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[aHun BMHaxig BigHOCUTBLCSA A0 repbiunagHO aKTUBHUX NiPUANHO-/NIPMMIOMHOTIA30MbHUX NOXiAHWUX,
a TakoX Ao cnocobiB Ta NPOMKHWMX MPOOYKTIB, 3aCTOCOBYBAHWUX AONS OAEPXaHHA Takux MNOXigHWX.
[aHnih BUHaxig AOAATKOBO PO3MNOBCIOAKYETLCS Ha repOiunaHi KoMno3suuii, siki MICTATb Taki noxigHi, a
TaKOX Ha 3aCTOCYBaHHSI Takmx CMOJTYK Ta KOMMO3WULA Y KOHTPOIMOBAHHI POCTY HebaKaHuX POCIVH,
30Kpema, Ha 3acTOCyBaHHs A4S KOHTPOMOBaHHA Oyp'siHIB y KynbTypax KOPUCHUX POCIVH.

lepOiungHi nmipymigmMHoimigasonu Bigomi 3 W02005/047281. TlipuanHo-/nipuMiguHOTIa3onbHi
noxigHi 4ns 3aCTOCYBaHHA K akapuunOHWUX/IHCEKTULMAHMX/MOSTHOCKILUgHNX/HEMaTULUMAHMX 3acobis
abo ans koHTpontoBaHHA 6e3xpebeTHux wWkigHWkiB onncari y W02010/129497, W02011/128304,
W02013/186089 ta W02014/007395.

Hannii BuHaxig 6a3yeTbcsl Ha BIAKPWTTI, WO NipuAWHOTIA30MNbHI Ta NipUMIANMHOTIA30MbHI NOXiAHi
dopmynu (I), BM3HaYeHi y QdaHOMY [OOKYMEHTI, MPOSBMsAOTb HecnodiBaHo xopowy repbiungHy
aKTUBHICTb.

Takum 4vHOM, y MepLIoOMYy acnekTi 4aHOro BuHaxody nepenbayvaeTbCsi 3aCTOCYBaHHSA CrOMyKM

cpopmynu (1),

0

abo ii coni abo N-okcuay, oe

X, siBnsie coboto N a6o CR*:

R sBnsie cobol0 BOAEHb, ranoreH, wiaHo, C,-Csankin, Cs-Cguuknoankin, C,-CgankeHnin, C,-
CsankiHin, C,-Cgankokcu, C(O)OR6 abo S(0),(C,-Ceankin), dopmin, rigpokcumn, -C(O)NR°R’, NR°R’,
6eH3l/IJ'IOKCVI C;-CgranoreHankokcu abo C,-CgranoreHankin,

R? aBnsie coB6oto BOAeHb, ranoreH, LjaHo, HITpO C,-Csankin, C,-Cgranorenankin, C,-Cgankenin,
C,-Cgankinin,  Cs-Cgumknoankin, -C(O)OR S(0),(Cy-Cgankin), Ci-Cgankokcu abo  C;-
CgranoreHarnkokcum;

n ,EI,OpIBHPOG 0, 1 abo 2;

R® sBnsie co60l0 BOAEHb, LiiaHo, C,-Csankin, C,-CgankeHin, C,-CgankiHin, C,-CgranoreHarnkeHin,
C,-Cgankokcu, C,-CgranoreHankin, Ci-CgranoreHankokcu, C,-CgankeHinokcn, Cs-CigumKknoankin,
NR°R’,

R’ siBnsie coboto O, S abo N(C,-Cgankin);

X, siBnsie coboto O, S abo NR®:

R° sBnsie cobow BoaeHb, C,-Cgankin, C,-CgankeHin, C,-CgankiHin, Csz-Cjoumknoankin, Cs-
Coumknoankenin, Ci-Cgranorenankin, C,-CgranoreHankeHnin, C;-Cgankokcu, C;-CgranoreHarnkokcu,
C,-CgankeHinokcn, C,-CgankiHinokcn, Cs-Cigumknoankinokcn, Cs-CioumknoankeHinokcu, Co-
CgranoreHankeninokcy, Cg-Cipapyn abo Cg-Cigapun, 3amilieHnn 1-3  rpynamu, HesanexHo
BMOGpaHMMn 3 ranoreHy, HiTpo, uiaHo, C;-Csankiny, C;-Csankokcu, C,-Csranorenankiny ta C;-
CsranoreHankoken; Cs-Cioretepoumknin  abo Cs-Cigretepoumknin, 3amiweHnn  1-3  rpynamu,
He3anexHo BnbpaHuMu 3 ranoreny, HiTpo, uiaHo, C,-Csankiny, C;i-Csankokcu, C,-CsranoreHarnkiny Ta
C,-CgranoreHankokeu, abo NR°R”;

abo R® ta R pasoM i3 X, Ta aTomamu, OO0 SIKMX BOHW MPUEOHAaHI, YTBOPIOIOTb Hacu4eHy abo
YaCcTKOBO HeHacuyeHy 5-9-uneHHy KinbLeBy cucTeMy, sika HeoboB'A3koBO MicTuTb Big 1 o 3
retrepoatomiB, He3anexHo BuOpaHux i3 S, O Ta N, Ta HeoOOB'SI3KOBO 3amileHy 1-3 rpynamu,
HesanemHo BI/I6paHl/IMVI 3 ranoreny abo C;-Cgankiny;

a6o R® ta R® pa3oM i3 aTomamu, 40 AKUX BOHW NpUeEOHaHi, yTBOPKOTb Hacu4eHy abo 4acTKOBO
HeHacu4eHy 5-9-uneHHy KinbLeBy cUCTeMy, sika HeOOOB'SI3KOBO MICTUTb Big 1 0o 3 retepoaTomis,
He3anexHo BubpaHux i3 S, O Ta N, Ta Heob0B'A3kOBO 3amilleHy 1-3 rpynamm, He3anexxHo BUbpaHumm
i3 ranoreHy abo C,-Cgankiny;

abo R* ta R pasoMm i3 X, Ta aTomamu, OO0 SIKMX BOHW MPUEAHAaHI, YTBOPIOKOTb Hacu4veHy abo
YAaCTKOBO HeHacuyeHy 5-9-uneHHy KinbueBy CUCTEMY, sika HeoOOB'A3koBO MicTuMTb Big 1 go 3
retepoatomis, HesanexHo BubpaHux i3 S, O Ta N, Ta HeoboB'A3KOBO 3amiweHy 1-3 rpynamu,
He3anexHo BMbpaHumm 3 ranoreHy abo C,-Cgankiny;

kokeH i3 R® Ta R’ HesanexHo siBnsie coBow BomeHb, C;-Cgankin, C,-CgranoreHarnkin, Co-
CeankeHin abo C,-CgankiHin,
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abo R® ta R’ pa3om i3 aTOMOM a30Ty, OO0 SIKOr0 BOHW NPUEAHAaHI, YTBOPKWTbL HacuyeHe abo
YACTKOBO HeHacuyeHe 3-6-yneHHe Kinbue, ske HeobOoB'A3KOBO MiCTUTL Big 1 Ao 3 retepoatomis,
He3anexHo BMbpaHux i3 S, O Ta N, Ta He0bOB'sI3KOBO 3aMillieHe 1-3 rpynamu, He3anexHo BUGpaHUMM
i3 ranoreHy abo C,-Cgarnkiny;

R® sBnsie co6oto BoaeHb, LiaHo, C;-Cgarnkin, Ci-CgranoreHarnkin, Co,-CgankeHin abo C,-CgarnkiHin,
C,-Cgankokcun, C,-CgranoreHankokcn, C,-CgankeHninokcu, C,-CgankiHinokcn, Cs-CioUMKnoarnkinokcu,
C3-CypumknoankeHinokcu, C,-CgranoreHankeHinokcu;

abo R’ Ta R® pasowm i3 aTomamu Byrnewo, [0 AKX BOHU NPUEAHAHI, YTBOPIOKTL HacuueHe abo
YaCTKOBO HeHacuyeHe 3-9-uneHHe Kinbue, ske HeoboB'A3kOBO MiCTUTL Big 1 oo 3 retepoatomis,
He3anexHo BmbpaHux i3 S, O Ta N, Ta Heo60B'sI3K0BO 3aMilLeHe 1-3 rpynamu, He3anexHo BUGpaHUMK
i3 ranoreHy abo C;-Cgankiny, sk repbiungy.

Cnonykun dopmynu (1) MOXyTb iCHyBaTW y BUrMAAI Pi3HUX reOMETPUYHNX i30MepiB abo B Pi3HUX
TayTomMepHux opmax. [JaHun BUHaxXi4 OXONMIOE 3aCTOCYBaHHS YCiX Takux i3oMepiB i TayTomepiB Ta
IXHIX CymiWwen y BCiX CNiBBIOHOLUIEHHAX, a TakoX i30TOMHUX OpM, AK Hanpuknag OenTepoBaHi
CMOMyKMW.

HonyckaeTbecs, wo cnonyku cdopmynu (1) MOXyTb MICTUTM oaMH abo Oekinbka acUMEeTpPUYHMX
LEeHTpiB, WO, TAKUM YMHOM, MOXe NPU3BECTM A0 YTBOPEHHS ONTUYHMX i30MepiB Ta AdiacTepeomepis.
HesBaxatoum Ha Te, WO AaHMW BMHaxig npeactaBneHo 6e3 ypaxyBaHHs CTEpPeOoXiMil, BiH OXOME
3aCTOCYBaHHS BCiX TakMX ONTMYHMX i3OMEPIB Ta AiaCTepeoMepiB, a TAKoX pauleMidYHMX Ta po3aineHunx,
eHaHTioMepHo 4ncTnx R- Ta S-cTtepeoizomepiB, a TakoX iHWKUX cymiwen R- Ta S-ctepeoizomepiB Ta
IXHIX arpoXiMi4HO MPUNHATHUX CONEMN.

KoxeH ankineHun cparmeHT abo cam no cobi, abo sk yacTnHa BinbWoi rpynu (9K Hanpuknag
arnkokcK, ankinTio, ankokcmkapboHin, ankinkapboHin, ankinamiHokapboHin abo gnankinamiHokapboHin
i T. O.) Mmoxe OyTu i3 NpsaMMM naHulrom abo posranyxeHuMm. AK nNpasBumio, ankin asnse coboto,
Hanpwvknag, MeTun, eTun, H-Nponin, isonponin, H-6yTun, BTop-0yTnn, i306yTMN, TPET-6YTUN, H-NEHTUN,
HeoneHTMn abo H-rekcun. AnKiNbHI rpynu 3aseudan aBnsoTb coboto Ci-CeankinbHi rpynu (3a
BVHATKOM BUMNafAKiB, KOMW BXE BM3HayeHi Oinbll BYy3bKO), ane nepeBaxHO sBNATb cobot Ci-
C,ankineHi abo C;-CsankinbHi rpynu Ta Ginbl nepeBaxHo sABNSATb coboto Ci-CrankinbHi rpynu (ak
Hanpuknag mMeTtun).

AnNKeHINbHI N ankiHinbHi pparMeHTn MOXyTb 3HaxoauTucs y opmi NpsamMux abo posranyXeHux
NaHuoriB, Ta ankeHinbHi parMeHTn, SKLWO HeobXigHO, MOXYTb 3HaxoauTuca abo B (E)-, abo B (Z)-
KOHQpirypauii. AnKeHinbHi W ankiHinbHi dparMeHTn MOXyTb MICTUTM OoauMH abo Aekinbka MOABINHMX
Ta/abo noTpiviHMX 3B'A3KIB Yy OyAb-Akin KOMOGiHauii; ane nepeBaXHO BOHM MICTATb TifbKM OOWH
NOABIMHWUI 3B'A30K (4N ankeHiny) abo Tinbku 0gnH NOTPIMHUIA 3B'A30K (4N ankiHiny).

AnKeHiNbHI Ta ankiHinbHi dparMeHTH, AK NpaBumno, ABNATb cobot C,-ChankeHin abo Co-
C,ankinin, 6inblWw KOHKPeTHO eTeHin (BiHiN), npon-2-eHin (anin), eTuHin, npon-2-iHin (Nponaprin) aéo
npor-1-iHin.

TepMiH UMKoankin nepeBa)kHO CTOCYETbCA LMKIOMPOMiny, LUMKNoOyTuny, umkrnoneHtuny abo
LMKINorekcuny.

Y KOHTEKCTi A4aHOoro onucy TepMiH "apun" nepesaxkHo 03Hayae geHin.

eTepoumKninbHI rpynu Ta reTepouuknivHi kinbus (abo cami no cobi, abo Ak 4YacTMHa GinbLoi
rpynu, $K Hanpuknag reTtepouuknin-ankin-) sBnsiTb cobol  KinbLeBi cucTtemMn, sKi- MICTATb
LOHaNMeHLWe OdWMH reTepoaToM, Ta MOXYTb 3HaxXoAWTMCA Y MOHO- abo OGiumknivHii dopmi.
eTepoumkninbHi rpynu nepesaxHo OyayTb MICTUTU OO OBOX retepoaTtoMiB, SKi NepeBaxHO OyayTb
BMOpaHi 3 a3oTy, KACHKO Ta Cipku. NMpuknagm reTepoumnKniuHMX rpyn BKITOYAOTL OKCETaHin, TieTaHin,
as3eTuamHIn Ta 7-okcabiumkno[2.2.1]renT-2-in. 'eTepounkninbHi rpynu, gKi MiCTATb OAMH aTOM KMCHIO
SIK reTepoatoM, € HanbinbL nepeBaXXHUMW. [eTepoUMKNinbHI rpynu NepeBaxHo ABMATb CObow 3-8-
UNeHHi, GinbL nepeBaXxHo 3-6-YNeHHi Kinbus.

lanoreH (abo ranoreHig) oxonnte ¢Top, xnop, 6pom abo 1og. Te X came, BiQNOBIQHO,
CTOCYETbLCS ranoreHy B KOHTEKCTi iHLUMX BU3HAYeHb, SIK Hanpuknag ranoreHankin abo ranoreHgeHin.

["anoreHankineHUMK rpynamMm 3 OOBXMHOK nNaHutora Big 1 Ao 6 aTtomis ByrneLo €, Hanpuknag,
dTopMeTUN, OUTOPMETUN, TPUPTOPMETUM, XNOPMETUN, AUXIOPMETUA, TpuxnopmeTun, 2,2,2-
TpudptopeTun, 2-dpropeTtun, 2-xnopetun, neHtadropetmn, 1,1-gudTop-2,2,2-tTpuxnopetmn, 2,2,3,3-
TeTpadpTopeTun i 2,2,2-TpuxnopeTun, rentadpTop-H-Nponisn i nepgTop-H-rekcun.

AnKOKCUrpynu nepeBaxHO XapakTepusylTbCs AOBXMHOK NaHutora Big 1 Ao 6 aTtomiB Byrneuo.
AnKokcu siBrisie coboto, Hanpuknag, METOKCU, €TOKCK, NMPOMOKCH, i30MPONOKCK, H-BYTOKCH, i306yTOKCH,
BTOp-OyTOKCU abo TpeT-OyTokcK, abo i3omep NeHTUNokcn abo rekCcUIoKCcK, NepeBaxHO METOKCK Ta
eToKcu. Takox cnig, po3yMiTH, L0 ABA anKOKCU3aMICHUKN MOXYTb OYTW NPUCYTHIMK HA OQHOMY 1 TOMY
X aToMi Byrnewto.
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["anoreHankokcn siBnge coboro, Hanpuknag, pTopMeTokeu, ANPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-Tpudptopetoken, 1,1,2,2-tetpadpTopeTokcn, 2-pTOPETOKCH, 2-XNOPETOKCU, 2,2-AndhTOpEeTOKCU
abo 2,2,2-TpuXIopeToKCU, NepeBaXXHO AN TOPMETOKCHU, 2-XIOPeTOKCK abo TpndTOpMETOKCH.

C1-Ceankin-S- (ankinTio) siBnsie coboto, Hanpuknag, MeTUnNTio, eTUITIO, NPONiNTio, i3oNponinTio, H-
OoytunTio, i306yTUNTIO, BTOP-0YyTMNTIO ab0 TPeT-6yTUnTio, NepeBaxHO MeTUNTIO abo eTunTio.

C1-Cesankin-S(0)- (ankincynbdiHin) siBnsie coboto, Hanpuknag, MeTurncynbgiHin, eTnncynbdinin,
nponincynbiHin, izonponincynbdinin, H-6yTuncynbdiHin, isobyTuncynbdidin, BTop-6yTUNCYNbgiHIin
abo TpeT-0yTunncynbdiHin, nepeaxHo MeTuncynbdiHin ado etTuncynbdiHin.

C;-Ceankin-S(0),-  (ankincynbcoHin)  aBnse  coboto, Hanpwuknag, MeTUNCynbgOHin,
eTUNCynb@OHIn, nponincynb@OHIN, i3onponincynb@oHin, H-ByTUNCYNbMOHIn, i306yTUNCYNbLEOHIn,
BTOP-6yTUNCynbdoHin abo TpeT-6yTuncynboHin, nepesaxHo MeTuncynbdoHin abo eTnncynbgoHin.

Cnonykn copmynu () mMoxyTb yTBOptoBaTh, Ta/abo 3acTtocoByBaTUCHA €K Taki, MPUAHATHI y
CiNbCbKOMY rocrnofapcTBi corni 3 amiHamu (Hanpuknaz amiakoMm, AMMEeTUNamMiHOM Ta TpueTunamiHom),
OCHOBaMM MY)XHUX MeTaniB Ta nyXHo3eMernbHUX MeTanie abo 4YeTBEPTUHHUMU aMOHIEBUMM
ocHoBamu. Cepeq rigpokcuaiB, OKCMAIB, arlkokcuAiB, Ta rigpokapboHarTiB, Ta KapOoHaTIiB IYXXHUX
MeTaniB Ta MykHO3eMeNbHUX MeTaniB, 3aCTOCOBYBaHUX B CONEYTBOPEHHi, ocobnuey yeary cnig
npuainMTK rigpokcmuaam, ankokcuaam, okcugam Ta kapboHatam niTito, HaTpitlo, Kanil, MarHito Ta
Kanbuito, ane ocobnueBo rigpokcuaam, ankokcugam, okcMgam Ta kapboHaTam HaTpilo, marHio Ta
Kanbuito. TakoX MOXHa 3aCTOCOBYBATM BiAMNOBIgHY TPUMETUNCYNbMOHIEBY Ciflb.

Cronykn copmynu (I) Takox MOXyTb yTBOptoBaTH (Ta/abo 3acTOCOBYBAaTUCA SIK TaKi) MPUAHATHI y
CiNlbCbKOMY rocrnogapcTBi COMi i3 Pi3HOMaHITHUMWU OpraHiyHMMK Ta/abo HeopraHiYHMMU KucnotTamu,
Hanpuvkrag, ouTOBO, NPOMIOHOBOK, MOMOYHOK, NIMMOHHOK0, BMHHOW, BYpLUTMHOBOK, (PYMapOBOI0,
ManeiHoBOK, MAariOHOBOW, MuUrganeBot, A6nydHow, TaneBol, COMsiHOK, BGPOMUCTOBOLHEBOLO,
docopHoto, a30THOIO, cipyaHolo, MeTaHCYNbOHOBOIO, HadTaniHCynb(OHOBOIO,
©eH3oncynbOHOBO, TONYONCYNbOHOBOW, KamMdopCyrnbOHOBOK Ta MNoAidHMMKM  BigoOMUMM
NPUAHATHUMW KUCITOTaMM, SKLWO crnonyka dopmMynu (1) MiCTUTb OCHOBHY hyHKLiOHANbHY rpymny.

Cronykn dopmynu (I) Takox MOXyTb 3HaxoguTucsa y cpopmi/aacTocoByBaTUCS SAK rigpaTtu, ski
MOXYTb OYTN YTBOPEHi B XOAi CONEYTBOPEHHSI.

MepeBaxHi 3HAYEHHA X, Xo, RL R, R, R R, RS, R, R tan BUKNAAEHi HWX4Ye, a cnosyka
dopmynu (1) BiaNoBigHO 4O AaHOrO BMHAxXo4y MoXe MICTUTU Byab-aKy KOMOiHaL 0 BKa3aHWX 3HAYEHb.
Cneujanicty 6yge 3po3ymino, WO 3HavyeHHs Ansa Oyab-siKoi Bka3aHoi rpynu BapiaHTiB 34iACHEHHS
MOXHa KOMOiIHyBaTW 3i 3Ha4YeHHsSAMWU ONnA OyAb-AKOi HLWOI rpynu BapiaHTiB 34IMCHEHHS, AKWO Taki
KOMOGiHaLii He € B3aEMOBUKITHOYHUMN.

R nepeBaxxHo 4Bnsie cobow BOAeHb, ramnoreH, dopmin, uiaHo, Ci-Cgankoken, C;-
Cesankincynbgonin, C,-Cgankintio, C;-CgranoreHarnkokcu, -C(O)NR6R7, NR°R’  a6o C,-
CeranoreHarnkin. binbw nepeBaxHoO R' asnse coboio BOOEHb, OTOP, XNop, UiaHo, TpUdTOPMETUN,
METOKCU, OUPTOPMETOKCHU, POPMIf, MeTaHCYNb(OHIN, kapbokcamig, MeTaHTion abo amiHo.

R? nepeBaXHo sBNsie cobol ranoreH, uiaHo, HiTpo, C;-Cgankin, C;-CgranoreHankin, C,-
CesankeHin, C;-Cgankincynbdinin, C;-CgankincynbedoHin, C;-CsankinTio, -C(O)ORB, C,-Cgankokecu, C;-
CsranoreHankokcn, Cz-Cgumknoankin abo C,-CgankiHin. 6inbl nepeBaxHo R? siBnsie coBoto ranoreH,
uiaHo, C;-Cgankin, Ci-Cgranorenankin, C,-CgankeHin, C;-Cgankokcu, C;-CgranoreHankokcu, Cs-
CeUMKrioankin, -C(O)OR6 abo C,-Cgankinin. Lle 6inbw nepeBaxHo R’ sBnsie cobot MeTun,
TpudTOopmeTUN, xnop, 6pom, nog, TOp, BiHIN, aueTuneHin, meTokcukapbodin, -CO,H abo
Lumkrionponin;

R® nepeBaxHo sBnsie coboto C,-Cgankin, C,-CgankeHin, C,-Ceankinin, C,-CgranorenankeHin, Cq-
Ceankokeun, Ci-CgranoreHankin, C;-Cgranorenankokcu, C,-CgankeHinokcu, Cs-Cioumknoankin abo
NR°R’. 6inbL nepeBaxHo R® siBnsie coBoto BogeHb abo C;-Csankin. e Ginbw nepesaxHo R® siBnsie
coboro meTnn abo etun.

R’ nepeBaxHo siBnsie coboto O.

X, nepeBaxHo sBnsie coboto O abo NR®,

R® nepeBaxHo siBnse coboto C.-Cgankin, C,-CgankeHin, C,-CgankiHin, Cs-Cioumknoankin, C;-
CeranoreHankin, C,-CgranoreHankeHin, C;-Cgankokcu, C,-CgranoreHankokcu, C,-CgankeHinokcu, C,-
Ceankininoken, Cs;-Cyoumknoankinoken, Cs-CogumknoankeHinokcu, C,-CgranoreHankeHinokcu, Cg-
Cioapun, Cg-Cipapun, 3amilieHun 1-3 rpynamm, HesanexHo BubpaHumu i3 ranoreHy, Hitpo, uiaHo, C;-
Csankiny, C;-Csankokcn, Ci-CsranoreHankiny Ta Ci-CzranoreHankokcu, Ciz-Cigretepouuknin abo
NR°R’. Y opiit rpyni BapiaHTiB 3aiiicHeHHst R® nepeBaxHO siBRsie co60O0 MeTUR, eTun, isonponin,
TpeT-6yTun abo TpeT-OyTOKCK. Y [OAATKOBIN rpyni BapiaHTiB 34iNCHEHHS R5 nepeBaxHO siBNsie coboto
deHin, HeobOoB'A3KOBO 3amiweHnn 1-3 rpynamm, BUOpaHMMK i3 ranoreHy, HiTpo, uiaHo, Ci-Csankiny,
C;-Csankokeun, Cq-CsranoreHankiny ta Ci-CsranoreHankokcu, Ginbli nepeBaxkHO eHin, 3amileHui
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OAWH pa3 ranoreHom, Hitpo, uiaHo, C,-Csankinom, Ci-Csankokcu, Ci-CsranoreHankinom abo C;-
CsranoreHarnkoKkcu.

Y popaTtkoBiv rpyni BapiaHTiB 34iINCHEHHS R® nepeBaxHo sBnsie coboto C,-CgankiHin. Cnonykn
dopmynu (1), oe R® aBnsie co60t0 C,-CgarnkiHin, € HOBUMM Ta, TakUM YMHOM, YTBOPIOOTb 404aTKOBUM
acnekT AaHoro BUHaxoay.

R® nepeBaxHo siBrsie coboto BoAeHb, UiaHo, Ci-Cgankin, Ci-CgranoreHankin, C,-CgankeHin abo
C,-CgankiHin. binbw nepeBaxHoO R® asnsie coboto BoAeHb abo MeTwn. Y ofHi rpyni BapiaHTiB
3[iNCHEHHSA R® asnsie coboto BOOEHb. Y O00aTKOBIiM rpyni BapiaHTIB 34iIMCHEHHS R® aBnse coboto
MeTun.

Y BapiaHTax 34iACHEHHSA, Oe R® ta R® pasoM i3 X, Ta aToMamu, OO0 SKAX BOHW MpUEOHaHI,
YTBOPIOKOTb HacnyeHy abo YacTKOBO HeHacudeHy 5-9-uneHHy KinbLeBy cuctemy, sika HEOBOB'A3KOBO
MicTuTb Big 1 8o 3 retepoaTomiB, He3anexHo BubpaHux i3 S, O Ta N, Ta HeoboB'A3k0BO 3amilleHy 1-3
rpynamu, HesanexHo BubpaHumu i3 ranoreHy abo Ci-Cgankiny, nepeBaxHo, o6 yTBOpIOBanuCb
HacTynHi Q-rpynu:

4
R4

NN
}(|_|2 E(T_(
Q1 Q2

ne X? ta R* BusHayeni y AaHOMYy OOKYMeHTi, Ta A nosHavae TOuYKy MPUEAHAHHS OO0 MipUAMHO-
/nipuMiguHoTIa3onbHOro dhparmeHTa. Y KoxHil 3 rpyn Q; Ta Q, R* nepesaxHo sBnsie coboto O, a X,
siBnsie coboto O a6o NRE. Lle 6inbl nepeBaxHo R* siBnsie coboto O, a X, sBnsie coboto O a6o NR?,
npw LiboMy R® sBnsie co6oto MeTun.

