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ANKWINPYOLIHE a30JIbl HA 3aKITIOYUTEIbHON CTaauu. BhisBiIeHa BbICOKAs (DyHTHIIUIHAS aKTHBHOCTD LIEJIEBBIX
COCIMHEHUHN U MPOMEKYTOUHBIX 4-x10p-N-apui-1,2,3-1uTHa301-5-nUMIHOB NIPH UCTIBITAHUAX in Vitro 1o OT-
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['pubxoBBIe 3200M€BaHMS CENBCKOXO3IHCTBEHHBIX
KYJABTYp TpPEICTABISAIOT CEPbE3HYI0 yTpo3y A TO-
Jy4eHUs] BBICOKHX YPOXKaeB U KayecTBa MPOLYKIIUH,
YTO TPHUBOIUT K 3HAYMTEIHLHBIM JKOHOMUYECKHM
morepsim. [lorpebrerne mpomxyKTOB U KOPMOB, 1Opa-
YKEHHBIX TPUOAMH W 3arpA3HEHHBIX MHUKOTOKCHHAMH,
OKa3bIBaeT MaryoHOE BIMSHUE Ha 3JI0POBLE UEIOBEKa,
KHUBOTHBIX U 1aK€ MOXKET IIPUBECTHU K Pa3BUTHUIO JICi-
KEMHH M 00pa30BaHUIO 3JI0KAYECTBEHHBIX OIMyXOJeH
[1]. ®yHruuugHble Tpenaparsl MO3BOJSIOT CHU3WUTH
pacmpocTpaHeHHe TPUOKOBBIX Oolle3HEH, TOBBICHTD
YPOXKAaWHOCTh B CEIBCKOM XO3SIHCTBE, MPHUMEHSIOTCS
B MEITUIIMHE JUTS JICUCHUS PA3IMIHBIX TPUOKOBBIX WH-
(hexnmii.

[[Iupoko mpuMeHseMbIMA GYHTHITHAAME, 007113~
IOIUMH CHCTEMHBIM JEWCTBUEM, SBISIOTCS A30IIBL.
MexaHu3M JEUCTBUS ATHX MPENapaTroB OOYCIOBIIEH
HapylIieHneM OWOCHHTE3a SProCcTEepHHA, OCHOBHOTO
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KOMITOHEHTa KJIETOYHOW MEeMOpaHbl rpuOoB-uromna-
TOTEHOB, YTO NMPHUBOAMT K TMOENIH H3-32 HEBO3MOXK-
HOCTH OCMOTHYECKOTO THUTaHUA. A30IbHEIE Tpera-
patel UHTHOUPYIOT cramuio Cl4-me3MeTHIpoBaHUs
nanoctrepuHa sH3UMOM CYPSI1 cemeiicTBa LIUTOXPO-
MoB P450. 1,2,4-Tpua3onbHblil WM UMUAA30JIbHBII
(dparMeHTsl SBISAIOTCS (DapMakOQOpPHOW TPYMIIOH,
KOTOpasl CBSI3BIBAETCS C MUIIECHBIO — aTOMOM elie3a
nmop(UpUHOBOTO KoJibIla TeMa [2, 3]. [Ipogomkurensb-
HOE MPUMEHEHHE a30JIbHBIX MPENaparoB MPUBOIUT K
BO3HHKHOBEHHUIO pe3ucTeHTHOCTH [4]. BcemeactBue
9YeT0 BO3HHUKAECT HEOOXOTUMOCTE B TIOMCKE U CO3TIaHNH
HOBBIX BBICOKOAKTHBHBIX (DYHTHITHIOB.

OpnHoli W3 TEHACHIMA MOAUGUKAIINHA a30JbHBIX
[IPEnaparoB SBJSIETCS BKIIOUCHUE B CTPYKTYPY ABYX
n Oonee TeTepOUMKINYECKNX (parMeHToB [3], 4TO
MO3BOJISICT YBEJIMYHUTh X aKTHBHOCTh, CHU3UTH TOK-
CUYHOCTh 1 IEPCUCTEHTHOCTD.
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Cxema 1.
Hacrosimas Moje/b a30J1bHbIX GyHIHUKI0B H3BecTHBIE a30JIbHbIE PYHTUUMIBI
JlumodunbHbIi
(dparment
€TEPOLIUKIT Q\Mmmmuummn:\N N
e . TN ; ~Fe—
bt X )
WHKEp A
X: N, CH
AXTHBHBIN CaliT (hepMeHTa
Pasykonason (R! = H, R>=F)
WzaBykoHazon (R1 =F, R?= H)
Cxema 2.
“MMI,‘“
CrepHH-3MyIHPYIOMINI
¢dparmenT
AKTHBHBIN CaliT
(bepmenTa
KoopaunanmonnsIit
LEHTP

