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BECLII HALIBISIHAJIBHATL AKAJISMII HABYK BEJIAPYCI Ne 2 2015
CEPbBIA XIMIUHBIX HABYK

VK 547.298+547.298.61

H. B. KOBI'AHKO, C. K. AHAHHNY, FO. I’ YEPHOB, K. H. KAIIIKAH, JI. B. FAXAHOBHY

CHUHTE3 1 THCEKTULHUJHAA AKTUBHOCTb HOBBIX
1,2-TUALINJII-1-AJIKWJITUAPASUHOB, COAJEP/KALUX ®PAI'MEHTbI
METHJI- U METOKCUBEH30MHBIX KUCJIOT

Huemumym buoopeanuueckoti xumuu HAH Benapycu

(Illocmynuna 6 peoaxyuio 30.12.2014)

Co31aHre HOBBIX XMMHUYECKUX BEIIECTB, CIIOCOOHBIX K HAPYIICHUIO HOPMAILHOTO NMPOTEKaHUS (U-
3MOJIOTHYECKUX MPOIECCOB JINHBKU U MeTaMop(}03a HACEKOMBIX, B HACTOSIIEE BPEMS IIPEICTABIISIETCS
OJTHUM M3 BaJKHBIX METOJIOB CO3[IaHMS HOBBIX OMOpAIIMOHATBHBIX HHCEKTHIINAOB. K uncity mpakTude-
CKM Ba)KHBIX JOCTHKEHUI Ha 3TOM IIyTH HECOMHEHHO OTHOCUTCS OTKPBITHE HEaBHO HOBBIX MHCEKTH-
OUA0B rpynnsl 1,2-auanui-1-aakuiaruapasuHoB, 001aJalomux, HECMOTPSI HAa COBEPILECHHO OTIMYHYIO
XUMHYECKYI0 MPUPONY, JeHCTBUEM TOPMOHOB JIMHBKH M MeTaMop(}o3a HACEKOMBIX IKIHCTEPOU OB
[1-5]. NaTeHcuBHBIE HAayYHBIC MCCIEIOBAHUS MO CHHTE3y W M3YUCHUIO WHCEKTUIIMIHON aKTHBHO-
CTH HOBBIX 1,2-AManuii-1-aJKuJIruapa3nHOB MPOBOSATCA HAMHU Ha MPOTSHKEHUH y)Ke€ HECKOJIBKHX JIEeT
[6-9]. B wacTHOCTH, paHee [7] HaMU UCXOAs U3 mpem-OyTHITHIPA3UHA U METOKCUOCH30WHBIX KHC-
JIOT OBLIIM CHHTE3MPOBAHBI HOBBIE 1,2-THAIliI-1-aIKMIITHPAa3HHBI, TI0 CBOEMY XHMHYECKOMY CTPOCHHIO
SABIISIONTNECS OMM3KUMHU CTPYKTYPHBIMH aHAJOraMH W3BECTHOTO MHCEKTHIMAAa MeTokcupenosmma 1.
MerokcuheHo3u 1 OTaryaeTcs Hanbonee ak THBHBIM WHCEKTHIIMIHBIM JISHCTBUEM I10 CPABHEHHIO C OCTAIb-
HBIMH M3BECTHBIMH BEIECTBAMHM I'pyMIIbI 1,2-quanui-1-ankuiruipa3uHos.

Hacrosimiee cooOrnieHre MOCBSINEHO CHHTE3Y HOBBIX OPraHMYECKUX BeIIecTB psaa 1,2-muanui-1-
ANKWJITAIPA3UHOB, OJM3KHUX MO0 CBOEMY XHUMHYECKOMY CTPOCHHIO TIOTYUYEHHBIM paHee [7] u HMEIomx
npu N-1 ruapasuHoBoro gparmMenTa mpem-0y TUIBHYIO TPYTIITY H, KaK MPaBUIIO, OCTATOK 3,5-1UMeTHII-
OCH30ITHOI KUCIOTHI, aHAJIOTUYHO KaK ¥ B MOJIeKyJie MeTokcu(eno3uaa. [Ipu N-2 B nieneBbIxX coequHe-
HUSX COJEpkKATcs TTIAaBHBIM 00pa30oM OCTaTKH pa3HOOOPa3HBIX METUII- U METOKCUOSH30MHBIX KHCIIOT.