Y HaBegeHux Hwxkde Tabnuusx 1 Ta 2 npegcrtaeBneHo 91 KOHKpeTHWW npuknag repbiungHux
cnonyk cpopmynu () ana 3actocyBaHHS BiANOBIAHO 4O AAHOrO BUHaxXo4y.

o]

Tabnuusa 1

KoHkpeTHi npuknagu cnonyk coopmynu (1)

Cnonyka CtpykTypa
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnionyka CrpykTypa
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnionyka CrpykTypa
a
S
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o 0 N
S/
= / \ N/
S
A9 N /
N )\O
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Tabnuusa 1
KoHkpeTHi npuknagn cnonyk copmynu (1)
Cnonyka CtpykTypa
N
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnonyka CtpykTypa
N
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N
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnonyka CtpykTypa
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KoHkpeTHi npuknagn cnonyk copmynu (1)

Tabnuusa 1

Cnonyka CtpykTypa

Cl

A29 « I S )\
N 0

A30 S

A31 N

A32 <

N
A33 - /AﬁN

N
N
Ny 4
A34 N/w
Sage
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnonyka CtpykTypa

F@j‘g\w
s
A35 \N / O)\jﬁ

" ';l&
A38 - s N
N / Q

o)
A39 N\/\g» N/

A40 [

0
A4l '7 \ N)\OK
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\N J \
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N o
A43 | NN
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnionyka CrpykTypa
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnonyka CtpykTypa
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnionyka CrpykTypa
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Tabnuusa 1

KoHkpeTHi npuknagn cnonyk copmynu (1)

Cnonyka CtpykTypa
@) —\
N >‘N\ °
A60 | > N\
F % \ S
NS
N

NO,
N /
A61 I/\é~N Q
X S o
N/ O

AB2 N

W
A63 <L )\
N 0

Ak BKka3aHO BWLLE Y AaHOMY JOKyMeHTi, cnonyku dopmynu (1), e R® siBnsie co6oto C,-CearnkiHin, €
HoBuMU. OTxe, y JaHOMY BUHaxodi Takox nepepbaderi cnonyku dopmynu (1)-(i), aki € cnonykamm
dopmynu (l), BU3HAYEHUMU Yy OAHOMY OOKYMEHTI, ae R® siBnsie coboto C,-CgankiHin. Y crnonykax
dopmynun (I)-(i) nepeBaxHUMU 3amicHukamu ang X, Xo, RL R, R, R, RS R, REtane Taki, Lo
BM3HauYeHi BULLE Y AaHOMY JOKYMEHTI CTOCOBHO cnosnyk coopmynu (1).

TuM He MeHL, nepeBarn CTOCOBHO 3aMiCHUKIB y 0COONMBO NepeBakHUX BapiaHTax 34iACHEHHS
ONUCaHI HUXYe.

Akwo X, siBnsie coboto CRY, To R! nepeBaxHo siBnsie coboto ranoreH, GinbLu nepeBaxHo ¢Top. R
nepeBaxHo sBnde cobow meTtun, TpudTOopMETWUn, Xnop, 6pom, Kod, Top, BiHIN, aueTuneHin,
MeTokcmkapboHin, -CO,H abo uyuknonponin, 6inbw nepesaxHo MeTun. R™ nepeBaxHO sBNAse coboto
BodeHb abo C;-Csankin, Oinbw nepeBakHO meTun abo eTwun, Hambinbll NEpeBaXXHO METWII. R*
nepeBaxHO ABNsiE cOBOI0 KMceHb. X, nepeBaxHoO sBnse coboto knceHb abo NR®? e R® nepesaxHo
sBnsie co6oto BoaeHb. R® nepeBaxHo sABnsie coboto C,-CsankiHin.

Y opHin 0cobnMBO nepeBaHiN rpyni BapiaHTiB 3AiINCHEHHS R® BMOpaHui i3 rpynu, sika
cknagaetbcs 3 1-metunnpon-2-iHiny, 1,1-gumeTunnpon-2-iHiny Ta npon-2-iHiny. Y HaBedeHi Huxkye
Tabnuui 2 npeacrasneHo 28 KOHKpeTHUX npuknagis cnonyk cdopmynu (1)-(i) BignosigHo Ao AaHoro
BUHaxoay.
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Tabnuusa 2

KoHkpeTHi npuknaan cnonyk coopmynu (1)-(i)

Cnonyka CTpykTypa
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CF,
N
" = /XN/
B25 S
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N
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N )\o
o
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Cnonykn chopmynu gl) M0)+(¥Tb OyTV ogepxaHi BiANOBIAHO 4O HACTYMHUX CXEM, Ha AKUX 3aMiCHUKU
X1, Xy, Rl, Rz, R", R4, R", RG, R, R® ta n matoTb (SKLWO SBHO HE BKA3aHO iHLLE) BU3HAYEHHS, ONUCaHi Yy
AaHOMYy OOKYMEHTI BuLUe, i3 3aCTOCYBaHHAM MeTOAMK, BiJOMMX CreujianicTy B ranysi opraHiyHoi Ximii.
BaranbHi cnocobu ogepxaHHA cnonyk copmynu (1) onucaHi Hwk4e. AKLWO B TEKCTI HE BKa3aHO iHLWe,
TO cnocobu cuHTesy oTpumaHi 3 WO02013/186089 abo W2010/129497. BuxigHi martepianu, o
BMKOPUCTOBYIOTLCS Afsi OfepXXaHHSA CMonyK 3a AaHUM BMHAXo4OM, MOXHa npuabaty y 3BUYamHMX
KOMEpLiMHMX nocTavarnbHUKIB abo MOXHa ofep)aTu 3a AOMOMOrok BigoMMX cnocobiB. BuxigHi
MaTepianu, a TakoX MPOMDKHI MPOAYKTM, MOXHA o4uvllyBaTW nepeq BUKOPUCTAHHAM Ha HacCTYMHIn
cTagii 3a 4ONOMOro BigoOMMUX METOANK, SIK Hanpuknag xpoMmartorpadisi, Kpuctanisauis, neperoHka Ta
dinbTpauis.
Y BCbOMY TEKCTi BUKOPUCTOBYHOTLCHA HACTYMHI TUMOBI CKOPOYEHHS:

Ac = aueTtun
Bn = 6eH3un
Bu = 6ytun

t-BuOH = TpeT-6yTaHon
DMAP=4-gnmeTunamiHonipuguH
DMF=N, N-gumeTtundopmamig
DMSO = gumeTuncynscokcua
DPPA = gudeHindocdopunasng
EtsN = Tpuetunamin

Et,O = pietunosun edip

EtOAc = eTunauertar
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EtOH = eTtaHon

mCPBA = meTa-xnopbeH3oiHa kucnoTa
Me = meTun

Mel = meTunnogung,

MeCN = aueToHiTpun
NBS=N-6poMcyKUMHIMia
N-Boc=N-TpeT-6yTOKCUKapOOHIn
NIS=N-nogcykuunHimig

Ph = ceHin

TFA = TpudpTopouToBa kucnota
THF = TeTparigpodypaH

Cxema peakuii 1

R
N { OH
HaIJ\S o)
(I
DPPA, tBuOH

Pd(PPha)s, K2CO3 X7 B(OH), Pd(PPha)s, K2CO3| X7
Tonyour, EtOH |:j/|(v) Tomyon, EtOH k |
N N

X—m NaH, Mel, DMF ’37 >—x2
X/j/L

(1a)

Ak nokasaHo Ha cxemi peakuii 1, cnonyku cdopmynm (1) MOXyTb OyTU OfEepXaHi LUMSAXOM
TPbOXCTaAiMHOI MOCNIAOBHOCTI, Yy SKi MpuaaTHMM YMHOM 3amiweHa 2-6pomTiason-5-kapboHoBa
kucnota (ll) moxe OyTn NpuBefeHa B peakLito i3 YTBOPEHHAM aumnasvay 3a AOMOMOrow NpuaaTHUX
peareHTiB, €K Hanpuknag gudeHingocgopunasng (DPPA), sakuin  moxe 6yTm  goaaTKoBO
nepeTBOpPEHUI in-situ 3a AONOMOro NpPMAATHOrO CNUpTy, K Hanpuknag TpeT-OytaHon (t-BuOH), i3
opepXaHHAM kapbamatie dopmynu (Ill). BoHn MoxyTb OyTu OO4aTKOBO 3aMilleHi 3a JOMOMOro
arnkinyeanbHux 3aco0iB, sk Hanpuknag Mel, 3a ocHOBHUX YMOB (Hanpuknag, i3 3actocyBaHHsM NaH) y
NONAPHOMY pPO34YUHHUKY (AK Hanpuknag DMF) i3 ogepxaHHam cnonyk cdopmynu (1V). Taki cnonykm
MOXyTb OyTW nepeTBopeHi Ha npoayktn cdopmynm (l) i3 3acTocyBaHHSIM KaTani3oBaHOro narnagiem
KPOC-CMOMYyYEHHA MK npuaaTHUM noxigHum 6opuHoBOi kucrnotu dopmynmn (V) Ta nanagiesum
kaTanizatopom, sk Hanpuknag Pd(PPhs),, ocHoBO, sik Hanpuknag kapboHat kanito, Ta pO34YMHHUKOM,
AKMIA MOXe ByTU CMCTEMOIO 3MilLIAHUX PO3YMHHUKIB, SIK HANpPUKNaa eTaHor, ToNyon Ta Boaa.
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Ak anbTepHaTMBa, (LLO TaKOX nokaszaHo Ha cxeMi peakuil 1), cnonyku popmynu (I) MoxyTb 6yTI
OLEepXaHi LNAXOM 3MiHM TpbOXCTaAIMHOI NOCMIQOBHOCTI, A€ NpuAaTHUM YMHOM 3aMmilleHa 2-
©OpowmTiazon-5-kapboHoBa kucnota (lI) moxe ByTn npvBeaeHa B peakLito i3 yTBOPEHHAM auunasmgy 3a
OOMOMOroK NpuaaTHUX peareHTiB, K Hanpuknag andeHindgocdopunasng (DPPA), skuii moxe ByTtu
A0AaTKOBO NepeTBOPEHWI in-situ 3a 4ONOMOrow NpUAaTHOro CNMPTY, SIK Hanpuknag TpeT-byTaHon (t-
BuOH), i3 ogepxxaHHsam kapbamaTis popmynu (III).

Taki cnonykm MOXyTb OyTM nepeTBopeHi Ha npoayktn dopmynm (la) i3 3acTocyBaHHSM
KaTanisaoBaHOro nanagieM Kpoc-CrnoslydeHHs1 MK npuaaTHUM NOXigHMM GOPUHOBOI KMCIOTU dhopMy”nn
(V) Ta nanapieBum kartanizatopom, sik Hanpuknag Pd(PPhs),, ocHoBowo, sk Hanpuknag kapboHaT
Kanito, Ta PO34YMHHUKOM, SIKUA MOXe BYTU CUCTEMOI0 3MiLLaHWX PO3YMHHUKIB, 9K Hanpwuknag eTtaHon,
Tonyon Ta Boda. [laHi pe4oBnHM MOXYTb ByTVM 4OAATKOBO MPUBEAEHI B peakuilo i3 ankinysanbHUMU
3acobamun, Takmmmn Ak Mel, 3a ocHOBHMX ymOB (Hanpwuknag, i3 3actocyBaHHsaM NaH) 3 nondpHum
po3unHHUKOM (K Hanpuknag DMF) i3 ogepxaHHam cnonyk doopmynu (1).

Cnonykn dopmynu (1) Takoxk MOXyTb BYyTVM OfepaHi LUNAXOM KOHAeHcalil BignoBigHUM YMHOM
3amiwieHoro Tioamigy (VI) B npucyTHOCTI BigNOBiAHMM YMHOM 3amilweHoro 2-rano-fB-ketoectepy (VIl),
Hanpuknag, skwo R = ankin abo TpudTopankin, i3 ogepxanHam cnonyk dopmyrm (VIII), saxki MOXyTb
OyTn gopaTtkoBo OOPOONEHi LUASIXOM OCHOBHOMO OMWSIEHHS, Hanpuknazg, 3a OOMOMOrol CyMmillen i3
NaOH, Boau Ta etaHony. OgepxaHa B pe3ynbTaTi kapboHoBa kucnota (1X) moxe OyTn npuBeaeHa B
peakuilo i3 yTBOPEHHAM auunasvgy 3a [JAOMOMOrow MNpuAaTHUX peareHTiB, $K Hanpuvknag
andeHindgocdopunasung (DPPA), skuin moxe 6yTn AogaTKoBO NepeTBOpPEHui in-situ 3a JOMOMOrow
npugaTHOro cnupTy, Sk Hanpuknag tpeT-6ytaHon (t-BuOH), i3 opgepxaHHam kapbamaTie hopmynu
(la). OaHi peyoBMHM MOXYTb OYyTN OOAATKOBO NPUBEAEHI B peakLito i3 ankinysansHMMn 3acobamu, sk
Hanpuknag Mel, 3a ocHOBHUX yMOB, Hanpuknag, i3 3actocyBaHHAM K,CO3 y NONSPHOMY PO3YUNHHUKY
(sx Hanpuknag MeCN) i3 ogepxaHHam cnonyk dopmynu (1) (cxema peakuii 2).

Cxema peakuii 2
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Cxema peakuii 3
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Ak nokasaHo Ha cxeMi peakii 3, sikwo R* sBnsie coboto O, X, siBnsie coboto O Ta R’ siBnsie coboto
t-Bu, TO0 ogepxaHa B pesynbTati rpyna N-Boc mMoxe OyTu BuaganeHa y criabokucrmx ymoBax, SK
Hanpuknag yTeoptooTbes 3a gonomoroto HCI y edipi, i3 ogepxaHHsAM coni amiHy, SiK Hanpuknag cinb
HCI. Oani cnonykn cdopmynun (X) MoxyTb ByTM JOAaTKOBO MepeTBOPEHi Ha CMOMyKW, SiK Hanpuknag
(Ic), wnaxom npvBedeHHs B peakuilo i3 npugatHum  xnopdopmiatom (K Hanpuvknag
eTunxnopdopmMiaTt) Ta OCHOBOHO, SIK Hanpuknag nipuguH.

Ak anbTepHaTMBa, cnonyku dopmynu (X) gani MoxyTb 6yTW O0ATKOBO NEPETBOPEHI HA CMONYKY,
Ak Hanpuknag (Id), wnaxom nNpuMBeAeHHs B peakLito i3 npuaaTHUMM i3ouiaHaToM (SIK Hanpuknag TpeT-
OyTtunisouiaHat). Cnonykn dcopmynu (Id) mMoxyTe OyTM [OOATKOBO arkinboBaHi 3a [OMOMOroH
npuaaTHoi KombiHauii enekTpodiny Ta ocHoBu (Hanpuknag Mel, K,COs3) i3 ogepxaHHsIM CMonyk
Takoro Tuny, ae XZ:NR8 (le).

Ak gopatkoBa anbTepHaTtuBa, cnonyku dopmynu (X) gani MoxyTb 6yTn 4OAATKOBO NEPETBOPEHI
Ha crnonyku doopmynu (XI) wWnaxom npuBeaeHHs B peakdito 3i cnonykoto opmynu (XXX), ge Lg asnse
cobot nmpugaTtHy rpyny, wo BigxoauTb (K Hanpuknag Cl), Hanpuknag, docreHoMm abo npuaatHUM
ekBiBaneHTom gocreHy (sk Hanpuknag kapboHinavimigazon abo 4-HiTpodeHinxnopdopmiaT). 3a uum
MOXe WTK peakuis 3i cnMpTom, amiHOM abo Tionom i3 ogepxkaHHaM cnonyk gopmynu (1).

Cxema peakuii 4
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Y Bunagkax, sikwo R? siBnsie coboto H, MoxHa nepeTtBoputh cnonyku dopmynu (If) Ha cnonyku
dopmynu (Ig) WwnNAxom ankinioBaHHA asoTy i3 3acTOCyBaHHAM OCHOBW, sk Hanpuknag NaH, Ta
enektpodpiny, sk Hanpuknag Mel, y nonspHoMy po3uuMHHUKY, Sk Hanpuknag DMF. [ani moxHa
BMKOHaTWU enekTpodinbHe 3aMillieHHs], Wwob BBECTN HOBI 3aMiCHUKN R? y cnonyky (lg). Ans BUKOHaHHSA
Takoro nepeTBOPEHHS MOXHa 3acToCyBaTu peareHTn enekTpodinbHOro ranoreHyBaHHsa. Hanpuknag,
skwo R® sensie coboto |, TO N-NoACYKUMHIMIO Yy PO3YMHHMKY, SIK HaMpUKNag aueToHITpwun, SBnse
coboto mpugatHi ymoBu Ana ogepxaHHa cnonyku dopmynu (li). Axwo R? sBnsie coboto Br, To N-
OPOMCYKUMHIMIA Y PO3YMHHUKY (Hanpuknag, B aLeTOoHITpUNi) € NpuaaTHAM AN OAepXKaHHS Choryku
dopmynu (lj), a gkwo R” aense coborw Cl, To N-XNOPCYKUMHIMIL Yy PO3YMHHUKY gHaanKnap,, B
aueToHITPUNI) MOXe 3acTOCOoBYBaTUCA ANS YyTBOPeHHS cnonyku dopmynu (lk). Akwo R* siense coboto
F, To Selectfluor” (1-(xnopmeTnn)-4-cpTop-1,4-amasoHiabiumkno[2.2.2]JoktaHanTeTpadTtopbopat) B
aueToHITpUNI € TMNOBUM 0BPMCOM YMOB peakuii, o6 BUKOHATU NepeTBOPEeHHSA cnonyku opmynm (Ig)
Ha cnonyky copmynu (lh) (cxema peakuii 4 BULLIE MO TEKCTY).

Cnonykn dopmynu (1) Takok MOXYTb OYyTM OAepXKaHi LUMSAXOM KOHAEeHcauii BignoBigHUM YMHOM
3amiweHoro Tioamigy (VI) B NpuCyTHOCTI BigMOBIAHUM 4YMHOM 3amiweHoro 2-ranoreHketoHy (XII)
(Hanpuknag, xnopaueToHy) i3 ogepxaHHAM cnonyk dopmynm (XII), aki moxyTe 6yt gogaTKoBO
06pobneHi Wwnaxom ranoreHyBaHHsA (Hanpuknag, 3a gonomoroto NBS) i3 ogepxaHHsam GpomTtiasony
(XIV).

Cxema peakuii 5
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Peakuis cnonyk gaHoro Tuny i3 a30TOBMICHOK TeTepOLMKNIYHOK CMOMNYKOW, SK Hanpuknag
rigaHToiH copmynu (XV) B npucyTHOCTI MigHoro katanisatopa (Hanpwuknag, Cul) pasom i3 ocHoBo
(Hanpuknag, K,COs3) Ta nirangom (Hanpuknag, N, N'-gumeTtunetuneHgnamiHom (XVI)) y npygatHomy
po3unHHUKY (Hanpwuknag, 1,4-giokcaHi) gossonse ogepxatu cnonykn opmynm (Im). Lie cxemaTtnyHo
nokasaHo Ha CXeMi peakuii 5 (BuLLe MO TEKCTY), a TUNOBI CNOCOOM TaKoro NepPeTBOPEHHST BUKNaAEHI,
Hanpuknag, y W02011/136292).

Cronykun dopmynu (X) moxyTe 6yt nepetBopeHi Ha cnonyky dopmynu (In) wnaxom o6pobku
OidyHkuioHanbHMM peareHToM (XVII) (sk Hanpuknag 1-xnop-2-idoTiouiaHoeTaH) y PO3YMHHUKKY (5K
Hanpuknag giokcaH), sk suknageHo y W02013/186089 (cxema peakuii 6).

Cxema peakuii 6

2 2 4
R A R R
R:CTXQ — X
H N 2
lj’g\hf vy o | /\&N%
X7 SIS > X7 s R
i | R Jl1okcan k |
N N
(X) (In)

AuuntoBaHHsa cnonyku cdopmynu (la) 3a pgonomoroto  GidpyHKUioHanbHoro peareHty (XVIII)
(Hanpvknag, xnopeTunxnopdopMiaty) pa3om i3 OCHOBOK (Hanpwvknag, rigpuaom HaTtpito) B edipHomy
po34MHHUKY (Hanpuknag, THF) gossonsie ogepxatm cnonyku dopmynu (1o). Mpyna N-Boc moxe 6yTtu
BMaaneHa 3a M'akMx yMOB 3a [OMOMOrol peareHTiB, sk Hanpukniag TFA B CH,Cl,, i3 ogepxaHHAM
(Ip).-

Cxema peakuii 7
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HactynHi cnonyku dopmynu (Ip) MoxyTb OyTW niggadi umknisauii WNsSXom OenpoTOHYBaHHA 3a
AONOMOrot npuaaTtHoi ocHoBu (ak Hanpuknag NaH) y nonspHomMy posuvHHuky (DMF y npugatHomy
PO3YMHHUKY ANs uiel cTagii) i3 ogepxaHHsam cnonyku dopmynu (lg) (cxema peakuii 7).

5 WoposaHi cnonyku dopmynu (Ir) cami no cobi MoXyTb 6yTW KOPUCHUM CTPYKTYPHUM €NEMEHTOM,
Ak 3abesnevye npocTe ogepxaHHsa cnonyk copmyn (Is) — (Ix) (cxema peakuii 8). Cnonyka (Is) moxe
OyTn ogepxaHa WNsaxoM OBMiHYy noA-niTin (i3 3acTocyBaHHAM peareHTy, sk Hanpuknag n-Buli) i3
HacTynHumM raciHHam CO, B edbipHOMY po3unHHMKY (SK Hanpuknag THF).

Cxema peakuii 8

o
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n-BulLi, THF
CIC(0)OMe

Pd(PPhs)Cl2
1 4-yIioKcaH

SnBu:
K3POs, BOJa, TOIYOI / o 3
B(OH), (XX)
\/ Pd(PPh2):Cla
(XA) 1,4-miokcan 3\ R 'RE'
N \ s}“XZ
[ =N,
P XL( s r
N
R%— K //R4 R’
N X ]
B N 2 ": N\ N&—XZ
X s” R _ ‘)
Ll I X | S R
N (Iw) kN
(Iv)
10

Cronykn dopmynu (It) MoxyTe ByTU ogepxaHi Lwnsaxom obmiHy noa-niTin (i3 3acTocyBaHHAM
Takoro peareHty, £k n-BuLi) i3 HacTynHMm raciHHaAM xnopcpopmiaTom (9K  Hanpuknag
MeTunxnopdopmiat) B epipHOMY po3UMHHUKY (sK Hanpuknag THF).
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Cnonykun copmynu (lu) mMoxyTb ByTM ogepxaHi LUNAXOM Kpocc-crnonyydeHHs 3a Crinnom 3a
ponomoroto Pd-ro katanizatopa (ak Hanpuknag Pd(PPh3),Cl,) y npuaaTHOMYy PO3UYMHHUKY (5K
Hanpuknag 1,4-giokcaH) i3 npuaaTHUM cTaHHaHOM (sik Hanpuknag (XIX)).

Cnonykn copmynu (lv) MoxyTb OyTM OfepXaHi LNSAXOM Kpocc-crnonyyeHHs 3a Crinnom 3a
pornomoroto Pd-ro katanizatopa (sk Hanpuknag Pd(PPhs),Cl,) y npuaaTHOMYy PO3UYMHHUKY (5K
Hanpuknag 1,4-giokcaH) i3 npuaaTHUM cTaHHaHoOM (5K Hanpuknag (XX)).

Cnonykn dopmynn (lw) MOXyTb OyTW ofepaHi LnsxoM Kpocc-cnonyyeHHs 3a Cysyki 3a
ponomoroto Pd-ro npepgkatanizatopa (sk Hanpuknag Pd(OAc),) pasom i3 npugaTHUM niraHooM (sK
Hanpuknag P(c-rekcun)s) Ta ocHosow (Ak Hanpuknag Ks;PO,) y npuaaTHOMY PO3UYUHHMKY, $K
Hanpuknag 1,4-aiokcaH, i3 npyugatHo 6opuHOBOIO KncnoTtoto (ak Hanpuknag (XXI)).

LWnaxom peakuii cnonyk copmynu (X) 3 AMCynbdigomM BYrneu B PO3YMHHMKY, SK Hanpuknag
€TaHon, Ta OCHOBI, sk Hanpuknag K,COgz, 3 HAacTynHUM AodaBaHHAM enekTpodpiny, sk Hanpuknag
ankiniogma, ogepxysanu cnonyku popmynu (laa) (cxema peakuii 9).

Cxema peakuii 9

CS», EtOH, KzCO3

X~ S R x1

(laa)

Cnonyku copmynu (lab), ge X, asnse cobotw O, a R® siBrisie coBoto arnkin, ranoreHarnkin, ankeHin,
arnkiHin, uMknoarkin, uuknoankeHin abo ranoreHankeHin, MoXxyTb OyTU ofgepXaHi LWAsSXOM YyTBOPEHHS
in-situ  i3ouiaHaTy 3 aHrigpugy rigpokcaMoBoi  kucnotn  (XXV) gHaanKnan, N-boc-O-
Tosunrigpokcunamivy, ge R" sBnse coboto O, X, aABnse coboo O T1a R® gaBnse coborw t-Bu) B
npucyTHocTi ocHoBu (Hanpuknag, K,COjz) wnsxom neperpynyBaHHs JlocceHa (SIK BUKMAO4EHO Yy
Thambidurai et al., Tetrahedron Letters, 2012, 53, 2292, ta Tetrahedron Letters, 2014, 55, 2014), 3a
HaCTYNHOT peakLii AKol i3 amiHoreTepouMKIiYHOW cnonykoto dopmynu (X) yTBOPKETLCH 3aMilleHa
cnonyka cevyoBuHu (lab) (cxema peakuii 10).

Cxema peakuii 10

2 2
R R
o\‘sp E X N /R3 N R’
\O/ \n/ 2,R5 , \ N\ K»COs , \ N/ R5
R' + S H —— X7 | S }-x;
Ng N 3
N N
(XXV) (X) (lab)

Binbwe ToOro, N-okcmam dopmynm (lac) MoxyTb OyTu opepkaHi LINAXOM OKUCHEHHsT (I)
OKVCHIOBarnbHUM 3acoboM, ik Hanpuknag MeTa-xrnopnepbeHsoriHa kucrnota (MCPBA), abo iHwumm
NpMaaTHUMK OKUCHMKaMW B NpuaaTHOMY pO34mMHHKKY (Hanpuknag, CH,Cly) (cxema peakuii 11).

Cxema peakuii 11

2 4 5
R R R >;
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I3 3aranbHKX cnocobiB, oNUcaHMX BULLE MO TEKCTY, a TaKOX i3 KOHKPETHWX NpUKNagiB BUAHO, L0
aesiki cnonyku dopmynu (1) KOPUCHI SK Taki He TiNbkn 9K repbiumamn per se, ane TakoX MOXYTb 6yTu
3aCTOCOBaHi SIK MPOMIXHI CNOMYyKM NiA Yac oaepXaHHsa 4oAaTKOBUX repbiumaHux cnonyk copmynu (1).
Lle, 3okpema, cTocyeTbcsi cronyk doopmynu (1), ae R® siensie cobolo BofeHb Ta/abo R* siBnsie co6oto
moa.

Cnonykn cdopmynu (l), onucaHHi B AaHOMYy OOKYMEHTi, MOXHa cami no cobi 3acTocoByBaTu SK
repbiuvan, ane 3asBuyan iX cknagawTb Yy repbiumgHi KOMNO3uuii i3 3aCTOCYBaHHAM OOMOMIKHUX
3acobiB Ona cknagaHHsA, SK Hanpuknag Hocii, pO34YMHHUKM Ta NOBEPXHEBO-aKTUBHI 3acobu (SFA).
TakMMm 4MHOM, [OdaHWA BMHaxig [o4aTKoBO nepenbadae repbiumaHy KOMMo3uuito, ska MICTUTb
repOiunagHy crnomnyky, onucaHy B [OaHOMYy [OOKYMEHTI, Ta MPUAHATHWA 3 TOYKM 30pY CifllbCbKOro
rocnogapcTea AOMOMIKHUIA 3acib ans cknagaHHs. Komnosuuis moxe OyTu npegctaeneHa y dopmi
KOHLEHTpaTiB, SKi pO3BOASATb Mepes 3acTOCYBaHHSAM, XO4a TaKOX MOXHa OAepXXyBaTu roToBi Ans
3acTtocyBaHHs Komnoauuii. KiHueBe po3BeaeHHs 3a3BMyan BUKOHYIOTb 3@ 4ONOMOro BOAW, ane 1horo
TakoX MOXHa BMKOHYBaTW i3 3aCTOCyBaHHAM 3aMmiCTb Bogu abo Kpim Boaw, Hanpuknag, pigkux
A00pUB, NOXMBHUX MIKpOEneMeHTIB, B6ionoriYHMx opraHiamis, macna abo po34YMHHMKIB.

Taki repbiumaHi komno3auuii 3aebinbworo mictate Big 0,1 go 99 Bar. %, 3okpema Big 0,1 go 95
Bar. % cnonyk cdpopmynu () Ta Big 1 go 99,9 Bar. % OONOMIXHOrO 3acoby Ansi CKNagaHHs, AKUN
nepeBaxHo Bkntoyae Big 0 4o 25 Bar. % NoBepxHEBO-aKTUBHOT PEYOBUHW.

