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(57) Abstract:
FIELD: herbicides.

SUBSTANCE: invention relates to an application
of a compound by the formula (I) as a herbicide, as well
as to a compound by the formula (I), a herbicidal

composition, and a method for weed management.

EFFECT: new compounds are produced, applicable

in controlling the growth of undesirable plants.
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Hacrosiiiee n3o0peTeHue OTHOCUTCS K TepOUIUIHO AKTUBHBIM MUPUTUHO-/
MUPUMUTUHOTIMPUANHOBBIM ITPOM3BO/IHBIM, a TAKKE K CIOCO0aM U TPOMEKYTOUYHBIM
COEJIMHEHUSIM, ITPUMEHSIEMBIM JJIs TOJTYYeHUsI TAKUX TPOU3BOAHBIX. HacTosiiee nuzo0pereHue
JIOTIOJTHUTEILHO PACIPOCTPAHSIETCS Ha T€POUIIUIHBIE KOMIIO3ULUU, COAEPKAIINE TAKUE
IIPOU3BO/IHBIE, 4 TAKKE HA IPUMEHEHUE TAKUX COEAUHEHMIA U KOMITO3ULIMI B KOHTPOJIE pOCTa
HEXEJIATEJIbHBIX PACTEHUM, B YACTHOCTH, HA IPUMEHEHME B KOHTPOJIE COPHAKOB B KYJIbTYypax
ITIOJIE3HBIX PACTEHUIA.

OrnpeneneHHble TMPUAOTUPHUANHOBBIE U MTMPUMUIMHOTMPUIUHOBBIE TPOU3BOHBIE U3BECTHBI
u3 JP 2014-208631, rae ykazaHo, YTO OHU 00JIaJat0T AaKTUBHOCTHIO B KAUECTBE MHCEK TULUTHBIX
CPEICTB Y, B YACTHOCTH, aKAPULIUAHBIX CPEICTB.

Hacrosiiiee n1300peTeHne 0OCHOBAaHO Ha OTKPBITUM TOT'O, YTO MTUPUIUHOTIUPUIUHOBBIE U
MMPUMUIMHOTIMPUTIMHOBBIE TTPOU3BOAHBIE hopMyIibl (1), ompenesieHHOM B JAaHHOM JOKYMEHTE,
MPOSIBJISIIOT HA YIMBIIEHUE XOPOIIYIO repOUIMIHYI0 aKTUBHOCTh. TakuMm obpa3om, B
COOTBETCTBHUHM C HACTOSIIUM U300peTeHUEM TTPeAyCMOTpeHO coemuuenne Gpopmyisl (1):

R4
f
A N\R3
| s
X7 | N R
§
N
(Oh

M,

WJIN €T0 COJIb, TIE
x! npecTaBisieT coooi N unu CRl;

R! BBIOPAH U3 I'PYIIIbI, COCTOSIIENH U3 BOJOPOJA, rajoreHa, unano, Ci-Cgankuna,

C3-Cguukitoankuna, Cy-Cgankenuna, C,-Cgankununa, C-Cgankokc, -C(0)OC-Cgankuina,
-8(0),Cy-Ceankuia, NR®R’, C-Cgranorenankokcu u C;-CgrajgoreHaiakuna;

R? BBIOpAH U3 I'PYIIIbI, COCTOSIIEH U3 rajJoreHa, uMaHno, HUTpo, Ci-Cgankuina,
C;-Cgranorenankuna, C,-Cgankenuna, Cy,-Cgankununa, Cz-Cguuknoankuna, -C(O)
OC;-Ceanxuna, -S(0),(C-Ceankuna), Ci-Ceankoxen, Ci-CraoreHankokeu u Gpennna;

R? MpeJICTaBIISIET COOOM -C(O)Xlez;
x? npeAcTaBisieT codoit O wim NR'?;

ecru X2 npeacrasisier coooit O, To R!? BbIOpaH U3 rpymimsl, coctosiuieit u3 Cy-Cgankuna,

CankokcuCgankuna, Ci-Cgranorenankuia, CankokcuCgragoreHajaKkuia,
CranxuntuoCgankuna, Cy,-Cgankenuna, Cy-CgalkuHuiIa U —(CRaRb)qR1 L

ecim X° MpEACTABIISIET COOOM NRIO, To R!? BBIOpAH U3 TPYMIIBI, COCTOSIIEH U3 BOAOPO/A,
C;-Cgankuna, Ci-Cgankoxcu, Cj-Cgranorenankuna, Ci-CgraJloreHaJIKOKCH,

CranxkuntuoCgankuna, Cy,-Cgankenuna, Cy-CgalIKuHUIA U —(CRaRb)qR“;
R'% BBIGpaH u3 rpyImbl, cOCTOSMIEH U3 BOXOPOXA, C,-Cgankuna, C;3-CgUUKI0AIKIIA; UITH
R' 4 R'? Bmecte ¢ aToMOM a30Ta, K KOTOPOMY OHM IPUCOEIMHEHBL, MOIYT 0OPA30BbIBATE
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5-, 6- WM 7-4JICHHOE KOJIBIIO, HE00S3aTeNIbHO cojieprkailtiee 1-3 TOMmoIHUTEIbHBIX TeTepoaToMa,
KaX/IbIl U3 KOTOPBIX He3aBUCUMO BbIOpaH U3 O, N umu S, rjie, eciiu yKa3aHHOE KOJIbIIO
COZIEPXKUT Cepy B KOJIbIIE, YKa3aHHAas cepa B KOJIbIIE HAXOIUTCS B (hopme S(O)p;

R* BBIOpAH U3 I'PYIIIbL, cocTosIel u3 Bogopoaa, Ci-Ceankuia, Ci-Cgankokcy,

C-Cgranorenankuia, C-Cgranorenankokcu, C3-Cguuknoankuna, C3-CgankeHuna,
C3-Cgankmuma, -C(O)R” u -(CR’R")R;

R? npencrasinser coboit Bogopo umi C-Cranku;

R® npeAcTaBisieT codom Bogopoa win Cq-Cranku,

R’ npeacTaisieT codor nuano, -C(0)OC-Cgankuin, -Csz-CglIMKIOaTKUI, -apUil U
-TeTepOoapwiI, TIe YKa3aHHbIC AaPWIT ¥ TeTepOoapuil HeoOs3aTeIbHO 3aMeleHbI 1-3
HE3aBUCUMBIMU R8;

R® u R’ Hesasucumo BBIOpAHBI U3 TPYIIIbI, cocTosmed u3 Bogopoaa u C;-Cgankuia;

KaXX bl R8 HE3aBUCUMO BBIOpAH U3 IPYIIbI, cocTosiien u3 ranorena, C;-Cgankuna u

C-Ceanxoxen-, Ci-Cgranorenankuna, Ci-CgraaoreHankokcu-, nato u S(0),(C-Cgankuna);

R’ BBIOpAH U3 I'PYIIIIbI, cocTosen u3 Bogopoaa, Ci-Cgankuna, Ci-Cgaikokcu,

C;-Cgranorenankuna, C;-Cgranorenankoxcu, C,-Cgankenuna, Cy,-CgankuHumia u -
(CR'R")R';

wm R* n R0 Bmecte ¢ atomamu, k KOTOPBIM OHU MPUCOEANHEHBI, 00PA3YIOT 5-7-UJIEHHYIO
KOJIBLIEBYIO CUCTEMY, HE00s13aTeIbHO CoiepKalyto 1-3 rerepoaToMa, He3aBUCUMO BBIOPAHHBIX

u3 S, O u N; wm R* u R'? Bmecre ¢ atomamuy, k KOTOPBIM OHU ITPUCOEAUHEHBI, 00Pa3yIoT 5-
7-4JIEHHYIO KOJIBLIEBYIO CUCTEMY, HE00s13aTeNIbHO coiepxkalyto 1-3 rerepoaToMa, HE3aBUCUMO
BeIOpaHHBIX U3 S, O U N;

Rl ! npeacTaBJIsiCT coOoii nyaHo, —C3—C6L[I/IKJ'IOEU'IKI/III HJIN -aPpUJIBHOC, I€TECPOAPUIIBHOC UIIN

-I'CTCPOUUKIIMIBHOC KOJIBIO, I'’IC YKA3aHHOC KOJIBIO HeO00s3aTeIbHO 3aMeleHo 1-3

nesasrcnmbivu R, v rre, ecrm YKa3aHHOE KOJIBLO COJIEPKUT CEPY B KOJIBLE, YKa3aHHAA cepa
B KOJIbIIE HAXOIUTCS B (hopMe S(O)ps

n paBHsercs 0 wm 1;

p paBHserca 0, 1 unu 2;

q paBusiercs 0, 1, 2, 3,4, 5 wim 6;

rpaBusieres 1,2, 3,4 unu 5, s paBHsierced 1, 2, 3,4 unm 5, 1 cyMMa r+s MEHBIIIE UM PABHSIETCS
6;

MIPU YCIIOBUH, UTO coearHenue hopmyirsl (I) He sBseTcs

(1) TpeT-0yTUn-N-[2-MeTu-6-(3-nmupuani)-3-nupuaui|kapOoamMaTom Uin

(i1) 1-amuHO-1-3TUII-3-[2-MeTUIT-6-(3-TTUPUANIT)-3-TTUPUIAT IMOYEBUHOM.

Coenunenus opmyiasl (I) MOTYT CyIIECTBOBATH B BUJIE PA3IMYHBIX T€OMETPUIECKUX
HM30MEPOB WM B pA3JIMUHBIX TAyTOMEPHBIX (hopMmax. Hacrosiee u3o0peTeHre 0XBaThIBaeT
MIPUMEHEHHUE BCEX TAKOBBIX U30MEPOB U TAYTOMEPOB U UX CMecel BO BCEX COOTHOIIICHMSIX, a
TaKKe U30TOITHBIX (OPM, TAKUX KaK JIEUTEPUPOBAHHBIC COCMHCHMS.

Jomyckaetcs, uTo coeuHeHus: opmyibl (I) MOTYT cofiepKaTh OJIMH UJIH HECKOJIBKO
ACUMMETPUYECKUX IEHTPOB, YTO, TAKUM 00Pa30M, MOXKET IIPUBECTU K OOPA30BAHUIO
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OTNITUYECKUX U30MEPOB U AuacTepeomepoB. HecMoTpst Ha TO, UTO HACTOsIIEE U300 PETEHME
MPEICTABIIEHO 0€3 yUeTa CTEPEOXMMHUM, OHO OXBATHIBAET MPUMEHEHHUE BCEX TAKUX ONITHUECKUX
WU30MEPOB U IMACTEPEOMEPOB, A TAKKE PALIEMUYECKUX U PA3/IeJICHHBIX, SHAHTHOMEPHO YUCTHIX
R- 1 S-cTepeon3omMepoB, a Takxe Apyrux cMecen R- u S-crepeon3zoMepoB U X arpOXUMHUYECKU
IIPUEMIIEMBIX COJIEN.

Kaxxnpiit ankuinbHbil parMeHT 1Moo caM 1o cebe, b0 KaK 4acTh OOJIbIIEH TPYIITbI
(TakoM Kak aJIKOKCH, AJTKUITHO, AIKOKCUKAPOOHWII, AIKWIKAPOOHWI, aJIKUJIAMUHOKAPOOHHUIT
WIH TUAJIKUITAMUHOKAPOOHWIT U T.J1.) MOXKET OBITh MPSIMOLEITOYEUHBIM WIIM PA3BETBICHHbBIM.
Kax npaBuiio, ankuit npeacTasiisieT COO0H, HaTpUMepP, METHUII, 3TUII, H-ITPOIUII, U30TIPOIHNII,
H-OyTWI1, BTOP-OyTUII, U300y TUII, TPET-OyTUI, H-IIEHTUJT, HEOTIEHTUJT WJIW H-T€KCUIT. AJIKWIIbHbBIE
rpyIIbl OOBIYHO MpeAcTaBIsAoT coooi C-CgankuabHble IPYIIHI (32 UCKIIIOYEHUEM CI1y4YaeB,

KOTJIa y>K€ OIpeAeNieHbl 00iee Y3K0), HO MPEANOYTUTEIbHO IPEICTABIISIIOT COOOMH
C;-Cankunbhble M C-CsaldkuiibHbIe TPYIIBI M 60JIee TPEANOUYTUTEIBHO MPEICTABISIOT

coboit Cy-CrankuiabHble IPYIIILI (TAKUE KAK METHII).

AJIKEHUITBHBIC U aJTKMHWIbHBIC (DparMEHTBI MOTYT HaXOIUThCSA B (POpME MPSIMBIX WITH
Pa3BETBIICHHBIX LIETIEH, U aJIKEHUJIbHBIE parMeHThI, €CIIM HEOOXOIMMO, MOTYT HAXOUThCS
160 B (E)-, mubo B (Z)-koHpuUrypanuu. AJTKEHUIbHBIC U aJTKMHWIbHBIC (DpaTrMEHTBI MOTYT
COZIEPXKAaTh OJTHY WJIM HECKOJIPKO JBOMHBIX U/UJTM TPOMHBIX CBsI3el B 110001 KOMOUHAIMU; HO
MPEAIIOYTUTEIIBHO OHU COJIEPKAT TOJBKO OJIHY ABOMHYIO CBA3b (IJI1 AJIKEHWIIA) UM TOJIBKO
OJIHY TPOHHYIO CBSI3b (JIJIS1 AJIKUHUIIA).

AJIKeHUIPHBIE WJTH AJIKUHUIIbHBIE (PparMEHThI, KaK IIPABUIIO, IIPEACTABIISIOT cOO0i
Cy-Cyankenun umn C,-Cyankunui, 60j1ee KOHKPETHO 3TEHUIT (BUHWIT), TPOTI-2-€HUJI, ITPOTI-

3-eHunI (aJUTAIT), STUHWII, IPOIT-3-UHWI (IIPOTAPTWIT) WX TPOII- 1 -uHUI. TepMUH IMKIIOATTKUIT
MPEANOYTUTEIBHO OTHOCUTCS K LIMKIOTPOIMITY, LIMKIOOYTHITY, UMKJIONEHTUIY WU
LIMKJIOTEKCUILY.

B xoHTeKcTe HACTOSIIEr0 ONUCAHUS TEPMUH "apuil” IPEANIOYTUTEIBHO O3HAYAET (DEHUIL.

I'erepoapunbHbIe TPYIIHI M TETEpOaPUIbHBIE KOJIbIA (JTMOO0 camu 1o cede, MO0 KaK 4acTh
OoJIbIIIEl TPYIIIIBI, TAKOH KaK FreTepOapUIIAIIKWII-) TPEICTABISIOT COOOM KOJIbLEBBIE CUCTEMBI,
coZieprKallMe 110 MEHBIIEH MEpe OAUH IeTePOaTOM, U MOTYT HAXOIUTHCSI B MOHO- UJIU
ovukmueckoit popme. Kak mpaBuimio TepMuH "reTepoapui’, UCIOIb3yeMbli B KOHTEKCTE
HACTOSAILIEr0 U300pETEHUS, BKIIIOUAET (DypUIIbHBIE, THEHUIIBHBIE, TUPPOJIUIIbHBIE,
IIMPA30JIMIIBHBIE, UMUIA30JIMIIBHBIE, TPUA30JIUIIbHBIE, OKCA30JIMIbHbBIC, HU30KCA30JIUIIbHBIE,
THUA30JIUJIBHBIE, U30TUA30JIUIIBHBIE, OKCAIUA30JIMIIBHBIE, TUPUAWIbHBIE, TUPUMUANHUIBHBIE,
MU PUIA3UHUIbHBIE, TUPA3UHUIbHBIE U TPUA3UHWIBHBIE KOJIbLA, KOTOPbIE MOTYT OBITh
3aMEUIEHbI UJIM MOTYT HE OBITh 3aMEIICHbI, KaK OMMCAHO B JAHHOM JIOKYMEHTE.

TepMuH "reTepolMKINI", UCIIOIB3YEMBIN B JAHHOM JJOKYMEHTE, OXBAThIBAET KOJIbLIEBBIC
CUCTEMBI, COZIEPKALLME TI0 MEHBIIEH MEPE OJIUH I€TEPOATOM, U KOTOPbIE, KaK ITPABUIIO,
HaxoJsITCsl B MOHOLUMKIMYECKOH (hopMe. I eTepOoKIMIIBbHbIE TPYITBI TPEAIIOYTUTEIBHO
OyayT colepkaTh A0 ABYX IT€T€pOaATOMOB, KOTOPbIE MPEANOUYTUTEIHLHO OYAyT BEIOpAHBI U3
a30Ta, KUCI0PpOJa U cepbl. Eciu reTepouyrKkil COEpKUT cepy B KAUECTBE reTepoaToma, OHa
MOXET OBITh B OKUCIICHHOM hopme, T.e. B popme -S(O),-, rie p npescTaBisier codoit uemoe

yncio, paBHoe 0, 1 Wi 2, onpeneeHHoe B JaHHOM JoKyMeHTe. Takue reTepOouyuKInIbHBIC
CPYIIIBI IPEIOYTHTEIBLHO MPEACTABIISIOT COO0M 3-8-ulleHHbIe, U 00JjIee MPEAMOUYTUTEIIBHO
3-6-usieHHbIE KOJbLA. [IpuMephl reTepONUKINYECKUX TPYIII BKIOYAIOT OKCETAHUIIbHBIE,
TUITAHWUIIBHBIC U a3 TUIMHWIbHBIE TPYMIbL. Takue reTepolyKIMIbHbBIC KOJIbIA MOTYT OBITh
3aMeIIEeHbl UJIM MOTYT He OBITh 3aMEIIeHbI, KAK OTIMCAHO B JAHHOM JOKYMEHTE.

lamoren (unm ranoreHua) oxBaTeiBaeT GpTop, Xiop, Opom umum Hoxa. To ke camoe,
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COOTBETCTBEHHO, IPUMEHUMO K I'aJIOT€HY B KOHTEKCTE APYTMX ONPEAECIICHUN, TAKUX KaK
TaJOTEeHAJIKWII WK TAIOTeH(MEHUIT.

I'anoreHanKUIBHBIMM IPYIIIAMMU € JNIMHOM LEnu OT 1 10 6 aTOMOB yIJiepoJa sIBJISIOTCH,
Harpumep, Gpropmetnt, AMPTOPMETHIT, TPUPTOPMETUI, XIIOPMETHUIL, TUXITOPMETHII,
TPUXIIOPMETHUI, 2,2,2-TpUdTOPITUI, 2-PTOPITUIL, 2-XTOPITUIL, TeHTaPTOPITUI, 1,1-1udTop-
2,2,2-TpUxXa0paTui, 2,2,3,3-1eTpadTOpITUI U 2,2,2-TPUXIIOPITUIL, TenTaPTOP-H-TIPOTIUIT U
neppTOP-H-TEKCHIT.

AJKOKCUTpyNIIbl PEANOYTUTENIBHO XapaKTepU3yIoTCs JUIMHOM enu oT 1 10 6 aTOMOB
yriaepoa. AJTKOKCH IIPEICTABIISIET COOOM, HATPUMEP, METOKCH, TOKCH, TPOIIOKCH,
U30IIPOINIOKCH, H-OYTOKCH, U300yTOKCH, BTOP-OYTOKCH WIIM TPET-OYTOKCU UIIM U30MEP
TIEHTUJIIOKCHU WM TEKCUIIOKCH, ITPEATIOYTUTEIIBHO METOKCH U 3TOKCH. Tak:ke CiielyeT IOHUMATh,
YTO 1BA AJIKOKCU-3aAMECTUTENIS MOTYT IIPUCYTCTBOBATH HA OJTHOM U TOM K€ ATOME yTIIEpOoaa.

l"amoreHaaIKoKCH MpeICTaBIIsIET COOOM, HATpUMEDP, GPTOPMETOKCH, TUPTOPMETOKCH,
TpupTOpMETOKCH, 2,2,2-TpUPTOPITOKCH, 1,1,2,2-TeTpad TOpITOKCH, 2-pTOp3TOKCH, 2-
XJIOPITOKCH, 2,2-TUPTOPITOKCH UM 2,2,2-TPUXTIOPITOKCH, IPEATOUTUTETHFHO TU(HTOPMETOKCH,
2-XJIOPITOKCH WM TPUPTOPMETOKCH.

C-Cgankui-S- (aIKWITHO) IPEACTABIISIET COOOM, HAITPUMEDP, METUIITHUO, STUIITHO,

MPOTIMIITHO, U30TIPOITUIITHO, H-OY TUIITUO, U300y THIITHO, BTOP-OYTHUIITUO WITH TPET-OyTHUIITHO,
MPEANOYTUTEIBHO METUIITHO WK 3TUITHO.
C-Cganxun-S(0)- (ankuicyab(hUHIT) IPEICTABIISIET COOOM, HAPUMED, METUIICYTb(PUHUIL,

ITUICYTb(OUHWIT, TPOTIUIICYTH(OUHII, U30TTPOTUIICYTH(UHNUI, H-OY TUIICYTb(UHNI,
300y TUIICYTTb(UHUIT, BTOP-O0Y TUIICYTH(OUHUI WK TPET-OY TUIICYIb(PUHUIL, PEAMTOUYTUTEIIHHO
METHIICYTb()DUHUIT WK STUIICYTh(GUHUIL.

C-Cgankun-S(O),- (ATKWICYIb(OHUIT) TPEACTABISET COOOH, HAPUMED, METUIICYTb(OHUII,

ATUIICYTB(GOHUIT, TPOTHICYIb(MOHUI, U3OTIPOTHICYIb(POHUI, H-OYTUIICYTL(DOHWT,
U300y TUIICYIb()OHUT, BTOP-OYTHIICYTB(MOHWIT WITU TPET-O0Y TUIICYIH(OHUIL, TPEATIOUTUTETHHO
METHIICYTb()OHUIT UM STUIICYTb(OHWUIT.

Coenunenus popmyiisl (I) MOoryT o6pa3oBbIBATh AT POHOMUYECKH ITPUEMIIEMBIE COJIH C
aMMHAMU (HAI[pUMEP aMMHAKOM, TUMETHIAMUHOM U TPUITHIIAMHUHOM), OCHOBAHUSIMU
IIEJIOYHBIX METAJJIOB U IIEJI0YHO-3eMEJIbHBIX METAJIJIOB WJIM YETBEPTUYHBIMU AMMOHUEBBIMU
OCHOBAHUSIMU, W/WJTU MOTYT IIPUMEHSTHCS B KaUeCTBE TAKOBBIX. Cpe/id TUAPOKCHIIOB, OKCHIIOB,
AJIKOKCHMJIOB U THIPOKapOOHATOB, M KAPOOHATOB IIETIOYHBIX METAJIOB U IIEIIOYHO3EMEITBHBIX
METAJIOB, MPUMEHSIEMBIX B COJICOOpa30BaHUU, 0COO0E BHUMAHUE CIIENYeT YACIUTh
THIPOKCHUIIaM, ATKOKCHIaM, OKCHIaM M KapOOHaTaM JIUTHSI, HATPUSI, KaJT|sl, MATHUS U KaJTbIHS,
HO 0COOEHHO MMIPOKCUIAM, AIKOKCUIAM, OKCUIaM U KapOOHAaTaM HATPUs, MATHUS U KJIbLUSL.
Taxoke MOXHO TPUMEHSATH COOTBETCTBYIOIIYIO TPUMETUIICYIb(OHUEBYIO COJIb.

Coenunenus popmyis (I) Takke MOTYT 0OpPa30BBIBATH (/UM TPUMEHSITHCS B KAUECTBE
TaKOBBIX) ATPOHOMUYECKH TTPUEMJIIEMbIE COJIU C PA3TUYHBIMU OPTaHUYECKUMHU W/UITH
HEOpPraHWMYECKUMHU KUCIIOTaAMU, HAIIPUMEP, YKCYCHOM, ITPOITMOHOBOM, MOJIOYHOM, IMNMOHHOM,
BUHHOM, STHTApHOM, (DyMapoOBOM, MaJIEMHOBOM, MaJIOHOBOM, MUH/IATLHOM, SIOJIOUHOM,
(dTaeBoit, XJIOPUCTOBOIOPOTHOM, OPOMUCTOBOIOPOAHOM, (pochopHOiL, a30THOIM, CEpHOM,
MeTaHCyIb(poHOBOM, HaTaTMHCYTE(POHOBOM, O€H30JICYTH(HOHOBOM, TOIYOJICYIb(OHOBOM,
kaMpopcyTb(POHOBOM U TTOT00HBIMU U3BECTHBIMU ITPUEMJIIEMBIMU KUCITIOTAMHU, ECJT COSTUHEHHUE
dbopmysr (I) cOTepKUT OCHOBHYIO (DYHKIMOHAJIBHYIO TPYIIITY.

ITpu HeoOxomumocTu, coenuueHust GopmMytbl (I) TakKe MOTYT HAXOAUTHCS B (hopme/
MIPUMEHSTHLCS B KauecTBe N-OKcHIa.

Coenunenust popmyiisl (I) Takke MOTYT HAXOJIUTHCS B (POpME/TTPUMEHSITHCS B KAUECTBE
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TUAPATOB, KOTOPhIE MOTYT OBITH 00Opa30BaHbI B XO/€ COJIe00pa30BaHUSI.

[IpennouyturenbHbIE 3HAUCHUS Xl, X2, Rl, R2, R3, R4, R’ , R6, R7, RS, R9, Rlo, R“, R, Rb,
n, p, q T U S U3JI0KEHBI HUXKE, U coeuHeHue popmyibl (I) B COOTBETCTBUU C HACTOSIIIIUM
U300 PETEHUEM MOXKET COJIEPKATH JIFOOYI0O KOMOMHAIMIO YKa3aHHbBIX 3HaUeHUH. Crienyuaiucty
B JJAHHOM 00J1aCTU TEXHUKH OY/ET MOHSTHO, YTO 3HAUEHUS IS JIIOOON YKa3aHHOM FPYIIIIbI
BapUAHTOB OCYILIECTBJIEHUSI MOKHO KOMOMHUPOBATH CO 3HAUECHUSIMU J1JIs1 JTIOOOM Tpyroi
CPYMIIbl BAPUAHTOB OCYILIECTBIICHUS, €CJIM TaKKe KOMOWHAIMM HE SIBJISIFOTCS] B3AUMHO
UCKJTIOYAIOIIUMU.

CrienMaaucTy B JaHHOM 00JIACTH TEXHUKU TaKke OYJET MOHSITHO, UTO 3HAYEHUSI T U S B
onpeaenenusix C.ankokcuCgankuna u CankokcuCgragoreHaaKkuiIa siBJISIOTCS TAKUMU, UTO

JUTMHA YIJIEPOAHOW LETH 3aMECTUTENS He ITpeBhIIaeT 6. [IpeanoyTurenpHble 3HAUEHUS T
cocTaBySItOT 1, 2 wiu 3. [IpeanouTUTeNbHbIE 3HAUEHUS S COCTABIISIOT 1, 2 in 3. B pa3nmuHbIxX
BApUAHTAaX OCYIIECTBIIEHUS I paBHseTcd 1, s paBHsieTcd 1; Ui r paBHsieTcs 1, s paBHsieTcs 2;
WJIU T PaBHSIETCS 1, s paBHSETCA 3; UJIM T PABHSIETCSA 2, S paBHSIETC 1; r paBHSETCS 2, S pABHSIETCS
2; WIN T PABHSETCS 2, S pPAaBHSETCS 3; UM T PaBHSIETCS 3, S paBHSETCS 1; WiIv r paBHSETCS 3, S
paBHsieTcs 2, r paBHsIeTCs 3, s paBHseTcs 3. Takum o6pa3omM, 0COOEHHO MPEANOUYTUTEIIbHBIE
3aMECTUTENIM BKIIOYAIOT METOKCUMETHUIT U 3STOKCUMETHUIL.

B O{HOM KOHKPETHOM BAPHAHTE OCYIECTBICHNUS HACTOSIIEro H300peTerus X
npeacrasisieT codoit N.

B npyrom BapuaHTe OCYIIECTBIEHUSI HACTOSAIIETO U300PETEHUS x! MpeACTaBIISIET COOOM
CRl, )51 R1 MPEIMOYTUTETLHO BEIOPAH U3 TPYIIIBI, COCTOSIIEN U3 BOAOPOA, IMAHO, TaJIOTeHa,
C-Csanxuia, C3-Cyankunnna, C-Csankokeu, Ci-Csranorenankuna, C-CsraJoreHalIKoKcu
u Cy-CsTnoankuna. boree npeAnoYTUTEIBHO R! BBIOpAH U3 BOJIOPO/A, IMAHO, XJI0pa, hTopa,
METHIIa, TPOIIMHUIIA, METOKCH, TpUPTOpMETUIA, TMITOPMETOKCH U THoMeTuIa. Eie 6omee
MPEANIOYTUTEIIBHO R! BBIOpAH U3 T'PYIIIIbI, COCTOSIIEH U3 BOJIOPO/Ia, lIMaHo, pTopa, XjIopa,

METOKCH-, T TopmMeTuia u TpudTopmernia. Hanbomee npeAnoYTUTeIHHO R! MIPEICTABIISET
coboti ¢prop.

IpeanoururensHo R% BBIGPaH 13 TPYIIIIbI, COCTOSILEH U3 FalOreHa, IHaHO, C-Cgankmuna,

C,-Cgranorenankuna, C(O)OC,-Cgankuna u ¢penuna. bomee mpeanoyrureasHo R?
MPENICTABIISIET COOOM XJIOP, IMaHO, METUIT, TpudTOpMeTHI, MeTOKcH, -C(O)OCH 3 uu dherns.

B oaHoit rpynne BapuaHTOB OCYILIECTBIICHUS R? BBIOpAH U3 IPYIIIIbI, COCTOSIIEH U3
rajioresa, ugano, HuTpo, C-Cgankuna, Ci-Cgramorenankuia, C,-CgankeHnuna,
Cy-Ceankunmna, C3-Cguuxnoankuia, -C(0O)OC-Cgankuna, —S(O)p(Cl—C6aHKI/ma),
C-Cgankoxeu u C-CgraloreHaaIKOKCH, U MTPEANOYTUTENIBHO ITPEICTABIISIET COOO0M raloreH,
C-Cgankun umu C;-CgraioreHanKkuiI, 6oJiee mpeaoYTUTEIbHO XI0P, METHIT U
TpUTOPMETHIL.

Ecru X° npejcTasiseT coboit O (T.e. ecnu R? MpeJICTaBIISIET COOOM -C(O)OR12), to R!?
MPEANOYTUTENIBHO BBIOPAH U3 I'PYIIIBI, coCcTOsIIeH U3 Bogopoaa, C;-Cgankuna,

CrankokeunCgankuna, Ci-Cgranorenankuia, C.ankokcuC raloreHanKkumia,
CrankuntnoCgankuna, Cy-Cgankenuia, Cy-CgalkuHuia u —(CRaRb)qR1 I B rakux BapUaHTaX

OCYILIECTBIICHUS R!? MpeanouTUTeNbHO NpeacTasisier cooom C;-Cyankun, C-CyramoreHankun,
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C;-CzankokenCq-Czankuin, Ci-CzankuntnoC-Csankui uim CR‘*‘quR1 ! rne q paBHsietcs 0,
1 vnu 2, Kax e u3 R* u RP MpeJICTaBIsIeT COOO0M BOJIOPO/I, U rRU MpeACTaBiIseT coOOM MaHo,
C3-CglIMKIIOQTKUII, 5- WM 6-UJIEHHBIN reTepOLUKII, coAepskalumii 1 wim 2 rerepoaToma,

He3aBUCUMO BbIOpaHHBIX U3 O U S, T/ie yKa3aHHBIN S HaX0aUTCS B hopMe S(O)p, Wi peHul,

HEeoO0A3aTeIbHO 3aMELIEHHBIN 1-3 RS,

B oHO rpyIine BapuaHTOB OCYILIECTBIICHUS R? npeacrasisieT codo -C(0)O0C-Cgankum,
Y IIPEANOYTUTENIBHO BBIOpAH U3 IpyIbl, cocTosei u3 -C(0)0-3tuna, -C(O)O-uzonponuna
u -C(0)O-TpeT-OyTHia.

Ecru X2 MPEeJICTABIISIET COOOI NR!© (T.€. ecau R? MPEJICTABIISIET COOOI -C(O)NRIORIZ), TO
MIPEANIOYTUTEIIBHO, YTOOBI R0 npeactasisit codoit Bogopo uin C-Cgankui (B 4aCTHOCTH

METHIT), MJIH YTOOBI OH 00pa30Baj 5-7-4IeHHYIO (IIPEANOYTUTEIBHO 5-UITH 6-UJICHHYIO)
KOJIBLIEBYIO CUCTEMY, HEOOS3aTEILHO COJIEPKAIIYIO 1-3 TOMOJHUTEIBHBIX T€TEpOATOMA,

He3aBUCUMO BbIOpaHHBIX U3 S, O u N, 1100 B COUETaHUU C R* u C aTOMaMH, K KOTOPbIM R0
uR* MIPUCOETMHEHBI, TMOO B COYETAHUM C R'? 1 ¢ atomMom a30Ta, K KOTOpOMY ROy R!?

MpUCOeIMHEHBI. B BapaHTax OCyIEeCTBIICHUS], B KOTOPBIX R*u R coemunensr, CHEMAITUCTY
B JAHHOM 00JIaCTH TEXHMKH OyIET MOHSATHO, YTO KOJIbIEBas CHCTEMA MOXET MPEACTABISATh
€000l 3aMEIIIEHHYIO KOJIBIIEBYIO CUCTEMY, COACPIKAIIYIO 3aMECTUTEIb IIPH aTOME a30Ta

TPYIIIIBI NR'©, MIPEICTABIISIONINN COOOM 3aMEeCTUTEITh R'%. B rakux BapUaHTaX OCYIIIECTBIICHHS
MPEANOYTUTETBHO, UTOOBI R!? npeacTasisii codor Bogopoa uimm C;-Cganku;
MpeanouTuTeNIbHO Bogopoa min Ci-Csankui; u 6oliee mpearnoYTUTEIbHO BOJOPO UM METHIL.
B BapuaHTax oCyIecTBIeHUS, B KOTOPBIX R'% 1 R'? Bmecte aTomom asora, k KOTOPOMY
OHM MTPUCOCAMHEHBI, 00Pa3yI0T KOJIBIEBYIO CUCTEMY, TPEATIOUTUTEIHHO, YTOOBI yKa3aHHAS
KOJIbLIEBASI CUCTEMA SIBIISIIACH 5- WK 6-uleHHON. Eciu KobleBasi cucreMa siBsieTcs S-

YJIEHHOW, TO OHA MPEAIIOYTUTENIbHO OyeT coaepkaTh O UM 1 JOTIOIHUTEIbHBIN T€TEPOATOM,
He3aBUCUMO BbIOpaHHbIH U3 O, N uiu S B popme S(O)p. boinee npennouTuTenbHO 1

JIOTIOJTHUTEIIPHBIN TeTepoaTOM OyIeT MPEICTABIISITh cOO0M S B (hopme S(O)p. Ecin xonbuesas

cucTeMa SIBIISIeTCsl 6-UJIEHHOM, TO OHA MIPEANIOUTUTENIbHO OyAeT conepxath 0 umu 1
JIOTIOJTHUTEIIBHBIN FETePOATOM, He3aBUCUMO BBIOpaHHbIA U3 O, N unu S B popme S(O),,. bornee

MPEANOYTUTENBHO | JOMOTHUTENIBHBIN reTepoaToM OYAET MpeacTaBiaTh codoi O unmm N.
Ecmu R'C we 00pa3yeT KOJIbLO HU C R4, HU C Rlz, Y IIpEACTaBIIsIeT OO0 BOIOPOI UIU
C-Cgankun (IpearnoyTUTEIbHO BOJIOPOI WIM METHI), TPEANTIOYTUTEIHHO, UTOObI R!?
npeactaisut cooor C-Cyankun, Cy-Czankoke, -(CH,)3SCH3, C;-CsranoreHankud,
C3-CgamKuHWI Wn (CRaRb)qRH. B Takux BapuaHTax OCyIIECTBIIECHHUS, B KOTOPBIX R!?

MPeCTaBIISIET COOOM (CRaRb)qR] 1, O0COOEHHO MPEANOYTUTETLHO, YTOOBI  paBHSUIOCH () WK

1. JIOMOTHUTENBHO MPEATIOUYTUTEIHHO, YTOOBI R B raxux BAPUAHTAX OCYILLIECTBIICHUS
MPEACTABIISUT COOON HEOOS3aTEIbHO 3aMEIIEHHYIO KOJIBLEBYIO CUCTEMY, BBIOPAHHYIO U3
rpy1ibl, cocrosiuen U3 Cs-Cglimkiioankuia, U30Kca3onuia, peHuna, mupuauia,

MUPUMUINHATIA, TETPATrMIPONIMpPaHUIa U MOPGOIMHMIA, KOTOPBIH, €CIIM 3aMEIIeH, 3aMelIeH
1-3 HezaBucuMbIMH Rg.
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IIpeanouturenbHO R4 BBIOpAH U3 TPYIIIIBI, COCTOSIIIEN U3 BOJOPOIA, METHIIA, TUTIA,
annuia, 0yT-2-uH-1-una, C(O)R9, rae R’ MPENOUYTUTEILHO MPEICTABISET COOOM

C;-Cgankoxkeu, u —(CHz)qR5 rae q pasusercs 1, u R’ BBIOpAH U3 IPYIIIbI, COCTOSIIEN U3
8
nukIionpomnuia, -CO,Metuna u heHuna, HeoOs13aTeTbHO 3aMeleHHbIX 1-2 rpynmamu R”, roe
. 58 o
Kaxabli R” He3aBucuMoO nipeactasisieT coooit Ci-Czankuil uim rajiorex (6oiee

IPCANMOYTHUTCIIBHO B TAKHUX BApUaHTaX OCYIICCTBICHHA R8 MMpEaACTaBIIsACT co0oi1 MEeTHUIT UIn

¢dTop). B omHOM BapuaHTe OCYIIECTBIIEHUS, B KOTOPOM rR* MpEACTaBIISIET COOOM -(CHz)qR5 ,
R* npeacrasiser coboit rpymiy -CH;,-2,4-mudropdennna. B onmomHUTEIHHBIX BapUaHTaX

OCYILIECTBJIEHUS, B KOTOPBIX R* MpeJICTaBIIsIeT cCOOOM —(CHz)qR5 , R* MpeJICTaBIIsIeT cCOOOM

-3TUIINUKITOITPOIINIT UJIN 3TI/IJ'II[I/I(I)T0p6CH3I/IJ'I.

