ISSN 0321-4095, Voprosy khimii i khimicheskoi tekhnologii, 2020, No. 3, pp. 183-188

183

YIK 547.793:547.39.054.4

H.B. Cimyposa, O.1. Maiibopooa, 1.B. Ilonosa

Hauionanbhmii yHiBepcuTeT XapyoBux TexHoJoriii, M. KuiB, Ykpaina

1,3,4-Okcagnia3ony — I’ ITUWICHHI reTepOLMKIIIYHI MOJIEKYJIM, 110 3apeKOMEHIyBaJIu cede
SIK 0iOJIOTIYHO aKTUBHi PEYOBMHU 3 IIIMPOKUM CIIEKTPOM aKTMBHOCTI. BoHUW 3Haiiim
3aCTOCYBaHHSI SIK JIiIKapChKi 3acO0M, iHCEKTULIMAM, (hiyopeclieHTHI MaTepiaiu Touo. B
TOM Xe 4yac, aKTyaJJbHUM € TU3aiiH CIIOJIYK, 110 MOPSII 3 OKCaAia30JIbHUM LIUKJIOM MiCTSITh
iHIIIi TPYTIH, 1110 MOXYTb BIUIMBATH Ha Oi0JIOTiUHI BJIaCTUBOCTI MOJIEKYJI, 30KpeMa aMiaHi
YIPYIIOBaHHS, SIKi BillOMi BMCOKOIO MECTULIMIHOK aKTMBHICTIO. B maHiit poboti Hamu
pO3po0JIeHNIi 3pyYHUI TIpernapaTUBHUNA MeTOHd CUHTe3y 2-(hypuil/TiEHII-5-XJIOpMETHI-
1,3,4-okcaria3oiiB, SIKMi JO3BOJISIE OACPXYBATU 3HAUHI KiJIbKOCTi IIJIbOBUX PEYOBUH 3
BUCOKMMM BUXOJaMH, Ta MOKa3aHa MOXJIMBICTD IX Iomaibllnoi (pyHKIIiOHAI3alil 3a pa-
XYHOK aKTMBHOTO XJIOpMETWJIbHOTO yrpyrnoBaHHs. Ilnsxom B3aemogii BuxinHux 2-gy-
puJ/TieHiN-5-xopmeTui-1,3,4-okcaria3oniB 3 MEpBUHHUMY aMiHaMU Ta TOAAJIBIIOTrO iX
allMJIyBaHHS XJIOPAHTIAPUIOM 4-XJIOp-2-TIEHTEHOBOI KUCJIOTU OYJI0 CUHTE30BaHO HU3KY
HoBux N-ankin- N-[5-dypun/TieHin-1,3,4-okcaniazonin]-2-neHTeHamimiB, 1110 MOPSA 3
OKCaJlia30JIbHUM ILIMKJIOM MiCTSITh HEHAacMYeHUI aminHuit ¢pparmeHT. IneHTudikarito
OTPUMAaHUX TMPOAYKTIB BUKOHYBAJIM 3a joromoroto criekrpockorii 'H SIMP, a ix ckian
MiITBEPIKEHU TaHUMU €JIEMEHTHOTO aHajidy. Pe3yabTat maHuX HOCTiIKEHb MOXYTh
OyTH BUKOPMCTaHi B CHHTETUYHIl MPaKTUILi, a CAHTE30BaHi CITOJYKW — JUIS TTIOAAJIBIIIOTO
BUBYEHHS 0i0JIOTiYHOI aKTMBHOCTi, 30KpeMa iHCEKTULIMIHOI.

KmouoBi cioBa: cunaTe3, numkiizauis, 1,3,4-okcamiazon, 4-xjop-2-ieHTEHOBA KHUCJIOTa,