Komnosauuii mMoxHa BMOpaTWM 3 HM3KM TUNIB cknagis, Garato 3 skux BigoMmi 3 Manual on
Development and Use of FAO Specifications for Plant Protection Products, 5th Edition, 1999. BoHu
BKMOYalOTb 3[4aTHi A0 po3nopollyBaHHs nopolikn (DP), po3vuHHI nopolwku (SP), po3yuHHi y BOAi
rpaHynu (SG), rpaHynu, wo gucneprytioTbea y Bodi (WG), nopoluku, wo 3mouytotees (WP), rpaHynu
(GR) (3 noBiNnbHUM abo LWBMAKUM BUBIIbHEHHSIM), PO34YMHHI KOHUeHTpatu (SL), piauHun, wo
a3miwytoTeca 3 MacnoM (OL), piauHu, 3actocoByBaHi B ynbTpamanomy o6'emi (UL), KOHUEHTpaTK, WO
emynbrytotbes (EC), koHueHTpaTty, wo gucneprytotbes (DC), emynbcii (sk "macno y sogi" (EW), Tak i
"Boga B macni" (EO)), mikpoemynbcii (ME), cycneHsinHi koHueHTpatn (SC), aeposoni, kancynbHi
cycneHnsii (CS) Ta cnonyku ans obpobku HaciHHA. BubpaHun tun cknagy y 6yab-akomy Bunagky oyae
3anexaru BiJ KOHKPETHOro npu3HayeHHs, Wwo nepegbavaerbes, Ta PisndHMX, XiMiYHKUX i BionoriYHmx
BnacTmBocTen cnonyku coopmynu ().

3paTHi oo posnopoluyBaHHs nopolwkn (DP) moxHa ogepXyBaTu LUNAXOM 3MilLyBaHHSA CMOMYyKM
dopmynu (I) 3 ogHum abo p[ekinbkoma TBEpPOUMM po3pigKyBadamu (Hanpuknag, NpUPOSHUMMU
rMUHaMK1, KaoniHOM, NipodiniTom, GEHTOHITOM, OKCUAOM antoMiHito, MOHTMOPUIIOHITOM, Ki3eNbrypom,
Kpenaow, aiaToMoBUMM 3eMnsamu, docdaTammn Kanblilo, kapboHaTamMKn KanbLilo Ta MarHito, Cipkoto,
BanHOM, TOHKOAMUCMEPCHUMW MOPOLUKaMW, TanbkoM Ta iHWWMW OpraHiYHMMU Ta HeopraHiYHUMMU
TBEPAMMM HOCISIMU) Ta MEXAHIYHOrO NoAPIOHIOBAHHA CyMiLLi O TOHKOAUCMNEPCHOrO NMOPOLLKY.

Po3uunHHi nopolwku (SP) MoxHa ogepxyBaTtu LLASAXOM 3MillyBaHHS cnonyku doopmynu (I) 3 ogHieto
abo [JekinbkoOMa PO3YMHHUMKM y BOAiI HeopraHiyHUMKM consMu (K Hanpuknag GikapboHaT HaTpito,
kapboHaT HaTtpito abo cynbdaT MmarHito) abo 3 ogHieldo abo AOekinbkoMa PO3YMHHUMWM Yy BOAI
OpraHiYHVMK TBEPOUMWU peyvoBMHaMU (SK Hanpuknag noricaxapug) Ta HeoboB'a3koBO 3 ogHMM abo
Oekinbkoma 3movyBanbHUMKM 3acobamu, ogHMM abo gekinbkoMa gucnepryBanbHuMn 3acobamn abo
CyMILILLIIO BKa3daHuX 3acobiB Ans noninweHHs 34aTHOCTI OO AucnepryBaHHSA/PO3YMHHOCTI Yy BOSi.
Cymiw noTiM noApibHIOWTL y TOHKOAMCNEPCHMIA NOpoLoK. [MoaibHi KOMMNO3uMuii TakoX MOXHa
rpaHynoBaTu 3 YTBOPEHHSIM PO3UYNHHUX Y Bodi rpaHyn (SG).

MopoLku, wo 3amouytotbes (WP), MOXHa ofepXKyBaTu LUNAXOM 3MilllyBaHHS cnonyku dopmynu (1)
3 ogHMM abo pekinbkoma TBepAMMM po3pigkyBadamym abo Hocismu, ogHuMm abo pekinbkoma
3Mo4yBanbHMMK 3acobamu Ta nepeBakHO O4HUM abo gekinbkoma AucnepryBanbHUMK 3acobamu, a
TakoX HeobOB'A3kOBO 3 OoAHMM abo Aekinbkoma cycrneHpyBanbHUMKU 3acobamu Ons NoserweHHs
ancnepcii B pignHax. Cymilw noTiM nogpiGHIOTb Y TOHKOAMCNEPCHUA NopoLllok. MofibHi komnosnuii
TaKoX MOXXHa rpaHystoBaTh 3 YTBOPEHHSIM IpaHyn, Wwo gucneprytotbes y Bogi (WG).
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NpaHynu (GR) moxyTb B6yTu yTBOpeHi abo rpaHyntoBaHHAM cymilli cnonyku dopmynu (I) Ta
ofHoro abo AekinbKox NOPOLUKOBUX TBEPAUX po3piaKyBadiB abo HOCIiB, abo 3 nonepeaHbLO YTBOPEHMUX
MOPOXHIX rpaHyn 3a gonomoroto abcopbuii cnonykn dopmynu () (abo i po3unHy B npuaaTHOMY
3acobi) nopucTMM rpaHynbOBaHUM MaTtepianoM (K Hanpuknag nemsa, artanynbriToBi [NNHM,
dynepoBa 3eMfis, Ki3enbryp, QAiatoMoBi 3emnii abo noapibHeHi KykypyassiHi kadvanHu) abo 3a
gonomoroto agcopbuii cnonykn dgopmynu (1) (abo i po3umMHy B npugaTtHoMy 3acobi) Ha Matepiani
TBEPOOoro siapa (K Hanpuknag nicky, cunikatu, MiHepanbHi kapboHatu, cynbdatn abo docdartun) Ta
CYLUiHHS, SKWO HeobxigHo. 3acobu, ski 3a3Bu4Yal 3acTOCOBYHOTb 4SS MonerweHHss abcopbuii abo
agcopbuii, BKMOYaTb PO3YMHHUKM (SK  Hanpuknag anidatnyHi Ta apomaTWyHi  NeTpOonewnHi
PO3YMHHUKM, COMPTU, eTepu, KeTOHW Ta ecTepu) Ta 3acobu, WO CnpusaloTb MNPUNUMNAHHIO (SK
Hanpuvknazg nonisiHinaueTaTu, NOnMiBiHINOBI CNNPTW, AEKCTPUHU, LYKPW Ta POCAMHHI onii). Y rpaHynu
TakoX MOXHa BKMovaTu oaHy abo Aekinbka iHwmx gobaBok (Hanpuknag, emynbryBanbHUn 3acio,
3MouyBanbHuK 3acib abo gucneprysansHun 3acid).

KoHueHTpaTu, wo aucneprytotees (DC), MoxHa ogepXyBaTu PO3YMHEHHSAM cnonyku dopmynu (1)
y BoAi abo opraHiYyHOMY PO3YMHHUKKY, SIK Hanpuknag KeToH, cnupT abo rnikonesui etep. Lli po3umHu
MOXYTb MICTUTU NOBEPXHEBO-aKTMBHWIA 3acib (Hanpuknag, Ans NoKpalleHHs po3BefeHHs Bogok abo
3anobiraHHs KpucTanisauii B pesepByapi obnpuckysaya).

KoHueHTpaTn, wo emynberytoteca (EC), abo emynbcii "mMacno-y-eogi" (EW) moxHa ogepxyBatu
PO34YMHEHHSIM cronyku popmynu (1) B opraHiYyHOMY pO34YMHHUKY (L0 HEOBOB'A3KOBO MICTUTL OAMH abo
JAeKinbka 3mo4yBanbHux 3acobiB, oguH abo Aekinbka emynbryBanbHux 3acobiB abo cymill ykasaHux
3acobis). [NpugaTtHi opraHiYHi po3uYMHHUKM AnA 3actocyBaHHa B EC BknwovaoTb apomaTuyHi
BYrneBoAHi (9K Hanpwvknag ankinbexnsonu abo ankinHadtaniiun, npuknagamu sknx € SOLVESSO 100,
SOLVESSO 150 ta SOLVESSO 200; SOLVESSO sBnse coboi 3apeecTpoBaHy TOProBerbHY
Mapky), KETOHM (SIK Hanpuknag LMKIOorekCaHoH abo MeTUMUMKIOreKCaHoH) Ta cnupTu (K Hanpuknag
BeHsunosun cnupT, dypdypunosun cnupt abo 6GytaHon), N-ankinniponigoHwn (ak Hanpuknag N-
MeTunniponiaoH abo N-okTUNMiponigoH), AUMeTUNaMian XXUPHUX KUCIOT (SIK Hanpvknag auMmeTtunamia
Cg-C1pKMPHOT KNCNOTK) Ta xriopoBaHi ByrnesogHi. Mpoaykt EC Moxe camMoBiNbHO emynbryBaTucs nig
Yyac JoOaBaHHs ¥ Bo4y 3 YTBOPEHHSAM eMynbCil 3 4OCTaTHBbOK CTabiNbHICTIO, WO A03BOMSIE HAHOCUTHU
PO3NUNEHHS 3a ONOMOroK BiANOBIgHOro obnagHaHHS.

OpepxaHHa EW Bkntovae ogepxkaHHsa crnonykun cpopmynm (1) abo y BUrnsAgi piaMHu (SKWo BoHa He
€ piguHo 3a KiMHaTHOI TemnepaTypu, Ti MOXHa pO3nnaBUTU 3a MOMIPHOI TemnepaTypu, 3a3Buyan
HWx4oil 3a 70 °C), abo B pO34mHi (LLMAAXOM PO3YMHEHHS MOrO Yy BiOMOBIAHOMY PO3YMHHKKY), @ MOTIM
eMynblryBaHHA OAepXaHOoi pianHM abo po3ymHy y BOAi, WO MICTUTb ogHy abo agekinbka SFA, 3a
BMCOKOrO 3CYBHOTO 3yCWUMMs 3 ogepXaHHAM emynbCii. [pnaaTHi po3unHHMKKM ANng 3actocyBaHHa B EW
BKITIOYalOTb POCMMHHI  Onil, XnopoBaHi ByrnesBoAHi (Sk Hanpuknag xnopbeHsonu), apomaTuyHi
PO3YMHHUKM (SK Hanpuknag ankinbeHsonu abo ankinHadTaniHu) Ta iHWI BiANOBIQHI OpraHivHi
PO3YMHHUKM, SKi XapaKTepu3yloTbCA HU3bKOK PO3UYMHHICTIO Y BOL,.

Mikpoemynbcii (ME) MOxHa ogepxyBaTy 3MillyBaHHAM BOAM i3 CYMILLLLIIO OAHOrO abo AeKiNbKox
PO34YMHHUKIB 3 ofHieto abo pekinbkoma SFA i3 camMOBINbHUM YTBOPEHHAM TEPMOOUHAMIYHO
cTabinbHOro i3oTponHoro pigkoro cknagy. Cnonyka dopmynu (1) npucyTHs cnovaTky abo y Bogi, abo y
cymiwi po3umHHUK/SFA. lMpuaaTtHi po3ynHHUKKM Ans 3actocyBaHHA B ME BknoyaloTb PO3UYUMHHUKM,
onncaHi B JaHOMy OOKYMeHTi BuLle, Ansa 3actocyBaHHa B EC abo B EW. ME moxe OyTu cuctemoro
abo "macno-y-soai", abo "Boga-y-macni" (Te, fka cucTemMa MPUCYTHS, MOXHa BU3HaAYUTK
BMMIpPIOBaHHAM MWTOMOI €neKTPUYHOI MPOBIQHOCTI) Ta Moxe OyTv npuaaTHOK Ans 3MillyBaHHS
PO3YMHHMX Y BOAI Ta PO3YMHHMX Yy Machi nectuuugis y ubomy X cknagi. ME € npugatHoto ans
po3BedeHHs y BOfi, MpM UbOMY BOHa abo 3anuwaeTbCa y BUMA4i Mikpoemynbcii, abo yTBoptoe
3BUYaNHy eMyrnbCito "Macrno-y-sogi".

CycneHsinHi koHueHTpaTn (SC) MOXYTb MiICTUTK BOAHI ab0 HEBOAHI cycneHsii ApidbHO noapidHeHMX
HEPO3YMHHNX TBEPAMX YacTUHOK cronyku cdopmynm (). SC mMoxHa opepXyBaTu NoApiOHEHHAM Ha
KynboBoMy abo 6GicepHomy MnuHi TBeppoi cnonyku cdopmynu () y npuaatHomy cepenoBuLLi
HeoOOB'sI3KOBO 3 oAHMM abo gekinbkoma gucnepryBanbHUMKU 3acobammn 3 odepKaHHAM CycneHsil
TOHKOLMCNEPCHUX YacTMHOK CMOMyku. Y KOMMO3WLUil0 MOXHa BKMYATM oauH abo  aekinbka
3MoYyBanbHUX 3acobiB, a ANst 3HWKEHHS LUBUOKOCTI, 3 SKOK OCiAalTb YaCTUHKM, MOXHA BKITHOYUTU
cycneHgyBanbHUn 3acib. Ak anbTepHaTuBa, crnonyky cdopmynu (1) MoxHa nogpiGHIOBaTK Cyxok Ta
aogartn y Bofy, WO MiCTUTb 3aco0u, onvcaHi BULLle B JA@HOMY JOKYMEHTI, 3 ogepXXaHHAM HeobxigHoro
KiHLEBOro NPOaYKTY.

Aepo30orbHi cknagn MicTaTe cnonyky dopmynu (I) Ta npugaTHWn ras-BuMTUCKyBad (Hanpvknag, H-
OoytaH). Cnonyky copmynu () Takox MOXHa po3uMHUTM abo pgucnepryBatu y npugaTtHOMY
cepepoBuLli (Hanpuknag, y Bogi abo B piguHi, WO 3MillyeTbCA 3 BOAO, SIK HAMpuWKIiag H-NponaHos) 3
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OLlepXXaHHAM KOMMO3WULiM ONA 3acTOCyBaHHA B Hacocax, Wo He nepebyBaloTb nig TUCKOM, Ans
0obnpuckyBaHHs 3 py4HUM KepyBaHHAM.

KancynbHi cycneHsii (CS) moxHa ogepxaTu nogibHo [0 ogepxkaHHa cknagie EW, ane 3
000aTKoBOK cTagieto nosiimepusadii 3 ogepxaHHAM BOLHOI AUCNEPCil KpansvH Macna, B siKii KOXHa
KpannuHa Macna iHKancCyrteTbCsl NONIMEPHOK OBOMOHKOK Ta MICTUTbL cnonyky copmynm (1) Ta
HeobOoB's1I3KOBO ii HOCI abo po3pimxkyBady. [NonimepHy 060NOHKY MOXXHa ogepxatu abo 3a ONOMOrow
peakuii MixkdpasHoi nonikoHaeHcalii, abo 3a 4ONOMOrow npoueaypu koauepalii. Komnoauuii MoXyTb
3abes3nevyBaTy KOHTPOMbOBaHe BUBINbHEHHS crnonyku dopmynu (I) Ta ix MOXHa 3acTocoByBaTu Anis
06pobkun HaciHHA. Cnonyky copmynu (l) TakoXX MOXHa cknacTu y BUrnsdi noniMepHoi maTtpuui, Wwo
BioposknapaeTbes, Ansa 3abesneyeHHs NoBiNbHOO KOHTPONBOBAHOMO BUBINIBHEHHS CMNOMYKW.

Komnosuuis moxe BkmwoyaTn ogHy abo fgekinbka gobaBok Ansa noninweHHa 6ionorivyHol Aii
KOMMo3awii, Hanpuknag, WNsXoM NOMiNWeHHS 3MOYYBaHHS, YTPMMaHHS Ha NoBepXHAX abo posnoginy
Nno MNOBEPXHSIX; CTIMKOCTI OO 3MMBaHHA aowemM 3 o6pobrneHux noBepxoHb abo nornuMHaHHa abo
pyxnuBocTi cnonykn copmynu (). Taki goBaBku BKMoYaOTb NOBEPXHEBO-aKTUBHI pevyoBuHn (SFA),
pobaBknm Ons obrnpuckyBaHHS Ha OCHOBI Macer, Hanpuknag, AesKux MiHepanbHux Macen abo
NPUPOOHNX POCIMHHUX Ofi (SIK Hanpuknag coeBa Ta pancoBa onist), Ta ixXHi cymiwi 3 iHWUMK
OionigcMnoBanbHMMKM  OONOMDKHUMKM  3acobamun  (iHrpegieHTamu, ki MOXYTb crpusatu  gii  abo
mMogudpikyBaTu gito cnonyku coopmynu (1)).

3mouyBanbHi 3acobu, gucnepryBanbHi 3acobu Ta emynbryBarnbHi 3acobu MOXyTb ABNATU coboto
SFA kaTioHHOro, aHioHHOro, aMgoTepPHOro abo HeiOHHOro TUMy.

MpugatHi SFA kaTiOHHOrO TWNy BKMIOYaKOTb CMOMYKM YETBEPTUHHOIO aMoHilo (Hanpuknag,
LeTUnTPUMeTUnamMoHito bpomia), imigasoniHu Ta coni amiHis.

MpugaTtHi aHioHHi SFA Bkmo4aloTb COMi NYXHUX MeTaniB XWPHUX KUCNOT, coni anidaTnyHmx
MOHOECTEpIB CipyaHOi KMCmOoTU (Hanpuknag, naypuncynbdar HaTpilo), Cconi  Cyrnb(OHOBaHMX
apomaTtuyHMx crnonyk (Hanpwvknag, gogeuvmndeHsoncynbdoHaT HaTtpito, gogeuunbeHsoncynbdoHaT
Kanbuito, 6yTunHadpTanii cynbdoHaT Ta cymiwi gunisonponin- Ta TpuisonponinHagTaniHcynbdoHaTIB
HaTpilo), eTepcynbdaTtn, eTepcynbdatn cnupTiB (Hanpuknag, naypeT-3-cynbdart HaTpito),
eTepkapbokcunatu (Hanpuknag, naypet-3-kapbokcunar HaTpilo), ectepn (pOCEHOPHOI KUCNOTK
(MpoayKTK peakuii Mk ogHMM abo AekinbkoMa >XUPHMMK cnupTamu Ta (OChOPHOK KUCMOTO
(nepeBaxHO MoHoecTepu) abo neHTaokcuaoM docdopy (NepeBaxHO Aiectepun), Hanpvknag, nig yac
peakuii MK naypunoBuMm cCnvpToM i TeTpadoCdOpPHOK KUCIOTOW; AOOATKOBO Ui NPOAYKTU MOXYTb
OyTn eToKkcunboBaHi), cynbdocykunHamaTh, napadiH- abo onediHcynboHaT, Taypatun Ta
nirHocynedoHaTu.

MpugatHi SFA amdoTepHoOro Tuny BkNYawTb 6eTaiHy, NponioHaTy Ta rniunHaTH.

MpugaTtHi SFA HeioHHOro TUNy BKIHOYaOTb NPOAYKTU KOHAEHCALI ankineHOKCMAIB, SK Hanpuknazg
eTuneHokcud, nponineHokeud, 6ytnneHokena abo iXHi Cymilli, 3 XUPHUMK cnMpTamn (K Hanpvknag
oneinosun cnupt abo uetunosun cnupT) abo 3 ankindeHonamu (SK Hanpuknag OoKTurndeHon,
HOHiNdeHon abo OKTUIKPE30s); HEMOBHI €CTepW, OAepXKaHi i3 AOBroflaHUOroBUX XUPHUX KUCIOT abo
aHrigpuaiB rekcuTony; NPOAYKTU KOHAEHCAUii BKa3aHUX HEMOBHWUX ecTepiB 3 eTUINEHOKCUAOM; Grok-
noniMepu (WO BKNIOYAKTb E€TUNEeHOKCHO Ta MponineHoKcua); ankaHonamign; npocTi ecTtepu
(Hanpuknag, ecTepu >KUPHOT  KUACMNOTWM Ta  MOMIETUNEHrniKoMw); amMiHokcuan  (Hanpuknag,
naypvngmmMmeTunaminy okcua) Ta NeunTuHN.

MpugaTtHi cycneHagyBanbHi 3acobu BkNYaoThb rigpodinbHi KONoiAmM (SK Hanpuknag nonicaxapvau,
noniBiHiNMiponigoH abo kapboKCUMETUNLENoo3a HaTpilo) Ta MMUHK, WO HabyxakTb (K Hanpuknag
OeHTOoHIT abo aTanynebriT).

epOiungHi KOMNo3uLii, onucaHi B JaHOMY OOKYMEHTI, MOXYTb 4OOATKOBO MICTUTK LLOHANMEHLLE
OAVH popaTtkoBui nectuuma. Hanpuknag, cnonyku gopmynu (l) Takox MOXHa 3acTOCOBYBaTU B
kKomOiHauii 3 iHwuMK repbiungamm abo perynaTopamu poCTy POCHAMH. Y MNEepeBakHOMY BapiaHTi
3[0iCHEHHA O04aTKOBUM nectuumaom € repbiumg ta/abo aHTMgoT repbiumay. Mpuknagamu Takmx
cymiwen, y skmx "I" aBnsie coboto cnonyky cdopmynm (1), €: | + auetoxnop, | + aundnyopdeH, |
aumdgnyopdgeH-HaTpin, | + aknoHideH, | + akponeiH, | + anaxnop, | + anokcuanm, | + ameTpuH, |
amikapbasoH, | + amigocynbdypoH, | + amiHonipanig, | + amitpon, | + aHinodoc, | + acynawm, |
aTpasuH, | + asadeHiguH, | + asumcynbdypoH, I+BCPC, | + 6ecnybytamia, | + GeHasoniH, |
OeHkapbasoH, | + 6eHdnypaniH, | + 6eHdypecar, | + 6eHcynbdypoH, | + 6eHcynbdypoH-meTun, |
OeHcynig, | + 6eHTasoH, | + 6eH3deHan3oH, | + 6eH306iunKnoH, | + 6eH3odeHan, | + GiumknonipoH, |
biceHoke, | + GimaHadoc, | + bGicnipubak, | + Gicnipnbak-Hatpin, | + B6ypa, | + 6pomaumn, |
opomobytng, | + 6pomokcuHin, | + Gytaxnop, | + 6yramigoc, | + 6ytpaniH, | + ByTpokcnanm, |
Oytunar, | + kakogunoBa kucnota, | + xnopat kanbuito, | + kadgeHcTpon, | + kapbetamia, |
KapdeHTpasoH, | + kapdeHTpasoH-etun, | + xnopdnypeHon, | + xnopdnypeHon-metun, |
XflopuaasoH, | + xnopumypoH, | + xnopumypoH-etun, | + xnopoutoBa K1cnota, | + XnopoTonypoH, |

+ + ++F + o+ o+ o+
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xnopnpodam, | + xnopcynbdypoH, | + xnoptan, | + xnoptan-gumeTun, | + uuHigoH-etun, | +
UMHMeTUniH, | + uuHocynbdypoH, | + uucadinig, | + knetogum, | + knoguHadcbon, | + knoguHacpon-
nponaprin, | + knomasoH, | + knomenpon, | + knonipania, | + knopaHcynam, | + knopaHcynam-meTun, |
+ uiaHasuH, | + umknoart, | + unknocynbgamypoH, | + uuknokeuaum, | + yuranodon, | + yuranodon-
oytun, 1+2,4-D, | + gaimypoH, | + gananoH, | + gasomer, 1+2,4-DB, I+| + gecmegudam, | + aukamo6a, |
+ guxnobeHin, | + guxnopnpon, | + guxnopnpon-P, | + guknocdon, | + guknodon-meTtun, | +
avknocynam, | + pgudpbensoksat, | + gudpeHsoksat metuncynbdat, | + gudnydenikan, | +
andbnydensonip, | + aumedypoH, | + gummeninepar, | + gumertaxnop, | + gumeTtameTpuH, | +
anmeTteHawmig, | + gumeTteHamia-P, | + gumeTtunin, | + gumeTunapcmHoBa kKucnota, | + guHiTpamiH, | +
anHoTepOb, | + andenamia, | + gunponeTpuH, | + gukeart, | + guksat anbpomig, | + gutionip, | + AiypoH,
| + ewnpotan, I+EPTC, | + ecnpokapb, | + etandnypaniH, | + eTtametcynbcypoH, | +
eTameTcynbdypoH-meTun, | + etedoH, | + etodbymesar, | + eTokcudpeH, | + etokcucynsdypoH, | +
etobeHsaHig, | + beHokcanpon-P, | + deHokcanpon-P-etun, | + peHTpasamig, | + cynbdpat 3anisa, | +
dnamnpon-M, | + dnasacynedypoH, | + dnopacynawm, | + dnyasudon, | + cdnyasncon-6ytun, | +
dnyasmgon-P, | + dnyasundon-P-6ytun, | + donyasonar, | + donykap6asoH, | + donykapbasoH-HaTpin, |
+ donyueTocynbdypoH, | + donyxnopanin, | + dnydeHaueT, | + dnydennip, | + donydennip-etunn, | +
dnymeTpaniH, | + donymetcynam, | + cdonymiknopak, | + donymiknopak-neHTun, | + donymiokcasuH, | +
dnyminponiH, | + donyomeTtypoH, | + pnyopornikoden, | + donyopornikogeH-etun, | + dpnyokcanpon, |
+ chnynokcawm, | + dpnynponaunn, | + dpnynponaHar, | + dnynipcynbdypoH, | + dnynipcynbdypoH-
MeTun-HaTtpin, | + donypeHon, | + pnypuagoH, | + donypoxnopunaoH, | + dnypokeunip, | + donyptamoH, |
+ dnytiauet, | + dnyTtiauet-metun, | + domecadeH, | + dopamcynbdypoH, | + cdocamiH, | +
rnydocuHaTt, | + rnydocuHaT-amoHin | + rmicpocat, | + ranokcudpeH, | + ranocynbdypoH, |
ranocynbdypoH-meTun, | + ranokcucon, | + ranokcudgon-P, | + rekcasuHoH, | + imasameTtabeHs, |
imazameTabeHs-meTun, | + imasamokc, | + imasanik, | + imasanip, | + imasaksiH, | + imaseTanip, |
imasocynbypoH, | + iHgaHodaH, | + iHgasudnam, | + nogmetaH, | + nogocynbdypoH, |
nopocynbdypoH-meTun-Hatpin, | + iokcuHin, | + i3onpoTypoH, | + i3oypoH, | + i3okcabeH, |
isokcaxnopton, | + isokcadnyton, | + i3okcanipudon, | + kapbytunart, | + naktodeH, | + neHaumn, |
niHypoH, | + mekonpon, | + mekonpon-P, | + medeHaueT, | + mednyigna, | + mesocynbdypoH, |
Me30cynbypoH-meTun, | + me3oTpuoH, | + metam, | + metamicon, | + meTamiTpoH, | + meTasaxnop,
+ wMeTabeHsTia3ypoH, | + metason, | + MeTunapcuHoBa kucnota, | + meTungumpoH, |
mMeTunisoTiodiaHat, | + wmeTonaxmnop, |+S-metonaxnop, | + metocynam, | + MeTOKCYpOH, |
meTpubysuH, | + meTcynbdypoH, | + meTcynbdypoH-metun, | + moniHat, | + MOHONIHYPOH, |
HanpoaHinig, | + Hanponamig, | + HanTtanawm, | + HeBypoH, | + HikocynbdypoH, | + H-meTunrnicdocar,
+ HOHaHOBa kucnoTa, | + HopdnypasoH, | + oneiHoBa kucnota (kupHi kucnotu), | + opbeHkapb, |
opTtocynbdamypoH, | + opusaniH, | + okcagiaprin, | + okcagia3oH, | + okcacynbdypoH, |
okcasuknomedoH, | + okcudnyopdeH, | + napakear, | + napaksaTt amxnopug, | + nebynart, |
neHgumeTaniH, | + neHokcynam, | + neHtaxnopdgeHon, | + neHTaHoxnop, | + neHToOKcasoH, |
neTtokcamig, | + peHmeandam, | + niknopam, | + nikoniHadgeH, | + niHokcageH, | + ninepodoc, |
npetunaxnop, | + npumicynbdypoH, | + npumicynbdypoH-meTun, | + npogiamin, | + npodokcnaum, |
nporekcagioH-kanbuin, | + npomeTtoH, | + npomeTpuH, | + nponaxnop, | + nponaHnin, |
nponakeizacon, | + nponasuH, | + npodam, | + nponizoxnop, | + nponokcukapb6asoH, |
nponokcukapbasoH-HaTpin, | + nponisamig, | + npocynbdokapb, | + npocynbdypoH, | + nipaknoHin,
nipadpnydeH, | + nipadnydeH-etun, | + nipacynedoTon, | + nipasoniHart, | + nipasocynbdypoH,
nipasocynbdypoH-etun, | + nipasokcnden, | + nipubensokcum, | + nipubytukapo, | + nipugadon,
nipugar, | + nipudptania, | + nipuminobak, | + nipumiHobak-meTun, | + nipumicynbdaH, | + niputiobak,
+ niputiobak-HaTpin, | + nipokcacynbdoH, | + nipokcynam, | + kBiHknmopak, | + kBiHMepak, |
KBiHOKNMamiH, | + kBisdanodon, | + ksizanodon-P, | + pumcynedypoH, | + cadnydeHaunn, |
cetokemaum, | + cngypoH, | + cumasuH, | + cumeTtpuH, | + xnopat HaTpito, | + CynbKOTPUOH, |
cynbeHTpasoH, | + cynbdometypoH, | + cynbometypoH-metun, | + cynbgocar, |
cynbdocynbdypoH, | + cipyaHa kucnota, | + TebyTiypoH, | + TedypuntpuoH, | + TemMG6oTpuUOH, |
Tenpanokcugum, | + Tepbauun, | + TepbymeToH, | + TepbyTunasun, | + TepbyTpuH, | + TeHinxnop, |
Tiasonip, | + TudeHcynbdypoH, | + TieHkapbasoH, | + TudeHcynbdypoH-meTun, | + TiobeHkap6, |
Tonpame3oH, | + Tpankokcmugum, | + Tpuanar, | + TpuacynbdypoH, | + Tpuasudnam, | + TpubeHypoH,
+ TpubeHypoH-meTun, | + Tpuknonip, | + TpuetasuH, | + TpudnokcucynbgypoH, |
TpudnokeucynbdypoH-HaTpin, | + Tpudnypanid, | + TpudnycynbdypoH, | + TpudnycynbdypoH-
meTun, | + TpurigpokcutpuasuH, | + TpuHekcanak-etun, | + TputocynbypoH, | + etunosuin ectep [3-
[2-xnop-4-dTOop-5-(1-MeTnn-6-TpudTopmeTnn-2,4-giokco-1,2,3,4-teTparigponipumigunH-3-
in)dpeHokeun]-2-nipuannoken]outooi kucrotn (CAS RN 353292-31-6). Cnonykn cdopmynu (1) Ta/abo
KOMMO3uUii 3a JaHMM BWHAxo4oOM TakoX MOXHa KoMbiHyBaTu 3 repliungHuMmM  crnofykamu,
po3kputumm y WO06/024820 Ta/abo WO07/096576.
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KomnoHeHTH, 3miwyBaHi 3i cnonykot dopmMynu (1), Takox MOXYTb 3HaxoauTucs y opmi ectepis
abo conen, Ak 3a3HavaeTbes, Hanpuknad, y The Pesticide Manual, Sixteenth Edition, British Crop
Protection Council, 2012.

