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KHY imeHi Tapaca LLleB4YeHka, KuiB

2-(FET)APMUN-3-(2-ANIKOKCU®EHINT)AKPUIIOHITPUNM TA iX MOXIAHI

Linsxom e3aemodii 3-(4-HimpodgpeHin)- ma 3-2emapus-2-iMiHOKyMapuHie 3 asnkinrorYyumMu azeHmamu pPi3HOI Npupodu odepxKaHHO
eestukull Habip 2-(2em)apus-3-(2-ankokcugbeHin)akpusoHimpunie. 30ilicHeHO 8iOHO8J/IeHHSI aKmueoe8aHO20 NModeiliHo20 36'sA3Ky aKpu-
JIOHIMpPUIIbHO20 hpazmeHmMy 3a AoMoMo20r0 60pozidpudy Hampiro ma rnokasaHo, Wo 0aHa peakuisi MoXe cyrnpoeodxyeamucsi 8iGHo-
eJIeHHsIM ecmepHoi 2pynu Ao cnupmoeoi' y eunadky ecmepy [2-(2-R-2-yiaHosiHin)gheHokcuJoymosoi kucsiomu.

Knro4voei cnoea: 3-(zem)apun-2-imiHokymapuHu, O-ankintoeaHHsi, 2-(2em)apusi-3-(2-ankokcugheHin)akpusoHimpusu, eiGHOE eHHs,

2-(2zem)apun-3-(2-ankokcudbeHin)nponioHimpunu.

Bctyn. CvHTE3 HOBWMX aKpWIOHITPWUMIB 3 2-anKoKcu-
eHiNbHMM 3aMiCHUKOM B OCTaHHi AeCATUNITTA I'PYHTYETb-
csl B neplly yepry Ha notpebax MeanyHoi Ximii, OCKinbku
ONst OesiKMX CMONyK LbOro Krnacy BCTaAHOBMEHa MpoTuMnyX-
NIMHHa aKTMBHICTb Ta niMauuaHi BnactueocTi [1]. € moxnu-
BiCTb BMKOPWUCTaHHS iX AK HW3bKOMOMEKYNAPHUX aHTubio-
TUKIB, 4MA npoTumikpobHa p[is obymoBneHa 3[aTHICTIo
OnokyBaT BaXMMBUA ONSA HU3KM MATOr€HHUX OpraHi3mis
depmeHT copTasy A [2]. OgvH i3 nNpeacTaBHUKIB TaKoro
TUNy crnonyk 6yB BUKOPUCTaHWI Y SKOCTi (oTyOpecLEeHTHOro
30HOY AOnS BU3HAYEHHS aKTMBHOCTI MyXHOi docdartasu
(ALP) [3]. KopucHi cnyopecLeHTHi BnacTUBOCTi BUSIBUB
TaKOX aKpUIOHITPWN, CUHTE30BaHWI B poboTi [4]; a macue-
Ha monekyna 6ic-akpunoHiTpuny 3 HapTUNbHUMK agpamMm
BMABUNa POTO- 1 eNeKTPoNtoMiHeCLEeHTI BNacTmBocTi [5]. B
AaHin poboTi NnpeacTaBneHo CMHTE3 HOBUX 2-(reT)apun-3-
(2-anKoKCUMEHIN)aKpUIOHITPUNIB 3 €eNeKTPOHOaKLEeNTop-
HUM (reT)apunbHUM 3anuLIKOM Ta Pi3HOMaHITHUMK 3a Mnpu-
pOAOK arnkinbHUMK 3aMiCHMKaMK, 30Kpema Takumu, Lo
MICTSITb aKTUBHY, 34aTHY OO0 MNoAanblumx TpaHcdopmauin

dyHKUiOHanbHyY rpymny.
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a: R'=H, R2=4-(NO,)CgH,4, R®>=CH,COOMe;

b: R'=H, R?=4-(NO,)CgH,, R3=CH,CN;

