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WccnedosaHa napsuyuoHas u daHmueesib-
MUHMHas akmusHocms 11 auunamuoos 1,4-ou-
kapboHosbix Kuciom. JlapsuyuoHoe Oelicmaue
U3yyeHO 8 0NnbLiMmax HA JIUYUHKAX KOoMapos
Chironomidae (Momeblsib), 3masnoHel cpasHeHUAa —
UMUOAKionpuo (maHpek), OUA3UHOH U NUPUMU-
¢oc. AHMueenoMuHmMHoe Oelicmeue U3y4eHo
8 onbIMax Ha 00X0esbix Yepssax. B kauecmese sma-
JIOHO8 UCNOoJ/Ib308aJIU npenapamel «J/leeamu3os»
u «[upanmen». Tpu coeduHeHus u3 11 npossunu
1ap8UYUOHBbIU 3¢hhekm, He ycmynarouuli akmus-
Hocmu 3masnoHos8. OOHO coeduHeHUe NpPOoABUJIO
aHmuzesibMUHmMHoe Oelicmeue, 8 5 pds npeegbi-
warowee odelticmsue npenapama «l[lupaHmenn.
[posedeH aHanus 3asucumocmu akKkmMusHoCmMu
om cmpykmypsl COeOUHeHUU.

KnioueBble cnoBa: aumnamuabl 1,4-arukapbo-
HOBbIX KMCOT, NapBULMAHASA, aHTUIeNbMUHTHAA,
aKTMBHOCTb

/3BecTHO, 4YTO KpoOBOCOCYyLME HacekoMmble
NPeACTaBAAT OMNACcHOCTb Af1A 340POBbA Yeno-
BEKa, ABNAACH NePEeHOCUYMKaMU Pa3fiyHbIX 3a60-
NeBaHWI, a TakXKe Bbi3blBasA anneprmyeckme peak-
unn. Mimerowmeca MHCEKTULMAbBI NPU LWNPOKOM
NX MPUMEHEHNN BbI3bIBAIOT PALA HEXKenaTenbHbIX
3¢ deKTOB — HapyLleHe KOOPAVHALUK, TPemMop,
Avapeio 1 T. a. Kpome Toro, K 3Tm npenapaTtam
BblpabaTblBaeTCA YCTOMYMBOCTb, 4TO Tpebyet

nx 3ameHbl [1]. JlapBuuug — 3TO UHCEKTULMA,
KOTOpPbIN AeNCTBYyeT aKTUBHbIMU BelecTBaMn Ha
HaCceKoMbIX B Nepuog NUYMHOYHON ctagumn. Me-
Ton ABnAeTca 6onee 3¢pdeKTUBHbIM, YeM HGOPb-
6a co B3pocnbiMM ocobamu. JlapBuumaHan
06paboTKa WMpPOKO ncrnonblyetca ana 6opbbbl ¢
NINYMHKAMK MyX, KOMapOoB, Knewen [2].

[No paHHbIM BcemnpHoOn opraHmnsauunm 3gpa-
BOOXpaHeHuA, npumepHo 1,5 munnunapga nio-
genn B mupe MHGULMPOBaHbI refbMUHTaMW,
YTO YyKa3blBaeT Ha BbICOKYI pacnpoOCTpaHeH-
HOCTb 3Toro 3abonesaHus. Mpn 3ToM Hanbonee
YyacTo OT faHHOro 3aboneBaHMA CTpagatoT AETU.
MHoOrve aHTUreNnbMMHTHbBIE NpenapaTbl, Npume-
HAeMble ANA NeYeHns, ABNAKTCA BbICOKOTOKCMY-
HbIMW, BbI3blBas TAXefble NOOOYHblE peaKkuuu
CO CTOPOHbI LEeHTPasibHON HEePBHOW CUCTEMBbI,
CepAeYHO-COCYANCTON  CUCTEMbI, NULLEeBapu-
TENbHOroO TpaKTa N cucTeMbl KpoBu. [pogonxun-
TeNIbHOE UNK YacToe NPUMEHEHME 3TUX Npena-
paToOB CHUXaeT YyBCTBUTENbHOCTb refIbMUHTOB
K HAM [3,4].

