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CHUHTE3 U UTHCEKTULUJIHASI AKTUBHOCTbD
HOBBIX 1,2-ANALNNJI-1-AJIKWJIT'UAPASUHOB, COAEPKAILINX ®PAI'MEHTbBI
3,5- IUMETHW.JI- U TAJIOTEHBEH30MHBIX KUCJIOT

Hucmumym buoopeanuuecxou xumuu HAH benapycu

(Illocmynuna 6 peoaxyuio 30.12.2014)

B HacTosiiee BpeMs K YMCIY YCIOBUH, HEOOXOMUMBIX ISl MOMYYECHUS! BHICOKMX M CTAOMJIBHBIX
ypOXKaeB, OTHOCUTCSI HEOOXOMMOCTh IPUMEHEHHUS BBICOKOA()(DEKTUBHBIX WHCEKTHIIUIOB JJISl 3al[UThI
CEITbCKOXO3IMUCTBEHHBIX KYIBTYP OT HACEKOMBIX-BpenuTeNeh. F3-3a TOCTOSSHHO BO3HHUKAIOIIEH y Hace-
KOMBIX PE3UCTEHTHOCTU K HCIOJb3YEMbIM MHCEKTHULHMAAM UX aCCOPTHUMEHT PETYISIPHO MPUXOJUTHCS
OOHOBIISITH M TPUMEHSITh IIPENapaThl CO CHEIHU(PUIHBIM TOIBHKO JIJISI HACEKOMBIX MEXaHH3MOM JICHCTBUS
Ha 0OMEHHBIE Ipolecchl B opranusme [1]. IMeHHO K Takoro pojia mpernaparaM OTHOCSTCS MOSIBUBIIHECS
B MIOCJIC/IHUE T'OJIbl HA PHIHKE Pa3BUTBIX CTPaH OMOpAI[MOHANIbHBIC HHCEKTUIIHJIBI, KOTOPBIC TI0 CBOCH OHO-
JIOTUYECKON aKTHUBHOCTH UMUTHPYIOT TOPMOHBI IMHBKH U MEeTaMop(03a HACEKOMBIX (IKIUCTEPOHIBI).
[lo XMMHYECKOMY CTPOCHHUIO JaHHbIE MHCEKTULUABI SIBISIOTCS 1,2-nuanui-l-ankuiruapaznHaMmu
[2-6]. Ux neiicTBHE OCHOBAHO Ha CIIOCOOHOCTH BBI3BIBATH MPH IMOMAJaHUU BMECTE C KOPMOM JIHHBKY
Yy HACEKOMBIX, K KOTOPOH )KUBOTHBIC (DU3HOJIOTMUECKH HE TOTOBBL. DJTa JUHBKA SIBISCTCS aHOMAJIBHOM
Y IPUBOAUT B KOHEYHOM UTOTE K THOCTN HACEKOMBIX-BpenuTene. [IpencraBuTenssMu JaHHOU TPYyTIIIBI
TpernapaToB SBISAIOTCS, Hampumep, ramodenosun 1 u meroxcupenosus 2. Ilo oTHOMIEHNIO K TETIO-
KPOBHBIM >KMBOTHBIM U YEJIOBEKY CO€IUHEHUS 1-2 MaJIOTOKCUYHBI. B nocnenHee BpeMss HaMU UHTEH-
CUBHO TPOBOSITCS HAyYHBIE HCCIISIOBAHMS TI0 pPa3pad0TKe METOIOB CHHTE3a U U3y4YeHUI0 OUOJIoTHYe-
CKOWM aKTMBHOCTH JIJaHHBIX OMOpAI[MOHAJILHBIX WHCEKTUIUJIOB psina 1,2-auaiii-1-aakirupa3uHoB.
B pesynprare mccnenoBaHWil OCYIIECTBICH CHUHTE3 KaK H3BECTHBIX KOMMEPUYECKHUX HHCEKTHITUIOB
(Tedydeno3nn, MeToKCH(pEeHO3uT), TaK ¥ HOBBIX COeNMHEHN 3Toi rpynmsl [7-10]. B wactHOCTH, B pa-
oore [10] Hamu omucan cuHTe3 MeTokcueHno3uaa 1. [Tpu 3ToM OTHUM W3 KITIOYEBHIX MPOMEKYTOUHBIX
BEIIECCTB B JIAHHOM CHHTE3¢ SABIseTCs 1-MoHOoanui-1-mpem-oytunruapasut 3. C Hael TOYKH 3peHus
YKa3aHHOE BEILECTBO MPEACTABISET COOOW yMOOHBIN MHTEPMEINAT CUHTE3a HOBBIX arOHUCTOB JK/U-
CTEepOUI0B, 00JIATAIONINX BEICOKON MHCEKTHUIIUIHON aKTUBHOCTBIO.