B nmpemnioxxenHo# panee HaMu MozAenu [5] azom —
(apmakodopHast rpyIa, OTBETCTBEHHAS 3a CBS3bIBa-
HUE C aKTHBHBIM caiiTom ¢epmeHTa (cxema 1). Brto-
PO reTepOLMKII TAKKE MOXKET CBSA3BIBATLCS C aTOMOM
&KeJie3a reMa, YTo XapakTepHO ISl CepOCOAepIKaIlInuX
reTepOLMKIIOB, HANpUMep, THA30ja, BXOMAIIETO B
CTPYKTYpY paBYKOHa30Ja M M3aBykoHazona [6]. JIu-
nouiIbHEIH (HparMeHT, CBS3aHHBIN C TMHKEPOM, 00e-
CIICYMBAET TECHOE B3aUMOJICHCTBHE MOJIEKYIIHI C aro-
(hepmeHTOM.

MHorue  cepocofepkalipe — reTepOLUKINYde-
CKHE€ COEIVMHEHHS, B YUCIIE KOTOPBIX MPOHM3BOIHBIC
1,2,3-mutnazona [7-12], 1eMOHCTPHUPYIOT TTUPOKHIA
CIIEKTp OHMOJIOrHYecKol akTUBHOCTH. Hambomee moi-
HO HM3y4eHBl OMONOTHYEeCKHe CBoWcTBa 4-xiop-N-a-
pwi-1,2,3-nuTHa3on-5-uMUHOB, 00NATAIONINX AHTH-
OakTepuanbHON, TepOUIMIHON, TPOTUBOBUPYCHONW M
MPOTHUBOOMYX0JEBOM akTUBHOCTHIO [13—17]. Hamu
Obula TIpeUIOKEHa HOBas MOJAECTbh COCOHMHEHUIA,
cnocoOHbIX uHruOupoBats ¢epment CYPS1 [6]
(cxema 2). CTpyKTypa COSIMHEHHUN BKJIIOYAET JIBa Te-
TEPOIMKIA, COEAMHEHHBIX MEXAy CcO0O0M JTMHKEpOM:
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aszoin, 1,2,3-mUTHA30MI-5-UMHH, a TaKKe JTUTOPUITH-
HBI CTePUH-IMYJIUPYIOIMUH (GparMeHT. TepMuHab-
Hasg 4acThb MOJIEKYJbl, NpeacrasieHHas 1,2.4-tpua-
30JIbHBIM WJIM UMHUIA30JIbHBIM [IUKJIAMH, OTBEYAET 32
CBS3BIBAHHE C TEMOM B AaKTUBHOM CalTe IUTOXPOMOB
P450. Jlunkep, cocToAmMid M3 MUNEPA3UHUIITHIIb-
HOW TpyYIIBI, NO3BOJISIET OoJiee TOYHO CBS3BIBATHCS
BHyTpu Cl4-anbda-nemernnaspl, Onmarogapsi oOpa-
30BaHUIO HOBBIX BOJOPOIHBIX CBSA3€H C aMUHOKHC-
noramu (epMeHTa, U 00eCIeunBacT OIpPEACICHHYIO
Ja0WIBHOCTh MOJICKYJIIPHOTO CKEJIETa IIEJIEBhIX COe-
nuaeHnid. 1,2,3-J/IuTra3on-5-uMUHAEBEIN (parMeHT
MOXeET OOecrednBaTh IONOJTHUTEIbHOE CBS3bIBAHHE
B aKTHBHOM CaiiTe, a TaKKe CaMOCTOSITEIIbHO CBA3bI-
BaTbCs C TEMOM ITyTEM B3aUMOCHCTBUS SIIEKTPOHHON
mapel aToMa cepsl B nonokeHud 2 1,2,3-n1utna3ons-
HOTO IIUKJIA.

