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(54) IHCEKTUUMAOHI ®EHIN- ABO NiPUAUNNINEPUAUHU

(57) Pedpepar:

Cnonyka cdopmynu (1), B sikinn A, p, R' R? R* R° R® m, R7, ntaR%e TakUMU, sIK BU3HAYEHO B MYHKTI
1 dopmynu BuHaxody, KOMMo3uuis Ha ii ocHOBi Ta cnoci® 6opoTebu 3 KOMaxamu, Kniwamu,
MOJtocKaMu i HemaTogamu Ta iX 3HULLEHHS.
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OaHnii BuMHaxig HanexuTb OO0 AedAKUx NoXigHWX ninepuauHy, A0 MNPOMDKHUX MPOAYKTIB, L0
3aCTOCOBYIOTLCA ANsA X ofepXaHHs, OO0 cnocobiB ixX 3acTtocyBaHHs Ansi GopoTbbM 3 KOMaxamu-,
Kniwamu-, Hematogamu- i MOSTFOCKaMU-LLKIOHUKaMM Ta iX 3HULLEHHS | 40 iIHCEKTULMOHWX, akapiuMaHuX,
HEMaTOLMAHUX Ta MOJTIOCKOLIMOHUX KOMMO3WLLN, AKi TX MICTATb.

MoxigHi ninepuguHy, WO MakTb IHCEKTUUMAHY BIACTMBICTb, pPO3KpwTi, Hanpuknag y WO
2006/003494.

3rigHo BMHaxogy HeouikyBaHO Oyrno BCTaHOBMEHO, WO Aeski NOXigHi ninepuguHy makwTb
NoKpaLLeHi iIHCeKTUUMAHI BNACTUBOCTI.

Tomy AaHum BMHaxiA HanexuTb 4o cnonyku copmynu (1):

(0)p

6 0]

B SKii

A o3Hauae CR? abo N;

p oopieHtoe 0 abo 1;

R' o3Hauae nipma-4-vn, Wwo HeoboB'sI3KOBO MICTUTL 1 abo 2 3aMiCHUKA, KOXXEH 3 SIKMX He3anexHo
BnbpaHui 3 ranoreHy, C,-Cs-ankiny abo C,-Cs-ranoreHarnkiny;

R’ 03Hayae BOfEHb, ranoreH, C,-Cz-ranoreHankin a6o C;-Cs-ranoreHankokcurpyny;

R® Ta R* HesanexHo 03Ha4aloTb BO4EHb, ranoreH, uiaHorpyny, C;-Cg-ankin, C,-Cg-ranoreHankin,
C,-Cg-ankeHin, C,-Cg-ranoreHankeHnin, Cs-Cg-uuknoankin, Cs-Cg-ranoreHuymknoankin, C;-Cg-
ankokcurpyny, C;-Cg-ranorenankokcurpyny, C,-Cg-ankintiorpyny abo C;-Cg-ranoreHankinriorpyny;

R® o3Hauae BofeHb abo ranoreH;

kokeH R°® Ta R’ HesanexHo o3Hauae ranoreH, C;-Cg-ankin, C;-Cg-ranoreHankin, C;-Cg-
ankokcurpyny abo C;-Cg-ranoreHankokcurpyny;

m popieHtoe 0, 1 abo 2;

n gopieHtoe 0, 1 abo 2; i

R® o3Hauae BOAeHb, rarnoreH, uiaHorpyny, C;-Cg-ankin, C;-Cg-ranoreHankin, Cs-Cg-Umknoankin,
C,-Cg-ankeHin, C,-Cg-ranoreHarkenin, C,-Cg-ankinin, C;-Cg-ankokcurpyny abo C,-Cs-
ranoreHankokcurpyny; abo go ii coni.

Cronykn copmynun (1) MOXyTb iCHyBaTW B PIi3HUX TE€OMETPUYHMX i30MEpPHUX abo ONTUYHUX
i3oMmepHMx abo TaytomepHux copmax. B obcar paHoro BuHaxody BXOAATb YCi Taki isomepu i
TayToMepu Ta iX CyMilWi Yy BCiX CMIiBBIAHOLIEHHSIX, @ TaKOX i30Tono3aMilleHi dopmu, Taki Sk
AenTepoBaHi Cnonyku.

KoxeH ankinbHWi dparmeHT, okpeMo abo y Burnagi YactuHu 6Ginbwol rpynu (Takoi £k
ankokcurpyna abo ankinTiorpyna) mae niHinHMA abo po3ranyXeHun naHulor i o3Hadae, Hanpuvknag
MeTWn, eTun, H-Nponin, izonponin, H-6yTun, BTOp-0yTKn, i300yTNN abo TpeT-6yTun. AnKinbHi rpynu
DOaxaHo saBnstoTb coboto Ci-Ce-ankinbHi rpynn, Ginbw GaxaHo Ci-Ci-ankinbHi rpynn 1M HanbinbLu
BaxaHo C;-Cs-ankinbHi rpynu.

AnNKeHInNbHI Ta ankiHinbHi doparMeHTn MOXyTb NepebyBaTh y BUrnagi NiHiitHux abo posranyxeHux
NaHuoriB i ankeHinbHi parMeHTn, SKWO uUe nigxoouTb, MOXyTb nepebysatn B (E) abo (2)-
KOHapirypadii. Mpuknagamu € BiHin, anin i nponaprin. AnkKeHinbHi Ta ankiHinbHi rpynu 6axaHo ABnsTb
coboro C,-Cg-ankeHinbHi abo -ankiHineHi rpynu, 6inbw 6axaHo C,-C,;- i HambGinbw 6axaHo C,-Cs-
arnkeHinbHi abo -ankiHineHi rpynu.

"anoreH o3Havae cTop, xrop, 6pom abo nog.

anoreHankineHi rpynu (okpemo abo y Burnsdi YactmHu Ginbll BENUKOI rpynu, Takoi K
ranoreHankokcurpyna abo ranoreHankintiorpyna) siBAsOTb COOOK arnkinbHi rpynu, SKi - 3amilleHi
OfHMM abo GinbLUOK KiNbKICTIO OAHaKOBUX abo Pi3HUX aTOMIB rasfioreHiB i ABns0TbL COOOK, HaNpUKag
-CF3, -CF,Cl, -CH,CF3 abo -CH,CHF,.

[anoreHankineHi rpynu sBRsOTb COBOK ankinbHi rpynn, sk 3amiwieHi ogHMMm abo GinbLuoto
KiNbKiCTIO OgHakoBMX abo pi3HMX aToMIB rasnoreHiB i saBnswTb coboto, Hanpuknag, CH=CF, abo
CCI=CCIF.

LimknoankineHi rpynn MoxyTb 6yTn MOHO- abo 6GiumkniYHUMKU | HEOBOB'A3KOBO MOXYTb OyTK
3aMmilLieHi ogHieto abo Binblue MeTUNbHUMKM rpynamu. LinknoankinbHi rpynu 6axaHo micTtsTb Big 3 o 8
atomiB Byrneutw, 6inbw 6GaxaHo Big 3 go 6 aromiB Byrneuto. [lMpuknagamMy MOHOLMKIIYHMX
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LUMKNOoAnKinbHUX rpyn € uuknonponin, 1-mMeTunuuknonponin, 2-MeTUnuMKionponin, uuknobyrtun,
LMKNOMNEHTUI | LIMKMOreKcun.

"anoreHumMknoankinbHi rpynu sIBRsOTb COOOK LMKNOAnKifbHi rpynu, sk 3amilleHi ogHum abo
OINbLUOIO KINbKICTIO 0gHAKoBUX abo Pi3HNX aTOMIB ranoreHiB i HEOOOB'A3KOBO MOXYTb BYTU 3aMilleHi
oHUM abo GinbLuoto KinbKiCTO METUJTbHUX rpyn. Mpuknagamu MOHOLMKMNIYHNX
ranoreHumKnoankinbHux rpyn € 2,2-anxnopumnknonponin-, 2,2-gmuxnop-1l-metunumknonponin i 2-xnop-
4-cbTOpUMKNIOreKcun.

Coni cknagatoTbea 3 3apsgkeHoi mogndikadii cnonykn dopmynu (1) i TPOTUNEXHO 3apsIAKEHOro
npotuioHa. Cnonyku cdopmynu (I) MOXyTb BYTU NO3UTUBHO 3apsagXKeHi, Hanpuknag, No atoMmy asoTy
ninepuanHOBOrO KinbLs, SKLWO aToOM a30Ty KBaTEPHI30BaHUN LUNAXOM MPOTOHYBAHHS 3a 4OMOMOrOH
opraHiyHoi abo HeopraHivyHOi kucnoTu. MigxoasLwi opraHivHi KUCNOTW BKNOYaTb BYTUNCYNb(OHOBY
KMCMOTY, 2-XNOPOEH30MHY KUCMOTY, eTUNCYnbdOHOBY KUCMOTY, 3-rigpokcmMnponaHcynbs(oHOBY
Kucnoty, 4-meTnnbeH3oncynbMOHOBY KUCIOTY, METaHCYNb(OHOBY KUCNOTY, 3-hEeHOKCUNPONiOHOBY
KMCNOTY, TPUOEKAHOBY KWUCMOTY i TpudTopouTtoBy kucnoty. [ligxoadaii HeopraHivHi  Kucnotm
BKITHOYAIOTh XITOPUCTOBOAHEBY KUCMOTY | OCHOPHY KNCMOTY.

N-Okcnamn sBnsaTb coboto crnonykn dgopmynu (1), B sikin atoM a3oTy okucHeHun. 3okpema, N-
oKkcuamn siensTa coboto cnonyku oopmynu (1), B sikih OKUCHEHWIA aTOM a30Ty NiNepUAMHOBOIO KinbLs.
OKucHIOBarkbHi peareHTu, 3a 4ONOMOroK skux cnonyky cdopmynm (I) moxHa nepetsoputy B N-okcug
dopmynu (1), BKNOYaoTb BOAHUIA PO3YNH NEPOKCUAY BOOHHO.

BaxaHi rpynu i 3Ha4YeHHa angd RLRLRLR, R, R, MR, niR®s Oyab-skin ix koMOiHaUii €
TakuMM, SIK 3a3HA4YEHO HUXKYE.

BaxaHo, akwo R’ osHauae nipua-4-un, 1o HeoBOB'A3KOBO MICTUTL 1 abo 2 3aMiCHMKA, KOXKEH 3
AKNX He3anexHo BubpaHui 3 rpynu, WO BKMo4vae dTop, xnop, Opom, metun, audtopmeTun,
xnopgudptopmetTun i TpudptopmeTun; OGinbw  6GaxaHo, sgkwo RT  o3Havae nipug-4-un, wo
Heob0oB'sI3KOBO MICTUTbL 1 abo 2 3aMicHMKa, KOXEH 3 SIKMX He3anexHo BubpaHui 3 rpynu, WO BKIOYae
dTOp, XNOp i MeTUN; HanbinbL GaxaHo, SKWOo R' osHauae nipuna-4-un, Wwo HeobOB'A3KOBO MICTUTL 1
abo 2 3amicHuKa, KOXeH 3 SIKMX Hes3arnexHO BMOpaHui 3 rpynu, Wwo Bko4vae dtop i xnop. baxaHo,
wob oauH 3aMiCHMK 3HaxoOMBCSA B MOJIOXKEHHI 2 nipua-4-MnoBoro Kinbusi i ApYyruin 3amiCHUK
HeobOB'sI3KOBO 3HAxXOAMBCHA B MOJIOXEHHI 5 abo nonoxeHHi 6 nipua-4-unosoro Kinbus. Mpuknagu
HanobinbL GaxaHux rpyn R' BKMlovaloTh 2-pTopnipua-4-un, 2-xnopnipng-4-vn, 2,5-auxnopnipng-4-mn
i 2,6-gnxnopnipng-4-unn.

BaxaHo, sKLLo R 03Hauae BoAeHb abo ranoreH.

BinbLu 6axaHo, sKLLo R® 03Hauae BOAEHSD, dpTop abo xnop.

LLle Ginbw 6axkaHo, AKLWO R? 03Hauae BofleHb abo dTOp.

Hait6inbLu GaxaHo, siKio R? 03HauYae BOAEHb.

baxaHo, aKkLo R® o3Hauae BOAEHb, ranoreH, uiaHorpyny, C,-Cg-ankin, C;-Cg-ranoreHankin, C,-Cg-
ankeHin, Cz-Cg-umknoankin, C;-Cg-ankokcurpyny, C;-Ce-ranoreHankokcurpyny, C;-Cg-ankintiorpyny
abo Cl-CG-ranoreHanKinTiorp%/ny.

