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abo an?lHﬂTHo'l' 3 MOrnagy CinbCbKOro rocnofapcTBa Cofi 3a3HavyeHMX Crnonyk, Ae BU3HAYeHHs Ans
x4, RY R% RY R5, G Ta n HaBefeHi B AaHOMYy OOKyMeHTi. [laHnin BUHaxia, KpiM TOro, CTOCYETbCHA
repBiumMaHNX KOMMNO3uLUin, sKi MiCTATbL cnonyky dopmymu (1), Ta iXHbOro 3actocyBaHHa Ans 6opoTeom
3 Oyp'AHamMm, 30kpema cepef CinbCbKOrocnoAapCbKMX KynbTyp KOPUCHUX POCIIVH.
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HaHunii BUHaxig BigHOCUMTBLCSA OO HOBUX repbilMaHMX Cnonyk, cnocobiB ix ogepxaHHs, repbiungHmnx
KOMMO3KLIN, siKi MICTATb HOBI MOXiAHi, Ta OO0 IXHLOrO 3acTocyBaHHA Ans 6opoTbbu 3 Byp'aHamu,
30Kpema, cepef CifllbCbKOrocnoAapCbkuX KyrnbTyp KOPUCHMX POCIWH, abo Ansi NPUrHiYEHHSs poCTy
POCIIVH.

lepOiungHi  nipmgasuHoHn Bigomi 3 WO02009/086041. Kpim Toro, repOiungHi 5/6-4neHHi
reTepoumkrin-aamiwieHi nipygasumHonn eigomi 3 WO 2011/045271. [daHuni BMHaxig 3acHOBaHWA Ha
iaeHTUiIKauil anbTepHaTUBHMX TeTEpPOUUKIIN-3amillleHnX nipuaasvHOHIB, SKi XapaKkTepusyloTbCs
noKpaLeHnMu repoiunaHMMmM BNacTMBOCTAMM.

Takum ymHoM, BIANOBIAHO A0 AAHOro BMHaxody npeactasneHa cnonyka dopmynu (1),

R5

X
[\ 2
RV N R™ ()

abo i NpuHATHa 3 NornsaAy CinbCbKOro rocnogapcTea Cinb,

ae

X' siBnsie coboto N abo CR*;

R obpaHun 3 rpynu, wo cknagaetbcs 3 C,-Chankiny, Ci-Crankoken-Cq-Crankiny, C,-CiankeHiny,
C;-C,ranorenarnkiny, C,-Cyranorenanciny, C,-CiankiHiny Ta C,-CyranoreHankininy;

R? obpaHunm 3 rpynu, WO CKMAgaeTbCa 3 BOAHK, ramnoreHy, uiaHo, C-Cgankiny, C;-
Cegranorenankiny, Ci-CeranoreHankokci, Ci-CsranoreHankokcu-Ci-Czankiny-, C;-Cgankokci, Ci-
Csankokcu-C,-Ciarnkiny, C;-Czankokeu-C,-Czankokeun-C,-Czankiny-, Cs-CeUuknoankiny, C,-
CsankeHiny, C,-CgranoreHankeHiny, C,-CgankiHiny, C;-Cgrigpokciankiny-, C;-CsankinkapboHiny-, -
S(0),Ci-Ceankiny, amiHo, C;-Cgankinamido, C,-Ceaiankinamino, -C(C,-Czankin)=N-O-C,-Csankiny Ta
C,- CsranoreHanlelny,

R® HesanexHo obpaHuit 3 rpynu, WO CKnagaeTbCs 3 BOAHIO, ranoreHy, HiTpo, uiaHo, amiHo, C;-
Ceankiny, Ci-CgranoreHankiny, Cs-Cgumknoankiny, C;-Ceankokci, Ci-CgankokcukapOoHiny Tta -
S(O),,Cl Ceankiny;

R* Ta R® HesanexHo obpaHi 3 rpynu, LLO CKNaaaeTbCs 3 BOAHIO, MAPOKCUMY, rarioreHy, HiTpo,
uiaHo, amiHo, Ci-Cgankiny, Ci-CeranoreHankiny, Cs-Cgumknoankiny, C;-Cgankokci, Cj-
CeankokcmkapboHiny Ta -S(0),C;- CeanKmy,

G aBnse coboto BoageHb abo -C(0)- =3

R® obpaHun 3 rpynvl o CKJ'Ia,EI,aSTbCFl 3 C;-Ceankiny, Ci-CeankeHiny, C;-CgankiHiny, Cl Ceankin-
S-, Cl CﬁaJ'IKOKCI -NR'R®ta deHiny, HeoboB'A3KOBO 3aMiLeHNX OgHUM abo gekinbkoma R

R’ Ta R® Hesane>KHo 06paHi 3 rpynu, wo cknagaetbes 3 Ci-Cgankiny, Ci-Cgankokci-;

p,e R’ ta R® pasom MOXYTb YTBOPIOBaTU MOPMONiHifbHE KinbLe;

R® o6paHwii 3 rpynu, WO CKNagaeTbCa 3 ranoreny, UiaHo, HiTpo, C,-Csankiny, C;-CgranoreHankiny,
C;-Csankokci abo C-CsranoreHarnkokci;

n=0,1,2,3 abo 4; Ta

p=0, 1 abo 2.

"anoreH (abo ranoreHo) oxonntoe dTop, xnop, 6pom abo nog. Te came, BiONOBIOHO, CTOCYETLCS
rarnoreHy B KOHTEKCTi iHLUMX BU3HAY€eHb, TakUX AK rarnoreHarnkin abo ranoreHdeHin.

[anoreHankinbHUMK rpynammn 3 AOBXWHOKW naHutora Big 1 4o 6 aToMiB Byrneut €, Hanpuknag,
dTopmeTun, AndTopMEeTUn, TPUADTOPMETWUN, XMNOPMETUnN, AMXNOopMeTwun, TpuxropmeTtun, 2,2,2-
TpudptopeTun, 2-dpropeTun, 2-xnopetun, neHtadropetmn, 1,1-gudTop-2,2,2-tpuxnopetun, 2,2,3,3-
TeTpadpTopeTun i 2,2,2-TpmuxnopeTun, rentadpTop-H-Nponisn i nepgTop-H-rekcun.

AnKOKCUrpynu nepeBaxHO XapakTepusylTbCs AOBXMHOK NaHutora Big 1 4o 6 aTtomiB Byrneuo.
Ankokci aBnsie coboto, Hanpuknag, MeTOKCi, €TOKCi, MPOMOKCi, i30NPOMnoKci, H-BYTOKCi, i306yTOKCI,
BTOp-6yTOKCi, abo TpeT-6yTOKCi, abo i3omMep NEeHTUNOKCI abo reKCUNoKci, nNepeBaxHO METOKCI Ta
eTokci. Takox cnig Big3HauuTW, WO ABa 3aMICHUKM arnkoKCi NPUCYTHI HA OAHOMY i TOMY X aToMi
Byrneuto.
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[anoreHankokci sBnsie coboto, Hanpuknag, (pTopMeToKCi, ANDTOPMETOKCi, TPUPTOPMETOKCI,
2,2,2-TpudptopeTokci, 1,1,2,2-teTpadTOpPETOKCI, 2-PTOPETOKCI, 2-XNOPETOKCI, 2,2-AndTopeTokci abo
2,2,2-TPUXITOPETOKCI, NEPEBAXHO AN TOPMETOKCI, 2-XJTOPETOKCI ab0 TPUPTOPMETOKCI.

C1-Ceankin-S- (ankinTio) sense codboto, Hanpuknag, MeTUnTio, eTUNTIO, NPOoninTio, i30NponinTio, H-
OoytunTio, i306yTUNTIO, BTOP-OYyTMNTIO ab0 TPeT-6yTUNTIO, NepeBaxHO MeTUNTIO abo eTunTio.

C1-Cesankin-S(0)- (ankincynbdiHin) siBnsie coboto, Hanpuknag, MeTurncynbgiHin, eTnncynbiHin,
nponincynbiHin, izonponincynbginin, H-6yTuncynbdiHin, i3obyTuncynbdidin, BTop-6yTUNCYnbgiHin
abo TpeT-0yTunncynbdiHin, nepeaxHo MeTuncynbdiHin ado etTuncynbdiHin.

C;-Ceankin-S(0),-  (ankincynbcoHin)  aBnse  coboto, Hanpwuknag, MeTUNCcynbqOoHin,
eTUNCynb@OHIn, nponincynb@OoHiN, i3onponincynb@oHin, H-6yTUNCynbgoHIn, i306yTUNCYnbdOHIn,
BTOP-6yTUNCynbdoHin abo TpeT-6yTuncynboHin, nepesaxHo MeTuncynbdoHin abo eTnncynbgoHin.

B nepeBaxHOMy BapiaHTi 3A4iiCHEHHS OaHOro BuHaxody npeacTtaBneHa cnonyka copmynu |l
(cbopmyna I, ae G aBsnsie coboo BOAEHD).

N ~ 2
RY °N R® (I

B iHWoOMy nepeBaxHOMy BapiaHTi 3A4IMNCHEHHS AaHOro BWHaxoAdy R? obpaHun 3 rpynu, LWo
cknagaetbcs 3 BogHo, Ci-Cgankiny, Ci-CeranoreHankiny, C;-Cgankokci, Ci-Czankokcu-C,-Csankiny,
Cs-Cgumknoankiny, C,-CgankeHiny, C,-CgranoreHankeHiny, C,-CgankiHiny Ta C,-CgranoreHankininy.

OcobnmBo NepeBaxHoO, AKWO R 06paHuit 3 rpyni, WO CKNAgaeThCs 3 BOAHIO, METUIMY, eTury,
LMKIonponiny Ta MeTokCMmMeTuny, HanbinbL NepeBaXkHO MeTuny.

B iHWOMY BapiaHTi 34iMCHEHHA AaHOro BUHaxoay R? aBnsie co6oto BOJEHb.

B iHWOMY BapiaHTi 3gilcHeHHsA aaHoro BuHaxoay n=0.

B iHWoMY BapiaHTi 34iNCHEHHS AaHOro BUHaxoay R* o6paHuin 3 rpynu, WO CKNagaeTbcs 3 METUNY,
eTuny Ta H-nponiny.

B iHWOMY BapiaHTi 34iMCHEHHA AaHOro BUHaxoay X! aBnsie co6oto N.

B iHWoMy BapiaHTi 34iiCHEHHs AaHOro BMHaxoay X! sBnsie coboo CR*. Ocobnueo nepeBaxHo,
skwo R* sBnsie cobolo ranoreH (Haiibinbll nepeBaxHo xnop) Ta/abo R® sense cobolo ramoreH
(HamBinbL NepeBaXXHO XNop).

Cronykn dopmynun | MOXYyTb MICTUTM aCUMETPUYHI LEHTPU Ta MOXYTb OyTu npegcTasneHi y
BUIMMA4I OQHOIO eHaHTioMepy, nap eHaHTiomepiB y Oyab-skin nponopuii abo, 3a HasBHOCTI GinbLu
O[IHOrO acUMETPUYHOro LIEHTPY, MICTUTU JdiacTepeoi3oMepun Yy BCIX MOXMMBUX CMiBBIAHOLWEHHAX. AK
npaBuno, OoauH 3 eHaHTiOMepiB Mae nigBuweHy OGionoriyHy akTUBHICTb Y MOPIBHAHHI 3 iHWUMMK
BapiaHTamu.

AHanoriyHo, y BUMNagKy AM3aMmilleHuX arkeHiB, BOHW MOXYyTb OyTu npegctaeneHi B E- abo Z-
dopmi abo y Burnaai ix cymiwen y 6yab-sikin nponopuii.

Binbw TOro, cnonykn cpopmynu | MoxyTb nepedyBaTu y CTaHi piBHOBarn 3 anbTepHAaTUBHUMMU
TayToMepHuMu dopmamu. Crig po3yMiTv, WO BCi TayToOMepHi dopmu (oKpeMuin Taytomep abo ix
CyMiLLi), paueMiyHi cyMmilli Ta oKpeMi i3oMepun OXONmMTLCS 06CArOM A4aHOro BUHAXOAY.

[daHvii BUHaXxXiA TakoX BKMOYAE NPUWHATHI 3 NOrnagy CirlbCbKOro rocrnogapcTtea coni, ki MOXYTb
yTBOptoBatM cnonykum dopmynu | 3 amiHamu (Hanpuknag, amiakoM, AuMeTunamiHoMm Ta
TpUeTUnamMmiHoM), OCHOBaMM FYXXHOro MeTany Ta NYXHO-3eMenbHOro MeTany abo 4YeTBepTUHHUMMU
amMmoHieBuMun ocHoBamu. Cepepn rigpokcuaiB, OKCUAIB, ankokcuAiB i rigpokapboHaTiB i kapboHaTiB
NYyXHUX MeTaniB i Ny>KHO3eMenbHUX MeTaniB, 3aCTOCOBYBaHUX Y SKOCTi CONeyTBOploBaYiB, ocobnmey
yBara cnig NnpvainiTu rigpokcMaam, ankokcugam, okcngam i kapboHaTam niTito, HaTpito, Kanito, MarHito
Ta Kanbuito, ane ocobnueo rigpokcuaaM, arnkokcupgam, okcuaam i kapboHaTtam HaTpito, MarHio Ta
Kanbuito. TakoX MOXHa 3aCTOCOBYBATH BiANOBIAHY TPUMETUICYNbMOHIEBY Cinb.

Cnonykn dopmynu (1) 3a gaHum BMHaxogoMm MoXxHa cami no cobi 3acTocoByBaTU B SAKOCTI
repbiumais, ane 3asBuyan ix cknagawTb Yy repbiumMaHi KoMnoawuii i3 3acTOCyBaHHSAM [OMOMIKHUX
3acobiB Ansa cknagaHHs, Takux siK HOCIT, PO34YMHHUKN Ta NOBEPXHEBO-aKTUBHI pevoBuHU (SFA). Takum
UMHOM, OaHWA BUHaxXig OoOaTKoBO 3abesnevye repOiunaHy KOMMO3WLio, sika MICTUTb repOiungHy
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crnonyky 3a OyAb-9KMM 3 nonepegHix MyHKTIB i NPUAHATHUMI 3 NOrnsAy CinbCbKOro rocnogapcrea
OOMNOMKHUI 3acib ana cknagaHHsa. Komnosuuist moxe 6yTu npeactaBneHa y popMi KOHLEHTPaTIB, SKi
pO3BOASATb Nepes 3aCTOCYBaHHAM, XO4a TaKOX MOXHA OfepKaTh roToBi 4O 3aCTOCYBaHHSI KOMMO3WLil.
KiHueBe po3BedeHHS 3a3BMYali BUKOHYIOTb 3a AOMOMOrOK BOAM, ane 3amiCTb Boaun abo Ha AoAaTok
00 BOAM MOXHa BMKOPUCTOBYBATU, HaNpuknag, piake A4o0pMBO, MikpoeneMeHTH, BionorivyHi opraHiamu,
Macrno abo poO3YNHHUKMN.

epOiungHi komnosuuii, Sk npaeBuno, mMictatb Big 0,1 go 99 Bar. %, 3okpema Big 0,1 oo 95 Bar. %
crnonyk copmynu | Ta Big 1 go 99,9 Bar. % gonomixHOro 3acoby ANs CKnafaHHs, SKUA nepeBaxHO
Bkntoyae Bia 0 o 25 Bar. % NoBepXHEBO-aKTUBHOI PEYOBUHU.

Komnosuuii moxxHa Bubpatu 3 pagy Tvnis cknagis, 6arato 3 akux Bigomi 3 Manual on Development
and Use of FAO Specifications for Plant Protection Products, 5th Edition, 1999. BoHu BkntovatoTb
NopoLLKK, Wo po3nopolwyTsea (DP), posdunHHi nopowku (SP), po3uunHHi y BoAi rpaHynu (SG),
rpaHynu, wo aucneprytotbcs y Boai (WG), nopowku, wo 3mouytoteca (WP), rpaHynu (GR) (3
noBiNbHMM abo LIBUAKUM BUBIMIbHEHHSIM), PO3YUHHI KOHUEHTpaTtn (SL), piavHuM, WO 3MillyloTbcs 3
macriom (OL), piguHn, 3actocoByBaHi y HagHu3bkomy o06'emi (UL), 3gaTHi 0o emynbryBaHHs
koHueHTpaTn (EC), 3gaTHi oo gucnepryBaHHs koHueHTpatu (DC), emynbcii (sk "mMacno y sogi" (EW),
Tak i "Boga B macni" (EO)), mikpoemynbcii (ME), cycneHsiiHi koHueHTpaTtn (SC), aepo3oni, KancynbHi
cycneHnsii (CS) i cknagn anst o6pobkn HaciHHA. BubpaHun Tun cknagy y Oyab-skomy Bunagky Oyae
3anexaTu Bif KOHKPEeTHOro nepeabayyBaHOro npusHadeHHs1 Ta isn4YHMX, XiMiYHMX i BionoriyHmx
BnactmBocTen cnonyku coopmynu ().

Mopowkun, wo posnopowyoTseea (DP), moxHa opepxXyBaTu LUMASAXOM 3MillyBaHHSA CMOMyKU
dopmynn (I) 3 ogHum abo Aekinbkoma TBEpPAMMM PO3pifKyBavyamu (Hanpuknag, MpUPOAHMMM
rMMHaMK, KaoniHoM, nipodinitom, 6EHTOHITOM, OKCUAOM artOMiHil0, MOHTMOPUIOHITOM, Ki3enbrypom,
Kpenaow, aiaToMoBUMM 3eMnsamu, docdaTammn KanbLilo, kapboHaTamMu KanbLilo Ta MarHito, Cipkoto,
BanHOM, MyKOI0, TarnbKOM Ta iHLUMMMW OPraHiYHMMM i HEOPraHiYHMMM TBEPOUMU HOCIAMN) | MEXaHIYHOro
noApiGHEHHS CyMillli B TOHKOANCNEPCHNIA MOPOLLOK.

Po3unHHi nopowkn (SP) moxHa oaepxyBaTu 3MillyBaHHAM cnonyku cdopmynm (1) 3 ogHieto abo
AEKINMbKOMa PO3YMHHUMW Yy BOAiI HEOpraHiyHMMK consmu (Takummn gk BikapboHaTt HaTtpito, kapboHat
HaTpito abo cynbdart marHilo) abo 3 ofHieto abo AeKinbkoma PO3YMHHUMWU Y BOAi OpraHiyHUMM
TBEPAVMMMU pevyoBMHaAMM (Takumm €K nonicaxapug) i HeoOOB'A3KOBO 3 oAHMM abo Jekinbkoma
3Mo4yBanbHUMK 3acobamu, ogHUM abo gekinbkoma aucnepryBanbHUMU 3acobamm abo CcymillLwo
3a3HadeHux 3acobiB ONnA MOKpalleHHs OUCNeproBaHoCTI/po3ymMHHOCTI Yy Bogi. [loTim  cymiw
noapibHIOITE Yy TOHKOAMCNEPCHUIA MopowoK. [MogibHi komMno3uuii TakoX MOXHa rpaHynoBati 3
YTBOPEHHSIM PO34MHHMX Y Bogi rpaHyn (SG).

Mopowku, wo 3mouyoTbed (WP), MoxHa ogepxyBaTu 3MmillyBaHHAM cnonyku dopmynu (1) 3
ogHum abo pekinbkoma TBepaumMKM pos3pigkyBadamu abo HocisMM, ogHUM abo Aekinbkoma
3MovyBanbHMMK 3acobamu Ta nepeBaxHO OAHUM abo Aekinbkoma AucnepryBanbHUMK 3acobamu, a
TakoX HeobOB'A3kOBO 3 oAHMM abo Aekinbkoma cycneHayBalnbHUMKU 3acobamu Ons MonerweHHs
avicnepcii B pignHax. MoTim cyMiw nogpibHIOTb Yy TOHKOANCIEPCHUIA NOPOLLOK. MogibHi komnosuuii
TakoX MOXXHa rpaHynioBaTh 3 yTBOPEHHSM rpaHyn, Wwo aucneprytotbes y Bogi (WG).

MpaHynu (GR) moxyTb OyTn yTBOpeHi abo rpaHynoBaHHAM cymiwi cnonyku dgopmynu (I) Ta
ofHoro abo AekinbKOX NOPOLLKOBUX TBEPAMX PO3pigKyBayiB abo HociiB, abo 3 nonepefHbO YTBOPEHUX
MOPOXHIX rpaHyn 3a gonomorot abcopbuii cnonyku copmynu (1) (abo ii posunHy B mpugaTtHomy
3aco0i) nopucTnm marepianom rpaHynu (TakMMm siK nemsa, atanynbliToBa rnvHa, yneposa 3emns,
Kisenbryp, giatoMoBi 3emni abo noapibHeHi KykypyassiHi kadaHu), abo 3a [onomorow agcopouii
cnonyku coopmynu (1) (abo ii po3unHy B npugatHomy 3acobi) Ha maTepiani TBepaoro siapa (Takomy sk
nicok, cunikatv, MiHepanbHi kapboHaTw, cynbdaTtu abo docdatn) i CywiHHA, 3a HeobXigHOCTI.
3acobu, fki 3a3Bu4ar BUKOPUCTOBYIOTL Ans abcopbuii abo agcopOuii, BKITOYaOTh PO3YMHHUKN (TaKi
AK anidaTuyHi Ta apoMaTuydHi HaTOBI PO3YUHHMKKU, CNUPTU, NPOCTi edipn, KETOHM Ta ecTepu) Ta
3acobu, WO CrnpusiloTb MpUNUMNaHH (Taki Sk nonieiHinaueTaTn, MOMIBIHINOBI CNMPTW, AEKCTPUHM,
LYyKpY Ta poCnuHHI onii). B rpaHynax Takox MOXyTb MiCTUTUCHA ogHa abo gekinbka iHwux fobasok
(Hanpwvknag, emynberyearnbHUiA 3acid, 3amovyBanbHUI 3acié abo gucneprysanbHUn 3acib).

