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T.C. KUBOTOBA

CHUHTE3 U BUOJIOI'MYECKASA AKTUBHOCTbD
1,3,4-TUAIUA30JI-2,5-JTUTUOJIA

OCYH_IGCTBJIGH CHHTC3 W IMPOBCACHBI HCIBITAHHUA Ha aHTI/IMI/IKpO6HyIO U NCCTUIUAHYIO
AKTUBHOCTb 1,3,4'TI/I3I[I/Ia3OJ'I-2,5-,HI/ITI/IOJ'Ia, IMOKa3aBIIUE IICPCIIEKTUBHOCTD €I'0 MCII0JIb30BaHUs B
CHHTC3€ HOBBIX ITIOTCHIMAJIBHO OHMOAKTHBHBIX BCIICCTB.

BemectBa, conmepkamue B cBoeil cTpykrype dparmenT 1,3,4-Tnamnasona,
001aIal0T pa3aIuYHON (hH3HONIOTHUecKol akTHBHOCTHIO [1-5]. 1,3,4-Tuamuazon-
2,5-mutnon (1) BBUIy MPOCTOTHI €TO CHHTE3a M JOCTYITHOCTH MCXOJHBIX pearcH-
TOB, HAJIUYUS B €r0 CTPYKTYpE MOMUMO THAANA30IbHOTO IIUKJIA JBYX CTEPUYECKU
JIOCTYIHBIX THOJIBHBIX TPYII MPEJCTABISIET CO00M MHTEPECHBIH OOBEKT MJI XU-
MUYECKON Moau(pUKaIUK, MO3BOJSIONIEH BBOJIUTH Apyrue (yHKIIMOHAILHBIE U
dbapmakodopHbie TPYNIbl W CUHTE3UPOBATh pPa3MyHbIe 2,5-OUCIPOU3BOIHbBIC
1,3,4-tnanmuazonoB. B 1ensx um3ydeHus OWOJOTHUYECKUX CBOMCTB camoro 1,3.,4-
THUAMA30]1-2,9-TUTHOJIa U B JTAJTbHEHIIIEM €ro MPOU3BOIHBIX HAMH OB OCYIIECTB-
jeH cuHTe3 (1) U mpoBeeHbI UCTIBITAHUS HA AHTUMUKPOOHYIO U MECTUIMIHYIO aK-
TUBHOCTb, ITIOCKOJIbKY B JINTEPAType TaKHE JAHHBIE OTCYTCTBYIOT.

B
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(1)

CunTes (1) ocylmIeCcTBISUTH 110 METOJMKE [6], CTPYKTypa U COCTaB JIOKa3aHbI
nanaeiMu K-, SIMP ISC-CHeKTPOCKOHI/II/I Y DJIEMEHTHOI'O aHaJIu3a.

B UK-cnektpe (1) npucyrcTByroT mojocskl nornomieHus: npu 780—730 (C—
S.), 1060-1040, 1160-1120, 1270-1250 (S—C-S, N=C-S, N-N), 1460, 1390
(N=C) CM_l, KOTOpBIE OTHECEHBI K TUAJIUA30JIbHOMY LIMKIY B COOTBETCTBHU C JIU-
TepaTypHBIMHE HcTOuHHKaMH [7—10], a Tarke momoca B o6xactu 705-680 cm™, xa-
paktepHas 1t C—S-Tpymnimbi.

B criektpe SIMP °C coemunenns (1) CHTHAIIBEI aTOMOB YIIIEPOJa FeTEPOLIHK-
JIMYECKOT0 KOJIbIIA MPOSBISAIOTCA B BUJIE CUHTIIETA pU 167,9 M.A., 4TO TaKXe CO-
OTBETCTBYET JIUTEPATYPHBIM JaHHBIM [7-9, 11].

UccnenoBanuss Ha aHTUMUKPOOHYIO akTUBHOCTH 1,3,4-TManuazon-2,5-
JUTHOJIA MPOBEJICHBI Ha Kadeape UMMYHOJIOTHH, aJUIEProJIOTUH ¢ MUKPOOHOJIOTU-
et KaparananHCKoM rocy/1apCTBEHHON MEIUIIMHCKON aKaJeMUH, Ha MIECTULIMAHYIO
aKTUBHOCTH — Ha Omoisioro-reorpadudeckom (akynprere KaparanamHCKOro rocy-
napcTBeHHoOro ynusepcurera um. E.A. Bykerosa.