Binbw GaxaHo, Akwo R” o3Havae BogeHb, dTOp, xnop, 6pom, uiaHorpyny, meTun, isonponin,
dTopmeTUn, gudTopmeTun, TpudTopMeTUn, rentadTopi3onponin, BiHiM, LMKNONPOMin, MeTokcurpyny,
eTokcurpyny, gudTopmeTokcurpyny, TpudTopMeTokecurpyny, 2,2,2-Tpudptopetokcurpyny abo
TpudTOPMETUNTIOPYNY.

LLle 6inbLu GaxaHo, sKLLo R® 03Hauae BoAeHb, dTOp, XIIOp, GPOM, ANDTOPMETUR, TPUDTOPMETUN,
rentadgTopisonponin, BiHif, uuknonponin, MeTOoKCcUrpyny, andropmeTokeurpyny,
TpudpTopmeTokeurpyny abo 2,2,2-1pudTopeTokcurpymny.

Le 6inbw 6axaHo, sIKLWO R® o3Hauae BoAEHb, dTOp, XNop, OpoM, TPMDTOPMETUI, LUKIIONPONIn
abo TpudTopmeToKkcurpyny.

Hait6inbLu 6axaHo, sikio R® o3Hauyae TpudTopMeTys.

BaxaHo, akwo R* osHauae BOAEHb, ranoreH, uiaHorpyny, C;-Cg-ankin, C;-Cg-ranoreHankin, C,-Ce-
ankeHin, Cjz-Cg-uuknoankin, C;-Cg-ankokcurpyny, C;-Cg-ranoreHankokcurpyny, C;-Cg-ankintiorpyny
abo Cl-Cﬁ-ranoreHanKinTiorpyny.

Binbw 6axaHo, akwo R o3Havae BoaeHb, dTop, xfop, 6pom, MeTun, idonponin, dpTopmeTnn,
andptopmeTtun,  TpudTopMeTun, rentadpTtopizonponin,  BiHIN,  LMKIONpOMin,  MeTOoKcUrpyny,
eTokcurpyny, andTopMeTOKCUrpyny, TpudTopMeTokeurpyny abo 2,2,2-TpudTtopeTokcurpyny.

LLle Ginbw 6axaHo, skwo R™ o3Hayae BogeHb, hTop, xnop, metun abo TpudTopmMeTUn.

Hamnbinbl 6axaHo, sikwo R* osHauae BogeHb.

BaxaHo, sikwwo R o3Hayae BofAeHb, dhTop, Xop a6o 6pom.

Binbw 6axaHo, sikwo R® o3Havae BogeHb a6o dTOPp.

Hamnbinbl 6axaHo, skwo R> 03Hayae BOAeHb.

BaxaHo, sIKLLO kokeH R® HesanexHo o3Hauae ranoreH, C,-Cg-ankin a6o C1-Cg-ankokcurpyny.
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BinbLu 6axaHo, sKLLo koxeH R® HesanemHo 03Ha4ae pTop, xnop, MetTun abo MeTokcurpyny.

Haii6inbLu 6axaHo, SKLO koxeH R® HesanexHo o3Havae dTop abo xnop.

BaxaHo, skwo m gopisHtoe 0 abo 1.

Haiibinbw 6axaHo, skwo m gopieHioe 0.

BaxaHo, sIKLLIO KokeH R’ HeaanexHo osHauae ranoreH, C;-Cg-ankin abo C;-Cg-ankokeurpyny.

BinbLu 6axaHo, AKLLO KoxeH R’ He3anexHo o3Hauyae (Top, XMop, METUN aB0 METOKCUIpYMy.

Haii6inbLu GaxaHo, SKLLO KoxeH R’ He3anexHo o3Hauyae dTop abo xnop.

BaxaHo, akwo n gopisHioe 0 abo 1.

Hanbinbw 6axaHo, akwo n gopieHioe 0.

BaxaHo, sKLo R® 03Hauae BOAEHb, ranoreH, uiaHorpyny, C,-Cg-ankin, C;-Cg-ranoreHankin, Cz-Ce-
umknoankin, C,-Cg-ankeHin, C,-Cg-ranoreHankeHin, C,-Cg-ankiHin, C;-Cg-ankokcurpyny abo C;-Cg-
rarnoreHankokeurpyny.

Binblw 6GaxaHo, sKwo R°® o3Hayae BoAeHb, ¢dTop, xnop, 6pom, uiaHorpyny, MeTun,
TpMTOPMETUN, LUKMNOMNPONIf, €TUHIN, MeToKcUrpyny abo TpudTOpMETOKCUrpyny.

We 6inbw 6GaxaHo, skwo R® o3Hauae Top, xnop, 6pom, TpudTopMeTun abo
TpudpTopmMeETOKCUTPYY.

LLle 6inbLl 6axaHo, skwo R” o3Havae dTop, xnop abo TpudpTopmeTUn.

Haii6inbL 6axaHo, sikio R® o3Hauae dTop.

BbaxxaHum BapiaHTOM 34iMCHEHHA € crnonykn opmynu (la), B AKin RY, R% RY R® 1a R® € Takumu,
ﬂK BmaHaquo ansa cnonyku cdopmynu (1), A o3Havae C-H, i m, n Ta p gopisHiotoTb 0. MNMepeBarn ans
R', R® R* R®Ta R® e takumu x, siki BkasaHi Ans cnonyku coopmynu (1).

Ea>+<aH|/|M BapiaHTOM 3[liicHeHHs € cronykn copmynu (Ib), B sikin RY, R’ R%, R® ta R® € Takumu,
AIK BU3HA4YeHo Ans CI'IOJ'IyKVI cdopmynum (1), A o3Hayae C-H, m 1a n ,qopuamoron: 0, i p popisHioE 1.
Mepesarn ans R* ,R®, R*, R® 1a R® € Takumu x, siki BkasaHi 4ns cnonme @opM}/nm .

BaxaHum BapIaHTOM 3,EI,II/ICHeHHF| e cnonyku dopmynu (Ic), B sikinn R* LR R R°1aR%¢ TaKVIMVI Ak
BmaHaquo D,J'IFI cnonyku popmynu (1), A osHadae N, im,nTap D,OpIBHIOIOTb 0. I'IepeBarM ons RY, R?
R*, R® 1a R® € Takumu x, siki BkasaHi Ans cnonyku cdoopmynu (1).

BaxaHum BapiaHTOM 34ilCcHEHHS € cnonyku dopmynu (Id), B ki RY, R®, RY, R® ta R® € Takumu,
SIK BM3HA4YeHo p,nﬂ cnonyKM dopmynn (1), A o3Hayae N, m Ta n gopisHiooTb O, i p gopisHioe 1.
MepeBarn ans R', R®, R*, R® Ta R® € Takumu x, siki BkazaHi ans Crnonyku cbopmynm (Ig

BaxaHvnm BapiaHTOM 34iiCHEHHS € crionyku dopmynu (le), B skin RY, R% R* R’ 1a R® € Takumu,
K BmaHaquo ans CI'IOJ'IyKVI dopmynu (1), A osHavae C-F, i m, n Ta p gopisHiotoTe 0. Nepesarn ans
R', R® R* R®Ta R® e Takumu x, siki BkasaHi Ans cnonykun coopmynu (1).

5a>+<aH|/|M BapiaHTOM 3iNCHEHHSA € CNONYKU cbopmynm (If) Bskin A, R, RS R m,R, ntaR%¢
TaKUMW, SIK BU3HauYeHo Ans cronyku dopmynu (1), R* ta R® 03Haqa+0Tb H, | p p,opmmoe 0 3a YMOBM,
IO LWOoHarMeHLLe 0AMH 3 m abo n He gopisHioe 0. MNepesarn ans R, R, R m,R’,nTa R8 € Takumu
X, SKi BkadaHi ansa cnonyku dopmynu (), 3a BMHATKOM TOro, LO u.|,OHavnv|eH|.ue OAMH 3 M i N He
nopisHtoe 0.

BaxaHvnm BapiaHTOM 3AiicCHEHHs € cronyku dopmynu (Ig), B skin RY, R% R* R® 1a R® € Takumu,
SIK BU3HAYEHO /J,J'IFI CI'IOJ'lyKM dopmynu (I) i A osHavae C-F, m Ta n popisHiooTb O, i p gopiBHioe 1.
MepeBarn ans R', R®, R, R® Ta R® € Takumu x, siki BkazaHi ans Crnonyku cbopmynm (I)

BaxaHym BapiaHTOM 3[iACHEHHS € CMOMNYyKM cbopmynvl (Ih) Bsakin A, R, RS R, m, R, niR%e
TaknMmu, SK BU3Ha4YeHo Ang cnonyku dopmynm (1), R*taR® O3Ha'~laI-OTb H, | p p,opnal-noe 1, 3a yMOBMH,
LLO LWoHarMeHLWwe oavH 3 m abo n He gopieHioe 0. MNepeBaru anga R* , R® , R°® , m, R’ ,hTa R € Takumm
X, SiKi BkadaHi ansa cnonyku dopmynu (l), 3a BMHATKOM TOrO, WO LOHAVMeHLle OAMH 3 M i N He
aopisHtoe 0.

BaxaHuMm BapiaHTOM 3gjiicHeHHs € coni coopmyru (Ij), B sikin R, R®, R*, R® ta R® € Takumu, sk
BuU3HauyeHo anga cnonyku cdopmynu (1), A osHayae C-H, m ta n gopisHiotots 0, p gopisHioe 1, i HX
BUOpaHWA 3 rpynu, WO BKYae 2-xNopOEH30MHY  KUCMOTY, eTaHCyNnb(OHOBY  KUCMOTY,
XJIOPUCTOBOLHEBY KUCNOTY, 3-rigpokcunponaH-1-cynsOHOBY KUCIOTY, MeTaHCynb(OHOBY KUCMOTY,
(4-meTundeHin)cynboHOBY  KUCMOTY, 3-hEeHOKCMNPONiOHOBY KVICJ'IOTy OCHOPHY  KUCNOTY,
TpUOEeKaHOBY KUCMOTY, TpudTopoLToBy kucnoTy. Mepesarn anst RY, R®, R*, R® 1a R® € Takumu x, siki
BKasaHi ans cnonyku cdopmynu (1).

BaxaHym BapiaHTOM 3aincHeHHsa € coni popmynu (lk), B Skin R, R}, R, R®°taR®¢ TakuMu, siK
Bu3HauyeHo ang cnonyku cdopmynu (1), HX € Takum, 5K BM3HayveHo gns cnonyku cdopmynu (lj), A
o3Hauyae N, m Ta n gopisHiotoTb 0, i p AopiBHioe 1. Mepesaru anst RY, R®, R?, R® ta R® € Takumu x, siki
BKasaHi gns cnonyku dopmynu (1).

BaxxaHUM BapiaHTOM 3gjiicHeHHs1 € coni chopmymu (Im), B sikii RY, R?, R*, R® Ta R® € Takumu, sik
BM3HayeHo ana cnonyku cdopmynu (1), HX € Takum, sik Bu3HaveHo anda cnonyku cdopmynu (Ij), A
osHauae N, i m, n Ta p gopisHioloTb 0. Mepesaru anst RY, R®, RY, R® ta R® € Takumu x, siki BKasaHi Ans

8
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cnonyku copmynu ().
Jesiki NpoOMiXHIi NPpOAYKTM € HOBUMM i YTBOPHOIOTH LWe oauH 08'ekT gaHoro BuHaxoay. OpfHieto
TaKo rpynok NPOMiKHUX NPOAYKTiB € cnonykun dopmynu (11)

(I

B sikin RY, R, R* Ta R® € Takumu, sik BU3HauYeHo ans cnonyku dpopmynu (1). MNepesarn ons RY R,
R* 1a R® € Takumu X, siki BKa3aHi ans cnonykun cdopmynu (1).

