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B psny docdopopranndeckux coeqMHEHUH Haid-
JICHBI BEIIECTBA C PA3INYHON OMOIOTHICCKON aKTHUB-
HOCTBIO M BBICOKOW M30MpPaTeNbHOCTHIO JIEHCTBUS, B
TOM 4Hcie (YHTUIUIbI, HHCEKTULUABI, aKapULUIbIL,
repOHMIUIBI W PEerymsiTopsl pocta pactenmid [1-3].
dochopopraHnyecKkie HMHCEKTHLUABI  POSBISIOT
BBICOKYIO AKTUBHOCTH B OTHOIIEHHWHU PA3JIMYHBIX Ha-
CEKOMBIX, B TOM YHCJIE€ BPEIHBIX WIEHUCTOHOTHX, OT-
JIMYAIOTCS MaJIbIM PacXo/ioM IpernaparoB, BBICOKOW
CKOPOCTBIO BO3ACHCTBUSI HAa BPENUTEIECH PacCTCHU,
XapaKTepU3yIOTCsl OBICTPBIM TPOTEKAaHHEM MeTado-
JIM3Ma B OPraHU3Me I03BOHOYHBIX, OTCYTCTBHEM CIIO-
COOHOCTHM HaKarjIMBaTbCs B MX TKAHSAX U IIMPOKUM
JIUana3oHOM MEepCUCTEHTHOCTH [4-9]. bonbmnHCTBO
3THX COCTUHEHUH JIETKO pa3jiaraercs B o4Be ¢ 00pa-
30BaHueM (ocdaToB U JPYTUX MPOCTSUIINX COEANHE-
HUI ¥ MPaKTUYECKH HE OCTABISIET SJOBUTHIX OCTaT-
KOB B OKpykaroreit cpeae [10—13].

OCHOBHO# HeOCTAaTOK OOJBIIMHCTBA (ochopop-
TaHMYECKUX TECTHIIUJOB — UX BBICOKAS TOKCHYHOCTH
JUIsl 4eJIOBEKa, )KUBOTHBIX, PBIO M Muell, YTo TpelyeT
COOTBETCTBYIOLIMX MEp MPEAOCTOPOKHOCTH MPU HX
ncnosb30BaHuu. C LENbI0 YMEHBIICHUSI TOKCHYECKO-
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ro JeiictBust pochopopraHMueCKUX MECTUIUIOB CO3-
JIaHBI CHeIMalbHbIe TpenapaTuBHbIe (HOpMBI, Ooiee
0e30macHble B MPUMEHEHHH, MPOBOAUTCS IIUPOKUHN
CKPUHUHT HOBBIX BBICOKOAKTHUBHBIX MaJOTOKCUYHBIX
(dhochopopranmuecKkux COCAMHEHHM, CITOCOOHBIX 3a-
MEHUTh Han0OJIEe TOKCHYHBIC MPUMEHSIEMBbIC Ipera-
patsl [12, 13].

B cenbckoM X034HCTBE UCIONB3YETCS LEIbI P
(hochopopraHIIeCKUX MHCEKTHIIUOB, OTHOCSIIIXCS
K pa3in4yHbIM Ki1accaM (ochOpOPraHuYECKUX COEC-
nuHeHuit [7-9, 14, 15]. OnHako yrieBoAbl U, B 4acT-
HOCTH, (pocdopopraHudecKre MOHOCAXapUILl TIPAK-
TUYECKH TMOJHOCTHIO OTCYTCTBYIOT B aCCOPTUMECHTE
XUMHYECKUX CPEACTB 3aIIUTHI CEIbCKOXO3SHCTBEH-
HbIX pactenuil. [lo HamMM AaHHBIM, apUiI3aMelleH-
Hble U THO(GOCHATHBIE MPON3BOIHBIE KCHIIO3HI IPO-
SIBJISTFOT BBICOKYIO (DYHTHIIMIHYIO W WHCEKTUIHIHYIO
akTUBHOCTH [16—18]. Tlouck HOBBIX BBICOKOA(QEK-
TUBHBIX HWHCEKTHIIUJIOB Ha OCHOBE MOHOCAaXapHIOB
JIPYTUX KJIACCOB aKTyaJleH U TIEPCIICKTHBEH.

Hamu momydensl gocdaTHble TPOU3BOAHBIC PH-
603I)I U HU3yd€Ha HX HWHCCKTUIHJHAsA AKTHBHOCTb.
B KkavecTBe HWCXOMHOTO COCIMHECHHUS HCIOJB30BAH
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Cxema 1.
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a, (RO),P(0)CI, CsHsN, DMAP, 0-20°C; 6, (RO),P(O)Cl, CsHsN, DMAP, 0-20°C; 6, 8 1. MeNH, (EtOH), 0°C.
R = CHs (2, 6), C,Hs (3, 6), CgHs (4, 7), 8 1. MeNH, (EtOH), 0°C. R = CHs (2, 5), C,Hs (3, 6), CgHs (4, 7).

