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Wzobpetenue oTHOCHTCS K coeanHeHusIM (opmyist (1)

WM UX arpoOHOMHUYECKU TMpuemiieMoil conu, rme Q, X, Z, R? u R’ omucansl B JaHHOM JIOKyMEHTE.
HacTostiee n300peTeHUe JOMOTHHUTEIBHO OTHOCHTCS K TEpOMIMIHBIM KOMITO3HIIUSM, COICPKAITIM
YKa3aHHBIC COCMHEHHUS, K CII0co0aM KOHTPOJISI COPHSIKOB C MIPUMEHEHUEM YKa3aHHBIX KOMIO3HIIUH U K
TIpUMEHEHHIO coeuHeHni Gopmyisl (I) B kauecTBe repornmaa.
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Hacrosmiee n300peTeHre OTHOCHUTCS K HOBBIM TePOUIIUIHBIM COCTUHECHUSIM, TePOUIIUIAHBIM KOMITO3HIIUSM,
KOTOPBIC COACPIKAT HOBBIC COCTUHCHUS, M K UX MIPUMEHCHHIO JUIS KOHTPOIIS COPHSIKOB, B YACTHOCTH, B CEITBCKO-
XO3HCTBEHHBIX KYJIbTYPaX MOJIE3HBIX PACTCHHIA, HJIH JJIsI TOJABJICHUS POCTa PACTEHHH.

N-(tetpazon-5-un)- u N-(1,3,4-okcamnazon-2-ui)aprikapOoKcaMuabl PacKpBITHI, Hampumep, B WO
2012/028579 u WO 2012/126932 cooTtBeTcTBeHHO. HacTosiee n300peTeHHE OTHOCUTCS K HOBBIM aMHIHH-
3aMEIeHHBIM OCH30MIbHBIM COSANHECHUSIM.

Takum 006pazoM, B COOTBETCTBUN C HACTOSIIIAM I/I3O6peTOeHI/ICM npeaycMoTpeHo coenuHerue Gopmyast (1)

WJIM €T0 arpOHOMMYECKU IpUeMIieMast CoJib,

e R’ BEIOpaH W3 Tpymibl, coctosmeid wu3 ranoreHa, C-Ceamkmma, C;-Cgruknoankmna, Ci-
Cgranorenankuna u -S(0),C,-Ceankuna;

R’ BBIOpaH M3 IPYMIBI, cocTosmel u3 ranorena, C;-Cqankuna, C,-Cgranorenankuna u -S(0),C;-Ceankuna;

Q npezcrasisieT coboit Q':

a .
R npencrasuseT coooit C,-C amkmn- umu C;-Cs-ankokcu-C -Cs-ankui-;
X mpencrasisieT coboit -(CH,),-, 1 n paBasietcs 0;

Z mpejcTaBisier coboit Z':
AN

R4/U\N/ i
\Re
Z1

R* BBIOpaH W3 Tpynmbl, cocrosmed w3 Bomopoda, C-Cgankxwmma, C,-CgramoreHaykuima U
C;-C4LIMKI0ATKHIIA;

R’ BBIOpaH U3 TPYMIIEI, cocTosmel u3 Bogoponaa, Ci-Ceankmia u C;-CgqraioreHaakuia;

R® BBIOpaH M3 TPyMIbl, cocTosmeit u3 Bomopona, C,-Ceankuna, C,-CgrajoreHankmuia, 1uaHo u (HeHuma,
rae GeHWT HeoOsI3aTeNbHO 3aMeltieH 1, 2 win 3 3aMeCTUTEISIMY, BBIOPAHHBIMHU U3 TPYIIIHI, COCTOSIIEH U3 Tallo-
rena, C-Cgankuna, C-Cgranorenankuiia u C,-CqalIKOKCH; UITH

R’ u R® BMecte npencraeistoT coooit -CH,CH,CH,CH,, -CH,CH,CH,CH,CH,- wmu -CH,CH,OCH,CH,-;
u

p=0, 1 nnu 2.

C-Cgankunbnble u C;-CjadkuibHble TPYHINbl BKIIOYAIOT, Hanpumep, metun (Me, CHj), atun (Et, C,H;s),
H-niponvT (n-Pr), nzonponun (i-Pr), H-0ytrn (n-Bu), 300yt (i-Bu), BTop-0yTiut u tper-0yTu (t-Bu).

C3-CgIIIKII0amKMI- BKITIOYAET IUKJIoponui (c-mporwun (c-Pr)), muknoOytun (c-0ytun (c-Bu)), mukiomnen-
THJ (C-TICHTHJI) B IUKIIOTEKCHII (C-TeKCHIT).

lamoren (Wiv TaJoOTeHUA) OXBATHIBAET QTOP, XJIOp, OpoM wim Hoxa. To ke camoe, COOTBETCTBEHHO, TPH-
MEHHMO K TaJIOTEHY B KOHTEKCTE JPYTUX ONPESICHIH, TAKNX KaK TaJor €HaIKILI.

C,-CgramoreHanKmI BKIIIOYAET, HANpUMep, GTOPMETHII-, TUHTOPMETHI-, TPUHTOPMETHII-, XJIOPMETHII-,
JUXJIOPMETHI-, TPHUXJIOPMETHI-, 2,2,2-TpuTOp3THi-, 2-QTOpITHI-, 2-XJNOpATHI-, NeHTadropatmi-, 1,1-
mudrop-2,2,2-TpuxIopaTiil-, 2,2,3,3-teTpadTopaTHII-, 2,2,2-TpUXIOPITHI-, TenTad TOp-H-NPONwI U nepprop-H-
rexcmi. C1-C4ranoreHalKui BKIFOYACT, HanpuMmep, GTOPMETHIT-, TUYTOPMETIIT-, TPUPTOPMETHII-, XITOPMETHII-,
JUXJIOPMETHII-, TPHUXJIOPMETHI-, 2,2.2-TpuTOp3THi-, 2-QTOpITHI-, 2-XJNOpATHI-, neHTadropatmi-, 1,1-
mudrop-2,2,2-Tpuxiopatii-, 2,2,3,3-retpad TopaThi-, 2,2,2-TpUXJIOPITHII- U TenTaTOp-H-TIPOIHII-.

C;-Cankuin-S-(aNKunTHo) MPEeACTaBIICT COO0M, HAPUMED, METHITHO, STHITHO, TPOTITHO, H30MPOTIHII-
THO, H-OYTHITHO, M300yTHUITHO, BTOP-OYTHIATHO WX TPET-OYTHITHO, MPEAOYTUTEIFHO METHIITHO HIIH 3THI-
THO.

C-Cganxmi-S(O)-(ankwicymbGUHII) MPEICTaBIsSeT co00M, HampuMep, METHICYIbGOUHUI, ITHICYIbGHU-
HWI, TPONMHICYAbOUHWI,  H3ONPONUICYIbGUHWI,  H-OYTWICYIbQUHII, H300YTWICYIb(UHWI,  BTOP-
OyTHIICYIB(GUHIIT WITH TPET-0y THIICYIBGUHII, IPEIMTOYTUTEIIHEHO METHIICYIBGUHUI HITH STUIICYIb(OUHIIL.

C-Cganxmi-S(O),-(ankuincyabHOoHMIT) TPEICTaBIsIeT cO00H, HapUMep, METHI CyJIb(HOHWI, dTHICYIb(O-
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HWI, NpONWICYIb()OHWI,  HM30NPONMICYIb(OHMI,  H-OyTHiICYnb(OHWI, H300yTWICYIb()OHWI,  BTOp-
OyTHICYIb(GOHMIT WK TPET-OyTHICYNB(OHMI, TPEATOYTHTEIFHO METHICYTL(QOHII WX 3THICYIb(OHWUIL.

B mpeanmodTuTeIbHOM BapHaHTE OCYLIECTBICHHS HACTOSINET0 M300peTeHust R BeIOpaH m3 Tpymmel, co-
crosmeit u3 metuia, Cl, -CF; u -SO,MmeTuna.

B IpyroM MpearnouTHTeIbHOM BapHaHTE OCYIIECTBICHHS HACTOSIIEro H306pereHns R’ Boibpan u3 rpym-
eI, cocrosmei u3 metuiaa, Cl, -CF; u -SO,meTnna.

B JpyroM MpearmouTHTEILHOM BapHaHTE OCYIIECTBICHHS HACTOAIIEro m3obpercHms R' BbIGpaHbI u3
TPYIIIBI, COCTOSIIEH U3 METHIIA, STHJIA U H-TIPOITHIIA.

B Jpyrom BapHaHTe OCYILIECTBICHHS HACTOSIIEro H300peTenns Q mpeactasiser coboii Q', u Z npeacras-
nset co6oii Z'. B 1aHHOM BapHaHTe OCYIIECTBICHHs X MOXKET IPEACTaBsTh co6oit -(CH,),-, u n paBHsercs 0.

B nannom Bapumante ocymiecTBieHus coenunenue Gopmynsl (I) mpeacrasuser coboit coenunenue hopmy-

el (1a)
N>; N\ 5

rae R, R% R?, R*, R’ u R® onpenenenst amst coeapHeHms d)opMme (D.

Coenunenns Gopmyisl (I) (M1 HEKOTOPBIC TPOMEKYTOUYHBIC COCAUHCHHS, IPUMEHICMEIC JUTS CHHTE3a CO-
enuneHus Gopmyiel (I)) MOTYT coiep:KaTh ACHMMETPHYHBIC IICHTPEI M MOTYT OBITh MPEICTABICHBI B BUAC OJIHO-
TO PHAHTHOMEPA, Map YHAHTHOMEPOB B JTHO0O0H MPOTOPIXHU HIIH, IPU HAJTHYUHU 00Jee OJHOTO aCHMMETPUYHOTO
[EHTPa, MOTYT BKJIIOYATh JUACTEPCOM3OMEPHI BO BCEX BO3MOXKHBIX COOTHOIICHHSAX. Kak MpaBWio, OMUH M3
JYHAHTHOMEPOB 00JIaaeT MOBBIIICHHON OMOIOTHYECKON aKTHBHOCTBIO IO CPaBHCHUIO C IPYTHMH BapUAHTAMHU.

Hacrosimee n3o0peTeHne Takke BKIIOYAET BCE BO3ZMOXKHBIE TEOMETPHUYECKUE U TayTOMEPHbIE (POPMEI CO-
equHenus Gopmysl (1).

Hacrosmmee n3o0pereHne Takke BKIIOYACT arpOHOMHYECKH HPHUEMIIEMBIE COJH, KOTOPBIE MOTYT 00pa3o-
BBIBaTh coenuHeHus Gopmynsl (I) ¢ aMuHamu (Harmpumep, aMMHAKOM, JUMETHJIAMHHOM U TPUITHIAMHUHOM),
OCHOBAHHMSIMH IIEIIOYHBIX METAJUIOB M MICTIOYHO3EMENbHBIX METAJIOB MIIM YETBEPTUYHBIMA aMMOHHEBBEIMH OC-
HoBaHUAMH. Cpenn THAPOKCHIOB, OKCHIOB, aJIKOKCHIOB, M THAPOKapOOHATOB, M KapOOHATOB IIEIOYHBIX METal-
JIOB M IIEIOYHO-3€MENIbHBIX METAIJIOB, IPUMEHIEMBIX B KaueCTBE cojieoOpa3zoBareiei, 0coboe BHUMaHKE Clie-
JyeT YACTUTh THAPOKCUIAM, aTKOKCHIaM, OKCHJAaM U KapOOHAaTaM JIUTHUs, HATPHUS, KAJIUs, MATHAS U KIS, HO
0COOCHHO THAPOKCUAAM, ATKOKCHAAaM, OKCHIaM U KapOOHAaTaM HATPHsl, MaTHHS M KaIbIUs. Takke MOXKHO IpH-
MEHSTh COOTBETCTBYIOIIYIO TPUMETHIICYIb()OHUEBYIO COIIb.

Coenunenus popmyisl (1) cormacHo HacTosIeMy N300PETEHUIO MOKHO IPUMEHSITh CaMH 110 cebe B Kaye-
CTBE TepOUIMIOB, HO OOBIYHO UX COCTABJISIOT B TePOUIMIHBIC KOMIIO3UIIUH C TIPUMECHEHUEM BCIIOMOTATEIBHBIX
CPEICTB AJIS COCTaBJICHHWS, TAKUX KaK HOCHTENH, PACTBOPHUTEIM M MTOBEPXHOCTHO-aKTHUBHBIE cperacTBa (SFA).
Takum 00pazoM, B HACTOAIIEM H300pETEHHUH IOMOJHHUTEIBHO TMPEAYCMOTPEHa TepOUIMIHAS KOMITO3UIHA, CO-
Jepxamiasi TepOUIIIHOE COeNMHEHNE TI0 HACTOAIEMY H300pPETEHHIO M IIPUEMIIEMOE C TOUKH 3PEHHSI CEITLCKOTO
XO3SCTBA BCIIOMOTATENBHOE CPEACTBO UIA COCTaBJICHHSA. KOMITO3UIMS MOXET OBITh MpEACTaBiIeHa B (Gopme
KOHIICHTPATOB, KOTOPBIE Pa30aBISIOT Tepe MPIMEHEHHEM, XOTS TaKKe MOXHO ITOJTy4aTh TOTOBBIE K IPUMEHE-
HUIO KoMmo3unuu. KoneuHnoe pa30daBieHne 0OBIYHO BBHIMOJIHAIOT C MMOMOIIBIO BOJBI, HO €r0 TaKKe MOKHO BBI-
MOJHSTH C MCHOJB30BAHUEM BMECTO BOJBI HIIM TIOMHUMO BOJBI, HAIIPUMED, KUIKHX yIOOPEHUH, MATATEIHHBIX
MHUKPOAJIEMEHTOB, OMOJIOTHYECKHX OPTraHU3MOB, MacJia MIIA PACTBOPHUTEIICH.

I'epOunmaHbIe KOMIO3KINHM, KaK NpaBuilo, coaepskar ot 0,1 no 99% no Becy, B wactHocTH ot 0,1 10 95%
o Becy coemuHeHuit Gopmyasl I u ot 1 10 99,9% mo Becy BCIOMOTaTeILHOTO CPEACTBA IS COCTABICHHUS, KO-
TOpOE MPEANOYTUTENHHO BKII04aeT oT 0 10 25% 1o Becy MOBEpXHOCTHO-aKTHBHOT'O BEIIECTBA.

Komno3uiuy MoXKHO BBIOMpATh U3 MHOXKECTBA THIIOB COCTABOB, MHOTHE U3 KOTOPBIX M3BECTHHI U3 Pyko-
BOJZICTBA TI0 pa3paboTke W MpuMeHeHuIo crienudukanmii FAO B OTHOIIEHWH MPEeNapaToB IS 3allUThl PaCTCHUN
(Manual on Development and Use of FAO Specifications for Plant Protection Products), 5-¢ u3mnanune, 1999 r.
TakoBbie BKITIOUaoT pacmubuisiemble opomku (DP), pactBopumbie mopomiku (SP), BomopacTBOpUMBIE TPAHYIIBI
(SG), mucneprupyemsie B Bose Tpanyiasl (WG), cMaunBaemsbie nopomku (WP), rpanymnst (GR) (¢ MenneHHBIM
WK OBICTPBIM BBICBOOOKICHUEM ), pACTBOPUMBIE KOHIIEHTpATHI (SL), cMemmBaembie ¢ MaciioM xuakocta (OL),
JKUIKOCTH, TIPUMEHsieMble B cBepXHH3KOM o0beme (UL), amynbrupyemsie konnentparsl (EC), mucneprupyemsbie
koHueHTpatsl (DC), smynscun (kak "macno B Boae" (EW), Tak u "Boxa B macne" (EO)), mukpoamynscun (ME),
cycrneHn3noHHble KoHueHTpatsl (SC), aspo3onm, KancyibHble cycnen3ud (CS) u cocTaBbl it 00pabOTKH CeMsH.
BriOpanHEIif THIT cOCTaBa B JIFOOOM ciydae OyIeT 3aBUCETh OT KOHKPETHOTO MPEIyCMOTPCHHOTO Ha3HAYCHHS, a
Takxke (PU3NMICCKUX, XUMHICCKUX M OMOJIOTMICCKUX CBOMCTB coequHeHus Gpopmyisr (I).

Pacneusiemsre nopomky (DP) MoKHO mosry4aTh MOCPEICTBOM cMeIIMBaHUs coequHeHus ¢opmyisl (1) ¢
OJTHIM WJTF HECKOJNBKHMH TBEPIBIMHU pa30aBUTEISIMH (HATIpUMeEp, IPUPOIHBIMA TTIMHAMH, KAOJMHOM, ITUPODIII-
JUTOM, OCHTOHUTOM, TJIMHO3EMOM, MOHTMOPHIUIOHHTOM, KH3EIBI'YPOM, MEJIOM, THATOMOBBIMH 3eMIISIMH, (Hoc-
(aTamu Kanpnus, KapOOHATAMH KAJIBLIUS M MarHUs, CEpPOH, N3BECTHIO, TOHKOIMCIIEPCHBIMU TOPOIIKAMH, Talb-
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KOM U JPYTUMU OPTaHUYECKUMHU U HEOPTaHUYCCKUMHU TBEPIBIMU HOCHTEIISIMH) U MEXaHUYECKOTO U3MEITbYCHUS
CMECH JI0 TOHKO/IUCITIEPCHOTO ITOPOLIKA.

PactBopumbie mopomiku (SP) MoXHO TOSTydaTh MOCPENCTBOM cMemuBaHUs coeauHeHus Gopmyinsl (I) ¢
OTHOW WUIM HECKOJIBKMMH BOJOPACTBOPUMBIMH HEOPTaHWYECKHMH COJSIMU (TaKUMH Kak OmkapOOHAT HATpWs,
KapOOHAT HATPHS WM CyIb(paT MarHus) WIK C OXHUM WIH HECKOJIBKIMH BOJOPACTBOPUMBIMU OPTaHUYECCKIMU
TBEPIBIMU BEIIECTBAMH (TaKMMH KaK ITOJIUCaXapui) W HEOOS3aTeIbHO C OJHUM FUIM HECKOJBKHMH CMadMBAaro-
IIAMH CPEACTBAMH, OJHUM WM HECKOJBKHMH JIHCHEPTHPYIOMMMU CpPEACTBAMH WM CMECHI0 YKa3aHHBIX
CPEICTB AJIS YIYUIICHHS AUCHIEPTHPYEMOCTH/PACTBOPHMOCTH B BOZE. 3aTeM CMECh M3MENbYAlOT A0 MEJIKOIHUC-
nepcHOro nmopomka. [Tomo0HpIe KOMITO3UIIMK MOXHO TaKXKe TPaHyJIHPOBaTh ¢ 00pa30BaHUEM BOJAOPACTBOPHUMEBIX
rpany (SG).

CMmaumnBaemsbie nopomiku (WP) MOXHO moirydaTh MocpeacTBOM CMEIIMBaHUS coequHeHnst Gpopmydsl (I) ¢
OJTHUM WM HECKOJBKMMH TBEPIBIMU Pa30aBUTCISAMH MU HOCUTEISIME, OJHUM WA HECKOJBKUMH CMadHBAaIO-
IIMMHU CPEICTBAMH M TPEANMOYTUTECIHFHO OJHUM WM HECKOJIBKHUMH JUCICPTHPYIONIMMU CPEICTBAMH, a TaKKe
HEOoO0s3aTeIbHO C OJHUM FUTH HECKOJNBKHMH CYCIICHAMPYIONIMMH CPEICTBAMHU JUIS OOJCTYCHUS JUCIICPTHpPOBa-
HUS B )KUIKOCTSX. 3aTEM CMECh M3MENBYAIOT 10 MENKOIUCIIEPCHOTO MOopommKa. [1ogo0HbIe KOMITIO3UITNH TaKKe
MO>KHO TPaHyJIMPOBaTh C 00pa30BaHUEM AWCIICPTHPYEMbIX B Boje rpanyd (WG).

I'panyner (GR) MoryTt ObITh 00pa3oBaHbl TUO0 MOCPEACTBOM TPaHYIHUPOBAHUS CMECH COeTUHEHUS HOopMy-
eI (1) ¥ OJTHOTO MJTM HECKOJILKHX IMOPOITKOOOPa3HBIX TBEPIBIX pa30aBUTENICH WM HOCHTENEH, JTHOO U3 IpeaBa-
pUTENLHO 00pa30BaHHBIX MyCTHIX TPaHyJ MocpeAcTBOM abcopOiuu coenuHeHust popmyasl (1) (wmm ero pactso-
pa B MOAXOISIIEM CPEICTBE) B MOPUCTOM T'PAaHYIMPOBAHHOM MaTepuayie (TaKOM Kak IeM3a, aTTaIlyJIbIUTOBEIC
TJIMHBL, QyJUIepoBa 3eMJIsl, KH3EIbIyp, TUATOMOBEIC 3eMJIM WIIM U3MEIBYCHHBIC KyKYPY3HBIC MOYATKH) WIH T10-
cpeacTBoM ancopbumnu coenuaeHus popmyasl (I) (mmm ero pacTBopa B MOIXOSIEM CPEICTBE) Ha TBEPIOM 3ep-
HUCTOM MaTrepuaie (TaKoM Kak MECKH, CHIIMKATHI, MUHEpaJlbHbIC KapOOHATHI, Cynbdatel mwin Gocdarel) U BbI-
CyIIMBaHUA B cilydae HeoOxomumocTu. CpeacTBa, KOTOPBIC OOBIYHO MPUMEHSIOT s oOnerdeHus adbcopOoumu
WIH aJIcOpPOIUY, BKIFOYAIOT PACTBOPUTEINH (TaKUe Kak ann(aTHYCCKUE U apoMaTHIecKue HeTSIHbIC pacTBOPH-
TEJIH, CIIUPTHI, IPOCThIe d(HUPHI, KETOHBI M CIOXKHBIE d3(UPHI) M CPEICTBA, CIIOCOOCTBYIONTUE MPWIIHIIAHUIO (Ta-
Kre KaK NOJMBHHMIIAIICTATHI, TOJMBUHUIOBBIE CIIUPTHI, JEKCTPUHEI, caXxapa U pacTUTEIbHBIE Macna). B rpanyist
TaKXKe MOXKHO BKJIIOUATh OJHY WJIM HECKOJBKO JAPYTHX A00AaBOK (HApUMep, SMYIbIUPYIOIIee CPEeICTBO, CMadH-
BaIOIIEE CPEACTBO WM JUCIIEPTUPYIONIEE CPENICTRO).

Jucneprupyemsie koHIeHTpaThl (DC) MOKHO TOTyYdaTh MOCPEICTBOM PAaCTBOPEHUS COCTUHEHUS (OpMy-
nel (I) B Bome Wil OpraHMYECKOM pacTBOPHUTENE, TAKOM KaK KeTOH, CIIUPT WM TJIMKOJEBEIN 3¢up. [lannbie pac-
TBOPBI MOTYT COJCPIKATh MOBEPXHOCTHO-AaKTHBHOE BEIIECTBO (HANPHUMED, JUIS yIYUIICHUs pa30aBICHUS BOJION
WIIH TIPEIOTBPAIICHUS KPUCTAIUTH3AIUH B Pe3epByape ONPHICKUBATEIS).

Owmynerupyemsie koHneHTpaTsl (EC) mnu smynscuu Tuna "macno B Boge" (EW) MoxHO nmony4ats mocpen-
CTBOM pacTBOpeHUs coenuHeHus Gopmynbl (I) B opraHmdeckoM pacTBOpuTeNie (HEOOS3aTeIBHO COAepKaIieM
OJTHO WUTH HECKOJBKO CMAUYUBAIOIINX CPEICTB, OJHO MM HECKOJIBKO 3MYIBIHPYIOUIUNX CPEICTB WM CMECh yKa-
3aHHBIX cpeAcTB). [lomxoasiue opraHHYECKUE PacTBOPHUTEIH U mpuMeHeHus B EC BKIIIOYaroT apomMaTHye-
CKHE YTJIEBONOPONBI (TaKkWMe KakK aJKWIOCH30Jbl WM aJKWIHAQTAIMHBI, MPUMEPAMH KOTOPBIX SBIAIOTCS
SOLVES SO 100, SOLVESSO 150 u SOLVESSO 200; mpuuem SOLVESSO sBnsiercst 3aperucTpupoBaHHOMN
TOPTOBOM MapKoOM), KETOHBI (Takre KaK ITUKIOTEKCAHOH MM METHIIMKIOTCKCAaHOH) M CITUPTHI (Takue Kak OeH-
3WIIOBBIHA CIIUPT, GypPypHIIOBEIH ciupT Win OyTaHOM), N-aIKWIITHPPOTHIOHEI (Takue Kak N-METHITUPPOIUIOH
i N-OKTHITUPPOIHUIOH), TUMETHIAMHUIBI )KAPHBIX KUCIOT (Takue Kak auMeTmnamun Cg-CpKUpHOH KHCIo-
THI) M XJIOPUPOBAHHBIC YIIIEBOAOPOAbL. EC-IPOAYKT MOKET CaMOMpPOU3BOJIHHO OOPa30BBIBATH 3MYIBCHUIO MPH
JIOOABIICHUH B BOMAY C IOJIYYCHHEM 3MYILCUH, O0JIQJAIONICH JOCTaTOYHON CTAOMIBHOCTBIO IS OOeCreUcHHS
MPUMEHEHUS TyTEM PACIBUICHHS C IIOMOIIBIO MOIXOAAIICT0 000pYyI0BaHUS.

[onyuernne EW BrirOUaeT monyuenue coenquuenus popmydsl (1) mubo B Bume KUIKOCTH (€CITH OHO HE SIB-
JSETCS KUAKOCTHIO TIPU KOMHATHOM TeMIIepaType, €ro MOXKHO PacIbIaBUTh MPH JONYCTHMOHN TeMIiepaTrype, Kak
npasmiio, Hike 70°C), 6o B pacTBOpe (ITOCPEACTBOM PACTBOPEHUS €TI0 B COOTBETCTBYIOIIEM PACTBOPHTEIE), a
3aTeM SMYJIBTUPOBAHUC MMOTYYCHHOH YKUIKOCTH WA PacTBOPa B BOJIE, COACPIKAIICH OJHO WU HECKOIbKo SFA,
¢ OOJIBIIMM CIIBUTOBBIM YCHJIMEM C IOJTyYCHUEM dMYJIbCUU. [10AX0sIIue pacTBOPUTENH Il TpuMeHeHus B EW
BKIIIOYAIOT PaCTHUTENbHBIE Macia, XJIOPHPOBAHHBIC YTIIEBOIOPOJBI (Takue Kak XJIOpOEH30IIBI), apOMaTHIECKUE
pacTBopuTENH (TakWe KaK aJKMJIOCH30JIbI WIN aJKUIHAQTAINHBI) W APYTHE COOTBETCTBYIOIINE OPTaHWYCCKHE
PacTBOPUTENH, KOTOPHIE XapaKTepU3YIOTCSI HU3KOH pacTBOPUMOCTBIO B BOJIE.