IHLWIOM rpyMNo NPOMIDKHUX NPOAYKTIB € cnonyku dopmynu (111)
11

()

B skin RY, R%, R* Ta R® € Takumu, sik BU3HaYeHo Ans cnonyku copmynu (1); i R o3Hauae C;-Ce-
ankin, Takun sik TpeT-6yTnn, C,-Cg-ankeHin, Takum sk anin, abo 6eH3nn, Wwo HeobOoB'A3KOBO MICTUTb
Bi4 1 OO 3 3amicHuKiB, HesanexHo BubpaHux 3 rpynu, wWo BkMoyae ranoreH, C;-Cg-ankin, C;-Cg-
ranoreHankin, C;-Cg-ankokecurpyny i C,-Cg-ranoreHankokcurpyny. Nepesaru ons RLR, R*1aR’¢
TaKUMW X, siKi BkasaHi ans cnonyku dopmynu (1). R 6axaHo o3Havae TpeT-6yTun.

IHLWOO rpymno NPOMIKHUX NPOoAYKTIB € cnonykun dopmynu (1V)
11

(V)

B sk R®, R* Ta R € Takumu, sik BU3HayeHo Ans cnionyku dopmynm (1), a6o R® Ta R® 03HauaioTh
BogeHb i R* o3Hauae dTop, xnog abo TpmchopmeTmn; i R™ € Takum, sk BU3HAYeHO Ans CMNONyKn
dopmynn (lll). Mepesarn gna R, R* Ta R® € Takumu X, siKi BKasaHi Ans crnonyku dopmynu (1).
Mepesara ana R™ € Takot X, gka BkasaHa ansa cnonyku gpopmynu ().

IHLLOMO rpyNo0 NPOMIKHUX NPOAYKTIB € cnonyku dopmynu (V)
11

(V)

B kit R®, R? Ta R € Takumu, sik BU3HauyeHo Ans cnionyku dopmynm (1), a6o R® Ta R® 03HauaioTh
BodeHb i R* o3Hauae ¢TOop, xnog abo TpudtopmeTun; i R € Takum, Sk BU3HAYEHO AONS CMOMyKu
cdopmyru (II). Mepeearn ana R, R* Ta R° e Takumu x, siki BkasaHi ans cnonyku coopmynu (1).
MepeBara ana R™ € Takot X, gka BkadaHa ansa cnonyku cpopmynu (I1).



10

15

20

25

UA 101046 C2

IHLWOO rpynoo NPOMDKHUX NPoAyKTiB € cnonyku dpopmynu (VI)
11

(V1)

B skii R®, R* Ta R® € Takumu, sik BU3HAYeHo Ans CI'IOJ'])/KVI dopmynn (1); i R™ e Takum, sk
BU3HAYEHO 411 CNONyku dopMynuv (III?. Mepearn aons R% R® Ta R® € Takumun X, siKi BkasaHi Ans
cnonyku opmynu (). MNMepeeara anst R™ € Takoto X, sika BkadaHa ans cnonyku copmynu (ll1).

Cnonyku, 3anponoHoBaHi B JaHOMy BMHaxXOfi, MOXHa OfepXaTu 3a pisHMMKU MeToauKamu, siK ue
onuncaHo y WO 2006/003494. Hanpuknag, cnonyku cdopmynu (1) MoxXHa ogepkaTu y BianoBigHOCTI 3i
cxemamu 1, 2 Ta 3.

Takum umHom, crionyky dopmynu (1), B sikiii A, RY, R®, R*, R®, R®, m, R, n ta R® € Takumu, sik
BM3HAYeHo A5 cronyku cpopmynu (1), MOXHa ofiepxaTh 3i crionyku copmynu (2), B sikinn A, R*, R’ R*
Ta R € TakumK, sk BU3HaYeHo Ans cronyku copmynu (1), 3a peakuieto 3i cnonykoto dopmynu (3), B
skin R®, m, R”, n ta R® € Takumu, sik BU3HaueHo Ans crnonykun cpopmynm (1) i X osHauae rpyny, Lo
BiQLLENMNIOETLCA, TaKy sIK ranoredig (Hanpuknag, xnopug, ©6pomig abo nogup) abo cynbgoHat
(Hanpuknag, me3unat abo To3unaT), Y NPUCYTHOCTI OCHOBW, TaKOi SIK TPETUYHMI aMiH (Hanpuknag,
diisonponinetunaMmiH abo TpueTunamiH), B OpraHiYyHOMy PO3YMHHMKY, TaKOMy SK AUXIIOPMETaH,
aueToHiTpun abo N, N-gumeTtundopmamig, npu Temnepatypi, piBHii Big 0 go 100 °C, 3a3Buyan npu
TemnepaTypi HaBKONWLIHBOTO cepeaoBuLLa, SIK MoKa3aHo Ha cxemi 1.

Cxema 1
S
3
R
s ey O )
—~3
R4 T H (RT:'.
R5 J\Fﬂ
0
acHOEBd
) !
R3
T
By 1
R H

AnbTepHaTUBHO, Cnonyky oopmynu (1), BU3Ha4YeHy BULLIE, MOXHA OAEPKaTK 3i cnonyku opmMynm
(2), BU3HAYEHOT BYLLe, 3a peaKLjielo 3 anbaerigom dopmynu (4), B sikin R® € Takum, sik BU3HaueHo Anst
cnonykm  copmynm  (l), 'y  nNPUCYTHOCTI  BiOHOBIIOBANbHOrO  peareHTy, Takoro K
(TpuaueTokcm)boporigpug HaTtpito, uiaHoboporigpug Hatpito abo 6opaH i T.n., B OpraHi4yHOMy
PO34YMHHUKY, TakoMy siK TeTparigpodypaH, meTaHon abo etaHon, npu Temneparypi, piBHii Big 0 oo
100 °C, 3a3Buyan npu TemnepaTypi HaBKONULLHLOrO CepeaoBMLLA, K NOKa3aHO Ha CXeMi 2.
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Cxema 2
H

; ()
R

| =

P
R H

R’ )\R1

8] BiQHOENH B3 NEH WA l
peareHT
(2}

RS
=
» (R O (1)
R H ] R
o ;\PI (R
0

Cronykn dopmynu (2) MoxHa ogepxaTu Tak, sk onucaHo y WO 2006/003494. lNpwuknagn umx
METOAMK HaBeAEHI y NpuKagax ogepXXaHHs Crnosyk.

Cnonykn copmynu (3) Ta (4) € Bigomummn cnonykamm abo iX MOXHa ogepxaTtu 3a MeToguKamu,
BigoMMMK paxiBUO B [OaHid ranysi TexHiki. [lpuknagm umMx MeToaMK HaBedeHi B npuknagax
OLlePXKaHHSA CMONyK.

Cxema 3
3 “
R OKACNHIEBANEHKAH FJEEIFEHT
| R O
o (1)
o
Rt H . R
R® 4\91 (R
8]
O|_
R X (5)
| P R,
R4 H g

GhE

N-Okcmam copmynu  (5) MOXHa ofepxaTu LUNAXOM OKUCNEeHHs cnonykn dopmynun (1)
OKVCIMIOBalNIbHUM peareHToM, Takum $IK Mepokcup BoAHK abo 3-xnoprnepokcMbeH3onHa KucnoTa, B
OpPraHiYHOMY PO34YMHHUKY, TaKOMy sIK OMXIOPMETaH, eTaHor, MeTaHon abo Boga, abo B cyMmili
PO3YMHHUKIB, NPV TeMnepaTypi, piBHin Big -78 go 100 °C, 3a3Buyar npu TemnepaTtypi HaBKOMMLLIHLOrO
cepenoBuLLa, SIK MoKasaHo Ha cxemi 3.

Cnonykn cdopmynu () maroTb noninweHy NecTuuMgHy 3gaTHICTb. Hanpuknag, crnonyku MOXyTb
MaTW NiABULLLEHY IHCEKTULMOHY aKTUBHICTb Ta/J4y NONinweHy CBiTNOBUTPUBAniCTb.

Cnonykn dopmynu (I) MoxxHa BUKOPUCTOBYBaTU Anst 6OPOTEOM 3 HALIECTSIM 3a3HAYEHUX HWKYe
WKIOHUKIB-KOMaxX Ta 1X 3HULLEHHS, TaKuX $IK JTYCKOKpWNi, ABOKpuIi, kronu, 6axpomuyaTtokpuni,
NPSMOKPUII, TapraHu, XXOPCTKOKpUIi, 6noxu, nepeTMHYacToKpuni i TepMiTH, a TakoX iHLi 6e3xpebeTHi
WKIOHMKX, Hanpuknag, Kniwi, HemaTtogm ta montocku. Komaxu, kniwi, HemaToguM Ta MOMNKOCKM dani
cninbHO OyayTb HasuBaTUcA WKigHMKamMKW. LLUKIOHWKKW, 3 SKMMKU MOXHa OOpOTUCA | AKMX MOXHA
3HULLLYBATM LUNAXOM 3aCTOCYBaHHA CrOMyK, 3anpornoHOBaHWX Y [AaHOMYy BMHaxOAi, BKMHOYalTb
WKIAHWKIB, MOB'A3aHMX i3 3emnepobcTBOM (Uen TepMiH BKMYAE BUPOLLYBaHHS BpoOXaw And
OLlEePXXaHHSA XapyoBWMX MPOAYKTIB | NPOAYKTIB 3 BOMOKOH), MMNOA4IBHUUTBOM i TBapUHHULITBOM,
CBIICBKMMMW TBapuUHaMK, NICIBHULTBOM i 30epiraHHAM NpOAYKTIB POCAMHHOIO MOXOMXKEHHS (TaKUX $SIK
nnogun, 3epHO i AepeBuWHa); LWKIOHWKIB, MOB'SI3@HUX 3 MOLUKOPKEHHSAM LUTYYHUX CMNOPYIKEHb i
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nepegavero Xxeopob NoguHi Ta TBapuHaM; a TakoX APaTiBHUX LUKIOHWKIB (TaKMX K MyXK).

Mpuknagn BuAaiB LWKIAHMKIB, BOPOTUCA 3 SKMMU MOXHA 3a gonomoroto cronyk copmynu (1),
BKMoYalTh: Myzus persicae (nonenuusi), Aphis gossypii (nonenuug), Aphis fabae (nonenuus), Lygus
spp. (knorm), Dysdercus spp. (knonu), Nilaparvata lugens (genbdauma), Nephotettixc incticeps
(umkagka), Nezara spp. (wuTHukM), Euschistus spp. (wmTHUKM), Leptocorisa spp. (WWTHKKNK),
Frankliniella occidentalis (tpunc), Thrips spp. (Tpuncu), Leptinotarsa decemlineata (Konopaacbkuin
XyK), Anthonomus grandis (goBroHocuk 6aBoBHsiHMI), Aonidiella spp. (4epsui), Trialeurodes spp.
(6inokpunkun), Bemisia tabaci (6inokpunka), Ostrinia nubilalis (MmeTenuk KykypyassiHuin), Spodoptera
littoralis (rycenuus coBku 6aBoBHsHOI), Heliothis virescens (ryceHuus TIOTIOHOBOI NUCTOBINKK-
OpyHbkoiga), Helicoverpa armigera (kopobkoBui xpobak), Helicoverpa zea (kopobkoBumn xpobak),
Sylepta derogata (nuctosivika 6aBoBHsHa), Pieris brassicae (kanycHuus), Plutella xylostella (monb
kanycTtsaHa), Agrotis spp. (coBku), Chilo suppressalis (cBepanunbHuK pucosui ctebnesuin), Locusta
migratoria (capaHa), Chortiocetes terminifera (capana), Diabrotica spp. (nuctoigu), Panonychus ulmi
(kniw, yepBoHUN nnogosumi), Panonychus citri (kniwwmk YepBoHUn uMTpycoBuii), Tetranychus urticae
(kniw, gBONNAMOBUIA  MaBYTMHHWUI), Tetranychus cinnabarinus (kniW, nNaBYTUHHWMIA 4EPBOHUN),
Phyllocoptruta oleivora (kniw ipxactun (ipxasui) umTpycoBuin), Polyphagotarsonemus latus
(wwupokui kniw), Brevipalpus spp. (nnocki kniwi), Boophilus microplus (kniw, 6oodintoc), Dermacentor
variabilis (ikcogoBuwn kniw, cobauwnit), Ctenocephalides felis (6bnoxa kotaua), Liriomyza spp. (MiHytoui
Mywkun), Musca domestica (Myxa kimHaTHa), Aedes aegypti (komap), Anopheles spp. (KpOBOMMBHI
komapi), Culex spp. (kpoBonueHi komapi), Lucillia spp. (M'scHi myxu), Blattella germanica (Tapran),
Periplaneta americana (tapraH), Blatta orientalis (TapraH), Tepmitn cimenctsa Mastotermitidae
(Hanpuknag Mastotermes spp.), cimenctea Kalotermitidae (Hanpuknag Neotermes spp.), cimencrea
Rhinotermitidae (Hanpuknag Coptotermes formosanus, Reticulitermes flavipes, R. speratu, R.
virginicus, R. hesperus i R. santonensis) i civenctsa Termitidae (Hanpuknag Globitermes sulphureus),
Solenopsis geminata (BorHsHa mypaxa), Monomorium pharaonis (capaoHis mypaxa), Damalinia spp. i
Linognathus spp. (nyxoign i Bowi), Meloidogyne spp. (kopeHeBi HemaToam), Globodera spp. i
Heterodera spp. (retepogepuau), Pratylenchus spp. (Hematogu, WO YLWKOODKYHOTb POCMAMHM),
Rhodopholus spp. (6aHaHoBi HopoBi abo cBepanyBanbHi HemaToawu), Tylenchulus spp. (LMTPYCOBI
HemaToau), Haemonchus contortus (remoHxyc), Caenorhabditis elegans (outoBa Hematoaa),
Trichostrongylus spp. (LLNyHKOBO-KULWIKOBI HeMaToaw) i Deroceras reticulatum (crniumakn).