1-S-(4-metundenunn)-2,3-nu-O-0eH30u1-1-THO-
B-D-pubodypano3un 1, cHHTE3 KOTOPOTO OMUCAH B
paborax [19, 20]. B kauectBe (hocHopHIHPYIOIIHX
areHTOB MPUMEHSUIN AUMETHI(POCHOPUIXIOPH, TH-
stundochopwixinopur u - audenHunpochopuIxio-
pun. @ochopunupoBanue coenuHeHus: 1 npoBoaUIH
C TTIOMOIITLI0 THATKII( ¢ eHmT)(HoCcHOopIITXIOPUI0B
B 0€3BOJHOM NHMPHUAWHE B NPUCYTCTBUM KaTalIUTH-
YEeCKOro KojudecTBa 4-(IUMETHIAMHHO )THPUANHA
(DMAP) u nonyunnu 5-O-dpochoprinpon3BoaHbIe
B-D-pubodypanozuna 2—4 (cxema 1). Yoanenue OeH-
30aTHBIX TPYMI MPOBOIWIN B MSTKuUX ycnoBusix. C
ATOW WENbI coeianHeHus: 2—4 oOpabareiBaiu 8 H.
pacTBOpOM METWJIAMHHA B O€3BOJHOM 3TaHOJIE NPH
0°C. [1-S-(4-Metundennn)-1-tuo-p-D-pudodypaHo-
3w |-5-[ aumankokcu(mudenokcn)pocdarsr| 5-7 ObLTH
TIOJTYYICHBI C BBIXOA0M 83—-92%.

Crpoenne docdarHbIX MPOU3BOAHBIX 1-S-(4-me-
tundenun)- 1 -tuo-p-D-pubodypanozuaa  2—7 moa-
TBEPKJICHO C IOMOILBI0 MeToa0B SIMP 'H, BC u3'p.
B cnekrpax SIMP 'H cHHT€3MpOBaHHBIX COEIHMHE-
Hul B oOmactu 6.01-6.14 M. 1. HaOmomaercs ryoier
IPOTOHA y aHOMEPHOro aroma yriepona (J;, = 2.5—
2.7 I'm), aTo ToaTBEpIKIaeT P-KOH(MUTYpAITHIO TTOTY-
YeHHBIX MOHOcaxapuaoB [19-21] m cooTBeTcTBYyeT
napamerpam crektpos SIMP 'H pasnuanbix ¢yHk-
LIUOHAIBHO-3aMEIICHHBIX ~ MPOM3BOAHBIX  PHOO3HI,
MOJIyYeHHBIX Hamu panee [22-24]. [IpoToHbl METOK-
CUTPYIII B CHEKTPaX COEIUHEHHN 2 U 5 pe30HUpPYIOT
IyONeTHBIMU CUTHalamMu B obOiactu 3.39-3.42 wm. 1.
(Jyp = 10.2 T'm), curHambpl MPOTOHOB ATOKCHUTPYIITT
B CHEKTpax coeAuHeHUd 3 M 6 mpejcTaBlieHbl TPHU-
mieramu npu 1.07-1.08 u 1.14-1.19 m. . (CH;) u
kBapteramu npu 3.85-3.88 M. a. (CH,). Koncranty

CIHH-CIIMHOBOTO B3aUMOJCUCTBUS Jyp IS (hparMeH-
ta (O)P(OCH,CHj;), onpenenuts He yaaloch U3-3a ee
OYECHb MAJIOM BENUYWHBI, KaK W il THOGOCHATHBIX
Npou3BOAHBIX B-D-kcunonupanosuza [18]. IIpotonst
1,4-3aMenieHHOT0 OEH30JILHOTO KOJIBIIA, 00Pa3yoIIHe
CHUCTEMY JBYX Hap XUMHUYECKH KBHBAJCHTHBIX, HO
MarHuTHO HEIKBUBAJICHTHBIX simep ABA'B’, mpen-
CTaBJICHBI AByMsl TyOJETHBIMU CUTHAJIAMH B 00JIaCTH
6.69-7.19 M. 1. (Jyy = 8.2 I').

B cnekrpax SIMP '3C coenunennii 2 u 5 MeTuib-
HBIE TPYIITLI PEJICTABICHBI TyOJICTHBIM CUTHAJIOM B
obnactu 52.43-52.49 m. 1. (Jop = 6.8 'm). B cnek-
tpax AMP 13C coenuuenuii 3 u 6 HpuCYTCTBYIOT
nyonernsle curHansl rpynnsl CH;CH,O B obnactu
16.72-16.75 M. 1. (Jcop = 6.8 I'nn), nyOneTHble cUrHa-
ael Tpynmel OCH, oTMeuatoTes B Gonee ciaboM moJe
B obnactu 62.13-62.15 m. 1. (Jop = 5.5 I'ny), uTO Co-
racyercs C JUTepaTypHbIMU JaHHBIMU [25-27]. Xu-
MUYECKHUe CIBUTH Op (hochaToB 2—7 PETUCTPUPYIOTCS
mpu 3.87—4.11 M. 1., uTO XapakTepHo st docharor
(R?0),P(O)OR! ¢ 4eThIpeXKOOPIMHUPOBAHHEIM ATO-
MoM docdopa, rae R! — pparment monocaxapuaa, R? —
ANKWIbHBINA WK (QeHUITBHBIHN 3amecturenn [28-31].