3paTtHi oo ancnepryBaHHA KoHueHTpaTtu (DC) MOXHa oTpyMaT PO34YMHEHHAM CNONykn opmMynm
(I) y BOAi abo B opraHiYyHOMY PO34MHHUKKY, TaKOMY SIK KETOH, cnupT abo rnikonesuii edip. Lli po3unHu
MOXYTb MICTUTM NOBEPXHEBO-aKTUBHMWI 3acib (Hanpuknag, ansg nokpaweHHsa po3BeAeHHs Bofok abo
3anobiraHHs kpucTanisadii B pesepByapi obnpuckysaya).

3patHi oo emynbryBaHHsa koHueHTpatn (EC) abo emynbcii "macno-y-sogi" (EW) moxHa
OTPUMYBATU PO3YMHEHHSIM Ccrnonyku cpopmynu (1) B opraHiyHOMY PO3UYMHHMKY (L0 HEeOOOB'I3KOBO
MICTUTb OAMH abo Aekinbka 3Mo4yBanbHUX 3acobiB, OAMH abo Aekinbka eMynbryBanbHuX 3acobis abo
CyMmilW 3a3HayeHux 3acobiB). MNpuaaTHi opraHivHi PoO3YMHHMKM ONis 3acTocyBaHHA B EC BkntovaoTb
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apomMaTudHi BYyrneBoAHi (Taki sik ankinbeHsonu abo ankinHadTaniHu, npeacTaBneHi ons npuknagy
SOLVESSO 100, SOLVESSO 150 ta SOLVESSO 200; SOLVESSO saBnsie coboto 3apeecTpoBaHui
3HaK AN ToBapiB i MOCMYr), KETOHM (TaKi SIK LUMKIOrekcaHoH abo MEeTUNUMKIOreKCaHoH) Ta CnupTy
(Taki 9k 6eH3mnoBun cnmpT, dypdypunosun cnnpt abo GytaHon), N-ankinniponigoHun (taki gk N-
MeTunniponigoH abo N-oKTMNNiponigoH), AMMETUNaMIAN XUPHUX KUCIOT (Taki sk gumeTtunamig Cg-
C1KMpHOI KncnoTn) Ta xnopoBaHi ByrneBogHi. Mpoaykt EC mMoxe [OBINbHO eMynbryBatucst npwm
AodaBaHHIi B BOAY 3 YTBOPEHHSAM €eMynbCii 3 [O0CTaTHbOK CTabifbHICTIO, WO [J03BONSE
BMKOPWCTOBYBATH ii AN HAHECEHHS PO3NUIIEHHSAM 3a AONOMOIOK BiANOBIAHOrO 0b6nagHaHHs.

OTpumanHa EW Bknodyae oTpumMaHHs cnonyku cdopmynu (1) abo y Burnagi pignHm (SKWwo BoHa He
€ piguHOK 3a KiMHaTHOI TemnepaTypu, Ii MOXHa pO3nnaBuTK 3a NOMIPHOI TemnepaTypu, 3a3Bu4an
Hkye 70°C), abo y pO34mMHi (LLNAXOM PO3YMHEHHS i y BIANOBIOHOMY PO3YMHHUKY), a MNOTIM
€eMynbryBaHHA OTpMMaHOi pigvHM abo po3umHy y BOAi, WO MiCTUTb oamH abo pgekinbka SFA, npu
BMCOKOMY 3CYBHOMY 3YyCWMMi 3 OTPUMaHHAM eMynbCii. [puaaTHi po34nHHMKKM Ansa 3acTtocyBaHHsa B EW
BKMIOYaKOTb POCMAMHHI Onii, XNOpOoBaHi BYrneBOAHi (Taki sk xropbeH3onun), apoMaTuyHi PO3YMHHUKN
(tTaki sk ankinbeHsonn abo ankinHadTaniHM) Ta iHWi BIigANOBIAHI OpraHiYyHi PO3YMHHMKK, SKi
XapaKTepU3yTbCA HU3bKOK PO3YMHHICTIO Y BOS;.

Mikpoemynbcii (ME) MoXHa oTpMMyBaTW 3MilLlyBaHHAM BOAM i3 CyMILLIIO OOHOro abo AeKinbKox
PO34YMHHUKIB 3 0AHMM abo agekinbkoma SFA 3 OOBINbHMM YTBOPEHHAM TEPMOOMHAMIYHO CTabinbHOro
isoTponHoro pigkoro cknagy. Cnonyka dopmynu (l) npucytHs crnovaTtky abo y Bogi, abo y cymiLli
po34ymHHKUKa 3 SFA. lNMpuaaTtHi po3YNHHMKK NS 3acTocyBaHHA B ME BkMto4yaloTb Ti, LLO NepeniyveHi B
AaHOMYy OOKYMeHTI BuLLe ans 3actocyBaHHa B EC abo B EW. ME moxe 6ytn cuctemoro abo "macro-
y-Boai", abo "Boga-B-macni" (dka cuctema MPUCYTHHA, MOXHA BU3HAYUTW BUMIPIOBAHHSAM MUTOMOI
€reKTPUYHOI NPOBIGHOCTI) Ta MOxe OyTn nNpuMAaaTHOK AN 3MillyBaHHS PO3YMHHUX y BOAi Ta
PO3YMHHUX y Machi necTuumais B LboOMy X cknagi. ME € npugatHoto ans po3sedeHHs BOAOK, Npwu
LbOMY BOHa abo 3anulaeTbCcs y BUIMSAi MiKpoeMynbCii, abo yTBOpOE 3BUYaliHy eMynbCil0 Macno-y-
BOA,.

CycneHsinHi koHueHTpaTtn (SC) MOXyTb MICTUTU BOoAHI abo HEBOAHI CycneHsii TOHKO noapibHeHnx
HEPO3YMHHUX TBEPAMX YacTMHOK crnonykn dopmynu (1). SC MoxHa oTpMMyBaTh PO3MENIOBAHHAM Ha
KynboBoMy abo 6GicepHomy MnwuHi TBepgoi cnonyku copmynu (I) B npugaTHOMy cepenoBMLLi
HeoOOB'I3KOBO 3 OAHMM abo AekinbkomMa AucnepryBanbHUMK 3acobamy 3 OTpUMaHHAM CycneHsii
TOHKOAMCNEPCHMX YacTMHOK crnonyku. B komnosuuito MoXHa BKMYMTM ofuH abo  Jekinbka
3MOYYyBasnbHUX 3acobiB, a ANs 3HWKEHHS LUBWAOKOCTI, 3 SKOK OCiAalTb YACTUHKU, MOXHA BKIHOYUTU
cycneHgyBanbHUn 3acib. B akocTi anbTepHatmsen, cnonyky dpopmynu () MoxxHa noapibHioBaTn Cyxoto
Ta gopasaTtu y BoAdy, WO MIiCTUTb 3acobu, onucaHi Buwe B AaHOMY AOKYMEHTI, 3 OTPUMaHHAM
BaxxaHoro KiHLEeBOro NpoaykTy.

Aepo3onbHi cknagn MicTaTe cnonyky dopmynu (1) i npyaaTHWiA ras-BuTUCKyBad (Hanpuknag, H-
oytaH). Crnonyky copmynu (I) Takox MOXHa po3dYnmHMTM abo pgucnepryBatv y npuaaTtHOMY
cepefoBuLi (Hanpwknag, y Bogi abo y piauHi, WO 3MilyeTbCA 3 BOAOK, Takih siKk H-MponaHon) 3
OTPMMaHHSAM KOMMO3WLIN Ans 3acTOCyBaHHA B Hacocax, Wo He nepebyBaloTb Nig TWUCKOM, ANA
06Npu1CKyBaHHSA 3 py4HUM YNpaBiHHAM.

KancyneHi cycneHsii (CS) moxHa oTpumaty nogidbHo oTpumaHHio cknagis EW, ane 3 gogaTkoBum
eTanom noniMmepusadii 3 OTpMMaHHAM BOAHOI AUCMEPCii Kpanenb Macna, B K KoXXHa Kpanns macna
iHKaNCynMeTbCS NOMNIMEPHOI0 0BOMOHKOK Ta MICTUTbL cronyky dopmynu (1) Ta HeoBOB'A3KOBO i HOCIN
abo pospigkyBay. NonimepHy 0OOMOHKY MOXHa oTpumaTu abo 3a AOMOMOrow peakuii MikdasHoi
nonikoHgeHcauii, abo 3a [ONMOMOrol MeToaukM koauepsauii. Komnosuuii MoxyTb 3abesnevyBatu
KOHTPObOBaHe BUBINIbHEHHA cnonyku dopmynu (1), Ta iXx MOXHa 3acTtocoByBaTu Ana 00OpoGku
HaciHHA. [1ns 3abe3neyveHHs MOBINbHOIO KOHTPOSIbOBAHOIO BUBINIBHEHHSA CMOMYKW, CMOMyKYy dOpMynmn
(I) Takox MoxHa cknagaTtu y Burmnsgi 6ioposknagHoi noniMepHoi MaTpuLi.

Komnoauuis moxe BknoyatM ogHy abo kinbka gobaBok Ans noninweHHsa GionorivHoi  aii
KOMMOo3wLUii, Hanpuknag, LWNsSXoM NOMinweHHs 3MOYYyBaHHS, YTPMMaHHSA Ha NoBepxHAX abo posnoginy
Mo MOBEPXHsIX; CTIMKOCTi OO 3MMBaHHA Aowem 3 0O6pobneHux MoBepxoHb; abo MOrnuHaHHA, abo
pyxnueocTi crnonykn cdopmynu (I). Taki gobaBku BKMYaTb NOBEPXHEBO-AKTUBHI peyoBuHn (SFA),
[obaBkn Ans ob6npuckyBaHHA Ha OCHOBI Macen, Hanpwknag, BU3HadeHux MiHepanbHux macen abo
NPUPOAHMX POCIIMHHUX O (TakMX HK coeBa Ta pancoBa ofid), Ta IX Ccymiwi 3 iHWUMK
OionigcunoBanbHUMKU - JOMOMDKHMMK  3acobamm  (iHrpegieHTamu, ki MOXyTb cnpusitu  gii  abo
MoaudikyBaTu gito cnonyku dopmynu (1)).

3mouyBarnbHi 3acobu, gncnepryBarnbHi 3acobu Ta eMynbryBanbHi 3aco0M MOXYTb SIBNATU cobOHO
SFA KaTioHHOro, aHiOHHOro, amcoTepHOro abo HEiIOHOreHHOro T1ny.

MpuagatHi SFA KaTiOHHOro TuMy BKOYaKOTb YETBEPTUHHI aMOHIVHI  cnonykn (Hanpuknag,
LeTunTpumeTUIamMmoHito 6pomia), iMigasoniHu Ta coni amiHis.
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MpuaatHi aHioHHi SFA Bkno4alTb COMi NYKHMX MeTaniB XUPHUX KUCMOT, coni anipaTuyHmx
MOHOeIpiB CipYaHOi KMCNOTWM (Hanpuknag, naypuncynbgart HaTtpito), coni  CyrnbOHOBaHUX
apomaTtuyHMX crnonyk (Hanpwvknag, gogeumndeHsoncynb@oHaT HaTtpilo, goAaeumnoeHsoncynsdoHaT
kanbuito, OyTunHadTaniH cynbdoHaT Ta CcyMili giisonponin- Ta TpuisonponinHadTaniHcynbgoHaTiB
HaTpito), cynbdatn npocTux edipie, cynbdatn edipiB cnupTiB (Hanpukniag, naypert-3-cynbdar
HaTpito), kapbokcunatum npocTtux edipie (Hanpuknag, naypeT-3-kapbokcunar HaTpilo), ecTepu
OCGOPHOI KUCNOTU (NPOAYKTU peakuii Mk ogHMM abo [gekinbkoMa XWUPHMMKW chivpTamu Ta
docopHO  KMCNOoToK (NepeBaxHO MoHoecTepy) abo neHTaokcmaom docdopy (nepeBaxHo
Jiectepu), Hanpuknag, npyu peakuii MK naypunoBum CnMpToM Ta TeTpadoCgOpHO KUCMNOTOL;
AOAaTKOBO Ui MpoaykKTM MOXyTb OyTM €eTOKCWNbOBaHi), cynbdocykuuHamatn, napadiH- abo
onegiHcynboHaT, TaypaTn Ta NirHoCcynbgoHaTK.

MpuaatHi SFA amdoTepHOro Tuny BKMYaloTe 6eTaiHKn, NponioHaTn Ta rmniyuHaTn.

MpuaoatHi SFA HeioHHOro TUMNy BKNHOYAKTb NPOAYKTU KOHAEHCALii ankineHoKcuAiB, Takux K
eTuneHokcua, nponineHokeua, GytuneHokeug abo ix Cymili, 3 XUPHUMM civpTamn (Takmmm Sk
orneinoBun cnvpt abo ueTunoBuMn cnupT) abo 3 ankindeHonamy (TakMMm SK OKTUIIdEHO,
HOHiNndeHon abo OKTUNKpe30on); HEMOBHI edipn, OTPMMaHI i3 JOBroNaHLUOroBUX XUPHUX KMCNOT abo
aHrigpuaiB rekCcMTony; NPoayKTN KoOHAeHcalil 3a3Ha4YeHMX HeENoBHMX edipiB 3 eTUNeHoKcnaom; 6ok-
nonimepn (WO MICTATb €TUNEHOKCUA Ta NPOMINeHoKCUa); ankaHonamigu; ecrtepu (Hanpwvknag,
nonieTUneHrnikonesi ecTepyu XWPHOI KWUCMOTKM); amiHoKkcuau (Hanpvknag, naypungumeturnamiHy
oKcua) Ta NeunTUHN.

MpugatHi cycneHaytodi 3acobu BknoYaloTb rigpodineHi konoigm (Taki Ak nomicaxapuaw,
nonisiHiNmiponigoH abo kapbokcMMeTUNUENono3a HaTpito) Ta rMUHK, Wo HabyxaTb (Taki Sk 6eHTOHIT
abo atanynbrit).

Komnosauuis 3a gaHMM BMHAxX04OM MOXe [04aTKOBO MICTUTU LIOHAWMEHLLEe OAWH [A04aTKOBUW
nectuung. Hanpuknag, cnonyku 3a gaHMM BMHaxO4OM TaKOX MOXHa 3aCTOCOBYBaTU B KOMOGiHaUil 3
iHWuMKn repbiumagammn abo perynsatopamm pocTy pocnuH. B nepeBaxxHOMY BapiaHTi 3AiNCHEHHS
A0AaTKOBUM NecTuunaom e repbiuma ta/abo aHTngot repbiungy. MNpuknagamm Takux CyMmillen (B Skux
"I" npegcTaense cnonyky cdopmynu ) €: | + auetoxnop, | + aundnyopden, | + aundnyopdeH-HaTpin,
| + aknoHideH, | + akponein, | + anaxnop, | + anokcugum, | + ameTpuH, | + amikap6asoH, | +
amigocynbdypoH, | + amiHonipanig, | + amitpon, | + aHninogoc, | + acynam, | + atpasun, | +
asadeHiguH, | + asumcynbdypoH, [+BCPC, | + 6edpnybyTamia, | + 6eHasonin, | + 6eHkapba3soH, | +
BeHdpnypaniH, | + 6eHdypecar, | + 6eHcynbdypoH, | + 6eHcynbdypoH-meTun, | + 6eHcynig, | +
BeHTasoH, | + 6eH3deHamn3oH, | + 6eH306iunknoH, | + 6eHsodeHan, | + GiumknonipoH, | + GigeHokce, |
+ BinaHadpoc, | + Gicnipubak, | + Bicnipnbak-HaTpin, | + B6ypa, | + 6pomaumn, | + 6pomobyTug, | +
©pomokcuHin, | + 6ytaxnop, | + 6yramidoc, | + ByTtpanin, | + 6yTtpokeugum, | + Bytunart, |
Kakogmnosa kucnoTta, | + xnopart kanbuito, | + kadeHcTpon, | + kapbetamia, | + kapdeHTpasoH, | +
KapdeHTpasoH-eTun, | + xnopdnypeHon, | + xnopdpnypeHon-metun, | + xnopwgasoH, | +
XNOPUMYPOH, | + xnopumypoH-etun, | + xnopouTtoBa KMcnoTa, | + xnopotonypoH, | + xnopnpodam, | +
xnopcynbedypoH, | + xnoptan, | + xnoptan-gumetun, | + uuHigoH-etun, | + umHmeTwniH, | +
uMHocynbdypoH, | + uucadinig, | + knetogum, | + knogunadpon, | + knoguHadbon-nponaprin, | +
KnomasoH, | + knomenpon, | + knonipania, | + knopaHcynam, | + knopaHcynam-meTun, | + uiaHasuH, | +
uuknoart, | + umknocynbgamypoH, | + umknokcmuamm, | + yuranodon, | + yuranodon-6ytun, 1+2,4-D, |
+ gaimypoH, | + gananoH, | + gasowmer, 1+2,4-DB, I+ + gecmegudam, | + gukamba, | + guxnobeHin, | +
anxnopnpon, | + guxnopnpon-P, | + auknocon, | + auknodon-metun, | + guknocynam, |
andpensoksat, | + gudpeHsoksat metuncynedat, | + gudnydenHikan, | + gudpnydensonip, |
aumedypoH, | + agumeninepar, | + agummetaxnop, | + gumetameTpuH, | + gumeTteHamig, |
anveteHamig-P, | + gumeTtuniH, | + kakogunoBa kucrnoTa, | + pguHiTpamin, | + guHoTepb, |
andenamig, | + gunponetpuH, | + gukeart, | + gukeat gubpowmig, | + gutionip, | + giypoH, | + eHgoTan,
I+EPTC, | + ecnpokap6, | + etandnypaniH, | + etameTcynbdypoH, | + eTameTcynsdypoH-meTun, | +
eTedoH, | + eTocbymesar, | + eTokcudeH, | + etokeucynbypoH, | + etobeH3aHig, | + deHokcanpon-P,
| + deHokcanpon-P-etun, | + deHTpasamia, | + cynbdatr 3aniza, | + dnamnpon-M, | +
dnasacynbdypoH, | + dpnopacynam, | + dnyasudon, | + dnyasudon-6ytun, | + dpnyasudon-P, | +
dnyasndon-P-6ytun, | + dnyasonar, | + dnykap6asoH, | + dnykapbasoH-HaTpi, | +

+
+
I

-+

+
+
+
+

dnycetocynbdypoH, | + dnyxnopaniH, | + cdnydeHaueT, | + cdnydennip, | + dpnydeHnip-etun, |
dnymeTtpanin, | + donymetcynam, | + donymiknopak, | + donymiknopak-neHtun, | + dnymiokcasuH, |
donyminponin, | + onyomeTypoH, | + pnyopornikodeH, | + conyopornikodeH-eTun, | + onyokcanpon,
+ ¢pnynokcawm, | + dnynponauun, | + pnynponaHar, | + dnynipcynbdypoH, | + dnynipcynbdypoH-
MeTun-HaTtpin, | + cdonypeHon, | + dnypuaoH, | + donypoxnopugoH, | + dpnypokeunip, | + donyptamoH, |
+ cpnytiaueT, | + dnytiauet-metun, | + domecadpeH, | + cdopamcynbdypoH, | + docamiH, | +
rmycgocuHaTt, | + rnydocuHat-amoHin, | + rnidocat, | + ranokcudpeH, | + ranocynbdypoH, | +
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ranocynbdypoH-meTun, | + ranokcudon, | + ranokcudgon-P, | + rekcasuHoH, | + imasameTabeHs, |
imazameTabeHs-meTun, | + imasamokc, | + imasanik, | + imasanip, | + imasaksiH, | + imasetanip, |
imazocynbdypoH, | + iHgaHodaH, | + iHgasudnam, | + nogmetaH, | + iogocynbdypoH, |
iogocynbdypoH-MeTun-HaTpin, | + iokcuHin, | + i3onpoTypoH, | + i3oypoH, | + i3okcabeH, |
isokcaxnopton, | + isokcacdnyrton, | + i3okcanipudon, | + kapbytunar, | + naktodeH, | + neHaumn, |
niHypoH, | + mekonpon, | + mekonpon-P, | + medeHaueT, | + mednyigug, | + mesocynbdypoH, |
Me30cynbgypoH-meTun, | + me3oTpuoH, | + metam, | + metamicoon, | + meTamiTpoH, | + meTasaxnop, |
+ MeTabeHsTia3ypoH, | + metason, | + wmeTunapcoHoBa kucrnota, | + wmetungumpoH, | +
meTunisoTiodiaHart, | + metonaxnop, [+S-metonaxnop, | + metocynam, | + MeTOKCypoH, | +
mMeTpubysuH, | + meTcynbdypoH, | + MeTcynbdypoH-metun, | + moniHat, | + MOHONIHYpoH, | +
HanpoaHinig, | + Hanponawmig, | + HanTanawm, | + HeBypoH, | + HikocynbdypoH, | + H-meTunrnigocar, |
+ HOHaHoOBa kucnoTa, | + HopdnypasoH, | + oneiHoBa kucnota (kupHi kucnotun), | + opbeHkapod, | +
opTocynbdamypoH, | + opusaniH, | + okcagiaprin, | + okcapgia3oH, | + okcacynbdypoH, | +
okcasuknomedoH, | + okcudnyopdeH, | + napaksaTt, | + napaksat amxnopug, | + nebynar, | +
neHgumeTani, | + neHokcynam, | + neHTaxnopdgeHon, | + neHtaHoxnop, | + neHTokcasoH, | +
neTtokcamig, | + doeHmegudam, | + nixnopam, | + nikoniHadeH, | + niHokcaaeH, | + ninepodoc, | +
npeTtunaxnop, | + npumicynbdypoH, | + npumicynbdypoH-meTun, | + npogiamiH, | + npodokecngum, | +
nporekcagioH-kanbuin, | + npomeTtoH, | + npomeTpuH, | + nponaxnop, | + nponaHin, | +
nponakeizacon, | + nponasuH, | + npodam, | + nponisoxnop, | + nponokcukapbasoH, | +
nponokcukapbasoH-HaTpin, | + nponisamia, | + npocynbgokapb, | + npocynbdypoH, | + nipaknoHin, | +
nipacnydeH, | + nipacdpnyden-etun, | + nipacynecdoton, | + nipasoniHaTt, | + nipasocynbdypoH, | +