CUHTE3 N-AJIKLJI-N-[5-@YPWJI/TIEHLI-1,3,4-OKCAIIA3OJILI]-2-IIEHTEHAMIAIB

aJIKEHaMiI.
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Bcemyn

IT’aruunenne xinbie 1,3,4-okcaniazony € Bax-
JIMBUM OiJIIiHT-0JI0KOM MpPU CTBOPEHHI (hapmalieB-
TUYHUX 3aC00iB, 10ro MoXHa po3rJISAaT K 0io-
i30cTepy KapOOHOBUX KMCJIOT, aMilliB Ta ecTepiB [1].
CIoayKH, 110 MIiCTITh LIeH reTepoLuKIiYHui dpar-
MEHT, MalOTh IIMPOKUIA CIIEKTP Oi0JIOriYHOI aKTUB-
HOCTi, 30KpeMa aHTHOaKTepiaJbHOI, IPOTUBIPYCHOI,
MpOTU3anajabHOI, aHAJTEeTUYHOI, MPOTUIYXJINHHOI
Towo [2,3]. ¥V cyyacHiil MeAWYHIi IMpaKTUIli BXe
3aCTOCOBYIOThCS Mpenapatu PanterpaBup® Ta 3u-
0oTeHTaH®, CTBOPEHiI Ha OCHOBI ITOXiTHUX
1,3,4-okcanmiazony. Kpim 3acToCyBaHHSI y MEIUUHIIA
XiMii, CHOOJYKM 3HaXOIsITh BUKOPUCTAHHS I y
CUIBCHKOMY TOCHOAAPCTBI IS 3aXUCTY CLIbChKOIOC-
MOJapPChKUX KYJIbTYP Bill IUKiTHUKIB B SIKOCTi iIHCEK-
TMuMaiB, GyHriouais, towo [4,5]. 1,3,4-Oxkcania-
30/ iHTEHCMBHO BMBYAIOThCS 3aBASIKM CBOIM IliKa-
BUM €JIEKTPOHHMM BJIACTMBOCTSIM, 1O POOUTH IX
MOTEeHILIMHO KOPUCHUMU IJs1 MaTepialo3HaBCTBa
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[6]. OcTaHHIM YacoM KiJbKiCTb pOGIT, IIPUCBIYE-
HUX CUHTE3y Ta JOCJHIAXEHHIO MOXiJHUX 3
1,3,4-oKkcania30JbHUM KiJIblIEM, 3HAYHO 30UIbLLIN-
Jach, LIl TeMi MPUCBSIYEHi OIJsImoBi crarTti [7,8].
Ile € cBimYEeHHSIM TOro, 1O ITOLIYK HOBUX CUHTE-
TUYHUX TiIXOAIB 10 ToximHux 1,3,4-okcamia3ony Ta
BUBYEHHS iX BJIACTUBOCTEN € BaXXJIMBUM 3aBIaH-
HSIM JUISI CUHTETUYHOI OpraHiyHOI XiMii.

Excnepumenmaavna wacmuna

MeTtuioBi ecTepd KapOOHOBMX KHUCJIOT Oyiu
olepKaHi B3aEMOMI€I0 iX XJIOpaHTiApUIIB 3 abco-
JIIOTHUM METAHOJIOM i BUKOPUCTOBYBAIUCh O€3 10-
JIaTKOBOTO OYHUILEHHS. 4-XJI0p-2-MeHTeHOBa KUC-
JoTa OyJjla CMHTE€30BaHa HaMU 3a METOAMKOIO [5], il
XapaKTepUCTUKHU CITiBIIaAaIu 3 JiTepaTypHUMHU Ja-
HUMMU. XJIOpaHTiapu 4-X10p-2-TeHTeHOBOI KUCIIO-
™ VI OyB cCMHTE€30BaHUI 3 BiIMOBIAHOI KMCJIOTH Ta
OKCaJIiIXJIOpUIY 3a CTAaHAAPTHOIO METOAMKOIO Ta
BUKOPHMCTOBYBABCsI 0€3 IOJATKOBOIO OYMIIEHHS.
Cnektpu 'H AMP pevoBuH B po3uuti JIMCO-dq

Synthesis of N-alkyl-N-[5-furyl/thienyl-1,3,4-oxadiazolyl]-2-pentenamides
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abo CDCIl,, 3apeecTpoBaHi Ha mpuiaaai «Varian
VXR-300», poboua yactora — 300 MI'l1, BHYTpillIHii
crangapt — TMC. Xiag peakiiii KOHTpoOJIOBaIu
metonom TIIX Ha mnactmHax Silufol UV-254. [Ina
KOJIOHKOBOI XxpomaTorpadgii 3acCTOCOBYBaJIM CUJTiKa-
renb Silica gel 60 Merck.

