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(57) Pedepar:

N3obpereHre  OTHOCHTCS K  BEIIECTBaM,
0o0NaJaroIM  POACHTUIMIHON aKTUBHOCTBIO, H
MOJXET OBITh UCIIOJIF30BAHO B CEIILCKOM XO3SUCTBE
1 B OBITY 111 OOpbOBI ¢ TpeI3yHaMU. CoemUHCHUS
MIPEICTABIISIIOT COOO0M 3,5-TUHUTPO-2-(apUIaMUHO)-
N-(4-autpoapuin)oenzamubl obmeit popmydsr (I):
rae: Ry=H, metun; Ry=H, ranoun, ankumi, ankokcu;
R;3=H, rajoun, ankwi, ajJKoKCH, aueTWI, LOUAHO;
R4=H, rayioun, ajikusi, aleTUJIaMUHO, TPUPTOPMETHIT,
3a UCKJTIoUeHHeM H 1ipu 0THOBpeMEHHOM 3HAYCHUN
R;, Ry, R3, R5, Rg, Rg, paBHOM H; Rs=H, ranoun,
Metui; Rg=H, ramoun, metwi; Ry=H, ranoun; Rg=H,
rajioun. TexHUuecKuil pe3ynbTar - 3,5-AUHUTPO-2-
(apmraMuHO)-N-(4-HATpOApHIT)OCH3aMUIBI OO
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dopmyner (I), mpemHa3HAaueHHBIE OJISI CO3TAHUS
HauboJee 3(hGHEKTUBHBIX IIPENnapaToB sl 0OPHOBI
¢ rpeI3yHami. 4 Tab., 1 mp.
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(54) 3,5-DINITRO-2-(ARYLAMINO)-N-(4-NITROARYL)BENZAMIDES, HAVING RODENTICIDE ACTIVITY

(57) Abstract:

FIELD: chemistry.

SUBSTANCE: invention relates to substances
having rodenticide activity and can be used in
agriculture and at home to control rodents. The
compounds are  3,5-dinitro-2-(arylamino)-N-(4-
nitroaryl)benzamides of general formula (I): where:
R;=H, methyl; R,=H, halide, alkyl, alkoxy; Rs=H,
halide, alkyl, alkoxy, acetyl, cyano; R4=H, halide, alkyl,
acetylamino, trifluoromethyl, except H with R{, Ry, R3,
Rs, Rg, Rg simultaneously denoting H; Rs=H, halide,
methyl; Rg=H, halide, methyl; R;=H, halide; Rg=H,
halide.

EFFECT: 3,5-dinitro-2-(arylamino)-N-(4-nitroaryl)

Crp.: 2

benzamides of general formula
NO,
R'?
H
C_N
O,N H
- (1)
N-R, O
NO,
R, R,
RB
Rs R,

(D), intended for producing the most effective rodent
control agents.
4 tbl, 1 ex
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N300peTeHre OTHOCUTCS K BellleCTBaM, 00JIaal0IIUM POJIEHTUIIUIHON aKTUBHOCTHIO, U
MOJXET OBITh UCIIOJIB30BAHO B CEJILCKOM XO3SIUCTBE U B OBITY J1s1 OOPHOBI C TPHI3yHAMU.

J1ns1 ucTpebiieHrs TPhI3YHOB B HACTOSIIIEE BPEMSI IPUMEHSIOT B OCHOBHOM
AHTUKOATYJISIHTBI, BbI3bIBAIOLIUE Y TPbI3YHOB BHYTPEHHEE KPOBOTEUEHUE, KOTOPOE IPUBOIUT
K UX TUOEIH.

ITo cBoeit xXUMHUUYECKOM TPUPOIEC AHTUKOATYJISTHTBI IMPEJCTABISIOT COOOM
aueTWIMHAAHIMOHBI. Hanboee n3BeCTHBI U3 3TON I'PYIIIbl XUMUYECKUX COETMHEHUI
npenapatsl AUdeHaluH, XxJJopdauuHoH, STUIGeHaUH, U30TMPONUI(EeHAIMH.

