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YPAIMJIOBOE COEJIMHEHUE C KAPBOKCUJIATHBIMU
O®PAI'MEHTAMMU, CITIOCOBb EI'O HOJYYEHNUA, COCTAB 'EPBULINIA U
ET'O HABHAYEHUME

O0s1acTh TEXHUKH
N300peTeHne OTHOCHUTCA K 00TACTH TepOMIMIOB, B YaCTHOCTH K YPAIMIIOBOMY
COEIMHEHHIO, COZIEpKAIEeMYy KapOOKCHIATHBIE (PPATMEHTHI, U K CITOCOOY €T0 MOTy4YEHUS,

cocTaBaM rep6HuH/:[a U €T0 HA3HAYCHUIO.

IIpeanochliku nsodpereHus

Xumuyeckas MPOTONKA TPU HCTONB30BAHUM TE€POHIMIOB SBIIETCS HaHOOIee
SKOHOMHYHBIM H 3(p(PeKTUBHBIM cpeacTBOM OOpPHObI ¢ copHAkamu. OTHAKO JTUTEIBHOE
HETIPEPHIBHOE UCTIONIb30BAHUE B BBICOKHX J103aX XUMHUYECKHUX T€POHIMIOB OIHOTO BHIA
WIA C OJHUM CHOCOOOM JEHCTBHS MOMKET MPHUBECTH K TaKUM MpoOJIeMaM, Kak
YCTOMYHMBOCTh COPHAKOB M 3BOJIOLMA PE3UCTEHTHOCTH, C YYETOM BBIIIEYKA3aHHOTO
pa3padOTKa HOBBIX MECTULUAOB SBIIETCS KITFOYEBBIM CPEACTBOM PEIIECHUS STUX TPOOIEeM.

[Tpotonoppupurorenokcuaaza (PPO, EC 1.3.3.4), cnocoOHas KaTaTuTHYECKOMY
okucieHuro nporonopdupuHorera [X B mporomopdupuna X, ABISETCS KITFOYEBBIM
(dbepMEHTOM Ha TeX K€ JTamax OWOCHHTE3a XJIOpPodHiIa W sKene30mpoTonopdHupUHa.
Wurnbuposanne PPO B opranm3Me pacTeHHI TPHBEAET K HAKOIUIEHHIO CyOCTpara
npotonopdupuHa [X 1 ero yreuke B IUTOIIIA3MY, YTO BBI3OBET NEPEKUCIICHHE JTUTH/IOB
LUTOIUIa3Mbl 1 OTMHPAHUE PACTEHUH OT ATbOMHU3MA. B TeueHne mocmeJHIX HECKOTBKUX
necatunetri [1T1O mupoko H3ydamnuch Kak BaKHAs MHUIIEHb JUTS TEPOUITHIOB.

B Tom umcne mccnenoBaHWS YPAaUMIIOBBIX COCOHHEHHWH B KAauyeCTBE TEPOHUIMIOB
Hayamch B 1960-x romax u pocturd nmuka B 1990-e roasl. B mocnennue roasr ObLIO
pa3paboTaHO HEOONBINOE KOJMYECTBO BHIOB, HO HAOMIOMAETCA BPEMS OT BPEMEHH

coobmienne o mareHrax, Hanpumep, kommanus CIBA-GEIGY B US5183492A packpsina

CIEYIONIYI0 00Ty 0 (hOpMYITy:
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Tosapwusrii repounua Butafenacil (coenunenne 47 8 US5183492A) 6b1n1 ycnenHo
paspabortan kommnanued Syngenta. OH B OCHOBHOM HCTIOJIB3YETCS B Cafax, BKITFOYAs
BUHOTPAHUKH, XJIOMYATOOYMa)KHbIE IO, HEMAaXOTHBIE 3eMJIM A OOpBOBI C
KPYITHBIMH 3JTAKOBBIMH COPHIKAMH, ITUPOKOTHCTBEHHBIMH COPHAKAMH, OCOKAMH U T. 1.,

¢ xopommuM 3(p(HEKTOM MPOTIOTKH.

(0] cl (0]
FsC /J*o °©
| Butafenacil

B 10 xe Bpemsa B US5183492A packpeutack MHGOpPMALUs O NPUTOTOBICHHUH

oenzokcu npormonat CK (coeaunenue 1 B 3asBKe):

o F Cl o
JL)LNJCQWOWAO/
FsC N /go °©
| CK

[TomBomst WTOT, MOKHO CKa3aTh, YTO CYIIECTBYIONIHE TEPOHMIMIBI HAa OCHOBE
YVPAIUIIOBBIX COEAHMHECHHUH SBIIOTCS 00JIee OMHOPOIHBIMH, JAHAMA30H BHIOOD Y3KHM, B
CBSI3HM C 3THUM Ha PBIHKE CYMIECTBYET, MO-MPEKHEMY, OOJTbIIas MOTPEOHOCTh B HOBBIX

repOUIMAaX HA OCHOBE ypalWJia C JTyqIIeld aKTHBHOCTBIO TSI OOPHOBI C COPHAKAMH.

Conep:xanue uzodpereHust

TexHuueckass 3amada, KOTOPYHO PEHIAe€T AAHHOE HM300pPETEHHE, 3aKIIIOYAEeTCA B
00eCTIeYeHHMH HOBBIX TepOHIMIaX Ha OCHOBE ypallWia C JIyYlIeH aKTHBHOCTBIO IS
OOPBOBI C COPHIKAMH.

TexHUUeCKWH BapHAHT PEIICHHS BBHINICYKA3aHHBIX TEXHHYECKUX MPOOIIEM B

JaHHOM H300pPETEHHH 3aKITFOYAETCSA B CIEAYIOMIEM:
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VpaumnoBoe coeauHEHHWE C KapOOKCHIATHBIMH ()parMeHTaMH, CTPYKTypa

KOTOPOTO MoKa3aHa B oomieit ¢popmyne (I):

ﬁj@;(%l\ Rs

O RiRy

I'ne:

Ri, R; BeIOMparoT w3 BOmopona wimm MeTuina coorBercTBeHHO;, Mmm R; u R»
00pa3yIOT TPEXWIEHHOE KOJBIIO BMECTE C COCTUHEHHBIM YTIIEPOIOM;

R3 BeiOuparot u3 Cis-ankokeun-Cis-ankun, Ci3-raJoua3aMeneHHbIA aTKOKCHIT-
Cis-ankun, Cre-ankuneHOKCHA-C13-ankui, Cr6-TaloOHa3aMeIMeHHBIN aJTKUICHOKCH/I-
Cis-ankun, Cre-eHOKUCTOPOAHBIA — aneTHUn-Cis-amkun, Coe-ranoua3aMemeHHbIA
ankuneHokcu1-Ciz-ankuir, Ci3 ankad S(O)nCis-anmkun, Cs.6-3TOKCHATKUAI-C13-aTKHIT
wir C3.9-3TTIOKCHAIIKHUIT,

n=0, 1 mm 2;

Ecnu Ri; BeIOMparoT W3 BOAopoma, a R, — W3 MeTuna, TO aroMbl YyIIEpoja,
CBSI3aHHBIC C HUMH, MOTYT BHIOMpAThCS M3 THIA R wu S v w3 cMecu 000uX.

[IpeamodruTenbHOE COEAMHEHWE B JAHHOM H300PETEHHH TOKA3aHO B OOIMEH
dopmyne (I):

Ri, R, BeIOMparOT W3 BOmOpoAa WM MeTWiIa cooTBeTcTBeHHO, Mmm Ri w R»
00pa3yrT TPEXWICHHOE KOJIBIIO BMECTE C COCTUHEHHBIM YTIIEPOIOM;

R3 Beiouparot u3 Ci3-ankokcun-Cis-ankmi, Ci-3-TaJouI3aMeIeHHbBIN aTKOKCHII-
Cis-anxun, Cre-amkmneHOKCHA-C3-anku, Cr6-TaJoHa3aMeIeHHBIH AJIKHICHOKCH/I-
Cisz-ankun, Cae-eHokuciopoanbii ametun Cisz-amkui, Cae-Tamoua3aMeleHHbIA
ankuneHOKCHI-C13-ankun, Cs6-3moKcHankuiI-Ci3-anku1 Wik C3-9-3IIOKCHAIKHIT,

Ecnm R BeiOmMparoT w3 BOmopoma, a R; — W3 MeTunma, TO atoMbl yIIepoja,
CBSI3aHHBIE C HUMH, MOTYT BHIOMpAaThcsd W3 THMA R wiw S wnm W3 cMecH 00OWX.
Coornomenne R 1 S B cmecu cocraBmser ot 1:99 go 99:1.

[IpeamoutuTenbHOE COEAMHEHWE B JAHHOM H300PETEHHH TOKA3aHO B OOMMEH

bopmyse (I):
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Rj, Rz BeIOHparoT U3 BOAOPOJA HITH METHIIA COOTBETCTBEHHO;

Rs Beiouparor u3 Ci3-ankokcun-Cis-ankmi, Ci3-TaJou13aMeeHHbBIN aTKOKCHIT-
Cis-anxun, Cre-ankmreHOKCHA-C3-ankun, Co6-TaJona3aMEeIeHHBIN AJTIKHIICHOKCH -
Cisz-ankun, Cae-eHokuciopoanbii auetun Cisz-amkui, Cae-Tamoua3aMelleHHbIA
ankunaeHOKCHI-Ci3-ankun, Cs6-3moKcHanKuiI-Ci3-anku1 HiH C3-9-3TIIOKCHAIKHIT;

Ecnm R; BeIOmMparoT w3 BOmopoma, a R; — W3 MeTuna, TO aroMbl YIIEposa,
CBSI3aHHBIE C HUMH, MOTYT BHIOMpaThcsd W3 THMa R wimm S wnm U3 cmMecu 00OMX.
CootHomenne R u S B cmecu cocrasmser ot 1:99 no 99:1.

B mpuBeneHHOM BbIIIE ONpeAENeHUH coeauHeHud B odOmen Qopmyne (),
UCTIONIb3YEMbIE JJI1 OObECAHMHEHUS, B IIEJTOM, OTPEACIIAIOTCS CACAYIOIUM 00pa3oM:

lanorensr: ¢rop, xjop, OpoM wmH ¥OA. AJNKHIBL HOPMAJIbHBIE WA
Pa3BETBJICHHBIC AJIKUJIBI, TAKHE KaK METHIL, STHJI, IPOITHJI, H30TIPOTIHJI, H-Oy THII, TPET-
OyTHa Wiy mapaOyTWil W W30MEPBL. AJIKCHHII .| HOPMAJIbHBIE HIIA PA3BETBICHHBIC
one(pUHBI, TAKUE KAK BUHWIL, |-aKpWII, 2-aKpHJ M pa3jIHYHBIE W30MEPHI Ha OCHOBE
OyTeHWIIa, ICHTEHUIIA H TeKCEHMITA. B cOCTaB alKeHHIa TakKe BXOIAT MTOJTUEHBI, TAKUE
Kak 1,2-nponagueH u 2,4-aunponeHuI. AJIKMH: HOPMAJIbHBIC WM Pa3BETBICHHBIC
ANIKUHBI TAKKUE, KAK allc THHHJIL, MPOTTHHHJI U PA3JTHYHBIE H30MEPBI HA OCHOBE Oy THHUIIA,
MECHTUHUIIA U TeKCUHMIIA. B coCTaB alkWHA Takke BXOAAT MOJUUHBL, TakHe Kak 2,4-
JUIPOTIAPTHUIL. AJTKOKCHIT-aJIKHUIT: ankun-O-ankun-, Kak CH3;0CH:»-.
["anonm3aMenIeHHBIN aTKOKCHIT-AJTKHIT, aKuI-O-aaKuil-, HA KOTOPBIX aTOMBI BOAOPOAA
MOTYT OBITh YACTHYHO WJIM TIOJTHOCTHIO 3aMEHEHBI aTOMaMHU TajIOTeHa, HAIpHMED,
CICH20CH:-. AJTKEHUIT-a]TKOKCH-AJTKHIT: ankeHUT-O-aKu-, HaTIpUMED,
CH>=CHH,OCH2CH,-. T'anoua3aMemeHHbIA aIKEHUI-AJIKOKCHU-ATKHWIT. amKeHu-O-
ankun-, tae O He coemuneHo Hanpsamyr ¢ CH>=CH, a arombl Bomopoma Ha 3THUX
ANIKEHUJIAX MOTYT OBITh YACTHYHO HWJTH TIOJTHOCTHIO 3aMEHEHBI TAJIOTCHHBIMH aTOMAaMH,
Hanpumep, CICH=CHH,OCH:>CHj-. AnKuneHOKCHI-anKwWi:  ankuH-O-alkui-,
Hanpumep, CH=CCH>OCH:CH:z-, rae O He coeauneHo HenocpeactseHHo ¢ CH=C.
[Mamoua3zaMenieHHbIM ANKUICHOKCHA-ANIKIIL, aNnKUH-O-alKuil-, HA KOTOPBIX aTOMBI
BOZOPOAa MOTYT OBITh  3aMEHEHBI TaJIOTCHHBIMH  aTOMaMH,  HalpUMep,

CIC=CCH,;0OCH,CH-. Ankan-S(O)s-ankum: ankun-S(O)s-ankun-, n=0, 1 wmm 2,
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Harpumep, CH3SCH:CH;-, CH2SOH,CH»z-, CH3SO;CH2CH;-, CH3SO,CH2CH;-.
ONOKCHANIKUIT: 3aMEHSEMBIE WM HE3aMEHSEMbIE KOJIBLEBBIE KUCIOPOACOAEPKAIINE
AJIKWJIBI, TAKHE KAK 3TOKCUIITPOMUIIBL. 3aMECTUTEH, TAKUE KaK METHIIbI, TaJIOTEHBI,
LUAHTPYINA U T.J. DMOKCHATKUII-AJIKWII. 3aMEHAEMbIC WU HE3aMEHSAEMBIE aJTKUJIbI C
KOJIBIIEBBIMH  KUCIIOPOJACOACPIKAIMMH  QIKWJIAMH,  HampuMep, ASTMOKCHOYTHII,
3aMECTUTENH, TAKHE KAK METHIIBI, TAJIOTEHBI, TUAHTPYIINA U T.[I.

Yacth coeauHEHHH B HM300PETCHHH MOXKET OBITh ONMHCAHA KOHKPETHBIMHU

COCAUHCHUAMMU, TIICPCUUCITICHHBIMUA B TaOJL 1, HO HUMH H306p€T€HH€ HC OrpaHHYHUBACTCA.

ﬁm% Rs

O RiRz

Taom.

Ne Temmneparypa
Ri R2 Rs CocrosHue
coex. ILTABICHHA

BecuserHsIil

O ,
3 H H ~ -
\(\/ MACJISIHUCTHIN

9 H H ‘\/\/O\/
CBETIO-KEITHIIL

O 8
10 H H ~ -
\(\/ MACJITHHCTBIN

11 H H \\/\/0\/\/
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305 -CH,CH,- \(CO

0]

306 -CH>CHa»-

Bo BTOpOM acmekTe M300peTeHUs MPELyCMOTPEH CUHTETHYECKHH CIOCOO YpaLMIOBOTO
COEMHEHUA C KapOOKCHIIATHBIMH (PparMeHTaMH, KOTOPBIH 3aKITI0YAETCA B KOHTAKTHOM
B3aMMOJECHCTBUM KHUCJIOTHOTO COEAMHEHHUs, ykasanHoro B (opmyne (II), ¢ mpyrum
3aMEIICHHBIM CIIUPTOBBIM, TaJIOMI3AMEIICHHBIM WM CyJb()OHATHBIM COCIUHCHHUEM B