¢: R'=4-OMe, R?=4-(NO,)CgH4, R®=CHg;

d: R'=5,6-6eH30, R?=4-(NO,)CgH4, R®=CH,COOMe;
e: R'=5,6-6eH30, R?=4-(NO,)Cg¢H,4, R3=CH,COOEt;

Hdocntb BenukuMrM MacuB oOnucaHux B fiTepatypi
2-(ret)apwn-3-(2-ankokcudeHin)akpunoHiTpunis  4eMoH-
CTpYE LUIMPOKY BapiabenbHiCTb (reT)apunbHUX 3aMiCHUKIB,
ane ankokcudeHinbHWin parMeHT npeacTaBfeHnn B
OCHOBHOMY MeToKcunoxigHumu. Lle obymoBneHo nepeay-
CiM OCHOBHVM LUMASIXOM CUHTE3Y TaKuX CTPYKTYp: oAep-
XKylOTb  IX  KOHAEHcauielo akTMBHUX  2-(reT)apuna-
LUeToHiTpUNiB 3 2-ankokcubeHsanbgerinamu. OcCTaHHI
CMHTE3Yyl0TbCS ankinioBaHHAM CcaniuuioBoro anbgerigy,
ane, BPaxoBYOUN 3HUXKEHY B LibOMY BMMNAAKy aKTUBHICTb
ripOKCUIBbHOT Tpynu, rapHi pesynbTatM MOXyTb OyTu
OTpMMaHi nuwe 3 akTUBHUMU ankiniow4yumMu areHTamm
(MeTunnogua, auMmeTuncynosgaT TOLLO).

PaHiwe Hamu 6yno nokasaHo [6], WO 3MiHa nopsaky
cTagin y cuHTesi 2-(ret)apwn-3-(2-ankokcudeHin)akpuno-
HiTpuniB (TO00TO, cnoyaTky CKOHOEHCYBaTu caniuunoBun
anbgerig 3 (ret)apynaueToHITPUIOM, MiCnsA 4Yoro nogiatu
ankiniow4YMm areHTom) [03BOMSE YHWUKHYTWM npobrnem, no-
B'AI3aHMX 3 aKTUBHICTIO ankinranoreHigis. Tomy 3acrtocy-
BaHHA 300pa)keHoi Ha puc. 1 NocnigoBHOCTI peakuii aano
HaM MOXINMBICTb CMHTE3YBaTN AOCUTL LUMPOKE KOO aKkpu-
NOHITPUNIB 2a-j.
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f: R'=H, R%=4-(6eH30[d]aiokcorn-5-in)Ttiazon-2-in, R3=CHy(3-CICgH,);
g: R'=H, R?=4-(6en3o[d]giokcon-5-in)Ttiason-2-in, R3=CH,COOMe;
h: R'=H, R?=6eH30Tia30n-2-in1, R3=CHy(4-CH3CgHa);

i: R'=H, R?=6eH30Tia30n-2-in, R3=CHy(4-FCgHy);

j: R'=H, R%=6eH3oTiason-2-in, R3=CH,COOMe

Puc. 1. Cxema cuHTe3sy 2-(ret)apun-3-(2-ankokcu-ceHin)-akpuno-Hirpunie 2a-j

Bucoka akuenTopHICTb 3aMiCHMKa y 3-OMy MONOXEHHI
2-imiHokymapwvHy 1 crnipusie nabinbHOCTI Takoro UMKy Ta,
3HWXKYIOYM HyKneodpinbHicTb HiTporeHy, pobuTtb 6inbLu
BiporigHnm  O-ankinoBaHHA. B3aemogis  2-imiHokyma-
pUHIB 1 3 ankinyYuMM areHTamn B aLeTOoHi i3 3acTocy-
BaHHSIM MOTaLLy sIKk OCHOBW BiAOyBa€eTbCSA AOCUTb LUBUAKO;
AKLWO Yy BUXiOHIM cnonyui HasiBHa 4OoAaTKoBa riApOKCUMb-
Ha rpyna, ii ankinoBaHHA BiAOyBaeTbCA OAHOYACHO i3
OKCcUreHoM y MOMOXEHHI 2 A0 3anuLKy akpuIoHITpuny;
NpUKNagoM Takoi peakuii € yTBOPEHHSA Cnonyku 2¢ (cxe-
Ma 1, y BuxigHomy caniuunoBoMy anbAerigi i BignosigHo-
My 2-iMiHoKymapuHi 1 — R'=OH).