+

)|

+

+

+

+

+

+

+

+ 4+ 4+ + + +

nipasocynbdypoH-etun, | + nipasokcndeH, | + nipuberHsokcum, | + nipubyTtukapb, | + nipugadon, |
nipugar, | + nipudptania, | + nipuminobak, | + nipumiHobak-meTun, | + nipumicynedaH, | + niputiobak
+ niputiobak-HaTpin, | + nipokcacynbdoH, | + nipokcynam, | + kBiHknopak, | + kBiHMepak, |
kBiHOKNamiH, | + kBidanodon, | + keizanocon-P, | + pumcynbdypoH, | + cadnydpeHaumn, |
ceTokcuamm, | + cngypoH, | + cumasuH, | + cumeTpuH, | + xnopat HaTpito, | + CynbkOTPUOH, |
cynbgeHTpasoH, | + cynbdomeTypoH, | + cynbcdomeTypoH-meTun, | + cynbdocar, |
cynbdocynbdypoH, | + cipyaHa kucnota, | + TebyTiypoH, | + TedpypuntpuoH, | + TemboTpumoH, |
Tenpanokcuaum, | + Tepbauun, | + TepbymeToH, | + TepbyTunasun, | + TepbyTpuH, | + TeHinxnop, |
Tiasonip, | + TudeHcynbypoH, | + TieHkapbasoH, | + TudeHcynbdypoH-meTun, | + TiobeHkapt, |
Tonpame3oH, | + Tpankokcuaum, | + Tpuanar, | + TpuacynbdypoH, | + Tpnasudnam, | + TpubeHypoH, |
+ TpubeHypoH-metun, | + Tpuxnonip, | + TpuetasuH, | + TpudnokcucynbdypoH, | +
TpudnokeucynbdypoH-HaTtpin, | + TpudonypaniH, | + TpudnycynbdypoH, | + TpudnycynbdypoH-
meTtun, | + TpuokcutpuasuH, | + TpuHekcanak-etun, | + TputocynbdypoH, | + cknagHuin eTunosun
edip [3-[2-xnop-4-dTop-5-(1-meTun-6-TpudbTopmeTnn-2,4-giokco-1,2,3,4-tetparigponipumiamH-3-
in)dpeHokeu]-2-nippannokcilouytosoi knucnotn (CAS RN 353292-31-6). Cnonykn 3a 4aHMM BUHaxo4oMm
MOXHa TakoX KOMOiHyBaTu 3 repGiumgHummn cnonykamu, poskputummn y WOO06/024820 Ta/abo
WOO07/096576.

KomnoHeHTK, 3miwyBaHi 3i cnonykoto cdopmynu |, MoXyTb Takox nepebyBaTn y dopmi ectepis
abo conen, ski 3ragani, Hanpuknag, B The Pesticide Manual, Fourteenth Edition, British Crop
Protection Council, 2006.

Cnonyky cdopmMynu | Takoxx MoXHa 3aCTOCOBYBaTK B CyMilliax 3 iHLUMMK arpoxiMiyHUMK 3acobamu,
Takummn Sk yHriumam, Hematouuam abo iHcekTMuMan, npuknagn skux HaBepeHi B The Pesticide
Manual.

CniBBigHOLWeEHHSA B CyMilli cnonyku dopmynu | Ta 3millyBaHOrO KOMMOHEHTA NEPEBAaXHO CKagae
Big 1:100 go 1000:1.

Cymili nepeBaHO MOXHa 3acCTOCOBYBaTW B 3ragaHux Buuwe cknagax (y ubOMy BUMagky Bupas
"aKTVBHUIN iHrpedieHT" BiQHOCUMTLCA 00 BIigNOBIAHOI cymiwi cnonykn dopmynu | 3i 3miwyBaHUM
KOMMOHEHTOM).

Cnonyku coopmynu | BignoBigHO 40 AaHOro BUHAxXo4y MOXHA TakoX 3acTOCOBYBAaTU B KOMOiHaUT 3
ogHUM abo AekinbkoMa aHTMgoTamu. AHanoriyHo, cymiwi cnonyku dopmynu | BignoBigHo 4o gaHoro
BMHaxody 3 ogHWM abo JekinbkomMa [oOaTkoBMMM repbiuugamm TakoXk MOXHa 3acTocoByBaTu B
KomOiHauii 3 ogHMM abo gekinbkoma aHTugoTamu. AHTUAOTaMuM MoxyTb 6yt AD 67 (MON 4660),
OeHokcakop, KnokeiHTOceT-mekcun, uunpocynbcgamia (CAS RN 221667-31-8), pguxnopmig,
deHxnopason-eTun, eHknopum, gnykcodeHim, pypunason i signosigHnin R-isomep, isokcagudeH-
etun, MedeHnip-gietun, okcabeTpuHin, N-izonponin-4-(2-meTokcubeH3oincynsdamoin)beHsamin
(CAS RN 221668-34-4). |HWi MOXnNuMBIi BapiaHTX BKIHOYAKOTb CMOMYKU-aHTUOOTU, PO3KPUTI,
Hanpuvknag, B EP0365484, Hanpuvknag, N-(2-meTokcubeH3oin)-4-
[(meTnnamiHokapboHin)amiHo]6eH3oncynbgoHamia. OcobnMBO NepeBaXHUMU € CYMili  CMOMYKM
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dopmynn | 3 uumnpocynbaminom, isokcagmdeH-eTUrnoM, KnokBiHTOceT-mMmekcunom Tta/abo N-(2-
MEeTOKCMBeH30in)-4-[(MeTun-amiHokapboHin)amiHo]6eHsoncynsoHamigom.

AHTMAOOTM cnonykn copmynu | Takox MOXyTb nepebyeBatm y dopmi ecTepiB abo conewn, sik
3ragyetbes, Hanpuknag, B The Pesticide Manual, 14™ Edition (BCPC), 2006. lMocunaHHs Ha
KITOKBIHTOCET-MEKCUIT TaKOX BiHOCUTBLCA 40 MOro NITIEBOI, HATPIEBOI, KanieBoi, KanbLieBOi, MarHiesor,
anoMiHieBOI, 3ani3HOi, aMOHIEBOI, YeTBEPTUHHOI aMOHieBOI, cynbgoHieBOi abo docdoHieBoi coni, sk
po3kputo y WO 02/34048, a nocunaHHa Ha EeHXIopa3on-eTnun TakKoX BiQHOCUMTbCA 00
deHxropasony Towo.

MepeBaxkHO cniBBIAHOWEHHSA B CyMilwi cnonykn dopmynu | Ta aHTugoTy ctaHosBuTb Big 100:1 go
1:10, 3okpema, Big 20:1 go 1:1.

Cymiwi moxHa nepeBaXHO 3aCTOCOBYBaTW Y BULLe3rajaHux cknagax (y LbOMy Bunagky Bupas
"aKTUBHUN iHIrpeaieHT" BIiQHOCUTLCA A0 BiAMNOBIAHOT CyMilwi cnonykun dopmynu | 3 aHTUAOTOM).

Hanun BuHaxig, kpim Toro, gogaTtkoBo 3abesnevye cnocib BubipkoBoi 6opoTbbu 3 Byp'aHamu y
MiCLi 3pOCTaHHA KyNbTYPHUX POCAMH Ta Byp'sHIB, Npu LbOMY CNOCI6 BKMNtoYae 3aCTOCYBaHHS BiAHOCHO
MicUs 3pOCTaHHA AOCTaTHBLOI Ans 60poTbbK 3 Byp'aHaMK KiNbKOCTI KOMMO3ULi 32 JaHUM BMHAXOAOM.
"BopoTbba" 03Ha4yae 3HULLEHHS, 3MeHLIEeHHs1 abo CroBiNbHEHHS POCTYy, abo nonepemKkeHHsi, abo
3HWKEHHS NPOPOCTaHHA. 3a3Buyal pocnuHamu, 3 sKMmm HeobxigHo BopoTucs, € HebaxaHi pocnuHU
(6yp'sinn). "Micue 3pocTaHHSA" 03Hayae TEPUTOPItD, Ha sIKil pocnMHKU 3pocTaloTb abo OyayTb 3pocTaTw.

Hopmn BHeceHHs cnonyk copmynu | MOXyTb BapiloBaTu B LUMPOKMX Mexax Ta 3anexaTb Bif
BMNacTMBOCTEN I'PYHTY, cnocoby BHeceHHs (4o abo nicna nosiBM CXo4iB; MPOTPAaBMSHHSA HACIHHS;
BHECEHHSI MO BIgHOWEHHIO [0 6OpOo3HM [ONsi HaCiHHSA; BHECeHHS ©e30pHOo 00pobko TOLLO),
KynbTYpPHOI pocnuHu, Byp'aHy(Byp'sHiB), 3 akum(n) HeobxigHO 60poTUCSH, NepeBaxHUX KniMaTUYHUX
YMOB Ta iHWNX pakTopiB, 3a SKUMW PErynioloTb CNOCIO BHECEHHS, YaC BHECEHHS Ta LiNboBY KynbTypy.
Cnonykn copmynu | 3a gaHum BMHaxogoMm 3asBmyanm BHocATb 3 Hopmoto Big 10 go 2000 r/ra,
30kpema, Big 50 go 1000 r/ra.

BHeceHHs1 3a3BMYail 34INCHIOTE LUMASXOM PO3NUNEHHS KOMMO3ULil, K npaBuno, 3a A0NOMOrol
YCTaAHOBIIEHOro Ha TPAKTOpi po3nunioBaYva Ang BENUKUX TEPUTOPIN, ane TakoX MOXHa 3aCTOCOBYBaTU
iHWIi cnocobwu, Taki sk 06NuMMNoBaHHSA (4115 NOPOLLKIB), KpaniMHHE NONMBaHHA abo 3pOLLEHHS.

MpuaoaTtHi pocnuHKM, Ons SKUX MOXHa 3acTOCOBYBATM KOMMO3WULiKD 32 JaHWUM BUHAXoOoM,
BKIMOYalOTb CiNbCbKOrocnoAapchbKi KynbTypu, Taki SK 3epHOBi, Hanpuknag, S4YMiHb i MweHuuo,
©aBOBHWK, ONIMHUIA panc, COHSLLHUK, Maic, puUC, CO, LyKpoBUIA BypsiK, LLlyKpoBa TPOCTUHA i AEPHOBUN
MOKPMB.

KynbTypHi poCrivHM MOXYTb TakoX BKMNoYaTW Aepesa, Taki AK Nnogosi Aepesa, nanbMu, KOKOCOBI
nanbmMu abo iHWi ropixn. TakoX BKMOYEHi KpyYeHi POCNUHMW, Taki SK BUHOrpad, NAOAOBI YarapHWKu,
OPYKTOBI POCNNHN Ta OBOMI.

Cinbcbkorocnogapcbki - KynbTypyM  TakoX —Chig  po3ymiTM  sK  Ti, WO OXOMNMoKTb  TakKi
CinbCbKOrocnogapcbki  KynbTypu, skum Oyna HagaHa TonepaHTHICTb [0 repbiumaie abo knacis
repbiungis (Hanpwuknag, ALS-, GS-, EPSPS-, PPO-, ACCa3sa- ta HPPD-iHribiTopn) 3a gonomoroto
TpaguuinHnx  crnocobiB  cenekuii abo 3a [O0MOMOrold  reHHoi  iHxeHepii.  [Npuknagom
CiNbCbKOrocnoAapchbKoi KynbTypu, sikin Oyna HagaHa TONepaHTHICTb A0 iMiga3oniHOHIB, Hanpuknag,
4O iMasaMoOKcy, 3a [JOMOMOrol 3aranbHOMPUIHATUX CnocobiB cernekuii, € kanycta nonboBa
Clearfield® (kaHona). MNpuknagw cinbcbKorocnogapChbkux KynbTyp, Skum Oyna HagaHa TONepaHTHICTb
0o repbiumgiB i3 3acTtocyBaHHAM CMNOCOGIB FEHHOI iHXEHepii, BKMYalTb, Hanpuknag, CTilki 0o
rnidoocaty Ta rnodocuHaTy COpTM  MaiCy, KOMEpUIMHO [JOCTYMHi nig TOProBMMM HasBamu
RoundupReady® T1a LibertyLink®. B o0cobnnBo nepeBaXHOMY acnekTi CiflbCbKOrocnoaapChbKy
KynbTypy MoAudiKyBanM MeToOMKaMu TeHHOI iHXeHepii [Ans  Hagekcnpecii  romoreHTusar
conaHesunTpaHcdepasu, sik 3a3HadyeHo B, Hanpuknag, W02010/029311.

MMig cinbcbkorocnogapCbKMMM KynbTypamm TakoX Criig po3yMiTu Taki, skum Gyna HagaHa CTilikiCTb
4O LIKIONMBMX KOMax 3a AOMOMOroK CrnocobiB reHHoI iHxeHepii, Hanpuknag, maic Bt (ctinkun o
MeTenvka KykypyassHoro), 6aBoBHUMK Bt (CTiikui 0o [oBroHocka 6aBOBHSAHOMO), @ TaKoX PisHOBUAM
kapTtonni Bt (cTinki oo konopagcbkoro xyka). Mpuknagammn maicy Bt € riopugn maicy Bt 176 NK®
(Syngenta Seeds). TokcuH Bt saBnsie coboto 6inok, skviA B Npupodi NPOAYKYETbCS ['PYHTOBOM
bakrepieto Bacillus thuringiensis. MNpuknagn TOKCUHIB ab0 TpaHCreHHMX POCIWH, 3A4aTHUX CUHTE3YyBaTK
Taki TOKCUHU, onucaHi B EP-A-451878, EP-A-374753, WO 93/07278, WO 95/34656, WO 03/052073 i
EP-A-427529. MNMpuknagaMmn TpaHCTEHHMX POCIVH, WO MICTSTb oaMH abo AekinbKa reHis, WO KOoYHTb
CTIMKICTb [0 iHCeKTUUMAIB Ta eKCnpecyTb oauH abo Aekinbka TOKCWHIB, € KnockOut® (maic), Yield
Gard® (maic), NUCOTIN33B® (6asoBHuK), Bollgard® (6aBoBHuk), NewLeaf® (pisHoBmamn kaptonni),
NatureGard® Ta Protexcta®. PocnuHHi KynbTypu abo ixX HaciHHEBUM MaTepian MOXyTb ByTn §K
CTiKMMK J0 repbiumgiB Tak i, B TOM e 4vac, CTiNKMMKU A0 MOifaHHA KOMaxamu (TpaHCreHHi o6'ekTu 3
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"nakeToBaHyMn reHamun"). Hanpuknag, HaciHUHa MOXe MaTu 34aTHICTb eKCnpecyBaTu IHCEKTULMAHUN
6inok Cry3, B TOW e 4ac Byayymn TonepaHTHO Jo rnidocary.

CinbcbkorocnogapcbKi KynbTypy TakoX Chif PO3yMiTU, SK KynbTypu, siKi OTpUMaHi TpaguuinHumMmm
cnocobamm cenekuii abo reHHOI iHXeHepii Ta XapakKTepuaylTbCA TakK 3BaHUMM MPUBHECEHUMMU

5  03Hakamu (Hanpwuknag, nokpalleHol cTabinbHicTio nig yac 36epiraHHs, Binbll BMCOKOK MOXMBHOM

LiHHICTIO Ta NOKpaLLEHUM CMaKoM).

IHWi NpuaaTHi pOCNMHU BKMOYAOTb Fa30HHY TpaBy, Hanpuknag, Ha ronbg-MangaHyukax, nyxkax,
y nNapkax i Ha y30iuusix goporu abo KoMepLiiHO BUPOLLYYBaHY ANS ra3oHy, i 4eKopaTUBHI POCIMHM, TakKi
SIK KBiTM @ab0 YarapHUKu.

10 Komnoswuuii moxHa 3actocoByBatM aAns 6opoTbbu 3 HebaxaHumu pocnvHamu  (36ipHO,
"Oyp'aHamun"). Byp'sHK, 3 SkUMM HEOBXiAHO BOPOTUCA, MOXYTb ABMASATU COBOI AK BUAU OOHOOOMNBHUX
pocnuvH, Hanpuknag, Agrostis, Alopecurus, Avena, Brachiaria, Bromus, Cenchrus, Cyperus, Digitaria,
Echinochloa, Eleusine, Lolium, Monochoria, Rottboellia, Sagittaria, Scirpus, Setaria Ta Sorghum, TaK i
BMOM [OBOOOSIbHMX pPOCnuH, Hanpuknag, Abutilon, Amaranthus, Ambrosia, Chenopodium,

15 Chrysanthemum, Conyza, Galium, Ipomoea, Nasturtium, Sida, Sinapis, Solanum, Stellaria, Veronica,
Viola Ta Xanthium. Byp'stHM TakoXX MOXyTb OXONSIOBATW POCIIMHU, SIKi MOXHA BBaXXaTu KyNbTYPHUMU
pocnuHamu, ane siki BUPOCTalTb 3a Mexamu nociBHoi nnowi ("yTikadi"), abo ski BMpocTalTb i3
HaCiHHA, WO 3anuwnnocs Big NONepedHbOoro MnociBy iHLWOI  CiNbCbKOrocnogapcbkoi KynbTypu
("pocnunu-camocisn”). Taki pocnuHu-camociBu abo BTiKayi MOXYTb OYyTU TONEpaHTHUMWU OO OESKUX

20 iHWKx repbiunais.

Cnonyku 3a 4aHMM BUHax040M MOXXHa OTpUMaTK 3a JOMOMOroK HaBeAEeHOoiI Aari cxemu(cxem).

MMeBHi cnonykn 3a JaHWMM BMHAXOAOM MOXHa oTpumaTu 3i cnonyk dopmynu (1a) wnsxom
HarpiBaHHs 3 mopdhoniHoM (Nagashima, Hiromu et al. Heterocycles, 26(1), 1-4; 1987), sk nokasaHo Ha
cxemi peakuii 1.

25 Cxewma peakuii 1
H
R3 [Nj R3
(0] — 5 o o - 5
1 N R 1 »—R
R\N | N\X'I - o R\[Tl N\X'I
|
N Nx
N OMe 5 o
R? R
(1a)
Cnonykn copmynu (1a) moxHa oTpumaTtu 3i cnonyk dopmynu (2), Ak nokasaHoO Ha cxemi peakuii
2.
Cxema peakuii 2
R3
5 ] —
.9 R OCHOES . I
R~ (8] & —_— - Y =¥y
N + X | "y
M. cl E PozduHHME h"g o7
R R R

(2 (1a)

Cnonyku cdopmynn (1a) MOXHa OTpUMaTU LUASXOM peakuii nipuaasvHoHIB (2) 3 BiANOBIAHOW
OiLMKNIYHOIO 3NUTOK reTepPOapPOMaTUYHO (PYHKLIIOHANBLHOK rPynoK B NMPUCYTHOCTI CUMbHOI OCHOBM,
Takoi gk NaH a6o NaHMDS. MpuaatHumun posyunHHmukamm € THF abo DMF.

Cnonyky (2), oe R'=Me Ta R2=H, MOXXHa OTPMMAaTK LUMASAXOM peakLii KoMepLinHO JoCTynHoro 4,5-
35 anxnop-2-metun-3(2H)-nipuaasuHoHy 3 NaOMe B 1,4-giokcaHi 3rigHo 3 Tetrahedron 2001, 57, 1323-
1330.