HacTosmee cooOrenne mocBsAMEeHO0 XUMIISCKOMY CHHTE3Y U MEPBUYHOMY CKPUHHUHTY Ha MHCEK-
THNUIHYIO aKTHUBHOCTH HOBBIX OPraHWYECKHX BEMIeCTB psna l,2-muanui-1-aaKuiaruapa3uHoB, Oim3-
KUX 110 XUMHUYECKOMY CTPOCHHIO rajo(eHO3UAy W METOKCH(EHO3HUTy. XapaKTEPHOH 0COOCHHOCTHIO
CTPOCHHUSI IEJIEBbIX COSAMHCHUM SIBJSETCS HATUYUE 3,5-TMMETHIOCH30MIBHON TPy IUPOBKY Tipu N-1
Y TaJIOreHOCH30MJIbHBIX OCTATKOB IIpu N-2 mpem-0y TUATUAPA3UHOBOTO ()parMeHTa.

Hcrmonp30BaHHAS HAMU CXE€Ma CHHTE3a IENEBHIX 1,2-muaniii-1-aIKuiruapa3nHoB BKIIFOYAET B Ka-
YeCcTBE KIIFOUEBOHW CTaJWH alWiInpoBaHue l-mper-Oytmiruapasuna 3,5-1uMeTHI0eH30HHON KUCIIO-
THI 3 XJIOPaHTHAPUIAMU TaJIOTeHOCH30HHBIX KHUCIOT 5 B MPUCYTCTBUU PACTBOpPA THAPOKCH/IA HATPUS
no lorTeny—baymany. HeoOxoaumbie XJIOpaHTUAPUIBL 5 TOTYUYCHBI B PE3YJIBTATE PEAKIIMH UCXOTHBIX
3aMEUICHHBIX OCH30HHBIX KHCIOT 4 C THOHUJIXJIOPHUIOM.

51


https://core.ac.uk/display/231297798?utm_source=pdf&utm_medium=banner&utm_campaign=pdf-decoration-v1

Bu-t
Q N“ Me O But
.

H o

x@/COOH
4a-j \ Me
@/COC' O But
X |
X N'N Me
J oo

6a-j

Cl

UCOCI
3
\ 0 Bu t

Cl
8

a (X=H); b (X =2-F); ¢ (X=2-Cl); d (X=2-Br); e (X=3-F); { (X=3-Br); g (X =3-I); h (X=4-F); i (X=4-Cl); j (X =4-Br);
k (X =3,4-nu-F); | (X = 3-F, 4-MeO); m (X = 3,5-1u-F)

Ha nauansHOM 3Tane pabOTHI B pe3yJIbTaTe allMIMPOBAHUS MOHOAIMITHApPA3HHa 3 OCH30MIXJIOpH-
JIOM Sa HaMHU MOJYYeH TUALMITHAPA3UH 6a. XOTa NaHHOE BEIIECTBO B CBOCH CTPYKTYpE HE CONEPIKUT
ATOMOB TaJIOTEHOB, €r0 yI00HO UCIOJIb30BaTh B KAYECTBE MOJACIHLHOIO IPU YCTAHOBJICHUW OTHOIICHUN
TUNA «CTPYKTYypa—aKTUBHOCTb» B pAny 1,2-nuanmn-l-ankunruapaszuHoB. Jlanee mpu aluInpOBaHUU
COCNMHEHUS 3 MOHOTAJIOTEHTEH30MIXJIOpUIaMu Sb—j cuHTe3upoBansl 1,2-auanui-1-aaKuaruapa3uHel
6b—j, conepxaiire B CBOCH CTPYyKType MO OJJHOMY aTOMY TaJIOT€Ha B Pa3IUYHBIX TOJOKEHUSIX OCH-
30JIbHOTO I[MKJIA. AHAJIOTHYHBIM O0pa30M B PE3yJIbTaTe HCIIOJIB30BAHUS IS allMJIMPOBAHUS 3aMe-
MIEHHBIX OCH30MIXJIOPUA0B Sk—m cuHTe3upoBansl 1,2-nuanui-l-ankuaruapasuasl 6k—m, comepika-
1Y€ T10 JIBAa 3aMECTUTEJIS B OCH30MHOM IIHUKJIC.