Tomy gaHuy BMHaxig HanexuTb Ao cnocoby 6opoTbby 3 Komaxamu, Khilamu, HemaTodamu i
MOMIOCKaMn abo TX 3HULLEHHS, SIKMA BKIKOYAE HaHeceHHsa cronyku dopmynu (1) abo komnosuuit
dopmynu, Wwo MicTuTb cnonyky (1), B iHCEKTULMAHO, akapuuMaHO, HemaToumMaHo abo MONKCKOLMAHO
edEeKTVBHIN KINbKOCTI Ha LWKIOHWKIB, HA OocepedoK LKigHWKIB, 6axaHo Ha pocnuHy, abo Ha pOCruHY,
WO nigaaeTbCs HawecTo wkigHuki. Cnonykn dopmynu (I) 6axaHO BUKOPUCTOBYBATM NPOTM KOMaX,
kniwis abo HemaToA.

Mpu BUKOpPUCTaHHI B JaHOMY BUHaxo4i TepMiH "pocnnHa" BKMoYae CisiHLi, YarapHuKn i fepesa.

KynbTypu cnig po3ymiTu i K Taki, WO BKKOYAKTh KyNbTYpU, SKMM HafdaHa CTilKiCTb o repbiuunais
abo knacie repbiungis (Hanpuknag, go iHriditopie ALS-, GS-, EPSPS-, PPO-, ACCase i HPPD) 3a
AOMOMOrOK 3BUYANHMX METOAMK cenekuii abo reHHoi iHxeHepii. [Npuknagom KynbTypu, ki 3a
AOMOMOro 3BMYariHMX MEeTOOMK HagaHa CTilKiCTb, Hanpwuknag, 4o iMigasoniHOHIB, Hanpuknag, Ao
imazamokcy, € cypinuusa Clearfield® (kaHona). MNpuknagamu KynbTyp, SKMM 3a JOMNOMOMOK MeToauK
reHHOI iHXeHepii HagaHa CTinkicTb o repbiunaiB, € CopTM KyKypyasu, CTilki, Hanpuknag, o
rnidoocaty abo rnydocuHaTy, AKi € y Npogaxy nig TopriBenbHUMK Ha3Bamu RoundupReady® Ta
LibertyLink®.

Mig KynbTypamu TakoX Crig po3yMiTu Ti, Y SKMX MeToAamu FeHHOi iHxeHepii 6yno BupobneHo
CTiVKICTb 0O KOMax-LKigHWKiB, Hanpuknag, Bt-kykypyasy (CTiMKy A0 KyKypyA3siHOro metenuka), Bt-
©aBOBHUK (CTiNKMIA 4O GaBOBHAHOrO JOBOTOHOCMKKA), @ TaKOX Pi3HOMaHITHI copTu Bt-kapTonni (CTinkoi
[0 Konopapacbkoro yka). Mpuknagamu Bt-kykypyosu e ribpuan kykypyosm Bt 176 copty NK®
(Syngenta Seeds). MNpuknagamm TpaHCrEHHNX POCIWH, SKi MICTATb OAMH YM BinbLUY KiNbKICTb reHiB, siKi
KOOYIOTb CTiMKICTb [0 iHCekTUuMaiB Ta BMPobONsTb oouH abo Oinbluy KiNbKiCTb TOKCUHIB, €
KnockOut® (kykypyasa), Yield Gard® (kykypyasa), NuCOTIN33B® (6aBosHa), Bollgard® (6aBoBHa),
NewLeaf® (kaptonns), NatureGard® ta Protexcta®.

KynbTypHi pocnvHKM Ta iX HaciHHUI maTtepian Moxe OyTu CTiikuMm 0o repbiumaiB i ogHovacHo,
TakoX, A0 MOigaHHA Komaxamu (NoegHaHi TPaHCreHHi xapakTepucTukn). HaciHHs Moxe, Hanpuknag,
MaTu 34aTHICTb BMPOOATK BINOK, WO Mae iHCEKTUUMAHY akTMBHICTb Cry3 i ogHOYacHO ByTu CTiikumm
CTOCOBHO rriicpocaTy.

Mig KynbTypaMu TakoxX chig, po3yMmiTu Ti, siKi ogepKaHi 3a 3BU4anHUMKN MeToanKaMn cenekuii abo
reHHOI iHXeHepii i 3ibpaHun BpoXam sIkMX Mae LOAATKOBI XapakKTePUCTUKM (Hanpuknag, nokpalleHy
cTabinbHICTb Npu 36epiraHHi, GiNbLUY XXMBUIBbHY LHHICTb | NOKpALLEHUN CMaKk).
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Ons HaHeceHHsA cnonyku dopmynu (1) y Burnsai iHcektuumay, akapuumay, HemaTtoumay abo
MOMIOCKOLMAY Ha LWKIAHMKIB, HA Ocepefok LWIKIAHMKIB abo Ha pOCnMHK, WO Nig4anucst HalecTio
WKigHWKiB, cnonyky dopmynu (1), 3a3Bnyan, BHOCATb B KOMMO3MLUitO, Aka 0OL4ATKOBO OO CMOJYKM
dopmynu (I) Bkntovae nmigxogawmin iHepTHUIM po3pigxkyeay abo Hoci i HeobOoB'sI3KOBO MOBEPXHEBO-
akTnBHy pedoBuHy (MAP). NAP € ximikatamu, siki 3gaTHi 3MiHIOBaTU Mexi po3ainy (Hanpuknag, Mexi
po3giny pigvHa\tBepgaa pevyoBuMHa, pigvHa\NoBiTpss abo piguHa\pigMHa) LWNASXOM  3HMXKEHHS
NMOBEPXHEBOIr0 HaTAry, WO MPM3BOAMTL OO0 3MiH iHLWIMX BRAcTUBOCTEN (Hanpwuknag, OucrnepryBaHHs,
eMynbryBaHHs i 3movyBaHHs). baxaHo, wob yci komnosudii (i TBepai, i piaki npenapaTun) BKoYanu, B
mac. %, Big 0,0001 go 95 %, 6inbw 6axaHo Big 1 oo 85 %, Hanpuknaa, Bia 5 oo 60 % cnonyku
dopmynu(l). Komnoauuito 3azaBuyan 3aCToCoBYOTb AN 60poTbOM 3i LLKIGHUKAMKN TaKUM YMHOM, 06
cnonyka opmynu (l) HaHOcMNack B KinbKOCTi, Wo ctaHoBuTb Big 0,1 r go 10 kr Ha rekTap, 6axaHo Bia
1 r oo 6 kr Ha rektap, 6inbw 6axaHo Big 1 r 4o 1 kr Ha rekTap.

Mpun BMKOpUCTaHHI ANsi NPOTPaBNSAHHSA HACiHHA cnonyka dopmynu (1) 3acTOCOBYETLCA B KiflbKOCTI,
wo crtaHoeuTb Big 0,0001 go 10 r (hanpuknag, 0,001 r abo 0,05 r), 6axaHo Big 0,005 go 10 r, GinbLu
6axxaHo Big 0,005 0o 4 r Ha 1 Kr HaCiHHSA.

IHWMM 06'eKTOM [JaHOro BMHAxXody € IiHCeKTUuuaHa, akapuuugHa, HemaTtoumgHa abo
MOJIOCKOLMAHA KOMMO3uuis, Lo BkNoyae crnonyky dopmynu (I) B iHCEKTMLMOHO, akapuuuaHo,
HemaTouuaHo abo MOMMOCKOUMAHO ePEKTUBHIN KiNIbKOCTI | MOro niaxoasiwmi Hocin abo pospigxysad.
Komnosauuiss 6axaHo € iHCeKTMUMOHOW, akapuuugHow, HemaTouugHow abo  MOMCKOLMOHO
KOMMO3WULLIEI0.

e ogHvm 06'ekToM AaHoOro BMHaxogy € cnocid 6opoTbbu 3i WKigHUMKaMU B Ocepeaky, SKUn
BKItovae 06pobKy LWKigHWKIB abo ocepeaKy LKIGHWKIB 3@ 4OMOMOro KOMMO3uLUil, WO MICTUTb CMOMYKY
dopmynu (I) B iIHCEKTMUMAHO, akapuuuaHo, HemMaTouMaHO abo MONKCKOUNAHO e(PEKTUBHIN KifTbKOCTI.
Cnonykn coopmynu (1) 6akaHo BMKOPUCTOBYBATU NPOTK KOMaXx, KniwiB abo HemaToz,.

Komnoauuni mMoxHa obupatu 3 uinoro psgy TuniB npenapaTiB, BKOYAYM MNOPOLUKW AnS
o6nunenHs (MO), poaumHHi nopowkun (Pr1), po3umHHi y Bogi rpaHynu (BIN), auncneprytodi y Bogi
rpaHynu (O), nopowkn, wo 3mouytoTeca (3M1), rpaHynu (FP) (3 noBinbHMM abo LWBUOKUM
BUBIMbHEHHSIM), PO34MHHI KoHUeHTpatn (PK) pigvHu, wo 3miwytTteca 3 macrnom (MP), piguHu
3Bepxmanoro ob'emy (P3), koHueHTpaTK, wo emynberytiotecsa (EK), KoHUeHTpaTh, Wo aucnepryroTbes
(OK), emynbcii (i macno-s-soai (EM), i Boga-sB-macni (EB)), mikpoemynbcii (ME), KoHUeHTpaTu
cycneHnsin  (CK), aeposoni, npenapatu Aans ApibHokpanensHoro o6npuckyBaHHSA/dymirauii,
kancynboBaHi cycneHsii (KC) i npenapatu ans o6pobku HaciHHA. O6paHuii TN KOMNO3ULii B KOXXHOMY
pasi Oyge 3anexaTu Bi4 KOHKPETHOro Mpu3HadeHHa | i3nyYHMX, XiMiYHMX Ta BionoriyHmx
XapakTepucTuk cnonyku cgopmynu ().

Mopowkn ans obnunexHs (MO) MoxHa ogepxaTh LWMSAXOM 3MiWyBaHHA cnionykn copmynu (1) 3
ogHuUM abo GinblIOK KINbKICTIO TBEpAWX po3pigXyBadiB (Hanpuknag, MPUPOAHUMU TFAMHaMM,
KaoniHoM, MipoinnTom, DEHTOHITOM, OKCUAOM artoMiHit0, MOHTMOPUITOHITOM, Ki3eNbrypom, Kpemngoto,
giaTomoBol 3emnetlo, docdaTtammu Kanblito, kapboHaTamMu KanbLilo i MarHito, Cipkot, BarHoM,
Pi3HUMMU TUNAMU MYKM, TanbKOM Ta iHWMMU OPraHiYHUMK i HeopraHiYyHUMW TBEpPOUMMU HOCIAMM) i
MEXaHi4YHOro po3mesy CyMilli B TOHKONOAPIOHEHWI MOPOLLIOK.