Cnonyky dopmynu | Takox MOXHa 3aCTOCOBYBaTU B CyMilLax 3 iHLLUMMW arpoxiMiyHMMK 3acobamn,
AK Hanpuknag dyHriuman, Hematoumam abo iHcekTUUMAW, NpUKNagn akmx HaBedeHi B The Pesticide
Manual (BuLLEe NO TEKCTY).

CniBBigHOWEHHS B cymiwi cnonykn dopmynn (1) Ta 3millyBaHOro KOMMOHEHTa MepeBaXHO
ctaHoBuTb Big 1: 100 go 1000:1.

Cymili nepesBaxHO MOXHa 3acTOCOBYBaTWU B YyKasaHux Bule ckrnagax (y uUbOMy Bunagky
"aKTUBHUI iHrpedieHT" BiAHOCMTBCA OO0 BIAMNOBIAHOI Cymiwi crnonykn dopmynu | i3 3miwyBaHUM
KOMMOHEHTOM).

Cnonyku popmynu (1), onncaHi y gaHoOMy JOKYMEHTI, MOXHa TaKoX 3aCTOCOBYBaTU B KOMGiHaLil 3
ofHMM abo aekinbkoma aHTuaoTamu. AHanoridHo, cymiwi cnonyku dopmynu (), onucaHi y gaHomy
OOKYMeHTi, 3 ogHMM abo AekinbkoMa goAaTkoBMMK repbiumgamm TakoXk MOXHa 3acToCOByBaTu B
KOoMOiHauii 3 ogHUM abo gekinbkoMa aHTugoTamu. AHTMAOTaMn MoxyTb Oyt AD 67 (MON 4660),
OeHokcakop, KnokeiHTOceT-mekcun, uunpocynbdamia (CAS RN 221667-31-8), guxnopmig,
deHxnopason-etun, deHknopumM, dnykcodeHiMm, dypunason Ta  BignosigHMi  R-izomep,
i3okcagudeH-eTun, medbeHnip-gietmn, oKkcabeTpuHin, N-izonponin-4-(2-
mMeTokcmbeHsoincynegamoin)beHsamig (CAS RN 221668-34-4). IHWi MOXNMBI BapiaHTV BKMNOYaOTb
CMONYKN-aHTMAOTWN, PO3KpWUTI, Hanpuknag, y EP0365484, Hanpuknag, N-(2-metokcubeHsoin)-4-
[(meTunamiHokapboHin)amiHo]6eHsoncynbdoHamia. OcobnmBo nepeBaXxHUMU € CyMilli Cronyku
dopmynn | i3 uyunpocynbdamigom, i3okcagudeH-eTUNoOM, KIOKBIHTOCET-Mekcuriom Tta/abo N-(2-
MEeTOKCMBeH30in)-4-[(MeTunamiHokapboHin)amiHo]6eH3oncynbMoHaMigoMm.

AHTngotn cnonyku copmynm (I) MOXyTb Takox 3HaxoguTucs y copmi ectepis abo coneu, sk
3ragyeTtbcs, Hanpuknag, y The Pesticide Manual (Buwe no Tekcty). NocunaHHa Ha KIOKBIHTOCET-
MEKCWUIT TaKOX BIiAHOCUTBLCA A0 MOro coni MiTito, HaTpilo, Kanito, KanbLuito, MarHito, antoMiHito, 3anisa,
aMOHil0, YEeTBEPTMHHOrO aMoOHito, cynbgoHito abo docdoHito, sk po3kputo B WO 02/34048, a
NoCWNaHHA Ha peHxXopason-eTuI TakoX BIOHOCUTBLCS A0 heHXopa3ony TOLLO.

MepeBaxkHO cNiBBIAHOLLEHHS B CyMilli cnonykn dopmynu (1) Ta aHTugoTta ctaHoBuTb Big 100:1 go
1:10, 3okpema Big 20:1 go 1:1.

Cymilli nepeBaxxHO MOXHa 3aCTOCOBYBAaTW y BULLEBKa3aHMX ckragax (y LbOMy BMMagKy Bupas
"aKTVBHUN iHrPedieHT" BigHOCUTbLCA 0 BiANOBIAHOT CyMili cnonyku dpopmynu (1) 3 aHTMaoTOM).

Ak onncaHo BuLe No TekcTy, cnonykn dopmynu (1) Ta/abo koMNo3uuii, AKi MICTATb Taki CNOMNYKMK,
MOXHa 3aCTOCOBYBaTW B CMOCOGaxX KOHTPOMO POCTY HebakaHuX POCMAMH Ta, 30Kpema, Y KOHTPOi
POCTY HEBaXaHUX POCNUH Y KyrNbTypax KOPUCHUX POCAMH. TakMM YMHOM, AaHWUN BUHAXI4 A0OATKOBO
nepenbadvae cnocib CeneKkTMBHOIO KOHTPOMO Oyp'sHiB y MiCLi 3pOCTaHHSA KynbTYpHUX POCAMH Ta
Oyp'sHiB, Npyn ubomy cnocib BkNOYaAE 3acTOCYBaHHSA LOAO MicLsi 3pOCTaHHS [OOCTaTHbOI Anis
KOHTponto Oyp'siHiB KinbkocTi cnonyku dopmynu () abo komnosuuii, onnucaHoi B JAaHOMYy LOKYMEHTI.
"KoHTponb" 03Hayae 3HMWLUEHHS, 3MEHLLeHHS abo CMoBifbHEHHS pocTy abo nonepegXeHHs abo
3MEHLUEHHSI MPOPOCTaHHA. 3a3Buyan poCnMHaMK, IO MigNsAraloTb KOHTPOM, € HebaxaHi pocnuHu
(byp'siHn). "Micue 3pocTaHHSA" 03Hayae TeEpUTOPItD, Ha sIKil pocnMHKU 3pocTaloTb abo ByayTb 3pocTaTw.

Hopmun 3actocyBaHHsA cnonyk popmynu (1) MoxXyTb BapitoBaTu B LUMPOKUX MexXax i 3anexartb Bif
BNacTMBOCTEN [PyHTY, cnocoby 3acTtocyBaHHs (40 abo nicnsa nosBM CXOAIB; MPOTPaBMioBaHHSA
HaCiHHS; 3aCTOCYBaHHS WoA0 60po3HM NS HACiHHSA; 3aCTOCYBaHHSA Mig Yac 6e30pHoi 06pobku ToLwo),
KynbTypHOi  pocnuHu, Oyp'aHy(Byp'aHiB), WO nignarae(nignarawTb) KOHTPOMIO, MepeBaXHUX
KniMaTUYHMX YMOB Ta iHWMX (PaKTOPiB, 3rigHO 3 SKMMW perynioTb Cnocib 3acTocyBaHHHA, 4ac
3aCTOCYBaHHS Ta LifbOBY CiNbCbKOrOCNOAAPCbKY KynbTypy. Cnonyku copmynu | 3a gaHum
BMHAxX040M 3a3Bu4yain 3aCToCoBYOTh 3a Hopmu Big 10 go 2000 r/ra, 3okpema Big 50 go 1000 r/ra.

3acTocyBaHHA 3a3BUYal  34INCHIOITL LUMSAXOM  PO3NUIIEHHS KoMno3wuii  3pebinbworo 3a
JOMOMOrOK BCT@HOBIIEHOrO Ha TPaKTOpi po3nuroBaya Ans BENMKUX TEPUTOPIN, ane TakoX MOXHa
3aCTOCOBYBATM iHLWI cnocobu, sik Hanpuknag oonunioBaHHs (Anst NOPOLLKIB), KpaniaMHHUA nonus abo
3POLLEHHS.

MpupaTtHi pocnuHKW, AN SKMX MOXHa 3aCcTOCOBYBaTU KOMMO3WLUil0 32 [AaHUM BUHAXOOOM,
BKITHOYAIOTh CiNlbCbKOroCnoAapchbKi KynbTypy, SIK Hanpuknag 3epHoBi, Hanpuknag, s4MiHb i nweHuus,
0aBOBHWK, ONIMHUIA panc, COHSILLIHWUK, MaiC, pUC, COs, LYKPOBMW OypsiK, LyKpoBa TpoCTMHA Ta
OEepHOBUIN NMOKPUB.

KynbTypHi pocnvHM MOXYTb TaKOX BKMOYaTW AepeBa, SK Hanpuknag nnodosi Aepesa, nanbmu,
KOKOCOBI nanbMu abo iHWi ropixu. Takox BKMOYEHI BATKI POCIMHK, sIK HAaNpuknag BMHorpag, nrioAoBi
YarapHUKu1, PPYKTOBI POCIIMHM Ta OBOMI.
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Cnig po3ymiTu, WO CiNbCbKOrocnoAapchbKi KynbTypyu TakoX BKMKOYalOTb Ti CiflbCbKOrocnoaapcChbki
KynbTypW, SIKUM Haganu TonepaHTHOCTI Ao repbiunais abo knacis repbiumais (Hanpuknag, ALS-, GS-,
EPSPS-, PPO-, ACCa3sa- i HPPD-iHridiTopu) 3a gonomorot TpaguuiiHux cnocobie cenekuii abo 3a
OOMOMOIOK TeHHOI iHXeHepii. lMpuknagoM CinbCbKOrocnogapcbkoi KynbTypw, €k 6yna HagaHa
TONEepaHTHICTb A0 iMida3oniHOHIB, Hanpuknag 40 iMasaMoKcy, 3a AO0MOMOrok 3arafbHONPUNHATUX
cnocobie cenekuii, € kanycta nonboBa Clearfield® (kaHona). MNpuknagn KynbTyp, SKMM Haganu
BUTPMBAnICTb A0 repbiumaie 3a 4OMNOMOrol MeTofiB reHHOI iHXeHepii, BKIT4YalTb, Hanpuknaga, CTinki
Ao rnigocaty Ta rnydocuHaTy COpPTM Maicy, KOMEPUIMHO [OCTYNHI nig TOpProBumMuM Mapkamum
RoundupReady® Ta LibertyLink®, a Takox KynbTypHY POCMAMHY, sika YTBOpeHa Ans Haaekcnpecii
romoreHTM3aTconaHesumnTpaHcgepasu, Sk BuknageHo, Hanpuknag, y W02010/029311.

Mig cinbcbkorocnogapCbKMMM KynbTypamu TakoX BapTO pO3ymiTM Taki, skum 6yna HagaHa
CTIRKICTb 40 LLUKIANMBMX KOMax 3a AOMOMOro cnocobiB reHHoT iHxXeHepii, Hanpuknag, maic Bt (cTiikun
npoTu MeTenuka KykypyasaHoro), 6aBoBHUK Bt (CTinkui npoTu AoBroHocuka 6aBOBHAHOrO), a TaKoX
pisHoBMAan kaptonni Bt (cTinki npoTn konopaackkoro xyka). MNMpuknagamn maicy Bt e ribpnan maicy Bt
176 NK® (Syngenta Seeds). TokcuH Bt siBnsie coboto Ginok, Sk y npupodi YTBOPHOHOTb I'PYHTOBI
OakTepii Bacillus thuringiensis. MNMpuknagn TOKCUHIB ab0 TpaHCTEHHWX POCHVH, 34aTHUX CUHTE3yBaTu
Taki TOKCMHK, onucaHi B EP-A-451878, EP-A-374753, WO 93/07278, WO 95/34656, WO 03/052073
Ta EP-A-427529. lNpuknagamn TpaHCTEHHUX POCIIMH, WO MICTATb OAMH abo Aekinbka reHie, LU0
KOAYIOTb CTINKICTb 00 iHCEKTULMAIB Ta eKCnpecyoTb oauH abo gekinbka ToKcuHiB, € Knockout® (maic),
Yield Gard® (maic), NuCOTIN33B® (6aBoBHuk), Bollgard® (6asoBHuk), Newleaf® (kapTonns),
Naturegard® Ta Protexcta®. Ak pocnuHHiI KynbTypu, Tak i iXHiN HACIHHEBWUIA MaTepian MOXyTb 6yTn
CTiikumn [o repbiumaiB i BogHo4ac CTiMKMMKM MPOTWM MoigaHHA KoMaxaMu (TpaHCreHHi ob'ektn 3
"naketoBaHMMK" reHamu). Hanpwknag, HaciHHs MOXe MaTtu 34aTHICTb eKcrnpecyBaTh iHCEKTULMOHWN
6inok Cry3 Ta BogHo4ac 6yTu TonepaHTHUM A0 rnigocary.

Cnig po3ymiTu, WO CinbCbKorocnogapchbki KynbTypy BKNIOYaKOTh Ti, SKi ogepXaHi TpaavuiitHumm
cnocobamn cenekuii abo reHHOoI iHxeHepii Ta MalTb Tak 3BaHi MPUBHECEHI O3Haku (Hanpwknag,
nokpatleHy cTabinbHiCTb Nig Yac 36epiraHHs, GinbLl BUCOKY NOXMBHY LiHHICTb Ta NOKpPaLLEHMIn CMak).

IHWi NpugaTHi POCNUHM BKMKOYAOTb ra30HHY TpaBy, HANpPUKNaa Ha ronb@-mangaHymkax, nyxkax,
y napkax i Ha y36i44sx goporn abo KOMepLiiHO BMPOLLYBaHy Ans ra3oHy, Ta AeKOPaTMBHI POCMMHMU, 5K
Hanpuvkrag KeBiTn abo yarapHuku.

Komnoauuii moxHa 3acTtocoByBaTU AN KOHTPOM HebaxaHux pocnuH (36ipHo "Oyp'aHiB").
Byp'siHn, siki HeOOXiOHO KOHTpOMBATK, BKMOYAKOTb SK OAHOLONbBHI (Hanpvknag, TpaB'sHUCTI) BUAW,
Hanpuknag, Agrostis, Alopecurus, Avena, Brachiaria, Bromus, Cenchrus, Cyperus, Digitaria,
Echinochloa, Eleusine, Lolium, Monochoria, Rottboellia, Sagittaria, Scirpus, Setaria Ta Sorghum, Tak i
AByOonbHi BMAW, Hanpuknag, Abutilon, Amaranthus, Ambrosia, Chenopodium, Chrysanthemum,
Conyza, Galium, Ipomoea, Kochia, Nasturtium, Polygonum, Sida, Sinapis, Solanum, Stellaria,
Veronica, Viola ta Xanthium. Byp'aHn Takox MOXyTb BKMOYaTW POCAMHKM, SiKi MOXHa BBaXatu
KyNbTYPHUMW POCIIMHaMW, ane ski BMPOCTalTb 3a Mexamu nociBHoi nnowi ("BTikadi") abo ki
BMPOCTaOTb 3 HACiHHA, L0 3anuuniocsa Big nNonepeaHbOoro MociBy iHLOI CinbCbKOrocnoaapChbkoi
KyneTypu ("pocnuHu-camocisn"). Taki pocnuHu-camociBu abo BTikayi MOXyTb 6yTn TornepaHTHUMM
040 NEeBHUX iHWKX repbiumais.

MepeBaxHO Oyp'sHKU, SAKi HeOOXiAHO KOHTponioBaTU Ta/abo 4mMh picT HeobXxigHO iHribyBaTw,
BKITIOYAOTb OAHOAOMbHI Oyp'sHW, Ginbll NepeBaXHO TPaB'AHUCTI OOHOAOMNbHI Oyp'sHW, 30Kpema,
Oyp'sHn HacTynHux popgis: Agrostis, Alopecurus, Apera, Avena, Brachiaria, Bromus, Cenchrus,
Cyperus (pig ocok), Digitaria, Echinochloa, Eleusine, Eriochloa, Fimbristylis (pig ocok), Juncus (pig
ouyeperTiB), Leptochloa, Lolium, Monochoria, Ottochloa, Panicum, Pennisetum, Phalaris, Poa,
Rottboellia, Sagittaria, Scirpus (pig ocok), Setaria Ta/abo Sorghum, Ta/abo Gyp'saHuW, siki ABNSATL
cobor camociBHY Kykypyasdy (camociBHMA Maic); 3okpema: Alopecurus myosuroides (ALOMY,
yKpaiHCbka Ha3Ba "KMTHMK MulioxBocTuin"), Apera spica-venti, Avena fatua (AVEFA, ykpaiHcbka Ha3Ba
"ouki Buam BiBca"), Avena ludoviciana, Avena sterilis, Avena sativa (ykpaiHcbka Ha3Ba "Buau BiBca"
(camociHi)), Brachiaria decumbens, Brachiaria plantaginea, Brachiaria platyphylla (BRAPP), Bromus
tectorum, Digitaria horizontalis, Digitaria insularis, Digitaria sanguinalis (DIGSA), Echinochloa crus-
galli (ykpaiHcbka HasBa "nnockyxa 3sudanHa", ECHCG), Echinochloa oryzoides, Echinochloa colona
abo colonum, Eleusine indica, Eriochloa villosa (ykpaiHcbka Ha3Ba "WwepcTsik Bonioxatuin"), Leptochloa
chinensis, Leptochloa panicoides, Lolium perenne (LOLPE, vykpaiHcbka Ha3Ba "paurpac
nacosuwHUR"), Lolium multiflorum (LOLMU, ykpaiHcbka Ha3Ba "paurpac itanincbkmi"), Lolium
persicum (ykpaiHcbka Ha3Ba "pawrpac nepcbkuin"), Lolium rigidum, Panicum dichotomiflorum (PANDI),
Panicum miliaceum (ykpaiHcbka Ha3Ba "guke npoco 3BudanHe"), Phalaris minor, Phalaris paradoxa,
Poa annua (POAAN, ykpaiHCbka Ha3Ba "TOHKOHIr ogHOpiYHMI"), Scirpus maritimus, Scirpus juncoides,
Setaria viridis (SETVI, ykpaiHcbka Ha3Ba "Muwwin 3eneHun"), Setaria faberi (SETFA, ykpaiHCcbka Ha3Ba

34



10

15

20

25

30

35

40

45

50

UA 120943 C2

"Muwin Benukuin"), Setaria glauca, Setaria lutescens (ykpaiHcbka HasBa "muwin cusuin”), Sorghum
bicolor Ta/abo Sorghum halepense (ykpaiHcbka Ha3Ba "copro anencbke"), Ta/abo Sorghum vulgare;
Ta/abo Byp'siHK, AKi ABNAIOTb COOOK CaMOCIBHY KyKypyA3y (CamociBHUI Maic).

Y ogHOMYy BapiaHTi 34INCHEHHs1 TpaB'SHUCTI OQHOOONbHI Oyp'aHM, Aki HEODXiOHO KOHTpoOMBaTH,
BKMovaTb Oyp'aHn poay Agrostis, Alopecurus, Apera, Avena, Brachiaria, Bromus, Cenchrus,
Digitaria, Echinochloa, Eleusine, Eriochloa, Leptochloa, Lolium, Ottochloa, Panicum, Pennisetum,
Phalaris, Poa, Rottboellia, Setaria Ta/abo Sorghum, Ta/abo 6yp'saHn, Aki ABNSOTL COOOK caMOCIBHY
KyKypya3y (camociBHMI Maic); 3okpema: byp'aHun poay Agrostis, Alopecurus, Apera, Avena, Brachiaria,
Bromus, Cenchrus, Digitaria, Echinochloa, Eleusine, Eriochloa, Leptochloa, Lolium, Panicum,
Phalaris, Poa, Rottboellia, Setaria, Ta/abo Sorghum, Ta/abo 6yp'aHu, Aki ABNSAIOTE COBOI0 CamMOCiBHY
KyKypyAa3sy (camociBHUIA Maic).

Y popatkoBOMY BapiaHTi 34iiCHEHHS TpaB'ssHUCTI 0AHOA0NBHI Byp'aHK a9BnA0TL Cobot0 "BereTyroui
B Tennun ces3oH" (Ans Tennoro knimaTy) Tpas'aHUCTI Byp'saHW; y Takomy BMNagKy BOHWU MEPEBadKHO
BKIIOYaloTh (Hanpuknag, € Takumn) 6yp'aHu poay genus Brachiaria, Cenchrus, Digitaria, Echinochloa,
Eleusine, Eriochloa, Leptochloa, Ottochloa, Panicum, Pennisetum, Phalaris, Rottboellia, Setaria
Ta/abo Sorghum, Ta/abo Oyp'dAHM, K ABNAKTbL COOOK CaMOCiBHY KyKypya3y (CamociBHUI maic).
BinbLl nepeBaXHO TpaB'AHUCTI 0QHOAONbHI BYp'sHM, HanNpuknaa, siki HeobxigHO KOHTpontoBaTK Ta/abo
Yni picT HeoOXxigHo iHribyBaTn, siBNAOTL COOOK "BereTytodi B Tennui ce3oH" (4N Tennoro Knimary)
TpaB'aHUCTI Oyp'sHW, SKi BKMO4YalTb (Hanpuknag, € Takumu) Oyp'aHum poay Brachiaria, Cenchrus,
Digitaria, Echinochloa, Eleusine, Eriochloa, Panicum, Setaria tTa/abo Sorghum, ta/abo 6yp'sHu, siki
ABNAOTE COOOK CaMOCiBHY KyKypyA3y (CamMOCiBHUI Maic).

Y iHWOMY KOHKPETHOMY BapiaHTi 34iMCHEeHHS TpaB'dHUCTI OQHOAOMbHI Byp'aHM ABRAOTE CoboKo
"BereTyoui y NpoxonogHni ce3oH" (ans XonodHOoro KnimMary) Tpas'aHUCTi Byp'aHn; y TakoMy Bunagky
BOHMW, SIK NpaBwmo, BkNtovalTb Oyp'sHu pogy Agrostis, Alopecurus, Apera, Avena, Bromus, Lolium
Tal/abo Poa.

Pi3Hi acnekTu Ta BapiaHTW 34iINCHEHHSI 4aHOro BUHaxoay Oyae npointocTpoBaHo Ginbll geTansHO
3a gonomorol npuknagy. Cnig matm Ha yBasi, Wo moaudikauito getani MoxHa 3giicHioBaTn 6e3
Bigxoay Big obcAry gaHoro BuHaxogy.

MPUKNAON OOEP>XXAHHA

Y Bcix HacTynHux npuknagax cnektpu 1H AMP peectpysanu 3a 400 My a6o 500 MI'u, sikwo He
BKa3aHo iHWwe, abo Ha npubopi Varian Unity Inova, abo Ha npnbopi Bruker AVANCE - II.

3acToCOBYIOTHCS HACTYMHI CKOPOYEHHA: s = cuHrneT; d = gynnet; dd = nogginHun gynnet; t =
TpUnneT, q = KBapTeT; M = MynbTMNIeT. TepMiH app. 3aCTOCOBYETbLCA ANs SBHOrO curHany, a br.
nosHavae GinbLL LMPOKUIA CUrHan.

Monekynam gatoTbcs ixHi Bigomi Ha3Bu abo X iX Ha3uBaloTb BiANOBIAHO 4O Nporpam NPUCBOEHHSA
Ha3Bu y Accelrys Draw 4.0 abo Symyx Notebook 6.6. Akio 3a JONOMOrow Takux nporpamMm Monekyni
He Moxe ByTn NMpPMCBOEHA Ha3Ba, TO MOMEKyri 4aloTb HAa3BY i3 3aCTOCYBaHHAM 3aTBEPOXKEHUX Yrog
Npo HaMeHyBaHHS.