Cronyky (2), ae R'=Me Ta R>=Me, MoxHa OTPUMATH sIK MOKa3aHO Ha CXeMi peakLii 3.

Cxema peakuii 3

30



UA 112890 C2

8]
o Brz cl kel 0
cl HH Y
Hi | . ) | - 1E“N Cl
1
N
Nasg Ha = a0 Ne, |
Br DhF Cl
Br
9 NaOhe ’ @ on
Me. Cl B Ve
T —— W0
S =
A-pickcaH
Br A Br
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B sikocCTi anbTepHaTMBKM, NEBHI CNOMYKM 3a AaHMM BUHAxX04OM MOXHa OTpUMaTK 3rigHO 3i CXeMO
peaku,ii 4.
Cxema peakuii 4

R =&
(9] — g MHadH O — 5
1 R 1 —R
—_— =
RMN | Ny H“‘N N_y
i i
N‘x __)(1 ,- FO34KMHHKE N‘\
2 " y R: 2 ©
=3 —
R3

(3
Cronykv 3a AaHuUM BMHaxXOA4OM MOXHa OoTpumaTw i3 cnonyk dopmynu (3) LMASXOM HarpiBaHHS 3
KoHueHTpoBaHuUM BogHUM NaOH B npyaaTHOMY PO3YUMHHUKY.
Cnonyku coopmynu (3) MOXHa OTPMMAaTK SK MOKa3aHO Ha CxeMi peakuii 5.
Cxema peakuii 5
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Re H 3
M ’ R
jx
0 5 O =\ s
1 R
R AL_ClI R R | Ny
. | - = N 1
N g OcHoea ‘“‘2 Ny g
2 P OSHHHHHE =3 —
R
=i
(4) (3)

Cronykn copmynm (3) MOXHa OTpMMaTtM LWNSXOM peakuii cnonyk (4) 3 2 abo 6Ginbwe
ekBiBaneHTamu BigNOBIgHOT BiLWKNIYHOI 3MWUTOI reTepoapoMaTUYHOI  (OYHKUIOHaNbHOI rpynu B
NPUCYTHOCTI CWIbHOI OCHOBWM Ta NPMAATHOrO po3yvmHHMKa. lNMpuknagamu npugatHux ocHoB € NaH,

5 NaHMDS ta Cs,CO;. lNMpuknagamu npugatHmx po3vmHHukiB € THF ta DMF. MNMpuknagom cnonyk (4) €
KOMepLiiHO gocTynHun 4,5-anxnop-2-metun-3(2H)-nipnaasnHoH.

BapiaHT, Wo BMKOPUCTOBYETHCA ONA OTPUMAHHSA MEBHMX CMONYK 3a AAaHWM BUHAaxo4OM, BKIHOYaE
MOHO- abo AnMxnopyBaHHA cnonyk (1b), sk nokasaHo Ha cxemi peakuii 6.

Cxema peakuii 6

R3 RS
o _ SO.Cl> 1 /o) _ o
1 —_— >
R\N N/ R\N N_/
N DCM N | HICI
N OMe 2 Me
R’ R
(1b)
10
MeBHi cnonykn cpopmynum (1a) MOXHa OTpMMATU LUNSAXOM MOHOOPOMYBaHHS MOHOXITOPMOXiAHMX
CMONyK, Ik MOKa3aHo Ha cxeMi peakuil 7.
Cxema peakuii 7
R3 R3
0 = NBS 0 =
1 >
R N_yC RL N
E | DCM E | Br
X " OMe X " OMe
R’ R’
15 MeBHi cnonykn dopmynu (1a) MOXHa OTpMMaTK LUASXOM TPUXINOpyBaHHA cronyk (1b), dk

nokasaHo Ha cxeMmi peakuii 8.
Cxema peakuii 8

10
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R3 Cl R3
o S0O2Cl2 0 __
1 - _— R N Cl
R\N N/ SN
o DCM N cl
Nx OMe N OMe
2 R2
R

(1b)
MesHi cnonyku dopmynu (1a) mMoxHa oTpumaTh LNAXOM MOHOBpOMyBaHHS cnonyk (1b), sk
NnokasaHo Ha cxeMi peakuii 9.
Cxema peakuii 9

R3 R3
NBS
O — (0] —
1 - = R’ N BT
C DCM L
N N
~ OMe g OMe
2 R
R
5 (1b)

MeBHi cnonykn copmynn (1a) MOXHa OTpUMaTK LUMASIXOM MOHOXIOPYBaHHS MOHOBOPOMMOXIgHNX
CMonyk, sk NokasaHo Ha cxemi peakuii 10.
Cxema peakuii 10

R3 R3
o _ SO2Cl2 1 o -
1 Br ——> R N
R N | N/ \N |
' DCM N Cl
N OMe N OMe
R’ R’
10 MeBHi cnonykn dopmynu (1a) MoxHa oTpMMaTK LWNAXOM AM- Ta TpubpomyBaHHsA cnonyk (1b), gk

nokasaHo Ha cxemi peakuii 11.
Cxema peakuii 11

R3 R3 Br R3
NBS
I - 5 U o0 N
_—
Ry L Ny Ry N_/ R1\N N B
Vo DCM Lo B Vo
N N r Br
N-">0Me \2 OMe NS oMe
R R R’

(1b)
MeBHi cnonykn chopmynum (1a) MOXHa OTPUMATK LUNAXOM peakuii CMonyku, Wo MiCTUTb Bpom, 3
15 npugaTHMM 3acobom, wo 6epe yyacTb B peakuii MNOegHaHHHA, BMKOPMUCTOBYKOYMU MpMAATHUN
KaTanisatop/niraHg, OCHOBY Ta PO34MHHUK, SK NMOKa3aHO Ha cxemi peakuii 12. MNpuknagamu NnpuaaTHUX
katanisatopis/niraHgie € Pd,dbas/XantPhos, [Pd(anin)Cl],/RockPhos abo npeakaTanisatop
tBuXPhos. lMpuknagamn npngaTtHux ocHoB € DIPEA, LIHMDS a6o Cs,COs;. Npuknagamu npuaaTtHnx

po3umHHUKiB € 1,4-aiokcaH, THF, DMF a6o Tonyon.
20 Cxema peakuii 12

11
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2 R
Q = 5 KaTtanizatop 5
RLhN Nyt R Nirang R
N + 2N
=7 0OMe OCHOBS
Br FOZHMHHWE

{1a)

MeBHi cnonykn dopmynn (1a) MoXXHa oTpUMaTK LUNSXOM peakuii cnosnyku, Wo MiCTUTb Bpom, 3
npuaatHuMm 6opopraHiyHuM 3acobom, o ©Oepe yyacTb B peakuii NoeaHaHHs, BUMKOPUCTOBYIOUU
npuaaTHWIA KaTanisaTop/niraHg, OCHOBY Ta PO34YMHHUK, SIK MOKa3aHo Ha cxeMi peakuii 13. Mpuknagamm

5 npuaaTHMx BopopraHiyHMx 3acobiB, WO GepyTb yvacTb y peakuii noegHaHHsA, € BOPOHOBI KUCMOTH,
ckrnagHi  GopoHoBi edipy Ta coni TpudpTopbopaTty kanito. [lpuknagamu  npugatHoOro
katanizatopa/niraHgis € Pd(OAc),/RuPhos a6o Pd-dppf. Mpuknagom npugaTtHoi ocHoBu € CsF.
Mpuknagamu npugaTHUX PO34MHHKKIB € 1,4-aiokcaH, Boga abo DME.

Cxema peakuii 13

R R3
! /
O - ] Katanizatop 1 0 e 5
RL\ ) N1 R Nirana =3 J N R
N b M A
I | + 2 [B] Cos I |
N OMe R OrCHoea Mo Ol e
P O2UMHHHE 2
Br R

(1a)

10
MpuaatHi coni TpudpTopbopaTy Kamito € KOMEepUiiHO AOCTYNHUMKU abo MOXYyTb OyTWU OTpMMaHi
WwnaxoM peakuii TpudptopetaHony 3 (6pommeTun)tpudpTopbopaTtoMm Kamito, SKi € KOMEpLiNHO
AOCTYMHUMM, SIK MOKa3aHo Ha cxemi peakuii 14.
Cxema peakuii 14
NaH
E . F THF F ~__F
1 OH 4 BBkt > >y 07UBL
. F F F F
MeBHi cnonykn MeTuncynb@igy MoXxHa OTpMMaTK LUASXOM nepexpecHoro noeaHaHHs NaSMe 3i
CMOMYKOH0, WO MICTUTL BPOM, SIK MOKa3aHO Ha cxemi peakuii 15.
Cxema peakuii 15
=5 e e
i NaSMe / 4
9] = 5 ¥antPhos 0 == g 9] - 5
! R Pdadba R’ N R R’ N_ R
N DIPEA N N
OMe 1 4oai Ol e 9]
JA-DiokcaH
Br Sx Sx
20 MeBHi cnonykun cdopmynu (1a) MOXHA OTPUMATU LUIISIXOM OKMCHEHHSI CipKU, SIK MOKa3aHO Ha CXeMi

peakuii 16, (n=1 abo 2).

12
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Cxema peakuii 16

R3 R3
o) _— 5
R! N_ R 1 i )R
\N | ~X mCPBA Ry Ny
N > v
Y~ T ome DCM NS> ome
S
Me/Et” Me/Et’S(O)n

MesHi cnonykn cdopmynu (1a) MOXXHa OTPUMATK LLASAXOM BiIOQHOBIIEHHS CMOMYKW, O MICTUTb i30-
NPOMeHin, SK NoKasaHo Ha cxeMi peakuii 17.
5 Cxema peakuii 17

R =k

5 Fd{OH)z O =
DopMiaT aMoHiD RL M., 1
M X
- | |
EtOH N~ ome

MeBHi cnonykn dopmynu (1a) MOXHa OTPUMATK LUMASIXOM YTBOPEHHS HITPUNY, SIK NOKa3aHo Ha
cxemi peakudii 18. (HeobxigHui BI/IXILI,HI/II7I Matepian, Wo MIiCTUTb anbAerif, Sk NpaBuno, OTPUMYOTb
3rigHo 3i cxemoto peakuii 21).

10 Cxema peakuii 18

R3 R3

Q ) R5 NH3/H20 1 Q )
N\X'l I R\N N\X‘]

| N
X" 0OMe THE X" 0OMe

MeBHi cnonyku 3a JaHUM BUHaxo40M MOXHa oTpumaTu 3rigHo 3i cxemoto peakuii 19.
Cxema peakuii 19

(A >
Q R SN
N;- R+ R-X S - | Moy

Y

OcHoea [:J
1 e
Mo P OZUMHHME ]
0 2
5 F F
K
15 3 nocunaHHAM Ha cxemy peakuii 19, NeBHi Cnonyku 3a JaHUM BMHAxXOOOM MOXHA OTpUMaTU

LUMSXOM 3aBepLuanbHOro eTany oTpMMaHHs noxigHoro gioHy. Cybctpart, Wwo MicTuTb AioH, BCTyMNae B
peakuito 3 1 abo gekinbkoMa ekBiBaneHTamu BignoBigHUX enekTpodineHnx cnonyk R-X B npucyTHOCTI
NEt; Ta npugatHoOro posuuHHuka npu Temnepatypi Big 0 °C go pgednermysanHs. [Npuknagamu
npugaTHux po3umHHukis € DCM Tta THF. Tlpuvknagamm npuvaaTHMX KOMEPUIMHO AOCTYMHUX
20 enekTpocpinbHmMx cnonyk R-X € xnoparigpuaun, xnopdopmiatv, CynbgoHinxnopuan, amiHo-

kapboHinxnopuau, ankinranoreHian, S-ankinxnopTiodopmiaTu.

MeBHi cnonykn cbopmynu (1a) MOXHa OTpMMaTK LUNSAXOM MOHOXMOPYBaHHA abo MOHOBPOMYBaHHS
NPOMIKHUX CMONYK iHAOMY, 3aMilLleHNX B 2-NONOXEHHI iHA0MY, SIK Noka3aHo Ha cxemi peakuii 20.

Cxema peakuii 20
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MeBHi cnonykn dopmynn (1a) MOXHa oTpMMaTKU LUNSXOM O30HOSMI3Y aslkeHiB, siKk NMoKasaHO Ha

cxeMi peakuii 21.
Cxema peakuii 21

R R
/
5 0; R’
noti PPh4
DCM , 1

MeBHi cnonyku popmynm (1a) MoxHa oTpMMaTH WNAXOM AN TOPYBaHHS KapBOHINbHMX CNONYyK, K
nokasaHo Ha cxemi peakuii 22. KapboHinbHa cnonyka BCTynae B peakuito 3 2 abo 6inbwe
eksiBaneHTamu Tpudptopmay aietunamiHocipku (DAST) B nppgaTHOMy po34MHHKKY npu Big -78 °C go
25 °C. lMNpuknagamun npuaaTHUX PO3YMHHUKIB € guxnopmeTaH Ta xnopodopm. (BuxigHun matepian Ha
10 OCHOBIi KapOOHINbHOI CMOMNYKW, SIK NPaBUIIO, OTPUMYIOTb 3rigHO 3i CXeMOK0 peakuii 21).

Cxema peakuii 22

R R

R DAST

Po3J4vHHWK

MeBHi cnonyku cpopmynu (1a) MoXXHa OTpMMaTU LUMSAXOM BiOHOBMEHHST KAPOOHINbHMX CMOMyK, SK
nokasaHo Ha cxeMi peakuii 23. CybcTpaTt Ha OCHOBI KapbOHINbHOI cnonykn BCTynae B peakuito 3 0,5
15 abo pekinbkoma ekBiBaneHTamu Goporigpuay HaTpilo B NpuaaTHOMY pPO34MHHMKY npw Big -78 °C po
25 °C. MNpuknagamu npMaaTHUX PO3YNHHUKIB € METAHOJS Ta eTaHOoI.
Cxema peakuii 23

R3 R

R NaBH;

Po3synHHMK
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MeBHi cnonykun chopmynu (1a) MOXXHa OTPUMATK LUNIAXOM METUIIOBAHHS CNUPTIB, K NOKa3aHo Ha
cxemi peakuii 24. BuxigHuin maTtepian Ha OCHOBi CnMpTy BCTynae B peakuito 3 1 abo gekinbkoma
eKBiBaneHTamn nogmeTaHy B MPUCYTHOCTI NpuMaaTHOT OCHOBM B MpMOATHOMY PO3YMHHWMKY Npw Big -
78 °C po 25°C. [lpuknagoM npuaaTtHOi OCHOBWM € rigpug Hatpito. [Npuknagamu npuaatHUX
po3umHHukiB € N, N-gumeTtundopmamig Ta TetparigpocdypaH. (CnuptoBuin cybcTtpat, Sk npasuno,
OTPUMYHOTb 3riQHO 3i CXEMOI0 peakuii 23)

Cxema peakuii 24

3
R3 R
/
5
5 R

R Mel

OcHoBa m=0,1

PosdnHHMK n=0,1

MeBHi cnonykn cdopmynu (1a) MOXXHa OTpuMaTK LUNAXOM (PTOPYBAHHSA CMUPTIB, sIK NMOKa3aHOo Ha
cxemi peakuii 25. BuxigHui cnuptoBMIA MaTtepian BCTynae B peakuito 3 1 abo Aekinbkoma
ekBiBaneHTamu Tpudptopmay gietunamidocipku (DAST) B npygaTHOMy po34MHHKKY npw Big -78 °C go
25 °C. Mpuknagamy NpuaaTHNUX PO3YMHHUKIB € ANXNOPMETaH Ta XIIOpOdOpPM.

Cxema peakuii 25

R R?

R DAST

PosuynHHMK

Mpuknagu

Mpuknag 1. 4-(3-Xnop-iHaon-1-in)-2-meTtun-2H-nipugasux-3,5-4ioH

Cymiw 4-(3-xnop-iHgon-1-in)-5-meTtokcn-2-metun-2H-nipugasmH-3-ony (1,70 r, 5,87 mmons) i
mopdoniHy (8 mn) HarpiBann go 140 °C B ymoBax MIKPOXBUNbOBOIO BUMPOMiHIOBaHHSA npoTarom10
xB. CyMmilwi [03BONANN OXOMOHYTK, @ MOTIM BUMApOBanu Npy MOHWXEHOMY TUCKY AN BuAANeHHs
Binblwoi YacTnHm mopdoniHy. 3anuwok nepemiwysanu 1:1 06'em/06'em kpmkaHoo AcOH: DCM (100
M) 3 OTPMMaHHAM HaniBTBEPAOI PEYOBUHM, LLIO BifbHO Teye. JlerkoBunapHi peyoBuHM BUAANANM in-
vacuo, a oTpMMaHy TBepay PedYOBUHY CycreHayBanu y BoAi. TBepAy pevoBuHY 000yBanuv LUMSXOM
GinbTpauii Npy NOHWXKEHOMY TUCKY Ta BucywyBanu npu 1 m6ap 1a 60 °C 3 OTPMMaHHSAM TUTYIbHOI
crnonyku y Burnagi 6exesoi TBepaoi pevoBuHu, 1,54 r, Buxig 95 %. 'H aupP (DMSO-d6) & (ppm) 7,89
(1H, s), 7,57-7,50 (2H, m), 7,24-7,17 (2H, m), 7,12-7,06 (1H, m), 3,66 (3H, s)

(Jeski iHWi cnonykM 3a JaHUM BMHaAxXOAOM 3rigHO 3i CxemMol peakuii 1 MOXyTb OKpemMo
notpebyBatn MoaMdIiKOBaHOI MNpoUeQypu OYULLEHHSI, Takol K BWKOPWUCTAHHSA  KOMOHKOBOI
Xpomarorpadpii Ha cunikareni, npenapatmeHoi HPLC abo kpuctanisadii).

4-(3-Xnop-iHgon-1-in)-5-meTokcu-2-metun-2H-nipygasuH-3-oH

MNapva Hatpito (60 % 3a Baroto B MiHepanbHOMy macnhi, 874 mr, 21,9 mmonsi) cycneHayBanu B
cyxomy DMF (10 mn) B atmocdepi N,. [Npu nepemiwyBaHHi npotsarom 20 XBUIWH gogaBany po3ymH 3-
xnopiHgony (3,01 r, 19,9 mmons) B8 DMF (30 mn). Mig yac gogaBaHHA 3aCTOCOBYBanNuM OXOJOOXKEHHS
LWNAXOM BOASAHOT 6aHi Npy TeMnepaTypi HaBKONMULLHLOrO cepefoBuila. CnocTepirany ra3oyTBOPEHHS
Ta cymiw nepemiwysanu npotarom 30 xB.

PeakuinHy cymiw gonaTtkoso posbasnanu DMF (20 mn). [NpoTtsrom 5 xBunuH gogasany po3ynH 5-
Xnop-4-meTokcu-2-metnn-2H-nipyaasud-3-ony (3,47 r, 19,9 mmonsa) 8 DMF (30 mn). Oani cymiw
nepemiwysanu npoTAroM LWe 3 roauvH npu TemnepaTypi HaBKOMULLHBOIO cepefoBua nepes
OXONIOKEHHAM Ha KpwxaHin 6aHi Ta racunu HacudeHum BogHum KH,PO, (100 mn). Cymiw
ekctparyBanmm B EtOAc (3 x 150 mn) Ta oO0'egHaHi opraHivHi ekcTpaktv cywunu Hag MgSO,.
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BunaptoBanu in vacuo 4o OTpMMaHHS HEOUYULLLEHOrO OCady, SKUM o4uLlyBanu 3a gonomorow dneL-
xpomaTtorpadii (cunikarens, enoeHT 0-100 % EtOAc B rpagieHTi i3orekcaHny). TUTyrnbHY CROMyKy
oTpumyBanu y Burmagi nogapboBaHoi B 6exeBuit TBepaoi peyvoBuHu, 3,41 r, Buxig 59 %. 'H amp
(CDCl3) 6 (ppm) 7,92 (1H, s), 7,62-7,67 (1H, m), 7,20-7,28 (3H, m), 6,96-7,01 (1H, m), 3,86 (3H, s),
3,85 (3H, s).

Mpuknapg 2. 4-(3-Xnopingason-1-in)-2-meTun-nipnaasuH-3,5-4ioH

Cywmiw 32 % NaOH:Boga 1:1, Bara/Bara (ycboro 8 r) gogasanu go 4,5-6ic(3-xnopiHgason-1-in)-2-
MeTun-nipugasunH-3-oHy (768 mr, 1,87 mmonst) B metaHoni (30 mn), a noTiM Cymiw Harpisanu npwu
80 °C npotarom 20 xBunuH. CyMiwi [O3BOMANM OXOMOHYTU OO KiIMHATHOI TemnepaTtypu, a noTim
KOHUeHTpyBanu in vacuo. [Jo 3aanvwky gogasanu guxnopmMetaH (50 mn) Ta Bogy (50 mn) Ta Bugansnu
opraHiyHmi wap. BogHum wap nigkmcnoBann go pH 1 koHy. HCI, a noTim ekctparysanu
anxnopmetaHom (40 mn x 2). O6'egHaHi opraHiyHi ekcTpakTy nponyckanu 4epes inbTp Ans
po3aineHHs das Ta KOHUEHTPYBanu in vacuo 3 OTPUMaHHAM TUTYMbLHOI CMOMyKW Y BUIMAAi TBepaol
6inoi pevoBuHm (490 mr). "H AMP (DMSO-d6) 5 (ppm) 7,93 (1H, s), 7,71-7,79 (1H, m), 7,45-7,54 (1H,
m), 7,26-7,38 (2H, m), 3,66 (3 H, s). [eski iHWi aHanoriyHo oTpumaHi NPOAYKTW Ha OCHOBi AiOHY
noagpibHioBanu 3 eTunauetaTtomMm abo egipom.

