAX C
IIPUBUBACMOM OIYXOJIbIO — capkoMoi -180. B XxuMuorepaneBTHUECKUX OIIbI-
Tax COCIUHEHHS BBOJAWJIM BHYTPUOPIOIIMHHO, €KETHEBHO B TEUCHUE O THEM
B J03ax ~1/15 ot JId100.

[ToponbITHRIE ¥ KOHTPOJbHBIE TPYIIIBI COCTOSNIM U3 6-8 >KUBOTHBIX.
ITonmy4yenHsle pe3ynbTaThl HOJABEPraal CTATUCTUUECKOH 00paboTKe 1Mo MeTo-
ny Creropenra-Oumepa. [Ipu u3ydyeHun ocTpoil TOKCMYHOCTU COEIMHEHUM
10B,r,2K,J1 yCTAHOBJICHO, YTO WCHBITYyEMbIE BEIIECTBA OTHOCHUTEIHHO
MasoTokcuuHble. Mx abcomoTHas cmeprenbHast mo3a  (JI[100) BBIIE
2000 me/ke.

XUMHOTEpaneBTHUECKHUE OTBITHI MIOKA3aJi, YTO HCIIBITYEeMbIE BEIIECTBA
B n03ax 125-150 ma/ke mposIBIIAIOT NPOTUBOOIYXOJIEBYIO aKTHBHOCTh B OT-
Homiennu capkombl 180. IIpu 3ToM coequnenmne 10:k oka3bIBaeT BBIPAKEH-
HOE JeicTBHE, MOAaBIsisi pocT omyxoiu Ha 69% (P<0.01). OcranpHble Be-
IIeCTBa TPOSBISIIOT CIa0yl0 MPOTHBOOIYXOJEBYIO aKTUBHOCTH (TOPMOXKeE-
HUe pocTa omyxonu Ha 31-39%, P=0.05).

Takum o0pazom, HaMHU pa3pabOTaH OAHOPEAKTOPHBIM TPEXKOMITOHEHT-
HBI METOJ] CHMHTe3a ajuKwi 6-amMuHO-1,4-nmapui-2-okco-5-nmano-1,2,3,4-
TeTParuApONUPHINH-3-KapOOKCHIATOB MYTEM B3aUMOACHUCTBHSI apHIIaMHI0-
3(GUPOB MaJIOHOBOW KHCJIOTHI, apPOMATHYECKUX AIbJETUOB M TUHHUTPHUIIA
MaJIOHOBOW KUCIIOTHI. [lokazaHo, 9TO TP HAJTMYKUN B aPOMATHUYECKOM KOJIb-
e aMuIHOM yactu coeauneHnid 10 opmo-3amectureneii BEmecTBo B pacTBO-
pEe CYIIECTBYET B BHJIE IBYX POTaMEPOB IMPUMEPHO B PABHBIX JTOJISX.
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3KCHepI/IMeHTaﬂbHaﬂ qacThb

HK-criektpsl cHATHI Ha criekTpodorometpe “Nicolet Avatar 330 FT-IR”
B BaszexmmHoBoM Macie. Criexktpsl SIMP 'H u ¥C nonyuens: Ha mpu6ope
Varian “Mercury 300VX” ¢ pabounmu yactoramu 300.077 u 75 My, pact-
Boputens — JIMCO-ds-CCls (1:3), BHyTpennuii crangapt — TMC. Temmnepa-
TYpBI IUTaBJICHUSI OMPE/IeICHbI Ha cToNnke “Boetius”.

O0mas MeToAMKA MOJYYeHUsT AJIKHI 6-amMuHo-1,4-quapun-5-uuano-
2-0kco0-1,2,3,4-teTparuaponupuauH-3-kapookcunaroB (10a-u). Pacteop
SKBUMOJIbHBIX KonmuuecTB (1.5 mmona) coenunenuit 1-3 B aGComoTHOM 3Ta-
HOJIC B MPHUCYTCTBUHM TPUITUIIAMUHA OCTABJISIOT HA 3 JHS NMPU KOMHATHON
Temneparype. BrimaBmme KpucTamisl OTGHIBTPOBBIBAIOT, IPOMBIBAIOT a0-
COJIFOTHBIM 3(MPOM U MEPEKPUCTATUIN30BBIBAIOT M3 a0COFOTHOTO ATAHOJIA.

ITHI 6-aMUHO-5-1HaHO0-2-0KCc0-4-penmi-1-(4-mernndennn)-1,2,3,4-
TeTparuaponupuani-3-kapookcuiaar (10a). Beixox 0.42 2 (75%), T. .
174-175°C (atanon) [6].