MPUKIIAL 1 OpepxaHHa cnonykn A1 (TpeT-6ytun-N-metun-N-[4-meTtun-2-(3-nipuann)tiazon-5-
inJkapbamarty)

1.1 OpepxaHHs eTunoBoro ectepy 4-meTtun-2-(3-nipugun)tiaszon-5-kapbokcmunaty (cnonyku
1.1001)

NH,

O o N
. OQ\
eI —
Ny cl // =N

1.1001

[o konbwn, HanoBHeHOI TioHikoTUHamigom (10 r, 72,3 mMornb), AogaBany eTun-2-xropaueToauerar
(11,9 r, 72,4 mMorb) Ta HarpiBanu 3i 3BOPOTHMM XONOAUINbHUKOM B eTaHoni (100 mr) NpoTArom Howui.
HacTynHoro paHky po34MHHMK BUAANSNM in vacuo, a 3anuwwok po3ginanu mixk EtOAc Ta Hacu4. BOAH.
po3umHoM NaHCO;. BoasiHy dhasy ekctparyBanu gsoma gopatkoBumu nopuismu EtOAc. O6'egHaHi
OpraHiyHi eKCTpakTM npommBanu CONMbOBUM PO3YMHOM, a MoTiM cywunum Hag MgSO, Ta
KOHUEeHTpyBanw in vacuo. OgepxaHy B pe3ynbTaTi CyMill OuMLLyBanu WsxoM drew-xpomatorpadii
Ha cunikareni i3 3actocyBaHHsaM rpagieHTy EtOAc/izorekcaH, i3 ogepXaHHAM HeoOXigHOi crnonyku
(etunoBoro ectepy 4-meTtun-2-(3-nipugun)tiason-5-kapbokcunaty, 11,9 r) y Burnagi  ceitno-
KOpPUYHEBOro mMacna, sike noBifibHO TBEPAINO.

1H AMP (400Mlu, CDCl3) 6= 9,17 (1H, m), 8,69 (1H, dd), 8,24 (1H, m), 7,40 (1H, m), 4,37 (2H,
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q), 2,80 (3H, s), 1,40 (3H, t)
1.2 OgepxaHHsa 4-metun-2-(3-nipyann)Ttiazon-5-kap6oHosoi kncnoTtu (1.2001)

o) / R‘ N\

1.1001 1.2001
Po3uunH eTunosoro ectepy 4-metun-2-(3-nipuann)tiason-5-kapbokcunaty (cnonykm 1.1001; 35,2 r,
5 142 mmonb) y MeTaHoni (462 M) oxonogKyBanu y nboAi/Boai, a NOTiM NOBINbHO NPY NepeMillyBaHHi
popasanu po3unH NaOH (17,0 r, 425 mmonb) y Bogi (214 mn) Ta nepeMiwyBanu 6e3 OXONomKeHHs
NPOTArOM OAHIET FOAUHMN.
MoBinbHO MpK MNepemilwyBaHHI Ta OXONMOMKEHHi nbogom/Bogoto gogasanu 2M HCI (216 wmn).
Cymiw nepewmiwyBanun npotarom pgopatkoBux 30 xBunuH. OpepxaHun B pesynbTaTi ocag
10 QinbTpyBanu, NpoMMBany BOAOK Ta CyLUMM Ha MOBITPi i3 ofgepXaHHAM HeobxigHoi crnonyku (4-
meTun-2-(3-nipugnn)Tiason-5-kapboHoBoi kucnotu, 28,1 r) y Burnagi OpyaHo-6inoi TBepaoi pe4oBuHW.
1H AMP (400Ml'y, d6-DMSO) & = 13,54 (1H, br. s.), 9,16 (1H, d), 8,72 (1H, dd), 8,35 (1H, m),
7,56 (1H, dd) 2,70 (3H, s)
1.3 OgepxaHHsa TpeT-6yTun-N-[4-metun-2-(3-nipuaun)Ttiazon-5-injkapbamaty (1.3001)

N AW
| > \ Y
S

HO - X S H

O

\

15
1.2001 1.3001

o cycneHsii 4-metun-2-(3-nipuaun)tiazon-5-kapboHoBoi knucnotu (cnonykun 1.2001; 22,4 r, 101,7
MMOIb) B 2-meTunnponax-2-oni (448 mn) Ta Tonyoni (448 mn) pogasanu EN (14,2 mn, 101 mmonb)
Ta peakuiiHy Cymiw nepemiwysanu npoTArom n'aTv XBUNWH 3a KiIMHaTHIA Temnepatypi, 40 TOro, sK
20 nosinbHo pgogasann DPPA (27,8 r, 101 mmonb) npu nepemillyBaHHi Ta OXOMOMKEHHI Ans
NigTPYMaHHSA TemMnepaTypu Hxk4e KiMHaTHOI. PeakuiiHy Cymill noCTynoBO HarpiBanu 3i 3BOPOTHUM
XONMoAMMbHUKOM MNpOTAroMm 3 roguH, a noTim 3abesnedyBany OXOMNOMKEHHA MPOTArOM Houi Ao
KiMHaTHOT TemMnepaTypu.
Po3umMHHUK Buaananu in vacuo, a 3anuoK Oo4uLlyBanu LWASXOM KOMOHKOBOT dneLu-
25 xpomaTtorpadii Ha cunikareni i3 3actocyBaHHAM rpagieHTy EtOAc/izorekcaH, i3 ogepxaHHAM
HeoOXxigHoi cnonyku (TpeT-o6yTnn-N-[4-meTun-2-(3-nipugun)tiason-5-injkapbamary, 25,8 r) y Burnagi
OexeBoi TBEPAOI PEYOBUHN.
1H AMP (400MIl'y, CDCl3) 6 = 9,09 (1H, s), 8,59 (1H, d), 8,16 (1H, dd), 7,36 (1H, m), 6,72 (1H, br.
s), 2,37 (3H, s), 1,49 (9H, br. s.)

30 1.4 OgepxaHHga TpeT-6yTun-N-metun-N-[4-meTun-2-(3-nipnann)tiazon-5-injkapbamarty (A1)
o
N A\ >\O N /
T — YA
X S H X S

| _ Ej/l\ o>/" O

N N~
1.3001 Al

Po3umH TpeT-0yTnn-N-[4-meTun-2-(3-nipuamn)tiason-5-injkapbamary (cnonykm 1.3001; 21,2 ,

72,7 mmonb) y 6esBogHoMy DMF (245 wmn) oxonomkyBanu Yy nbofi/Boai Ta nopuismu npu
nepemiwyeBaHHi gogasanu 60 % Bara/Bara NaH (3,49 r, 87,3 mmonb), NoTiM HarpiBanv 4o KiMHaTHOI

35 TeMmnepaTypu nNpoTsaroM 5 xBunuH. Cymill MOBTOPHO OXONOLKYBanu y NboAi/Bogi, a NoTiM KpannsamMu
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popasanu posunH Mel (11,35 r, 80,0 mmonb) y cyxomy DMF (5 mn) npu nepewmiwyBaHHi Ta
oxonomkeHHi npotarom 30 xBunuH. PeakuiiHy cymil nepemiwyBanu 3a KiMHATHOI Temnepartypu
NPOTAroM Houi, a NoTiM obepexHo racunu sogoto (1000 mn) Ta 2M HCI (7,29 mn). PeakuinHy cymilu
eKkcTparyBanu Tpudi 3a gonomoroto EtOAc, 06'egHaHi opraHivHi ekcTpakT MpoMMBarnu ABidi CONIbOBUM
po34ynHOM, a noTiMm cywunu Hag MgSO,. Po3umHHMK Buaansmnum in vacuo, a 3arnuviioK O4uLLyBamnu
wnaxom drnew-xpomartorpadiii Ha cunukareni i3 3actocyBaHHaM rpagieHTy EtOAc/izorekcaH, i3
OfEepXXaHHAM HeoOXigHOT  cnonykm (TpeT-6yTnn-N-meTun-N-[4-meTnn-2-(3-nipugun)tiazon-5-
injkapbamarty, 25,1 r) y Burnsagi 6exxeBoi TBEpAOI pe4YOBMHM.

1H AMP (400MI'u, CDCI;) & = 9,08 (1H, d), 8,63 (1H, dd), 8,17 (1H, d), 7,36 (1H, dd), 3,22 (3H,
s), 2,33 (3H, s), 1,44 (9H, br.s.)

Mpuknag 2 OpepxaHHs TpeT-6yTun-N-metun-N-(4-metun-2-nipumignH-5-in-tiaszon-5-
in)kapbamary (A2)
o V.
v Yo
N O J< s N
sl N g _ \
A

A2

Ho konbu, HanoBHeHOI MipuMianH-5-in6opuHoBoto kucnotot (150,0 mr, 1,21 mmonk), gogasanu
EtOH (2,7 mn) ta Tonyon (5,3 mn), a notim gogasanu 2M BogH. K,COz (1,2 mn, 2,4 mmonb).
PeakuinHy cymiw nepemiwyBanu Ta pgogasanu TpeT-6yTtun-N-(2-6pom-4-metunTiason-5-in)-N-
meTunkapbamar (409 mr, 1,33 mmonb), a notim Pd(PPhjz), (70 mr, 0,06 mmonb). Cymilw Harpisanu npu
90 °C npoTarom ABOX roguH, a MoTiM 3abe3nedyBany OXOMOMKEHHS MPOTArOM HOYi OO KiMHATHOI
Temnepatypu.

Cywmiw possogunu 3a gonomoroto EtOAc Ta npomuBanu ggivi conboBum po3ynHoMm. OB'egHaHi
BOAHI 3MMBKM 3HOB ekcTparyBanu 3a gonomoroto EtOAc Ta 06'egHaHi opraHivHi ekcTpakTu npoMusanm
COMbOBUM PO34YMHOM, a MoTiM cywmnu Hag MgSO,. Po3uuHHMK Bugansanm in vacuo, a 3anuok
ouuLLyBanu LUNSXOM KOMOHKOBOI doriell-xpomatorpadpii Ha cunikareni i3 3acTOCyBaHHAM rpafieHTy
EtOAc/isorekcaH i3 ogepxaHHAM HeobxigHoi cnonykn (TpeT-6yTun-N-metun-N-(4-meTun-2-nipumignH-
5-in-Tia3on-5-in)kap6amaty, 170 Mr) y BUrnsagi CMoOnmcToi pe4oB1HM KOMbOPY COSIOMMU.

1H AMP (400MI'y, CDCl3) 6 = 9,23 (1H, s), 9,18 (2H, s), 3,23 (3H, s), 2,35 (3H, s), 1,45 (9H, br.s.)

Mpuknag 3 OpepxaHHs TpeT-6yTun-N-[2-(5-cdbTop-3-nipugunn)-4-meTnnriason-5-in]-N-
meTunkapbamary (A3)

o>\\>L
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[o konbwu, HanoBHeHOiI TpeT-6yTnn-N-(2-6pom-4-meTunTiazon-5-in)-N-meTunkapbamartom (8,78 T,
27,8 mmonb) Ta (5-dpTop-3-nipugnn)éopuHosoto kucrnototo (4,71 r, 33,4 mmMornb), JogaBanu eTaHon
(55,7 mn) ta tonyon (111,6 mn). OJopnasann Pd(PPhs3), (1,50 r, 1,30 Mmonb) Ta CyMmill eHeprinHo
nepemiwysanu. Joaasanu 2M BogH. K,CO3 (25,5 mn, 51,0 MMonb) Ta peakuinHy cymill Harpisanu 3i
3BOPOTHMM XOMOAMITbHUKOM MPOTSIroM 7 TFOAMH, MOTIM 3anuiianu OXOonofxyBaTUCA A0 KiMHATHOI
TeMnepaTtypu NpoTAroM Houi.

Po3umHHUK Buaananu in vacuo, a HeouulleHy peyvyoBUHY MOBTOPHO posuuHanu y CHCI; Ta
npoMmuBanu Bogot. OpraHiyHy a3y KOHLEHTpyBanu in vacuo, a 3anuoK O4YWLLyBany LUISXOM
KONMOHKOBOI brew-xpomartorpacii Ha cunikareni i3 3actocyBaHHAM rpagieHTy EtOAc/isorekcaH i3
OfepXaHHAM HeobxigHoi  crnonykn  (TpeT-6yTun-N-[2-(5-dpTop-3-nipngunn)-4-metnntiazon-5-in]-N-
meTunkapbamary, 6,92 r) y Burnsagi 6exeBoi TBEpAOi PEHOBUHMN.

1H AMP (400Mlu, CDCIs) & = 8,85-8,89 (1H, m), 8,49 (1H, d), 7,93 (1H, dd), 3,23 (3H, s), 2,33
(3H, s), 1,45 (9H, br.s).

Mpuknag 4 OpepxaHHa TpeT-6yTun-N-[2-(5-¢pTop-3-nipugunn)-4-meTtunTtiason-5-injkapbamaty
(A35)

4.1 OpepxaHHsa crnonyku A35
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[o konbu, HanoBHeHOi TpeT-0yTun-N-(2-6pom-4-meTuntiason-5-in)kapbamatom (11,31 r, 38,6
Mmonb) Ta (5-¢pTop-3-nipugmn)bopuHoBoto kucnototo (6,52 r, 46,3 mmone), gogasanu Tonyon (151
mn) Ta etaHon (75 mn). Jogasanu Pd(PPhs), (2,20 r, 1,90 mmonb), a noTim 2M BogH. K,CO3 (38,6 mn,
77,2 mmonb). PeakuinHy cymiw HarpiBanu 3i 3BOPOTHUM XONOAWIBHUKOM MNPOTAroM M'aTu i3
NOMOBWMHOIO roAvH. PeakuiriHy CyMmill OXOnomKyBanu Ao KiMHaTHOT TemnepaTypu Ta KOHLUEHTpyBanu in
vacuo Ans BWAaneHHst opraHiyHmx pedvoBuH. Cymiw possogunn CHCI; Ta npomuBanu BoAoOl.
OpraHiyHy a3y KOHUEHTpyBanu in vacuo, a 3anuLiOK OYMLLYyBanu LUNSXOM KOMOHKOBOI chnew-
xpomaTtorpadii Ha Anokcuai KpeMHito i3 3actocyBaHHAM rpaaieHTy EtOAc/isorekcaH, i3 ogepaHHAM
HeoOxigHoi crnonykn (TpeT-6yTnn-N-[2-(5-dpTop-3-nipuann)-4-metunTiason-5-injkapbamary, 10,2 r) y
BUrNsai 6exeBoi TBepAoi pe4OBUHM.

1H AMP (400Ml'y, CDCls) & = 8,87 (1H, m), 8,44 (1H, d), 7,94-7,87 (1H, m), 6,73 (1H, br. s), 2,39
(3H, s), 1,55 (9H, s)

4.2 AnbTepHatMBHe opepxaHHA TpeT-6yTnn-N-[2-(5-dTop-3-nipnann)-4-metunTiazon-5-in]-N-
meTunkapbamary (A3)

Cnonyky A35 MOXHa TakOX 3aCTOCOBYBATU SIK MPOMiKHY CMOMyKy B anbTepHaTMBHOMY Cnocobi
ofepXaHHa crnonykun A3.

(0] o]
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N N

A35 A3

[o KkpyrnogoHHoi komnbu, HanoBHeHoi TpeT-0yTun-N-[2-(5-Top-3-nipugun)-4-meTunTiason-5-
inJkap6amaTom (800 mr, 2,59 mmonb) Ta K,CO3 (429 wr, 3,10 mmone), gogasanu nogmetaH (807 wr,
5,69 mmonb) y Burnagi posdnHy B MeCN (20 mn) Ta cymiw eHeprinHO nepemiwysanu. Yepes 5
XBUITMH peakuivHy Cymill HarpiBanu 3i 3BOPOTHUM XONTOAUINIBHUKOM NPOTATrOM 2 roguH.

Mpu oxonomxkeHHi cymiw inbTpyBanu 4yepes UeniT Ta KOHUeHTpyBanu in vacuo. OgepxaHy B
pe3ynbTaTi HaniBpiAKy PeYoBMHY OYMLLyBanu LUASXOM KOFMOHKOBOI donew-xpomaTorpadii Ha
cunikareni i3 3actocyBaHHsiM rpagieHTy EtOAc/isorekcaH i3 ogepaHHAM HeoObXxigHoI cnonyku (TpeT-
oyTun-N-[2-(5-dbTop-3-nipugnn)-4-metnntiason-5-in]-N-metunkapbamaty, 449 mr) y BUrnsgi XoOBTOi
CMOJSINCTOT PEYOBUHN.

1H AMP (400Mlu, CDCI;) & = 8,85-8,89 (1H, m), 8,49 (1H, d), 7,93 (1H, dd), 3,23 (3H, s), 2,33
(8H, s), 1,45 (9H, br.s.)

Mpuknag 5 OgepxaHHs TpeT-6yTun-N-[2-[5-(andTopmeTokcm)-3-nipugun]-4-metuntiason-5-in]-N-
mMeTunkapbamary (A16)

5.1 OgepxaHHs TpeT-6yTnn-N-(2-6pom-4-metunTiadon-5-in)kapbamaty (cnonykn 5.1001)

i(—» DO

5.1001
[o konbu, HanoBHeHOI 2-6pom-4-meTunTiason-5-kapboHoBoto kucroToto (5,0 r, 22,5 mmonb) Ta
Et;N (3,14 mn, 22,5 mmonb), gopasanu t-BuOH (193 mMn) Ta cymiw HarpiBanu 3i 3BOPOTHUM
xonoaunbHukoMm. MNpoTtarom 6nusbko 15 xBunuH kpannamu gogasanvy DPPA (4,89 mn, 22,5 mMonb),
noTiM nepemiwyBann 3i 3BOPOTHUM XOSOAWUSIbHUKOM MNPOTAroM AodaTkoBux 6,5 roguH, a noTim
3abeanevyBanu OXONOMAXEHHS NPOTSArOM HOui.
PeakuinHy cymill KOHLUEHTpyBanu in vacuo, a 3anuuwok po3soaunu EtOAc (95 mn) Ta npomumBanu

38



10

15

20

25

30

35

40

UA 120943 C2

Bogoto (140 mn). BogHy chasy we asivi ekctparysanu 3a gonomoroto EtOAc Ta o6'eqHaHi opraHiyHi
PEYOBUHM NPOMUBANM COMNBbOBUM PO34YMHOM Ta cywimnu Hag MgSO,. Po3unHHKUK Bugananu in vacuo, a
3anuLLIOK OYMLLYBanM LUNSXOM KOMOHKOBOI donelu-xpomatorpadoii Ha cunikareni i3 3acTocyBaHHAM
rpagieHTy EtOAc/isorekcaH i3 ogepxaHHsaM HeobxigHoi crnonykn (TpeT-6yTun-N-(2-6pom-4-
MeTunTiason-5-in)kapbamary, 5,4 r) y BUrnsgi Henpo3opoi CMOSIUCTOI PEYOBUHM.

1H AMP (400MTu, CDCls) 6,32 (1H, br. s), 2,29 (3H, s), 1,51 (9H, s)

5.2 OpgepxaHHs TpeT-6yTnn-N-(2-6pom-4-meTunTiazon-5-in)-N- MeTmnKapGamaTy (5.2001)

Brxi e Ai

5.1001 5.2001

Y konby, HanoBHeHy TpeT-6yTun-N-(2-6pom-4-metunTiason-5-in)kapbamatom (32,0 r, 109,12
MMonb), gogasany DMF (130 mn), peakuinHy CyMmill OXOnogKyBanu y nboAsaHii 6aHi Ta nopuismu
popaBanu 60 % Bara/Bara NaH (4,8 r, 120 MMomnb) NpY MepeMillyBaHHi Ta OXOMOMKEHHI AN
nigTpUMaHHsA TemnepaTtypu y gianasoHi 5-10 °C. Cymiw nepemiwyBanu npotarom 10 XBWUMH, NOTIM
3abe3nevyBanu HarpiBaHHs 0O KiMHATHOI TemnepaTypu npoTtarom 6nmsbko 40 xBunmH. PeakuinHy
CyMiLL oxonoKyBanu y nboasHii 6aHi, noTim noeineHO gogasanu nogmetaH (16,27 r, 114,6 Mmonb)
B DMF (100 mn) npu nepemillyBaHHi Ta OXONOAXEHHI ANs NiATPMMaHHS TemnepaTtypu B diana3oHi 5-
10 °C. 3abesnevyBanu HarpiBaHHSA peakuiHOI CyMilli 4O KiMHATHOI TemnepaTypu Ta nepemiwysanu
NpOTArOM HacTynmHuxX 5 rogwH. PeakuiiHy cymill oxonogxysanu y nboAasHii 6aHi Ta racunu
obepexHum gogasaHHam Boau (920 mn).

PeakuinHy cymiw Tpudi ekctparysanu 3a gonomoroto EtOAc Ta o6'egHaHi opraHivHi peyoBuHM
NpoMMBany ConbOBMM PO3YMHOM Ta cywimnu Hag MgSO,. Po3unHHMK BUAansanm in vacuo, a 3anuiiok
ouunLlyBanM LUASIXOM KOJTOHKOBOT cpnewl-xpomartorpacdii Ha cunikareni 3 enoBaHHAM rpagieHToM
EtOAc/isorekcaH, npu UbOMYy ofepXyBanu HeoOxigHy cnonyky (TpeT-6ytun-N-(2-6pom-4-
mMeTunTiason-5-in)-N-meTunkapbamar, 33,2 r) y Burnagi 6esbapsHoro macna.

1H AMP (400MTu, CDCl3) & = 1,43 (9H, br. s.), 2,24 (3H, s), 3,16 (3H, s)

5.3 OpepxaHHa 3-(andTopmeTtokcn)-5-(4,4,5,5-teTpameTtun-1,3,2-amokcaboponaH-2-in)nipuanHy
(5.3001)

F
F)\O 9

F (@] B
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5.3001

\

/

Ho konbw, HanoBHeHOI 3-6pom-5-(gudpTopmeTtokeun)nipuguHom (4,50 r, 20,1 mmonb), gogasanu
bicniHakonaTognbopoH (7,65 r, 30,1 MMOIb), anxnop[1,1'-
Oic(andeHindocdiHo)deppoueH]nanagin(ii) guxnopmetad apgaykt (837 mr, 1,00 mmone) Ta KOAC
(6,5, 64,0 Mmmonb). Nopasanu 1,4-giokcaH (95 mn) Ta cymiw npogyeanu cyxum N, Ta Harpisanu npu
100 °C npotsarom 1 roguHu.

PeakuinHy cymiw oxonomxyesanu [0 KiMHaTHOI TemnepaTypu Ta KOHUEHTpyBanu in vacuo.
Banuwok posunHanu y CH,Cl, ta dinbTpyBanu yepes uenit. ®inbTpaT KOHUEHTpyBanu in vacuo i3
OZlepXXaHHSAM ryCTOro YOpHOro Macra, sike OuMLLYyBanu LWNSXOM KOMOHKOBOI (hrelu-xpomaTtorpadii Ha
cunikareni i3 3actocyBaHHsM rpagieHTy EtOAc/isorekcaH, i3 ogepxxaHHAM HeobXxigHoi crnonykm (3-
(andpTopmeTokeKn)-5-(4,4,5,5-TeTpameTun-1,3,2-guokcaboponaH-2-in)nipnamiy, 3,95 r) y Burndagi
Macria Konbopy CONOMMU, sike KpUcTanisyBanoch Npu BiOCTOOBaHHI.

11H AMP (400MI'y, CDCI;) & = 8,80 (1H, d), 8,54 (1H, d), 7,82 (1H, m), 6,76-6,36 (1H, t), 1,36
(12H, s)

54 OpepxaHHs TpeT-6yTun-N-[2-[5-(andTopmeTokcn)-3-nipngnn]-4-meTunTtiason-5-in]-N-
meTunkapbamary (A16)
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[o nocyauHu ona MikpoxeBunboBoi 06pobkn, HanoBHeHOI TpeT-6yTun-N-(2-6pom-4-meTunTiazon-5-
in)-N-meTtunkapbamatom (500 mr, 1,59 mmone) Ta 3-(gudrtopmertokcmn)-5-(4,4,5,5-tetpameTun-1,3,2-
anokcaboponan-2-in)nipuguHom (430 mr, 1,59 mmone), gogasanu EtOH (2 mn) Ta Ttonyon (4 mn).
Hopasann Pd(PPhs), (85,3 mr, 0,074 mmonk), a notim 2M K,CO3 (1,45 mn, 2,90 mmonk) Ta npobipky
3akopkoByBanu. Cymiw HarpiBanu pgo 130 °C npotarom 30 XBWAMH NpU  MiKPOXBUIBOBOMY
BUMNPOMIiHIOBAHHI.

MMicna oxonomKeHHs pO3YMHHUK BUAANSANM in vacuo, a 3anuwok po3ginsanu mik CHCI; ta Bogoto.
OpraHiyHy a3y KOHLEHTpyBanMu in vacuo i3 OgepXXaHHSAM YOPHOi CMOSIUCTOI PEYOBUHMU, SIKY
ouULLyBanM LWNSAXOM KOJSIOHKOBOI donelu-xpomaTorpaduii Ha cunikareni i3 3acTOCYBaHHSAM rpagieHTy
EtOAc/isorekcaH, i3 ogepxaHHam TpeT-0yTun-N-[2-[5-(andTopmeTokcn)-3-nipuann]-4-meTnnriason-5-
in]-N-meTunkapbamaTy 3 gomiwkamu. Liio pedoBuHy O0OaTKOBO OYMLLYBanu LUASXOM KOFOHKOBOI
dneww-xpomaTorpadii Ha KonoHui 3i 3BopoTHot0 dhasoro Cig i3 3acTocyBaHHAM rpagieHTy Boga (0,1 %
mogudpikaTop mypawmHoi kncnotu)/MeCN (0,1 % moandikatop MypaLLMHOT KUCAIOTH), i3 0AepXaHHAM
HeobXxigHoI CrMosyKu (TpeT-6yTun-N-[2-[5-(andTopmeTtokeu)-3-nipugnn]-4-metunTiazon-5-in]-N-
meTunkapbamary, 352 mr).

1H AMP (400MTlu, CDCl3) 6 = 8,91 (1H, d), 8,50 (1H, d), 7,99 (1H, s), 6,82-6,41 (1H, t), 3,23 (3H,
s), 2,33 (3H, s), 1,45 (9H, br. s)

Mpuknag 6 OpepxaHHa eTun-N-metun-N-[4-meTnn-2-(3-nipngnn)tiason-5-injkapbamary (A19)

N
N
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[o konbwu, HanoBHeHoi N, 4-anmetun-2-(3-nipugun)tiazon-5-amiHom (300,0 mr, 1,46 mmonb),
posunHeHum y CH,Cl, (4 mn), gogasanu nipuavH (173,4 wr, 2,192 mmone) Ta DMAP (17,9 wr, 0,147
MMOnb). PeakuiiHy cymiw oxonogxysBanu y nboAsHin GaHi Ta KpannsMu [dogaBanv pPO3YuH
etunxnopdopmiaty (206 mr, 1,90 mmons) y CH,Cl, (1 mn). Yepe3 ogHy roavHy 3a KiMHaTHOI
TeMnepaTypu po3vMHHMK BUAaAnNsanu in vacuo. 3anuwok po3ginsanu mik sogoto Ta EtOAc Ta opraHiyny
dasy oanH pas NpomMuBany CornboBUM PO3YUHOM, a NoTiM cyimnm (MgSO,). PO3UnHHKK BUAansnu in
vacuo, a 3anuwioK OouuLLyBanu LUNAXOM KOJTIOHKOBOI driewl-xpomartorpadii Ha cwunikareni i3
3actocyBaHHAM rpagieHTy EtOAc/isorekcaH sk enoeHTy, i3 ogepXaHHsaM LinboBoi cnonyku (etun-N-
meTun-N-[4-meTun-2-(3-nipugun)tiason-5-injkapbamaty, 280 mMr) y Burnsigi CMOMMCTOi PEYOBMHU
KONMbOopy COMNOMMU.