YCIIOBUAX NMPUCYTCTBUA PACTBOPUTEILA,

F. cl
of cl o) 0 0
o) 0 R
RsR 0 RiR;
FaC rxll’J*o 0 T FaC” N0

(n U]
B vactHocTH B 00mmx dopmynax (I) u (II) coorercTByroniue onpeneneHus Ri, R u Rs
WICHTHYHBI ONPEICIICHUAM, YKa3aHHBIM B (hopMyIie n300peTeHus 1.
BeleykasanHas peakius npoucxoaut npu temneparype 0-160°C, npeanoururensHo 20-
120°C; Bpems peakuuu — 2-15 4, npeanoutuTensHo 3-12 4.
B kadecTBe BBINMIEYKA3aHHOTO PEAKIHOHHOTO PACTBOPHUTENS BBHIOMPAETCS, MO MEHBIICH
Mepe, OAWH W3 CIEAYIONINX, KaK JUXJIOPMETaH, 1,2-auxyopsTaH, TeTparuapodypas,
aueTOHUTpuUIN, 1,4-aUOKCaH, TOYOJI, OPTOKCHIION, METAKCUJIION, MAPAKCUIION, H-TENTAaH, H-
OKTaH U H-HOHAaH.
MomnspHoe OTHOIEHHE KAPOOHOBBIX KHUCIIOTHBIX COETMHEHHH, YKa3aHHBIX B (hopmyte (II),
K JPYyTrHM 3aMEUICHHBIM CIIHPTOBBIM, TaJOWA3AMEMIEHHBIM WKW CyJIb()OHATHBIM
COCIMHEHUAM IIPM BO3HHMKHOBEHWHM BBINICYKA3aHHBIX peakuud coctasmier 1:1-4,
npeanoytuTensHo 1:1.1-3.
Yacte coemunenudt B odmen (opmyne (I) Hacrosmero u300peTEeHUS MOXKET OBITH
MOJyYeHa HEMOCPEACTBEHHO TIyTEM MJadbHEHINEH >STePUPHUKALMH TMPOMEKY TOTHBIX

coeauHeHui 1-8;
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Jlist yacT coeauaeHni B oomiei popmyine (I) HacTosmero n300peTeHUsT MOYKHO TIOJTYYHTh
KapOOHOBBIE KUCIOTH B oOmier ¢opmyne (II) HEmOCpeaACTBEHHO MyTeM 3TepUPUKAIIH
MPOMEKYTOUHBIX COCTUHEHHH 1-8 WM MyTeM THAPOIM3a COOTBETCTBYIOIMUX 3(HPOB.
[Tocne manpHelmen 00paOOTKH KapOOHOBBIX KHCIIOT, YKa3aHHOHU B oOmeit popmyre (II),
B COOTBETCTBYIOIIHE AIMIXJIOPHIBL, MOXKHO TMOJYYHTh YaCTh COCTUHEHHH B OOMICH
¢dopmyie (I) mpu KOHTAKTHOM B3AUMOJCHCTBUH C PA3THYHBIMH 3aMEIICHHBIMU CITHPTAMH,
KapOonoBas kucmora B oome#t ¢opmyne (II) MOXKeT Takke BCTyNmaTh B KOHTaKTHYIO
PEAKIMI0 C PA3IMYHBIMH 3aMEHICHHBIMH CIHUPTAMH C TOMOIIBIO 00C3BOMKHBAOIIECTO
areHTa JyIi TIOy4YeHUs YaCTH coequHeHus B oomier ¢opmyne (I) mamHOTO M300pETEHUS;
KapOonoseie kucmorer B o0mei ¢opmyne (II) Tarke MOTYT BCTymarb B KOHTAKTHYIO
PEAKIHMIO C TaJOWA3aMEIICHHBIMH HITH CyJIb(OHATHBIMH COCTUHEHUSIMH TS TIOJTyYCHHS

4acTH coeauHeHUH B o0miei popmyse (I) HacTosmero H300peTeHHS.
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Peakuysi BOSHHKAET B MOIXOMAIIEM PACTBOPHUTEINE, KOTOPHIH MOXET OBITh BBIOPAH W3
OeH301a, TONYOJia, KCHJIOJA, AaleToHa, TeTparuapodypaHa, aneToHuTpmiaa, N, N-
auMetwipopMamuaa, N-METHIMUPPONHIOHA, AHXJIOpMETaHa, xyopodopma, 1,2-
TUXJIOPITAHA WITK STUIALIETaTa U T.A. Peakuus MO)KeT BOSHUKHYTh B IPUCY TCTBUH LIEJIOYH
i 0e3 Hee, a B MPUCYTCTBUHU MICIIOYH — PEAKIHUS yCKOpsAeTcsa.B kayecTBe ykazaHHOW
TIETTOYH MOYKHO BBIOMPATh U3 TAKHX THIPOTCHUIOB IEIOYHBIX METAJUIOB, KaK THAPOTCHH/T
HATPHsSI, THAPOTCHU JTUTHS WA aMUJ HATPHSA, U3 THAPOKCHIOB IICIIOYHBIX METAJIIOB,
TAaKHX KaK THAPOKCHUI HATPUS HITH THIPOKCHT KAJTUsT; H3 KAPOOHATOB IIEJTOYHBIX METAJIIOB,
TaKHX KaK KapOOHAT HATPHS WITH KAPOOHAT KAJTHS, U3 OPTAHHYECKUX MET0YCH, TAKUX KaK
TAPH/IHH, 4-TAME TUTITHPUVH, TPUITHIIAMHH, N-MeTHITUPPOIT WA
JTUU3OTPOTTHIII THIIAMHH;, W3 TIPUTOMHBIX JUIA UCTIONh30BAHUS ACTHAPATOPOB, TAKHX Kak 1-
3TH-(3-TAME THITAMHHOTIPOTTHIT )-Kap OO HITTHAM UL THAPOXJIOPU, N, N-
JTUITUKIOTEKCUIIIMAMAH W Jp.; Jlma TmonydeHus anmuixjiopuaa MOMKHO HCIIOb30BaTh
AIUTAPYIOTIIHE PEATeHTHI, TAKHUE KaK XJIOPHU/ CYIb(POKCHIA, OKCATHITXIIOPHT U Ap. Peakiust
MOXKET BO3HHKHYTH TpH Temmeparype oT -10°C 10 TOYKH KHIIEHUS TOAXOISAIIETO
pactBopurens, o0braHO Tpu 0-100°C.Bpems peakmmm cocrasisier ot 30 muH. 10 20 9,
00braHO 1-10 "acos.

B nponaxe nmerorcs kak R3-X, Tak u R3-OH. X — ormennsemas rpynma, X BeIOHpaeTCs
W3 XJiopa, Opoma, Hoaa uiu cynbgoHaTa.

BrrnmeykasanHbpIii cioco0 A1 JAHHOTO HW300PETEHHS MOMKET TAKXKE BKJIFOYATh B CEOs

HEOOXOTUMBIE OTICPAIMH TIO0 TIPEABAPUTETHHOM OOPAOOTKE BBIMEYKA3AaHHOTO CHIPHS H
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nepepadoTKe MPOAYKTOB PEAKIIMH, KOTOPBIE BKIIOYAIOT, HO HE OrPAHHYMBAIOTCS CYIIKOH,
MPOMBIBKOM, pasmMojioM, (umbTparuel, neHTpU(pyrupoBaHueM, xpomarorpadued Ha
KOJIOHKE, Tmepekpuctaum3anmed u T.A.0TAen JaHHOTO H300pEeTEeHUs TMpeaIaracT
MPUMEPAMH HECKOIBKO KOHKPETHBIX CPEACTB OOPAOOTKH, KOTOPBIE HE IOIDKHBI OBITH
WCTOJIKOBAHBI CIIEUAIIUCTAMH B JAaHHOM OONAaCTH KaK OTPAHUYMBAIOIIHE JAHHOE
n300peTeHHE.

Ecnu He ykazaHo MHOE, TPyNIbl B yPABHEHUH OMPEACITIAIOTCA, KAK U BBIIIE.

B Tperbem acmexkTre JAHHOTO HM300pPETEHHsA NPEAYCMOTPEHO HA3HAYCHHE YPALMIOBBIX
COEIMHEHUH, COep KaIIUX KapOOKCUIaTHbIE (PPAarMEHTHI, B KAUE€CTBE TEPOUIIUIOB.

B yeTBepTOM acnekre JAHHOTO H300PETEHHUS MPEYCMOTPEH COCTAB repOUIHIA, B KOTOPOM
NPUHATO coequHEHUE B 00mier ¢popmyre (I) B kauecTBe aKTHBHOTO KOMITOHEHTA, TIPH STOM
MPOLIEHTHOE COACPKAaHNE aKTUBHBIX KOMIIOHEHTOB 10 Becy B cocTase 0,1-99,9%.
CoenuHEeHHE JTAHHOTO W300peTEHHs 00JAa/NAeT BBIAAIOUICHCS YOWBAIOIMIEH AKTHBHOCTBIO
ST SKOHOMHYECKH BAXKHBIX OJHOJIETHHX OHONOJBHBIX M ABYXJONBHBIX BPEIHBIX
PACTeHUH C IMHUPOKHM CTIEKPOM JACHCTBHSA, MOXKET dPPEKTHBHO OOPOTHCS C Pa3THUYHBIMA
COPHSIKAMH TIPH MabIX 103aX. OHO MOXKET OBITh MCTIOJH30BAHO B KAYECTBE TEPOHUIIHM/IA.
Takum 00pa3om, TaHHOE H300PETEHHE TAKKE BKITIOYAET B C€0s HA3HAYECHUE COCAUHCHHS B
obmie#t popmysie (I): Goppda ¢ copHIKAMU.

Takum 00paszom, JaHHOE W300PETEHHE OTHOCHUTCS K METOAY OOPBHOBI C HEXKENTATETbHBIMU
PACTEHUSMHU WITH PETYTHUPOBAHHSA POCTA PACTEHHH, B 3TOM CIIy4ae OJHO WJIM HECKOJIBKO
COCJIMHCHHUI TAHHOTO W300PETCHHS NMPUMEHSIOTCS K PACTCHHAM (HANPUMEDP, BPEIHBIM
PacTeHUsAM, TOYHEE, OJHOMOIBHBIM HIW ABYXJOJIBHBIM COPHIKAM, WIIH HEXKETAaTeTbHBIM
pacTeHUsIM), ceMeHaM (HampuMep, 3€pHAM, CEMEHAM W OECTIONBIM Pa3MHOKHTETISM,
TOYHEE KIyOHSM HWJTH MOJIOJBIM BETBSAM C POCTKAMH) WM K PaliOHAM BbIpAIIUBAHHSA
pacTeHul (HanpuMep, palionaMm HacaxaeHus).CoeTMHEHUS TAHHOTO H300PETEHHSI MOTYT
BHOCHUTBCS JI0 TIOCAIKH (M, €CITH 3TO LENECO00Pa3HO, MOKHO BHOCHTHCS B TIOUBY ), A0 HITH
MoClie TOSABIECHHUA BCXOAOB. llpuBeneHHBIE HWKE TPUMEPBI OOPHOBI XUMHUYECKHX
COCTMHEHWH C THNHYHOW (PIIOpON OMHOMONBHBIX W ABYXJONBHBIX COPHSKOB,
MIPEeAHAa3HAYECHBI TOJIBKO JUTA CBHIETEIIFCTBA JTAHHOTO H300PETEHUS, HO HU B KOEH MEpE He

OrpaHUYIrUBaOT JAHHOTO I/I306pCTCHI/IC.



WO 2022/166938 26 PCT/CN2022/075322

OnmnononbHble BpenHble pacteHus: Orunonc (Aegilops), Arpommpon (Agropyron),
[Tomesuma (Agrostis), Jlucoxsoct (lopecurus), OBec (Avena), bpaxmapus (Brachiaria),
Koctep (Bromus), Ilenxpyc (Cenchrus), Kommermuna (Commelina), ITampuaTHHK
(Cynodon), Humepyc (Cyperus), Jakrunokrenuym (Dactyloctenium), Hamepcrsanka
(Digitaria), EsxoBauk (Echinochloa), Dneoxapuc (Eleocharis), Onescuna (Eleusine),
Oparpoctuc (Eragrostis), Opuoxmoa (Eriochloa), Oscsuuna (Festuca), ®umOpucTHimc
(Fimbristylis), [erepantepa (Heteranthera), Umnepara (Imperata), Mmemywm (Ischaemum),
Jlenroxnoa (Leptochloa), Jlomuym (Lolium), Monoxopust (Monochoria), ITpoco (Panicum),
[Tacmanmym (Paspalum), ®amspuc (Phalaris), TumodeeBka (Phleum), Msatmuk (Poa),
Porroemmus (Rottboellia), Carurrapus (Sagittaria), Kamsmu (Scirpus), Cerapus (Setaria),
Copro (Sorghum).

JByxmonbHble copHikd: AOytwiaoH (Abutilon), Amapant (Amaranthus), AmOpo3ms
(Ambrosia), Anoma (Anoda), Antemuc (Anthemis), Ilerpymka (Aphanes), Ilonbrab
(Artemisia), Arpururekc Atriplex), Mapraputka (Bellis), bunenc (Bidens), Kamemna
(Capsella), Uepromomox (Carduus), Kaccus (Cassia), Bacumex (Centaurea), Mapp
(Chenopodium), boasx (Cirsium), Betorok (Convolvulus), lypman (Datura), /lecmoauym
(Desmodium), Owmekc (Emex), XXentymumk (Erysimum), Momouaii (Euphorbia),
[Tuxymeauk (Galeopsis), ['amuacora (Galinsoga), ['amuym (Galium), I'ubuckyc (Hibiscus),
HUnomes (Ipomoea), Koxmsa (Kochia), fcnorka (Lamium), Kmomosuuk (Lepidium),
Jluamepansa (Lindernia), Marpukapus (Matricaria), Msara (Mentha), Mepxypuamauc
(Mercurialis), Mommroro (Mullugo), He3aoyaka(Myosotis), [Tamasep (Papaver), ®apoutuc
(Pharbitis), ITomoposkamk (Plantago), Topen (Polygonum), IToprymak (Portulaca),
Panynkymoc (Ranunculus), Paganyc (Raphanus), Kepymauk (Rorippa), Porama (Rotala),
[MlaBems (Rumex), Comsiaka (Salsola), KpectoBruk (Senecio), Cecoanus (Sesbania), Cuma
(Sida), Cwumammc (Sinapis), Comanym (Solanum), Ocotr (Sonchus), Cdenoxmnes
(Sphenoclea), 3Be3muarka (Stellaria), OnyBanunk (Taraxacum), Tmacnu (Thlaspi), Kiesep

(Trifolium), Kpammsa (Urtica), Beponuka (Veronica), Bwmoma(Viola), HypHumrauk

(Xanthium).
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[Tpy BHECEHHMH COCTUHEHHS JAHHOTO H300PETEHHUS B MOYBY MEPE] MOSBICHHEM BCXOIOB
CEeMEHA BPEIHBIX PACTCHHH TNPEKPANIAOT PACTH, BPEIAHbIE PACTEHHA OCTAIOTCA B
BETETAIMOHHOM TIEPHOJIC HA MOMEHT BHECEHHS WITH TIOJTHOCTBIO YMHPAIOT 110 UCTEYCHUH
OTIPEAETICHHOTO TIEPHOAA BPEMEHH, YTO TIO3BOJIIET HA CAMBIM PAHHEM JTare YCTPAHUTh
KOHKYPEHIIUIO COPHSAKOB, BPEIHBIX I PACTEHHH CEITbCKOXO3IUCTBEHHBIX KYIIBTYP.

[Tpu HaHECEHWH COEIMHEHHS TAHHOTO H300PETEHHS HAa YYACTKHU 3€JICHH TIOCTIE TIOSBIICHUS
BCXO/IOB POCT MPEKPAIIAETCS, BPEIHBIE PACTEHUS OCTAIOTCS B BETE€TAIMOHHOM IMEPHOAEC B
MOMEHT BHECEHHUS WM TOJHOCTHIO YMHPAIOT MO HCTEUYCHHH OTPEICICHHOTO IEPHOIA
BPEMEHH, YTO TMO3BOJISIET HA CAMBIM PAaHHEM JTalle YCTPAHUTh KOHKYPEHIUIO COPHAKOB,
BPEIHBIX ISl PACTEHHUH CEIbCKOXO3SHCTBEHHBIX KYIIBTYP.

[TosToMy B TEXHMYECKHH BApHUAHT JAHHOTO M300PETEHUS BKIIOYEHO HA3HAUYCHHE
coeauaeHus B oomier popmyse (I): 6Gopbda ¢ copHIKAMHU.

Kpome toro, coenunenus B oomien ¢popmyrne (I) maHHOTO M300pETEHUS TIPUTOAHBI H IS
BBICYIIMBAHUS W/WIH Ae(ONHANNN PACTCHHH.

Kak ormeuanoce BeIe, JAHHOE H300PETEHHE TIPEICTABIIAECT COOOM TEPOHIIHI, COCTOSIIHAN
W3 aKTHBHBIX BEIIECTB M BCIIOMOTATEIbHBIX 100aBOK. B COCTaB aKTHBHBIX KOMIIOHCHTOB
BXOJHMT IO MEHBINEH MEpPEe OIHO W3 ONMCAHHBIX BHINIC YPALUIOBBIX COCIHHEHHIH,
coieprKaIIuX KapOOKCHIATHBIE (PParMeHTHI.

B npeAnoYTHTETFHBIX CITy4YasX COIEP’KaHHE AKTHBHBIX BENICCTB B FEPOUIIU/IE COCTABIISICT
0,1-99,9% mo Becy.

JInst JaHHOTO W300PETEHHS HET 0COOBIX OTPAHUYCHHI M0 KOHKPETHBIM BHIaM J00ABOK B
YKa3aHHBIX TepOUIMIAX, HAMPUMED, MPHUTOIATCS U MOBEPXHOCTHO-AKTUBHBIC BEIIECTRA,
PACTBOPUTEITH H T.1I., YaCTO HCITOJIb3yEMbIE B O0JIACTH T€pOULIH/IOB.

Hampumep, ommcaHHBIE B HACTOSINEM H300PETEHHH YPAIMIOBBIE COCTHHEHUS,
cozieprKammue KapOOKCHIaTHBIE (PparMEHTBL, MOTYT OBITh PACTBOPEHBI M PAa30aBIICHBI TTEPET
WX BHECEHHEM, KOHICHTPALMS TMOCJE PACTBOPEHHS W PA30aBIICHUS PACTBOPHTEIIEM
npeanourutenpaee  0,05-0,4 r1/mPactBopHTens 1A pacTBOPEHHA — YPALMIIOBBIX
COCJIMHEHHM, COAEPIKAIMUX KaPOOKCHIATHBIE ()PATMEHTHI, MOJKET CONEPIKATh IO KpaWHEH
Mepe OAWH W3 JAUMETHICYIb(pokcuaa, N, N-mumetundopmamuaa, PEaKTHBOM IS

pasz0aBieHHS MOXKET OBITh BOJA, COAEPIKAIMIAs YacTO HCIIONb3yeMble NA00aBKH W T.1.B
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MPEANMOYTUTENBHBIX CIy4YasX B PacTBOP, B KOTOPOM PACTBOPAIOTCA yKa3aHHBIE
VpauMIOBble COECAMHEHUSA, MOXKHO TakkKe MO00ABIATH OAHY WM HECKONBKO H00aBOK,
OOBIYHO HCIIONIB3YEMBIX B TepOMIMIAX MAHHOW OONACTH, HAMPUMEP, MOBEPXHOCTHO-
AKTHUBHBIE BEIIECTBA, SMYJIBTaTOPHI U T. .