BigmiTmo, wWwo BHacnigok peakuii  2-(reT)apun-
aueToHITpUNIB 3 caniuMnoBuMK anbgerigamm Moxe YyTBO-

puTUCA CKnagHa CyMill MpoAyKTiB KOHAeHcalii, o B nep-
Wy Yepry MOB'A3aHO 3 TayTOMEPHOK PIiBHOBArolw Mix
3-(reT)apun-2-iMiHOKymMapuHoM Ta Woro BigkpuTol dop-
Moo — 2-(reT)apwn-3-(2-rigpokcudeHin)akpunoHiTpunom.
Ane ue He NO3Ha4YaeTbCA Ha NoAAnbLIOMY NEPETBOPEHHI:
ankinoBaHHA Takoi CyMilli [O3BONSE OTpMMAaTU YUCTUN
2-(reT)apun-aueToHiTpun 3 npenapaTMBHUM BUXOAOM.

Y pamkax pgaHoi pobotm Hamm Oyno [ocnigxeHo
OAWH i3 MOXIMBMX LUNAXiB NOAanbLUOi XiMiYHOI TpaHC-
dopmauii nonicpyHKUioHaNbHOT MONEKyNN akpUIOoHITpu-
ny 3: BIiQHOBMEHHS aKTMBOBAHOrO MOABINHOMO 3B'A3KY
6oporigpngom HaTpito (puc. 2).
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c: R'=4-OMe, R?=4-(NO,)CgH,4, R3=CHj;
f: R'=H, R?=4-6eH3o[d]giokcon-5-in)tiazon-2-in, R3=CHy(3-CICgH,)

uc. 2. BigHoBNeHHs aKTMBOBAHOIo NOABIMHOIO 3B'sI3Ky aKpUIOHiTpuniB 2c,
Puc.2.B 3 2¢cf

LlikaBo, wo BHacnigok aii NaBH4 Ha akpunoHiTpun 2a,
nopsaa i3 HacudeHHsam 38’a3ky C=C, BiabyBaeTbCHA Takox
BiJHOBMEHHS eCTepHOi rpynu OO0 CnupTOoBOi. Ane HKWO

OH
o ~>cooMe

NaBH4

MeTaHon

R?=4-(NO,)CgHq4

H,0, H*

nonepegHbLo 34INCHUTK TiApPONi3 ecTepHOi rpynu A0 KUCMo-
Tn 2k (guB. poboTy [6]), TO BiQHOBNIOETLCH NuULIEe NOABIN-
HWI 3B’A30K (puc. 3).
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Puc. 3. BigHoBneHHs 6oporigpuaom HaTpito {2-[2-(4-HiTpodeHin)-2-LuiaHoBiHiN]deHokcu}ouToBOI KMcnoTu 2k
Ta ii eTunoBoro ecrtepy 2a

EkcnepumeHTanbHa 4actuHa. KoHTponb 3a npoxo-
IPKEHHAM peakuii Ta YNCTOTOK ofepXXaHuX NPOAYKTIB 34i-
cHioBaBcsa Metogom TLUX Ha nnatiBkax Silufol UV-254,
entoeHT — CHCI3—MeOH, 19:1. CnekTpu H amP BUMIpPSIHI
Ha npunagi Varian Mercury 400, poboya 4yactota —
400 My, BHyTpiWHIN cTaHaapT — MesSi, po3UYMHHMK
DMSO-ds — CCls 1: 1. [daHi enemeHTHOro aHanisy, oTpu-
MaHi 3a gonomoroto npunagy Vario Micro Cube, Bignosi-
AaloTb PO3PaxoBaHUM.