B 0cob6eHHO mpeanouTUTEIbHBIX BAPUAHTAX OCYIIECTBICHUS rR* BBIOpAH U3 TPYIIIIHI,
COCTOSIILEN U3 BOJOPOIA, METWIIA U OYTOKCHKapOOHMIIA.

B anbTepHAaTHBHOM BapyUaHTE OCYIIECTBIICHUS HACTOSIIIETO N300 PETCHUS R*uR'% Bmecre
C aTOMaMH, K KOTOPBIM OHM MTPUCOEAMHEHBI, 00pa3yIoT 5-7-4JIEHHYIO KOJBIEBYIO CUCTEMY,
HeoO0s3aTeNbHO coJiepkallyro 1 -3 rerepoaToMa, He3aBUCUMO BBIOpaHHBIX U3 S, O u N, Kak
OITUCAHO BBHIIIIE.

B 01HOM KOHKPETHOM BapHaHTE OCYLIECTBIICHUS KaK R6, Tak u R’ MPE/ICTABIISIET COOOIA

BOOpPOA. B pyrom BapuanTe ocymectsienns RS nmpencrasmser co6oit Bogopox, u R’
npeacraisieT codom C-Cgankui (Hanpumep, METUII WK 3TWI). B npyrom BapuanTe

OCYIIECTBJICHUS KaK RS raku R’ npeacraisieT codom Cq-Cgankui.
[TpeanouyturensHO R’ npeacrasiseT co6oi Ci-CgalKuil, TpearnouTUTETbHO STUIL, TPOTIHIT
(B YACTHOCTH U3OIPOIMII) WK OyTUIT (B YACTHOCTH TPET-OyTHII).

[TpeanouturensHO R BBIOpaH U3 Tpynibl, cocrosieit u3z C3-Cglpkinoankuna, penuna,

HeoGs3aTenbHO 3aMereHHoro 1-3 R®, 5- umm 6-unennoro nesamemensoro reTEPOAPUIIBHOTO
WIN 5- WM 6-4JIEHHOT'O HE3aMEIIEHHOI'O IeTEPOLMKIMIBHOTO KOJIbLA, U 5S-UIH 6-4JIEHHOIO
FETEPOAPUIIBHOTO UM S- WM 6-4JIEHHOT' O FeTEPOLUKIMIIBHOTO KOJIbLA, KAXK/I0€ U3 KOTOPBIX

3amMernieHo 1-3 R®. Ecru yKa3aHHOE (PeHUITbHOE, FeTePOIMKIUIbHOE UITU TETEPOaPUITLHOE
KOJIBIIO 3aMEIIEHO, OHO MPEANOYTUTEILHO 3aMeNIeHO | nim 2 RS.

HpeHHO‘{TI/ITeHBHO KaXXIbIt R8 HC3aBUCUMO BBI6paH N3 rajorcHa, CI—C33J'IKI/IJ'Ia NI

C-Csranorenankuia. boiee npeAnoYTUTENBHO KaXKIbIA R® nesasucumo BBIOpaH U3 METUIIA,

9TUIIA, XJI0pa WK GTopa, emie 6osee MPeanoOYTUTEIbHO U3 METHUIIA UITH XJIOPA.
B oxHOV rpy1iie BapyuaHTOB OCYILIECTBIIEHUS rRU MPEACTABIISIET COOOW LMKIOMPOIIUII,

IUKJIO0YTUJ, UKJTOTIEHTUJI, UKJIOTEKCHIT, (DeHUIT WK (PeHUIT, 3aMEIIeHHBIIH 1-3 RS,
B Tabmuue 1 Huxke npeacraBieHo 113 KOHKPETHBIX MPUMEPOB IePOUIMIHBIX COSTMHEHUIA
dbopmysl (I) 47151 TPUMEHEHUSI B COOTBETCTBUM C HACTOSIIIIUM U300PETEHUEM.

Crp.: 9
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Ta6nuna 1. Konkpernbie npumeps: coegunennii dopmyant (I). ¥ pagom ¢
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Ne X, R; R3 Ry
JJIEMEHTAa
cnucka
B13* C- CH; o H
OCF;H \L/“\OJ<
Bl4 CF | CF ) CH,CH;
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B1S CF | CF ) H
o~
Bl6 CF | CF o H
L
B17 C-CF; | CF; o CH;,
oK
BI1S CCH; | CF; 0 CH;
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B24 C-CF; | CH; H
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Ne X, R; Rs R4
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oK
B30 C-F CF3 o} H
oK
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B32 N CF; o H
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B33 C-C=C-| CH; ) H
oK
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oK
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K
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H
B74 C-F CF; o CH;
YKT/
B75 C-F CF; o H
\)j\o&
B76 C-F | co,C o o
) K X
\H‘/u\o \)Lo
B77 C-F | CO,C o) H
H, )<
\)L o
B78 C-F | OCH; o H
\)LOJ<
B79 C-F CF, EF H
e) F
\(u\,'j %0
B8O C-F CF, 0 H
H
B3I C-F CF; o H
N
\gLHQ\\
B83 C-F CF; 0 H
\H;JLT)/A\\//~\S’/
B85 C-F CF; o H
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Ne X R; R;
/IEMEHTA
CITHCKA
B8S8 C-F CF; Cl
x Q
N N Cl
B89 C-F CF; [o}
\)L N’
B90 C-F CF; /Iol\
B91 C-F CF; o]
\H‘)LO/X
B92 C-F CF; i
NN Z N
B93 C-F CF;
B
\)L o
B94 C-F CF, (0]
\H,/”\O/W
B95 C-F CF; o)
\H)LN/\/\
I
B96 C-F CF; 0 E .
\,__)LO/\/|<F
B97 C-F CF; o)

a0 e

Crp.: 18




10

5

20

25

30

35

40

45

RU 2760349 C2

Ne X] Rz R3 R4
3EMEHTAa
CNMHCKA
B98 C-F CF; o) H
\IH)]\N/\/\S/
H "
B102 C-F CF; o) H
B104 C-F CF; o H
B105 C-F CF; o} H
\H,)I\O/\Q\
Cl
B106 C-F CF; o H
\H)J\N/\/\
H
B107 C-F CF3 /?l\ H
A
B108 C-F CF; H
i
\,)LO
B109 C-F | OCH; o o
\"'/lLOJ< \)Lok
B110 C-F CF; o F H
\Q:JL\N’O\\//L\F
H
Bill C-F CF; o) H
\H)LN/O\
I
Bl12 C-F Ph o H
\‘h/u\ok
B113 C-F CF;

K
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Ne X R; R; Ry
3/1eMeHTa
CHHCKA
Bl114 C-F CN 0o /o)
oK Aok
BI15 C-F CN o) H
\Hi)J\OJ\
BI16 CF | CF o H
Lo,
Yo
BI17 CF | CF o H
Mo
B118 C-F CF; o) H
\)ko SN
B119 CF | CF; o H
\H)LO/\/
Bl121 C-F CF;
Y
B123 C-F CF; o CH,CH=CH,
B125 CF | CF; o H
\H)J\N/\|
k/8=0
\Y
O

Coenunenus popmysl (I) MOTyT OBITh IOJIYYEHBI B COOTBETCTBUU CO CIIETYIOITUMHU
CXeMaMH, HA KOTOPBIX 3aMECTUTEIIU Xl, X2, Rl, R2, R3, R4, R’ , R6, R7, RS, R9, RIO, R! 1, Rlz,

R?, Rb, n, p, q, r U S UMEIOT (ECJIM SIBHO HE YKA3aHO UHOE) OIPE/ICJICHUS, OIIMCAHHBIE BBIIIIE B
JTAHHOM JIOKYMEHTE, ¢ IPUMEHEHUEM METO/IUK, M3BECTHBIX CIICIUAJIUCTY B 00JIaCTH

opranndeckoi xumuu. OO1He CrIocoObI MOTy4YeHus coenHeHni popmyibl (I) orrcaHbI HIDKE.

Hcxonnpie MmaTepuaibl, TPUMEHSIEMBIE JIS1 TOJTYUYEHHS] COEIMHEHUI 110 HACTOSIIIEMY
N300pETEeHUI0, MOKHO MTPUOOPECTH Y OOBIUHBIX KOMMEPUECKUX MOCTABIIUKOB UIIM MOXKHO

Crp.: 20
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MTOJTYYUTh C TOMOIIBIO U3BECTHBIX CITIOCOOO0B. MICX0IHBIE MAaTEpPUATBI, & TAKXKE TPOMEKYTOUHBIE
MPOAYKTHI MOXXHO OUYHUIIIATH MEPE] UCITOTH30BAHMEM Ha CIIEIYIONIEH CTaIuHi C TIOMOIIIBIO
U3BECTHBIX U3 YPOBHS TEXHUKU METO/IMK, TAKMX KaK XpoMaTorpadus, KpucTam3anus,
MeperoHka v uiIbTpanusl.

Bo BceM TekcTe MCIOIB3YIOTCS CIIEAYIONINE TUITUYHBIE COKPAIIICHHUS:

Ac=anetnn

KaX.=KaXXyluincs

BINAP=2,2'-6uc(mudenundocduno)-1,1'-ounadtun

br.=mmpoxui

‘Bu=tper-6yTHI
t-BuOH=TtpeTt-OyTanomn
d=nymer

dd=paBoiHOM ayILIET
Dba=nu0eH3unuaeHaneToH
DCM=puxnopMeTan
DMF=N,N-mmetunhopmaMug
DMSO=1umMeTHICcy1b(poKCcUI
DPPA=nudenunndochopunazun
EtsN=rpustunamua

Et,O=ausTuioBslit 3¢up

EtOAc=stunanerat

EtOH=staHoOI

M=MYJIbTUILJIET

mCPBA=MeTa-xmoprnepOeH30iHasT KUCTIOTA

Me=MeTui

MeOH=meTanoun

Ms=me3unar

Ph=denun

g=KBapTeT

K.T. WIM rt=KOMHAaTHas TeMIIepaTypa

S=CHHIJIET

t=TpHUILICT

Tf=rpudnar

TFA=TpudTOopyKCyCHasi KUCIOTa

THF=terparuapodypan

TMS=teTpamMeTuicuian

tr=BpeMsi yACPKUBAHUS.

Cnioco6wlI 1MoJTy4eHus COeIMHEHUM, HarpuMep, coeauHenust popmyisl (I) (koTopoe
HeoOs13aTeIbHO MOKET MPEICTABIISITh COOO0M €ro arpOXUMUUECKU TPUEMIIEMYIO COJIb),
OIMCBHIBAIOTCS Jlajiee U MPEACTABIISIOT COOOM JOMOIHUTEIbHbBIEC ACTIEKThI HACTOSIIETO
U300peTeHUS.
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12

|?1z ;l;

o. .0 Rw/N (o]

Y. 1.

o A X | A2
Ny S

dopmyna la ®opmyana Ib

Coenunenus hopmyiasl la mpencTaBiasroT codoit coemuaenus Gopmyisl I, Tie X?=0,

coeauHeHus popmyisl Ib mpeacTaBisOT codolt coequHeHus hopmynsl I, rae X2=NR!0.

B _ ?12
o o
i — g K
= | )., P " | ®opmyna C I: 2H
2 X~
I\N dopmyna B l\ |§N |
dopmyna A ®opmya I

Coenunenue popmyisl Ic (coequaenne hopmyis I, rae R? MPEeJICTABIISIET COOOM BOAOPON)
MOXET OBITh IIOJIYYEHO U3 COEAMHEHUSI GOPMYIIBI A ITOCPEICTBOM OCYIIECTBIEHUS pEaKLUU
¢ coenuHeHneM (opmyiibl C, HeOOS3aTEIbHO B IPUCYTCTBUM MOIXOISAIIETO OCHOBAHHUS U B
noaxoxsiieM pactBoputerne. CoenmuHerne Gopmyisl A (M301MAHAT) MOXKET OBITh ITOJTYyUEHO
in situ U3 moaxoasuero coeaunenust popmyisl B (rae FG npencrasiser coboit, HAampuMep,
TPYIITy KapOOHOBOM KUCIIOTHI) TOCPEACTBOM OCYIIIECTBICHHS PEAKIMH MTEPET PYIITUPOBKU
Kypuuyca ¢ noaxoadimm peareHToM, TakuM Kak Juderunndochopuiasus (CM., HalpuMmep,
Nissan Chemical Industries Ltd JP 2014/208631). [Ipyrue cnoco0bl 06pa30BaHus U30LMaHATA
in situ U3BECTHBI B IUTEpaType. B KauecTBe aIbTepHATUBEI, U30IMAHAT MOKET OBITH MOTYUYCH
Y BBIJIEJIEH 10 OCYLIECTBIIEHUS PEAKIMHU C cCoeMHEeHnEM Gopmyitbl C, ONAThH Ke, CIOCOObI
TAKOM MPOLETypbl U3BECTHHI B uTepatype. Coemuaenust popmyiibl C SABIISIOTCS KOMMEPYECKH
JIOCTYITHBIMH WJIM MOTYT OBITH ITOJIyY€HBI C IOMOIIBIO CIIOCOOOB, IIMPOKO U3BECTHBIX B
JUTEpaType.

12
R
|

LGYO o) Yo
R'2-0H
N\R4 N N\R4
2 2

dopmyna Ca |

®opmyna D ®dopmyna la

Coenunenue Gpopmyiibl [a MOXKET OBITh MOJTyUeHO U3 coenuHenus popmysl D (e LG
MPEJICTABIISIET COOOM MOAXOASIYIO YXOASIIYI0 Ipymnny, Takyto kak Cl (cm., Hanmpumep, M.C.
Fernandez et al, Bioorg. Med. Chem. Lett. (2012) 3056) unu n-NO,-¢eHo (CM., HalTpuMep,

Johnson&Johnson US 2006/281768)) mocpeIcCTBOM OCYIIECTBIEHUS] PEAKLIMU C COEJUHEHUEM
dbopmynet Ca (coenunenuem popmyitsl C, riae X=0), HeoOsA3aTeTbHO B TPUCYTCTBUU
MOJXOISIIEr0 OCHOBAHMS B ITOAX0as11eM pactBoputene. [loaxoasiume ocHOBaHNS BKITFOUAIOT
ruapua Hatpusi, N-3Tui-N,N-aunu3onponuiamMuHt, TUPUAVH, 4-1TUMETUIAMUHOIIMPUIAUH WA
TpraTHiiaMuH. [loaxoasmue pacrsopurenu moryT Bkirouats CH3CN, THE DMSO wimn
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CH,Cl,.

®opmyna D ®opmyna Ib

Coenunenue popmyitsl Ib MoxeT OBITH MOTyUeHO U3 coenuHerus popmyisl D (toe LG
MpeCcTaBiIseT cOOOM MOAXOMSIIYIO YXOIAIUIYIO TPy, Takyto Kak Cl (cM., Hampumep,
Smithkline Beecham Corporation WO 2009/058921) unu n1-NO,-¢eHo (CM., Harpumep,

Johnson&Johnson US 2006/281772)) nocpeacTBOM OCYILECTBIIEHUSI PEAKLIUU C COEAUHEHUEM
dbopmyiel E, Heo6sA3aTeTbHO B MPUCYTCTBUM MOAXOASAIIETO OCHOBAHUS B MOIXOASIIEM
pactBopurene. [loaxoasiye ocHOBaHUS BKJIIOUAIOT TUAPUT HAaTpuUs, N-3Tuin-N,N-
JMU30NPONUIIAMUH, TMPUAWH, 4- TUMETUIIAMUHOIIUPUIMH WIM TpUITHIaMUH. [lonxoasmue
pactBopurenu moryt Bkiaroyate CH3CN, THE, DMSO unu CH,Cl,.

ol ]
ot ¥
x1 z [ N/ R2 OKHCJIHTEND X1 z I N/ Rz
N N
®opmyna | o ®opmyaa Id

Coenunenue popmysl Id (coemunenue Gopmysl I, e n=1) MOXeT OBITH MOJTYUEHO U3
coeauHenus popmysl I (rae n=0) mocpeacTBOM OCYIIECTBICHUS PEAKIWHU C ITOAXOISIIIUM
OKMCIIUTEJIEM B MOAXOISIIEM pacTBopuTene. [loaxoadinye oKMCIUTenM MOryT BKIOUaTh 3-
XJIOpIepOEH30MHYI0 KUCITOTY (CM., Harpumep, UCB Pharma WO 2012032334). IToaxoasiiue
pacTBOpUTENM MOTYT BKJIto4aTh DCM.

5 LG__O
H Y
| R LGJ\LG' | NP, N
0]
7 ' NN opmyna G 1 I PN
®opmyna F ®opmyna D

Coenunenue GopMysibl D MokeT ObITh MMOJTy4eHO U3 coetuHeHust hopmyJibl F mocpeacrsom
OCYIIIECTBJICHUS PeaKIuu ¢ coenquHeHueM ¢popmyisl G (rae LG' mpencrasiser coooi
MOAXOASIIYIO YXOISIIYyI0 rpymnny, Takyto kak Cl (cMm., Hampumep, Smithkline Beecham
Corporation WO 2009/058921)), HeoOs3aTeIbHO B IPUCYTCTBUM OAXOISAILETO OCHOBAHMS U
B nnoaxojsiieM pacrsopurene. [loaxoasime OCHOBaHUS MOTYT BKIIFOYATh IMUPUJIMH.
[Toaxonsime pactBoputenu MoryT BkiItodatb CH,Cly.
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l|’G
¥
X% NZ R
]
N“ ®opmyna G

®opmyna F

Coemunenue popmyisl F MoxeT ObITH TOTyueHO U3 coenuHenus popmyisl G (rae PG
MPEACTABIISIET COOOM MOAXOISIIYIO 3AIUTHYIO IPYIIY, TAKYIO KaK TPET-OYyTOKCUKapOOHUIT)
IOCPEACTBOM OCYILECTBIICHUSI PEAKLMU CHATUS 3AIMTHON IPYNHIIbI C IPUMEHEHUEM
MOJXOISIIETO peareHTa B OAXOAsIeM pacTBopurere. [lonxoasume peareHTsl 1715 yaaIeHUS
TPET-0yTOKCUKAPOOHWILHOM T'PYIIITHI BKITIOYAIOT TPU(PTOPYKCYCHYIO KUCIIOTY (CM., HAIIpUMeED,
Hoffmann La Roche US 2006/183754) win XJ10pUCTOBOAOPOIHYIO KUCTIOTY (CM., HAIIPUMED,
Fujisawa Pharmaceutical Co. Ltd. WO 2004/022540). IToaxoasiiye pacTBOPUTEIA MOTYT
BKkirouatb CH,Cl, nnmm EtOAc.

l-;’G
NH, NH
N N
| OcHoBaHHe |

1 z _—_— q P
X~ R2 z

I N PGLG ’L r v F
X ™

®opmyna H ®opmyna J N™ ®opmyna Ga

Coenunenue Gpopmyibel Ga (coenunenue popmyisl G, rae rR* npeacrasisieT coooit H, u
rae PG npeacrasisieT co00# MOIXOISIIYIO 3aIIMTHYIO TPYIITY, TAKYIO KaK TPeT-
OYTOKCUKAPOOHMIT), MOXKET OBITH TTOJIyUeHO U3 coenuHeHust hopmybel H, mocpencrBom
OCYIIECTBJICHHSI peakiuu ¢ coemuaenueM popmyiel J (rae LG nmpencrasisier coboi

IOJXOAIIYIO YXOIAIIYIO TPYIIy, Takyio kak O'Bu), He0653aTeIbHO B IIPUCYTCTBUN
MOIXOISIIETO OCHOBAHMS U B ITOAXOISIIIEM pacTBopuTee. [Toaxosiiee coenrHeHne hopMyIbl
J MOXeT BKIIIOUATh AU-TPET-OyTUIIAMKApOOHAT (CM., HaripuMmep, Incyte Corporation US 2015/
175604). ITogxoasiuyre OCHOBaHUSI MOTYT BKIIFOUATh T€KCAMETUIIIUCHIIA3ZU]L JINTUSL.
[Toaxonsiuue pactBoputenu MoryT Bkitouath THE Coenunenust popmyiibl J SBIISIIOTCS
KOMMEPUYECKHU JTOCTYITHBIMU UK MOTYT OBITh MOJIYYEHBI C TTIOMOIIBIO CIIOCOOOB, MIUPOKO
W3BECTHBIX B JINTEPATYPE.

~ NG, | sNH:
d | NN ——— X% ' NZ SR
SN~ dopmyna K I\N ®opuyna H

Coemunenue popmynsl H MoxeT ObITh osTyueHo u3 coenruenus popmyist K mocpencrsom
OCYIIIECTBJICHUSI PEaKIUU BOCCTAHOBJICHUS, HEOOS3aTEILHO B IPUCYTCTBUM TTOJXOISIIETO
KaTajau3aTopa WMWiK ¢ MPUMEHEHUEM MMOAXOASIIEr0 BOCCTAHOBUTENS B ITOIXOISIIIEM
pactBoputene. [Togxoasiue kaTaau3aTopsl BKIIOUAIOT NajljIavii Ha JPEBECHOM YIJe (CM.,
Harnpumep, Z. Gao et al, Bioorg. Med. Chem. Lett. (2013) 6269), nukenb Penes (cM., Hanpumep,
Millenium Pharmaceuticals Ltd WO 2010/065134). ITogxoasiime BOCCTAaHOBUTEIN BKIIIOUAIOT
razoobpa3susbiii Bogopo, Fe/HCI (cm., Hanmpumep, A. Gangee et al, J. Med. Chem. (1998) 4533),
SnCl, (cM., HanpumMep, Pharmacia and Upjohn Company WO 2004/099201). ITonxoasiue

PaCTBOPUTCIIM BKIIIOYAIOT 3TAHOJ, MCTAHOIJI, 3TWJIALCTAaT WU BOAY.
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COzH
l > ITeperpynnuposka
ﬁ z | NP SR Kypunyca k
N N
N“  ®opmyna L N ®opmyna H

B anpTepHaTuBHOM noaxoze coequHenue Gopmyinsl H MoxeT ObITh MOTyueHo U3
coeauHeHus (opMyITeI L ToCcpeIcTBOM OCYIIECTBIICHUS PEaKIMu Ieper pynmupoBku Kypipyca
C IPUMEHEHMEM TTOJXOISIIEr0 peareHTa B noaxoasuem pacrsopurene. [loaxonsmue
pearenTsl BKIouaroT DPPA (cm., Hanpumep, Takeda Pharmaceutical Company Ltd WO 2008/
156757), n nopxopasiue pactBopureny BKiIo4aroT DMF wnm Tonyorr.

XN @
gl

NO; dopmyna N
N Py 1 | L,
1|, , ——— x’I NZ SR
Y NZ SR
N

dopmyna M ®opmyna K

Coenunenue Gpopmyiibl K MokeT ObITH MOJIy4eHO U3 coeauHenus popmyisl M (e y!
MPEeICTABIISIET COOOM MOAXOASIIMI rajoreH, Takon kak Cl, Br unu I, unu noaxoasiuii
TICEBIOTAIOTeH, Takor Kak OTf) mocpeaCTBOM OCYIIECTBIIEHUSI PEAKIIMU KPOCC-COUETAHUS C
coenuHeHueM popmyitbl N (T11e Q IpeIcTaBIsIeT COOO0M MOAXOASIIYIO TPYIITY JIJTSI COYETaAHUS,
Takyto Kak -B(OH),, unu -B(OR),, uiau -SnR3) B IpUCYTCTBUM MOAXOIAIIETO KaTaIu3aTopa,
HeoOs13aTeIbHO B MPUCYTCTBUM IMOIXOISIIETO OCHOBAHUS U B ITOJAXOAAIIEM PaCTBOPUTEIIE.
[Monxoasmue kaTanuzaTopsl MOTYT BKitodaTh Pd(PPhs), (cM., Hanpumep, A. P. Johnson et

al, ACS Med. Chem. Lett. (2011) 729) unu [1,1'-Ouc(mudenundochuno)dpepporeH]
nuxnopnautagui(Il) (cm., Hanpumep, Laboratorios Almirall, WO 2009/021696). IToaxoasiue
ocHOBaHus MoryT BKiIouaTth K,CO3, Na,CO3, Cs,CO3, K3PO, v CsE Tloaxonsmme
PACTBOPUTENIM MOTYT BKIIFOYATH TUMETUIIOBBIN 3PP ITUIICHTIIMKOIIS, aneToHUTpui1, DMF,
aTaHod, 1,4-mMokcan, Terparuapodypas w/umm Boay. CoenquHerus Gopmyiasl M v GopMyITsI
N SIBJISIFOTCSI KOMMEPUYECKU IOCTYITHBIMU WM MOTYT OBITh IMOJIYYEHbI C TOMOIIBIO CITOCOOO0B,
LIMPOKO U3BECTHBIX B JIUTEPATYPE.

i ]

T ]

K
N

Coeaunenne GopMybl L MokeT ObITh OIy4eHO U3 coequHenus popmyisl O (rae R*
npencTaBisieT co0oit Cq_gaIKMIT) TOCPEACTBOM OCYIIECTBICHHS PEAKIUMK TUIPOIN3a B

Z 2

N R

SN ®opmyna O dopmyna L

MPUCYTCTBUU MTOJAXOISIIIETO peareHTa B moaxo siieM pacrsopurtene. [loaxoasime peareHThbl
BxirouaroT NaOH (cm., HanmpuMmep, E. Giordanetto et al, Bioorg. Med. Chem. Lett (2014), 2963),
LiOH (cM., Hanpumep, AstraZeneca AB, WO 2006/073361) wiu KOH (cwm., Hanpumep, Kowa

Co. Ltd EP 1627875). [Tonxoasiume pacrBoputenu Bkiatouaror H,O, THE, MeOH wunu EtOH

NJIN UX CMCCH.
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x”’j/o
COH
COH '\N | ~

x |
| P dopmyna N x'# NZ “R?
YYSNENR? = = k |
dopmyna P N" dopmyna L

B anpTepHaTMBHOM MOAXO0/E cCoeMHEHNE (POPMYITBI L MOXKET OBITh TOIYYEHO U3

coenuHenus popmyisl P (rae Y! MpeACTaBIISIET COOOM MOAXOISAIINMI rajoreH, Takoi kak Cl
WM Br) MOCcpeCTBOM OCYIIECTBIIEHUS PEAKIMU KPOCC-COYETAHMS C COeTMHEHUEM (POPMYJTBI
N (rae Q mpeacTaBisieT coOOl MOAXOAIYIO TPYIITY AJIsI COUeTaHusl, Takyto kak -B(OH),,

win -B(OR),, uiu -SnR3) B IpUCYyTCTBUM MOAXOIAIIETO KaTaIU3aTOPa, HE0OS3aTEIbHO B

IIPUCYTCTBUU ITOAXOISIIEr0 OCHOBAHUS U B roaxonsuieM pactsopurene. [logxonsmue
KaTaam3aTopbl MOTyT BKitouath Pd(PPhj), (cMm., Hanpumep, Pfizer Limited WO 2009/153720)

wi [ 1,1'-6uc(mudennndochuno)depporen]muxnopnamuiaauii(Il) (cm., Hanpumep, AstraZeneca
AB, WO 2009/075160). [Toaxonsimue ocHoBaHus MoryT BKIto4aTh K,CO3, NayCO3, CS,COs3,

K;3PO4 i CsE TToaxoasmye pacTBOPUTENM MOTYT BKITIOUATh TUMETHIIOBBIN 3¢hup

ATUJICHTJIMKOIIS, aueToHuTpuil, DMF, atanoun, 1,4-n1okcaH, TeTparuapodypad W/uivd Boay.
Coenunenust popmyiibl E SBISIIOTCS KOMMEPYECKH JOCTYITHBIMU UJTK MOTYT OBITH TTOTYyUYEHBI
C IOMOUIBIO CITIOCOOOB, IIMPOKO U3BECTHBIX B JIUTEPATYPE.

x14j/0
X
COR" kN S
N I
[ ®opmyna N N NZ SR
1 2 —_—>
Y ONE R |

N
®opmyna Q N™ ®opmyna O

Coenunenue Gpopmyiibl O MOXKET OBITH TTOTYUEHO U3 COeTMHEHUST (hopMyIThl Q (TIe y!
MPEICTABIISIET COOOM MOAXOASIIUI rajoreH, Takoi kak Cl unu Br) mocpenctsom
OCYIIIECTBIICHUS PEaKIMU KPOCC-CoOUYeTaHUs ¢ coearHeHreM popmMyiasl N (re Q mpeacTaBiiseT
o001 MOAXOASUIYIO IPYIITY JUIsl coueTaHus, Takyio Kak -B(OH),, unu -B(OR),, unu -SnR3)

B IIPUCYTCTBHH ITOJIXO/ISIIETO KaTaIM3aTOPpa, He00sI3aTeIbHO B TPUCYTCTBUU TTOIXOSIIETO
OCHOBAHMS U B MOAXO/Is1IIEM pacTBoputene. [Toaxoasiime KaTaiu3aTopbl MOT'YT BKIIIOYATh
Pd(PPhj3), (cMm., Hanpumep, Pfizer Limited WO 2009/153720) unu [1,1'-6uc(mudernndocduno)

dbeppouen | muxnopramtaaui(Il) (cm., Harpumep, Cytokinetics Incorporated WO 2008/016643).
[Topxonsimume ocHoBaHMs MOTYT BKiItouaTh K,CO3, Na,CO5, CS,CO3, K3PO4 nnmu CsE

[Toxxonsiue pacTBOPUTEIN MOTYT BKIIOYATh JUMETHUIIOBBIN 3(DUP ITUIICHTJIUK OIS,
anerouutpusr, DME, atanon, 1,4-aquokcaH, Terparuapodypas u/uiu Boay. CoeTMHEHUS
dhopmynbl E ABASIOTCS KOMMEPYECKU JOCTYITHBIMU UJIUM MOTYT OBITh MTOJIYUYE€HBI C TOMOIIIBIO
Croco0oB, IMMPOKO U3BECTHBIX B IUTEPATYPE.

| ~_COR |‘ ~COR
: _—
N R YNNNE SR
2-

®opmyna R dopmyna Q
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Coenunenue hopmyisl Q (rae y! MPEICTABIISIET COOOM IMOAXO TSN TaJIOTeH, TAKOM KakK
Br i Cl) MoxeT ObITh TOIYUYEHO U3 COeAUHEHUS OPMYJIbI R TOCPEICTBOM OCYIIIECTBIIEHUS
peakLUuy rajJoreHUPOBAHMUS C IPUMEHEHUEM MOIXOISILIEr0 peareHTa, Heo0s3aTeIbHO B
noaxosmeM pactsopurene. [logxoasmue pearentsr MmoryT Bkirouats POCI; (cMm., Hanpumep,

Takeda Pharmaceutical Co. Ltd. US 2011/152273). ITogxoasiue pacCTBOPUTEIIN MOTYT BKJIIOUATh
DCM unu DCE.

Q COZRX N CO.R
| — - L,
NP R? b n
(o}
®opmyna S ®opmyna R

Coenunenuie Gopmyibl R MOXeT ObITh MOIY4YEHO U3 COeMHEHUS (POPMYIIBI S TOCPECTBOM
OCYILIECTBJIEHUS PEAKIIUY OKUCIIEHUS C IPUMEHEHUEM ITOAXOISIIETO OKUCIISIONIETO peareHTa
B nojaxonsuieM pactsopurene. [logxoasdime okucauTeau MOoryT BKIOYATh 3-
XJIOPNEpOEH30MHYIO KUCIOTY (cM., Hanmpumep, Trius Therapeutics Inc. US 2012/023875) wnu
KOMIUIEKC TIEPOKCUTHIpATa MOUEBUHBI/TpUPTOpYyKCYyCHBIN aHTUapua (cMm. Takeda
Pharmaceutical Co. Ltd. US 2011/152273). Ilonxoasimue pactBopuTenu BKiroyaroT DCM mnun
anetoHuTpui1. Coeaunenust opmyiasl Q SBISIOTCI KOMMEPUYECKH JOCTYITHBIMU UIU MOTYT
OBITH MOJIyUYEHBI C TOMOIIBIO CIIOCOOOB, IIMPOKO U3BECTHBIX B JIMTEPATYPE.

X
| - COR
) | NZ SR
S
dopmyna O

dopmyna AF

B emre oqHOM JOTIOTHUTEIFHOM aJIbTEPHATUBHOM MOAXO0E coequHeHune opmybr O
MOJET OBITh ITOJIYYEHO U3 coeTMHEHUS (PopMyITbl AF IocpeIcTBOM OCYIIECTBIICHUS peaKIuu
BOCCTAHOBJICHUSI C MPUMEHEHUEM TTOJIXOASIIEr0 BOCCTAHOBUTEIS, HEOOS3aTEIbHO B
noaxonsiieM pactsopurenie. [Toaxoasiye BOCCTAHOBUTENIN BKIIOYAIOT XJIOPUA UHAUS/
aMMOHMS (CM., Hatrpumep, J.S. Yadav et al, Tet. Lett (2000), 2663) uiu XJ10pua UUHKA/AMMOHMS.
[Toaxonsiue pacTBopuTeu MoryT Bkirouat MeOH, THF unv Boay, WM UX KOMOWHALIMY.

~_Y
-

o COR
| dopmyna AH
N‘ R2 I —
|
o
®opmyna R dopmyna AF

Coeaunenuie hopmyibl AF MOKeT OBITh MOJTYYEHO U3 coequHEHUsI (popMyJibl R mocpencTBom

OCYIIIECTBJICHHSI peaKIMu KPOcc-coueTaHus ¢ coequHenneM Gopmynsl AH (tae Y3
MIPEICTABIISIET COOOM MOAXOASAIIMM ratoreH, Tako kak Cl, Br v I, wnm moaxoasimmii
TriceBIorasioreH, Takoi kak OTf) B MpUCyTCTBUM MOIXOASIIErO KaTaIu3aTopa, He00sS3aTeIbHO
B IIPUCYTCTBUM MTOAXOASIIETO OCHOBAHUS U B TTOAXOsIIeM pacTBopuTene. [loaxoasiume
katanu3atopsl BKIouatoT Pd(OAc),/TerpadTopboponat Tpu(tpeT-0yTuin)pochonus (cMm.,

HanpuMmep, E Glorius et al, JACS (2013) 12204). [Togxoasiiee ocCHOBaHHUE IIPEACTABIISIET COOOM
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K,COj3. [Toaxoasimuit pacTBOpUTENb IpeACcTaBisgeT codoit Tonnyos. CoeauHeHust GopmyIibl

AH sBIISITOTCS KOMMEPUYECKH JOCTYITHBIMU UM MOTYT OBITH MOJTyYEHBI C TOMOIIIBIO CIIOCO00B,
IIUPOKO U3BECTHBIX B JIUTEPATYPE.

o) x
O CO;R
IS SIS I
X~ N 1 X 2
|§ | | dopmyna AJ X | N™ °R
N S —
®opmyna Al O N dopuyna O

B enie o1HOM JOMOTHUTENTLHOM aJIbTEPHATUBHOM TOJIXO/E coeTuHEeHUs opmMyibl O
MOTYT OBITh MTOJTyUEHBI U3 coeTMHEeHnH (hopmyibl Al mocpeCTBOM OCYIIIECTBIICHUS peaKIUU
C COeIMHEHUSIMHU (hOpMYJTBI AJ B IPUCYTCTBUM arieTaTa aMMOHMS (cM., Harrpumep, F. Hoffmann-
La Roche WO 2008/034579). Coeaunenust hopmysibl AJ SIBISIIOTCS KOMMEPYECKH IOCTYITHBIMU
WJIM MOTYT OBITh MOJIYYEHBI C TOMOIIIBIO CIIOCOOOB, IIMPOKO U3BECTHBIX B JIMTEPATYpE.

OMe

o 7 0
x cd Me X v / N/
Q)k —
N
¢opmyna AK dopmyna Al

Coenunenus Gopmyibl Al MOryT ObITh OTY4YEHBI U3 cOeAMHEHM (hopMyiibl AK
MOCPEJICTBOM OCYIIECTBIICHUS PEAKIMH C TMMETHIaleTaaeM IuMeTuidhopmaMuaa (cM.,
Hanpumep, FE. Hoffmann-La Roche WO 2008/034579). Coenunenus popmynsl AK sBisitorcs
KOMMEPUECKH TOCTYITHBIMU UJIM MOTYT OBITh IOJIYYEHBI C TOMOUIBIO CIOCOOOB, IIMPOKO
U3BECTHBIX B JIMTEPATYPE.

