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(57) Abstract:

FIELD: chemistry.

SUBSTANCE: invention relates to N-acylated 3-
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dichlorophenoxyacetic acid on sunflower.
EFFECT: wider range of synthetic biologically
active substances for use in agriculture as antidotes.
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MN300pereHne OTHOCUTCSI K HOBBIM CUHTETUUYECKUM, XMMUUYECKUM OMOJIOTUYECKU
AKTUBHBIM BEIIIECTBAM U3 Psifia TETEPOLUKIMUECKUX COeAUHEHMI (OPMYIIBI 1-3:

rae 1 R=2-xmopdenun, R1=2,4,6—TpHMeTm1(beHHn;

2 R=u300yTu, R1:3,4-I[I/IMCTI/IJ'I(1)CHI/IJ'I;

3 R=denun, R1:3,4-)1MMeTHJ1(1)eHMJI,

3aIMINAIONIAM PACTEHUS MTOJICOTHEUHHUKA OT (DUTOTOKCHUECKOTO ASUCTBUS repounuaa 2,4-
TUXT0POPGHEHOKCUYKCYCHOM KUCIOTHI (AHTUAOTAM).

Kak u3BecTHO, OJICOJIHEUHUK SIBJISETCS YPE3BbIUANHO UYBCTBUTEILHON KYJIBTYPOM K
repounyaam rpynmsl 2,4-J1, u B cirydasix HellpeTHaMEepEeHHOT'0 TToNalaHus TepOrIuIa Ha ero
MMOCEBbI MOTEPU MOTYT COCTABIATH, B 3aBUCUMOCTU OT 40351, 10 100% [/1.1.YUkaHUKOB,
M.C.Coxomnos. I'epouuanoe aericteue 2,4-J1 u 1pyrux raaonaheHOKCUKUCTOT. - M.:
Hayxka, 1973].

J1o cux mop 3ammTa BEreTUPYIOIIUX PACTEHUI MOACOTHEUHUKA OT ITOBPEKIAIOIIETO
JercTBus 2,4-J1 octaeTcss akTyaJIbHOM U HEPEIIEHHOM.

Haubonee 6;1M3KUM aHAJIOTOM IO CTPYKTYPE U CBOMCTBAM 3asIBIISIEMbIM COETUHEHUSIM
sisieTcs N-(2'-oadennn)kapookcaMuio|-3-aMuH0-4,6-TMMEeTUIITUEHO-[2,3-b]-upuauH
dbopmysl 4 [«ITpumenenue 2-[N-(2'-foadernn)kapookcamuio]-3-amuHo-4,6-
JMMETUITUEHO-[2,3-b]-upuanMHa B KQUECTBE CTUMYJIITOPA IMIPOPACTAHUA CEMSIH», rTaT. PD
Ne2276845 ot 2006 r. 3asiBka Ne2005104358 ot 17.02.2005.]:

=

3as1ayeli HACTOSIIIETO U300PETEHUS SIBIISETCS PACIIMPEHUE apceHalia OMOJIOTUUECKU
AKTUBHBIX BEIIECTB, MMOJYYEHHBIX CHHTETUYECKUM ITyTeM, ISl IPUMEHEHUS UX B CEJIbCKOM
XO3SMCTBE B KAUECTBE AaHTUIOTOB.

DTO0 JocTuraercsl mpuMeHeHueM N-alIMpOBaHHBIX 3-aMUHO-4,6-TUMETUITUEHO[2,3-b]
MMUPUIUH-2-KapOoKcaMUIOB 1-3 Ha MTOBPEXKACHHBIX TePOMIIUIOM BET€TUPYIOIINX PACTCHUSX
MOJICOJTHEUHMKA.