PaHee aBTOpamu 6blIM NpoBefeHbl Ucche-
AOBaHMA AHTUTeNbMUHTHOW aKTUBHOCTU pAfa
retepunamugoB [5] n auunrngpasmgos 1,4-gu-
Kap6OHOBbIX KNCNOT [6,7]. Cpeau M3yUYeHHbIX Npo-
N3BOAHbIX 3TUX KNCNOT OOHapY»KeHbl COeANHEHUNSA
C QHTUTeNIbMUHTHBIM 3P PEKTOM, NPEBbILLAKLLNM
aKTMBHOCTb npenapatoB «Jlesamuson» n «ln-
paHTenN», YTO YKa3blBaeT Ha MNepCneKTUBHOCTb
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Taknx nccnegosaHmn. OgHako 3TOT BMAO aKTUB-
HOCTM M3y4YeH Ana HeboNbLIOro Yncna NPounsBo-
AHbIX 1,4-AnKapOOHOBbIX KAC/OT.

PaHee y pAga MoOHO3aMelleHHbIX aMngos
n rnapasnpos 1,4-gMKap6boHOBbLIX KMUCIOT 6bina
Oo6HapyXeHa napBuumMaHas (MHCEKTMLMAHaA)
aKTMBHOCTb [1,6-8]. bonee no3aHaA paboTa aBTO-
pOB MoOKa3ana NepcnekTMBHOCTb NOMCKa coeau-
HEHWI C 3TUM BMAOM aKTUBHOCTW Cpeaun npoms-
BOAHbIX 1,4-AnKapboHOBbBIX KNCNOT [9].

Llenblo paHHOro wuccnepoBaHWA ABNAeTCA
JaNbHENWNA MOWUCK COEAVHEHUN C aHTUreNb-
MUHTHBIM 1 TApBULMAHBbIM OENCTBMEM Cpean Mo-
HO3aMeLleHHbIX auunammaos 1,4-anKkapboHOBbIX
KNCNOT.

MATEPWUAJIbI U METO bl

O6beKkTamu n3yyeHnsa OMoNnornyeckom akTue-
HOCTN ABUNMNCb MOHO3aMELLEHHble auunamugbl
AHTAPHOW, MaNlerHOBOW, UUTPaKOHOBOMW, ¢pTane-
BOW 1 TeTpaxnopdTaneBomn KNCIOT, NONyYeHHble
Ha Kadeppe aHanutnuyeckon xummm MIOA no uns-
BeCTHbIM meTogmKkam [10,11]. O6waa dopmyna
nccnegoBaHHbIX COeANHEHWIA:

RCOX-YCOOH,

rae X-Y: -CH,-CH,-, -CH=CH-, -CH=C (CH,)-,
cl
Cl

c

HO

R: HN , 2-CF3C6H4NH, 2-OH-

N N

FT‘ MNJ (\N
5-NO2C6H3NH, S)\NH, NlH, N)\NH

JlapBnymaHasa akTUBHOCTb COeAQMHEHUN W3-
yyanacb Ha NnumHKax kKomapos Chironomidae
(MOTbINb). B vawky Metpn nomewanu 5 mn 0,1%
BOAHOrO pacTBOpa uUcCCiefyembiX COefVHEeHUN
N NOTPY>Kann 5 NMUMHOK KoMapoB. ddeKT aen-
CTBMA COEQVHEHUN onpefenanca BpeMeHeM
HacTynneHnsa cmepTu. B KauecTBe 3TanoHOB uUcC-
nonb3oBanu nMugaknonpug (raHpek), AMasnHoOH
n NMMpPUMNGOC, WNPOKO MPUMEHSIEMbIE B Kaue-
CTBE UHCEKTULNAOHbIX CPeACTB.

NccnepoBaHme aHTUreNbMUHTHOW aKTUBHO-
CTU COEANHEHNI NPOBOJVIIN HA JOXKAEBbIX Yep-
BAX (MpuobpeTeHbl B «300MarasuHe» r. lNepmm)
no metoauke Hukonaesa M.I1. [12]. B vawky [le-
Tpu nomewanu 5 mn 0,5% BogHOro pacTeopa uc-
cnepyemblix COeIMHEHWI 1 norpy»anun 5 ocoben
yepsen QJIMHOMN 5-8 CM 1 gMameTpom 3-5 mm.
Hanee pukcmpoBann BpemMa HacTyNIeHUsa cMmep-
TN KaXKAoW 0cobu no npeKpalleHnto aBuratesb-
HOM aKTUMBHOCTWN B OTBET HA MeXaHuyeckoe pas-
LpakeHue. [MpoJomKUTENbHOCTb XKN3HN YepBen
B KOHTPOJIe B OUYNMLLEHHOWN BOJAe COCTaBNAET CyT-
Kn. B KauecTBe 3TaflOHOB NPUMEHANN NPOTUBO-
renbMmHTHble npenapatbl «[upaHTten» (000
«O30H», Poccuna) n «JleBamuson» (Gedeon Richter,
BeHrpua) c pencteylowM CPOKOM FOAHOCTH,
nNpUobpeTeHHbIE B anNTEYHOW CETU.