[Ipu olieHKE TOKCHYHOCTH TpenapaTa yuuThIBatOT-
Csl HE TOJIBKO YPOBEeHb OocTpoi TokcuuHOCTH (LDs(),
HO U €r0 CTOWKOCTh, Pa3HOOOpa3HbIC YCIOBHS MOIa-
JIAaHWSI B OPTaHU3M, BO3MOXKHBIC TIPEBPAIICHUS B JIPY-
rHe COCJMHEHUs B Ipolecce 0OMEHa, a TaKKe MpH-
HUMAIOTCSl BO BHUMaHHE Takue (GU3UKO-XHUMUYICCKHE
CBOMCTBa, KaAK CMAuyUMBaeMOCTh, YIACPKHUBAEMOCTh Ha
MOBEPXHOCTH, pa3Mep u (HopMma YacTull, ynpyroctb
MapoB aKTUBHOTO coenuHeHus u ap. [11-13]. Tpebo-
BaHUS K pa3pab0TKe HOBBIX NECTHIIU/IOB B HACTOSIIIEE
BpeMsl OPHUEHTHPOBAHbI Ha CHHTE3 MHOTOIICIICBBIX,

J)KYPHAJI OBLIEM XWMHHU tom 90 Ne 7 2020
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BBICOK03(D(PEKTHBHBIX, MaJIOTOKCUYHBIX, JIETKO pa3Jia-
raeMbIX B [I0YBE U KOJIOTHYECKHU OE30ITaCHBIX COEHU-
HEHUU.

B pesynbrare wuccieoBaHUN MHCEKTULHIHOM
aKTHBHOCTH (ochaTHBIX MPOU3BOAHBIX [-D-pubo-
(ypaHo3uga 57 yCTaHOBJICHO, YTO OHH O00JamaroT
BBICOKOW HWHCEKTUIIUAHONH aKTUBHOCTBIO B OTHOIIIC-
HUM COCYIMX HAaCEKOMBIX. B kauecTBe TecT-00beKTa
HCIIOJIh30BANIM BUKOBYIO Tt Megoura viciae Buckt.
[Tpu 00paboTKe HACEKOMBIX CYCIICH3USIMH COC/IMHE-
HUM S ¥ 6 win pacTBOPOM COEAMHEHHUs 7 B KOHIIEH-
Tpammu 0.1% cMepTHOCTh HAceKoMbIX uepe3 24 u
cocrapisuia 82.5, 65.0 u 100% cooTBETCTBEHHO (CM.
tabmuily). Coenunenue 7 00sa1aa0 HanOObIIEH aK-
TUBHOCTHIO B OTHOIIICHUHM BUKOBOH TIIH: yKe uepes 4 1
rociie 00paboTky Habmomanachk rudens 52.5% nHace-
KOMBIX, B TO BpeMs Kak BO3/ICHCTBUE COSTMHEHUSIMU 5
u 6 mpuBoMIIO K THOEM ToIbKO 15.0 1 33.8% Hacexko-
MBIX COOTBETCTBEHHO. TakuM 00pazoM, COoeqMHEHHE
7 MOKHO paccMaTpuBaTh B KA4€CTBE MEPCIIEKTHBHOTO
JUTSL CO3MaHMsI Ha ero OCHOBE 3¢ (EKTHBHOTO TIpera-
para mist 60pbhObI ¢ BpeIHBIMU YICHUCTOHOTUMHU, Ha-
HOCSIIIUMU OTPOMHBIN BpEX CEIbCKOXO3SIHCTBEHHBIM
pacTeHHsIM.

DapMakoIOTHYeCKUMHU  HCCIEIOBAaHUAMHU  OBLIO
MOKAa3aHo, YTO ocTpast TokcnaHocTh LD hpocdarabix
MIPOW3BONHEIX B-D-pubodypano3uma 57 cocraBisia
910-930 wmr/kr (Oenple MBI, BHYTPHOPIOIINHHO),
YTO MO3BOJISET UX OTHECTH K MaJIOTOKCHYHBIM COETH-
HenusM [32].