Jnsa ycunenus: npodumakruaeckoro 3ddekrra ypamuioBbiX COETHMHEHHM, COAEPIKAIIUX
KapOOKCHJIaTHBIE (DPArMEHTHI, OMHCAHHBIE B HACTOSAIIEM HW300PETECHUH, YBEITHUYCHUS
cepbl UX HCMOIB30BAHMA, YPALMIIOBBIE COEITUHEHHA, COJEpPIKaIIMe KapOOKCHIIATHBIE
(parMeHThI, MOTYT HUCIIOJIb30BATHCA OTIEIBHO, TAKKE U B COUYCTAHUU C APYTUMHU IMUPOKO
HCITOJIb3yEMBIMH repOouLUIaMH (Hanpumep, aTpasuHOM, (deHTpazaMuaom,
OPOMOKCHHHJIOM, TIEHTOKCa30HOM, ME30TPHOHOM H T.1.). Kpome TOro, OTCyTCTBYIOT
0coOble OTpaHWYECHHSA B OTHOLIEHHWH MPONOPLMH MPH NMPUMEHEHHH B COCTAaBaX, KOTOPBIE
MOTYT OBITH OTIPEIEICHBI B COOTBETCTBHH C MPOTIOPLMEH TIPH OOBIYHOM NMPHUMEHEHUHU B
NaHHOW OONIaCTH, TPU YCIOBHUH, €CIHM TOCIEe TNPHUMEHEHHS B COCTAaBaX ITOBBICHUTCA
npodunakrudeckuii  3pdexr, pacmupurcs cdepa TNPUMEHEHHS M TOBBICHUTCA
0€301acHOCTb.

B cnyuae mpoTtuBopeuns MeXITy HAUMEHOBAHHWEM COCIMHEHHUS HA KUTAHCKOM B JTAHHOM
W300PETEHUH W CTPYKTYPHOH (PopMysnol, NMpPUHHMAETCS CTPYKTypHas (opmyna, 3a
UCKJTFOUYEHHEM SBHBIX OIMUOOK B CTPYKTYPHOH (hOpMyIIE.

[IpenycmoTpeHHble B HM300PETCHHH  ypPALMJIOBBIE  COCOUHECHHA,  COACPIKAIIUE
KapOOKCHJIATHBIE (PparMEeHTBL, OTIMYAIOTCS JIYYIIEH AKTHBHOCTBIO JUIsI OOpPBOBI C

COPHAKAMH 11O CPAaBHCHHIO C CYHICCTBYHOINUMHU TCXHOJIOTUAMH.

KoHkpeTHble Moae i /151 BbINOJHEHUs] H300peTeHM sl

JIJIst CBHAETENCTBOBAHUS JAHHOTO H300pETEHHS Oy/Iy T MPUBEACHBI IIPUMEPHI, KOTOPBIMHU
HE OrpaHHYEHO JaHHOe u3oOpereHue. [IpocTas 3ameHa MM yCOBEPIICHCTBOBAHUE
M300pPETEHHS TEXHUYECKUM TIEPCOHATIOM B JTAHHOW OOJIACTH OTHOCHUTCS K 3aIIMINEHHBIM
M300pPETEHUEM TEXHHUYECKHM PEIIEHHIM.

Hpumep 1: Ilony4denne npomMeXyTOUHBIX COEAUHEHUH 1-8

Cragusal: IlonyyeHue npoMesKyTOYHBIX COeAUHEHUH 1-1
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F. Cl

O~
o

20 r 2-xnop-4-¢propbenzoitHoi kucnoTsl 1 100 T 3Tanona m06asmsm B Oy THUIKY (500
MJI) C YETHIPbMs TOPIOBHHAMH A OXJaxkaeHus ux a0 0°C, 3areM MeIJICHHO JOJWIH
XJIOPUCTBIA THOHUI 110 KaruraM (17,73 r), noxgaepxusas temmnepatypy Huwke 0°C B TeueHue
Bcero mpouecca. Ilocne nonmuBaHMs XJIOPUCTOTO THOHWIIA IO KAIUIM  ITOBBILIAIH
temneparypy Ao 75°C nns mepeMemmBaHUA OOpaTHBIM TOTOKOM. [IpomesxyTounoe
coemuHenue 1-1 Becom 23,01 r momywyanu 1mocie peakuMM U POTOPHOTO MCIAPEHMS
PEAKLIMOHHOM KUAKOCTH B TEYEHHUE HOYH.

Cragus 2: [lonmydyeHre npoMeKyTOYHBIX COCTUHEHHUH 1-2

F Cl

0,N O~
o)

67,46 ripomesxyTOdHOTO coeamueHus 1-1, 337,3 rl, 2-muxjoprekcana J00aBIsUTH B
OyThuTKy (1 1) C YETBIPbMS TOPJIOBHHAMH JUTA OXyaxaeHus ux g0 0°C, 3aTeM MEIJICHHO
JOJMBAJIH IBIMAIIYIO a30THYI0 KHCIOTY (90%) (42,09 1) 1 cepryto kucnoty (98%) (60,12
T'), MEIJICHHO TOBBIIIAs TEMIIEPATYPy A0 KOMHATHOHM TeMmepaTypsl. [lepeMemany ux 1o
3aBepiieHus peakuuu. [locne 3TOro peakUMOHHBIM PpacTBOP TMEpPEMEINANCcs B
OTACIIUTEIbHYIO BOPOHKY, IMOJBEPraeTcs PACCIOCHHUIO, JUISl TOMYYEHHUS] OpraHUYeCcKOH
¢da3pr, a HeopraHuwdeckas ¢asza Tmony4yamach 1,2-TUXJTOPTEKCAHOM, KHCIOTAa B
opraHuueckod (ase BbIMBIBacTCS JneasHOH Boaou. Korma 3nauenwe pH BomHOU (azbr
JOCTHUrano okojo 7,0, MpOBOAWIM POTOPHOE HCIAPEHHE PACTBOPHUTENA, W MOTY4Yanach
rpy6as mpoaykiusi Becom 89,81 . JloGaBHB HOpMAajbHBIM TEKCAH S5-KPATHOW MAacCHI,
MPOBOAMITA TIEPEKPHUCTAILTH3ANNIO, (PUIIBTPOBAHUE, BHICYINIMBAHUE (DHUIBTPOBAIBHON
nenewmky. [Tocne 3T0ro nosyvyanu npoMeKyTOYHOE COeAUHEHUE BecoMm 42,45 T

Cragus 3: [lonydyeHue npoMeKyTOUYHbBIX COEAUHEHHH 1-3

F Cl

HoN O~
ol

60,84 tmpomexyrounoro coemmaenms 1-2,4,.87 t Pt/C (5%) w 300 mmdranoma
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no0asmsiny B aBTOKnaB (1 1), KoHTponMpoBanmu gasieHue Bogopoaa (2 Mlla). Uepes 11
4acoB TOCNe peakuu mpu Temreparype 45°C BeikaunBamm U ypamsumua Pt/C, mposogumm
¢unpTpOBaHuE ¢ OTcackiBaHUEM JUtA yaaneHus Pt/C u poropHoe HcmapeHue, mocie 3TOro
MOTyYaJid TPy0oe poMekyTouHoe coenuHenue 1-3 (52,48 r).

Cranusa4: [lonyyeHne MpOMEKyTOUHBIX COeTUHEHUM 1-4

F Cl
o

/\OJJ\H o
o

52,48 rrpyOoronpomexyToyHoro coexuHeHus 1-3,24,78 r mnupuamna, 2624
TAUXJIOpMETaHAa J00aBsId B OyThuiky (500 ™MI1) C©  4YeTBIpbMsS TOpJIAMHU IS
NepeMenIMBaHuA IPYU KOMHATHOM Temmiepatype. Uepes 5 MUH B3BECUTH 3THIXJIOPPOpMHAT
(34,02 1) mna pazoasnenus auxiopmeraHom (68,04 r). ITocne momHOCTRIO pa3OaBIeHHA
N00ABIATM UX O KarmsiM B TedeHwe 1 yaca. CmycTd 5 4acoB peakUuH PETyIHpOBAIA
3HaueHue pH 10 c1aboKHUCIOTO YPOBHS, 3aTeM T00ABISAIHN BOAY U IMTPOBOIMIIH SKCTPAKIIHIO
auxyiopmeraHoM. [locne 3Toro mpoBOAMIM POTOPHOE HCTIAPEHHUE OPTaHUYECKOU (a3bl, U
MOy YaJTd TPy0Oe TTPOMEKYTOUHOE coenuHeHue 1-4 (69,62 ).

Cragus 5: Tlonmy4yeHHEPOMEKY TOUHBIX COETUHEHUH 1-5

oF cl
fJ\N o~
FsC H/l*o ©

12,98 ratunara Harpus pacteopsiid B DMF (38 1) mist mepeMemuBanus, mocie 3Toro
OXJIAKAAA UX JeagHor BaHHOU mo 5°C.modasmsamu pacteop DMF (28 1) u3 3-amuHoO-
4.4, 4->tuntpudropOytrnmara (27,95 1) WO KausIM TpPH  OXJIAKACHUW JICATHOU
BaHHOU.[locme storo moOaBmsmu pactBop DMF (36,84 1) W3 TIPOMEKYTOYHOTO
coenuHeHus 1-4, mepeMemany uxX B TEYEHUE 5 4acOB IIPU MOBBIIIEHUH TEMIIEPATYPHI 10
100°C. Tlocne 3aBepiieHUsI PEAKIUU PETYIUPOBAIIHA 3HaAUYeHHE PH 10 KUCTOTHOTO YPOBHS,
W TPOBOJWIN OJKCTPAAWIMIO STUIIALETATOM, TMPOMBIBATM OPraHUYECKyl (asy
HACBIIICHHBIM COJIIPHBIM PAaCTBOPOM, CYLIHIIH O€3BOAHBIM CYIIb()aTOM HATPHA, POTOPHOE
ucnapeHue pactsopurend. [locne 3ToM NPOBOAMIM OYMCTKY C MOMOIIBIO KOJOHOYHOM

XpoMaTorpaduu ¢ MOIy4YeHHEM MPOMEKYTOYHOTO coeamaeHus 1-5 (19,05 r).
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Cragus 6: [lonmydyeHue nNpoMeKyTOYHBIX COEAMHEHHUH 1-6

o F Cl

IS 08 0

F3C T/&O ©
19,05 rmpomexyTouHOTO coenuHeHus 1-5, O6e3BommbIi kKapOoHaT kamus (8,287 r)
D00aBIsM B OyTHUIKY C OJHUM TOPIIOM, pacTBopsiiu ux ¢ momombto THF (60 r). 3arem
n00aBmAH auMeTwiIcyabdar (7,566 1) i nepemMeIuBaHus MPH KOMHATHOM TEMIIEpaType
B TeueHue HouM. [locne 3aBepmieHMA peakiuuu mpoBOAMIIM poTOopHOE ucnapenue THEF.
3areM MPOBOIUIIM SKCTPAKIHIO THIALETATOM, OCYHIKY O€3BOJHBIM CyNb()aToM HATPHA,
pOTOpHOE HWcmapeHwe opranudeckod ¢aser.  Ilocne »Toro momywyamu — rpydoe

MPOMEKYTOUHOE coeauHenue 1-6 (19,62 r).

Craausa 7: IlonyyeHHEenpOMEKY TOUHBIX CO€AMHEHUH 1-7

o F Cl
fLN OH
FiC T/&O °©

19,62 rOpoMeKyTOYHOTO COECIUHEHUA 1-6, pacTBOPAIA B JEASHYIO YKCYCHYIO
kucaoTy (150 M) Mpu KOMHATHOW TemTepaType, 100aBsuH 36% CONTHOW KHUCITOTHI TOTO
Ke o0beMa, TIPH STOM OCYIECTBISIA B3aMMOACHCTBHE B TeueHWe 8 dwacom. [locne
3aBEPIICHUS PEAKIUI0, COPOCHIIM JABIIEHUE W BBIIAPWIA H30BITOYHBIA PACTBOPHUTEI,
O00aBISAIM BOXMy B OCTarkd. llocnme BBIAENIEHWS TBEPABIX BEHIECTB TEPEMEIIHBAIIH,
dbumsTpoBany. [Ipomeimu GUIBTPOBANTBHBIE JIETIENTKKA BOAOW B 3 pa3a W OCYIIHIN WX TIPH
60°C. ITocne sToro momy4anu rpyooe mpomMekyTouHoe coeauaenne 1-7 (12,73 1).

Cragus 8: IlonyyeHue npoMeKy TOUHBIX cOeAUHEHHUH 1-8

o F Cl
/fJ\N Cl
FsC TAO °©

6,8 rOpomMexyTo4HOro coeauHenus 1-7, 35 rl,2-muxnoprekcana, | kammo
DMF,3,316 r aumeTHicynb(pOoKCHAa N00aBIsUH B OyThUTKY ¢ omHHM ropiioM (100 mir),

IIPU 3TOM OCYIIECTBIAIIM B3aHMMOACHCTBHE B TedeHue 3 4acoB. [locme 3aBepueHus
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pPeakuuy TPOBOAWIM POTOPHOE UCIAPEHHE W30BITOYHBIN JUMETHICYTb(POKCHA U
PACTBOPHUTEND, H TIOMYYAIIH TPy00€ MPOMEXYTOUHOE coenuHerue 1-8 (6,22 r).
Ipumep 2: [lonyuenue coenuaenus 3

Cragus 1: [lonmydyeHre npoMeKy TOUYHBIX COEAMHEHHH 3-1

ofF Cl o
iSOt aad
F3C N’J%o ©
|
1 ropomexyTouHoro coeauHenusa 1-8, ommcanmnHoro B mpumepe 1, 320
MIMETHIIIIMKOIUIATA TO00ABIISIM B PEAKLMOHHBIN COCY/, OXJIAKIAIU HA JIEATHOU OaHEe U
NPOAYBAlK a30TOM, J00aBIANM mokammiM 394 wmrrpuwdtunamuHa . Ilocme 3Toro
OCYHIECTBIIAUIM  B3aUMOJCHMCTBHE B TeueHue 2 4acoB.llocne 3aBepmieHusa peakuu
NPOBOAMIM OYHUCTKY C TIOMOINBIO KOJIOHOYHOH Xpomarorpaduu ¢ MOTyYEHHEM

npoMesxyTouHoro coeaunenus 3-1 (1,02 r).

Cragus 2: Tlomy4yeHre mpoMeKy TOYHBIX COETMHEHHM 3-2

oF cl o
/fJ\N O\)I\OH
FsC T’J*o °©

1,02 rmpomMexyTodHOTO coemuHeHust 3-1,6,12 rcomsHOM KHCIOTHI (36%), 6,12
TYKCYCHOM KHCJIOTBIIOOABIIIIA B PEAKIMOHHBIA COCY/A, 3aTeM MPOBOAWIN pedirokc-
peakimro B TedeHue 40 MHH, pOTOPHOE UCTIAPEHHUE PEAKIIMOHHOTO PACTBOPA, B PE3yJIbTaTe
Yero MoJTy4yayd IPOMEKyTouHoe coenuHenue 3-2 (1,01 r).

Cragus 3: [lony4yeHue NpoMeKyTOUYHbBIX COEAMHEHHH 3-3
Cl
O
o

oF
J\)LN N
F3C T’&o ©

1,01 rmpomeskyTounoro coenuHenus 3-2,340 mrauxnoprekcana ,2 xkarmwm DMF, 5.5
[IUXJIOPTEKCaHa JOOaBIAIM B PEAKLMOHHBIM COCYA, MPH 3TOM  OCYILIECTBIILIN
B3aUMOACHCTBUE B T€YECHHE 3 4acOB, POTOPHOE HCIAPEHHE PEAKUHMOHHOIO PacTBOpPA, B

PE3yIbTaTe YETO MONyYalld MPOMEKYTOuHOE coeauHerue 3-3 (1,02 r).
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Cranus 4: IlonyyeHue coequHeHHs 3
F |
0] c 0O
/ka O\)l\o/\/ O\
FsC T’J%o °©

103,29 mrmMeTunoBoro 3¢pupa STUIEHITHKONA U 228,95 MrrpusTHIaMUHA JOOABIIATH
B PEAKUMOHHBIM COCY/, 3aTeM OXJAKIANH HaJeJIHOW OaHe W TPOAYBaIH a30TOM,
A00aBIANM TO KasiM 3 MJIPacTBOpa AMXJIOPMETAaHA, NPEAHA3AHYCHHOTO IS
MPUTOTOBJICHUA MPOMEKYTOUHOTO coeaurenus 3-3 (0,50 r). [Tocme 3TOro ocyniecTBIsAIM
B3aMMOJECHUCTBHE B TECYECHUE 2 YacOB IMPHU KOMHATHOM Temmeparype. llocnme 3aBepmenus
PeaKuy NPOBOAWIN OYMCTKY C IOMOIIBIO KOJIOHOYHOW XpoMarorpaduu ¢ moaydyeHHeM
coemunenus 3 (165 mr)."HNMR (400 MI'y, DMSO-ds) 6 8.16 (d, J= 7.8 T'u, 1H), 7.95 (d,
J=9.6T1, 1H), 6.62 (s, 1H), 4.99 (s, 2H), 4.30 — 4.23 (m, 2H), 3.59 — 3.52 (m, 2H), 3.42
(s, 3H), 3.26 (s, 3H).LCMS (ESI) [M + H]" =483.05, YcranosnenHoe 3HaueHue =482.61.