4,5-bic(3-xnopiHaason-1-in)-2-meTun-nipmaasvnH-3-oH

Cywmiw 4,5-guxnop-2-metun-nipygasuH-3-oHy (551 mr, 3,08 mmons), 3-xnop-1H-ingasony (1,17,
7,70 mmons) Ta kapboHaTty uesito (1,48 r, 7,70 mmonsa) B8 DMF (15 mn) HarpiBanu go 110 °C npoTtsirom
1 ron. PeakuiHy cymiw oxonogxysanu, a noTiM KOHLUEHTpyBanu in vacuo. PeakuiiHy cymiwl
posbasnsanu etunauetatom (50 mn) Ta npommusanu sogot (50 mn) Ta conboBUM po3ynHOM (50 mn x
2). OpraHiYyHVM eKkCTpaKkT BUCYLUyBanu Hag CynbdaTtoM marHito, ginbTpyBanu Ta KOHUEHTpyBanm in
vacuo. HeoumlieHnn npodyKT oumnwiany 3a QONOMOrol xpomaTorpadii Ha cunikareni 3 entotoBaHHAM
0-95 % eTunaueTaToM B i30rekcaHi 3 OTPMMaHHSAM MPOAYKTY y BUINSAAI CBiTNO-OpaHXeBOro Macna
(940 wr). *H AMP (CDCl;) & (ppm) 8,36 (1H, s), 7,45-7,62 (2H, m), 7,34 (1H, ddd), 7,08-7,20 (3H, m),
7,04 (1 H, ddd) 6,68 (1 H, d) 3,97 (3 H, s).

Mpuknag npoueaypm 3rigHo 3i CXeMOo peakuii 6 — ouxnopyBaHHS

4-(2,3-OuxnopiHgon-1-in)-5-meTokcu-2,6-gumeTnn-nipnaasuH-3-oH

[o nepemiwyBaHoOro posyunHy 4-iHaon-1-in-5-meTokcu-2,6-aumeTun-nipuaasnH-3-oHy (175 wr,
0,650 mmons) B guxnopmeTaHi (4 mn) 3a RT gogasanu cynbdypunxnopug (116 mkn, 1,43 mmons).
PeakuinHa cymiw cTtaBana cBiTno-kopuyHeBot. [licna nepemiwlyBaHHA npoTtaroM 1 roguHu
oxornogKyBanu peakuiiHy cymiw go 0 °C, a noTtim gogasanu no kpannsax HacudeHu sogHun NaHCO;
(5 mn). Konip 3miHlOBaBCca Ha CBITMO-XOBTUW Ta nepemillyBaHHA nNpogoBxysanu npotarom 10 xB.
MoTim cymiw Bunusanu B gmxnopmetaH (20 mn) Ta Bogy (20 mn) i posginanu wapw. BogHun wap
NOBTOPHO eKkcTparyBanu gmxnopmetaHom (20 mn x 2) Ta o6'egHaHi pedyoBuHu Bucywysanm (MgSO,),
Ta KOHLUEHTpyBanu npu MNOHWKEHOMY TUCKYy Ha cwnikareni. 3a gonomoroto dnew-xpomartorpadii
(combiflash, 10 % EtOAc/isorekcaH Ha konoHui GOLD) oTpumyBanu HeobxigHui npogykt 4-(2,3-
anxnopiHgon-1-in)-5-meTtoken-2,6-aumeTun-nipyaasnH-3-od (150 mr, 0,444 mmons, 68 %) y Burnagi
CBITI0-)KOBTOI TBEPAOI PEYOBUHM.

'H AMP (CDCl3) & (ppm) 7,60 (1H, m), 7,27 — 7,24 (2H, m), 6,98 (1H, m), 3,74 (3H, s), 3,46 (3H,
s), 2,35 (3H, s).

OTpuMaHHsA 5-xnop-4-mMeTokcu-2,6-AnMeTUn-nipuaasnH-3-oHy 3rigHo 3i CXeMOoto peakuii 3

5-Xnop-4-meTokcn-2,6-aumeTun-nipnaasvnH-3-oH

4,5-puxnop-1H-nipugasunH-6-on (1,95 r, 11,8 mmons) Ta ©6pom (0,73 wmn, 14,2 wmmons)
cycnengyeanu y Bogi (10 mn) Ta HarpiBanu cymill B yMOBaXx MiKPOXBUIIbOBOIO BUMPOMIHIOBAHHA 0
180 °C npotarom 30 xB. OTpuMaHy peakuiiHy cyMiw (inbTpyBanu Ta oTpMMaHy HeouuLeHy TBepay
pevyoBMHY peTenbHO npomuBanu Bogok, a notim DCM 3 oTpumanHam 3-6pom-4,5-guxnop-1H-
nipngasunH-6-onHy, 2,06 r, y BurnsAgi 6inoi TBepgoi pevosuHu (Buxig 71,5 %).

'H AMP (DMS0-d6) 5 ppm=13,88 (1H, br. s)

[o nepewmiwyBaHoro posudnHy 3-6pom-4,5-amxnop-1H-nipugasvnH-6-oHy (12,5 r, 51,3 mmons) B
DMF (75,0 mn) popnasanu K,CO3 (10,7 r, 76,9 mmons) Ta nogmetaH (10,9 r, 76,9 mmons, 4,79 mn).
OTpumaHy cymill nepemillyBanu npy TemnepaTypi HaBKOMNULLHBOro cepefoBuLLia npoTtarom 18 roa.

MoTim peakuinHy cymiw Bunusanu B kpuxkaHy sogy (300 mn) Ta cymil nepemillysanu NnpoTarom 2
rog. 36upanu oTpMMaHuin ocaj WnaxoM ¢inbTpauii, a noTiM cywmnn 3 oTpumaHHam 6-6pom-4,5-
anxnop-2-meTun-nipugasuH-3-oHy (10,7 r) y Burnagi teepaoi 6exeBoi pevoBuHu (Buxig 77 %).

'H AMP (CDCl;) & ppm=3,83 (3H, s)

6-bpom-4,5-gnxnop-2-meTtun-nipugasunH-3-od (1,5 r, 5,8 mmons) posumHanu B 1,4-giokcani (150
mn). Metunat Hatpito (1,5 mn, 25 % 3a Barowo MeTaHONoOBUM po3yuH, 6,4 MMoOnsa) godasanu no
Kpannsix Ta peakuiiHy cymiw nepemiwyBanu npotarom 2 rog. Cymiw KoHueHTpyBanu go ob'emy 50
M, a noTiM pos6asnanu 50 mn EtOAc. [i npommsany BOAHUM HAaCMHYEHUM CONbOBUM PO3YMHOM 2 X 35
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mn. OpraHiyHMA Wap peTenbHO BWUCYWYyBanNW Hag cynbdaTtom Hatpito, ¢ineTpyBanm Ta
KOHLleHTpyBanu in vacuo. OTpMMaHui TakuM YMHOM HEOYMLLEHWIA 3anMLLOK OYMLLLany 3a SONOMOro
dnew-xpomatorpadii (cunikarene, entoeHT 0-10 % EtOAc B rpagieHTi i3orekcaHy) 3 oTpUMaHHsAM 6-
OpoM-5-xnop-4-meToKcu-2-meTun-nipngasnH-3-oHy (960 mr) y Burnsagi Teepgoi 6inoi pevyoBuHn (Buxig
65 %).

'H AMP (CDCl3) & ppm=3,75 (3H, s) 4,32 (3 H, s)

6-bpom-5-xnop-4-meTokcu-2-meTun-nipugasmH-3-od (500 wmr, 1,68 mmonsi, uuctota 85 % 3a
Barot), CsF (509 wr, 3,353 mmons), TpumeTunbopokcuH (242 wmr, 1,93 mMonsl) Ta agaykr
anxnop[1,1'-6ic(audpenHindocdiHo)dpepoueH]nanagito (I) Ta guxnopmetany (140 mr, 0,168 mmons)
posunHanu B 1,2-gumeTokcietani (5 wmn) B armocdepi N,. Cymiw HarpiBann B ymoBax
MIKPOXBUITbOBOIO BUMNPOMiHIOBaHHA o 145 °C npotsarom 30 xB.

OTpumaHy cymiw inbTpyBanu 4epes uUeniT, npomusaioydm 3a gonomoroto EtOAc. PosunH
npomMmBann BOOHUM HACUYEHUM COSNIbOBUM pPO34MHOM 2 x 25,0 mn. OpraHidyHMn wap Bigginanm,
BucywyBann Hag Na,SO,, dinbTpyBanu Ta KOHUEHTpyBanu in vacuo. HeouvwleHun 3sanuwwiok
ouvLlyBanu 3a gonomorow drnetu-xpomartorpadii (cunikarens, emoeHT 0—-20 % EtOAc B rpagieHTi
i3orekcaHy). TuWTynbHy CMONyKy 5-xnop-4-meTokcu-2,6-gumeTun-nipnaasnH-3-oH  oTpumyBanu y
BUIMAAI CBITNO-XOBTOI TBEPAOI pevoBuHM (212 mr, Buxig 67 %).

'H AMP (CDCl3) & ppm=2,37 (3H, s) 3,72 (3H, s) 4,26 (3H, s).

Mpuknag npouenypu 3rigHo 3i cXxemoto peakuii 7 — 6pomyBaHHSI CMOMYKK, WO MICTUTb XIop

5-MeTokcu-2,6-gnumeTtun-4-(2-6pom-3-xnopiHgon-1-in)nipugasvH-3-oH

YacTtuHy posunHy 6pomy (200 mr, 1,25 mmons) B DCM (4 mn) gogasanu noBifbHO MO Kpannsx 4o
po3unHy 4-(3-xnopiHgon-1-in)-5-metoken-2,6-gumetun-nipngasniH-3-ovy (184 wr, 0,606 mmons) B
DCM (2 mn) npu 0 °C. bpom 3HebapenioBaBca MO Mipi TOro, sk WOro AojaBanu, i OOAaBaHHS
npogoBXyBanu obepexHo [0 Tux nip, AOoKM 3b6epiraBca Tinbku oparxeBun konip. Ob6epexHo
pogasann NaHCO; (0,5 r HacuyeHoro po3uuMHy y BOAi) 3 HACTYNHWM Oo4aBaHHAM AOCTaTHbOI
KinbkocTi meTabicynbdiTy HaTpito Ana 3HebapBneHHs Hagnuwky 6pomy. OTpumaHy peakuiiHy CyMill
ekctparyanm DCM (3 x 60 mn) i cineTpyBanm o6'egHadi wapu DCM 3a gonomoroto MgSOy, i
KOHLIeHTpYyBanu in vacuo. OTprMMaHy XXOBTY CMOJy o4uLlyBanu 3a gornomMorot drel-xpomartorpaqii
(combiflash, 0-30 % DCM/EtOAc) 3 oTpuMaHHAM HeobOXigHOro MPOAYKTY 5-MeTokcu-2,6-aumeTun-4-
(2-6pom-3-xnopiHgon-1-in)nipugasunH-3-ony (115 wmr, 0,301 mmons, Buxig 50 %) y surnagi Ginoi
TBEPAOT PEHOBUHN.

'H AMP (CDCl3) & (ppm) = 7,64—7,58 (1H, m), 7,28-7,20 (2H, m), 7,02-6,96(1H, m), 3,74 (3H, s),
3,44 (3H, s), 2,35 (3H, s).

Mpuknag npoueaypm 3rigHO 3i CXeMOoo peakuii 8 — TpuxnopyBaHHSA

5-MeTokcu-2,6-gumeTtnn-4-(2,3,6-TpuxnopiHaon-1-in)nipngasuH-3-oH

Po3umn SO,CI, (185 wr, 1,365 mmonsa) 8 DCM (2 mn + 0,5 mn BigMMBaHHSA) No Kpannsax gogasanu
00 po3umnHy 4-(iHgon-1-in)-5-meTokeun-2,6-aumeTnn-nipuaasmH-3-oHy (145 mr, umnctota 85 %, 0,455
mmond) B DCM (1,5 mn) npu 0°C. Po3uMH cTaBaB XOBTMM, a MOTiM opaHxesum. [licns
nepemiwyBaHHa npotarom 30 XBWMMH PO34YMH CTaBaB >XOBTUM Ta 3abesnevyBanu HarpiBaHHs
peakuinHoi cymiwi npotsarom Oinble 1 roaMHu OO TemnepaTypu HaBKOMULIHBLOIO CepedoBulia Ta
nepemillysanu NpoTarom goaaTkosoi 21 rof. PeakuinHy cymill KOHLEHTpYBanu in vacuo ta oTpuMaHy
cMony ouuwanu 3a gonomorol dnew-xpomartorpadii  (combiflash, 0-10 % DCM/EtOAc) 3
OTPUMAHHAM HeobXigHOro MpoaykTy 5-mMeTokcu-2,6-gumeTvn-4-(2,3,6-TpuxnopiHgon-1-in)nipugasvn-
3-oHy (128 wmr, 0,344 mmons, Buxig 75 %) y Burnsai 6inoi TBepaoi peyoBuHN.

'H AMP (CDCl5) & ppm=7,52 (1H, d), 7,22 (1H, dd), 6,99(1H, d), 3,74 (3H, s), 3,49 (3H, s), 2,35
(3H, s).

Mpuknag npoueaypu 3rigHO 3i CxeMoto peakuii 9 — MOHOBpPOMYBaHHS

5-meTokcu-2,6-gumetnn-4-(3-6pomiHgon-1-in)nipugasvH-3-oH

Po3umH NBS (110 wmr, 0,619 mmons) 8 DCM (3 mn) no kpannsx gogasanu Ao po3yvnHy 4-(iHgon-1-
in)-5-meTokcn-2,6-gumeTnn-nipnaasmH-3-ony (197 wr, yncrora 85 %, 0,619 mmons) B8 DCM (2 mn)
npu 0°C. B3abesneyyBanuM HarpiBaHHA OTpMMaHOi peakuiiHoi Ccymiwi [o TemnepaTtypu
HaBKOMWLUHLOrO CepefoByLLa, NepemillyBany NpoTsrom 2 rof., a noTiM KOHUEHTpyBanu in vacuo. 3a
ponomoroto  dnew-xpomatorpadii - (combiflash, 0-10 % DCM/EtOAc) oTpumyBanu nepLuni
HeoOXxigHW npoaykT 4-(3-6pomiHgon-1-in)-5,6-gumeTokcun-2-meTun-nipngasuH-3-od (195 mr, 0,560
mMons, Buxig 90 %) y Burnsagi 6inoi TBepaoi pevyoBuHM.

'H AMP (CDCl3) 5 ppm=7,63 — 7,59 (1H, m), 7,34 (1H, s), 7,32 — 7,23 (2H, m), 7,07 — 7,03 (1H,
m), 3,76 (3H, s), 3,25 (3H, s), 2,34 (3H, s).

Mpuknag npouenypu 3rigHo 3i cxemoto peakLii 10 — xnopyBaHHS CMOMYKK, WO MiCTUTL OpoMm

5-MeTokcu-2,6-gumeTtnn-4-(2-xnop-3-6pomiHaon-1-in)nipugasunH-3-oH
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PosunH SO,Cl, (47 mkn, 0,583 mmons) B DCM (2 mn) no kpannax gogasany A0 po3ynHy 4-(3-
B6pomiHgon-1-in)-5-meTokcu-2,6-gumetun-nipuaasunH-3-ony (203 wmr, 0,583 mmons) 8 DCM (6 mn) npu
0 °C. Po34yunH cTaBaB CBIiTNO-XOBTUM. [licnsa nepeMillyBaHHS NPOTAroM 5 XBUIMH OTPUMaHY peakuinHy
CyMill BuAManu 3 oOxonompkyBanbHOI GaHi Ta nepemiyBany npu TemnepaTypi HaABKOJULLIHbLOMO
cepepoBuwa npotarom 2 rod. PeakuinHy cymiw gobpe ctpywysanu 3 posdnHom NaHCO;. Wapu
po34insanu Ta BOOHWIA ap ekcTparyBanu 3a gornomoroto DCM (3 x 20 mn). O6'egHani DCM wapwm
dinbTpyBanu yepes MgSO, Ta KoHueHTpyBanu in vacuo. OTpMMaHy TBepAy PEYOBUHY OuMLLianum 3a
gonomoroto  chnew-xpomatorpadii  (combiflash, 0-10 % DCM/EtOAc) 3 oTpumaHHaM 6axaHoro
npoaykTy 5-metokcu-2,6-gumeTtun-4-(2-xnop-3-6pomiHgon-1-in)nipngasunH-3-ovy (194 wr, 0,507
MmMons, Buxig 87 %).

'H AMP (CDCls) & (ppm) = 7,57—7,52 (1H, m), 7,30-7,22 (2H, m), 7,00-6,95 (1H, m), 3,74 (3H, s),
3,45 (3H, s), 2,35 (3H, ).

Mpuknag npouenypu 3rigHo 3i cxemoto peakuii 11 — an- Ta TpUGPOMyBaHHS

5-MeTokcu-2,6-gumeTtun-4-(2,3-anbpomingon-1-in)nipnagasvH-3-oH 1a 5-meTokcu-2,6-gumeTtun-4-
(2,3,6-TpnbpomiHgon-1-in)nipnaasnH-3-oH

Po3unH NBS (360 mr, 2,02 mmona) B DCM (8 mn) no kpannax gogasanuv 4o po3yuHy 4-(iHaon-1-
in)-5-meTokcn-2,6-aumeTun-nipngasnH-3-ony (201 wmr, ymuctota 85 %, 0,631 mmons) 8 DCM (2 mn)
np 0°C. 3abesnevyBanuM HarpiBaHHs OTPMMaHOi peakuilHOi cymiWwi [go Temnepatypwu
HaBKOMWLUHLOrO CepefoBULLIa, NepeMillyBany NpoTAarom 2 rog., a noTiM KOHLEHTpyBanu in vacuo. 3
O4YMLLEHHAM 3a Jgonomorok dnew-xpomatorpadii (combiflash, 0-10 % DCM/EtOAc) oTpumyBanu
nepwun HeodxigHWUM npoaykt 4-(2,3-gnbpomingon-1-in)-5,6-anmeTokcn-2-meTnn-nipygasmH-3-oH (40
mr, 0,094 mmons, Buxig 15 %) y Burnsai )xoeToi TBepOoi peyHOBUHM.

'H AMP (CDCl;) & (ppm) = 7,58-7,53 (1H, m), 7,28-7,21 (2H, m), 7,01-6,95 (1H, m), 3,74 (3H, s),
3,43 (3H, s), 2,35 (3H, 9).

LLInsxom MOBTOPHOrO OYULLEHHSI BUAINEHONO0 HEOYULLEHOro MNPOAYKTY 3a [OoMOMOorow dreL-
xpomatorpadii (combiflash, 0-40 % EtOAc/izorekcaH) otpumyBanu 4-(2,3,6-Tpubpomingon-1-in)-5,6-
AVMETOKCU-2-MeTun-nipugasvH-3-od (104 mr, 0,206 mmons, Buxig 33 %) y Burngagi 6inoi TBepaoi
PEYOBUHMN.

'H AMP (CDCl3) & ppm=7,42 (1H, d), 7,35 (1H, dd), 7,14 (1H, d), 3,75 (3H, s), 3,47 (3H, s), 2,36
(8H, s).

Mpuknag npouenypu 3rigHO 3i cxemoto peakuil 12 — nepexpecHe NOEAHaHHSA 3i CNOMYKO, LWO
MiCTUTb Gpom

4-(2,3-QuxnopiHgon-1-in)-5,6-gumeTokcun-2-meTnn-nipnaasuH-3-oH

B Ttonyoni (3 mn) Ta metaHoni (60 mkn) cycneHgysanu 6-6pom-4-(2,3-guxnopiHgon-1-in)-5-
MeTOKCK-2-meTun-nipngasunH-3-ox (0,200 r, 0,496 mmons), Pd2CI2(anin)2 (2,7 wmr, 0,00744 mmons),
anTpeT-6yTun-[6-metoken-3-metun-2-(2,4,6-tpuisonponindeHin)deHinjdocdan (11,6 wmr, 0,0248
MMonsl) Ta kapboHat auuesito (0,243 r, 0,744 mmons). OTpuMaHy peakuinHy Cymill Harpisanu B
yMOBax MiKpoXBunNboBoro BunpomiHtoBaHHs Ao 110 °C npotsarom 20 xB. OTpuMaHy peakuinHy cymilu
QinbTpyBanu, npoMuBanu 3 BukopucTaHHaM EtOAcC Ta KOHUEHTpyBamu npu 3HWXEHOMY TUCKY Ha
cunikareni. LUnaxoMm ouulleHHs 3 BUKOpUCTaHHAM pnewl-xpomatorpadii  (combiflash, 0-30 %
EtOAc/isorekcaH) oTpumyBanu HeobXxigHun npogykt 4-(2,3-guxnopiHgon-1-in)-5,6-gumeTokcun-2-
mMeTun-nipuaasunH-3-oH (0,116 r, 0,3275 mmons, Buxia 66 %) y Burnagi kopudHeBoro macna.