Q
3 x\# 3
0 @/ 7
N__ 4 N N N__4

(1 ,%  oopuymn (-
opMyna
Y1 N/ Rz —_— X1 z I N, Rz
®opmyna W kN
®opmyna 1

B momomHUTENTEHOM aTbTEPHATUBHOM IOIXO/IE COeMHEHUE (POPMYJTBI | MOXKET OBITH

MOJIYYEHO U3 coeaquHeHus hopmyrel W (rae Y! MIPEJICTAaBIISICT COOOM IMOIXOISIIMIA TaJIOTEH,
takom kak Cl, Br wnu I, uny noaxoasui riceBgoranoreH, takou kak OTf) mocpenctsom

OCYILIECTBIICHUS PEAKIMU KPOCC-COUYeTaHUs ¢ coearHeHreM ¢popmMyiasl N (T11e Q mpeacTaBisieT
co00M MOAXOASUIYIO IPYIITY JUIsl coueTanus, Takyo Kak -B(OH),, unu -B(OR),, nnu -SnR3)

B [IPUCYTCTBUM MTOAXOISIIET0 KATAIM3ATOPA, HEOOSA3aTEIBbHO B IPUCYTCTBUM MTOAXOISILIETO
OCHOBAHMS U B ITOJX0as111eM pactBoputene. [Toaxoasiue kaTaam3aTopsl MOTYT BKIIIOYATh
Pd(PPhj3)4 (cM., Hatpumep, Vertex Pharmaceuticals Ltd. WO 2011087776 wiu S. M. Bromidge
et al, J. Med. Chem. (2000) 1123), Pd,Cl,(PPhs), (cm., Harpumep, Abbott Laboratories US

2012245124), [1,1'-ouc(mudenundochuno)dpepporneH ] muxnopnamtaaui(ll) (cM., Hampumep,
Dow Agro Sciences US 2013005574). ITonxoasiue ocHoBaHust MoryT BkiItouats KoCO3 win

CsE IMoaxopsiye pacCTBOPUTEIM MOTYT BKITFOYATh TUMETUIIOBBIN 3(UP ITUIICHTIUK OIS,
anerouutpusr, DMEF, atanon, 1,4-aquokcan u/unu Boay. Coeaunenus GopmMyiasl N sIBISIIOTCS
KOMMEPYECKU JOCTYITHBIMU UM MOTYT OBITh MOJIYYEHbI C TOMOIIBIO CIIOCOOO0B, IMPOKO
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U3BECTHBIX B JIUTEPATYPE.
3

R
[ R’
HN
~ ol Nt
5 | dopmyna Y | N R
—_—
Y SNE SR YSNE SR
®opmyna X dopmyna W
) Coenunenue Gpopmyiibl W MOXKET OBITh TTOIYYEHO U3 coeuHeHust popMyiibl X (rae Y?

MpeCTaBIISIET COOO MOAXOISIIMI ralloreH, TaKoi Kak Br v ) mocpeacTBom ocy1ecTBICHUS
peaxuuu ¢ coequHeHrueM GopmyItbl Y, He00SI3aTeIbHO B IPUCYTCTBUU TTOIXOSIIETO

KaTaJam3aTopa, U HeoOSI3aTeJIbHO B MIPUCYTCTBUHU ITOIXOISIIIIETO OCHOBAHUS, M B TTOIXOISIIEM
pactBopurerne. [logxoasiume cucteMbl KatanuzaTop/ivras BKiouaroT Pd,dbas/BINAP (cMm.,

15 Hanpumep, Y-Q. Long et al, Org. and Biomol. Chem. (2012) 1239). [Toaxoasiiue OoCHOBaHUS

BKrouaroT NaO'Bu. IToaxoIs1ue pacTBOPUTENHN BKITIOUAIOT COEIMHEHMS HA OCHOBE TOJTYOla
win teTparuapodypana popmyisl Y v Gopmyisl X, KOTOPBIE SIBISIOTCS KOMMEPUECKU
JIOCTYITHBIMH UJIM MOTYT OBITh MOJTyYEHBI C ITOMOIIIBIO CITIOCOOO0B, IIMPOKO U3BECTHBIX B

JUTEpATYPE.
20
12
R R12
)|(2 O I (o}
| ke R*LG N g
P X 2 ®opmyna Z % .
Ny Ny
®opmyna Ic ®opmyna Id

B nomnonHUTEIbHOM aJbTEPHATUBHOM ITOJX0E coeauHeHune popmyirsl Id (coeauHeHne

20 (l)OpMYJ'II:I I, Tac R4 HE ABJISAACTCA BO]IOpOI[OM) MOKET OBITh ITOJIYUYCHO U3 COCAUHCHUA (bOpMy.TIbI

1 ¢ (coenunenue popmynsi I, re R* MIPEJICTABIISIET COOOM BOJIOPOT) ITIOCPECTBOM
OCYULIECTBJICHUS PEAKLUU AIKUIMPOBAHUS C COeTMHEHUEM (HOPMYJIbI Z B IPUCYTCTBUU
MOJIXOAAIIETO OCHOBAHMS U B MOAXOISIIEM pacTBoputene. [loaxoasinye oCHOBaHUSI MOTYT
BKJIFOYATh TUAPUA HATPUS (CM., HartpuMep, Smithkline Beecham Corporation WO 2007/019098)

35 WIM FeKCaMeTWIIAMCUIIa3u HaTpus (cM., Haripumep, Gilead Sciences Inc. US 2010/022508).
[Monxonsmme pactBoputenu MoryT Bkiouatsh THF w/unu DME Coenunenust popmyist Z
ABJISIIOTCSI KOMMEPUYECKU JOCTYITHBIMU UIIM MOTYT OBITh MTOJIYUYEHBI C IOMOIIBIO CITOCOOOB,
LIMPOKO U3BECTHBIX B JIMTEPATYPE.

R
0 2 o
0 Y
12
x# N7 SR? dopmyna AA X | Z\R?
s K
®dopmyna H ®opmyna Ic

Coenunenue popmyssl Ic MOkeT OBITH MOTY4YeHO U3 coeauHenust popmyisl H mocpencrsom
OCYIIIECTBJICHUS peaKLMU alSIMpOBaHus ¢ coenrHeHreM popmyibl AA (rae LG = noaxonsimas
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yxosias rpyira, Takas kak Cl), Heo0s3aTelIbHO B IPUCYTCTBUM MOAXOASIIETO OCHOBAHUS
Y B IToaxoAs1eM pactBopurtene. [lonxoadmume ocHoBanus MoryT Bkiao4daTh NaOH (cM.,
Harnpumep, Array Biopharma Inc. WO 2014/078408) wiu nmupudH (cM., HarmpuMep, Incyte
Corporation US 2014/200216). [Togxoasiue pacTBOpUTENM MOTYT BKJItO4aTh aneToH, THE,
EtOAc w/unu Bony. CoenvHenust GopMysibl AA SIBISIIOTCS KOMMEPUYECKU JOCTYITHBIMU WU
MOTYT OBITH MOJIYYEHBI C TOMOIIBIO CIIOCOOO0B, IUPOKO U3BECTHBIX B JIMTEPATYPE.

12

7}
HN_ O
4 X 4
R RZ_N=c=0 | 8
X R? ®opmyna AF X~ NZ R
k ®opmyna F X |
PMY ®opmyna Iba

B aJlbTepHATUBHOM MOAX0/E coenuuenne Gopmysl Iba (coeuenne Gopmysi Ib, rae R
MPEICTABIISIET COOOM BOJOPO/I) MOXKET OBITH MOJTyUEHO U3 coenuHeHus (popmyiibl F
MOCPEICTBOM OCYIIECTBIICHUS PEAKIMH C coequHeHrneM Gpopmyibl AF, HeoOs3aTeNbHO B
MIPUCYTCTBUM MTOAXO/SIIEr0 OCHOBAHUS U B oaxoasieM pactBoputene. [loaxomsmue
OCHOBaHMS MOTYT BKJTIOYATh TPUITWIAMUH WK TUpyAuH. [Toaxoasimye pacTBOPUTETH MOTYT
BKJTIOYATh JUXJIOPMETaH, TOTyoJI WK TeTparuapodypan. Coenunenust popmybl AF sBIIstoTCs
KOMMEPUECKH TOCTYITHBIMU UJIM MOTYT OBITh TTOJIYYE€HBI C TTOMOIIBIO0 CTOCOOOB, IIMPOKO
U3BECTHBIX B JINTEPATYPE.

R3 R®
2 HN &\R4
CDopmynaY
R? "Ka'ranma'rop" I\ N/ J
SN ®dopmyna AC ®opmyna |

B CIIC OAHOM AJOITOJTHUTCIIBHOM AJIbTCPHATUBHOM ITOAXOAC COCANHEHUC (1)OpMYJ'II)I Imoxer

OBITh TTOJTyueHO U3 coenuHenus popmyinsl AC (rae Y? MPEICTABIISIET COOOM MOAXOASIIUI
rajioret, Takoi kak Cl, Br umm I, miu moaxoasiumii riceBgorajoret, rakomn kak OTY)
MOCPEACTBOM OCYIIIECTBIICHUST PEAKIIUU KPOCC-COUETAHUSI C COeTMHEHHEM (GOpMYITbl Y B
MPUCYTCTBUM MOIXOISIIETO KaTalu3aTopa/IMrauaa, Heo0s3aTeIbHO B MIPUCYTCTBUU
MOJIXOISIIIIET0 OCHOBAHUS U B MoaxoasiieM pactBopurene. [loaxoasiye komOuHaIMK
KaTaJIM3aTOP/IMTaH] MOTYT BKITIOYATh TPUC-(TMOCH3WIMACHALICTOH ) AUTTAIIIA /9,9 TMMETHII-
4,5-6uc(mudenundocpuno)kcanter (XantPhos) (cM., Hampumep, F. Hoffmann-La Roche WO
2011/154327), PA(OAc),/2-(munukiiorekcuiipochuno)-2',4',6'-rpunzonponu-1,1'-oudenun

(cM., Hampumep, D. Zou et al, Tet. Lett. (2010) 4445) vy vonua meau(I)/1,2-
JTUAMUHOUMKIIOTEKCaH (CM., HampuMep, Novartis AG WO 2015/059668). [Toaxoasiuue
ocHoBaHMs BKioyaroT Cs,CO3 uimn K3POy. [Tonxoasume pacTBOpUTENIN BKIOUAIOT 1,4-

nuokcaH. Coequnenust popmyiibl Y u popmyiisl AC SIBISIOTCS KOMMEPYECKH TOCTYITHBIMU
WJIM MOTYT OBITh MOJIYYEHBI C TOMOIIBIO CIIOCOOOB, IIMPOKO U3BECTHBIX B JIMTEPATYpE.
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1 Q
X~ Yz
Y K/NT |\

X
2 AANg2
4 ’ P ®opmyna N X’ | N™ °R
Y= SNT R —_— s
N
dopmyna AD ®opmyna AC

Coenunenue popmyibl AC MOKET OBITH MOJIy4eHO U3 coenuHeHus hopmybl AD (Te Y!
MPEICTABIISIET COOOM MOAXOASIIUI rajoreH, Takoi kak Cl unu Br) mocpenctsom
OCYIIIECTBIICHUS PEAKIMU KPOCC-COUeTaHUs ¢ coearHeHueM popmMyiasl N (T11e Q mpeacTaBiseT
o001 MOAXOSIIYIO TPYIITY I COYeTaHus, Takyto Kak -B(OH),, unu -B(OR),, uim - SnR3)

B [IPUCYTCTBUM MOAXOSIIETO KATAIM3ATOPA, HEOOSA3aTEIbHO B IPUCYTCTBUM MOJAXOISILIETO
OCHOBAHMS U B ITOJAX0As11eM pacTBoputene. [Toaxoasiue kaTaam3aTopsl MOTYT BKJIIOYATh
Pd(PPh3)4 (cM., HattpuMep, Vertex Pharmaceuticals Ltd. WO 2011087776), Pd,Cl,(PPhj3), (M.,

Hampumep, Abbott Laboratories US 2012245124) vnu [ 1,1'-6uc(mudennndochuno)depporeH]
nuxnopnautaaui(Il) (cm., Hanpumep, Dow Agro Sciences US 2013005574). [Toaxoasiue
ocHOoBaHUs MOTyT BKIItouaTh KyCO3 uimu CsE Tloaxoasimuye pacTBOpUTENN MOTYT BKIIIOYATh

JMMETHIIOBBIN 3(UP STUICHIJIMKOJIS, anleTOHUTpui, DME, atano, 1,4-1MoKcaH u/uiid BOIy.
Coenunenus popmyisl AD u popmyitbl N SBIISIFOTCS KOMMEPYECKH TOCTYITHBIMU UJIH MOTYT
OBITh MOJYUYEHBI C TTOMOIIBIO CIIOCOOOB, IIMPOKO U3BECTHBIX B JIUTEpPATyPE.

> R2Q @
| . ®opmyna AG =
£ NE Sy — T e 2
. Ny
®opmyna AF dopmyna AC

B anprepHaTtuBHOM noaxoze coequHerune Gopmysibl AC MOKET ObITh MOJYUYEHO U3

coemuHenus popmyiasl AF (Tre Y4 MPEJICTABIISIET COOOM MOAXO IS rajoreH, TAKON Kak
Cl) mocpeIcTBOM OCYIIECTBIICHUS PeaKIMU KPOCC-COUeTaHus ¢ coequHeHreM popmyisl AG
(rme Q mpeAcTaBiseT cOOOM MOAXOAAIYIO TPYIITY AJIsl COueTaHusl, Takyto Kak -B(OH), nimn

-B(OR);) B mpuCyTCTBUM NOAXOISIETO KaTAIU3aTOPa (HanpuMep, nayuaganukiia XantPhos

4-ro HOKOJ’IeHI/IH), HEOOSI3aTEIbHO B NPUCYTCTBUH ITOAXOOAIIECTO OCHOBAHUA U B ITIOAXOAAIICM
PaCTBOPUTCIIC. HOI[XOI[HI_I_II/IC OCHOBAHMA MOI'YT BKJIIOUYAaTb K2C03. HOI[XOI[}H_HI/IC PaCTBOPUTCIIU

MOTYT BKJIIOYATh KOMOWHAIUK 3TAHOJIA, TOJIyoJia u/vuiu Boabl. CoenuHenus: Gopmyibsl AG
SIBJISTFOTCSI KOMMEPUYECKH JOCTYITHBIMU UJIM MOTYT OBITB MTOJIYUYEHBI C IOMOIIBIO CITOCOOOB,
IIMPOKO U3BECTHBIX B JIUTEpATYpE.

v v
— X
L

dopmyna AH ®opmyna AF

Coenunenue popmynsr AF (rae y* MPEICTABIISIET COOOM MOAXOASIINMN TaJIOreH, TaKOM
kak Cl) MoxkeT ObITh ITOJTyueHO U3 coenuHenus popmyiibl AH mocpeacTBom ocyiecTBieHust
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peakLUuy raJJoreHUPOBAHMS C IPUMEHEHHUEM MOIXOIAILIEr0 peareHTa, Heo0s3aTeIbHO B
noaxoadieM pacrsopurene. Ilonxoadmme peareHTsl MOryT BKIodaTts POCl;.

®opmyna Al dopmyna AH

Coenunenue Gpopmyiibl AH MoxeT ObITh TTOTyueHO U3 coeuHeHust hopmyitbl Al (rae y!

nY? MPEJICTABIISIIOT COOOM MOAXOSIIME raIoTeHbl, Takue Kak Cl) mocpeacTBoM
OCYIIIECTBIICHUS PEaKIMU KPOCC-COUYeTaHUs ¢ coearHeHreM popMyiasl N (T11e Q mpeacTaBiiseT
co0O0¥ MOAXOASIIYIO IPYIIITY 1JIs coueTaHus, Takyto kak -B(OH), umm -B(OR),) B mpucyTcTBun

MOJAXOIAIIEr0 KaTalIu3aTopa (Hanpumep, nauraganukia XantPhos 4-ro noxkosenus),
HE003aTeNbHO B IPUCYTCTBUM MOAXOASIIET0 OCHOBAHUS U B TIOAXO/ISIIIIEM PACTBOPUTEIIE.
ITonxonsmume ocHoBaHusa MOTYT BKitouaTb K,COj3. [Togxoasiue pactBopyureny MOTyT

BKJTIOYATHh KOMOWHAIIMM 3TaHOJIa, TOTyos1a W/uiu Boibl. Coemunenus popmyisl Al u popmyitbr
N SBISIFOTCS KOMMEPUYECKH JOCTYITHBIMH MJTU MOTYT OBITB MOJTyY€HBI C TTOMOIIIBIO CITOCO0O0B,
IIMPOKO U3BECTHBIX B JIUTEpATYypE.

) Q t
1z

llR X | = N‘R4
N g* '\ I

Z R N 12 A2

1.2 ' 2 ®opmyna N X | B

Y~ N7 R — kN

®dopmyna AE ®dopmyna I

B nomonHUTENTEHOM ATBTEPHATUBHOM MOIXO/IE COeMHEHNE (POPMYJTBI [ MOXKET OBITH

MoJIy4eHo u3 coequHeHus popmyiasl AE (rae y! MIPEICTABIISICT COOOM MOAXOISIIHIM T'aJI0reH,
takow kak Cl, Br wnu [, uiy noaxoasimuii riceBgorainoreH, takou kak OTf) mocpenctsom

OCYILIECTBIICHUS PEAKIMU KPOCC-COUYeTaHUs ¢ coearHeHreM ¢popMyiasl N (T1e Q mpeacTaBisieT
co00H MOAXOASAUIYIO IPYIITY JUIsl coueTanus, Takyio Kak -B(OH),, unu -B(OR),, nnu -SnR3)

B MPUCYTCTBUM MOAXOISIIETO KaTAIU3ATOPA, HEOOSI3aTEIbHO B IPUCYTCTBUM MTOIXOASIIETO
OCHOBAHHUS U B TOJAXOsIIEM pacTBopuTene. [Toaxoasinme KkaTaam3aTopbl MOTYT BKJIIOYATh
Pd(PPh3)4 (cM., Hanpumep, Vertex Pharmaceuticals Ltd. WO 2011087776 wiu S.M. Bromidge

et al, J. Med. Chem. (2000) 1123), Pd,Cl,(PPhs), (cm., Harpumep, Abbott Laboratories US

2012245124), [1,1'-6uc(nudenundochuno)dpeppoueH | auxnopnamiaauii(ll) (cM., Harmpumep,
Dow Agro Sciences US 2013005574). ITonxoasiue ocHoBaHus MoryT BkiItodats K,CO3 win

CsE IMoaxopsiue pacCTBOPUTEM MOTYT BKITFOYATh TUMETUIIOBBIN 3(UP ITUIICHT UK OIS,
aneronutpusr, DMEF, atanon, 1,4-auokcan u/unu Boay. Coeaunenus popmMyasl N sIBIISIIOTCS
KOMMEPYECKH JOCTYITHBIMU UIU MOTYT OBITh MOJIYYEHbI C TOMOIIBIO CIIOCOOO0B, IMPOKO
W3BECTHBIX B JINTEPATYPE.
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R’ 3
Hf!l 4 T
N Y2 R N N‘R‘
| dopmyna Y |
Y NNT R, > YNNE SR
®opmyna AD ®opmyna AE

Coenunenue popmyibl AE MoxkeT OBITH ITOJTy4eHO U3 coeuHeHusT hopMyitel AD (e Y?
MpeACTaBIIIeT COOOM MOAXOASIIMI raJIoreH, Takou Kak Br uim I) mocpeacTBOM OCYIIECTBICHUS
peakImu ¢ coeIMHeHUEM (HopMyIIbl Y, He00S3aTETbHO B MPUCYTCTBUM ITOIXO/ISIIETO
KaTaju3aTopa/Iurasaa, U Heo0s3aTeIbHO B IPUCYTCTBUM TTOJIXOASIIET0 OCHOBAHMS, U B
nojaxojsiieM pactBopureie. [loaxoasinre KoOMOMHAMU KaTAIM3ATOP/IUTaH]l MOTYT
BKJIIOUATh TPUC-(TMOCH3UITUIEHALIETOH ) IUIal1aiui/9,9-nmumetui-4,5-ouc(mudenundochuno)
kcaHTeH (XantPhos) (cMm., Hanpumep, F. Hoffmann-La Roche WO 2011/154327), Pd(OAc),/2-

(muukItorekcundochuro)-2',4',6',-rpunzonponui-1,1'-oudenun (cMm., Harpumep, D. Zou et
al, Tet. Lett. (2010) 4445) v ioaua meau(I)/1,2-AMaMUHOLMKIIOTEKCAH (CM., HAIIPUMED,
Novartis AG WO 2015/059668). IToaxonsimue ocHoBaHus BKiIro4aroT Cs,CO3 uimu K3PO,.

[Toaxopnsuue pacTBopuTtenu BKItodaroT 1,4-quokca. Coenuuenust opmyibl Y U hopmyIib
AD SIBISIIOTCSI KOMMEPUYECKHU JOCTYITHBIMH UJIM MOTYT OBITB ITOJIYUYEHBI C TOMOILBIO CLIOCOOO0B,
LIMPOKO U3BECTHBIX B JIMTEpATypeE.

®opmyna If dopmyrna le

Coenunenue hopMmysl le (coemunenue popmyisl I, rie R*uR'? Bmecte ¢ atomamu a3ora,
K KOTOPBIM OHU TIPUCOEIMHEHBI, 00pa3yIoT 5-, 6- WK 7-4JIEHHOE KOJIbIIO, HE00s3aTEIbHO
coaepxaiiee 1-3 TOMOJTHUTEIbHBIX FeTepOaTOMa, KX/ IbIN U3 KOTOPHIX HE3ABUCUMO BBIOpAaH
u3 O, N uiu S) MokeT OBITh MOTYyUeHO U3 coearHeHus popmyibl If (coenrHerune GopMyanl

I, e R*u RIO:H) IIOCPEICTBOM OCYILECTBIICHUS pEAKLIUN HUKIN3ALUU C IPUMEHEHUEM
MOJIXOAIIET0 peareHTa, Harpumep, popmanpaeruaa (cMm., Harpumep, Nissan Chemical
Industries US 2012/029187).

Coenunenust popmyisl (1), omucaHHbIE B JAHHOM JJOKYMEHTE, MOYKHO IMPUMEHSTh B KAUECTBE
repOUIMIOB CaMH I10 ce0e, HO OOBIYHO UX COCTABIISIOT B TEPOUIMIHBIE KOMITO3MIIUH C
MIPUMEHEHUEM BCIIOMOTATENIbHBIX CPEACTB I COCTABJICHUS, TAKMX KAK HOCUTEIIH,
PACTBOPUTENM U TIOBEPXHOCTHO-aKTUBHBIE BemecTBa (SFA). Takum oOpa3oM, HacTosIIee
U300 peTeHrE JOTIOHUTEIIHLHO MTPEeIyCMATPUBAET FrepOULIMTHY IO KOMITO3ULUIO, COJEPKAIILY IO
repOUIMIHOE COEAMHEHHUE, OTTMCAHHOE B TAHHOM JIOKYMEHTE, M IIPUEeMJIEMOE C TOUKU 3PEHUS
CEJIbCKOT0 XO3SICTBA BCIIOMOTATEIbHOE CPEACTBO 71 cOCTaBlIeHUsl. KoMmo3uiusi MOKeT
OBITH MpeAcTaBjieHa B (hOpMe KOHLEHTPATOB, KOTOPbIEe Pa30aBIISIOT MEPe MPUMEHEHUEM,
XOTSI TAaKKe MOYKHO ITOJIy9aTh TOTOBBIE K IIPUMEHEHMIO KoMITo3uiun. KoneuHoe pazbaBiieHue
OOBIYHO BBIIOJIHSIOT C IIOMOIIBIO BOJIBI, HO €70 TAK)KE MOKHO BBITIOIHSTH C UCIIOIb30BaAHUEM
BMECTO BO/IbI MJIM TIOMUMO BOJIbI, HAITPUMED, KUIKUX YAO0OPEHUM, TUTATEIbHBIX
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MHUKPORJIEMEHTOB, OMOJIOTUYECKMX OPraHU3MOB, Macjia UM paCTBOPHUTEIICH.

Takue repOUIMIHBIE KOMITO3UIIMH, KaK MpaBuio, cojaepxkat ot 0,1 10 99% mno Becy, B
yacTHOCTH, oT 0,1 10 95% mo Becy coeaunenutt popmynsl (I) u oT 1 10 99,9% no Becy
BCIIOMOTATEIBHOTO CPEACTBA U1l COCTABJIEHUS, KOTOPOE IIPEAIIOUTUTEIILHO BKIII0YaeT ot 0
110 25% 110 BeCy NOBEPXHOCTHO-aKTUBHOI'O BELLECTBA.

KoMrmo3unyu MoXHO BEIOMPATh U3 MHOYKECTBA TUIIOB COCTABOB, MHOTHE U3 KOTOPBIX
U3BeCTHBI M3 PyKOBOICTBA 11O pa3paboTKe U MpuMeHeHu o crienpdukanyii FAO B oTHOIIICHUH
npenapaToB 11 3a1uThl pactenuit (Manual on Development and Use of FAO Specifications
for Plant Protection Products), 5-e uzganue, 1999 r. TakoBbI€ BKIIIOUAIOT PACIBUISIEMbIE
nopouku (DP), pactBopumsbie nopouiku (SP), BogopactBopuMsbie rpanyJisl (SG),
JucrieprupyemMsie B Bojie rpanyltisl (WQG), cmaunBaeMsie nopoiku (WP), rpanyisl (GR) (¢
MEUICHHBIM WJIM OBICTPBIM BBICBOOOXKIEHUEM), pACTBOPUMBIE KOHLEHTPATHI (SL),
CMeIlIMBaeMbIe C MaciIoM KUAKOCTH (OL), )KMIKOCTH, TPUMEHSIEMbIE B CBEPXHU3KOM 00beMe
(UL), smynbrupyemsie KoHueHTpatsl (EC), nucneprupyemblie KoHueHTpaThl (DC), sMmynbcun
(xax "macno B Bosie" (EW), Tak u "Boaa B macie” (EO)), mukpoamynbceun (ME), cycrieH3MOHHBIE
koHueHTpaThl (SC), a3p03071H, KarcyibHbIe cycrieH3uu (CS) U COCTaBbI 11711 00pabOTKHU CEMSIH.
Br1OpaHHBIN TUIT cOcTaBa B JIIOOOM cilydyae Oy/IeT 3aBUCETh OT KOHKPETHOTO
MPETYCMOTPEHHOTO Ha3HAUEHMS, & TAKKE PUBMUECKUX, XUMUIECKUX Y OMOJTIOTUYECKUX CBOVICTB
coemuHenus popmyisl (I).

Pacnbuisiemble nopouiky (DP) MOXHO ITOJTy4aTh NOCPEACTBOM CMEUIMBAHUS COEAUHEHHUS
dbopmyisl (I) c OTHUM UITM HECKOJIBKUMU TBEPIBIMU Pa30aBUTEIISIMU (HATIPUMED, TPUPOTHBIMU
[JIMHAMH, KAOJIMHOM, MUPOQUIIMTOM, OEHTOHUTOM, IJTMHO3EMOM, MOHTMOPUJUIOHUTOM,
KU3EIIbI'YPOM, MEJIOM, TMAaTOMOBBIMH 3eMJISIMH, (hochaTaMu Kablysi, KapOOHATAMU KIS
Y MarHusi, CEpom, U3BECThIO, TOHKOJUCIIEPCHBIMHU MMOPOILIKAMHU, TAJIBKOM U JIPYTUMU
OPraHUYECKMMHU U HEOPTraHUYECKMMU TBEPIBIMU HOCUTEISIMUA) U MEXAHUUECKOT O U3MEITbYECHUS
CMECHU B MEJIKUI ITOPOIIOK.

PactBopumbie nmopomku (SP) MOXHO MoIy4aTh MOCPEACTBOM CMEIIMBAHUS COEAUHEHUS
dhopmysr (I) ¢ OTHOM WITM HECKOJIBKUMHU BOJOPACTBOPUMBIMU HEOPTAHUYECKUMHU COJISIMU
(TakuMHU Kak OukapOOHAT HATPUs, KapOOHAT HATPUSI WIIH CYJIb(aT MarHUs) WU C OJTHUM WU
HECKOJIbKMMH BOJIOPACTBOPUMBIMUA OPTaHUYECKUMU TBEPABIMU BELIECTBAMHU (TAKUMU KAK
MoJIMcaxapua) U HeoOsI3aTEIbHO ¢ OJTHUM UJIM HECKOJIbKUMH CMAUYMBAIOIIMMU CPEACTBAMU,
OJHWM WJIM HECKOJIBKUMHU JUCTIEPTUPYIOLIUMHU CPEICTBAMU UITM CMECHIO YKA3aHHBIX CPEACTB
JUTS YIIYUIIEHUS TUCTIEPTUPYEMOCTH/PACTBOPUMOCTHU B BOJIE. 3aTEM CMECh U3MEJTbUAIOT 0
MeJIKOAUCIIEpCHOTO nmopoiika. [1ogo6HbIe KOMIIO3UIMK MOXKHO TaKXe IPaHyJIMpOBATh C
00pa3oBaHUEM BOJIOPACTBOPUMBIX I'pany (SG).

CMmauuBaemsie mopourku (WP) MOKHO MOJIy4aTh MOCPEACTBOM CMEIIUBAHUS COSUHEHHS
dbopmysl (I) c OAHUM UITK HECKOJIBKUMU TBEPBIMU PA30aBUTEIISIMU UM HOCUTEJISIMU, OTHUM
WJIM HECKOJIBKMMM CMAUMBAIOIIMMU CPEACTBAMU U ITPEATIOUYTUTEIIBHO OJTHAM WJIM HECKOJIbKUMU
JUCIIEPTUPYIOLIUMU CPEACTBAMHU, & TAK)KE HEO0S3aTeNIbHO C OJHUM WM HECKOJIbKUMU
CYCIIEHIUPYIOIIMMHU CPEICTBAMMU TSI OOJIETYCHUS TUCTIEPTUPOBAHUS B )KUIKOCTSIX. 3aTEM
CMECh U3MENTBYAIOT 10 MEJIKOAUCTIEPCHOTO nopoiika. [Togo6HbpIe KOMITO3ULMH TAKKE MOKHO
rpaHyJIMpoOBaTh ¢ 00pa30BaHUEM AUCIICPTUPYEMBIX B Boje rpanyn (WG).

I'panynsl (GR) MoryT 6BITH 0OpPa30BaHBI JIMOO MOCPEICTBOM I'PAHYJIMPOBAHUS CMECH
coenuHenust hopmyisl (I) U OTHOTO WM HECKOJIBKUX MOPOIIKOOOPA3HBIX TBEPABIX
pa30aBuTeNel WIM HOCUTENEH, TMOO U3 IPeIBAPUTEILHO 00pa30BaHHbBIX MMYCTHIX IPAHYII
nocpeacTBoM abcopouun coenuuenus Gopmyssl (I) (Mim ero pacTBopa B HOAXOASIIEM
CpE/ICTBE) B IOPUCTOM I'PAHYJIMPOBAHHOM MaTepuaje (TAaKOM KaK MeM3a, aTTaIlyJIbIMTOBbIE
[JIMHBL, QyJIIepoBa 3eMJIs, KU3eJIbIyp, AMAaTOMOBBIE 3€MJIM WJIM U3METbYEHHbBIE KYKYPYy3HbIC

Crp.: 34



10

5

20

25

30

35

40

45

RU 2760349 C2

IMOYATKH) UK TTOCPEACTBOM ajicopouuu coeqrrerus: hopmyisl (I) (MM ero pactsopa B
MOAXOISIIEM CPEACTBE) HA TBEPIOM 3€EPHUCTOM MaTEpUAIE (TAKOM KaK MECKU, CUITUKATBHI,
MUHEpaJIbHbIe KApOOHATHI, CYJIb(GAThI UM PocdaThl) U BHICYIIIUBAHUS B CIy4yae
HeoOxoauMocTu. CpencTBa, KOTOpble 0OBIYHO TPUMEHSIOT JIJ11 00JIerdyeHust abcopOuuu uim
aJIcCOpOLMM, BKITIOUAIOT PACTBOPUTENH (TaKUe Kak ardaTuieckre U apoMaTUUeCKre HeTSHbIE
PACTBOPUTENHU, CIIUPTHI, TPOCTHIE 3PUPHI, KETOHBI U CIIOKHBIE 3(PUPHI) U CPENICTBA,
CIOCOOCTBYIOIINE TPUTUIIAHUIO (TAKUE KAaK MOJIMBUHUIALETATHI, TOJIMBUHUIOBBIE CIIUPTHI,
JIEKCTPHUHBI, caxapa U pacTUTEIbHBIE Macna). B rpaHyJsibl TaKKe MOXHO BKJIIOUATh OJIHY WK
HECKOJIBKO APYIUX 100ABOK (HAIIPUMED, IMYJIbIUPYIOLIEE CPEACTBO, CMAUMBAIOIIIEE CPEACTBO
WJIM IUCTIEPTUPYIOLIEE CPEACTBO).

Jucneprupyemsie KOHIEHTpaThl (DC) MOXHO MOJIy4aTh ITOCPEACTBOM PACTBOPEHUS
coeuHenus popmyisl (1) B Bojie MIM OPTaHUIECKOM PACTBOPUTEIIE, TAKOM KaK KETOH, CITUPT
WM TJIMKOJIEBBIN 2(pup. JlaHHBIE paCTBOPHI MOTYT COAECPKATH MOBEPXHOCTHO-AaKTUBHOE
BEIIIECTBO (HApUMeEp, JJIs YIyUIIeHUs] pa30aBiIeHUs] BOJIOW WM MPEI0TBPAIIECHUS
KPUCTAJUIU3ALUU B PE3EPBYapPE OMPBICKUBATENSA).

OMmynbrupyemble KoHueHTpathl (EC) unu amynbeuu tuma "macio B Boae" (EW) MmoxHO
MOJIy4aTh MOCPEJICTBOM pACTBOPEHUs coequHeHus (popmytsl (I) B opraHMueckoM
pacTBopuTelie (He00sS3aTEIbHO COoIepKAIeM OJHO WIM HECKOJIBKO CMaYMBAIOIIMX CPEACTB,
OJTHO WJIM HECKOJIbKO SMYJIbIUPYIOIIMX CPEACTB WK CMECh YKa3aHHbIX cpeAcTB). [Tloaxonsuiume
OpraHUYECKUE paCTBOPUTENH [IJIs TpuMeHeHus: B EC BkiIIouaroT apomaThuueckue
YTJIEBOJIOPO/IBI (TaKKe KaK aTKUIOEH30JIbl WK alKWITHA(TaIMHbI, HarmpuMmep, SOLVESSO
100, SOLVESSO 150 u SOLVESSO 200; npuuem SOLVESSO sBiisiercs 3aperucTpupoOBaHHOMN
TOPTrOBOM MAaPKOH), KETOHBI (TAKHUE KAK IMKJIOT€KCAHOH MJIM METWILMKIIOTE€KCAHOH) U CIIUPTHI
(Takue Kak OCH3WIOBBIN CIUPT, PypPhYPUITOBBIN CITUPT WM Oy TaHOIT), N-aJTIKHUITITHPPOTMIOHBI
(Takue kak N-MeTUIUPPOIUIOH UM N-OKTUIIUPPOIIUIAOH ), TUMETUIIAMUIBI 5 KUPHBIX KACIIOT
(takue kak qumetunaMug Cg-CjoKUpPHOHN KUCIIOTBI) U XJIOPUPOBAHHBIE yIIIeBO10pobl. EC-

MPOJYKT MOKET CAMOIIPOU3BOJIBHO OOPa30BbIBATh 3MYJIBCUIO ITPU JTOOABIEHUU B BOLY C
MIOJIyYEHHUEM 3MYJIBCUM, 00JIa1AI0IIEH JOCTATOYHOM CTAOMIBHOCTBIO, UTO ITO3BOJISIET HAHOCUTD
€€ PACIHBUIEHUEM C IIOMOIIBIO IMOJXOASIIEr0 000Py10BAHHUS.

[Tonyyenne EW Bkitouaet nojyuenue coequHeHust Gpopmyisl (1) 1100 B BUJIE )KUJIKOCTH
(ecM OHO HE SIBIISIETCS )KUAKOCTBIO IIPU KOMHATHOM TEMIIEPATyPE, Er0 MOKHO PACILUIABUTH
MpU JOMYCTUMOM TeMIepaType, Kak npasuiio, Huxe 70°C), mubo B pacTBope (ITOCPEACTBOM
PACTBOPEHUS €TI0 B COOTBETCTBYIOILIEM PACTBOPUTEIIE), & 3ATEM IMYJIbITMPOBAHKE IOy YEHHON
XKUJIKOCTH WJIM PacTBOpa B BOJIE, COJEPKALIEH OJJTHO WM HECKOJIBKO SFA, ¢ O0JbIMM
CIABUTOBBIM YCUJIMEM C ITOJTyYEHUEM dMYJIbcHu. [loaxonsime pacTBOPUTENH 1J1 IPUMEHEHUS
B EW BKIIIOUAIOT pacTUTENbHbBIE MACIIA, XJIOPUPOBAHHBIE YIJIEBOAOPOABI (TAKUE KAK
XJIOpOEH30J1bI), APOMATUUECKUE PACTBOPUTENHN (TAKUE KAK AJIKWUIIOEH30JIbI WU
aJKUIHA(TAIMHBI) U IpyTMe COOTBETCTBYIOIINE OPraHUYECKHE PACTBOPUTENIN, KOTOPBIE
XapaKTEepU3YIOTCS] HU3KOM pacTBOPUMOCTBIO B BOJIE.