Memoouka cunmesy N’-(2-xaopoayemun)-2-
Gypun/mienineiopazudie 1V a, b

Ho po3unHy 0,5 MOJIb METHUJIIOBOTO €CTEPY
BimmoBimHOI Kap6oHoBoi kuciot B 100 My meTa-
Houty mojaBanu 0,7 Monb 40%-BOro BOZHOIO PO3-
YUHY TigpasuH-TiApaTy Ta KHAIUSTHJIN TIPOTSTOM
2 rog. ITicast oxonoakeHHs CyMillli ocal rixpa3uiiB
I1a,b BindinbTpoByBaiK, MPpOMUBAIN BOIOIO Ta BU-
CylllyBajid, 3aCTOCOBYBajiu 0e3 A0JaTKOBOTO OYU-
LIEeHHS (BUXOIM KiJbKiCHI).

AununyBannHg Ila,b xmopametunxmaopuaom
spiicHioBanu 3a MetomoM lllorrena-baymana y
BOJHOMY PO3UMHi, B SIKOCTi aKlLenTopa XJOpOBO/I-
HIO BUKOPUCTOBYBalu HaTpiii kapOGoHaT. o
0,5 mounp rimpasungy kKapooHoBoi kuciotu Ila,b y
500 mut xommomuoi Boam (5—10°C) gomasamm 0,6 MOJIB
HaTpiii KapOOHaTy Ta MPY iIHTEHCMBHOMY TIepeMillly-
BaHHI HeBEIMKUMHU TopirisMu 0,6 MOJb XJopaile-
TIxsiopuay. PeakiliiiHy Ko0y 0X0JIOIKyBaIu, 1100
TeMrepaTypa He TimiimMamachk Buie 15°C. Ilicms
3aKiHYeHHs peakuii ocan (pewoBuHu Illa,b)
BiadinbTPOBYBAIU, TIPOMUBAJIM BOIOIO Ta BUCYLIY-
BaJiM. KOHTPOJIb YMCTOTU MPOMYKTiB peakiiii mpo-
Boauau 3a goromororo TIIX, B momanbliomy ix
3aCTOCOBYBAJIM 0e3 MOMAaTKOBOTO OYMIIEHHS. Bu-
xonu ckiaganu 75—82%.

Memooduka cunmesy 5-(2-¢pypus/mienin)-2-
xaopmemun-1,3,4-okcadiazonie 1Va,b

Ho 0,4 mons cionyk Illa,b, nogaBaau 350 mu
POCI; ta HarpiBaiu A0 KUIMiHHSA TIpU MEpeMillly-
BaHHi 3a JOITOMOT0IO MarHiTHOI Milanku. HarpiBaH-
HSI TIPOAOBXKYBaiu mpotsaroM 1—1,5 ron (mo mpu-
MUHEHHS BUAIEHHS XJOPOBOAHIO TUIIOC 15 XB),
Micyst yoro xjaopokcua ochopy BinraHsid y Baky-
yMi BOJOCTpyMeHeBOro Hacocy. PeakuiiiHy cymili
OXOJIOMIXYBaJIW 10 KiMHATHOI TeMIMepaTypu, MOTiM
HEBSJIMKMMHY TIOPIIiSIMA BUJIWBAIM Ha 1 KT OOy
MpU TOCTiHHOMY MepeMilllyBaHHI Ta PO3TUpPaHHI
TPYIOK, IO YTBOpIoBaauch. Ocaj, 110 YTBOPIOBAB-
csl, BimGiabTpOBYBald Ta MPOMUBAIMN XOJOIHOIO
BOJIOIO IO HEMTpaJbHOI peakilii Ta BUCYILIyBalu y
BakyyM-ekcukaTopi Han P,Os. LlinboBi okcamiazo-
qu IVa,b — KpucTajiyHi peuoBMHU CBITJIO KOpUY-
HEBOTO KOJIbOPY. XapaKTepUCTUKH TTPOMYKTIB Ta iX
CIIeKTpaibHi AaHi HaBeaeHO B Tabj. 1.