OnHUM U3 UCXOAHBIX BEIECTB B HAIIMX CHHTE3aX SBUIJIACH KOMMEPUYECKH TOCTYITHAS O-TOTyUIOBas
(2-meTun6en3oiinas) kucioTa 2. B pe3ynbrare B3anMoeHCTBUS KHCIOTHI 2 ¢ THOHUIXJIOPHUIOM OOBIY-
HBIM 00pa30M TonyueH xjopaHruapua 3. [anpHeillee aunianpoBaHue mpem-0yTUITHAPA3UH THIPO-
xjopuaa 4 n30BITKOM XJIOpaHruapuaa 3 B OPUCYTCTBUU BOIHOI'O PacTBOpa TMIAPOKCHA HATPUS IO
[Horreny—baymany npuseno ¢ BerxonoM 70% k nenesomy 1,2-nuanuiruapasuny S.

Jns nonydenus 1,2-guanui-1-ankwirnapasnHoB 9a—h, nMeronux B cBoel CTPYKType OCTaTOK
3,5-anMeTHI0eH30iHON KHUCIOTHI, B Ka4eCTBE OJTHOTO M3 MCXOJHBIX BEIIECTB MCTIOIB30BATHU 1-mpem-
Oytunruapasus 3,5-1uMeTUI0eH30HHON KUCIOTHl 6, METON MOJIyYeHHUsI KOTOPOro pa3paboTaH HaMH
panee [9] B mporecce cuHTe3a MeTokcuperno3uaa. [Ipu 3 ToM BHauase B pe3ynbraTe peakini HCXOTHBIX
METHJI- U METOKCHOEH30WHBIX KUCIOT 2, 7Tb—h ¢ THOHMIXJIOpHUIOM OBLIM OOBIYHBIM 00Pa30M MOTY-
yeHsl XJopaHruapuasl 3, 8b—h. JlanpHelmum anuinpoBaHUEM MOHOALMITHApPA3HHA 6 YKa3aHHBIMU
xjaoparruapugamu no lllorreny—baymany ¢ pazaudHBIMH BBIXOJAAMH YJIAjoOCh MOJYYHUTH LEJIEBbIE
1,2-quanun-1-ankunruapa3uasl 9a—h. CTpoeHue CHHTE3UPOBAHHBIX BEIIECTB OMHO3HAYHO MOITBEPIK-
neno panabiMu UK, SIMP u macc-criekTpos.

WHcekTuiuaHas akTUBHOCTh CHHTE3MPOBAHHBIX COCAMHEHHMH M3ydYeHa B JIAOOPATOPHBIX YCIOBUSX
B uioHe 2014 r. Ha TMYMHKAX KOJIOPAJCKOrO jKyKa BTOPOTrO BO3pacTa MpHU KOHTAKTHO-KUIIEYHOM CIIO-
cobe 00pabotku, cornacHo meroauke [10]. B kauecTBe 3TaoHa BRIOpaH M3BECTHBIA MHCEKTHUIIU]] ME-
TokcrudeHo3nu1 1, OTHOCAIIHIICS IO MEXaHU3MY IEHCTBHS K arOHHCTAM DKIMCTEPOUIOB. Pe3ynprarsl
M3YYEeHHS] HHCEKTUIMHOTO JAeHCTBUS U3yUYEeHHBIX COSTMHEHUI MTPUBEICHBI B TaOIHUIIE.
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a R=2-Me; b R=2-MeO; ¢ R=3-MeO; d R=4-MeO; e R=4-CN; f R=2.4-1u-MeO;
g R=3.4-n1u-MeO; h R=3,4,5-tpu-MeO

