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HauionansHuii yHIBEpCUTET XapuOBHUX TEXHOJIOT1H

3PYUHUMN METOJ OJEPXKAHHA

2-APMJI(TETEPNJD)-5-XJIOPMETNJI-1,3,4-OKCA ITA30OJIIB

Monexyna 1,3,4-oxcadiazony 6ukaukae 3Haunul inmepec 3a60aKu WUPOKOMy cnekmpy 0ionociunoi ma ¢ghap-
maxonociunoi akmusHocmi. Bona wupoxo npeocmasnena 6 skocmi npugiieliosanoi cmpykmypu 8 Ximii nixap-
cokux pewosut. Tomy po3pobra 3pyunux memooie odepocanns 3amiyenux 1,3,4-oxcadiasonie € axmyarbHum
Hanpsmom 0ocaiodcenv. Ocobaueo yikaeumu € noxioui 1,3,4-oxcadiazonie, sxi micmsams peakyitinozoamue
XTIOpMemuIbHe YePYNOoGaHHs, Wo 00360JAE IX NOOATLULY XIMIYHY MOOUpIKayiro.

Poboma npucesuena po3podyi 3pyuH020 NpenapamusHoco Ccnocoby ooepicanus 2-apun(eemepur)-
S-xnopmemun-1,3,4-oxcadiazonis. 3anponoHo8ano cxemy, 8 AKiu GUXIOHUMU PEUOBUHAMU € KOMEPYIUHO OOCIYNHI
APOMAMUYHI MA 2eMepPOYUKITUHI KapOOHOGI Kuciomu. Memoo ipyHmyemscsi Ha 00epicanti 2i0pasudie KapooHo-
BUX KUCTIOM, X NOOANLUIOMY AYUTYBAHHI MA YUKTIZAYTT CUHME308AHUX NPOMIJICHUX NPOOYKMIE Nid Oi€l0 MpPuxio-
poxcudy gocopy (V). Ilepesacamu memooy € eucoxi euxoou yinbosux 1,3,4-oxcadiazonis i eiocymuicmo neoo-
XIOHOCMI 04U aAMU NPOMINCHI CROTYKU, WO SHAUHO CAPOUYE NPoyedypy, CKOPOUYE HeOOXIOHUL 4ac, eKOHOMUMb
peazenmu. Memoo npudammuuii K 0151 00EPAUCAHHI WUPOKO20 Koaad 2-apua-5-xnopmemun-1,3,4-oxcadiazonia,
Max i 0essKux NOXIOHUX [3 2eMePOYUKTIYHUMU 3AMICHUKAMU, 30KpeMd 3 (hyPUlIbHUM aO0 MIEHLIbHUM.

Byoosy ecix ompumanux cnoayk niomeeposiceno cnekmpamu AMP'H, a ix ckaao — enemenmuum anaiizom.
Pezynomamu npogedenux 0ocniodicenb Modcyms OYmu 3aCmMoCo8aHi y CUHMEeMUYHIN Npakmuyi, a 00epicami
CNONYKU, WO MICmAMb PeakyiiiHo30amuy XJI10pMEMUIbHY ePYRy, € NePCReKmMuHUMY OLI0UHe-010KamMu 05l iX
nOOANLULOL XIMIUHOT MOOUGIKAYIT 3 Memoio 00epicants DIONO2TUHO AKMUSHUX NOXIOHUX, SIKI MOICYMb 3HAUMU
3ACMOCY8AHHSL 8 AIKOCMI JIKAPCLKUX 30C00168, THCEKMUYUOI8 Mmowo.

Knrouosi crosa: cunmes, yuxnizayis, 2iopazud, xaiopayemunxiopuo, 1,3,4-oxcadiazon, xaopoxcuo gpocgopy.