Pe3synbrathl mnccnegoBaHuAa  napBULMAHON
N AHTUFEeNIbMUHTHOMN aKTUBHOCTU COeAVUHEHUN
06paboTaHbl cnocobom BapuaLMOHHOW CTaTu-
ctukn no metogy Ouwepa — CrblogeHTa € NOMO-
Wbl MNPOrpamMmmbl CTAaTUCTUYECKOW 06paboTKu
Stat Base [13] n npuBeaeHbl B Tabn. 11 2.

PE3YNIbTATbI N OBCYXXAEHWUE

JNlapBnumaHaa akTUBHOCTb Oblna wuccnepo-
BaHa Ana 11 MOHO3aMeLEHHbIX auuIaMmnaos
1,4-anKapOOHOBbLIX KMCNOT (Tabn. 1). N3 Hux ve-
Toipe auymnammga (coep. 4, 7, 8, 11) npoasunu
napBULNAHYI0 aKTMBHOCTb. Hambonee BbicoO-
KafA aKTUBHOCTb OOHapyXeHa Yy 2-TpupTopme-
TundeHnnammnga ¢rtaneson Kucnotbl (coep. 8),
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a

Tabnuuya 1
NAPBULMAHAA AKTUBHOCTb AMUZOB 1,4-AUKAPEOHOBBIX KUCJIOT
|1/|1 XY R I'Ipo,qon)KI/ITeanOCTb
XN3HUN TINYNHOK, MUH.
N
1. CH,-CH, | J\ Bonee 200
S NH
N
2. CH=CH | J\ Bonee 200
S NH
— N
3, CH=C(CH,) | J\ Bonee 200
S NH
N
4 Oi | J\ 27,8+4,90
S NH
0
5. Oi kN Bonee 200
|
NH
HO
6. Oi ;@ Bonee 200
HN
7. Oi 2-OH-5-NO,C.H,NH 40,6+0,25
8. Oi 2-CF,C,H,NH 10,6+0,25
Cl
Cl HO
9. ;@ Bonee 200
Cl HN
Cl
Cl
Cl
10. 2-CF.C.H,NH
3Te Bonee 200
Cl
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OkoHYaHue mabauysi 1

T ) : s s,
cl
cl NN
11. ) (N\/)\NH 35,0+3,16
cl
ST1anoHsbl | Mupmnmndoc 24,5+1,69
JnasnHoH 17,0+1,87
Nmupaknonpug (TaHpek) 43,5%+3,39

LEeNCTBME KOTOPOro npesbiwaeT 3pPekT ana-
3UHOHA. AKTMBHOCTb 2-TMasonunamupga ¢rane-
BOW KMNCNOTbI (coef. 4) HECKONbKO yCTynaeT fen-
cTBUI0 NUpUMUPOCca. AKTUBHOCTb COeaAUHEHNI 7
N 8-2-rMapoKcn-5-HuTpodeHnnammaa ¢praneson
KUCNOTbl 1 2-nupumugunammga tetpaxnopdTta-
NeBOWN KNCNIOTbl COOTBETCTBEHHO — BAIN3KU K aK-
TUBHOCTV UMMAAKIONPUAA.

PaHee 6bl710 YCTaHOBNEHO, YTO 2-NUPUMNAN-
namupbl AHTAPHOW N MaNeMHOBOW KNCIIOT TaKxe
obnagaloT NapBUMUMAHON aAKTMBHOCTbIO, 2-MK-
puannammg UUTPAKOHOBOW KUCNOTbl HeaKTu-
BeH [1,8].

3ameHa B coeguHeHUM 8 ocTaTka ¢Tane-
BOM KMCNOTbl Ha ¢parmeHT TeTpaxnopdrane-
BoW Kncnotbl (coen. 10) NnpuBOAUT K NoTepe akK-
TMBHOCTM. DTa 3aKOHOMEPHOCTb XapakKTepHa
n gna 2-tmasonunamupoB ¢rtaneson (coen. 4)
n TeTpaxnopdTtaneBon Kucnot [7]. M3BecTHO,
yto 2-TpudTopMeTMNPeHnnammg ManenHoBom
KMNCNOTbl TOXe OKa3blBaeT BAMAHME HaA MNpo-
AOJHKNTENbHOCTb KU3HW JINYNHOK KOmapos [9].
JlapBuuymaHaa akTUBHOCTb, MOMUMO 2-TNAPOKCU-
5-HuTpodeHunammpa TeTpaxnoppraneBon Kuc-
notbl (coen. 11), xapakTepHa TakXe AnA Takoro
NPON3BOAHOIO AHTaPHOM KMUCNoThI [1].