AHTHUKOATYJISHTBI I0CTATOYHO 3(PPEKTUBHBI, OJHAKO 3TH MPerapaTbl HEOOXOIUMO
MPUMEHSTH JJIUTEIbHO. B 3aKPBITHIX TOMENIEHUSIX UX IPUMEHSIOT HE MeHee 5-15 nHell, a B
MOJIEBBIX yCIOBUX 1-2 Mecsua. st aHTUKOATyJISTHTOB XapaKTepHA OTHOCUTENIBHO ObICTpast
BBIPA0OTKA PE3UCTEHTHOCTU. AHTUKOATYJISTHTHI 00J1a1af0T HU3KOM 3(PPEKTUBHOCTHIO MTPU
UCIOJIb30BAHUU UX JIJISI OOPHOBI C MEIKUMU T'PhI3yHAMU, OCOOCHHO B MOJIEBBIX YCIOBUSX [1,
2].

JI711 aHTUKOATYJISTHTOB XapaKTepHa OTHOCUTENIBbHO OBICTpasi BBIpAOOTKA PEBUCTEHTHOCTH.
ITpeononeHue pe3sucCTEHTHOCTH BO3MOKHO IPU UCIIOJIb30BAHUU HOBBIX 110 CTPYKTYpPE
XUMHUUYECKUX COEAMHEHUMN, OTIIMYAIOIIUXCS OT aleTUIIMHAAHIMO0B.

Llens mpegiaraeMoro U300 peTeHus - co3aanue Haubosee 3hPeKTUBHBIX MPerapaToB s
OGOPBOBI C IPbI3yHAMM.

[TocraBnenHas 3agaua pemaeTcst 3a C4eT MPOU3BOACTBA U TPUMEHEHHST HOBBIX XUMHUECKUX
COETMHEHUH JIJT1 00PBOBI C TPBI3yHAMH, IMPEACTABIISIONINX OO0 3,5- IMHUTPO-2-(ApUITAMHUHO)
-N-(4-autpoapui)oeH3amuasl obiien popmysr (I).

@

rae: Ry=H, metun;

R,=H, ramoun, ankui, aakokcu;

R3=H, ramoun, ankui, aJKokcu, aleTuil, UaHO;

R4=H, ranoun, ankumi, auetuiaMuHo, TpuTOPMETUI 3a UCKITtoueHueM H nipu
OJHOBpPEMEHHOM 3HaueHuu Ry, Ry, R3, R5, Rg Rg, paBHom H;

Rs=H, ramoun, metum;

Re=H, ramoun, metum;

R7=H, ranoux;

Rg=H, ramoun.

3,5-Jluautpo-2-(apunaMuHo)-N-(4-aHuTpoapun)oerzaMuabl (I) CHHTE3UpOBaHBI C
UCITOJIb30BAHMEM B KAUECTBE UCXOAHOTO COSTUHEHUS 2-XJI0P-3,5-AMHUTPOOESH30MHOM KUCITOTHI
(I) Mo HUKETIPUBEAEHHOW CXEME:
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H,N
NO, NO, @

NO,
(2 (&) o
O e " NO c” a
2 g 2 & -
Cl

Cl

(II) (111

ey
2-Xmop-3,5-nuauTpooen3oinyro kucnoTy (II) mpeBpariaroT B xiopanruapu (111), koTopbim
amuupyroT 4-uutpoanwiviel (IV, R7,=Rg=H), 2-ranoun-4-autpoanunun (1V, Ry=ranoupn,

Rg=H) wm 2,5-nuranoun-4-uurpoanunun (IV, Ry=ramonn, Rg=ramoun). B pezynprare

MOJIy4aroT 2-XJ10p-3,5-1MHUTPO-N-(4-HuTpoapui)oenzamuasl (V).

3aTeM MpOBOASAT KOHIEHCALUIO MOJIYUYEeHHBIX OeH3aMUI0B (V) [0 XJIOPY BO 2-M MOJIOKEHUU
C aHWJIMHOM, N-MEeTHIaHUIMHOM WJIM C 3aMellleHHbIMU aHuIMHaMu (VI), 00pa3zys 3,5-AMHUTpO-
2-(apuniamuHo)-N-(4-autpoapuin)oenzamuasl (1), comepskaiiye B CBOeH CTPYKTYpe KOJIbla
A,BucC.