TokcuuHOCTH coequHenuii 1, 9a—h 11 THYUHOK KOJIOPAICKOI0 KyKa

— TuGens TMIMHOK
Coenu- 4eCTBO cmeprHocTh (C) cmeprHOCcTh (C) cmeprtHOCTH (C)
HeHHe mannox | oPe? Leyr C MOIPABKO HAa KOHTPOIIb depes 3 eyt C MOIPABKO Ha KOHTPOIIb epes S eyt C MOIPABKO# Ha KOHTPOIIb
B oneie ocobeit | % % ocobeit | % % ocobeit | % %
1 30 8 1267 26,7 28 1933 92 28 1933 92
9a 30 2 ]6,6 6,6 22 |73,0 67,7 23 76,7 70,8
9b 30 1 33 33 27 190,0 88,0 29 96,7 95,7
9¢ 30 1 33 33 25 (83,3 79,9 26 |86,6 83,3
9d 30 0|0 0 21 (70,0 64,0 25 833 79,1
9e 30 7 1233 23,3 27 190,0 88,0 28 1933 91,6
of 31 0 0 0 23 |74,2 69,0 24 774 71,7
9g 30 1 3,3 33 22 |73,0 67,7 23 76,7 70,8
9h 30 1 33 33 17 |56,6 48,0 18 60,0 50,0
Kontpons| 30 0 0 - 5 |[16,6 - 6 20 -

Kak crnenyeT n3 naHHBIX TaOMUIBI, BCE CHHTE3UPOBAHHBIC 1,2-THalni-1-alKuiaruapa3utbl 00IanaoT
CYLIECTBEHHBIM WHCEKTHLUAHBIM JelicTBUEM. VX mpuMeHeHHe NPUBOANUT K 3aMETHOMY YBEJIHUYCHUIO
ru0eny JTHYUHOK KOJIOpAaZICKOI'0 XXYyKa IO CPaBHCHUIO C KOHTPOJICM. AHaJII/ISI/Ip}/ﬂ B LICJIOM IOJTYUYCHHBIC
Pe3yabTaThl, IPEXKAE BCEro CIEAYeT OTMETUTh, YTO OHU HOCSAT IPEABapUTENIbHBIN XapakTep. OnHaKO
110 HUM BITIOJIHE MOXKHO ITPOBECTHU HepBI/I‘-IHblf/'I OT60p HanOoJee aKTUBHBIX COGI[I/IHGHI/Iﬁ N3 U3YYCHHBIX.
Cyns no pesyibraTaM CKPpUHMHTA, HanOoJiee aKTUBHBIMM MHCEKTULIMAMH U3 MCIBITAHHBIX HAMU SIB-
narotes 1,2-nuanun-1-ankunruapasussl 9b u 9e. I1o cBoeil TOKCHYHOCTH AJIsSI IMYUHOK KOJIOPAJICKOTO
KyKa JIaHHBIEC BEIIECTBA MpeBOocXoasT MeTokcudenosnn 1. OcTtanbHble COSAMHEHUS MO pe3yjbraTam
OMONCIBITAHNI TTOKA3aJIH MCHBIIYIO IO CPABHCHUHIO C MeTOKCI/I(l)eHOSI/IIIOM WHCCKTUIMUIHYIO aKTHB-
HOCTB M BJISIIOTCS, HAa HAILl B3IJIs1]l, HEMEPCIIEKTUBHBIMH JUIs TAIbHEHIIIET O UCCIICAOBAHMSL.

Taknum o0pa3oMm, B pe3yabraTe MPEIIPUHATOrO UCCICAOBAHNS HAMH IOJy4EHO JOCTATOYHO 0OJb-
10€ YKCJI0 HOBBIX OPTaHMYECKHUX COSAMHEHUM psifa 1,2-nuanuii-1-aKuirapa3uHoB, OJU3KUX MO CBO-
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€My CTPOCHHIO U3BECTHOMY MHCEKTHULIHY TOPMOHAIBHOTO ACHCTBHS MeTOKCHU(peHo3uny. Cpeau cuHTe-
3MPOBAaHHBIX BEHIECTB OOHAPYKEHBI JOCTATOUYHO AKTHBHBIC MHCEKTHIIN/IbI, IEPCICKTUBHBIC IS JIaTh-
HeHIero yriyOJIeHHOTO M3y4eHHUsl C LEbI0 BBISIBJICHHUS BO3MOXKHOCTEH HCIOJIB30BAaHUS B KadeCTBE
JICHCTBYIOIINX BEIIECTB B COBPEMEHHBIX MTPENapaTuBHBIX (OpMax OHOPAIMOHATBHBIX TIECTUIINIOB.