Mukpoamynbscnn (ME) MOXHO 1oJty4aTh MOCPEACTBOM CMELIMBAHUS BOABI CO CMECHIO
OJHOT'O UJIM HECKOJIbKUX PACTBOPUTEIIEH C OAHUM MM HECKOIbKUMU SFA ¢
CaMOITPOU3BOJIBHBIM 00Pa30BAHUEM TEPMOJUHAMUUYECKHU CTAOMIIBHOTO U30TPOITHOTO KUIKOTO
coctaBa. Coenunenue popmyisl (I) i3HAYATIBHO MPUCYTCTBYET JIMOO B BOJIE, INOO B CMECH
pactBoputens/SFEA. Ilonxoasdmue pactBoputenu 11 npuMeHeHns B ME BKITroyaroT
PACTBOPUTEIH, OTIMCAHHBIE B JTAHHOM JOKYMEHTe Bblie st mpuMeHeHust B EC win B EW.
ME mo3keT nmpencTaBisiTe coOOOM cucteMy JInOo Tura "Macio B Boje", mubo tumna "Boja B
Macie" (IIpy ITOM CUCTEMA MOKET ObITh OIIPEAEIEHa IOCPEICTBOM U3MEPEHUI AIEKTPUUECKOM
MIPOBOJUMOCTH) U MOKET OBITh MOAXOISIIEH 111 CMELIMBAHUS BOAOPACTBOPUMBIX U
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MAaCJIOPACTBOPUMBIX MECTUIUIOB B 3TOM Xe cocTtaBe. ME sBIIsieTCS IOAXOAAIIEH 115
pa30aBieHus B BOJAE, IIPY 3TOM OHA JIMOO OCTAETCS B BUAE MUKPOIMYJIbCUH, TMOO 0Opa3yeT
OOBIYHYIO 3MYJIbCUIO TUIIA "Macio B Bojie".

Cycnen3uonHble KOHUEHTPATHI (SC) MOTYT COAEPKATh BOJHbBIE UJIM HEBOHbIE CYCIIEH3UU
MEJTKOM3MEJIbUEHHBIX HEPACTBOPUMBIX TBEPBIX yacTull coeuHeHus popmyisl (I). SC MoxkHO
MOJIy4aTh [MOCPEICTBOM pa3MajIbIBaHHUS B IIAPOBOM WM OUCEPHOI MEITbHULE TBEPIOTO
coemuHenus popmydsl (I) B moaxosineit cpeae, HeoOs13aTeTbHO C OHUM WITM HECKOJIBKUMHU
JIMCIIEPTUPYIOLIUMH CPEACTBAMM, C TTOJTYYEHUEM TOHKOIUCIIEPCHOW CYCIIEH3UM COETUHEHUSI.
B xoMIo3uIMI0 MOXHO BKJIIOYATh OJHO UJIM HECKOJIBKO CMaYMBAIOIIUX CPEJICTB, & TAKKE
MO>KHO BKJIIOUATh CYCIIEHIUPYIOIIEE CPEACTBO JIJIsI CHUKEHUSI CKOPOCTH OCEIaHUS YACTHULL.
B kauectBe anbTepHaTUBEI, coequHeHue (opMyItsl (I) MOXKHO TTOBEPraTh CyXoMy ITOMOJTY
U 100aBJIATH B BOJLY, COAECPIKAIILYIO CPEICTBA, ONTMCAHHbBIE B JAHHOM JIOKYMEHTE BBIIIIE, C
MOJTy4YeHUEM TpeOyeMOoro KOHEUHOT O MPOIYKTa.

A3pO30IbHBIE COCTABHI CoJIepKaT coequHeHne GopMytb (I) ¥ MOIX0aSIIMIA Ta3-
BBITECHUTEINTh (Hampumep, H-0yTaH). Coenunenue popmysl (I) Takke MOKHO pacTBOPSTH
WJIM IUCTIEPTUPOBATH B MOAXOISIIIEH cpeie (HalIpuMep, B BOJIE WIK B CMEIIMBAIOIIENCS C
BOJIOM JKUJIKOCTH, TAKOM KaK H-TPOTMAHOI) C TTOJYyYEeHUEM KOMITO3UIUM 11 TPUMEHEHUS B
HE HaXOISIIIMXCA MMOJ1 IABJIEHUEM HACOCAX ISl ONPBICKUBAHUS C PYUHBIM yIIPABICHUEM.

Kancynbnble cycriensuu (CS) MOXKHO ITOJIy4aTh aHAJIOTUYHO ITOJIYYEHUIO cOCTaBOB EW,
HO C JOIOJIHUTENIbHOW CTaIMeN MTOJIMMEPU3ALIUU C TTOJIyYEHUEM BOJIHOM JIUCIIEPCHU Kallellb
Maciia, B KOTOPOW Kaxaas Karis Macia UHKAICYJIMPYyeTcs MOJIMMEPHONH 000IOUKOHN U
coAepKUT coeuHeHue Gpopmyibl (I) U HE0OsA3aTEIBHO €ro HOCUTENb WK Pa30aBUTENb.
[TomumepHyI0 060JI0YKY MOKHO MOIY4YaTh JUOO C IMOMOIIBIO OCYIIECTBICHUS PEaKLU
Mex(hazHOM MOIMKOHIEHCALUH, JIMOO ¢ TOMOUIBIO MPOLEAYPhI KoanepBauu. Kommosuuuu
MOTYT o0ecIieurBaTh KOHTPOJIUPYEMOE BBICBOOOXKAeHUE coequHeHUs (hopmyitsl (1), U ux
MOXHO MPUMEHSTH Jy1si 00paboTku cemsiH. Coeaunenue popmyisl (I) Takxke MOKET OBITh
COCTABJICHO B OMOpa3araemMyro moJIMMEpHYIO MaTPUILy [ OOecrieueHust MeIJICHHOT O
KOHTPOJIMPYEMOI'O BBICBOOOKIEHUS COCIUHEHUSI.

Komno3unys MokeT BKII0UYaTh OJHY UM HECKOJIBKO JOOABOK IS YIIYUIIICHUS
OMOJIOTUYECKOTO ASUCTBUS KOMITO3UIMU, HATIPUMED, ITOCPEICTBOM YIIyUIIIEHUS] CMAUMBAHUS,
yIepKaHUS Ha TIOBEPXHOCTSX WK PACITPEACIICHUS 110 TIOBEPXHOCTSIM; YCTOMUUBOCTH K
CMBIBAHUIO JOXKIEM C 00pabOTaHHBIX TOBEPXHOCTEH UIIM JKE MOTIIONIEHH S WU ITOJIBUSKHOCTU
coemuuenus popmyisl (I). Takue 100aBKU BKITFOYAIOT TOBEPXHOCTHO-AKTUBHBIE BEIIECTBA
(SFA), no6aBKHM JJ1s1 OPBICKMBAHUS HA OCHOBE MAacell, HAIIpUMeD, ONpeIeSIeHHbIE
MUHEpAJIbHbIE MACIIA UJIM IIPUPOJIHBIE PACTUTEIBHBIE Macya (TAKME KaK COEBOE U paricoBOE
MAacJo), U UX CMECH C IPYyTUMU OMOYCHUIMBAIOIIIMMU BCIIOMOTATEIbHBIMU CPEACTBAMU
(MHTpeMeHTaMU, KOTOPbIE MOTYT CIOCOOCTBOBATH AEUCTBUIO coeTMHEeHHUs popmyiibl (I) umu
MOAU(PUIMPOBATH €T0).

CmauuBaronye cpeicTa, IMCIeprupyrome CpeiCTBa U IMYJIbIUPYIOIIME CPECTBA MOTYT
npenctanisiTh cobor SFA KaTHOHHOT0, AHUOHHOT0, aM(OTEPHOTO UM HEMOHHOTO THIIA.

[Toaxonasiue SFA KaTMOHHOTO TUIA BKJTIOYAIOT YETBEPTUUHBIE COCTMHEHUS] aMMOHMUSI
(HarpuMep, 6POMUIT IETUIITPUMETHUIIAMMOHMUS ), UMUIA30JIMHBI U COJIM AMUHOB.

IMoaxonasiue anHnoHHbIE SFA BKITFOYAIOT COJIM HIEJIOYHBIX METAJIJIOB KUPHBIX KUCIIOT,
COJIM alTM(aTUUECKUX CIIOKHBIX MOHOI(DUPOB CEPHOM KUCIIOTHI (HAIPUMED, JIaypuicyiabdat
HATpHs), COJIM CYJTb(POHUPOBAHHBIX aPOMATUYECKUX COSTMHEHUN (HAIIpUMED,
JoJeUIIOeH30JICYIb(DOHAT HATPUS, 10IeHMIOCH30JICYIb(POHAT Kablius, OyTUIIHA(TAIUH
CyJTb(pOHAT U CMECU AUU3OTIPOTUII- U TpUU3OTIponTMTHA(TaTMHCY Ib()OHATOB HATPUS),
aupcyabdaTel, 3pupcyIbhaThl CIIUPTOB (HATIPUMED, JaypeT-3-cynbhaT HaTpus),
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acupkapOOKCUIAThI (HaIIpUMep, JaypeT-3-KapOOKCHIIAT HATPUsI), CIIOXKHBIE 3(UPBI
dhochopHOIM KUCTOTHI (ITPOTYKTHI PEAKIMUA MEXTY OTHUM WU HECKOJTBKUMH KUPHBIMU
criuptamu U ¢pochopHON KUCTOTOH (MIPEUMYIIECTBEHHO CII0XKHbIE MOHOA(UPHI) WU
MeHTA0KCcUI0M ochopa (IPeUuMyIIeCTBEHHO CIIOXKHBIE TUIPUPHI), HATTPUMED, TIPU PEAKIUU
MEXKTy JIAypUTIOBBIM CIUPTOM U TeTpadochopHOl KUCITIOTOM; TOTOJTHUTEIHFHO 3TH MPOTYKTHI
MOTYT OBITh 3TOKCUIIMPOBAHBI), CYIb(OCYKIIMHAMATHI, Mapa(uH- Wim o1ePpUHCYTb(HOHATHI,
TaypaThl U JIMTHOCYJIH()OHATHI.

[Toaxonsume SFA amdoTepHOTO THUIA BKIIOYAIOT OETAWHBI, MPOMTMOHATHI U TJIUIMHATHI.

[Monxonsmme SFA HEHOHHOTO TUITA BKITFOYAIOT ITPOIYKTHI KOHICHCALMU AJIKUJIEHOKCUIOB,
TaKUX KaK 3TUIICHOKCU]I, POIMUIEHOKCU, Oy TUIIEHOKCHUT MJIU UX CMECH, C )KUPHBIMU CIIUPTAMU
(TAaKMMH KaK OJICUIIOBBIN CITUPT WX LETUIOBBIN CIUPT) WIK C AIKWI(PEHOTaMU (TAKUMH KaK
OKTHII(PEeHOIT, HOHWII(PEHOIT MITM OKTHUIIKPE30J1); HETIOJTHBIEC CIIOKHBIE 3(DUPHI, ITOJTyUYeHHBIC U3
JUTMHHOLIETIOYEYHBIX )KUPHBIX KUCIOT WIM AaHTUAPUAOB I€KCUTA; MPOAYKTHI KOHJIEHCALUU
YKa3aHHBIX HETTOJTHBIX CIIOKHBIX 3(DUPOB C ITUIICHOKCHIOM; OJIOK-COTIOJIMMEPHI (COIepKaIIHe
STUJICHOKCU/I Y TIPOTTUIICHOKCHU/T); aJIKAHOJIAMU/IBI; CII0KHBIE 3(UPBI C TPOCTON CTPYKTYpOi
(HaTIpUMep, CIIOXKHBIE 3(PUPHI KUPHOM KUCIIOTHI U MOJIUITUIICHTJIUKOJIS); aMUHOKCHTBI
(Hampumep, TaypUIIUMETUIAMUHOKCU/T) U JIEHUTHUHBI.

[Toaxomsuue cycrieHIUPYIOIIME CPEICTBA BKIIOUAIOT THAPOQPUIbHBIE KOJUTOUIBI (TaKKe
KaK IMOJIUCAXapPUIbl, MOJUBUHUIIMPPOJIUIOH WU KapOOKCUMETUIILEIUTION03a HATPUS) U
HaOyxarolue TJIMHbI (TaKue KaKk OCHTOHUT WK aTTaIlyJIbIUT).

I'epOunyHbIE KOMIIO3UIMU, OTTUCAHHBIEC B JAHHOM JIOKYMEHTE, MOTYT JIOTIOJTHUTEILHO
COAEPXKATh 10 MEHBLIEH MEPE OAUH JOIOJHUTENbHBIN necTuuna. Hanpumep, coenuHenns
dbopmysr (I) TakKe MOKHO TPUMEHSITh B KOMOMHAIIMYU C APYTUMHU TepOUIUTIAMU UITH
peryaaTopaMM pocTa pacTeHuil. B mpearnoyTuTeIbHOM BApUAHTE OCYIIECTBICHUS
JTOTIOJTHUTETbHBIM TIECTULUIOM SIBJISIETCSI TepOUIIUIT U/ UK aHTUAO0T repounuaa. [lpumepamu
TakKux cMeceit, B KoTopeIx 'T' ipecrasnsier coenuuenne hopmyisl (1), sisrorcs [ + aneToxmop,
I + amudayopden, I + atudayopden-natpui, I + akmonuden, I + akposneun, I + agaxiop, |
+ ayutoxeuaum, I + amerpuH, [ + amukap6a3zoH, [ + amunocynsdypon, I + amunonupanun, I
+ amutpod, I + anunodoc, I + acynam, I + atpasun, [ + azadenuauy, I + azumcynbdypon, I
+ BCPC, I + 6edydyramun, I + 6enazonun, I + 6enkap6a3on, I + 6endaypanux, I +
oeHdypecart, I + 6eHcynbhypoH, I + 6eHcynbhypoH-meTwi, I + 6ercynu, I + 6enTazoH, I +
OeH3deHan3oH, I + 6en3oburukiioH, [ + 6enzodenar, I + ounukmonupoH, I + oudenokc, I +
ounanadoc, I + obucrimpudax, 1 + ducnmpudax-uatpwit, [ + 6ypa, I + Opomanu, I +
opomoOyTu, I + 6poMokcunn, I + 6yraxiop, [ + Oyramudoc, I + Oyrpanus, [ + OyTpokcuanm,
I+ O6ytunar, [ + kakoaumoBast KUCIOTA, [ + ximopat kanbius, | + kadencrporn, [ + kapberamu,
I + kapdenTpasoH, | + kapdeHntpazon-3tui, I + xmopdaypeHod, I + XaopdaypeHoI-MeTuI,
I + ximopunazon, I + ximopumypos, I + xsmopumypon-3tuI, I + XJtopykcycHast kucnora, [ +
XJIOpOTOITypoOH, | + xmopripodam, I + xmopeynbdypoH, I + ximopradn, [ + XjaopTan-IuMeTHII,
I + nuHUIOH-3TU, | + MHEMeTUIIUH, | + uHOCYNIBGYpPOH, I + nucanunua, I + kinetoaum, I +
kioauHador, [ + kmoaunadon-nponapru, I + kimomason, I + kmomenpor, I + kmonupanus,
I+ kmopaHncynam, I + kinopancynam-metusn, [ + nnanasus, [ + nukioar, [ + qMkiIocynbpaMypoH,
I + muxokcuauM, I + muranodor, I + muranodon-oyrum, I + 2,4-D, I + natimypoH, I + gamamnos,
I + mazomer, I + 2,4-DB, I + I + necmemudam, I + nukamoba, I + quxaooenu, I + quxmoprpor,
I + muxnopnpon-P, I + nuknodon, I + quknodon-merun, I + nukiaocynam, I + nudeH3zokpar,
I + muenszoxBat metuncymnbdar, I + mudnydenukan, [ + mudmydenzonup, I + qumedypon,
I + numenuniepar, I + numeraxmnop, I + numeramerpus, I + numerenamun, I + TMMeTeEHAMU/T-
P, I + qumeTtunun, I + muMeTHIIapcUHOBAS KUCIOTA, | + quHuTpamMuH, I + muHOTEPO, I +
nudenamun, I + qunponerpud, I + quksart, [ + qukBat quépomu, I + qutuonup, I + TuypoH,
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I + sunorain, I + EPTC, I + scipokap0, I + satandnypanus, I + atamercynbdypon, I +
stameTcynbdypon-metur, I + atedown, [ + atodpymesar, [ + sTokcuden, I + aTokcucynbpypoH,
I +3T0o0en3anun, I + peHokcamnporn-P, I + penoxcanpon-P-atum, I + hbenrpazamun, I + cynbdat
xenesa, | + paammpon-M, I + prmazacynsdypon, I + dpraopacymnam, I + diyasudorm, I +
dbayazudon-oytun, I + pnyasudon-P, I + pnyazudon-P-0ytun, I + dnyazonar, I +
dbaykapbazon, I + dinykapbazon-naTpui, I + daynerocyabdypos, I + dayxmopanux, I +
baydenaner, I + pnydenmmp, I + dydenrmp-atui, 1 + pymerpanun, I + piaymercymam, I +
dbaymukinopaxk, I + paymukiopak-neHTui, I + paymuoxcasun, I + ¢paymunpornus, I +
dbayomerypoH, I + payopormukodeH, [ + ¢piyopormukoden-stun, I + gryokcamnpor, I +
dbaynokcawm, [ + dpaynpomanun, I + ¢aynponanart, [ + ¢paynupcynbdhypoH, I +
baymupceynbhypoH-MeTUI-HaTpu, [ + ¢ypenodn, [ + ¢iaypunon, I + ¢paypoxmopunon, I +
baypokcunup, I + pirypramon, I + ¢uytuanet, [ + ¢uytuaner-metw, I + hpomecaden, I +
dhopamcynbdypon, I + pocamuH, I + rimydocunar, I + rmydocunar-ammonuit, I + rmudocar,
I + ranokcuden, I + ranocynbdypoH, I + ramocynsdypon-metu, I + ramokcudor, I +
rajokcudon-P, I + rekcazunoH, [ + umazameradens, | + umazameradeH3-MeTu, | + UMazaMoKc,
I + umazanuk, | + umazanup, [ + umazaxsuH, | + umazeranup, [ + umazocynbdypoH, I +
unaanodan, I + unnasudmnam, I + ionmeran, I + iiogocynbypoH, I + iiogocynbpypoH-MeTHII-
HaTpuit, I + nokcunun, I + uzonpotypos, I + uzoypos, I + uzoxcaben, I + uzoxcaxmopro, I
+ usokcadiyromn, I + uzoxkcanupudon, I + kapoyrunar, I + makroden, I + menamun, I +
JTMHYpoH, I + Mekonipor, [ + mexonpon-P, I + medenaner, I + medayuaua, I + Mme3ocynbdypoH,
I + me3ocynbdypon-metui, I + me3oTpuoH, [ + metam, I + meramudor, I + meramuTpoH, I +
MeTas3axjop, | + metabeH3tuasypoH, I + merazod, | + MeTunapcuHoBast KucioTa, I +
METUIAMMPOH, | + MeTmimm3zoTuonuanar, I + meronaxnop, I + S-meronaxiop, I + meTocynam,
I+ MeTokcypoH, I + meTpudy3uH, I + metcynbdypoH, I + MeTcynbpypoH-MeTu, I + MOJIMHAT,
I + moHONMUHYpOH, | + Hanpoanunu, I + Hampomnamu, I + Hantanam, I + HeOypoH, I +
HUKOCYIb(DYpOH, | + H-MeTrnrIMdocaT, | + HoHaHOBas KucaoTa, I + HOpdurypaszoH, I +
OJICMHOBAS KUCI0Ta (KUPHBIE KUCIOTHI), [ + opbeHkap0, I + oprocynbhamypos, I + opuzasuH,
I + okcamuaprumn, I + okcaguasoH, I + okcacynbdypoH, [ + okcaszukiiomedoH, I +
okcudnyopden, I + napaksar, I + mapaksat auxnopun, I + nedynar, I + nenaumeranus, I +
neHokcynawm, I + nenraxmopdenod, I + mearanoxyop, I + neaTokca3oH, I + meTokcamun, I +
benamenudam, I + mukaopam, I + mukommnaden, I + muHokcaneH, I + munepodoc, I +
npetunaxiop, I + npumucynbdypoH, I + npumucyinbdpypon-metui, [ + mpoauamus, I +
npodokcuanM, I + mporekcaauoH-Kanblyid, [ + mpomeToH, | + mpomerpuH, | + mpomaxiop,
I + mpomnanun, I + nponakeuzador, [ + mponasuH, I + npodawm, I + nponuzoxiop, I +
MPOIOKCUKap0Oa3oH, | + mpomnokcukapOa3zoH-HATPHIA, | + mponmzamu, [ + mpocynbhokapo,
I + mpocynbdypoH, | + mupakmonun, | + mupaduyden, I + mupadayden-atum, I +
nipacyibdoTo, I + mupa3onauHart, I + mupazocyiabdypoH, I + mupazocyabpypoH-3Tui, I +
nupasokcude, | + mupudben3okcum, I + mupudytukap0, I + mupuaadomn, I + mupunar, I +
nupudTanum, I + mupumuHoOax, I + mupumuHobak-meTui, [ + mupumucynbsdan, I +
MUpUTHOOAK, [ + mupuTHOOAK-HATPWMIA, | + upokcacynbdoH, [ + mupokcynam, I + KBUHKIOPAK,
I + kBuHMepak, I + kBuHOKIaMuH, I + kBU3anodorm, I + kBuzanodon-P, I + pumcynbdpypoH,
I + cadmydenanun, I + cerokcunum, I + cunypon, [ + cumasus, I + cumetpuH, I + xgopar
Hatpus, | + cynpKoTpuoH, I + cynbdenTpason, I + cynbdomerypon, I + cynbhomeTypoH-
metu, I + cynedocar, I + cynbdocynbdypon, I + cepHas kucnora, I + Tedytuyposn, I +
TedypunTpuoH, I + TemOoTpuoH, I + TenpanokcuanM, I + Tepbanu, I + TepOymeron, I +
TepOyTunasul, I + TepoyTpuH, I + Tenunxmnop, I + Tuazonup, I + Tudencynsdypon, I +
TUeHKap0a3oH, I + Tudencynbpypon-metu, [ + Tnodbenkapo, I + TonpamesoH, [ +
TpalkokcuauMm, [ + tpuasnar, [ + Tpuacynsdypon, I + Tpuasudmam, I + Tpudbenyposn, I +
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TpubeHypoH-meTun, [ + Tpukionup, I + Tpuatasux, I + Tpudnaokcucyabdypon, I +
TpudokcucybpypoH-HaTpHii, [ + Tpudaypanun, I + Tpudmaycyasdypon, I +
TpudaycynbypoH-MeTUl1, | + TpUrUaApOKCUTpHUa3uH, I + TpuHekcanak-3TuiI, I +
TpUTOCYNIbPYPOH, | + CIT0KHBIN ITUITOBBIIM 3up [3-[2-x710p-4-PpTOP-5-(1-METHI-6-
TpudTOopMeTUi-2,4-1MoKkco-1,2,3,4-reTparuAponupUMUINH-3-11)PEHOKCH |-2-TTUPUTUIIOKCH]
ykcycHol KucaoThl (CAS RN 353292-31-6). Coeaunenust popmyibl (1) W/uimm KOMITO3ULIUU
10 HACTOSAIIEMY U300PETEHUIO TAK)KE MOKHO OOBEIUHATH C TepOULIMTHBIMU COSTMHEHUSIMU,
packpbiTeiMu B WO 06/024820 u/uimn WO 07/096576.

CwmemmBaeMbie KOMITOHEHTHI coeTuHeHUs (hopMyIThI (I) MOTYT Takke HaXOAUThCS B (hopme
CIIOHBIX 2()MPOB UJIU COJIEH, yITOMUHAEMBbIX, Harmpumep, B The Pesticide Manual, Sixteenth
Edition, British Crop Protection Council, 2012.

Coemunenue hopmyisl (I) Takke MOXKHO MPUMEHSITh B CMECSIX C IPYTHUMHU ar POXUMHUYECKUMU
CpelICTBAMM, TAKUMH KaK (DYHTUIMIBI, HEMATOUUIbI UM MHCEKTULUIBI, TPUMEPHI KOTOPBIX
npusesieHbl B The Pesticide Manual (Bb1e).

CooTHolieHue B cMecu coeguHeHust popmyisl (I) U cMenmmMBaeMoro KOMIOHEHTa
MPEaNOUTUTENBHO cocTasisieT oT 1:100 o 1000:1.

CMecu mpeuMyIIeCTBEHHO MOYKHO MMPUMEHSTH B YIIOMSIHYTBIX BbIIIIE COCTaBax (B ciydae
4yero "aKTUBHBIA MHTPEIUCHT" OTHOCUTCS K COOTBETCTBYIOIICH CMECH COSTMHEHUS (POPMYIIBI
I co cMenmmBaeMbIM KOMITOHEHTOM).

Coenunenust popmyisl (I), omMcaHHBIE B JAHHOM JJOKYMEHTE, MOXKHO TaK)Ke TPUMEHSITh
B KOMOWHAIWM C OJTHUM WM HECKOJTbKUMH aHTUAOTAMH. AHAJIOTUYHO, CMECU COCTMHEHUS
dbopmybl (I), onMcaHHBIE B TAHHOM JOKYMEHTE, C OJTHUM WJIM HECKOJIbKUMU
JTOTIOJTHUTETLHBIMU TepOUIMIaMU TAK)KEe MOKHO IMMPUMEHSITh B KOMOWHAIUK C OTHUM UJTU
HECKOJIbKUMHU aHTHIO0TaMU. AHTUAO0TaMH MOTYT OBbITh AD 67 (MON 4660), 6eHOKCaKOp,
KJIOKBUHTOCET-MeKcuII, umnpocyiabdamum (CAS RN 221667-31-8), nuxiiopmu, heHXIIOpa30iI-
atui, peHkIopuM, girykcodennM, Gyprurazon ¥ COOTBETCTBYIOIIHIA R-u3oMep, nzokcaaunden-
3TUJ, MeEHITUP-TUITHI, OKCaOeTpUHUI, N-U30TTpONUII-4-(2-MeTOKCUOSH30MIICY Th(DaMOMIT)
o6enzamun (CAS RN 221668-34-4). JIpyrve BO3MOXHbIE BAPUAHTHI BKIIOYAIOT COEAUHEHUS-
AHTUIIOTHI, pACKpBIThIE, HanpuMmep, B EP0365484, nanpumep, N-(2-MeTokcrubeH30m)-4-[
(MeTUIaMUHOKapOOHMI)aMHHO |6eH30IIcyIb(poHamug. OCoOOEHHO MPEeANOYTUTEIbHBIMU
SIBJISTFOTCSI CMECH COeMHEHMS GOPMYJTBI | ¢ UTIpoCyTbhaMuIOM, H30KCATUPEH-ITUIIOM,
KJTOKBUHTOCET-MEKCUIOM U/Wiu N-(2-MeToKcHOeH301 )-4-[ (MeTUII-aMMHOKAPOOHMIT)aMUHO |
OEH30JICYJTB(POHAMUIIOM.

AHTUIOTHI coeuHeHUsT GopMyJIbI (I) MOTYT TakKe HaXOIUThCs B hOPME CIIOKHBIX 3(DUPOB
WJIM CcOJier, YIIOMUHAaeMbIX, HanipuMmep, B The Pesticide Manual (Bbite). Ccbuika Ha
KJIOKBUHTOCET-MEKCHJI TAK)KE OTHOCUTCS K €0 COJIU JINTUSI, HATPHUS, KaJIvsl, KaJIbLUs, MATHUS,
AJTFOMUHMS, JKeJie3a, aMMOHMS, YeTBEPTUYHOTO aMMOHHUS, CYJIbGoHUs Uit hochoHus, Kak
packpbiTo B WO 02/34048, a cchitka Ha (PeHXITOPa30JI-3THII TAK)KE OTHOCHUTCS K (DeHXII0PA30ITY
U T.J.

[TpeanouTuTeIbHO COOTHOIIIEHUE B CMecH coeqruHeHUs popmytbl (1) u aHTUIOTA COCTABIISIET
ot 100:1 go 1:10, B yvactHoCcTH, OT 20:1 10 1:1.

CMecu mpeuMyIIeCTBEHHO MOYXHO MPUMEHSATH B BBIIIEYIIOMSHYTBIX COCTaBax (B caydae
YEro BBIPAKEHUE "aKTUBHBINA UHTPEIUEHT" OTHOCUTCS K COOTBETCTBYIOILIEH CMECH COEAUHEHUS
dbopmybl (I) c aHTHTOTOM).

Kak ommmcano BoIme, coequnenust Gpopmydas (1) W/mmm KOMIIO3ULUH, COJIEPIKAIIINE TAKUE
COEIMHEHHS, MOXKHO IIPUMEHSATH B ClIOcOOaX KOHTPOJISI pOCTA HEKEIATEIbHbIX PACTECHUI U,
B YACTHOCTHU, B KOHTPOJIE POCTA HEKEIIATEIIbHBIX PACTEHUH B KYJIbTYpPaXx IOJIE3HBIX PACTEHUM.
Takum 00pazom, HacTosiIee H300pEeTEHHE TOTIOJTHUTEIBHO MPEyCMaTPUBAET CIIOCOO
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n30UpaTEIbHOT'O KOHTPOJISI COPHSIKOB B MECTE MPOU3PACTAHUS KYJIbTYPHBIX PACTEHUMN U
COPHSIKOB, T'JIE CIIOCO0 MpeAyCMaTPUBAET IPUMEHEHUE IO OTHOLIEHUIO K MECTY POU3PACTAHUS
JIOCTATOYHOTO JIJIs1 KOHTPOJISI COPHSIKA KOJIMUECTBa coeuHeHUsI (popMyiibl (I) MM KOMITO3UIMH,
OIIMCAHHOW B JAHHOM J10KyMeHTe. "KOHTpoJp" 03HaYaeT YHUYTOXKEHUE, COKPALLCHUE WU
3aMeUIeHHE POCTa WM MPeAYyNpPexIeHUE WK COKpaleHre mpopactanus. OObIYHO
pACTEHUSIMM, ITOJIEKAILMMHU KOHTPOJIIO, SIBJISIIOTCSI HEXKENIATEIIbHbBIE PACTEHUS (COPHSAKM).
"MecTo npouspacTtaHusa’ 0O3HAYaeT TEPPUTOPUIO, HA KOTOPOU PACTEHUS TPOU3PACTAIOT UITH
OyIyT mpou3pacTaTh.

Hopwmpsl npumenenus coenuuerntt hopmydsl (I) MOTyT BAppUPOBATH B IIUPOKUX MPEAETIax
Y 3aBUCST OT XapaKTepa MOoYBbl, crlocoda MpUMEHEHUS (J10 WK TTOCIIE MOSIBJICHUS] BCXO/I0B;
MPOTPABIIMBAHKUE CEMSIH; BHECEHHE B OOPO3AY I CEMSIH; MPUMEHEHHE ITPU OecTIaxoTHON
00pabOTKe U T.J1.), KYJIbTYPHOI'O PACTEHMUSI, COPHIKA(COPHSIKOB), KOTOPBIN(KOTOPHIE) OIICHKUT
(moyiexaTt) KOHTPOJIIO, TPEOOIaAAIOIIMX KIIMMATUUECKUX YCIIOBUM U IPYTUX (PaKTOPOB,
OIpe/eIIIeMbIX CIIOCOOOM MPUMEHEHHUSI, BPEMEHEM IMPUMEHEHHUS U LEIEeBOMI
CeNIbCKOXO03SIMCTBEHHOM KYNbTypoit. Coenuuenust GopMyiibl I corimacHo HacTosiemMy
U300peTEeHHI0 OOBIYHO NMPUMEHSAIOT ITpu HOpMe oT 10 1o 2000 r/ra, B yacTHOCTH, OT 50 10
1000 r/ra.

[TpuMeHeHre 0OBIYHO OCYIIECTBIISIOT TOCPEICTBOM PACIIBUICHHUSI KOMITO3ULMU, KaK
MPABUIIO, C TOMOUIBIO YCTAHOBJIEHHOI'O HA TPAKTOPE ONMPBICKUBATENS JJ1s1 OOJIBIIIMX
TEPPUTOPUIL, HO TAK)KE MOKHO ITPUMEHSITh JIPYyTUe CIIOCOObI, TAKUE KAK OMbUICHUE (JJIs
IIOPOIIKOB), KAIIEIbHBIN IOJIUB WIX OPOILIECHUE.

[Tone3nsie pacTeHus, MO OTHOLIEHUIO K KOTOPBIM MOKHO ITPUMEHSTh KOMITO3ULIUIO
COTJIACHO HACTOSIIEMY U300 PETEHHUIO, BKIIOUAIOT CEIbCKOXO3SIMCTBEHHBIE KYIbTYPbI, TAKUE
KaK 3€pHOBBIE, HAIIPUMED, TYMEHBD U MIIEHULA, XJIOITYATHUK, MACIIMYHBIN PAIIC, TOACOIHEYHUK,
MAauc, PUC, COsl, CaxapHasi CBEKJIa, CaXapHbId TPOCTHUK U JIEPHOBOM ITOKPOB.

KynbTypHble pacTeHUs MOTYT TaKXe BKIIIOUATh JEPEBbSI, TAKUE KAK IJIOJIOBBIE AEPEBBA,
MMaJIbMOBBIE AEPEBbSI, KOKOCOBBIE MAIIBMbI UJIU IPYTUE OPEXU. TaKkke BKIIFOUEHBI BHIOIIMECS
pacTeHus], TAKME KaK BUHOT' DA, IJIOJOBBIE KYCTAPHUKM, INIOJOBBIE PACTEHUS U OBOLLM.

Crieyet MOHUMMATh, YTO CETbCKOXO3AMCTBEHHbBIE KYJIbTYPbI TAKXKe BKIIIOUAIOT T€
CeIIbCKOXO3SIMCTBEHHBIE KYJIbTYPbl, KOTOPHIM MPUIATIN BBIHOCIMBOCTD K T€pOMLMIAM WU
Kj1accam repounuaoB (Hanpumep, ALS-, GS-, EPSPS-, PPO-, ACCa3a- u HPPD-uHruoutopsi)
C TOMOIIBIO TPATUIMOHHBIX CTOCOOOB CEJIEKIMU WU C TIOMOIIIbIO FT€HETUYECKON MH)KEHEPUH.
[TpuMepoMm cenbCKOX03UCTBEHHON KYJIBTYPbl, KOTOPOH MPUAAIY BBIHOCIUBOCTD K
MMUIa30JIMHOHAM, HAIIPUMED, UMA3aMOKCY, C TOMONIBIO TPAAULMOHHBIX CIIOCOOOB CEJIEKLUH,
aBisieTcs cypenuua (kanosa) Clearfield®. IIpuMepsl CellbCKOX03MCTBEHHBIX KYJIBTYD,
KOTOPBIM MPUAATIN BBIHOCIMBOCTH K F€pOULIMIaM C MOMOUIBIO CIIOCOOOB Fr€HETUYECKOMN
WHXXEHEPUH, BKITIOUAIOT, HAIIPUMED, YCTOMUMBBIE K TTIMdOcaTy U IIyGOCUHATY COpTa Mauca,
KOMMEPYECKH JOCTYIHBIE ITOJI TOPrOBBIMU Ha3BaHUsIMU RoundupReady® u LibertyLink®, a
TaKXe KyJIbTYPHOE PACTEHHUE, KOTOPOE CKOHCTPYUPOBAHO JJIsl CBEPXIKCIIPECCUU
TOMOTEHTH3ATCONIaHe3WITpaHc(hepaspl, Kak U3I0keHo, Hanpumep, B WO 2010/029311.

ITon cenbCKOXO34MCTBEHHBIMU KYJIBTYPAMU TAKKE CIEAYET IOHUMATH T€, KOTOPBIM C
MTOMOIIBIO CIOCOOOB FeHETUYECKOM MHKEHEPHUU ObLIa MPpUIaHa YCTOMUYMBOCTD K BPEIHBIM
HACEKOMBIM, HanmpuMmep, Bt-mauc (yCTOMUMBBIN K MOTBUIBKY KYKYPY3HOMY), Bt-XsomuaTHUK
(YCTOMYMBBIN K IOJITOHOCUKY XJIOITKOBOMY), & TaK)Ke pa3HOBUIHOCTH Bt-kapTodens
(ycroliuuBbie K KoyiopajckoMy kyky). [Ipumepamu Bt-mauca siBisitorcst tubpuibl Mauca Bt
176 NK® (Syngenta Seeds). Tokcun Bt mpeacrasisier coboit 6e10K, KOTOPBI B MPUPOJIE
00pa3ytoT nmouBeHHbIe OakTepun Bacillus thuringiensis. [Tpumepbl TOKCUHOB WM TPAHCTEHHBIX
pacTeHUM, CITOCOOHBIX CHHTE3UPOBATh TaKUe TOKCUHBI, orMcaHbl B EP-A-451878, EP-A-
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374753, WO 93/07278, WO 95/34656, WO 03/052073 u EP-A-427529. I1pumepamu
TPAHCTEHHBIX PACTEHUI, COJEPKAIINX OJUH UIIU HECKOJIbKO I'€HOB, KOJIUPYIOIINX
YCTOHYMBOCTD K HACEKOMBIM, M 9KCITPECCUPYIOIITUX OJWH UJIU HECKOJIBKO TOKCUHOB, SIBJISIFOTCS
KnockOut® (mawuc), Yield Gard® (maunc), NuCOTIN33B® (xstonmuaTtHuk), Bollgard®
(xmomuaTHUK), NewLeaf® (pazHoBugHoCcTH KapTodens), NatureGard® u Protexcta®.
PactutenbHble KyIbTYpHI WIK UX CEMEHHON MaTepUall MOTYT ObITh YCTOMYUBBIMH K
repOoUIKIaM U B TO K€ BpeMsl yCTOMUMBBIMU K IMTOEAAHNIO HACEKOMBIMU (TPAHCTEHHBIE OOBEKTHI
¢ "makeTupoBaHHBIMU" TeHaMu). Hampumep, cemst MoxxeT 06/1aaaTh CIOCOOHOCTHIO
3KCIPECCUPOBATh UHCEKTULMAHBIN Oestok Cry3, B TO ke BpeMs Oy ly4l BEIHOCIUBBIM K
riaudocary.