AHTUMHUKPOOHAST aKTUBHOCTH HCCIIEOBANIACH IO OOMIEIPUHSITON METOJIUKE
uist aHTuOMoTuKoB [12]. Ompenensyiv 4yBCTBUTEIBHOCTh MUKPOOPTaHU3MOB K
npemnapaty MeTOA0M CepuiHBbIX pa3Benenuit (8,0; 4,0; 2,0; 1,0; 0,5; 0,25 u 0,125
MI/MJI) B JKMJKOW TUTaTENbHOU cpene. s wcciienoBaHUN HCHOIB30BAIM Clle-
IyIoIIne KyJbTypbl MHKpoopranm3moB: S.aureus 505, P.vulgaris 1, P.aeruginosa
ATC 464, E.coli M-17, B.subtilis ACCC 6633, a Taxxe KIMHHYECKHUE IITAMMBI
S.agalastiae, C.albicans.

MunnManeHyto 6akrepunuHyto konuentpauuio (MBK) onpenensnu myrem
repeceBa M3 KUIAKOW MUTATEIBbHOW CPEnbl, IAE OTCYTCTBOBAJ BUAMMBINM POCT, Ha
IJIOTHBIE MHUTATENbHBIE Cpelbl. MUHUMaIbHYIO OAKTEPHUOCTATHYECKYIO KOHIICH-
tpauio (MCK) oueHuBanu TypOHIUMETPUYECKUM METOAOM IIyTEM CpPaBHEHUS
WHTEHCUBHOCTH POCTa MUKPOOPTaHM3MOB Ha KHIKWX MHUTATEIBHBIX cpenax. Pe-
3yJAbTaThl (PUKCUPOBAIM HA CHEKTPOPOTOMETPE, B KAUECTBE KOHTPOJIS CIIYXKUJIA
nuTaTeIbHas Cpella C COOTBETCTBYIOIIEH ONBITY KOHIIEHTpAIMEH Mpernapara.

B pe3ynbrare mnpoBeNEHHBIX HCHOBITAHUNW YCTaHOBIEHO, uTo 1,3,4-
THAIUA301-2,5-TUTHON obJnanaer antubakTepuansHoit (MBK ot 0,25 mo 0,5
mr/mi; MCK ot 0,125 g0 0,25 Mr/min) (ko BceM UCIBITYEMBIM IITAMMaM MUKPOOP-
rauu3MoB) u antudyunransHoit (MBK 0,25 mr/ma; MCK 0,125 mr/mi) (k KiIuHHYE-
ckomy mrtammy C.albicans) akTHBHOCTBIO.

UccnenoBanus necTUUIHON (MHCEKTHIIMAHON U adUIIUIHON) aKTUBHOCTU
1,3,4-Tnagnazon-2,5-AUTHONA TPOBEICHBI COTJIACHO METOIUYCCKUM YKa3aHUSIM
[13]. UHcekTunuaHas akTUBHOCTD (1) mMcclienoBaiach Mo OTHOIICHUIO K sI0JIOHE-
Boit Moy (Hyponomeuta malinellus Z.), apurnunnas — x si0iaoneBoii e (Aphis
pomi De Geez) u comocTaBisuiach C JaHHBIMH JTAJIOHHBIX TPENApaToB CyMH-
anbga u kapoodoc.

Jlns onpeickuBaHus ucnolibzoBanu 0,2% Boanslidi pactBop (1). Bonnsie pac-
TBOPBI ATAIOHHBIX MPEMAPATOB MPUTOTOBIISIIN COTJIACHO MHCTPYKIIUSIM TI0 TPHUMeE-
HEHUI0. BbITu BRIUKCIIEHBI CpeAHUE MOKA3aTeIU TOBPEKIECHHOCTH PACTEHUN 10 U
nocyie 00pabOTKU U TOJICYUTAHBI TaHHBIE 110 A()PEKTUBHOCTH MPUMEHEHHUS Mpera-
patoB. [lonmydyeHHsie qaHHBIE 00padATHIBAIA CTATUCTHYECKH, KPUTEPUH JTOCTOBEP-
HOCTH BBIYUCIISIIM HEMapaMeTPUUECKUMU MeTojamu [ 14].