Memoduxka cunme3sy aakin-[(5-(2-¢pypur/
mienin)- 1,3,4-okcadiazon-2-in)memuanJaminie Va-f

Ho 0,01 moab 5-(2-pypui/TieHin)-2-xiopmMme-

m™in-1,3,4-okcamiazony IVa,b momaBaau mpu oxo-
JIOJKeHHi onmHiero mopuiero 0,025 Monb aMiHy, Ie-
pPEMIIITYBAJIA Ta 3aJAINATNA TIPYU KiMHATHIN TeMITe-
patypi Ha 16—20 rom. KoHTpoab 3a peakili€io
sniicHioBaiu metonoMm TIIX (edtoeHT MeTusIeH-
xyopuna). IIpoaykT 3 cymilni ekcTparyBaiu AieTu-
JIOBUM €TepOM, a MOTiM OUMIILyBaIu 3a JOIMTOMOTOIO
KOJIOHKOBOI xpomaTorpadii (€10eHT: MeTUJIEHXJIO-
pun, metaHon — 95/5, BianoBinHo). OnepxkaHi pe-
YOBMHM — B’SI3Ki OJIi1, 1X XapaKTepUCTUKN HaBeJe-
HO B Tab. 2.

Memoouxa cunmesy N-aakin-N-[(5-(2-¢pypus/
mienin)- 1,3,4-oxcadiazon-2-in)memun |-4-x10po-2-
nenmenamioie VIla-f

Ho po3unny 1 MMmoms aminy Va-fra 1,05 Mmmoinnb
eTWJIIUI30MPOITiIaMiHy B 5 MJI CYyXOro MeTWJIeH-
XJIopuay noaaBanu kparismu 1,03 MMoJib XJ0paH-
rigpuay kuciaoTu VI B 2 M CyXoro METUJIEHXJIOPU-
Iy MpU TepeMilllyBaHHi MarHiTHOI MilllaJIKOI Ta
oxosiomkeHHi 10 10—15°C, mmicas 9oro TeMIepary-
Py OOBOOWJIM OO KiMHATHOI Ta BUTPUMYBAJIU IIPO-
TsiroM ronuHU. Ocaj, 1110 YTBOPIOBaBC, BiiiabTpo-
BYBAJIM, PO3YMHHMK BUIAJISII Y BAaKyyMi BOIOCTPY-
MeHeBOro Hacoca. N-ankin-N-[(5-(2-dypun/
TieHin)-1,3,4-okcaniazon-2-in)Merun|-4-xao0po-2-
nenteHaMigu VIla-f — B’a3ki odii, ski ouniiyBaau
3a gormomMororo duieill xpoMarorpadii (eJ10eHT: Me-
TWIeHXJIOpUI, MeTaHoa — 95/5 BimmosigHo). Xa-
PaKTePUCTUKHU Ta CTICKTPaIbHI CHHTE30BaHMX CITO-
JIyK JaHi HaBeleHo B TaOJ. 2.

Pe3yavmamu ma 062060penns

HaHa poboTa € MPOJOBXEHHSIM HaIIMX J0C-
JIIKeHb, MPUCBIYEHUX XiMil au3amimieHux 1,3,4-
okcamiazoniB [9]. Bukonanuii HaMmu aHaji3 JOCIIi-
IKeHb B JaHii rajysi MoKa3aB aKTyaJbHICTh TTOIIIy-
Ky 3pYYHUX IiIXOMiB IO CUHTE3y HOBMX (PYHKIIi-
OHaJi3oBaHMUX MoximHux 1,3,4-oKcamia3odiB, IO
MICTSTh peakiliiHO3JaTHE XJIOPMETUJIbHE YIpyIlo-
BaHHS Ta TeTEPOIUKIIITYHIMA (hparMeHT.