Hpumep 3: [lonyuenne coenunenus 10

Cragusl: Ilonyyenuecoenunenus 10
oF Cl o
/fLN O\/U\O/\/O\/\
FsC rr/l\\o °

99,83 Mr2-(ammmokcn) 3THI0BOTO 3dupa nl123,60 Mr TpEITHIAMUHA JOOABIIIH B
PEAKIIMOHHBIA COCY/I, 3aTEM OXJIAXKAATTH HAIEATHOW OaHe ¥ TIPOIYBAITH A30TOM, TOOABIISITA
MOKAIIAM 2,5 MIIpacTBOpa IWUXJIOPMETAHA , TPEAHA3AHYCHHOTO IJI1 TIPUTOTOBIICHUS
nmpoMekyTouHoro coexamaeHus 3-3 (0,40 1), ommcannoro B mpumepe 2. Ilocme 3toro
OCYWIECCTBIIAIM B3aUMOACHCTBUE MPH KOMHATHOM TEMIIEpAType B TeueHUE 2 yacos. [locrme
3aBEPIICHUS PEAKIUHU MPOBOJUINA OYUCTKY C IMOMOMIBIO KOJTOHOYHOM Xpomartorpaduu
HOyYEHHUEM CBETIIO-KeNToro Macia (260 mr), kak coemurerus 10.'HNMR (400 MTI i,
DMSO-d6) 6 8.16 (d, J = 7.7 I'u, 1H), 7.94 (d,J = 9.6 I'y, 1H), 6.61 (s, 1H), 5.93 - 5.72
(m, 1H), 5.24 (dq, /=17.4, 1.8 T'y, 1H), 5.13 (dt,J = 10.1, 1.6 I'y, 1H), 4.99 (s, 2H), 4.27
(dd, /=5.6,3.6 ', 2H), 3.96 (dt, J=5.4, 1.6 I'y, 2H), 3.67 — 3.55 (m, 2H). LCMS (ESI)
[M + H]" =509.07, YcranoBnenHoe 3HaueHHe =508.62.



WO 2022/166938 34 PCT/CN2022/075322

Ipumep 4: Ilonydenue coenuaenus 28

Cranusal: IlonyueHnue coequHeHus 28
o F Cl o P
7
ﬁ N O\/u\o/\/ O\/

FsC T’J*o °

95,70 mr2-(mpomaprun-okcu) 3taHona ¥ 148,82 mrrpusTHNaMUHA AO0ABIATH B
PEAKIMOHHBIN COCY /I, 3aTEM  OXJIAKJAIIM Ha JIeITHON OaHe, MepeMeIuBaIi U POy BaId
a30TOM, J00ABISIM MO KamisaM 3 MJPAcTBOpa AMXJIOPMETAaHA MPOMEKYTOYHOTO
coequenus  3-3 (0,50 1), ommcaHHOro B TpuMepe 2, BAUXJIOPMETAHE,U
3aTeMOOECTICUMBAIM MPOTEKAHUE PEAKIMM NPH KOMHATHOM TEMIIEpPAaType B TEUYEHHUE 2
yacoB. [locne 3aBeplnieHMs] peakUMHU TPOBOAMIM OYUCTKY C IOMOIIBIO KOJIOHOYHOM
xpomarorpauu ¢ TMONyYEHHUEM CBETIO-KenToro macia (110 Mr), Kak COeaUHEHHS
28."HNMR (400 MI't, DMSO-ds) 8 8.15 (d, J=7.7 T'y, 1H), 7.94 (d, J=9.6 'y, 1H), 6.61
(s, 1H), 4.98 (s, 2H), 4.27 (dd, J=5.7, 3.4 'y, 2H), 4.16 (d, /= 2.4 'y, 2H), 3.75 — 3.63
(m, 2H), 343 (d, J = 11.5 T'u, 4H).LCMS (ESI) [M + H]" =507.05,YcTanoBieHHOE

3HaueHue =506.83.

Hpumep S: IlonydeHue npomMexKyTOYHOTO COETUHEHHS 54-3

Cragus 1: IlomydyeHre npoMeKyTOYHBIX COeAMHEHHUH 54-1
F C
0 ! o
O
J\)LN j)ko/
o 'T'AO 0

20 ropoMexyTOYHOro coeauHeHu:Al-8, omumcanmnoro B npumepe 1, 4,86 rD-
MosfouHOMeTHITIOBOTO 3¢upa, 100 TauxjaopmeTaHa JOOABISIIIM B PEAKIMOHHBIA COCY/,
3aTeM MPOAYBAIIA a30TOM M IEPEMENTUBAITA IPU KOMHATHOUM TeMIepaType. T00aBIIsIH IO
KarisiM 5,9 rrpusTriiamuHa B TeueHue 60 muH. [Tocie m100aBkH TOKAIIIIM TIEpeMeTnaTi
WX B TCUCHHUE HOYM NPHU KOMHATHOW Temreparype. [locne 3aBepmeHns peakuuu npoBen
OYHUCTKY C TIOMOMIBIO KOJIOHOYHOW XpoMaTorpaduui ¢ TOJYYEHHEM IPOMEKYTOYHOTO

coeauaeHus 54-1 (16 r).
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Cragus 2: IlonydyeHue npoMeKyTOYHBIX COEAMHEHUH 54-2

3@§ o Ko

15 ropomeskyTouHOTO coeauHeHus 54-1, 90 rconstHOM KUCIOTHI (36%) , 90 ryKCyCHOM
KHCJIOTHI TOOABIISITA B PEAKIMOHHBIN COCy, 3areM nepeMemuBanu npu 60°C B TeyeHHE
40 MHUH, TTPOBOAUIM POTOPHOE HUCTIAPEHHE PACTBOPHUTEISL, B PE3YNIBTATE YETO TMOyYaTH
MPOMEKYTOUHOE coenuHeHue 54-2 (14 r).

Cragus 3: [lomydyeHue npoMeKyTOUYHBIX COEAMHEHHUH 54-3

D% e

5,0 ropoMesKy TOYHOTO coeauHEeHHs 54-2, 1.63 r XIOpUCTBI THOHWI, 1,2-1UXI0p3Tan
(25 1), 2 kxaumm DMF no06aBnsnm B peakHMOHHBIH COCYH, 3aT€M HPOBOAMIN PeIIFOKC-
nepememuBanne npu 90°C. BzaumoneiicTeue ocymecTBisiid B TeueHue 1 yaca. Ilocne
9TOr0 MPOBOAMIM POTOPHOE MCIAPEHHUE PACTBOPUTENA, B PE3yJbTare 4ero Moaydald
MPOMEKyTouHOE coenuHenue 54-3 (5,1 r).

Hpumep 6: [lonyuenne coenuuenus 54

m o

0,6 ropomMexyTo4HOro coeauHeHusa 54-3, ommcanHoro B npumepe S5, 0,120
TMETHIIOBOTO 3(upa STUICHITHKOIA, 10 T quxmopmerana, 0.2 r TpusTHIAMHHA T00ABIISITA
B PEAaKLUMOHHBIM COCYZ, 3aTéM MPOAYBaly a30TOM M IEPEMENIMBAIU IIPU KOMHATHOM
temrneparype. Ilocne 3T0ro ocymecTsisinu B3auMoacucTBHe B TeueHue 1 daca. Ilocme
3aBEPIICHUS PEAKLUHU IMPOBENH OYUCTKY C MOMOINBIO KOIIOHOYHOM XpomaTtorpaduu c
nonyuendem coequnenus 54 (0,350 r)."HNMR (400 MI'u, CDCls) 6 7.97 (dd, /= 7.7, 2.0
['m, 1H), 7.40 (d, J=9.2 'y, 1H), 6.37 (s, 1H), 5.36 (q, J= 7.0 I'y, 1H), 4.32 (s, 2H), 3.60
(t, J=4.6I'ny, 2H), 3.57 (s, 3H), 3.36 (s, 3H), 1.62 (d, J= 7.1 I', 3H). LCMS (ESI) [M +
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H]"=497.07, YcranosnenHoe 3HaucHue =497.16.
Ipumep 7: Ilonyuenue coennnenus 61

Cranusa 1: Ilonyuenue coenunenus 61
o F Cl 0
LT
FsC T’J*o ©

290 Mr2-ammmimokcudTaHoa, 330 Mr TpUITHIIAMUHA TOOABIISIITH B PEAKIUMOHHBIA COCY/I,
OXJIKJAJTH Ha JIEITHOM OaHe U MPOyBaIH a30TOM, 100aBIISLIH okaruisiM 10 Mit. pacTBopa
JUXJIOPMETAHA TTPOMEXYTOYHOTO coeauHeHus 54-3 (1,0 ), omucaHHOTO B MpUMeEpe S5,H
3aTeMOo0eCTIeYnBAIM IPOTEKAHHUE peakuuu B TeueHue 1 yaca. [locne 3aBepmeHus peakuuu
NPOBOJWIHOYHCTKY C TIOMOIIBIO KOJOHOYHOM Xpomarorpaduu C TOTyYEHHEM
coenunenns 61 (800 mr).'HNMR (400 MI'u, DMSO-ds) 6 8.14 (d, /= 7.8 'y, 1H), 7.94
(d, J=9.6 I'u, 1H), 6.62 (d, J =3.0 I'y, 1H), 5.84 (ddtd, /= 16.9, 10.6, 5.3, 1.1 'y, 1H),
531 (qt,J=06.5,3.3 T, 1H), 5.26 — 5.20 (m, 1H), 5.12 (dq, /= 10.4, 1.6 I'i, 1H), 4.34 —
4.20 (m, 2H), 3.95 (dt, /= 5.3, 1.5 T'u, 2H), 3.60 (ddd, J = 6.0, 4.2, 1.4 'y, 2H), 3.45 —
3.40 (m, 3H), 1.53 (d, J = 7.0 I'u, 3H).LCMS (ESI) [M + H]" =523.08, Y craHOBIICHHOE
3HaYeHue =522.96.

Hpumep 8: Ilonyuenue coenunenus 79

Cranusal: Ilonydenne coequuenus 79
o F Cl o P
74
s as R e and
FaC T/l%o °

I r IlpomexyTtouHorocoeauneHus 54-3 , ONMCAHHOTO B INPHUMEPE 5, pacTBOPAIH B
pactBope 1,2-muxyopmerana (5 mur), noGasmsiau mo kKammim 220 mr pactBopa 1,2-
JUXJIOPMETAHA C 3TOKCUIIATOM MPOIMMHOMNA , 3aTeM mnepemenany ux npu 20°C B TeueHue
10 MuH., mocje 3Toro mo0aBis Mo KarsiM 330 Mr  tpudTHiIamuHA. [locie moHOTo
peaknuu ¢ JeTeKTUPOBaHHBIM ChippeM LCMS noGasnsiimm 20MIT CONSAHOW KHCITOTHI
(1N) st IpOMBIBKH, pa3aelieHus >KUIKOCTH. [1ocie 3Toro mpoBOIuiIM OCYIIKY O€3BOTHBIM

Cynb(haTOM HATPHUS U OYHUCTKY C MIOMOLIBIO KOJOHOYHOW XpoMaTorpaduu ¢ MOTyYeHHEM
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OeclBETHOM MaCITHUCTOM skuakocTH (200 Mr), kKak coemurerus 79. 'THNMR (400 MT i,
Chloroform-d) 6 7.97 (dd, J = 7.7, 2.1 ', 1H), 7.40 (d, ] =9.2 T'n, 1H), 6.38 (d,J =1.0
['m, 1H), 5.36(q, J =7.1 T, 1H), 5.30 (s, 1H), 4.17 (dd, J =24, 0.7T'w, 2H), 3.76 (dt, ] =
6.9, 3.0 I'y, 2H), 3.59 — 3.55 (m, 3H), 1.62 (dd, J = 7.1, 1.0 I'u, 3H), 1.33 — 1.23 (m,
2H). .LCMS (ESI) [M + H]+ =521.07, YcranosneHnHoe 3Ha4eHne =521.21.

Ipumep 9: Ilonyuenue coenunenus 83

Cranusal: HOHy‘{eHI/ICCOCI[I/IHCHI/IH 88

145,14 wmr2-(metunrno) d3taHona W 199,21 wMrrpudTHIAMUHA O0O0ABIAIH B
PEAKIMOHHBIA COCY/, 3aT€M  OXJIAKJAIM HANeIIHOW OaHe W TPOJAYyBaIH a30TOM,
A00ABIIITN MOKATUTAM 3 MJI PaCTBOPA AUXJIOPMETAHA, MPOMEKYTOYHOTO COSTHHEHUS 54-3
(0,60 T), omHMCAaHHOTO B TIPHMEPE 5, 3aTEMOOECTICUYMBAIHM TPOTEKAHHWE PEAKIUH TIPH
KOMHATHOM TEMIIepaType B TeueHue 2 4acoB. llocne 3aBepmieHus peakUUUNPOBETU
OYHCTKY C TIOMOIIBIO KOJIOHOYHOHW XpOoMaTorpaduu ¢ MmoydeHHEeM OCCIBETHOTO Maclia
(545 mr), kak coexunenus 88. 'HNMR (400 MI', DMSO-ds) & 8.15 (d, /= 7.8 T'y, 1H),
794 (d, J=9.6I'ny, 1H), 6.63 (d, /=29 I, 1H), 5.32 (dd, J = 7.0, 2.0 'y, 1H), 4.39 —
4.21 (m, 2H), 3.42 (s, 3H), 2.83 — 2.66 (m, 2H), 2.11 — 2.07 (m, 3H), 1.55(d, J=7.0 'y,
3H).LCMS (ESI) [M + H]" =512.04, YcraHoBneHHOEe 3HaucHue =512.54.

Ipumep 10: I[Tonyuenue coenunenus 92

Cranusa 1: Ilonyuenne coenqunenus 92

250,0 mrcoemuuenue 88, 10 My muxyiopMeTaHa M00aBISITH B PEAKIHOHHBIN COCY/I,
3aTeM OXJIAKIAIM Ha JeIIHOW OaHe ¥ TMPOMyBaIM a30TOM, JOOABISIIM MeETa-

XJIOPHEePOKCHOeH30MHY0  kucnoty (84,11 wmr). Ilocme 3TOro  OCYmIECTBISITH
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B3aMMO/ICUCTBUE TIPU KOMHATHOW TeMIlepaType B TeueHHe 2 dacos. [locne 3aBepmieHus
PEaKIMM TPOBOJWIM OYHCTKY C TIOMOIIBIO KOJIOHOYHOM Xpomarorpadum ¢
nonyuennemoecieTHoro macna (177 wr), kak coemunenus 92. 'HNMR (400 MI'h,
DMSO-ds) 6 8.22 (d, J= 7.7 I', 1H), 8.01 (d, J=9.6 'y, 1H), 6.70 (d, J = 2.9 ', 1H),
5.45 - 5.35 (m, 1H), 4.66 — 4.42 (m, 2H), 3.49 (s, 3H), 3.29 — 3.02 (m, 2H), 2.73 — 2.62
(m, 3H), 1.61 (d, J = 7.0 I'y, 3H).LCMS (ESI) [M + HJ" =529.04, VYcranoBneHHOe

3HaueHue =528.65.

Ipumep 11: Ilonyyenue coenunenus 93

Cranusa 1: [lonyueHnue coenunenus 93
O 0,

97,77 mr2-(metancynb(onun) 3TaHona u 99,61 Mr TpUITHIAMHHA AOOABIIH B
PEAKIMOHHBIA COCYJ, 3aTe€M OXJAKIAIA Ha JIEAIHOW OaHE W TPOIYBAIA a30TOM,
A00ABIILITH TIO KAIISIM 2 MJT pacTBOPA AUXJIOPMETAHA, TPOMEIKYTOYHOTO COCTUHEHHS 54~
3 (0,30 1), ommcanHoro B puMepe 5. [Tocae 3TOro ocymiecTBISUTH B3aHMOACHCTBHE TIPH
KOMHATHOM TemmepaTrype B TeueHHe 2 4yacoB.llocne 3aBepmieHus peakuuu IpOBOIHAIU
OYHCTKY C TIOMOIIBIO KOJIOHOYHOH XpoMarorpaduu ¢ moaydeHueM coeauaenus 93 (192
mr).'HNMR (400 MI'u, DMSO-ds) 6 8.16 (d, J = 7.7 T'u, 1H), 7.94 (d, J = 9.5 'y, 1H),
6.63(d,/J=3.2Tm, 1H), 5.44 —5.28 (m, 1H), 4.57 - 4.41 (m, 2H), 3.55 (t, /=5.8 'y, 2H),
3.02 (s, 3H), 1.54 (d, J = 7.0 'y, 3H).LCMS (ESI) [M + H]" =545.03, VcraHoBieHHOE

3HaueHue =544.58

Ipumep 12: [Tonyuenue coenunenus 96

D/Y %oxﬁ

0,5 rmpomMeKyTOYHOTO COEIUHEHUA 53-3 , OMUCAHHOTO B IPUMEpPE S5, SMIT AUXIJIOPMETAHA,

97,2 mr (S)-rummaa, 0,17 T TpUd THIIAMUHA JOOABIISITH B Oy THUIKY (25 MIT) C O/THOHM TOPIIOM,
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W TIEpEeMENINBAIM TP KOMHATHOW TeMIIEpaType B TeueHHe HouH. [locie 3aBepiieHus
peakuu 00aBIIN BOAY (5 M) s IEPEMENIMBAHUSA, YTOOBI BBIACTUTH OPTAHHYECKYIO
¢dazy, 3aTeM TPOBOJWIIH OCYIIKY O€3BOJHBIM Cyiab(aToM HATPHs, COpPOC MaBICHHS H
UCTIAPEHHE HM30BITOYHOTO PACTBOPHUTENS. TPOBOIAMIM OYHCTKY C TOMOIIBIO KOJOHOYHOM
xpomarorpaduu ¢ mojaydeHueM coeautrerus 96 (215 mr). 'THNMR (400 MI'u, CDCls) &
7.97(d,J=7.7Tu, 1H), 7.40 (d, J=9.1 'y, 1H), 6.38 (d, /= 1.1 T, 1H), 537 (q, J=7.0
I'm, 1H), 4.49 (dd, J=12.2,3.0 'y, 1H), 4.07 - 3.94 (m, 1H), 3.57 (s, 3H), 3.22 (tt, J=9.8,
49T, 1H), 2.84 (q, J=4.4Tn, 1H), 2.63 (dd, J=4.7,2.6 I'y, 1H), 1.62 (t, J=9.2 'L,
3H). LCMS (ESI) [M + H]" =495.05, YcranosnenHoe 3HaueHune =495.05.