Muxposmynscun (ME) MOXHO moirydaTh TOCPEICTBOM CMEIINBAHHS BOJBI CO CMECHIO OJHOTO FIIH He-
CKOJIBKAX PacTBOPUTENICH C OOHUM WM HECKOIBKUMH SFA ¢ caMOIpOM3BOJIBHEIM 00pa3oBaHHEM TEPMOIMHA-
MHUYECKH CTaOMIEHOTO M30TPOITHOTO KHAKoro coctaBa. CoenuHenne Gopmyisl (I) M3HAYaIBHO MPHCYTCTBYET
160 B Boze, b0 B cmecu pactBoputens/SFA. Iloaxoasmue pactBopurenu it npumenenns B ME Bxitouator
pacTBOpUTENH, ONMUCAHHBIE B TaHHOM JoKyMmeHTe Bbiiie ais npuMmenenus B EC wiu 8 EW. ME moxer npen-
CTaBIATH COOOM cucteMy nuO0 THma "Mmacio B Boae", mubo Tuma "Boma B Macie" (MPH 3TOM CHCTEMa MOXKET
OBITH OMpeJeNieHa MOCPEACTBOM H3MEPCHHI AIICKTPHYCCKON MPOBOJUMOCTH) U MOXET OBITh MOIXOIAIICH JUIs
CMCIIIUBAHKS BOJOPACTBOPUMBIX M MAaCIOPACTBOPUMBIX MECTHIUIOB B 3TOM ke coctaBe. ME sBnsercs moaxo-
JSITIEH JUTs pa30aBJIieHUus B BOJIE, TIPY 3TOM OHA JIMOO OCTAaeTCs B BUAEC MUKPOIMYIBbCHH, MO0 00pazyeT oObId-
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HYIO SYMYJBCHIO THIA "Macio B Boze".

CycneHn3nonHble KOHIEHTPAaThI (SC) MOTYT co/iep:KaTh BOJHBIC WM HEBOJHBIC CYCIICH3MH MEIKOM3MEIh-
YEeHHBIX HEPACTBOPUMBIX TBEPABIX dacTHll coequHerus Gopmyisl (I). SC MOXHO MONy4aTh MOCPEICTBOM pas-
MaJbIBaHUs B MIAPOBOHM MM OMCEpHOW MeNbHHIIEe TBepaoro coenuHeHus Gopmynsl (I) B momxomsmieit cpene,
HEeoO0s3aTeIHbHO C OJHUM WIIM HECKOJIBKUMH JAUCHIEPTHPYIONINMH CPEICTBAMH, C ITOTyICHHEM TOHKOANCIIEPCHON
CYCIICH3UH COCTUHEHUSA. B KOMITO3UIIMIO MOKHO BKJIIOYATh OJHO MIIM HECKOJBKO CMAYMBAIOIINX CPEICTB, a
TaKXKe MOXXHO BKJIIOYATH CYCIICHAMPYIOIIEE CPEICTBO AJIS CHIDKCHHS CKOPOCTH OCeIaHus dacTull. B kauecTse
aJbTepHATHUBEI, coenuHeHne Gopmyisl (I) MOKHO TOIBEPTaTh CYyXOMY MOMOJY W JA00ABISITH B BOMY, COIEpKa-
IIYIO CPE/ICTBA, OMMCAHHBIEC B JAHHOM JIOKYMEHTE BBIIIE, C TIOJIydeHHEM HE0OX0IMMOT0 KOHEYHOTO TIPOIYKTa.

Adpo30IBHBIC COCTABHI coniepkat coenuHeHne Gopmyisl (I) v MOIXOASIIUI ra3-BEITCCHUTEND (HATIPUMED,
H-OyTan). Coenunenne ¢popmynsl (I) Takke MOXKHO pacTBOPSATH WIIM TUCTIEPIHPOBATh B MOAXOSIIEH cpeae (Ha-
TpUMED, B BOJIC WM B CMCIIMBAOIICHCS C BOJIOW KUIKOCTH, TAKOW KaK H-TPOIMAHOJ) C MOJYYCHHEM KOMIIO3H-
IUH [T IPUMCHEHUS B HE HAXOAIIUXCS MO IaBJICHUEM HACOCAaX JUIS ONPBHICKUBAHUS C PYYHBIM YIIPABICHHUEM.

Kancyneneie cycnensun (CS) MOXHO MONyYaTh aHAJOTHYHO MONYYCHHIO cocTaBoB EW, HO ¢ momoiHu-
TENLHON CTaAuell MOJUMEpPHU3alNK C MOJTYyYEeHUEM BOJHOM JUCIIEPCHUU Kalleslb Maciia, B KOTOPOW KaxkJas Karuist
Macia MHKATCYJIUPYEeTCs MOJIMMEPHONH 000JI0UKOH U coAep)UT coenuHenne hopmysl (I) 1 HeoOs3aTebHO €To
HOCUTENb WU pa3z0aButens. [loauMepHyo 000I09Ky MOXHO IOJIYyYaTh JTHUOO C MOMOIIBIO OCYIISCTBICHHUS pe-
aKIu Mex($a3HOW MOIMKOHICHCAIINH, JTH00 C TIOMOIIBIO MPOIeXyphl KoarepBarui. KoMmo3umnun MoryT obec-
TIEYMBATh KOHTPOJIUPYyeMOe BRICBOOOKIeHHe coequHeHust popmysl (1), ¥ X MOKHO MPUMEHSTH I 00pabOTKH
cemsiH. Coequnenne Gopmyisl (I) Takke MOKHO COCTaBIATH B BUZIEC OMOpa3iaraeMoi MOJUMEPHON MaTPHIIBI
JUIst 0OecriedeH st MeJUIEHHOTO KOHTPOJIMPYEMOTO BEICBOOOKICHHST COETMHEHHS.

Komno3uiust MoXKeT BKIIFOYATh OJHY WIIM HECKOJBKO H00ABOK JUIS YIYYIICHHUS OHOJIOTHYECKOH 3(dek-
TUBHOCTH KOMITO3HIINH, HAIIPUMEP, MTOCPESIACTBOM YIYUIICHHUSI CMAaYHBaHUs, YACPKAHUS HAa MOBEPXHOCTAX WM
pactpeielieHus 0 MOBEPXHOCTSAM; YCTOHYHUBOCTH K CMBIBAHUIO JOXKIEM C 00paOOTaHHBIX TOBEPXHOCTEH HITH
JKe TIOTJIOIICHUS WM TOABIKHOCTH coexuHeHus Gopmyinsl (I). Takwe mo0aBKM BKIIOYAIOT MOBEPXHOCTHO-
akTuBHBIE BemiecTBa (SFA), moOaBku il OMPHICKUBAHWS HA OCHOBE Macell, HalmpuMep, ONMpeIeICeHHBIX MHHE-
PaNBHBIX Macel WM MPUPOIHBIX PACTHTENBHBIX Macel (TaKuX Kak COEBOE M PalicOBOE MAaclo), U UX CMECH C
JIPYTUMH BCIIOMOTATEIFHBIMU CPEICTBAMH, YCHIIMBAIOIIMMH OHOJIOTHYECKOE ACUCTBUE (MHTPEINCHTaMH, KOTO-
pBIE MOTYT CIIOCOOCTBOBATH IEHCTBUIO coenrHeHuUs hopMyiibl (1) mau MOIUPUITPOBATE 3TO ICHCTBHUE).

CMagmBaronie CpeacTBa, JUCTIEPTUPYIOIINE CPEACTBA M IMYIBIUPYIOIINE CPEICTBA MOTYT MPEACTABIIAT
c060it SFA KaTHOHHOTO, aHHOHHOTO, aM()OTEPHOTO WIIH HEMOHOTEHHOTO THIIA.

Homxonsmie SFA KaTHOHHOTO THITA BKIIOYAIOT COCAMHECHUS YCTBEPTUYHOI'O aMMOHUS (Hampumep, Opo-
MUJT HETHIATPUMETHIAMMOHUS ), UMHUIA30JIUHEBI M COJT aMUHOB.

IMonmxonsme aHuoHHBIE SFA BKIFOYAIOT CONU IIEIOYHBIX METAUIOB KUPHBIX KUCIOT, CONH anudaTuye-
CKUX CIIO’)KHBIX MOHO3()HPOB CEpHOM KHCIOTHI (HApUMEp, JaypuiaCcyinbdaT HATpUs), COTH CYIb(OHUPOBAHHBIX
apOMAaTHYCCKUX COCIUHCHUMN (HAampuMep, JOACIIOCH30ICYIE(OHAT HATPHS, JOACIMIOCH30ICYIb()OHAT Kalb-
s, OyTwiHadTanMHCYIb(QOHAT M CMECH TUH3OIPONHI- ¥ TPUU3ONPOMIIHAPTATUHCYIH()OHATOB HATPHS),
adupcynbdatel, d3¢upcynbdaTel CIUPTOB (HAIPUMEp, JaypeT-3-cynabdaT HaTpus), dhupKkapOoKCcHiIaThl (HaIpH-
Mep, JlaypeT-3-KapOoKCHuIaT HaTpus), CIOKHBIE dPUPHI HOCHOPHON KUCIOTH (IPOAYKTHI PEAKIIUN MEXKIY OJl-
HUM WU HECKOJBKUMU JKUPHBIMU CITUPTAMHU U GocHOpHON KUCIOTON (MPEUMYIIIECTBEHHO CIIOKHBIE MOHOA(H-
pBI) WK TeHTaokcuoM (Gocdopa (MPEUMYIIECTBEHHO CIIOXKHBIE TUA(PHUPHI), HAIPUMEpP, MPH PEAKIIUH MEKITY
JIAYPHUIOBBIM CIIUPTOM H TeTpadochOpHOIt KUCIOTOH; JOMOIHUTENHHO 3TH HPOIYKTH MOTYT OBITH ATOKCHIINPO-
BaHbI), CYJIb(POCYKIITHAMATEI, MapaduH- Wik oJePUHCYIH(OHATHI, TAypaThl U JUTHOCYIH(POHATHI.

Homxonsmme SFA amdoTepHOro THIIA BKIIOYAIOT OCTAMHBI, IPOIIMOHATHI U TIIHIUHATEL.

Homxonsmme SFA HEHOHOTEHHOTO THITA BKIFOYAIOT MPOAYKTHI KOHACHCAIIMY ANKIJICHOKCHIOB, TAKUX KaK
STHJICHOKCHUJ, TIPONUICHOKCH]I, OYTUIICHOKCH]] WM UX CMECH, C JKUPHBIMU CIIUPTAMU (TaKUMH KaK OJICHIOBBIN
CIHPT WIH HETHIOBBIA CIHPT) WIN ¢ ANKIIPCHOTaMU (TAaKUMH KaK OKTHII(EHOJ, HOHMI(EHON UIH OKTHIKpPE-
30J1); HEMOJHBIC CIIOKHBIC 3(HUPHI, MOTYYCHHBIC U3 JUIMHHOICTIOYCYHBIX JKUPHBIX KUCIOT WM aHTHAPHUIOB TeK-
CHUTa; MPOAYKTH KOHACHCAIINN YKA3aHHBIX HETIOJHBIX CIIOKHBIX 3(UPOB C ITHICHOKCHAOM; OJOK-COMOIMMEPHI
(comeprkariye dTHICHOKCHI U TIPONIICHOKCH); ATKaHOJIAMUIBI; CIIOKHBIE d(DUPBI C MPOCTON CTPYKTYpoH (Ha-
TpUMeED, CI0XKHBIE 3(QUPHI )KUPHOH KUCIOTHI ¥ MOJIMATHIICHTIIUKOA); aMHHOKCUIBI (HaIpuMep, JIaypHIANMETH-
JIAMUHOKCH) U JISITUTHHBL.

[Moxxopsmre cycIeHAUPYIONINe CPeACTBA BKIIOYAIOT THAPOMUIBHBIE KOJUTOUH! (TaKUe KaK MOJHcaxapu-
JTbI, TIOJTMBHHHIJITTUPPOIIUIOH MU KapOOKCHMETHIIIIECIUTION03a HATPHs) ¥ HaOyXaromye TJINHBI (Takue Kak OeHTO-
HUT WIH aTTamyJIbIUT).

Komrmo3umyst o HacTosimeMy H300peTeHUIO MOKET JOTIOMHUTENBHO COJIep KaTh MO MEHBIICH Mepe OIUH
JIOTIOTHUTEIBHEIN ecTUIH . HanpruMep, COeTMHEHHS COTIIACHO HACTOAMIEMY U300PETCHHUIO TAK)KE MOXKHO MPH-
MEHSITh B KOMOWHAIINH C JAPYTUMH TepOUIMIAMH WIH PErylsAaTOpaMH pocTa pacTeHWid. B mpeamodrutensHOM
BapHaHTEC OCYIICCTBICHUS JOMOJHUTEIBHBIM TCCTUIMIOM SIBISCTCS TepOUIM] W/WIW AaHTHIOT TepOHMIUAA.
[Ipumepamu Takux cmeceil (B kotopsix "I" mpencraBnser coenunenue Qopmynsl 1) sBusrores: [+anetoxiop,
[+ammudayopden, [+ammndayopdben-narpuii, [+aknonnden, [+akponenn, [+amaxmop, [+amiokcuaum, [+amerpus,
I+amukap6azon, I+ammmocynbdypon, I+amunomupamun, I+amutpon, I+ammnmodoc, I+acymam, I+arpasum,
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I+azadennaun, [+azumcymsdypon, I+BCPC, [+6edurydyramun, I+6enazonuH, [+6enkapbazon, [+0eHdmypanus,
I+6endypecar, I[+6encynbdpypon, I[+6encynbpypon-mermn, I+0eHcymun, I+Genrason, I+0en3hennusoH,
[+6en3obunukion, [+0em3odenan, I[+ounmkmonumpon, [+6udenoke, I+ommanadoc, I[+Oucnmpubax,
[+06ucmpubak-narpuii, [+0ypa, [+O6pomarmr, [+6pomoOyTua, I+6pomokcunun, I+Oyraxmop, [+Oyrammdoc,
[+0yrpanun, I+OyTpokcuaum, I[+Oyrmmar, I[+kakommmoBas kuciota, I[+xjopar kamenwusa, I+kadencrpodn,
I+kapOeramun, I+kapdentpazon, I+xapdenrpazon-atun, I+xmopbaypeHon, I+xmopdmypeHon-merw,
[+xnopunazon, I+xmopumypoH, [+xmopumypon-stmi,  [+xmopykcycHas  kuciora, [+xyopoTonypos,
[+xmopripopam, I+xmopcynedypon, I[+xiopran, I[+xmopram-mumernn, [HuHUAOH-3THN, [+HIIUHMETHIINH,
IH+umHocynedypon, I+umcanwmun, I+xmerommm, I+xmommnadon, I+ximoguHadon-npomaprun, I+kimomasoH,
I+xnomenpon,  I+xnmomupanun, I+xmopancymam, I+knopancymam-merwn, — I+mumanasuH,  I+muxioar,
IH+umknocynepamypon, [+muxnokenanm, [+mmranogon, I+muranodon-Oyrun, 1+2,4-D,  [+maumypon,
I+nanamon, I+mazomer, [+2,4-DB, I+I+necmemudam, I+mukamba, I[+muxmobenwn, I+muxmopmpor,
I+ muxnopnpon-P, I+muknodon, [+anknopon-mermn, I+muxnocynam, [+anpensoksar, [+nudenzoksar merui-
cynbpar, I+mudnydenukan, I+audnydenszomup, I+aumedypon, I+mumenumepar, I[+ammeraxmop,
[+numeramerpun, I+aumerenamun, I+aumerenamua-P, I+aumerunun, [+nuMeTwiiapcuHoBas —KHCIIOTA,
[+auaurpamun, [+muHoTepo, [+mudenamun, I+aunponerpun, [+muksar, I+aukBatr guOpommn, [+mutronwmp,
I+muypon, I[+anmoran, [+EPTC, I+acnpokap6, I+standmypamun, I+atamercynbdypon, I+atamercynbdypon-
metwt, I+atedon, I+aropymesar, I+atokcuden, I +aroxcucympdypon, I+stobenszanun, I+denokcamporn-P,
I+dbenokcanpon-P-atun,  I[+dpenkBunotpuon, I+denrpazamun, I+cymedar kemeza, [+drammpon-M,
I+dnazacynedypon, I+dnopacynam, I[+dayasudon, [+dayazudon-6yrun, I+dayasudon-P, [+dmyasudomn-P-
oyrnn, I+duyasomar, I+daykap6azon, I+dnykapbazon-narpuit, I+daynerocynsdypon, I+dumyxnopanus,
I+dnypenaner, I+dnydennup, IHdnydennup-stun, I+daymerpanun, I+dmaymercynam, I+dirymukiopak,
I+daymuxnopak-neatin,  [+dumymuokcasun, I+daymunporms, I+dayomerypon, I+dayoporamkoden,
I+dmyopormukoden-otu, [+dmyokcanpor, [+duynokcam, [+dmynponanmn, I+dnynponanar,
I+daymupcynsdypon, I+dnymupcynsdypor-merun-narpuid, I+dmaypenon, I+dmypunon, I+dmaypoxmopumos,
[+daypokcunup, I+daypramon, I+duyruaner, I[+dayrmamer-mermn, I+domecaden, I+dopamcynbdypon,
I+dbocamun, I+rmodocunar, I+rmodocunar-ammonwmii, I+rmmdocar, I+ramaykcuden, I+ramocynbdypoH,
[+ramocynbpypoH-MeTHI, I+ramokcudorm, I+ramnoxcudon-P, [+rexca3uHoH, [+umazameradens,
[+umazameraben3-metmn,  [+umaszamoke, [+umazanmk, I[+umasammp, I[+wumaszaksBun, [+umaszeramnmp,
[+umazocynsdypoHn, [+unnanodan, [+ungazudmam, [+ionmeran, [+uomxocynshypon, [+uogocynsdypoH-meTr-
HaTpuid, I[+wokcunumn, I[+wm3omporypoH, I[+m3oypoH, I+u3okcaben, I[+uzokcaxmoprois, I+u3okcadmyrour,
IH+m3okcanmpudon, I+xapOyrunar, I+nakroden, I+nenamwn, I+auaypon, I+mexonpom, I+mekompon-P,
I+medenaner, I+mednynmnn, I+meszocynmbdypon, I+mesocynbdypon-mernn, I+mezorpuon, I+meram,
I+meramudon, I+meramurpon, [+meraszaxnop, [+merabensruazypon, I+merason, [+mernnapconoBas kuciora,
[+Metungumpon, I+metunuzotuouuanat, I+meromaxmnop, I[+S-mertonmaxmop, I+metocynam, I+meTokcypow,
I+merpuOy3un, I+mercynsdypon, I+mercynbdypon-mertwn, I+monmnuar, I+mononmuypoH, I+Hanpoanummun,
I+nanponamun, I+Hanrtanmam, I+ueOypoH, I+Hukocynbdypon, I+H-mermnriamdocar, [+HoHaHOBas Kuciora,
[+Hopdmypazon, [+omenHoBas kucimora (KUpHBIE KHCIOTHI), [+opOenkap0, [+oprocynbdamypon, [+opuzanmmH,
I+okcagmaprun, I+okcamuaszon, I+okcacymedypoH, I+okcasukxinomedon, I+okcudmyopden, I[+mapaxsar,
[+mapakBat muxmopun, I+mebymar, I+memmumeranun, [+meHokcynam, I[+menrtaxmopdenon, I+meHranoxiop,
[+nenTokcazon, [+merokcamun, [+deamenudam, [Hnuknopam, [+mukonunaden, [+muHokcanen, [+mumepodoc,
I+nperunaxmop, IHnpumucynedypon, I[+npumucynsdypor-metmn,  I[+npogumamun,  [+mpodorcummm,
I+mporekcamuon-kanpuuii, I+mpomeron, I+mpomerpun, I+mponaxmop, I+mpomanwmn, I+mponakeuzador,
I+nponasun, I+mpodam, [+npomusoxiop, [+npornokcnkap6aszon, I+nponokcukap6ason-narpuii, [+mponuzamun,
I+mpocynedokap0, I+npocynsdypon, [+mmpakionnn, [+mupadayden, I+mmpadnyden-stun, [+nmpacynasdorou,
I+mmpazonunar, I+mmpaszocynsdypon, I+mupasocynsdypon-otin, I[+mmpazokcuden, I+nmpubeHzoKkcHM,
I+mmpubytnkap6, I+mupunadon, I+mupunar, IHmumpudranun, [Hnupumunobak, I+mupuMHHOOAaK-MeTHII,
IH+mmpumucynsdan, [+mupurnobdak, [+mupurnodak-narpui, [+nmupokcacynsdon, I+nupokcynam, I+kBuHKIIOpaK,
[+xBuamepak, [+kBuHOKIamMuH, I[+xBH3amodom, I[+kBuzanodon-P, I+pumcynsdypon, I+caduydenarmr,
I+cetokcunuMm, I+cumypon, I+cumasun, [+cumerpun, [+xmopar Hatpus, [+cymbkoTpuoH, I+cynbpeHTpas3oH,
I+cymshomerypon, I+cymphomerypon-metmin, I+cymedocar, I+cymbdocymedypon, I+cepHas kwucnora,
I+1ebytnypon, I+redypuntpuon, I+temboTpuon, I[+rempamokcuaum, I[+repbammn,  [+repOymeToH,
I+repOyrunasun, I[+repOyrpun, I+renmmxmop, I+rmazommp, I+tudencynspypon, I+ruenkapbasoH,
I+tudencynspypon-mernn, I+trnodbenkapd, [+ronpameson, [+rpankokcunnm, I+rpuamrar, [+tpuacynbdypoH,
I+rpuasuduam, I+rpudenypon, I+rpudenypon-mermn, I+rpuxnonup, I+rpusrasun, I+rpudnokcucynsdypoH,
I+rpudnokcucynsdypon-natpuit, I+rpudnypamun, I+rpudaycynsdypon, I+rpudmycynsdypon-meru,
I+rpuruapoxcutpuasun, [+Tpunekcanak-otui, [+Tpurocynsdypon, I+ciaoxusiit sTHIOBEH 3¢up [3-[2-X110p-4-
¢drop-5-(1-metun-6-tpudropmeTrn-2,4-nuokco-1,2,3 . 4-reTparu ApOTUPUMUIUH-3 -1 ) PCHOKCH | -2 -

nupuaunokculykcycnot  kucnorsl  (CAS RN 353292-31-6), I+4-ruppokcu-1-meroxcu-5-metun-3-[4-
(TpudTOpMETHIT)-2-TUPUANIT |UIMUAAA30JIU IUH-2 -0H, [+4-runpoxcu-1,5-mumerun-3-[4-(tpudropmerin)-2-
MTUPHTAI [AMAIA30JIUUH-2-0H, [+5-3ToKCH-4-THIpOKCH- | -MeTHI-3-[4-(TpUPTOPMETHIT)-2-
MTUPHIAI [AMAIA30JIUIUH-2-0H, [+4-runpokcu-1-mMeTnin-3-[4-(TpuGpTopMETIII)-2 -TTUPU I [AMUAA30UANH-2-0H,
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[+4-runpoxkcu-1,5-mumernn-3-[ 1 -meTnin-5-(Tpud TopMeTHIT ) IUPa3o-3 -1 [ MMUIa30IM ANH-2-0H, [+(4R)1-(5-
TPeT-Oy THIM30KCa301-3-11)-4-3TOKCH-5 -THAPOKCH-3 -ME THIIMMHIa30JIM ANH-2 -0H, I+3-[2-(3,4-
JTIUMETOKCU(ESHILT)-6-METHII-3-0KCOMUpHUAa3uH-4-KkapOoHwI |onmmkiio[ 3.2. 1 Jokran-2,4-11oH, [+2-[2-(3,4-
JIUMETOKCU(ESHILT)-6-METHII-3 -0OKCOMMUPHUIa3UH-4-KapOOHMII |-5-MeTHIIIKIIorekcan- 1,3-1uoH, [+2-[2-(3,4-
JTIUMETOKCU(ESHIT)-6-METHII-3-0OKCOMUPHUIa3HH-4-KapOOHIII |ITUKIIoTeKcaH- 1,3-THoH, 2-[2-(3,4-

TIUMETOKCU(EHIT)-6-METHII-3-0KCOMMMPUIa3UH-4-KapOOHWIT -5, 5-mumMe Trmukiorekcan-1,3-nmnon,  [+6-[2-(3,4-
JTIUMETOKCU(ESHIT)-6-METHII-3-0KCOMMMPUIa3uH-4-KapOoHmI|-2,2,4,4-TeTpaMeTHIIIUKIOTekcan-1,3,5-tpuoH, [+2-
[2-(3,4-numeToxrcrpeHn )-6-MeTHII-3-0KCOMUPHUIa3UH-4-KapOOHNI | -5 -3 THIIHKIIOTekcan- 1 ,3-muoH, 1+2-[2-(3,4-
JUMETOKCH(EHMIT)-6-MeTHII-3-0KCOMUpUIa3uH-4-KapOoHm |-4,4,6,6-TeTpaMe THITIUKIIOTeKcaH- 1, 3-auoH, 1+2-[6-
uKionponui-2-(3,4-auMetTokcuheHII)-3-0KCoMupruIa3uH-4-KapOOHI | -5 -Me THI-IIMKIOTeKcan- 1, 3-nuon, [+3-
[6-tmknonpor-2-(3,4-aumMeTokcneHn)-3-okconupuaa3ut-4-kapoonun | ounnkio[ 3.2.1]okran-2,4-110H,
[+2-[6-tknonpomnui-2-(3,4-1uMeTokcneHn)-3-0Kconupruaa3nH-4-kapOoHu | -5, 5 - AnMe THIIHKIIorekcan-1,3-
JIMOH, [+6-[ 6-tukonpomnui-2-(3,4-muMe ToKCUeHI ) -3 -OKConupuia3uH-4-kapoonmn|-2,2 4,4~
TeTpaMeTUINUKIorekcan-1,3,5-Tpuon, [+2-[6-niuxnonponui-2-(3,4-auMeTokcnpeHNIT)-3 -0KCONMMPHU a3 HH-4-
KapOOHWI [IMKIIOTeKcaH-1,3-11oH, [+4-[2-(3,4-numeToKcu eHIIT)-6-MeTHII-3 -0KCOMTUPHUIa3nH-4-KapOOHUI |-
2,2,6,6-TeTpaMeTUIATETParuApOupan-3,5-1noH u 4-[6-nuktoniponiii-2-(3,4-TMMETOKCU(PEHIIT)-3 -
okconupuaa3zuH-4-kapOoHmI]-2,2,6,6-TeTpaMeTuITeTparuaponupan-3,5-muodn. CoeIWHEHUS TIO0 HACTOSIIEMY
M300pETEHUIO MOKHO TaKkKe KOMOWHUPOBATH ¢ TEPOMIIMIHBIMEA COCTUHEHHUSIMH, pacKpeIThiMU B WO 06/024820
w/mm WO 07/096576.

CMemmBaeMble KOMIIOHEHTHI ISl cCoeAnHEHN (opMyisl I, Takke MOTYT HaXOIUTHCA B (DOpME CIIOKHBIX
3¢hupoB WK colnell, kak ynomunaercs, Hampumep, B The Pesticide Manual, Sixteenth Edition, British Crop Pro-
tection Council, 2012.

Coenunenne Gopmyibl I Takke MOKHO MPUMEHSATh B CMECSX C IPYTHMU arpOXUMHUYCCKUME CPEJCTBAMH,
TaKUMU Kak (QYHTHIUABI, HEMATOLUABI WM WHCCKTHIWABI, TPUMEpPhl KOTOPBIX npuBeacHbl B The Pesticide
Manual.