Taxoke creayeT MOHUMATh, UTO CEJIbCKOXO3SIMCTBEHHBIE KYJIbTYPbI BKJIIOYAIOT T€, KOTOPHIE
MOJTy4YeHbI TPAJULHUOHHBIMU CITOCOOAMU CEJIEKIUU UTH TEHETUUECKOM MH)KEHEPUH U 00J1a1atoT
TaK Ha3bIBa€MbIMU ITPUBHECEHHBIMU ITPU3HAKAMHU (HAIIPUMED, YIYUIIIEHHOM CTAOMITBHOCTBIO
MpU XpaHEHUH, 00JIee BBICOKOM MUTATEIbHON HEHHOCTHIO U YIIYUIIIEHHBIM BKYCOM).

Jlpyrye noe3Hble pacTeHUs BKITFOYAIOT TA30HHYIO TPaBY, HAIIPUMED, HA TOIb(]-TIIOMa KaX,
Jy’)kadKax, B mapKax U Ha 000YMHAX JJOPOTU UJIM KOMMEPYECKHU BBIPAIIIMBAEMYIO JJIs1 TA30HA,
U ICKOPATUBHBIE PACTEHUS, TAKHE KaK [IBETHI UJIM KYCTAPHUKHU.

KoMrmosunyu MoXHO MPUMEHSITh 11 KOHTPOJIST HeXKeIaTeNIbHBIX pacTeHUi (0000IIIEHHO
"copHsikoB"). COpHSIKH, TOAIeKAIIME KOHTPOJIIO, BKIIOYAIOT KaK OJTHOA0JIbHbBIE (HATIpUMeEp,
TPaBSHUCTBIC) BUIIbI, HAIIpUMeED, Agrostis, Alopecurus, Avena, Brachiaria, Bromus, Cenchrus,
Cyperus, Digitaria, Echinochloa, Eleusine, Lolium, Monochoria, Rottboellia, Sagittaria, Scirpus,
Setaria u Sorghum; Tak U IBY10JIbHBIE BU/IbI, HaIIpuMep, Abutilon, Amaranthus, Ambrosia,
Chenopodium, Chrysanthemum, Conyza, Galium, Ipomoea, Kochia, Nasturtium, Polygonum,
Sida, Sinapis, Solanum, Stellaria, Veronica, Viola u Xanthium. COpHSIKUA TaK>ke MOTYT BKJIFOYATh
pacTeHusi, KOTOPbIE MOKHO CUUTATh KYJIbTYPHBIMU PACTEHUSIMU, HO KOTOPBIE IIPOU3PACTAIOT
3a IpeeIaMu MoCceBHOM mtomau ("oersenst"), Wk KOTOPbIE MPOU3PACTAIOT U3 CEMSIH,
OCTAaBIIMXCS OT MPEBIAYIIETO ITOCEBA IPYTOM CETbCKOX035IUCTBEHHOM KYJIbTYPHI ("' pacTeHUs -
camoceBbl"). Takue pacTeHUs-CAMOCEBBI UM OETJIenbl MOTYT ObITh BHIHOCIMBBIMU B
OTHOIIIEHUH HEKOTOPBIX JPYTUX TEPOUIIUIOB.

[TpennoyTuTenbHO COPHSIKU, TOAJIEKAIIME KOHTPOJIIIO W/WIJIH MOJABIIEHUIO POCTA, BKIIIOUAIOT
OJIHOJIOJIbHBIE COPHSKH, OOJIee MPEANOYTUTEIbHO TPABSIHUCTBIE OJTHOAOIbHBIE COPHSIKH, B
YAaCTHOCTH, COPHSIKM CIEAYIOIINUX pooB: Agrostis, Alopecurus, Apera, Avena, Brachiaria,
Bromus, Cenchrus, Cyperus (pox ocok), Digitaria, Echinochloa, Eleusine, Eriochloa, Fimbristylis
(pox ocok), Juncus (poa TpocTHUKOB), Leptochloa, Lolium, Monochoria, Ottochloa, Panicum,
Pennisetum, Phalaris, Poa, Rottboellia, Sagittaria, Scirpus (poa ocok), Setaria u/vnu Sorghum,
W/WIIM COPHSIKH, MTPEACTABIISIONIME COOOM CaMOCEBHYIO KYKYPY3y (CAMOCEBHBINM MauC); B
yacTHOCTH, Alopecurus myosuroides (ALOMY, pycckoe Ha3BaHueE "JIMCOXBOCT
MBIIIEXBOCTHUKOBUIHBIN"), Apera spica-venti, Avena fatua (AVEFA, pycckoe Ha3BaHue "TUKue
BUIbI OBca"), Avena ludoviciana, Avena sterilis, Avena sativa (pycckoe Ha3BaHUeE "BUIbI OBca"
(camoceBHbIe)), Brachiaria decumbens, Brachiaria plantaginea, Brachiaria platyphylla (BRAPP),
Bromus tectorum, Digitaria horizontalis, Digitaria insularis, Digitaria sanguinalis (DIGSA),
Echinochloa crus-galli (pycckoe HazBaHue "exxoBHUK 00bikHOBeHHBIN"', ECHCG), Echinochloa
oryzoides, Echinochloa colona wu colonum, Eleusine indica, Eriochloa villosa (pycckoe Ha3BaHue
"mepctHsIK MoxHaThIf"), Leptochloa chinensis, Leptochloa panicoides, Lolium perenne (LOLPE,
pycckoe Ha3BaHue "TieBen nactouHbii"), Lolium multiflorum (LOLMU, pycckoe Ha3BaHMe
"TieBen UTalibsHCKUi"), Lolium persicum (pycckoe Ha3BaHMe "TieBel nepcuickuii”), Lolium
rigidum, Panicum dichotomiflorum (PANDI), Panicum miliaceum (pycckoe Ha3BaHUE "IUKOE
npoco obsikHOBeHHOE"), Phalaris minor, Phalaris paradoxa, Poa annua (POAAN, pycckoe
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Ha3BaHME "MATIMK OJHOJIETHUI"), Scirpus maritimus, Scirpus juncoides, Setaria viridis (SET VI,
pyCcCKOe Ha3BaHKME "IETMHHUK 3eJIeHbI ), Setaria faberi (SETFA, pycckoe Ha3BaHuMeE "TMCOXBOCT
BbICOKHUI"), Setaria glauca, Setaria lutescens (pycckoe Ha3BaHMe "IETUHHMK JKeThIN"). Sorghum
bicolor, n/vnu Sorghum halepense (pycckoe Ha3BaHue "IKOHCOHOBA Tpasa'), W/uim Sorghum
vulgare; U/WIu COPHSIKH, ITPEICTABIISIONINE COOOM CAMOCEBHYIO KYKYPY3Y (CAaMOCEBHBIN MAUC).

B o1HOM BapuaHTe OCYILIECTBIICHUS! TPABSIHUCTBIE OJTHOAOJIbHbBIE COPHSKHU, ITOIJICKAIIINE
KOHTPOIJIIO, BKJIIOUAIOT COPHIKU poaa Agrostis, Alopecurus, Apera, Avena, Brachiaria, Bromus,
Cenchrus, Digitaria, Echinochloa, Eleusine, Eriochloa, Leptochloa, Lolium, Ottochloa, Panicum,
Pennisetum, Phalaris, Poa, Rottboellia, Setaria u/uim Sorghum, /vy COpHSIKH, IPEICTABIISIIOIINE
CcOo0O0l CaMOCEBHYIO KYKYPY3Y (CAMOCEBHBIN MauC); B YaCTHOCTU, COPHSIKU pojia Agrostis,
Alopecurus, Apera, Avena, Brachiaria, Bromus, Cenchrus, Digitaria, Echinochloa, Eleusine,
Eriochloa, Leptochloa, Lolium, Panicum, Phalaris, Poa, Rottboellia, Setaria, w/unu Sorghum, n/
WJIM COPHSIKH, IPEACTABIISIONIME COO0M CaMOCEBHYIO KYKYPY3y (CAMOCEBHBIM MAKC).

B nononHUTENIbHOM BapuaHTE OCYIIECTBIICHUS] TPABSIHUCTBIE OTHOJOIbHBIE COPHSIKU
SIBIISIFOTCA "BETETUPYIONIMMHU B TEIUIBINA CE30H" (BETETUPYIOIIMMU B TEILIOM KJIMMATE)
TPaBSIHUCTBIMU COPHSIKAMU; B CIIyUae Yero OHU MPEANOUYTUTEILHO BKIIIOUAIOT (HAIIPUMED,
MPEJICTABIISIIOT cOO0I) copHsiku poaa Brachiaria, Cenchrus, Digitaria, Echinochloa, Eleusine,
Eriochloa, Leptochloa, Ottochloa, Panicum, Pennisetum, Phalaris, Rottboellia, Setaria u/vnu
Sorghum, W/unu COpHSIKH, MPEICTABIISIONINE COOO CAMOCEBHYIO KYKYPY3Y (CAMOCEBHBIM
Mauc). bosee npeanoYTUTEIbHO, TPABSIHUCTbIE OJTHOA0JIbHbBIE COPHSIKH, HATIPUMED,
MOJIJIeXkKAaIMe KOHTPOJIIO W/WJIU TTOAABJIEHUIO POCTA, SBJISIOTCS "BEreTUPYIOIIUMHU B TEILIbIN
Ce30H" (BEreTUPYIOIIMMU B TEIJIOM KJIIMMATE) TPABSIHUCTBIMU COPHSIKAMU, BKIIOUYAIOIIUMU
(HaTpuMep, MPeICTaBIISIONMMHA COO0M) COpHSAKHU poja Brachiaria, Cenchrus, Digitaria,
Echinochloa, Eleusine, Eriochloa, Panicum, Setaria u/unmu Sorghum; u/uimu COpHAKH,
MIPEICTABIISIONINE COOOM CAMOCEBHYIO KYKYPY3Y (CAMOCEBHBIN MauC).

B npyrom KOHKpETHOM BapUaHTE OCYIIECTBICHUSI TPABSHUCTBIE OJHO/I0JIbHBIE COPHSIKU
MPECTABIISIOT COOO0M "BEereTUPYIOIIME B XOJIOIHBIN Ce30H" (BEereTUPYIOIIHME B XOJIOTHOM
KJIMMATe) TPaBSIHUCThIE COPHSIKU; B CIIy4ae Yero OHU, KaK MPaBUIIO, BKIIOUAIOT COPHSIKU
pona Agrostis, Alopecurus, Apera, Avena, Bromus, Lolium u/unu Poa.

PazuunbIe acreKThl M BAPHMAHTHI OCYIIECTBIICHUS HACTOSIIETO H300peTeHus Jaiee OyayT
0oJ1ee Mo IpoOHO MPOULTIOCTPUPOBAHBI B KauecTBe mpumepa. Crieayer MOHUMATh, YTO MOXKHO
OCYIIECTBIATh MOAU(DUKAINIO HEKOTOPBIX MOAPOOHOCTEN O6€3 OTCTYIIEHHS OT 00beMa
HACTOSILIETO U300PETEHHUS.

ITPUMEPHI ITOJIYUEHU A

CnenuanuctaM B TaHHOW 00JIACTH TEXHUKU OYJIET TOHSTHO, YTO, B 3aBUCUMOCTH OT

IIPUPOIbI 3aMECTUTEIIEH Xl, Xz, Rl, R2, R3, R4, RS, R6, R7, R8, R9, Rlo, R“, R?, Rb, n,pHuq,
coeuHeHus (opMyJIbl [ MOTYT CyIIeCTBOBATh B PA3JIMYHBIX B3AMMOIIPEBPAIIAEMBIX
poTaMepHBIX (opMax, OMMUCAHHBIX, HarTpuMep, B S.A. Richards and J.C. Hollerton, Essential
Practical NMR for Organic Chemistry, John Wiley and sons (2010). 7151 sICHOCTH YIIOMUHAIOTCSI
TOJBKO JJAHHBIE CIIEKTPATBHOTO aHAIM3a MPeo0IaaroNied poTaMepHoOii (P OPMBI.

O01me cnocoObl

[Pd(IPr*)(cin)Cl] 03HauaeT KaTaJam3aTop, MpeAcTaBIeHHbIN HUXKE - cM. Chem. Eur. J. 2012,
18, 4517.
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0
[Pd(IPr*}cin)CI]
[MTammaganukir Xantphos 4-ro NOKOJIEHUS 03HAYAET KATAIU3ATOP, IPEACTABIECHHBINA HUXKE
- cM. Org. Lett. 2014, 16, 4296 1 WO 13184198.

:
O N—CHs
oPd]

‘\ o7
20 P R\/ PPh, PPh,
H,C CHj;

25
JackiePhos Pd G3 o3Hauaet karanu3aTop, IpeacTaBIeHHbIN HUXKE - cM. J. Am. Chem. Soc.,
2009, 131, 16720.

30 HoN— Pd o- S CHs
35 F3C
HaCO
H3;CO i-Pr
40 BrettPhos Pd G3 o3HauaeT kaTtainuzaTtop, IpeacTaBIEHHbIN HUXE - cM. Org. Lett., 2014, 16,

3844.

45
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i-Pr
H3CO

tBuBrettPhos Pd G3 o3HauaeT katainu3aTop, MPeACTABIEHHbIN HUXE - cM. Org. Lett., 2013,

OO,

N-»pd——o S CH;

tBu P tBu

i-Pr OCHj,
ITPUMEP P1. Cunre3 TpeT-0yTun-N-[6-(5-pTop-3-upumnn)-2-(TpudTopMeT)-3-
nupuaui]kapoamarta (coequHenue B30)

Y
Y

o] [}
v d I o™\ Z o™\
—_—
N F S I F
N N
F i F
F o F

K nepemennBaeMoii CyClieH3UM CBEKEU3MEIIbUEHHOTO aITMTUBHOTO COEIMHEHUS
nepoxcuruapara moueBunsl (0,099 r, 1,05 mmouis) B DCM (10 mut) ipu 0°C 1o6aBisiiiv 9TUII-
2-(TpudTopmeTrn)upuanH-3-kapookcunart (0,1 r, 0,46 MMOJIb) C TTOCIIETYIOIIUM MEIJIEHHBIM
no0aBiieHreM (3a TPUMEPHO 5 MUHYT) pacTBopa TpudTtopykcycHoro anruapunaa (0,13 mu,
0,91 Mmop) B DCM (5 mut). OGecrieunBaiiy HarpeBaHUe PEAKMOHHOM CMECH IO TEMIIEPATYPbI
OKPYKAIOIIEH Cpeabl U IEPEMEIIMBAHUE B TEUEHUE HOUU. PEaKIMOHHYIO CMECh TPOMBIBAIIU
2 M BoaHBIM pacTBOpOM KapbonaTa HaTpus (5 Mur) 1 2 M BOJH. pacCTBOPOM MeTaOuCyIb(puTa
HaTpus (2x10 MIT) U paCTBOPUTEND YAAISIIM in vacuo. HeouuiieHHbINA POAYKT OUMIIAIIH C
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MTOMOIIIIO KOJIOHOYHOM (pIa1I-xpoMaTorpaduu Ha CUIIMKaresie ¢ IpuMeHEeHUeM IpaIueHTa
EtOAc/u30rekcaH B KaUeCTBE 2JIIOEHTA C MMOJIydyeHueM TpedyeMoro npoaykTta (76 mr, 73%)
B BUJIE TYCTOTO OECIBETHOI'O Maca.

'H SIMP (400MTIy, CDCly) & 8,28 (1H, d), 7,44 (1H, dd), 7,21 (1H, d), 4,43 (2H, q), 1,44
(3H, t)
Craaus 2. CuHTe3 3TUIT-6-X710P-2-(TpUu TOPMETUIT) TUPUIUH-3-KapOOKCcHIaTa

(o]

/ o /\
' Z o\
X . F e |
N S F
| F ci N
o~ F F

F
Cwmech aTuit- 1-okcno-2-(Tpud TopMeTHIT ) IMpUAnH- 1 -mii-3-kapooxcunara (0,2 r, 0,85
MMmoJib) U POCl3 (2 mi1, 21,24 mmosnb) HarpeBasu Ao 80°C B TeueHue 6 4acoB U 3aTeM

OXJIaX1aJIM 10 TEMIEPATYPbI OKpyXkatolei cpeapl. Peakuuio racuiam 2 M BoJH. pacTBOpOM
Na,CO3 u 3aTeM akcTparupoBaiy ¢ momorsio EtyO (3x15 mur). O6begrHEHHBIE OPTaHUYECKHE

9KCTPAKTHI BhICYIIMBAIN HaJ Na,SO,4 U MpeABapUTeIbHO a0COpOMPOBAIIM HA CUIIMKATele

JUTSl OYUCTKHU C TIOMOIIIBIO KOJIOHOYHOM (PIaI-XxpoMaTorpaduu Ha CUIIMKareie ¢ TpuMeHEHHUEM
rpaaueHTa EtOAc/u30reKcaH B Ka4eCTBE ATIOEHTA C TToJydeHreM Tpedyemoro npoaykra (0,14
I, 61%) B Buje OECIIBETHOT'O Macla.

'H amP (400MTI'y, CDCl3) & 8,09 (d, 1H), 7,60 (d, 1H), 4,43 (q, 2H), 1,43 (t, 3H)

Craaus 3. CunTes 6-X710p-2-(TpUPTOPMETHIT)TUPUIUH-3-KapPOOHOBOM KUCIIOTHI

= I O/\ = I -
™ F —
™ F
cl N - ” 5
F F

K pactBopy 3THI-6-X110p-2-(TpUdTOPpMETHIT)TUPUINH-3-KapOokcunaTta (190 mr, 0,75
mmoJib) B THF (4 mur) u H,O (2 mut) no6asmsiiiu LiOH.H,O (72 mr, 1,72 MMOJIB) ¥ peaKIMOHHYIO
CMEChH ITEPEMELIMBAJIN IIPU K.T. B T€UeHHUE 3 4. PEAaKIIMOHHYIO CMECh KOHLUEHTPUPOBAJIU IIPU
MMOHW)XEHHOM JIaBJIeHUW U MeyieHHO qo0asisum 2 H. HC ¢ noctukenueM pH 3-4, 3atem
3KCcTparupoBaiu ¢ momoiibio EtOAc (2x10 mi). O0beAMHEHHBIE OPraHUYECKHUE SIKCTPAKTHI
BbICYyIIMBAIM HaJg MgSO,4 ¥ KOHLEHTPUPOBAIHU JO CyXOTO COCTOSIHUS PY MTOHUKEHHOM
JIaBJIEHUH C MOJIydeHHeM Tpedyemoro npoaykra (170 mr, Koiuy.) B BUIe OeJI0ro TBepIoro
BEILIECTBA.

'H SIMP (400M Ty, CDCl) 6 8,12 (1H, d), 7,62 (1H, d)
Cragus 4. Cunres TpeT-0yTui-N-[6-x10p-2-(TprdTopmeTn)-3-upuanikapdamarta

o) o, o
“ OH NH
L — /
X F > |
Cl N > F
F cl N
F F

K nepememmBaemomMy pactBopy 6-X10p-2-(TprupTOPMETHIT ) TUPUANH-3-KapOOHOBOI
kucnoTsI (3,0 1, 13,3 MMoJTb) B TpeT-OyTaHose (25 MiT) J0OaBIsIIA TPUITUIIAMUH (2,41 M1,
17,29 mmous) u mudenundocdopunazun (DPPA) (3,73 mi, 17,29 mMoits). PeakimonHyo
cMech HarpeBasu ipu 90°C B TeueHue 2 4. ¥ 3aTeM 00eCleurBaIu €€ OXJIaXKJeHHE 10 K.T. B
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TeyeHue Houu. PeakuimoHHy1o cMech pa3baBiisiiu ¢ momolisio EtOAc U mpoMbIBaJIM BOJIOM
(x2), 3aTeM coJieBbIM pacTBOpoM (x1), BeicymmBaiv Hag MgSO,4 1 BeITTApUBAIIH [0 CYXOTO

COCTOSIHMS [PV TOHWKEHHOM JaBJjieHnu. HeounilieHHbIl TPOAYKT aIcCOPOMPOBAIIU Ha
CUJIMKATEJI€ M OUYMILAIIM C IOMOIIBIO (pdII-xpoMaTorpaduu Ha CUIMKarese ¢ IpuMEHEHUEM
rpaauenTa oT 5 10 50% EtOAc B M30reKcaHe B KAUeCTBE AIIFOEHTA C [OJIyYeHUEM TpeOdyeMoro
npoaykTta (3,24 r, 82%) B BUjie OeCIBETHOTO Maca.

'H samP (400 MTI'u, CDCl3) 6 8,64 (d, 1H), 7,48 (d, 1H), 6,89 (br.s, 1H), 1,52 (s, 9H)

Cranus 5. Cunres TpeT-0yTui-N-[6-(5-pTop-3-tupunui)-2-(TpudTOPMETH )-3-TTMPUTUI |
kapOamara

K nepemerBaemoii cycnensuu (5-prop-3-nmupuann)dopoHoBoit kuciaotsl (1,70 T, 12
MMOJIb), Najuaganukia Xantphos 4-ro noxkosenus (0,2 r, 0,21 MMoJib) U TpeT-0yTUI-N-[6-
xJ1op-2-(TpudTopmeTnn)-3-nmupuani|kapbamara (2,50 r, 8,4 MM0OJIb) B cMecH 3TaHoa (6,8
MJI) U Todryona (25 mi) nobasmusn K,COs3 (8,4 mi1 2M pactBopa B Boze, 17 MMOJIb).
PeaknuronHnyto cMech HarpeBaliv ¢ 0OpaTHBIM XOJIOIUJIBHUKOM B TeueHue 3 u. PeakumoHHy1o
CMECh OXJIAXK/IAJIU 10 KOMHATHON TEMIEPATYPBI U KOHIEHTPUPOBAJIU JO CYXOI'O COCTOSTHHUSL.
OcraTok aacopOupoBaIv Ha CUITMKAresie U OUMIIAIA C TOMOIIBIO (hJI3II-XpoMaTorpaduu Ha
cunukarese ¢ npuMeHenueM rpaauenta EtOAc/u3orekcas, ot 5 10 100%, B KaUeCTBE IFOEHTA
C IoJIy4YeHHeM Tpedyemoro coequHenus (2,57 r, 85%).

'H SIMP (400MTIy, CDCl3) 6 9,02 (dd, 1H), 8,79 (d, 1H), 8,52 (d, 1H), 8,12 (m, 1H), 7,94
(d, 1H), 7,01 (br.s, 1H), 1,56 (s, 9H)

ITPUMEP P2. Cunte3 TpeT-0yTHiI-N-[ 6-TMpUMHUIUH-5-WUI-2-(TpUhTOpMETH )-3-TTMPUIAI ]
kapbamarta (coenunenue B32)

Cranus 1. Cunre3 TpeT-0yTuiI-N-[6-TUpUMUINH-5-UIT-2-(TPUPTOPMETH )-3-TUPUINII |
kapOamara
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K nepemerniBaemoii cycneH3uu TpeT-0yTui-N-[6-x10p-2-(TpudTopMeTHiT)-3-mupuani]
kapbamara (2,0 T, 6,74 MMOJIb), TUPUMUIMH-5-UIO0POHOBOM KUCIOTHI (1,25 T, 10,1 MMOIIB)
u [PA(IPr*)(cin)Cl) (0,395 1, 0,34 MMoJib) B aTanose (50 mir) nobasinsuu K,CO5 (2,07 1, 14,8

MMOIJIb). 3aT€M JAHHYIO CMECh HarpeBaju ¢ 00PATHBIM XOJOAWIBHUKOM B TE€UEHHE 2 Y.
Peaximonnyto cMech aacopOMpoBaliv HEMOCPEICTBEHHO HA CUJIMKATeyIe U OYMILAIIY C
MTOMOIIBIO (hIIBII-XpoMaTOTpadry Ha CUIIMKArese ¢ mpuMeHeHneM rpaaueHTa EtOAc/
uzorekcat, ot 5 10 100%, B KauecTBe JTIOEHTA C MOoJyuyeHueM TpedyeMoro npoaykra (1,98
T, 86%) B BUJIE 0JI€THO-KEJITOT'O TBEP/IOTO BEIIECTBA.

'H amP (400MTI'u, CDCl3) 8 9,33 (s, 2H), 9,27 (s, 1H), 8,81 (d, 1H), 7,92 (d, 1H), 7,02 (brs,

1H), 1,54 (s, 9H)
ITPUMEP P3. Cunte3s tpet-0yTin-N-[6-(5-¢pTop-3-mupuann)-2-(tpudropmeTiin)-3-
upuni]-N-MeTuiikapoamara (coequHeHue B29)

Cramus 1. Cunres TpeT-0yTuin-N-[6-(5-dTop-3-tupuani)-2-(Tpud TOPMETHIT )-3-TTMPUTUII |
-N-meTunkapbamarta

PactBop TpeT-0yTuin-N-[6-tupuMuanuH-5-1-2-(TpudTOpMETHN )-3-TMpUINII |[kKapbamaTa
(422 mr, 1,24 mmomns) B N,N-qumetundopmamue (4,2 mur) oxiaxaamu 1o S°C (nemstHast 6aHs)
B atMocdepe azoTa. JlobaBisim ogHoN nopumeit ruapua HaTpus (60% aucriepcusi B
MuHepajabHOM Macie) (1,49 mmoosb, 0,060 ). ObecnieunBay HarpeBaHUE TAHHOM CMECH 0
KOMHATHOM TeMIIepaTyphbl U IepeMellIMBaHue B TeueHue 1 yaca, 3aTeM JoOaBIIsIId HOIMETaH
(1,860 MMOJIb) U PEAKIIMOHHYIO CMECh TIEPEMENIMBAJIA B TEYEHHE JOMOJTHUTEIILHBIX 2 4aCOB.
Peakironnyto cMech OCTOPOKHO Pa30aBIIsUIM BOAOM U IKCTPArupoBayiu ¢ moMolbio EtOAc
(x3). Opranuyeckue BelecTBa 00 beAUHSIIN, IPOMBIBAJIU COJIEBBIM PACTBOPOM, BBICYIIIMBAIIU
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Hag MgSOy4 ¥ KOHUEHTPUPOBAIIU € TTOJTYYEHUEM KEJITOM cMOJIbl. HeouunileHHbIN MPOAYKT

aJIcOpOMpPOBAIM HEMOCPEICTBEHHO HA CUJIMKATeJIe U OYUIIAJIM C IIOMOIIIBIO (HIIIII-

XxpoMaTtorpadun Ha CUITMKArelie C mpuMeHeHueM rpagaueHTa ot 5 10 100% EtOAc B n3orekcane

B KauecTBE JJTIOEHTA C MOJIyUYeHHeM Tpedyemoro npoaykTa (354 mr, 81%) B BUIe CMOJIBI.
1H AMP (400MTI'u, CDCl3, ocHoBHO# potamep) O 9,07 (s, 1H), 8,57 (d, 1H), 8,20 (br.d,

1H), 8,01 (d, 1H), 7,76 (d, 1H), 3,22 (s, 3H), 1,33 (s, 9H)
ITPUMEP P4. Cuntes 3tun-N-[6-(5-pTop-3-mupuaun)-2-(TpupTopMeTri)-3-nupuan]
kapOamara (coequaenue B15)

Jlob6aBnsiiau TpUGTOPYKCYCHYIO KUCTOTY (1,4 mi1, 18 MMoITh) K TpeT-0yTui-N-[6-(5-hTop-
3-mupuann)-2-(Tpudropmern)-3-mupuani]kapdbamary (685 mr, 1,92 mmons) B DCM (7 M)
U PEAKIMOHHYIO CMECh HArpeBaJii C OOPATHBIM XOJOAWIHBHUKOM B TE€UEHHUE 3 Y., IOCIIE YEero
obecreuynBaIM ee OXJIAKICHHUE 10 KOMHATHOM TeMIiepaTypbl. PeakimoHHy0 cMech pa3aesnsim
Mexay 2 M NaOH (tak, uto pH BogHOro pacrBopa cocraisii Beie 12) u DCM. BoaHsbiii
CJIOM JBAXKIBI IKCTPATrUPOBAJIH € ToMoIbio DCM 1 00beTMHEHHBIE OpraHUYECKHUE IKCTPAKTHI
BpICylIMBaiIu Hax MgSOy4 1 B CyXOM BHJIE 3arpyKajid Ha LEIUT. IIpu ouncTKe ¢ TOMOIIBIO

ddm-xpomatorpaduu Ha cCUiIMKarene ¢ mpuMeHeHneM rpaauerTa ot 0 1o 30% EtOAc B
U30reKCaHe B KAYEeCTBE 3JII0OCHTA MOJIydyalid TpedyeMoe coenHenue (472 mr, 96%) B BUjie
0e1oro TBEpI0TO BEIIECTBA.

'H SIMP (400M Ty, CDCl3) & 8,93 (m, 1H), 8,45 (d, 1H), 8,12-8,00 (m, 1H), 7,75 (d 1H),
7,21 (d, 1H), 4,38 (br.s, 2H)

Craaus 2. Cunre3 3Tuit-N-[6-(5-prop-3-mupuaun)-2-(TpudTopMeTh)-3-UpUan]
kapOamara
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K nepemermBaemomy pactBopy 6-(5-drop-3-mupuani)-2-(TpudTopMeTUIT ) TMPUIUH-3-
amuHa (100 mr, 0,39 mMoutb) u TpusTHiIamuHa (0,065 mit, 0,47 mmone) B DCM (2 min) nipu
KOMHATHOM TeMIiepaType no0apisiau sTunxiaoppopmuat (0,045 mi, 0,47 MMOJIB).
PeaknuonHnyio cMech nepeMenmBaiu Mpu K.T. B Te4eHUE HOUM. [{0OaBIsIM TOTIOIHUTETBHO
0,05 mut atunxnopdopmuata u 0,07 M1 TPUITUIIAMUHA B PEAKIMOHHYIO CMECh BMECTE C 5 MT'
DMAP u nonyuenHoe HarpeBaiiv 1o 40°C B TeueHHe 8 4aCOB U 3aTE€M OCTaBIISLIM IPU
KOMHATHOM TemnepaTtype B TeueHue Houu. Jlo6asisiim qonoaauTenbHo 0,20 Mt
STUIXJI0PGOpMHUATA B PEAKIIMOHHYIO CMECh U PEaKIMOHHYI0 cMech HarpeBau rpu 40°C B
TeUeHHE 7 4acoB M 3aTeM 00ecCIieurBajIu €€ OTCTAUBaHKUE B TEUEHUE HOUU MTPU KOMHATHOMN
TeMriepatype. PeakimoHHy10 cMech MEIJIEHHO FaCUITM BOAOM 1 3aTEM TPH pa3a IKCTPArupoBajv
¢ noMol1ibio DCM. O0beIMHEHHBIE OPTaHUUECKUE CJIOM TPOMBIBAJIA COJIEBBIM PACTBOPOM U
3aTeM BbICylIMBaJIA Hag MgSOy4 1 B cyXoM BUE 3arpyxaiu Ha uenut. [Ipu ounctke ¢

MTOMOIIBIO (BIIAIII-XpOMaTOTpaduy Ha CUIIMKAreye ¢ mpuMeHeHneM rpaaueHTa ot 0 1o 30%
EtOAc B M30rekcaHe B KQueCTBE 3JII0CHTA MOIydaau TpedyeMblit mpoayKT (48 mr, 38%) B
BUJIE OETI0ro TBEPAOIO BEIIECTBA.

'H ssmMP (400MTI'u, CDCl3) 6 9,03 (d, 1H), 8,79 (d, 1H), 8,53 (d, 1H), 8,12 (m, 1H), 7,97 (d,

1H), 7,14 (br.s, 1H), 4,30 (q, 2H), 1,37 (t, 3H)
ITPUMEP P5. Cuntes nzonponui-N-[6-(5-brop-3-mmupuaun)-2-(tpudTopmeT)-3-
nupuari]kapbamarta (coequHenue B16)

K pactBopy 6-x510p-2-(TpudTOpMETUT)TUPUANH-3-KapOoHOBOM KUCIOTHI (300 mr, 1,33
MMOJIb) B IponaH-2-oie (5 mit) go6asisuia DPPA (0,42 1, 1,73 mMmoib) u TpusTuinamuH (0,24
M1, 1,73 Mmoie). PeakimonHnyto cmech HarpeBaiu mipu 70°C B TeueHue 2,5 4acoB, MOCTIe Yero
o0ecreynBaiy ee OXJIaKACHUE 10 KOMHATHOM TEMIIEPATYPbl U OTCTAUBAHUE B TEUCHUE HOYM.
PeakuuoHHYI0 cMeCh B CyXOM BUJIE 3arpy>Kajiv HA UEJIUT U OYMIIAJINA C TOMOIIBIO KOJTOHOYHOHN
XpoMaTorpaduu Ha CUITMKaresie ¢ mpuMeHeHueM rpaauerTa oT 0 10 20% EtOAc B u3orekcane
B KA4€CTBE 3JTI0EHTA C MOJIyYeHHUEM TpedyeMoro npoaykTa (278 mr, 74%) B BUie OECLIBETHOTO
Macna.

'H amP (400MTI', CDCl3) 6 8,66 (d, 1H), 7,50 (d, 1H), 6,98 (brs, 1H), 5,04 (m, 1H), 1,34

(d, 6H).
Craaus 2. Cunte3 uzonponuia-N-[6-(5-¢pTop-3-mupuaunn)-2-(TpudTopMeTHn)-3-mupuaun]
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B cycniensuro uzonponui-N-[6-x10p-2-(TpudTopmeTin)-3-nmupuauikapoamara (100 mr,
0,35 MMoIIB), (5-pTOP-3-MUPUIKUIT)00POHOBOM KUCTOTHI (75 Mr, 0,53 MMosb) 1 [PA(IPr#*)(cin)
Cl) (20 mr, 0,018 MmMoOJIB) B 3TaHOJI€e (3 MIT) m0OaBIsIM KapOoHaT Kaius (109 mr, 0,78 MMOJIB).
3atem cMech HarpeBasu 70 80°C B Teuenue 2 4. Cmech PUIBTPOBAIIU U 3aTEM
KOHIIEHTPUPOBAJIH in vacuo Ha 1enute. [Tpu ounctke ¢ momonieio Qisii-xpomatorpaduu Ha
cuiMKaresie ¢ npuMeHenueM rpaauenta 20% EtOAc B U30reKcaHe B KAYECTBE JJIIOCHTA, C
MTOCIIEAYIOIIE BTOPOU CTaUe OYMCTKH C TIOMOIIBIO KOJIOHOYHOM XpomaTorpaduu Ha
cunkarese ¢ npumenenueM rpaauenTa ot 0 1o 15% EtOAc B M30rekcaHe B KaUeCTBE JJIFOEHTA
MoJy4yau Tpedyemoe coenuHenue (45 mr, 37%) B Buae 0e10ro TBEPAOTO BELIECTBA.

'H amp (400MI', CDCl3) 6 9,02 (d, 1H), 8,80 (d, 1H), 8,52 (d, 1H), 8,12 (m, 1H), 7,97 (d,
1H), 7,09 (br.s, 1H), 5,07 (m, 1H), 1,36 (d, 6H)

ITPUUMEP P6. Cuntes 1-[6-(5-bTop-3-upummi)-2-(TpudTOPMETHIT)-3-TIMPUTUIT|-3-
W3O0IPOIUIIMOYEBUHBI (coeauHeHue B37)

Craaus 1. Cunres 1-[6-(5-dTop-3-tupuani)-2-(TpudTopMeTH)-3-upruaun]-3-
W30IPOIUIIMOYEBUHBI

K nepememmiBaemomy pactBopy 6-(5-prop-3-mupuauni)-2-(TpudTopMeTHI ) TUPUIUH-3-
amuHa (200 mr, 0,78 mMois) DCM (10 M) no6asisnu nupuaut (0,252 mit, 3,11 MMOJIb),
DMAP (0,010 r, 0,07 mmoub) u 4-autpodenunxiaopdopmuat (0,313 r, 1,56 MMOJIB).
Peakironnyto cMech nepeMeIMBaim Npyu KOMHATHON TeMIepaType B TEYEHUE HOUU U 3aTEM
nobasisim uzornponuwtaMuH (0,334 M, 3,89 MMmoiIb). PeakimoHHYIO CMeCh TTepeMelBaii
MpU KOMHATHOMN TeMIIepaType B Te€UEHUE JOTIOJIHUTEIIbHBIX 72 Y., BBIITAPUBAJIM JI0 CYyXOTO
COCTOSIHUS MTPU MMOHMWYKEHHOM JIaBJICHUH W OYMIIIAJIM C ITOMOIIBIO (biaiI-xpoMaTorpadur Ha
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Si0, ¢ npumeHeHnem rpaaueHTa EtOAc/M30rekcan B KaUeCTBE JIF0EHTA C IT0JIyYEHUEM

TpedbyeMoro coeaunenus (117 mr, 44%) B Buae OJI€THO-)KEIITOTO TBEPIOTO BEIIECTBA.