3azanbHa memoduka cuHmesy 2-iMiHOKymapuHie 1.
o posuunHy caniymnosoro anbgerigy (0,05 monb, 5,33 mn)
Ta 0,05 monb BignoBigHoro apwn(retapun)aueToHiTpuny y
30 mn  i3onponunoBoro  cnvMpTy AOAaEMO  MinepuauH
(0,2 ekBiBaneHTa Ans 4-HiTpodeHinaueToHiTpuUNy i kaTtani-
TUYHY KiNbKICTb Yy BUNaAKy reTepoumKkniyHnX noxigHux) Ta
HarpiBaemMo Ha BoasiHi OaHi Bnpogoex 3 rog. PeakuiviHy
CYMilLl OXONOOXKYEMO, Ocaf, iMiHOKYMapuHy BiadinsTpoBy-
€mMo Ta npomuBaemMo cnuptom. OTpumaHy pe4voBuHy Ges
000aTKOBOI OYMCTKM Oyno 3afistHO y HACTYMHIN cTagii CuH-
Tesy NoxigHux 2.

3azanbHa Mmemoduka cuHme3sy 2-R-3-(2-ankokcu-
¢eHin)akpunoHimpunie 2. CycneHsito 3 MMOMb 2-iMiHO-
KymapuHy 1, 4 MMONb arnkino4oro areHty Tta 6 Mmonb
notawy y 30 mMn aueToHy Kun'ATUMO NpW nepemillyBaHHi
BnpogoBx 1-2rop (koHTponb TLWX). PeakuiiHy cymiw
oxonoaxyemo, sunuesaemo y 100 mn Boau, BiadinsTpoBy-
€MO OcCaj Ta MepekpucTani3aoByeMO 3 i30MpPOMNUITOBOrO
cnupTy abo cymiwi isonponunosuii cnnupt — AM®A 1 : 1

MeToaouky cuHTE3y | XapakTepuctuku {2-[2-(4-HiTpo-
deHin)-2-LiaHoeTnn]deHokcn}ouToBoi kKucnotu 2k [6].

{2-[2-(4-HiTpodpeHin)-2-uiaHoBiHin]cdeHokcu}-
OLITOBOI KUCNOTW €TMNOBUI ecTep 2a.

Buxig 89 %, 1. 7omn. 135-136°C. Cnektp "H AmP
(6, m.u.; J, Tw): 1,27 (3H, T, J=7,2, COOCH2CH3), 4,21 (2H,
kB, J=7,2, COOCH,CHs;), 4,87 (2H, c, CH>COOEt),

7,07 (1H, p, J=7,8, H-6), 7,15 (1H, T, J= 7,8, H-4),
7,49 (1H, T, J=7,8, H-5), 7,96 (2H, pn, J=8,4, H-2'6"),
8,08 (1H, A, J=7,8, H-3), 8,31-8,34 (3H, m, Hyinyi, H-3',5").

2-(4-HitpodreHin)-3-[2-(uianHomeToKCcU)hpeHin]-
axpunom‘rpun 2b. Bwuxig 71 %, T1.Tonn. 147-148°C.
Cnektp "H AMP (5, m.u.; J, Tu): 5,22 (2H, ¢, CH,CN), 7,23
(1H, T, J= 8,0, H-5), 730 (1H, g, J=8,0, H-3), 7,58 (1H, T,
J=8,0, H-4), 7,98 (2H, g, J=8,8, H-2',6'), 8,06 (1H, A, J=8,0,
H-6), 8,21 (1H, c, Hviny), 8,32 (2H, A, J=8,8, H-3',5’).

3-(2,4-OumeTokcudcberin)-2-(4-HitpodeHin)akpuno-
H|Tpm1 2c. Bwuxig 92 %, T.T70Mn. 184-185°C. Cnektp
"HAMP (5, m.u.; J, Tu): 3,89 (3H, ¢, CH30), 3,92 (3H, c,
CH30), 6,63 (1H a, J=1,8, H-3), 6,68 (1H, nn, J=7.4,
J=1,8, H-5), 7,89 (2H, g, J=9,0, H-2',6"), 8,11-8,14 (2H, m,
Hviny, H-6), 8,29 (2H, g, J=9,0, H-3',5’).