Monenb a30510B, MpeJIOKEHHas! B HACTOSIIEM HC-
CIIEIOBaHMM, OTINYAETCS JHUHEHHOCTBHIO CTPYKTYpHI
(cuctemMa  a30I—JIMHKEP—TETEPOLMKI—IHIOPHUIIbHAS
TpyIIna) oT KJIACCUYECKOH MOJIEeNN a30JbHBIX Mperna-
paroB, TJe MPOWCXOJHWT Pa3BETBICHHUE CTPOCHHS, B
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Tadnauua 1. YcnoBus peakunu u BEIXOA coeqnHeHUH 14

Coenunenne R Bpewms peakuuu, 4 Brixon, %
1a 4-C1 47
10 4-Br 81
1B 4-MeO 8 90
1r 2,6-Cl 66
1n 2,4,6-Cl 26
2a 4-Cl 5 48
20 4-Br 5 22
2B 4-MeO 7 37
2r 2,6-Cl 5 12
3a 4-Cl 8 86
36 4-Br 8 65
3B 4-MeO 10 54
4a 4-C1 8 30

YaCTHOCTHU K JIMHKEPY IMPUCOCAUHEH U JOIOJHUTCIIb-
HBIW TETEPONUKI M TMNOQUIbHAS Tpyia. A30JbHbIC
mpenaparbl ¢ OTHOCHTEIBHO MPOTSHKEHHBIM MUTIepa-
3MHOBBIM JIMHKEPOM U JIOTIOJIHUTEIBHBIMU Te€TepO-
LUKIIAMH, HAIpUMep, UTPAKOHA30Jl M IT03aKOHA30II,
¢ 90-x TOJI0B MPUMEHSIOTCS B MEAMIIMHE B KaueCTBE
CUCTCMHBIX JICKAPCTBEHHLIX IIPCIIapaTOB aHTUMHKO-
THYeCcKoro nericTeus [18].

Jst momydeHus TIENIeBBIX COCTUHEHUHN Oblia pas-
paboTaHa TpexXCTaAWiHAs CXeMa CHHTe3a U3 COTH ATl-

nenst (xyopun 4,5-nuxmnop-1,2,3-nurtnazon-1-us) [19]
(cxema 3, Tabm. 1).

Pan 4-xmop-N-apuin-1,2,3-nutnazon-5-umunos 1
MOJIYYEH peakuuel conu AMMens ¢ pa3InyHbIMU 3a-
MEIICHHBIMH aHWINHaMU. B ciydae n-¢deHmmsame-
IICHHBIX UMUHOB BBIXOJ] MPOJYKTOB PEaKIUU COCTa-
Bui 47-90%, nnst crepuuecku Oojiee 3aTPyAHEHHBIX
T~ ¥ TPUXJIOPPEHUIIPONIBOTHBIX BBIXO IPOTYKTOB
peakiuu 3HaYUTeIhHO CHIDKacs (26—66%) (tadm. 1).

Cxema 3.
— R
R
Cl/ \Cl |\\ NH, al N S ;
,P v
N\ ) + O y 7//<
S” Cl CH,CL,, Ar, 20°C, 8 u N‘S'S
CoJIb Anmens 1
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£
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2
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CDéﬁf(goA «:\ N @R T CHCN,A K:» N \\/R
/ /
2
3(X=N)
4 (X=CH)
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Cxema 4.

a 7]
R,NH /R\zNH Ar/N\ CN
Ar—N Cl N \|/
H /N = a /N\
\ - A > R R
S\ !N —HCl R
S S\S \
R,NH I Ar—N N~R
NH A T \
TR Lo 7 \<
R S_ _N
\S/

Hanee umunsl 1 BBOOWIM BO B3aUMOJEUCTBUE C
1,4-muazabummkino[2.2.2Jokranom (DABCO) ana-
JOTMYHO croco0aM, ONUCAaHHBIM B JIUTEpaType
[20-23]. [IpenmonoxuTeabHO, HYKICOPUIbHAS aTa-
ka mo 4-xyop-1,2,3-nuTHa3on-5-uMUHAM TTPOUCXO-
JUT HECEJIEKTUBHO, JaHHAas peakius NpOoTeKaeT 10
mexannsMy ANRORC, uto oOwsicHsieT oOpa3oBaHue
MHOXKECTBa MOOOYHBIX MPOoAYKTOB. Kak mpeamonara-
10T aBTOpPHI uccnenoBanuit [20, 24], B3aumozeiictBue
4-xnop-N-apuii-1,2,3-AMTHA301-5-UMUHOB C pa3iiny-
HBIMH aMMHAMHU HPOTEKAET MO MOJIOKEH IO S° uTHa-
30JIBHOTO KOJIBIIA C PACKPHITHEM IHKJIIA U SITMMHHHAPO-
BaHHEM XxJopa. Jlajee B 3aBUCHMOCTH OT CTPYKTYPBI
aMHHa TIOBTOpHAasl HyKJIeo(HUiIbHAS aTaka MOXKET Ipo-
WCXOIUTh JHOO TO aToMy YIJepoJa WMHUHOTPYTIITHI
(myTh @), MMOO MO aToMy yIvepoaa IMaHOTPYIIIBI
(yTh 6) c moCNIeAYIOIUM 3aKpeiTHEeM 1,2,3-muTHazo-
JIEHOTO KOJbIa (cxema 4).