B pesynbprare ucneiTaHuii yctaHoBiieHO, uTo 1,3,4-tTmaamazon-2,5-auTHon
o0naaeT MHCEKTUIIUTHON aKTUBHOCTBIO TI0 OTHOIICHHIO K S0JJOHEBOM MOJIH, Tpe-
BBIIIAIOINICH YPOBEHB ATAJIOHHBIX IIpenapaToB cyMu-anbda u kapbodoca. Cpennee
3HaueHue rdexruBHocTy 17 (1) cocraBusier 43,3%, mis cymu-anbda — 38,0%,
kapoodoca — 19,3%. 1,3,4-Tuanuazon-2,5-1UTHOI MPOSBISET TaKKe aQUIIUIHYIO
aKTUBHOCTb MPOTUB S0JOHEBOU T, HO MO A(P(HEKTUBHOCTU NEUCTBUS YCTyIaAET
ATAJIOHHBIM Mpenaparam.

ITo pesynpraTaM mepBUUHBIX OuoucnbiTanuil 1,3,4-Taanazon-2,5-AUTHOI
PEKOMEHIOBaH /I YTITyOJIEHHBIX UCCIICOBAaHUI BO3ZMOXKHOCTH €T0 TIPUMEHECHHS B
CEJIbCKOM XO3SIICTBE B KauecTBe mectunmiaa. [lomydeHHbIC pe3ynbTaThl CBUIIE-
TEJIBCTBYIOT TaKXKe O MEPCIEKTUBHOCTH XUMUYECKON MOIU(DUKAIIUNA ITOTO COE/IH-
HEHUS C [eJIbI0 CHHTE3a HOBBIX OMOJIOTUYECKH aKTUBHBIX BEIIECTB.



3KCHepHMeHTaJH)Haﬂ 4acTb

HK-cnektp cuar Ha ciektpomerpe AVATAR-320 B Tabnetkax KBr u Baze-
JMHOBOM Macite, crektp SIMP °C — ua crextpomerpe Bruker AS-300 8 DMCO-
dg+CCl,.

1,3,4-Tuaguazon-2,5-guruoa (1). K pacrsopy 10,0 r (0,08 mons) ruapa-
3uHcyJb(para B 100 Mi1 IUCTUITMPOBAHHON BOJIBI MO KAIUISIM TIPU MOCTOSIHHOM OX-
JaXXJICHUH KOJIOBI X0JI0IHOM BoAoi mpubasmsiiau pactBop 20,0 r (0,26 moib) cepo-
yriaepoja B 35 MJI 3THJIOBOTO CIIMPTA. 3aTEM MPU OXJIAXKICHUH KOJObI CHETOM OC-
TOPOXKHO TI0 KaruwsiM nipuodasisumm pactBop 11,0 T (0,2 Momb) ruapoKcHaa Kamus B
50 MJ 3THJIOBOTO cnupTa. 3aTeM PEaKUMOHHYIO CMECh MEPEMENINBAIN B TEUCHHE
cHayana 0,5 9 nmpu KOMHATHOW TEMIIEPATYPE U B 3 4 IPU HArPEBAHUU HA BOJASHOU
Oane. K ¢unpTpary npunuBany paBHbIA 00BEM KOHII. COJITHOM KHCIOThL. O0pa3o-
BaBIIMICA OCAJOK OTIEISIM U BBICYIIMBAIM B BaKyyM-3Kcukarope. Ouumianu re-
pekpucraumzanuedt u3 cnupra. [Homyuunu 7,38 r (64,0%) Genoro kpucramidye-
cKoro BemecTBa, T. . 162 °C. C,H,N,S;3. Haiineno, %: C 15,85; H 1,49; N 18,96.
Brruucneno, %: C 16,00; H 1,33; N 18,67.
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Pe3ome
1,3,4-Tuaguazon-2,5-TUTHONABIT CUHTE31 >KJBPTi3iLIiN, OJapAbpl Kafa MOTCHIIUAJIBI
OmnoOesICeH Il 3aTTap CUHTE3IHAe Malaananysa OOJaTHIHABISBIH KBPCETETIH aHTUMUKPOOTHI )KKHE

NECTUIMITHI OeJICeHIUTIKTEpiHe ChiHahTap ATKI3UII.
Summary

Synthesis is carried out and tests for the antimicrobial and pesticidal activity 1,3,4-
thiadiazole-2,5-dithiol, its uses which have shown perspectivity in synthesis of bioactive materi-
als new potentially are lead.

Hnemumym opeanuueckoeo
cunmesa u yenexumuu PK,
2. Kapaeanoa Ilocmynuna