{1-[2-(4-HiTpodeHin)-2- Ll,iaHOBiHin]HaCbTaneH -2-
inoKcu}ouToBOi KMCNOTH MeTMnOBMM ectep 2d. Bu-
XI,EI, 72 %, 1. TONN. 142-143°C. Cnektp 'H AmP (6, M.y J,

lu): 3,73 (3H, ¢, COOCH3), 4,99 (2H, c, %gCOOCHg)
7,43-7,47 (2H, m, H-3,6), 7,55 (1H, 1, J=8,0, H-7), 7,88
(1H, @, J=8,0, H-5), 7,92 (1H, g, J=8,0, H-8), 8,03 (1H, A,
J=8,0, H-4), 8,13 (2H, g, J=8,6, H-2',6"), 8,36 (2H, 1, J=8,6,
H-3',5"), 8,53 (1H, ¢, Hyiny)-

{1-[2-(4 HitpodeHin)-2- uiaHoaiHin]Haq)TaneH-Z-inoxcw}
OLUTOBOI KUCIOTU eTVIHOBVIVI ecTep 2e. Buxig 86 %,
T. ToNN. 143-144°C. CnekTtp "H AmMP (5, Mmu.; J, Tu): 1,24
(8H, 7, J=7,0, COOCH,CHs), 4,20 (2H, kB, J=7,0,
COOCH,CH3), 4,97 (2H, c, CH.COOEt), 7,43-7,48 (2H, ™,
H-3,6), 7,56 (1H, 1, J=8,0, H-7), 7,88 (1H, g, J=8,0, H-5),
7,92 (1H, g, J=8,0, H-8), 8,03 (1H, &, J=8,0, H-4), 8,14
(2H, n, J=8,8, H-2'6), 8,37 (2H, g, J=8,8, H-3'5"),
8,53 (1H, ¢, Hyiny)-

2-[4-(BeH3o[d]niokcon-5-in)Tiazon-2-in]-3-[2-(3-
xnopo6eH3unokcu)deHin]akpunoHitpun 2f.

5' 6" .
5 o) S \ 7
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. NN b
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Buxig 84 %, T.Tonn. 164-165°C. CnekTp "H AmMP
(6, M5 J, Tw): 5,21 (2H, ¢, OCHy), 6,05 (2H, c, Hx-2"),
6,88 (1H, g, J=8,0, H-7"), 7,10-7,24 (4H, m, H-3,5,5",6™),



ISSN 1728-2209

XIMIA. 1(53)/2017

~11 ~

7,46-7,58 (5H, m, H-4,4".6",2",4™), 7,94 (1H, c, H-5'), 8,19
(1H, A, J=8,0, H-6), 8,69 (1H, ¢, Hyiny).

{2-[2-(4-(BeH3o[d]pniokcon-5-in)Tiazon-2-in)-
2-uiaHoBiHin]deHokcU}ouTOBOI KMCNOTU MeTUNoO-
BUN ecTep 2g.

5
MeoOC” O s\ 4

6 N SN 0

. N ¢ o

Buxig 69 %, T1.7onn. 151-152°C. Cnektp H amp
®, My, J, Tu): 3,79 (3H, ¢, COOCHs), 4,92 (2H, c,
CH,COOCHs3), 6,05 (2H, c, H>-2"), 6,94 (1H, a, J=8,0, H-
7", 7,07 (1H, @, J=8,0, H-6), 7,17 (1H, T, J=8,0, H-4),
7,50-7,60 (3H, m, H-5,4",6"), 7,99 (1H, ¢, H-5'), 8,18 (1H,
a, J=8,0, H-3), 8,63 (1H, ¢, Hyiny).

2-(beH3oTiazon-2-in)-3-[2-(4-meTUNGEH3UNOKCH)-
denin]akpunoHitpun 2h.