IIpumep 13: [lonyuenue coenunenus 97
o Fj@i; o
O s,
N o
ﬁ Ty
F4C T’J*o ©

0,5 T HPOMEXYTOYHOTO COECAUMHEHHA 53-3, OMMCAHHOIO B TpuMepe S5, S
auxyopmerana, 97,2 mr (R)-rmuanuma, 0,17 T TpusTHIaMUHA T00ABISUTH B Oy THUTKY (25 MiT)
C OJHUM TOPJIOM, IOCJE 3TOTO MEPEMENIUBAIM NMPU KOMHATHOW TEMIIEPATYPE B TEUCHHUE
HouH. [locne 3aBepmenus peakimu 100aBISLTH BOAY (5 MIT) IUTS TIEPEMEIIUBAHUS, YTOOBI
BBIJIEJIUTH OPTAHUYECKYIO a3y, 3aTeM MPOBOAMIIH OCYIIKY O€3BOJTHBIM CYITb(haTOM HATPHH,
cOpOC [MaBIEHHUS W HCTHAPEHHE H30BITOYHOTO PACTBOPHUTEII, IPOBOJUIA OYHCTKY C
HIOMOIIBIO KOJIOHOYHOM XpomaTorpaduu ¢ nonyueHueM coeaunenus 97 (330 mr). 'HNMR
(400 MI', CDC13) 6 7.97 (d, J=7.7 Ty, 1H), 7.40 (d, J=9.2 'y, 1H), 6.37 (d, J=2.3 I'w,
1H), 5.37 (qd, J=7.1, 2.2 'y, 1H), 4.49 (dd, J =122, 2.2 T'y, 1H), 4.13 —3.98 (m, 1H),
3.57(d,J=2.0Tm, 3H), 3.20 (tt, J=5.7, 2.8 I'y, 1H), 2.84 (t, J=4.5 Ty, 1H), 2.67 (dt, J
= 109, 5.6 Ty, 1H), 1.63 (d, J = 7.1 T'm, 3H).LCMS (ESI) [M + HJ" =495.05,
YcranosnenHoe 3HaueHue =495.30.

Ipumep 14: [lonyyeHne npomMekyTo4HOTO coenuHenus 105-3

Cranusa 1: IlonyyeHne npoMeKyTOUHBIX coeauHeHui 105-1
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oF cl °
/EILN O\E)J\O/
FsC T’J%o c -

L-momounomeTunossii 3¢up (324,4 Mr) m00aBIATH B PEAKLIUOHHBIA COCYJ, 3aTEM
OXJWKAAIM Ha JeJIHOM OaHe W TMpOAyBajdM a30TOM, JO00aBIANM IO  KaIuIiM
nmpomeskyTouHoe coeaurenue 1-8 (1 r), omucanHoe B mpuMepe 1, 70OABISAIM MO KarlIsM
tpudTUnaMuH (394 wmr). [locne 3T0r0 OCYmMECTBISIM B3aUMOACHCTBHE MPU KOMHATHOM
TeMIleparype B TeueHue 2 yacos.llocne 3aBepiieHus B3aMOAEUCTBUS MPOBOAWIIA OUUCTKY
C TIOMOIIBIO0 KOJIOHOYHOM XpoMaTorpaguu ¢ MOITy4EHUEMIIPOMEKY TOUHOTO COEIUHEHUS
105-1 (923 wmr).

Craausa 2: IlonydyeHue npoMeXyTOUHBIX coequHeHui 105-2
Cl o
0]

o F
ﬁ N \.)I\OH
FsC rTl’l%o °

923 mrmpomexyTouHoro coeauaeHus 105-1, 6,46  consHoUkuUCIOTH (36%), 6,46 T

YKCYCHOM KHUCJIOTHI JIOOABIISIIA B PEAKIIMOHHBINA COCY/I, 3aTE€M IMPOBOIHIIN B3aUMOJCHCTBHE
B TeueHHe 40 MHH, POTOPHOE HMCIIAPCHHUE PEAKIIMOHHOTO PACTBOPA, B PE3YJIBTATE YETO
MOJTyYajTi PoMesKyTouHOoe coeaurerue 105-2 (900 wmr).

Cragus 3: TlomydyeHue npoMeKyTOUHbIX coeauHeHui 105-3

oF a
ﬁN O\i)l\cn
FsC |\|1’J§o o -

900 mropomexyTouHOro coeauHeHus 105-2, 366,49 MrauxmoprekcaHa, 2 Kamneiab
DMF.,4,5 rl,2-muxmoprekcana J0OABISLIA B PEAKIHOHHBIA COCYZ, TPH ITOM
OCYWIECCTBIIIN B3aUMOAECHCTBHE B TEYCHUE 3 YACOB, POTOPHOE UCIIAPEHUE PEAKLIUOHHOTO
pacTBOpa, U MOIy4aaH MpoMekyTouHoe coeamaenue 105-3 (800 mr).

Hpumep 15: [lonyuyenne coequnenus 105
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ﬁglmw%w"

0,6 rmpomexyTouHoro coemuHenus 105-3, ommcannoro B mpumepe 14, 0,120
TMOHOMETHIJIOBOTO 3¢upa sTHineHrmmkomA, 10 r guxnopmerana, 0.2r TpuUITHIAMHHA
J00aBIAM B PEAKLMOHHBIA COCYyJ, 3aTEMIPOAYBAIM a30TOM M MEPEMEIIUBAIU IIPU
KOMHATHOM Temmeparype. llocie 3Toro oCymecTBisiau B3aUMOACHUCTBHE B TeueHue 1
yaca.llociie 3aBepmieHMs peakuMM NPOBOAMIM OYMCTKY C IIOMOINBIO KOJOHOYHOM
xpomarorpaduu ¢ nonyuenneMm coeauneaus 105 (0,40 r).'HNMR (400 MI'u, CDCls) &
797 (dd, J=7.7,2.0Tn, 1H), 740 (d, J=9.2 ', 1H), 6.37 (s, 1H), 5.36 (q, /= 7.0 I'ry,
1H), 4.32 (s, 2H), 3.60 (t, J = 4.6 'y, 2H), 3.57 (s, 3H), 3.36 (s, 3H), 1.62 (d, /= 7.0 I'Ly,
3H). LCMS (ESI) [M + H]* =497.07, YcranosneHHoe 3HaueHue =497.34,

IIpumep 16: Ilomydenue coenunenus 112
fk j@;(o\/”\ o

1 r mpomesxyTouHOTO coeauaenus 105-3, omucanHoTo B IpuMepe 14 u 100aBISATH B
OyThUTKY (25 M) ¢ omHOM Tropiom. 3atem aoOasmsumm 10 M guxmopmerana, 268 mr 2-
AnnmunokcudTaHona, 330 Mr TpU3THIIAMUHA, MTOCIIE 3TOT0 NIEPEMEIIUBAIIU MPU KOMHATHOM
TemmepaTtype B TeueHne Hourn. KonTpois peakuuu npu momomy LCMS 3akoHumics yepes
15 4. mo6aBmsaH BoAy (5 M) AJI TIEPEMEIIUBAHMUSA, YTOOBI BBIIETUTH OPTAHUYECKYIO (hazy
OT >KHIKOCTH.ITPOBOJAMIN OCYHIKY OPTaHWYEeCKOW (ha3pl, COPOC AABIICHUS W WUCTIAPEHUE
W30BITOYHOTO  PACTBOPUTENA.  MPOBOJWIMOYHCTKY C  TMOMOMIBIO  KOJOHOYHOU
xpomarorpaduu(PE:EA=4:1)c monmydyeHreM OECIBETHOW MACIITHOM >KHAKOCTH (768 MT),
kak coequuenus 112.'HNMR (400 MI', CDCl3) 8 7.97 (dd, J= 7.7, 1.9 T'u, 1H), 7.40 (d,
J=9.2T1, 1H), 6.37 (s, 1H), 5.87 (ddd, J=22.7,10.7,5.6 I'y, 1H), 5.35 (t, J=7.0 'y, 1H),
527(dd, /=17.2, 1.5, 1H), 5.18 (d, /J=10.4 I'y, 1H), 4.43 — 4.24 (m, 2H), 4.00 (d, J =
5.4 T'm, 2H), 3.65 (t, J=4.8 I'y, 2H), 3.57 (s, 3H), 1.62 (d, /= 7.1 ', 3H). LCMS (ESI)
[M + H]" =523.08, YcraHoBieHHOe 3HaueHHE =523.10
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Ipumep 17: Ilonyuenne coenunenus 130
ﬁ mo\/u\o/\/o\/

I r mpomesxkyTouHOTO coeaunenus 105-3, omucanHoro B npuMepe 14, pacTBopsiau B
pactBope 1,2-muxmopmerana (5 mi), mobGasmsmu 220 Mr pacTBopa 1,2-muxiiopMeTaHa ¢
3TOKCUIIATOM NPOIMHOIA, 3aTeM nepememmBany npu 20°C B teuenue 10 mMuH., mocne
3TOro 100aBysM 1Mo KarmwesiM 330 Mr TpusTuinaMuHa. [locne momTHOTro KOHTPOIA peakuuu
coipbst nipu oMot LCMS no6asmsinu 20 mi comsanyro kuciaoty (1N) ams nmpoMbIBKH,
OTAETCHUSA OT JKUAKOCTH, 3aTEM MPOBOIMIN OCYIIKY OPTraHHYEeCKOH (pa3pl Oe3BOIHBIM
cynb(aToM HATPUA, OYUCTKY C TOMOIIBI0 KOJIOHOYHOM XpOMAaTorpaduu ¢ MOTyYEeHHEM
OeCLBETHOM MACISHOM KUAKOCTH (230 mr), kak coemunenus 130. 'THNMR (400 MIn,
Chloroform-d) 6 7.97 (dd, ] = 7.7, 2.1 T'u, 1H), 7.40 (d, ] =9.2 I', 1H), 6.38 (d,J=1.0
I'm, 1H), 5.36(q, J=7.1 T, 1H), 5.30 (s, 1H),4.17 (dd, J=2.4, 0.7 I'y, 2H), 3.76 (dt, ] =
6.9, 3.0 I'm, 2H), 3.59 — 3.55 (m, 3H), 1.62 (dd, J = 7.1, 1.0 I'u, 3H), 1.33 — 1.23 (m,
2H). .LCMS (ESI) [M + H]" =521.07, YcranoBnenHoe 3Hadenue =521.12.

Ipumep 18: [Tonyuenue coenunenus 139

Cranusa 1: Ilonyuenne coenqunenus 139
ﬁ/p;(o\/u\o/\/s

145,14 wr2-(metuntuo) dtaHona ©u 199,21 wmrrpwdTHNaMBHA JI00ABIANH B
PEAKIMOHHBIA COCY[, 3aT€M OXJAKIAIA Ha JEAIHOW OaHe W TPOIYBAId a30TOM,
JTO0ABJISITH IO KATUTAM 3 MJT PaCTBOpa AUXJIOPMETAHA, MPOMEKYTOUHOTO coeuHeHus 105-
3 (0,60 r), omucanHoro B mpumepe 14. ITocie 3TOro ocymecTBIsIH B3aUMOIEHCTBHE TIPH
KOMHATHOM TemmepaTrype B TeueHHe 2 4acoB. llocne 3aBepmieHus peakLUMUIpPOBOINAIN
OYHCTKY C TIOMOINBI0 KOJIOHOYHOH Xpomatorpaduu ¢ MOTyYeHHEMOECIIBETHOTOMACTA

(419 mr), kak coemunenus 139. 'THNMR (400 MI', DMSO-ds) 8 8.15 (d, J= 7.8 ', 1H),
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794 (d,J=9.6 Ty, 1H), 6.63 (d, /=29 TIm, 1H), 532 (dd, J= 7.0, 2.0 'y, 1H), 4.39 —
4.21 (m, 2H), 3.42 (s, 3H), 2.83 — 2.66 (m, 2H), 2.11 — 2.07 (m, 3H), 1.55(d, /J=7.0 'y,
3H).LCMS (ESI) [M + H]" =512.04, YcraHoBneHHoe 3HaueHue =512.54.

Ipumep 19: Ilonyuenue coenunenus 143

Cranusa 1: Ilonyuenue coenunenus 143
ﬁ/g@;(o\)Lo/\/S

250,0 mrcoemmnenusa 139, ommcamnoro B mpumepe 18, 10 M auxmopmerana
N00ABISUTA B PEAKIMOHHBIM COCYJ, 3aTE€M OXJIAKAAIH Ha JIEATHOW OaHe W MPOAyBaIH
azorom, noOaBmsmi 84,11 Mr MeTa-XJIOPIEPOKCHOECH30HHOW KUCIOTHL [locie 3Toro
OCYILECTBIIAIM B3aUMOJCHCTBHUE MPU KOMHATHOM TEMIIEpaType B TeueHue 2 yacosB. [locme
3aBEPIICHHUS PEAKIMHUIIPOBOJUIN OYHCTKY C MOMOINBIO KOJOHOYHOM Xpomarorpaduu c
nony4yenuembecsernoromacna (170 mr), kak coemunenus 143. 'HNMR (400 MI,
DMSO-ds) 6 8.21 (d, J=7.7 T', 1H), 8.01 (d, J=9.6 T'y, 1H), 6.70 (d, /= 2.8 I'n, 1H),
541 (qt,J=7.2,1.6Tu, 1H), 4.70 — 4.43 (m, 2H), 3.48 (s, 3H), 3.27 — 3.00 (m, 2H), 2.65
(d, J =26 TI'my, 3H), 1.61 (d, J = 7.0 T'y, 3H).LCMS (ESI) [M + H]" =529.04,

Ycra"HoBieHHOE 3HaUeHHE =528.65.

Ipumep 20: [Tonyuenne coenunenus 144

Cranusa 1: Ilonyuenue coenunenus 144
oF Cl o o,
ka o M ~os<
FsC ril/l%o o -

97,77 mr2-(metancynbGoHMI) dTaHONA W 99,61 Mr TpUITHIAMHUH JOOABIIIH B
PEAKIMOHHBIA COCY[, 3aT€M OXJKJAIA Ha JEAIHOW OaHe W TPOIYBAId a30TOM,
A00ABIIAIIH IO KATUIAM 2 MJT pACTBOPA IUXJIOPMETAHA MTPOMEKY TOUHOTO coeauHeHus 105-
3 (0,30 1), onmcarroTO B mpuMepe 14. [Tocse 3Toro oCymecTBIsIHN B3aUMOICHCTBHE TIPH

KOMHATHOM TemmepaTrype B TeueHHe 2 4vacos.llocne 3aBepmieHus peakuuu IPOBOIHAIU
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OYHCTKY C MIOMOMIBIO KOJIOHOYHOH XpoMaTtorpaduu ¢ momyueHueM coeauneHus 144 (166
mr).'HNMR (400 MI'u, DMSO-ds) 6 8.16 (d, J= 7.7 T'u, 1H), 7.94 (d, J = 9.5 'y, 1H),
6.63(d,/J=3.2Tm, 1H), 5.43 —5.32 (m, 1H), 4.57 - 4.41 (m, 2H), 3.55 (t, /=5.8 'y, 2H),
3.02 (s, 3H), 1.54 (d, J = 7.2 T'y, 3H).LCMS (ESI) [M + H]" =545.03, YcraHoBieHHOE

3HaueHue =544.58.