OTHI  6-aMHHO-5-IIMaH0-2-0KC0-4-(peHn-1-(4-meTokcudennn)-1,2,
3,4-Terparuaponupuaut-3-kapookcuiar (106). Beixon 0.48 2 (82%), T.
m1. 164°C. UK-cmektp, v, cm'l: 3460, 3362 (NH,), 2185 (CN), 1750
(COOC), 1698 (CON), 1630 (C=C). Cnextp SIMP H, §, m. x., I'y: 1.28 T
(3H, J=7.1, CHa); 3.81 x (1H, J=5.6, CH); 3.85 ¢ (3H, OCHa); 4.18 1 (1H,
J=5.6, CHPh); 4.23 x ( 2H, J=7.1, OCH>); 5.58 yu1. (2H, NH2); 6.97-7.02 .
(2H, CgHa); 7.08-7.13 m (2H, Ce¢Ha); 7.25-7.46 m (5H, CeHs). Cniexrp SIMP
13C, 8, m. 1. 13.7 (CHg3); 39.7 (CH); 54.8 (CH); 55.6 (OCHs); 57.3 (CCN);
60.9 (OCHy); 114.4 (2CH); 119.4 (CN); 126.4; 126.7 (2CH); 127.0 (CH);
128.3 (2CH); 129.8 (2CH); 139.3; 153.8; 159.3; 164.6; 166.9. Haiineno, %:
C 67.12; H 5.64; N 10.98. C22H21N304. Beruncneno, %: C 67.51; H 5.41; N
10.74.

1Tl 6-aMUHO-5-nHaHo-1-(3.5-1umeTnadeHnI)-2-0Kkco-4-penmi-1,
2,3,4-TeTparua-ponupuaun-3-kapookcuiaar (10B). Beixon 0.47 2 (81%),
1. mn. 230°C. UK-cnextp, v, cv™: 3464, 3322 (NH), 2182 (CN), 1708
(COOC), 1643 (CON), 1586 (C=C). Cnextp SIMP 'H, &, m. 1., Iy: 1.30 T
(3H, J=7.1, CHz3); 2.38 ym. (6H, 2CHa); 3.81 1 (1H, J=5.5, CH); 4.18 x (1H,
J=5.5, CH); 4.20-4.28 m ( 2H, OCH>); 5.56 ym. (2H, NH2); 6.79 m (2H, 2.2'-
CH, CeHas); 7.07 ym. (1H, 4-CH, CeHz3); 7.26-7.43 m (5H, CeHs). Cnextp
SAMP BC, 8, m. a.: 13.7 (CHs); 20.6 (2CHs); 39.8 (CH); 55.5 (CH); 57.3
(CCN); 60.9 (OCHy>); 119.4 (CN); 126.2 (2CH); 126.7 (2CH); 127.0 (CH);
128.3 (2CH); 130.3 (CH); 134.0; 138.5 (2CH); 139.3; 153.5; 164.3; 166.8.
Haiineno, %: C 70.71; H 5.71; N 11.02. Cz3H23N303. Beruncneno, %: C
70.93; H 5.95; N 10.79.

Ituan  6-amuHO-5-Mano-1-(4-uuTpodenni)-2-okco-4-penna--1,2,3,
4-terparuaponupuanH-3-kapookcmiaar (10r). Beixox 0.4 2 (65%), 1. .
190°C. UK-crektp, v, cm™: 3445, 3325 (NH.), 2184 (CN), 1737 (COOC),
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1655 (CON), 1590 (C=C). Cniextp AMP H, 8, m. x., I'y: 1.28 T (3H, J=7.1,
CHs); 3.91 n (1H, J=5.8, CH); 4.22 n (1H, J=5.8, CH); 4.24 x ( 2H, J=7.1,
OCHy); 6.02 ym. (2H, NHy); 7.25-7.43 m (5H, CeHs); 7.45-7.50 m (2H,
CeHa); 8.28-8.33 M (2H, CsHa4). Crextp SIMP 3C, §, m. n1.: 13.6 (CHs); 39.8
(CH); 55.5 (CH); 58.6 (CCN); 61.0 (OCH.); 119.1 (CN); 124.0 (2CH),
126.7 (2CH); 127.0 (CH); 128.3 (2CH); 130.3 (2CH); 138.9; 140.4; 147.2;
153.3; 164.6; 166.6. Haiineno, %: C 61.81; H 4.29; N 14.02. C21H18N4Os.
Brrunciteno, %: C 62.06; H 4.46; N 13.79.