'H AMP (CDCl;) & ppm=7,62-7,58 (1H, m), 7,28-7,22 (2H, m), 7,02-6,97 (1H, m), 3,98 (3H, s),
3,68 (3H, s), 3,60 (3H, s).

Mpuknag npouenypu 3rigHo 3i cxemamu peakuii 17 Ta 13 — BiAHOBMEHHS i30-NPOMEHINLHOI rPynK
Ta nepexpecHe NoegHaHHA CrosyKu, Wo MICTUTb 6poM, Ta GopopraHivYHOT CNoSTyKK

4-lHpon-1-in-6-izonponin-5-meToKkcu-2-meTrun-nipngasnH-3-oH

[o nepemiwyBaHOro posuuHy 4-(2,3-amMxnopiHgon-1-in)-6-isonponeHin-5-meTokcn-2-meTur-
nipuaasuH-3-oHy (355 mr, 0,975 mmons) B etaHoni (5,0 mn) gogasanu dopmiat amoHito (1,24 r) Ta
20 % rigpokcnay nanagito Ha Byrinni (50 % Bogu 3a Barot, 273 wmr, 0,194 mmons). OTpumaHy
peakuinHy cyMill nepemillyBanu 3a TeMnepaTypu HaBKOMMLIHLOrO cepefoBuiia npotarom 1 rog., a
notim Harpisanu go 60 °C npotdarom 30 xB. OTpUMaHi peakuinHii Cymilli 4O3BONANM OXONOHYTH, a
notiMm iNnbTpyBanu yepes UeniT, NpoMMBanM eTaHONOM Ta KOHUeHTpyBanu in vacuo. OTpumaHa
HeouulleHa TBepaa peyvYoBUHa ¢Bnsina cobow  4-iHoon-1-in-6-izonponin-5-mMeTokcu-2-MeTun-
nipngasuH-3-oH (253 wr, 0,851 mmons, 87 %), Akun BukopucToByBanu 6e3 4OOaTKOBOrO OYULLIEHHS.

'H AMP (CDCl;) & ppm=7,66-7,63 (1H, m), 7,30 (1H, d), 7,24-7,15 (2H, m), 7,05-7,02 (1H, m),
6,73 (1H, dd), 3,78 (3H, s), 3,24 (1H, m), 3,14 (3H, s), 1,28 (6H, m).

4-(2,3-OuxnopiHgon-1-in)-6-i3onponeHin-5-meToKkcu-2-meTun-nipnaasnH-3-oH

6-bpom-4-(2,3-gnxnopiHgon-1-in)-5-meToken-2-meTun-nipygasmH-3-oH (0,600 r, 1,49 mmons),
komnnekc amxnop[1,1'-6ic(andeHindgocdiHo)dpepoueH]nanagito (1) Ta guxnopmeTtaHy (0,0608 r,
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0,0744 mmons) Ta dpropua uesito (0,476 r, 2,98 mmonga) cycnengysanu B8 DME (3 mn) Ta gopasanu 2-
isonponeHin-4,4,5,5-retpametun-1,3,2-giokcaboponar (330 mkn, 1,79 mmons). OTpumaHy peakuinHy
CyMilLl HarpiBanu B ymoBax MiKpOXBUIbOBOro BunpomiHtoBaHHs 4o 150 °C npotsarom 20 xB. OTpumaHy
peakuinHy cymiw posbaensanu EtOAc (50 mn), a noTiM npommBany ConboOBMM po3unHomM (50 mn).
OpraHiyHni wap sucywysann (MgSQO,), a NoTiM KOHLEHTPYBanu npu 3HWKEHOMY TUCKY Ha cunikareni.
LLnaxom o4ymwieHHs 3 BMKOpUCTaHHAM dnew-xpoMatorpadii (combiflash, 0-20 % EtOAc/isorekcaH)
OoTpuUMyBanuM HeoOXigHUM npoaykT  4-(2,3-gnxnopiHaon-1-in)-6-isonponeHxin-5-meTokcn-2-meTun-
nipnaasuH-3-oH (503 wr, 1,38 mmons, 93 %) y Burnsai ceitno-KOpu4HEBOro macna.

'H AMP (CDCl,) & (ppm) = 7,62—7,59 (1H, m), 7,28-7,25 (2H, m), 7,01-6,98 (1H, m), 5,62 (1H, m),
5,47 (1H, m), 3,81 (3H, s), 3,42 (3H, m), 2,15 (3H, m).

Mpuknag npouenypu 3rigHo 3i cxemoto peakLii 14 — yTBOpeHHA kanieBoi coni TeTpadtopuay 6opy

Kaniv Tpudptop(2,2,2-TpudpTopetokcumeTtumn)bopat

Ho cycneHsii rigpuay Hatpito (0,5377 1, 60 % 3a Baroto, 13,44 mmong) B 6e3soaHomy THF (45 mn)
npu 0 °C no kpannax gogasanu 2,2,2-tpudtopetarHon (1,345 r, 13,44 mmons). OTpumaHy peakLuiiHy
CyMill MOBIMbHO HarpiBanuM [0 TemnepaTypy HaBKOMMLLHBOIO cepefoBulia npoTarom Oinbuie 1
roguHu, a noTiM NoBTOpPHO oxonomxyBanu ago 0 °C. [opgaTkoBO gopaBanu 3a oAuvH pas Karin
opommeTun(tTpudTop)bopat (1,000 r, 4,481 Mmons) Ta OTpUMaHy peakuiiHy CyMill nepemillyBanm
npyv TemnepaTtypi HaBKOMWLIHBLOIO CEepedoBuLLA NPOTAroM AopaTkoBux 22 rog. Peakuito racunm
rigpocpTopnaom kanito (2 mn, 4,5M, 9,1 mmons) Ta nepemiwyBanu npotsarom 30 xB. CycneHsito
KOHLIEHTpYBarnu in vacuo Ta 40 TBepAoro 3anuiuky goaasanu gietunosuii egip. OTpumaHy cycneHsito
inbTpyBanu, NPoMmMBanU BENWKOIK KiMbKICTIO AieTunoBoro edipy Ta npomnuty TBEpPAY PEYOBUHY
NMOBTOPHO PO3YMHANM B aueToHiTpuni Ta dinbTpyBanu. ®PinbTpaT KOHUEHTpyBanu in vacuo Ta
noapibHioBanu 3 AieTnnosum edipom 3 OTPUMaHHAM Kanin TpudTtop(2,2,2-
TpudTopeTokcumeTun)oopaty (0,950 r, 4,32 mmons, Buxig 96,4 %).

"H AMP (DMSO-4) 8 ppm=3,72-3,65 (m, 2 H), 2,67-2,63 (m, 2 H).

YF AMP (DMSO-g) 8 ppm = -72,7, -141,5.

Mpuknag npouenypw 3rigHo 3i cxemMamm peakuii 16 Ta 15 — OKMCHEHHSI CipKM Ta nepexpecHe
NoeHaHHA CMOMyKK, WO MICTUTb GpoM, 3 CINJIto TiIONOBOT KUCNOTH

4-(2,3-OuxnopiHgon-1-in)-5-MeToKkcu-2-MeTun-6-mMmeTuncynbiHin-nipnaasuH-3-oH

[o nepewmiwyBaHoro posuvHy 4-(2,3-guxnopiHaon-1-in)-5-meTokcu-2-meTun-6-metTuncynbgaHin-
nipugasuH-3-oHy (60 mr, 0,16 mmonda) 8 DCM (2 mn) npu -20 °C gogasanun mCPBA (36 wmr, 0,17
mmons). lNicna nepemiwysaHHA npoTtarom 10 XB. 3a AaHOi TemnepaTypu 3'ABMASBCH XOBTUM ocag.
PeakuinHy cymiw Bnneanu B cymiw 3 DCM (20 mn), HacnyeHoro po3udnHy bikapboHaTty HaTtpito (10 mn)
Ta HacuMyeHoro posuvuHy Tiocynbdaty HaTtpito (10 mn), a noTim nepemiwysBanm npotdarom 10 xB.
OTpumaHy cymilw nponyckanu yepes asoBun po3ainbHUK Ta wap, wo Mictute DCM, kKoHUeHTpyBanu
Npy 3HWKEHOMY TUCKY 3 OTPMMAaHHAM HeobXigHOro NpoaykTy 4-(2,3-guxnopiHgon-1-in)-5-meTokcu-2-
MeTun-6-meTuncynbdidin-nipugasuH-3-oHy (59 wmr, 0,12 mmons, 95 %) y Burnsagi xosTol TBepAoi
PEYOBUWHMU, SIKY BUKOPMUCTOBYBanu 6e3 404aTKOBOrO OYMLLIEHHS.

'H AMP (CDCl;) & (ppm) 7,59-7,66 (1H, m), 7,27-7,35 (2H, m), 6,98-7,05(0,6 H, m), 6,91-6,97
(0,4 H, m), 3,90 (3 H, m) 3,55 (3 H, m) 3,01 (3 H, m).

4-(2,3-OuxnopiHgon-1-in)-5-mMeTokcu-2-meTun-6-metTuncynbdaHin-nipngasmH-3-o - 1a  4-(2,3-
anxnopiHgon-1-in)-2-meTtun-6-metuncynsdaHin-nipyaaswH-3,5-aioH

6-bpom-4-(2,3-guxnopingon-1-in)-5-meTokcu-2-meTnn-nipngasmH-3-od (600 mr, 1,49 mmons),
XantPhos (36 wr, 0,060 mmons), Pd,dbas (28 wmr, 0,030 mmonsi) Ta NaSMe (115 wmr, 1,64 mmons)
cycnengysanu B giokcaHi (8 mn) Ta gogasanu DIPEA (0,773 mn, 4,47 mmons). OTpuMmaHy peakuinHy
cymiw HarpiBanu go 60 °C Ta npoTarom 2 XxBUNWH BOHa cTaBara YopHoto. [icna nepemiwyBaHHs npu
AaHin TemnepaTypi npotarom 1 rog. peakuinHy cymiw HarpiBanm go 80 °C Ta nepemiwyBanm
NpOTArOM Hodi. PeakuiiiHi cymiwi go3sonsanm oxonoHytn ta sunusanu B DCM (100 mn) ta 10 %
po3umH NaOH (100 mn). Posginanu wapun Ta wap, wo mictute DCM, cywwunu (MgSO4) Ta
KOHLUEHTpYBanu npu 3HWKEHOMY TWUCKY Ha cunikareni, a noTiM ouyuwiany 3 BUKOPUCTAHHSM doneLl-
xpomatorpadii (20 % EtOAc/isorekcaH) 3 oTpMMaHHSAM HeoOXxigHoOro npoaykty 4-(2,3-guxnopiHgon-1-
in)-5-meToKcK-2-MeTun-6-meTuncynedaHin-nipugasvH-3-ody (125 mr, 0,338 mmons, 23 %) y Burnagi
YKOBTOI KpUCTanivyHOi TBEPAOT PEHOBMHMN.

'H AMP (CDCly) & ppm=7,62-7,58 (1H, m), 7,27-7,24 (2H, m), 7,01-6,97 (1H, m), 3,78 (3H, s),
3,49 (3H, s), 2,48 (3H, ).

BogHnui wap, wo mictute NaOH, nigkucnioBanu koHy,. HCI, wo BMKNMKanNo pymHyBaHHS KOBTOIO
ocagy. [daHuii ocag notim ekctparysanu DCM (100 mn x 3), a wapwu, wo mictate DCM, BucywyBanm
(MgS0O,) Ta KoHuUeHTpyBanu in vacuo. OTpyMaHUA HEOYMLLEHUIA 3aNMULLIOK O4MLianu 3a 4ONOMOro
npenapaTtuBHoi HPLC (3BepHeHO-tha3oBe dpakuioHyBaHHs lynx) 3 OTPUMaHHAM UMETUIbOBAHOIO 4-
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(2,3-guxnopiHgon-1-in)-2-meTun-6-metTuncynbdaHin-nipnaasvnH-3,5-giody (34 wmr, 0,064 mmons, 6 %)
y BUIMsi4i CBITNO-KOPUYHEBOT TBEPAOT PEHOBUHN.

'H AMP (CDCly) & ppm=7,61-7,57 (1H, m), 7,27-7,21 (2H, m), 6,95-6,91 (1H, m), 3,73 (3H, s),
2,53 (3H, s).

Mpuknag npoueaypu 3rigHo 3i cxemamm peakuii 18 Ta 21 — yTBOPEHHS HITPUy Ta 030HONI3

5-(2,3-OunxnopiHaon-1-in)-4-meTokcu-1-meTun-6-okco-nipnaasmH-3-kapboHiTpun

[o nepemiwyBaHoro po3umHy 5-(2,3-guxnopiHgon-1-in)-4-metokcu-1-meTun-6-okco-nipugasnH-3-
kapbanbgerigy (98 wr, 0,278 mmons) B THF (1,5 mn) gogasanu rigpokeung amoHito (30 % BoA. po3yuH,
1,5 mMn) 3 HAacTynHUM JodaBaHHAM CMOMYKW, WO MIiCTUTb nog (92 mr, 0,362 mMmons), WO BUKNUKaNo
NnosiBy TEMHO-KOPUYHEBOTO Konbopy. OTpumaHy peakuiiHy cymiw nepemiwysanu npoTtarom 1 roa., a
notim racunu posdnHoMm NaHCO3 (5 mn) Tta posunHom Na2S203 (5 wmn). Lle Buknukano 3miHy
KOMNbOPY peakuinHOI CyMilli Bi TEMHO-KOPUYHEBOrO [0 YMCTOro CBITMNO-XOBTOro kKonbopy. [licns
nepemiwyBaHHs npotsarom 10 XB. peakuiiHy cymiw ekcTparysanu 3 BukopuctaHHam DCM (20 mn x 2),
cywunun (MgSO4) Ta KOHLEHTpyBanu nNpu 3HMWKEHOMY TUCKY 3 OTPUMAHHAM HeobXigHOro NpoaykTy 5-
(2,3-anxnopiHgon-1-in)-4-meTokcu-1-meTun-6-okco-nipnaasunH-3-kapboHitpuny (82 mr, 0,235 mmons,
85 %) y BUrnsigi XoBTOI NiHX, NOAPIOHEHOT B XXOBTY TBEPAY PEYOBUHY.

'H AMP (CDCl;) & ppm=7,65-7,61 (1H, m), 7,34-7,28 (2H, m), 7,00-6,95 (1H, m), 3,86 (3H, s),
3,61 (3H, s).

5-(2,3-Ouxnopingon-1-in)-4-meTokcu-1-meTun-6-okco-nipuaasmnH-3-kapbanbaerig

Konby 3 3 wwiikamm HanoBHwoBanu 4-(2,3-guxnopiHgon-1-in)-5-meTokcn-2-meTun-6-BiHin-
nipngasuH-3-oHom (418 wr, 1,19 mmons) ta guxnopmetaHom (10 mn). Konba 6Gyna ocHaweHa
TEPMOMETPOM, BMYCKHUM NaTpybKOM Ta BUMNYCKHUM naTtpybkom, 3'egHaHMMM 3 OBOMa CKIsiHKamu
Opekcensi, Npu UbOMY KOXHa 3 ocTaHHix Mictuna 10 % Bog. po3uvHy Kl. BnyckHui natpybok
3'egHyBanu 3 reHepaTtopom O30HY (BUKMOYEeHUM). Bkntovann obayBaHHA MOBITPSHUM MOTOKOM AfS
OTPUMAHHA CTinKoro 6apboTyBaHHA Yepes3 peakuiriHy konby Ta Buxogy 4yepes3 po3udvmH Kl. Konby
oxornogxyeanu Ao -78 °C Ta npu AOCATHEHHI AaHoi TemnepaTypu BKMYanyM reHepatop O30HY Ta
0apb6otyBanu npotarom 10 xB. Po3unH Kl cTaBaB TeMHIWMM B xoAi peakuii. Bukntoyanu reHepaTtop
O30HY Ta nNpoAyBanu peakuinHy cymill NoBiTpAM npoTaromM 2 xB. [NoTim Big'eaHyBanu Big BNYCKHOro Ta
BUNYCKHOro naTtpybkiB Ta gopgasanu TpudeHindocdiH (939 wmr, 3,58 mmons). PeakuiiHy cymiw
nepemiwysanu i noctynoBo HarpiBanu go RT npotarom Ginbwe 1 rod., a noTiM nepemiyBanu npu
RT npotarom gopgaTtkoBux 3 roAvH Ta 3anuwiany Ang BiACTOWBaHHA Ha Hiv. OTpumaHy peakuinHy
CYMILLl KOHLEHTpYBanu Ha cunikareni Ta ouunwianu 3a gonomorot xpomarorpadii (combiflash, 0-50 %
EtOAc/isorekcaH) 3 oTpumaHHAM HeobxigHoro npoaykty 5-(2,3-guxnopiHgon-1-in)-4-metokcu-1-
MeTun-6-okco-nipuaasuH-3-kapbanegerigy (262 wmr, 0,744 mmons, 63 %) y Burnagi TBepaoil KOBTol
PEYOBUHN.

'H AMP (CDCl;) & ppm=9,92 (1H, s), 7,64-7,60 (1H, m), 7,31-7,26 (2H, m), 7,00-6,96 (1H, m),
3,93 (3H, s), 3,57 (3H, s).

Mpuknag npouenypu 3rigHo 3i cxemoto peakuil 19 — oTpMMaHHsA NOXiAHOro AioHYy

5-(2,3-Anxnopingon-1-in)-1,3-aumeTnn-6-okco-nipuaasunH-4-in] isonponincynbgaHingopmiaT

[o nepewmiwyBaHoi cycneHsii 4-(2,3-guxnopiHgon-1-in)-2,6-gumeTtun-nipuaasunH-3,5-giony (120
mr, 0,370 mmons) B guxnopmetadi (8 mn) npu RT gogasanu tpuetunamin (129 mkn, 0,925 mmons).
PeakuinHa cymiw ctaBana romoreHHow. Jopasanu S-izonponin xnoptiodopmiat (69 mkn, 0,555
MMOISl) Ta nepemiwyBanu peakuinHy cymiw npotarom 15 xB. lMoTim cymiw racunu sogoto (10 mn) Ta
po3ginanu wapw. BogHui wap noBTopHO ekctparyBanu guxnopmetaHom (10 mn x 3) Ta o6'egHaHi
OpraHivHi wapn BucywyBanu (QinbTp AN ¢a3oBoro po3ginbHuMKa) Ta KOHLEHTpyBanu npu
3HWKEHOMY TUCKY Ha cunikareni. lnaxom dnew-xpomatorpadii (combiflash, -20 % EtOAc/izorekcaH)
oTpuMyBanu HeobOXxigHui npoaykTt [5-(2,3-gnxnopiHgon-1-in)-1,3-aMmeTun-6-okco-nipnaasnH-4-in]
iaonPonincynbcpaHinq)opMiaT (140 wr, 0,328 mmons, 89 %) y Burnagi XXOBTOI TBEPAOI PEYOBMHM.

H AMP (CDCI3) & (ppm) 7,52-7,57 (1H, m), 7,21-7,27 (2H, m), 6,94-6,98 (1H, m), 3,86 (3H, s),
3,22 (1H, sept), 2,38 (3H, s), 1,11 (3H, d), 1,04 (3H, d).

Mpuknag npouenypu 3rigHo 3i cxemoto peakuil 20 — ranoreHyBaHHS 2-3aMilleHoro iHgony

4-(3-Xnop-2-meTtun-iHgon-1-in)-5-metokcn-2,6-aumeTnn-nipnaasvH-3-oH

[o nepemilyBaHOro po3ynHy 5-meToKcu-2,6-anmeTun-4-(2-metnniHgon-1-in)nipnaasunH-3-oHy
(147 wr, 0,52 mmong) 8 DCM (3 mn) npu 0 °C no kpannax gogasanu po3ynH cynbedgypunxnopuay (70
mr, 0,52 mmons) 8 DCM (1 mn). JogaTtkoBo gogasanu DCM (1 mn). lNicns peakuii 3 TpmBanicTio 1
roguHa CyMmill racunu LWAsiXoMm pJofdaBaHHsA Hac. BogHoro NaHCO; (2 wmn). OTpumaHy cymil
GinbTpyBanu yepes teepamn MgSO,, npommnanu BukopuctoBytoum DCM. ®inbTpat KOHLEHTpYBanu
in vacuo 3 OTPUMaHHSAM TUTYSIbHOI CMOMNYKN Yy BUMNAAI CBITNO-KOPUYHEBOI TBEPAOI peyoBuHU (158 mr,
96 %). JaHnn maTepian BUKOPUCTOBYBaNM AN HACTYMHUX peakLui 6e3 404aTKOBOrO OUULLIEHHS.