Ipumep 21: Ilonyuyenue coenunenus 147
0 F Cl 0
ﬁ“ o Mgy,
= (@)
FsC T’J%o °©

0,5 ropomesxkytouHoro coeauHenua 105-3, ommcanHoro B mpumepe 14, 5 wmn
auxsopmetas, 97,2 mr (S)-rmurun, 0,17 © TpUITHIAMHHAT00ABIAITH B Oy THUIKY (25 MIT) ©
OIHOM rOPJIOM, MOCIIE STOTO MEPEMEIIUBAIIN IPH KOMHATHOM TEMIIEPAType B TEUEHUE HOYH.
[Tocme 3aBeprieHHs peakmu TO00ABISLTA BOmy (5 MJI) IS TIEPEMENIMBAHHA, YTOOBI
BBIJICJIUTHh OPTAHUYECKYIO a3y, 3aTeM MPOBOIUITH OCYIIKY O€3BOTHBIM CyIb(aToOM HATPHS,
cOpOC JaBIIEHUS W HWCTAPEHUE H30BITOYHOTO PacTBOpPUTEN. [IpoBOAMIM OYHUCTKY C
MOMOIIBI0 KOJIOHOYHOW Xpomarorpaduu ¢ mojydeHmeMm coeauHeHus 147 (215 wr).
THNMR (400 MI', CDCl3) 6 7.97 (d, J = 7.7 T'n, 1H), 7.40 (d, J=9.1 T',, 1H), 6.38 (d, J
=1.1Tm, 1H), 537 (q, J=7.0 I'u, 1H), 4.49 (dd, J=12.2, 3.0 'y, 1H), 4.07 — 3.94 (m,
1H), 3.57 (s, 3H), 3.22 (tt, J=9.8, 49 ', 1H), 2.84 (q, J=4.4 'y, 1H), 2.63 (dd, J=4.7,
2.6 T'm, 1H), 1.62 (t, J = 9.2 T'u, 3H). LCMS (ESI) [M + H]" =495.05, YcraHoBIeHHOE
3HaueHue =495.12.

Hpumep 22: [lonyuyenue coenunenus 148

J\Aj@iﬁvk .

0,5 rmpomeskytouHoro coenuHenus 105-3, ommcanHoro B mpumepe 14, 5 Mo

O

auxnopmerana, 97,2 mr (R)-rmumua, 0,17 r TpusTHIAMHUHAI00ABIAH B Oy THUIKY (25 M)
C OHHUM TOPJIOM, TIOCTIE 3TOTO TEPEMENIMBAIHN MPH KOMHATHOW TEMIIEPAType B TEUYCHHUE

Houn. [locne 3aBepmeHus peakimu J00ABISITH BOAY (5 MIT) IUT TIEPEMEIIUBAHUS, YTOOBI
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BBIICITATH OPTAHHYECKYTO (ha3y, 3aT€M MPOBOIUIIH OCYIIKY O€3BOIHBIM CyTh(aTOM HATPH,
cOpoCc [IaBIEHHUS W HCTAPEHHE H30BITOYHOTO PACTBOPHTENS. TMPOBOJWIA OYHCTKY C
MOMOINBI0 KOJIOHOYHOW Xpomarorpaguu ¢ moiydeHweM coeauHeHus 148 (240 wr).
THNMR (400 MI', CDC13) § 7.97 (d, J = 7.7 ', 1H), 7.40 (d, J=9.1 ', 1H), 6.37 (d, J
=22Tn, 1H),5.37(dd, J=7.1,2.1 'y, 1H), 449 (dd, J=12.2, 2.3 I'u, 1H), 4.07 (ddd, J
=12.2,59,2.0T1, 1H),3.57(d, /=191, 3H), 3.20 (tt, /=5.8,2.8 ', 1H), 2.83 (t, J =
45T, 1H), 2.72 -2.62 (m, 1H), 1.63 (d, /= 7.1 T'y, 3H). LCMS (ESI) [M + H]" =495.05,
YeranosieHHOe 3Ha4YeHHE =495.06.
Ipumep 23: IlonyyeHue NpoMeKyTOUHOTO coeMHEHU 156-3

Cragus 1: Ilonmyyenue npoMeKyTOUHBIX coeAMHEHUH 156-1

0 F Cl o
ﬁ“ oo
F3C ril/l%o ©

20,0 ropomexyTodHOro coeauHeHus 1-8 , ommcannoe B mnpumepe 1, 4,86 r
MOJIOUHOMETHJIOBOTO 3(upa, 100 T auUXIIOpMETAHAA00ABIAIA B PEAKIUOHHBIA COCY/I,
3aTeM TPOBOAMIIM TIPOAYBKY Aa30TOM H  TIEPEMENIMBAHWE TIPH  KOMHATHOH
TeMIepaType. J00aBIIN 10 KarwisiM TprdTHiIaMuH (5,9 1) B Teuenne 60 mwun. [locne
JT00aBKH TT0 KAIUISIM TePEMEIIHBAIIA TIPH KOMHATHOM TeMIIepaType B TeueHue Houw. [Tocne
3aBEPINEHUST PEAKIHH TTPOBOIMIN OYHUCTKY C TTOMOMIBIO KOJIOHOYHOM Xpomarorpaduu c
TTOJTy Y€ HHEMITPOMEKY TOUHOTO coeauHeHus 156-1 (15,8 1).

Cragus 2: IlonydyeHue npoMeKyTOYHBIX cOeAUHEHHH 156-2

m o Ko

15,0 rmpomekyTounoro coemuHerms 22-1, 90 r comsHO#M KmcnoTel (36%), 90 T
YKCYCHOM KHCIIOTHI TOOABISTA B PEAKIIMOHHBINA COCY, 3aTeM nepeMentusany npu 60°C B
teueHne 40 wmuH. [locrme 3aBepuicHHsA peakUUU NPOBOAWIM POTOPHOE HCMAPEHUE
PACTBOPHTENIS, B PE3YIIBTATE YETO MOTYyYaITd MPOMEKYTOUHOE coeaurenne 156-2 (13,7 1).

Cragus 3: TlonmydyeHue npoMeKyTOUHBIX cOeAMHEHHUH 156-3



WO 2022/166938 46 PCT/CN2022/075322

Dﬂ( oA

900 Mr mpoMe;KyTOYHOTO coeauHeHus 156-2, 366,49 Mrauxsyoprekcana, 2 Karelb
DMF, 4.5 1 1,2-1uxoprekcaHafio0aBsii B PEAKIHOHHBIM COCY[, TIPH 3TOM
OCYIIECTBIBIM B3aUMOACHUCTBUE B TEYCHHUE 3 YaCOB, POTOPHOE HCIIAPEHHUE PEAKLIMOHHOTO
pacTBOpa, U MOTYYAH POMEXKYTOUHOE coequHenue 156-3 (820 mr).

IIpumep 24: ITonyuenue coenunenus 156

3@% ol

0,6 T MPOMEXYTOYHOTO coenuHeHus 156-3, ommcannoro B mpumepe 23, 0,120 r
MOHOMETHJIOBOTO  3(mpa  STHJICHITIHKOILA, 10 r muxjnopmerana, 0,2 T
TPUSTHIIAMHHAA00ABISUTH B PEAKIMOHHBIA COCyH, 3aTeéM TPOAYBATH a30TOM U
MepeMeluBaidi ~ Npu  KOMHATHOW Temmepatype. Ilocime 53Toro  ocymniecTBIsUIH
B3aumozeiicTBue B TeueHue 1 yaca.llocne 3aBepiieHHs peakUu MPOBOAUIIA OYHUCTKY C
MOMONIBIO KOJIOHOYHOM Xpomarorpaguu ¢ monydeHweM coeauHeHus 156 (0,395
r).'HNMR (400 MI'u, CDCl3) 6 7.97 (dd, J= 7.7, 2.0 T'u, 1H), 7.40 (d, J=9.2 ', 1H),
6.37 (s, 1H), 5.36 (q, J = 7.0 ', 1H), 4.32 (s, 2H), 3.60 (t, /= 4.6 I'r, 2H), 3.57 (s, 3H),
3.36 (s,, 3H), 1.62 (d, J = 7.0 'y, 3H).LCMS (ESI) [M + H]" =497.07, YcraHoBIeHHOE
3HaueHue =497.30.

Hpumep 25: [Tonyuenue coenunenus 163

m S U

Coenunenne 163 momy4eHO ¢ UCTIOIB30BAHUEM MPOMEKYTOUYHOTO COEAMHEHUA 156-
3, omwmcaHHOTO B mpumepe 23, u 2-(AJUTMIOKCH) 3THIOBOTO 3(Upa COTACHO METO.Y,
MPUBEJCHHOMY B IIpumepax 7, 16.

Ipumep 26: [Tonyuenue coenunenus 181
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Coenunenne 181 momy4danu ¢ UCHIOIB30BAHUEM IPOMEKYTOUYHOTO COEAMHEHHA 156-
3, OMMUCAHHOTO B puMepe 23, ¥ 3ITOKCUIIATA MMPOMMHOJIA COMIACHO METOY, MPUBEACHHOMY
B npumepax 8, 17."HNMR (400 MTI'u, Chloroform-d) & 7.97 (dd,J= 7.7, 2.1 T'n, 1H), 7.40
(d,/=92Tmu, 1H), 6.38 (d, /= 1.0 'y, 1H), 5.36 (q, J= 7.1 T', 1H), 5.30 (s, 1H), 4.17 (dd,
J=24,0.7T1, 2H), 3.76 (dt,J= 6.9, 3.0 I'y, 2H), 3.59 —3.55 (m, 3H), 1.62 (dd, /= 7.1, 1.0
I'm, 3H), 1.33 — 1.23 (m, 2H). .LCMS (ESI) [M + H]" =521.07, YcTaHOBNeHHOE 3HAYCHHE
=521.11.

IIpumep 27: Ilonydenue coenunenus 190

Cragus 1: Ilonyyenue coequnenus 190
o F Cl o
ﬁ” on o
FsC T’J*o ©

145,14 wmr2-(metunTHo) OdTaHoyma, W 199,21 MITPUITHIAMHHAIOOABIAIA B
PEAKIMOHHBIA COCYJ, 3aTe€M OXJAKIAIA Ha JIEAIHOW OaHe W TPOIYBAIA a30TOM,
JD00aBJISUITH TIO KATUIAIM 3 MJI PacTBOPa IUXJIOPMETAHAIPOMEKY TOUHOTO COeTUHEHUs 156-
3 (0,60 1), onrcarHoTro B mpuMepe 23. [Toce 3Toro oCymecTBIIsIIH B3aUMOICHCTBHE TTPH
KOMHATHOM TeMIlepaType B TeueHHe 2 yacoB. Ilocne 3aBepmieHus peakuuy MpOBOIUIH
OYHCTKY C TIOMOIINBIO KOJIOHOYHOW XpOMaTorpaduu ¢ MOJlydYeHHEeM OeCHBETHOTO Macia
(409 mr), kak coemurerus 190. 'THNMR (400 MI'u, DMSO-ds) 6 8.15 (d, J= 7.8 ', 1H),
794 (d, J=9.6I'y, 1H), 6.63 (d, /=29 TIm, 1H), 5.32 (dd, J= 7.0, 2.0 'y, 1H), 4.39 —
4.21 (m, 2H), 3.42 (s, 3H), 2.83 — 2.66 (m, 2H), 2.11 — 2.07 (m, 3H), 1.55(d, /J=7.0 'y,
3H).LCMS (ESI) [M + H]" =512.04, YcraHoBneHHOe 3HaueHue =512.54.

Ipumep 28: [lonyuenne coenunenus 194

Cranusa 1: Ilonyuenue coenunenus 194
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250 mr coemmuaennsa 190, 10 M1 quxyiopMeTaHa AOOABISIH B PEAKIIMOHHBIA COCY,
3aTeM OXJIAKJAId Ha JeJJHOW OaHe H TPOAYBaIM Aa30TOM, MJ0OaBIAIM MeETa-
XJIOpPIEePOKCHOeH30MHYI0 kucinoty (84,11 wr). Ilocme 3TOro OCYHIECTBIAIA TIPH
KOMHATHOW TEMIIEpaType B Te€YeHHE 2 4acoB. llocne 3aBeprieHHs peaKkLUUIIPOBOIHAIN
OYHCTKY C MOMOINBIO KOJOHOYHOH XpoMarorpaguu ¢ MOTyYEeHHEMOECIBETHOTO Macia
(166 mr), kak coemuuerust 194, 'THNMR (400 MTI', DMSO-ds) 6 8.21 (d, J= 7.7 T', 1H),
8.01(d,/J=9.6Tn, 1H), 6.70 (d, J=2.8T'w, 1H), 5.41 (qt, /J=7.2, 1.6 T'y, 1H), 4.70 - 4.43
(m, 2H), 3.48 (s, 3H), 3.27 — 3.00 (m, 2H), 2.65 (d, J=2.6 I', 3H), 1.61 (d, J = 7.0 I'y,
3H).LCMS (ESI) [M + H]" =529.04, YcraHoBneHHOe 3HaueHHE =528.65.

IIpumep 29: [lonyuenue coenunenus 195

Cragus 1: Ilonyyenue coequnerus 195
0 0,

97,77 mr2-(merancymb(oHUI) dTaHONMA B 99,61 MT TPHITHIAMHUHATOOABISUTH B
PEAKIMOHHBIA COCY[, 3aTe€M OXJAKIAIA Ha JeAIHOW OaHe W TPOIYBAIId a30TOM,
JD00ABJISUTH TIO KATUTIM 2 MJT PacTBOPa IUXJIOPMETAHATIPOMEKY TOUHOTO COeTuHEHUs 156-
3 (0,30 1), onmrcarHoTo B mpuMepe 23. [Tocie 3Toro oCymecTBIIsIN B3aUMOICHCTBHE TIPH
KOMHATHOM TemmepaTrype B TeueHHe 2 4yacos.llocne 3aBepmieHus peakuuu IpOBOIHAIA
OYHCTKY C TIOMOUIIBIO KOJIOHOYHOHM XpoMaTtorpaduu ¢ moyuyeHueM coeauaeHus 195 (168
mr).'HNMR (400 MI'u, DMSO-ds) 8 8.16 (d, J= 7.7 T'u, 1H), 7.94 (d, J = 9.5 'y, 1H),
6.63(d,/J=3.2Tm, 1H), 5.43 —5.32 (m, 1H), 4.57 - 4.41 (m, 2H), 3.55 (t, /=5.8 'y, 2H),
3.02 (s, 3H), 1.54 (d, J = 7.2 Ty, 3H).LCMS (ESI) [M + H]" =545.03, VcraHoBieHHOE

3HaueHue =544.58.

Hpumep 30: [Tonyuyenue coenunenus 198
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Coenunenne 198 momy4yanu ¢ UCNOIB30BAHUEM MPOMEKYTOUYHOTO COEAMHEHUA 156-
3, ommcanHoro B mpumepe 23, u (S)-mMImma COTIaCHO METOMy, NMPUBEACHHOMY B
npumepax 12, 21. "THNMR (400 MI'u, CDCl3) 8 7.97 (d, J= 7.7 'y, 1H), 7.40 (d, J=9.1
I'm, 1H), 6.38 (d, J=1.1Tn, 1H), 5.37(q, /J=7.0Tw, 1H), 4.49 (dd, /J=12.2,3.0 'y, 1H),
4.07 - 3.94 (m, 1H), 3.57 (s, 3H), 3.22 (tt, /=9.8, 49 I'y, 1H), 2.84 (q, J = 4.4 'y, 1H),
263 (dd, J=4.7,2.6 'y, 1H), 1.62 (t, J =9.2 I'y, 3H). LCMS (ESI) [M + H]" =495.05,
YcranosneHHoe 3HaueHHe =495.04.

ITpumep 31: [lonydenue coenunenus 199

0 F Cl 0
J\)LN o Ao,
(0
FsC T’J*o °

Coenunenne 199 momy4danu ¢ UCTIOIB30BAHUEM MPOMEKYTOUHOTO COEAMHEHUs 156-
3, ommcanHoro B mpumepe 23, u (R)-mmuimmma cormacHO METOAy, TPHUBEIECHHOMY B
npumepax 13, 22, THNMR (400 MI'y, CDCl3) 8 7.97 (d, J= 7.7 T'u, 1H), 7.40 (d, J=9.2
I'm, 1H), 6.37(d,J=2.3Tm, 1H), 5.37(qd, J=7.1,2.2 'y, 1H), 449 (dd, /=122, 2.2 1,
1H), 4.13 —3.98 (m, 1H), 3.57 (d, J=2.0 'y, 3H), 3.20 (tt, J=5.7,2.8 T'y, 1H), 2.84 (t, J
=4.5T'y, 1H), 2.67 (dt, J=10.9, 5.6 ', 1H), 1.63 (d, J= 7.1 ', 3H).LCMS (ESI) [M +
H]" =495.05, YcranosnenHoe 3Hadenne =495.20.

Hpumep 32: [lonyuenne coenunenus 207

Cranusa 1: IlonyuyeHne mpoMeKyTOUHBIX coeauHeHuH 207-1
F Cl
o 0]
J\)LN oy o
o T/&O 0

2,36  rMeTuUn-2-ruApoKcH-2-meTwianponuonara, 1,91 r© DMAP, 50 r
JTUXJIOPMETAHAOOABISUTH B PEAKIIMOHHBIA COCYJ, 3aTEM TPOBOIMIIN MPOAYBKY a30TOM H

MEpPEMENIMBAHAE TIPU KOMHATHOW TEMIIEpaType. 100aBIsIId MPOMEKYTOYHOE COETHHEHHUE
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1-8 (5 1), ommcannoe B mpumMepe 1, B Teuenue 20 mun. [locne no6aBneHus mepeMenuBaIy
P KOMHATHOM TeMIieparype B TeueHue 1 yaca. [locne 3aBepiieHns peakuuy npoBOAHIH
OYMCTKY C TIOMOINBIO KOJOHOYHOW XpoMarorpaduu ¢ MOTYYECHHEMIIPOMEKYTOUHOTO
coemuaenuns 207-1 (3,57 r).