Po3uunHHi nopowku (PIT) moxHa ogepxaTn WNAXOM 3MillyBaHHS cnonykn dopmynu (1) 3 ogHUM
abo OiNbLIOK KINbKICTIO PO3YMHHUX Yy BOAI HeopraHiyHux conew (takux sk GikapboHaT HaTpito,
kapboHaT HaTpito abo cynbdart MmarHito) Yn 3 ogHMm abo GinbLIOK KIMbKICTHO PO3YMHHUX Yy BOAI
OpraHiYyHMX TBEpAMX Pe4YOoBUH (Takux K nonicaxapug) i, HeoboB'A3kOBO, 3 ogHMM abo OBinbLioto
KiNTbKICTIO 3MOYyBanbHUX areHTiB, 3 OAHUM abo OGinbLUOK KiNbKICTIO AUCNeprytoumMx areHTiB abo
CYMILULLIIO TakUX areHTiB ANS MOKPaLLEHHS AWChnepryBaHHA/pO3YMHHOCTI Yy Bogi. [loTim cymiw
PO3MENIOITb Y TOHKOMOAPIGHEHMI MOPOLLOK. AHANOrYHi KOMMNO3ULii TaKoX MOXHa rpaHyrnoBaT 3
ofepXXaHHAM pO34YMHHUX Yy BOAi rpaHyn (BI).

Mopouwku, wo 3mouytoTeca (31) MoXHa ofepXKaTu LUMASXOM 3MillyBaHHSA cnonykn cdpopmynu (1) 3
ofoHUM abo BinbLUOK KiNbKICTIO TBEPAMX PO3pidXyBadiB abo HOCIB, 3 ogHUM abo GiNbLIOK KINbKICTHO
3MOYyBanbHUX areHTiB Ta, OaxaHo, 3 ogHUM abo GiNbLIOK KIMbKICTIO AWCMEPrylounx areHTiB Ta,
HeoOOB'I3KOBO, 3 OAHMM abo OiNbLIOK  KiNBbKICTIO CYCNEHAYYUX areHTiB Ans  CNpOLLEHHS
AncnepryBaHHs B piguHax. lMoTiM cymill po3mentooTb B TOHKOMNOAPIOHEHWA MOPOLUOK. AHarOoriyHi
KOMMO3ULLIT TAKOX MOXHa rpaHynioBaT 3 OAepKaHHAM gucnepryrodnx y Boai rpanyn (Or).

Mpanynu (F'P) moxHa ogepxaTn abo LWAXOM rpaHynioBaHHSA cymiwi crnonyku copmynu (1) 3
OfHMM abo 6GinbLICK KINbKICTIO MOPOLLKONOAIOHMX TBEpPAUX po3pigkyBadviB abo HociiB, abo i3
3asparnerigb chopMOBaHUX rpaHymn, WO He MICTATb aKTUBHOrO iHrpeieHTa, wnaxom abcopbuii
cnonykn copmynum (1) (abo nMoro po3uvHy B MiAXOOSALLOMY areHTi) B MOPUCTOMY rpaHylibOBaHOMY
MaTepiani (TakoMy Sk nem3sa, atanynbritoBa rnvHa, gynnepoBa 3eMns, Ki3enbryp, giaToMmoBa 3eMns
abo poamMeneHi Kykypya3siHi kadaHu) abo wnsixom agcopOuii cnonyku doopmynu (1) (abo noro posunHy
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B MiAXOASILLOMY areHTi) B TBEpAOMY HarnoBHIOBaYi (TAKOMY SiK MiCOK, CunikaTh, HeopraHidHi kapboHaTw,
cynbatn abo docdatn) 3 NPOBEAEHHAM CYLUIHHA Yy BUNAAKy HEoOXigHOCTi. AreHTu, Wo 3a3Buyan
3aCTOCOBYKOTLCA AOnis  cripusiHHs  abcopbuii abo agcopbuii, BkNHOYATb PO3YMHHUKM (Taki sk
anicpaTnyHi Ta apomaTnyHi HadTOBI PO3YMHHMKK, CNMPTKU, NPOCTi edipn, KETOHW i cknaaHi edipn) Ta
CKIeotoMi areHTu (Taki sk nonisiHinaueTaTy, NoniBiHINOBI CNMPTU, AEKCTPUHU, LYKPW i POCINHHI onii).
Y rpaHynu TakoX MOXHa BKOYMTM OAHY abo 6inbly KinbKicTb iHWMX go6aBok (Hanpuknag,
€MyNbrylUUA areHT, areHT, LWo 3Mo4ye abo AMCNEePryoynii areHT).

Oucneprmpytodi koHUeHTpaTh (OK) MoXxHa ogepxaTu LUNAXOM PO3YMHEHHS cnonyku dpopmynu (1) y
BoAi abo opraHiYHOMY PO3YMHHKKY, TAKOMY SIK KETOH, cnnpT abo npocTtun edpip rnikonto. Lli po3unHm
MOXYTb MICTUTVU MOBEPXHEBO-AKTUBHY PEYOBUHY (Hanpwuknag, Ans NOKpalleHHs pO3BEeAEHHS BOAOH
abo 3anobiraHHA kpucTanisauii B 6aky ans obnpuckyBaHHS).

Emynbrytodi koHueHTpatu (EK) abo emynbcii macno-s-sogi (EM) moxHa ogepxaty LIMSXOM
PO34YnHEHHs cnonykun dopmynu (l) B opraHiMHOMY PO34YMHHUKY (KMl HEOBOB'A3KOBO MICTUTL OAMH abo
BinbLUy KiNbKIiCTb 3MOYyBarbHUX areHTiB, 0AMH abo BinbLuy KiNbKICTb eMyNbryloynx areHTie abo cymilw
Takmx areHTiB). OpraHiyHi PO3YMHHUKM, WO MNigXoAAaTb ANs BuKopucTaHHa B EK Bknwovawotb
apomatmn4Hi ByrrneBoaHi (Taki sik ankinbexsonu abo ankinHadpTaniHu, npuknagamu sakmx € SOLVESSO
100, SOLVESSO 150 ta SOLVESSO 200; SOLVESSO € 3apeecTpoBaHWM TOBapHUM 3HaKOM),
KETOHW (Taki sIK LMKIOrekcaHoH abo MeTWILMKIOorekcaHoH) i cnuptu (Taki 9k 6eH3unoBun cnuvpr,
dypdypunosuin cnmpt abo ©OytaHon), N-ankinniponigoHn (Taki gk N-meTtunniponigoH abo N-
OKTUMNIPONIAOH), OUMETUNAMION XUPHUX KUCNOT (Taki ik AMMeTunamig XupHoi kucrnotn Cg-Cig) Ta
xnopoBaHi ByrnesodHi. FotoBun EK moxe camoBinbHO emynbryBatucs npv AodaBaHHi 4O BOAM 3
YTBOPEHHSIM eMynbCii, WO Mae [AocTaTHio cTabinbHiCTb, Wwob 3a [AOonoMOror NigxoasLoro
obnagHaHHA 6yno moxnuee npoBedeHHs o6npuckyBaHHs. OgepxaHHa EM Bkmovae ogepxaHHS
crnonyku copmynu (1) y Burnsaai piguHy (SKLWo Npy KiMHaTHIN TeMnepaTypi BOHO He € PiguHOL0, TO Oro
MOXHa pO3nMaBuTW NpW NigxoAsLin Temnepartypi, 3a3suyan Huwxk4de 70 °C) abo po3dmHy (Lnsxom
PO3YMHEHHSI B MiAXOASLOMY PO3YMHHMKY) 3 HACTYMHUM €MyrbryBaHHAM ogepaHoi pignHu abo
PO34MHY y BOAI, WO MIiCTUTb 0gHY abo Oinbliy kinbkicTe MAP, npu Ginbwomy pyLlinHoOMy 3ycunni, 3
OAEpPXKaHHAM eMyrnbCii. PO34YMHHMKM, WO NigxoasaTb Ans BUKopuctaHHs B EM Bkmo4valoTb pOCAMHHI
onii, xnopoBaHi ByrneBoAHi (Taki gk xnopbeH3onu), apomMaTuyHi pO3YMHHMKKM (Taki sIK ankinGeH3omnm
abo ankinHadpTaniHm) Ta iHWi NiAX0AsLLi OpraHiyHi PO34YMHHMKY, O MaloTb HU3bKY PO3YUHHICTb Y BOAI.

Mikpoemynbcii (ME) mMoxHa opepxaTu LIMSAXOM 3MillyBaHHA BOAWM i3 CyMiwwo ogHoro abo
OiNbLIOT  KINMbKOCTI PO34YMHHUKIB 3 opHieto abo OGinbwoto kinbkicTio AP  ana 3abesnedeHHs
CaMOBINbHOIO YTBOPEHHS TepMOAMHaMiYHO cTabinbHOro i3oTponHoro pigkoro npenapaTy. Cnonyka
dopmynu (l) 3HaxoguTbCcA nepsicHO abo y BoAi, abo y cymiwi po34MHHUK/ITTAP. PO34MHHMKK, WO
nigxoasaTbe ANA BUKOpPUCTaHHA B ME BkntovaloTb 3a3HauveHi Buwe angd 3actocyBaHHA B EK abo EM.
ME moxe sBnsatn coboto cuctemy macro-y-Bogi abo Boga-y-macni (BU3HauYuTu TN HasiBHOI CUCTEMM
MOXHa LUNAXOM BUMIPY €MeKTPOMNPOBIAHOCTI) i BOHA MOXE BUSABMTUCA MNIOXOOALLOK NS 3MiLLYBaHHSA
PO3UYMHIOBAHUX Y BOAI i PO34YMHIOBaAHWX Yy Macni nectuuuais B ogHOMYy i ToMy X npenapati. ME
npvaaTHa Ans po3BedeHHs BOOO, B Sk BOHA 3aNMLLNTLCSA MIKpoeMyInbCielo abo yTBOpUTb 3BUYaHY
€MynbCilo Macno-y-Bogi.

KoHueHTpaTu cycneHsini (CK) MoxyTb BKkNoyaTy BogHi abo HeBOAHI CycneH3ii TOHKONOApPiOHEHMX
HEepPO3UYMHHMX TBepaux 4YacTtok cnonyku cdopmynu (1). CK mMoxHa ogepxatu LUNAXOM PoO3Meny Ha
KynboBoMy abo GicepHomy MnuHi TBepgoi cnonyku copmynm (1) y BignosigHOMY cepenoBMLLi,
HeobOB'sI3KOBO 3 OOHMM abo BinbLUOK KINBKICTIO AMCNEPryloyYmnX areHTiB i ogepxaTn TOHKONoAPIGHEHY
CycneHsito cnonyku. B koMnosuuito MoxxHa BKMOYMTM OAMH abo Binbluy KifbKiCTb 3MOYYBanbHUX
areHTiB i MOXHa BKIIOYUTM areHT, WO CycneHaye ANns 3HWKEHHS LWBWAKOCTI OCidaHHSA 4acToK.
AnbTepHaTnBHO, cnonyky cdopmynu (1) MoxHa niggatv cyxomy po3meny i gogatM A0 BOAM, WO
MICTUTb areHTn, 3a3HadveHi B1Lle B AaHOMY BMHaXOMi, Ta ogepxaTtu LWyKaHUA roToBUA NPOAYKT.

Aepo3ornbHi NpenapaTu BKAYaTb cnonyky dopmynu (1) i niaxoaawimm nponineHT (Hanpuknaa, H-
OytaH). Cnonyky dopmynu (I) Takox MOXHa po3uMHMTM abo aucnepryBatu Yy MiAXoAsiLoMy
cepefoBuLLi (Hanpuknag, y Bogi abo 3 piguHoto, WO 3MIlLYETLCA 3 BOAOK, TaKo SK H-MponaHon) i
ofepXaTtu KOMMNo3uuii Ans BUKOPUCTAHHS B €EMHOCTAX AONsl PO3NWIEHHS, WO He nepebysaioTb nig
TUCKOM i [jt0Tb 32 AOMOMOrOK PYYHUX HACOCIB.

Cnonyky dopmynu (I) MOXHa y cyxomy BUrnai 3amillati 3 NipOTEXHIYHO CYMILLLWLI | ofepxaTu
KOMMO3WLito, NpuAaTHY ANs YTBOPEHHS Y 3aKpUTOMY NPOCTOPI AMMY, LLO MICTUTb CMOMYKY.