Kpome coetuHenunii 6, B JaHHON pab0Te TaKKe MPEAIIPUHSITO TOJIyYeHUE OJIM3KOTr0 UM IO CTPOCHUIO
1,2-muanun-1-mpem-Oytunruapasuna 8, cogeprkarero npu N-2 0CTaTOK 6-XJIOPHUKOTHHOBOM KUCIIOTBHI.
OTOT CTPYKTYPHBI# (pparMeHT, XapakTEPHBIN 151 COBPEMEHHBIX BHICOKOA((EKTUBHBIX HHCEKTHIUIOB
TPYHIIIEI HEOHUKOTUHOUIOB, BBOIHMIICS B MOJIEKYJTY C UCIIOJB30BAaHUEM O-XJIOPHUKOTUHOWIXJIOpHAA 7,
METOJI CHHTE3a KOTOPOro pa3paboraH Hamu paHee [11].

Takum 00pa3om, B pe3yJIbTaTe UCCICIOBAHUS HAM YAaJI0Ch MMOJIYUYATH HeoOXonumele 1,2-muarmi-1-
AJKWJITHPA3nHBI 6a—m U 8 ¢ pa3nMIHBIMU BEIXOAAMH (CM. SKCIIEPUMEHTAJIBHYIO YacTh). X cTpoenne
noaTeepxkaeHo JanusiMu UK, IMP u macc-cniektpoB. B yacTHOCTH, 110 cieKTpaM yaaeTcs HaJaeKHO
WICHTH(PUIMPOBATH KaK HAIMYNE, TAK U MECTO MPUCOCAMHEHNS] OCHOBHBIX CTPYKTYPHBIX (DparMeHTOB
MOJIEKYJI CHHTE3UPOBAHHBIX COSTMHEHNN, K KOTOPBIM CIICAYET OTHECTH OCTATKH 3,5-TUMETHIIOCH30MHOM
Y TaJIOTeHOCH30WHBIX KUCIIOT U mpem-0y THIITHIpa3iHa.

WHcekTnmaHas akTUBHOCTh CHHTE3UPOBAHHBIX COSTMHEHNN N3yUeHa B J1a00paTOPHBIX YCIOBHIX
B utoHe 2014 r. Ha JIMYKMHKAX KOJOPAJICKOr0 )XKyKa BTOPOr0 BO3pacTa NPy KOHTAKTHO-KUIIIEYHOM CIIOCO-
0¢ 00paboTkm, cormacHo [12]. B kadecTBe 3TaioHa BEIOpAH M3BECTHBIM WHCEKTHIIH METOKCH(PEHO3HU
2, OTHOCSIIITUHCS TT0 MEXaHU3MY JEUCTBHS K arOHUCTAaM KJIUCTEPOHIOB. Pe3ynbTaThel N3yUdeHUsT HHCEK-
TULHUIHOTO JICHCTBUS U3YUYCHHBIX COSIMHEHU TPUBEICHBI B TA0IHUIIE.