IMocTranoBka mpoodaemu. Okcaaia3onnd iCHYIOTH
Yy 4OTHPBHOX 130MepHHX (opMax, IpoTe caMe MOXiIHi
1,3,4-okcaaia3ony MarOTh MIXPOKHUI CrIeKTp Oi070r14-
Hoi akTuBHOCTI. Cepe HUX 3HaWICHI CIIONYKH 3 MPO-
TUBIPYCHOIO, TPOTHITYXJIMHHOIO, aHTHUMIKpOOHOIO,
aHaJITETHYHOIO, IHCEKTHIIMAHOIO BIacTUBOCTIMH. Ha
CHOTOIHIMIHIA NIeHb Tpenapard 3 OKCaaia30IbHIM
IIUKJIOM 3aCTOCOBYIOTBCS y TIPAKTUYHIH MEIHUIVHI B
SKOCTI aHTUPETPOBIPYCHUX 1 MPOTUITYXJIMHHUX TIpe-
napariB [1; 2]. Llei reTrepouukmiyHuil pparMeHt y
MEIUYHIHN XiMiT po3IIIsSIa€Thes SIK OioizocTep KapOo-
HOBUX KHCJIOT, €CTEPIB Ta aMifiB, JJIs SIKOTO Xapak-
TEpHE Pi3HOMAHITTS BIACTHBOCTEH i 3aCTOCYBaHb [3].

3rigHo JiTepaTypHUX AaHUX, TOCIIIKEHHS QyHK-
IOHATFHUX MOXigHUX 1,3,4-0Kcaia3oiiB 30cepe-
JKEHO SIK Ha MOLTYKY HOBHX METOAIB CHUHTE3Y CIIONYK

i€l rpyIy, TaK i Ha MOLIYKY HOBUX rajy3eH ix 3acto-
CyBaHHs. 3HAYHUH 00CAT HAYKOBUX [DKEPEN CBIAYUTD
PO MOTEHIiaJ TaKuX AOCHIKEHb, TOMY PO3pOOKa
3pYYHHAX METOMIB OJICpP’KaHHS IIUX PEUOBHH € aKTY-
AIBHOIO.

AHaJi3 OCTaHHIX OCJTiMKeHb i MyOJriKamiii.
Y HaykoBiif JiTepaTypi OCTaHHIX POKIB € 3Ha4Ha
KIUTBKICTh TIOB1IOMJICHB IIOJI0 CUHTE3Y, JIOCIIiHKSHHS
BJIACTHUBOCTEH 1 MOXKJIMBOCTEH MPaKTHYHOTO 3aCTO-
CyBaHHS pe4oBuH 13 1,3,4-0Kkcajia30bHUM [TUKIIOM.
Llii TeMi MPUCBIYEHO AEKiTbKA IPYHTOBHUX OIJIS-
niB [4; 5]. 3okpema, TTOKa3aHO MOMKJIHBICTH 3aCTO-
CYBaHHS CIIOJIyK LbOTO KJIACy B SIKOCTI JIIKQPCHKUX
mpernaparis, iHCEKTUIMIIB. 3Ha4HA KiIBKICTH POOIT
MPUCBSYCHA IN3aliHy Ta CHHTE3Y HOBUX MOXIJIHUX 13
1,3,4-0Kkcaia30IbHIM IIHKJIOM.
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CyuyacHi TeHneHiii oxepxanss 1,3,4-ockamiazomniB
IPYHTYIOTBCSI HA PEaKIigX OKHCHOI IMKJIi3allii, 3acTo-
CYBaHHI JICTIIPaTyrOYMX areHTiB [6; 7], MOIITyKy HOBUX
MYJTBETHKOMITOHEHTHUX PEaKIii, Peakiliii peruKmizarii
[8]. IIpoBeneHwmit aHai3 MOCTIHKEHD Y il rary3i IoKa-
3aB aKTyaJbHICTh TIOIIYKY 3PYYHHX TiXOIIB JO CHH-
Te3y HOBHX (PyHKIIIOHAJI30BaHHUX MOXiAHUX 1,3,4-0kca-
JIia30J1iB, SIKi MICTATh PEaKI[IHO3/IaTHE XJIOPMETHIILHE
YIPYIIOBaHHSI Ta apOMaTUYHUI 200 reTepOLUKIIYHUHA
(bparmMeHT. Y TIepCIeKTHBI 1Ie JO3BOJIUTH 3HANUTH HOBI
PEUOBHUHHM 3 BHUCOKOIO OiOJIOTIYHOIO AKTHBHICTIO TS
notped sk ¢apMareBTHYHOI, TaK 1 IHIIHUX Tary3el
xiMiuHOI pomHucIIoBOCTI. L5t poboTa € mpogoBKeHHIM
JIOCITI/DKeHb aBTOPIB, TNPUCBAYCHHX METOJAM OJep-
JKaHHS au3amimmenux 1,3,4-okcaiazomis [9].