Bcero ObL10 cuHTE3MpOBaHO 60 COEAMHEHUH, IBISIOMIMXCS 3,5-TUHUTPO-2-apruiiaMUHO-N-
(4-autpoapun)oenzamuaamu (I). CTpykTypa, a Takke (PU3MKO-XUMHUYECKUE CBOMCTBA JIJIS
3TUX COCIMHEHUN MPUBEICHBI B TaOmIe 1.

B Tabnune 1 ykazaHbl HoMepa COeIMHEHUH, 3aMecTuTeNn OT R 10 Rg, TeMmiepaTtypbl

TJIABJIEHUS COeTMHEHUH. MeTo10M TOHKOCIOMHOM XpoMaTorpaduu Ha CUIMKaresie (TUIaCTUHKH
Merck) onpeneneHna xpoMaTorpaduieckasi HOJABUKHOCTb COeAMHEHUI Rg OTHOCHTENIBHO

coeauHeHus N-(2-ximop-4-auTpoderun)-3,5-TMHUTPOo-2-((peHnIMUHO)-0eH3amuaa. Jis
TOHKOCJIOMHOM XpoMaTorpadyu UCITOIb30BaIM CUCTEMY TeKCaH:3THiIaneTar 3:1.

ITpuBenens! Takxe nanubie MK-cniektpa u cnektpa [IMP g1 kaxaoro coenmHeHus.

Bce cunTe3npoBaHHbIE COETMHEHUS ObLIU UCTIBITAHBI HA POJICHTULUAHYIO AKTUBHOCTH (CM.
T1a6:1.2). [IpumaHka, coaepikaliasi UCIIbITbIBAEMOE COeIMHEeHre, B KoHIleHTpanuu ot 0,001 10
0,80%, ckapmiuBaiach 0ebIM MblaM. [1pu mpoBeAeHUH OTIBITA TPBI3YHAM MTPEA0CTABIISIIN
MPaBo BbIOOpA MOEAAHUS SITOBUTOTO WIM HEOTPABIEHHOT 0 KopMa. OTpaBIeHHYIO IPUMAHKY
JlaBaJid OJTHOBPEMEHHO C KOPMOM, HE COAEp KaIMM mpenapatoB. Uepes 1-2 1HS A10BUTYIO
MIPUMaHKy youpanu. ' nbenp KUBOTHBIX HaOMoAaM yepe3 8-20 4acoB ¢ Hayaia CKapMJIMBAHUS
B 3aBUCUMOCTHU OT IIPUPOJIBI IIpenapara, ero 103bl U KoHueHTpauuu. [Tagex mbiiein
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MPOI0JIKAJICS B TeUeHHE 1-5 THEN, B OCHOBHOM B IEPBbIE ABA THSI.

3,5-AunuTpo-2-(apunaMuHo)-N-(4-HuTpoapwin)oeH3aMuasl (1) MposBUIIM POACHTULMIHYIO
AKTUBHOCTB B 103aX OT 0,8 10 411 MI/KT Beca >KUBOTHOTO B 3aBUCUMOCTU OT CTPOCHUS
WCIIBITYEMOT'O COCIMHEHUS.

3,5-AuHuTtpo-2-(apuiiaMuto)-N-(4-HuTpoapuin)oeH3amMubl (1) MposBISIOT POIEHTULIMIHOE
JIECTBUE U B OTHOILIEHUH JIPYTUX BUJIOB TPHI3YHOB: JOMOBBIX MBIIIIEH, TOJIEBOK U OEJTbIX
KpbIC. JlaHHbIe 110 3(HEKTUBHOCTH HEKOTOPBIX 3,5-AMHUTPO-2-(apritaMUHO )-N-(4-HUTpOapuIT)
oenzamuioB (I) mpuBeIeHbI B Ta0OII.3.