CooTHOIIICHNE B CMECH COCTUHEHNUS (opMyIIbl | 1 cMemrBaeMoro KOMIOHEHTA MPEAIIOYTHTEIFHO COCTaB-
nstet ot 1: 100 go 1000:1.

CMecH penMyIIecTBEHHO MOYKHO IIPUMEHSATh B YIIOMSHYTHIX BBIIIE COCTaBax (B CIy4ae 4ero "aKTHBHBIN
WHTPEANEHT" OTHOCHTCS K COOTBETCTBYIOIICH cMecH coeTuHeHHs GopMyJIbl | CO cMemmBaeMbIM KOMIIOHEHTOM).

CoenuHenust opMyIisl | corstacHO HACTOSIIEMY U300pETEHHIO MOYKHO TaKXKe IMPUMEHSATh B KOMOWHAITUU C
OIHIUM WJIM HECKOJBKMMH aHTHUIOTaMH. AHAJIOTHYHO, CMECH coelnHEeHHs (opMynbl | coriaacHO HacTosIeMy
U300pPETECHUIO C OJJHUM WJIA HECKOJBKHMH JOTIOJTHHUTCIEHBIMU TePOUIIHIAME TaAKXKE MOXKHO IPUMCHSATH B KOM-
OMHAIMY C OJTHUM WU HECKOJIbKMMU aHTHAOTaMu. AHTHI0TaMU MOTyT ObITE AD 67 (MON 4660), 6eHOKCaKoD,
KIIOKBUHTOCeT-Mekcui, nunpocyibhamun (CAS RN 221667-31-8), nuxmopmun, GeHXIOPa3oyi-3THI, (EHKIO-
puM, dirykcodennm, Gypunasona 1 cOOTBETCTBYONINH R-m30Mep, m30kcamudeH-3THiI, MeeHITUp-TUITHII, OKCa-
6erpunmi, N-uzonpommi-4-(2-merokcndenzomwncynbpamonn)oensamun (CAS RN 221668-34-4). [Ipyrue Bo3-
MOJKHBIE BapUAHTHI BKJIIOYAIOT COEANHEHUA-aHTUOTHI, PACKphITEIe, Hanpumep, B EP0365484, nanpumep, N-(2-
MeTOKCHOeH301N )-4-[ (MeTHIIaMUHOKapOOHMIT ) aMIHO |0eH30Ccy b oHaMul. OCOOCHHO MPEeANOYTUTETHHBIMU
ABIISIIOTCSL cMecu coenuHeHuss ¢opmynsl [ ¢ mumpocynbdaMuaoMm, H30KCagu(pEH-ITHIOM, KIOKBHHTOCET-
MekcuoM 1/uim N-(2-MeTokcubeH3onn)-4-[ (MeTrmIaMuHOKapOOHIIT ) aMHHO |0€H30JICYTH() OHAMUIOM.

AHTHIOTH coeinHEHUS GOpMYITEI | Takke MOTYT HaXOAWUTHCS B (popMe CIOXKHBIX d(PUPOB WIH COJIEH, KaK
yromuHaercsi, HampuMep, B The Pesticide Manual, 16™ Edition (BCPC), 2012. Ccbiika Ha KIOKBHHTOCET-
MEKCHJI TaK)Ke OTHOCUTCS K €TO COJIM JIUTHS, HATPHS, KaJIWs, KAIbIUsI, MAaTHUS, aJFOMUHUS, JKeJie3a, aMMOHHS,
YEeTBEPTHYHOTO aMMOHUSI, cyIb(QoHus Wi Gocdonus, kak packpsito B WO 02/34048, a ccbuika Ha QeHxiopa-
30JI-9THJI TAKXKE OTHOCHUTCS K (DeHXIJIOPa30IIy U T.JI.

[IpennovTUTENIFHO COOTHOIICHUE B cMecH coequHeHus Gopmynsl I u antuaoTa cocrapiser ot 100:1 mo
1:10, B wactHocTH, ot 20:1 mo 1:1.

CMecH MpenMyIIeCTBEHHO MOYKHO NPUMEHSTH B BHILIEYIIOMSHYTBIX COCTaBax (B CIydae 4ero BEIpaKeHHUE
"aKTUBHBI HHTPEIUCHT" OTHOCHUTCS K COOTBETCTBYIOIICH cMecH coequHeHus popmynsl I ¢ aHTHAOTOM).

B macrosmem n300peTeHNH, KPOME TOTO, IOTOJHUTEIHHO MPEIYCMOTPEH CIoco0 KOHTPOJS COPHSKOB B
MeCTe MPOU3PACTaHMSA, [IPH STOM YKa3aHHBIH CIIOCOO BKIIOYAET IPUMEHEHHE MO0 OTHOIIEHUIO K MECTY MPOn3pa-
CTaHUA JOCTaTOYHOTO JJISI KOHTPOJISI COPHIKOB KOJIMYECTBA KOMITO3HIINH, CO/CpIKaIIel coefnHeHHE (HOPMYITHI
(I). bonee Toro, B HacTosIIEM H300PETEHUN TOTIOTHUTEIHLHO MPEITYCMOTPEH CIIOCO0 M30MPATEIHHOTO KOHTPOJIS
COpHSIKOB B MECTE NMPOM3PACTaHUS KyIbTYPHBIX PACTCHUH M COPHSIKOB, T/I€ CIIOCOO BKIIIOYAECT MPUMEHEHHE 110
OTHOIIECHHIO K MECTY MPOM3PACTAHMsI JOCTATOYHOTO YISl KOHTPOJISE COPHAKOB KOJMYECTBA KOMITO3HIIUH COTJIac-
HO HacrtosuieMy n3o0perennto. "KoHTposs" 03HauaeT yHHUTOKEHUE, YMEHBIICHUE WM 3aMe/JIeHUe POCTa HIIH
NpeAyNpexICHUEe WIN YMEHbIIeHNne npopactanusi. OOBIYHO PACTCHUSIMHU, NOMJIEKAITIMU KOHTPOJIIO, SIBIISIOTCS
HEXKeNaTeNbHble pacTeHus (CopHsAkM). "MecTo mpouspacTaHus" o3HayaeT TEPPUTOPHUIO, HA KOTOPOIl pacTeHus
MPOU3PACTAOT WIH OyAyT mpouspactaTh. HekoTopbie KyIbTYpHBIC PACTEHHS MOTYT OBITh OT MPHPOJBI BBIHOC-
JMBBIMU K TepOunuaHbM dddekram coenunennit Gopmyssl (I). OqHako B HEKOTOPBIX CIydasX MOXKET OBITh
HEOOXOIMMBIM IPUAATH BEIHOCIHBOCTh KYJIBTYPHOMY PAaCTCHHIO MCKYCCTBEHHO, HAIIPUMED, TIOCPEICTBOM T'eH-
HOU nmkeHepuu. TakuM 00pa3oM, BOZMOXKHO, YTO KyJIETYPHOMY PacTEHHIO MPUIAIOT BEIHOCIHBOCTD K MHTHOH-
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topam HPPD ¢ momoisto renHoit nmkenepun. CrocoObl MpuaaHus KyJIbTypHBIM PACTEHHSIM BBIHOCIMBOCTH K
uaruouropam HPPD uzBectHsl, Hartpumep, nz WO 0246387. Takum o6pasom, B ele 6oiiee MpeAnoYTHTETLHOM
BapHaHTE OCYIICCTBICHUS KyJNbTypHOE PACTCHHE SBISICTCS TPAHCTEHHBIM B OTHOIICHHH IOJHWHYKJICOTHAA, CO-
neprkariero nocnempoBatenbHocTh JIHK, KoTOpas koaupyeT ycroiunsbiiit k uarnouropy HPPD HPPD-depmenr,
TIOJTyYeHHBIH U3 OakTepuu, Oojiee KOHKpeTHO, N3 Pseudomonas fluorescens mim Shewanella colwelliana, wmm u3
pacteHms1, 0ojiee KOHKPETHO, TIOYUYEHHBIH U3 OJHOIOJIFHOTO PacTEeHHs HIIH, ele Ooee KOHKPETHO, U3 TIMEHS,
Manca, MIeHuIbI, puca, BuIoB Brachiaria, Cenchrus, Lolium, Festuca, Setaria, Eleusine, Sorghum nnu Avena.
M3BecTHO HecKObKO BBIHOCTMBBIX M0 HPPD TpaHcreHHBIX "0OBEKTOB" COWM, W OHM BKJIIOYAIOT, HAIPUMED,
SYHTO04R (W02012/082542), SYHTOH2 (WO02012/082548) n FG72. [Ipyrue moguHYKJICOTHIHBIE TTOCIIEI0Ba-
TENILHOCTH, KOTOPbIE MOXHO ITPUMEHSTD JUIS OIyUSHHSI PACTEHUH, KOTOPBIE SBISIFOTCS] BHIHOCIUBBIMU K COE/IH-
HCHHSM TI0 HACTOSIIEMY U300pETEHHIO, pacKpHITHI, Hanpumep, B WO 2010/085705 u WO 2011/068567. Kynb-
TYpHBIE PACTECHUSI, 110 OTHOLICHUH K KOTOPBIM MOXKHO MPUMEHSTH KOMITO3UIIMIO COTJIACHO HacTosALIeMy n3o0pe-
TEHHIO, TAKUM 00pa3oM, BKIIOYAIOT CEITLCKOXO3SMCTBEHHBIE KYIBTYpPbI, TAKHE KaK 3¢pHOBEIE, HAIPUMED STYMEHb
U TIICHNIA, XJIOMYaTHUK, MaCINYHBINA parc, NOACOIHEYHHK, MaKC, PHC, COs, caXapHasl CBEKJIa, CaXxapHbIH TPo-
CTHHK W Ta30HHAS TPaBa.

KynbTypHBIE pacTeHHS MOTYT Tak)Ke BKIIIOYATh JICPEBBs, TAKHE KaK IUIOIOBHIC AEPEBbsI, MaJIbMOBBIC Jiepe-
BbsI, KOKOCOBBIE MAIBMBI WJIN JPYTHE OPEXOIUIOAHbBIE KyIbTYphl. Taxke BKIIIOYCHBI BBIOIIHNECS PACTCHHS, TaKHe
KaK BUHOTPAJ, TUIOI0BBIE KyCTapHUKH, ITIOAOBBIC PACTCHHUS U OBOIIH.

Hopwmer mpumenennst coequHeHUE (GopMynsl | MOTYT M3MEHATHCSA B IIMPOKHX IIPENENax M 3aBHCAT OT
CBOWCTB TIOYBBI, CIIOCO0a MPUMEHEHHUS (0 WM MOCJe MOSBICHUS BCXOJIOB; MIPOTPABINBAaHUE CEMSH; IPUMEHE-
HHE TI0 OTHOILICHHUIO K 00pO3/e ISl CeMsIH; IPUMEHEHHUE MTPpH OECTIaxoTHOMH 00paboTKe M T.X.), KYJILTYpHOTO pac-
TEHHUSI, COPHAKA(COPHSKOB), MOJUIEKAIIETO(IOJIeKANINX) KOHTPOIIIO, Peo0IaJaomMX KINMAaTHYeCKUX yCIo-
BUI 1 ApYruX (pakTOpOB, COTIACHO KOTOPHIM PErYJIMPYIOT CIIOCO0 NPUMEHEHHS, BpeMsl IPUMEHEHHS U LIEIEBYIO
CEIIbCKOXO3SIMCTBEHHYIO KylbTypy. CoenunHeHus ¢GopMynsl | corimacHo HacToseMmy H300pETCHHIO OOBIYHO
npuMeHstoT npu HopMe ot 10 1o 2000 r/ra, B yactHocTH, ot 50 10 1000 1/Ta.

[IpumeHeHne 0OBIYHO OCYIIECTBISIIOT OCPEICTBOM PACHBUICHNS KOMIIO3UIINH, KaK IIPABHIIO, C TOMOIIBIO
YCTaHOBJICHHOTO Ha TPaKTOPE OMPBICKUBATENS ISl OOJBIINX TEPPUTOPHA, HO TAK)KE MOXKHO IIPUMEHSTH APYTHE
CHOCOOBI, TAKHUE KaK OTBUICHHE (IS TOPOIITKOB), KaNeIbHBIH ITOJINB MIIA OPOIICHHUE.

CrnenyeT MOHUMATh, YTO KYJIBTYPHBIC PACTEHHUS TakKe BKIIOYAIOT TAKHE KyJIBTYPHBIC PACTEHUS, KOTOPHIM
MIPHUIIATA BBIHOCIUBOCTD K TepOUIIUAAM WM KjaccaM repOunuaoB (Hampumep, narubutopel ALS, GS, EPSPS,
PPO, ACCa3zsl 1 HPPD) ¢ moMonisio TpaIuIMOHHBIX CIIOCOOOB CENIEKIIMH MU C TIOMOIIBIO TeHHOW WHIKEHEPHH.
[IpumepoM cenbCKOXO3SIMCTBEHHON KyJIbTYpBl, KOTOPOH HMPUAAIN BBIHOCIUBOCTh K MMHIa30JIMHOHAM, HalpH-
Mep MMa3aMOKCy, ¢ ITOMOIIBIO TPAIUIIMOHHBIX CIIOCOOOB CEIEKINH, ABisgeTcs cypenuna (kanomna) Clearfield®.
[Ipumepsl cenbCKOXO3SIHCTBEHHBIX KYJIbTYP, KOTOPBIM NMPHUAAIHA BEIHOCINBOCTD K TepOHIIMIAM C TOMOIIBIO CHO-
cO0OB TeHHOW WMH)XEHEPHH, BKIIOYAIOT, HAIpUMEp, YCTOHUYMBBIE K TiudocaTy M TiarodocuHaTy copra Mawuca,
KOMMEPYECKH JOCTYITHBIE TI0]] TOPTOBBIMH HanMeHoBaHMAMHE RoundupReady® u LibertyLink®.

Taroke 1Mo KyJabTypHBIMH PAacTEHHUSIMH CIieTyeT MMOHUMATh T€, KOTOPHIM ObUIa NpHIaHa YCTOHYMBOCTD K
BPEIHBIM HACEKOMBIM C TIOMOIIBIO CIIOCOO0B T€HHOW MH)KEeHepHH, HarpuMmep Bt-manc (yCTOWYMBEIA K MOTBUIb-
Ky KyKypy3HOMY), Bt-xyomyatHuk (yCTOWYMBBIM K JIOJITOHOCHKY XJOIKOBOMY), @ TAaKXKe pa3HOBHUIHOCTH Bt-
kaprodens (ycToW4uMBBIE K KOJOPaICKOMY KyKy). IIpuMepamu Bt-mamca sBisitorcs ruOpunasl manca Bt 176
NK® (Syngenta Seeds). Tokcun Bt mpencranser coboit 0enok, KOTOPHI B IpHUposae 00pa3yroT IMOYBCHHBIC
Oaxrepun Bacillus thuringiensis. IIpuMepsl TOKCHHOB WJIM TPAHCTEHHBIX PACTEHHI, CTIOCOOHBIX CHHTE3UPOBAThH
Takre TOKCHHBI, onucansl B EP-A-451878, EP-A-374753, WO 93/07278, WO 95/34656, WO 03/052073 u EP-
A-427529. TlpumepamMu TPaHCTEHHBIX PACTCHHH, COAEPIKAIIUX OJUH WJIA HECKOJIHKO T€HOB, KOIUPYIOMINX YC-
TOWYNBOCTh K HACEKOMBIM, M DKCIIPECCHPYIOIIUX OAWH MM HECKOJBKO TOKCHHOB, sBIsitoTcs KnockOut® (ma-
uc), Yield Gard® (manc), NuCOTIN33B® (xnomuarnuk), Bollgard® (xnmonuarnuk), NewLeaf® (pasHoBuaHO-
ctu kaprogeins), NatureGard® u Protexcta®. PacturenbHble KyJbTypbl WIM HX CEMEHHOW MaTepHal MOTYT
OBITh YCTOHYMBBIMH K TepOMIMIAM M B TO )K€ BPEMs YCTOHYMBBIMU K IOEIAHHIO HACEKOMBIMH (TpPaHCTEHHBIE
00BeKTHI ¢ "MakeTUpOBaHHBIMH" TeHaMu). Hampumep, cemst MOXKET 00J1ajaTh CIIOCOOHOCTHIO IKCTIPECCUPOBATH
nHCEKTUITUAHBIN O6emok Cry3, B TO jke BpeMs OyAydH BHIHOCJIMBBIM K Tirdocary.

Taxxe ciemyeT MOHWMAaTh, YTO KYJIBTYpHBIE PACTCHHS BKJIIOYAIOT T€, KOTOPHIE IOIYYEHBI C ITOMOIIBIO
TPaIUIIMOHHBIX CIIOCOOOB CENEKIMH WIIM TeHHOH WHXEHEePHH M 00J1aTaroT TaK Ha3bIBAEMBIMH ITPUBHECCHHBIMH
NpU3HAKaMH (HapUMep, YJIy4YIIEHHOW CTaOWIBHOCTBIO NPH XpaHEHWH, 0ojiee BBHICOKOW NMUTATENbHOW IIEHHO-
CTBIO ¥ YJIYYIIICHHBIM BKYCOM).

Jlpyrue mosie3Hble pacTeHUs BKIIOYAIOT Ta30HHYIO TpaBy, HAllpUMEp Ha royb(-IIIOMaaKax, JIy)Kalkax, B
napKax M Ha 000YMHAX JOPOTH WM KOMMEPYECKH BBIPAIIMBAEMYIO IS Ta30Ha, U IEKOPATHBHBIE PACTCHUS, Ta-
KH€ KaK I[BETHI WM KyCTapHHKH.

KoMmo3uiun MOXHO TPUMEHSATH I KOHTPOJS HEXKENIaTeNbHBIX pacTeHUH (0000meHHO "COpHIKOB").
CopHsKH, MOAJIeKAIINe KOHTPOIIO, MOTYT MPENICTAaBIATh CO00I Kak BUIABI OJHOIONBHBIX PACTCHUH, HAIpUMeEp
Agrostis, Alopecurus, Avena, Brachiaria, Bromus, Cenchrus, Cyperus, Digitaria, Echinochloa, Eleusine, Lolium,
Monochoria, Rottboellia, Sagittaria, Scirpus, Setaria u Sorghum, Tak 1 BUABI JBYIOJBEHBIX pACTCHUH, HATIPUMED
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Abutilon, Amaranthus, Ambrosia, Chenopodium, Chrysanthemum, Conyza, Galium, Ipomoea, Nasturtium, Sida,
Sinapis, Solarium, Stellaria, Veronica, Viola n Xanthium. CopHsiku Takke MOTYT BKJIIOYATh PACTEHHSI, KOTOPHIC
MOXHO CYHMTATh KYJbTYPHBIMH PACTCHHSIMH, HO KOTOpPbIE MPOU3PACTAIOT 3a MpeJesiaMyd MOCEBHOW ILIOLIAIH
("Germenpr"), WM KOTOPBIE TPOU3PACTAIOT U3 CEMSIH, OCTaBIIMXCS OT MPEIbIIYIIET0 TI0CeBa APYTON CEIbCKOXO0-
3UCTBEHHON KYIbTYpHI ("pacTeHms-caMoceBhl"). Takue pacTeHHSA-CaMOCEBBI HITH OETJIEIbl MOTYT OBITh BBIHOC-
JIMBBIMU B OTHOLICHHH HEKOTOPBIX JPYTHX FepOUIHIOB.

CoequHEHHs 10 HACTOSIIEMY H300PETEHHIO MOXHO MOJIy4aTh B COOTBETCTBUH CO CIEAYIOIMMHU CXEMaMH.

Coenunennst popmyns (I) MOXKHO MONTYIUTh U3 OEH30HHBIX KUCIOT opmyisl (I1):

o}

OH

3 2 —»

R R 3 2
X
\ n X
z \
z O
Kak mokasano ma cxeme 1.1, ecmu Q=Q', Gensoiinyro xuciory dbopmymst (II) 06paGaTbIBAIOT aMHHOM
dhopmyner (I11) B mpuCyTCTBHM MOAXOMAIIETO peareHTa Il 00pa3oBaHMsS aMHIHOW CBS3W B MOJXOJSAIIEM pac-
TBOpHUTENe. [IprMepaMu MOIXOAAIINX PEareHTOB Ut 00pa30BaHU aAMHUIHOM CBSI3H SIBIIOTCS IPOIHiI(POoCchOHO-
BbIit anrunpua (T3P) u 1,1'-kapbormnmuumunazon (CDI). [IpumepaMu MOIXOASIIAX PACTBOPUTENCH SBIISIOTCS
IUXJiopMeTaH u 1,4-1roKcaH.
Cxema 1.1

\(/DJ

a’ ()

PeareHT ans e Q=Q'

I OODBSOBB.HI/IH BMI‘I,HHOH

CBA3U, PACTBOPHTEID
Kak mokasano nHa cxeme 1.2, ecmn Q=Q7 6CH30PIHYIO kucioty ¢opmynsl (II) obpabaTeiBaroT aMHHOM
dhopmyner (IV) B IPUCYTCTBUHM MOIXOSINETO peareHTa sl o0pa3oBaHUs aMHUIHON CBS3M B MOJXOJSIIEM pac-
TBOpHTEIE ¢ onydeHneM coeanuerms Gopmyisi (1), rae Q=Q°. IIpuMepaMu OIXOAIINX PEAreHTOB LIS 00pa-
30BaHUSl aMUJTHOM CBSI3U SIBISIIOTCS mponiiidochoHoBsiid anruapun (T3P) u 1,1'-kapbonunanumuaason (CDI).

IIpumMepaMu TOIXOIAMIMX PACTBOPUTEIICH SIBISIOTCS TUXJIOPMETaH U 1,4-THOKCaH.
Cxema 1.2

0 H,N /N\ o o
OH \g\/<N /J:\éN
b N N
(V) R H

R R —_— 3 2
X Pearent nns R R
\ | 00pa3oBaHuA aMHTHOH X (h,rme Q=G
z CBA3H, PACTBOPHTEIb \z

Kaxk nokasaHo Ha cxeme 1.3, ecn Q=Q°, Gensoitnyio kuciory hpopmyist (II) 06pabaThBaIOT OKCATMIXIO-
punom 1 DMF B karamurnyeckoM KoiudecTBe B auxiopMmeraHe. Cpa3y mociie 3aBepLICHHUS XJIOPHPOBAHHUS 3a-
TEM K PEaKIMOHHON cMecH J00aBIsioT TpuaTHIaMuH 1 1,3-1ron dopmynsr (V). Yepes nmpumepHo 1 gac no6as-
JISIOT AUETOHIMAHTUIPUH B KATATHTHYECKOM KOJHUYECTBE C HOMydeHneM coeauuenns popmyisi (1), rie Q=Q°.

Cxema 1.3
1. (COClI),, xat. DMF, GH,Cl,
9] 2 R 4R
a A d
R

OH V) , NEt,

@) (o]

R® R

X\Z (I 3. Kar. aneronmuanragpen

X
A

(), rie Q=0Q°

Bensoiinpie kucnotsl popmyisl (1) MoxHO moyduTh N3 CI0XHBIX 3¢upoB Gopmyssl (VI), kak mokazaHo
Ha cxeme 2, tae "Alk" onpenencH kak Ci-Cgalkuil, HAMPUMEP METHIT HITH T
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Cxema 2
o ]
T'unpokcunHOE
O,Alk OCHOBaHHE OH
> 3 2
R3 R2 Pactsopurens R R
X
X
(V) \Z (Iy

Cnoxubrit a¢up dopmynsr VI 00pabaThIBalOT aIKOKCHIHBIM OCHOBAaHHEM, HAIPUMEP THIPOKCHIOM Ha-
TPUS WU TUAPOKCHUIOM JINTHS, ¥ TOJXOAIIUM pacTBOopuTeneM. J{ByMs mpuMepaMy HOAXOSIIET0 PacTBOPUTE-
JIsL SIBJISTIOTCS: CMeCh ATaHONI:Boja 2:1 mimu cMmech Tetparuapodypan:ona 2:1. Croxusie a¢upsl popmynst (VI)
MOYHO TIOJIy4aTh M3 Pa3HOOOPA3HBIX CPEACTB B 3aBHCHMOCTH OT Hpupoisl Z. Ecmm Z=Z', cnoxubie 2dupsi
¢dopmyast (VI) MokHO mosryunTts U3 anminHOB Gopmyisl (VII) u coneit Bunbcmaiiepa ¢popmyast (VIII), kak no-
Ka3aHo Ha cxeme 3.

Cxema 3
4
Cl R o]
o]
L o Ak
o” RE-Ng8 o
& 2 e R
PacteopuTeIs X (vh
X \
(Vi \NHZ NYRI’ cracZ=27"
RN

Hexotopsie conn Buibcmaiiepa 1ocTynHbI KOMMEPUYECKH, TaKUe KaK (XJIOPMETHIIECH ) JUMETHIMMHUHHIS XJI0-
pun. Cornacuo cxeme 3 amuH Qopmyinsl (VII) obpabareiBatoT comnpto Buiscmaiiepa ¢opmyisr (VIII) B mogxo-
JUIIIIEM PacTBOpPUTEIIE, HAlPUMEp TeTparuapodypase.

Ecmu Z=Z77, coeqmuenns hopmyis (VI) MOKHO MONydnTh U3 THOAMHIIOB (opMyisl (IX), kKak mokasaHo Ha
cxeme 4.

Cxema 4

0
oAk HZN/Rg oAk
R’ Rj _ g R
( R '

X Kucnora JIstouca, X R
Xy “SN7 PacTBOPHTEND SN (V). rme

Rs/gs Ra/gN =z

|
RS

Tuoamun popmyist (IX) o6pabaTsiBaroT moaxonsuuM amuaoM HoN-R® B mpucyTcTBMM mOAXOasIIeH K1-
ciotsl Jlpronca u mogxozsmero pactsopureins. [IpumepoM moaxonsmei kucnotsl JIbronca siBisiercst Terpad-
Topbopar cepebpa. [Ipumepom moaxosmero pacTBOpuTeNs BiIsieTcs TeTparuapodypan. TuoaMunsl GopmMystsl
(IX) mMoxHO modydnTh M3 aMUHOB (opMyisl (X), Kak mokazaHo Ha cxeme 5, rae "Alk" npencrasiser coboit
C,-Cganmku, TaKOH KaK METHII WX DTHIL.

Cxema 5
9 s X
Alk Alk
o Rg)LS,Alk o

3 2 3 2
R R7 OcHoBaHMe, R R7

X) X‘N’R pacTBOpUTENL (X) X\N’

H

R g

Kak mokazano Ha cxeme 5, amuH (Gopmynbl (X) 00pa0daThIBAIOT MOIXOASAIINM CIIOXKHBIM JUTHOI(PUPOM
tdopmynsr (XI) 1 OCHOBaHHEM B MOIXOMSAIIEM pPacTBOpHTENE. [IpUMepoM TOAXOMAIIEIO OCHOBAHUS SBISCTCS
TPUATIIAMHH. [IpUMEpOM TOIXOJAIIEIO PACTBOPUTEINS SBISAETCS TeTparuapodypan. AMuHbl Qopmynsl (X)
MOJKHO TIOJIYYUTh ITyTeM ajkmiupoBaHus aMuHOB (popmyiel (VII). Takue crocoObl aIKIITHPOBAHUS, HATIPUMED
BOCCTAHOBUTEIIFHOEC aMUHUPOBAaHHE, OyIyT M3BECTHBHI CICHUANUCTY B JAHHOW 00JacTH TeXHUKU. B kadecTBe
aJbTepHATUBEI, aMUHBI (PopMyIbl (X) MOKHO TONYYHUThH ITyTEM aMHHHUPOBAHHS TaloreHuaoB ¢opmyisl (XII),
KaK 1moka3aHo Ha cxeMe 6, rae "Hal" npencrasiser coboit aToM rajoreHa, Takoi Kak XJIOp WIH OpoM.