KnwouyoBumu cnonykamu € 5-(2-dypun/
TieHiN)-2-xm0pMeTui-1,3,4-okcanmiazonu 1Va,b, sxi
OyJIM HaMM CHUHTE30BaHi 3 METUJIOBUX ecTepiB (y-
paH- Ta Tio(heHKapOOHOBUX KHUCJOT 3a CXemoto 1.
Hamu nokazaHo, 110 LMKIIi3allisl aluiarigpasuiiB
¢dypaH- Ta TioeHKapOOHOBUX KHMCJIOT B YMOBax
KWIT ATiHHS 3 XJIOpOKCUAoM (pochopy NpuBOAUTD 3
BMCOKMMM BUXOJAMH OO BiAITOBimHMX 2,5-auU3aMi-
mweHux 1,3,4-okcamia3oiB, 1[0 MIiCTSTh peakilili-
HO3[IaTHE XJIOPMETUJIbHE YIPYTIOBaHHSI Ta JBa Pi3HUX
reTepoluKIiyHuX ¢parmMeHTa. IlepeBaramu 3acro-
COBAaHOTO METONY € BMCOKIi BUXOAU LiThoBUX 1,3,4-
OKCaJIia30JIiB Ta BiICYTHICTh HEOOXiZHOCTI OUMIILICH -
HSI TPOMIXKHUX CITOJTyK.

Ockinbku Moauikaliisi XiMiuHO1 CTPYKTYpu

N.V. Simurova, O.I. Maiboroda, 1.V. Popova
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| — | —
yas / NH-NH,
| Ila,b
X 0 POCI X PO cl
o 3
W, NH-NHA -l D_<\NFN(\
llla,b IVa,b
X=0 (la-IVa), X=S (Ib-IVb)
CxemMma 1
Ta6nauus 1

XapakTrepucTuku 2-gpypui(TieHina)-5-xaopmerui-1,3,4-okcagiazonis IVa,b

1 JlaHi elTeMEeHTHOTO .k
Ne  |Bpytro-dopmyna TeMnepaTy[())a Hani 'H H.I.\./[P aHanisy, % BH? s
IIaBlieHHs, C|  CIEKTPOCKOIMII, M.4. = %
3Haiineno |Po3paxyHok
C 45,65 C 45,55
g 4,78 c., 2H (CH,Cl); H 2,71 H 2,73
Va | GHsCIN;O, 80-82 6,60-7,60 m. 3H (dypun)| C119,32 | C119,21 65
N 15,16 N 15,18
C 41,96 C 41,90
H 2,53 H 2,51
IVb | CH.CIN,OS 7880 | 44623 & 2H g%H(ZCGD’. | crzas | aner |7
AUTLOUM SHATEHU 1399 | N 13,96
S 15,95 S 15,98
IMpumitka: * — BUXiI y po3paxyHKy Ha BUXiIHUI ecTep KapOOHOBOI KMCIIOTH.

MOKe 3HAaYHOIO MipOIO BILJIMBAaTU Ha Oi0JIOrivHi Bja-
CTHUBOCTI CIIOJIYK, HaMM OYyJIO 3MiAICHEHO HM3KY
XiMiYHMX II€peTBOpPeHb (cxema 2), 110 IPU3BIB 10
HeBimomux panime N-ankina-N-[5-pypun/TieHin-
1,3,4-okcagiazonin]-2-neHreHaminiB VIIla-f, axi
MOPSA 3 OKCaJia30JIbHUM LIMKJIOM MiCTSITh HEHACU -
YeHUI rajoreHOoBMiCHUM aMigHuil ¢pparmeHt. Pe-
aKIIiero S-reTepui-2-xjaopMeTui-1,3,4-okcania3oiB
IVab 3 nmepBMHHMMM aMiHaMM HaMM OyJlIud CUHTE-
30BaHi ankin-[(5-(2-¢ypun/Tienin)-1,3,4-okcami-
azon-2-inm)Metwii|aminu Va-f (cxema 2), siKi, B CBOIO
yepry, TaKoxX OyJIM 3aCTOCOBaHI SIK MPEKYPCOPU ISt
nopanbliol Monudikauii Mojekya. Hamu 3Haiine-
HO ONTUMAaJIbHI YMOBHU peakllii aJKiTyBaHHS, B SIKUX
BUXOOM crionyk Va-f craHosiuars 48—66%.