Meta crarti. MeToto poboTH OyB TONIYK
ONTHMAJBHOI CXEMH CHHTE3y 2-apui(TeTepu)-
S-xmopmetni-1,3,4-okcamia3oniB, ska JaBaia 0O
MOKIIUBICTD OJICP)KYBaTH TpeNnapaTHBHI KiJIbKOCTI
LIJIbOBUX PEUOBHH 13 BUCOKMMHU Buxojamu. LlinboBi
CTIOJIYKH € TIEPCTIEKTUBHUMH 1010 TIOAAIBINOT (YHK-
IioHami3aIlii Ta BUBYECHHS O10J0TIYHOTO MOTCHITIATY
ix moximanx. OcoOIMBY yBary mpuaiIeHO KOMEpITiii-
Hill JOCTYIMHOCTI BHUXiJHUX PEUOBHH 1 MOKJIMBOCTI
pereHepailii 3aCTOCOBaHMX PO3YMHHUKIB, IO J103BO-
JIsi€ 3HAYHO CKOHOMHUTH HEOOX1/IHI peareHTu.

Bukiang ocHOBHOrO marepiasy qOCTiIKEHHS.
BsikocTi BUX1THUX CTTONYK IJTSI CHHTE3Y 2-apyi(TETEPIL )-
S-xmopmeTwi-1,3,4-okcamiazoniB  Oylmo  00paHO psin
KOMEPIIIHHO TOCTYITHUX apOMATHYHUX 1 TeTePOIMKITIY-
HHX KapOOHOBHX KUCIIOT. KimouoBrME iHTEpMeTiaTaMu
B cuHTe3i 3amimienux 1,3,4-okcajia3oiiB € rigpasuan
KapOOHOBUX KHCIIOT. 715t X ofieprkaHHs aBTopamu OyJTH
CHHTE30BaHI OyTHIJIOBI €CTEPH BiIOBIIHUX KHCJIOT 2,
sKi 0OpoOIsics 65%-M PO3UMHOM TiNlpa3uH-TiAPATY.
Hacrynroro crazieto Oyio arptyBaHH Tigpa3uiB 3 3a
JIOTIOMOTOI0 XJIOPALETHIIXIIOPHIY 3 MOAAIBIIO0 [IMKITi-
3aIi€I0 aUUIbOBAHUX MPOAYKTIB 4 y LiTbOBI S-apuil-
2-xnopmetui-1,3,4-0kcaia3onu 5, 10 MpeICTaBIeHO
y XIMIYHIA cXeMi:
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Ar =4-CH;0CgH,; 1-5r Ar = 4-CI-CgH,;

1-50 Ar = 4-F-CH,; 1-5e Ar = 4-Br-C;H,; 1-5¢
Ar =4-NO,-C¢H,; 1-5x Ar = 2,4-C1,C,H;

1-53 Ar = 3,4-Cl,C;Hg; 1-5i Ar = 2-Br-CgH,; 1-5k
Ar = 3-CH,;0CgH,. 1-5k Ar = 3,4(CH,),C¢H,.
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CuHTe3 Trifpa3uaiB KUCIOT 32 LIEI0 CXEMOIO
€ 3pYYHUM, OCKIUJIbKHU Tiapa3uay 3a-J1 € HEPO3UMHHUMHU
y BOMI Ta JIETKO BiUIUIMOTBCA (BinbTpyBaHHAM. IX
aHaJi3 CBIIYMTH NPO JOCTATHIO YHCTOTY (95-97% 3a
nanumu SIMP-criekrpockomnii), ToMy Mmogaiblii peak-
uii mpoBoawiM 0€3 JO0JATKOBOTO OYMIIEHHS CIONYK
3. Bukopucransas OyraHOy Hajae 3Ha4yHI HepeBary,
OCKIJIbKM TIepedir peakuii 3pyuyHO KOHTPOJIOBATH 3a
KiJIbKICTIO yTBOpeHoi Boau. B3aemonito criomyk 3a-i
13 XJIOpaLEeTHIXJIOPHIOM MIPOBOIMIIM MPU KHIT SITIHHI
peareHTiB y TONyeHi, 0 TPUBOAMIIO 10 AllMIbOBAHUX
MOX1THUX 4a-J1, sIKi MICIs OXOJIO/DKEHHS PeaKIiiHOl
CyMillll BUTIaZaIM B OCaJ Ta BiAAUIsIUCS BibTpyBaH-
HsAM. Sk OyTaHOI, TaK i TOJyeH Micisl peakiii percHe-
PYBaJIM Ta 3aCTOCOBYBAJIN 0araToKpaTHO.