ITpu 3TOM 3as1BIISIEMBIE COEMHEHHUS TOJTYYatOT U3BECTHBIM METOJIOM -

B3aUMOJIEUCTBUEM 3-aMUHO-4,6-TUMETUITUEHO(2,3-b|TupuanH-2-kapOoKkcaMuIoB 5-7 ¢
XJIOpaHTUIpUJIaMU KapOOHOBBIX KUCIIOT B cpejie 0e3BoaHOro OeH3osa. [Betrana-
Xusbretar. MeToapl 5JKCIMPUMEHTA B OpraHUUECKO Xxumuu. - M.: Xumus. 1969. c.431]:

Crtp.: 3
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B cBoto ouepens, 3-amuHO0-4,6-1uMeTUIITUEHO| 2,3-b]TupuauH-2-apbokcaMu bl 5-7
MOJIyYatOT U3BECTHBIM JBYCTAAUINHBIM METOAOM - B3AaUMOJACUCTBUEM 3-IIMaHO-4,6-TUMETHUII-
1(H)mupyuauH-2-THOHA ¢ 3KBUMOJISIpHBIM KoimuecTBOM KOH u cooTBeTCTBYIOIIErO0 aMuia
XJIOPYKCYCHOM KMCIIOTHI ITpu TeMnepatype 20-25°C ¢ nocneayroouen nukiausanuei [«CuHTte3
3aMEIIEHHBIX 2-aJIKWJI(apUT)THO-3-UMAHOTIMPUANHOB U 3-aMUHOTUEHO-[2,3-b]TupUIuHOB» /
E.A.Katiroponoga, JI.[l.Kontomkun, C.H.Muxainmuenko, B.K.Bacunus,

B.I".KynsueBuu // - XI'C, 1996, Ne10, c.1432-1437]:

CH
I h O KOH N
P + CICH, - KOH
I\II S N— R1 - N—BR! ———=
H N S/\H/
0
—_—

Hcxonusiit 4,6-muMmeTrin-3-upano-2(1H)-mupuaMHTUOH CUHTE3UPOBAH TAKKE U3BECTHBIM
METOJIOM - B3aUMOAEHCTBUEM 4,6- TMMETWI-2-XJIOPHUKOTUHOHUTPUIIA C THOMOYEBUHOMN
[«Composition anti-acneique contenant en tant que compose actif un derive diisothiazolo[5,4-b]
pyridinone-3», Patent 2555450 Franse. 3asi. 34.11.83. Ony6:1. 31.05.85, P2K Xum. - 1986. -
12 O 150].

M3o6peTeHne WITIOCTPUPYETCs CIEAYIOIUMU TPUMEPAMH.

ITpumep 1. 3-(2-x510pO6EH30UTAMUHO)-4,6-TUMETUIITUEHO( 2,3-b]TuprIMH-2-KapOOHOBOM
KUCIIOTHI 2,4,6-TpuMeTriIpeHuIaMu (coequHeHue 1).

Cwmech 1,7 1 (5,0 Mob) 3-aMUHO-4,6-TUMETHIITUEHO[ 2,3-b| MUpUIMH-2-KapOOHOBOM
KUCITOTHI 2,4,6-TpuMeTundenunamuaa, 1,05 r (6,0 Mmoip) 2-xaopoenzomnxiaopuaa u 0,5 r (5,0
MOJIb) TPUATUIIAMHUHA B 15 MJ1 O€3BOAHOTO TOJIyOJIa KUIIATAT B TeueHue 2-2,5 4. [Tocre
OXJIQXKIICHUS PEaKIIMOHHON MAaCcChl BBIICTUBIINICS OCaIOK OT(HUIHTPOBBIBAIOT, ITPOMBIBAIOT
OeH30J10M, BOJIOM, cymart. [Tocie nepexkpucramumzanuu u3z MDA nonyyarot 1,62 r (68%)
eJIEBOTO MpOoayKTa 1 B BUJEe KpUCTALIOB ¢ T.IUL. 278-280°C.

Harineno, %: C 65,65; H 5,22; N 8,54. C, ¢H, ,CIN;0,S;

Brruucneno, %: C 65,33; H 5,06; N 8,79.