AHau3 NTaHHBIX TaOJHIIBI TOKA3bIBAET, YTO U3YUYCHHBIE COCIUHEHUS 3HAYUTEIFHO Pa3JIMYaroTCs
10 CBOEH MHCEKTHUIIMIHON akTUBHOCTH. [Ipu 3TOM ycTaHoBiIeHO, 4TO 1,2-muanui-1-mpem-0yTunrunpa-
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Tokcu4HOCTD coeuHEeHMH 2, 6, 8 111 IMYUHOK KOJIOPAJACKOIO0 KYyKa

I'n6enp nuunnOK
KonuuectBo cmeptHOCTH (C) cmepTtHOCTH (C) cmepTHOCTH (C)
CoenuHeHne JMYHHOK gepes 1 cyT ¢ HOMPaBKOit gepes 3 cyT C HOMPaBKOit gepes 5 cyT C HOMPaBKOit
B OIIBITE Ha KOHTPOJIb Ha KOHTPOIIb Ha KOHTPOIIb
ocobei % % ocobei % % ocobeit % %
2 30 8 | 267 26,7 28 | 933 92,0 28 | 933 92,0
6a 30 2 6,6 6.6 28 93,3 92,0 28 93,3 91,6
6¢ 30 9 30 30.0 26 86,6 84,0 27 93,1 89,6
6d 30 3 10,0 10 23 74,2 69,0 24 77,4 71,7
6e 30 1 33 33 11 36,6 29,5 22 73,3 69,0
6f 31 10 32,3 32,3 30 96,8 96,1 31 100 100
6g 30 7 23,3 23,3 28 93,3 92,0 29 96,7 95,7
6h 29 1 34 34 27 93,1 91,7 27 93,1 89,6
6i 30 3 10,0 10,0 24 80,0 76,02 25 83,3 79,1
8 30 2 6,6 6,6 25 83,3 79,9 26 86,6 83,3
Kountponb 30 0 0 - 5 16,6 - 6 20,0 -

3uHBI 6f 1 6 IO CBOEMY TOKCHYECKOMY JIEMCTBHIO Ha JIMYMHKH KOJIOPAICKOTO JKyKa IPEBOCXOAT JTa-
noH MeTokcrupeno3ua 2. [lo 7Toi mpuurHe yKa3aHHBIE BEIIECTBA MPEICTABISIOT HHTEPEC ISl ajb-
HEWIero JeTajabHOTO M3YUYCHHs] OMOJOTMYECKOH aKTHBHOCTH C HENbIO0 BBISICHEHHUS MEPCICKTHB UX
MPAKTHYECKOr0 UCIIOIb30BAHMS B HOBBIX HHCEKTULIUIHBIX Mpernaparax.

AgTops! BeIpaxkarot 6marogapaocts C. H. CokonoBy 3a TOMOIIH TIPH MTPOBEACHUH JAaHHOTO HCCIe-
JIOBaHMUSI.

JxcnepuMeHTalbHAsA YacThb. MK-cnektpsl 3anucansl Ha FTIR-ciekrpomerpe Bomem-Michelson 100
B o6mact 700-3600 cm~'. Criexrpsl 'H SIMP 3anmucans! Ha npu6ope Bruker Avance 500 (paGouas dac-
tota 500,13 MI'1) B pacTBOpax. XuMHUYeCKHE CABUTH MpUBeAEHbBI oTHOCHTEIbHO TMC Kak BHyTpeHHe-
ro cranjapra. Macc-CreKkTpsl perucTpupoBajinchk Ha komruiekce BOXKX Accela ¢ macc-getekTopom
LCQ-Fleet (TpexmepHast HOHHAsI IOBYIIKA) B PeKUME XUMHYECKON HOHU3AIUU TIPHA aTMOCc(hepHOM /1aB-
nerann (APCI) (meTekTupoBaHUE MOJIOKUTEIBHEIX HOHOB). [ 'a3-peakTaHT — a30T. 3HAUCHUS //z TIPUBE-
JIeHBI 151 HanOoJiee MHTEHCUBHBIX TUKOB. X0/ PEaKIUil U YUCTOTY MOJTYyUYEHHBIX COCTUHEHUH KOHTPO-
nuposanu ¢ nomomeo nnactuHok Kieselgel 60 F,s, dupmer Merck. Temneparypsl niaBieHus onpese-
neHsl Ha O110ke Kodepa.