'H SIMP (400 MTy, CDCls) 6 9,01 (m, 1H), 8,81 (d, 1H), 8,50 (d, 1H), 8,13-8,08 (m, 1H),
7,92 (d, 1H), 6,68 (br.s, 1H), 4,69 (br.s. 1H), 4,05-3,94 (m, 1H), 1,25 (m, 6H)

ITPUMEP P7. Cuntes tpet-0yTuii-N-[2-1iuano-6-(5-prop-3-mupuan)-3-mupuani]
kapbamarta (coenunenve B34)

Craaus 1. Cunres 3-aMUHO-6-(5-GTOP-3-TTUPUANT) TUPUIUH-2-KapOOHUTPUIIA

NH,
NH, N

P

cl NN < |

™

B cocyn 111 MUKpOBOJTHOBOT'O peakTopa 3arpyxaiu 3-aMUHO-6-XJTOPIMPUIUH-2-
kapoonutpui (210 mr, 1,37 MMods), (5-prop-3-mupuanin)doponosyio kucinoty (301 mr, 2,05
MMOIJIb), KapOoHaT Kaums (756 mr, 5,47 mmoins), Pd(PPhs), (158 mr, 0,137 MM0OJIBb) ¥ TOTYOJ

(5 mu1). PeakiimoHHYI0 CMECh HaTPEBAJIU C TOMOITbI0 MUKPOBOJTHOBOTO U3 TyueHus mpu 150°C
B TeueHue 15 MuHyT. PeakiimoHHy0 cMech (PUIbTPOBAJIM Yepe3 LETTUT, BBITAPUBAIIU O CyXOTO
COCTOSTHUSI TTPY TTOHMKEHHOM JaBJICHUU W OUYMIIIAJIH C TIOMOIIBIO (uIdII-XpoMaTorpaduu Ha
Si0, ¢ npumeHennem rpaaueHTa EtOAc/M30rekcal B KaUeCTBE JII0EHTA C ITOJIyYEHUEM

TpedyeMoro coeaunenus (101 mr, 34%) B Buae OJI€THO-KEIITOTO TBEPIOTO BEIIECTBA.
'H amp (400MTI'y, CDCl3) & 9,31 (s, 1H), 8,83 (s, 1H), 8,58 (s, 1H), 7,77 (d, 1H), 7,23 (d,

1H), 4,47 (s, 2H)
Craaus 2. Cunres N-[2-1imaHo-6-(5-pTop-3-mupuani)-3-mupuani|kapodamarta

o o,
NH, \j: \|<

K nepemenmiBaemomMy pactBopy 3-aMUHO-6-(5-QTOP-3-IMPUINIT) TUPUIVH-2-KapOOHUTpUIIA
(87 mr, F0,41 mmouns) B THF (10 mi1) go6asmsiiu NaHMDS (0,81 mi1 1 M pactBopa B THE,
0,81 MM07B). PeakuimoHHYI0 CMeCh IEPEMELIMBAIIM TPU KOMHATHOW TEMIIEPATYPE B TEUEHUE
30 MUHYT U 3aTeM J100aBJISIIA OJTHOM MTOPIHeN pacTBOP TPET-O0yTOKCUKAPOOHUII-TPET-
oytunkapoonara (90 mr, 0,41 mmonb) B THF (2 mut). PeakumonHyio cMech nepeMenimBaim
Mpy KOMHATHOM TeMIIepaType B TeueHue 3 4yacos, 3aTeM qo0asisui H,O (20 mit) u
PEaKIMOHHYIO CMECh IKCTparupoBam ¢ momoIipio EtOAc (2x20 min). O0beTMHEHHBIE
OpPraHUYECKHME IKCTPAKTHI BhICYIIMBaIU HaJ L MgSO,4 1 BBITAPUBAJIM 10 CYXOT'O COCTOSTHUS
MIpY TOHWKCHHOM JaBJIeHUH. HeouuIneHHbIN TPOAYKT OUYMINAIIHA C TTIOMOIIBIO (II3III-
xpomaTtorpaduu Ha SiO, ¢ mpumeHeHreM rpaaueHTa EtOAc/u3orekcaH B Ka4ecTBE TIOCHTA

¢ IoJIydeHreM Tpedyemoro coequnerus (13 mr, 10%) B Buae 6e10ro TBEPAOro BEIIeCTBa.
'H amp (400MTI'y, CDCl3) & 9,06-8,90 (m, 1H), 8,78 (d, 1H), 8,53 (d, 1H), 8,15-8,00 (m,

1H), 7,95 (d, 1H), 7,18 (brs, 1H), 1,58 (s, 9H)
ITPUMEP P8. Cunte3 TpeT-0yTui-N-[6-(5-¢pTop-1-oKcuaonupuanH- 1 -ui-3-um)-2-
(Tpucdpropmermin)-3-mupuani]-N-metunkapbamara (coequaenue Bl)
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Craaus 1. Cunres TpeT-0yTuin-N-[6-(5-bTop-1-okcuaonupuaua- 1 -uii-3-um)-2-
(TpudTopmeT)-3-nupuani]-N-mMeTunkapbamata

K nepemernnmmBaeMmomMy pactBopy TpeT-0yTriT-N-[6-(5-dhTop-3-mmpuani)-2-(Tpud TOpMETHIT)
-3-nupunun]-N-metunkapbamata (234 mr, 0,631 mmoinb) CHCl3 (5 Mi1) 106aBIIsiiv OJHON

nopuuert mCPBA (233 mr, 0,95 Mmo:b). PeakiimoHHy10 cMech EpeMETMBAIINA IPU KOMHATHOMN
TEMIIEPATYPE B TEUEHUE 72 4., TACUIIA HACBIIIEHHBIM BOAH. pacTBOpoM NaHCO3 (10 mu) n

3KCTparupoBaiv ¢ nomoiipo DCM (2x10 mit). OObeAMHEHHBIE OPraHUYECKUE SIKCTPAKTHI
npombiBaiu 10% BOJH. pacTBOpoM MeTaducybhuta HaTpus (10 M), COJIEBBIM PACTBOPOM
(10 mur), BeICYIMBaM HaX MgSOy4 M BBIITAPUBAIIM 10 CYXOT'O COCTOSIHUS ITPU IIOHUKEHHOM

napiieHud. OCTaTOK OUYUINAIIM C TOMOIIBIO (hidII-xpoMaTorpaduu Ha SiO, ¢ TpUMEHEHUEM

rpaguenTa ot 0 1o 10% MeOH B DCM B kauecTBe ammtoeHTa. HeounieHHbI TPOAYKT
pactBopsuii B DCM (10 Mi1) ¥ IpOMBIBAIM HACBILIEHHBIM BOAHBIM pacTBopoM NaHCO3 (3x10

MI1), Bozoi (10 mit) 1 coneBbIM pacTBopoM (10 mir). Opranudeckyio a3y BbICYyIIUBAIN HAJ
MgSOy4 1 BBIITAPUBAIIM 10 CYXOT'O COCTOSIHUS ITPU IIOHWKEHHOM JIABJIEHUU C ITOJIyYEHUEM

Tpebyemoro npoaykra (64 mr, 26%) B Bujie 6€710r0 TBEPOTro BEIIECTBA.
'"H IMP (400M Ty, CD30D, ocHoBHoM poTtamep) O 8,97 (s, 1H), 8,53 (dd, 1H), 8,36 (d, 1H),

8.19 (d, 1H), 8,09 (d, 1H), 3,12 (s. 3H), 1,32 (s, 9H)
ITPUMEP P9. Cunre3 3-[6-(5-pTop-3-upuann)-2-(TpuGpTopMeTHI )-3-MUPUINII |
OKCa30JIuauH-2-0oHa (coequHeHue B45)
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Cranus 1. Cunres 3-x510p-6-(5-dTop-3-nupuani)-2-(TpudTOPMETUIT ) TUPUIUHA

Cycniensuio 3,6-auxinop-2-(tTpudpropmerun)nupuauna (2,0 r, 9,26 mmosb) u (5-¢prop-3-
NUpUInI)00poHOBOM KUCIOTHI (1,44 1, 10,19 mmonb) B cmecu EtOH (5,4 mun), Totyona (20
MJI) 4 BOJIbI (9,25 Mut) 6apOoTUpOBaiM ¢ TOMOIIBIO Ny B TeueHre 30 MUHYT ITpH K.T. JloOassuum

K»,CO5 (2,56 1, 18,52 MMoub) 1 nasuiagaumki Xantphos 4-ro nmoxkonenus (222 mr, 0,232 MMoJIb)

Y peaKIMOHHYI0 cMech HarpeBaiu 10 80°C B TeueHue 2,5 yacoB. ObecreunBaiv OXJIaxaeHue
PeaKIMOHHOM cMecH 10 K.T., pa30aBirsim ¢ momoribio EtOAc (100 MiT) 1 TpOMBIBAIM BOAOM
(100 m1). BoHyro (ha3y 3KCTparupoBajv ¢ TOMOIIBIO JOMOJHUTETLHOTO KoruecTBa EtOAc
(2x100 mi1). O6BeTMHEHHBIE OPTaHUYECKUE IKCTPAKTHI BhICYIIUBaIN Hag MgSOy u
BBINAPUBAIIA JO CYXOr'O COCTOSIHUS ITpY MTOHWKEHHOM JaBjieHuu. HeounilieHHbIi MaTepuan
OYMINAITA C TTOMOIIBLIO (PII3II-XpoMaTorpadguu Ha CUIIMKAresie ¢ TpUMEHEHUEM TpaJeHTa
EtOAc/u30orekcaH B KauecTBe 3JII0EHTA C MOJIydeHHueM TpedyemMoro npoaykra (2,16 r, 84%)
B Bujie OJIETHO-OPaHKEBOI'0 Maciia, KOTOPOE 3aTBEPAEBAJIO IPU OTCTAUBAHUM.

'H smP (400MTI', CDCl3) 6 9,03 (s, 1H), 8,58 (s, 1H), 8,15 (d, 1H), 7,98 (d, 1H), 7,92 (d.

1H).
Cramus 2. Cunres 3-[6-(5-pTop-3-nupunun)-2-(TprudTOpMETHIT)-3-TTMPUINIT |OKCA3OJIUINH-
2-0Ha

B cocya s MUKPOBOJTHOBOTO peakTopa 3arpyxalu 3-Xjaop-6-(5-gprop-3-nmupuann)-2-
(Tpudropmerun)iupuauH (100 mr, 0,362 mmous), JackiePhos Pd G3 (16,9 mr, 0,0145 MMouth),
Cs,CO3 (236 mr, 0,723 MMOJIB), OKCa30auAUH-2-0H (79 mr, 0,904 MmMoI1b) 1 TOTyOI (1 MIT),

3aKkpbIBasid M HarpeBayn 10 150°C B TeueHue 1 yaca ¢ HOMOIIbI0 MUKPOBOJTHOBOT'O U3TTyUEHHUSI.
PeakironHy1o cMech OXJIaXK1aJIM J10 K.T., pa30asisiiv ¢ noMoibio EtOAc (25 mi),
(bUIBTPOBAJIM YePe3 CIION LEIUTA U BBITAPUBAJIU 10 CYXOT'O COCTOSIHUS ITPU OHMKEHHOM
naBjieHrA. HeounImeHHbIi MaTeprajl OUMIaliv ¢ IIOMOIIbIo (iami-xpoMaTorpaduu Ha
CUJIMKarese c mpuMeHeHueM rpajauenTa EtOAc/uzorekcan B kauecTBe amtoeHTa. [Tomyuennoe
B pe3yJibTaTe OECLBETHOE TBEPAOE BEIIECTBO PACTUPAIIM C BOJIOM, OCTaBIlIeeCsS TBEPAOE
BEILIECTBO COOMPAJIK TOCPEICTBOM (DUIBTPALMH, TPOMBIBAIIU JOTIOJTHUTETBHBIM KOJIMUECTBOM
BOJBI U 3aTeM pacTtBopsuii B DCM. PactBop BricymmBanu Hag MgSO, v BblapyBaju 10

CYXOTO COCTOSIHUSI ITPU TTOHWKEHHOM JABJICHUH C MTOJIyYeHUEM TpeOyeMoro npoaykTa (24
Mmr, 20%) B BUIe OECIIBETHOTO TBEPJIOTO BEIIECTBA.

'H simMP (400MI'y, CDCl3) 6 9,07 (s, 1H), 8,61 (d, 1H), 8,19 (m, 1H), 8,10 (d, 1H), 8,00 (d,

1H), 4,63 (dd, 2H), 4,05 (dd, 2H)
ITPUUMEP P10. CunTte3 MmeTnir-3-[6uc(TpeT-0yToOKCUKapOoHMI)aMUHO |-6-(5-pTop-3-
MMUPUIAT) TUPUIMH-2-KapOokcuiaTa (coenuHeHue B76)
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CMmech MeTuII-3,6-AuxIopnupuanH-2-kapookcunara (1,00 r, 4,85 mMorb) U (5-¢ptop-3-
mupuania)oopoHoBoit kuciots (0,752 1, 5,34 MMoJIb) B 3TaHoIe (2,7 mit), Toayoute (10,0 M)
u BoJe (4,6 M) 6apboTrupoBaiy ¢ moMolbio N, B TeueHre 30 MUH. ITpHU K.T. 3aTeM 100aBIIsIIN

K»,CO3 (1,342 1, 9,71 mmonp) n naiutaganukit Xantphos G4 (0,117 r, 0,121 MM0O7b) ¥ pacTBop
xenToro nseta HarpeBaiu 10 85°C B atmocdepe N, B Tedenue 2 yacoB. ObecrieunBau
OXJIAXKIEHUE PEAKIIMOHHON CMECH 10 K.T., pa3daisiiv ¢ momoibio EtOAc (50 mit) u

poMbIBaju Bojow (50 mun). BoaHyro ¢ha3y JOMOJHUTEIHHO SKCTPATUPOBAIIA C TIOMOIIBIO
EtOAc (2x50 mi1). O6beAMHEHHbIE OPraHUYECKHUE IKCTPAKTHI BhICYIIUBANIM Haa MgSO, u
BBIMAPUBAJIU O CYXOI'O COCTOSIHUS ITPY MTOHWKEHHOM JiaBjieHuu. HeouuilieHHbIN MaTepuain
OYMIIAJIM C TOMOIIBIO (udII-XpoMaTorpadun Ha CUIMKarese ¢ MpuMeHEeHUeM IrpaueHTa
EtOAc/M30rekcaH B KauecTBe 3JII0CHTA C IOJIydeHueM Tpedyemoro mpoaykra (0,94 r, 73%)
B BUjIe OE€CIIBETHOT'O TBEP/IOTO BEIIECTBA.

'H imMP (400 MTI'u, CDCl3) 6 9,00 (s, 1H), 8,54 (d, 1H), 8,14-8,10 (m, 1H), 7,92 (d, 1 H),

7,83 (d, 1H), 4,05 (s, 3H).
Craaus 2. CunTe3 MeTWII-3-(0eH3TUAPWITUIEHAMUHO )-6-(5-OTOP-3-MUPU NI ) T PUIUH-2-
KapOoKcHuiIaTa

B cocyn 111 MUKPOBOJIHOBOI'O peaKTopa 3arpyKaid MeTUII-3-XJ10p-6-(5-GpTop-3-upuam)
mupuanH-2-kapookcunart (50 mr, 0,19 mmons), namtaganuki BrettPhos G3 (8,5 mr, 0,0094
MMoI1b), BrettPhos (5,1 mr 0,0094 mmous), KoCO5 (36 Mr, 0,26 MMmoutb), 6eH30(heHOHUMUH (41

mr, 0,23 MmoJb) 1 6e3BoaubIN tBuOH (1 M) u HarpeBaiu B TedeHue 1 yaca mpu 160°C ¢
ITOMOIIBIO MUKPOBOJIHOBOT'O U3 TyUeHUSs. PeaKIMOHHYIO CMECh OXJIaXIaJIM JI0 K.T., pa30aBIIsiIu
¢ nomoibo DCM (20 mut) u mpombiBaiv Boao# (20 mit). BomHbll Cioi 3KCTparupoBaiu ¢
TTOMOIIBIO JOMOJTHUTENBHBIX TTopiuit DCM (2x20 mi1) 1 3aTeM 00beIMHEHHBIE OPraHUYEeCKUE
3KCTPAKTHI BBICYIIUBAJIM Hag MgSO, 1 BBITTApUBAJIU 1O CYyXOTO COCTOSTHUS ITPU IOHUKEHHOM
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JaBjieHd. HeouuIeHHbI MpOoIyKT OUYHIIAIM C TOMOIIbIO (IdII-XpoMaTorpaduu Ha
CUJIMKaresie ¢ npuMeHeHueM rpaneHTa EtOAc/M30TeKkcaH B KAUECTBE JIFOEHTA C MMOJTyYEHUEM
Tpebyemoro npoaykrta (29 r, 38%) B BUE KEITON CMOJIBI.

'H amP (400MTI'y, CDCl3) 6 8,93 (s, 1H), 8,47 (d, 1H), 8,12-8,06 (m, 1H), 7,78 (br. s, 2H),

7,69 (d, 1H), 7,36 (br m, 8H), 7,11 (d, 1H), 3,92 (s, 3H).
Craaus 3. CuHTe3 METHII-3-aMUHO-6-(5-QTOP-3-TTMPUAWIT) TUPUIMH-2-KapOOKCHIaTa

K nepemenmnmmBaeMoMy pacTBOpYy MeTUII-3-(OCH3THIAPHUITUACHAMUHO )-6-(5-pTOp-3-TTMprInIT)
nupuarH-2-kapookcunata (121 mr, 0,294 mmonb) B MeOH (3 Mi1) mo6aBisiau Tpuruapat
anerara HaTpud (96 mr, 0,706 MMOIIB) M TUAPOXIOPUA TUAPOKcHIaMuna (37 mr, 0,529 MMOIIb)
U PEAKLIMOHHYIO CMECh MEPEMEIIMBAIIN MIPH K.T. B TedeHue 2 yacoB. [loOaBmsau
JIOTIOJTHUTEIBHOE KOJIMUECTBO TPUTKapaTa anerata HaTpus (40 Mr) ¥ THIAPOXIOpUaA
ruapoKcuiIamuHa (15 Mr) 1 peakMOHHYIO CMECH ITIEPEMELINBAIIM ITPH K.T. B TeUeHHE 16 4acos.
PeaxiponHyro cMech pa30aBiisiiv ¢ momMoIis DCM (20 MiT) M IPOMBIBAJIA BOJHBIM PACTBOPOM
NaOH (0,1 M, 20 mu). BoaHBI# CIION 3KCTPATUPOBAIIM € ITOMOIIBIO JOTIOJTHUTEIILHOTO
koimdectBa DCM (2x20 mu1) ¥ 3aTeM 00bEeIMHEHHBIE OPTaHUYECKHE BEIIIeCTBA BBICYIITUBAIIN
Haa MgSOy4 v BeIapuBaJIv 10 CyXOT'O COCTOSTHUS ITPU ITOHWKEHHOM J1aBJieHuy. HeouunieHHbIn

MPOYKT OUYUIIAIM C TOMOIIBIO (IAII-XpoMaTorpaduu Ha CUIIMKATesie C MPUMEHEHHUEM
rpaauenTa EtOAc/u30rekcaH B Ka4eCTBE JIIOEHTA C MOJIy4YeHHueM TpedyemMoro mpoaykra (57
Mmr, 78%) B BUJIE TPSI3HO-0€JIOr0 TBEPAOroO BEIEeCTBA.

'H SIMP (400 MT'w, 2:1 d4-MeOH:d6-DMSO) & 9,08 (s, 1H), 8,51 (d, 1H), 8,26-8,23 (m,
1H), 8,00 (d, 1H), 7,41 (d, 1H), 4,30 (s, 3H).

Cragus 4. Cunrte3 MeTwI-3-[0uc(TpeT-0yToKkcukapOoHMIT)aMuHO |-6-(5-pTop-3-tmpu i)
MUpUIMH-2-kapookcunata (B76)

K nepememmBaemolt cycrieH3uu MeTUII-3-aMUHO-6-(5-(hTOp-3-MUPU AW ) TUPUIUH-2-
kapookcuiata (30 mr, 0,12 mmosb), DMAP (1,5 mr) u nupuauna (0,04 mi, 0,49 MMmoiib) B
nuxiopmerane (1 M) mobaBnsau AMTpeT-0yTrnaukapooHat (53 mr, 0,24 MMOJIB).
Peaknuonnyto cMech nepeMeImBaiv Mpu K.T. B TEUEHUE 2 YaCOB U 3aTeM J00aABIISUIU
JIOTIOJIHUTEIbHOE KoJimuecTBO DMAP (14 mr) u 1 mut aneTtoHuTpuiia. PeakiimoHHy10 cMech
MepeMelINBAJIU MTPU K.T. B TEYEHUE TOTIOJTHUTEIIbHBIX 3 4aCOB U 3aTeM J100aBIISIIIN
JTIOTIOJTHUTEIbHOE KOJIMYECTBO TPET-OyTOKCUKAPOOHUIT-TpeT-OyTriakapboHata (53 mr).
PeakumonHyto cMech nepeMenMBaiu Mpy K.T. B TeUeHUe 17 4acoB U 3aTeM pa30aBIIsiIv C
nomotbio DCM (20 M) 1 mpoMbiBaiy Bojiow (20 mit). BomHyto dasy sxcTparupoBaiiu ¢
ITOMOIIBIO JONOJHUTEIBHOTO KoanuectBa DCM (2x20 Mi1) ¥ 3aTeM 00beIMHEHHbBIE
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OpPraHUYeCKME IKCTPAKThI BhICYLIMBaIU HaJl MgSO,4 U BbIIIAPUBAJIM 10 CYXOT'O COCTOSTHUS
NPy TOHWKEHHOM JaBJieHnu. HeouuineHHbIN TPOAYKT OUMINAIIUA C TTOMONIBIO (PIIAIII-
XpomaTtorpaduu Ha CUITMKarelie ¢ mpuMeHeHueM rpaaueHTa EtOAc/u3orekcaH B KauecTBe
3JII0CHTA C TTOJIydeHUEeM TpeOyemMoro mpoaykra (28 mr, 52%) B BujIe OeCIIBETHOTO TBEPIOTO
BEILIECTBA.

'H simMP (400 MI'y, CDCl3) & 9,04 (br. s, 1H), 8,54 (br s, 1H), 8,22-8,17 (m, 1H), 7,93 (d,

1H), 7,72 (d, 1H), 3,98 (s, 3H), 1,41 (s, 18H).
I[TPUMEP P11. Cunte3 Tpet-0yTui-N-[6-(5-dTop-3-nupunmnn)-2-GeHn-3-nmupuanni|
kapbamarta (coenunenue B112)

OYO
NH
| N
F
G NP

Cwmech 2,5-guxnop-1-okcunonupuaus-1-us (0,25 1, 1,52 MMoib) u (5-prop-3-rmupuauin)
0oponoBoii kuciaoTsl (0,258 T, 1,83 mmob) B EtOH (0,675 mi), Tonyone (2,5 mur) u Boae (1,15
M) OapOoTupoBaiu ¢ momolbio N, B TeueHre 30 MuH. pu K.T. 3atem qo6asisu K,CO3

(0,421 1, 3,05 Mmonb) u nasutagaumkil Xantphos G4 (37 mr, 0,038 1 MMOJIBb) U PACTBOP KEATOTO
uBeta HarpeBau Ao 85°C B atmocdepe N, B TeueHue 22 yacoB. ObecreunBaliy oxXjiaxaeHue

peaKIMOHHOM CMeCH 10 K.T. U ee pa3daBiisiv ¢ moMoinbio EtOAc (150 Mj1) ¥ MpoMBbIBaIv
Bojoti (100 m1). Bognyro a3y momoHUTeIbHO SKCTparupoBaiiu ¢ momoIsio EtOAc (2x100
MJ1). OObeIMHEHHBIE OPraHUYECKHEe IKCTPAKTHI BhICYyIIUBaIM HaJa MgSOy 1 BbIlIapUBaju 10

CYXOT'O COCTOSIHMSI IIPU MMOHUKEHHOM JaBJIeHUM. HeOUnIeHHBIN MPOYKT OUYHUIIAIM C
MTOMOIIBIO (hII3II-XpoMaTOTrpaduy Ha CUIIMKAresie ¢ TpuMeHeHneM rpaauenta EtOAc/u3orekcan
B KQ4Y€CTBE AIIIOEHTA C ToTyyeHueM Tpedyemoro npoaykrta (0,21 r, 61%) B Buae 6eciBETHOrO
TBEPAOIO BEILIECTBA.

'H amP (400 MTI'u, CDCl3) 6 8,68 (s, 1H), 8,58 (d, 1H), 8,41 (d, 1H), 8,22-8,17 (m, 1H),

7,46 (d, 1H), 7,38 (dd, 1H).
Craaus 2. Cunres 2,3-auxiop-6-(5-GTop-3-mupuania) TupyuauHa

y c ~ a
| l
F
———
/I \ril’ F | Y cl
-
\N \N

Cwmechb 5-x10p-2-(5-pTop-3-mupuaun)-1-okcugomupuan-1-us (0,205 t, 0,913 Mmoab) 1
POCI; (2 mi1) HarpeBasiv ¢ OOpaTHBIM XOJIOJIUIBHUKOM B TedeHue 90 MUHYT. 3aTeM CMECh
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OXJIAX/IAJIM M TACUIIM TIOCPECTBOM J100ABIIEHUS 11O KAILISIM B OXJIAXKACHHBINA HAC. BOJIH.
NaHCOj5 (250 mi1). I1ociie okOHYaHUS BBIAEIEHUS T'a3a PACTBOP IKCTPATUPOBAIIM ITOPLUUSIMHU

EtOAc (3x100 mi1). OO0beIMHEHHBIE OPTAaHUYECKME IKCTPAKTHI BICYIIMBAIM Hag MgSOy u

BBIMTAPUBAJIU O CYXOI'0 COCTOSIHUS TPU MOHW>KEHHOM J1aBJjieHuH. HeounieHHbIi TpOayKT
OYHMIIAJIM C TOMOILBIO QIIdII-XpoMaTorpaduu Ha CUIIMKArese ¢ IPUMEHEHUEM IpaJueHTa
EtOAc/v30reKcaH B KaUeCTBE TIOEHTA C MTOJIyuyeHUueM TpedyeMoro npoaykra (112 mr, 51%)
B BUJIe OECLIBETHOI'O TBEPOI'O BELIECTBA.

'H smP (400 MTI'uy, CDCl3) 6 8,99 (s, 1H), 8,56 (d, 1H), 8,13-8,08 (m, 1H), 7,90 (d, 1H),

7,69 (d, 1H).
Craaus 3. Cunres 3-x710p-6-(5-pTop-3-mupuani)-2-heHuInmpruamHa

Cwmech 2,3-quxnop-6-(5-prop-3-mupuaum)nupuauna (0,17 r, 0,70 MmoItb) U
dhenundopononoit kuciaoTsl (0,094 r) B EtOH (0,46 M), Tomyore (1,70 mi) u Boze (0,78 mur)
6apboTupoBaM c momolbio Ny B Tedyerue 30 MuH. IpH K.T. 3ateM nodasisu K,CO5 (0,193

r, 1,40 MmoJib) ¥ masuiagauuki Xantphos G4 (17 mr, 0,0175 MMOJIB) M paCTBOP KENTOTO LIBETA
HarpeBaiu 10 85°C B atmocgepe N, B TeueHue 2 yacoB. PeakimoHHy10 cMech OXJIaXKIaIU 10

K.T. 4 3aTeM pa30asisuiu ¢ moMoIibio EtOAc (30 mut) u mpomeiBaiu Bogok (30 mut). Boanyro
a3y JOMOJHUTENIHFHO IKCTparupoBam ¢ momoIsio EtOAc (2x30 mm). O0beAMHEHHBIS
OPraHUYECKHE IKCTPAKTHI BhICYIIMBAIIA HAJT MgSOy4 U BEIMAPUBAIIM 10 CYXOT'O COCTOSIHUSA

Py TIOHWKEHHOM JaBJIeHuU. HeouuIneHHbIN TPOAYKT OUYMINAIIA C TTIOMOIIBIO (PII31II-
XxpomaTtorpaduu Ha cuIMKarese ¢ mpuMeHeHueM rpajaueTa EtOAc/u3orekcaH B KauecTBe
3MTIOEHTA C TIoJTydyeHrueM Tpedyemoro npoaykra (0,185 r, 93%) B Bue OJIeTHO-KEITOTO
TBEPJIOrO BEIIECTBA.

'H SIMP (400 MTy, CDCl3) 6 9,05 (s, 1H), 8,53 (d, 1H), 8,19-8,15 (m, 1H), 7,92 (d, 1H),
7,86-7,82 (m, 2H), 7,71 (d, 1H), 7,53-7,47 (m, 3H).

Cranus 4. Cuntes TpeT-0yTuia-N-[6-(5-hrop-3-mupuann)-2-perns-3-nupuaui | kapdamaTa
(coenunenue B112)

(o)

OY
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F F I \N _— F Z I \N
\N \N

B cocyn 1715t MUKPOBOJIHOBOT'O peakTopa 3arpyxaiiu cMech 3-XJI10p-6-(5-hTop-3-mupuani)
-2-penunmmupuaraa (150 mr, 0,53 mmous) tBuBrettPhos Pd G3 (18 mr, 0,021 MMoJIB), IIMaHATA

HaTpus (72 mr, 1,05 MMOJIb) U 6€3BOTHOTO '‘BuOH (2 M) 1 HarpeBaJIM B TeueHue 1 yaca npu
140°C ¢ mOMOIIbI0 MMKPOBOJIHOBOTO M3JTy4eHHUs. PeakIMOHHYIO CMeCh OXJIaXK1aIu 10 K.T.,
pazbasisiu ¢ momotnbio DCM (10 mut) u GputbTpoBaiu uepes CiIoil enTa, KOTOPBI 3aTeM
MIPOMBIBAJIU TOTIOJIHUTEIbHBIMU TTOopiUsIMU DCM (2x7,5 min). O0beAMHEHHBIN JJTIOAHT
BBIITAPUBAIIN JIO CYXOT'O COCTOSIHUS ITPU MOHWKEHHOM JABJICHUH U OUYUILIAJIM C TIOMOIIBIO
brsi-xpomaTtorpaduu Ha CUIIMKAreie ¢ mpuMeHeHueM rpaaveHTa EtOAc/u3orekcaH B
Ka4ecTBe 3JII0CHTA C MoJyuyeHreM Tpedyemoro npoaykra (121 mr, 63%) B BUe OECLBETHOTO
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TBEPAOIO BEIIECTRA.
'H amP (400 MTI', CDCl3) 6 9,02 (s, 1H), 8,64 (br. d, 1H), 8,46 (s, 1H), 8,14-8,08 (m, 1H),

7,75 (d, 1H), 7,68-7,63 (m, 2H), 7,61-7,55 (m, 2H), 7,54-7,49 (m, 1H), 6,81 (s, 1H), 1,50 (s, 9H).
ITPUMEP P12. Cunte3 N-[6-(5-bTop-3-tupuani)-2-(TpudTOPMETII)-3-TTMPUTUI |
TUA30JIUIMH-3-kapOokcamuia (coenruenue B68)

10

5

Craaus 1. Cunres N-[6-(5-dTop-3-tupuaui)-2-(TpudTOpMETH )-3-TTMPUANI | TUA3OJIUAUH-
3-kapbokcamua (coenuHenue B68)

20

25 K nepemenmiBaemomy pactBopy 6-(5-prop-3-mupuauni)-2-(TpudTopMEeTHI ) TUPUIUH-3-
amuHa (250 mr, 0,97 mMorp) B 1,4-1uokcane (6,25 mit) nodasisiu audocre (115 mr, 0,58
MMOJIb). PeakumoHHYI0 CMECh ITepeMeIIMBalIM IIpY KOMHATHOM TemIiepaTtype B TeueHue 1,5
YacoB U 3aTeM J00aBJISIIM IO KaruisaM ThazoiuauH (0,867 r, 9,7204 MMOJIb) U peaKMOHHYIO
CMECh MepEeMEIIMBAIIN IIPU KOMHATHOM TeMIlIepaType B TeueHue 72 yacoB. PeakimoHHy10

30 CMECH BBIITAPUBAIIA JO CYXOT'O COCTOSIHUSI M HEOUMIIIEHHBINA MAaTEPUAIT OUMIIAIIA C TOMOIIBIO
oOpamenHo-¢a3opoit HPLC ¢ rpaaueHTOM Macchl ¢ IMOJIydeHrueM TpedyemMoro mpoaykTa (168
Mmr, 46%) B BUjie O€10r0 TBEPAOTO BEIIECTBA.

'H amP (400 MT';, CD30D) & 9,12 (s, 1H), 8,54 (d, 1H), 8,38-8,30 (m, 1H), 8,28 (d, 1H),
8,19 (d, 1H), 4,59 (s, 2H), 3,81 (t, 2H), 3,14 (t, 2H).

ITPUMEP P13. Cunte3 N-[6-(5-¢pTop-3-tupuann)-2-(tpudropmern)-3-mupunni]-1,1-
JMOKCO-1,3-ThazonuauH-3-kapookcamuaa (coenunerre B116) u N-[6-(5-bTop-3-iupuaunn)-
2-(TpudTopMeTH)-3-UpUanI]- 1-okco-1,3-TuazonuauH-3-kapookcamuaa (coeauaenue B117)

35

Y

40

45
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Cranus 1. Cunres N-[6-(5-pTop-3-mupuann)-2-(Tpudropmeru)-3-mupuani]-1,1-1uokco-
1,3-tnazonuauH-3-kapookcamuaa (coenqunenue B116) u N-[6-(5-bTop-3-upumamn)-2-
(TpudTopmMeTun)-3-mupuauni]-1-okco-1,3-tmazonuamnn-3-kapookcamuaa (coenunerure B117)

e}
o
s “sso &

o, N\> o, N\> o, N\)
X T T
® ® il
—_—
F. 7 N/ F F. N/ F E ~ l N/ F
I g | 1F [ F
N N ) F

K nepemernmmBaemomy pactBopy N-[6-(5-bTop-3-mpuanin)-2-(TpudTOpMETHIT)-3-TUPUIIIN |
TUa30JIUIMH-3-kapookcamuaa (200 mr, 0,54 mmoiis) B DCM (10 mit) nob6asisiiin mCPBA (265
Mr, 1,07 MMOJIb) M pEAaKIIMOHHYIO CMECH MTEPEMEIINBAIIA ITPU KOMHATHON TEMIIEpATYPE B
TeueHue 18 yacoB. PeakiimoHHy10 cMech pa30aBisiiv ¢ moMoiibio DCM (20 Mi1) u 3aTemM
OCTOPO’HO MOBBIIIANIA €€ OCHOBHOCTh HACBIIIICHHBIM BOJHBIM PACTBOPOM OMKapOoHaTa
HaTpus. [IBa ci1os pasaensiy U BOAHBIN CIIONW CHOBA 3KCTparupoBaiiy ¢ nomoiuso DCM (10
MJ1). OOBeTMHEHHBIE OPTAaHUYECKHE IKCTPAKTHI TpoMbIBasIU 10% pacTBopoM MeTabucyibdarta
HaTpwusl, BeICylIMBaiau HaJ1 MgSO,4 1 BBIITAPUBAIIM 10 CYyXOT'O COCTOSIHUS ITPU IOHUKEHHOM

naBjieHUd. HeounIeHHbIN MpoIyKT OUYHUIIAIN ¢ TOMOIIbIo oOpateHHo-(ha3zoBoit HPLC c
rpaJIMEHTOM MAcCChI C MOJIydYeHHeM TpeOyeMbIX poaykToB: B116 (40 mr, 19%) B Buae 6emoro
TBepaoro Bemecta; B117 (30 mr, 15%) B Bue TpsA3HO-0EI0T0O TBEPIOTO BEIECTBA.

B116 'H SIMP (400 MTI'u, CD50D) & 9,13 (s, 1H), 8,58 (d, 1H), 8,38-8,31 (m, 1H), 8,29 (d,
1H), 8,14 (d, 1H), 4,58 (s, 2H), 4,10 (t, 2H), 3,97 (t, 2H).

B117 'H SIMP (400 MI'y, CD5;0D) 6 9,14 (s, 1H), 8,59 (d, 1H), 8,41-8,34 (m, 1H), 8,28 (d,
1H), 8,20 (d, 1H), 4,95-4,90 (m, 1H), 4,47 (d, 1H), 4,32-4,20 (m, 1H), 4,20-4,10 (m, 1H), 3,42-
3,32 (m, 1H), 3,22-3,12 (m, 1H).

ITPUMEP P14. Cunte3s 3-[6-(5-¢pTop-3-mupuauni)-2-(TpudTOPMETHI)-3-TTMPUIUIT |-5-MEe TUJI-
1,3,5-okcagua3uHal-4-oHa (coeauHenue B121)

Cranus 1. Cunres 3-[6-(5-pTop-3-upuann)-2-(TpuGToOpMETHI )-3- U PUINIT |-5-ME TUJT-
1,3,5-okcagmna3uHan-4-oHa (coeaunenue B121)

K nepememmBaemomy pactBopy 1-[6-(5-prop-3-mupumnn)-2-(TpudTopmMeTin)-3-mupuau]
-3-metunmoueBuHbI (200 mr, 0,6365 MMoiis) B DCM (10 M) mo0aBisumi napadopMaabaeri
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(172 mr, 1,91 MMoJ1b) U TpUPTOPYKCYCHYIO KUCTOTY (0,32 MJI) M peaKIIMOHHYIO CMECh
IIepEeMEIINBAIIA TPY KOMHATHOW TEMIIEPATYPE B TEUEHHE HOUU. PEaKIMOHHYIO CMECh Tracuiun
BoJoM (10 M) 1 ABa ci10s pasaesuid. BogHbIN Cl10# CHOBA 3KCTPATMPOBAJIM C IOMOILBIO
DCM (2x10 mi1) M1 0ObEIMHEHHBIE OPTAHUYECKUE IKCTPAKTBI IPOMBIBAJIU COJIEBBIM PACTBOPOM,
BoIcyluuBaiu Hag MgSOy 1 BBIITAPUBAIIM O CYyXOT'O COCTOSIHUS IPHU TIOHWKEHHOM JIaBIICHUU.

HeouunieHHbIlt MaTepra OUMIAIMA ¢ TOMOIIBIO (hJIdII-XpoMaTorpadguu Ha CUITMKATeIIe ¢
npuMeHeHueM rpajaventa EtOAc/u3orekcaH ¢ nocneayromum rpagueHrom MeOH/DCM B
Ka4ecTBe 3JIt0eHTa. HeouneHHbIi MPOAYKT TOMOJHUTEIBHO OUUILIAIIN C TIOMOIIBIO
ob6pareHHo-(hazoBoit HPLC ¢ rpaiueHToM Macchl ¢ MOJIyYeHUEM TpebyeMOoro COeIMHEHUS
(13 mr, 6%) B BUe O€I0TO TBEPAOTO BEIIECTBA.