MeTii 6-aMUHO-5-1IHaHO-2-0KCO-4-peHni-1-(4-meTnindenni)-1,2,3,
4-terparuaponupuanH-3-kapooxcmiaar (10x). Beixox 0.45 2 (83%), 1. .
206-208°C. UK-cmextp, v, cm™: 3433, 3331 (NH.), 2180 (CN), 1737
(COO0C), 1636 (CON), 1593 (C=C). Crmextp SIMP H, §, m. x., I'y: 2.43 ¢
(3H, CHg); 3.78 ¢ (3H, OCHj3); 3.86 n (1H, J=5.5, CH); 4.19 a1 (1H, J=5.5,
CH); 5.55 ym. (2H, NHy); 7.07-7.11 m (2H, CeHa); 7.26-7.42 m (7H, CeH,
CeHa ). Criextp SIMP 3C, §, M. 1.: 20.7 (CH3); 39.6 (CH); 52.1 (CH); 55.4
(OCHj3); 57.5 (CCN); 119.3 (CN); 126.7 (2CH); 127.0 (CH); 128.3 (2CH);
128.5 (2CH); 129.7 (2CH); 131.5; 138.2; 139.3; 153.5; 164.3; 167.4
Haitineno, %: C 69.43; H 5.12; N 11.98. C,1H19N3O3. Brruucaeno, %: C
69.79; H 5.30; N 11.63.

Ot 6-aMmuHO-4-(4-x10pdeHn)-5-unano-1-(4-meTokcndenun)-2-
okco-1,2,3 4-rerparuaponupuaun-3-kapooxkcuiaar (10e). Bexon 0.4 2
(62%), 1. wr. 175°C. UK-cmektp, v, cv’l: 3462, 3311 (NH,), 2195 (CN),
1739 (COOC), 1641 (CON), 1586 (C=C). Cnextp AMP H, &, m. 1., Iy
1.28 T (3H, J=7.1, CH3); 3.84 a1 (1H, J=5.9, CH); 3.85 ¢ (3H, OCHj3); 4.18 1
(1H, J=5.9, CHPh); 4.17-4.27 m (2H, OCHy); 5.64 ym. (2H, NH>); 6.97-7.02
M (2H, CsH4OMe); 7.08-7.13 m (2H, CeH4OMe ); 7.33-7.40 m (4H, CsH4CI).
Crextp SIMP 13C, §, m. 1.: 13.6 (CHs); 39.1 (CH); 54.8 (CH); 55.3 (OCHa);
56.9 (CCN); 61.0 (OCHy); 114.4 (2CH); 119.2 (CN); 126.3; 128.4 (2CH);
128.5 (2.CH); 129.8 (2.CH); 132.4; 138.0; 153.9; 159.3; 164.4; 166.7.
Haiineno, %: C 61.75; H 4.52; N 10.04. C2H20CIN304. Beruncneno, %: C
62.05; H 4.73; N 9.87.

Otun  6-amuHo-4-(4-xsopdennn)-5-unano-1-(4-aurpodennn)-2-ok-
co-1,2,3,4-terparuaponupuaun-3-kapookcuaar (10:x). Beixon 043 2
(65%), T. . 238-240°C. UK-crextp, v, cm't: 3442, 3327 (NH2), 2181 (CN),
1785 (COOC), 1643 (CON), 1587 (C=C). Cnextp IMP H, &, m. 1., Iy
1.28 T (3H, J=7.1, CH3); 3.94 n (1H, J=6.2, CH); 4.18-4.28 m (2H, OCH)>);
4.24 n (1H, J=6.2, CH); 6.07 ymr. (2H, NH2); 7.38 ¢ (4H, CsH4Cl); 7.46-7.51
M (2H, CeHa); 8.28-8.33 m (2H, CgH4NO,). Crextp SAMP °C, §, m. 1.: 13.7
(CH3); 39.2 (CH); 55.3 (CH); 58.2 (CCN); 61.1(OCHy); 119.0 (CN); 124.1
(2CH); 128.5 (2CH); 128.6 (2.CH); 130.4 (2CH); 132.5; 137.7; 140.4;
147.2; 153.4; 164.5; 166.5. Haiineno, %: C 56.86; H 3.61; N 13.09.
C21H17CIN4Os. Beraucneno, %: C 57.22; H 3.89; N 12.71.
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Metna  6-amuHO-5-umano-1-(3,5-1uMeTHiIdeHn)-2-0KCo-4-peHuI-
1,2,3,4-terparuaponmupuanH-3-kapooxcunar (103). Beixon 0.43 2 (77%),
1. mn. 241°C. UK-cnektp, v, cv’l: 3445, 3311 (NH,), 2183 (CN), 1750
(COOC), 1635 (CON), 1589 (C=C). Cnextp SIMP H, &, m. 1., I'y: 2.8 ¢
(6H, CHg); 3.78 ¢ (3H, OCHj3); 3.86 n (1H, J=5.5, CH); 4.19 1 (1H, J=5.5,
CHPh); 5.57 yu1. (2H, NH>); 6.80 ¢ (2H, CeHz3); 7.07 ¢ (1H, CeHa); 7.26-7.44
M (5H, CeHs). Crextp IMP °C, §, m. 1.: 20.6 (2CH3); 39.7 (CH); 52.1
(OCHz3); 55.4 (CH); 57.3 (CCN); 119.3 (CN); 126.3 (2CH); 126.7 (2CH);
127.0 (CH); 128.4 (2.CH); 130.3 (CH); 134.0; 138.6; 139.3; 153.5; 164.2;
167.4. Haiineno, %: C 70.05; H 5.38; N 11.48. C22H21N303. Brruncneno, %:
C 70.38; H 5.64; N 11.109.