CKpUHUHT CHHTE3UPOBAHHBIX COCIMHEHNI HA HHCEKTUIIUAHYIO aKTHBHOCTH ITPOBE/ICH 110 OITUCAH-
HOU panee metonuke [12].

N-mpem-ByTna-N’-0en3ounn-3,5-numetuioensruapasuj 6a. K 0,360 r 6eH30iiHOI KUCIOTH 4a 10-
0aBnATM 3 MJI THOHWJIXJIOPU/A, PEAKITHOHHYIO CMECh KHITATHIIN C OOPaTHBIM XOJIOAMIEHUKOM, CHaOKeH-
HBIM XJIOPKAJIBbIIHEBOH TPyOKOM, B TeueHue 2 4. 3aTeM U30bITOK THOHUIIXJIOPHIA YA COBMECTHBIM
yrapuBaHUEM TOCIIE0BATEIBHO C TONYOJIOM U MeTpolielHbIM ddupom. [lomyuanu Gerzonnxiopun Sa
B BHjIe Macya ¢ BerxogoM 97%. K pactBopy 0,400 r 1-mpem-Oytunrunpasuna 3,5-1uMeTHa0EH30HHOM
kuciothl 3 (mosyden mo Meronay [10]) B 3 M MeTuieHXJI0pUAa B 3-ropioi koybe nodasisiu 0,96 mi
10%-noro pacTBOpa rupokcuaa HaTpus. Jlanee npu nepeMeIinBaHuy Ha MArHUTHON MEILaJIKe M OXJIaX-
JICHUH Ha JIeASHON O6aHe B koi0y mobasismu pactBop 0,390 T OMyYeHHOTO, KaK OIMMCAHO BBIIIE, OCH30MII-
xJjopuaa 5a B 2 mu MeTuiienxyopua. llocnenyroiee nepemeninBanye MpoBOAMIN IIPU KOMHATHON TeM-
neparype B TeUeHHE 2 4, 3aTeM PEaKIIMOHHYIO CMECh Pa30aBIsuii cMechlo BOIbI M MeTuieHxopuaa (1:1),
OTJIEJISITN OPTaHWYECKUN CIIO OT BOHOTO, TPOMBIBAJIN BOJOH, BRICYIIIMBAIIHN HAJl OE3BOTHBIM CYIIb(a-
ToM Maraus. OcymmTens OTQUIBTPOBBIBAIN, (PHIBTPAT yIIAPUBAIN B BaKyyMe, OCTATOK MIEPEKPHCTAIIIH-
30BbIBaJM U3 3THnaneTata. [omyunnm 0,670 T N-mpem-0ytnn-N’-0en3omn-3,5-muMe THIOeH3ruIpasuaa 6a.
Brrxon 84%, T. m. 202-203 °C (3runanerar). Crnektp 'H SIMP (DMSO-d,, 6, m. 1.): 1.48 (9H, c, t-Bu),
2.20 (6H, ¢, 3,5-Me (Ar)), 6.93 (1H, ¢, H, -4), 7.08 2H, ¢, H, -2, H, -6), 7.39-7.42 (2H, m, H, -3,5),
7.47-1.51(m, 3H, H, -2,4,6), 10.65 (1H, ¢, CO-NH). UK-cnektp (KBr, v, em): 1603, 1642, 1650, 1660,
1672 (CO-NH), 3230, 3270 (NH). Macc-cnektp (m/z): 324 (M), 286 (M*-C,Hy), 251, 133, 105.

AHAIIOTHYHBIM 00pa30M MOJTYYEHBI CIeIYIONINE COSTNHEHUS.
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N-mpem-Bytun-N’-(2-¢propoenzonn)-3,5-mumeTnndensruapasug 6b. OOmmit Beixon 83%,
T. 1. 193-194°C. Cnektp 'H aMP (DMSO-d,, 8, m. 1): 1.48 (9H, c, t-Bu), 2.24 (6H, ¢, 3,5-Me (Ar)),
7.02 (1H, c, H,-4), 7.04 2H, ¢, H, -2,6), 6.80 (1H, T, ] 7.0 I'n, H , .-5), 7.17 (1H, 7, J 7.5 T', H, -6), 7.24
(I1H, 7, J 9.5 T'u, H, --3), 7.50-7.46 (1H, M, H, -4), 10.64 (1H, ¢, CO-NH). UK-cnextp (KBr, v, eM):
1616, 1642, 1674 (CO-NH), 2923, 2983, 3257 (NH), 3440. Macc-cnextp (m/z): 342(M"), 286 (M"-C,Hy),
133, 105.