Crnextp SIMP 'H, §, m.z. (rpymma): 2,15 (c, 6H, 2-CH;5 u 6-CHj; Ar); 2,22 (c, 3H, 4-

CH3 Ar); 2,55 (3H, 4-CHj; Py); 2,75 (¢, 3H, 6-CH; Py); 6,91 (c, 2H, Ar-H); 7,20 (c, 1H, 5-H
Py); 7,42...7,74 (m, 4H, Ar-H); 9,52 (ym1. ¢, 1H, NH); 10.41 (ymr. ¢, 1H, NH).

Crtp.: 4
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ITpumep 2. 4,6-mumeTHI1-3-(3-MeTUIIOY TUPHUIIAMUHO) TUEHO [ 2,3-b [ TupuaANH-2-KapOOHOBOM
KUCJIOTHI 3,4-TUMeTUII(EeHUITaMU/T (COSTUHEHHE 2).

Cwmecs 1,6 T (5,0 M0o1b) 3-aMUHO-4,6-TUMETUIITHEHO| 2,3-b| mUpHIMH-2-KapOOHOBOM
KUCITOTHI 3,4-mumeTtundenunamuaa, 0,72 t (6,0 Moib) 3-metunoyrupunxiaopuaa u 0,5 T (5,0
MOJIb) TPUATHUIIAMHUHA B 15 MJ1 O€3BOAHOTrO TOJIyOJIa KUIMATAT B TeueHue 4 4. [Tocie
OXJIAXKICHUS PEAKIIMOHHOM MAaCChl BBIACIMBIIMICS 0CaT0K OT(UIBTPOBBIBAIOT, TPOMBIBAIOT
OeH30I10M, BOJIOM, cymmat. [Tociae nepexkpucramm3anyy u3 aTaHoja noiaydarot 1,30 T (65%)
[eJIEBOTO MPOIyKTa 2 B BUJIE KpUCTAJLIOB ¢ T.IUL. 217-218°C.

Haiineno, %: C 67,93; H 6,82; N 10,39. C,3H,,N;0,S;

Brruncieno, %: C 67,45; H 6,65; N 10,26.

Cnektp AMP 'H, 8, m.11. (rpynna): 0,96 [6H, 1, J=7,0, CH,CH(CHj;),]; 1,59 [1H, M,
CH,CH(CH3),1; 1,90 [2H, g, J=5,0, CH,CH(CH3),] 2,12 (3H, ¢, 3-CHj3 Ar); 2,24 (3H, ¢, 4-
CH; Ar); 2,49 (3H, ¢, 6-CH; Py); 2,59 (3H, ¢, 4-CH; Py); 3,82 (1H, ¢, NH); 7,16 (1H, ¢, 5-H
Py); 7,04...7,21 (3H, ™, Ar); 10,94 (1H, yu1. c, NH).

[Tpumep 3. 3-6eH30MaMUHO-4,6-TUMETUITHEHO(2,3-b| MUpUAUH-2-KapOOHOBOM
KHUCITOTHI 3,4-mumeTuindeHuaamMus (coequHeHue 3).

Cwmecs 1,6 T (5,0 M0o1b) 3-aMUHO-4,6-TUMETHIITHEHO| 2,3-b| mUpuanuH-2-KapOOHOBOM
KUCITOTHI 3,4-mumeTundenunamuaa, 0,84 r (6,0 mons) 6enzonnxnopuaa u 0,5 r (5,0 MoItb)
TpUITWIIaMUHA B 15 MJ1 6€3BOJIHOTO TOJIyoJIa KUIATAT B TeueHue 3 4. [Tocne oxmaxaeHus
PEaKIMOHHOM MAaCChl BBIJCIMBIITUICS 0CaA0K OT(PUIBTPOBBIBAIOT, TPOMBIBAIOT OCH30JI0M,
BoaoH, cymat. [Toce nepexkpuctaiymzanuu U3 sTaHosia nmonydart 1,48 T (70%) ueneBoro
MPOJYKTa 3 B BUJIE KPUCTAJUIOB C T.I1. 194-196°C.

Haiineno, %: C 70,12; H 3,77; N 9,54. C, sH, 3N50,S;

Brruucneno, %: C 69,91; H 5,40; N 9,78.