Cxema 6
o 0
oAk R oAk
HN""
R’ R? - R® i~
(OcHoBanuc), 7
X X_ _R
(XI) " SHal PacTBOPHTEN ~N~

Tanorenun popmyist (XII) o6pabarsiBaror moaxosmum amurom H,N-R” B moaxonsiem pactBopuTere,
HarpuMmep TeTparuapodypase. B naHHOH peakuuy MOKHO IIPUMEHATh OCHOBaHHUE. AJIKHITAIOTCHUABI (YOPMYIIBI
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(XII) MOXHO MONYYHTH C MOMOIIBIO PA3IUYHBIX CITOCO00B. OHUM MPUMEPOM UX moiydeHwus, ecnu X=-CH,-,
ABJIsIETCS OPOMUPOBaHHUE METHII3aMEIIEHHbIX POU3BOIHBIX OeH301a popmyssr (XIII).
Cxema 7

VYcenorsus
6p0MI/IpOBaHI/IH
R
(X

(X Br
rae Hal =

B nanHOM mprMepe NOAXOASIIMMH YCIOBUSIMH OpOMHUPOBAHUS SBISIOTCS: N-OpOMCYKIIMHUMHU B TIPUCYT-
CTBHH KaTaJIMTHYECKOTO KOJMYEeCTBa OCH3OMIINEPOKCHIA W a300ucu300yTupoHnTpuia ¢ npuMeHenueM CCly
win 1,2-muxmnopaTana B kauecTBe pacTBoputers. [IpuBeneH cMHTE3 MHOTMX NPUMEPOB COSAMHEHHs (hOpMyITbI
(XII). Ilpumepbl BKIIOYAIOT ATHII-2-XJIOP-3-METWI-4-TpUPTOPMETHIOCH30aT W ITHI-2-XJIOP-3-MeTHII-4-
metwicynbdonmnoenzoar. Cunre3 coeanHenust ¢popmynsl (VII) MOXHO NpoBOAWTHE M3 KapOOHOBBIX KHCIOT
¢dopmyasl (XIV) ¢ TOMOIIBIO peakuy ACTepUPHUKALINH, KaK TOKa3aHOo Ha cXeMe 8.

Cxema 8
Alk
Alk Alk 0o~
—
Ra R2 R R
X\
XN) “SNH, (V) " NH,

Coenunennst popmyisl (XIV) HarpeBaroT B MOAXOMAINIEM CIOXKHOM OPTO3(QHUPE C MOJTYICHUEM COEIHHE-
auit opmynsr (VII). Hampumep, ecimm Alk=stnn, nmpuMenstoT Tpudtuioptodopmuar. CloxHBIH opToddhup
MOXHO NPHUMEHATh KaK B Ka4eCTBE pearcHTa, TaKk M B KAUYeCTBE PACTBOPUTENS, €CJIM OH HPEICTaBIIET COOO0M
xuakocTb. Coenunenus (opmynsl (XIV) MOryT OBITH M3BECTHBIMH W3 JIMTEPATypHBIX MCTOYHHKOB WM HMX
MOXXHO JIETKO TTOJTYYHTh U3 JOCTYITHBIX UCXOIHBIX MarepuanoB. [Ipumepom coenunenus Gpopmynst (XIV) sBis-
ercsl 3-aMUHO-2-MeTI-4-(MeTHICY b OHNIT)OeH301HAsT KUCIIOTA.

B cnenyrommx HeorpaHUYMBAIOLIMX IIPUMEpax MpeCTaBlICHbl KOHKPETHBIE CIIOCOOBI CHHTE3a MILIFOCTpa-
TUBHBIX COCIMHEHHUH 0 HACTOAIIEMY H300PETEHHIO, YKa3aHHBIX B TAOJIHUIIAX, MIPEICTABICHHBIX B TaHHOM JOKY-
MEHTE.

[Ipumep momyuenus 1. Coequnaenne 1.025.

Oxkcammnuxsopun (1,20 T, 9,4 Mmmons) gobaBisy 1Mo kKarmsM k pactBopy DMF (0,34 1, 4,7 MMonb) B
DCM (25 mi) mpu 0°C (akTHBHOE BBIJETICHHE ITy3BIPHKOB ra3a, 3aTeM 0Opa3oBhIBajlach Oeiasi CyCHEH3Hs).
ObecmeunBamy NepeMeNMBaHNe PEAKIMOHHON cMecH B TeueHre 30 MUH TIpH KOMHATHOH TEMIIEpaType U 3aTeM
ee KOHIICHTPHUPOBAIH JI0 CYyXOTO COCTOSHHS C TONyYeHHEM Tpsi3HO-0enoro TBepaoro BemiecTBa. [lomydeHHOE
CYyCIICHIUPOBAIA B  jauxyiopMeTane (25 win) w®  3aTreM  JO0OABISIM  3TWI-3-aMUHO-2-METHI-4-
metwicynbdonnnoenzoar (600 mr, 2,33 Mmoib) B Buae pactBopa B DCM (2 min). B TeueHne HeCKOJBbKHX ce-
KyHJ 00pa30BbIBaJICS JKEJITHII PacTBOp, KOTOPBIN NepemMeninBaiy B TedyeHue 10 muH. PeakinonHnyo cMech 1o-
0aBISLIM 110 KaIUsIM K IepeMeninBaeMoMy Hackiml. pactBopy NaHCO; Ha nensHo#l OaHe M mepeMelnBajiy B
TeueHne 10 MUH (OCTOPOXKHO: BBIJICJICHHE ITY3bIPHKOB ra3a). OpraHMyecKuil CIIOH OTIEINSUIN, SKCTParupoBalH C
nomornisio CHCI3:IPA (cootHomenue 7:3, 2x10 M), 3aTeM BBICYITUBAIM W KOHIIEHTPHPOBAIX in vacuo. Mare-
pHai 3arpykajiy Ha IEIUT W OYHMIIAIH C IToMoIlbio (umi-xpoMaTorpadun. Komonka: 40 r auokcuna KpeMHHUSL.
PactBopurens A: nuxnopmerad. PactBopurens B: metanon. I'paguent: 0-5% B B A Ha mpoTsbkeHuu 15 MuH.
Hauano smionpoBanns npu 2% B B A. @pakuunu, conepxamiie MpoayKT, 0ObeANHIIN, M KOHIICHTPUPOBAIH in
vacuo, W BBICYIIWBaIM  C nonmydgeHueM  3TWI-3-[(E)-1uMeTniaMiuHOMETHIICHAMHHO | -2-MeTHII-4-
MeTwicynbonniadenzoata (665 mr, 2,13 MMOITb) B BUJIE JKEITOTO Macia.

'H SIMP (400 MI'n, xopodopm) 8=7,88 (d, J=8,3 T'n, 1H), 7,47 (d, J=8,3 I'u, 1H), 7,21 (s, 1H), 4,38 (q,
J=7,1Tu, 2H), 3,20 (s, 3H), 3,06 (br d, J=14,8 I'y, 6H), 2,33 (s, 3H), 1,40 (t, J=7,2 ', 3H).

K atun-3-[(E)-mumeTniaMuHOMETHIIEHAMUHO |-2-MeTHIT-4-MeTicynbpornnoen3oary (660 wmr, 2,11
MMOJIb) B 3TaHouse (12 mi) u Boxe (3,4 M) moOaBIsUTM MOHOTHIPAT THAPOKCUAA uThA (222 Mr, 5,28 MMOJb).
UYepes 2 4 cMech KOHIIEHTPUPOBAJIH in vacuo ¢ yaajieHueM sTaHosa. OCTaToK MOTJIONIATIH B BOJIE U PETYJINPOBa-
mu pH BogHOTO pactBopa 10 10 myrem noGasnenns n30bITKa pactBopa ammuaka (38% B Boze). JlanHsbIi pacTBOp
HETIOCPEJICTBCHHO OYMIAIH ITyTEeM BIIPHICKA KUAKOCTH B KOJOHKY /I (mdII-xpomarorpaduu ¢ oOpaiieHHOH
¢dazoit ¢ npumenenuem komonku ¢ C-18-AQ, 50 r. Pacteopurens A: Bomat+0,1% ammwuaka. PactBopurens B:
aneroHuTpmwi+0,1% ammuaka. I'paguent: 0% Ha npoTsbkeHHH 3 00HeMOB KOJIOHKH, 3aTteM 0-50% B B A Ha mpo-
TspkeHnn 10 00beMoB KooHkH. Dmronposanu pu 0% B B A. ®@pakiun, copeprkaniie MpoayKT, 00beAHHUIN U
KOHIICHTPHPOBAJIX in vacuo, 3aTeM MaTepHajl PacTBOPSUIM B BOJIE M BRICYIIUBAIIN CyOIMMaryel B TeueHNEe HOUN
¢ nmonyderneM 3-[(E)-muMeTniaMruHOMETHIIEHAMUHO |-2-MeTHII-4-MEeTHICYTH(OHMIOCH30MHONH KUCIOTH (496
MT, 1,75 MMOJBH B BHIe OEJIOTO TBEPIOTO BEIECTBA).

'H SIMP (400 MI'y, DMSO-d6) 6=7,49 (d, J=8,1 ', 1H), 7,30 (s, 1H), 6,94 (d, J=8,1 T'u, 1H), 3,16 (s,
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3H), 2,97 (s, 6H), 2,15-2,04 (m, 3H).

B xonOy, comepxamyto 3-[(E)-numerniaMHMHOMETHICHAMUHO |-2-METHII-4-MeTHICYIb(OHUIOCH30HHYTO
kucioty (245 mr, 0,862 Mmmods), no6aBnsn 6e3BoaubIHA 1,4-auokcan (5 mur) u N,N'-kapOoHmtauumuaazon (210
mr, 1,29 mmone). Cmeck nepementuBany mpu 100°C B Tedenue 16 9 3atemM oxnaxkmamu 1o K. T. Jlobasmsum 1-
MeTmiITeTpa3on-5-amut (128 mr, 1,29 mmons) u DBU (0,132 M, 0,862 MMOITb) ¥ pEaKIIMOHHYIO CMECh TIepeMe-
nmmBanu npu 100°C B TeueHue 3 gHel. 3aTeM M00aBISUIH TOMOIHUTEIHHYIO MOPIHIO 1-METHITETPa30II-5-aMiHA
(128 wmr, 1,29 mmons) u DBU (0,132 mi, 0,862 MMOIb) U peakIMOHHYIO cMech nepememuBanu npu 100°C B
tedenue 2 4. ObecrieunBany OXJIaXJICHHE PEAKIIMOHHON CMECH M 3aTeM €€ KOHIEHTpupoBaiu in vacuo. K oc-
tatky po6asysuy Boxy (10 M) m DCM (10 mur). Cmech pa3aensii 1 BOAHYIO (ha3y SKCTParupoBai ¢ IIOMOIIBIO
CHCI;5:IPA (7:3, 2x10 mur). Oprannyeckue ¢as3bl 00beANHSIH, BEICYIIUBan Hag MgSO,, GUIbTpOBaIN M KOH-
HMEHTPUPOBAIM in vacuo. MaTepuan 3arpy’kaid Ha HeIUT ¥ OYHIIAIN ¢ TTOMOIIbio (idmi-xpomatorpadun (ot 0
1o 10% MeOH/DCM) ¢ noxydenuem 3-[(E)-mumeTnnaMHHOMETHICEHAMHHO |-2-MeTHI-4-MeTHICYIb(POHMI-N-
(1-metunrerpazon-5-un)oenzamuaa (136 mr, 0,372 MMoI1b) B BUe O€7I0T0 TBEPAOTO BEIIECTBA.

'H SIMP (400 MI'n, DMSO-d6) 6=7,71 (d, J=8,2 ', 1H), 7,39 (s, 1H), 7,30 (d, J=8,2 T'u, 1H), 3,88 (s,
3H), 3,24 (s, 3H), 3,00 (s, 6H), 2,18 (s, 3H).

[Tpumep momyuenus 2. Coequnaenue 1.130.

Jo6asnsamu 2-[3-¢rop-4-(tpudropmerin)pennn]-4,4-mumetnn-SH-okcazon (14 r, 51 mmons) B 120 mn
cyxoro THF B 4-ropayto RBF o6bemom 500 My, ocHaIeHHYIO TepMOMETpPOM. PeakIimoHHYI0 Maccy OXJIaXkJaiu
1o -74°C u 3areM 1o KaruisaM A00aBisiii H-Oytwiummtuid B Buae 2,0M pactBopa B rekcane (36 mut, 71 MMOIB).
TTepemermmBanyu peakiMOHHYIO Maccy Mpu NMpuoIu3nuTenbHo -74°C B Teuenue eme 1,5 4. K qaaHOMy pactBopy
3aTeM JI00aBIISIITN PacTBOp Tekcaxiopatana (8,8 mi, 77 mmons) B 40,3 M cyxoro THF mpu -70°C. Cmech niepe-
MeIMBaIIN TIpu npuoau3uTenasHo -70°C B Teuenne 30 MUH U 3aTeM oOecrieunBalid €€ OTCTauBaHWe B TedeHue 16
4, nocie yero TLC mpopeMoHCTpHpoBasia OTCYTCTBHE MCXOAHOTO Marepuana. CMech BBUIMBAIHM B OXJIAXKICH-
HBIHA TB70M 6 H. BogH. pacTtBop HCI (40,30 mum) u oaxctparupoBanu ¢ momonisio EtOAc (750 mnx3). 3arem 00be-
JVHEHHBIE OpTaHWYeckue (a3bl IPOMBIBAIN COJICBBIM PAaCTBOPOM, BBICYIIMBaIM Haa Na,SO,, GUIbTpOBAIN U
KOHIIEHTPUPOBaIH. HeouneHHbIi NpoayKT 3aTeM OYMIAIA C OMOIIBIO KOJOHOYHOH XpoMaTorpaduu Ha oc-
HOBE CHJIMKAaressi ¥ HEe0OXOMMBIH POIYKT 3iorpoBaiiu ¢ momoinsio 4,0% EtOAc B rekcane ¢ noiydeHuem 2-
[2-x710p-3-drop-4-(Tpudropmerrin)henni|-4,4-mumernn-SH-okcazona (25 T, 28 MMoIB).

K pactBopy tBuOK (15,4 1) B N,N-mumernnaneramuze (96 mi) B RBF no karusim nobasisanu Gpopmamun
(14,5 mi) u nepememmBanu. Yepe3 15 MuH nobaisui pactBop 2-[2-x50p-3-GpTop-4-(TprudTopMeTHIT)hEeHwmN |-
4,4-mumetmin-SH-okcazona (16 t) B N,N-gumerunaneramuzae (38 ). 3atem cmech HarpeBanu a0 120°C B Teue-
HHUE 2 4. PeakIMoHHYyI0 Maccy 3aTeM OXJIaXIalId A0 KOMHATHOH TeMIIEpaTypsl M 3aTeM BBUTMBAIN B JICASHYIO
Boxy (160 mur) u sxcTparupoBasu ¢ momomsio 30% pactBopa EtOAc 8 MTBE (160 mnx4). O0pe1uHEHHBIE Op-
TaHWYECKHE CIIOM MPOMBIBAIH COJIEBBIM PacTBOPOM, BeICymuBamu Hag Na,SO,4, GuiIsTpoBamn n KOHIEHTPUPO-
BaJIM TIPY BBICOKOM BakyyMe. HakoHel, HeOUHIIeHHBIH IPOIYKT pacTUpaiIn B mopomok ¢ 5% pactsopom Et20 B
reKcaHe ¢ TMOJIyICHHEM  HeoOXOAMMOro  Tpoaykra, N-[2-xnop-3-(4,4-aumernn-SH-okcazon-2-mm)-6-
(rpudropmernn)penmi]popmamuia (16,8 r), B Buzne rpsa3Ho-0€10T0 TBEPIOTO BELIECTBA.

N-[2-x710p-3-(4,4-numeTnn-5H-oxcazon-2-ui)-6-(tpudropmerun)denmn]popmamua (12 T, 37 Mmons) mo-
rJIomainy B 52,2 MJI KOHIEHTPUPOBAHHON XJIOPUCTOBOIOPOIHOM KHCIOTHI B rbf M1 cMech HarpeBanu ¢ 0OpaTHBIM
XOJIOIMIBHUKOM. Uepes 4 4 cMech OXJaXkJalli Ha JISASHON OaHe, U IMOJlydYeHHOEe TBEPI0Ee BEIIECTBO OTQMIBTPO-
BBIBAJIM, M OCTATOK IIPOMBIBAIM XOJIOJJHOM BOIOM, M 3aTeM BBICYIINBAIIM NPH BHICOKOM BaKyyMe C HOJy4eHHEM
3-amuHO-2-xJ10p-4-(TpHTOpMETHIT)OeH301HOH KHCIOTH (9,0 T) B BUIE TBEPAOTO BEIIECTBA.

'H SIMP (d6-DMSO): 7,44 (1H, d), 6,92 (1H, d), 5,90 (2H, brs).

K pactBopy 3-amuno0-2-x510p-4-(TpHdTopMeTH)OeH30iHOW KHcHoTh (16 T, 58 MMonb) B 78 M1 DMF B
RBF no6asmsun 8,36 kapOoHaTa KaJHsg W TIEpEMENTNBAIN TIPH K. T. B Teuenne 15 muH. K momydenHomy 3areMm
nmobapmsm 23,4 M1 HoJPTaHa M TIEpeMeIInBalIy pu K. T. B Tederne 2 4. Korrpomuposanu ¢ momompio TLC u
HPLC u peaknuro 3aBepiaii. PeakiimoHHyI0 cMeCh pa30aBsLid ¢ IOMOIIBIO 750 MIT XOJI0THOM BOJBI M DKCTpa-
rupoBanu ¢ nmomonipio TBME (250 mnx2). O6beaunennbie ciou Ha ocHoBe TBME npoMbiBamy BOJH. pacTBo-
pom Na2S203, 3aTeM COJEBBIM PacTBOPOM, BhICymHBaiu Ham Na,SO,, GUIBTpOBANIM W KOHIICHTPHUPOBAIH C
MOJy4eHHEM 3THII-3-aMUHO-2-xs10p-4-(TpudTropMerrin)oen3oara (8 T, 27 MMOJIb) B BHJE YEPHOH )KUAKOCTH.

Oxcanmunauxiopua (0,49 r, 0,34 M, 3,8 MMoJIb) NOOABISIIM MO KaluisiM K OecIBETHOMY pacTBopy N-
metmi-N-(2,2,2-tpudropatrin)popmamuna (268 mr, 1,9 mmons) B nuxinopmerane (12 mi). ObGecrieunBany mepe-
MEIIMBaHNE PeaKUMOHHOH cMecH B TeueHne 30 MuH (0Opa30BBIBAIICS JKENTHIH PacTBOP) M 3aTeM €€ KOHLCHTpPH-
PpOBaM JI0 CyXOTO COCTOSIHUS C NMOJyYeHHEM OpamXkeBoro macia. [lomydeHHOE pacTBOpsUTH B AMXJIopMeTaHe (5
MJI) M 3aTeM J00aBIsUIN ITHII-3-aMHHO-2-X110p-4-(Tpudropmern)oensoar (250 mr, 0,934 MMonb) B BHIE pac-
tBopa B DCM (1 mi). O6pa3oBbIBaiach JKenTas CyCleH3Us. PEakIMOHHYI0 CMeCh IMepeMeInBalid B TeUCHUE S5
MUH ¥ aHanu3 ¢ nomoiipio LCMS npoaeMoHCTpUpOBall, 9TO peaKius 3aBepIImiach. PeakiimoHHy0 cMech J0-
0aBISLTH TIO KaIuIsIM K IepeMenmBaeMoMy Hachkil. pactBopy NaHCO; (10 mi) Ha neasHoi 0aHe W mepeMelin-
BaJll B TeUeHUE 5 MUH (OCTOPOIXKHO: BBIJIEIICHHE IMY3BIPHKOB ra3a). OpraHUYecKHil CION OTAENSIN U BOIHBIN
cJI0H BTOpO# pa3 skcTparupoanu quxiopmeradoM (10 mur). LCMS npoaeMoHCTpupoBaia HaIHIUe MPOIYKTa B
BogHOM ciioe. Dkctpakims ¢ momomsio CHCl;:IPA (7:3, 10 mur) ycremHo obecrniedniia dKCTPAKINIO MPOIYyKTa
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U3 BOJHOTO cJI0sl. MaTepuan ounimany ¢ nomoisto gumm-xpomartorpaduu (ot 0 1o 100% EtOAc/n3zorekcan) c
HOITy4EeHUEM a1rn-2-x10p-3-[(E)-[meTnn(2,2,2-TpudTopaTHIN)aMuHO |MEeTHIEHAaMHUHO |-4-(Tpud TOpMETHIT) -
6ensoara (330 mr, 0,845 MmMois) B Bune 6ecuBeTHoro macna. SIMP npoieMOHCTpHUpOBaI HATUIHE IBYX poTaMe-
pOB.

'H SIMP (400 MI 1, xopoopm) 8=7,53 (br d, J=8,1 I'u, 2H), 7,45-7,30 (m, 4H), 4,41 (q, J=7,2 ', 4H),
4,20 (q, J=8,9 I'm, 2H), 3,77 (q, J=8,4 'y, 2H), 3,24-3,18 (m, 1H), 3,18-3,11 (m, 1H), 3,18 (br d, J=16,1 I'u, 4H),
1,40 (t, J=7,2 T', 6H).

K mepememmBaemoMy pactBopy ATI-2-Xx50p-3-[(E)-[MeTnn(2,2,2-TpudTopITHI)aMIHO [METHIICHAMUHO |-
4-(tpudropmeTmin)oensoara (320 mr, 0,819 Mmmons) B aTanozie (5 i) u Bome (1,5 Mir) 100aBISIIA MOHOTHIPAT
ruapokcuaa mutus (86 mr, 2,05 MMOJIb) U PEaKIIMOHHYIO CMECh ITePeMEINBali P KOMHATHOHM TeMIepaType B
teuenrne 30 MuH. PeaknnoHHyI0 cMech KOHIEHTpHpOBaNH in vacuo ¢ yxarenueM EtOH. Cmech pasbaBisum ¢
nomotneio DCM (10 mun) u 3aTtem mpomeiBaiu ¢ moMoinkio 10% Bec/00, TUMOHHON KUCIOTH B Boje (10 mu).
Boanyto ¢asy mononsuTensHO skcrparupoBaiu ¢ nomonipio CHCI3 IPA (cootHomenue 7:3, 10 mur). LCMS
MPOJIEMOHCTPUPOBAa TOJIBKO CIEJOBOE KOJIMYECTBO NMPOAYKTa, MPUCYTCTBYIONIErO B BOAHOH (aze. Oprannye-
CKHH cytoii BeICyMBany Hax MgSOy, GrbTpoBay 1 KOHIEHTPUPOBAIH in vacuo ¢ nosrydyerueM 2-xaop-3-[(E)-
[MeTnn(2,2,2-TpudTOPITHI )aMHHO |METHIIEHAMHUHO |-4-(TpUpTOpMETIIN)0CH30MHONH KUCIHOTBI (250 w™r, 0,689
MMOJIb) B BUJIE JKEJITOTO Maca.

'H SIMP (400 MTI'L, xiopodopm) 6=7,56 (d, J=4,2 I'u, 4H), 7,38 (br d, J=5,5 I'u, 2H), 4,21 (q, J=8,9 I'u,
2H), 3,85-3,75 (m, 2H), 3,19 (m, 6H).

B KoJ10Y, COJIepPKAIIYIO 2-xn0p-3-[(E)-[MeTnn(2,2,2-tpud TopITHI)aMUHO |METUIICHAMIHO |-4-
(Tpudropmernin)oeH3o0itHyt0 KuCIOTY (125 Mr, 0,345 MMoitb), mo6aBisu 6e3BoaHbIH 1,4-muokcan (3 mur) u CDI
(84 wmr, 0,52 mmonb). CMech nepemermmBany npu 100°C B TeueHne 45 MUH, 3aTeM OXJIaxaanu Jo K. T. K peak-
IIMOHHOH cMecH To0aBisu 1-Metmnrerpason-S-amuH (51 mr, 0,52 mmons) u DBU (52 Mk, 0,34 MMoinb). Peak-
IIMOHHYIO0 cMech HarpeBanu npu 100°C B Teuenue 16 4. PeaknoHHy0 cMech KOHIIGHTpUpPOBAIHX in vacuo. He-
OUHITICHHBIN MaTepual pa3oasisiau ¢ momonisio CH,Cl, (10 mMiT) 1 MpOMBIBaIM BOJHBIM PacTBOPOM OMKapOOHa-
ta Hatpus (10 mur). BonHyro a3y nomosHuTeNnbHO dKcTparupoBaiu ¢ momonibio CHCl;:IPA (10 mi, 7:3). Opra-
Hu4eckre (asbl 00beanHs UM U BICYIIMBand Hax MgSO,, GUIbTPOBAIM M KOHIEHTPUPOBAIHX in vacuo. Mare-
pHai 3arpykajy Ha LEIUT ¥ OYMIIand ¢ nomombto ¢nr-xpomarorpadun (ot 0 mo 10% MeOH B CH,Cly).
®paxuny, copepauye MPOAYKT, OOBEIUHSIM M KOHIEHTPHUPOBAIM in vacuo ¢ moiydeHueMm 2-xiop-N-(1-
metmiterpaszon-5-mn)-3-[(E)-[merun(2,2,2-TpudTopaTHIT)aMHUHO [METHIIEH aMHHO |-4-(TpudTopMeTHII)0eH3aMHIa
(66 mr, 0,15 MMOIIB) B BUZIE CTEKIIO00PA3HOTO TBEP/IOTO BEIIECTRA.

'H SIMP (400 MI 1, xnopodopm) 8=11,21 (br s, 1H), 7,65-7,56 (m, 2H), 7,36 (br d, J=7,9 I'n, 1H), 4,21 (q,
J=9,0 T'u, 0,9H), 4,12 (s, 3H), 3,84 (q, J=8,4 ', 1,1H), 3,21 (s, 3H) (npumeuanus: vHa AMP-ciekTpe npucyrcT-
BYIOT pOTaMephl).

IIpumep momyuenus 3. Coequnenne 1.132.