1H AMP (400MTl'u, CDCl3) 6 = 9,08 (1H, d), 8,64 (1H, dd), 8,17 (1H, m), 7,37 (1H, dd), 4,20 (2H,
q), 3,27 (3H, s), 2,33 (3H, s), 1,24 (3H, wo 3gaeTbcs. br. s)

Mpuknag 7 OpepxaHHa 3-TpeT-OyTun-1-metun-1-[4-metun-2-(3-nipugun)tiason-5-injce4oBnHu
(A21)

7.1 OpgepxanHs 2-(5-prop-3-nipuaun)-N, 4-gumeTtunTtiason-5-amiHy rigpoxnopugy (7.1001)

i%o S @xi

F

Ho posunHy TpeT-6yTnn-N-[2-(5-dTop-3-nipuann)-4-metunTiadon-5-in]-N-meTtunkapbamary (4,23
r, 13,1 mmonb) B CH,Cl, (66 Mn), oxonomKeHoro 3a AOMNOMOroK NboAaHOI 6aHi, NoBINbHO foAaBanu
2M xnopoBogeHb y Et,O (65,4 mn, 130,7 mmonb) npu nepemiwyBaHHi. Cymiw nepewmiwysanu y
NbOASAHIA GaHi NpoTSAroM OOAAaTKOBMX 5 XBUIMH, a MOTIM AaBanuv BiACTOSTUCS MPOTArOM Houi Ta
nepemiwlysanu npu KiMHaTHI TemnepaTypi NpOTAromMm 4OAATKOBUX 2 OHIB.
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KoHueHTpyBaHHS in vacuo gano HeobxigHy cnonyky (2-(5-dprop-3-nipugun)-N, 4-aumeTtuntiason-
5-aminy rigpoxnopug, 3,84 r) y Burnagi nomapaH4eBoi TBEPAOI PeYOBUHU.

1H AMP (400Mlu, d6-DMSO) 6 = 8,79 (1H, m), 8,51 (1H, d), 8,01 (1H, m), 2,85 (3H, s), 2,25 (3H,
s)

7.2 OpepxaHHsa 3-TpeT-0yTun-1-metnn-1-[4-metnn-2-(3-nipugun)tiazon-5-injcevoBnHun (A21)

N
F/ /\+/

N
s
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A21

Po3umH N, 4-gumeTtun-2-(3-nipyann)tiaszon-5-aminy rigpoxnopugy (600,0 mr, 2,92 mmons) B
CH,CI, (9 mn) oxonogxysanu y nNbOAsHiN 6aHi Ta Kpannamu gogasanu po3yunH TpeT-byTunisouiaHaTy
(348 wr, 3,51 mmonb) y CH,CI, (1 mn). 3abesnevyBanu HarpiBaHHS peakuiiHOi CyMilWi JO KiMHATHOT
TemnepaTypu Ta 3anuwanu nepemillysaTncs NpoTarom 3 OHiB.

Po3umMHHMK Bmaananu in vacuo, a 3anuoK OuuLlyBanu LUASXOM KOMOHKOBOI doneLu-
xpomaTtorpadii Ha cunikareni 3 enowBaHHAM rpagieHTom CH,LClL/EtOAc, npu ubomy oaepxyBanu
HeoOXxigHy crnonyky (3-TpeT-0yTun-1-metnn-1-[4-metun-2-(3-nipuaun)tiason-5-injceyosuHa, 300 wmr) y
BUrNsai 6inoi TBepaoi pe4oBUHN.

1H AMP (400MTu, CDCl3) & = 9,12 (1H, d), 8,67 (1H, dd), 8,19 (1H, m), 7,39 (1H, dd), 4,48 (1H,
br. s), 3,20 (3H, s), 2,35 (3H, s), 1,30 (9H, br. s)

Mpuknaa 8 OpepxaHHs S-tpeT-6yTun-N-metun-N-[4-meTun-2-(3-nipyann)tiazon-5-
inJkapbamoTioaTty (A22)
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o konbwu, HanoBHeHOi N, 4-aumeTun-2-(3-nipugun)tiason-5-aminy rigpoxnopugom (300,0 wmr, 1,46
MmMonb), aogasanu CH,Cl, (4 mn), nipuavd (173,4 wr, 2,19 mmons) Ta DMAP (17,9 wr, 0,15 mmons).
PeakuinHy cymiw oxonompkyBanu y NbOAsHIN BaHi Ta Kpannamu gopaBanv po3yuH S-TpeT-6ytun
xnopTtiogopmiaty (290 mr, 1,90 mmone) B CH,Cl, (1 mn). 3abe3neyyBany nepemillyBaHHSA peakuinHoi
CyMiLLi 3a KiMHaTHOT TeMnepaTypu NPOTArOM OAHIET rogUHN.

PosunHHUK Buaansnum in vacuo, a 3anuwok po3ginanu mik sogot Ta EtOAc. OpraniyHy dasy
npoMuBanu ConbOBMM pPO3YMHOM, a noTiMm cywunn (MgSO,). KoHueHTpyBaHHA in vacuo gasano
ryCTUMA 3aruwioK, SIKMA OuULLYyBanu LUNSAXOM KOJOHKOBOI dhnel-xpomartorpadii Ha cunikareni i3
3acTocyBaHHsaM rpagieHTy EtOAc/isorekcaH, i3 ogepxaHHAM HeobxigHoi cnonyku (S-tpeT-6yTun-N-
meTun-N-[4-meTun-2-(3-nipugun)tiason-5-injkapbamotioaty, 290 wmr) y BWMMA4i  CBITNO-XOBTOI
CMOJSNCTOT PEYOBUHN.

1H AMP (400MI'u, CDCl3) & = 9,12 (1H, d), 8,66 (1H, dd), 8,20 (1H, m), 7,38 (1H, dd), 3,25 (3H,
s), 2,35 (3H, s), 1,47 (9H, m)

Mpuknag 9 OpepxaHHs TpeT-6yTun-N-metun-N-[4-metun-2-(3-nipyavn)tiazon-5-
inJkapbamopguTioaty (A23)

N
= A\ N+’ ’/\QN/ >L
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N / S H, cl |\ S S>/\S
N/

A23
[o konbwu, HanosHeHoT N, 4-aumeTun-2-(3-nipugun)tiason-5-aminy rigpoxnopugom (300,0 wmr, 1,47
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MMonb), fgogasanu EtOH (1,0 mn). Cymiw oxonomkysanun y nboAsaHi 6aHi Ta gogasanv avcynbdig
Byrneuto (127 mkn, 2,11 mmonb), a notim K,CO; (235 mr, 1,68 mmonb). 3abesneyysany nocTynose
HarpiBaHHSA CyMilli 4O KIMHATHOI TeMnepaTypu NPOTSArOM HOui.

HopaBanu 2-nog-2-metunnponad (194 mkn, 1,47 Mmonb) Ta peakuiiHy cyMmill nepemilyBanu 3a
KiMHaTHOT TemMnepaTypu NPOTAroM TPbOX AHIB. PO34YMHHMK BUOANSaNu in vacuo, a 3anuioK po3ginanu
Mix Bogoto Ta EtOAc. OpraHiyHy hady oguH pa3 npomMmBanu CoNbOBUM PO3YMHOM Ta KOHLEHTpyBanu
in vacuo, a 3anuoK O4uMLlyBanu LUASXOM KOJIOHKOBOI donelu-xpomatorpadpii Ha cunikareni i3
3actocyBaHHAM rpagieHTy EtOAc/isorekcaH, i3 ogepXaHHsAM HeobxigHoi crnonyku (TpeT-0yTun-N-
meTun-N-[4-metun-2-(3-nipugun)tiason-5-injkapbamogutioaty, 37 Mr) Yy BWUrmagi  CBITNO-XOBTOI
CMOSIUCTOI PEHOBUHWN.

1H AMP (400Mlu, CDCl3) 6 = 9,14 (1H, d), 8,68 (1H, dd), 8,25 (1H, m), 7,44 (1H, m), 3,65 (3H,
s), 2,32 (3H, s), 1,59 (9H, s)

Mpuknag 10 OgepxaHHa TpeT-6yTnn-N-[2-(5-meTokeu-3-nipuaun)-4-(TpudTopmeTnn)tiazon-5-inj-
N-meTunkapbamary (A28)

CF3
N

S
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oo A

HOo npobGipku gns  MIKpOXBMIbOBOI ~ 0OpoOKKM,  HamoBHeHOi  TpeT-b6yTun-N-[2-0pom-4-
(TpudpTopmeTun)riazon-5-in]-N-metunkapbamatom (200 mr, 0,55 mMmonb) Ta 3-metokcu-5-(4,4,5,5-
TeTpameTun-1,3,2-gnokcaboponaH-2-in)nipngnHom (131 wmr, 0,56 mmone), gogasanu etaHon (1,2 mn)
Ta Tonyon (2,4 mn), a gani 2M K,CO3; (549 mkn, 1,1 mmons), notim Pd(PPhg), (33 mr, 0,03 mmonb).
Mpobipky 3akopkoByBanu Ta peakuinHy cymiw Harpisanm go 130 °C npotarom 20 xBunvH 3a
MiKPOXBMWITbOBOTO BUMPOMIHIOBaHHS.

Micna OXONMOMKEHHS PO3YMHHMK BMAANANM in vacuo, a 3anuwok posdnHsanm y CHCIl; Ta
npomMmmBann Bogol. PeakuiiHy CyMmill KOHUEHTpyBanu in vacuo i3 oaep)XaHHAM TEMHO-KOPUYHEBOI
CMONUCTOI PEeYOBUHU, AKY OYMLLYBanu LWMASXOM KOMOHKOBOI hnell-xpomartorpadii Ha cunikareni i3
3acTtocyBaHHaM rpagieHTy EtOAc/isorekcaH, i3 ogepxaHHam HeobxigHoi cnonyku (TpeT-6yTun-N-[2-(5-
MeToKcu-3-nipnavn)-4-(TpudTopmeTun)Ttiason-5-in]-N-metunkapbamaty, 92 wr) y Burnsagi 6exesol
TBEPAOI PEHOBUHN.

1H AMP (500MTu, CDCl3) & = 8,64 (1H, d), 8,40 (1H, d), 7,77 (1H, br. s), 3,95 (3H, s), 3,26 (3H,
s), 1,43 (9H, br. s)

Mpuknag 11 OpepxaHHA TpeT-6yTUN-N-[4-6pom-2-(3-nipuavn)tiazon-5-in]-N-metnnkapbamarty

(A30)
o>\ a Br o>\ a
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NS NS

N A30

Ho konbu, HanoBHeHoi TpeT-0yTnn-N-meTnn-N-[2-(3-nipugun)tiason-5-injkap6amatom (150 wr,
0,52 mmonb), gogaBann MeCN (3,0 mn), cymiw npogyBanu cyxum N, MOTiM OAHIi€l0 Mopuieto
popaBanvuNBS (183 wmr, 1,03 mmonb). Cymiw nepemiwyBanu MPOTArOM FOAMHW 3a KiMHaTHOI
TemnepaTypu, a NoTiM 3anuwianu BiACTOBaTUCH NPOTAroM 4 OHIB.

PeakuinHy cymilwl KOHLEHTPYBanu in vacuo, a 3aiuoK O4YMLLyBanu LUNISXOM KOJFIOHKOBOI doneLu-
xpomaTtorpadii Ha cunikareni 3 enBaHHAM rpagieHToMm EtOAc/iorekcaH, npy LbOMy ofepXyBanu
HeoOxigHy cnonyky (TpeT-6yTun-N-[4-6pom-2-(3-nipuann)Ttiazon-5-in]-N-metunkapbamar, 110 wmr) y
BUrNsai 6e3dapBHOI CMONUCTOT PEYOBUHM.

1H AMP (400MTl'uy, CDCl3) & = 9,08 (1H, d), 8,70-8,64 (1H, m), 8,20 (1H, m), 7,42-7,37 (1H, m),
3,25 (3H, s), 1,46 (9H, br. s)

Mpuknag 12 OpepxaHHsa TpeT-6yTun-N-[4-og-2-(3-nipuagmn)tiazon-5-in]-N-metunkapbamaTty
(A31)

=

42



10

15

20

25

30

35

UA 120943 C2

=

0 >L o BL
N\ -0 N/\& Yo
| f}\N\ —_ > /| IS N\

NS NS
N N
A3l

Ho konbu, HanoBHeHoI TpeT-0yTun-N-meTtun-N-[2-(3-nipngun)tiason-5-injkapbéamatom (1,1 r, 3,8
MmMonb), gogasanu MeCN (33 mn), peakuiiHy CcyMmill OXonoKyBanu y nbogi, npogysanu cyxum N,
notim ogHieto nopuieto gogaeanu NIS (1,78 r, 7,91 mmonb). 3abesnevyBanu HarpiBaHHS cymiwi oo
KiMHaTHOT TemnepaTypu Ta nepemillyBanu NpoTAroMm 4oaaTKoBUX 7 OHIB.

PeakuinHy cymill KOHLEHTpyBanu in vacuo, a 3anuloK O4YuLLyBanu LUNSXOM KOMOHKOBOI ¢hneLu-
xpomaTtorpadii Ha cunikareni 3 entotoBaHHaM rpagieHTom EtOAc/isorekcaH, npu LbOMYy oaepXysanu
HeobxigHy cnonyky (TpeT-6yTnn-N-[4-nog-2-(3-nipugun)tiason-5-in]-N-metunkapbamar, 1,02 r) y
BUrnsai 6exxeBoi TBepAOi pEYOBUHM.

1H AMP (400MIy, CDCl3) 6 = 9,08 (1H, d), 8,67 (1H, dd), 8,22 (1H, m), 7,40 (1H, dd), 3,24 (3H,
s), 1,46 (9H, br. s)

Mpuknag 13 OpepxaHHa TpeT-6yTnn-N-[4-dpTop-2-(3-nipuann)tiazon-5-in]-N-meTnnkapbamarty

(A32)
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Ho konbu, HanoBHeHoi TpeT-6yTun-N-metun-N-[2-(3-nipyaun)tiaszon-5-injkapbamatom (150 wr,
0,51 mmonb), po3unHeHum y MeCN (6,1 mn) ta npoaytmm cyxum N,, OAHi€l0 nopuieto gogasanu
SelectFluor® (364,7 wmr, 1,03 mmonb). PeakuiiHy cymiw 3HOBY npogysanuM cyxum N, MOTiM
nepemillysanu 3a KiMHaTHOI TeMmnepaTypu npotsaroM 5 roauH. Jogasanu Bogy (15 mn), a noTiM cymiLu
Tpudi ekctparyBanu 3a gonomoroto EtOAc. O6'egHaHi opraHivHi peyoBuHn cywwmnu (MgSO,), a
PO3YMHHUK KOHLEHTpyBanu in vacuo. 3anuoK ouYullyBanu LWASXOM KOMOHKOBOI  chreLu-
xpomatorpadii Ha cunikareni 3 entotoBaHHAM rpagieHToMm EtOAc/isorekcaH, npyu ubOMy ofepxyBanu
HeoOxigHy cnonyky (TpeT-0yTun-N-[4-cTop-2-(3-nipugnn)tiason-5-in]-N-metunkapbamar, 60 wmr) y
BUIMA4i CMOMUCTO| PEYOBUHM KONbOPY CONOMM.

1H AMP (500Mlu, CDCl3) 6 = 9,06 (1H, d), 8,65 (1H, d), 8,13 (1H, d), 7,38 (1H, dd), 3,30 (3H, br.
s), 1,50 (9H, br. s)

Mpuknag 14 OpepxaHHa 3-meTun-1-[4-meTun-2-(3-nipuaun)tiazon-5-injimigasoniguH-2,4-gioHy
(A33)

14.1 OpepxaHHs 4-metun-2-(3-nipugun)tiazony (14.1001)

S
s
| X NH, . o _ <N
bz Cl |
N \N

14.1001

[o konbu, HanoBHeHOI TioHikoTuHamigom (50 r, 361,8 mmonk), aogasanu EtOH (300 mn), a noTim
xnopaueTtoH (40 r, 432,3 MMornb) Ta CyMill Harpisanu 3i 3BOPOTHUM XONOAMITbHUKOM MPOTArOM HOMi.

lMicna OXonomKeHHs1 PO3YMHHUK BMAAMSAM in vacuo, a 3anuvuoK po3yuHanu y sogi (400 mn) Ta
nignyxysanu 3a gonomoroto NaHCO;. [aHy cymiw Tpuyi ekctparysanu 3a gonomorowo EtOAc Ta
06'eHaHi opraHiyHi pe4oBMHM NPOMMBANU OAMH pa3 CONbOBMM PO3YMHOM, a MOoTiM cywmnu (MgSQO,).
OpraHiyHi peyoBMHM KOHLIEHTPYBanu in vacuo, a 3anuloK O4YuLLyBanu LUMASXOM KOJIOHKOBOI reLu-
xpomaTtorpadpii Ha cwunikareni i3 3actocyBaHHAM rpafieHTy EtOAc/izorekcaH, i3 ogepXaHHAM
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HeobxigHoi cnonyku (4-meTun-2-(3-nipugun)tiasony, 38,8 r) y Burnaai onii Konsopy conomu.

1H AMP (400MI'u, CDCl3) & = 9,15 (1H, d), 8,63 (1H, dd), 8,22 (1H, m), 7,36 (1H, m), 6,95 (1H
s), 2,53 (3H, s)

14.2 OpepxaHHs 5-6pom-4-meTun-2-(3-nipugmn T|a30ny (14.2001)

@p\ o Oﬁ
14.1001 14.2001

4-MeTtun-2-(3-nipugun)tiason (10,0 r, 56,7 mmonb) posunHanu y DMF (100 mn) Ta gogasanun NBS
(11,1 r, 62,4 Mmonb) NPU OXONMOMKEHHI ANA NiATPMMAHHS TEMNepaTypu Hkde KiMHaTHOI. PeakuinHy
cymiw Harpieanu npu 50 °C 6n13bko 3 roguH Ta 3anuany 0XOnoaXyBaTUCs NPOTArOM HOMi.

PeakuinHy cymiw racunm Bogow (400 mn) Ta Tpwui ekcTparyBanu 3a gonomorot EtOAc.
O6'egHaHi OpraHiyHi peyvyoBMHM NPOMMBANU TpPWYi COMbOBMM pPO34MHOM Ta cywmnm (MgSO,).
PeakuiiHy CyMill KOHLEHTpyBanu in vacuo, a 3anuwoK O4uMLlyBann LWASIXOM KOSIOHKOBOI doneLu-
xpomaTtorpadii Ha cunikareni i3 3actocyBaHHsIM rpagieHTy EtOAc/isorekcaH, i3 ogepxaHHsM 5-6pom-

4-meTtun-2-(3-nipugun)tiasony (13,24 r, 51,9 mmonb) y Burnsai 6exxeBoi TBEpAOT PEHOBUHN.
1H AMP (400MI'y, CDCI3) 6 = 9,06 (1H, m) 8,66 (1H, dd) 8,15 (1H, s) 7,35-7,41 (1H, m) 2,48 (3H,
s)

14.3 OpgepxaHHs 3-meTtun-1-[4-meTunn-2-(3-nipugun)Tiason-5-injimigasonianH-2,4-gioHy (A33)
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A33

14.2001

o npobipkn gnsa MikpoxBunbOBOi 06po6KKN, HAaNoBHEHOI 5-6poM-4-meTun-2-(3-nipugun)Tiasonom
(136 wmr, 0,53 mmone), gogaBanu 3-meTtunimigasoniguH-2,4-gioH (121,6 mr, 1,07 mmonb) tTa N, N'-
anvetuneTuneHgnamid (4,7 mr, 0,05 mmone), po3unHeHun B 1,4-giokcaHi (3,2 mn). Jogasanu Cul
(10,2 mr, 0,05 mmonb) Ta K,CO3 (295 wmr, 2,13 mmonb), NpobipKy 3akopKoBYyBamnu, CyMill HarpiBanm
npu 160 °C npoTAroM 1 roanHu 3a MiKpOXBUIbOBOIO BUMPOMIHIOBAHHS.

Po3unHHUK Bugananu in vacuo, a 3anuwok po3ginanu mix sogot Ta EtOAc, dinbTpyBanu ans
BUOANEHHs 3anuKoBOI TBEPAOI PeYoBMHM Ta po3ginanu. BoasHy a3y ekcTtparyBanu gsoma
popatkoBumu nopuismmn EtOAc. O6'eaHaHi opraHiyHi ekCTpakTu NpomMuMBanu CONbOBUM PO34YMHOM,
cywunun (MgSO,) Ta KOHUeHTpyBanu in vacuo. 3anuioK oyulllyBanu 3a AOMOMOroK KOMOHKW Ans
dneww-xpomaTorpadii 3i 3BopoTHO hasoto Cig, 3 entotoBaHHAM rpagieHTom Bogn Ta MeCN, npu
LbOMY ofepxxyBanu HeobxigHy crnonyky (3-meTtunn-1-[4-meTun-2-(3-nipugun)tiazon-5-injimigazonignH-
2,4-pjoH, 21 mr) y Burnsagi 6inoi Teepaoi pe4yoBuHU.

1H AMP (400Mrlu, CDCl;) & = 9,08 (1H, d), 8,66 (1H, dd), 8,17 (1H, m), 7,39 (1H, m), 4,28 (2H,
s), 3,15 (3H, s), 2,43 (3H, s)

Mpuknag 15 OpgepxaHHa 3-[2-(5-Top-3-nipuann)-4-meTunTiazon-5-injokcasoniguH-2-oHy (A38)

15.1 OpepxaHHsa 2-xnopetun N-TpeT-6yTokcukapooHin-N-[2-(5-dTop-3-nipnann)-4-metunria3on-
5-inJkapbamaTy (16.1001)
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15.1001
[o «konbwun, HanoBHeHOi TpeT-6yTUn-N-[2-(5-dTop-3-nipuagun)-4-meTunTtiason-5-injkapbamarom
(800 wmr, 2,59 mmonb), gogasanu cyxui THF (7 mn). PeakuinHy cymiw oxonomkyBanu y nbogi, NoTim
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nopuiamu gopasanu 60 % Bara/Bara rigpuay Hatpito (114 mr, 2,85 mMMOnb) Npu nepemillyBaHHi
npotsarom 10 XBUMKWH; 3a Uen Yac peakuidHa cymiw 3acTturana. llicna BigCTOOBaHHA 3a KiMHATHOI
TemnepaTypu npotarom 20 XBUNWH, O4aBanu po3yvmH xropeTtunxnopdgopmiaty (407 mr, 2,85 mmornb)
y THF (0,3 mn). lNicna gogaTtkoBoro nepemiwyBaHHsa npotsaroM 10 XBUIMMH ogepKyBanun MYTHUR
PO34MH, AKUA NepeMilLyBanu NpoTAroMm 4ogaTkoBux 3 roauH 3a KiMHaTHOT TemnepaTypu.

PeakuinHy cymiw racunm sogoto (1 mn) ta 2M HCI (528 mMkrn), a noTiM KOHLUEHTpyBanu in vacuo,
NoBTOPHO po3unHannm B CH3Cl Ta posginann 3a pgonomoroto Boau. OpraHiyHMA  PO3YMHHUK
KOHUEHTpYBann in vacuo 3 BWXOAOM CBITM0-OpaHXeBOI CMOSINCTOI PEYOBUHU, SKY O4YULLyBanu
LINAXOM  KOMOHKOBOI  dorewl-xpomatorpadii  Ha  cunikareni i3 3aCTOCYBaHHAM  rpajieHTy
EtOAc/isorekcaH, i3 ogepxaHHaM HeobxigHoi cnonykm (2-xnopetun-N-TpeT-6yTokcnkapboHin-N-[2-(5-
dTOop-3-nipugun)-4-metuntiason-5-injkapbamarty, 520 wmr) y Burnagi 6e3bapBHOi  CMOMMCTOI
PEYOBUHN.

1H AMP (400Ml'y, CDCI3) 6 = 8,90 (1H, m), 8,52 (1H, d), 7,96 (1H, m), 4,46 (2H, m), 3,68 (2H,
m), 2,33 (3H, s), 1,48 (9H, s)

15.2 OpepxaHHsa 2-xnopetunn-N-[2-(5-dTop-3-nipnann)-4-metnntiason-5-injkapbamaty (16.2001)

O
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Konby, HarnoBHeHY 2-xnopeTtun-N-tpeT-6yTokcmkapboHin-N-[2-(5-dTop-3-nipngnn)-4-

meTunTiason-5-injkapbamaTtom (625 mr, 1,50 mmone) Ta CH,Cl, (6 mn), oxonogxysBanu y nbOAsHIN
6aHi Ta nosinbHO gogasanu TFA (3 mn) npy nepemillyBaHHi NPOTAroM 5 XBUIWH, NOTIM 3anuvwanm 3a
KiMHaTHOI TeMnepaTtypu Ha 1 roanHy 45 XBUnWH.

PoO34MHHUK Buaananu in vacuo i3 ofgepXaHHAM CMOMUCTOI peqoBUHU, Ky po3uuHanu y CHCI;,
CTpyLlyBanu 3 BOAOK Ta MpoOMycKanu yepes3 KapTpumx Onsd posgineHHs rigpodobHoi dasn. BogHy
dasy HentpanidyBanu Hacud. BogH. NaHCOg;, ekctparysann CHCI; Ta nponyckanu yepes kapTpuox
ANnst po3gineHHs rigpodobHoi dasn. O6'edHaHi opraHiyHi peyvyoBMHU KOHLUEHTpyBanu in vacuo i3
OAEpP)KaAHHAM HeobXxigHol Crnonyku (2-xnopetun-N-[2-(5-¢pTop-3-nipuann)-4-metuntiazon-5-
inJkapbamaty, 393 mr).

1H AMP (400MIu, CDCI;) & = 8,88 (1H, m), 8,47 (1H, d), 7,94 (1H, m), 6,93 (1H, br. s), 4,50 (2H,
m), 3,77 (2H, m), 2,41 (3H, s)

15.3 OgepxaHHs 3-[2-(5-dTop-3-nipnann)-4-meTnnTiaszon-5-injokcasoniamH-2-oHy (A38)

Cl

15.2001 A38

Konby, HanoBHeHy 2-xnopetun-N-[2-(5-¢pTop-3-nipuavn)-4-metuntiazon-5-injkapbamatom (202
mr, 0,64 mmonb) Ta DMF (1,45 mn), oxonompKyBanu y CONnsHIN/NbOAsAHIA GaHi, NOTiM OZHIE Nopuieto
popasanu 60 % Bara/sara rigpugy Hatpito (30,7 mr, 0,768 mmonb). PeakuinHy cymiw nepemiwysanu
npu oxonomkeHHi npotdarom 20 XxBUNMH, a NOTIM 3a KiIMHaTHOI TeMnepaTypy NpoOTAroM JOAaTKOBMX 3
roavH.

PeakuinHy cymiw oxonomxysanu y neofi, a notim racunu sogoto (5,8 mn) ta 2M HCI (63 mkn).
PeakuinHy cymiw Tpudi ekcTparyBanu 3a gonomoroto EtOAc Ta o6'egHaHi opraHiyHi pe4oBMHU oauH
pa3 npomMuBanu CofbOBUM PO34YMHOM Ta cyumnu (MgSO,), NoTiM KOHLEHTpYyBanu in vacuo. 3anuLiok
ouuLlyBanM LUMASXOM KOMOHKOBOI Xpomatorpadii Ha cwunikareni i3 3acTOCyBaHHAM rpafieHTy
EtOAc/isorekcaH, i3 ogepxaHHsaM HeobxigHoi cnonyku (3-[2-(5-cdbTop-3-nipugun)-4-meTunTiason-5-
inJokcasoniguH-2-oHy, 120 wr).

1H AMP (400 MI'y, CDCI;) 6 = 8,87 (1H, m), 8,51 (1H, d), 7,96-7,90 (1H, m), 4,64-4,53 (2H, m),
4,06-3,97 (2H, m), 2,52 (3H, s)
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Mpuknag 16 OpepxaHHa MeTun-5-[TpeT-6yTokcukapboHin(meTun)amiHo]-2-(3-nipugun)tiazon-4-
kapbokcunaty (A39)

O
N§ Yo N

o Kkonoéw, HamnoBHEHOI pPO34YMHOM TpeT- 6yTl/IJ'I N-[4-oa-2-(3-nipuann)Tiason-5-in]-N-
meTtunkapbamaty (0,19 r, 0,44 mmonb) y THF (1 mn), oxonogxeHoi go -78 °C, kpannamu npoTtarom 5
xB. pgopasanu H-BuLi (1,6 M) y rekcaHax (0,55 mn, 0,89 mmonb). MMicns 30-xBUNUHHOIO
nepemiwyBaHHa npu -78 °C popmaBanu metunxnopdgopmiat (0,07 mn, 0,89 mmonb). Cymiw
nepemiwysann npu -78 °C npoTArom OAHIi€i roguHu, nepwl Hix 3abesnevyBanu ii HarpiBaHHA [0
KiMHaTHOI TemMnepaTypu.