Tabnuya 2
AHTUTENIbMUHTHAA AKTUBHOCTb AMUAOB 1,4-AUKAPEOHOBbIX KUC/IOT
m
|'|/|'| XY R pOHOﬂ)KVlTen::HOCTb
XKN3HN '-IepBeVI, MWH.
N
1. _CH=CH- | J\ Bonee 200
S NH
HO
2. _CH=CH- D 38,2+10,16
HN
N
3. CH=C(CH,)= | J\ Bosiee 200
S NH
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OkoHYaHue mabnuysi 2
n/n Xy R npOAOH)KI/ITenj:HOCTb
>KU3HN YepBen, MUH.
N
4, Oi ‘ J\ bonee 200
S NH
U]
5. Oi kN bonee 200
|
NH
HO
6. Oi ;@ bonee 200
HN
7. Oi 2-OH-5-NO,C,H;NH bonee 200
8. C{ 2-CF,C,H,NH bonee 200
Cl
cl HO
9. ;@ bonee 200
Cl HN
cl
Cl
Cl
10. 2-CF,C,H,NH bonee 200
cl
cl
Cl
11. bonee 200
al N)\NH
Cl
JTanoHsbl | JleBamunzon 20,2+2,08
MNupaHTen 215,0+0,37
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AHTUreNnbMMHTHaAA aKTUBHOCTb Obla Nn3yyeHa
Ha 11 aumnamupax 1,4-4MKapOOHOBBIX KUCNOT
(Tabn. 2).

Tonbko ofHO coeauHeHne — 2-rmppokcude-
HUMAMNL MafIeMHOBOW KUCNOTbl — OKa3asno Bu-
AHME Ha NPOAOIPKUTENbHOCTb »KU3HU YepBeWn.
Ero akTMBHOCTb yCTynaeT AencTBUIO Npenapara
«JleBamn3on», HO B 5 pa3 npeBbllWaeT aKTUB-
HOCTb npenapaTta «lnpaHTen». MI3BeCTHO Takxe,
yTO TPUA30AMUIAMNL MaNnenHoOBOW KMUCNOTbl [14]
aKTMBEH, B OT/INYMe OT Tpuasonunmuga ¢rane-
BOW KNcnotbl (coepn. 5).

BblBO/bl

1. Monck napBUUMAHON aKTUBHOCTU Cpeau
MOHO3aMelLeHHbIX auunamunaos 1,4-anukapboHo-
BbIX KNCNOT ABNAETCA NePCrneKTUBHbIM.

2.3 11 nccnepoBaHHbIX aymnamugos 1,4-au-
KapOOHOBbIX KMUCNOT YeTblpe coeguHeHns obna-
AaloT NapBULNAHBIM ENCTBMEM, MPEeBbIWaoWwmm
AKTMBHOCTb MpenapaToB CPaBHEHMA.

3. OgHO coeguvHeHMe NPOABUAO aAHTUreNb-
MWHTHOE AencTBMe, B 5 pa3 npesbiwatowee gemn-
cTBue npenapata «[upaHTen».
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INVESTIGATION OF LARVICIDAL AND ANTHELMINTIC ACTIVITY
OF ACYLAMIDES OF 1,4-DICARBOXYLIC ACIDS

N.V. Kolotova, A.V. Starkova
Perm State Pharmaceutical Academy, Perm, Russia

The larvicidal and anthelmintic activities of 11 acylamides of 1,4-dicarboxylic acids were studied. The
larvicidal effect was studied in experiments on the larvae of Chironomidae mosquitoes (bloodwormes),
reference standards are imidacloprid (tanrek), diazinon and pirimifos. Anthelmintic action was studied
in experiments on earthworms. The drugs «Levamisole» and «Pirantel» were used as standards. Three
compounds out of 11 showed a larvicidal effect, not inferior to the activity of standards. One compound
showed an anthelmintic effect, 5 times higher than the effect of the drug «Pirantel». The analysis of the
dependence of activity on the structure of compounds was carried out.

Keywords: acylamides of 1,4-dicarboxylic acids, larvicidal, anthelmintic, activity
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