[Torck HOBBIX MaJIOTOKCHUYHBIX BBICOKOA((hEK-
TUBHBIX IECTUIUIOB B Psiy (HochOpUIMPOBAHHBIX
MOHOCaxXapuJ0B — MEPCIIEKTHBHOE HANPaBJICHNUE TTPU
YCIIOBHH PACIIUPEHUsT OHMOJOTHYECKUX HCCIIe0Ba-
HUH C TENBI0 U3YUYCHHS APYTUX BUIOB MECTULIUIHON
AKTUBHOCTHU, TAaKUX KaK ()YHTHIIMHAS, aKAPUIIUIHAS,
HeMaTULUAHAs. V3ydeHne poCTOperyIupyromei ak-
TUBHOCTH (POCHOPUIUPOBAHHBIX YITIEBOIOB — IIe-
JIecO00pa3Hoe 3BEHO OHOJIOTHMYECKUX HCIBITAHUH.
PesynbraThl pacumpeHHbBIX OHOIOTUYECKUX UCCIIEI0-
BaHUH MIO3BOJISAT OIICHUTH NIEPCIIEKTUBBI TPAKTHYECKO-
r'o MPUMEHEHHUS! HOBBIX MOTEHIMAJIbHBIX [IECTUIHIOB
B CEJIBCKOM XO3SHCTBE C YYETOM HX 3KOJIOTMUYECKON
0C30MaCHOCTH.

OKCIIEPUMEHTAJIBHA S YACTb

B pabore ncrnonbp3oBaiu peareHThl IPOU3BOACTBA
«Sigma-Aldrichy» (CILIA) nmm «Flukay (IBefinapus)

JKYPHAJI OBLLENA XMMMU tom 90 Ne7 2020

WHcekTnunaHas aKTHBHOCTB (ocdaTHBIX MPOU3BOIHBIX
B-D-pubodypano3unano3uga 5—7 B OTHOIICHUH BHUKOBOM
T (Medoura viciae Buckt.)

WHcekTHnnaHas akTHBHOCTS,
Coennnenue % CMEpPTHOCTH BUKOBOH TJIH
gepes 2 4 gepez 49 | dgepe3 24 4
5 7.5 15.0 82.5
6 2.8 33.8 65.0
7 20.0 52.5 100
Konrposb 0 0 10.0

0e3 mpeaBapuTenbHON 04UCTKU. OpraHnvecKue pac-
TBOPHUTEIH TIepen TpUMEHEHHEM odutmaiu [33].

Cnexrpsl IMP 'H nonyuens! na npudope Bruker
Avance III (I'epmanus) ¢ paboueit yacroroit 600 MI't
('H). Uccnenosamn 10-15%-nbie pactBopsl 8 CDCly,
BHyTpeHHuit stanon — TMC. Cnektpsl SIMP 3'P mo-
mydeHsl Ha npudope Bruker AC-200 (I'epmanwms) c
paboueii yacroroit 200 MI'u. Xumudeckue caBuru dp
OIpenesieHbl OTHOCUTEIbHO BHELIHErO CTaHAapTa —
85%-noit H;PO,. Macc-cniektpel (MALDI-TOF) cHu-
Manu Ha criekrpomerpe MALDI Micromass (CIIA).
B kauecTBe MaTpHIIBI MCIIOIB30BAIM O-IHAHO-4-TH-
JPOKCUKOPHYHYIO KUCIIOTY. XOJl pEaKkIui ¥ WHIUBU-
JyalbHOCTb MOTYYEHHBIX COCTUHEHUI KOTPOIMPOBa-
mu ¢ nomotbio TCX Ha ruractunax Silica Gel 60 Fys,
(0.25 mm, Merck, ['epmanns) B cuctemax pacTBOpH-
Tenei: aTmnanerarT-rexkcan (1:2) u MeTaHOI—XJIOPO-
¢dopm (1:9). B xauectBe copOeHTa 1T KOJIOHOYHOMN
xpomarorpadun ucnonszoBanu Silica Gel 60 (63—
200 mxm, Merck, I'epmannst). BemecrtBa ompenens-
JM Ha XpOMaTrorpaMmax ¢ MOMOUIBIO MPOSIBIISIOIIETO
pactBopa, conepxamero 120 r (NH,){Mo;0,,4H,0
u 5 r (NH,),Ce(NO3)s B 10%-H0i1 cepHOil KucaoTe.
Temneparypy IUIaBIE€HHUsI ONpEACSIM Ha Hpudope
Electrothermal IA9300 (BenmukoOpuranusi).