N-mpem-Bytuia-N’-(1-x1opoen3omn)-3,5-numernadensruapasua  6¢c. OOmwmit Beixom 74%,
1. . 235 °C. Cnextp 'H SIMP (DMSO-dg, 8, m. a.): 1.50 (9H, c, t-Bu), 2.26 (6H, c, 3,5-Me (Ar)),
6.29 (1H, 0, J 7.5 T'u, H, -3), 7.05 (2H, ¢, H, -2,6), 707 (1H, ¢, H, -4), 7.25 (1H, 1, ] 7.5 T'u., H, -4),
740 (1H, T, J 7.5 T'u, H, -5), 745 (1H, n, J 8.0 I'u, H, -6), 10.69 (1H, ¢, CO-NH). Macc-cnektp (m/z):
358 (M"), 303 (M*-C,Hy), 285, 133, 105.

N-mpem-ByTtuia-N’-(1-0pomoenszon)-3,5-rumeruindensruapasua 6d. Beixox 63%, 1. . 238—
239 °C. Cuektp 'H AMP (DMSO-dg, 6, m. 1.): 1.50 (9H, ¢, t-Bu), 2.27 (6H, c, 3,5-Me (Ar)), 6.15 (1H, x,
J 7.0 I'u, H, --3), 7.06 (2H, ¢, H, -2,6), 7.08 (1H, ¢, H, -4), 7.27 (1H, 7, ] 7.5 I'n., H, -4), 7.32 (1H, T,
J7.5Tn, Hy-5), 7.61 (1H, 1, J 7.5 Tu, H, -6), 10.68 (1H, ¢, CO-NH). UK-cnektp (KBr, v, eM): 1604,
1643, 1660, 1673 (CO-NH), 3253 (NH). Macc-cnextp (m/z): 348 (M*-C,Hy), 133, 105.

N-mpem-ByTuia-N’-(3-propoenzoni)-3,5-numerundoensruapa3ua 6e. Berxomn 98%, 1. mm. 195—
196 °C (3tunanerat). Crextp 'H IMP (DMSO-dg, 6, m. 1.): 1.48 (9H, c, t-Bu), 2.21 (6H, c, 3,5-Me (Ar)),
6.94 (1H, c,H, -4), 7.07 2H, ¢, H, -2, H, -6), 7.19-7.21 (1H, nx, H,,), 7.32-7.37 2H, m, H ), 7.44-7.49
(m, 1H, H, ), 10.67 (1H, ¢, CO-NH). UK-cnextp (KBr, v, em 1) 1636 (mewo), 1650, 1673, 1689 (mneuo)
(-CO-NH), 3259 (NH). Macc-cnextp (m/z): 286 (M*-C,Hy), 269, 133, 105.

N-mpem-Bytuia-N’-(3-0pomoenzon)-3,5-numerninodensruapazug 6f. Beixon 79%, 1. mn. 113—
117 °C (>Tunanerat-nerpodneitnsiii a3¢pup). Crexrp 'H SIMP (DMSO-d,, 6, m. 1.): 1.48 (9H, c, t-Bu), 2.23
(6H, c, 3,5-Me (Ar)), 6.96 (1H, ¢, H, -4), 7.08 (2H, ¢, H, -2, H, -6), 7.37-7.40 (1H, m, H, .), 7.49-7.50
(m, 2H, H, ), 7.70-7.72 (1H, nn, H,.), 10.75 (1H, ¢, CO-NH). NUK-cnextp (KBr, v, em™): 1630, 1685
(CO-NH), 3230 (NH). Macc-cnextp (m/z): 402 (M™+ 2), 346 (M"-C,Hy), 331, 133, 105.