VY Bunaaky ¢ypaH- Ta TIopeHKapOOHOBHUX KHCIOT
OUTbII 3pYYHUM BHSBUIIOCS 3aCTOCYBAHHSI METHIIO-
BuX ecTepiB. [loganbpma cxema ix CUHTE3y HE BiApi3-
HSIETHCSI BiJl HABEICHOI BHIIE (CIIOJIYKH SM Ta SH).

Ha nepedir peakuiii BIIMBAIOTh 3aMiCHUKHU y OCH-
3CHOBOMY SIJIpi: BHUXiJ| I[LUIbOBUX MPOIYKTIB OUTHIIHIN
y PEUOBHH, SIKi MArOTh €JIEKTPOHOAKLIENTOPHI 3aMic-
HUKHU B aPOMaTHYHOMY SiApi. Y BHIAAKY €JIEKTPOHO-
nonopHux 3amicHukiB (CH,;, OCH,) peakuii BingOyBa-
I0ThCSI MOBUIBHIIIE, MOTPEOYIOYN OiNbLI TPUBAJIOTO
HarpiBaHHs. Buxoam y Takux BUINaJKax ACLIO HAXKYI.

L[i1b0BI CHONYKU € KPUCTAIIYHUMU PEUOBHHAMM,
CTIHKUMHU 10 3BHYAMHUX yMOB 30epiranHs. 3a HasB-
HOCTI KMCJIOT 1 BOJIOTH BOHH TTOBUIBHO PO3KJIAAIOTHCS
3 YTBOPEHHSIM PEYOBHH 4, L0 CBIOYUTH HPO ACSAKY
anuaoQoOHICTh OKCalia30JbHUX IMKIIB. Xapakre-
PHUCTHKH CIIONYK Sa-H HaBeAeHO B TaOmumi 1.

Cnekrpu SIMP'H pedoBun Oynu 3apeecTpoBaHi
B po3unHi JIMCO-d; na npunaai “Varian VXR-3007,
poboua gactora — 300 MI'1, BHYTpilIHii cTangapT —
TMC. KoHTpoib YMCTOTH HPOBOAMIN 3a JIOMOMO-
rOI0 XpOMaTo-Mac CeKTpoMeTpii Ha npuiani Agilent
1100 LC/MSD SL.

3acanvrnamemoouxa cunmesy 2iopazudie 2-apun-5-
xnopmemua-1,3,4-oxcadiazonie 3a-i. J10 0.2 mons kap-
00HOBOI KHCI0TH 1a-a gocmaHuku gogasaidd 200 M
OytaHoiy Ta TonmyeHcyaboxiopun (5% Big Mmacu
KHCJIOTH) B IKOCTI Katauizatopa. CyMill KUM ITHIN Y
k03101 3 Hacaakoro [lina-Crapka 10 MPUITUHEHHS YTBO-
peHHst Boau (2—5 roaun). Tlicis oXonomKeHHs peak-
uiitHoi cymimi gonasanu 0,3 Monb TiApazuHriApary
(3 xoHIIeHTpai€e0 65%), micis yoro ii HarpiBaau 10
KHITIHHSL TPOTSIToM 3 ToauH. Peakuiiiny cymim 3aiu-
LTI JU1s1 OXOJIOJKEHHS 10 KIMHATHOI TeMIlepaTypH,
MICJIsL YOTO 0caj, sIKMi yTBOPIOBaBCS, BiADiIbTpOBY-
BaJIM, IPOMHUBAIIN XOJIOAHOIO BOAOIO Ta BUCYIIYBAJIH
3a 60°C no nocriliHoi Macu. KoHTposns yucToTu mnpo-
BOJMJIM 32 JONOMOTOI0 XPOMAaTO-Mac CIEKTPOMETPii,
B IIOJIAJIBLIIOMY 3aCTOCOBYBaJIM 0€3 JOIAaTKOBOTO OYH-
menus. Buxoau ckimaganu 85—-100%.