Oo6masi Meroguka cunre3a [1-S-(4-metmide-
HUJI)-2,3-1u-0-0en3oui-1-tuo-f-D-pudodypa-
HO3W|-5-[mnankuia(audenna)docharos] (2-4).
K pactBopy 10.0 r (0.022 momnb) 1-S-(4-metunde-
Hu)-2,3-1u-0-0eH3ou- 1 -tro-f-D-pudodypanosuia
1 8 100 mur 6€3BOTHOTO MUPUAMHA JOOABIISIIH KaTaIH-
trueckoe komudectBo DMAP u 0.033 momnb cooTBeT-
cTBytommero  auanki(audenun)dochopraxiopraa
npu 0°C B armocdepe aprona. Peaknuio npoBoanimu
1 g mpm 0°C, a 3arem eme 4 1 ipu 20°C. [Iporekanme
peakiuu KoHTpoupoBaiu ¢ momornisio TCX B cucre-
Me Trnanerar-rekcad, 1:2. [To okoHuaHuu peakinu



1066 BEJIAXOB u np.

peakIuoHHyI0 cMech oxyaxmand g0 0°C, moOamis-
qu stuianerar. Opranuueckyto (azy oOpabarbiBaiu
5%-HBIM paCTBOPOM CEPHOM KHCIIOThI, KOHLEHTPHUPO-
BaHHBIMH PAacTBOpaMH OWKapOOHATa HATPUS U XJIO-
pHuIa HaTpus, 3aTeM CYIIMIN OE€3BOIHBIM Cyib(aTom
MarHvs W yhapyBajy TPW TOHKEHHOM JIaBJICHHU.
[Mony4eHnublit aMOp(hHBIN TOPOIIOK OYUINAIHA Ha KO-
JIOHKE C CHJIMKAresieM, MI0CHT — ATUIIaleTaT-TeKCaH,
1:9. DmroaTsl, comepIKariue MPOAYKT peaKiuu, 00b-
SIMHSIIN ¥ yHapuBai MPH MOHWKEHHOM JaBJICHUH,
OCTaTOK CywuiIn S5 4 B BakyyMme npu 20°C. Beicyien-
HbIE COEMHEHUS MEePEeKPUCTAIITN30BBIBAIN U3 CMECH
stunanerar—rexkcad (1:4) ¥ momyydanu cBETIIO-KENThIe
MIPOAYKTHI peakiuil 2—4 B BHJE MEIKOKPHCTAJLTHIC-
CKHX BEILECTB.
[1-S-(4-MeTuadennn)-2,3-nu-0-6en3ona-1-
THO-B-D-pudodypano3un]-S-(numerundocdar)
(2). Beixon 84%, T. ur. 121-122°C, R 0.55 (oTmna-
nerar-rekcas, 1:2). Cnextp IMP 'H, §, m. 1.: 2.36
¢ (3H, CH;C4H,S), 3.39 1 [6H, (O)P(OCHj;),, Jyp =
10.2 Tu], 3.58 . a1 (1H, H%, Jysa = 45, Jsusp =
9.5Tw), 4.11 1. 1 (1H, H, J; 5, = 5.2, J5 5, = 9.5 '),
440 n. n. 1o (1H, H4, Ju3 = 5.5, Jys, = 45, Jysp =
5.2Tu), 5.07 T (1H, H2, J3=5.0I'n), 5.34 1 (1H, H3,
Jy4=15.5Tn), 6.07 1 (1H, H', J,, = 2.5 T'n), 6.70 1
(2H, CH;C¢H,S, J=8.2T'n), 7.17 n (2H, CH;CH,S,
J=282TImn), 7.33-8.17 m [10 H, C4HsC(O)]. Cnextp
SIMP 13C, 8¢, m. 1.: 21.15 (CH;C¢H,S), 52.43 1 [(O)
P(OCH,),, Jop = 6.8 T'ii], 54.39 (C%), 72.26 (C?), 75.18
(C?), 82.04 (C*), 90.63 (C'); 128.42, 128.83, 129.06,
129.87, 130.11, 130.65 (C,,), 165.09 [C4H5C(O)],
165.36 [(CcH5C(0)]. Cnekrp SIMP 3'P: §p 3.87 m. 1.
Macc-cnekrp (MALDI TOF), m/z: 595.15 [M + Na]".
CygHyoNaOgPS. M, 595.13.
[1-S-(4-MeTuapennn)-2,3-nu-0-6enzona-1-
THO-B-D-pudodypanozua]-5-(mmytuiadocdar) (3).
Brixon 79%, 1. . 127-128°C, R; 0.50 (3tmnanerar—
rekcan, 1:2). Cextp AMP 'H, §, M. 1.: 1.07 . T 1.15
a. 1 [6H, (O)P(OCH,CHj3),, Jyy = 7.4 '], 2.39 ¢ (3H,
CH;C¢H,S), 3.53 n. n (1H, H%, Jusa =45, Jsasp =
9.5 Tm), 3.82 n. x [4H, (O)P(OCH,CHj),, Jyp = 10.2,
Jun =74 Tu], 4.17 1. 1 (1H, H®, J, 5, = 5.2, Jsp5, =
9.5Tu),4.48 n. 1. o (1H, H, J43=5.5,J45.=4.5,J4 5=
5.2 Tw), 5.11 T (1H, H?, CH;C(H,S, Jr3 = 5.0 '),
536 T (1H, H?, J;,=5.5Tn), 6.10 1 (1H, H', J; , =
2.6Tm),6.74 1 (2H,J=8.2Tn), 7.12 1 (2H, CH;C,H,S,
J=282TImn), 7.37-8.21 m [10 H, C4HsC(O)]. Cnextp
SAMP 3C, §¢, m. a.: 16.72 n [(O)P(OCH,CHj;),,