N-mpem-ByTuia-N’-(3-uondenszomn)-3,5-rumerundensruapasua 6g. Berxom 87%, T. mm 155—
157 °C (3runanerar—nerponeiinsiii 3¢up). Cnexrp 'H AMP (DMSO-dg, 6, m. 1.): 1.47(9H, c, t-Bu), 2.24
(6H, c, 3,5-Me (Ar)), 6.96 (1H, ¢, H, -4), 707 2H, ¢, H, -2, H, -6), 7.21 (I1H, 7, J 8 'y, H, -5), 7.49
(IH, n, 74 T'u, H, -4), 7.63 (1H, 1, J 1.5 I'n, H, -2), 7.85 (1H, 1, J 8 I'u, H, -6), 10.68 (1H, ¢, CO-NH).
UK-crextp (KBr, v, cM™'): 1604, 1615, 1625, 1640, 1688 (-CO-NH), 3234 (NH). Macc-crextp (m/z):
394 (M*-C,Hy), 377, 133, 105.

N-mpem-Bytuia-N’-(4-propodenzonn)-3,5-rumerundensruapasug 6h. Beixon 70%, 1. min. 218—
220 °C (>runanerat). Cnextp 'H SIMP (DMSO-dg, 6, M. 1.): 1.48 (9H, c, t-Bu), 6.93 (1H, ¢, H, -4), 7.07
(2H, ¢, H, -2, H, -6), 7.24-7.27 (2H, m, H, -3, H, .-5), 7.54-7.56 2H, m, H, -2, H’, -6), 2.20 (6H,
¢, 3,5-Me (A1), 10.625 (1H, ¢, CO-NH). UK-cnextp (KBr, v, em™'): 1605, 1625, 1638—1640, 1686, 1688
(CO-NH), 3265 (NH). Macc-cnextp (m/z): 286 (M*-C,Hy), 269, 133, 105.

N-mpem-ByTuia-N’-(4-xjg0poen3zon)-3,5-mumerundensruapa3un 6i. Berxom 85%, 1. . 226—
228 °C. Cnextp 'H IMP (DMSO-dg, 8, m. 1.): 1.48 (9H, c, t-Bu), 2.20 (6H, c, 3,5-Me (Ar)), 6.92 (1H,
¢, H,-4), 708 2H, ¢, H, -2,6), 749 (2H, ym. 1., J 9.0 I'u, H, -3,5), 7.52 2H, ym. 1, J 9.0 I'n, H, -2,6),
10.79 (1H, ¢, CO-NH). MK-cnextp (KBr, v, cm'): 1601, 1636, 1690 (CO-NH), 3257 (NH). Macc-crexktp
(m/z): 358 (M), 302 (M*-CHy), 285, 133, 105.

N-mpem-Bytuia-N’-(4-6pomoenzonn)-3,5-numerniadensruapasua 6j. Boixog 41%, 1. mn. 211—
214 °C (3tunanerar). Cnexrp 'H IMP (DMSO-dg, 6, m. 1.): 1.48 (9H, c, t-Bu), 2.20 (6H, c, 3,5-Me (Ar)),
6.92 (1H, ¢, H, -4), 7.06 (2H, ¢, H, -2,6), 742 (2H, ym. x., J 8.5 I'u, H, .-3,5), 7.64 (2H, ymr. 1, J 8.5 I'n,
H,,-2,6), 10.70 (1H, ¢, CO-NH). UK-cnextp (KBr, v, em ) 1591, 1641, 1682 (CO-NH). Macc-crexTp
(m/z): 402(M"), 348 (M*-C,Hy), 329, 133, 105.