7 6
”
(on oSS vs
HyC s D

Buxig 65 %, T.Tonn. 132-133°C. Cnektp "H AmMP
(6, m.u.; J, Tw): 2,36 (3H, ¢, CHa), 5,23 (2H, ¢, CHy), 7,13
(1H, 1, J=8,0, H-5), 7,18-7,22 (3H, m, H-3,3",5"), 7,36 (2H,
a, J=7,8, H-2".6"), 7,46 (1H, 1, J=8,0, H-4), 7,50-7,58 (2H,
M, H-5'.6"), 8,04 (1H, g, J=8,2, H-4',7"), 8,22 (1H, g, J=8,0,
H-6), 8,61 (1H, c, Hyiny).

2-(BeH3oTiazon-2-in)-3-[2-(4-¢pnyopoGeH3unokcu)-
denin]akpunonitpun 2i. Buxig 78 %, T. Tonn. 136—
137°C. CnekTp "H AMmP (6, Mm.u.; J, Th): 5,26 (2H, c, CH,),
7,14-7,20 (2H, m, H-5,2",6"), 7,25 (2H, g, J=7,8, H-3), 7,47
(1H, 1, J=7,8, H-4), 7,50-7,60 (4H, m, H-5'6',3",5"), 8,05
(1H, m, J=8,2, H-4",7"), 8,21 (1H, n, J=7,8, H-6), 8,60 (1H,
¢, Huiny).

{2-[2-(BeH30Tia3on-2-in)-2-uiaHoBiHiN]deHokcu}-
OLTOBOI KUCNOTWM MeTUrnoBuM ectep 2j. Buxig 68 %,
7. Tonn. 141-142°C. Cnektp H ampP (8, my.; J, Tu): 3,78
(3H, c, COOCHs), 4,93 (2H, ¢, CH,COOCHs3), 7,11 (1H, g,
J=7.,6, H-3), 7,18 (1H, T J=7,6, H-5), 7,46 (1H, 1, J=7,6, H-
4), 7,51-7,58 (2H, m, H-5',6"), 8,05 (1H, g, J=7,4, H-4'7"),
8,23 (1H, A, J=7,6, H-6), 8,68 (1H, c, Hyiny).

3acanbHa Memoduka cuHme3y 2-R-3-(2-anko-
kcudpeHin)nponioHimpunie 3. Kun'atumo 2 MMonb ak-
punoHiTpuny 5 i 4 mmonb Goporigpuay HaTtpito y 20 mn
MeTaHony BnpogoBx 1roa, micns Toro [OOAEMO  Lie
2 mmonb Goporigpuay HaTpito, i kun'aTumo we 1 rog (anga
CVHTEe3y pe4voBuMHM 3a HeobXiaHO micnsa UbOoro goaaty e
2 MMornb Goporigpvay HaTpilo Ta NPOAOBXUTU KUM'ATIHHS
we Ha 1 rog). o oxonoaxeHoi peakuinHol cymili goaa-
emo 20 mn 5 % BogHOro po3unHy consiHoi kucnotu. Ocan
BiAINbTPOBYEMO Ta NEpeKpuCcTanisoByeMo:  Crony-
kn 3c,f,k — i3 eTunoBoro cnupTy, cnonyky 3a — i3 cymiwi
O6eH3eH —rekcaH 2 : 1.

3-[2-(2-Tippokcuetokcu)deHin]-2-(4-HitpodeHrin)-
nponioHiTpun 3a. Buxig 62 %, 7. Tonn. 104-105°C.
CnexTp "H AmP (5, m.; J, Tu): 3,13 (1H, pa, J=12,6,
J=9,6, CH,CHCN), 3,22 (1H, pp, J=12,6, J=6,0,

CHECHCN), 3,83 (2H, M, CH2CH,OH), 4,06 (2H, T, J=4,4,
CH,CH,0OH), 4,75 (1H, pa, J=9,6, J=6,0, CH2CHCN),
4,86 (1H, yw. c, CH,CH,OH), 6,84 (1H, 1, J= 7,6, H-5),
6,93 (1H, g, J=7,6, H-3), 7,12 (1H, g, J=7,6, H-6), 7,22 (1H,
T, J=7,6, H-4), 7,69 (2H, g, J=8,6, H-2',6'), 8,22 (2H, g,
J=8,6, H-3',5").