ABTopsI BeIpaxatoT O6marogapHocts C. H. Cokos0By 3a moMoLs IpH MPOBEACHUHU AaHHOTO HCCIIe-
JIOBaHUSI.

JkcnepuMenTaabHas yacth. UK-criexktpsl 3anucansl Ha FTIR-ciekrpomeTpe Bomem-Michelson
100 B o6mactu 700-3600 cm™'. Criextpsl 'H SIMP 3anmcansl Ha npu6ope Bruker Avance 500 (pa6o-
yas yactoTa 500,13 MI') B pacTBOpax. XMMHUYECKHE CABUTU MpHUBEAeHBI oTHOCUTEIbHO TMC Kak
BHYTPEHHETO CTaHaapTa. Macc-CreKTphl perucTpupoBannch Ha komruiekce BOXX Accela ¢ macc-
netektopoMm LCQ-Fleet (TpexMepHas HOHHAs JIOBYIIKA) B PSKUME XUMHUYECKOW HOHU3AIMH IIPH aTMOC-
¢depuom naBiennu (APCI) (meTekTupoBaHue TOJOKHUTEIBHBIX HOHOB). ['a3-peakTaHT — a30T. 3HAYCHUS
m/z TPUBEIICHBI I HanOoJee MHTEHCUBHBIX MUKOB. XOJ pPeakluil U YUCTOTY TOJYUYCHHBIX COeInHE-
HHMH KOHTPOIMpOBaH ¢ momombio mnactuHok Kieselgel 60 F,s, dupmbr Merck. Temneparyper niasie-
HUs onpesiesieHbl Ha O1oke Koduiepa.

CKpUHUHT CHHTE3UPOBaHHBIX COCINHEHUN HA MHCEKTULUAHYIO aKTUBHOCTD IIPOBEACH 110 OIIMCAH-
HOM panee metonuke [10].

N-mpem-byTnia-N’-(1-meTunoenson)-1-metundensruapasuy S. PeakiuonHyo cMmech, IOJIy4eH-
Hy10 13 0,300 r 0-TOTYHIIOBON KUCIOTHI 2 M 3 MJI THOHWJIXJIOPH/IA, KUIIATUIIN C OOPATHBIM XOJIOAMIIb-
HUKOM, CHA0KCHHBIM XJIOPKaJIbIIUEBOI TPYOKOIi, B TeueHue 3 4. 3aTeM OOJBIIYIO YaCTh THOHHIIXJIOPH-
Jla yIapyuBay, OCTaTOK YAAJISUIH COBMECTHBIM YITAPUBAHNEM € TOTyosoM. OCTaTOK CYIINIIN B BAKyyMe
U TaKuM 00pa3oM Mosyqmin neneBoi l-metmnOenzounxiopun 3 B Buzae macia. K pactsopy 0,124 r
mpem-0y TUATHAPA3UH ruapoxyiopuaa 4 (momydeH no meroxny [11]) B 3,5 Mur MeTuiIeHXJIOpHUIA B 3-TOP-
noit konbe nobasisum 1,31 mut 10%-Horo pacTBopa ruapokcuaa HaTpus. Jlajee npu nepemMennBaHUH
Ha MarHUTHOW MEIIAJIKe U OXJIaKJICHUM Ha JICIIHONW OaHe B KoJIOy BHOCUJIM PAcTBOP XJIOPaHIUAPUAA
3 B 3 mut MmeTriIeHXJI0pHAa. [locnenyromiee nepeMelinBanye MpOBOAKIIN P KOMHATHON TeMIIeparype
B TCUCHHUE IHS. 3aTeM PEaKIIMOHHYIO CMECh pa30aBIIsUIM CMEChI0 MeTHJICHXJIopuaa ¢ Bomoi (1:1), oT-
JETISUTH OPraHuYeCcKUi CIIOH OT BOTHOTO, MPOMBIBAIM BOJOH, CYyIININ HAJ OE3BOAHBIM CyJlb(aToM Mar-
Hus. OcymunTenb 0TGUIBTPOBBIBAIM, PACTBOPUTEIIb YIIAPUBAJIM B BAKYyMeE, OCTAaTOK CYIIMIH B BaKyyMe
U MePeKpUCTAILIN30BbIBAIN U3 dTUanerara. [lonyuaunu 0,230 r N-mpem-0yTun-N’-(1-MeTHIOCH301IT)-
I-metunGensruapasuna 5. Berxon 70%, T.amt. 202-204 °C (3runanerar). MK-crextp (KBr, v, em™!): 1636,
1689 (CO-NH), 3237 (NH). Macc-cuextp (m/z): 324 (M), 268 (M'-C,Hy), 251, 119, 91.