Kax BugHo u3 tabmuusl 3, 3,5-AMHUTPO-2-(apuiiaMUHO)-N-(4-HuTpoapun)oenzamubl (1)
MO>KHO IPUMEHSITh JIIOOBIMU U3BECTHBIMU METOIAMU: C KOPMOM, C BOJIOM U B BU/IE OPUKETOB.
Db dexTuBHOCTD 3,5-TUHUTPO-2-(apuaamMuHo)-N-(4-auTpoapuir)oen3zamuaoB (I) Beiie,
YEM Y U3BECTHBIX POJACHTHUIM/IOB, YTO MOKA3aHO HA mpuMepe coeauHenus 39. JlanHbie

MIPUBEICHBI B TaOMIE 4.

[Ipemmaraemble pOIEHTULIUABI BBICOKOAKTUBHBI, XOPOIIO MOEAAIOTCA C KOPMOM, UTO
ABJISETCS] OTHUM M3 MOJIOKUTEIIbHBIX CBONCTB 3TUX COEIMHEHUIA.

ITpumepsr

A. OnpeaeneHue poJAeHTUIUIHON aKTUBHOCTH 3,5-TMHUTPO-2-(apuUiIaMUHO )-N-(4-
HUTpoapui)oenzaMuioB (I).

B onbITax ucnosib30Baiv OEIbIX U JOMAIIIHUX MBIIIEH, ojieBok (M.arvalis), OeIbIX KpBbIC.
[Tpu onpeneneHny TOKCUYHOCTH KaKI0M JO3bI ITpenapaTta Opajiv OT YEThIPEX /10 IECTU
YKUBOTHBIX. [ pbI3yHOB pa3Meniajim o OJHOMY B OTAEIbHOM KJleTKe. OTpaBICHHYIO TPUMAHKY
U KOpM 0e3 s/1a 1aBaJii OTHOBPEMEHHO B U30bITKE. Uepes 1-2 1HS OTpaBIIEHHYIO IPUMAHKY
youpam. HaGmroieHue 3a )KUBOTHBIMM OCYIIIECTBIISIA B TEUCHUE S-7 THEM.

JKUBOTHBIX B3BEIIMBAJIM B HAYAJIE U B KOHIIE orbITa. KoIMuecTBO nMoTpedIeHHON MPUMaHKH
C SIIOM U KOpMa OIPEIEIsv KaXXIbIi 1IeHb B TEUEHHUE BCETO OIIbITA.

ITpu paboTte ¢ GenbIMU MBIILIAMH U OEJIBIMU KPBICAMU TPUMEHSIIM IPUMAHKY,
COOTBETCTBYIOIIYIO EBPOINEUCKUM cTaHaapTaM: 5% caxapa, 0,2% conu, 20% TUTIOLIEHHOTO
oBca, 10% myku, 3% MOACOTHEUHOT O MACIIa, OCTAJIBHOE - CMECh STYMEHHOW Y MILIEHUYHOU
KpYIbI B cCOOTHOIIEHUH 1:2. CMeCh SUMEHHOM Y MIIIEHUYHOM KPYTIbI UCTIOJIH30BaJI B KAUECTBE
KOopMa BeIOODA.

CocraB npuMaHKU MpU padboTe ¢ JOMAIITHUMHU MBIIIIAMU U TOJIEBKAMU ObLIT CIEAYIOUTUHN:
0,2% conu, o 3% caxapa, MyKU U MOJACOJTHEYHOT'O Macjia, OCTAJIbHOE - 3€pHO MIIEeHMIIbI. B
KauecTBE KopMa BbIOOpA MPUMEHSUIM MIeHUIY. Pe3yIbTaThl UCTIBITAHUN TTPUBEICHBI B
Tabmuuax 1-4.

b. Cunres 3,5-auHuTpo-2-(apuwiiaMuHo)-N-(4-Hutpoapui)oenzamuaos (I).

YUCTOTY CHHTE3UPOBAHHBIX COEAMHEHUN KOHTPOJIUPYIOT MeToIoM BOXKX ¢
ucnojb3oBanreM nmpudopa La Chrom Ha koixoHke Nucleosil 100-5 C18. B kauecTBe 3110eHTa
UCTIOJTB3YIOT CMeCh MeTaHOI-BoAa-hochopHas kuciaoTa. [Tuky 1eTeKTUPYIOT TIPH ITTHHE
BOJIHBI 254 HM.