Cnektp AMP 'H, 8, m.1. (rpynma): 2,17 (3H, ¢, 3-CHj; Ar); 2,26 (3H, ¢, 4-CHj3 Ar); 2,45
(3H, c, 6-CH; Py); 2,55 (3H, ¢, 4-CHj; Py); 5,86 (1H, c, NH); 7,15 (1H, c, 5-H Py); 7,08...7,81
(8H, M, Ar); 10,90 (1H, yu1. c, NH).

ITpumep 4. 2-[N-(2'-Noadenmn)kapookcoaMuao]-3-aMuH0-4,6-TMMETUITHEHO[ 2,3-b]
MUPUINH (COEeAUHEHKE 4, MPOTOTHIT).

K cycnensuu u3 0,72 r (4,4 mmonb) 4,6-meTuin-3-umano-2(1H)-nupuauationa B 15 mi
JAM®DA npubasistoT pactBop 0,25 1 (4,4 mmons) KOH B MUHUMAaTbHOM KOJIMUECTBE BOJIBI
Y TIEPEMENIMBAIOT 0 MOJHOTO PACTBOPEHUS OCA/IKA. 3aTEM B PEAKIIMOHHYIO CMECh BHOCSIT
pactBop 1,3 1 (4,4 mmoinb) N-(2-uoadenun)-2-xmopanetamuaa B 10 mir JIMDA u
MepeMelIMBalOT IMPU KOMHATHOM TeMnepaTtype 1 4, mocie yero qo0asistoT pactsop 0,25
r (4,4 mmons) KOH B 4 mit Boabl M nepemertmBatot eme 40 MuH. PeakumoHHyto Maccy
pa30aBIISIOT BOJIOM BIBOE U BBIJACIMBIIHUICS 0CaI0K OT(UILTPOBBIBAIOT, cymaT. [Tocie
nepekpucramuzanuu u3 JIM®DA momnyuaror 1,2 T (67%) 1ie1eBoro npoayKTa 4 B BUIE
KPUCTAJIJIOB C T.1UT 242-244°C.

Hariineno, %: C 45,66; H 3,51; N 9,80. C; ¢H; 42IN;0S

Brruucieno, %: C 45,40; H 3,34; N 9,93.

Cnektp SAMP 1H, o, m.a. (rpymmna): 2,52 (3H, ¢, 4-CH; Py); 2,75 (3H, c, 6-CH; Py), 6,88
(2H, yur. ¢, NH,); 7,09 (1H, c, 5-H Py); 7,30-7,91 (4H, M, Ar-H); 8,99 (1H, ym. ¢, N-H).

ITpumep 5. Ouenka coequHeHul 1-4 Ha AHTUIOTHYIO AKTUBHOCTh Ha PACTEHMSIX
TMOJICOJTHEYHHKA B YCJIOBUSIX ITOJIEBOT'O OINBITA.

OlLleHKY aHTUAOTHON aKTUBHOCTHU 3asIBJIIEMBIX CO€IMHEHUH 1-3 U mMpoTOTHUITIA
(coenuHeHue 4) OCYIIECTBIISIM Ha sKkcniepuMeHTanibHOM nojie BHUWB3P. Mcnbitanus
MPOBOJAWIIM 1O CIEAYIOIIEH METOIUKE.

Ctp.: 5
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B noseBbIxX ycinoBusx pactenus nojacoiaHeuHrka copra BHUMMMK 8883 B a3y 10-16
JIUCThEB 00pabaThIBAIM OYTHIIOBBIM 3PUPOM 2,4- TUXITOPPEHOKCUYKCYCHOM KHUCITOTHI B
o3¢ 18 r/ra u yepe3 3 CyTOK HAHOCHJIM pacTBOP aHTHUAoTa B 103¢ 200 r/ra ¢ HOpMoi
pacxojaa paboueit xxunkocty 500 a/ra.