PeakuinHy cymiw racunm 3a KiMHaTHOI TemnepaTypy LNSAXOM AOAaBaHHA HAacU4. BOAH. PO3YMHY
NH,CI Ta ekctparysanu Tpboma nopuismu CH,Cl,. O6'egHaHi opraHiyHi ekctpaktn cywmnnmn (MgSO,)
Ta KOHLUEHTpyBanu in vacuo. 3anuwoK O4uLLyBanu LUMASXOM KONOHKOBOI dinelu-xpomatorpadii Ha
cunikareni 3 entotoBaHHaM rpagieHTom EtOAc/isorekcaH, a noTim 4o4aTKOBO OYMLLany 3a 4ONOMOro
0bepHeHo-(a3oBoi HPLC i3 OAEPXKaHHAM HeobXigHoi CMonyKu (meTun-5-[TpeT-
oyTokcukapboHin(meTnn)amiHol-2-(3-nipugun)tiason-4-kapbokcunaty, 4,7 mr).

1H AMP (400MI'y, CDCI3) & = 9,23 (1H, br. s), 8,80 (1H, d), 8,64 (1H, d), 7,74 (1H, dd), 3,98 (3H,
s), 3,31 (3H, s), 1,65-1,32 (9H, br. s)

Mpuknag 17 OpepxaHHsa TpeT-6yTnn-N-metnn-N-[2-(3-nipnann)-4-BiHintiazon-5-inJkapbamaTty

NS

(A40)
Il o BL &
v Yo
I§N\ g O/Q »\ O

Ho npobGipkm [gna  MIiKpOXBUNBOBOI  0OpoGKKM,  HamoBHeHoi  TpeT-6yTun-N-[4-nog-2-(3-
nipuaun)Ttiazon-5-in]-N-meTtunkap6amartom (80 mr, 0,19 mmonb), TpubyTun(BiHin)ctaHHaHom (0,122 r,
0,38 mmonb) Ta PdCI,(PPhs), (0,14 wmr, 0,02 mmonb), gogasanu 1,4-giokcaH (1 mn). MNpob6ipky
3akopkoByBanu Ta Harpieanu npu 140 °C npotarom 30 XB. 3@ MiKPOXBUITbOBOIO BUMPOMIHIOBAHHS.

PeakuinHy cymill KOHLEHTpYBanu in vacuo, a 3anuwoK OYuLyBany LUSAXOM KOMOHKOBOI drneLu-
xpomaTtorpadii Ha cunikareni 3 entotBaHHAM rpagieHTom EtOAc/isorekcaH, npy LUbOMy ogepxysanu
HeoOxigHy cnonyky (TpeT-6yTun-N-metun-N-[2-(3-nipugun)-4-siHinTiason-5-injkapbamar, 41,4 wmr) y
BUrNS4i KOPUYHEBOI CMOJSTUCTOT PEYOBUHN.

1H AMP (400MTu, CDCl3) & = 9,08-9,01 (1H, m), 8,58 (1H, dd), 8,16 (1H, dd), 7,31 (1H, m), 6,50
(1H, dd), 6,16 (1H, dd), 5,42 (1H, dd), 3,17 (3H, s), 1,36 (9H, br. s)

Mpuknag 18 OpepxaHHsa TpeT-6yTun-N-[4-eTuHin-2-(3-nipyamn)tiazon-5-in]-N-metnnkapbamarty

(A41)
/
- Q BL o) ><
NN >;O = 7\ >\\o
g '?N\ — WS

[do npobBipkm Ana  MiKpoxBunboBoi  0bpobku,  HanoBHeHol  TpeT-6yTun-N-[4-noa-2-(3-
nipugun)tiazon-5-in]-N-metnnkapbamatom (100 mr, 0,24 mmonb), TpnbyTUN(eTuHin)ctaHHaHom (150
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mr, 0,45 mmone) Ta PdCIy(PPhg), (17 mr, 0,024 mmonb), Aogasanu 1,4-giokcaH (2 mn) Ta npobipky
3aKkopkoByBanu. PeakuinHy cymiw 3akopkoByBanu Ta Harpisanu go 140 °C npotarom 30 xB. 3a
MiKPOXBMWITbOBOTO BUMPOMIHIOBaHHSI.

PeakuiHy cymill KOHUEHTpYBanu in vacuo, a 3aiuLoK O4YMLLyBanun LWASXOM KOFOHKOBOI ¢hneLwu-
xpomaTtorpadii Ha cunikareni 3 entotoBaHHaM rpagieHTom EtOAc/isorekcaH, npyu LbOMy ogepyBanu
HeobxigHy cnonyky (TpeT-6ytun-N-[4-eTuHin-2-(3-nipngun)tiason-5-inj-N-metunkapbamat, 37 mr) y
BUMMAAI KOPUYHEBOI CMOSMNCTOI PEYOBUHN.

1H AMP (400MI'y, CDCI3) 8 = 9,09 (1H, d), 8,66 (1H, dd), 8,22 (1H, m), 7,38 (1H, dd), 3,43 (3H,
s), 1,81 (1H, s), 1,51 (9H, br. s)

Mpuknan 19 OpepxaHHs TpeT-6yTnn-N-[4-unknonponin-2-(3-nipuaun)tiazon-5-in]-N-

meTunkapbamaty (A43)
VA
@]
N \ »‘O N \ y
| N s | N
S = | S A

\N \N
A43

HOo npobGipkm Onss  MIiKpOXBMIbOBOI  06poOGKKM,  HanoBHeHOi  TpeT-0yTun-N-[4-oa-2-(3-
nipngmn)Ttiazon-5-in]-N-meTtunkapbamartom (100 mr, 0,24 MMOnb), LUKNIONPONiINGOPUHOBOKD KMCIOTOO
(27 wr, 0,31 mmonb), TpuumknorekcundocdiHom (6,7 mr, 0,024 mmons) ta K3zPO, (180 wr, 0,84
MMonb), gogasanu Tonyon (0,72 mn) ta Boagy (50 mkn). Po3umH perasyBanu nig BakyymoM Ta
npogysanu Ar, gogasann Pd(OAc), (2,6 wmr, 0,012 mmonb) Ta peakuiiHy CyMill 3aKkopkoByBanu Ta
HarpiBanu go 120 °C npoTtarom 35 XB. 32 MiKPOXBWITbOBOTO BUMPOMIHIOBaHHSI.

PeakuinHy cymiw noTiM po3BoAMM BOAOK Ta ekcTparysanu Tpboma nopuismm CH,Cl,. O6'eaHaHi
opraHiyHi pedoBuHu cywmnm (MgSO,) Ta KOHUEHTpyBanM in vacuo i3 ogepXaHHsSIM KOpPUYHEBOI
CMOSUCTOI PEYOBUHW, $KYy OuYMLLyBanu LUNSXOM MpenapaTtMBHOi obepHeHo-daszoBoi HPLC i3
ofepXaHHAM  HeobxigHoi  cnonyku  (TpeT-6yTnn-N-[4-umknonponin-2-(3-nipugun)tiason-5-in]-N-
meTunkapbamary, 1,6 mr).

1H AMP (400MI'y, CDCl3) 6 = 9,01 (1H, s), 8,60 (1H, d), 8,14 (1H, m), 7,32 (1H, dd), 3,20 (3H, s),
1,89-1,63 (5H, m), 1,39 (9H, br. s)

Mpuknag 20 OpepxaHHa  5-[TpeT-6yTokcMKkapOoHin(meTun)amiHol-2-(3-nipyamn)tiason-4-
kapboHoBoI kucnotn (A44)

VA o
L

—z
%
pd
-
T
_z
Y
Z\
(@)

Ad4

o konbu, HanoBHeHOi TpeT-6yTUN-N-[4-hoa-2-(3-nipuagun)tiazon-5-in]-N-metun-kapbamatom (0,1
r, 0,24 mmoneb), gpogasanu THF (1 mn, 12,3 Mmonbk) Ta peakuiiHy cymiw oxonomxysanu go -78 °C.
noTiM NpoTSrom 5 xB. KpannaMmu gopasanu H-Oytunnitin (1,6 M) y rekcadax (0,30 mn, 0,48 mmorb).
Micns 30-xBMNUHHOTO NepemillyBaHHsa nNpu -78 °C peakuinHy cyMill 6apboTyBany ByrnekMcrnvm raaom
npotaroMm 10 xBunuH nicns cybnimadii cyxoro nbofdy. 3abesneyyBanu HarpiBaHHs peakuinHOi CyMiLli
00 KiMHaTHOI TemnepaTtypu, a NoTiM racunu WNAXom godaBaHHsA Hacud. BogHoro NH,Cl Ta ogepxaHy
B pe3ynbTaTi CyMil ekcTparyBanu Tpboma nopuismm CH,Cl,. O6'egHaHi opraHiyHi dpasu cywmnm Hag
MgSO, Ta KOHLEHTpyBanu in vacuo i3 OAepXaHHSM KOPWUYHEBOI CMOSMCTOI PEYOBUHU, SIKY
ouvwyBanm wnsxom obepHeHo-a3oBoi HPLC i3 ogepxaHHaAM HeobxigHoi crnonyku (5-[TpeT-
OyTokcukapboHin(meTun)amiHo]-2-(3-nipugmn)Tiason-4-kapboHOBOI KNCNoTn, 5,9 mr).

1H AMP (400MTl'y, CDCI3) & = 9,37 (1H, wo 3gaetbes. br. s), 8,78 (1H, wo 3gaetbes. br.s), 8,43
(1H, d), 7,68 (1H, wo 3paeTbeA. br. s), 3,37 (3H, s), 1,46 (9H, br.s)

Mpuknag 21 OgepxaHHa 3-TpeT-byToken-1-metun-1-(4-metun-2-(3-nipuavn)Tiazon-5-in)cevyoBmHu
(A45)

a7
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A45

o Konow, HanoBHEHOI TpeT-6yTun-N-[2-(5-cdbTop-3-nipnann)-4-metTnntiaszon-5-in]-N-
meTunkapbamatom (93 mr, 0,45 mmonb), po3umHeHum y DMF (2 mn), gogasanu K,COs (82,0 wmr, 0,59
MMOMb) Ta peakuinHy cymiw oxonogxyesanu pfo 6nmsbko 10 °C. TlloTim popasanu  (TpeT-
OyTokcukapboHinamiHo)-4-meTunbeHsoncynbgoHaT (oaepxaHui 3rigHo npoueaypyu Thambidurai et
al, Synlett 2011, 1993) (156,2 wmr, 0,54 mmonb). OgepxaHy B pe3ynbTaTi NOMapaH4eBYy peakuilHy
CyMil nepemiwyBanu npoTaroMm 3 AHIB 3a KiMHATHOT TemnepaTtypu.

Po3unHHUK BMaananu in vacuo, a 3anuwok po3unHsanu B EtOAc, npomvBany Boaow Ta BOAHY
a3y 3HOBY Tpudi ekcTparyBanu 3a pgonomoroto EtOAc. O6'egHaHi opraHivHi pevyoBUHM CyLUUIK
(NapSO,4), KOHUeEeHTpyBanmM in vacuo, a 3anuwOoK OYULLYyBanM LUNSAXOM KOJTOHKOBOI  doneLu-
xpomaTtorpadii Ha cunikareni 3 entotoBaHHaM rpagieHTom CH,Cl,/meTaHon, npu uboMy oaepKyBanu
HeobxigHy cnonyky (3-TpeT-byTokeu-1-metun-1-(4-metun-2-(3-nipyamn)Ttiazon-5-in)cevosrHy, 93 Mr)
y BUrNsAi nomapaHyeBoi TBEPAOI PEHOBUHN.

1H AMP (400MIu, CDCI3) 6 = 9,12 (1H, s), 8,58 (1H, d), 8,18 (1H, d), 7,43 (1H, dd), 6,96 (1H, br.
s), 3,28 (3H, s), 2,41 (3H, s), 1,23 (9H, s)

Mpuknag 22  OpepxaHHa  (4-HiTpodpeHin)  N-metun-N-[4-meTun-2-(3-nipyann)tiazon-5-
injkapbamaty (A61)

N
N4 N
|/ |\ S >/~o
N — O

N

N, 4-gumeTtun-2-(3-nipuamn)tiason-5-amid (5,19 r, 23,0 mmonb) Ta nipuguH (2,73 r, 34,5 Mmonb)
nntoc DMAP (287 wr, 2,30 mmonb) po3unHanu B CH,Cl, (75 mn), oxonogxysanu y nbogsaHi 6aHi Ta
KpannsMu npu nepemillyBaHHi Jogasanu po3ydnH (4-HiTpodeHin)xnopdopmiaty (6,03 r, 29,9 Mmonb)
B CH,CI, (25 mn). 3abeanedyBanu HarpiBaHHs Konbu A0 KiMHATHOI TemnepaTypu Ta nepemillyBanm
NpoTAroM AOAAaTKOBMX 2 OHIB. PeakuiiHy Cymill KOHLLEHTpYBanu in vacuo, a 3anuLwioK po3ginsanu mix
Bogoto Ta EtOAc. BogHy a3y 3HOBY ekcTparyBanu 3a gonomoroto EtOAc. O6'egHaHi opraHivHi
eKkcTpaktM o6'egHyBanu, OAWMH pa3 MpPOMUBANM COMbOBUM PO34YMHOM, cywunu Hag MgSOy,
dinbTpyBanu Ta inbTpaT KOHUEHTpyBanu in vacuo. 3anuiok ouuLlyBanu LUASXOM KONOHKOBOT
dnew-xpomatorpadii Ha cunikareni Ta enwotsanu rpagieHtom CH,CIl,/EtOAc i3 ogepxaHHAM
HeobxigHoi cnonyku ((4-HiTpodeHin)-N-metun-N-[4-meTun-2-(3-nippamn)tiazon-5-injkapbamary, 7,51
r, 6nnsbko 92 % uuctota) y Burnagi 6exeBoi TBepAOT PEHOBUHN.

1H AMP (400MIly, CDCl3) & = 9,14 (1H, s), 8,67 (1H, dd), 8,33-8,26 (3H, m), 7,39 (1H, dd), 7,23-
2,33 (2H, m), 3,40 (3H, s), 2,46 (3H, s)

Mpuknag 23 OpepxaHHua 1,1-gumeTtunnpon-2-iHin-N-metun-N-[4-meTun-2-(3-nipyavn)tiazon-5-
inJkap6amaty (B3)

»

NO,
(0]
v O iR
S %O \N | S \
N o

Ho konbw, HanoBHeHOi 2-mMeTuUnobyT-3-nH-2-onom (84 mr, 1,00 mmornb), po3dnmHeHum y N, N-
anvetundopmamigi (1,5 mn) Ta oxonomkeHMM y NboAi, Aogasanu rigpug Hatpito (60 % cycneHsia B
mMacni, Bara/sara) (44 mr, 1,10 mmonk). Konby 3abvpanu 3 nbogsaHoi 6aHi Ta nepemiliyBany npoTarom
15 XBWWH, NOTIM NOBTOPHO OXOSO4KyBanu Ha nbogi/Bogi. (4-HitpodeHrin)-N-metun-N-[4-metnn-2-(3-
nipugun)tiason-5-injkapbamar (200 wmr, 0,497 wmMmonb) QJogaBanyv npu  NepemiwyBaHHIi  Ta

NO,
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OXonomkeHHi. PeakuiiHy cymiwl HarpiBanu o KiMHATHOI TemnepaTtypu Ta nepemillyBanu npoTsarom
HacTynHOT roamHu. PeakuinHy cymiw racunu sogoto (6 mn), ekctparysanu Tpudi EtOAC Ta opraHivHi
€KCTpaKkTV NpoMMBann ConboBMM Po34nHOM. OBG'eHaHI EKCTPaKTU OpraHiYHUX PEeYOBMH CYLUMMW Hag
MgSO, Ta BuAansanM pO34YMHHMK in vacuo. HeouuweHWn 3anuwioK O4MLLyBanu LINAXoM drnew-
xpomaTtorpadii 3i 3BopoTHO a3o Cig i3 3acTocyBaHHSIM KBapLOBOI KOJIOHKM Ta rpagieHTa
BOAa/aUeToHITpuN, i3 opepxaHHAM HeobxigHoi cnonyku (1,1-gumetmunnpon-2-iHin-N-metnn-N-[4-
mMeTun-2-(3-nipuann)tiason-5-injkapbamary, 81 mr).

1H AMP (400Mlu, CDCl3) 6 = 9,09 (1H, d), 8,64 (1H, dd), 8,18 (1H, d), 7,37 (1H, dd), 3,27 (3H,
s), 2,59 (1H, s), 2,5 (3H, s), 1,81-1,53 (6H, br. s)

Mpuknag 24 OpepxaHHa  1-meTunnpon-2-iHin-N-meTtun-N-[4-metnn-2-(3-nipugun)tiason-5-
inJkapbamaty (B2)

NO,
o)
'\f/\ng/ Q s = 7&,\])\\0)\%
A S }-O \N / S \

I
N/ O

Jo «konbu, HanosHeHOi 6yT-3-wH-2-onom (70 wmr, 1,00 mMmonb), posuvHeHum Yy N, N-
anvetundopmamigi (1,5 mn) Ta oxonomkeHMM y NboAi, Aogasanu rigpug Hatpito (60 % cycneHsia B
macni, Bara/sara) (44 wr, 1,10 mmons). Konby 3abvpanu 3 nbogsaHoi 6aHi Ta nepemiysany npoTarom
15 XBUNWH, NOTIM NOBTOPHO OXOMNOAXYyBanu 3a 4oNoMOro neoaaHoi 6awi. Jogasanu (4-HiTpodeHin)-
N-meTun-N-[4-meTnn-2-(3-nipugun)tiason-5-injkapbamat (200 mr, 0,50 MMonb) Npu NepemilyBaHHi
Ta OXoNnoMKeHHi. Peakuiviny cymill HarpiBanu Ao KIMHaTHOI TeMnepaTtypu Ta nepemillysBany NpoTsarom
HACTYMHOT rognHM.

PeakuinHy cymiw racunm Bogoto (6 mn) Ta ekctparysanu Tpudi EtOAC, NoTiM opraHiyHi ekcTpakTtu
npoMuBany conboBMM po3ynHoM. OB'eaHaHi opraHiyHi ekcTpaktu cywmnu Hag MgSO, Ta Buagananu
PO3YMHHUK in vacuo. HeouunLleHnin 3anmLIoK ouuLLyBanu LWnaxoM dnewl-xpomaTtorpadii 3i 3BOPOTHOO
dasoto Cig i3 3aCTOCYBaHHSAM KBApLIOBOI KOMOHKM Ta rpadieHTy BoAa/aueToHITpun, i3 ogepXaHHAM
HeoOxigHoi cnonyku (1l-metunnpon-2-iHin-N-metun-N-[4-meTun-2-(3-nipunann)tiason-5-injkapbamary,
96 Mr) y BUrmsgi CMOMMUCTOT PEYOBUHM KONbOPY CONOMM.

1H AMP (400Mlu, CDCl3) & = 9,09 (1H, d), 8,65 (1H, dd), 8,18 (1H, d), 7,38 (1H, dd), 5,43 (1H,
br.s), 3,30 (3H, s), 2,51 (1H, br. s), 2,35 (3H, s), 1,45 (3H, br. s)

Mpuknag 25 OpepxaHHA npon-2-iHin-N-metun-N-[4-meTun-2-(3-nipyamn)Ttiazon-5-injkapbamarty

(B1)
NO,
| \ N/ = / \ N)\\O\
X S }_ o > . / S \

|N/ 0] N

Ho konbu, HanoBHeHOi nmponaprinosum cnuptom (55,7 mr, 1,00 mmornb), po3umHeHum y N, N-
anvetundopmamigi (1,5 mn) Ta oxonomkeHMM y NboAi, Aogasanu rigpug Hatpito (60 % cycneHsia B
macni, Bara/sara) (44 wr, 1,10 mmons). Konby 3abupanu 3 nboasHoi 6aHi Ta nepemiwyBanu npoTsarom
15 XBUNWH, NOTIM NOBTOPHO OXOMNOAXyBanu 3a AONOMOro NboAasHoi 6aHi. Jogasanu (4-HiTpodeHin)-
N-meTun-N-[4-metnn-2-(3-nipugun)tiason-5-injkapbamar (200 mr, 0,50 Mmonb) Npu NepemilyBaHHi
Ta oxonoakeHHi. PeakuinHy cymill HarpiBanu 4o KiMHaTHOT TemMnepaTypuy Ta nepeMillysanu NpoTsrom
HaCTYNHOI rOANHM.

PeakuinHy cymiw racunmn sogoto (6 mn) Ta ekctparysanu Tpudi EtOAcC, NOoTiM opraHiuHi ekcTpakTu
OOWH pa3 NpoMMBanM conboBuMM po3dnHoM. OB6'egHaHi opraHidHi ekcTpakTy cywmnu Hag MgSOy,
dinbTpyBanu Ta po3vyMHHUK BUAAnNsSNu in vacuo. HeouuweHuin 3anuwliok ouunLLlyBanu LUnsaxoM dnetu-
xpomaTtorpadii 3i 3BopoTHOW pa3oo Cig, i3 3aCTOCyBaHHSIM KBApLOBOI KOMOHKW Ta rpagieHTy
BOAa/aUeTOoHITpWM, i3 ogepXaHHsM HeobxigHoi cnonyku (npon-2-iHin-N-metun-N-[4-meTtun-2-(3-
nipugun)tiason-5-inJkapbamarty, 78 Mr) y BUrnsagi CMosIMCTOi pe4OBUHU KOJTbOPY CONTOMMU.
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1H AMP (400MI'y, CDCIls) & = 9,08 (1H, d), 8,65 (1H, dd), 8,18 (1H, m), 7,38 (1H, dd), 4,72 (2H,
br.s), 3,31 (3H, s), 2,51 (1H, br. s), 2,35 (3H, s)

Mpuknag 26 OpepxaHHsa TpeT-6yTun-N-[2-(5-pTop-3-nipuamn-N-okeung)-4-meTunTtiason-5-in]-N-
meTunkapbamaty (A62)

N\ >‘ O E | N
E | N = S \
= S \ |
| _— X N*
N A3 o
o Konobwu, HamnoBHEHOI TpeT-6yTun-N-[2-(5-cdbTop-3-nipnaun)-4-meTunTtiazon-5-in]-N-

meTunkapbamatom (A3) (250 mr, 0,77 mmonb), gogasBanu CH,Cl, (25 mn) Ta cymiw eHepriiHo
nepemiwysanu npu 0 °C (nboasHa 6aHs). Jogasann mCPBA (382 wmr, 1,55 mmonb) y BUrnsagi ogHiei
nopuii, 3abesnevysanu HarpisaHHsa CyMilli 4O KiMHATHOI TemnepaTypy Ta 3anuwanu nepemillysaTncs
NPOTArOM HOMi.

PeakuinHy cymiw racunm Wwnaxom gofaBaHHs po3umHy meTabicynbdiTy HaTpito (10 % Bara/Bara,
100 mn) Ta po3ginanu dasun. OpraHivyHy a3y TecTyBanm Ha HasiBHICTb nepokcmay (100 TecT-cmyxok
Quantofix® Peroxide, BurotoBneHux Machery-Nagel) Ta BusiBunu, Lo BoHa He MiCTUMa 3armLIKOBOrO
nepokcuay.

PeakuiiHy cymill KOHUEHTpYBanu in vacuo, a 3anuwloK O4YuLLyBanu LWASIXOM KOFIOHKOBOI doneLu-
xpomaTtorpadii Ha cunikareni 3 entotoBaHHaM rpagieHTom EtOAc/isorekcaH, npy LbOMYy ogep)KyBanu
HeobXigHy Cronyky (TpeT-6yTun-N-[2-(5-cTOp-3-nipuann N-okcua)-4-meTunTiason-5-inl-N-
meTunkapbamar (A62), 14 mr) y Burnagi 6esbapsHoro ckna.

1H AMP (400Mlu, CDCI;) 6 = 8,55 (1H, s), 8,12 (1H, d), 7,54 (1H, dd), 3,21 (3H, s), 2,32 (3H, s),
1,46 (9H, br. s)

Y Hwk4veHaBegeHux Tabnuuax 3 Ta 4 nokasaxi cnonyku dpopmynu (1), ogepxaHi i3 3acTtocyBaHHAM
OonMncaHmX BULLE MO TEKCTY CNocobiB abo aHanoriyHoO Cnonyk, onucaHux y npuknagax 1-25.

Tabnuuysa 3
Cnonyku coopmynu (1)

®ianuni gaHi (*H AMP, 400 My, CDCl,

ey Gy AKLWO HEe BKa3aHO iHLe)
o\
- s g 9,08 (1H, d), 8,63 (1H, dd), 8,17 (1H, d), 7,36
Al < | )\ (1H, dd), 3,22 (3H, s), 2,33 (3H, ), 1,44 (9H,
N 0] br.s.)