Oxcamunnuxyopun (0,49 1, 0,34 v, 3,8 MMOITB) T0OABISUTH IO KaIlIsiM K OECIIBETHOMY PacTBOPY IMHPPO-
muauH- 1 -kap6anpaernna (0,18 mur, 1,9 MMoip) B nuxmopmerane (4 mir). O0ecriednBai epeMelnBaHie peak-
IIMOHHOH cMecH B TeueHne 30 MuH (0Opa30BBIBAJICS KENITHIM pacTBOP) U 3aTeM €€ KOHIICHTPHUPOBAJIH JI0 CYXOTO
COCTOSIHUS C TIOIy4E€HHEM OPaH)KEBOTO TBEPAOTO BemlecTBa. [loydeHHOE pacTBOPSUIM B JUXJIOpMETaHe (5 M) u
3aTeM J00aBIsUIN STHI-3-aMHHO-2-XJ10p-4-(Tpudropmermin)densoar (250 mr, 0,934 mmoinb) B BuIe pacTBopa B
muxyopMerane (1 mir). OOpa3oBbIBaach JkenTas CycleH3us. PeakMoHHy 0 cMech nepeMelnnBay B TeueHue 10
MHH ¥ aHajau3 ¢ noMoursio LCMS npoaeMoHCTpHpOBall, 4TO peakuus 3aBepuniack. PeakinoHHYI0 cMech 10-
0aBJISLIM 10 KaIuIsAM K IepeMennBaeMoMy HachleHHoMy pactBopy NaHCO; (10 mur) Ha nensHol 6aHe U mepe-
MeIIUBaIK B TeueHue 5 MuUH. OpraHndeckuil coid OTAENSIN M BOAHBIA CJIOM BTOPOH pa3 HKCTparupoBalu AH-
xyopmeranoMm (10 mi), 3arem ¢ momormipio CHCI3:IPA (7:3, 10 mi). PeakiimoHHYI0 CMeCh BBICYIIMBAIIA HaJl
MgSO,, bunpTpoBanM W KOHIEHTPUPOBAIH in vacuo. MaTepran o4HIaiyd ¢ TOMOIIBIO (QIII-XpomMaTorpadun
(ot 0 mo 20% EtOAc/m3orexkcan) ¢ moiydeHuneMm 3TiI-2-xjop-3-[(E)-muppommnun-1-unmernnenamMuHo |-4-
(Tpudropmernn)oenzoara (296 mr, 0,849 MMoIb) B BHIIe O€CIIBETHOTO Maciia.

'H SIMP (400 MT'u, xopodopm) 5=7,50 (d, J=8,3 T'u, 2H), 7,29 (dd, J=0,6, 8,1 I'n, 1H), 4,41 (q, J=7,2 T,
2H), 3,63-3,45 (m, 4H), 1,99 (br dd, J=5,9, 14,1 T'n, 4H), 1,40 (t, J=7,2 'y, 3H).

K IepeMennBaeMoMy pacTBopy aTI-2-x510p-3-[(E)-mupposmans- 1 -ummeTrHiieHaMuHo | -4-
(Tpudropmernin)oenzoara (296 mr, 0,849 Mmmoinp) B aTanone (4,8 mi) u Boae (1,4 mir) m0OABIATN MOHOTHAPAT
rugpokcuaa autHs (89 mr, 2,12 MMOIIb) U peaKIIMOHHYIO CMECh IIEpEeMEIIUBAIIM [TPY KOMHATHOW TeMIeparype B
TeueHne 2 4. PeakIMoHHy0 cMech KOHIICHTPUPOBAJIM N Vacuo ¢ yaajaeHueM staHona. CMmech pa3daBisiid BOJOM
(2 M) ¥ HOOaBIAM MO KaruisiM pacTBop ammuaka (38% B Boje) 0 HOCTHKEHUS BOTHBIM pactBopoM pH 10.
Marepuan o4MIIany ¢ MOMOIIBI0 Xpomarorpaduu ¢ odpamenHoit ¢azoit (ot 0 mo 12% aneronurpuina +0,1%
NH;/Bona+0,1% NH;). ®pakiun, cogepskaiiie MpoayKT, 00beNHUIN U KOHIIEHTPUPOBAJIH in Vacuo ¢ Mojyde-
HueM 2-x70p-3-[(E)-mupponunun- 1 -unmernneHaMuHO |-4-(TpudTOpMETHIT) OeH30MHON KUCIOTHI (242 mr, 0,755
MMOJIb) B BUZIC OECIIBETHBIX KPUCTAJLIOB.

'H SIMP (400 MI't, DMSO-d6) 6=7,69 (s, 1H), 7,47 (d, J=8,2 ', 1H), 7,06 (d, J=7,9 T'u, 1H), 3,57-3,29
(m, 4H), 2,00-1,78 (m, 4H).
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B konby, coxepxkamyto 2-xiop-3-[(E)-mupponunus-1-unmeruaeHaMiHO |-4-(TpudTopMeTHi1)0eH30iHY F0
kucinoty (110 mr, 0,343 mmons), nobapnsuin Oe3Boanbnii 1,4-nuokcan (3 mu) u CDI (83 wmr, 1,5 3ks., 0,515
mMoib). Cmech nepemerniBany npu 100°C B Teyenne 1 4, 3aTeM OXJIaKAaid J0 KOMHAaTHOW Temneparypsl. K
peakumoHHO# cMecu nobasnsun Bropyto nmapruio CDI (83 mr, 1,5 skB., 0,515 mmons). PeaknnoHHylo cMmech
nepememuBanu npu 100°C B Teuenue 1 u.

K peakmmonnoii cmecu mobasnsim DBU (52 M, 1 9kB., 0,343 Mmmons) u 1-meTrnTeTpazon-S-amud (51 mr,
1,5 7xB., 0,515 MMoOJIB) U peakIMOHHYIO cMech nepemermBaiy npu 100°C B Teuenue 18 u.

PeakmmonHy0 cMech KOHIIEHTPHPOBANHM in vacuo. HeoummeHHBI Marepwan pa30aBisUTH C ITOMOIIBIO
CH,Cl, (10 mur) u mpombIBaIM BOJHBIM pacTBopoM OmkapOoHara HaTpus (10 mi). Boaryto dhasy monosHUTEIEHO
skctparuposany ¢ nmomomsio CHCI3:IPA (10 mi, 7:3). Opranndeckue a3l 0ObEAWHUIA U BBICYIIMBAIN HaJl
MgSO,, GuapTpoBaIM W KOHIIGHTPUPOBAIH in vacuo. MaTepuan 3arpykaid Ha MEeJTUT W OYHUIIAIN ¢ MTOMOIIBIO
¢mr-xpomarorpaduu (ot 0 1o 5% MeOH B CH,Cl,). @pakmun, comepkanye IpoayKT, OObeANHSIIA U KOH-
HEHTPpUpPOBAIM  in  vacuo ¢  mosydeHneM  2-xyop-N-(1-metmnreTpaszon-5-wn)-3-[(E)-muppomuaun-1-
WIMETHWIEHaMUHO |-4-(TpudTopmernn)densamuaa (47 mr, 0,12 MMoI1b) B Busie O€JI0T0 TBEPIOTO BELIECTBA.

'H SIMP (400 MTI'n, xnopodopm) 8=10,46 (br s, 1H), 7,58 (d, J=8,2 T'u, 1H), 7,49 (s, 1H), 7,30 (d, J=7,8
I'u, 1H), 4,09 (s, 3H), 3,63 (brs, 2H), 3,53 (br t, J=6,4 I'y, 2H), 2,11-1,94 (m, 4H).

ITpumep nomyuyenus 4. Coenunenue 4.033.

(Mcxomublit MaTeprall U3 npuMepa MnoiaydeHus 7).

K pactBopy 3THI-2-x5710p-3-[[3TaHTHOWI(METHII)aMIHO |METHII |-4-MeTHIICyIb(poHmIOeH30aTta (100 M,
0,275 mmounp) B aeroruTpruie (5 M) go6aemsua TpudTwiaamuH (0,39 mu, 2,7 Mmons), rmanamun (58 wmr, 1,4
MMOJIB) U TeTpadTopOopat cepedbpa (270 mr, 1,37 MMoIIb). PeakiimoHHy0 cMech IepeMenBaiy B TeueHne 16 4
B TCUCHHWE HOYM MpHU K. T. PacTBOp GMIBTpOBaIN M 3aTeM KOHIICHTPHPOBAIH in vacuo. OcTaTOK pacTBOPSUIA B
EtOAc (20 mu1) 1 mpoMBIBaIH pacTBOpOM KapOoHara kanust (20 M), cosieBBIM pacTBOpoM (20 MiT), BEICYIITHBAIH
HaJa Cynb(aToM MarHus W KOHLEHTPUPOBAIH in vacuo. IIpomyKT OoYMImany C MOMOIIBIO KOJOHOYHOW (hIIdII-
xpomarorpaduun (0-100% EtOAc/u3orekcan) c MOJIyYEHUEM 3Tri-2-x0p-3-[[[N-mmuano-C-
METHIIKAaOOHUMHIOWIT [METHITAMIHO |MeTHII |-4-MeTHicynbhonmioen3oara (77 mr, 0,21 MMoib). AHanu3 C TO-
mombto SIMP niponeMoHCTpHpOBal CylecTBOBaHUE HEOOXOANMOT0 ITPOTYKTa B BUIE CMECH U30MepoB (~1:7).

'H SIMP (500 MI't;, Xnopodopm) d=8,16 (d, J=8,2 I'u, 1H), 7,83 (d, J=8,2 I'n, 1H), 5,29 (s, 2H), 4,46 (q,
J=7,2 T'n, 2H), 3,20 (s, 2,65H), 3,10 (s, 0,35H), 2,91 (s, 2,65H), 2,79 (s, 0,35H), 2,66 (s, 0,35H), 2,45 (s, 2,65H),
1,43 (t, J=7,1 I'u, 3H).

K pactBopy 3Tui-2-x710p-3-[[[N-nmano-C-MeTHiIKaOOHUMU IOV |ME THIIAMUHO | MeTHII| -4-
Metwicyinbdonnndenszoara (77 mr, 0,19 mmonps) B THF (2 M) 1 Bozge (2 Mur) 700aBIsiid MOHOTHAPAT THAPOKCH-
na yatus (24 mr, 0,56 MMouTb). PeakimmoHHYI0 cMeCh TIepeMEIMBAIA IPH KOMHATHOW TEMITEpaType B TEUCHHE
30 muH. CMech moakucisuiu ¢ momonisio 2 H. HCl go pH ~2. Cmech akcTparupoBanmu ¢ momotbio EtOAc (x3) ¢
MOBTOPHBIM MOJKUCIIEHHEM BOJHOTO CJIOS B KaXKAOM cirydae i monaepkanus pH ~2. O0beinHEHHBIE OpraHy-
YEeCKHE BEUIECTBA BHICYIIMBAIM ITyTEM MIPOIYCKAHHS Yepe3 pa3ienuTes (a3 u 3aTeM KOHIIEHTPUPOBAIIU in vac-
uvo. Ilomygaimm  2-xmop-3-[[[N-mano-C-MeTHIKapOOHUMHUIONI |METHIIAMIHO [METHI |-4-MeTHIICYTb(DOHMUII-
oenzoitayto kucnoty (51 mr, 0,14 MMOITE) B BUIE TBEPOTO BEIIECTBA.

PactBop  2-x1mop-3-[[[(Z)-N-1maHo-C-MeTHI-KapOOHUMU IO [METHIIAMHHO |METHII | -4 -METHIICY () OHUII-
OeHzoitHOl kucinoTH (54 Mmr, 0,16 MMmons), 1-metmi-1H-rerpason-5-amuna (0,20 mmons, 21 mr) mw DMAP (0,47
mmons, 58 mr) B CH,Cl, (1,5 mur) nepememmmBany npu K. T. B TedeHue 1 4. K peaknnoHHO# cmecu n00aBisin
nponmidochononsiid anruapuna (50% Bec. B aTmnanerate, 0,94 Mmmoinb, 0,56 MiT), ¥ IEPSHOCHITH €€ B COCYT JJIS
MHUKpPOBOJTHOBOW 00pabOTKH, M HarpeBajin B MHUKpOBOJIHOBOM nieun 10 100°C B Teuenue 30 muH. PeakimonHyio
CMecCh KOHIICHTPHPOBAIM Iin vacuo C TOJIy4YeHHEM OpAH)KEBOTO Maciia M 3aTteM pactBopsui B EtOAc (25 mu).
OpraHu4ecKkoe BEIeCTBO MPOMBIBAIIA BOJOW (OCTOPOXKHO MOAKHUCISITU 0 pH ~4) W BOTHBINA CIIOM JOTIOJTHH-
TeJIBHO dKcTparupoBanu ¢ nmomoimbio EtOAc (x2). O0bemnHeHHBIC OpraHMYECKHUe BEIIECTBA MPOMBIBATH COJIe-
BBIM PacTBOPOM, BEICYIIUBAIN HaJ CYIb(aToM MarHus ¥ KOHIIEHTPHUPOBAIH in vacuo. OCTaTOK OYHIIAIH C IO-
Mompio mpenapatuBHoii HPLC ¢ oOpamenHoit ¢aszoii ¢ momydeHuem 2-xyop-3-[[[(Z)-N-mmmano-C-
METHIIKap OOHUMHU IOV |[METHIIAMUHO |[MeTHI |-4-MeTHIICY b poHmn-N-( 1 -meTmireTpa3on-5-mn)oensamuaa (8,5
Mr, 0,018 MMob) B BUIe OecIiBETHOTO Maciia. AHanu3 ¢ moMotipio IMP nipogeMoHCTpUpOBall CyIiecTBOBaHNE
HEoOX0MMOTO ITPOIYKTa B BUAE CMECH U30MepOB (~2:1, HE yCTaHOBIICHO).

'H SIMP (400 MI'n, Meranon) d=8,29-8,22 (m, 1H), 7,99-7,88 (m, 1H), 5,37 (s, 2H), 4,06 (s, 3H), 3,93 (s,
1H), 2,95 (s, 2H), 2,83-2,78 (m, 1H), 2,68-2,65 (m, 1H), 2,47 (s, 2H). [Ipumeuanue: 2H He HaOmIOOATN (CKPHIT
OCTaTOYHBIM MUKOM MeTaHousa 1pu 3,30 ppm).
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ITpumep nomyuenus 5. Coequnenue 2.049.

Oxcammnauxiopun (0,67 1, 0,46 wmu, 5,2 Mmonp) pmo0aBmsuin HO KamisiM K pactBopy N,N-
muvetriiopmamuaa (0,20 v, 2,6 MMoib) B auxiopmerane (3,8 mur) npu 0°C. HaOmonanu akTUBHOE BBIAEIE-
HHE IIy3BIPBKOB T'a3a, 3aTeM 00pa3oBbIBajack Oenast cycrneHsus. O0ecreunBaiy nepeMeInBaHie peakiMOHHOMH
cMmecH B TeueHne 30 MUH MpH KOMHATHON TEMIIEpaType M 3aT€M €€ KOHLIEHTPHPOBAIHU JIO0 CyXOT'O COCTOSHHS C
MOy4CHHEM TPSA3HO-0€I0r0 TBEPAOTO BEIIECTBa. JJaHHOE TBEPAOE BEIIECTBO CYCIICHANPOBAIN B ANXIOPMETaHE
(5 mun) u 3aTeM J00aBISUIN ATHIT-3-aMHHO-2-XJI0p-4-(Tprud Topmernin)oensoar (350 mr, 1,31 MMoIIb) B BUE pac-
TBOpa B AuxyiopMmerane (2 mi). B TeueHne HECKOMBKUX CEKYH]T 00pa30BBIBAJICS KEJTHI PacTBOP, KOTOPBIH Tie-
pememuBanyu B TeueHne 10 MuH. PeakimoHHyI0 cMech H00aBISAIM IO KaIUIIM K IEPEMEIINBAEMOMY HACHIIL.
pactBopy NaHCO; Ha neasHoii 6aHe n mepeMenmuBain B TedeHrne 10 MUH (OCTOPOKHO: BBIICTICHHE MTy3BIPHKOB
raza). OpraHu4ecKnii CII0M OTAENSIIN, CHOBa dKCTparupoBany auxyiopmeranoM (10 mi), satem CHCI;:IPA (co-
otHomrenue 7:3, 10 mir), 3ateM oObeJMHEHHBIC OpraHn4ecKue ciou BeicymuBain (MgSOy4) M KOHIIEHTPUPOBAIIH
in vacuo. Marepuai 3arpyskaji Ha IEeJIUT ¥ OYHUIIaIHN ¢ HoMomibio (uni-xpoMaTorpadun. Komonka: 24 T 1uok-
cuna kpemuus. PactBopurens A: nzorekcad. PactBoputens B: stunanerar. I'paguent: 0-50% B B A B Teuenue
15 mun. ®paknyu, copepxanue NPOAYKT, OOBEIUHIN U KOHIEHTPUPOBAIX in vacuo C MOJy4YeHHEM DTHII-2-
xyop-3-[(E)-mumeTrnamMmuHOMe THIICHAMIHO |-4-(TpudTopMeTIuT)0eH30aTta (319 Mr, 0,989 MMoONb) B BUIE KEJITO-
rO Macrna.

'H SIMP (400 MI 1, xnopodopm) 8=7,50 (d, J=8,2 I'u, 1H), 7,34-7,28 (1H, 2H), 4,41 (q, J=7,1 ', 2H),
3,05 (brd, J=8,8 I'i, 6H), 1,40 (t, J=7,2 T'u, 3H).

K TepeMeIBaeMoOMy pacTBopy aTri-2-x710p-3-[(E)-mumeTrnaMuHoMe THICHAMITHO |-4-
(tpudropmernin)oenzoara (300 mr, 0,930 mmomns) B dTanone (5 mur) u Bome (1,5 M) moOaBIsIIH MOHOTHAPAT
ruapokcuaa mutus (98 mr, 2,3 mmons). [Tociie mepememBanus Mpy K. T. B TEUESHUE 2 9 CMECh KOHIICHTPHUPOBa-
7™ in vacuo. Matepuan noriomany B Bojae (10 mur) u perymuposanu pH BomHOTO pactBopa 1o 10 myrem mobaB-
nenust n30bITKa pactBopa ammuaka (38% B Boje). IlorydeHHOE HEMTOCPEACTBEHHO OYHUILAIH ¢ TOMOUIBIO (iIdII-
xpomarorpagun ¢ obpamenno ¢paszoit. Komonka: C-18-AQ (50 r). PactBopurens A: Bona+0,1% ammuaka. Pac-
TBOpHTENS B: aneronutpun+0,1% ammuaxa. ['pamuent: 0% Ha npoTsbkeHnu 3 00beMOB KOJIOHKH, 3aTeM 0-50%
B B A Ha nporshxennn 10 00beM0B KoJOHKH. Dmonposanu npu 5% B B A. HeoOxomumble ¢pakiuyn KOHIECH-
TPUPOBAJIM M BBHICyIIMBaNIM cyOnmuManueil c¢ nomydenuem 2-xiyop-3-[(E)-nnmernmnamuHomeTnneHaMuHO|-4-
(TpudropmeTn)oeH30itHON KrCIOTHI (280 MT, 274 MMOJIB) B BUE O€7I0T0 TBEPAOTO BEIIECTBA.

'H SIMP (400 MI't, DMSO-d6) 6=7,42 (s, 1H), 7,34 (d, J=8,1 T', 1H), 6,85 (d, J=7,9 T'u, 1H), 3,05-2,87
(m, 6H).

B xonby, comepxamntyro 2-xyop-3-[(E)-auMeTniaMuHOMETHICHAMHUHO |-4-(TpUPTOPMETHI)OCH30HHYIO KH-
cioty (270 mr, 0,916 MMoub), nobasmsn 6e3BoaHbIN 1,4-muokcan (8 M) u N,N'-kapOonmnauumumazon (223
mr, 1,37 mmous). Jlo6asistimn DBU (0,140 mot, 0,916 MMonb) u S-metui-1,3,4-okcaauazon-2-amud (136 mr, 1,37
MMOJIB) ¥ cMech HarpeBanu nipu 100°C B Teuenue 16 4. Marepuan oxyakaaid 0 K. T. U KOHIEHTPUPOBAIH in
vacuo. Jlo0aBisuTi HACHIIEHHBIH pacTBOp OukapOonara Hatpus (10 mu) 1 DCM (10 M) W cion pas3messuim.
Bonnsrii cioit skcrparupoBany ¢ nomornbio DCM (10 mim) u CHCI3:IPA (7:3, 10 mi). O6beaMHEHHBIE OpTaHu-
Yyeckue cion BeIcymnuBany Hajg MgSO,, GmIbTpoBany M KOHIEHTPUPOBAIN in vacuo. MaTepuain 3arpyxaiu Ha
HEJUT ¥ OYMIIAIH C MoMouIbio Gumm-xpomatorpaduu. 24 r nuokcuaa kpemuus. PactBoputens A: auxmopme-
taH. PactBoputens B: metanon. I'panuent: 0-10% B B A B Teuenue 25 mus. dpakuuu, coaepxaniie IpoaykT,
00BEANHUIN U KOHIIEHTPHPOBAIH in vacuo ¢ rnoiydeHueM 2-xyop-3-[(E)-anmerunamuHomernneHaMuHo |-N-(5-
MeTri-1,3,4-0kcaauaszon-2-mn)-4-(tpudropmermwn)oenzamuna (75 mr, 0,20 Mmonp) B Buae O€JIOTO TBEPAOTO
BEIIIECTBA.

'H SIMP (400 MI'u, DMSO-d6) 8=7,60-7,50 (m, 2H), 7,18-7,11 (m, 1H), 3,02 (s, 3H), 2,98-2,90 (m, 3H),
2,46-2,33 (m, 3H).

[Tpumep momyuenus 6. Coequrenue 3.129.

B cyxyto konby mobammsui dTHII-3-(0poMMeTHN )-2-XI0p-4-MeTricynbhonmioen3oar (2,7 T, 7,6 MMOJIb),
kapOoHnat kanms (1, v, 9,1 MMoip) u 6e3BOAHBIN aneTOHUTPWI (41 MiT). PeakimmoHHYI0 cMech TPOAYBaIH U TI0-
Memanmi B atMochepy azora. K peakIMoHHOW cMecH 1o KaruisiM A00aBisum cycneH3uto N'-ruapoxcu-N,N-
mumetunaneramuanaa (0,85 r, 8,4 Mmmons) B 6e3BoHOM ameToHUTprie (20 M) W peaKIIMOHHYIO CMECh Tepe-
MEIIMBAIM TP KOMHATHOM Temreparype B TedeHue 13 nHeill. [lo00aBisiM AOMONHUTENBHYIO Hopuuio N'-
runpokcu-N,N-nmumernnaneramuaunaa (0,16 r, 1,5 mmoins) u kapbonaTa kamus (0,21 r, 1,5 MMoJIb) U peakIoH-
HYIO CMECh MEepEeMEIINBAIIM MIPH K. T. B TEUCHHE JIOTIOJIHUTEIBHOTO AHS. PeakIMoHHYyI0 cMech pa30aBisiiid Ju-
xsopmeTanoM (50 mir) U K peakunoHHO# cMecn no6asistin Boxy (10 mur). ®as3sl pa3nesnsuin 1 OpraHUYEcKyro
(ha3y mpomyckainu uepe3 KapTpHIK Ul pazzesieHns (a3 1 KOHIEHTPHPOBAIN in vVacuo ¢ ITOJyYEHUEM KEJITOTO
Macia. HeouumeHHBIH MaTepHanl OYHMINaIM ¢ HOMOIIBIO (unmI-xpoMaTtorpaduu (pacTBopuTens A = rekca,
pactBoputens B = stumanerar) ¢ rpaguentom 0-50% sTuiameraTa ¢ MoiydeHHEM HEOOXOAWMOTO MPOIYKTa,
3TII-2-X710P-3-[[(Z)- 1 -(AMMeTHIaMIHO )3 THITUICHAMHUHO | OKCUMETHII | -4-MeTricynbporunoensoara (1,56 r, 4,13
MMOJIb), B BHJE KEJITOTO Maca.

'H SIMP (400 MI', xropodhopm) 8=8,11 (d, J=8,3 T'u, 1H), 7,73 (d, J=8,3 T'u, 1H), 5,56 (s, 2H), 4,55-4,33
(m, 2H), 3,39 (s, 3H), 2,73 (s, 6H), 1,94 (s, 3H), 1,42(t, J=7,2 I'n, 3H).
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K mepememmuBaeMoMy pacTBOpy 3THI-2-XT0p-3-[[(Z)-1-(AUMETHIAMHHO )3 THITH ICHAMIHO | OKCUMETHI |-4-
metwicynbdonnndensoara (1,5 r, 4,0 mmons) B aTanoxe (23 i) u Boae (6,4 Mi) 100aBIsIIM MOHOTHAPAT THII-
poxcuma mutus (0,42 1, 9,9 MMOmb), 100aBIAIN K PEaKIIMOHHONW CMECH M €€ TIepEeMENINBAIN TPH KOMHATHOM
TeMmIeparype B TeueHune 16 4. PeaknmoHHYI0 cMech KOHIIEHTPUPOBAIIM in Vacuo ¢ yAajleHueM 3TaHona. Heoun-
MIEHHBINH MaTepuas noakucisum ¢ moMmombio 2 H. HCl no pH 3 u 3aTtem mo6aBnsiim BOAHBINA pacTBOp aMMHUaKa
1o nocrxenust pH, cocrapmstomero pH 10. JlaaHyI0 cCMeCh 3arpyajid B KOJIOHKY C 0OpamnieHHOH (a30if (BbI-
cokuii pH), koTopas Opl1a ypaBHOBemeHa ¢ momorbio 0,1% pacTBopa ammuaka B Boje u aneToHuTprie. O6pa-
3€1l 3arpyKajil B BU/C KUAKOCTH B YPABHOBEIICHHYIO KOJIOHKY W SJIOMPOBANH ¢ npuMeHeHneM 0% ameToHuT-
puna B Boze (0,1% NH3) no Beixona ¢ponra pactBoputens, 3ateM rpaguerroM ot 0 no 50% aneroHuTpuia B
Boze (0,1% NH3) no smoupoBanus npoaykra (mpumepro 30%). MaTepuai morIomaid B MUHUMAIEHOM KOJIH-
YECTBE BOJBI M OYCHBb HEOOJBIIOM KOJHYCCTBE AlCTOHUTPIUIA M BBICYIIMBANM CYOTMMANUCH B TCUCHHE HOYH.
[omydamn  mponykr,  2-xyop-3-[[(Z)-1-(InMeTUIaMIHO )3 THIIHICHAMHHO |OKCUMETHII |-4-MeTHIICYTb(hOHMII-
oenzoitayto kucnory (1,31 1, 3,76 MMOIIB), B BUIE TPA3HO-0EIIOT0 TBEPAOTO BEIICCTBA.

'H SIMP (400 MI', DMSO-d6) 6=7,84 (d, J=8,1 ', 1H), 7,43 (d, J=8,1 I'n;, 1H), 7,36-7,21 (m, 1H), 5,35
(s, 2H), 3,37 (s, 3H), 2,69 (s, 6H), 1,88 (s, 3H).