Tabauua 2. dyHruuyaHas akTUBHOCTb coeuHeHui 1, 3, 4

[TpomexyTouHBIH TPOAYKT 2a MONy4YeH ¢ Haubo-
Jiee BEICOKUM BBIX0JI0M 48%, 4TO HECKOJIBKO yCTyIaeT
BBIXOAY TIPHU CHHTE3€ aHAJIOTUYHOTO COENMHEHUS IPU
B3aUMOJIEHCTBUM C HE3aMEIIeHHbIM aHWJIMHOM [20].
BrisiBiIeHO, YTO peakiMu TaKoro THIA TPUBOIAT K
00pazoBaHNI0 TIOOOYHOTO MUTHA30M-5-THOHA (TI0 pe-
3yJABTaTaM Macc-CIIEKTPOMETPUHN BBICOKOTO pa3perie-
HUSA), TIPOAYKTaM JeTpafariyl TUTHA30IBHOTO ITUKIIa
U OCMOJICHHIO, YTO COIMPOBOKAAETCS 3HAYUTEIHLHBIM
CHIDKEHHEM BeIXoaa 10 12%.

[Momyuennsie 4-[4-(2-xmopaTvin)nunepa3ul- 1 -u|-
N-apun-1,2,3-qutnason-5-uMuHbl 2a—T 00padarhiBa-
mu 1,2,4-Tpua3onaroM WM MMMIA30J1aTOM HATpUsl C
MOJIYYEHHEM IIeJIEBBIX coeauHeHul 3a—B u 4a. B3a-
HMOJIECTBUE C HaTpueBou combio 1,2,4-Tpuasona
MPOTEKAET JIETKO, COEAMHEHNUS 3a—B TIOIYYEHBI C BBI-
xonoM 54—86% (tabm. 1). BzammogeiicTBue ¢ nMuma-
30J1aTOM HATPHS MPOTEKAET ¢ 00JIee HU3KUM BBIXOIOM

[onasnenue pa3sutus puronaroreHos?, % (c 30 mr/m)
Ne R
Vi R s. Fo. F m. B.s. S. s.
la 4-Cl 78 100 64 79 88 100
16 4-Br 80 100 59 69 83 72
1B 4-OMe 54 100 24 70 66 100
1r 2,6-Cl 38 65 35 35 50 17
1n 2,4,6-Cl 37 59 34 47 55 24
3a 4-Cl 44 31 32 55 46 15
30 4-Br 50 50 30 31 54 9
3B 4-OMe 48 86 30 45 31 14
4a 4-Cl 53 17 32 57 50 19
Tpuagnmedon 41 43 77 87 44 61
8 V. i. — Venturia inaequalis, R. s. — Rhizoctonia solani, F. o. — Fusarium oxysporum, F. m. — Fusarium moniliforme, B. s. —

Bipolaris sorokiniana, S. s. — Sclerotinia sclerotiorum.
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(30%) u compoBoXxmaercss 0Opa3oBaHHEM MOOOYHBIX
MPOAYKTOB. BeposTHO, 3T0 MOXKET OBITH CBS3aHO C
OoJiee BEICOKOH OCHOBHOCTBIO UMHIa30J1a MO CpaBHe-
Huto ¢ 1,2,4-Tpuazonom u, CieI0BaTeIbHO, BO3MOXK-
HOCTBIO PacKphITHs 1,2,3-IMTHA30IIbHOTO (pparMeHTa
IyTeM B3aUMOAEWUCTBUS MMHUAA30J1a C DIEKTPOPHIb-
HBIM aTOMOM CepHbI KOITbIIa.