N
e
s 9,23 (1M, s), 9,18 (2H, 5), 3,23 (3H, 5), 2,35
A2 k\N / . )\ o (3H.'s), 1,45 (9H, br.s.)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa SIKLLIO HE BKa3aHO iHLLEe)
E N
— /& /
A3 S N 8,85-8,89 (1H, m), 8,49 (1H, d), 7,93 (1H, dd),
\N )\o 3,23 (3H, s), 2,33 (3H, s), 1,45 (9H, br.s.)
(@] )ﬁ
cl N
= /& /
Al S N 8,92 (1H, d), 8,58 (1H, d), 8,20 (1H, 1), 3,23
X )‘\o (3H, s), 2,33 (3H, s), 1,45 (9H, br.s.)
(@] )ﬁ
N
0=\ __ 4 & /
s N 10,2 (1H, s), 9,32 (1H, s), 9,08 (1H, s), 8,58
A5 )\ (1H, s), 3,21 (3H, s), 2,35 (3H, s), 1,44 (9H, br.
0 )Ov )
MeO ')‘4&
S N/ 8,62 (1H, d), 8,33 (1H, d), 7,71 (1H, br. s),
A6 )\ 3,92 (3H, s), 3,21 (3H, s), 2,32 (3H, s), 1,47
o )OV (9H, br. s)
N
N N
/B %
A7 N 9,23 (1H, d), 8,87 (1H, d), 8,47 (1H, dd), 3,24

(3H, s), 2,34 (3H, s), 1,45 (9H, br. s)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa AKLO HE BKa3aHO iHLLe)
N
H2N ;N (500My, CDCly) 9,19 (1H, s), 9,07 (1H, s),
A8 ) s” N 8,59 (1H, s), 6,76 (1H, br. s), 6,42 (1H, br. s),
O)\)Ov 3,23 (3H, s), 2,33 (3H, s), 1,45 (9H, br. s)
o O
\\S// N \
/
s N (500Mru, CDCly) 9,31 (1H, d), 9,14 (1H, d),
A9 )\ 8,69 (1H, m), 3,24 (3H, s), 3,18 (3H, s), 2,35
o )OV (3H, s), 1,46 (9H, br. s)
FaC N
— / \ /
s~ N (500Mru, CDCly) 9,23 (1H, d), 8,89 (1H, d),
A10 )\ 8,44 (1H, s), 3,25 (3H, m), 2,36 (3H, s), 1,46
0 )OV (9H, br. s)
HoN '}‘&
s N (500Mry, CDCly) 8,42 (1H, d), 8,09 (1H, d),
A1l )\ 7,49 (1H, s), 4,04 (2H, br. s), 3,21 (3H, s),
o )ov 2,31 (3H, s), 1,44 (9H, br. s)
MeS 7&
N (500Mru, CDCly) 8,79 (1H, d), 8,50 (1H, m),
A12 8,05 (1H, m), 3,23 (3H, s), 2,57 (3H, s), 2,33

(3H, s), 1,59-1,32 (9H, br. s)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa AKLLO He BKa3aHo iHLwe)
Me,N N
— / \ /
s~ N (500My, CDCly) 8,38 (1H, d), 8,15 (1H, d),
A13 « % 7.46 (1H, m), 3,22 (3H, s), 3,05 (6H, 2x s),
N o )ov 2,32 (3H, s), 1,44 (9H, br. s)
BnO N
= /§ /
s~ N 8,66 (1H, d), 8,40 (1H, d), 7,80 (1H, dd), 7,48-
Al4 o )\ 7,33 (5H, m), 5,18 (2H, s), 3,22 (3H, s), 2,32
N o )OV (8H, s), 1,44 (9H, br. s)
HO N \
= / g (400MIy, DMSO-d6) 10,33 (LH, br. s), 8,50
ALS ) s (1H, d), 8,20 (1H, d), 7,60-7,53 (1H, m), 3,15
N (3H, s), 2,24 (3H, s), 1,39 (9H, s)
N o )Ov
F
YO = 7 \ /
d ¢~ N 8,91 (1H, d), 8,50 (1H, d), 7,99 (LH, s), 6,82-
A16 < )\ 6,41 (1H, 1), 3,23 (3H, s), 2,33 (3H, s), 1,45
N 0 )Ov (9H, br. s)
N
)
s N 9,18 (1H, d), 8,62 (1H, dd), 8,17 (1H, m), 7,38
A17 < | (1H, m), 3,63 (2H, q), 2,32 (3H, s), 1,43 (9H,
N 0 )OV br. s), 1,18 (3H, t)
'}' { 9,08 (1H, d), 8,64 (1H, dd), 8,17 (1H, dt), 7,37
LS = (1H, m), 3,74 (3H, br. s), 3,28 (3H, s), 2,33

(3H, s)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa SIKLLIO HE BKa3aHO iHLLEe)
N
= )\ N 9,08 (1H, d), 8,64 (1H, dd), 8,17 (1H, m), 7,37
A19 ) S (1H, dd), 4,20 (2H, q), 3,27 (3H, s), 2,33 (3H,
N )\ o s), 1,24 (3H, Wo 3paeTbes. br. s)
(0] \\
N
= I N s 9,09
N ,09 (1H, d), 8,64 (1H, dd), 8,18 (1H, m), 7,37
A20 < | S )\ (1H, dd), 4,98 (1H, m), 3,26 (3H, s), 2,33 (3H,
N o7 0 s), 1,23 (6H, br. d)
N
— /& /
s~ N 9,12 (1H, d), 8,67 (1H, dd), 8,19 (1H, m), 7,39
A21 o )\ (1H, dd), 4,48 (1H, br. s), 3,20 (3H, s), 2,35
N o )NHV (3H, s), 1,30 (9H, br. s)
N
= /& /
s” N 9,12 (1H, d), 8,66 (1H, dd), 8,20 (1H, m), 7,38
A22 o )\ (1H, dd), 3,25 (3H, s), 2,35 (3H, s), 1,47 (9H,
N S m)
(0] )ﬁ
N
— /& /
A23 ) s N 9,14 (1H, d), 8,68 (1H, dd), 8,25 (1H, m), 7,44
\N )\S (1H, m), 3,65 (3H, s), 2,32 (3H, s), 1,59 (9H, s)
S )ﬁ
CF3
N
= /1 /
A4 N 8,89 (1H, s), 8,57 (1H, d), 8,02 (1H, m), 3,27

(3H, s), 1,44 (9H, br. s)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa AKLLIO He BKa3aHo iHLe)
CF;
N
— /é\ /
25 ) s~ N 9,10 (1H, d), 8,71 (1H, dd), 8,25 (1H, d), 7,42
N /L (1H, dd). 3.27 (3H. s), 1,44 (9H, br. s)
N 0
(@] )ﬁ
CFs
N
N=— /1 /
726 ( ) s” N (500Mry, CDCly) 9,31 (1H, s), 9,23 (2H, s),
N )\ 3,28 (3H. s), 1,44 (9H, br. s)
N 0
(0] )ﬁ
CFs
o] N
— /1 /
A27 / s~ N (500Mly, CDCly) 8,94 (1H, d), 8,66 (1H, d),
N )\ 8,28 (1H. 1), 3,27 (3H, s), 1,57-1,33 (9H, br. s)
N 0
O )ﬁ
CF;
MeO N
— / \ /
N (500MTy, CDCls) 8,64 (1H, d), 8,40 (1H, d),
A28 < S )\ 7,77 (1H, br. s), 3,95 (3H, s), 3,26 (3H, s),
N o (0] 1,43 (9H, br. s)
Cl
N
= / \ /
N (300Mry, CDCl5) 9,08 (1H, s), 8,67 (1H, d),
A29 o 8,22-8,16 (1H, m), 7,39 (1H, dd), 3,26 (3H, s),

1,46 (9H, s)

55




UA 120943 C2

Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa AKLLIO HE BKa3aHoO iHLLe)
Br
N
— / \ /
N 9,08 (1H, d), 8,70-8,64 (LH, m), 8,20 (LH, m),
A30 < )\ 7,42-7,37 (1H, m), 3,25 (3H, s), 1,46 (9H, br.
N O S)
(@] )ﬁ
|
N
— /é\ /
A3l / s” N 9,08 (1H, d), 8,67 (1H, dd), 8,22 (1H, m), 7,40
\N )\o (1H, dd), 3,24 (3H, s), 1,46 (9H, br. s)
(@] )ﬁ
F
N
= / \ /
s N (500Mry, CDCl5) 9,06 (1H, d), 8,65 (LH, d),
A32 < )\ 8,13 (1H, d), 7,38 (1H, dd), 3,30 (3H, br. s),
N 0 )OV 1,50 (9H, br. s)
N
A33 = )\ " o 9,08 (1H, d), 8,66 (1H, dd), 8,17 (1H, m),7,39
/ S /Y (1H, m), 4,28 (2H, s), 3,15 (3H, s), 2,43 (3H, )
\N />'7N
o \
N
_ /Ag\ 9,07 (1H, d), 8,62 (1H, dd), 8,15 (1H, m), 7,35
A34 S N/} (1H, m), 3,77 (2H, m), 3,54 (2H, m), 2,91 (3H,
N / %N s). 2,42 (3H, )
o\
S5
- s~ ~NH 8,87 (1H, m), 8,44 (1H, d), 7,94-7,87 (1H, m),
A35 o 6,73 (1H, br. s), 2,39 (3H, s), 1,55 (9H, s)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

CroE CRuaRe AKLLO He BKa3aHo iHLE)
F N 8,87 (1H, m), 8,51 (1H, d), 7,96-7,90 (1H, m),
A38 = / \ 4,64-4,53 (2H, m), 4,06-3,97 (2H, m), 2,52
o S N/> (3H, s)
N O)'\O
/
© @]
/ 9,23 (1H, br. s), 8,80 (1H, d), 8,64 (1H, d),
A39 N N 7,74 (1H, dd), 3,98 (3H, s), 3,31 (3H, s), 1,65-
| 1,32 (9H, br. s)
s @)
o X
=N
e) 9,08-9,01 (1H, m), 8,58 (1H, dd), 8,16 (1H,
A40 N { )\\ dd), 7,31 (1H, m), 6,50 (1H, dd), 6,16 (1H, dd),
= / NS 5,42 (1H, dd), 3,17 (3H, s), 1,36 (9H, br. s)
/ S
N \
N
N © >< 9,09 (1H, d), 8,66 (1H, dd), 8,22 (1H, m), 7,38
A4l ;o\ >\\ (1H, dd), 3,43 (3H, s), 1,81 (1H, s), 1,51 (9H,
- N o br. s)
N S \
N
o Vo
o 9,01 (1H, s), 8,60 (1H, d), 8,14 (1H, m), 7,32
A43 NI NN (1H, dd), 3,20 (3H, s), 1,89-1,63 (5H, m), 1,39
\ (9H, br. s)
= S
-
N
CO,H
N /
: NN 9,37 (1H, wo 3paeTsbes. br. s), 8,78 (1H, wo
Ad4 s o 3gaetbes. br.s), 8,43 (1H, d), 7,68 (1H, wo
3gaetbes. br. s), 3,37 (3H, s), 1,46 (9H, br.s)
74 \ 0]
=N
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa AKLLO He BKa3aHo iHLwe)
0 o%
/
>~NH 9,12 (1H, s), 8,58 (1H, d), 8,18 (1H, d), 7,43
N\ (1H, dd), 6,96 (1H, br. s), 3,28 (3H, s), 2,41
A45 N
S \ (3H, s), 1,23 (9H, s)
z
=
N
oo Mo
0
AS0 '\/l&r\}\; 8,87 (1H, s), 8,54 (LH, d), 7,95 (1H, m), 3,27
_ S \ (3H, s), 1,57-1,34 (9H, m)
\S
o
N »O ]
ASL | N\ 8,88 (1H, br.s), 8,55 (1H, br.s), 8,06-7,82 (1H,
_ s \ m),3,26 (3H, s), 1,46 (9H, br.s)
\S
o M
N »O
A5D | N\ 8,87 (s, 1H), 8,53 (1H, d), 7,97 (1H, m), 3,24
_ s \ (3H, s), 1,46 (9H, br.s)
\S
NO,
9,14 (1H, s), 8,67 (1H, dd), 8,33-8,26 (3H, m),
A6L N\ N/ 7,39 (1H, dd), 7,23-2,33 (2H, m), 3,40 (3H, s),
X S 2,46 (3H, s)
| O
~ o
N
N
_— N\
N 8,55 (1H, s), 8,12 (1H, d), 7,54 (1H, dd), 3,21
AG2 (3H, s), 2,32 (3H, s), 1,46 (9H, br. s)
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Tabnvuysa 3

Cnonykn cdoopmynu (1)

®di3nyHi gani (1H AMP, 400 MI'u, CDCl;,

Cronyka CrpykTypa SIKLLIO HE BKa3aHO iHLLEe)
CFs
E N
= /1 /
AG3 ) S N 8,57 (1H, s), 8,21 (1H, d), 7,63 (1H, d), 3,27
N )\ (3H, s), 1,44 (9H, 5)
N o)
i O
o %
Tabnuusa 4
Cnonyku coopmynu (1)
Cnonyka C1pykTypa Qi3nyHi gaHi
N
__ N\ 9,08 (1H, d), 8,65 (1H, dd), 8,18 (1H, m),
B1 ) s N 7,38 (1H, dd), 4,72 (2H, br. s), 3,31 (3H, s),
N )\ 2,51 (1H, br. s), 2,35 (3H, s)
N o)
O \\
=
'}' \ 9,09 (1H, d), 8,65 (1H, dd), 8,18 (1H, d),
= Nd 7,38 (1H, dd), 5,43 (1H, br.s), 3,30 (3H, s),
B2 < | S )\ 2,51 (1H, br. s), 2,35 (3H, s), 1,45 (3H, br.
S
N o )O\ )
=
N
S N 9,09 (1H, d), 8,64 (1H, dd), 8,18 (1H, d),
B3 | S N 7,37 (1H, dd), 3,27 (3H, s), 2,59 (1H, s), 2,5
\N )\O (3H, s), 1,81-1,53 (6H, br. s)
o)
%\Q
E N
— / \ /
s N 8,87 (1H, s), 8,50 (1H, d), 7,95 (1H, d), 3,28
B10 o (3H, s), 2,59 (1H, s), 2,35 (3H, s), 1,64 (6H,
N br. s)
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Tabnuusa 4
Cnonyku cbopmynu (1)
Cnonyka C1pykTypa Qi3nyHi gaHi
i )
= N” 8,87 (1H, s), 8,51 (1H, d), 7,95 (1H, m),
B11 o« S 4,73 (2H, br.s), 3,30 (3H, s), 2,51 (1H, br.
N )’\o s), 2,36 (3H, s)
@) \\
=
i )
- s N 8,87 (1H, s), 8,50 (1H, d), 7,95 (1H, m),
B12 < )\ 4,70 (2H, br. s), 3,30 (3H, s), 2,35 (3H, s),
N o) 1,85 (3H, s)
0]
\\

BIOJIOTIYHI NMPUKNAOU

B1 JocxopoBa repbiumaHa akTUBHICTb

HaciHHs copTiB TeCcTOBUX BMAIB BUCiOBanu y CTaHAAPTHUIA MPYHT y ropLumkax: Triticum aestivium
(TRZAW), Oryza sativa (ORYSA), Avena fatua (AVEFA), Alopecurus myosuroides (ALOMY),
Echinochloa crus-galli (ECHCG), Lolium perenne (LOLPE), Zea Mays (ZEAMX), Abutilon theophrasti
(ABUTH), Amaranthus retroflexus (AMARE) Ta Setaria faberi (SETFA). llicna kynbTvByBaHHA
NPOTArOM OAHOMO AHSA (40 MOSIBM CXOAiB) 3@ KOHTPONbOBAHMX YMOB y Tennuui (24/16°C, geHb/Hiv, 14-
roAVHHUA CcBiTNOBUA nepiod, 65 % BOMOriCTb) POCHUHW OBNPUCKYBanu BOAHMM PO3YMHOM AJIS
0BNpUCKYBaHHA, odepXaHUM 3i CKnagy TeXHIYHOro akTUBHOIO iHrpefdieHTy B PO34MHi aueToH/Boga
(50:50), akm mictne 0,5 % Tween 20 (noniokcnetTuneHcopbitTaH MmoHonaypat, peectp. Ne CAS 9005-
64-5). MNoTim pocnuHy NS TecTyBaHHSA BMPOLLYyBanu y Tennuui 3a KOHTponboBaHWX ymoB (24/16°C,
OeHb/HiY, 14-roguHHUA cBiTNoOBUI Nepioa, 65 % BonoricTeb) Ta nonvMeanu ABidi Ha AeHb. Yepes 13 gHiB
34iCHIOBaNM OLUiHKY pesynbTaTiB TeCTyBaHHs (5 = MOLWKOAXKEHHS BCi€l pocnuHn; 0 = NOLIKOAXEHHS
pocnuHu BiACYTHE). Pe3ynbTaTu npeacTtaBneHi B Tabnuuax 5 ta 6.

B2 lMicnsicxogoBa repbiumMaHa akTUBHICTb

HaciHHg copTiB TecToBMX BMAIB BUCIOBanNu y cTaHOapTHUIA I'pYHT y roplumkax: Triticum aestivium
(TRZAW), Oryza sativa (ORYSA), Avena fatua (AVEFA), Alopecurus myosuroides (ALOMY),
Echinochloa crus-galli (ECHCG), Lolium perenne (LOLPE), Zea Mays (ZEAMX), Abutilon theophrasti
(ABUTH), Amaranthus retroflexus (AMARE) Ta Setaria faberi (SETFA). MNicns kyneTmBauii npotsirom 8
AHIB (nicns nosiBM CXOQ[iB) 3@ KOHTPOMbOBaHWX yMOB y Tennuui (24/16°C, peHb/Hiy; 14-rognHHun
CBITNOBMI nepiof; 65 % BOMoricTb) pocnuHM obnpuUcKyBanu BOAHUM PO3YMHOM A5 OONPUCKYBaHHS,
OLEpXaHUM 3i cKkrnagy TEXHIYHOrO aKTUBHOIO iHrpefdieHTy B po3unHi aueToH/Boga (50:50), wo mictus
0,5 % Tween 20 (noniokcietnneHcopbitaH moHonaypart, peectp. Ne CAS 9005-64-5). NoTim pocnnHm
AN TeCTyBaHHA BUPOLLYyBanu y TEnnuLi 3a KOHTPONboBaHUX yMoB (24/16°C, aeHb/HiY, 14-roguHHMiA
cBiTNoBuMKM nepiof, 65 % BonoricTb) Ta nonueanu Agivi Ha AeHb. Yepes 13 AHIB 34iNCHIOBANM OLHKY
pesynbTaTiB TeCTyBaHHS (5 = MOLUKOAXKEHHS BCiel pocnuHu; 0 = NOLUKOMKEHHSA POCMAWMHMU BiACYTHE).
PesynbTati NnpefctaeneHi B Tabnvusax 7 Ta 8.
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Tabnuusa 5

PiBeHb 60poTbOM i3 esskMMy BuOamMm Oyp'sHiB 3a JONOMOTOH

crnonyku doopmynu () nicna 4ocxoaoBoro BHECEHHS i3 Hopmoto 1000

r/ra

EC

o Y0¥ [T|o|N|Nojo | N |m |0 OIS |O|W||W00[0 IO S| NIM M S| M N0 o)
O
a5
—
m NlN|N|N|o|d|N|o|lo|dH|o|d|o|d|o|F|o|N|d|lN|H|O|lOom|m|o|N|N|[N|[N|N|[H|N|[N|®m
LU
o
AVnA43340040011300030212200444212311132
L.
L
N_Y20110110001000000110000212001110120
=
©)
N
_m N|Oo|d|o|lo|lo|d|o|lo|d|N|Oo|O|dH|O|m|Oo|d|O|O|O|Oo|O|d|O|O|O|O|lm|O|dH|O|O|H|O
<
0 d
OA21100110012010010000000011002112320
n
>
©
<
2
o oOld|N|lmt|w|Oo|~M|o|lo/lo|ld|lN|M|F| L/ O|~|0| 0|0 |d|N|0|W|d
= JlNm|gw]jo|rc||o|d|ld|d|d|d|d|d|d|d|d|d|N|N|[NN|NN|N|NN@®| OO 6O|S|W0
O I <€ CCCICICCICICCICICICICIC |||
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A52 2
A62
A63 0 0

Tabnuusa 6

PiBeHb 60poTbOM i3 AesskuMu Bugamm Gyp'saHiB 3a JONMOMOro
cnonyku oopmynu (1)-(i) micna gocxogoBoro BHeCeHHs i3 Hopmoto 1000

r/ra
Cnonyka ZE AB SE AM LO EC
AMX UTH TFA ARE LPE HCG
B1
B2
B3
Tabnuusa 7

PiBeHb 60poTbbu i3 gesknumn Bugamm Byp'sHis 3a 4ONOMOro
cnonyku coopmynu (1) nicns nicnsacxogoBoro BHeceHHs i3 Hopmoto 1000

r/ra

Cnonyka

TRZ
AW

OR
YSA

AV
EFA

oMY

HCG

,_
©)
=

PE

Al

A2

A3

A4

A5

A6

A7

A8

A9

A10

All

Al12

Al13

Al4

Al15

Al6

Al7

Al18

Al19

A20

A21

A22

OlrRr|rRr|Rr|Rr|lRr[MR|O|INMINMIN|R|[NM|INM|IN|[R|O|R|R|R|O

O|l0O|O0O|O0O|O|IN|O|IO|OC|FP|FP|IFP|IFP|IFP|IFP|IFPIO|IOC|IF|FR|IFR|PF

NP W WIW[RAR|OAOINIO[OIN|IPININNINMNAA(NMNO O[O >

o/N|R|R|R|lkPR|lw|o|Oo|rRr|O|R|O|R|R|R|R|Oo|O|rR|rR|O

NP, ORI FRPIN|IMINIDNOIOI_M|O|~AlO|OT| D

NITWIWINININIA P OIO|IW|[P|IO|RPIOJWIN|OINW|W|H™
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r/ra

Tabnuusa 7
PiBeHb 60poTLOY i3 AeakMMuy Bugamm Byp'sHiB 3a JONOMOro
cnonyku oopmynu (1) micns nicnsicxogoBoro BHeCeHHs i3 Hopmoto 1000

Cnonyka
AW

TRZ

YSA

AV
EFA

oMY

HCG

,_
@)
=

PE

A23

A24

A25

A26

A27

A28

A29

A30

A3l

A32

A35

A38

A45

A51

A52

A61

A62

A63

Olr|r|rR|lOoIN|R|[R|O|IR[N|[R|[R|N|R|[NM|R|O

O|lO|OCO|OC|O(N|O|O|(FRP[IFP|IFP|IFP[FP|IFP|INIFL|N|O

TP I G I O (G NG B3 T NG R ROV I3 - T O O I O O 2 T (N [ NG [

Rlkr|o|rRr|O|R|R|O|R|R|R|R|R|R|O|R|O|O

gkl WIAMlO|OI|dOlOT|OT|OT]|F

NP WIN|ARfWOINW|AlDlW[W|A[|d~PdM|O

Tabnuusa 8

PiBeHb 6opoTbbu i3 geskrumu Bugamu Byp'sHiB 3a JONOMOro
cnonyku coopmynu (1)-(i) nicna nicnacxogoBoro BHECEHHS i3 HOPMOO

1000 r/ra
Cnonyka SET ZEA EC LOL AM ABU
FA MX HCG PE ARE TH
B1 5 5 3
B2 2
B3
S®OPMYNA BUHAXOLOY

1. Cnonyka cpopmynu (1)
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R®> R* R®
-
N 2
T
X1/ | S \R3
N
N

abo ii cinb abo N-okcua, oe

X, siBnsie coboto N a6o CR*:;

R® sBnsie coboto BogeHb, ranoreH, LiaHo, C;-Cgankin, Cs-Cgumknoankin, Co-CgankeHin, Co-CeankiHin,
Ci-Ceankoken, -C(O)OR® aBo S(O)y(Ci-Ceankin), copmin, rigpokeun, -C(O)NR°R’, NRPR’,
6eHsunokcun, C,-CgranoreHankokcn abo C,-CgranoreHankin;

R? aBnsie co6oto BOOEHb, ranoreH, uiaHo, HiTpo, C,-Ceankin, C,-Cgranorenankin, C,-Cgankenin, C,-
Ceankinin, Cs-Cgumknoankin, -C(O)ORG, S(0),(Cy-Ceankin), C;-Ceankokecn abo Ci-CgranoreHasnkokcu;
n popisHtoe 0, 1 abo 2;

R® sBnsie co6oio BOAEHD, LjiaHo, C,-Csankin, C,-CgankeHin, C,-Cgankinin, C,-Cgranorenankenin, C,-
Ceankokeu, C,-Cgranorenankin, Cq-Cgranorerankokeu, C,-CeankeHinokeu, Cs-Coumknoankin, NR°R';
R* asnsie coboto O, S abo N(C.-Ceankin);

X, siBnsie cobor O, S a6o NR®;

R® aBnsie co60t0 C,-CearnkiHin;

abo R® ta R® pa3oM i3 aTomMamu, A0 SKMX BOHM MPUEOHAHI, YTBOPKOWTbL Hacu4yeHy abo 4acTKOBO
HeHacu4yeHy 5-9-uneHHy KinbLeBy cuUcTeMmy, sika HeoBOB'sI3KOBO MICTUTb Big 1 00 3 reTepoaTtoMmis,
HesanexHo BubpaHux i3 S, O Ta N, Ta He060B'A3k0BO 3aMileHy 1-3 rpynamu, He3anexHo BUbpaHMmMm
i3 ranoreHy abo C,-Cgankiny;

koxeH i3 R® Ta R’ HesanexHo siBnsie co6oio BOLAEHD, C1-Cgankin, C,-Cgranorenankin, C,-CgankeHin
abo C,-Cgankinin,

abo R° ta R’ pasoMm i3 aTOMOM a30Ty, A0 SIKOro BOHM NPUEOHAHI, YTBOPIOOTE HacnyeHe abo 4acTKOBO
HeHacuyeHe 3-6-uyrieHHe Kinble, sike HeODOB'A3KOBO MICTUTL Big 1 40 3 retepoaToMiB, He3anexHo
BnbpaHux i3 S, O Ta N, Ta HeobOoB'A3KOBO 3aMilleHe 1-3 rpynamu, HesanexHo BUbpaHumu i3 ranoreHy
abo C;-Cgankiny;

R® aBnsie coboto BOAeHb, UiaHo, C1-Cgankin, C,-CgranoreHankin, C,-CgankeHin abo C,-Cgankinin, C;-
Ceankokcun, C,-CgranoreHankokcn, C,-CgankeHinokcun, C,-CgankiHinokeu, Cs-Cigumknoankinokcu, Cs-
CioumknoankeHrinokcu, C,-CgranoreHankeHinokcu;

abo R’ ta R® pas3om i3 aTomamMu BYIMeLulo, A0 AKMX BOHW MpPUEOHaHI, YTBOPHOKOTbL HacudeHe abo
YaCTKOBO HeHacumyeHe 3-9-uneHHe Kinble, sike HeoboB'sI3KOBO MiCTUTL Big 1 A0 3 reTtepoaTomis,
HesanexHo BubpaHux i3 S, O Ta N, Ta Heob0B'A3k0BO 3amilleHe 1-3 rpynamu, He3anexHo BUbpaHMmm
i3 ranoreHy abo C,-Cgankiny.

2. Cnonyka dopmynu (1) 3a n. 1, ge R® aBnsie co60t0 BOAEHb, ranoreH, dopwmin, uiaHo, C;-Cgankoken,
C1-CesankincynbgoHin, Ci-Ceankintio, C;-CgranoreHankokcu, -C(O)NR6R7, NR°R’ abo Ci-
CeranoreHancin.

3. Cnonyka dopmynu (I) 3a n. 1 abo n. 2, ge R? sBnsie co6oto ranoreH, uiaHo, HiTpo, C,-Cgankin, C;-
Cesranorenankin, C,-CgankeHnin, C;-Cgankincynbginin, C;-CeankincynbgoHin, C;-Cgankinrio, -
C(O)ORG, C:-Csankokeun, C,-CgranoreHankokcu, Cs-Cgumknoankin abo C,-Cgankiin.

4. Cnonyka dopmynu (I) 3a 6yab-akMM i3 nonepeHix MyHKTIB, Oe R® aBnsie coboto C,-Cegankin, C,-
CeankeHin, C,-Ceankinin, C,-CgranoreHankenin, C,-Ceankokcu, C,-CgranoreHancin, Ci-
CgranoreHankokeu, Co-CgankeHinokem, Cs-Coumknoankin abo NR°R'.

5. Cnonyka cdopmynu (1) 3a Gyab-sakum i3 nonepeaHix NyHKTiB, Ae R* siBnsie co6oto O.

6. Cnonyka cdopmynu (1) 3a Bygb-sakum i3 nonepeaHix NyHKTIB, Ae X, siensie codoro O abo NR®.

7. l'epbiungHa komnosuuisi, sika mictuTb Big 0,1 oo 99 Bar. % cnonykn dopmynu (1) 3a Oyab-sakum i3
nn. 1-6 ta Big 1-99,9 Bar. % [onomikHOro 3acoby Ans cknagy, Ae OOMOMKHUIA 3acib ons ckrnagy
MicTuTb Big 0 oo 25 Bar. % NoBEpPXHEBO-aKTMBHOI PEHOBUHN.

8. lepbiumagHa komno3uuig 3a n. 7, ska A04aTKOBO MICTUTb LIOHAMMeEHLWe OAWH [04aTKOBUM
nectvuumng, BubpaHun i3 repbiunay abo aHTMOOTy repbiumay.

9. Cnoci6 6opoTbOM 3 pocTOM HebaxaHWX POCIWH, SIKMA BKIOYae 3acTocyBaHHA abo (i) cnonyku
dopmynu (1) 3a Oyab-skum i3 nn. 1-6, abo (ii) repGiumaHoi komno3uuii 3a n. 7 abo n. 8 wopo
Heba)xaHNX PocnMH abo Micus iX 3poCcTaHHS.

10. Cnoci6 cenektnBHOi GopoTbOM 3 Oyp'sHaMM y MicLi 3pOCTaHHs, ke nepenbavae KyrnbTypHi
pOCnvHK Ta Byp'saHKU, Npy LUbOMY CNoci® BKITOYAE 3aCTOCYBaHHS LWOAO MiCLUS 3pOCTaHHSA LOCTATHLOI

V)
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ans 6opotbbu 3 Byp'aHamn kinbkocTi (i) cnonykn dopmynu (1) 3a 6yab-akum i3 nn. 1-6 abo (ii)
Kkomnoawuii 3a n. 7 abo n. 8.
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