3aeanvra memoouxa ayuno8anHs 2iopazudie 2-apui-
S-xnopmemun 1,3,4-oxcadiazoniexnopayemuixiopuoom.
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Taomus 1
XapakrepucTuka 2-apui(rerepui)-S-xjaopmerni-1,3,4-oxcagiazonis
- —
N Bpyriopopmyia 3H:;‘,1H2;a / Jlani SIMP 'H crex- JlaHi eJieMeHTHOT0 aHadi3y, % Buxir*,
CIIOJIYKHU Py PMY. mTH oC TpocKomii, M. 4. 3uaiineno PozpaxoBano %
] C 55,50 C 55,54
4.80c.,2H ? ?
5a C,H,CIN,O 1181'21 12(; 1/ 01]19' 7.5-7.6 m. 3H, 8.0-8.12 CIT 13{;6139 le 13{;6272 69
v 2H N 14,50 N 14.40
2.45c.,3H %549925 C 59,33
117-120/ 117- 476 c., 2H . H 4,98
So CioH,CINO 119[10]  |7.35 1, 2H, 7.95 1. 2H, %1 1125 295 Cl15,92 7
J=8Tn ’ N 12,58
3.90c., 3H %5:,5188 C 53,47
86-88 / 4.76 c., 2H 2 H 4,04
S8 CioHCIN:O; 85-87[10] 7.10 n, 2H, 7.96 n. 2H, IC\Il 1125’18 Cl115,78 67
Jun=8Tu ’ N 12,47
C 47,48 C47,19
4.80c.,2H . ?
83-85/ ’ H 2,28 H 2,64
Sr C,H(CL,N,O 82-85 [10] 7.46 z;, 21:{,87é91§ . 2H, 130,50 130,95 73
m— S5 I N 12.29 N12.23
C 50,95 C 50,84
4.80¢.,2H H 2091 H2,84
5n C,H(CIFN,O 1381_1(3)9[1/01]38_ 7.86 n, 2H, 8.48 n. 2H, Cl 16,76 Cl 16,67 68
Jw=9Tn F 8,99 F 8,94
N 13.21 N 13.18
C 39,63 C 39,53
478 c.,2H H 2,32 H2.21
Se C,H¢CIBrN,O 105-108 [10] | 7.46 1, 2H, 7.96 1. 2H, C112,99 C112,96 60
Ju=9.1T1 Br 29,32 Br29,21
N 10,28 N 10,24
C 45,22 C 45,11
4.82c.,2H y ’
130-132/133- ’ H 2,50 H 2,52
5S¢ C,H.CIN,0, 5] | 8364 2H, 008821, | o) C1 14.80 73
I =91 T N 17.60 N 17.54
C41,15 C41,02
4.78 c.,2H : :
84-86 / ’ H 1,96 H 1,91
S C,H;CI;N,O 85-87 [10] 7.46 z}, 22,97.191? . 2H, C140.45 C140.36 70
w20 0 N 10,61 N 10,63
C41,10 C41,02
478 c.,2H H 1,08 H1.91
53 C,H;CI;N,O 116-118 7.46 n, 2H, 7.96 n. 2H, C1 40.42 14036 65
I =91 T N 10.64 N 10.63
C 39,66 C 39,53
478 c., 2H H 2,34 H221
5i C,H¢CIBrN,O 1041_0126[1/11]04_ 7.46 n, 2H, 7.96 n. 2H, Cl112,98 Cl112,96 56
J=9.1Tu Br 29,41 Br 29,21
N 10.26 N 10,24
C 53,51 C 53,47
478 c.,2H H 4,06 H 4,04
Sk C,,H,CIN,0O, 84-86 7.46 n, 2H, 7.96 n. 2H, Cl15.72 Cl115.78 64
Jun=9-1 T N 12,48 N 1247
C 59,39 C 59,33
478 c., 2H , ’
120-123/ 120~ ’ H 4,96 H 4,98
Sa C,,;H,,CIN,O 122 [11] 7.46 o, 2H, 7.96 0. 2H, C115.98 Cl115.92 60
I =91 T N 12,57 N 12.58
C 45,65 C 45,55
80-82 / 4.78 c.,2H H2,71 H 2,73
M GH,CINO, 81-83 [11] 6.60 — 7.60 m. 3H C119,32 C119,21 3
N 15.16 N 15.18
C 41,96 C 41,90
H 2,53 H 2,51
S5u C,H,CIN,0S 777_%'5([)1/1] ; 4‘8'_778 6C(;15H3H C117,75 C117,67 68
YA N 13,99 N 13,96
S 15.95 S 15.98