KancynboBaHi cycneHnsii (KC) moxHa ogepxatu cnocobom, nofidHMm o cnocoby oaep)KaHHs
npenapaTtie EM, ane i3 BKNOYEHHAM A0AATKOBOI cTafii noniMepuaaduii, Tak wob yrBopunacs BogHa
aucnepcia kpanenbok Macrna, y SKid KOXHa Kpanenbka Macna KancynboBaHa 3a [JONOMOror
nonimepHoi 06onoHkM i Mictute cnonyky dopmynu (1) i, HeoboB'A3kOBO, ii HOCIM abo po3pigkyBau.
MonimepHy 06ONMOHKY MOXHa OAEpXaTu 3a LONOMOrol MixkdasoBoi peakuii nonikoHaeHcauii abo 3a
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MeTOoAMKOK KoauepBalii. Komnosuuii MoXyTb BUKOPUCTOBYBATUCS ANS BPErynbOBaHOMO BUBINIbHEHHS
crnonykn dpopmynum () i ix moxHa BukopucToByBatn Ans 06pobkn HaciHHA. Cronyky dopmynu (1)
TaKOX MOXHA BKIOYMTM B MOMIMEpPHY matpuvuto, wo 6OionoriYyHo posknagaeTbcs, Ta 3abe3neunTty
NoBiNbHE, BPEryrbOBaHE BUBINIbHEHHSA CMOMYKMU.

Komnosuuis moxe BkmnoyaTn ogHy abo Ginblie gobaBok ans noninweHHst GionoriyHnx podounx
XapaKTepUCTUK KOMMO3WUii (Hampuknag, LWAsxoM MOMiNWeHHs 3MOYYyBaHHS, YTpMMaHHs abo
PO3MOAINEHHA Ha MOBEPXHSX; CTIMKOCTI 4O BNAMBY OOLLY Ha o6pobrieHi noBepxHi; abo YCMOKTYBaHHS
abo pyxnueocTi cnonyku dopmynu (I)). Taki gob6aBkM BKIHOYAOTL MOBEPXHEBO-AKTUBHI PEYOBUHMN,
pobaBkn Onsi oBrnpuckyBaHHSA Ha OCHOBI Macen, Hanpuknag, Aeskux MiHepanbHux macen abo
HaTypanbHUX POCNMHHMX ONiN (TakMX K coeBa oOnis i pancoBa onid), Ta iX CyMiwi 3 iHWUMHK
NOCUNIOKYUMKU BIONOTYHUA BNNUB SONOMDKHUMW peyoBUHaAMU (iHFrpedieHTaMu, SKi MOXYTb CIpUATU
BnnmBy cnonyku popmynu (1) abo amiHioBaTK ii BNNuB).

Cronyky copmynun (l) Takox MOXHa npurotyBaTu Ans 3aCTOCYBaHHA B HAKOCTI 3acoby Aans
00pobKM HaciHHA, Hanpuknag, y BUrnagi nNopoLuKonoAibHOI KOMMO3uLii, BKMOYa4M MOPOLLUOK ANs
cyxoi 06pobku HaciHHA (MC), po3unHHun y Bodi nopowwok (BI) i gucnepryounii y BoAi NOPOLIOK Anst
06pobku cycnensieto (A1), abo y Burnagi piakoi KOMNo3wuLii, BKIOYa4M TeKyuun koHueHTtpat (TK),
po3unH (P3) i kancynboBaHy cycneHsito (KC). OgepxaHHa komnoauuin MNC, B, AN, TK i P3 € gyxe
noAidoHMM Oo odepxaHHsi 3a3HaveHux Bule komnosuuin MO, P, 3I1, CK i K signosigHo. Komno3awnuii
Ans obpobKM HaCiHHA MOXYTb BK/OYATM areHT, WO Ccnpusie aaresii KoMnosuuii 4o HaciHHSA
(Hanpvknag, miHepanbHe macro abo NNiBKOYTBOPIOBasibHA 3ax1UcHa peyoBUHa).

3MoyyBanbHi areHTn, AUCNEPryloYi areHTM Ta eMynbrylodi areHTu MoxXyTb ABnaTn coboro AP
KaTIOHOreHHOro, aHioHOreHHoro, amgoTepHoro abo HeiOHOreHHOro TUMy.

Migxogsawi MAP kaTiOHOreHHOro TUNy BKIHOYAKOTb YETBEPTUHHI aMOHIEBI Cnonyku (Hanpuvknag,
LeTUnTPUMeTUNaMoHinbpomia), imigasoniHu Ta coni amiHis.

Migxoaswi aHioHoreHi MAP Bknto4atoTb COMi NY)KHUX MeTaniB XUPHUX KUCAOT, coni anidpaTniHux
MOHOeQipiB  cipyaHoi kucroTn (Hanpuknag, naypwuncynbdat HaTpilo), coni  cynbdoBaHMX
apomaTtuyHMx crnonyk (Hanpwvknag, gogeumndeHsoncynb@oHaT HaTtpito, goAaeumnoeHsoncynsdoHaT
kanbuito, OyTunHadTaniHcynbdoHaT i cymiwi Agiizonponin- i TpuizonponinHadTaniHcynbgoHaTiB
HaTpito), cynbcaTu npocTux edipiB, cynbdatu npocTnx edipiB cnupTiB (Hanpuknag, naypet-3-
cynbcdat Hatpito), kapbokcunatM npoctux edpipiB (Hanpuknag, naypeT-3-kapbokcunaTt HaTpito),
docdaTHi cknagHi edipu (NpoaykTu peakuii ogHoro abo OiNbLIOi KiNbKOCTI >XUPHUX CRAUPTIB 3
OCHOPHOK  KUCINOTOK  (NEpeBaXKHO CKMagHi MoHoedpipn) abo 3 neHTaokcuagom dhocdopy
(nepeBaxHO cknagHi Adiedbipu), Hanpuknag, nNpPOAYKTM peakuii  naypunoBoro  cnuvpty C
TeTpadoCdOPHOIO KUCMOTO; Li NPOAYKTU TaKOX MOXYTb ByTV €TOKCMNOBaHi), CynbdocyKkunHamaTy,
cynbcoHaTv napadiHis abo onediHie, TaypaTtu i nirHoCynbgoHaTw.

Migxogsawi NMAP amdoTepHOro Tuny BkNYaTh BeTaiHK, NponioHaTu Ta rmiyuHaTK.

Migxoaswi MNMAP HeioOHOreHHOro TUNy BKIKOYAKTb NPOAYKTU KOHAEHCALT ankineHOoKCHAIB, Takux sk
eTuneHokcua, nponineHokcua, G6ytuneHokcug, abo iX Cymillen 3 XUMPHUMKU cnupTamu (Takumu siK
oneinosu cnupt abo wueTunoBun cnupt) abo 3 ankindeHonamu (TakMMu S$IK  OKTUIIEHOT,
HOHiNdeHon abo OKTWUMKPe30r); YacTKOBi cknafgHi edipn, ogepXaHi 3 XUPHUX KUCNOT 3 OOBrUMU
naHutoramy abo aHrigpyaiB rekcuTy; NPOAYKTU KOHAEH AL 3a3Ha4YeHMX YacTKOBUX CKnagHux edipis 3
eTuneHokcnaom; Onok-noniMepu (WO BKNOYAOTL ETUMEHOKCUA | MponineHokcua); ankaHonamigu;
3BMYaviHi cknagHi edipu (Hanpwknag, nonieTUNneHrnikonesi edipy XUPHUX KUCIOT); OKCMAM aMiHiB
(Hanpuknag, naypungMMmeTunamiHokeua); Ta NeumuTuHu,

Migxogsawi cycneHaytodi areHTU BKIKOYalThb rigpodinbHi  Konoign (Taki sk nonicaxapuaw,
nonisiHinmiponigoH abo HaTpieBa Cinb KapbOKCUMMETMILENIONo3n) Ta MuHK, Wwo HabyxalTb (Taki Sk
OeHTOoHIT abo aTanynebriT).

Cnonyky copmynu () MoxHa BHOCUTU OyOb-sIKUMK  BiJOMMMKM CMOCOOaMM HaHECEHHS
necTuuMaHnx cnonyk. Hanpuknag, it MoxHa HaHecTu, ogHy abo B KOMMO3uLii, Ha LWKiAHWKIB abo Ha
ocepefoK LWKIAHMKIB (TakM SIK MicLe NMPOXMBaHHS LWIKIOHUKIB @00 Ha pOCMWHY, WO BUPOLLYETLCS Ta
nigoaHa 3apaxeHHHo LWKigHUKaMM) abo Ha Byab-sIKy YaCcTMHY POCMMHKM, BKIOYaloYu NnUcTs, ctebna,
rinku abo KOpiHHS, Ha HacCiHHA nepepg ix BUciBaHHSIM abo Ha iHLWI cepedoBMLla, B SIKMX BUpocTae abo
noBuHHa OyTW MNocisiHa pocnuHa (Taki sk I'PYHT, WO OTOYYE KOPiHHA, PYHT Yy UinoMy, Boga Ans
3aTonsieHHs abo rigponoHHI CMCTEMU BUPOLLYYBaHHS1), 6e3nocepeaHbo abo ii MOXXHa BHOCUTU LUMSAXOM
po36pun3KyBaHHA, OOMUITEHHSA, HAHOCUTU 3aHYPEHHAM, BHOCWUTW Yy BUMMAA4I npenapaTy, LWo
npeactaensie coboo kpeM abo macTy, BHOCUTM y BUrMadi napy abo BHOCUTW LUASXOM pO3noAiny
KOMMO3uLii (Takuin 9K rpaHyrboBaHa KOMMO3uuis abo KOMMO3uLia, ynakoBaHa B PO3YMHHUI Y BOAI
nakeT) y r'pyHTi abo y BogHOMY cepenoBuLLi abo BKIMHOYEHHS B HbOTO.

Cnonyky cdopmynu (I) TakoX MOXHa BBECTU B POCITMHU LUNAXOM iH'ekuii abo obnpuckyBaHHs
POCIIMHHOIO MOKPMBY 3 BUKOPUCTAHHAM €NeKkTPOAMHaMIYHMX MeToAuK obnpuckyBaHHS abo iHWwwnx
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Manoob'eMHNX MeToAMK abo BHECTU Ha AiNsHKY 3a OOMOMOrow Ha3eMHux abo aBiauiiHUX cucTem
3pOLLYBaHHS.

Komnoswuuii ansa 3actocyBaHHS B SIKOCTi BOAHMX npenapaTiB (BoASHMX PO34MHiB abo amucnepcin)
3a3BMYaln NOCTABMSATLCHA Y BUMMSAI KOHUEHTpaTY, WO MICTUTb 3HAaYHY YacTKy akTUBHOIO iHIrpeadieHTa,
i Nnepen 3acTOCYBaHHSIM KOHLEHTpaT gofalTb A0 Boau. Lli koHUeHTpaTtu, Ski MOXyTb SiBNATM cO60t0
OK, CK, EK, EM, ME, BI, PI, 3, O i KC, yacTto NOBMHHI BUTpMMYyBaTK 30epiraHHs NpoTsiroM
TpMBanux nepiogie vacy i nicnsa Takoro 36epiraHHsA Micna AoAaBaHHA OO BOAM MOBWUHHI OyTu 3paTHi
yTBOpIOBaTM BOAHI MpenapaTtu, siKi 3anuvwialoTbCs O4HOPIOHMMW MPOTArOM 4acy, OOCTaTHbOro Ans
TOro, wob ix mMoxHa 6yno BHOCMTM 3a OOMOMOrOK 3BMYANMHOrO OBnagHaHHA Ans po30pu3KyBaHHS.
Taki BogHi npenapaty MOXyTb MICTUTK Pi3Hi KinbkocTi cnonyku dopmynu (I) (Hanpuknag, sig 0,0001
8o 10 mac. %) 3anexHo Big MeTH iX 3aCTOCYBaHHS.

Cnonyky dopmynu (l) MoxHa 3acTtocoByBaTu B Cymillax 3 gobpusamu (Hanpuknag, asoTo-, Kanie-
abo doccoposmicHnMn pobpusamm). ligxogdawi Tunu npenapartiB BKMAOYaTh rpaHynn gobpuea.
BaxaHo, wob cymiwi mictnunm go 25 mac. % cnonyku gpopmynu (1).

Tomy gaHuM BUHAaXxig TakoX BiOHOCUTBLCS 4O KOMNO3uLii 4obpuBa, WO MICTUTL A0OOPUBO i CNONYKY
dopmynu (1).