Metua  6-amuno-4-(4-xa0pdenuin)-5-unano-2-okco-1-(2-merunide-
HWI)-1,2,3,4-TeT-parnaponupuaun-3-kapookcuiaar (10u). Boixox 0.58 2
(98%), T. w1 196°C. UK-cmektp, v, cm’’: 3460, 3349 (NH,), 2186 (CN),
1740 (COOC), 1640 (CON), 1591 (C=C). Cnektp IMP H, &, m. 1., Iy
2.02 ¢ (1.4H) u 2.22 ¢ (1.6H, CH3"); 3.77 ¢ (1.6H) u 3.79 ¢ (1.4H, OCHs");
3.95 1(0.55H,J=5.5)n4.02 1 (0.45H, J=5.9, CH*); 4.22 n (0.55H, J=5.5) n
4.25 1 (0.45H, J=5.9, CH*); 5.59 ym. (0.9H) u 5.69 ym. (1.1H, NH"); 6.98-
7.02 m (0.55H), 7.14-7.18 m u 7.25-7.42 m (7.45H, Ar); Haiineno, %: C
63.41; H 4.36; N 10.98. C21H13CIN3O3. Beruucneno, %: C 63.72; H 4.58; N
10.62.

ITHI 6-aMUHO-5-1IHaHO0-2-0KC0-4-penmi-1-(2-mernndennn)-1,2,3,4-
TeTparuaponupuani-3-kapookcuiaar (10x). Bexon 0.35 2 (63%), T. mu
190°C. UK-cmektp, v, cm™: 3419, 3310 (NH), 2193 (CN), 1720 (COOC),
1645 (CON), 1590 (C=C). Cmextp SAMP H, §, m. m., I'y: 1.28 1 (1.6H,
J=7.1) u 1.30 T (1.4H, J=7.1, CHs*); 1.97 ¢ (1.4H) u 2.25 ¢ (1.6H, CHs");
3.88 1 (0.55H, J=5.1) n 3.96 1 (0.45H, J=5.2, CH*); 4.19-4.30 m (3H, CH u
OCHy); 5.53 ym. (0.9H) u 5.63 ym. (1.1H, NH2"); 6.96 m (0.55H) u 7.15-
7.44 m (8.45H, Ar). Haiineno, %: C 70.15; H 5.41; N 11.61. C22H21N3Os.
Berauciieno, %: C 70.38; H 5.64; N 11.19.

ITHI 6-aMHHO-5-IHAHO-2-0KCc0-4-peHn-1-(2-uurpodennn)-1,2,3,4-
TeTparuaponupuani-3-kapookcuaar (101). Beixox 0.3 2 (49%), 1. mu
195°C. UK-cmektp, v, cm™: 3433, 3330 (NH.), 2185 (CN), 1737 (COOC),
1639 (CON), 1583 (C=C). Cmextp AMP H, §, m. m., I'y: 1.13 1 (1.5H,
J=7.1) u 1.24 T (1.5H, J=7.1, CH3*); 3.80 x (0.5H, J=9.3) u 3.93 n (0.5H,
J=6.3, CH*); 4.09 x (1H, J=7.1) u 4.18 x (1H, J=7.1, OCH.*); 4.23 n (0.5H,
J=6.3) u 4.24 1 (0.5H, J=9.3, CH*); 6.03 yur (1H) u 6.05 yur. (1H, NH");
7.25-7.42 m (5.5H), 7.50 nn (0.5H, J=7.8, 1.4), 7.65-7.87 m (2H); 8.14 nn
(0.5H, J=8.1, 1.6) u 8.20 ox (0.5H, J=8.1, 1.5, Ar). . Haiineno, %: C 61.81,;
H 4.19; N 14.08. C21H18N4Os. Boruncieno, %: C 62.06; H 4.46; N 13.79.