Jop = 6.8 T, 21.19 (CH3C4H,S), 54.42 (CY), 62.13
1 [(O)P(OCH,CH,),, Jop = 5.5 T'1], 72.34 (C3), 75.20
(C?), 81.94 (CH), 90.69 (C); 128.65, 128.96, 129.15,
130.04, 130.28, 130.79 (C,,), 165.14 [C4H5C(O)],
165.45 [(CH5C(0)]. Cniexrp SIMP 3'P: §p 3.92 m. 1.
Macc-cniekrp (MALDI TOF), m/z: 623.15 [M + Na]*.
C;0H33NaOgPS. M, 623.16.

[1-S-(4-MeTundenna)-(2,3-gu-0-6en3onn)-
1-Tuo-B-D-pudodypanosua]-5-(nudennadocdar)
(4). Bexon 81%, T. mi. 136-137°C, R; 0.46 (3Tmi-
anerar-rexcas, 1:2). Cnexrp IMP 'H, §, m. 1.: 2.37 ¢
(3H, CH;C¢H,S), 3.60 1. n (1H, H>?, Ja5a=4.5,J5050=
9.5Tu),4.19 a. 1 (1H, H, Jas6=35.2,J5p5,=9.5T1),
443 .0 n(1H,HY, Jy3=5.5,J, 5,=4.5,J4 5,=5.2Tm),
5.11 T (1H, H?, Jp3=5.0 T'm), 5.38 1 (1H, H3, J34=
5.5 I'm), 6.01 1 (1H, H', J;, = 2.7 I'n), 6.69 1 (2H,
CH;CcH,S, J= 8.2 Tm), 7.12 n (2H, CH;C.H,S, J =
8.2Tm), 7.18-7.30 m [10H, (O)P(OC¢Hj;),], 7.38-8.19
M [10H, CHsC(O)]. Cnekrp SIMP 3C, 8., m. u.:
21.22 (CH;C4H,S), 54.43 (C3), 72.10 (C?), 75.24
(C?), 82.16 (C*), 90.69 (C); 128.42, 128.83, 129.06,
129.87,130.14, 130.65 (C,,), 148.21 [(O)P(OC¢Hs),],
148.57 [(O)P(OC¢Hs),], 165.11 [C4HsC(O)], 165.40
[(CcH5C(O)]. Cnextp AMP *'P: §p 4.11 m. 1. Macc-
cuekrp (MALDI TOF), m/z: 719.17 [M + Na]".
Cs3H33NaOgPS. M, 719.16.

O6mas meroauka cunrte3a [1-S-(4-metunde-
HHUa)-1-THO-PB-D-pudodpypanoszun]-5-[ananknia-
(mupenmn)dpocdaron] (5-7). K pactsopy 3.5 r coe-
nuHennst 2—4 B 10 M 6e3BomHOTO ATaHONa TIipU 0°C
nobasmnsum 50 mut 8 H. pactBopa MeNH, B 6e3B01HOM
sta”one. Peakiuro nposonnim 3 9 nipu 0°C npu wH-
TEHCUBHOM TepeMeIINBaHuU B aTMmocdepe aprona.
Xon peakiuu KOHTpodupoBaiu ¢ momornisio TCX B
crucreMe Metanon—xyuopodopm, 1:9. Ilo oxoHuanmm
peakiuu pacTBOP KOHILIEHTPHUPOBAIH IPH MOHUKCH-
HOM JIaBJICHUM, TOJYYEHHBI aMOpQHBII MOPOLIOK
OYHINAJIN Ha KOJOHKE C CHJIMKareixeM, WCIONb3ys B
Ka4eCTBe TFOCHTA CMECh METaHOI—XJIopodopm, 1:10.
DmroaThl, colepKaliie MPOIyKT PEaKkinu, OObEeIUHS-
JU ¥ YIapuBaJIH TIPH MMOHMKEHHOM JIaBJICHUH, OCTa-
TOK cyumin 5 4 B Bakyyme npu 20°C. BricyiieHHbIe
COCTMHEHHSI TIePEKPHUCTATIIN30BBIBAIN U3 CMECH Me-
taHon—xyuopodopm (1:5) u momydanu Oerbie MeKo-
KPHUCTAJUIMYECKUE COETMHEHUS S—T.

bIYd.