B ombITe mpenycMOTpeHbI CIeyIoIMe BAPUAHTHI:

- KOHTPOJIb - HeOOpaOOTaHHBIE PACTEHUS,

- «repOuIMI» (3TAJIOH) - pacTeHUsl, 00pabOTaHHBIC TepOUIUIOM;

- «TepOUIUIT + AaHTUIOT» - PACTEHUs, 00pabOTaHHbIE TEPOUIUIOM U AHTUIOTOM.

ONBITHI TPOBOIMIN Ha JEISHKAX TUIOMAIBIO0 2,8 M2, IOBTOPHOCTb MATHKPATHAS. YOOPKY
ypOKasi TOACOTHEYHUKA TPOBOIUIA B MOMEHT MTOJTHOT'O CO3PEBAHUS CEMSIH.

AHTHIOTHBIN 3((HEKT ONpeeIsIv MO0 A0COIIOTHON BEIMUHMHE TPUOABKHU YpoOxKast K
repOMIMIHOMY 3TAJIOHY M B TIPONEHTaX o (popmyiie

X

A =EX100
C]

rae A, - aHTUIOTHBIN 3 dekT, %;

A - ypokali B BApMaHTE aHTHJIOT + T'epOMIUI;

D - ypokali B BApMaHTe 3TaJI0H (repOnIu/).

ITonydeHHbIe MTaHHBIE CTATUCTUYECKH 0OPabOTaHBI C UCIIOIb30BAHUEM t-KPUTEPUS
CrerogeHTa.

Pe3ynpTaThl UICIBITAHUI TTPEACTABIICHBI B TaOJIHIIE.

Tabmna

AHTHIOTHAsI aKTUBHOCTD N-allWIIMPOBAHHBIX 3-aMMHO-4,6-IMMeTUITUEHO[2,3-b]mupuann-2-kapOokcaMuaoB (coeauHenus 1-3) 1 mporoTuna
(coenuHenue 4) B oTHOIEHUH 2,4-/] Ha MOICOTTHEUHUKE

BapuaHThbI OIbITA
2,4-J1 (repOuLmm) 2,4-J1 + aHTUAOT
Antugor |Jlo3a aHTumora, r/ra
AHTUIOTHASI AKTUBHOCTD
VYpoxkaltHOCTb, L/Ta YpokaltHOCTb, L/Ta
/ra %
Coenunenue 1 200 13.5 19,5 6,0 45%
Coeaunenue 2 200 13,5 20,3 6.8 50%*
Coeaunenue 3 200 13,5 20,0 6,5 48%*
Coenurerne 200 13,5 15,6 2,1 16
4 (mpoToTHIT)
Kounrpons - 24,4 - - -

Paznmuuus mexxny BapuanTamu 10cToBepHbI pu P=0,90

Takxum 00pa3oM, UCTIONIb30BAHUE 3aSIBISEMBIX N-allUIMPOBAHHBIX 3-aMUHO-4,6-
TUMETUITUEHO[2,3-b]nupuanH-2-apbokcamMuioB 1-3 B kKauecTBe aHTUAOTOB MO3BOJISET
obecreunTh aHTUIOTHBIN 3D PeKT Ha ypoBHE 45-50% npoTuB 16% y mpoTOTHUIA, & TAKKE
pACIMPUTh ACCOPTUMEHT U3BECTHBIX AHTUIOTOB.

dopwmyia u3o0peTeHus

N-anunmupoBaHHbIEC 3-aMUHO-4,6- TUMETUIITHEHO[2,3-b | mMpuanH-2-KapOOKCaMHIbI
dbopmybr 1-3:

Crtp.: 6
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rae 1 R=2-xmopbenn, R'=2.4,6-rpumetunderu;

3 R=u300yTH1I, R1=3,4—£[I/IM6TI/UI(1)6HI/IH;

3 R=denun, R1:3,4-)1MMeTHJ1(1)eHMJI,

MPOSIBIISIOIIME AaHTUAOTHYIO aKTUBHOCTD 10 OTHOIICHUIO K 2,4-TUXIIOP-
(heHOKCUYKCYCHOM KHUCIIOTE Ha TTOJACOTHEUHHUKE.

Crp.: 7
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