[Tonyuyennsie coequnenus la—na, 3a—B u 4a uc-
CJIEZIOBAHBI in Vitro Ha (PyHTUIIUIHYIO aKTUBHOCTH I10
OTHOUICHUIO K 6 BuaM (puTonaroreHHsIx rpu6oB. Hc-
TIBITAaHUST TIPOBOMIMIIN TI0 U3BECTHOW MeTomuke [25]:
HU3yyaliv JeUCTBUE COEIMHEHNN Ha pauaibHbIi POCT
¢uTonaroreHoB npu KoHIeHTpanuu 30 MTI/I Ha Kap-
Toenecaxapo3HOM arape, B Ka4eCTBE STaJoHa Js
CpaBHEHHMSI HCIONB30BAM (YHTUIHI TpHaguMe(doH
(tabm. 2).

Ilo pe3ynbraram HUCHBITAHUM, HEKOTOPBIE COENIU-
HEHUS TIPOSBISIIOT BBICOKYIO (DYHTHITMIHYIO aKTHB-
HOCTb I10 OTHOIIEHUIO Py TPHUOOB-(PUTONATOTEHOB.
CTOUT OTMETHUTH, YTO HaN0OJIEEe AKTUBHBIMHU SIBIISIOT-
cs mpoMexyTrouHsle 4-xnop-N-apun-5H-1,2,3-autu-
a30J1-5-UMHUHBI 1a—T. BBICOKYIO aKTHUBHOCTH JTAHHBIX
COETMHEHHUI MBI CBS3BIBAEM C BO3ZMOXKHBIM 00pa3oBa-
HUEM aKTUBHBIX METa0OIUTOB — IIMAHOTHOAHIIINIOB,
o0pa3oBaHHEM KOTOPBIX OOYyCIIOBIIEHA MPOTHBOBHU-
pycHasl akTUBHOCTD MOXOXKUX coenuHeHuit [15]. Uz-
BECTHO, YTO [IMAHOTHOAHMJIH/IbI aKTUBHBI B OTHOIIIE-
uuu Phytophthora infestans [26].

Takum oOpazom, momydeH psn 4-[4-(2-a3ommi-
stunm)nunepasu-1-mi]-N-apun-5H-1,2,3-gutna-
30i-5-umuHOB. MccnenoBana ¢yHrummugHas aKTHB-
HOCTh KaK 3THUX COCIUHEHUH, TaK U IPOMEKYTOU-
HbIX  4-xyop-N-apun-5H-1,2,3-1utHa3on-5-MMHHOB
in Vitro TI0 OTHOUICHWIO K 6 BHJaM (UTOMATOTEH-
HBIX TpuOOB. HambOonblIyi0o aKTHMBHOCTH MPOSBUIN
4-xnop-N-apun-5H-1,2,3-1utnazon-5-uMHHbL, KOTO-
pBI€ OTEPEkKAIOT O (PYHTHTOKCHYHOCTH STAJOH TPH-
aaumedoH B OoTHOIICHUH 4 BHJIOB (DUTOMATCHOB, a
4-xy1op-N-(4-xnmopdpennn)-5SH-1,2,3-nutnazon-5-u-
MuH U 4-x10p-N-(4-metokcudenmn)-SH-1,2,3-autn-
a30J1-5-UMHUH TIOJTHOCTBIO MOJIABIISIFOT POCT MHIISITUS
Rhizoctonia solani n Sclerotinia sclerotiorum.

OKCIIEPUMEHTAJIBHA S YACTb

Crnextpsl SIMP 'H u '*C 3anucansl Ha UMITyTbCHOM
LIMPOKOTIOJIOCHOM CHEKTPOMETPE MarHUTHOTO Pe30-
HaHca Bruker 300 MI'y B CDCl; u IMCO-d;, BHY-

TpeHHuil cranaapt — TMC. Macc-crneKTphl oIy4eHbl
Ha BBICOKO3(DPEKTHBHOM XUAKOCTHOM XpOMAarTorpa-
(e c Macc-CreKTpOMETPOM BBICOKOTO pPa3pelleHuUs
QExactive ThermoScientific B pexxume 3mekTpo-pac-
MBUTUTENFHOW MOHMU3AINN TIPU aTMOC(HEpPHOM JIaBIie-
HUH TIPU PETHCTPALUH TIOJIOKUTEIHHBIX HOHOB B JTU-
anazone 80-750 [a c paspemenuem 35 000 (komoHKa
HYPERSILGoldaQ amuno#t 150 MM 1 BHyTpeHHUM
mramerpoM 2.1 MM, momBrkHas (aza — areToOHH-
TPUI-BOJa—MypaBbHHAs KHUCIIOTa, HANPSHKCHUE Ha
kanusipe — 4000 B).