[1-S-(4-MeTunagenn)-1-ruo-p-D-pudodypano-
3ua|-5-(mumeruiadgocdar) (5). Bexog 84%, 1. 1.
130-131°C, R; 0.41 (meranon—xuopodopm, 1:9).
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Crextp SIMP 'H, &, m. a.: 2.38 ¢ (3H, CH,CH,S),
3.42 1 [6H, (O)P(OCHy),, Jyp = 10.2 T'ni], 3.60 1. 1

(1H, H%, J, 5, = 4.5, Js, 5 = 9.5 T'), 4.09 a. 1 (1H,
H®, Jy 5 = 5.2, Jsps5 = 9.5 '), 4.43 1. 1. 1 (1H, HY,
J43 5. 5 J4 5a 45, J4,5b =52 FH), 510T (IH, Hz,

Jy3=5.0Tw), 538 1 (1H, H?, J54 = 5.5 Tw), 6.09 1
(1H, H', J;, = 2.5 T), 6.75 1 (2H, CH;C¢H,S, J=
8.2 T'm), 7.19 n (2H, CH;C¢H,S, J = 8.2 T'm). Cnextp
SIMP 13C, 8¢, m. 1.: 21.23 (CH;C¢H,S), 52.49 1 [(O)
P(OCH;),, Jop = 6.8 T'1], 54.46 (C3), 72.79 (C3), 75.55
(C?), 82.32 (C*), 90.87 (C"); 128.67, 128.92, 129.12,

130.07, 130.23, 130.85 (C,,). Crextp SIMP 3'P: 5,

3.89 m. 1. Macc-cnexktp (MALDI TOF), m/z: 387.08
[M + Na]*. C\4H,,NaO,PS. M, 387.07.
[1-S-(4-Metuadenni)-1-ruo-p-D-pudodypano-
3ua|-5-(mmTundgocdar) (6). Boxonm 83%, T. mm.
119-120°C, R; 0.45 (meranon—xuopodopm, 1:9).
Cnextp SAMP H, 8, m. 1 1.09 1. Tu 1.19 1. T [6H,
(O)P(OCH,CH»),, Jyy = 74 Tu), 2.41 ¢ (3H,
CH,C¢H,S), 3.59 n. n (1H, H%, Jusa = 4.5, Isusp =
9.5 I'm), 3.88 1. x [4H, (O)P(OCHZCH3)2, Jp=10.2,
Jyp = 7.4 Tu], 4.20 x. x (1H, H® s Jasp =352, Jsp s, =
9.5Tw),4.52 0. n. n(1H, H* 3 J43=5.5,J45,=4.5, 4 50=
5.2Tu), 5.14 T (1H, H2, J3=5.0I'w), 5.39 1 (1H, H3,
Jy4=55Tu), 6.14 1 (1H, H', J;, = 2.5 T'n), 6.70 1
(2H, CH;C¢H,S, J=8.2 '), 7.10 1 (2H, CH;CH,S,
J=18.2Tn). Cnexrp AMP 3C, 8., m. 1.: 16.75 1 [(O)
P(OCH,CH;),, Jep = 6.8 T'u], 21.24 (CH;CH,S),
54.61 (C3), 62.15 1 [(O)P(OCH,CH3),, Jep = 5.5 T,
72.39 (C%), 75.26 (C?), 82.07 (C*), 90.74 (C); 128.46,
128.85,129.21, 130.12, 130.33, 130.84 (C,,). Criektp
SIMP 3'P: §, 3.95 m. 1. Macc-cniektp (MALDI TOF),
m/z: 415.13 [M + Na]". C,,H,sNaO,PS. M, 415.11.
[1-S-(4-MeTuagenn)-1-ruo-p-D-pudodypano-
3ua|-5-(nudpenmiagocdar) (7). Boixon 92%, 1. m.
141-142°C, R; 0.50 (ormmanerar-rekcan, 1:2).
Cnektp SIMP 'H, §, m. n.: 2.41 ¢ (3H, CH;C¢H,S),
3.69 1. z[ (1H, B>, J, sa=4.5,J5,5,=9.5T1),4.23 1. 1
(1H, H3® s Jasp = 5.2, Jsp5,= 9.5 '), 4.47 n. 0. o (1H,
H*, Jy3=5.5,J45,= 4.5, Jys, = 5.2 T'm), 5.05 1 (1H,
H2,J23 5.0 T), 5.31 T (1H, H?, J34=35.5Tm), 6.08
a (1H, H! ,J12=2.8Tm), 6.72 1 (2H, CH;C¢H,S, J=
8.2T'm), 7.07 n (2H, CH3C¢H,S, J=8.2T'n), 7.14-7.27
M [10H, (O)P(OC¢Hs),]. Cniextp SIMP '3C, &, m. 1.:
21.26 (CH;C¢H,S), 54.49 (C?), 72.04 (C?), 75.18 (C?),
82.23(C*),90.72(C"); 128.50, 128.99, 129.14, 129.76,
130.20, 130.71 (C,,), 148.25 [(O)P(OC¢Hs),], 148.60
[(O)P(OC¢Hs),]. Cnekrp SIMP 3'P: &, 4.03 m. n.