3-(2,4-OumeTokcudpeHin)-2-(4-HitpocpeHin)nponio-
HiTpun 3c. Buxig 78 %, T.Tonn. 126-127°C. CnekTp
H AMmP (6, M. J, Tw): 3,02-3,14 (2H, m, CH,CHCN),
3,76 (6H, c, MeO), 4,49 (1H, yw. 1, J=7,4, CH2CHCN),
6,41 (1H, og, J=8,2, J=1,6, H-5), 6,46 (1H, g, J=1,6, H-6),
7,00 (1H, @, J=8,2, 3-H), 8,07 (1H, g, J=8,4, H-2',6"), 8,22
(1H, g, J=8,4, H-3',5’).

2-[4-(BeH3o[d]aiokcon-5-in)-Tiazon-2-in]-3-[2-(3-xnopo-
6eH3unokcu)deHin]nponioHiTpun 3f. Buxig 65 %,
T. Tonn. 122—-123°C. CnekTtp "H AmMP (S, m.u.; J, Tw): 3,29
(1H, g, J=13,0, J=9,2, CH,CHCN), 3,49 (1H, pa, J=13,0,
J=6,0, CH;CHCN), 4,86 (1H, aa, J=9,2, J=6,0, CH2,CHCN),
5,11 (2H, m, OCHy), 6,04 (2H, c, H»-2"), 6,87 (1H, o, J=8,0,
H-7"), 6,93 (1H, 1, J=8,0, H-5), 7,02-7,12 (3H, m,
H-3,6,6"), 7,24-7,30 (2H, m, H-4,6"), 7,42—-7,56 (4H, M,
H-4".6",2",4"™), 7,94 (1H, c, H-5").

{2-[2-(4-HiTpodbeHin)-2-uiaHoeTun]deHokcu}-
outoBa kucnota 3k. Buxig 81 %, T.Tonn. 166—167°C.
CnekTp "H AmMP ®, mu.; J, Tu): 3,10-3,25 (2H, m,
CH>CHCN), 4,66 (1H, g, J=16,0, OCH,), 4,72 (1H, g,
J=16,0, OCH,), 4,77 (1H, 1, J=7,6, CH2CHCN), 6,86 (1H, T,
J=17,6, H-4), 6,90 (1H, g, J=7,6, H-6), 7,09 (1H, g, J=7,6,
H-3), 7,22 (1H, 1, J=7,6, H-5), 7,70 (2H, O, J=8,8, H-2',6'),
8,20 (2H, o, J=8,8, H-3',5).

BucHoBKU. TakuM 4YMHOM, HamMM NIATBEPIKEHO, LWO
ankinoBaHHa  3-(reT)apun-2-iMiHoKkyMapuHiB 3 CUNbHUMU
€NeKTPOHOaKUENTOPHUMU  (reT)apunbHMKM  3aMiCHUKaMm1
BiAOyBaeTbCA BMHATKOBO 3a atoMoM OKCUreHy 3 po3KpuT-
TAM Uukny. [laHe NepeTBOPEHHSI MOXHA 34INCHUTK 3 npe-
napaTMBHUMW BUXO4AMW Ha AOCUTb LUMPOKOMY Komi $K
iMIHOKYMapuHiB, Tak i ankinto4dmx 3acobiB, TOMy LS peak-
Ui € 3pyYHUM MEeTOOOM CUHTE3Y PIi3HOMaHITHUX 2-
(reT)apun-3-(2-ankokcudeHin)akpunoHiTpunie. BigHoBneH-
HSl aKTMBOBAHOrO NOABINHOIO 3B'A3Ky, MpOBeAEeHe Ha Mpu-
Knagi gesikmx i3 OoTpMMaHWX akpwuioHITpuniB, BigkpuBae
LWNAX 0O HOBMX MONipyHKUIOHANBbHUX CMOMyK, 34aTHUX OO0
noganbLuoi Mogudikawii.
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2-(FET)APUN-3-(2-ANNTKOKCUDPEHUIT)AKPUITOHUTPUIbI U UX MPON3BOAHDbIE