20



10

15

20

25

30

35

40

45

50

55

UA 112890 C2

'H AMP (CDCl3) & (ppm) 7,60-7,54 (1H, m), 7,22-7,16 (2H, m), 6,96-6,90 (1H, m), 3,75 (3H, s),
3,27 (3H, s), 2,34 (3H, s), 2,32 (3H, s).

Mpuknag npouenypu 3rigHO 3i CXeMO0 peakLii 22 — BigHOBMNEHHS KAPOOHINbHOT CNONYKK

4-(2,3-Ouxnopingon-1-in)-6-(andpTopMeTn)-5-MeToKCU-2-MeTUN-NipuaasnH-3-oH

[o nepemiwyBaHoro po3umHy 5-(2,3-guxnopiHgon-1-in)-4-metokcu-1-meTun-6-okco-nipugasnH-3-
kapbanbgeriny (100 wmr, 0,284 wmmons) B DCM (3 wmn) npu 0°C pgomaeanu
TpudTopma(aietnnamiHo)cipkm (94 wmkn, 0,710 mmonsd). 3abesnevyBanu HarpiBaHHS peakuifiHoi
cymiwi go RT npotsirom 1 roa. O6epexHo racunu peakuito npu 0 °C Bogoto (5 mn), a noTim gogaeanu
no kpannax po3unH NaHCO; (5 mn). Micns nepemiwyBaHHa npoTtarom 10 XxB. 3givcHOBanu
eKkcTparyBaHHs 3 BukopuctaHHam DCM (20 mn), cywmnn (MgSQO,) Ta KOHLEHTpYBanu nNpu 3HWXEHOMY
TUCKY 3 oTpumaHHAM 4-(2,3-guxnopiHgon-1-in)-6-(andTopmeTun)-5-MeToKCH-2-MeTUN-nipugasmH-3-
oHy (102 wr, 0,273 mmons, 96 %) y Burnaai KOpMyHeBoOi TBEPAOI PEHOBUHM.

1H AMP (400 Ml'u, CDCly): 7,64-7,59 (1H, m), 7,32-7,27 (2H, m), 7,01-6,97 (1H, m), 6,61 (1H,
t), 3,82 (3H, s), 3,52 (3H, s).

Mpuknag npouenypu 3rigHo 3i cXemor peakLii 23 — BigHOBNEHHS KAPOOHINbHOT CNONYKK

4-(2,3-OuxnopiHgon-1-in)-6-(1-rigpokcieTnn)-5-mMmeToKcu-2-MeTun-nipngasnH-3-oH

o nepemiwyBaHoro po3unHy 6-auetun-4-(2,3-guxnopiHgon-1-in)-5-metokcu-2-meTun-nipmaasviH-
3-oHy (500 wmr, 1,37 mmons) B etanoni (1 mn) npu 0 °C popgaBanu 6oporigpug Hatpito (79 wr, 2,05
mMons). [icna nepemiwyBaHHsa npotarom 20 xB. peakuito racunu Bogot (10 mm), a notim
KOHLIEHTPYBanu Mpu 3HWKEHOMY TUCKY AN BuAaneHHs Ginblioi YacTMHU eTaHony. [MoTim BogHWi
po3uMH ekcTparysanu 3 BukopucTaHHsaM Et,O (20 mn x 2), NOTiM KOHUEHTpyBanu npu 3HWKEHOMY
TUCKY 3 OTPUMaHHAM HeobxigHoro npoaykty 4-(2,3-gnxnopiHgon-1-in)-6-(1-rigpokcieTun)-5-meTokcu-
2-meTun-nipmaasuH-3-ony (379 wr, 1,03 mmons, 75 %) y surnagi 6inoi TBepaoi peyoBmHuU.

1H AMP(400 Mlu, CDCI3), 7,63 — 7,59 (1H, m), 7,31 — 7,22 (2H, m), 7,00 — 6,93 (1H, m), 5,05 —
4,97 (1H, m), 3,79 (3H, s), 3,47 (3H, s), 3,03 — 3,00 (1H, m), 1,56 — 1,53 (3H, m).

Mpuknag npoueaypm 3rigHo 3i CXEMO0 peakuii 24 — METUNIOBAHHSA CNMPTOBOT CMOMYKN

4-(2,3-OuxnopiHgon-1-in)-5-meTokcu-6-(1-meTokcieTun)-2-MeTUn-nipuaasvH-3-oH

[o nepewmiwyBaHoro posudvHy 4-(2,3-amxnopiHgon-1-in)-6-(1-rigpokcieTnn)-5-meTokcn-2-meTun-
nipugasuH-3-oHy (98 wmr, 0,27 mmons) B8 DMF (1 mn) npu 0 °C gopasanu rigpua HaTpito (60 %
ancnepcia B MiHepanbHoMmy Mmacni, 32 mr, 0,80 mmons). lNicna nepemiwyBaHHA NpoTsarom 5 XB.
popgasanu Mel (50 mkn, 0,80 mmons). Yepea 30 xB. 06epeXXHO racunmn peakuito po3ynHOM Xrnopuay
amoHito (10 mMn) Ta 3anuwanu Ha Hi4. Ha HacTynHuWM OeHb peakuiHy Cymill ekcTparyBanu 3
BukopuctaHHam DCM (10 mn x 3), a notim cywwmnu (MgSO,) Ta KOHUEHTpYBanu npu 3HWKEHOMY
TMCKY. 3anuvLIOK NOBTOPHO Migdasanu ymMoBaM peakuii B Tl e camivi npoueaypi 3 TUMU KinbKOCTAMU
peareHTy/po34mHHKKA, K 3a3HadveHo Bulle. lMicna nepemiwysaHHs npotarom 30 xB. MOro Harpisanm
o RT T1a 3abesneyyBanu MOro nepemiwyBaHHSA npotarom gopatkosux 1,5 rog. lMoTim noro
oxonogxyesanu go 0 °C, a notim obepexHo racunu po3vmMHOM xrnopuay amoHito (20 mn). MNoTim
popasanu Et,0O Ta posginanu wapn. OpraHiyHuMi Wwap NOBTOPHO npomMmsanu Bogow (20 mn x 3),
notim cywunun (MgSO,) Ta KOHUEHTpyBanuM npu 3HWKEHOMY TUCKY Ha cunikareni. Lnsxom
xpomatorpadii (0-30 % EtOAc/isorekcaH) oTpumyBanu HeobXxigHWi npoaykt 4-(2,3-guxnopiHgon-1-
irn)-5-meTokcn-6-(1-meToKcieTnn)-2-MmetTun-nipnaasnH-3-od (64 mr, 0,168 mmons, 63 %) y Burnagi
©e3konbopoBOro macna.

1H AMP (400 Mluy, CDCly): 7,63-7,58 (1H, m), 7,30-7,24 (2H, m), 7,01-6,94 (1H, m), 4,66-4,62
(1H, m), 3,80 (3H, s), 3,45-3,43 (6H, m), 1,56-1,54 (3H, m).

Mpuknag npoueaypu 3rigHo 3i CXeMoto peakuii 25 — pTopyBaHHS CNMPTOBOI CMOMYKX

4-(2,3-gmxnopiHgon-1-in)-6-(1-cTopeTnn)-5-MeToKCUu-2-mMeTun-nipuaasnH-3-oH

[o nepewmiwyBaHoro posudvHy 4-(2,3-anxnopiHgon-1-in)-6-(1-rigpokcieTnn)-5-meTokcn-2-meTun-
nipngasuH-3-ony (185 wmr, 0,502 wmwmons) B DCM (4 wmn) npu 0°C popasamm
TpudTopua(aieTnnamiHo)cipkn (86 mkn, 0,65 mmons). llicna nepemiwyBaHHsa npoTtarom 30 xB.
peakuito obepexHo racunu npu 0 °C wnsaxom gogaBaHHA no kpannax po3dnHy NaHCO; (10 mn).
Micna nepemiwyBaHHa npotarom 10 xB. ekcTparyBanu 3 BukopuctaHHam DCM (20 mn), cywumnu
(MgSO,4) Ta KOHUeHTpyBanuM npu 3HWKEHOMY TuUCKy. 3a ponomoroto xpomaTtorpacdii (0-20 %
EtOAc/isorekcaH) oTpumyBanu HeobXigHMN npopykt 4-(2,3-guxnopiHgon-1-in)-6-(1-crtopetnn)-5-
MeToKCcU-2-meTun-nipuaasunH-3-oH (194 wr, 0,524 mmons, 104 %). 1H AMP aHanis npogeMoHcTpyBas
~10 % CTOpOHHIX AOMILIOK, SKi BigAiNanv nicns HacTyrmHoro etany

1H AMP (400 Mlu, CDCly): 7,63-7,59 (1H, m), 7,30-7,24 (2H, m), 7,01-6,94 (1H, m), 5,91-5,73
(1H, m), 3,81 (3H, s), 3,48 (3H, s), 1,75 (3H, dd).

Tabnuusa 1. MNMpuknagu repbiungHUX CNonyKk 3a 4aHUM BUHAXo40M
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Cnonyka

X
N

R® R’ R® R® AMP

1.001

-Cl -CH; H - (DMSO-d6) 7,93 (1H, s), 7,71-7,79 (1H,
m), 7,45-7,54 (1H, m), 7,26-7,38 (2H,
m), 3,66 (3H, s).

1.002

CR*

H -CHs -CHjs - (CDCly) 7,69 (1H, d); 7,30-7,19 (3H,
m); 7,02 (1H, d); 6,76 (1H, d); 3,75 (3H,
s); 2,39 (3H, s).

1.003

CR*

-Cl -CH3 -CH3 - (CDCls) 7,57-7,52 (1H, m); 7,24-7,15
(2H, m); 6,81-6,77 (1H, m), 3,47 (3H,
s), 2,21 (3H, s).

1.004

H -CH, H | 5Br | (d4MeOH) 7,86 (1H, s), 7,73 (1H, d),
7,26 (1H, d), 7,23 (1H, dd), 6,97 (1H,
d), 6,62 (1H, dd), 3,76 (3H, s)

1.005

H -CH, H | 4-Br | (d4MeOH) 7,60 (1H, s), 7,24 (1H, d),
7,19 (1H, dd), 7,02 — 6,95 (2H, m), 6,59
(1H, dd), 3,68 (3H, s)

1.006

H -CH, H | 6-Br | (d4MeOH) 7,79 (1H, s), 7,48 (1H, dd),
7,20 (1H, d), 7,18-7,15 (2H, m), 6,62
(1H, d), 3,75 (3H, s)

1.007

CR*

CH; | -CHs H - | (d4MeOH) 7,87 (1H, s), 7,53 (1H, dd),
7,15-7,07 (2H, m); 6,99-6,96 (2H, m),
3,76 (3H, s), 2,34 (3H, s).

1.008

CR*

H -CH, H | 7-Me | (d4MeOH) 7,80 (1H, s), 7,36 (1H, d),
6,91-6,88 (2H, m); 6,80 (1H, d), 6,56
(1H, d), 3,69 (3H, s), 2,17 (3H, ).

1.009

H -CHj H - (d4MeOH) 8,26 (1H, d), 7,91 (1H, s),
7,83 (1H, dt), 7,43 (1H, td), 7,27-7,22
(2H, m), 3,78 (3H, s)

1.010

-Cl iPr H - | (CDCly) 7,74 (1H, s), 7,61 (1H, d), 7,20-
7,12 (2H, m), 6,97 (1H, d), 6,65 (1H, d),
5,18-5,14 (1H, m), 1,35 (6H, d).

1.011

-Cl | -CH,0OCH; | H - | (d4MeOH) 8,26 (1H, s), 7,58 (1H, dd),
7,24 (1H, d), 7,14-7,02 (2H, m), 6,63
(1H, dd), 3,92 (2H, s), 2,65 (3H, s)

1.012

-Cl -CH; H - (DMSO0-d6) 7,89 (1H, s), 7,57-7,50 (2H,
m), 7,24-7,17 (2H, m), 7,12-7,06 (1H,
m), 3,66 (3H, s)

1.013

CR*

Cl

-Cl -CH; H - | (CDCly) 7,48 (1H, s), 7,48-7,43 (1H, m),
7,18-7,11 (2H, m), 6,76-6,70 (1H, m),
3,60 (3H, s)

1.014

CR*

H “CH, H - | (DMSO-d6) 7,94 (1H, s), 7,59 (1H, dd),
7,31

(1H, d), 7,13-7,06 (2H, m), 7,05 (1H,
dd), 6,62 (1H, d), 3,68 (3H, s)

1.015

H -CH; H | 4-Cl | (CDCls) 10,51 (1h, s), 8,40 (1H, d),
7,83 (1H, s), 7,67 (1H, d), 7,43 (1H,
dd), 7,28 (1H, dd), 3,88 (3H, s)
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Cnonyka

Rl

AMP

1.016

“CH,

H | 5-Cl | (DMSO-d6) 7,91 (1H, s), 7,64 (1H, s),
7,55-7,56 (1H, d), 7,24-7,26 (1H, dd),

7,14-7,16 (1H, d), 3,67 (3H, s)

1.017

CR* | H

“CH,

H | 5-Cl | (DMSO-d6) 7,90 (1H, s), 7,64 (1H, s),
7,39-7,40 (1H, d), 7,03-7,13 (2H, m),

6,60-6,61 (1H, d), 3,67 (3H, s)

1.018

CR* | H

-Cl

-TpeT-
oyTun

(CDCly) 7,49 (1H, s), 7,39 (1H, d), 7,29-
7,20 (3H, m), 6,95 (1H, d), 1,51 (9H, s)

1.019

-Cl

-CHs

iPr - (CDCl3) 7,71 (1H, m), 7,33-7,27 (2H,
m), 7,23 (1H, s), 7,01-6,98 (1H, m),
3,75 (3H, s), 3,24 (1H, cenreT), 1,33-

1,28 (6H, m)

1.020

CR* | CI

Cl

“CH,

“CH; | 6-Cl | (CDCl) 8,11 (1H, brs), 7,44 (1H, d),
7,18 (1H, dd), 6,79 (1H, d), 3,43 (3H,

s), 2,18 (3H, s)

1.021

CR* | CI

Br

“CH,

-CH3 - (CDCly) 7,54-7,48 (1H, m); 7,27-7,17
(2H, m), 6,87-6,80 (1H, m), 3,55 (3H,

s), 2,27 (3H, s).

1.022

CR* | Br

Br

“CH,

-CH; | 5-Br | (MeCN-d3) 7,72 (1H, d), 7,37 (1H, dd),

7,01 (1H, d), 3,63 (3H, s), 2,31 (3H, s)

1.023

CR" | Br

Br

“CHs

-CH; | 6-Br | (DMSO-d6) 12,0 (1H, br s), 7,41 (1H,
d), 7,39 (1H, s), 7,35 (1H, dd), 3,58

(3H, s), 2,26 (3H, s)

1.024

CR" | Br

Br

“CHs

CH; | - | (CDCly) 7,46 (1H, dd), 7,14 (2H, m),
6,78 (1H, dd), 4,95 (1H, br s), 3,43 (3H,

s), 2,13 (3H, s)

1.025

Br

“CHs

CH; | - | (DMSO-d6) 11,4 (1H, bs), 7,47 (1H, s),
7,45-7,39 (1H, m), 7,19-7,11 (2H, m),
7,04-6,98 (1H, m), 3,54 (3H, s), 2,22

(3H, s)

1.026

CR* | Br

Cl

-CHj3

CHs | - (CDCly) 7,58-7,54 (1H, m), 7,22-7,14
(2H, m), 6,83-6,78 (1H, m), 3,49 (3H,

s), 2,22 (3H, s)

1.027

Cl

“CH,

-CH; | - (DMSO-d6) 11,4 (1H, bs), 7,54-7,47
(1H, m), 7,45 (1H, s),7,20-7,10 (2H, m),
7,05-6,97 (1H, m), 3,54 (3H, s), 2,22

(3H, s)

Tabnuuga 2. MNpuknagu repbiumaHnX cnonyk 3a 4aHUM BUHAX040M

Cl

Cnonyka

AMP

2.001

-C=N

(d4MeOH) 7,58-7,55 (1H, m), 7,28-7,22 (2H, m), 7,13-7,09 (1H,
m), 3,80 (3H, s)

2.002

-CHF, (CDCly) 7,62-7,58 (1H, m), 7,29-7,24 (2H, m), 6,93-6,90 (1H, m),

6,57 (1H, 1), 3,74 (3H, s).

2.003

-S-CH; (CDCly) 7,61-7,57 (1H, m), 7,27-7,21 (2H, m), 6,95-6,91 (1H, m),

3,73 (3H, s), 2,53 (3H, s)
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Cnonyka R’ AMP

2.004 | -S(O),CH, (CDCly) 7,62-7,59 (1H, m), 7,28-7,23 (2H, m), 6,97-6,93 (LH, m),
3,95 (3H, s), 3,42 (3H, s)

2.005 | -S(O)CH, (CDCly) 7,55-7,63 (1H, m), 7,21-7,29 (2H, m), 6,96-7,02 (LH, m),
3,84 (3H, m), 3,21 (3H, m)

2.006 | -S(O)CoHs (CDCly) 7,54-7,63 (1H, m), 7,16-7,35 (2H, m), 6,92-7,03 (LH, m),
3,85 (3H, m), 3,24-3,43 (2H, m), 1,54 (3H, m)

2.007 | -S(0),CHs (CDCl,) 7,62-7,58 (1H, m), 7,27-7,23 (2H, m), 6,96-6,92 (1H, m),
3,95 (3H, s), 3,51 (2H, ), 1,51 (3H, ).

2.008 | -CH,OCH, (d4MeOH) 7,58—7,54 (1H, m), 7,27—7,22 (2H, m), 7,05—7,01 (1H,
m), 4,54 (2H, s), 3,75 (3H, s), 3,47 (3H, )

2.009 | -CH,CH(CHa), (CDCl,) 7,55-7,61 (1H, m), 7,23 (2H, dd), 6,88-6,96 (1H, m), 3,73
(3H, s) 2,60 (2H, d), 2,08-2,20 (1H, m), 1,00 (6H, d)

2010 | -H6ytun (CDCl3) 7,56 (1H, d), 7,22 (2H, d), 6,88-6,95 (1H, m), 3,69 (3H,
s), 2,64-2,75 (2H, m), 1,68 (2H, dt), 1,36-1,51 (2H, m), 0,98 (3H,
t)

2011 | -CH,OCH,-crekcun | (CDCly) 7,61-7,57 (1H, m), 7,24-7,20 (2H, m), 7,00-6,96 (1H, m),
4,78 (2H, dd) 3,79 (3H, s), 3,48 (2H, d), 1,75-1,64 (5H, m), 1,30-
1,12 (4H, m), 1,01-0,88 (2H, m)

2012 | -CH,OCH,CF, (CDCly) 7,58-7,54 (1H, m), 7,24-7,18 (2H, m), 6,85-6,80 (1H, m),
4,62 (2H, dd), 3,93 (2H, q), 3,58 (3H, s)

2013 | iPr (CDCly) 7,61-7,58 (1H, m), 7,29-7,22 (2H, m), 6,92-6,88 (LH, m),
3,69 (3H, s), 3,18 (1H, centeT), 1,30-1,27 (6H, m)

2014 | -CH,OiPr (CDCl3) 7,58-7,55 (1H, m), 7,23-7,19 (2H, m), 6,97-6,93 (1H, m),
4,76 (2H, s), 3,87 (1H, m), 3,74 (3H, s), 1,28 (6H, d)

2015 | -CH,0C,H,OCH; | (CDCly) 7,60-7,56 (1H, m), 7,23-7,19 (2H, m), 6,98-6,94 (LH, m),
4,74 (2H, dd), 3,83-3,81 (2H, m), 3,76 (3H, s), 3,61-3,58 (2H, m),
3,35 (3H, s)

2016 | -C(=CH,)CH;, (d4MeOH) 7,62-7,53 (1H, m), 7,31-7,23 (2H, m), 7,04 (1H, s),
5,94-5,88 (1H, m), 5,56-5,47 (1H, m), 3,76 (3H, s), 2,23-2,17
(3H, m)

2017 | -S-CyHs (d4MeOH) 7,58-7,54 (1H, m), 7,27-7.21 (2H, m), 7,04-7,00 (1H,
m), 3,74 (3H, s), 3,12 (2H, ), 1,42 (3H, 1)

2018 | -O-nPr (DMSO-d6) 7,55-7,51 (1H, m), 7,23-7,19 (2H, m), 7,11-7,07 (1H,
m), 4,14 (2H, 1), 3,50 (3H, s), 1,78 (2H, m), 1,00 (3H, 1)

2019 | -O-CHyiPr (CDCl,) 7,60-7,57 (1H, m), 7,24-7,20 (2H, m), 6,98-6,96 (1H, m),
4,10 (2H, d), 3,67 (3H, s), 2,16 (1H, m), 1,05 (6H, d)

2020 | -O-CH,CHF, (CDCl,) 7,58-7,56 (1H, m), 7,23-7,19 (2H, m), 6,95-6,92 (1H, m),
6,11 (1H, tt), 4,47 (2H, tq), 3,64 (3H, )

2021 | -N(CHa), (CDCly) 7,61-7,58 (1H, m), 7,25-7,22 (2H, m), 6,98-6,95 (LH, m),
3,71 (3H, s), 2,86 (6H, s)

2.022 | -OCH, (d4MeOH) 7,55-7,51 (1H, m), 7,25-7,19 (2H, m), 7,04-7,00 (1H,
m), 4,01 (3H. s), 3,66 (3H, 5)

2023 | -OCH,CH, (CDCly) 7,60-7,57 (1H, m), 7,24-7,20 (2H, m), 6,99-6,96 (LH, m),
4,40 (2H, ), 3,68 (3H, s), 1,48 (3H, 1)

2.024 | -OCH,CF, (d4MeOH) 7,57-7,53 (1H, m), 7,27-7,20 (2H, m), 7,07-7,03 (1H,
m), 4,90-4,83 (2H, m), 3,66 (3H, s)

2025 | -CH,CH=CH, (d4MeOH) 7,56 (1H, m), 7,26-7,21 (2H, m), 6,99 (1H, m), 6,08
(1H, m), 5,21-5,13 (2H, m), 3,72 (3H, s), 3,51 (2H, df)

2026 | cPr (CDCly) 7,62 (LH, m), 7,29-7,24 (2H, m), 6,96 (1H, m), 3,70 (3H,
s), 2,17 (1H, m), 1,08-1,01 (4H, m)

2027 | -CoHs (CDCly) 7,62 (LH, m), 7,26 (1H, dd), 7,24 (1H, dd), 6,94 (1H, dd),
3,73 (3H, m), 2,75 (2H, q), 1,29 (3H, 1)

2028 | Br (CDCly) 7,61 (LH, m), 7,28-7,26 (2H, m), 6,94 (1H, m), 3,78 (3H,
s)

2029 | -C(CH3)OCHs (d6-DMS0) 12,09 (LH, brs), 7,58—7,54 (1H, m), 7,29-7,23 (2H,

m), 7,10-7,02 (1H, m), 4,67-4,62 (1H, m), 3,64 (3H, s), 3,30 (3H,
d), 1,47-1,44 (3H, m).
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2030 | -CHFCH, (d6-DMSO) 7,58—7,54 (1H, m), 7,28—7,24 (2H, m), 7,10—7,06
(1H, m), 5,88 (1H, dq), 3,66 (3H, s), 1,67 (3H, dd)

2031 | -CF,CH, (d6-DMSO) 7,58-7,54 (1H, m), 7,29-7,24 (2H, m), 7,15-7,11 (1H,
m), 3,66 (3H, s), 2,04 (3H, 1).