Comp Ammens (4,5-muxnop-1,2,3-aurnazon-1-us
XJIOPHUI) CHUHTE3WPOBAaHA AHAJIOTUYHO METOMY, OIH-
caHHoMy B pabore [18].

O60mas meroguka nojsydeHus 4-xyaop-N-apui-
5H-1,2,3-qutnazon-5-umunoB la—a. K cmecn 1.44
MMOJIb 4,5-guxnop-1,2,3-autHazon- 1 -uitxnopuna
(comn Ammenst) u 1.44 MMOJb COOTBETCTBYIOIIETO
aHmIMHA B 3 MJ1 0€3BOIHOTO XJIOPHCTOTO METHIIEHA
Jo0aBisuM 2.88 MMOJIb MUPHIMHA B 1 MIJI XJIOPHUCTOTO
MeTHIIeHa. PeakimoHHyI0 cMeCh MepeMenIuBalIi Mpu
KOMHATHOH TeMIiepaType B aTMocdepe aproHa B Tede-
Hye 8 4. PacTBopuTENs yIaNsIu B BAKyyMe, OCTaTOK
paszaensuin MeTozioM uieni-xpomarorpaduu (meTpo-
neiHsi a3gup—aTrnanerar, 2:1).

4-Xaop-N-(4-xaopdenun)-5H-1,2,3-nuTnazon-
5-umun (1a). Beixox 47%, 1. 1. 105-107°C. Cuextp
SAMP 'H (CDCly), 8, m. x.: 7.18 1 (2H, CH,,, 3J
8.6 'm), 7.42 n (2H, CH,,, >J 8.6 I'n).

4-Xnop-N-(4-0pompennin)-SH-1,2,3-nuTtnazon-
5-umun (10). Beixog 81%, 1. m. 118—-120°C. Cnekrtp
SIMP 'H (CDCly), 8, m. a.: 7.09 a1 (2H, CH,,, 3J
8.5T'w), 7.56 1 (2H, CH,,, *J 8.5 I'y).

4-Xnop-N-(4-metokcudpenuna)-SH-1,2,3-nu-
THa30a-5-umuH (1B). Beixox 90%, 1. 1. 89-90°C.
Cnextp SIMP 'H (CDCly), 8, m. 11.: 3.84 ¢ (3H, OCH;),
6.98 1 (2H, CH,,, 3J 8.8 I'm), 7.27 n (2H, CH,,, 3J
8.9 I'm).

4-Xaop-N-(2,6-quxnopdenunn)-5H-1,2,3-nutu-
a30s-5-umuH (1r). Beixog 66%, 1. mn. 150-152°C.
Cnekrp SIMP 'H (IMCO-dy), §, m. 1.: 7.26 T (1H,
CH,,, 3J 7.9 Tn), 7.60 m (2H, CH,,).

4-Xi0p-N-(2,4,6-Tpuxsioppennn)-SH-1,2,3-1u-
THa30a-5-umuH (11). Berxon 26%, 1. 1. 98—100°C.
Cnexrp SIMP 'H (IMCO-dy), 8, m. 1.: 7.84 ¢ (2H,
CI{Ar)'
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Oo0mas meroguka mnoaydenuss 4-[4-(2-xaop-
sTuia)nunepasun-1-na]-N-apun-1,2,3-auTnason-
5-umunoB 2a-1. Cmech 0.2 Mmonb 4-xiop-N-apui-
5SH-1,2,3-nutnazon-5-umuna u 0.4 mmoas DABCO B
8 mMu1 xJ10pOEH3071a KAISITIIN B TeueHnue 5—8 4. Peak-
IIUOHHYIO CMECh OXJIAXKJIaJIH, PACTBOPUTEIND YAAISITN
B BaKyyMe, OCTaTOK Pa3JIeNsyIi METOJJOM KOJIOHOYHOM
xpomarorpaduu.