N-mpem-byTua-N’-(2-MeTuj0en3oun)-3,5-1mumMeTuiaden3ruapasua 9a. PeakimoHHyio cMech, I10-
nydennyo u3 0,350 T o-TonyunaoBoW KUCHOTH 2 U 3,5 MJI THOHUJIXJIOPHIA, KUIISTHIN ¢ 0OpaTHBIM
XOJIOMUITEHUKOM, CHA0KCHHBIM XJIOPKAJIBITUEBON TPyOKOH, B TeueHune 2 4. 3aTeM M30BITOK THOHHII-
XJIOpH/Ia YAAJISUIM COBMECTHBIM ynapuBanueM c¢ toiyosoM. [omyuwmnu 0,310 r (Berxon 99%) nieneBoro
2-metunbdenzounxiopuaa 3 B Buae macia. K pacrsopy 0,368 r 1-mpem-Oytunruapasuga 3,5-1umMeTHI-
OeH30itHOI KUCIOTHI 6 (momydeH 1o meToay [9]) B 3 M metunenxiopuaa nodasisuta 1,14 mur 10%-noro
pacTBopa rupokcua Hatpus. Ilpu nepemelinBaHNM Ha MarHUTHOM Melasike 2-MeTHJIOEH30MIXI0puia
3 B 3 M metunienxJiopua. [lanee nepemeninBanue NpoBOIUIM IIPU KOMHATHOW TEMIIEpaType B Teue-
Hue aHs. Ha cienytomuii eHs peakIMOHHYI0 CMeCh pa30aBIIsIM CMEChI0 METHJIICHXJIOPHAA C BOJIOW
(1:1), oTmensiaM OpraHWYECKHUH CIOH OT BOJHOTO, MPOMBIBAIIN MOCIENOBATENBHO 5%-HBIM PacTBOPOM
ruapokcuaa Hatpus (3 mit), 5%-HBIM pacTBOPOM COJISTHOM KHCIIOTHI (3 MiT), BOJOH (3 MII) M CyIIMITH Haj
0e3BOIHBIM CYyJb(aTOM MarHus. 3aTeM OCYIIUTEIb OT(QUIBTPOBBIBAIHN, (DUIIBTPAT YIIApHBAJIH B BaKyyMe.
Iomyuwnnu 0,430 r ocratka (Berxox 60%) B BuJe mMacia, KOTOPOE MEPEKPUCTAIIITN3OBBIBAIN U3 ATHIIALE-
tata. [lomyuywunu 0,110 T N-mpem-0yTun-N’-(2-metundenzonn)-3,5-nuMe TuinOeH3rnaApasuaa 9a. Beixox
15%, T.r1. 186-188 °C (3tunanerar). Crektp 'H SIMP (DMSO-dg, 6, m.1): 1.50 (9H, c, t-Bu), 1.91 3H, c,
2-Me(Ar’), 2.25 (6H.,c, 3.5-Me (Ar)), 6.68 (1, 1H, J 6.5 I'u., H,, -3), 7.04 (1H, ¢, H, -4), 7.05 (2H, ¢, H, -2.6),
713 (IH, T, J 7.5 I'n, HAr’-5), 7.16 (1H, 1, J 7.5 T'n., Ar’-Hy), 7.28 (t, 1H, J 7.5 T'n., Ar’-H,), 10.49 (1H, c,
CO-NH). UK cnextp (KBr, v, cm™): 1603, 1630, 1638, 1688 (-CO-NH), 3200, 3228 (NH). Macc-cnekTp
(m/z): 338 (M), 282 (M"-C,Hy), 265, 133, 119, 91.