N-mpem-ByTnia-N’-(3,4-nudpropoenzonn)-3,5-rumeTnndensruapasua 6k. Berxon 78%, T. . 215—
216 °C (arunarnerar). Crektp 'H SIMP (DMSO-dy, 6, m. 1): 1.47 (9H, ¢, t-Bu), 2.20 (6H, ¢, 3,5-Me (Ar)),
6.93 (1H, ¢, H,-4), 7.09 (2H, ¢, H, -2,6), 7.42 (1H, m, H, .-5), 7.56-7.49 (2H, M, H, -2,6), 10.92 (1H,
¢, CO-NH). UK-cniextp (KBr, v, em™'): 1606, 1631, 1685 (CO-NH), 2929, 2983, 3008, 3243 (NH), 3457.
Macc-cnextp (m/z): 360 (M*), 304 (M*-C,H,), 287, 133, 105.
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N-mpem-byTtun-N’-(3-¢pTop-4-meTokcundensonn)-3,5-rumernadensruapasun 6l. Beixon 83%,
1. . 186-188 °C (3rmmauerar—rexcan). Crnexkrp 'H SIMP (DMSO-dg, 6, m. 1): 1.47 (9H, c, t-Bu),
2.20 (6H, c, 3,5-Me (A1), 3.85(3H, ¢, 4-Me (Ar)), 6.92 (1H, c, H,-4), 707 2H, ¢, H, -2,6), 7.20 (1H, T,
J 85T, H,-2), 7.33 (1H, an, J, 2.0 ', J, 12.0 T, H, -5), 7.37 (1H, ymr. x, J 8.5 T'm, H, -6), 10.57
(1H, ¢, CO-NH). MK-cniextp (KBr, v, cm™): 1621, 1651, 1667 (CO-NH), 2934, 2976, 3269 (NH), 3450.
Macc-cnextp (m/z): 372 (M™), 316 (M*-C,Hy), 299, 133, 105.

N-mpem-Bytnia-N’-(3,5-nudropoenzounn)-3,5-rumetundensruapasua 6m. Beixon 53%, T. ot 196—
197 °C (>runauerar). Cnektp 'H SIMP (DMSO-d,, 8, m. 1.): 1.47 (9H, ¢, t-Bu), 2.21 (6H, ¢, 3,5-Me (A1),
6.96 (1H, c, H, -4), 7.06 (2H, ¢, H, -2,6), 7.48-7.44 (1H, m, H, -4), 7.13-7.11 (2H, m, H, .-2,6), 10.80
(1H, ¢, CO-NH). UK-cnextp (KBr, v, cm'): 1601, 1642, 1684 (CO-NH), 2871, 2926, 2984, 3324 (NH),
3454. Macc-cniexTp (m/z): 360 (M"), 305 (M*-C,Hy), 287, 133, 105.

N-mpem-BbyTnia-N’-(6-XJIOpHUKOTHHOMT)-3,5-1uMeTHa0en3ruapasuj 8. Beixon 57%, T. mi. 230—
232 °C. Cuektp 'H aMP (DMSO-dg, 6, m. 1): 1.48 (9H, c, t-Bu), 2.21 (6H, c, 3,5-Me (Ar)), 6.95 (1H, c,
H,-4), 707 2H, ¢, H, -2, H, -6), 7.61 (I1H, x, J 8.5 I'n, H, -5), 7.89 (1H, nn, J; 2.0 I'y, J, 8.5 I'y,
H,,-4), 841 (IH, x, J 2.0 T'n, H, -2), 10.96 (1H, ¢, CO-NH). HUK-cnekrp (KBr, v, em™): 1590, 1630,
1640, 1692 (-CO-NH), 3211, 3236 (NH). Macc-cnektp (m/z): 360 (M™), 304 (M*-CHy), 286, 133, 105.
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M. U. KAUHANKA, S. K. ANANICH, Y. G. CHARNOU, Z. N. KASHKAN, L. V. BAKHANOVICH

SYNTHESIS AND INSECTICIDAL ACTIVITY OF NEW 1,2-DIACYL-1-ALKYLHYDRAZINES
CONTAINING FRAGMENTS OF HALOGENATED BENZOIC ACIDS
AND 3,5-DIMETHYLBENZOIC ACID

Summary

New 1,2-diacyl-1-alkylhydrazines containing fragments of halogenated benzoic acids and 3,5-dimethylbenzoic acid
have been synthesized. These compounds are close structural analogues of known ecdysteroid agonists, methoxyfenozide
and halofenozide, used in agriculture as hormonal biorational insecticides. Primary screening of new organic compounds
for insecticidal activity has been performed. It has been discovered that two of the synthesized compounds are more toxic
for Colorado potato beetle than methoxyfenozide.