4-[4-(2-XnopaTun)nunepa3un-1-na]-N-(4-
xaoppenun)-1,2,3-rutuazon-5-umun (2a). Brxon
48% (DMIOEHT — TETPONICHHBIN d(Pup—ITHIIAIIETAT,
2:1). Cnektp SIMP 'H (CDCl;), 8, m. z1.: 2.68 T (4H,
CH,, 3J 4.2 Tu), 2.80 T (2H, CH,,>J 4.2 Tn), 3.63 m
(2H, CH,), 3.78 M (4H, CH,), 7.08 1 (2H, CH,, 3J
8.8 I'm), 7.40 1 (2H, CH,,, 3J 8.7 I')). Cniextp SIMP
3C (CDCly), 8¢, m. m.: 41.54, 49.06, 53.48, 60.51,
121.66, 130.54, 131.44, 151.55, 158.96, 161.87.

4-[4-(2-XaopaTun)nunepasun-1-na]-N-(4-
opompennin)-1,2,3-nutuaszon-S-umun (26). Brixox
22% (pmIOeHT — MEeTPOJEHHBIA 3(Up—ITUIIALETAT,
5:2). Cnextp AMP 'H (CDCL;), 8, M. 1.: 2.65 T (4H,
CH,, 3J 4.3 Tn), 2.78 T (2H, CH,, *J 4.3 T'n), 3.60 M
(2H, CH,), 3.76 M (4H, CH,), 7.00 1 (2H, CH,,, *J
8.7 T'm), 7.53 1 (2H, CH,,, 3J 8.7 T'n). Cnektp SIMP
3C (CDCly), 8¢, M. n.: 41.56, 49.10, 53.51, 60.52,
121.93, 132.54, 133.73, 149.61, 158.99, 161.85.

4-[4-(2-XaopyTun)nunepa3ud-1-ua]-N-(4-me-
Toxkcupernun)-1,2,3-nutuazon-5-umun (2B). Beixon
37% (MIOCHT — TETPONeHHBIH BPUP—ITHIALETAT,
3:1). Cnextp AMP 'H (CDCl;), 8, m. 1.: 2.69 T (4H,
CH,, 3J 4.2 T'm), 2.81 T (2H, CH,, 3J 4.2 T), 3.64 T
(2H, CH,, 3J 4.2 Tn), 3.80 m (4H, CH,), 3.85 ¢ (3H,
CHj3), 7.13 m (4H, CH,,). Cextp SIMP !3C (CDCl,),
Oc, M. 1.0 41.49, 48.97, 53.47, 55.63, 60.36, 115.44,
121.70, 151.55, 158.92, 159.52, 161.87.

4-[4-(2-XaopaTun)nunepasud-1-uia]-N-(2,6-
auxjopgenni)-1,2,3-1utuazon-S-umun (2r). Bri-
xo1 12% (3mr0€HT — neTponeiHbIi 3(pup—3TUIIaLeTaT,
3:1). Cnextp AMP 'H (CDCL,), 8, m. 1.: 2.71 T (4H,
CH,, %J 4.3 Tm), 2.92 t (2H, CH,, 3J 4.3 T'n), 3.49
M (2H, CH,), 3.84 m (4H, CH,), 7.33 m (3H, CH,,).
Cnextp SIMP 13C (CDCly), 6c, M. o.: 41.53, 49.06,
53.51, 60.54, 123.75, 128.69, 131.58, 151.53, 158.92,
161.83.