KomMmnosuuii, 3anponoHoBaHi B AaHOMY BMHaxogi, MOXYTb MICTUTM iHLWI CNOMyKW, WO MatoTb
OionoriyHy akTUBHICTb, Hanpuknag, mMikpogobpuBa abo Cnonyku, WO MatTb (PYHriUNOHY aKTUBHICTb
abo, WO MalTb PeryniorYy picT pocnuHu, repoiunaHy, iHCEKTULMAHY, HemaTouuaHy abo akapuumMaHy
aKTUBHICTb.

Cnonyka copmynu (1) moxe ByTM €AMHUM aKTVBHWUM iHrpedieHToM koMnosuuii abo BoHa Moxe
OyTn 3miwaHa 3 ogHum abo GinblIOK KIMBKICTIO A0OATKOBUX aKTUBHMX IHFPESIEHTIB, Takux siK
nectuung, yHriung, cuHepreTuk, repbiung abo perynaTop poOCTy POCMAWMH, SKWO LEe [OUIMbHO.
[ogaTKoBU aKkTMBHMI iHFPedieHT MOoXe: AaBaTu KOMMO3MWUilo, WO Mae Binbll LIMPOKUA CREKTp
aKTMBHOCTI abo nigBMLLIEHY CTIMKICTb B OCepedky pO3MOBCIOAKEHHS; nigcumoBatv Bnnue abo
OOMOBHIOBATU BMMMB (Hanpuknag, LwWnasaxom 30iMblieHHS LWBMAKOCTI BMAMBY abo nogonaHHs
HECMPUNHATNNBOCTI) cnonykn copmynu (I); abo cnpmsT NOOONAHHIO YM MONEPEMKEHHIO PO3BUTKY
PE3NCTEHTHOCTI CTOCOBHO OKPEMWX KOMMOHEHTIB. Te, SKMA KOHKPETHUN [04aTKOBUMW aKTUBHWIA
iHrpedieHT Oyoe BUKOPUCTOBYBATUCS, 3aneXuTb Big Npu3HavyeHHst komnoauuii. MNpuknagu nectmumais,
AKi NiAX0ASaTb, HACTYMNHI:

a) MipeTpoigun, Taki 9k nepmeTpuH, LuMnepMeTpuH, beHBanepar, ecpeHBanepar, AenbTaMeTpuH,
uuranoTpuH (3okpema, nambaa-umranotpuH), 6ideHTpuH, deHnponaTpuH, undnyTpuH, TednyTpiH,
6es3neyHi ans pub nipeTpoign (Hanpuknag, eToMEeHNPOoKC), HaTypanbHUIM NipeTpuH, TeTpamMeTpuH, S-
bioaneTpuH, deHdnyTpuH, npaneTpuH abo 5-6eH3nn-3-dypinmetun-(E)-(1R, 3S) -2,2-gumeTun-3-(2-
okcoTionaH-3-inigeHMeTunn) uuknonponaHkapbokcmnar;

b) docdopopraHiuHi cnonyku, Taki Ak npodeHodoc, cynbnpodoc, auedar, MeTunnaparioH,
asvHoc-MeTurn, OeMeTOH-S-MeTun, renTeHodoc, TiOMEeTOH, eHamipoc, MOHOKpoTOodOC,
npodeHodoc, Tpiasodoc, meTamigodoc, gumeToaT, ocdamigoH, ManaTioH, xnopnipudoc,
do3anoH, Tepbydoc, deHcynbdoTioH, doHodoc, dopaT, dokcum, nipumidoc-meTun, nipumidoc-
eTun, eHiTpoTioH, docTiazaT abo Aia3nHOH;

c) KapbamaTtu (Bkmtodatoun apunkapbamatu), Taki Sk nipumikapb, TpiazamaTt, krnoeTtokap0,
kapbodpypaH, dypaTiokapb, eTtiodeHkapb, anbaukapb, Tiodypokc, kapbocynbdaH, GeHaiokapb,
deHobykapb, nponokcyp, MmeTomin abo okcamin;

d) BeHsoince4yoBnHU, Taki 9k gudnyoeH3ypoH, TpndnymMypoH, rekcacdpnymMmypoH, dhnydeHOKCYpOoH
abo xnopdnyasypoH;

e) OpraHiyHi cnonykn onoBa, Taki 9k uurekcaTnH, geHbyTaTiHokcu, abo a3ouUMKIOTUH;

f) Mipasonu, Taki sk TebydeHnipag abo deHnipokcimar;

g) Makponign, Taki Ak aBepmekTMHM abo MminbemiuuHn, Hanpuknag, abamekTuH,
eMaMeKTMHOeH30aT, iBepMeKTUH, MindemiuunH, cniHocaa, cniHeTtopam abo asaguMpaxTuH;

h) FopMoHU | hepoMOoHY;

i) XnopopraHiyHi crnonyku, Taki sk eHpgocynbgaH, GeH3onrekcaxnopug, OOT, xnopgaH abo
aiengpuH;

j) AmigunHwm, Taki sk xnopanmedopm abo amitpas;

k) ®ymiraHTK, Taki K XNOpniKpWH, AUXopnponaH, meTunopomia abo metam;

I) HeoHikOTMHOIOHI cronyku, Taki €K iMigaknonpua, Tiaknonpua, aueTtaminpui, KrnoTiaHiguH,
HiTeHnipam, gMHoTedypaH abo TiameTokcawm;

m) HiauunrigpasuHu, Taki sk TebydeHosna, xpomadgeHosung abo MeToKCUdEHO3NA;

n) Anderinosi edipu, Taki Sk anodeHonan abo nipnnpokcudeH;

0) IHgokcakapb;

p) XnopdeHanip;
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q) MNMumeTpo3uH abo nipncnykeiHa3oH;

r) CnipoteTpamar, cnipoanknodgeH abo cnipomesnden;

s) dnybeHanamia, xnopaHTpaHininpon abo unaHTpaHininpon;

t) LineHonipaden abo undpnymetodeH; ado

u) Cynbdokcadbnop.

B 4ONOBHEHHS O OCHOBHMX XiMIYHMX KnaciB nectuumiis, WO nepepaxoBaHi BULLE, Y KOMNO3MLIAX
MOXHa BUKOPUCTOBYBATW iHLWI Nnectuymau, Wwo BNAUBAKTb Ha NEBHMX LUKIAHWKIB, SKWO Le AOLUiNbHO
ONs Npu3HadYeHHa Komnosuuii. Hanpuknag, MOXHa BMKOPUCTOBYBATWU iHCEKTULMAMW, CENEKTUBHI And
KOHKPETHUX KynbTyp, Hanpuknazg, cneumdiyHi no BigHOLLEHHI0 A0 cTebNoBMUX NUMbLUKMKIB iIHCEKTULMAN
(Taki gk kapTan) abo cneuudidHi ana ambapis iHCekTMLMAKM (Taki 9k Bynpode3nH) Anga 3acTOCyBaHHSA
Ana pucy. AnbTepHaTUBHO, Y KOMMO3WULiK0 TaKOX MOXHa BKMYaTU iHCEeKTMUMAW abo akapuuumau,
cneumdiyHi Ons KOHKPETHMX BuAiB/CTadin po3BUTKY kOMax (Hanpuknag, akapuuuaHi oBonapsiunau,
Taki 9K KnogeHTe3nH, pnykbeH3nmiH, rekcutnasokc abo TeTpagichoH; akapuumMaHi MOTUMRILMAK, Taki
Ak gukodon abo nponaprit; akapuuuau, Taki sk 6pomnponinat abo xnopbeHsunar; abo perynsaropu
pOCTy, Taki SK rigpameTUITHOH, LIMpOMasnH, MeTONPEH, Xnopdnya3ypoH abo andnybeH3ypoH).

Mpuknagamu QyHriUMOHUX CNONYK, AKi MOXHA BKIHOYATW B KOMMO3ULIO, 3arponoHOBaHy B JaHOMY
BMHaxofi, €

(E)-N-meTtun-2-[2-(2,5-amumeTtundeHokcumeTun)deHin]-2-metokcuimiHoauetamig  (SSF-129), 4-
6pom-2-uiaHo-N,  N-gumeTun-6-TpudptopmeTundbeHsnmigason-1-cynedoHamia,  a-[N-(3-xnop-2,6-
Kcunin)-2-meTokcmaueTamigo]-y-6yTmponakToH, 4-xnop-2-uiaHo-N, N-gumeTtun-5-n-toninimigason-1-
cynbgoHamig (IKF-916, uiamigysocynbdamia), 3-5-guxnop-N-(3-xnop-1-etnn-1-metnn-2-
okconponin)-4-metunbexsamig (RH-7281, 3okcamig), N-anin-4,5,-gumeTvnn-2-tpumeTuncunintiogeH-
3-kapbokcamign  (MON65500), N-(1-uiaHo-1,2-gumeTvnnponin)-2-(2,4-anxnopdeHoKcu)nponioHamis
(AC382042), N-(2-metokcu-5-nipugnn)uuknonponaHkapbokcamia, aumbensonap (CGA245704),
anaHikap6, anbgiMopd, aHinasuH, asakoHa3on, a3okcucTpobiH, 6eHanakcun, 6eHomin, Ginokcason,
OiteptaHon, OnactmumamH S, ©pomykoHason, OynipumaTt, kanTadon, kanTaH, kapbeHgasuwm,
kapbeHgasmmxnoprigpat, kapbokcuH, kapnponamia, kapsoH, CGA41396, CGA41397, xiHomeTioHaT,
XNOPOTAaroHin, XMopo30oriHaT, KNO3WmnakoH, CMOMyKU WO MICTATb Midb, Taki sk okcuxnopug migi (11),
okcuxiHonat migi (Il), cynedat migi (II), Tannat wmigi (Il) i ©opgocbka piguMHa, LMMOKCaHIn,
LUUNPOKOHA30M, uMnpoauHin, paebakap®, au-2-nipugnngucynedig 1,1'-giokena, AvxnodnyaHia,
OVIKIOME3VH, AuKnopaH, AietodeHkapb, andeHokoHason, audeHsoksat, andnymetopum, O, O-
diisonponin-S-6exHsunTiodocdar, aumedinyason, AUMETKOHa30M, AUMETOMOpPd, AMMETUPUMON,
OVHIKOHa3orn, AWHOKan, AWTUMaHOH, goAeuunauMmeTunamoHinxnopua, gogemopd, AOAWH, OOryaauH,
eandeHdoc, €MOoKCUKOHAa30/1, eTipnmon, eTun-(Z)-N-6eHaun-
N([meTun(meTunTruoeTMnuaeHamiHookcukapboHin)amiHo]Tno)-p-anaHiHaTt, eTpugiason, amoKCaaoH,
deHamigoH (RPA407213), deHapumon, deHOykoHason, deHdypam, deHrekcamia (KBR2738),
deHniknoHin,  deHnponiguH, deHnponiMopd, deHTMHaueTaT, deHTuHrigpokema, depbam,
depum3oH, doryasmHaMm, NyAioKCoHIN, dnymeToBep, @Topumig, dnyxiHkoHason, drnycunason,
dnyTtonaHin, dnytpuadon, ¢onnet, ¢dybepugason, dypanakcun, dypameTnmp, ryasaTtuH,
rekcakoHasos, rigpoKcuisokcason, rimekcason, imasanin, imibeHkoHas3on, iMIHOKTaaWH, iMiHOKTaguH
TpuaueTarT, inkoHason, inpobeHdoc, inpoaioH, inpoeanikapb (SZX0722), isonponaHinbytunkapbamar,
i3onpoTionaH, kacyramiuuH, kpesokcuMm-meTun, LY186054, LY211795, LY248908, maHko3eb, maHeb,
MedeHoKcaMm, MenaHinipum, MenpoHWn, MeTanakcurn, MeTKOHas3oMn, MeTupam, MeTupam-LuHK,
METOMUHOCTPOBIH, MiknoGyTaHWN, Heo0aco3uH, auMeTunauTiokapbamart Hikento, HiTpoTan-izonponin,
Hyapimon, odyypaLl, PTYTbOPraHiyHi Cnonyku, OKCaguKCuM, oKcacynbdypOH, OKCOMiHOBa KMUCNoTa,
OKCMOKOHAa30/1, OKCUKapOOKCKH, nepdypasoaT, NeHKoHa30s, NEHUMKYPOH, deHasnHokena, doceTun-
Al, dpoccpopoBMicHi kKMCnOTKU, ddTanig, nikokencTpobiH (ZA1963), noniokcuH D, nonipam, npobeHasorn,
npoxnopas, npouMMigoH, nponaMmokapd, nponikoHason, nponiHe6, nponioHoBa kucroTa, nipasodoc,
nipudeHoKe, nipuMeTaHin, nipoxinoH, nipokcudyp, NIPOMHITPUH, YETBEPTUHHI aMOHIeBi CNOMyku,
XiHOMeTiOHaT, XiHOKcudeH, KBiHTOUEH, cinkoHason (F-155), neHTaxnopdeHaT HaTpito, CHipOKCaMUH,
CTpenToMmiumH, cipka, TebykoHason, TeknodTanam, TeKHaseH, TeTpakoHasos, TuabeHngason,
TMdnysamig, 2-(tiouiaHomeTunTio)beH3oTiazon, TiohaHaT-meTun, Tupam, TUMMOEHKOHA30m,
Tonknodgoc-meTun,  TonindnyaHia, TpiagumecdboH,  TpiagumeHon,  Tpia3dyTtun,  Tpiasokcug,
Tpuumknason, Tpugemopd, TpudnokcuctpobuH (CGA279202), TpudopuH, Tpudnymuson,
TPUTMKOHA30nM, BanigamiumH A, Banam, BiHKNO30niH, 3iHe6 Ta 3ipam.