K pacTtBopy 2-x710p-3-[[(Z)-1-(nuMeTHIaMIHO )3 THITHACHAMIHO | OKCUMETHII | -4-
MeTwICyIbpoHnI0eH30iHOM KucaoTel (500 mr, 1,43 mmons) B nuxiopmerane (7,5 mi) no6asismu DMF (0,011
M, 0,14 Mmons). PeakimoHHYIO cMech TPOAYBalu U MoMelanu B atMochepy azoTa. J[oOaBiIsiy 1Mo Karism
okxcamxsopun (0,24 M, 0,96 MMoIB); TIpH J0OABICHUH TPOUCXOIMIIO BBIICIIEHUE MTYy3bIPHKOB Ta3a U 00pa3o-
BBIBAJICA KPacHBIM TBEpAbIH Ocafok. PeakImoHHyI0 cMech MepeMelInBali P KOMHATHON TeMmIiepaType B Te-
geHue | 94 1 OHa CTAaHOBUJIACH PO30BO-KPACHOH CyclieH3nel. PeakmoHHyI0 cMeCh KOHIICHTPHUPOBAJIH in vacuo ¢
MOJIy4YEeHHEM PO30BOTO IEHOOOPa3HOTO TBEPJOTO BEIIECTBA M OCTATOK PAacTBOPSUIM B AuxjopmeraHe (7,5 mu).
Peakmmonnyro cmech oxnaxnanu 10 0°C B atMocdepe a3ota u 4epe3 5 MUH JOOaBIUTH MO KarulsiM TPHITHIIA-
muH (0,81 i, 0,734 MMOITB) C TIOCTEIYIONINM HOOABICHUEM OJHOW MOpLHUEH UKIorekcaH-1,3-nuona (161 wmr,
1,43 mMMmoip). ObecrnieunBain HarpeBaHNe PEakIMOHHONW cMecH 10 K. T. B TedeHue 1 4. K peakiponHoi cMmecH
no6asismu anerontuanruapuH (0,33 mi, 0,36 MMoib). PeakimoHHYI0 cMech IepeMenInBaid Ipyd KOMHATHOH
TEeMIepaType B TCUCHUE HOYH. PEakIIMOHHYIO CMECh KOHIICHTPHPOBAJH in Vacuo U 3aTeM HEOYHIIICHHBINH MaTe-
pHall 3arpy’Kajd Ha HETUT U OYHIIATH C IIOMOIIBI0 (QIIII-XpoMaTorpaduu ¢ MPUMEHECHHEM CUCTEMBI PACTBOPH-
Teneit Tomyos/1,4-auokcan/atanon/TpudTuiaamus/Bona 10:4:2:2:0,5. HeounmeHHBIH MaTepHall (TEMHO-3€JIEHOE
Macio) pasbasmsun quxiaopmeradoM (10 mi) u mpomeiBamu ¢ momoibio 10% Bec./06. pacTBopa TUMOHHON KH-
ciotel (10 mur). Opraamdeckyto ¢asy BeicymuBany Hax MgSO,4, QuIbTpOBaIN W KOHIICHTPUPOBAIHM in vacuo ¢
MOJTydeHUEM N'-[[2-x110p-3-(2,6-THOKCOUKIIOTeKCAHKApOOHMI )-6-Me THICY b oHMIpeHn |MeTokcH |-N,N-
nmumeTunanetamuanaa (114 mr, 0,527 MMoinb) B Buje xenroro macna (114 mr).

'H SIMP (CDCly): 8,12 (d, J=8,1 ', 1H), 5,54 (s, 2H), 3,37 (s, 3H), 2,81 (t, J=6,4 ', 2H), 2,73 (s, 6H),
2,44 (t,J=6,4 I'u, 2H), 2,13-2,02 (m, 2H), 1,92 (s, 3H).

ITpumep nomyuenus 7. Coequnenue 4.016.

K pactBopy metnnamuna (2M B THF, 55 mi, 109 MMonb) go0aBiisuiy 1o KarisiM 3THII-3-(6poMMeTHIT)-2-
xnop-4-metwicynsponmiadensoar (2,43 r, 6,83 MMois) B anleronutpuiie (13,7 ). Peakimonnyro cmech mnepe-
MEIINBAIX NP KOMHATHOH TeMmepaType B TedeHue 10 muH. AHanu3 ¢ noMomeo LCMS nponeMoHCTpupoBal
o0pa3oBaHKe MPOIYKTa M OTCYTCTBHE OCTABLIErOCS HCXOHOTO MaTepHraia. PeakimoHHYI0 cMech KOHIIEHTPHPO-
BaJIM in vacuo 1 3aTeM pazdaBisui ¢ momoiisio DCM (250 mur). Opranmdeckoe BEeeCTBO MPOMBIBAIN HACHIIIL.
pactBopoM K,CO; (100 mur), cosreBbiM pactBopoM (100 MIT) 1 KOHIIEHTPUPOBAIH in vacuo C MOTyYeHUEM dTHII-
2-x710p-3-(METHITAMHHOMETHI )-4-MeTHIICYTb(poHmnben3oara (2,08 r, 6,46 MMOITb) B BHIe OSCIIBETHOTO Maca.

'H SIMP (400 MI 11, xnopodopm) 8=8,10 (d, J=8,2 ', 1H), 7,71 (d, J=8,3 I'u, 1H), 4,44 (q, J=7,1 T, 2H),
4,33 (s, 2H), 3,37 (s, 3H), 2,55 (s, 3H), 1,42 (t, J=7,1 'y, 3H).

K pactBOpy 3THII-2-X]T0p-3-(METHIIAMHHOMETHI )-4-MeTrIICy b honmnbdenszoara (500 mr, 1,55 mmomns), 4-
numeTunamuaonmpuanaa (19,4 mr, 0,155 mmois) u TpudTramuHa (318 mr, 0,437 mu, 3,11 MMoOb) B TeTparui-
podypane (13,8 r, 15,5 mi) mobasmsumu mo kammsaMm stunautroanetat (381 mr, 0,364 mi, 3,11 mmons). TIpu
OCYILICCTBIICHUH PEaKIUU MPUMEHSUTH 000pyJOBaHUE, OCHAIICHHOE OOPATHBIM XOJIOAMIBHHKOM, PEaKIIMOHHYIO
cMech nepememuBany u HarpeBaym 10 S0°C B Teuenue 10 queit. Ananus ¢ momompsio LCMS nipogemMoHCTpUpo-
BaJI 00pa3oBaHKE MPOAYKTA, HO TAKXKE MPUCYTCTBUE OCTABIIETOCS UCXOIHOTO MaTepuana. PeakimoHHyI0 cMech
OXJTaXKJIAIH O KOMHATHOU TEMIIEpPaTyphl U 3aTeM KOHIICHTpHpoBanH in vacuo ¢ ynameauem THF. Cmechb pas-
6asisuy ¢ momotbio EtOAc (50 mim) u mpoMbiBaiu Bogoi (50 Mt x2), cosieBbIM pacTBopoM (50 MIT) ¥ KOHIIEH-
TpupoBaiu in vacuo. I[IpOAYyKT ouYMIIaTUd ¢ MOMOINBI0 KOJIOHOYHOW (mdmi-xpomarorpaduu  (0-60%
EtOAc/u3zorekcan) c MIOJTy4YEHHUEM ITHI-2-XJI0P-3-[[3TaHTHOMI(METHIT)aMUHO |MeTHI | -4-
MeTHICYIb(ormIoeH30ata (217 mr, 0,596 MMOIIB) B BHIC KOPHYHEBOI CMOJTBL.

'H SIMP (400 MI'w, xmopodopm) 6=8,23-8,14 (m, 1H), 7,89-7,80 (m, 1H), 5,79 (br s, 2H), 4,46 (q, J=7,2
I'm, 2H), 3,20 (s, 2,6H), 3,15 (s, 0,4H), 3,10 (s, 0,4H), 2,99 (s, 2,6H), 2,94-2,91 (1H, 0,4H), 2,71 (s, 2,6H), 1,42
(t,J=7,2 'y, 3H).

K pactBopy aTHI-2-x510p-3-[[3TaHTHOMI(METHIT)aMUHO |[MeTHI |-4-MeTriicynbonundenzoara (120 wr,
0,330 mmomp) B anetonutpuie (3,89 r, 4,95 mi, 94,2 mmons) nobasisuy TprdTHiIamuH (337 mr, 0,464 M, 3,30
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MMOJIB), Tuapoxiopua O-metnnruapokcunamuna (141 mr, 1,65 mmons) u terpadropdopar cepedpa (0,3242 T,
1,65 MMomp). PeakimoHHYI0 CMeCh MEpEeMEIIMBAINA B TCUCHUE HOYHM IPU KOMHATHOW TeMmImeparype. AHalu3 ¢
nomomsio LCMS mpoaeMoHcTprpoBai o0pa3oBaHHe MPOAYKTa W OTCYTCTBHE OCTABIIETOCS MCXOIHOTO MaTe-
puana. PactBop ¢uipTpoBamm depes ClIoW AMOKCHOa KPEeMHHUS € yAaJeHHEM ocaika cepedpa W MPOMBIBAIH C
nomornipio MeCN (20 mi). CMmech KOHIIEHTpUpOBaNHM in vacuo ¢ yganenneM MeCN. OcTaTok pacTBOpPSUTH B
EtOAc (20 mur) u mpombiBanu Bojoi (20 mur), coyieBBIM pacTBopoM (20 M), BBICYIIUBAIN HaJ| CyJTb()aToM Mar-
HUS ¥ KOHIICHTPUPOBAJIH in vacuo. IIpoIyKT ounIIamy ¢ MoMOIIbI0 KOJOHOYHOH (unm-xpomaTorpadun (0-50%
EtOAc/u3orekcan) ¢ mosryaeHueM STHI-2-X710p-3-[ [[ N-MeTokcH-C-MeTHITKapOOHUMHUOWIT |[METHITIAMHHO |METHII |-
4-metuncynbpormndoenszoara (90 mr, 0,239 MMOITB) B BUAIC KOPUIHEBOI CMOJTBL.

'H SIMP (400 MTI'n, xopodopm) 8=8,13 (d, J=8,2 T'n, 1H), 7,70 (d, J=8,2 I'n, 1H), 4,94 (s, 2H), 4,45 (q,
J=7,2 Ty, 2H), 3,71 (s, 3H), 3,20 (s, 3H), 2,61 (s, 3H), 2,05 (s, 3H), 1,42 (t, J=7,2 T'u, 3H).

K pactBopy aTHII-2-X310p-3-[[[N-MeTokcH-C-MeTHITKap OOHUMHUTOWIT [METHIAMHHO [METHI | -4~
metwicynbdonmndensoara (95 mr, 0,252 mmons) B Terparunpodypane (1,69 r, 1,90 miu, 23,4 mmoins) 1 Boje
(1,9 1, 1,9 mi, 0,106 mmois) nobasnsuin ruapokcus autus (53,9 mr, 2,25 MMons). PeakiimoHHyI0 cMech mepe-
MEIINBAIX IPU KOMHATHOH TeMmepaType B TedeHue 30 MuH. AHanu3 ¢ noMomeso LCMS nponeMoHCTpupoBa
obpazoBanue nmpoaykTa. CMech YaCTUIHO KOHIICHTPUPOBAJH in vacuo ¢ yaaienueM Terparuapodypana. [lomy-
YeHHBIA BOJHBIN pacTBOP pa3daBisuid BogoH (1 MIT) U IOJKHUCTISUTH ¢ TIOMOIIBIO HecKobkuX Karens 2 M HCI no
pH ~2. 3areM moBHIIIaaK OCHOBHOCTh CMECH C MTOMOIIBI0 BogHOTO pactBopa NH; mo pH ~9. IlomydeHnsii pac-
TBOP 3arpy’kaji Ha KOJIOHKY ¢ OOpaIieHHoH (a30i M OYHUINAIN ¢ MPUMEHEHHEM XpoMaTorpaduu ¢ 00pameHHO’
¢azoit (0-20% MeCN B H,0, comepxameit 0,1% NH;). [Tomydennsie u3 KOJIOHKH (paKIHuU, COASPKALIIE TIPO-
IyKT, OOBEIMHSUIN W KOHIEHTPHUPOBAIH C NMPHUMEHEHHEM CyOIMMAIIOHHON CYIIMJIKA B TE€YEHHE BBIXOIHBIX

JHEeH c MOJIyYEHUEM 2-x5op-3-[[[N-MeToKcH-C-MeTHIKapOOHUMUIOWIT |METHIAMHHO [METHI | -4-
METHICYTb()OHIITOCH30iHOM KHCIOTHI (84 Mr, 0,229 MMOITB) B BUJIE )KEATOH CMOJIBL.
PactBop 2-x5op-3-[[[N-MeTokcu-C-MeTHIKapOOHUMUTOUI |METHIIAMUHO |METHI |-4-METHIICY B (D OHIII-

OeHzoitHON kucnmotel (65 wmr, 0,186 mwmons), 1-merun-1H-terpaszon-5-amuna (25,3 wmr, 0,242 mmone) u 4-
quMetmwiaMmuHomupuanaa (69,0 mr, 0,559 mmons) 8 DCM (2,47 1, 1,86 M, 29,0 MMOITB) MepeMEIIUBATH MIPH
KOMHaTHOW Temneparype B Tedenue 1 4. K peaknmonnoii cMecu nobasmsim 1-nponandochoHOBBIH aHTHIPUA
(0,712 1, 0,666 M1, 1,12 MMOJIB), ¥ TIEPEHOCHITH B COCY JUII MUKPOBOJTHOBOH 00paOOTKH, M HArpEeBajll B MUK-
poBoxHOBOH meun 0 100°C B Teuenne 30 MuH. AHanmu3 ¢ nomomsio LCMS nponeMoHCcTpupoBa 00pa3oBaHue
npoaykTa. PeakmoHHyI0 cMech KOHIEHTPHPOBATH in vacuo ¢ MOIy4eHHEM OpaHXeBoro macia. PacTBop pas-
OaBysy B BoJie (5 MJT) M TIOBBIIIIAIM OCHOBHOCTD C MIOMOINBIO KOHII. pacTtBopa NH; 1o pH ~9/10. IIpoxykT oun-
A ¢ TOMOMIBI0 KOJIOHOYHOH Xpomartorpaduu ¢ obparmenHor daszoit (0-50% MeCN B H,O, comepxameit
0,1% NHj3). Conmeprkxamue mpoayKT (ppakiiiy KOHIEHTPUPOBAIN C IPUMEHEHHEM CYOIMMAIMOHHONW CYIIHIKH C
nosrydeHueM 2-xj0p-3-[[[N-mMeTokcu-C-MeTHIKapOOHUMUIOMI |METHIIAMUHO |METHII |-4-MeTHIICYTb(PoHmI-N-(1-
METHATETPa301-5-mi)oerzamuna (8,3 mr, 0,019 MmoIb) B Buie OSCIIBETHOI CMOJTBL.

'H SIMP (400 MI'1i, metanon) 6=8,20 (d, J=8,2 T'u, 1H), 7,83 (d, J=8,1 ', 1H), 4,95 (s, 2H), 4,06 (s, 3H),
3,68 (s, 3H), 3,27 (s, 3H), 2,60 (s, 3H), 2,06 (s, 3H).

ITpumep nomyuyenus 8. Coequnenue 5.014.

K pactBopy mermmammna (2M B THF, 40 r, 46 mi, 92,6 mMMone) n00aBisUlM 1O KaruisiM 3THII-3-
(6pommeTmn)-2-xmop-4-(TpudTopmermn)oensoar (2,0 r, 5,79 mmons) B aneronurpuiie (11,6 mir). Peaknponnyro
cMech IepeMelIrBaIy IpU KOMHATHOM Temmneparype B TeueHue 10 MuH. AHanu3 ¢ nomoursto LCMS npoaeMon-
CTpUpOBaJI 00pa3oBaHME MPOAYKTAa M OTCYTCTBHE OCTABIIETOCS HMCXOJHOTO MaTepHasia. PeaknnoHHYIO cMech
KOHIICHTPUPOBAJIH in vacuo, 3aTeM pa3darisui ¢ momoinbio EtOAc (200 mur) 1 mpoOMBIBaIM HACHIII. PACTBOPOM
K,COj3 (100 mi), coneBbiM pactBopoM (100 MiT) 1 KOHIIEHTPUPOBAIH in vacuo ¢ MOJyYEeHHUEM DTHI-2-XJIOp-3-
(meTrnmamuHOMeTHN )-4-(TprdTOopMeTH)Oen3oata (1,80 T, 5,78 MMoIL) B BHIIE KEJNTOTO Macia. AHAIU3 ¢ T0-
Motbio SIMP npoaeMoHCTpHUpOBall MPUCYTCTBHE HEOOXOIUMOTO MPOITYKTA.

'H SIMP (400 MI'u, xnopodopm) 8=7,73-7,53 (m, 2H), 4,43 (q, J=7,1 T'u, 2H), 4,01 (d, J=0,7 T', 2H), 2,51
(s, 3H), 1,41 (t, J=7,1 T, 3H) (N-H ne nabmogamn). '°F SIMP (376 MI 11, x1opodopm) 8=-58,94.

K pactBopy aTmi-2-xmop-3-(MetninamuHOMeTH)-4-(Tpudropmermn)oensoara (500 mr, 1,69 mmons), 4-
numeTunamuaonmpuanaa (21,1 mr, 0,169 MmMois) u TpudTHIamMuHa (346 mr, 0,476 mi, 3,38 MMOJB) B TETparui-
podypane (15,0 r, 16,9 mi) mobaBmsumu mo KamisaMm dtunauturoaneTat (415 mr, 0,396 v, 3,38 mMmons). TIpu
OCYILICCTBIICHUH PEaKIUU MPUMEHSUTH 000pyJOBaHUE, OCHAIICHHOE OOPATHBIM XOJIOAMIBHUKOM, PEaKIIMOHHYIO
cMech nepeMmemuBany u HarpeBaym 10 60°C B Teuenue 10 qaeit. Ananu3s ¢ momomeio LCMS nipogemMoHCcTpHpo-
BaJI 00pa3oBaHKE MPOAYKTA, HO TAKXKE MPUCYTCTBUE OCTABIIETOCS UCXOIHOTO MaTepuana. PeakimoHHyr0 cMech
OXJTaXIAJTH JIO KOMHATHOW TEMIIEPATypPhl M 3aT€M KOHIICHTPUPOBAIH in vacuo ¢ yIaJIeHUEM TeTparuapodypaHa.
CwMmech pazbasisutu ¢ momoinbio DCM (50 mir) u Boms! (50 mir). BoaHBI ol SKCTparupoBaiid ¢ MOMOIIBIO
DCM (50 mnx2), 1 3aTeM OpraHWYECKUE BEIIECTBA MPOMBIBATIN COJIEBBIM pacTBOpoM (50 MiT), U KOHIIEHTPHPO-
BaJIM in vacuo. [IpoayKT ounIamy ¢ moMoupio KoaoHouHoH ¢umi-xpomatorpaduu (0-30% EtOAc/uzorekcan)
C MONYYCHHUEM STHI-2-XJIOp-3-[[3TaHTHOMI(METHI )aMUHO |MeTr |-4-(TpudropmeTrn)oenzoara (370 mr, 0,941
MMOJIb) B BUZIC KOPUIHEBOH cMOJIbL. SIMP mpoieMOHCTpHpOBaT HAJTHMYHE ABYX POTAMEPOB.

'H SIMP (400 MT'ui, xnopodopm) 8=7,87-7,71 (m, 2H), 5,54 (br s, 1,5H), 5,09 (s, 0,5H), 4,50-4,39 (m, 2H),
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3,09 (s, 0,75H), 2,89 (s, 3H), 2,72 (s, 2,25H), 1,46-1,37 (1H, 3H).

K pactBopy 3THn-2-x10p-3-[[3TanTHonn(MeTIIT)aMuHO |MeTHI | -4-(TpudTopmMeTin)oen3oara (370 mr, 1,05
MMoJIb) B arietonuTpmiie (12,3 r, 15,7 mun) nobasmsum tpudtunamud (1,07 r, 1,47 mi, 10,46 MMOJB), THAPOXIIO-
pun O-mMetunruapokcuiamuna (446 mr, 5,23 MmMois) u Tetpadropdopar cepedpa (1,03 1, 5,23 mmons). Peakiu-
OHHYIO CMECh IMEpPEeMENINBAIIM B T€UCHHWE 5 AHEH MpW KOMHATHOW TemmepaTrype. AHamu3 ¢ momomisio LCMS
MIPOIEMOHCTPUPOBAI 00pa3oBaHWE MPOAYKTa M OTCYTCTBHE OCTABIIETOCS HCXOIHOro Mmarepuana. PactBop
(unpTpoBaNM Yepes Coil AMOKCHAA KPEeMHHUS ¢ yOaJleHHEeM ocajka cepedpa u mpoMbIBaii ¢ oMoursio MeCN
(20 mim). Cmech KoHIIEHTpHpOBaH in vacuo ¢ yaaireaneM MeCN. Ocratok pactBopsud B EtOAc (20 M) u mpo-
MBIBaJIM BOO# (20 M), coneBbIM pacTBopoM (20 MiT), BRICYIIMBAIM HaJ CyIb()aTOM MarHusl ¥ KOHIEHTPHPOBA-
m in vacuo. [IpogyKT ounIIany ¢ TOMOIIBI0 KOJIOHOYHOH ¢um-xpomatorpadun (0-20% EtOAc/uzorekcan) ¢
MOJIy4YEHUEM aTHII-2-X310p-3-[[[(Z)-N-MeTokcu-C-Me THIKapOOHUM U TOHII | METUIIAMUHO |ME T |-4-
(rpudropmernn)oenzoara (254 mr, 0,692 MMOJIb) B BUIE KOPHYHEBOH CMOJIBI.

'H SIMP (400 MTI'n, xopodopm) 8=7,67 (s, 2H), 4,66 (d, J=0,9 T';, 2H), 4,44 (q, J=7,2 Ty, 2H), 3,74 (s,
3H), 2,48 (s, 3H), 2,04 (s, 3H), 1,41 (t, J=7,2 T'y, 3H).

PF SIMP (376 MTI'ny, xopodopm) d=-58,33 (s, 1F).

K pacTBopy 9THII-2-X310D-3-[[[N-MeToKCcH-C-MeTHIKapOOHUMHU IO NI |METHIIAMHHO |METHII |-4 -
(Tpudropmernin)oenzoara (250 mr, 0,682 Mmois) B TeTparuapodypane (4,45 r, 5,0 mut, 61,6 mmoins) u Boze (5,0
T, 5,0 M1, 277 MMonb) mobaBnsutk ruapokeun utus (87,4 mr, 2,05 MMouib). PeakimoHHYI0 CMeCh TiepeMelTBa-
JIM TIp¥ KOMHATHOW TeMIiepaType B TedeHue 3 4. AHanm3 ¢ momonisio LCMS npomeMoHcTpupoBai o0pa3oBaHme
npoaykTa. [lomydeHHbIH BOTHBIA pacTBOp paz0aBisuik Boxo# (1 MI1) W MOAKUCISIIN C IMOMOIIBI0 HECKOJbKHX
karrens 2 M HCl mo pH ~2. CMech 3aTeM KOHIIEHTpUPOBAIH in vacuo ¢ ynairenneM THF u Gombimneit qactu Bo-
Jbl. 3aTeM cMech pa30aBIsIM BOAOH (BCero 2 MJiI) M IOBBIILIAIN €€ OCHOBHOCTD C TIOMOIIBIO BOJHOTO PacTBOpa
NHj; no pH ~9. Ilonmy4enHslit pacTBOp 3arpysKaiy B KOJIOHKY ¢ oOparieHHOH (a3oii u ounIany ¢ npuMeHeHHEM
xpomatorpapun ¢ odpamennoit ¢asoit (0-20% MeCN B H,O, conepxameii 0,1% NH;). Conepxammue npoaykr
(pakM KOHIEHTPUPOBAIN C NPUMEHEHHWEM CYOJIMMAllMOHHON CYIIMJIKH B TE€UYEHHE HOYHM C IOJy4EeHHEM 2-
xnop-3-[[[N-meTokcu-C-MeTHIIKapOOHUMUAOWIT METHIIAMUAHO |[METHI | -4-(TprU TOPMETIIT)OCH30MHOW ~ KUCIIOTHI
(207 mr, 0,580 MMOJIB).

PactBop 2-x510p-3-[[[N-MeToKcH-C-MeTHIKapOOHUMHU 0N |METHIIAMHUHO |METHII |-4-(TpruTOpMETHI ) -
OensoitHoit kucnothl (75 mr, 0,221 mmons), S-metui-1,3,4-okcannaszon-2-amunaa (29,4 mr, 0,287 Mmonb) u 4-
nmumeTwamuHonpuanaa (82,0 mr, 0,665 mmons) B DCM (2,93 1, 2,21 mut, 34,5 MMOJb) MepeMENIUBaIu IpH
KOMHATHOW Temmeparype B TedeHne 1 4. K peakmmonHoN cMecu noGaBisuin 1-mponanhochOoHOBBIN aHTHAPUT
(846 wmr, 0,791 mi, 1,33 MMOITB), B TIEPEHOCHIIA B COCY]T I MUKPOBOJTHOBOM 00paOOTKH, ¥ HArpeBajl B MHUK-
poBoxHOBOH mmeun 0 80°C B Teuenue 1 4. AHanmu3 ¢ momornbio LCMS npoaeMoHcTpupoBan 00pa3oBaHKe MPO-
IyKTa. PeakmoHHyIo cMech KOHIIEHTPUPOBAIH in vacuo ¢ MOIydeHHEeM OpaHkeBoro macia. CMech pacTBOPSIIH
B DCM (20 M) n pasnernsumi ¢ moMoIsio pazdasieHnoro pacrsopa NaHCO; (20 mur). Boanslii cioli mpoMbiBa-
1 ¢ omotsio DCM (20 mix5). O6beqMHEHHBIE OpTaHUYeCKUE BEIIECTBA IPOMBIBAIIN COJIEBBIM pacTBOpoM (20
MJI) M KOHIEHTpHpoBanmu in vacuo. IlpoaykT oummanu ¢ nonydeHueM 2-xiop-3-[[[N-mertokcu-C-
MeTWIKapOOHMMu oW [MeTriaMuHo |MeTii |-N-(5-metui-1,3,4-okcanuazon-2-nim)-4-
(rpudropmernn)oensamuna (4,0 mr, 9,53 MKMOJIb) B BUie OECIIBETHOM CMOJIBI.