Ob0masi Mmetoguka noaydenusi 4-[4-(2-a3ouani-
stua)nunepasun-1-na]-N-apua-5H-1,2,3-nu-
THa301-5-umuHOB 3a-B u 4a. K pactBOopy
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0.038 MMonb cooTBeTCTBYIOMIETO 4-[4-(2-XIOPATHI)
nunepa3us-1-un|N-apui-1,2,3-1uTrazon-5-uMmuaa
B 3 Mi G6e3BomHOTO areronuTpuia godarmsum 0.038
MMonb 1,2,4-tpuazonara Harpust win 0.038 mMmonb
MMUa301aTa HaTpus. PeaklMOHHYI0 CMECh KHIIS-
THIA B Tedenne 8—10 u, 3arem oxmaxkmamu. Ocagok
OT(WIBTPOBBIBAIY, QUIIBTPAT YIAPUBAIN B BaKyyMe.
OcTartok pa3ensuii METOJOM KOJIOHOYHOH XpoMaTo-
rpaduu.
4-{4-[2-(1H-1,2,4-Tpua3on-1-ua)>Tuj|nunepa-
3uH-1-na}-N-(4-xaoppennn)-SH-1,2,3-nuTnaszon-
5-umun (3a). Boixon 86% (2IFOCHT — XJIOPHUCTHINA Me-
tunen—metanon, 4:1). Crnexrp SIMP 'H (CDCl,), 8,
M. 1.: 2.56 T (4H, CH,, 3J 4.3 T'n), 2.80 T (2H, CH,,
3J 4.3 T'w), 3.66 m (2H, CH,), 4.25 M (4H, CH,), 6.99
1 (2H, CH,,3J 8.5Tw), 7.32 1 (2H, CH,, 3J 8.5 I'ny),
7.88 ¢ (C°Hy,), 8.14 ¢ (C°Hy,). Macc-cnekrp
(HRMS), m/z: 408.0832 [M + H]" (BbumciieHo s
C,¢H;oCIN,S3: 408.0826).
4-{4-12-(1H-1,2,4-Tpua3zou-1-ua)3Tuj|nunepa-
3uH-1-un}-N-(4-6pomenna)-5H-1,2,3-nuTnazon-
5-umun (306). Brixon 65% (2:110€HT — XJIOPUCTHINH Me-
tunen—metanon, 2:1). Cnexrp SIMP 'H (CDCL,), 8,
M. 1.: 2.63 T (4H, CH,, 3J 4.3 T'n), 2.85 1 (2H, CH,,
3J 4.3 Tn), 3.71 m (2H, CH,), 4.30 m (4H, CH,), 6.99
1 (2H, CH,,,3J 8.4 T'u), 7.53 n (2H, CH,,, J 8.4 T'n),
794 ¢ (C*Hy,), 8.19 ¢ (C°Hy,). Macc-ciektp
(HRMS), m/z: 452.0321 [M + H]" (BeluucneHo mis
C,¢H,oBrN,S;: 452.0327).
4-{4-[2-(1H-1,2,4-Tpua3zoua-1-un)d3Tuj|nunepa-
3uH-1-mi}-N-(4-meTokcudenun)-SH-1,2,3-nuTna-
3041-5-umuH (3B). Beixox 54% (2:110€HT — XJTOPUCTHIH
metmien—MeTanon, 4:1). Cnexrp SIMP 'H (CDCl,), 3,
M. 1.: 2.64 T (4H, CH,, 3J 4.4 T'm), 2.87 t (2H, CH,,
3J 4.4 Tu), 3.73 m (7H, CH,, OCHj;), 6.96 1 (2H,
CH,,,3J 8.8 Tw), 7.15 1 (2H, CH,,, J 8.7 T'), 7.94 ¢
(C*Hyy,), 8.21 ¢ (C3Hy,,). Macc-cniektp (HRMS), m/z:
404.1322 [M + H]" (Bbrumcaeno mis C,;H,,N;08S;3:
404.1327).
4-{4-12-(1H-umuaa3on-l-un)dTui|nunepa-
3uH-1-na}-N-(4-xnoppennin)-5H-1,2,3-nuTnazon-5-
umuH (4a). Bexon 30% (37M10€HT — XJIOPHCTHIA Me-
tunen—Mmetanon, 6:1). Crexkrp SIMP 'H (CDCl,), 3,
M. 11.: 2.59 T (4H, CH,, 3J 4.3 T'n), 2.83 T (2H, CH,, 3J
4.3 I'm), 3.70 m (2H, CH,), 4.28 m (4H, 2CH,), 6.81
¢ (C*Hy,), 7.02 ym. ¢ (3H, CH,,, C°Hy,), 7.31 ym.
¢ (3H, CH,, C°Hy,,). Macc-cnektp (HRMS), m/z:
407.0874 [M + H]" (Beruncieno mis Cy,H,oCINSS:
407.0879).
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A three-stage method was proposed for the synthesis of new 4-[4-(2-azolylethyl)piperazine-1-yl]-N-aryl-5SH-
1,2,3-dithiazole-5-imines. This approach includes the reaction of Appel salt with anilines to produce 1,2,3-dith-
iazole-5-imines, which were converted into 4-[(4-chloroethyl)piperazine-1-yl]-5H-1,2,3-dithiazole-5-imines,
alkylating azoles at the final stage. The high fungicidal activity of target compounds and intermediate 4-chloro-
N-aryl-1,2,3-dithiazole-5-imines was shown in vitro tests versus six species of phytopathogenic fungi.

Keywords: 4-chloro-N-aryl-1,2,3-dithiazol-5-imine, 1,2,3-dithiazole, fungicidal activity, 1,2,4-triazole
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