* UXIO Y PO3PAXYHKY HA 8UXIOHY KAPOOHOBY KUCIOMY
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Jo 0.2 monp rizpasuny KapOOHOBOI KHCIOTH 3a-i
nonaBamu 250 MII TONyEHY, OCYIICHOTO 3a JOTMO-
moroto P,0Os, 3a ogun npuitom — 0,205 monb Xj0-
paneruixiopuny. PeakuiliHy cymim HarpiBaim 10
KUITHHS, CIOCTEPIralodd BHIIIJICHHS XJIOPOBOIHIO.
HarpiBaHHS npUNIUHSIIN TTICIIS 3aKiHYSHHS BUUICHHS
ra3y. CyMil 0XOJOKyBaIX 10 KIMHATHOI TeMIiepa-
TYpH, Ocajl, KUl yTBOPUBCS (PEUOBHHU 4a-J1), Bil-
¢ineTpoByBany, BUcymrysanu 3a 60°C 1o moctiiHOi
macu. Buxonu cxiamanu 75-98%.

3acanvna  memoouka — cummesy — 2-apun-5-
xnopmemun-1,3,4-okcadiazonie Sa-i. Jlo 0,15 monb
CHONyK 4a-j1, OlepXXaHWX Ha IMONEpeAHid cramii,
nmonasanu 0,3 moibs POCI,; Ta HarpiBanu 10 KUTHHS,
CTHOCTepiralouy BHJIUICHHS XJIOPOBOJHIO. Peakiiro
MIPOBOIMIIN TIPH TIEPEMINTYBAHHI 32 TOTIOMOTOIO Mar-
HiTHOT Mimanku. Ilicis 3akiHYeHHST BUAUICHHS Taszy
(mpubmu3HO 1,5-2 rognHM) peakIiitHy cyMmill mpojo-
BKyBaJIi HarpiBary mie 15-20 XBuiMH, MOTiM 0X0JI0-
JOKYBAJIH 10 KIMHATHOT Temiiepatypu. s BuaineHHs
NPOAYKTY PeakliiHy CyMilll HEBEIMKUMH TOPIISMH
BryBaiy Ha 0,5 KT IH0y MPHU MOCTIHHOMY TTEpeMi-
ITyBaHHI Ta PO3TUPAHHI TPYIOK, SKi YTBOPIOBAINCS.
Slkmio mig TaHyB, JONaBaIM HEOOXiHY HOTO Kijlb-
KIiCTh JJIsl TOTO, 1100 CyMilll YBECh 4ac 3ajHIlanach
xonogHow. Ocaj, sIKuil yTBOPIOBaBCS, Bi(iIBTPO-
BYBaJIH Ta TPOMHUBAIIA XOJIOJJHOIO BOJIOIO JO HEH-
TpaJIbHOI peaKilii, BUCYIIYBaIN Y BaKyyM-EKCHKaTOPI
Haa P,Os. OnepkyBaiu IibOBI PEYOBUHH S5a-1 y

BUIVIAI MOPOIIKIB KOJBOPY Bijl CBITIIO-KOPHYHEBOTO
1o kopuaHeBoro. Buxonu cxianamm Big 70 mo 95%.

3acanbna memoouka cummesy 5-(2-¢hypun)-2-
xnopmemun-1,3,4-okcadiazonie  Sm-H.  MeTunosi
€CTepr ONIEPKYIOTh 3T1THO 3araIbHOTIPUHHATOI ITPO-
IeAypH 3 BIAMOBIAHUX KapOOHOBHX KHCIIOT 1 METH-
JIOBOTO CTIAPTY. B moganpmoMy 10 po3duHy METHIIO-
BOTO €CTEpPy B METAHOII JTOMAIOTh TiApaswH-TiApAT,
JaJti MPOLEAypPY HPOIOBKYIOTh TaK, SIK 1€ OIMUCAHO
BHIIIE IS CIIONTYK 4a-J1, Sa-1.