'H SIMP (400 MT't;, Metanon) 8=7,83 (d, J=8,1 ', 1H), 7,68 (d, J=8,1 I'n, 1H), 4,65 (s, 2H), 3,68 (s, 3H),
2,55-2,44 (m, 6H), 2,04 (s, 3H).
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Tabiumna 1
IIpumMeps! repOUIMIHBIX COSAMHEHU MO HACTOSIIEMY N300PETCHIIO
/CH3 ) R4 R5
NN o R '\)_N/
N\N)\N X= R
H
R
Homep 2 3 4 5 6 < IH_HMP
coeammemm R R R R R X (8 CDCls, ecm HE
YKa3aHO HHOE)
1.001 Me Me |H Me Me -
1.002 Me Me |H Me Me CH,
1.003 Me Me |H Me Et -
1.004 Me Me |H Me Et CH,
1.003 Me Me |H Et Mo -
1.006 Me Me |H Et Me CH,
1.007 Me Me |H Et Et -
1.008 Me Me |H Et Et CH,
1.009 Me a |H Mo Mo -
1.010 Me a |[H Me Me CH,
1.011 Me cl H Me Et -
1.012 Me cl H Me Et CH,
1.013 Me a |[= Et Me -
1.014 Me a |[= Et Me CH,
1.015 Me cl H Et Et -
1.016 Me a |[(u Et Et CH,
1HSIMP(400MT 11,d4-
1.017 Me CF; |H Me Me - :i‘efﬁ;“;“gz)(jﬁﬂlil)(g (3563(
H),3,05(s,6H),2,27(s,3H)
1.018 Me CF;, |H Mo Mo CH,
1.019 Me CF; |H Me Et -
1.020 Me CF; |H Me Et CH,
1.021 Me CF;s | H Et Me -
1.022 Me CF; | H Et Me CH,
1.023 Me CF; |H Et Et -
1.024 Me CF, |H Et Et CH,
1H SIMP (400MT ',
1.025 Mo SO.Me | H Mo Mo - DMS0-d6)d =771 (d,
J=8,2 T, 1H), 7,39 (s,
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1H), 7,30 (d, J=8,2 T'y,
1H), 3,88 (s, 3H), 3,24 (s,
3H), 3,00 (s, 6H), 2,18 (s,
3H)
1.026 Me SO,Me | H Me Me CH,
ITHAMP(400MTI1,
xopodopm):
10,76(brs,1H), 7,87(d,1H),
7,42-7,31(m,1,7H),
1.027 Me SO:Me | H Me Et - 4,10(s,3H), 3,61-
3,52(m,0,7H),
3,33(q,1,3H), 3,22(s,3H),
3.,06(s,2H), 3,03(s,1H),
2,32(s,3H), 1,25(q.3H)
1.028 Me SO,Me | H Me Et CH,
1.029 Me SO;Me | H Et Me -
1.030 Me SO,Me | H Et Me CH,
THAMP(400MI ' xmopod
opm): 11,21-10,14(m,1H),
7,87(d,1H), 7,36(d,1H),
1.031 Me SO,Me | H Et Et - 7,31(s,1H), 4,10(s,3H),
3,56(q.2H), 3.31(q,2H).
3,21(s,3H), 2,33(s,3H),
1,33-1,21(m,6H)
1.032 Me SO,Me | H Et Et CH,
1.033 Cl Me H Me Me -
1.034 Cl Me H Me Me CH,
1.035 C1 Me H Me Et -
1.036 Cl1 Me H Me Et CH,
1.037 Cl Me H Et Me -
1.038 C1 Me H Et Me CH,
1.039 Cl Me H Et Et -
1.040 Cl Me H Et Et CH,
1H SIMP (400MT 'y,
DMSO0-d6) 5= 12,13 -
11,48 (m, 1H), 7,59 (s,
1.041 Cl Cl H Me Me - 1H), 7,51 (d, J=8,3 Ty,
1H), 7,23 (d, J=8,3 Ty,
1H), 3,97 (s, 3H), 3,06 -
2,96 (m, 6H)
1.042 Cl Cl H Me Me CH,
1.043 Cl Cl H Me Et -
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1.044 Cl Cl H Me Et CH,
1.045 Cl Cl H Et Me -
1.046 Cl Cl H Et Me CH,
1.047 Cl Cl H Et Et -
1.048 Cl Cl H Et Et CH,
1H SIMP (400MTw,
DMSO-d6) &= 11,86 (br
s, 1H), 7,83 - 7,39 (m,
1.049 Cl CF; H Me Me - 2H), 7,55 - 7,33 (m, 1H),
4,00 (s, 3H), 3,07 (brs,
3H), 2,99 (br s, 3H)
1.050 Cl CF; H Me Me CH,
1.051 Cl CF; H Me Et -
1.052 Cl CF; H Me Et CH,
1.053 Cl CF; H Et Me -
1.054 Cl CF; H Et Me CH,
6=10,42 (brs, 1H), 7,60
(d,J=8,2 T'y, 1H), 7,36 (s,
1H), 7,31 (d, J=8,1 T'n1,
1.055 Cl CF; H Et Et - 1H), 4,12 (s, 3H), 3,54 (q,
J=7,1Tu, 2H), 3,31 (q,
J=72Tu, 2H), 1,29 - 1,23
(m, 6H)
1.056 Cl CF; H Et Et CH,
1THAMP(400MI'y, DMSO-|
d6): 3,05(d,6H),
1.057 Cl SO,Me | H Me Me - 3,33(s,3H), 3,98(s,3H),
7,41(d,1H), 7,62(s,1H),
7.87(d,1H)
1.058 Cl SO.Me | H Me Me CH,
1.059 Cl SOMe | H Me Et -
1.060 Cl SO,Me | H Me Et CH,
1.061 Cl SO,Me | H Et Me -
1.062 Cl SO,Me | H Et Me CH,
1.063 Cl SO;Me | H Et Et -
1.064 Cl SO,Me | H Et Et CH,
1.065 CF; Me H Me Me -
1.066 CF; Me H Me Me CH,
1.067 CF; Me H Me Et -
1.068 CF; Me H Me Et CH,
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1.069 CF; Me H Et Me -

1.070 CF; Me H Et Me CH,

1.071 CF; Me H Et Et -

1.072 CF; Me H Et Et CH,

1.073 CF; Cl H Me Me -

1.074 CF; Cl H Me Me CH,

1.075 CF; Cl H Me Et -

1.076 CF; Cl H Me Et CH,

1.077 CF; Cl H Et Me -

1.078 CF; Cl H Et Me CH,

1.079 CF; Cl H Et Et -

1.080 CF; Cl H Et Et CH,

1.081 CF; CF; H Me Me -

1.082 CF; CF; H Me Me CH,

1.083 CF; CF; H Me Et -

1.084 CF; CF; H Me Et CH,

1.085 CF; CF; H Et Me -

1.086 CF; CF; H Et Me CH,

1.087 CF; CF: H Et Et -

1.088 CF; CF; H Et Et CH,

THAMP(500MI ", Xmopod)
opm): 8,23(d, 1H),
1.089 CF; SO:Me | H Me Me - 7.36(s,1H), 7.24(d, 1H),
4,11(s,3H), 3,27(s,3H),
3,07(d,6H)

1.090 CF; SO,Me | H Me Me CH,

1.091 CF; SO,Me | H Me Et -

1.092 CF; SO:Me | H Me Et CH,

1.093 CF; SO,Me | H Et Me -

1.094 CF; SO,Me | H Et Me CH,

1.095 CF; SO,Me | H Et Et -

1.096 CF; SO,Me | H Et Et CH,

1.097 SO,Me Me H Mec Me -

1.098 SO,Me Me H Me Me CH,

1.099 SO,Me Me H Mec Et -

1.100 S0,Me Me H Me Et CH,
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1.101 SO.Me [ Me |H Et Me -
1.102 SOMe | Me |H Et Me CH,
1.103 SOMe [ Me |[H Et Et -
1.104 SOMe [ Me |H Et Et CH,
1.105 SO,Me ca |n Me Me -
1.106 SO,Me cl H| Me Me CH,
1.107 SO,Me a [a] Me Et -
1.108 SO,Mc SEE Me Et CH,
1.109 SO,Me ca |H Et Mo -
1.110 SO,Me ca |H Et Mo CH,
1111 SO:Me cl H Et Et -
1112 SO, Me SEE Et Et CH,
1.113 SO,Me | CF; |H Me Me -
1.114 SO.Me | CFs |H| Me Me CH,
1.115 SO,Me | CF; |H| Me Et -
1.116 SOMc | CF; |H| Me Et CH,
1117 SO.Me | CF; |H Et Mo -
1118 SO,.Me | CF, |H Et Me CH,
1119 So.Me | Cr | H Et Et -
1.120 SO.Me | CF; |H Et Et CH,
1.121 SO,Mc | SO,Mc | H Me Me B
1.122 SO,Me | SO,Me |H| Mec Mo CH,
1.123 SO,Me | SO.Me |H| Mc Et -
1.124 SO.Me | sO.Me |H| Me Et CH,
1.125 SO.Me | so,Me | H Et Me -
1.126 SO,Mc | so,Me | H Et Me CH,
1.127 SO,Me | sO,Me | H Et Et -
1.128 SO,Me | SO,Me | H Et Et CH,
d =815 (d, 1=8.2 [y, 1H),
7,76 (d, J=8,1 'y, 1H),
1.129 cl SOMe [Me| Me Me -CH,0- |5.54 (s, 2H), 4,14 (s, 3H),
3,41 (s, 3H), 2,72 (s, 6H),
1,94 (s, 3H)
5= 11,21 (brs, 1H), 7,65 -
7,56 (m, 2H), 7,36 (br d,
1.130 cl CF; |H| CFCH- | Me - J=7,9 Tw, 1H), 4,21 (q,
J=9,0 Ty, 0.9H), 4,12 (s,
3H), 3,84 (q, J=8.4 T'w,
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1,1H), 3.21 (s, 3H)

Cl

CF;

Me -bernn

1H SIMP (400MTw,
xmaopodopm) & = 10,63 (br
s, 1H), 7,98 (s, 1H), 7,66
(d,J=8,2 Ty, 1H), 7,46 -
7,34 (m, 3H), 7,24 - 7,16
(m, 3H), 4,11 (s, 3H), 3,56,
(s, 3H)

Cl

-CH,CH,CH,CH,-

3=10,46 (brs, 1H), 7,58
(d, J=8,2 Ty, 1H), 7,49 (s,
1H), 7,30 (d, I=7,8 ',
1H), 4,09 (s, 3H), 3,63 (br
s, 2H), 3,33 (brt, J=6.4
T, 2H), 2,11 - 1,94 (m,
41

1.133

Cl

CF3

Me Et

Cl

CF;

CH,CH,CH,CH,CH

5

5= 10,52 (brs, 1H), 7,59
(d, J=8,1 Ty, 1H), 7,35 (s,
1H), 7,30 (d, ]=7,9 T,
1H), 4,11 (s, 3H), 3,67 (br
s, 2H), 3,34 (br s, 2H),
1,72 (br d, J=4,5 T, 2H),
1,64 (br s, 4H)

1.135

Cl

CF;

-CH,CH,OCH,CH,-

5=11,86 (brs, 1H), 7,71
(d, J=8,1 I'y, 1H), 7,66 (s,
1H), 7,41 (d, =79 T,
1H), 4,00 (s, 3H), 3,63 (br
s, 6H), 3,46 (br s, 2H)

1.136

Cl

CFz

Me Et

5= 10,46 (brs, 1H), 7,60
(d, J=8,1 Ty, LFD), 7,40 (s,
0,6H), 7,35 - 7,28 (m,
1.4H), 4.11 (s, 3H), 3,56
(g, J=6,8 [', 0,8H), 3,33
(q, J=7,2 T, 1,2H), 3,08
(s, 1,8H), 3,04 (s, 1,2H),
1,24 (brt, 1=7,0 T'y, 3H)

1.137

Cl

CF;

Me

Me Me

CH,CH,-

1.138

Cl

CF;

Me

Me Me

(o]

1.139

Cl

CF3

CFs

Me Me

7.59(d, 1H),7.31(d.J=8, 1HZ]
[ 171),4,11(s,3H),3,17(s,6H)

1.140

Cl

CF;

Me -iPr

IHAMP(400MI'w,d4-
metaHoa): 1,23-
1,32(m,6H), 2,90-
2,99(m,3H), 3,67-

3,83(m,1H), 3,99-
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4,09(m,3H), 7.30-
7.39(m, LH), 7,54(s, L),
7.61-7,72(m, LH)

1.141

SO,Me

-CH,CH,0CH,CH,-

THAMP(400MIM, d4-
mMeTanon): 3,26-
3,28(m,3H), 3.46-
3,53(m,2H), 3,71-
3,80(m,6H), 4,06(s,3H),
7,39(d.1H), 7.55(s, 1H),
7.98(d, 1H)

1.142

Cl

SO,Mc

Me

-CH,CF;

THAMP(400MI ' xmopod
opm): 8,04-8,00(m, 1 H),
7.63(d, 1H), 7.44-
7.39(m,1H), 4,23(q,
1H) .4,13(s,3H), 3,86(q,
1H), 3,29-3.17 (m.6H)

1.143

Mc

SO,Mc

Me

-CH,CF;

1HAMP(400MI 'y, d4-
merason): 7,92(d, 1H),
7,49(s,1H), 7.42(d,1H),
4,41-4.29(m, 1H), 4,14-
4,03(m,4H), 3,25-
3,13(m,6H), 2,27(s,3H)

1.144

Me

SO,Me

Me

-iPr

THAMP(400MTI ', xn0pod
opm): 7,89(d,1H), 7,43-
7,31(m,1,8H),
7,24(s,0,2H),
4.80(td,0,2H), 4,10(s,3H),
3,64(sepet,0,8H), 3,25-
3,17(m,3H), 2,98(s,2,3H),
2,90(s,0,7H), 2,31(s,3H),
1,28(d,6H)

1.145

Cl

SO,Me

Me

-therma

1HAMP(400MI'u,xnopod
opm): 10,24(brs, 1H),
7.97(d,1H), 7.84(s, |H),
7,43(d,1H), 7,39-
7,33(m,2H), 7,25-
7,13(m,3H), 4,11(s,3H),
3,56(s,3H), 3,23(s,3H),
2,36(s,3H)

1.146

Me

SO,Me

-CH,CH,OCH,CH,-

THAMP(400MI 'u,d4-
metanon): 7,90(d, 1H),
7.43-732(m,2H),
4,05(s,3H), 3,75(brs,6H),
3,45(brd,2H), 3,21(s,3H),
2.28(s,3H)

1.147

Me

CF;

-CH,CH,0CH,CH,-

ITHAMP(400MTI ', d4-
meranon): 7,58(d,1H),
7,39-7,31(m,2H),

4,05(s,3H), 3,72(brs,8H),
2,27(s.3H)

CFz

=
@

Me

Me

1HAMP(400MT 1y,dd-

Metano1)7,67(d, 1H),7.31(

d,1H).4,06(s,3H),3,1 1(s.,6
H).1,81(s,3H)

CHF,

Me

Me

CHF,

Me

Me

CH,

CHF,

Mec

Et

CHF,

Me

Et

CH,

CHF,

Et

Me

CHF,

Et

Me

CH,

CHF,

Et

Et

CHF,

juoi) usl facf fas} flasl fany fusy Jast

Et

Et

CH,
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[Tpumeps! repOUITUIHBIX COETUHEHUH 110 HACTOSIIEMY H300PETEHHIO

R /Rs
N
NN
R

CHs

>~o o R
N\N)\N)kdx_
H
R

Homep 2 2 4 5 3 H-SMP
N R R R R R X (8 CDCls, cemu He
YKa3aHO HHOC)

2.001 Me Me H Me Me -

2.002 Me Me H Me Me CH,

2.003 Me Me H Me Et -

2.004 Me Me H Me Et CH,

2.005 Me Me H Et Me -

2.006 Me Me H Et Me CH,

2.007 Me Me H Et Et -

2.008 Me Me H Et Et CH,

2.009 Me Cl H Me Me -

2.010 Me Cl H Me Me CH;

2.011 Me Cl H Me Et -

2.012 Mc Cl H Me Et CH,

2.013 Me Cl H Et Me -

2.014 Me Cl H Et Me CH,

2.015 Me Cl H Et Et -

2.016 Me Cl H Et Et CH,
'HSIMP (400

MI'y, d4-
MeraHon) 7,55

2.017 Me CF; H Me Me - Eg’ig; ;’52
(d,1H), 3,04
(s,6H), 2,51

(s.3H), 2,23 (s,3H)|

2.018 Mce CF; H Me Me CH,

2.019 Me CF; H Me Et -

2.020 Me CF; H Me Et CH,

2.021 Me CF; H Et Me -

2.022 Me CF; H Et Me CH,

2.023 Me CF; H Et Et -
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2.024 Me CF; H Et Et CH,
(DMSO0) 6=28,14
- 7,15 (m, 3H),
. 3,29 (s, 3H), 3,23
2.025 Me SO,Me H Me Me - 305 (m, 6H). 2.49
(brs, 3H), 2,32 -
2,15 (m, 3H)
2.026 Me SO,Me H Me Me CH,
8= 10,88(brs,1H),
7.86(d,1H),
7.33(s,0,7H),
7,30(d,1H),
7,24(s.0,3H), 3,62
3,51(m,0,7H),
2.027 Me SO,Me H Me Et - 3,30(q.1,3H),
3,21(s,3H).
3,05(s,2H),
3,01(s,1H),
2.54(s,3H),
2,29(s,3H), 1,32-
1,19(m,3H)
2.028 Me SO,Me H Me Et CH,
2.029 Me SO,Me H Et Me -
2.030 Me SO,Me H Et Me CH,
5=17091-
7,82(m,1H), 7,31-
7,27(m,2H),
3,55(q,2H),
2.031 Me SO,Me H Et Et - 3,28(q,2H),
3,20(s,3H),
2,54(s,3H),
2,29(s,3H),
1,26(td,6H)
2.032 Me SO,Me H Et Et CH,
2.033 Cl Me H Me Me -
2.034 Cl Me H Me Me CH,
2.035 Cl Me H Me Et -
2.036 Cl Me H Me Et CH,
2.037 Cl Me H Et Me -
2.038 Cl Me H Et Me CH,
2.039 Cl Me H Et Et -
2.040 Cl Me H Et Et CH,
2.041 Cl Cl H Me Me -

-26-



043046

2.042 a cl H | Me Mo CH,
2.043 cl Cl H | Me Bt ;
2.044 cl cl H | Mo Et CH,
2.045 cl Cl H Et Me ;
2.046 cl Cl H Et Me CH,
2.047 cl Cl H Et Et ;
2.048 al cl H Et Et CH,
(DMS0) 5= 7.60
- 7,50 (m, 2H),
718-7.11 (m,
2.049 a cF, | H | Me Me - ), 3.02 6. 310,
2,98 -2,90 (m,
3H), 2,46 - 2,33
(m, 3H)
2.050 cl CF, | H | Me Me CH,
2.051 a CF | H | Me Et ;
2.052 a CF, | H | Me Et CH,
2.053 cl CF, | H Er Mo -
2054 cl CF, | H Et Mo CH,
5=7.54(d,J=8.1
I, 1H), 7,29 -
7226 (m, 2H), 3.52
@ =7 2n),
2.055 c cr, | H Et Et Ly
2H), 2,54 (s, 3H),
1,28 - 1,21 (m,
6H)
2.036 a CF, | H Et Et CH,
5= 7.95(IH),
7.51(s,1H),
2.057 a |some | H | Me Me ; 7.28(d 1H), 3,30
(s, 3H),
3,10(s,6H),
2.51(s,3H)
2.058 | soMe | H | Me Mo CH,
2,059 | soMe | H | Me Et -
2.060 | soMc | H | Me Et CH,
2.061 | soMe | H Et Me ;
2.062 ¢t | soMe | H Et Mo i,
2.063 ¢ | soMe | H Er Et ;
2.064 | soMe | H Et Et CH,
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2.065 CFz Me H Me Mec -
2.066 CF; Me H Me Me CH,
2.067 CF; Me H Me Et -
2.068 CFs Me H Me Et CH,
2.069 CF; Me H Et Mec¢ -
2.070 CFs Me H Et Me CH,
2.071 CF; Me H Et Et -
2.072 CF; Me H Et Et CH,
2.073 CFz Cl H Me Me -
2.074 CF; Cl H Me Me CH,
2.075 CFs Cl H Me Et -
2.076 CFz Cl H Me Et CH,
2.077 CF; Cl H Et Me -
2.078 CF; Cl H Et Me CH,
2.079 CF; Cl H Et Et -
2.080 CF; Cl H Et Et CH,
2.081 CF; CF; H Me Me -
2.082 CF; CF; H Me Me CH,
2.083 CFs CFz H Me Et -
2.084 CF; CF; H Mec Et CH,
2.085 CF; CF; H Et Me -
2.086 CFs CF3 H Et Me CH,
2.087 CF; CF; H Et Et -
2.088 CFz: CF; H Et Et CH,
2.089 CFs SO,Me H Me Me -
2.090 CF; SO,Me H Me Me CH,
2.091 CFz SO, Me H Me Et -
2.092 CF; SO,Me H Me Et CH,
2.093 CF; SO,Me H Et Me -
2.094 CFs SO,Me H Et Me CH,
2.095 CF; SO,Me H Et Et -
2.096 CFz SO, Me H Et Et CH,
2.097 SO,Me Me H Me Me -
2.098 SO,Me Me H Me Me CH,
2.099 SO, Me Me H Me Et -
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2.100 SO.Me Me H Me Et CH;

2.101 SO,Me Me H Et Me -

2.102 SO,Me Me H Et Me CH,

2.103 SO.Me Me H Et Et -

2.104 SO,Me Me H Et Et CH,

2.105 SO,Me Cl H Me Me -

2.106 SO,Me Cl H Mec Me CH,

2.107 SO, Me Cl H Me Et -

2.108 SO,Me Cl H Me Et CH;

2.109 SO;Me Cl H Et Me -

2.110 SO:Mc Cl H Et Me CH,

2.111 SO,Me Cl H Et Et -

2.112 SO;Me Cl H Et Et CH,

2.113 SO:Mc CF; H Me Me -

2.114 SO,Mc CF; H Me Me CH,

2.115 SO,Me CF; H Me Et -

2.116 SO:Me CF; H Me Et CH,

2117 SO,Me CF; H Et Me -

2.118 SO,Me CF; H Et Me CH,

2.119 SO,Me CF; H Et Et -

2.120 SO,Me CF; H Et Et CH,

2.121 SO,Me | SO.Me H Me Me -

2122 SO,Me | SO,Me H Me Me CH,

2.123 SO;Me SO,Me H Me Et -

2.124 SO,Me | SO;Me H Me Et CH,

2.125 SO,Me | SO,Me H Et Me -

2.126 SOMe | SO.Me H Et Me CH,

2.127 SO,Me SO,Me H Et Et -

2.128 SO,Me | SO.Me H Et Et CH,
5=8,13(d, J=8,2
I'm, 1H), 7.75 (d,

J=8.2 T'y, 1H),
2.129 Cl SO,Me Me Me Me -CH,0- [5.,55 (s, 2H), 3,40
(s, 3H). 2,73 (s,
6H), 2,54 (s, 3H),
1,94 (s, 3H)
2.130 cl CF; H | CFiCH, Me - 5=17.54 (m, IH),
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- 7.40 (m, 1H), 7,31
(m, 1H), 4,19 (q,
J=9,0 ', 0.9H),
3,78 (q, J=8.4 ',
1,1H), 3,19 (s,
1,8H), 3,16 (s,
1,2H), 2,52 (s, 3H)

§=11,12 (brs,
1H), 7.97 (s, 1H),
7,60 (d, J=8.1 ',

1H), 7.41 - 7,36
2.131 Cl CF2 H Me -bernn - (m, 2H), 7.33 (d,

J=7,9 T'y, 1H),

7,22 -7.13 (m,
3H), 3,54 (s, 3H),

2,38 (s, 3H)

5= 7,60 - 7,50 (m,
DH), 7,28 (d, J=8.6

N . S Tu, 1H), 3,60 -
2132 cl CF; H | -CHCH,CH,CH,- S e
(s, 3H), 2,05 - 1,94
(m, 4H)
2.133 Cl CF; Me Me Et -
2.134 Cl CF; H CH,CH,CH,CH,CH -
2.135 Cl CF; H -CH,CH,0CH,CH,- -
5= 10,15 (brs,
1H), 7,55 (d, J=8.2
T, 1H), 7,35 (s,
0.6H), 7.29 (d,
J=8.2 T, 1H),
7,26 (s, 0.4H),
2.136 cl CF, H Me Et . 3,54 (q, J=6.9 ',
0.8H), 3,31 (q,
J=7.2 T, 1,2H),
3,04 (s, 1,8H),
3,01 (s, 1,2H),
2,54 (s, 3H), 1,26
1,20 (m, 3H)
2.137 Cl CF, Me Me Me CH,CH,-
2.138 Cl CF; Me Me Me (0]
2.139 Cl CF2 CF; Me Me -
) \ By 1THAMP(400MTI w,|
2.140 cl CF, H Me -iPr - deranon 18-
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1,34(m,6H), 2,45-
2,54(m,3H), 2,90-
3,00(m,3H), 3,68-
3,80(m,1H), 7.21-
7,31(m, 1H),
7,36(d,1H),
7,53(s,1H), 7,58-
7,70(m, 1H)

2.141

Cl

SO,Mc H -CH,CH,0CH,CH,-

2.142

Cl

SO,Me H Me -CH,CF;

5=38.01-
7,96(m, 1H), 7,56~
7.40(m,2H), 4,27-
4,17(m, 1H),
3,81(q, 1H), 3,26-
3,14(m,6H),
2,55(s,3H)

2.143

Me

SO, Me H Me -CH,CF;

1HAMP(400MTI'1,
d4-meranomn):
7,89(d,1H),
7,48(s,1H),
7,31(d,1H),
4,34(q,0,7H),
4,08(q,1,3H),
3,26-3,10(m,6H),
2,51(s,3H),
2,23(s,3H)

2.144

Me

SO,Me H Me -iPr

1HAMP(400MTI 'y,
d4-meranomn):
7.87(d,1H),
7.43(s,0,8H),
7,27(d,1,2H),
3,72(td,1H),
3,22(s,3H),
3,00(s,2,4H),
2.92(s,0,6H),
2,51(s,3H),
2,24(s,3H),
1,28(d,6H)

2.145

Cl

SO,Mc H Me -(henun

8= 17,96(d,1H),

7.87(s,1H), 7,41-

7,34(m,3H), 7,25-
7,14(m,3H),
3,56(s,3H),
3,23(s,3H),
2,43(s,3H),
2,35(s,3H)

2.146

SO,Me H -CH,CH,0CH,CH,-

THAMP(400MI 'y,
d4-meranon):

7.87(d,1H),
7,36(s,1H),
7.28(d,1H),
3,75(brs,6H),
3,54-3,37(m,2H),
3,20(s,3H),
2,51(s,3H),
2,24(s,3H)

2.147

Me

CF; H -CH,CH,0CH,CH,-

1HAMP(400MT 1,
d4-meranon):
7,55(d,1H),
7,34(d,1H),
7,25(d,1H), 3,81-
3,36(m,8H),
2,51(s,3H),
2,23(s,3H)

2.148

Cl

CF; Me Me Me

IHAMP(400MTI 'y,
d4-
meranon)7,64(d, 1
H).7.23(d,1H).3,1
0(s,6H),2,50(s,3H)|
,1,80(s,3H)

2.149

CHF, Me Me

2.150

CHF, Me Me

CH,

2.151

CHF, Mec Et

2.152

CHF, Me Et

CH,

2.153

CHF, Et Me

2.154

CHF, Et Me

CH,

2.155

CHF, Et Et

2.156

jusl usl [anl Janll fanll fanl) Jasl Rus)