'H amP (400 MT'i, CD50D) & 9,17 (s, 1H), 8,59 (d, 1H), 8,40-8,32 (m, 2H), 8,03 (s, 1H).
5,19-5,05 (br.m, 2H), 4,99 (s, 2H), 2,94 (s, 3H).

JIOTIOTHUTETbHBIE TPUMEPBI HACTOSIIETO U300 PETEHMS OBLITA ITPOBEACHBI AHAIOTUIHBIM
00pa3oM C IpUMEHEHUEM CITIOCO00B, ONTMCAHHBIX BhIlIE B puMepax P1-P14 o orHomenuo
K coequuenusiM B1, B15, B16, B29, B30, B32, B34, B37, B45, B76, B112, B68, B116, B117 u
B121. B Tabnuie 2 HUXe MoKa3aHa CTPYKTypa TaKUX COEAUHEHUN U JJaHHbIE (PU3UUEeCKOMN
XapaKTEPUCTUKH, TTOJTyYeHHBIE C TPUMEHEHUEM OJTHOTO WJIM HECKOJIBKUX U3 crtoco0oB A-C,
YKA3aHHbBIX HUXE.

Ctp.: 60
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Ta6anua 2. JlaHHble XapakTepHCTHKH st coeaunenuii  ¢opmyast (D),

MOJIy4€HHbIC ¢ IOMOIILIO cnoco6on, ONHCAHHbIX BblllIE

ID coemuHenmn

Crpykrypa

Jaunbie 'H IMP
(400 MT'u, CDCl,
©CJTH He yKa3aHo
HHOE)

Macca//la

Macca/
3apao

Cnoco6

MNOTy4YeHHA
maccbl/3apsiaa

Bl

(CD30D,
OCHOBHOM
portamep) 8,97 (s,
1H), 8,53 (dd, 1H),
8,36 (d, 1H), 8,19
(d, 1H), 8,09 (d,
1H), 3,12 (s, 3H),
1,32 (s, 9H)

387,1

[MH}+ 388;
tr 0,86 muH

B2

(OCHOBHOWH
poramep) 9,08 (1H,
s), 8,56 (s, IH),
8,22 (brd, 1H),
8,02 (d, 1H), 7,93
(d,1H), 4,79 (br.d,
1H), 3,92 (br.d,
1H), 1,79 (s, 3H),
1,33 (s, 9H)

409,1

[MH}+
410;r 0,88
MHH

B3

(ocHOBHOM
potamep) 9,02 (br.
s, 1H), 8,54 (s, 1H),
8,19 (brd, 1H),
7,88 (d, 1H),
7,7.54-7,29 (br.m,
2H), 6,87 (m, 1H),
6,72 (br.m, 1H),
5,17 (br.d, 1H),
4,43 (brd, 1H),
1,34 (br. s, 9H)

483,1

[MH}+
484;r0,96
MHH

B4

(ocHoBHOI#
potamep) 9,44 (br.s,
1H), 8,96 (s, 1H),
8,72 (br.s, 1H), 8,02
(d, 1H), 7,81 (,
1H), 3,21 (s, 3H),
1,33(br.s, 9H)

378,1

[MH]+
379t 0,77
MUH

Crp.: 61
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ID coeamHenusn

Jausbie 'H AMP
(400 MTI'u, CDCl,
€CJIM He YKa3aHo
HHOE)

Macca/Ia

Macca/
3apao

Cnioco6

noJTy4YeHUs
Maccbl/3apaaa

BS

9,36 (s, 1H), 8,87-
8,79 (m, 2H), 8,59
s, 1H), 7,99 (d,
1H), 7,03 (brss,
1H), 6,83 (t, 1H),
1,55 (s, 9H)

389,1

B6

9,06 (d, 1H), 8,78
(d, 1H), 8,61 (d,
1H), 8,36 (m, 1H),
7.91 (d, 1H), 7,01
(br.s, 1H), 1,55 (s,
9H)

373,1

B7

9,39 (d, 1H), 8,90

(d, 1H), 8,84 (m,

1H), 8,64 (s, 1H),

7,96 (d, 1H), 7,03

(brs, 1H), 1,56 (s,
9H)

364,1

B9

(ocHOBHOMH
poramep) 9,04 (s,
1H), 8,56 (d, 1H),

8,19 (brd, 1H),
7,97 (d, 1H), 7,68
(br.d, 1H), 5,99-
5,87 (m, 1H), 5,23-
5,03 (m, 2H), 4,60
(br.d, 1H), 3,85-
3,63 (br.m, 1H),
1,34 (br.s, 9H)

397,1

[MH}+
398 ;tr1,28
MHH

Ctp.: 62




10

5

20

25

30

35

40

45

RU 2760349 C2

ID coemmnenns

Crpykrypa

Nannrie 'H AMP

(400 MI'u, CDCl,,

eC/TH He YKA3aHO
HHOE)

Macca/la

Macca/
3apao

Cnioco6

NOJTyYeHHs
Maccbl/3apsaa

B10

(ocHOBHO#
poramep) 9,05 (br.s,
1H), 8,54 (s, 1H),
8,21 (brd, 1H),
7,99 (d, 1H), 7,82
(brd, 1H), 3,91-
3,80 (m, 1H), 3,20-
3,10 (m, 1H), 1,32
(br.s, 9H), 1,00 (br.
s, |H), 0,48 (br.d,
2H), 0,13 (br.d, 2H)

411,2

[MH]+
412;tr 091
MHH

B11

(CD30D,
OCHOBHOM
poramep) 9,16 (s,
1H), 8,58 (d, 1H),
8,39-8,31 (m, 2H),
8,29-8,23 (m, 1H),
4,62 (d, 1H), 3,92
(d,1H), 3,78 Gs,
3H), 1,32 (s, 9H)

429,1

[MH]}+ 430;
tr 0,81 mun

B12

8,90 (d, 1H), 8,49
(d, 1H), 8,31 (br. d,
1H), 8,19 (m, 1H),
7,59 (d, 1H), 6,39
(br.s, 1H), 2,58 (s,
3H), 2,55 (s, 3H),
1,54 (s, 9H)

331,1

B13*

NH 8,37 (s, 1H), 7,64

12,4 (br.s, 1H), 9,11
0 (br.s,1H), 8,54 (br.s,
1H), 8,42 (d, 1H),

(d, 1H), 6,71 (t,
1H), 6,62 (brs,
1H), 2,59 (s, 3H),
1,55 (s, 9H)

351,1

Ctp.: 63
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ID coemuuenus

CrpykTypa

Jaunsie 'H SIMP
(400 MTI'u, CDCL,,
€CJIH He YKa3aHO
HHOE)

Macca/la

Macca/
3apao

Cnioco6

noJTyYeHHst
macchbl/3apaja

B14

(OCHOBHOI
fo) poramep) 9,07 (br.s,

Y 1H), 8,57 (d, 1H),

8,21 (brd, 1H),
8,01 (d, 1H), 7,72
(br.d, 1H), 391 (m,
1H), 3,47 (m, 1H),
1,59-1,21 (m, 12H)

385,1

[MH]+
386;1,25
MHH

B15

9,03 (d, 1H), 8,79
(d, 1H), 8,53 (d,
1H), 8,12 (m, 1H),
7,97 d, 1H), 7,14
(brs, 1H), 4,30 (q,
2H), 1,37 (t, 3H)

329,1

B16

o 9,02 (d, 1H), 8,80
(d, 1H), 8,52 (d,
1H), 8,12 (m, 1H),
7,97 (d, 1H), 7,09
(br.s, 1H), 5,07 (m,
1H), 1,36 (d, 6H)

343,1

B17

(ocHOBHO#M
potamep) 9,44 (brs,
1H), 9,97 (s, 1H),
8,64 (br.s, 1H), 8,04
 1H),7,79(d,
1H), 3,22 (s, 3H),
1,33 (s, 9H)

421,1

[MH}+
422;t0,90
MHH

Crp.: 64
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ID coeaunennsn

Crpyxrypa

annbie 'H AMP
(400 MI'u, CDCL,
€CJTH He YKa3aHO
HHOE)

Macca/lla

Macca/
3apao

Cnioco6

MOJTy4eHHS
Maccbl/3apsaa

B18

(ocHOBHO#M
potamep) 9,02 (br.s,
1H), 8,52 (s, 1H),
8,25(br.d, 1H),
7,98(d,1H), 7,72(d,
1H), 3,21 (s, 3H),
2,44 (s, 3H),
1,33(s,9H)

367,2

+
368 ; tr 0,68
min

B19

8,97 (s, 1H), 8,44
(d, 1H), 8,34 (brd,
1H), 8,09-8,02 (m,

1H), 7,61 (d, 1H),

6,41 (brs, 1H), 2,58
(s, 3H), 1,54 (s, 9H)

303,1

B20

9,34 (d,1H), 8,83
(d, 1H), 8,61 (m,
1H), 8,41 (d, 1H),
7,63 (d, 1H), 6,42
(brs, 1H), 2,59 (s,
3H), 1,57 (s, 9H)

310,1

B21

(ocHOBHOI#
poramep) 8,81 (br.s,
1H), 8,39 (s, 1H),
8,02-7,89 (m, 2H),
7,79 (d, 1H), 3,96
(s,3H), 3,21 (s,
3H), 1,33(s,9H)

383,1

[MH}+
384;tr0,74
MHH

Crp.: 65
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ID coemunenust

Crpykrypa

Nanubie 'H AMP
(400 MI'u, CDCl,
€C/IH He YKA3aHO
HHOE)

Macca/la

Macca/
3apao

Cnioco6

NOJTyYeHH
Maccbl/3apsia

B22

(OCHOBHO#
poramep) 9,27
(br.d, 1H), 8,69 (d,
1H), 8,44 (brd,
1H), 8,00 (d, 1H),
7,73(d, 1H), 7,49-
7,41 (m, 1H), 3,21
(s,3H), 1,32 (s, 9H)

353,1

[MH]+ 354;
tr 0,66 MuH

B23

8,72 (s, 1H), 8,35-
8,28 (m, 2H), 7,83
(d, 1H), 7,60 (d,
1H), 6,39 (br.s,
1H), 3,93 (s, 3H),
2,59 (s, 3H), 1,54
(s,9H)

315,2

B24

9,32 (s, 1H), 8,86
(s, 1H), 8,56 (s,
1H), 8,39 (br. d,

1H), 7,67 (d, 1H),

6,41 (br.s, 1H), 2,59
(s, 3H), 1,54 (s, 9H)

353,1

B25

9,16 (d, 1H), 8,61
(m, 1H), 8,21-8,13
(m, 2H),7,59 (d,
1H), 7,37 (m, 1H),
6,37(brs, 1H), 2,59
(s, 3H), 1,52 (s, 9H)

285,1

Ctp.: 66
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ID coemmuuenms

Crpykrypa

Jannbie 'H SIMP
(400 MI'u, CDCL;,
€C/IM He YKA3aHO

HHOE)

Macca//la

Macca/
3apao

Cnioco6

MOJTy4eHHs
Macchbl/3apaaa

B26

(OCHOBHOIA
poramep) 9,38 (s,
2H), 9,24 (s, 1H),
7,64-7,50 (m, 2H),
3,20 (s, 3H), 2,53
(s, 3H), 1,37 (s, 9H)

300,2

B27

9,28 (s, 2H), 9,23
(s, 1H), 8,67 (d,
1H), 7,70 (d, 1H),
7,14 (br.s, 1H), 1,56
(s,9H)

306,1

B28

9,29 (s, 2H), 9,21
(s, 1H), 8,39 (d,
1H), 7,61 (d, 1H),
6,42 (br.s, 1H), 2,59
(s, 3H), 1,56 (s, 9H)

286,1

B29

(ocHOBHOM
poramep) 9,07 (s,
1H), 8,57 (d, 1H),
8,20 (brd, 1H),
8,01 (d, 1H), 7,76
(d, 1H), 3,22 (s,
3H), 1,33 (s, 9H)

371,1

[MHJ+ 372;

tr 1,17 min

Ctp.: 67
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ID coemmuenus

Jansbie 'H AMP

(400 MI'u, CDCl,,

€CJIH He YKA3aHO
HHOE)

Macca/lla

Macca/
3apRO

Cnocob

NOJTyHeHHSA
Macchl/3apsaa

B30

9,02 (dd, 1H), 8,79
(d, 1H), 8,52 (d,
1H), 8,12 (m, 1H),
7,94 (d, 1H), 7,01
(br.s, 1H), 1,56 (s,
9H)

357,1

[MH]+ 358;
tr 1,18 Mun

B31

(ocHOBHOI
poramep) 9,41 (s,
2H), 9,32 (s, 1H),
8,07 (d,1H),7,74 (d,
1H), 3,22 (s, 3H),

1,34 (s, 9H)

354,1

[MH}+
355;1r0,96
MHH

B32

9,33 (s, 2H), 9,27
(s, 1H), 8,81 (d,
1H), 7,92 (d, 1H),
7,02 (br.s, 1H), 1,54
(s,9H)

340,1

[MH}+
341;tr0,97
MHH

B33

9,03 (d, 1H), 8,57
(d, 1H), 8,31 (br. d,
1H), 8,26 (m, 1H),
7,57 (d, 1H), 6,39
(br.s, 1H), 2,58 (s,
3H), 2,09 (s, 3H),
1,55 (s, 9H)

323,2

B34

9906'8:90 (ma 1H)9
8,78 (d, 1H), 8,53
(d, 1H), 8,15-8,00
(m, 1H), 7,95 (d,
1H), 7,18 (br.s,
1H), 1,58 (s, 9H)

314,1

Ctp.: 68
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ID coeanHeHus

Crpykrypa

Janubie 'H SIMP
(400 M, CDCl,
©C/IH He YKa3aHo
HHOE)

Macca//la

Macca/
3apao

Cnocof

MOy YeHH
Macchbi/3apsaaa

B35

(OCHOBHOIA
poramep) 9,45 (br.s,
2H), 9,30 (s, 1H),
8,05 (d, 1H), 7,82
(d, 1H), 5,95 (m,
1H), 5,25-5,05 (m,
2H), 4,58 (br.d,
1H), 3,75 (br. m,
1H), 1,33 (s,9H)

380,1

[MH]+ 381;
tr 0,75 MuH

B36

9,15 (d, 1H), 8,81
(d, 1H), 8,59 (d,
1H), 8,25 (s, 1H),
7,94 (d, 1H), 7,05
(br.s, 1H), 1,57 (s,
9H)

423,1

B37

9,01 (m, 1H), 8,81
(d, 1H), 8,50 (d,
1H), 8,13-8,08 (m,
1H), 7,92 (d, 1H),
6,68 (brs, 1H), 4,69
(br.s, 1H), 4,05-
3,94 (m, 1H), 1,25
(m, 6H)

342,1

+
343 ;tr 0,61
MHH

B38

(CD;0D) 9,12 (s,
1H), 8,64 (d, 1H),
8,53 (d, 1H), 8,35-
8,28 (m, 1H), 8,22
(d, 1H), 7,40-7,32
(m, 4H), 4,42 (s,
2H)

424,1

[MH}+
425;tr 0,74
MHH

B39

(CDCL;) 9,01 (s,
1H), 8,75 (d, 1H),
8,52 (d, 1H), 8,13-
8,09 (m, 1H), 7,94
(d, 1H), 7,00 (brs,
1H), 3,82-3,75 (m,
4H), 3,58-3,49 (m,
4H)

370,1

[MH]+
371;r 0,49
MHH

Ctp.: 69
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ID coeannenns

Crpykrypa

JNannsie 'H SIMP
(400 MI'u, CDCL,
€CJIM He yxa3aHo
HHOE)

Macca/[da

Macca/
3apAo

Cnioco6

noJryseHus
macebl/3apsaa

B40

(CD;OD) 9,15,
1H), 8,73 (d, 1H),
8,56 (d, 1H), 8,38-
8,30 (m, 1H), 8,30
(d, 1H), 6,14 (s,
1H), 3,06-2,94 (m,
1H), 1,30 (d, 6H)

409,1

[MH}+
410; tr
0,69 MuH

B41

9,05 (s, 1H), 8,76
(d, 1H), 8,52 (s,
1H), 8,29-8,20 (m,
1H), 7,92 (d, 1H),
7,21 (s, 1H), 6,02
(br.s, 1H), 4,09 d,
2H), 2,29 (dd, 1H)

338,1

(MH}+
339,tr0,54
MHH

B42

9,02 (s, 1H), 8,78
(d, 1H), 8,51 (d,
1H), 8,15-8,09 (m,
1H), 7,97 (d, 1H),
7,13 (br.s, 1H), 4,19
(t, 2H), 1,80-1,69
(m, 2H), 1,01 (¢,
3H)

343,1

[MH]+
344;10,75
MHH

B43

9,02 (s, 1H), 8,75
(d, 1H), 8,51 (d,
1H), 8,14-8,08 (m,
1H), 7,97 (d, 1H),
7,18 (br.s, 1H), 4,02
(d, 2H), 2,09-1,97
(m, 1H), 0,99 (d,
6H)

357,1

+
358;tr0,81
MHH

Crp.: 70
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ID coenqunenus

Crpyxrypa

Jaunbie 'H IMP
(400 MI'u, CDCl,
€CJIH He YKa3aHO
HHOe)

Macca//la

Macca/
3apao

Cnocob

NOJTyYeHust
Macchl/3apsaa

(CD;CN) 9,32 (s,
2H), 9,19 (s, 1H),
8,74 (d, 1H), 8,09
(d, 1H),7,05 (br.s,
1H), 5,85 (br.s,
1H), 3,88 (m, 1H),
1,17 (d, 6H)

325,1

B45

9,07 (s, 1H), 8,61
(d, 1H), 8,19 (m,
1H), 8,10 (d, 1H),
8,00 (d, 1H), 4,63

(dd, 2H), 4,05 (dd,

2H)

327,1

[MH}+
328;1r 0,68
MHH

B46

9,03 (s, 1H), 8,54
(d, 1H), 8,15 (m,
1H), 8,00 (d, 1H),
7,92 (d, 1H), 3,78
(m, 2H), 3,57 (m,
2H), 2,92 (s, 3H)

340,1

+
341;tr 0,69
MHH

B47

(CD,0D) 9,10 (s,

1H), 8,59 (d, 1H),

8,52 (d, 1H), 8,32-

8,24 (m, 1H), 8,21
(d, 1H)

B48

(CD,0D) 9,12 (s,
1H), 8,54 (d, 1H),
8,37-8,29 (m, 1H),
8,27 (d, 1H), 8,09
(d, 1H), 3,64-3,52
(m, 4H), 2,56-2,45
(m, 4H), 2,34 (s,
3H)

Crp.: 71
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ID coeqmHeHust

Crpykrypa

Jaunbie 'H IMP
(400 MI'u, CDCl,,
€CJIM He yxa3aHo
HHOE)

Macca/la

Macca/
3apao

Cnocob

MOJTyYeHHs!
Maccbl/3apsaa

B49

(CD,0D) 9,11 (s,
1H), 8,60 (d, 1H),
8,53 (d, 1H), 8,36-
8,29 (m, 1H), 8,21
(d, 1H), 2,81 (s,
3H)

B350

(CD;0D) d 9,09 (s,
1H), 8,64 (d, 1H),
8,50 (d, 1H), 8,32-
8,24 (m, 1H), 8,19
(d, 1H), 4,12-4,03
(m, 1H), 2,03-1,91
(m, 2H), 1,82-1,59
(ms 4H)’ 1’55-1944
(m, 2H)

BS1

(CD,0D) 9,11 (s,

1H), 8,53 (d, 1H),

8,36-8,29 (m, 1H),

8,21 (d, 1H), 8,09

(d, 1H), 3,59-3,45

(m, 4H), 1,76-1,56
(m, 6H)

BS2

(CD;0D) 9,12 s,
| 1H), 8,53 (d, 1H),

YN\ 8,36-8.29 (m, 1H),

8,25(d, 1H), 8,19
(d, TH), 3,06 (s,
6H)

BS53

9,03 (s, 1H), 8,80
(d, 1H), 8,53 (d,
1H), 8,15-8,10 (m,
1H), 7,98 (d, 1H),
7,47-7,38 (m, 5H),
7,21 (br. s, 1H),
5,27 (s, 2H)

Crp.: 72
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ID coenuHeHus:

CrpyxTypa

Manuste 'H AMP
(400 MI'u, CDClL,
€C/TH He YKa3aHO
HHOE)

Macca//la

Macca/
3apAo

Cnocob

MOJTyYeHHs!
macchbl/3apsia

B54

(CD,0D) 9,12 (s,
1H), 8,54 (d, 1H),
8,38-8,29 (m, 1H),
8,27 (d, 1H), 8,11-
8,02 (m, 1H), 3,89-
3,78 (m, 4H), 2,72-
2,61 (m, 4H)

BSS

9,35 (s, 2H), 9,28
(s, 1H), 8,79 (d,
1H), 7,92 (d, 1H),
7,01 (br. s, 1H),
3,79 (m, 4H), 3,52
(m, 4H)

B56

(CD,0D) 9,10 (s,
1H), 8,52 (d, 1H),
8,34 (d, 1H), 8,32-
8,26 (m, 1H), 8,21
(d, 1H), 4,89-4,79
(m, 1H), 1,74-1,55
(m, 2H), 1,29 (d,
3H), 0,95 (t, 3H)

B57

(CD,0D) 9,12 s,

1H), 8,54 (d, 1H),

8937'8923 (my 3H)’
4,72(q, 2H)

Crp.: 73
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ID coeannenus

CrpykTypa

Jannbie 'H AMP
(400 MTI'u, CDCl,,
€C/IM He YKa3aHO
HHOE)

Macca//la

Macca/
3apao

Cnoco6

NOJTy4eHHs
Maccbl/3apnaaa

B58

(CD,0D) 9,12 (s,
1H), 8,54 (d, 1H),
8,40-8,22 (m, 3H),
4,20 (t, 2H), 1,74-
1,65 (m, 2H), 1,51-
1,39 (m, 2H), 0,99
(t,3H)

B59

(CD:0D) 9,12 (s,
1H), 8,54 (d, 1H),
8,39 (d, 1H), 8,34-
8,29 (m, 1H), 8,28
(d, 1H), 4,32 (t,
2H), 3,66 (t, 2H),

i 3,39 (s, 3H)

B60

o | €D;0D)9,10¢s,
1H), 8,61 (d, 1H),
8,51 (d, 1H), 8,32-
8,27 (m, 1H), 8,19
NH (d, 1H), 3,50 (¢,

2H), 3,39 (t, 2H),
3,35 (s, 3H)

B61

| (CDOD)9,13,
/ 1H), 8,56 (d, 1H),
8,41-8,26 (m, 3H),

00 4,82 (d, 2H), 2,98
Y (& 1H)

Crp.: 74
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ID coeannenns:

CrpykTypa

Mannnte 'H IMP
(400 MI'u, CDCl,,
€cJIH He YKa3aHo
HHOE)

Macca//la

Macca/
3apao

Crnioco6

TIOJTy eHHS!
maccbl/3apsiaa

B62

(CD;0D) 9,12 (s,
1H), 8,54 (d, 1H),
8,39-8,25 (m, 3H),
4,40 (t, 2H), 2,91 (¢,
2H)

B63

9,12 (s, 1H), 8,53
(d, 1H), 8,35-8,28
(m, 2H), 8,23 (d,
1H), 3,54-3,42 (m,
4H), 2,00 (br, 4H)

B64

9,03 (s, 1H), 8,57
(d, 1H), 8,16 (d,
1H), 8,02 (d, 1H),
7,93 (d, 1H), 4,92
(br. s, 1H), 3,91 (t,
2H), 3,69 (t, 2H).

B65

(CD0D) 9,10 (s,
1H), 8,60 (d, 1H),
8,51 (d, 1H), 8,33-
8,28 (m, 1H), 8,19
(d, 1H), 1,39 (s,
9H)

Crp.: 75
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ID coemrHeHnn

Crpyxrypa

Jansbie 'H AMP
(400 MI'u, CDCL,
€CJTH He YKA3aHO
HHOE)

Macca//la

Macca/
3apao

Cnoco6

oIy YeHUs!
Maccbl/3apsiaa

B66

(CD;0D) 9,13 (s,
1H), 8,55 (d, 1H),
8,41-8,22 (m, 3H),
5,62-5,53 (m, 1H),
3,58-3,47 (m, 1H),
3,40-3,19 (m, 3H),
2,66-2,49 (m, 2H)

B67

(CD;0D) 9,18 (s,
1H), 8,59 (d, 1H),
8,41-8,31 (m, 2H),
8,11 (d, 1H), 3,63-
3,55 (m, 4H), 3,32-
3,29 (m, 4H), 328
(s,3H)

B68

s | (CD;0D)9,12(s,
1H), 8,54 (d, 1H),
8,38-8,30 (m, 1H),
8,28 (d, 1H), 8,19
(d, 1H), 4,59 (s,
2H), 3,81 (t, 2H),
3,14 (t, 2H)

B69

9,18 (s, 1H), 9,02
(s, 1H), 8,91 (d,
1H), 8,52 (d, 1H),
8,15-8,10 (m, 1H),
7,95 (d, 1H), 5,69
(s, 1H), 4,01-3,92
(m, 2H), 3,79-3,65
(m, 2H), 3,10-3,00
(m, 2H), 2,80-2,69
(m, 2H)

Crp.: 76
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ID coemHenns

Crpykrypa

Janusie 'H AMP
(400 MI'u, CDClL,
€CJIH He YKA3aHO
HHOE)

Macca/lla

Macca/
3apao

Cnoco6

MOJTyYeHHs!
Macchbl/3apsiaa

B70

(CD;0D) 9,13 (s,
1H), 8,98 (s, 2H),
8,82 (s, 1H), 8,72
(d, 1H), 8,51 (d,
1H), 8,35-8,23 (m,
2H)

B71

(CD;0D) 9,12 (s,
1H), 8,72 (d, 1H),
8,53 (d, 1H), 8,38-
8,29 (m, 1H), 8,24
(d, 1H), 7,48 (d,
2H), 7,31 (t, 2H),
7,06 (t, 1H)

B72

(CD,0D) 9,19 (s,
1H), 8,61 (d, 1H),
8,46-8,39 (m, 1H),
8,35 (d, 1H), 8,03
(d, 1H), 3,22 (s,
3H)

B73

(CD,0D) 9,16 (s,
1H), 8,60 (d, 1H),
8,42-8,38 (m, 1H),
8,35 (d, 1H), 8,02
(d, 1H), 3,22 (s,
3H), 2,71 (s, 3H)

Crp.: 77
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ID coeqyHenun

Crpyxrypa

Janubie 'H IMP
(400 MI'u, CDCl;,
€CJTH He YKa3aHO
HHOe)

Macca/la

Macca/
3apao

Cnoco6

NOJTyeHHs
Maccnl/3apsiaa

B74

(CD,0D) 9,15 (s,
1H), 8,58 (d, 1H),
8,38-8,31 (m, 2H),
8,02 (d, 1H), 3,23

(s, 3H), 2,79 (s, 6H)

B75

(CD,0D) 9,12 (s,

1H), 8,52 (d, 1H),

8,37-8,22 (m, 3H),

2,99 (s, 1H), 1,74
(s, 6H)

B76

9,04 (br. s, 1H),
8,54 (br. s, 1H),
8,22-8,17 (m, 1H),
7,93 (d, 1H), 7,72
(d, 1H), 3,98 (s,
3H), 1,41 (s, 18H).

B77

10,26 (s, 1H), 9,07-
8,97 (m, 2H), 8,52
(br. s, 1H), 8,13-
8,07 (m, 1H), 7,92
(d, 1H), 4,06 (s,
3H), 1,56 (s, 9H)

B78

9,05 (s, 1H), 8,45
(s, 1H), 8,40 (dd,
1H), 8,05 (dd, 1H),
7,40 (d, 1H), 7,10
(s, 1H), 4,15 (s,
3H), 1,55 (s, 9H)

Crp.: 78




RU 2760349 C2

ID coemanenns |CTpykTypa Jaunpie 'H AMP [ Macca//la Macca/ Crnioco6
(400 MTI'u, CDCl,, 3apao NOJTyYeHHA
€C/IM He YKa3aHO Maccbl/3apsiaa
HHOE)

B79 F (500 MT'w,
b CD;0D) 9,11 (s,
I o 1H), 8,62 (d, 1H),
Y, 8,51 (d, 1H), 8,31-
8,26 (m, 1H), 8,21
[¢) NH (s, 1H), 6,23 (s,
1H), 4,34 (s, 2H),
A ANH 2,31(s,3H)

Z N

B80 (500 M,
CD,0D) 9,11 (s,
1H), 8,60 (d, 1H),

8,51 (d, 1H), 8,32-

O NH 8,25 (m, 1H), 8,20

(d, 1H), 3,08 (d,

2H), 1,84-1,62 (m,

5H), 1,56-1,44 (m,
1H), 1,38-1,17 (m,

3H), 1,08-0,96 (m,

2H)

BSI (500 MIw,
CD;0D) 9,10 (s,
1H), 8,64 (d, 1H),

8,52 (d, 1H), 8,31-
8,25 (m, 1H), 8,21
(d, 1H),2,79-2,71

(m, 2H), 2,48-2,39

(m, 2H), 2,23-2,12

(m, 2H)

BS3 (500 MI',
CD;0D) 9,12 (s,
1H), 8,53 (s, 1H),

8936 (d9 lH)9 8732'

8,29 (m, 1H), 8,27

o (d, 1H), 4,30 (1,

OY 2H), 2,62 (t, 2H),
2,11 (s, 3H), 2,03-

N—

35

40

45

NH 1,96 (m, 2H)

Crp.: 79
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ID coemuHenusn

Jannbie 'H AMP
(400 MI'u, CDCl,,
€CJIM He YKA3aHO
HHOE)

Macca/[la

Macca/
3apao

Cnocob

noJTyMeHHs
macchbl/3apsaaa

B8S

(500 MI'y,
CD;0D) 9,12 (s,
1H), 8,53 (d, 1H),

8,39 (d, IH), 8,33-
8,29 (m, 1H), 8,27
(d, 1H), 4,28 (¢,
2H), 3,52 (t, 2H),
3,34 (s, 3H), 2,01-
1,91 (m, 2H)

B88

(500 MIm,
CD,0D) 9,12 (s,
1H), 8,71 (d, 1H),

8,52 (d, 1H), 8,35-
8,29 (m, 1H), 8,28
(d, 1H), 7,51 (s,
1H), 7,10 (s, 2H)

B89

(CD,0D) 9,12 (s,
1H), 8,63 (d, 1H),
8,52 (d, 1H), 8,35-
8,27 (m, 1H), 8,22
(d, 1H), 2,68-2,59
(m, 1H), 0,79 (d,
2H), 0,54 (d, 2H)

B9

(500 MT',
CD;0D) 9,09 (s,
1H), 8,59 (d, 1H),

8,51 (d, 1H), 8,31-
8,24 (m, 1H), 8,19
(d, 1H), 3,08 d,
2H), 1,86-1,75 (m,
1H), 0,97 (d, 6H)

Crp.: 80
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ID coeaunenus

Crpykrypa

Jaunvie 'H SIMP
(400 MI'u, CDCl,,
€CJIM He YKAa3aHo
HHOE)

Macca//la

Macca/
3apao

Cnocob

MOJTy4eHHS
Maccbl/3apaaa

BI1

(500 MI'y,
CD;0D) 9,12 (s,
1H), 8,54 (d, 1H),
8,34-8,27 (m, 3H),
3,92 (s, 2H), 0,99
(s, 9H)

B92

(500 MI'w,
CD;0D) 9,09 (s,
1H), 8,59 (d, 1H),

3,53-8,48 (m, 3H),
8,30-8,25 (m, 1H),
8,19 (d, 1H), 4,57

(s, 2H), 2,54 (s, 3H)

B93

o, | 992G, 1H),8,76
(d, 1H), 8,52 (d,
1H), 8,13 (m, 1H),
7,98 (d, 1H), 7,13

O | 1H),3,98(m,2H),

3,57 (m, 2H), 2,03

(m, 2H), 1,81 (m,
2H)

Q (br.s, 1H), 5,00 (m,

B9%4

9,02 (s, 1H), 8,78
(d, 1H), 8,52 (d,
1H), 8,12 (m, 1H),

(br. s, 1H), 4,05 (d,
2H), 1,22 (m ,1H),
0,67-0,62 (2H, m),
0,37-0,34 (2H, m)

Ol 7,98 (d, 1H), 7,17

Crp.: 81
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ID coemunennn

Crpyxrypa

Jlanusie 'H AMP
(400 MI'u, CDCl,
€CJIH He YKA3aHO
HHOE)

Macca//Ia

Macca/
3apao

Cnioco6

TOJTyYeHHUst
macchl/3apsiaa

B95

(500 MIw,
CD;0D) 9,12 (s,
1H), 8,53 (d, 1H),

8,34-8,29 (m, 1H),
8,25 (d, 1H), 8,19
(d, 1H), 3,42 (¢,
2H), 3,07 (s, 3H),
1,68-1,58 (m, 2H),
1,44-1,33 (m, 2H),
1,01 (t, 3H)

B9%

9,02 (t, 1H), 8,71
F 1 (d,1H),853@,
1H), 8,13 (m, 1H),
7.99(d, 1H), 7,17
(br.s, 1H), 4,48 (t,
2H), 2,58 (m, 2H)

B97

(500 M,
CD,0D) 9,11 (s,
1H), 8,78 (s, 1H),

8,72-8,68 (m, 1H),
8,59 (d, 1H), 8,52
(d, 1H), 8,41 (d,
1H), 8,31-8,27 (m,
1H), 8,21 (d, 1H),
7,93-7,89 (m, 1H),
4,61 (s, 2H)

B98

(| _GoomMry,
s| CD;0D)9,09¢s,
1H), 8,61 (d, 1H),
8,51 (d, 1H), 8,30-
8,26 (m, 1H), 8,19
(d, 1H), 3,34 (t,
2H), 2,58 (1, 2H),
2,11 (s, 3H), 1,89-
1,81 (m, 2H)

Ctp.: 82
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ID coeaunenus

Crpykrypa

Mannbie 'H IMP
(400 MI'u, CDClL,
€CJTH He YKA3aHO
HHOE)

Macca//la

Maceca/
3apao

Cniocob

oIy YeHHsI
macchbl/3apsiaa

B102

(CD;0D) 9,10 (s,
1H), 8,67-8,61 (m,
1H), 8,51 (d, 1H),
8,31-8,24 (m, 1H),
8,19 (d, 1H), 2,69
(s, 1H), 1,63 (s, 6H)

B104

(500 M,
CD,0D) 9,10 (s,
1H), 8,62 (d, 1H),
8,51 (d, 1H), 8,31-
8,24 (m, 1H), 8,18
(d, 1H),3,11 (d,

2H), 1,11-0,99 (m,

1H), 0,59-0,50 (m,

2H), 0,29-0,22 (m,
2H)

B105

(500 M,
CD;0D) 9,12 (s,
1H), 8,53 (d, 1H),

8,36 (d, 1H), 8,33-
8,29 (m, 1H), 8,28
(d, 1H), 7,42 (d,
2H), 7,39 (d, 2H),

5,22 (s, 2H)

B106

(500 MI',

CD;0D) 9,09 (s,

1H), 8,61 (d, 1H),

8,51 (s, 1H), 8,31-
NH 8,25 (m, 1H), 8,19

(d, 1H), 3,23 (t,
2H), 1,59-1,50 (m,
2H), 1,49-1,39 (m,

2H), 0,99 (t, 3H)

Crp.: 83
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ID coenpnenns

Crpyxrypa

Jaunsie 'H AIMP
(400 MI'u, CDCl,,
€CJIM He YKa3aHO
HHOE)

Macca/[la

Macca/
3apao

Cnoco6

MOJTyYeHHsA
Maccbl/3apaaa

B107

(500 M,
CD;0D) 9,11 (s,
1H), 8,59 (d, 1H),

8,51 (d, 1H), 8,31-
8,27 (m, 1H), 8,19
(d, 1H), 3,06 (s,
2H), 0,97 (s, 9H)

B108

9,03 (s, 1H), 8,72
(d, 1H), 8,53 (d,
1H), 8,13 (m, 1H),
7,91 (d, 1H), 7,07
(br. s, 1H), 4,78 (m,
1H), 1,99-1,91 (m,
2H), 1,83-1,71 (m,
2H), 1,66-1,18 (6H,
m)

B109

9,05 (s, IH), 8,50
(s, 1H), 8,10 (dd,
1H), 7,55 (dd, 1H),
7,40 (d, 1H), 4,15
(s, 3H), 1,40 (s,
18H)

B110

8,98 (s, 1H), 8,77
(d, 1H), 847 s,
1H), 8,22 (s, 1H),
8,10-8,03 (m, 1H),
7,92 (d, 1H), 7,62
(s, 1H), 6,01 (t,
1H), 4,12 (td, 2H)

Crp.: 84
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ID coemunenus

Crpykrypa

Tanneie 'H SIMP
(400 MI'u, CDCl,
€CJIH He YKa3aHO
HHOE)

Macca//la

Macca/
3apao

Cnioco6

noJTyeHHst
Maccbl/3apsaa

Bl1l11

| 895(,1H), 8,83
(d, 1H), 8,45(d,
1H), 8,39 (br, 1H),
N\ |8,08-8,01 (m, 1H),
7,89 (d, 1H), 3,74
(s, 3H), 3,18 (s, 3H)

B112

9,02 (s, 1H), 8,64
(br d, 1H), 8,46 (s,
1H), 8,14-8,08 (m,
1H), 7,75 (d, 1H),
7,68-7,63 (m, 2H),
7,61-7,55 (m, 2H),
7,54-7,49 (m, 1H),
6,81 (s, 1H), 1,50
(s, 9H)

B113

9,08 (dd, 1H), 8,57
\‘/ (d, 1H), 8,22 (m,
& 1H), 8,03 (d, 1H),
7,75 (d, 1H), 1,41
(s, 18H)

B114

7/

9,04 (s, 1H), 8,59

(d, 1H), 8,16 (m,

1H), 8,03 (d, 1H),

7,80 (d, 1H), 1,49
(s, 18H)

B115

8,98 (t, 1H), 8,81
(d, 1H), 8,52 (d,
(o] IH), 8918(m9 IH)y
7,92 (d, 1H), 7,18
(br.s, 1H), 5,06 (m,
A 1H), 1,38 (d, 6H)

Crp.: 85
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ID coenunenns

Crpykrypa

Jaunbie 'H SMP
(400 MI'u, CDCL,
€C/TH He YKa3aHO
HHOe)

Macca//la

Macca/
3apao

Crioco6
NOJTyYeHHst
maccbl/3apsaa

B116

o (CD,0D) 9,13 (s,
| _o| 1H),8,58(d, 1H),
8,38-8,31 (m, 1H),
8,29 (d, 1H), 8,14
(d, 1H), 4,58 (s,
2H), 4,10 (t, 2H),
3,97 (t, 2H)

B117

o | (CD;0OD) 9,14 s,

// | 1H),8,59(d, 1H),
rS 8,41-8,34 (m, 1H),
\) 8,28 (d, 1H), 8,20
(d, 1H), 4,95-4,90

(m, 1H), 4,47 (d,
1H), 4,32-4,20 (m,
1H), 4,20-4,10 (m,
1H), 3,42-3,32 (m,
1H), 3,22-3,12 (m,

1H)

B118

N[ (CD;0D) 921,
1H), 8,62 (d, 1H),
8,49 (d, 1H), 8,43-
8,38 (m, 1H), 8,29
(d, 1H), 1,75 (s,
3H), 1,69 (s, 3H)

B119

(CD,0D) 9,12 (s,

1H), 8,53 (d, 1H),

8,40-8,23 (m, 3H),

6,07-5,94 (m, 1H),

5,38 (dd, 1H), 5,26

(dd, 1H), 4,69 (dd,
2H)

B121

(CD,0D) 9,17 s,
| 1H), 8,59 (d, 1H),
O~ | 8,40-8,32 (m, 2H),
ﬁ 8,03 (s, 1H), 5,19-
5,05 (br.m, 2H),
4,99 (s, 2H), 2,94
(s, 3H)

Crp.: 86
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ID coeaunenus

JManubie '"H IMP
(400 MI'u, CDCL,
€CJTH He YKA3aHO

HHOE)

Macca/la

Macca/
3apao

Cnoco6

MOJTyeHHs
Maccbl/3apsiaa

B123

9,14 (s, 1H), 8,57

(d, 1H), 8,38-8,32
(m, 1H), 8,31 (d,
1H), 8,00 (d, 1H),
6,03-5,92 (m, TH),
5916'5’09 (mv 2H)9
4,26 (d, 2H), 2,77
(s, 6H)

B125 (CD,0D) 9,14 (s,
1H), 8,57 (d, 1H),
8,38-8,31 (m, 1H),
8,29 (d, 1H), 8,11
(d, 1H), 4,11-4,00
A~ (m, 4H), 3,26-3,14

(m, 4H)

duznueckre XapaKTepUCTUKHU

CoenvHeHUs TT0 HACTOSIIEMY U300pETEHUIO XapaKTepru30Ballv C MPUMEHEHUEM OJHOTO
WJIM HECKOJIBKMX U3 CIIEAYIOIIUX CIIOCOOO0B.