N-mpem-ByTtni-N’-(2-meTokcudenszoni)-3,5-numerunndensruapasug 9b. Beixox 82%, T.mi.
180-180.5 °C (3tumanerar). Criextp 'H SIMP (DMSO-dg, 6, m.1): 1.48 (9H, ¢, t-Bu), 2.23 (6H.c, 3,5-Me (Ar)),
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3.73 (3H, ¢, 2-MeO), 6.69(1H, nx, J, 1L.5Tu, J, 75 I'm, H, -3), 6.85 (1H, T, J 7 I'u, H,-5), 6.99
(1H, ¢, H, -4), 706 (2H, ¢, H, -2,6), 7.03 (1H, n, J 8.5 I'u, H, -6), 7.37 (IH, T, J 8.5 I'n, H, -4), 10.25
(1H, ¢, CO-NH). UK-cnektp (KBr, v, em™!): 1601, 1658 (euo), 1671, 1682 (mneuo) (CO-NH), 3245 (NH).
Macc-crextp (m/z): 354 (M"), 299 (M*-C,Hy), 281, 135, 105.

N-mpem-Bytnn-N’-(3-MeTokcuden3omn)-3,5-mumeTuiadensruapasuj 9c. Boixon 69%, . 159-160 °C
(>runauerar). Cnekrp 'H SIMP (DMSO-dg, 6, m.1): 1.48 (9H, c, t-Bu), 2.21 (6H, ¢, 3,5-Me (Ar)), 3.73
(3H, ¢, 3-Me0), 7.07 (1H, T, J 3 ', H,, -5), 7.05 (1H, ¢, H,, -4), 6.93 2H, ¢, H,, -2.6), 708 (2H, ¢, H, .-2,6),
7.31 (1H, T, J 8.0 T, H, -4), 10.58 (1H, ¢, CO-NH). UK-cniektp (KBr, v, em™): 1582, 1604, 1649, 1672
(CO-NH), 3248 (NH). Macc-cnektp (m/z): 354 (M"), 298 (M*-C,Hy), 281, 133, 105.

N-mpem-Bytnn-N’-(d-meTokcudenzomn)-3,5-mumeruiaoensruapasua 9d. Beixon 70%, 1.t 194-197 °C
(>runanerar). Cnexkrp 'H SIMP (DMSO-dg, 8, m.1): 1.47 (9H, c, t-Bu), 2.20 (6H, ¢, 3,5-Me (Ar)), 3.76
(H, ¢, 4-MeO), 691 (1H, ¢, H, -4), 707 (2H, ¢, H, -2,6), 6.93 (2H, n, J 8.5 I'u, H, -3,5), 7.50 (2H,
1, J10.0 ', H, -2,6), 1045 (1H, ¢, CO-NH). UK-cniextp (KBr, v, em™): 1505, 1607, 1649, 1669 (CO-NH),
3264 (NH). Macc-cniektp (m/z): 354 (M"), 298 (M*-C,Hy), 281, 135, 105.

N-mpem-ByTnn-N’-(4-uuanooenszoun)-3,5-mumeTuadensruapasua 9e. Boixon 62%, .. 198 °C.
Cnektp 'H AMP (DMSO-dg, 6, m.x.): 1.48 (OH, c, t-Bu), 2.20 (6H, c, 3,5-Me (Ar)), 6.94 (1H, c, H, -4),
7.06 2H, ¢, H, -2,6), 7.58 2H, n, ] 8.5 T, H, -3,5), 791 (2H, 1, J 8.5 'y, H, -2,6), 10.87 (1H, ¢, CO-NH).
UK-cnextp (KBr, v, em™): 1607, 1634, 1693 (CO-NH), 3244 (NH). Macc-ciiextp (m/z): 349 (M"), 293
(M"™-C Hy), 276, 133, 105.