K BimoMo, pi3Hi TMIIM aMiliB MalOTh LIMPO-
KM CIIeKTp 0iOJIOriYHOI aKTMBHOCTI, a HasBHICTh
aToMma raJloreHy BaXkKJIMBa IJIs1 TIPOSIBY iHCEKTULIMI-
HUX BlIacTuBocTeii [5]. Aminu Va-f 6ynu BBeneHi y
B3aEMOIII0 3 XJIOPAHTIAPUIOM 4-XJI0P-2-IIEHTEHO-
BOI KMCJIOTU. SIK aKiienTop XJI0pOBOIHIO IIPU allv-

JIyBaHHI 3aCTOCOBYBajaCh OCHOBA XIOHIira (€TWimi-
i30IIpomniiaMiH), TOAi K BHUKOPUCTAHHS iHIIMX
OpraHiYHMX OCHOB (TpHUeTUJaMiH, MipUAUH,
N, N-nuMeTunaHijIiH) JaBajao CYTTEBO Tipllli pe3yib-
TaTu.

Amnani3 BenmmunH KCCB BiLMHaJIbHUX IPO-
toHiB H-2 i H-3 y ciektpi 'H AMP 4-x10p-2-neH-
teHoBoi kucinotu VI (J=15,3 I') Ta meHTeHaAMIfiB
VlIla-f (13,9—15,3 I'l) cBigYuTh, 110 BOHU 3HAXO-
ISThCSI B mpanc-nonoxeHHi [10].

bynoBy Bcix omepXaHUX CIOJYK MiATBEpIKe-
Ho cnekTpamu SIMP 'H, a ckiag — maHumu eje-
MEHTHOTO aHaJi3y.

Bucnoexu

Po3po0biieHOo 3pydyHUU MeTon odepKaHHS
2-(ypun(tienHin)-5-xmopmeruin-1,3,4-okcamiazois,
110 MalOTh peakilifHO3MaTHE XJIOPMETUIbHE YIpy-
MOBaHHS Ta MOXYTh OYTH 3pYYHUMU OiIIiHT-0JI0-
KaMU y OW3aiiHi Okl CKIagHUX Mojiekya. Onep-
>KaHi moximHi 1,3,4-okcania3oJiiB € CTapTOBUMU pe-
areHTamMuy IJis CUHTe3y HEBIZOMMX paHille ajKiJ-

Synthesis of N-alkyl-N-[5-furyl/thienyl-1,3,4-oxadiazolyl]-2-pentenamides
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R
X 0 Cl RNH, X 0 NH’
ST = O —

IVa,b Va-f
cl 0

o _C
/W « O\(\N )W
vi O m & cl
— 5 7\

Vila-f

X=0, R=i-Pr Va, Vlla; X=0, R=Bu Vb, VIIb; X=0, R=CH,CgH5 Ve, Vlic;
X=8, R=i-Pr Vd, Vlid; X=S, R=Bu Ve, Vlle; X=S, R=CH,CgH5 Vf, VIIf

Cxema 2

Tadonuusa 2
XapakrepucTuku N-ankijg-okcaniazoniB Va-f ta N-ankin- N-enaminis VIIa-f