IMymem e3aumodeiicmeus 3-(4-HumpogheHun)- u 3-2emapusn-2-UMUHOKYMapuHO8 C asikuupyrowWuMu azeHmamu pa3iudHol npupoobl NosyYyeH
6onbwoll Habop 2-(zem)apun-3-(2-ankokcugheHusn)akpunoHumpusos. [[poeedeHo soccmaHosieHUe akmueoeaHHOU O8OUHOU C8sI3U aKpUsIOHUM-
punbHozo ¢ppazcmeHma nocpedcmeom 6opaudpuda Hampusi U fMokasaHo, Ymo OaHHasi peaKuusi MOXem COMpPo8oX0ambCsi 80CCMaHo8/IeHUeM
CJ10)KHO3GbUPHOU 2pynnbi 00 cnUpPmMoeoll 8 cry4ae CI0XHO020 3ghupa [2-(2-R-2-yuaHo8UHUIT)heHOKCU]YKCyCHOU KUCI0mbl.

Knroyesbie cnoea: 3-(2zem)apun-2-uMuHokymapuHbl, O-ankunupoeaHue, 2-(2zem)apus-3-(2-anKoKkcugheHus1)akpusioHUmpuJsbl, 80CCMaHo8JIeHUe,
2-(2em)apus-3-(2-ankokcugheHus1)IPONUOHUMPUIIbI.
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3-(HET)ARYL-3-(2-ALKOXYPHENYL)ACRYLONITRILES AND THEIR DERIVATIVES

By reaction of 3-(4-nitrophenyl)- and 3-hetaryl-2-iminocoumarins with the various agents of alkylation a large set of 3-(Het)aryl-3-(2-alkoxyphenyl)-
acrylonitriles were obtained. Quite a large array of 3-(Het)aryl-3-(2-alkoxyphenyl)acrylonitriles is described in the literature, and it is shown wide
variability of (Het)aryl substituents. But alkoxyphenyl fragment is represented mainly methoxy derivatives. It is caused primarily by major method of
the synthesis of such structures, namely by the condensation of active 3-(Het)arylacetonitriles with 2-alkoxy salicylic aldehydes. Last compounds
can be synthesized by alkylation, but owing to the reduced activity of the hydroxyl group in this case, good results can be obtained only high active
agents (methyl iodide, dimethyl sulfate etc.).

We tried to change the order of stages: first make the condensation of salicylic aldehyde with 3-(Het)arylacetonitrile and then make the reaction
with agents of alkylation. High electron acceptor ability of the substituent in the 3rd position of 2-iminocoumarins causes the lability of the cycle
and reduces the nucleophility of Nitrogen, and it makes more possible O-alkylation. This fact avoids the problems associated with active of
alkylation agents and permits us to synthesize a wide range of new 3-(Het)aryl-3-(2-alkoxyphenyl)acrylonitriles. If the original compound contains
additional hydroxyl group, it is alkylated simultaneously with the cyclic Oxygen of 2-iminocoumarin's system.

In this work we have studied one of the possible ways of further chemical transformation multifunctional molecules of 3-(Het)aryl-3-
(2-alkoxyphenyl)acrylonitriles: reduction of activated double bond by sodium borohydride action. It's interesting, that through this reaction not only
C = C bond can be saturated to C-C but ester group in alkoxyl residue can be transformed to alcohol group too.

Keywords: 3-(Het)aryl-2-iminocoumarins, O-alkylation, 3-(Het)aryl-3-(2-alkoxyphenyl)acrylonitriles, reduction, 3-(Het)aryl-3-(2-alkoxyphenyl)-
propionitriles.