2032 | -CH(OH)CHs (d6-DMSO) 7,60—7,56 (1H, m), 7,29—7,24 (2H, m), 7,08—7,02
(1H, m), 5,15-5,09 (1H, m), 3,78 (3H, s), 1,61—1,58 (3H, m).

2033 | -C(O)CHs, (d6-DMS0) 7,58—7,52 (1H, m), 7,27—7,23 (2H, m), 7,19-7,14
(1H, m), 3,80 (3H, s), 2,61 (3H, M).

2034 | -CH,CHF, (d4-meTaHon) 7,61-7,57 (1H, m), 7,29-7,24 (2H, m), 7,06-7,02

(1H, m), 6,35 (1H, tt), 3,76 (3H, s), 3,36 (2H, td).

Tabnuus 3. Mpuknagu repbiunaHUX Cnomnyk 3a 4aHUM BUHAXo40M

Cl

Cnonyka

R4

AMP

3.001

-Cl

-C(0)-S-iPr

(CDCly) 7,52-7,57 (1H, m), 7,21-7,27 (2H, m),
6,94-6,98 (1H, m), 3,86 (3H, s), 3,22 (1H, sept),
2,38 (3H, s), 1,11 (3H, d), 1,04 (3H, d).

3.002

-Cl

-C(O)-mopdooniHin

(CDCly) 7,57-7,61 (1H, m), 7,21-7,23 (2H, m),
6,99-7,03 (1H, m), 3,87 (3H, s), 2,92-3,35 (8H, m),
2,38 (3H, s).

3.003

-Cl

-C(O)-iPr

(CDCly) 7,55-7,58 (1H, m), 7,21-7,28 (2H, m), 6,96
— 7,02 (1H, m), 4,61 (1H, sept), 3,85 (3H, s), 2,40
(3H, s), 1,03 (3H, d), 0,98 (3H, d).

3.004

-Cl

-C(O)OCH;

(CDCl,) 7,55-7,59 (1H, m), 7,22-7,27 (2H, m),
6,95-7,01 (1H, m), 3,86 (3H, s), 3,64 (3H, s), 2,39
(3H, s).

3.005

-C(0)OCHs

(CDCly) 7,93 (1H, s), 7,71 (1H, d), 7,51 (1H, m),
7,39 (1H, d), 7,32 (1H, 1), 3,92 (3H, s), 3,85 (3H, S)

3.006

-C(O)CHs

(CDCly) 7,85 (1H, s), 7,71 (1H, d), 7,52 (1H, 1),
7,38 (1H, d), 7,32 (1H, 1), 3,92 (3H, s), 2,19 (3H, 5)

3.007

CR*

-Cl

-C(0O)-S-16yTun

(CDClg) 7,54-7,57 (1H, m), 7,22-7,25 (2H, m),
6,94-6,99 (1H, m), 3,85 (3H, s), 2,38 (3H, s), 1,19
(9H, s).

3.008

CR*

-Cl

-C(O)-toyTmn

(CDCly) 7,54-7,58 (1H, m), 7,19-7,25 (2H, m),
6,95-6,99 (1H, m), 3,88 (3H, s), 2,30 (3H, s), 0,91
(9H, s).

3.009

CR?

-C(O)-p-HiTpodheHin

(CDCly) 8,24 (2H, d), 8,16 (2H, d), 7,48-7,53 (1H,
m), 7,13-7,19 (2H, m), 6,95-6,99 (1H, m), 3,68
(3H, s), 2,30 (3H, ).

3.010

-C(O)OCH,iPr

(CDCly) 7,53-7,57 (1H, m), 7,21-7,26 (2H, m), 6,94
— 6,98 (1H, m), 3,84 (3H, s), 2,34 (3H, s), 1,97 —
2,30 (2H, m), 1,67-1,77 (1H, m), 0,64 (3H, d), 0,62
(3H, d).

3.011

CR*

-Cl

-C(0)OiPr

(CDCly) 7,55-7,58 (1H, m), 7,21-7,28 (2H, m), 6,96
- 7,02 (1H, m), 4,61 (1H, sept), 3,85 (3H, s), 2,40
(3H, s), 1,03 (3H, d), 0,98 (3H, d).
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Tabnuuga 4. Npuknagu repbiumaHUX CNOonyK 3a JaHUM BUHAxXo4o0M

R5 R3a
R3b
R |
N R30
@) ®)
AN =
AR

Cronyka | R’ R* R* R* R’ R’ AMP
4.001 H H -OCHz | H H H
4.002 H -CF; | H H H H
4.003 H H H -Cl H H
4.004 H -Cl H H H H
4.005 H H H F H H
4.006 H H F H H H
4.007 H F H H H H
4.008 H H H -CH; | H H
4.009 H H -CH; | H H H
4.010 H -CH; | H H H H
4.011 H H -OCHz | H Cl Cl
4.012 H -CF; | H H Cl Cl
4.013 H -CF; | H H H Cl
4.014 H -Br H H Cl Cl
4.015 H H H Cl H Cl
4.016 H H H F Cl Cl
4.017 H H F H Cl Cl
4.018 H H F H H Cl
4.019 H F H H Cl Cl
4.020 H H H -CH; | Cl Cl
4.021 H H -CH; | H Cl Cl
4.022 H -CH; | H H Cl Cl
4.023 H -CH; | H H H Cl
4.024 H H H H Cl CHs
4.025 -CH; | H H H H -C=N
4.026 -CH; | H H H CHs | H (CDClg) 7,53 (1H, m), 7,11 (2H,

m), 6,85 (1H, m), 6,55 (1H, bs),

6,42 (1H, s), 3,66 (3H, s), 2,34

(3H, s), 2,19 (3H, d)
4.027 -CH; | H H H CH; | CI (CDClg) 7,56 (1H, d), 7,18 (2H, m),

6,85 (1H, d), 3,61 (3H, s), 2,28

(3H, s), 2,13 (3H, s).
4.028 -CH; | H H H Cl H
4.029 -CH; | H H H Br H
4.030 -CHF, | H H H Cl H
4.031 -CHF, | H H H Br H

Bionoriyni npuknagm

HaciHHS psgy TecToBaHMX BMAIB BUCIBAnuM B CTaHAAPTHUNM I'PYHT B roplimkax: Solanum nigrum
(SOLNI), Amaranthus retoflexus (AMARE), Setaria faberi (SETFA), Alopecurus myosuroides
(ALOMY), Echinochloa crus-galli (ECHCG), Ipomoea hederacea (IPOHE). [llicna kynbTuBauii
npoTtsirom 8 gHiB (Micns NosiBM CXOA4iB) 3@ KOHTPONbOBaHMX YMOB B Tennuui (npu 24/16 °C, geHb/Hiy;
14 roauH cBiTna; 65 % BOMNOrocTi) pocnNUHM 0BnNpUCKyBanu BOOHUM PO3YMHOM Arisi OBNPUCKYBaHHS,
OTPMMaHUM 3i cknagy TEXHIYHOro akTUBHOrO iHrpedieHTa B po3uuHi auetoHy/Boam (50:50), wo mictntb
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0,5 % Tween 20 (noniokcieTuneHcopbity moHonaypat, CAS RN 9005-64-5). Cnonyks BHOCUNN Y
kinbkocti 1000 r/ra. lMoTim TecToBi pocnvHM BMpOLLyBanuM B TENnUUi 3a KOHTPOMNbOBAHWX YMOB B
Tennuui (npu 24/16 °C, ageHb/Hiv; 14 roguH cBiTna; 65 % BomnoricTb) Ta nonvBanu ABiYi Ha Jooy.
Yepes 13 OHiB B TeCTi NpOBOAMMAM OLIHKY BiQHOCHOIO MOLLKOMKEHHS, sike Oyno 3aBAaHe POCIUHI.
3HayeHHs GionoriyHoi akTUMBHOCTI NMoKasaHi B HaBegeHin gani tabnuui 3a N'aTMbanbHOO LLKanow
(5=80-100 %; 4=60-79 %; 3=40-59 %; 2=20-39 %; 1=0-19 %).

Cnonyka Micna BHECEHHS

SOLNI AMARE SETFA ALOMY ECHCG IPOHE

1.001 5 2 1

1.002

1.003

1.004

1.005

1.006

1.007

1.008

1.009

1.010

1.012

1.013

1.014

1.016

1.017

1.020

1.021

1.022

1.023

1.024

1.025

1.026

1.027

2.001

2.002

2.003

2.004

2.005

2.006

2.008

2.009

2.010

2.011

2.012

2.013

2.014

2.015

2.016

2.017

2.018

2.019

2.020

2.021

2.022

2.023

2.024

2.025

2.026

GIGIGITNIENTGIEN N FN EN N EN EN TN TN N EN N NS NG SG GGG TG HGHGHGH GGG GGG TG I ENENTSGIENTGIEN TG 1
AN w|ABlW|BB(NN W RN W[R W R[NN N O a||a|a|w|a|a|w|de|ojoR SRR Nk lo| o
N LN I e T T T T T T T e N e e N e N N N N N e N G N NN I R RN R R R N R
N I N N R R R I R R I R N R N I N I R I I I Y Y Y Y Y TS TS Y P 'S
T L T T N TN T TN | N T e T e e e T PN N T TN T (o L L Y EN G L I L DS E S I I ES Y LI TR RN TS N TSN ST TN EN
SIS EN TS I T LN N T SIHGITGITNIENTS AN SIS NS I S NS G I ENTG GG GGG I EN N ENT I I N T TS TG T EN T

2.027
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Cnonyka [Micns BHECEHHsI
SOLNI AMARE SETFA ALOMY ECHCG IPOHE
2.028 5 5 1 1 1 5
3.001 5 5 1 1 1 5
3.002 5 2 1 1 1 5
3.003 5 5 1 1 4 5
3.004 5 5 2 2 4 5
3.005 5 4 1 1 3 5
3.006 5 4 1 2 4 5
3.007 5 5 1 1 1 5
3.008 5 5 1 2 3 5
3.009 5 5 1 1 1 5
3.010 5 5 1 1 3 5
3.011 5 5 2 1 4 5
4.026 5 4 3 2 2 5
4,027 5 5 4 3 5 5

MopiBHANBHMI eKCNnepUMEHT
MopiBHANBHMI €KCNEePUMEHT NPOBOAMIN ANS MOPIBHAHHS 6ionoriyHOi edeKTMBHOCTI CMOMyKkn 3a
AaHuM BuHaxogom 3 Takumum 3 WO 2011/045271. TecT BUKOHyBanu 3 BUKOPUCTaAHHSAM HACTYMHMX
5 CMonyk, sIKk onucaHo Bulle. BukopuctoByBanu Tpu pi3Hi HopMu BHeceHHs (250 r/ra, 500 r/ra Ta 1000

r/ra).
-
g oS ’
CF; cl
M / / o —
N ~p .y Ml !
I | \N \\
I > N I
8]
Cnonyka |-a-9 y
WO 2011/045271 (Conyka A) Cnonyka B o o
10 OTpumaHi pesynbTaTn HaBeAeHi B Tabnuui Hkye.
Cnonyka Hopma BHeceHHs, r/ra lNicna BHeceHHs
SOLNI | AMARE | SETFA | ALOMY | ECHCG | IPOHE
Cnonyka A 1000 5 4 2 2 3 5
500 4 4 1 1 2 5
250 3 3 1 1 1 4
Cnonyka B 1000 4 4 1 2 2 5
500 3 3 1 1 1 2
250 2 2 1 1 1 1
1.001 1000 5 4 3 2 3 5
500 5 4 1 2 3 5
250 5 4 1 2 2 5

JaHi pe3ynbTaT¥ OEMOHCTPYHOTb, WO CMOMyKU 3a AaHUMM BMHAXOOOM MPOSIBMSATL NigBULLEHY
€(EeKTMBHICTb MOPIBHAHO 3 TMMMU, WO po3kputi B W02011/045271, wWo ocobnMBO O4YeBUOHO MpU
15 OiNbLU HU3bKNMX HOPMaX BHECEHHS.

28



10

15

20

25

30

35

40

45

UA 112890 C2

SOPMYJIA BUHAXOLOY

1. Cnonyka cpopmynu (1)

R5
X/ R3],
\
N
o 0—G
X
N ~
RT N R2

abo i NpuHATHa 3 NOrnsaay CinbCbKOro rocnofgapcTea Cinb,

ne

X' siBnsie co6oto N a6o CR*;

R BMOpaHui 3 rpynu, wo cknagaetbes 3 C1-Ciankiny, C,-Crankokci-C,-Crankiny, C,-C,ankeniny, Ci-
C4ranoreHanKmy, C,-CranoreHankeHiny, C,-CsankiHiny Ta C,-C ranoreHankidiny;

R* BNBpaHWIA 3 rpynu, WO CKNagaeTbCcsa 3 BOAHI0, ranoreHy, uiaHo, Ci-Ceankiny, Ci-CgranoreHankiny,
C;-Cgranorenankokcn, C;-CsranoreHankokci-C,-Czankiny-, C;-Cgankoken, C,-Csankokci-C;-Csankiny,
C;-Csankokci-C1-Csankokci-C,-Czankiny-, Csz-Cgumknoankiny, C,-CgankeHiny, C,-CgranoreHankeHiny,
C,-Ceankininy, C,-Cerigpokciankiny-, C;-Ceankinkapboniny-, -S(O),Ci-Ceankiny, amino, C;-
Ceankinamino, C;-Cggiankinamido, -C(C,-Czankin)=N-O-C,-Czankiny ta C,-CgranoreHankiHiny;

R® He3anexHo BNMbpaHmiA 3 rpynu, WO CKNagaeTbCsl 3 BOAHO, ranoreHy, HiTpo, uiaHo, amiHo, C;-
Ceankiny, Ci-Ceranorenankiny, Cs-Cgumknoankiny, C;-Cgsankokcu, C;-CgankokcukapOoHiny Ta -
SgO)pCl—CGanKiny;

R* Ta R HesanexHo BMOpaHi 3 rpynu, WO CKNagaeTbCsa 3 BOAHIO, MAPOKCUIY, ranoreHy, HiTpo, LiaHo,
amiHo, C;-Cgankiny, C;-CgranoreHankiny, Cs-Cgumknoankiny, C;-Cgankokcu, Ci-CgarnkokcmkapOoHiny
Ta -S(0),C,-Ceankiny;

G saBnse coboto BoageHb abo -C(0)- R%;

R® BMOpaHWi 3 rpynu, Lo CKJ'Ia,EI,aSTbCﬂ 3 C;-Ceankiny, C;-CgankeHiny, C,-CgankiHiny, C;-Cgankin-S-,
Cl CGaJ'IKOKCI/I -NR'R® ta eHiny, He0bOB'A3KOBO 3aMilLleHNX OaHUM abo Aekinbkoma R9

R’ Ta R® HesanemHo BUGpaHi 3 rpynu, wo cknagaetbcs 3 Cy-Cgankiny, C;-Cgankokcu-;

,ue R'taR® pas3om MOXYTb YTBOPIOBaTU MOPAONiHiNbHe KinbLe;

R® BMOpaHWIA 3 rpynu, WO CKMNafdaeTbCcsa 3 ranoreHy, uiaHo, HiTpo, C;-Csankiny, C,-CzranoreHankiny,
C,-Ciankokcu Ta C,-CsranoreHarnkokey;

n=0,1,2,3a6o4; Ta

p=0,1ab6o 2.

2. Cnonyka 3a n. 1, ge G aBnge co6oro BOJEHb.

3. Cnonyka 3a n. 1 abo n. 2, ge R? BMGpaHuii 3 rpynu, Wo cknagaetbcs 3 BogHto, Cq-Cgankiny, Ci-
Ceranorenarnkiny, C;-Cgankoken, Ci-Czankokci-Ci-Cizankiny, Cs-Ceuuknoanckiny, C,-Ceankediny, C,-
CeranoreHnankeniny, C,-Cgankininy ta C,-CgranoreHankininy.

4. Crnonyka 3a n. 3, ge R? BMOpaHMIA 3 Tpynu, WO CKNadaeTbCs 3 BOAHIO, METuny, eTuny,
LMKIONponiny Ta METOKCUMETUY.

5. Cnonyka 3a 6yab-sKkiM 3 NonepeaHix NyHKTIB, e R? siBnsie co60t0 MeTur.

6. Cnonyka 3a 6ygb-sikum 3 nonepegHix nyHkTis, ge n = 0.

7. Cnonyka 3a 6yaob-9KkMM 3 nonepeHix NyHKTIB, e R* BMOpaHWIA 3 rpynu, O CKNagaeTbCcsa 3 MeTUIy,
eTuny Ta H-nponiny.

8. Cnonyka 3a 6yab-skMM 3 NONEPEHiX NYHKTIB, e X' siBnsie co6oto N.

9. Cnonyka 3a 6ygb-akum 3 nonepeaHix NyHKTIB, Ae x* ﬂBnﬂe co6oto CR*.

10. Cnonyka 3a n. 9, ge R* aBnsie coboto ranoreH Ta/a6o R® siBnsie co6oto ranoreH.

11. MepbiungHa KOMMO3uLisi, sika MICTUTb repbiunaHy crnonyky 3a 6yab-sikum 3 MonepeaHiX MyHKTIB i
NPUAHATHUIA 3 NOrNAAY CiNbCbKOro rocnogapcTea AONOMKHUI 3acid ansa cknagaHHs.

12. lepbiumgHa komnosuuia 3a n. 11, aka OOAATKOBO MICTUTb LOHAWMMEHLLUE OAWH [0OAaTKOBUN
nectmuma,.
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13. lepbiumgHa komnosuuia 3a n. 12, sika BiAPI3HAETbLCA TMM, LLIO OOOATKOBUIM nectuuug sIBrsie

coboto repbiuma abo aHTMAOT repbiunay.
14. Cnocib 6opoTbbu 3 Oyp'sHaMM B MiCLi 3pPOCTaHHS, SKMA BKOYAE 3aCTOCYBaHHS OO0 Micus

3pOCTaHHSA A0CTaTHLOI A1 6opoTEOM 3 Byp'aHaMM KiNbKOCTi KOMMNo3uLii 3a Oyab-skum 3 nn. 11-13.
15. 3actocyBaHHsi cnonyku doopmynu (1) 3a n. 1 sik repGiungy.

Komm'toTepHa BepcTka I. MNasnbHikoB

HepxaBHa cnyxba iHTenekTyanbHOi BNacHoCTi YkpaiHu, Byn. Ypuupekoro, 45, m. Knie, MCI1, 03680, YkpaiHa

0N “YKpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. [Na3yHoBa, 1, M. KuiB — 42, 01601
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