JlaHi eJleMeHTHOTO .
Ne bp yTTO_q)Ep myna/X, Jani 'H AMP crieKTpockormii, M.4. aHamizy, % Bpf;m’
3uatizeno | Po3paxyHok °
1 2 3 4 5 6
C, H.N.O, 1,05 1. (CH3); 2,76 m. 1H (CH); 3,98 ¢., 2H (N-CH,); | C57,85 | C 57,95
Va X=0, 737 ¢. 1H, 7,42 ¢, 1H, 7,25 c. 1H, (dpypun), 7,95 yurc| H6,39 | H6,32 58"
R=izonpormin 1H (NH) N 20,08 | N 20,28
0,91 1. (CHs); 1,20 m. 2H (CH,); 1,58 M. 2H (CHa,);
C H NO 3
Vb s 302 2,85 m. 2H (CH,), (Gytmn); 3,92 ¢, 2H (N—-CH,), %569 ’9802 (;{569’8732 o
X=0, 8,01 c., 7,34 c., 6,90 c. 3H, (byprn), 8,15 yu.c. ’ ’
- N 18,76 | N 18,98
R=H-OyTHn IH (NH) ) )
C HNO
Ve 1413 372 3,82 ¢. 2H (CH,—CgHs); 4,01 c., 2H (N-CH,), 6,89 c., %655 ’2615 %655 ’1837 48"
X=0, 7,27-7.41 m., 8,12 c. 9H, (ypur, denin, NH) : ’
R=0en3un N 16,51 N 16,46
C,,H,,N,08 1,085, 3H (CHy); 2,75 w. 1H (CH), 3,98 c., om0
vd X=S, 2H (N-CH,), 7,05 ¢., 737 ¢, 7,80 ¢., 3H, (rienin), | 7000 | N 1e.80 61"
R:iSOHpOHiJI 7>90 yui.c. IH (NH) S 14’30 S 14’36
C,H.NOS | 090t 3H (CHy); 1,18 s. 2H (CH,); 1,55 w. (CH,); %565’3519 (;{565’3677
Ve X=S, 2.80 m. 2H (CHy) (6yrmn); 3,95 ¢, 2H (N-CHo), 707 ¢of 15 | N 1791 56
R=n-6yTin 7.33 ¢, 7,81 ¢, 3H, (rienin), 8,05 yure. IHONH) | ¢ 3% | g 1351
C H NOS 3,83 ¢. 2H (CH,—CgHs); 4,0 ¢.; 2H (N-CH,); 7,07 c., %641 ’8886 (;{641 ’8932
A% X=S 7,25-7,47 m., 7,80 c. 9H, (tienin, penin, 7,90 ym.c. i i 52"
. N 15,52 | N 1549
R=6ensun IH (NH) S11,77 | S11,82
CoH CIN:O. |1:25 2 3H (CH;-CH); 1,71 1. 3H (CH;~CHCI); 3,83 M| C 55,59 | C 55,65
ViIa 15 )1(820 3 1H (CH); 3,97 1H (CHCI); 4,50 c., 2H (N-CH,), H 5,65 H 5,60 6™
Rebomborin 6,05 1. Jyy=15 T, 1H (CH=); 6,5 ¢. 1H (pypun), | C111,01 | C110,95
P 6,64 n.n. 1H (CH=); 6,89 c. 1H, 8,12 ¢. 1H (dypmn) | N1291 | N 12,98
0,98 1. 3H (CHjs); 1,32 m. 2H (CH,, 6yTun); 1,44 m.
C16H2CIN;04 2H (CH,, Gyrmn); 1,75 1. 3H (CH;—CHCI); 3,48 m. %566’0832 %556’9879
VIIb X=0, 2H (CH,, 6ytun); 3,83 m. 1H (CH-CH3); 4,50 c. ’ ’ 64"
Y C110,00 | 19,91
Ren-Gyrmn  [2H (N-CH), 6,01 1 J=13.9 I, IH (CH=); 634 11| 1170 | N 1174
1H (CH=); 6,65 c. 1H, 6,87 c., 8,12 ¢. 3H (dypwmn) ’ ’
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IlponoBXeHHs Tabaunu 2

1 2 3 4 5 6
1,70 . (CH;~CHCI); 388 m. TH (CHCD; 429¢. | i ar | c o137
C]9H18C1N303 2H (CHz—C(,Hs); 4,60 C., 2H (N—CHz), 6,03 . H4 ’82 H4 ’89 "
Vilc X=0, Ju=142 Tu, 1H (CH=); 6,38 11 1H (CH=); 6,58 ¢, | 91 | closs | ©
R=6ensun 6.8 c., 8,10 c. 3H (tienin); 7,03-7.44 m. 2H (CH): | 1136 | N 1130
7,31-7,42 m. 3H (CgHy) ’ ’
125 1. (CH;—CH); 1,71 x. (CH;—CHCI); 3,87 M. | C 53,06 | C 53,01
C5H3CIN;O,S 1H (CH); 3,99 1H (CHCI); 4,49 c., 2H (N-CH,), H 5,39 H 5,34
VIld X=S, 6,06 1. Jyz=15,3T'u, 1H a.n. (CH=); 6,29 c. 1H C110,49 | C110,43 68"
R=isonporin | (rienin); 6,34-6,6 n.a. 1H (CH=); 7,37 ¢. 1H, 7,82 ¢c. | N 12,30 | N 12,36
1H (rienin) S 9,38 S 9,43
0,95 1. 3H (CH;); 1,30 m. (CH,, 6yrun); 1,41 m.
2H (CH,, 6ytmn): 1,71 1 3H (CHsCHCI); 348w, | C 2439 | € 3431
C16H,0CIN;0,S _ _ H564 | HS5,70
VIle X=S, (CH,, 6yTun); 3,87 m. 1{1 (CH-CHy); 4,5070. C110.12 | C110,02 66"
R=s1-GyTon ZH (N-CH), 6,0 1. Juw=14,1 ', 1H (CH=); N1181 | N11.87
6,29-6,49 m. 2H (CH=, rienin); 7,33 c. 1H, 7,80 c. ’ ,
. S9,12 S 9,06
1H (tienin)
1,72 n. (CH3—CHCI); 3,87 m. 1H (CHCI); 4,28 c. C 58,80 C 58,83
C]gH]gCle,OzS 2H (CHz—CéHs); 4,60 C., 2H (N—CHz), 6,02 . H 4,71 H 4,79
VIIf X=S, Jup=14,1 T'y, (CH=); 6,29-6,42 m. 2H (CH=, Tienin); | C19,21 Cl19,14 70"
R=06en3un 7,04-7,14 m. 2H (C4¢Hs); 7,30-7,46 m. 4H (Tienin, N 10,80 N 10,83
CeHs); 7,77 c. 1H, (Tienin) S 8,31 S 8,26
[Mpumitku: * — BUXiI y po3paxyHKy Ha BUXiqHi 2-dypui(TieHin)-S-xmopmerui-1,3,4-okcaniazonu [Va,b; ™ — Buxin y po3paxyHKy Ha