Bce cuHTE3MpOBaHHBIE COCIMHEHUS OXAPAKTEPU3OBAHBI TEMIIEPATYPAMHU IJIABJICHHUS,
3HAYEHUSIMU Rg B TOHKOM CJI0€ OTHOCUTENBHO 3,5-TUHUTPO-2-heHnI1aMuHO-N-(2-x10p-4-
HUTpodenun)oenszamuaa, Rg koroporo nmpunst 3a 1,0. ToHkoCHOMHYI0 XpoMaTorpaduio
MPOBOJIMJIM HA TIJTACTUHKAX cuiiikaress pupmbl Merck. BeriectBa 0OHapyKUBAIOTCS B BUE
IISITEH JKEJITOTO 1iBeTa win B Y D-cBeTe.

Coemunenus oxapakrepusoBaHnbl Takxke K- u [IMP-cnektpamu. MK-cniekTpel B TabiieTkax

KBr caumamuce Ha nmpubope IFS-113v Bruker, [IMP criektpsl chumaiucek B JIMCO-d6 Ha
npudope Bruker DRX500.
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[Tpumep 1. 2-X1op-3,5-1uHnTpo-N-(2-X710p-4-HUTpodenun)oenzamua (V, R;=Cl, Rg=H).

Cwmech 24,7 r (0,1 r-Moi1s1) 2-XJ10P-3,5-TUHUTPOOEH30MHOM KUCITOTHI, 13,1 1 (0,11 r-MoJeit)
troHwnxjaopuaa v 0,1 r qumetunaneramuaa B 80 Mt OeH3oa KUIATAT 3 yaca. beHzon
OTTOHSIIOT, K OCTATKY MpuOasiisitoT 10 Myt 6eH3071a U BHOBb OTTOHSIOT. K OCTaTKy NpuinBaroT
pactBop 17,3 1 (0,1 r-mous1) 2-x510p-4-HUTpOoaHuinHa B 70 MJI IMOKCAaHA U KMIATAT 1 4ac,
TIOCJIE YEro yIapuBaloT pacTBOPUTENb. OCTATOK PACTUPAIOT C METAHOJIOM, ITOJYYatoT TBEPbIi
0CaJI0K, KOTOPBI OTHUIBTPOBBIBAIOT, TPOMBIBAIOT MeTaHOJIOM U cymart. [TomyvaroT 37,2 T
2-x310p-3,5-muHUTPO-N-(2-X710p-4-HUTpOheHMIT)0OeH3aMuIa ¢ BbixojoM 93%. Temmiepatypa
rtaBieHus 204-205°C.

AHAJIOTUYHO MOTYYaIoT 2-XJ10P-3,5-muHUTPO-N-(2,5-auxnop-4-autpodeHnn) oeH3aMu/I.
Temnepartypa mnaBnenus 230-232°C. Boixona 85%.

AHAJIOTUYHO MOJIYYaIoT IpyTHUe 3,5-TMHUTPO-2-(apuitaMUHO)-N-(4-HUTpoapuiT) OeH3aMU IbI
D.

Jlutepatypa

1. berkosckuit B.A., Hukomaesa H.H., Ceran P.JI. Arpoxumus, 1990, Ne6, ctp.104-123.

2. babuu H.b., SAxoBneB A.A., AparomupoB K.A. 3ammra pactenuit u kapantut, 2007,
Ne2, ctp.44-46.
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PonenTunynHas akTUBHOCTE 3,5-OJUHUTPO-2-
apunamMuHO-N-(4-HuTpoapmn)oenzamMuoB () mpu ckapMiIrBaHUK GEIBIM MbIILIAM