BucHoBku. B pe3ynbrari nmpoBeneHUX TOCIIHKCHb
aBTopamu Oysi0 pO3poOieHO 3py4YHUI TIpenapaTHBHUM
METOJ] OJICPKaHHs S-apui(reTepr)-2-ximopmerun-1,3,4-
OKCa/1ia30IiB, SIKMH TPYHTYEThCS Ha LUKJTi3allii aribo-
BaHUX XJIOPAICTWIXKIOPUIOM TiJPa3u/IiB BiIIOBITHUX
KapOOHOBUX KHCJIOT. MeTon JI03BOJISIE CHHTE3YBAaTH
NperapaTiBHi KUTBKOCTI LTBOBUX CIIONYK i3 BUCOKUMH
BUXOIaMH Ta HE TOTPeOye OYNCTKU TMPOMDKHHX pPEdo-
BUH. BiH nipumatHumii 1is ofiepyKaHHs SIK IIAPOKOTO KOJa
1,3,4-0Kkcatia3omiB 3 apOMaTHYHUMH 3aMiCHAKAMH, TaK 1
JUTsL CUHTE3y S-TieHUT- Ta S-Qypun-2-xiopmernn-1,3.4-
okcasia3oriB. BymoBy BCiX OTpUMaHHX CIONIYK TTiATBEP-
mKeHo criekrpamu SIMP'H, a ix ckiam — eleMEeHTHUM
aHaimizoM. Uncrora oepkaHUX MPOIYKTIB 32 JAHUMHU
XpOMaTo-Mac CrieKTpoMeTpii gocsirana 95%.

Pesynbrati MpoBeeHHX JTOCIHIHKEHb MOXYTh
OyTH 3aCTOCOBaHi y CHHTETUYHIN MPAKTHUIl, a OJep-
JKaH1 CIIOJIYKH € TIEPCIEKTHBHUMH JUTSA 1X TIOAAIBIION
ximMigHOT Momudikallii 3 MeTor ofepXKaHHS 0i0Jo-
TYHO aKTUBHUX ITOXITHUX.
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XimiuHi TexHosorii

Simurova N.V., Popova L.V., Mayboroda O.I., Karmachov O.0. A CONVENIENT METHOD
FOR THE PREPARATION OF 2-ARYL(HETERYL)-5-CHLOROMETHYL-1,3,4-OXADIASOLES

The 1,3,4-oxadiazole molecule is of considerable interest due to a wide range of biological and
pharmacological activities and has been generally recognized as a privileged structure in drug chemistry. The
development of convenient methods for the production of substituted 1,3,4-oxadiazoles is an important area of
research. Particularly interesting are derivatives of 1,3,4-oxadiazoles containing of the reactive chloromethyl
group, which allows their further chemical modification.

This paper is devoted to the development of a convenient preparative method of obtaining 2-aryl/heteryl-
S-chloromethyl-1,3,4-oxadiazoles. A scheme is proposed in which aromatic and heterocyclic carboxylic
acids are commercially available starting materials. The method is based on the preparation of carboxylic
acid hydrazides, their subsequent acylation and cyclization of synthesized intermediates under the action of
phosphorus trichloroxide (V).

The advantages of the method are the high yields of the targeted 1,3,4-oxadiazoles and the absence of
the need to purify the intermediate compounds, which greatly simplifies the procedure, shortens the required
time, saves the necessary reagents. The method is suitable for the preparation of both a wide range of
S-aryl-2-chloromethyl-1,3,4-oxadiazoles and some derivatives with heterocyclic substituents, in particular
S-thienyl (furyl)-2-chloromethyl-1,3,4- oxadiazoles.

The structure of all the compounds obtained was confirmed by 1H NMR spectra and their composition
by elemental analysis. The results of these studies can be applied in synthetic practice, and the obtained
compounds containing the reactive chloromethyl group are promising building blocks for their further chemical
modification in order to obtain biologically active derivatives, which may find use as drugs, insecticides.

Key words: synthesis, cyclization, hydrazide, chloroacetyl chloride, 1,3,4-oxadiazole, phosphoryl chloride.

87