Cragus 2: IlonydyeHue npoMesKyTOYHbBIX coeauHeHu 207-2

0 F Cl o
s e
4C T/l\\o ©

3,57 rmpomesxyTouHoro coenuHenus 207-1, 20 r comsaHoM kucnotsl (36%), 20
YKCYCHOHM KHCJIOTHII00ABIIIN B PEAKIIMOHHBIN cocy, 3aTeM nepeMermmBamy npu 120°C B
tTeueHne 2 vacoB. [locne 3aBepmieHHs peakumy TOOABISUIH PEAKIHOHHBIM PAacTBOP B
nepaayro Bomy (100 ™), mpoBommmm oSkcrpakimo EA W poTopHOE HCmapeHue
OpraHu4eckoH ()aspl, B Pe3yybTarTe Yero Moydaad MPOMEXYTOYHOe coenuHeHue 207-2
(2,78 1).

Cragus 3: [lonyyenue coequnenus 207-3

0 F Cl 0
s LIy
4C ITI/&O °©

2,78 ropomesxxyTouHorocoenuenusa 207-2 , 1,1 r xjgopuctoro tuonuna, 30 r 1,2-
auxynopaTaH, 2 kKarm DMFno0GaBnsmm B peakmMOHHBIM COCYH, 3aTeM TPOBOIHIH
pedmokc-nepememuBanne pu 90°C. B3anMoaeicTBHE OCYIIECTBIBLIIN B TeueHUe 1 yaca.
Ilocme 3TOrO MPOBOAMIM POTOPHOE HCHAPEHUE PACTBOPHUTENA, B PE3YyNbTaTe 4YEro

TOJTyYajTi IpoMeskyTouHoe coeaurenue 207-3 (3,2 1).

Cranus 4: Ilonyuenue coenunenus 207

o F Cl o
et
< T/&o 0

0,3 rmpomexyrounoro coemmaerus 207-3, 0,054 T MoHOMETHIIOBOTO 3¢dupa

stuneHrmakoys, 10 T quxiopmerana, 0,089 r TpudTHIaMUHA TOOABISIITH B PEAKITMOHHBIN
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COCyA, 3aTeM TPOBOAWIM TPOAYBKY a30TOM M TIEPEMEIIUBAHWE TIPH KOMHATHOMU
temmieparype. [locne 3apepmeHus peakiuu J00aBIsUTH BOAY (5 M) T epeMenTHBaHUS,
YTOOBI TOYYHTh OPTAaHUYECKYIO (ha3y. MPOBOJMIIM OCYIIKY OpraHWYecKor (hazbl, cOpoc
JaBIICHUS W UCTAPEHHE HM30BITOYHOTO PACTBOPUTENA. MPOBOIMIA OYHCTKY C TOMOIIBIO
KOJIOHOYHOU XpoMaTorpadu ¢ mojiydeHHeM COeAUHEHHS 0eioro TBepaAoro Bemectsa (120
mr), kak coequnenus 207.'H NMR (400 MI'u, CDCls) 6 7.86 (d, J= 7.7 T'u, 1H), 7.38 (d,
J=9.2Tmu, 1H), 6.38 (s, 1H), 4.50 — 4.18 (m, 2H), 3.59 (s, 2H), 3.57 (s, 3H), 3.32 (s, 3H),
1.69 (s, 6H). LCMS (ESI) [M + H]" = 511.08, YcranoBnenHoe 3nauenue =511.12.
Ipumep 33: Ilonyuenue coenunenus 214

Cranusa 1: [lonyuenue coenunenus 214
0 F Cl 0
/f‘\N O%O/\/O\/\
FsC T’&o °

1,04 r2-anmanokcudtanona, 1,24 r DMAP, 30 r quxiopMeTaHago0aBIIsiIi B PEaKIIHOHHBINA
COCYI, OXJIAJKJAITH HA JIEATHOW OaHe W MPOAYBaIH a30TOM, JOOABIILIH MO KATUTAM PACTBOP
auxjgopmerana (20 M), TpeaHA3aHYCHHBIA IS TMPUTOTOBIICHHA TMPOMEKYTOYHOTO
coequaennst 207-3 (3,2 r), ommcannoro B mpumepe 32. Ilocie 3TOro OCymecTBIITH
B3auMozcucTBHe B TeueHHe | waca.llocne 3aBepiieHHs peakuyMy NPOBOJWIN OYHMCTKY C
MOMOMIBIO KOJIOHOYHOHM Xpomartorpaduu ¢ TonaydeHueM coeauHenms 214 (600
mr).'HNMR (400 MI'u, DMSO-ds) 6 8.07 (d, J = 7.8 T', 1H), 7.92 (d, J = 9.6 'y, 1H),
6.63 (s, 1H), 5.90 — 5.73 (m, 1H), 5.25 — 5.08 (m, 2H), 4.27 — 4.19 (m, 2H), 3.91 (dt, J =
5.3, 1.6 I'y, 2H), 3.59 — 3.55 (m, 2H), 3.42 (d, /= 1.3 I'y, 3H), 1.63 (s, 6H).LCMS (ESI)
[M + H]" =537.10, YcraHoBieHHOe 3HaueHHEe =536.98.

Ipumep 34: [lonyuenne coenpunenus 249
0 F Cl 0
ﬁ“ os o,
0O
FsC T’go ©

0,71 ©(S)-rmutuaa, 0,5 r DMAP, 2 r TpusTHIIaMHHA ¥ 2 MJT JUXJIOPMETAHAT00ABIISUITH

B PEAKIMOHHBIA COCYJ OXJIAKIAIIA HAJIEJTHOW OaHe, MPOIyBATHA30TOM, TOOABIITA TIO
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KarowsiM 2,57 mpoMesKy TOUHOTO coeauHeHus 207-3, omucanHOTO B TpuMepe 32, 9T00bI OHU
pacTBopsiii B pactBope amxyiopmeranHa (20 wm). Ilocme 3TOro OCymiecTBISITH
B3aMMOJICUCTBHUE B TeueHHE 3 4acoB. [locre 3aBepmieHns peakiuy NpOBOIHIIH OYHCTKY C
MOMOTIBIO KOJIOHOYHON XpoMaTorpaduu ¢ mOTydYeHHEM MACITHOTO coeTMHEHUS (3 T), Kak
coemutennst 249. "THNMR (400 MTI'u, Chloroform-d) 8 7.87 (d, /= 7.6 T'u, 1H), 7.39 (d, J
=9.1T1, 1H), 6.38 (s, 1H), 4.45(dd, J=12.2,3.4 'y, 1H), 4.04 (dd, /J=12.2, 6.0 'y, 1H),
3.57 (s,3H), 3.21 (dq, /=6.4,3.3 'y, 1H), 2.83 (t,/=4.5T, 1H), 2.64 (dd, /=4.9, 2.6
I', 1H), 1.70 (s, 6H).LCMS (ESI) [M + H]" =509.07, ¥ cTanoBneHnHoe 3HaueHue =508.93.

Ipumep 35: Ilonyuenue coenunenus 250
DE‘( %k A1,

0,71 t (S)-rmuamma, 0,5 r DMAP, 2 r tpusTHIaMHHEA 2 MJT TUXJIOPMETaHAT00aBISITAB
PEAKIMOHHBIA COCYJ OXJIAXKAATN HA JICATHOW OaHe, MPOAyBAIH a30TOM, TOOABHIIH TIO
KarmsM 2,57 T mpoMeskyTouyHorocoemuHeHus 207-3, OMUCAHHOTO B MPUMEpe 32, 4TOOBI
OHU PpacTBOPANHM B pacTtBope auxyopmeTtana (20 mm). Ilocme 3TOro ocCymecTBISLTH
B3aMMOJICUCTBHUE B TeueHHe 3 4yacoB. [locre 3aBepuieHrs peakiuu NpOBOIUIIH OUYHUCTKY C
MOMOTMIBI0 KOJIOHOYHOW XpOMaTorpaduu ¢ Moy9eHHEM MACITHOTO coeauHeHus (2,9 r),
kak coeaunenus 250. 'THNMR (400 MI'u, Chloroform-d) § 7.87 (d, J=7.7 I'y, 1H), 7.39
(d,/J=9.2Tm, 1H), 6.38 (s, 1H), 4.44 (dd, J=12.2,3.4 ', 1H), 4.04 (dd, J=12.2, 6.0 I'1y,
1H), 3.56 (s, 3H), 3.20 (dq, /=6.1, 3.5 'y, 1H), 2.82 (t, J=4.5 T, 1H), 2.63 (dd, /J=4.8,
2.6 T'y, 1H), 1.70 (s, 6H).LCMS (ESI) [M + H]" =509.07, YcTaHOBICHHOE 3HAYCHHE
=509.10.

Ipumep 36: [lonyuenne coenunenus 251

Cranusa 1: Ilonyuenue coenunenus 251

D/W %o%
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Coenunenne 251 nmomyyanu ¢ UCMONb30BAHUEM NPOMEXKYTOUYHOTO coeAMHEHHA 207 -
3, ommcaHHOTO B mpuMmepe 32, W (£)-TIHMImaa COTJIACHO METOAY, TPHUBEICHHOMY B
npumepax 34, 35. 'THNMR (400 MI'u, Chloroform-d) 6 7.87 (d, J=7.6 T'u, 1H), 7.39 (d, J
=9.1T1, 1H), 6.38 (s, 1H), 4.45(dd, J=12.2,3.4 'y, 1H), 4.04 (dd, /J=12.2, 6.0 'y, 1H),
3.57 (s,3H),3.21(dq, /J=6.4,3.3 'y, 1H), 2.83 (t,/=4.5T1, 1H), 2.64 (dd, /=4.9, 2.6
I', 1H), 1.70 (s, 6H).LCMS (ESI) [M + H]" =509.07, Y cTanosnenHoe 3HaueHue =508.97.
Ipumep 37: Ilonyuyenue coenunenus 258

Cranusa 1: [lonyuenue coequnenus 258-1
0 F Cl 0
ﬁ” s Ko
FsC N’J*o ©

0,6 T merun l-ruapoxcu-l-mukmonponan kapOokcwnara, 0,57 rTDMAP, 25 r
JAUXJIOPMETAHAI00aBISIA B PEAKLMOHHBIM COCYJ, OXJaXJATHM HAa JEAiHOW OaHe H
NpoAyBalld  a30TOM, J00aBsM mO KarusiM 10 M pacTBopa AMXJIIOPMETaHa
MpOMEKyTOUHOTO coeaumHenus 1-8 (1,22 r), omumcanHoro B mpumepe 1. Ilocne storo
OCYILIECTBILUIM B3aumojaccTeue B TedeHue 1 waca.llocne 3aBepmieHuMs peaxkuuu
MIPOBOIUIIH OUYHUCTKY C MOMOIIBIO KOJIOHOYHOM xpomarorpapuu C
MOJTyY€HUEMITPOMEXKYTOUHOTO coemuuenus 258-1 (1,1 r).

Cranusa 2: Ilonyuenue coequnenus 258-2
0 F Cl o
/f‘\N OK “OH
FsC T’&o ©

1,1 T mpomexxyTounoro coeamHeHus 258-1, 8 r comarod kucnotTel (36%), 8 T
YKCYCHOMKHCIIOTHITO0ABISUTA B PEAKIIMOHHBIN COCYJ, 3aT€M MPOBOIUIIH TIEPEMEIITHBAHIE
mpu 110°C B Teuenue 4 vacos. [locne 3aBeprieHHs peakuu T00ABISAIN PEAKITHOHHBINA
pacTBop B neasHyto Boay (100 mur), mpoBoaMIM SKCTpakimio EA u poTopHOE HCTIapeHHE
opraHuyeckol (aspl, B pe3yabrare 4ero MOJydYaad MPOMEKYTOYHOE coemuHeHue 258-2
(1,06 T).

Cranus 3: I[lonyuenue coequnenus 258-3
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1,06 r mpomexxyTouHOoro coeaumHeHus 258-2, 0,42 xmopuctoro thuonwna, 20 r 1,2-
auxnopaTaH, 2 karmd DMF no6aBnsiny B peakuMOHHBIN COCYI, 3aT€M MEPEMEIIUBAIIH TTPH
90°C. OcymecTBisiM B3auMoJeHCTBHE B TedeHue 1 yaca. Ilocnme 3Toro mpoBoauiau
POTOPHOE HCIIAPEHHE PACTBOPHUTENS, B PE3yIabTaTe 4Yero MOMyYald MPOMEKYTOYHOE
coequrenue 258-3 (1,1 r).

Cranus 4: [lonyuenue coenquHenus 258

LT yedene

0,211 T MOHOMETHIIOBOTO 3(1)Hpa stuneHrmukoisa, 0,323 r tpwdTHimamuHa, 15 T
IUXJIOPMETAHA00ABIAIIA B PEAKIHOHHBIN COCY, 3aTEM OXJIAKAAIH HA JIEATHOW OaHe W
MPOTyBaJIA a30ToM, T0OABIISLITH o KaIusiM 10 MIT pactBopa
TUXJIOpMETAaHATTPOMEXKYTOUHOTO coeauHeHus 258-3 (1,0 r). I[locne 3TOro ocymecTBisIn
B3aUMOJICHCTBHUE TPU KOMHATHOW TemmepaType B TeueHue 1 wvaca.llocne 3aBepuieHuUs
PEaKIMH MPOBOAMIIN OYHCTKY C MOMOIIBIO KOJIOHOYHOHW XpoMarorpaduu ¢ moaydeHHEM
coenunerns 258 (201 mr).'HNMR (400 MI'y, DMSO-ds) 6 8.21 (d, J=7.6 ', 1H), 8.01
(d, J=9.4Tu, 1H), 6.70 (s, 1H), 4.29 (t, J=4.7 ', 2H), 3.57 (t, /= 4.6 'y, 2H), 3.49 (s,
3H), 3.29 (s, 3H), 1.671.48 (m, 4H).LCMS (ESI) [M + H]" =509.07, VcraHoBieHHOE
3Ha4yeHue =508.92.

Ipumep 38: [lonyuenne coenqunenus 300

Cranusa 1: Ilonyuenne coenunenus 300

D@( A*o%

0,308 r (S)-rmummma, 0,485 r TpwdTHnammua, 20 T OUXJIOpPMETaHa MOOABISIA B

PEAKIMOHHBINA COCY/I, OXJIAKAAIINA HA JIEJTHOW OaHe W MPOIYBAH a30TOM, AOOABJISIIH 110
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KarsiM 15 MIT pacTBOpa IUXJIOPMETaHA MPOMEKYTOYHOTO coeameHus 258-3 (1,5 1),
onmcaHHoro B npumepe 37. [locne 3T0r0 OCymecTBasIM B3aUMOACHCTBUE B TEUCHUE |
yaca.llocrme 3aBepmieHHs peakMM TPOBOJWIA OYUCTKY C TOMOIIBIO KOJOHOYHOH
xpomarorpaduu ¢ nojydenueM coeauaerus 300 (212 mr)."HNMR (400 MI'u, DMSO-ds)
68.22(d,J=7.8Tn, 1H), 8.01 (d, /=9.6 'y, 1H), 6.69 (s, 1H), 4.52 (dd, J=12.3,2.6 I'yy,
1H), 4.03 (dd, J=12.3, 6.3 ', 1H), 3.51 —3.45 (m, 3H), 3.24 (ddt, /= 6.7, 4.2, 2.6 'Ly,
1H), 2.83 (dd, J = 5.0, 4.2 I', 1H), 2.68 (dd, J = 5.0, 2.6 T', 1H), 1.68 — 1.51 (m,
4H).LCMS (ESI) [M + H]" =507.05, YctanosnenHoe 3HaueHue =506.96.
Ipumep 39: Ilonyuenue coequnenus 301

Cranusa 1: [lonyuenue coequnenus 301
o FD[? o)
(0] ~,
N o -
Lrors "y
FsC rr 0

0,205 r (S)-rmmmmma, 0,323 r TpuwdTHIAMHHA, 15 T OUXJIOPMETaHA JOOABISUIH B
PEAKIMOHHBINA COCY, OXJIAKIATH Ha JIEATHOW OaHe M MPOAYBAIH a30TOM, JOOABIISIIH T10
KamsiM 15 M1 pacTBopa JAHXJIOpMETAHATIPOMEXYTOUHOTO coemuHenms 258-3 (1,0 1),
onucanHoro B npumepe 37. Ilocne 3TOro oCymecTBiIsiiv B3aUMOACHCTBUE B TeUeHUE |
yaca.llocrme 3aBepmieHHs PeakIMH TPOBOJWIIA OYUCTKY C TIOMOIIBIO KOJOHOYHOU
xpoMarorpaduu ¢ nojayyenueM coeauaenus 301 (222 mr).'HNMR (400 MI'u, DMSO-ds)
08.15(d,J=78Tn, 1H), 7.94 (d, /J=9.6 I'y, 1H), 6.63 (s, 1H), 4.46 (dd, J=12.3,2.7 'y,
1H), 3.97 (dd, J=12.3, 6.2 I'y, 1H), 3.46 —3.40 (m, 3H), 3.18 (ddt, /=6.7, 4.2, 2.6 'Ly,
1H), 2.77 (dd, J = 5.0, 4.3 I'u, 1H), 2.62 (dd, J = 5.0, 2.6 T'y, 1H), 1.61 — 1.45 (m,
4H).LCMS (ESI) [M + H]" =507.05, YcranosienHoe 3naueHue =507.10.
Ipumep 40: [Tonyuenne coenunenus 302

Cranusa 1: Ilonyuenue coenunenus 302

AL
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Coeaunenne 302 mosydand € HCIONBb30BAHHUEM NPOMEKYTOYHOIO COEAUHEHMs 258-3,
OTIMCAHHOTO B ipuMepe 37, U (£)-TIHIKAA COTIIACHO METOY, IPUBEACHHOMY B ITPHMEPAx
38, 39. 'THNMR (400 MI'y, DMSO-ds) & 8.22 (d, J= 7.8 ', 1H), 8.01 (d, J=9.6 'y, 1H),
6.69 (s, 1H), 4.52 (dd, J=12.3,2.6 I'y, 1H), 4.03 (dd, J = 12.3, 6.3 I'y, 1H), 3.51 — 3.45
(m, 3H), 3.24 (ddt, /= 6.7,4.2, 2.6 T'y, 1H), 2.83 (dd, /= 5.0, 4.2 'y, 1H), 2.68 (dd, J =
5.0, 2.6 Ty, 1H), 1.68 — 1.51 (m, 4H).LCMS (ESI) [M + H]" =507.05, YcraHoBieHHOE

3HaueHue =506.88.