Tab6auma 2
Homep % sina | ITapex,| JleranpHas Homep % siga | Tlagex,| JletanpHas
COeIMHEHUS B % 1034, coeqUHEHUS B % J103a,
(cm. Tabin.1) | xopme MT/KT (cM.Tabn.1) | kopme MI/KT
1 0,20 50 54,8 30 0,02 75 30,6
2 0,05 50 16,6 31 0,012 75 23,0
3 0,20 50 68,2 32 0,30 75 170,0
4 0,005 100 4,9 33 0,30 75 175,0
5 0,005 100 5,4 34 0,50 50 175,0
6 0,01 50 12,3 35 0,05 50 170,0
7 0,01 100 4,2 36 0,50 50 205,0
8 0,005 100 3,8 37 0,50 50 370,0
9 0,01 75 3,1 38 0,05 S0 29,4
10 0,01 100 9,6 39 0,001 75 0,8
11 0,012 100 7,0 40 0,01 100 9,5
12 0,02 50 21,0 41 0,01 100 8,6
13 0,02 50 25,0 42 0,02 100 4,5
14 0,012 100 3,2 43 0,02 50 24,6
15 0,50 75 150,0 44 0,05 100 18,0
16 0,50 75 140,5 45 0,01 50 13,2
17 0.05 50 13,0 46 0,04 75 21,2
18 0,50 50 175,0 47 0,017 100 12,5
19 0,50 75 186,0 48 0,02 50 15,8
20 0,50 100 124,0 49 0,01 100 9,6
21 0,50 50 411,0 S0 0,02 75 147
22 0,01 100 3,8 51 0,60 50 252,0
23 0,015 100 10,9 52 0,15 50 35,0
24 0,01 50 9,5 53 0,40 50 100,0
25 0,05 100 24,0 54 0,50 100 312,5
26 0,60 25 333,0 55 0,02 25 19,1
27 0,80 25 233,0 56 0,007 75 6,9
28 0,02 25 35,0 57 0,02 50 21,0
29 0,02 100 20,9 58 0,02 50 25,0
59 0,05 100 240 |
60 0,05 50 294 |

PonenTrimaHas akTMBHOCTB 3,5-IMHUTPO-2-(apuitaMuHO)-N-(4-HuTpoapuin)oen3amMuaos (I) 1t pa3IMvHbBIX BUIOB TPHI3YHOB

Tabmna 3

Bun rpeizyna

HOMCp COCANHCHUSA

% sina B KOpMe

T'ubens, %

JletanbpHas mo3a, MI/KD

JIOMOBBIE MBIIIH

22
52

0,06
0,05

100
100

24,3
29,2

TToneBka OOBIKHOBEHHAS

47

0,03
0,015

75
100

10,1
1.0

Bernble KpbICh

8
8
8
8

0,02
0,01"

Hok

0,04

100
50

75

3,0
1,2

2,7
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* TIpenapart JaBalii ¢ BOJOM
** [Ipenapar JaBaJid B OpuKeTax

ToKCHMYHOCTD /7151 OEITBIX MBIIIIEH cMecel beH3aMuaa (coenunerue 39) ¢ U3BECTHBIME POJCHTHIIMIAMU

Tabmuna 4
Ponentrung % si1a B KOpMe T'ubens, %
Kpsicun 0,50 0
Bpomonumanon 0,005 10
dropaneramusg 0,005 50
Baxop 0,25 25
benzamup 39 0,005 50

dopmyiia u300peTeHUs

Coenunenus 3,5-TMHATPO-2-(apuiiaMuHO)-N-(4-HUTpoapuiT)0eH3aMUIbI 0011IeH (POPMYITBI

(), mposiBsArOIINE pOACHTULUAHYIO AKTUBHOCTh

rae: Rj=H, merum;
Ry=H, ranoun, ajnxkuii, aJxoKcu;

R3=H, ranoun, ajxui1, aJlKOKCH, aleTU1, LIUAHO;

R4=H, ramoun, amkui, aueTWIaMiHO, TpudTOpMeTHII, 32 UCKITIoueHueM H mpu

OQHOBpEeMEHHOM 3HaueHnU R, Ry, R3, Rs5, Rg,Rg paBHOM H;
Rs=H, ranoun, meTui;
Re=H, ranoun, metuim;
R7=H, ranoux;
Rg=H, ramoun.
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