BBIY.
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Macc-cniekrp (MALDI TOF), m/z: 511.10 [M + Na]*.
Cy4H,ysNaO,PS. M, S11.11.

HcciienoBanue MHCEKTULUUAHOW AKTUBHOCTH.
OnpeneneHrie WHCEKTHIIMTHOW aKTHBHOCTH COEIH-
HEHUI 5—7 IpOBOAMIN B TAOOPATOPHBIX YCIOBUSIX HA
BUKOBOH Tiie (Medoura viciae Buckt.) mpu KOHTaKT-
HOM croco0e o0paboTku. B ombITax MCHOIh30BaU
71a0b0paTOpHBIE TOMYISIIUU BPEAUTEINS, BBIICICHHBIC
B TIPUPOAHBIX yCiOBUsX. llomymsinuyu BUKOBOHM TiU
pa3BoOIWIM M TIOJJICP)KUBAM HA PAcCTCHUSAX 000OB.
TokcHYHOCTH IpemnapaToB B OTHOLICHUU TIEH ompe-
nensuty B yamkax [lerpu guamerpom 40 MM, oOpada-
THIBas BJIOKEHHYIO B YaIIKy (UIBTPOBAIBHYIO Oyma-
ry 0.1%-HbIM pacTBOpPOM COEANHEHNUs 5—7 Mpu HOpME
pacxona pactBopa 0.3 mi Ha yamky. Ha obpaboran-
HYIO TIOBEPXHOCTH IOJICA’KUBAIIU TECT-HACEKOMBIX B
koimyectBe 20-30 ocobelt Ha OHY MOBTOPHOCTH (B
ONBITE HCIOJB30BAIM 5 TMOBTOPHOCTEM Ha Kaxjgo0e
coelMHeHne), BeIaepkuBan npu 23-25°C u uepes
2, 4 u 24 9 OUEHUBATIN OO ITOTHOIINX HACEKOMBIX
C YYETOM MX THOEJU B KOHTPOJIbHBIX 4YalllKaxX, o0pa-
0OTaHHBIX BOJIONPOBOIHON BOAOMW. [IJis MOBBIICHUS
pacTBOPUMOCTH coenuHeHus pactBopsui B JIMCO
(0.01 mr/mu), 3aTeM MO KaruiiM 100aBJIsUTA BOLY JI0
koHuentpanuu 0.1%. [Ipu sTom U3 pacTBOpa coean-
HEHUU 5 u 6 BeImamam OeIbIi XJIOMbEBUIHBIA OBICTPO
OocCeJlaloNInil 0CcaloK, pacTBOP COEMHEHHUs 7 ocTaBaj-
Csl IPO3PaYHBIM.

Omnpenesienne ocTpoii TokcuyHOoCcTH. OCTpyIO
TokcuuHoCTh (LDsy) coenumnenuit 57 usydanu Ha
0OeCTIOpOMHBIX OENbIX MEBIIIax-caMIlax maccoi 18—
20 1, KOTOpBIE COMEPKATHICh Ha CTAHIAPTHOM PaIlio-
HE TUTaHUS B YCIOBUSAX €CTECTBEHHOTO OCBEIIEHUS
MOMEIIEHUsI TTPU KOMHATHOM Temreparype. [pynmbl
YKUBOTHBIX OBLTH cocTaBiieHbI U3 10 ocobeid, mpomor-
JKUTEIBHOCTH HaOmoaeHui — 5 cyT. CoenHeHuns pas-
6asisin 0.5%-HBIM BOIHBIM PacTBOPOM KapOOKCcHMe-
THJIIIEIUTIONO3HI U B BHUJIE CYCIIEH3UH UCTIBITHIBAITN TIPH
BHYTpUOpIOMUHHOM BBefieHHH. [lo pesynpratam wc-
MBITAaHUHN paccunThIBaiIy 3HaueHus LDs, coenuHennit
5-7 meronom Kepbepa [34, 35]. dapmakonorndeckue
AKCIIEPUMEHTHI IIPOBOJIAIH B TIOJTHOM COOTBETCTBHH C
EBponeiickoil KOHBEHIIMEH MO 3a1UTE TO3BOHOYHBIX
JKUBOTHBIX, UCTIONB3YEMBIX JUISl SKCIEPUMEHTAIBHBIX
nnu apyrux Hayunsix neneit (ETC Ne 123, CrpacOypr,
18.03.1986 1) [36].
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Synthesis and Insecticidal Activity of B-D-Ribofuranoside
Phosphate Derivatives
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Phosphorylation of 1-S-(4-methylphenyl)-2,3-di-O-benzoyl-1-thio-B-D-ribofuranoside followed by deprotection
of benzoyl groups gave 1-S-(4-methylphenyl)-1-thio-B-D-ribofuranoside-5-phosphates. Biological tests showed
that prepared compounds possessed insecticidal activity and had low toxicity.

Keywords: organophosphorus insecticides, ribose, phosphates, insecticidal activity, toxicity
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