Ipumep 41: OnpenencHue aKTUBHOCTH 11 OOPHOBI C COPHIKAMHU B TIOMEIIEHUAX

Metoa TpoOBEpKH COEAMHEHHH MAHHOTO H300pPETEHHS HAa AKTHBHOCTH Ui OOPBOBI C
COPHSIKaMH MOKa3aH HIKE:

[lepen mosiBIEHHWEM BCXOJOB: CEMEHA 3JIAKOBBIX COPHAKOB (IPOCAHKH, HHIUMCKON
€IIEB3UHBI, KPOBIHOH pocuukH, AlopecurusjaponicusSteud, 0OBIKHOBEHHON OCKMaHHHH,
KHTAUCKOW  JICTITOXJIOBIL, MHOTOOOPOJHHKA,  PAaBHOTO  JIMCOXBOCTA, mnjeBesaa
MHOTOLIBETKOBOTO, MSATJIHKA OJHOJIETHETO), IMHPOKOJHCTBEHHBIX COPHIKOB (IKJIHIITHI
Oemo#i, moacBekoabHUKA, birdrape, StellariaaquaticaScop, ErigeroncanadensisL.,
Sesbaniacannabina (Retz.) Pers.) u Cyperusirial. mocessHbI B TIACTMACCOBBIX TOPIIKAX
AUAMETPOM 7 CM C OTBEPCTHAMH Ha JTHE C TMMTATENbHOM MOYBOH (Tiecuanas mousa, pH 6.1,
1% opraHMYECKHX BEMIECTB) COOTBETCTBEHHO. [locie 3aceBa MOKPHITH TIOYBY B HYKHOM
KOJIMYECTBE, 3aTEM CMOYHTD ITOYBY METOJIOM BCACHIBAHHUS BOJBI HA JHE, IOMECTHUThH UX B
MOMEIICHUE C MOCTOSTHHOW TEMIIEPATYPO Ha 24 yaca, MOCII€ 3TOT0 MMPOBECTH PACTIBLICHHE
BOJbI HA TOYBY. JlJI1 pacIIbUIEHHUA MPUMEHAECTCS CAMOXOAHBIM ONpBICKUBATEIL THIA 3 WP-
2000, W3TOTOBJICHHBIN NanjingInstituteofAgriculturalMechanization,
MinistryofAgricultureandRural Affairs, xapakrepucTHKm KOTOPOTO TIOKAa3aHBI HIDKE!
CKOPOCTP BpAIIEHHUs IIMHHACI — 96 MM/00, BbicoTa pacmbuieHus — 300 MM, 3¢ dexTrBHAsS
aMIUTHTY1a pacnbUieHus comta — 350 MM, mmomaae pacnbuieHus — 0,35 M2, pacxon coria
390 — MJT/MHH;

[locme mosSBNEHHWA BCXOAOB: CEMEHA 3TAKOBBIX COPHAKOB (TMPOCSHKH, WHAHUCKOW
€NIeB3UHBI, KPOBIHOM pocuyiku, AlopecurusjaponicusSteud, 0OBIKHOBEHHOU OCKMaHHUH,

KAUTAUCKOM  JICNITOXJIOBI, MHOTOOOPO/IHHKA,  PaBHOTO  JIUCOXBOCTA, jeBeIa
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MHOTOLBETKOBOTO, MATIHKA OIHOJETHETO), IMHPOKOJIMCTBEHHBIX COPHAKOB (SKIUITHI
Oenmoii, TmoACBeKoJbHUKA, Dbirdrape, StellariaaquaticaScop, ErigeroncanadensisL.,
Sesbaniacannabina (Retz.) Pers.) u Cyperusirial.. mocessHbI B TJIaCTMAaCCOBBIX TOPITKAX
AUaMETPOM 7 CM ¢ OTBEPCTHSMHM HA JTHE C TUTATENbHOM MOYBOH (mecuanas nousa, pH 6.1,
1% opraHMYeCKUX BEMIECTB) COOTBETCTBEHHO. [loce 3aceBa MOKPHITH MOYBY B HYKHOM
KOJIMYECTBE, 3aTEM CMOYHUTH MOYBY METOJOM BCACBHIBAHHUS BOJBI HA JTHE, TOMECTUTH UX B
MOMEIIECHUE C MOCTOSHHOM TEMIEPATYPOM M OCBEIICHUEM Ha 24 4yaca i pacIbUICHUA
cTeOnel M NMHCThEB B mepuoj mnossieHus 2-4-ro mucta. [locrme oOpaGoTku marepuan
UCTIBITAHUS TIOMEIIAETCA B JTA0OPATOPHIO, TJAE PACTBOP ArpOXHMMHYECKOTO TMperapara
MOJBEPraeT €CTECTBEHHOM cymike B TeHH. l[locne 3Toro mepememaercs B MOMEIIEHHUE C
MOCTOSHHOM TEMIEepaTypod W OCBEIIEHHUEM MM KyJIbTHBHPOBAHMA, a PE3yJbTaThl
onpenensorcs yepes 21 aeHs.

Kpurepnii knaccuduranuu mo 3¢ pexramMm 60pbObI ¢ COPHIKOB:

A o3HadaeT, 4To KO3 PHUIMEHT MOJABICHHU HAXOAUTCS B AUANa30He 0T 85% (BKIFOYEHO)
1o 100%;

B o3HauaeT, 4To K03 PUIHEHT TTOJABICHH HAXOAUTCS B auanazoHe ot 70% (BKIIFOYEHO)
1o 85%;

C o3Havaet, 4T0 KO3(PPHUIMEHT NOAABIICHHS HAXOMAUTCSA B qUana3oHe ot 55% (BKIIOYEHO)
10 70%;

D o3nauaeT, 4to K03 PHUIHEHT MOTaBICHHUS COCTaBIIIEeT MeHee 55%.

PesynbpraTel WCTIBITAHHA CBUAETEIBCTBYIOT, YTO coeAMHEHUs B oOmieit dopmyme (I) B
LEJIOM 00JTAAA0T OTITUYHBIM MPOPHITAKTHIECKUM 3P PEKTOM POTHB PA3THYHBIX COPHIKOB
npu no3e 30 ga.i./hm?, coOTBETCTBYS ypOBHIO A.

B cooTBeTCTBHHM ¢ BBIMIEYKAa3aHHBIM METOMOM HCIBITAHUA HEKOTOPHIE COCAHHEHHUS B
oomiet dopmyme (I) ObTH TOABEPTHYTHI MAPAUICTFHOMY HCTIBITAHUIO HA TPOTIONIKY
Butafenacil (coenunenne 47 B onrcaHny NmaTeHTa), ykasaHHoro B matenTe USS5183492A,
n CK (coenmnnenue 1 B onmucaHny MaTeHTa), ykazanHoro B mareHTe US5183492A, B mo3ax
7,5 ga.i./ha u 15 ga.i./ha cooTBeTCTBeHHO. Pe3ynbrars mpuBeaeHHI B TAOM. 2:

Tabm. 2: AKTHBHOCTP HEKOTOPHIX COEAMHEHHH B oOmer ¢opmyne | u KOHTPOIBHBIX

COCTMHEHUH M1 OOpPHOBI ¢ COpHSIKAMHU (TIOCTE TOSBIIEHUS BCXOAOB, KOA((HIIUEHT
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MTOJABJICHUSI CBEKETO Beca, %o)
Polypogon | Sesbania
Alopecurus .
) . . fugax cannabina
Ne coen. Hoza, g a.i./ha japonicus
Nees ex (Retz.)
Steud
Steud Pers.

3 7.5 B B A

15 A A A

7.5 A B A
105

15 A A A

207 7.5 A A A

15 A A A

314 7.5 A A A

15 A A A

258 7.5 A A A

15 A A A

. 7.5 D D C

Butafenacil

15 D C B

7.5 D D C
CK

15 C C B

Brnmen3nokeHHbIH cIoc00 MPEACTABIISIET COOOH JIUIIb TPEATIOYTHTEIBHBIA CII0CO0

peanu3auy H300PETEHHS, B CBA3H C 3THM CJIEAYET OTMETHTD, YTO OOBIYHBIN TEXHHYECKUH

TIEPCOHAJ, 3aHMMAIOLIMICA B JAHHOW OONIACTH, MOKET BHECTH PAJ H3MEHEHHUH W

VIIyUYIICHHH, HE OTPHIBASCH OT 3aMbICTIa H300PETCHUS, TIPUYEM BHECEHHBIC H3MEHEHUS H

VIIyYIICHHS OTHOCATCS K chepe 3ammThl H300PETCHHSA.
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DPOPMWJIA U3OGPETEHUA

1. YpaumunoBoe coenuHeHHE ¢ KapOOKCHIATHBIMH (PparMEeHTaMH, CTPYKTypa KOTOPOTO

nokasaHa B o6meu gpopmyne (I):

o F Cl o
FsC N’g e
|

O
()]

I'ne:
Rj, R2 BeIOMparoT u3 Bomopona winu Metuna coorBercTBeHHO; Mmu Ri u Rz oOpasyror
TPEXUICHHOE KOJIBLIO BMECTE C COETUHEHHBIM YTIIEPOIAOM;
R3 BeiOuparor u3 Cis-ankokcun-Cis-ankun, Cis-ralouazaMemeHHbd ankokeuin-Ci3-
anku1, Coe-ankuneHOKCHA-Ci3-ankui, Cre-raJIoOHA3aMEIIeHHBIN  ATKHUIeHOKCHI-C1.3-
AJTKUII, C2-6-€HOKUCTTOPOAHBIN aneTrin-Ci3-aaKuiL, C,-¢-ranoua3amMeIeHHbIN
ankuneHokcua-Ciz-amkmn, Cis ankaH S(O)nCisz-amkmi, Cs.-3MOKCHANTKHI-C1-3-aIKHIT
WIH C3.9-3TIOKCHAJIKHIL,
n=0, 1 mm 2;
Ecmm R; BeiOmparoT u3 Bomopoaa, a Ry — W3 MeTHa, TO atoMbl yIIIeposia, CBA3aHHBIC C
HUMH, MOTYT BbIOMpaThcs u3 THma R wim S i u3 cmecu odonx. CoorHomenue R 1 S B
cMmecu cocrasisgeT oT 1:99 no 99:1.
2. YpanunoBoe COeIUHEHUE C KapOOKCHIIATHBIMH (pparMeHTaMH 10 1.1, OTIHYaromieecs
TEM, YTO
Rj, Rz BeIOMparoT u3 BOmopoma wimu MeTwna coorBercTBeHHO; Mmm Ri u Rz oOpasyror
TPEXUICHHOE KOJIBIIO BMECTE C COCTUHEHHBIM YTIIEPOIOM;
R3 BeiOuparor u3 Cisz-amkokcuin-Ciz-ankun, Ci3-raioua3aMenieHHbIA aTKOKCHIT-Ci.3-
ankm1, Coe-ankuneHOKCHI-Ci3-amkui, Cre-raJIona3aMeIIeHHbIN  aTKHIeHOKCHI-C1-3-
AJTKHIT, Crs-eHOKHCTOpPOAHBIM  ametun  Ci3-ankuim, Crs-ranoua3aMemeHHbINA
ankueHOKCUI-C13-aakuil, C3-6-3MOKCHATKHI-C1-3-aKu UiH C3-9-3TOKCHAJIKHUII;
Ecnu R, BeIOHMparoT u3 Bomopona, a Ry — W3 MeTHima, TO aTroMbl yIiiepoaa, CBI3aHHBIE C
HUMH, MOTYT BbIOMpaThcs u3 Tana R wmm S i u3 cmecu o6onx. CoorHomenne R u S B
cMmecH coctasisieT oT 1:99 no 99:1.
3. YpammioBoe coeUHEHHE ¢ KApPOOKCHIIATHBIMH (pparMeHTamMu 1o 1. 1, OTIHJaromieecs

TEM, YTO
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Rj, Rz BEIOMpArOT U3 BOMOPOJA WITH METHIIA COOTBETCTBEHHO;

Rs Beiomparor m3 Cis-amkokcnn-Cis-ankwn, Cis-ramoua3aMenieHHbId ankokeHia-Cis-
ankun, Cr.-ankuneHOKCUA-Cis-ankmi, Cr.6-TaTouA3aMEMEHHBI  aNKHIeHOKCHUA-C1.3-
AJTKHIL, C2-6-€HOKUCTIOPOIHBIHN aneTrn-Ci-3-aJIKuIL, Cs-6-Tanoua3amMeneHHBIN
ankuIeHOKCHI-C13-aakuil, C3-6-3MOKCHATKHII-C1-3-aKuI UH C3_9-3TOKCHAJIKHUII;

Ecmu R; BeIOMparoT u3 Bomopona, a R; — U3 MeTuna, T0 aToOMbl yIiepoaa, CBA3aHHBIE C
HUMH, MOTYT BbIOMpaThesa u3 Thna R wmm S umn u3 cmecu o6oux. CoorHomenune R u S B
cMecH cocTasiseT oT 1:99 no 99:1.

4. Cnoco® MOMy4eHHs YpalMIOBOTO COEAMHEHUA C KapOOKCHIIATHBIMU (pparmMeHTaMH,
YKa3aHHOTO B JIFO00W U3 (opMyn u300peTeHus 1-3, OTIMYAIOMIMICA TE€M, YTO JAHHBIN
CHOCO0 3aKIIOYaeTcss B KOHTAKTHOM B3aMMOJEHCTBHHM KHCIOTHOTO COEAMHEHUS,
ykazaHHoro B ¢opmyne (II), ¢ npyrum 3aMemeHHBIM CIUPTOBBIM, I'aJIOM3aMEHICHHBIM

70051 CYJ'IB(i)OHaTHBIM COCOMHCHHUEM B YCIIOBHAX HpH()yTCTBHﬂ paCTBOpI/ITCJ'U[,

(N U
B wactHocTn B 00mmx ¢opmynax (I) u (II) coorBeTcTByromue onpenenenus Ri, Ry u Rs
WACHTUYHBI OMIPEACTICHUSIM, YKa3aHHBIM B (hopMyIie H300peTeHus 1.
5. Cnioco0 1o m.4, OTIMYAIOIIMICSA TEM, YTO PEAKIHS MPOUCXOTUT MpHU Temmeparype 0-
160°C.
6. Cioco06 1o 1.4, OTIMYAIONINICSA TEM, YTO YKa3aHHOE BPEMsI PEAKIMH COCTaBIsIeT 2-15
4.
7. Cmoco6 mo 1m.4, OTNHYAOIMIHMKCSA TEM, YTO B KAUYECTBE PEAKIUOHHOTO PACTBOPHUTEIS
BBIOMPAETCS TI0 MEHBIEH MEPE OTMH M3 CIEAYIOINX, KaK IUXJIOPMETaH, 1,2-TuXI0p3TaH,
TeTparuapodypaH, ameTOHUTPwWI, |,4-THOKCAH, TOMYOJd, OPTOKCHIION, METAKCHIION,
MAPAKCHUIION, H-TENTaH, H-OKTaH U H-HOHAH.
8. Cnocod mo m.4, OTNHYAOIIMKCA TEM, YTO MOJIPHOE OTHOLICHHE KapOOHOBBIX
KHCJIOTHBIX CO€AMHEHWH, YKa3aHHbBIX B (hopmyre (1), Kk Apyrum 3aMemieHHbIM CITHPTOBBIM,
TaJIOUI3aMENICHHBIM WJTH CYJTb()OHATHBIM COETMHEHUAM cOoCTaBysieT 1:1-4.
9. YpammoBoe coequHEHHE ¢ KAPOOKCHIIATHBIMH (pparMeHTamMH 110 11. 1 -3, IpeqHa3HaYeHO

11 OOPBOBI C COPHIKAMH.
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10. CoctaB, XapakTepHU3YIOIIMICSI HAJIMYHMEM B KAUE€CTBE AKTHUBHOTO KOMITOHEHTA
YPaLMIOBOTO COEAMHEHUS, COACPIKAIMETO KapOOKCHIATHBIE (PParMEHTHI, YKA3aHHOTO B
dbopmyne uzobpeTeHus 1-3, ¢ MPOIEHTHBIM COAEPKAHHUEM AKTHBHBIX KOMITOHCHTOB IIO

Becy B coctase 0,1-99,9%.
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