CHF, Et Et

CH,
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Tabnuma 3
[Tpumeps! repOUITMIHBIX COSTUHEHUH 110 HACTOSIIEMY H300PETEHHIO
) R4 R5
9 o R /
X— V\)_ N\ 6
Yae "
OH R’
Hosiep , . \ . . 1H-AMP
coeauHeH R R R R R X (8 CDCls, eciu He
VKa3aHO HHOE)
3.001 Me Me H Me Me -
3.002 Me Me H Me Mc CH,
3.003 Me Me H Me Et -
3.004 Me Me H Me Et CH,
3.005 Me Me H Et Me -
3.006 Me Me H Et Me CH,
3.007 Me Me H Et Et -
3.008 Me Me H Et Et CH,
3.009 Me Cl H Me Me -
3.010 Me Cl H Me Me CH,
3.011 Me Cl H Me Et -
3.012 Me Cl H Me Et CH,
3.013 Me Cl H Et Me -
3.014 Me Cl H Et Mc CH,
3.015 Me Cl H Et Et -
3.016 Me Cl H Et Et CH,
1HAMP(400MTI ,d4-
METaHOI)
3.017 Me cF, |H| Me Me - (21(?;3)];287(1: 5‘;:;)274
0(t,4H),2,11(s,3H),1,97(qu
in, 2H)
3.018 Me CF; H Me Me CH,
3.019 Me CF; H Me Et -
3.020 Me CF; H Me Et CH;
3.021 Me CF; H Et Me -
3.022 Me CF: H Et Me CH,
3.023 Me CF; H Et Et -
3.024 Me CF; H Et Et CH,
3.025 Me SO:Me | H Me Me - (DMSO0) 8 =17,66 (d,
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J=8,1 I'ry, 1H), 7.40 (s,
1H), 6,90 (d, I=8,2 ',
1H), 3,24 (s, 3H), 3,00 (br
d, J=4,6 Tu, 6H), 2,64 -
2,51 (m, 4H), 1,99 - 1,91

(m, 5H)
3026 Me | SOMe | H| Me Me CH,
3027 Me | SOMe |H| Me Et -
3028 Mc | SOMc |H| Me Et CH,
3.029 Me | SO.Me |H| Et Me -
3.030 Me | SOMe |H| Et Me CH,
3031 Mc | SOMc | H | Et Et -
3032 Me | SO.Me |H| Et Et CH,
3033 cl Me |H| Mo Me -
3034 cl Me |H| Me Me CH,
3035 cl Mo |H| Mo Et -
3036 a Me |H| Mo Et CH,
3037 cl Me |H| E Me -
3038 cl Me |H| Et Me CH,
3039 cl M |H| E Et -
3.040 cl Me |H| Et Et CH,
3041 cl a |H| M Me -
3042 cl a |H| M Mc CH,
3043 cl a|H| M Et -
3044 cl a |H| M Et CH,
3045 cl a |H| E Me -
3046 cl a |H| E Me CH,
3047 cl a |H| E Et -
3048 a a |H| E Et CH,
(DMS0): 7.59 - 7.49 (.
2H), 6,94 (d. J=8.1 T,
3.049 a ek |H| Me Me S Pys (?ﬁ(,);S)',}zl;)E) 2
(i, 4H). 1,93 (quin, J=6.3
T, 2H)
3050 cl CF, |H| Mc Mc CH,
3051 cl CF, |H| Mo Et -
3052 a CF, |H| Mo Et CH,
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3.053 cl CF, |H| E Me -

3.054 cl CF, |H| E Me CH,

3.055 cl CF, |H| E Et -

3.056 cl CF: |H| E Et CH,

THAMP(400MTI i x0pod
opm): 7,95(d,1H),
3.057 | soMe |H| Me Me . ;‘gg;ﬁ; 2328 (I)E;
2.80(t.2H), 2.45(t, 2H),
2.06(quin,2H)

3.058 Cl | SOMe |H| Me Me CH,

3.059 Cl | SOMe |H| Me Et -

3.060 cl | soMe |H| Mo Et CH,

3.061 | soMe |H| Et Mo ;

3.062 Cl | SoMe | H| Et Me CH;

3.063 | SOMe |H| Et Et ;

3.064 Cl | soMe |H| Et Et CH,

3.065 CF, Me |H| Me Me ;

3.066 CF, Me |H| Me Me CH,

3.067 CF; Mc |H| Me Et -

3.068 CF, Me |H| Mec Et CH,

3.069 CF, Me |H| E Mo ;

3.070 CFs Me |H| Et Me CH;

3.071 CF; Me | H| Et Et ;

3072 CF, Mc |H| E Et CH,

3.073 CF, | H| Me Me ;

3.074 CF, c |H| Me Me CH,

3.075 CF; a |H| Me Et -

3.076 CF; a |H| Me Et CH,

3077 CF, a |H| ® Mo ;

3.078 CFs a |H| E Me CH;

3.079 CF; a |H| E Et ;

3.080 CF, a |8| ® Et CH,

3081 CFs CF. |H| Me Me ;

3.082 CFs CF, |H| Me Me CH,

3.083 CF: CF, |H| Me Et ;

3.084 CF, CF, |H| Me Et CH,
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3.085 CF; CF; H Et Mec -
3.086 CF; CF; H Et Me CH,
3.087 CF3 CF3 H Et Et -
3.088 CF; CFz H Et Et CH,
3.089 CF; SO,Me | H Me Me -
3.090 CF3 SO,Me | H Me Me CH,
3.091 CF; SO,Me | H Me Et -
3.092 CF; SO,Me | H Me Et CH,
3.093 CF; SO,Me | H Et Me -
3.094 CF; SO;Me | H Et Me CH,
3.095 CF; SO,Mc¢ | H Et Et -
3.096 CFs SO;Me | H Et Et CH,
3.097 SO,Me Me H Me Me -
3.098 SO, Mc¢ Me H Me Me CH,
3.099 SO,Mc¢ Me H Me Et -
3.100 SO,Me Me H Mec Et CH,
3.101 SO, Me Me H Et Me -
3.102 SO,Me Me H Et Me CH,
3.103 SO,Me Me H Et Et -
3.104 SO,Me Me H Et Et CH,
3.105 SO,Me Cl H Me Me -
3.106 SO,Me Cl H Me Me CH,
3.107 SO,Me Cl H Me Et -
3.108 SO,Me Cl H Me Et CH,
3.109 SO,Me Cl H Et Me -
3.110 SO,Me Cl H Et Me CH,
3.111 SO,Me Cl H Et Et -
3.112 S0O,Me Cl H Et Et CH,
3.113 SO,Mc¢ CF; H Me Me -
3.114 SO,Me CF; H Me Me CH,
3.115 SO,Me CF; H Me Et -
3.116 SO,Me CF; H Mec Et CH,
3.117 SO,Me CFs H Et Me -
3.118 SO,Me CF; H Et Me CH,
3.119 SO, Mc CF; H Et Et -
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3.120 SO,Me | CF: |H|[ Et Et CH,
3.121 SO,Mc | SO,Me |H | Mo Mo -
3.122 SO.Me | SO.Me |H| Me Me CH,
3.123 SO:Me | SO.Me | H [ Mo Et -
3.124 SO,Me | SO,Me |H [ Mo Et CH,
3.125 SO.Me | SO.Me |H| Et Me -
3.126 SO.Me | SO.Me |H| Et Me CH,
3.127 SOMe | SO,Me | H | Et Et -
3.128 SO,Me | SO,Me |H [ Et Et CH,
5=3,12 (d, J=8,1 Ty, 1H),
5,54 (s, 2H), 3,37 (s, 3H),
3.129 cl SO,Me [Mc| Me Me -CH,0- 2;38(15&6:;624 L‘;f:& 4
I', 2H), 2,13 - 2,02 (m,
2H), 1,92 (s, 3H)
HSIMP(400MI 11,d4-
meranon): 7,69-
3.130 cl e, | m | B e . 6793(7&41(}111;2;,{;}7(7&?3:6H)_
4.11(q, 1.4H). 3,17(s,3H),
2,87-2,40(m,4H),
2,04(quin,2H)
3.131 cl CF, |[H| Me -berun -
3.132 cl CF; | H| -CH,CH,CH,CH,- -
3.133 Cl CF, [Me] Me | Et -
3.134 cl CF. |H | CH,CH,CH,CH.CH -
3.135 cl CF; |H | -CH,CH,OCH,CH,- -
3.136 cl CF, |[H| Me Et -
3.137 cl CF; |Me| Me Me CH;CHZ_
3.138 cl CF:  [Me| Me Me 0
3.139 cl CF, |CR[ Me Me -
3.140 cl CF; |[H| Me ~iPr -
3.141 cl SO;Me | H | -CH,CH,OCH,CH,- -
3.142 cl so,Me [H| Me | -CHCF, -
3.143 Me | SO.Me [H| Me [ -CH.CF; -
3.144 Me SO,Me | H Me -iPr -
3.145 cl SO,Me |H| Me r— -
3.146 Me | SO.Me | H | -CH,CH,OCH,CH,- -
3.147 Me CF, | H | -CH,CH,OCH,CH,- -
3.148 cl CF:  [Me| Me Me -
3.149 cl CHF, |H| Me Me -
3.150 cl CHF, [H| Mo Mo CH,
3151 cl CHF, [H| Me Et -
3.152 cl CHF, [H| Me Et CH,
3.133 cl CHF, |H]| Et Me -
3.154 cl CHF, [H| Et Me CH,
3.135 cl CHF, [H| Et Et -
3.136 cl CHF, |H]| Et Et CH,
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Tabnuma 4
HpI/IMepLI Fepﬁl/IHI/IILHLIX COEIMHCHUH 110 HaCTOAIEMY I/I306peT€HI/IIO
CH 8
/s 2 R
/N —N 0 R —N
N, X=N"" N\ 9
>
NN \, R
H
3 R
R
H 1H-SIMP
omep R? R} R’ R® R’ X (8 CDCls, ecau He ykasaHo|
COCUHCHHS
HHOC)
4.001 Me Me Me Mc | McO -
4.002 Me Me Me Me MeO CH,
4.003 Me Cl Me Me MeO -
4.004 Me Cl Me Me MeO CH,
4.005 Me CF; Me Me MeO -
4.006 Me CF; Me Me | McO CH,
4.007 Me SO;Me Me Me MeO -
4.008 Me SO,Me Me Me MeO CH,
4.009 Cl Me Me Me MeO -
4.010 Cl Me Me Me | MeO CH,
4.011 Cl Cl Me Me | MeO -
4.012 Cl Cl Me Me MeO CH,
4.013 Cl CF; Me Me MeO -
4.014 Cl CF; Me Me | MeO CH, |(Mecraunon)d=794-7.84
(m, 1H), 7,79 (d, J=8,1 T,
1H), 4,67 (s, 2H), 4,08 (s,
3H), 3,68 (s, 3H), 2,51 (s,
3H), 2,05 (s, 3H)
4.015 Cl1 SO,Me | Me Me MeO -
( Meranon) 6 = 8,20 (d,
J=82Tu, 1H), 7,83 (d,
, J=8,1Twu, 1H), 4,95 (s,
4.016 Cl1 SO,Me | Me Me McO CH; 2H). .06 (5. 3H), 3.68 (5,
3H), 3,27 (s, 3H), 2,60 (s,
3H), 2,06 (s, 3H)
4.017 CF; Me Me Me MeO -
4.018 CF; Mc Me Me McO CH,
4.019 CF; Cl Me Me McO -
4.020 CF; Cl Me Me MeO CH,
4.021 CF; CF; Me Me MeO -
4.022 CF; CF; Me Me MeO CH,
4.023 CF; SO;Me Me Me McO -
4.024 CF; SO,Me | Me Me McO CH,
4.025 SO,Me Mec Me Me McO -
4.026 SO,Me Me Me Me MeO CH,
4.027 SO,Me Cl Me Me MeO -
4.028 SO,Me Cl Me Me MeO CH,
4.029 SO,Me CF; Me Mc McO -
4.030 SO,Me CF; Me Me McO CH,
4.031 SO,Me | SO,Me | Me Me MeO -
4.032 SO,Me | SO,Me | Me Me McO CH,
1H SIMP (400MTI'u,
Meranon) d = 8,29 - 8,22
(m, TH), 7,99 - 7,88 (m,
) 1H), 5,37 (s, 2H), 4,06 (s,
4.033 Cl SO,Me | Me Me CN CH, 3H). 3,93 (s. 1H), 2,95 (s,
2H), 2,83 - 2,78 (m,
1H), 2,68 - 2,65 (m, 1H),
2,47 (s, 2H).
1H AMP (400MTI'1y,
Meranon) d = 7,90 (d,
J=8,1 Ty, 1H), 7,83 (s,
4.034 Cl1 CF; Me Me CN CH, 1H), 5,09 (s, 2H), 4,06 -
3,95 (m, 3H), 2,84 (s,
2,25H), 2,74 (s, 0,75H),
2,64 (s, 0,75H), 2,47 (s,
2.25H)

-37 -



043046

Tabnuma 5

[Tpumeps! repOUITUIHBIX COETUHEHUH 110 HACTOSIIEMY H300PETEHHIO
CHs; 8

H W
R3
Hovep , , : . , 1H-5SIMP ,
P R R R R R X (8 CDCl;, i[c;()p; ;-IC YKa3aHO

5.001 Me Me Me Me MeO -
5.002 Me Me Me Me McO CH,
5.003 Me Cl Me Me McO -
5.004 Me Cl Me Me | MeO CH,
5.005 Me CFs Me Me MeO -
5.006 Me CF; Me Me MeO CH,
5.007 Me SO,Me | Me Me | McO -
5.008 Me SO,Me Me Me MeO CH,
5.009 Cl Me Me Me MeO -
5.010 Cl Mec Me Mc | McO CH,
5.011 Cl Cl Me Mc | McO -
5.012 Cl Cl Me Me | MeO CH,
5.013 Cl CF; Me Me McO -

( Meranon) 6 =783 (d,
J=8,1Tu, 1H), 7,68 (d,
5.014 Cl CF; Me Me | MeO CH, J=8,1 T'u, 1H), 4,65 (s,
2H), 3,68 (s, 3H), 2,55 -
2,44 (m, 6H), 2,04 (s, 3H)

5.015 Cl SO;Me Me Me MeO -
(MeTanon) 6= 8,18 (d,
J=8,2 'y, 1H), 7,75 (d,
5.016 c |soMe| Me | Me | MeO | cHL 21{1:)83261;“(51%)439 ;7(5(5:
3H), 2.59 (s, 3H), 2.51 (s,
3H), 2,06 (s, 3H)
5.017 CF, | Me | Mo | Mo | Mc0 | -
5.018 CF, | Me | Me | Me | McO | CHs
5.019 CF, | Me | Me | MO | -
5.020 CF, | Mc | Mc | McO | cH,
5.021 CF, | B | Me | Me | MeO | -
5.022 CF, | CF | Me | Me | MeO | CH,
5.023 CF; SO,Me¢ Me Me¢ McO -
5.024 CF; SO,Me¢ Me¢ Mc¢ McO CH,

5.025 SO,Me Me Me Me MeO -
5.026 SO,Me Me Me Me MeO CH,
5.027 SO,Me Cl Me Me MeO -
5.028 SO,Me Cl Me Me MeO CH,
5.029 SO,Me CF; Me Me MeO -
5.030 SO,Me CF; Me Me MeO CH,
5.031 SO,Me | SO,Me Me Me MeO -
5.032 SO,Me | SO,Me Me Me MeO CH,
5.033 Cl SO,Me | Me Me CN CH,
5.034 Cl CF; Me Me CN CH,

-38 -



043046

Tabnuma 6
IIpumMeps! repOUIMIHBIX COSAMHEHU MO HACTOSIIEMY N300PETCHIIO

8
2 R
(o] >
o} R N
\

saeal
R

OH R’
Hoep , ; ) ) , IH-IMP

P R R R R R X (8 CDCl;, eciu He yxasaHo|

HHOC)

6.001 Me Me Me Me McO -
6.002 Me Me Me Me MeO CH,
6.003 Me Cl Me Me McO -
6.004 Me Cl Me Me McO CH,
6.005 Me CF; Me Me McO -
6.006 Me CF; Me Me MeO CH,
6.007 Me SO,Me | Me Me McO -
6.008 Me SO.Mc | Me Mc | McO CH,
6.009 Cl Me Me Mc | McO -
6.010 Cl Me Me Me | MeO CH,
6.011 Cl Cl Me Me McO -
6.012 Cl Cl Me Mc | McO CH,
6.013 Cl CF; Me Me | MeO -
6.014 Cl CF; Me Me | MeO CH,
6.015 Cl SO,Me Me Me McO -
6.016 Cl SO,Me | Me Me | MeO CH,
6.017 CF; Me Me Me | MeO -
6.018 CF; Me Me Me McO CH,
6.019 CF; Cl Me Me | MeO -
6.020 CF; Cl Me Me | MeO CH,
6.021 CF; CF; Mc Mc McO -
6.022 CF; CF; Me Me McO CH,
6.023 CF; SO,Me | Me Me | MeO -
6.024 CFs SO:Me Me Me MeO CH,
6.025 SO,Me Me Me Me MeO -
6.026 SO,Me Me Me Me | MeO CH,
6.027 SO,Me Cl Me Me | MeO -
6.028 SO,Me Cl Me Me MeO CH,
6.029 SO;Me CF; Me Mc | McO -
6.030 | SO,Me [ CF; Me | Me | MeO | CH,
6.031 SO:Me | SO-Me | Me Mc | McO -
6.032 SO,Me | SO,Me | Me Me | MeO CH,
6.033 Cl SO,Me | Me Me CN CH,
6.034 Cl CF; Me Me CN CH,
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Tabmnuma 7
IIpumMeps! repOUIMIHBIX COSAMHEHU MO HACTOSIIEMY N300PETCHIIO

/CH3

Homep R | r 1H-MP
COEIMHEHNS (8 CDCls, ecitit He yKa3aHO WHOE)

7,95 (d, 1H), 7,33 (d, 1H), 7,27 (s,
1H), 4,47 (q, J=7,3 Ty, 2H), 3,22 (s,
3H), 3,07 (br d, 6H), 2,31 (s, 3H),
2,08 (s, 3H), 1,64 (t, J=7,3 T, 4H)

1HAMP(400MI 1, d4-
meranon)7,89(d,1H),7,38-
7,30(m,2H), 5,49(s,1H), 4,34(t,2H),
3,23(s,3H), 3,08(brd,6H),
2,28(s,3H), 2,08-1,93(m,2H),
0,98(t,3H)
9,74-9,22(m, 1H), 7,94(d, 1H), 7,26~
7,23 (m, 2H), 4,62(t,2H), 3,84(t,2H),
3,37(s,3H), 3,22(s,3H), 3,07(d,6H),
2,33(s,3H)

7.001 Et Me |SO,Me

7.002 nPr Me [SO,Me

7.003 Me |SO,Me

CH,CH,0CH3;

BuoJsiornyeckue npuMephl
CeMeHa psa TECTHPYEMBIX BHIIOB BBICEBAalM B CTaHAApTHYI mouBy B ropmkax: (Lolium perenne
(LOLPE), Amaranthus retoflexus (AMARE), Abutilon theophrasti (ABUTH), Setaria faberi (SETFA), Echi-
nochloa crus-galli (ECHCG), Ipomoea hederacea (IPOHE)). ITocne xynbTHBHPOBAaHUS B TEYCHUE OIHOTO JHS
(10 TOSIBJICHUS BCXOJIOB) WJIH TOCIIE 8 THEH KyITbTUBUPOBAHHS (IIOCIIE MOSIBIICHHS BCXOIOB) B KOHTPOIHPYEMBIX
ycnoBusax B Temune (npu 24/16°C, nens/Hous; 14 4 cBeToBoro mepuona; 65% BIAXKHOCTH), paCTEHUS OIpEI-
CKHBAJIM BOJHBIM PACTBOPOM JIJIsl OTIPHICKUBAHMS, TTOTYICHHBIM U3 COCTaBa C TCXHUYECKAM aKTHBHBIM HHTPEIH-
SHTOM B pacTBope aneTon/Bona (50:50), comepxkarmem 0,5% Tween 20 (MOJIMOKCHATHICHCOPOUTAHMOHOIAY AT,
CAS RN 9005-64-5). Coemunenus npumeHsua pu 500 1/ra, ecu He yKa3zaHO WHOE. 3aTeM TeCTUpYeMbIEe pac-
TEHHMS BHIPAIIMBAIIN B TEIUTUIIE IPY KOHTPOJIMPYEMBIX YCIOBHAX B Teruuue (rpu 24/16°C, nens/Hous; 14 4 cBe-
TOBOTO Tepuofa; 65% BIIAXXHOCTH) M IIOJIMBAIM IBaXXKIH! B JIeHb. Yepes 13 mHeil B ciryyae MpUMEHEHHS 10 | T10-
CJIe TIOSIBJICHHUSI BCXOJOB TECTUPYEMOE pPAcTCHHE OICHWBAJIM B OTHOIICHHWH CTECIIEHH HAHECEHHOTO PACTECHHUIO
TIOBPEXXICHUS B IPOLIEHTAaX. 3HAUEHUS OMOJIOTHYECKO aKTHUBHOCTH ITOKA3aHBI B CIEAYIOMIEH TabuIe 1Mo IsTH-
6amnpHo# mKane (5=80-100%; 4=60-79%; 3=40-59%; 2=20-39%,; 1=0-19%).
Tabmmma Bl
Coegmuenne | ITpumenenue ITOCJIE mosBneHus1 BCXOIO0B TTpumenenne JO mOsSBICHHS BCXOJ0B
AMARE | ABUTH | SETFA | ECHCG | IPOHE | AMARE | ABUTH | SETFA | ECHCG | IPOHE
5 5

1.017
1.025
1.027
1.031
1.041
1.049
1.055
1.057%*
1.129
1.130
1.131
1.132
1.135%
1.139
1.140
1.142%
1.144
1.145
1.148
2.017
2.025
2.027
2.031
2.049
2.055
2.129
2.131
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2.132
2.140
2.142%
2.143
2.144
2.148
3.017
3.025
3.049
3.057
3.130
4.014
4.016
5.016
7.002
7.003

(-)=Her naHHBIX.
* JIpumenenue npu 250 r/ra.
** [Ipumenenne mpu 125 r/ra.
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Tabnmma B2
CpaBHUTENBHbBIN SKCIIEPUMEHT MPOBOIIIH IJIsl IEMOHCTPALIUH [TPEUMYILECTBA, 00eCTIeUnBAEMOTO COSTUHEHHSI-
MU TI0 HacTOAIIEMY n300pereHuto. Takum o6pazom, Oroiorudeckyro s dexruBHOCTh coenuuenus 1.049 mo
HACTOSIIEMY H300peTeHHIO cpaBHUBAIH ¢ coenuneHreM Cl, KOTopoe IpencTaBiseT co00i coeJMHeHNE Ha OC-
HOBE aHWJIMHA TOTO THIIA, KOTOPBIK ykazan B W02012/028579. Pe3ynsraTsl npeacraBieHs! B Buae (%) Habmro-
JlaeMoi (PUTOTOKCHYHOCTH. Pe3ylbTaT IeMOHCTPUPYET, YTO COSANHEHHUS IO HACTOSIIEMY H300peTeHnIo obec-
MEYMBAIOT 3HAYUTEIHHO YIIYUYIICHHBI KOHTPOJIb IPOOJIEMHBIX BUIOB COPHSAKOB, HAIPUMED, NTPH IIPUMEHEHUH
Ha Echinochloa crus-galli (ECHCG) u Setaria faberi (SETFA) npu cxonHbIX HOpMaxX NpHUMEHEHUS

Coenunenne Hopwma 1/ | Ilpumenenne ITOCJIE | ITpumeneHue J0
ra NOSABJICHUST BCXO0B IMOsIBJICHUS BCXOA0B
ECHCG | SETFA | ECHCG | SETFA
1.049
0 N—N
AN
R RN 31 90 90 90 90
F Cl
N
W
AN
Cl
NN,
%@Ei At
N 31 0 20 0 0
Hoo
F
Cl
F  NHp
DOPMVYIJIA NU3OBPETEHUA
1. Coennnenue dpopmyisl (1)
o]
Q
R R’
X
\ U
z

WJIM €T0 arpOHOMHYECKH TIpHeMIIeMast COJIb,

e R? BBIOpaH W3 Tpymmel, coctosmedr w3 ramoreHa, Ci-Ceankmma, C;-Cgnukmoankuma, Ci-
Cgranorenankuna u -S(0),C,-Ceankuna;

R’ BBIOpaH M3 IPYMIBI, cocTosmel u3 ranorena, C;-Cqankuna, C,-Cgranorenankuna u -S(0),C;-Ceankuna;

Q npencrapnseT coboit Q'

< \
e
1a, N
Q! :
R npencrasuseT coooit C-C amkmn- umu C;-Cs-ankokcu-C -Cs-ankui-;
X mpexacrasisiet coboit -(CH,),-, 1 n paBHsieTcs 0;
Z npencrasiser coboit Z':
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z! :

R* BBIOpaH W3 rpynmbl, coctosmedi w3 Bomopoma, Ci-Ceankmma, Ci-Cgranmorenankmma u Cs-
CLIMKIIOAJTKHIIA;

R’ BBIOpaH U3 TPYIIEL, cocTosieii u3 Bogopona, C-Ceankmna u C-CgranoreHankunia;

R® BBIOpaH W3 TPYIIBI, cocrosmeil u3 Bogoponaa, Ci-Csankmna, C;-CqragoreHankuia, IHaHo U (eHIa,
rae GeHmT HeoOA3aTeIbHO 3aMelIeH 1, 2 Wi 3 3aMeCTUTEISIMH, BEIOPAHHBIMU W3 TPYIIIBI, COCTOSIICH U3 Tayio-
rena, C,-Cgankuia, C,-Cgranorerankuia u C,-CzaIKOKCH; WX

R’ u R® BmecTe npexacrasnsior codoit -CH,CH,CH,CH,, -CH,CH,CH,CH,CH,- unmu -CH,CH,OCH,CH,-;
u

p=0, 1 wmm 2.

2. Coegunenue 1o 1.1, rae R? BBIOpaH U3 TPyMIbI, cocTosmei u3 metmia, Cl, -CF; n -SO,meTnna.

3. Coenunenue mo 1.1, rae R’ BBIOpaH U3 rpymninel, cocrosmeit u3 metmna, Cl, -CF; u -SO,metnna.

4. CoeuHEHHE IO JTFOOOMY W3 MPEIBIIYIINX TYHKTOB, T/IC R" BBIOpaH U3 TPYIIIBL, COCTOSIICH U3 METHIIA,
STHJIA U H-TIPOITHIIA.

5. lepOuruaHas KOMIO3UIMS, COACpIKAIas COCIUHCHHE IO JIFOOOMY U3 MM.1-4 U MpHEeMIEMOE C TOYKH
3PEHUS CEIBCKOTO X035 HUCTBA BCIOMOTaTeIbHOE CPENICTBO JIJIsl COCTABICHHUS.

6. TepOunuaHass KOMITO3UIMS 110 I1.5, TOMONHUTEIBHO COJAEpIKaIlas M0 MEHBIICH Mepe OJWH JOMOIHH-
TeJIbHBINA TePOUIH] WM aHTUAOT TepOonIna.

7. Cioco0® KOHTPOJISI COPHIKOB B MECTE MPOU3PACTAHHS, BKIIOUYAIONTHI MPUMEHEHHUE 110 OTHOIICHHIO K Me-
CTy MPOU3PACTAHUS TOCTATOYHOTO JJIsI KOHTPOJISI COPHSIKOB KOJMYECTBA KOMITO3UITUH TI0 JIFOOOMY M3 L. 5, 6.

8. [Ipumenenne coenuuenus popmyisl (1) mo m.1 B kauecTBe repOUIUAA.

@ EBpa3suiickasi naTeHTHas opraHusauusi, EAMB
Poccus, 109012, MockBa, Manblit Yepkacckuii nep., 2
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