Metuna 6-amMmuHO-5-tMaHo-1-(2,4-mumeTnadenm)-2-okco-4-(4-
xjaopdennn)-1,2,3,4-rerparuaponupuaut-3-kapookcuaar (10m). Beixon
0.47 2 (77%), T. 1. 206-207°C. UK-criekTp, v, cm™: 3456, 3342 (NH>), 2187
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(CN), 1734 (COOC), 1635 (CON), 1592 (C=C). Cuextp IMP 'H, §, m. 1.,
Iy:1.97 ¢ (1.3H) m 2.17 ¢ (1.7H, 2-CH3*); 2.38 ¢ (3H, 4-CHj3); 376 ¢ (1.7H)
u 3.78 ¢ (1.3H, OCHzs*); 3.92 1 (0.57H, J=5.6, CH*) u 3.99 1 (0.43H, J=5.8,
CH*); 4.20 1 (0.57H, J=5.6, CH*) u 4.23 n (0.43H, J=5.8, CH*); 5.55 ym.
(0.86H) u 5.62 ym. (1.14H, NH."); 6.88 1 (0.57H, J=7.9) u 7.03 x (0.43H,
J=8.3, 6-H, CeH3); 7.02-7.15 m (2H) u 7.33-7.42 m (4H, Ar). Haiineno, %: C
64.05; H 4.69; N 10.56. C22H20CIN3O3. Beruncaeno, %: C 64.47; H 4.92; N
10.25.

T 6-aMHHO-5-1[HAH0-2-0KCO-4-peHni-1-(2,4-numeTniideHn)-1,
2,3, 4-terparuaponupuann-3-kapooxcuaat (10n). Breixon 0.27 2 (47%), T.
mr. 202°C. MK-cmektp, v, cml: 3424, 3312 (NH.), 2195 (CN), 1736
(COOC), 1644 (CON), 1594 (C=C). Cnextp SIMP 'H, &, m. 1., I'y: 1.28 T
(1.2H, J=7.1) u 1.30 T (1.8H, J=7.1, CH3CH,0%); 1.93 ¢ (1.8H) u 2.20 ¢
(1.2H, 2-CHs*); 2.38 ¢ (3H, 4-CHa); 3.86 n (0.4H, J=5.1) u 3.93 1 (0.6H,
J=5.1, CH*); 4.19-4.29 m (3H, OCH, u CH); 5.49 ym. (1.2H) u 5.58 ymu.
(0.8H, NH2"); 6.86 1 (0.4H, J=7.9), 7.02-7.15 m (2.6H) u 7.24-7.44 M (5H,
Ar). Haiineno, %: C 70.56; H 6.10; N 10.80. C23H23N303. Beruucneno, %: C
70.99; H 5.95; N 10.79.
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OF HIGHLY FUNCTIONALIZED 1,2,3,4-TETRAHYDROPYRIDINES
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H. A. PANOSYAN? and A. G. AYVAZYAN?
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26, Azatutyan Str., Yerevan, 0014, Armenia
bCrisis Management State Academy
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E-mail: mushegh.sargsyan@yahoo.com

It is established that the three-component interaction of malonic acid
arylamidoesters, aromatic aldehydes and malonic acid dinitrile proceeds at room
temperature in the presence of triethylamine with the formation of alkyl 6-amino-1,4-
diaryl-2-oxo-5-cyano-1,2,3,4-tetrahydropyridine-3-carboxylates with yields of 47-98%.
According to NMR spectroscopy data, if the aromatic ring of the amide part contains an
ortho-substituent in these compounds, they exist in the solution as two rotamers.

The fact that these compounds (10 i-n) exist in the form of two rotamers is also
evidenced by the fact that in the presence of two substituents (CHs) in the ortho- and
para-positions of the compound (10 m, n), the chemical shift of the para-substituent
protons does not change.

The three-component interaction proceeds sequentially, according to the Domino
type: Knoevenagel reaction — Michael reaction — nucleophilic addition of an amide
group to a carbonitrile group.

Antitumor studies showed that one of the synthesized compounds showed
pronounced activity (69%), while the other showed weak activity (31-39%).
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