N-mpem-byTnia-N’-(2,4-numeTokcnoen3onin)-3,5-mumernadensruapasua 9f. Beixon 16%, T
189-190 °C (3tunanerar). Cnextp 'H SIMP (DMSO-dg, 6, m.x1.): 1.47 (9H, c, t-Bu), 2.21 (6H, c, 3,5-Me
(Ar)), 3.75 (3H, ¢, 2-MeO/4-MeO(Ar’)), 3.78 (3H, ¢, 2-MeO/4-MeO (Ar’)), 6.48 (1H, nn, J; 2.0 ', J, 8.5 I'n,
H,.-5), 6.54 (1H, n, J 2.0 T'y, H, -3), 6.94 (c, 1H, H, -4), 7.02(x, 1H, J 8.5 'y, H, -6), 7.07 (2H, c,
H,-2,6), 10.03 (1H, ¢, CO-NH). UK-cnextp (KBr, v, em™!): 1609, 1648, 1667, 1743 (CO-NH), 3257, 3326,
3669 (NH). Macc-criektp (m/z): 384 (M"), 328 (M"-CHy), 311, 165.

N-mpem-bytuia-N’-(3,4-1umeroxcudenzon)-3,5-rumerundensruapasua 9g. Boixon 45%, 1.11.
197-199 °C (3tunanerar). Criektp 'H IMP (DMSO-d,, 6, m.1.): 1.48 (9H, c, t-Bu), 2.20 (6H,c, 3,5-Me
(Ar)), 3.72 (3H, ¢, 3-MeO/4-MeO(Ar’)), 3.76 (3H, c, 3-MeO/4-MeO (Ar’)), 6.92 (c, 1H, H, -4), 6.95 (1H,
n,J8.5Tu, H, -5),7.04 (1H, n,J 2.0 I'u, H, -2), 7.08 (2H, ¢, H, -2,6), 7.15 (ax, 1H, J, 8.5 T, J, 2.0 T'ny,
H,-6), 10.43 (1H, ¢, CO-NH). UK-cnekrp (KBr, v, cm™): 1588, 1603, 1649, 1662, 1667 (CO-NH), 3267
(NH). Macc-cniekrp (m/z): 384 (M), 328 (M"-C,Hy), 311, 165, 133.

N-mpem-bytuia-N’-(3,4,5-rpumeTokcuden3oun)-3,5-numerundensruapasua 9h. Brixon 90%,
1.1 220-223 °C (3runanerar). Crexrp 'H SIMP (DMSO-d,, 6, m.1): 1.48 (9H, ¢, t-Bu), 2.21 (6H, c,
3,5-Me (Ar)), 3.65 (3H, c, 4-MeO(Ar’)), 3.74 (6H, ¢, 3,5-MeO(Ar’)), 6.75 (2H, ¢, H, -2,6), 6.95 (1H, c,
H, -4), 7.07 2H, ¢, H, -2,6), 10.49 (1H, ¢, CO-NH). UK-cniekrp (KBr, v, em™): 1586, 1650, 1658, 1666
(CO-NH), 3239, 3307 (NH). Macc-crextp (m/z): 414 (M"), 359, 358 (M"-C,Hj), 195.
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SYNTHESIS AND INSECTICIDAL ACTIVITY OF NEW 1,2-DIACYL-1-ALKYL HYDRAZINES
CONTAINING FRAGMENTS OF METHYL- AND METHOXYBENZOIC ACIDS

Summary

The methods for synthesis of new 1,2-diacyl-1-alkylhydrazines, close structural analogues of a known ecdysteroid
agonist, methoxyfenozide, containing tert-butyl group at N-1 of the hydrazine moiety and 3,5-dimethyl benzoic acid
fragment (as in the methoxyfenozide molecule) have been developed. The insecticidal activity of compounds prepared have
been studied on the Colorado potato beetle larvae of second age. Among the synthesized compounds, sufficiently active
insecticides have been found, that are promising for further study in order to clarify their possible use as active ingredients
in modern formulations of biorational pesticides.