SMP

SAMP-criekTpbl, NPYUBEACHHbBIE B JAHHOM JIOKYMEHTE, 3arucbiBasiv 1100 Ha 400 MI ' Bruker
AVANCE 11 HD, ocnamennoM 30H10M Bruker SMART, nu60 Ha 500 MI'ty Bruker AVANCE
III, ocHamenHom 30H10M Bruker Prodigy. XviMmuueckue CIBUrY BhIpaXaJid B ppm 151
cnabomnonpHOro casura ot TMS, mib6o ¢ TMS, 6o ¢ curHajiaMu OCTaTOYHOTO PACTBOPHUTEIS
B Ka4eCcTBe BHYTpeHHero ctanaapra. Cienyoomnme MyJIbTUIIETHOCTU MPUMEHSIOT JJ15
OIMCAHMS MUKOB: S = CUHIJIET, d = IYIUIET, t = TPUILIET, dd = IBOMHOM AYIUIET, M = MYJIbTUILIET.
J1OTIOJTHUTENIBHO UCITIOJIB3YIOT br. 111 ONTMCAHUS IIMPOKOT'O CUTHAJIA U UCTIOJIB3YIOT KaK. IS
OINMCAHUS KAXKYILIEUCS MYJIbTUIIJIETHOCTH.

LCMS

Jlanusie LCMS, nnpuBeieHHBIE B JAHHOM JOKYMEHTE, COCTOAT U3 MOJIEKYJISIPHOTO HOHA
[MH+] u BpeMenu yiep;kuBaHus (tr) MUKa, 3alIMCAHHOT 0 HA XpoMaTtorpamMme. [Jis nojryyeHus
naHHbpIX LCMS npuMeHsIH clieayrolye IpruOopsl, CIIOCOOBI U YCITOBUS:

Cnocob A

Ob6opynosanue: Waters Acquity UPLC-MS ¢ npumenenuem Sample Organizer ¢ Sample
Manager FTN, H-Class QSM, Column Manager, 2 x Column Manager Aux, (¢OTOIHOTHOM
MaTpulen (IMana3oH JJMH BOJIH (HM): 210-400, ELSD u SQD 2, ocHameHHbI KOJIOHKOM
Waters HSS T3 C 18 (mynHa xosionku 30 MM, BHyTPEHHUI TUAMETP KOJIOHKH 2,1 MM, pa3zmep
yactul 1,8 MUKPOH).

Crioco06 MoOHU3AIMK: TIOJI0KHUTEIIPHOE M OTPHULATEIIBHOE 3JIEKTPOPACIIBIICHUE: HATPSKECHUE
Ha karmuiape (kB) 3,00, nanpsbkenue Ha konyce (B) 30,00, emnepatypa uctounuka (°C)
500, ckopoCTh MOTOK raza B KOHyce (J1/4.) 10, CKOpOCTh MOTOKA Tra3a JAecoyibBaTauuu (J1/4.)
1000. dunana3on macc ([la): monoxurenbHbiid 95-800, orpunartenbHsiid 115-800.

AHaM3 TpOBOAWIM C TPUMEHEHUEM BPEMEHM XpoMaTorpadupoBaHus, COCTABISIONIETO
JIB€ MUHYTBI, B COOTBETCTBUU CO CIIeyIOIIel Tadmumiei rpaauenTa mpu 40°C.
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Bpems PacrBopuTteas | PacrBopurenn | Ckopocthb

(MunyTHBI) | A (%) B (%) NnoToKa
(MJ1/MHH.)

0,00 95,0 5,0 0,7

1575 0,0 100 0,7

1,76 0,0 100 0,7

2,0 0,0 5,0 0,7

2,01 95,0 5,0 0,7

2,11 95,0 5,0 0,7

PactBopurens A: H,O ¢ 0,05% TFA
PactrBopurens B: CH;CN ¢ 0,05% TFA

Crioco6 B (2-MuHyTHBIN c1OCO0)

O6opynoBanue: mb6o (a) cuctema Waters Acquity UPLC ¢ 0AMHOYHBIM KBaIPYIOJIHbHBIM
MS-netektopom Waters SQD2, neTekTopoM Ha (POTOIMOHOM MaTpULle (JJTMHA BOJTHBI
norjomenust: 254 uMm, 10 ex./cek., kouctanta BpeMeHu: 0,2000 cek.), IETEKTOP 3apSAKEHHOTO
aspo3oJis (Corona) u 610k aBToMaTudyeckoro gozatopa Waters CTC 2770 (06beM BBOAUMOMN
MPOOBI: 2 MUKPOJIUTPA, 1| MUH. TPOMBIBAHHWE YIUTOTHUTES); TMOO (b) cucteMa Waters Acquity
UPLC ¢ 0auHOYHBIM KBaApYIOJbHBIM MS-nerekropom Waters QDa, 1eTeKTOpOM Ha
(dboToMoIHOM MaTpuIIe (JUTMHA BOJIHBI ITOTJIONIEHUs: 254 HM, 10 e/1./ceK., KOHCTaHTa BpEMEHU:
0,2000 cex.), 1eTeKTop 3apsKeHHOTo a3po30J1s (Corona) v 0JI0K aBTOMAaTHUECKOTO J103aTopa
Waters CTC 2770 (06peM BBOAMMO MTPOOBI: 2 MUKPOJIUTPA, | MUH. MPOMBIBAHUE
YILUIOTHUTEJIS).

Cnoco6 LC

Komonka Phenomenex 'Kinetex C18 100A' (50 mM x 4,6 MM, pa3mep dacTul] 2,6 MUKPOH),

Ckopoctb notoka: 2 mi/muH, ipu 313 K (40 rpaa. Llenbcus),

I'pamuent (pactBopurens A: H,O ¢ 0,1% MypaBbUHONI KUCIOTOW; paCTBOPUTEND B:

anetoHuTpui ¢ 0,1% MypaBbUHON KUCIIOTOM).
AHanu3 MpOBOAWIM C TPUMEHEHHEM BPEMEHH XpOMATOTpapUpPOBAHUS, COCTABIISIFOIIETO
JIBE€ MUHYTBI, B COOTBETCTBMHU CO ClIeytolIel Tadbnuuen rpaauenTa mnpu 40°C.

Bpems PacrBopuTens | PacrBopurens | Ckopocth

(munyTsI) | A (%) B (%) noToKa
(MJ/MHH.)

Hauyano 70,0 30,0 2,000

1,20 10,0 90,0 2,000

1,70 10,0 90,0 2,000

1,80 70,0 30,0 2,000

2,00 70,0 30,0 2,000

2,20 70,0 30,0 2,000

Cnioco6 C (1-MUHYTHBIH €11oco0)

Ob6opynosanue: mudo (a) cuctema Waters Acquity UPLC ¢ 0oqAMHOYHBIM KBaJIPYITOJIbHBIM
MS-nerekTopom Waters SQD2, neTekTopoM Ha (pOTOMOTHOM MATpPHIE (IUTMHA BOJTHBI
noryiomenus: 254 um, 10 ex./cex., koncrtanta Bpemenu: 0,2000 cek.), AETEKTOP 3aPSHKEHHOTO
aspo3ois (Corona) 1 610k aBTOMaTH4ecKkoro go3atopa Waters CTC 2770 (06beM BBOAMMOM
MpOOBIL: 2 MUKPOJIUTPA, | MUH. MPOMBIBAHHE YIUIOTHUTENS); TMOO (b) cuctema Waters Acquity
UPLC ¢ oquHOYHBIM KBaJApynojbHbIM MS-nerekropom Waters QDa, 1eTeKTOpOM Ha
dboToaroIHOM MaTpuIle (JITMHA BOJIHEI TTOTIIOMEeHUs: 254 HM, 10 ef1./cek., KOHCTaHTa BpeMEHHU:
0,2000 cex.), neTeKTop 3apsHkeHHOro aspo3oist (Corona) M 070K aBTOMATHYECKOT O J103aTOpa
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Waters CTC 2770 (00beM BBOJAUMOM IMPOOKI: 2 MUKPOJIUTPA, 1 MUH. IPOMBIBAaHKE

YIUIOTHUTEIISA).
Cnoco6 LC

Komnonka Phenomenex 'Kinetex C18 100A' (50 MM x 4,6 MM, pazMep dacTull 2,6 MUKPOH),

Cxopoctb noToka: 2 mii/muH, 1ipu 313 K (40 rpaa. Llenbcus),
I'paguent (pactBoputens A: H,O ¢ 0,1% MmypaBbUHOM KUCITOTOM; pacTBOpUTENH B:

aueToHUuTpui ¢ 0,1% MypaBbUHOU KUCIIOTOM).

AHaIM3 IPOBOJIUIIN ¢ TPUMEHEHUEM BPEMEHHU XpoMaTorpaupoBaHus, COCTaBIISIIOIIETO
OJIHY MUHYTY, B COOTBETCTBUHU CO clieAyroliel Tabmuiel rpaauenta mpu 40°C.

Bpems PacrBopuTens | PactBopurens | Ckopoctb

(munyThl) | A (%) B (%) NoToKAa
(MJ1/MHH.)

Hauano 60,0 40,0 2,000

0,80 0,0 100,0 2,000

0,95 0,0 100,0 2,000

1,00 60,0 40,0 2,000

1,10 60,0 40,0 2,000

1,25 60,0 40,0 2,000

BUOJIOTNUYECKUE ITPUMEPBI

B1 JloBcxonoBast repOMIMIHAS AKTUBHOCTh

CemeHa cOpTOB CIEAYIOLIMX TECTUPYEMbBIX BUJIOB BHICEMBAJIM B CTAHIAPTHYIO ITIOYBY B
ropukax: Triticum aestivium (TRZAW), Avena fatua (AVEFA), Alopecurus myosuroides
(ALOMY), Echinochloa crus-galli (ECHCG), Lollum perenne (LOLPE), Zea Mays (ZEAMX),
Abutilon theophrasti (ABUTH), Amaranthus retroflexus (AMARE) u Setaria faberi (SETFA).
ITocne KynbTUBUPOBAHUS B TEUEHUE OJHOTO AHS (10 MOSIBJIEHUSI BCXO/I0B) MPU
KOHTPOJIMPYEMBIX YCITIOBUSIX B Teruue (24/16°C, 14-yacoBoi CBETOBOM MEPUOJ A€HB/HOYD,
65% BIIAXXHOCTB) PACTEHUSI ONIPBICKUBAJIM BOAHBIM PACTBOPOM 711 OIIPBICKUBAHMS,
MOJIYYEHHBIM U3 COCTABa TEXHUYECKOTO AKTUBHOI'O MHIPEAMEHTA B PACTBOPE ALIETOH/BOIA
(50:50), conepsxariem 0,5% Tween 20 (momokcusTUIIeHCOpOUTanMoHonaypat, CAS RN CAS
9005-64-5). 3aTeM TeCTUpYEMBbIE PACTEHUS BIPAILLIMBAJIM B TEIUIMIE TP KOHTPOJIUPYEMBIX
ycinoBusix (24/16°C, 14-yacoBoii CBETOBOM IePUO/ IEHb/HOUYb, 65% BIaXKHOCTH) U IMOJIMBAJIA
JIBaXIbI B IeHb. Yepe3 13 qHel MpOBOAMIN OLEHKY PE3YJIbTATOB TECTUPOBAHMUS (5 =
MOBPEXKAEHUE BCEro pacTeHusi; ) = OTCYTCTBUE OBPEXKICHUS Y pacTeHus1). Pe3yabrarsl
npeacrasiiensl B Tabmuiax B 1 a u Bib.

Tabmuuet Bla u B1b KoHTpOIb HEKOTOPBIX BUJIOB COPHSIKOB C MTOMOIIBIO COEIMHEHUS
dhopmyiel (I) Toce JOBCXOA0BOTO TPUMEHECHUS

Ta6auua Bla: Tecr 1a

ID Hopma | | o1 PE | SETFA | ALOMY | ECHCG | AVEFA | TRAZW
coeauHeHns | (r/ra)

Bl 1000 1 4 0 2 2 0

B3 1000 0 0 0 0 0 0

B4 1000 0 4 0 1 0 1

BS 1000 0 4 0 2 0 0
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ID Hopma | ; 1 PE | SETFA | ALOMY | ECHCG | AVEFA | TRAZW
coeaguHeHus | (r/ra)
B6 1000 1 5 1 3 2 0
B7 1000 1 5 0 2 1 0
B9 1000 2 5 1 3 2 0
B10 1000 1 5 1 3 2 0
Bll 1000 0 1 0 0 0 0
B12 1000 1 3 1 1 1 0
B33 1000 1 4 0 2 2 0
B34 1000 1 5 0 4 0 0
B35 1000 1 4 0 2 0 0
B36 1000 0 5 0 3 2 0
B37 1000 1 5 0 4 2 0
B38 1000 0 3 0 1 0 0
B39 1000 1 5 0 4 3 0
B40 1000 1 1 0 1 0 0
B4l 1000 1 5 0 4 1 0
B42 1000 1 5 1 4 3 0
B43 1000 1 4 1 3 1 1
B44 1000 1 3 0 3 2 0
B45 1000 0 3 0 3 0 0
B46 1000 0 4 0 2 1 0
B47 1000 1 5 0 4 1 0
B48 1000 1 4 0 3 1 0
B49 1000 0 4 0 3 2 0
B50 1000 1 4 0 2 1 0
B51 1000 1 5 0 2 1 0
B52 1000 1 H 1. 0 3 2 0
B33 1000 1 4 0 2 1 0
B34 1000 1 3 0 3 2 0
B55 1000 0 1 0 1 1 0
B36 1000 0 2 0 1 1 0
B57 1000 1 3 0 2 1 0
B58 1000 1 2 0 2 1 0
B39 1000 2 3 1 4 2 0
B60 1000 1 2 0 4 1 0
B61 1000 1 2 1 3 2 0
B62 1000 1 3 1 3 2 0
B63 1000 0 2 1 2 0 0
B64 1000 0 2 0 1 0 0
B65 1000 1 3 i 2 2 0
B66 1000 1 5 0 3 2 0
B67 1000 1 4 0 3 0 0
B68 1000 1 4 1 3 2 0
B69 1000 1 4 0 2 1 0
B70 1000 0 2 0 1 0 0
B71 1000 0 1 0 1 0 0
B72 1000 0 4 0 2 0 0

Ctp.: 90




10

5

20

25

30

35

40

45

RU 2760349 C2

D Hopma |y () pE | SETFA | ALOMY | ECHCG | AVEFA | TRAZW
coequHenns | (r/ra)
B73 1000 1 2 0 2 0 0
B74 1000 1 5 1 4 2 1
B76 1000 0 3 0 ] 0 0
B77 1000 0 A 0 1 0 0
B78 1000 1 4 0 2 0 0
B79 1000 1 ] 0 2 0 0
B8O 250 2 2 0 ] 1 0
B8I 1000 1 5 1 5 1 0
B83 1000 2 5 0 4 2 0
B83 250 2 2 0 I 0 0
B89 1000 ] 5 0 4 2 0
B90 250 ] 5 0 4 ] 0
BOI 250 ] 5 0 2 ] 1
B92 250 0 5 0 I 1 0
B93 250 1 5 0 4 2 0
BO4 1000 2 5 ] 4 3 0
B95 250 I 4 0 1 0 0
B96 250 I 5 0 4 ] 0
BO7 250 0 0 0 0 0 0
BOS 250 1 4 0 1 1 0
B102 1000 2 5 0 4 3 0
B104 250 ] 5 0 2 0 0
B105 1000 1 5 0 2 ] 0
B106 250 1 5 0 ] 1 0
B107 250 3 4 T 3 ] ]
B108 1000 2 5 0 3 2 0
B109 1000 0 3 0 0 I 0
B110 1000 0 4 0 3 0 0
BI11 1000 0 3 0 3 2 0
B112 1000 0 4 0 3 0 0
BI13 1000 T 5 1 5 3 0
Bi14 1000 1 5 0 5 1 0
BI15 1000 0 5 0 4 2 0
B116 1000 1 5 0 4 2 0
BI17 1000 i 5 0 2 3 0
BI18 1000 0 4 0 2 0 0
B119 1000 0 5 0 3 2 0
BI21 1000 0 4 0 2 0 0
B123 1000 ] 5 0 3 1 0

Tab6auua Blb: Tecr 1b

i Hopma | , ) PE | AMARE | SETFA | ECHCG | ZEAMX | ABUTH
coeauHeHusi | (r/ra)

B13 1000 1 0 3 2 2 0

B4 1000 0 0 0 0 2

BI5 1000 0 0 y 1 4 0
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ID Hopma | ; (; PE | AMARE | SETFA | ECHCG | ZEAMX | ABUTH
coenuHenust | (r/ra)
B16 1000 1 0 4 3 5 0
B17 1000 |0 0 0 0 0 0
BIS 1000 |0 ] ] 0 0 1
B19 1000 | 3 ] 4 4 5 1
B20 1000 1 1 4 5 5 0
B21 1000 |0 ] ] 0 0 1
B22 1000 1 ] 4 3 0 ]
B23 1000 ] 1 2 1 1 1
B24 1000 | 0 ] 1 0 1 1
B25 1000 | 2 1 5 2 3 1
B26 1000 |0 0 4 ] 5 0
B27 1000 ] 0 4 4 2 0
B23 1000 ] 0 2 2 3 0
B29 1000 ] 2 4 3 3 1
B30 1000 ] 2 4 3 5 0
B31 1000 1 ] 5 3 2 0
B32 1000 ] 0 5 3 5 0

CoenvHeHus, KOTOpbIE OUEHWIN Ha 4 WM S5 B OTHOIIEHUH OJTHOTO WJIM HECKOJIBKUX BUIOB
pacTeHus, SIBJISIIOTCSI OCOOEHHO MPEANIOYTUTEIHHBIMU.

B2 ITocnecxomoBasi repOUIMIHAS AKTUBHOCTD

CemeHa cOpTOB CIEAYIOUIMX TECTUPYEMbBIX BUJIOB BHICEMBAJIM B CTAHIAPTHYIO ITIOYBY B
ropmkax: Triticum aestivium (TRZAW), Avena fatua (AVEFA), Alopecurus myosuroides
(ALOMY), Echinochloa crus-galli (ECHCG), Lolium perenne (LOLPE), Zea Mays (ZEAMX),
Abutilon theophrasti (ABUTH), Amaranthus retroflexus (AMARE) u Setaria faberi (SETFA).
ITocne KynbTUBUPOBAHUS B TEUEHHE 8 THEN (ITOCTIE TTOSIBIIEHUSI BCXOAOB) ITPU KOHTPOJIUPYEMBIX
ycinoBusix B Teruuie (24/16°C, 14-yacoBoi CBEeTOBOM NEPUOT IEHB/HOUYb, 65% BIIA)KHOCTH)
pacTeHus1 ONMPBICKMBAJIA BOAHBIM PACTBOPOM 11 ONPBICKUBAHUS, ITOJIYYEHHBIM U3 COCTaBa
TEXHUYECKOTO AKTUBHOI'O MHI'PEJIMEHTA B pacTBOpe aneToH/Boaa (50:50), conepxaruem 0,5%
Tween 20 (monoxcusTUiIeHCOpOUuTaHMoHoaypat, CAS RN 9005-64-5). 3atem TecTUpyeMble
pacTeHus BhIpAIMBAJIM B TEIUIUIE IIPU KOHTPOJUPYEMBIX ycnoBuUsX (24/16°C, 14-yacoBoit
CBETOBOM MEPUOJ I€HBb/HOUb, 65% BIIa>XKHOCTH) U MOJIMBAJIA JABAXbI B IeHb. Yepes 13 nHei
MIPOBOJUIIM OLICHKY PE3yJIbTATOB TECTUPOBAHMUS (5 = MOBPEXKAECHUE BCero pacTeHus; 0 =
OTCYTCTBHE MMOBPEXKICHUS Y PACTEHUSI OTCYTCTBYET). Pe3yIbTaThl MpencTaBIeHbI B TAOIMIAX
B2a u B2b.

Tab6muuer B2a 1 B2b KoHTpoJ1b HEKOTOPBIX BUJIOB COPHSIKOB € MTOMOIIBIO COETMHEHUS
dbopmysr (I) Toce MOCIEBCXOI0BOTO MPUMEHEHUS
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ID Hopma | | ) pbr | SETFA | ALOMY | ECHCG | AVEFA | TRAZW
coeguHeHus | (r/ra)
Bl 1000 2 5 1 4 4 0
B3 1000 0 3 0 2 2 0
B4 1000 1 5 1 4 2 2
BS 1000 1 4 1 3 1 0
B6 1000 4 5 1 4 3 1
B7 1000 2 5 1 4 4 ]
B9 1000 4 5 1 5 3 1
B10 1000 3 5 1 4 3 1
Bl1 1000 i 3 0 2 1 0
B12 1000 2 3 1 2 2 1
B33 1000 3 5 2 2 ] 2
B34 1000 1 4 0 5 2 1
B35 1000 7] 5 0 3 2 1
B36 1000 1 H 0 3 3 0
B37 1000 2 H. . 0 5 3 0
B38 1000 > 4 0 2 2 0
B39 1000 3 5 1 5 4 1
B40 1000 1 3 0 1 2 0
B41 1000 2 5 0 4 3 0
B42 1000 3 5 1 5 4 2
B43 1000 3 5 1 4 4 2
B44 1000 2 4 1 4 3 1
B45 1000 2 4 1 4 3 1
B46 1000 2 4 0 4 3 0
B47 1000 2 5 0 4 3 0
B48 1000 1 5 0 4 2 0
B49 1000 2 4 0 4 2 0
B350 1000 1 5 0 4 3 0
B51 1000 3 5 0 4 3 0
B52 1000 3 5 0 4 3 0
BS3 1000 2 5 1 5 4 1
BS54 1000 3 4 ] 4 4 1
B55 1000 1 4 0 3 2 0
B56 1000 3 4 0 4 3 0
B57 1000 2 3 0 4 3 0
B58 1000 2 5 0 3 2 0
B39 1000 3 4 1 5 3 T
B60 1000 2 5 1 5 2 1
B61 1000 2 4 1 4 2 0
B62 1000 2 4 0 5 3 0
B63 1000 2 3 0 5 2 0
B64 1000 1 4 0 4 3 0
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ID

Hopma

LOLPE | SETFA | ALOMY | ECHCG | AVEFA | TRAZW
coeanHenns | (r/ra)
B65 1000 3 4 1 5 3 0
B66 1000 H. T, 5 0 4 H. 1. 1
B67 1000 1 4 1 4 2 1
B68 1000 2 5 0 5 3 2
B69 1000 2 4 0 4 3 1
B70 1000 1 3 0 3 1 1
B71 1000 2 3 0 3 2 1
B72 1000 1 4 1 4 1 1
B73 1000 2 4 1 4 3 1
B74 1000 H. . 5 0 4 H. T. 0
B76 1000 1 3 0 1 0 0
B77 1000 1 2 0 1 1 0
B78 1000 1 5 0 2 2 0
B79 1000 1 2 0 1 2 0
B80 250 1 2 0 1 2 0
BS81 1000 2 5 1 5 3 1
B83 1000 3 5 0 5 4 1
B88 250 0 1 0 1 1 0
B89 1000 2 5 0 5 4 1
B90 250 2 5 0 4 3 0
B91 250 1 5 0 2 2 0
B92 250 1 4 0 3 3 0
B93 250 3 5 0 5 4 0
B%4 1000 3 5 0 5 3 0
B95 250 1 5 0 2 3 0
B9 250 2 5 0 5 3 0
B97 250 1 1 0 1 2 0
B98 250 0 S 0 2 3 0
B102 1000 3 5 1 5 4 1
B104 250 1 5 1 3 3 0
B105 1000 1 5 0 4 3 0
B106 250 ] 5 0 3 3 0
B107 250 1 5 0 3 3 0
B108 1000 1 5 0 0 3 0
B109 1000 0 1 0 1 1 0
B110 1000 1 4 0 3 3 0
Blll 1000 1 4 0 3 2 0
B112 1000 0 3 0 1 1 0
B113 1000 3 5 1 5 4 2
Bl114 1000 3 5 0 5 4 1
B115 1000 3 5 1 5 4 1
B116 1000 3 5 1 4 3 1
B117 1000 4 5 1 5 4 3
B118 1000 1 4 0 3 3 0
B119 1000 3 5 0 3 4 0
B121 1000 2 5 0 3 3 0
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1D Hopma | | () pE | SETFA | ALOMY | ECHCG | AVEFA | TRAZW
coegnHeHus | (r/ra)
B123 1000 1 5 2 3 2 1
Ta6anna B2b: Ttect 2b
D Hopma | ; (} pE | AMARE | SETFA | ECHCG | ZEAMX | ABUTH
coeanHeHHus | (r/ra)
B13 1000 2 1 5 3 5 0
B14 1000 1 0 4 2 4 0
BI5 1000 2 1 4 3 5 0
BI6 1000 3 0 5 4 5 0
B17 1000 0 0 1 1 1 0
B18 1000 1 0 3 2 2 0
B19 1000 4 7] 5 4 5 1
B20 1000 3 1 5 4 4 0
B21 1000 1 0 3 2 2 0
B22 1000 3 0 4 4 2 0
B23 1000 2 1 3 2 5 1
B24 1000 1 2 2 2 2 1
B25 1000 4 2 5 3 4 2
B26 1000 2 2 5 5 5 1
B27 1000 2 2 5 4 3 2
B28 1000 4 0 4 4 5 0
B29 1000 3 1 5 4 5 1
B30 1000 4 0 5 5 5 0
B31 1000 2 1 5 4 5 1
B32 1000 2 0 5 4 5 0

COC,Z[I/IHCHI/IH, KOTOPBIC OCHUIIN HA 4 uau 5 B OTHOLLIEHUU OJHOI'O MJIKM HECKOJIBKUX BHUI0OB

PaCTCHUSA, ABJIAIOTCA 0COOEHHO IPCANTOYTHUTCIIBHBIMMU.

(57) ®opmyna uzobpeTeHus
1. ITpumenenue coenuuenust popmysr (I):

R
R N\R3
| _
xZ R

I
(Oh

(D,

WJIA €r0 arpOXMMHUYECKHU ITPUEMIIEMOM COJIH, T x! npeacTaBisieT coooi N umu CRI;

R! BBIOPAH U3 I'PYIIIIbI, COCTOSIIENH U3 BOJOPOJA, IMaHo, rajioreHa, Ci-Csankuna,

C3-Cyankununa, Ci-Csankoxeu, Cj-Csranorenankuina, Ci-C3raJoreHaIKoKCHu U

C;-Cstnoankuna;

R® BBIOPAH U3 I'PYIIIIbI, COCTOSIIEN U3 rajorena, uuano, C;-Cqankuia,
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C-Cgranorenankuna, -C(O)OC;-Cgankuna u peHuna;

R? MIPEJICTABIISIET COOOM —C(O)Xlez;
X2 npeacrasiseT coooit O unm NRlO;

ecmu X2 npeacrasisieT cobout O, To R'? npeacrasisieT cooon C;-Cganku;
ecrm X2 MpeACTaBIISIET COOOM NRIO, ToR"? BbIOpaH u3 rpymisl, cocrosiuei u3 C;-Cyankuna,

C;-Csankoxcen, -(CH,)3SCHj3, Cy-Csranorenankuia, C3-Cgankuaumia u (CRaRb)qRM;
R0 BBIOpAH U3 I'PYIIIbI, cocTosel u3 Bogopoaa u C;-Ceankuna;

w R'Y u R'? Bmecre ¢ atomom asora, & KOTOPOMY OHHM MPUCOETUHEHBI, MOTYT
00pa30BBIBATH 5- UJTK 6-4JIEHHOE KOJIBI0, HE00s13aTeIbHO cojiepKaiiiee 1-3 JOMOTHUTETbHBIX
reTepoaToma, KaxIablii U3 KOTOPBIX HeE3aBUCUMO BbIOpaH u3 O, N uiu S, r/ie, ecliv yka3aHHOe
KOJIBLIO COZICPXKHT CEPY B KOJIbLIE, yKa3aHHas cepa B KOJble Haxoaurtes B popme S(O)p;

R* BBIGpaH 13 IPYIIIIBL, COCTOSILIEH 13 BOZOPOA, METIIIA, STHIIA, AIUIWIA, OyT-2-MHUIA,
C(O)R’ 1 -(CHp)R’;

R? nmpencrasiser coboi BOXOPOL;

R® npeacrasiser co6oit BOXOPOL;

R’ BBIOpAH U3 TPYIIIBI, COCTOSIIEH U3 MKIIonponuia, -CO,MeTna u gpernnia,

HE00s3aTeNbHO 3aMEILEHHbIX 1-2 TpynnamMmu RS;
KaXIbIl R8 HE3aBUCUMO BBIOpAH U3 METHIIA, 3TWJIA, XJIOpa Wik pTopa;

R’ npeactasisieT codom Cq-Cgaikokcu;

wm R* u R'? Bmecre ¢ atomamu, k KOTOPBIM OHU MMPUCOEAUHEHBI, 00PA3YyIOT S- U 6-
YJICHHYIO KOJIBIEBYIO CUCTEMY, HEOOSI3aTeIIbHO COJIEPXKAIIYIO 1-3 JOMOTHUTETBHBIX
rerepoaToma, He3aBUCUMO BbIOpaHHBIX U3 S, O u N;

wm R* 1 R'? Bmecre ¢ aTOMaMH, K KOTOPBIM OHU MIPUCOETUHEHBI, 00PA3YIOT S- WK 6-
YJIEHHYIO KOJIBLEBYIO CUCTEMY, HEOOSI3aTeNIbHO COJIEPKAIIYIO 1-3 JOMOIHUTEIbHBIX
rerepoaTomMa, He3aBUCUMO BBIOpaHHBIX U3 S, O u N;

R!! BbIOpAH U3 IpyIIbl, coctosen u3 Cz-CglIMKI0aIKUIa, U 3aMEIIEHHON WK

He3aMeIIEHHOMN KOJIbLUEBON CUCTEMBI, BBIOPAHHOM U3 KOJIBIIEBOM CUCTEMbI M30KCA30JIUIA,
dbeHuta, TUpUIUIA, MUPUMUIUHUIIA, TETPATUIPOIIUPAHUIA U MOP(OIMHUTIA, TTPUYEM

KOJIbLIEBasl CUCTEMA, €CJIU 3aMellleHa, 3aMellieHa 1-3 He3aBUCUMBIMU R8;

n paBHsercs 0 wm 1;

p paBusiercs 0, 1 wim 2;

q paBHsercs 0 uinu 1;

r paBusiercs 1, 2, 3,4 wim 5, s paBHsiercs 1, 2, 3, 4 wim 5, ¥ cyMMa 1 + S MEHbIIIE WU
paBHseTcs 6;

B KauecTBe repouuia,

MIPU YCIIOBUH, UTO coeuHeHune popmyiinel (I) He sBseTcs

(i) TpeT-0yTuI-N-[2-MeTUI-6-(3-TUPUANIT)-3-TTUPUIUI |KapOaMaTOM.

2. [Tpumenenue no 1. 1, rae x! npeacTaBisieT codor N.

3. IlpumeHeHue o J1000My U3 MPEABIAYIIUX ITYHKTOB, Ie x? npeacrasisieT codon O.
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4. ITpumenenue no n. 1 umum 2, rae X2 MIpeJICTaBIISIET COOOM NR!,

5. Ilpumenenue o 1. 1, rae x! MpeJICTaBIIsIeT cCoOOi CRI, uR! BBIOPAH U3 TPYIIIIHI,
COCTOSIIIIEN U3 IIMAHO, XJI0Pa, METOKCHU-, AU(PTOpMETHIIA U TPUPTOPMETHIIA.
6. Coequnenue popmyis (I)

R4
|
X N\R3
10 X1 ~ | - Rz
N
|
(Oh
Is (D,

WM €70 arpOXUMUYECKHU ITpUeMITeMast COJTb, TC
x! npeAcTaBisieT codort N umu CRl;

R! BBIGpaH U3 rpyIIIIbL, COCTOSILEH U3 BOXOPOA, LMAHO, FaJIOTeHa, C,-Csankuna,
20 C3-Cyankununa, Cy-Czankokeu, Cy-Csranorenankuia, C;-CsrajgoreHaaIKkoKCH U

C-CstHoankuna;

R® BBIOpAH U3 I'PYIIIbI, COCTOSILEHN U3 rajorexa, nano, C-Cgankuna,
C-Cgranorenankuna, -C(O)OC;-Cgankuna u gpenuna;

25 12,

R’ MIPeICTaBIISIET COOOM —C(O)X2 R
x? MpeJICTaBIIsSIET COOOM NR'? 4 m6o:

R!Y Bmecre c R* 1 aTOMaMH, K KOTOPbIM RIOuR* MIPUCOEIUHEHBI, 00PA3YIOT 5- WK 6-
YJIEHHYIO KOJIBLEBYIO CUCTEMY, HE0OS3aTEIbHO COJIEPIKAIIYIO | JOTOIHUTENbHBIN T€TEPOATOM,
30 HE3aBMCMMO BBIOpaHHBIA 13 S B hopme S(O),,

wm R'” Bmecre ¢ R'? u atomom a30Ta, K KOTOpOMYy ROy R"? MIPUCOEANHEHBI, 00Pa3yIOT
5- WK 6-4JIEHHYIO KOJIBLEBYIO CUCTEMY, HEOOS3aTEIbHO COACPKAIIYIO 1 TOMOTHUTEIbHBIN
rerepoaToM, He3aBUCUMO BbIOpaHHbIN U3 O U N, u

p pasusiercs 0, 1 wim 2.

7. lepbunyiHas KOMITO3ULMS, coJiepkaliasi repOuuaHo 3¢(HEeKTUBHOE KOJIUYECTBO
COEAUHEHUS T10 I1. 5 WK 6 U IIPUEMIIEMOE C TOUKH 3PEHUS CEIbCKOTO XO35MCTBA
BCIIOMOTATEIIbHOE CPEACTBO JIs €€ COCTABIICHHUS.

8. C1r1oco0 KOHTPOJISl COPHSAKOB B MECTE ITPOU3PACTAHUS, IPEAYCMATPUBAIOLIUI TPUMEHEHNUE
10 OTHOLIEHUIO K MECTY ITPOU3PACTAHUS JOCTATOYHOIO 11 KOHTPOJISI COPHSKOB KOJIMYECTBA
coequHeHus popmysl (1) mo moOomy U3 mil. 1-6 UK JOCTATOYHOTO JJIs KOHTPOJISI COPHSIKOB
KOJIMYECTBA KOMITO3UIMH 11O II. 7.

35
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