ankin-[(5-(2-dpypun/rienin)-1,3,4-okcaniazon-2-in)meruinlaminm Va-f.

[(5-(2-dypun/Tienin)-1,3,4-okcanmiazon-2-in)me-
tunlaminiB Va-f ta N-ankin-N-[(5-(2-pypun/
TieHin)-1,3,4-okcagiazon-2-in)MeTun|-4-xaopo-2-
nenteHaminiB VIla-f. HoBi croayku, omepxaHi B
XOMi €KCIIEPUMEHTAIbHUX IOCIiIXeHb, MEePCHeK-
TUBHI IS TTOAAJIBIIOIO AOCIIXXEHHS Pi3HUX BUIIB
OiosoriyHoi akTUBHOCTI. CTPyKTypa OJep>KaHUX
CMOJIYK TiATBEpAXeHa JaHWMU crekTpockorii 'H
AMP, a ix ckag — JaHUMM €JIEMEHTHOIO aHaJi3y.
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SYNTHESIS OF N-ALKYL-N-[5-FURYL/THIENYL-1,3,4-
OXADIJAZOLYL]-2-PENTENAMIDES

N.V. Simurova *, O.1. Maiboroda, 1.V. Popova
National University of Food Technologies, Kyiv, Ukraine
* e-mail: n.v.simurova@gmail.com

1,3,4-Oxadiazoles are five-membered heterocyclic molecules
that proved to be biologically active agents with a wide range of
activities. They used as medicinal agents, insecticides, fluorescent
materials, etc. At the same time, it is important to design the
compounds, which, along with the oxadiazole ring, contain other
groups that may affect the biological properties of a molecule, in
particular, amide groups, which show high pesticidal activity. In this
work, we developed a convenient preparative method for the synthesis
of 2-furyl (thienyl)-5-chloromethyl- 1,3,4-oxathiazoles which allows
producing significant quantities of target substances with a high yields.
The possibility of their further functionalization due to the active
chloromethyl group is shown. Via the interaction of starting 2-furyl/
thienyl-5-chloromethyl- 1,3,4-oxathiazole with primary amines
followed by the acylation with 4-chloro-2-pentenoic acid, a number
of new N-alkyl-N-[5-furyl/thienyl-1,3,4-o0xadiazolyl]-2-
pentenamides were synthesized which contain an unsaturated amide
fragment, along with 1,3,4-oxadiazole ring. The synthesized products
were identified by '"H NMR spectroscopy and their composition was
confirmed by elemental analysis. The results of our study can be
used in synthetic practice and the synthesized compounds should be
further investigated in terms of their possible biological activity,
particularly as insecticides.

Keywords: synthesis; cyclization; 1,3,4-oxadiazole;
4-chloro-2-pentenoic acid; alkenamide.
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