Cnonyku cpopmynu (I) moxkHa 3millyBaTu i3 r'pyHTOM, Topcpom abo iHWKUMU cepepoBuLLLaMU AN
BKOPIHEHHS 3 METOK 3aXUCTY POCMAWH Bid PO3MNOBCIOIKYBAHUX HACIHHAMW, nepefaHux yepes rpyHT
abo nucToBuxX rpubKoBMX XBOPOO.

Mpuknagn CuHepricTiB, WO nigxoaaTb [Ans 3acTOCyBaHHA B KOMMO3WULUiSX, BKMNHOYalOTb
ninepoHiNbyTokcua, ce3aMekc, cadpoKkcaH Ta gogeuunnimigasorn.
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Te, aki repbiumam Ta perynaropu pocTy POCIMH BUSBASATLCA MNIAXOAALLMMU ONS BKIMIOYEHHSA B
komnoaswuii, byae 3anexatu Big o6'ekta BNNUBY Ta HeOBXiAHOro edekTy.

MpuknagomM cenekTMBHOro repbiumay AN pucy, WO MOXHa BKMAYWTK, € nponaHin. Mpuknagom
perynaTopa poCTy pOCIvH, NpusHadeHoro anst 6aBoBHU, € PIX™,

Hesiki cyMilli MOXYTb BKIOYATU aKTUBHI iHTPERIEHTU, sIKi MaloTb CYTTEBO iHLUI 4oi3W4HI, XiMiyHi, abo
OionoriyHi xapakTepuCTUKK, Tak WO cami No cobi BOHN HENErko BKIOYAKTLCSA B TAKUN XKe 3BUYaNHUI
TMN npenapary. Y Takux BMNagkax MOXHa ogepaTu iHWi Tunv npenaparis. Hanpuknag, saKkwo ogvH
aKTUBHUI iHrpenieHT siBnisie o600 HEPO3UMHHY Y BOAI TBEPAY PEYOBUHY, a iHLWWIA - HEPO3UYNHHY Y BOAj
PiANHY, BCE > TakKM MOXHa OucnepryBatm KOXeH aKTUBHWUIW iHrpedieHT B OAHiM i Tin camin
OesnepepBHii BoAHIN basi WNAXOM AuCnepryBaHHS TBEpPOOro aKTUBHOIO iHrpegieHTa y BUrnsgi
cycneHsii (i3 3acTocyBaHHSAM METOAMKWU, aHANOriYHIN Tii, WO BUKOPUCTOBYETbCS Ansa oaepxaHHs CK),
arne gvcnepryBaHHs pigKoOro akTUBHOIO iHrpedieHTa y BUrnsaai emynbcii (i3 3acTocyBaHHAM METOAMKM,
aHarnoriyHin Tin, WO BUKOPUCTOBYETLCH Ana opepxaHHa EM). OpgepxaHa komnosuuia senae coboto
npenapat cycneHsisg-emynecisa (CE).

[daHun BUHaxig intoCcTpyeTbCA HaBEAEHUMU HIDKYE NPpUKagamu:

PXMC (pignHHa xpomatorpadisi-mac-cnektpockonist). Cnektpu 3HimManu Ha mac-CrekTpOMETPI
ZMD (Micromass, Manchester UK) abo Ha cnektpomeTpi ZQ (Waters Corp. Milford, MA, USA), akui
OCHalleHuh mkepenoM enekTpoposnurnenHs (OEP; Temnepatypa pmxepena Big 80 go100 °C;
TemnepaTypa geconbearadii Big 200 go 250 °C; Hanpyra Ha koHyci 30 B; wBmakicTb rasy Ha koHyci 50
n/r, wemakicTb rady npu geconbBaTtadii Big 400 go 600 n/r, gianasoH mac: Big 150 go 1000 Oa), i 3a
ponomoroto npunagy Agilent 1100 HPLC (konoHka: Gemini C18, po3amip 4actok 3 mMkm, 110 A, 30x3
MM (Phenomenex, Torrance, CA, USA); TemnepaTtypa konoHku: 60 °C; wBuakicTb NoTtoky 1,7 Mn/xs;
entoeHT A: H,O/HCOOH 100:0,05; entoeHT B: MeCN/MeOH/HCOOH 80:20:0,04; rpagieHTHUA pexum:
0 xB 5 % B; 2-2,8 x8 100 % B; 2,9-3 xB 5 % B; YO®-getektyBaHHsa: 200-500 HM, po3ainbHa 34aTHiCTb 2
HM. [Mepen aHanizom 3a gonomoroto MC MOTiK pO3AiNany nicns Woro NPOXOMKEHHS Yepe3 KOMOHKY.
YY o3Havae 4Yac yTpMMyBaHHS.

AnbTepHaTnBHO, ansa cnonyk A25, A26, A27, A28, A27, C27 ta C29 BnkopucTtoByBann MeTOANKY
PXMC (Waters Alliance 2795 LC) i HaBegeHi HWX4Ye yMOBM rpagieHTHoro pexumy ans BEPX
(po3umHHUK A: 0,1 % MypalumHoi kucnotn y Bofi i po3unHHuk B: 0,1 % MypalumHoi Kucnotu B
aLeToHITpunI).

Yac (xB) A (%) B (%) LWsnAakicTb NOTOKY (MN/XB)
0 80 20 1,7
2,5 0 100 1,7
2,8 0 100 1,7
2,9 80 20 1,7

Tun konoHku: Waters atlantis dc18; goexuHa konoHkn: 20 MM; BHYTPILHIA AiamMeTp KONOHKU: 3
MM; po3Mip YacTok: 3 MKM; Temnepatypa: 40 °C.

Mpuknag 1

Lien npuknag inocTpye oA epPXXaHHSA 2-xnop-N-{4,5-andpTop-2-[1-(4'-dpTopbiceHin-4-
inMeTun)ninepnanH-4-injdeHin}isoHikoTmHamigy (cnonyka A3 B Tabnuui A).

N
F C
F NH F

o \CI

N

Cymiw 2-xnop-N-(4,5-gucTop-2-ninepuanH-4-indeHin)isoHikotuHamigy (100 mr) (ogepxyeanu 3a
MeToAMKamu, aHanoriyHumm onncadum y WO 2006/003494), 4-xnopmeTtun-4'-cptopbidpeniny (52,1 mr)
(ooepxxyBanu Tak, sk ue onncaHo y WO 2003/084916) i kapboHaTty kanito (104 mr) B aueToHiTpuni (10
M) nepemiwysanu npu 60 °C npoTdrom 48 rog. PO3YMHHUK BMNaproBanuv i 3anuiok ovyvanu 3a
Aornomorol xpomarorpadii Ha cunikareni (emwoeHT: eTunauetat + 1 % meTaHony) i ogepxysanu
wykaHy cnonyky (100 wmr) y Burngagi 6inoi amopdHoi TBepaoi pedoBuHu. MC (IE+) (mac-
CMEKTPOMETPIs 3 iOHi3aLliel0 enekTpopo3nuneHHsM) 536/538 (MH+); *H AMP (400 My, CDCls) 1,77
(m, 4H), 2,08 (m, 2H), 2,55 (m, 1H), 3,06 (m, 2H), 3,56 (s, 2H), 7,07-7,73 (m, 13H), 8,60 (d, 1H).
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HaBepaeHi Huxk4e cnonyku ogepxysanu 3a MeTogukamm, aHanoriyHMMmM onucaHini y npuknagi 1:
Cnonyku coopmynu (la)

N
R3
RY C;ET RS

R
o~ "R
Tabnuusa A:
Cron ArperaTHuin BEPX
' R* R’ R |R® R® ctaH/ MC (IE+)
Ne T.nn.* ()
Al |2-xnopnipug-4-un H |-CHs| H F TBEPAA 14 39 xg 514
peyvoBuHa
A2 | 2-xnopnipna-4-un F F F F TBepAa 1,42 xB 554
peyvoBMHa
A3 | 2-xnopnipna-4-un F F H F T8epAa 1,45 xB 536
peyoBUHa
A4 | 2-xnopnipug-4-un H -CF; | H F TepAa 1,48 xB 568
peyoBUHa
A5 | 2-xnopnipug-4-un F H H F Tepaa 1,37 xB 518
peyoBUHa
A6 | 2-xnopnipna-4-un OCF; | H |H F TBEPAA 14 48 xs 584
peyoBUHa
A7 | 2-xnopnipug-4-un -CF; H H F TepAa 1,42 xB 568
peyoBUHa
A8 |2-xnopnipug-4-un | -OCHF, | H | H F TBePAA 4 48 xs  566/568
peyoBUHa
i N ] TBepaa
A9 | 2-dpTopnipna-4-un OCHF, H H F pevoBMHa 1,31 xB 550
Al |28-Awmopnipna-4- | nepe |y | F TBEPAA |4 47 xa| 600/602/604
un peyoBuHa
All |2-xnopnipug-4-un  |-CF(CFg),| H | H F TBEPAA |4 65x8  668/670
peyoBuHa
Al12 | 2-xnopnipna-4-un Br -CF; | H F TBepAa 1,65 xB| 646/648/650
peyoBuHa
Al13 |2-xnopnipug-4-un Cl H H F TBepAa 1,39 xB 534
peyoBMHa
Al4 |2-xropnipua-4-un Br F | H cmononopibhaly 1q ol 596/598/600
peyoBUHa
Al5 | 2-xnopnipng-4-vn Cl F H F 90-92 °C 1,41 xB| 552/554/556
Al6 |2-xnopnipng-4-vn H Cl H TBEPAa 1,38 xB 534
peyoBUHa
A17 |2-xniopnipua-4-un cl | -CF; | H F TBEPAA 14 50 xg 602/604/606
peyoBUHa
A18 |2-xniopnipua-4-un Br F |Br F TBEPAA 14 47 x8l674/676/678/680
peyoBUHa
A19 |2-xniopnipua-4-un F -CF; | H F TBePAA 4 45xs  586/588
peyoBUHa
A20 | 2-xriopnipna-4-un -CF, F | H F TBEPAA |1 47x8  586/588
peYoBUHa
] L TBEpAA
A21 | 2-cbTopnipng-4-vmn F H H F pevoBMHa 1,29 xB 502
A22 | 2-6pomnipua-4-un F H | H F TBEPAA |1 34 B 562
peYoBUHA

14
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Tabnuusa A:
Cron ArperatHun BEPX
' R* R® R" |[R°| R° craH/ MC (IE+)
Ne * (Lly)
T. nn.
A23 |26-Avxnopnipua-4- F H | H F TBEPAA 4 40 xs 552
un peyoBuHa
A24 |2-xnopnipua-4-un  |-CH=CH,| F |H F TBOPAA 4 4o xs|  544/546
peyoBuHa
A25 | 2-xnopnipng-4-vn F H H -CF, - 1,28 xB 568,2
A26 | 2-xnopnipng-4-vn F H H H - 1,15 xB 500,2
A27 | 2-xnopnipng-4-vn F H H Cl - 1,21 xB 534,2
A28 | 2-xnopnipng-4-vn F H H -CH; - 1,17 xB 514,2
A29 | 2-xnopnipng-4-vn F H H Br - 1,25 xB 578,1
A30 |2-xriopnipua-4-un HIKNO- 1y F TBePAA 4 46 xs  558/560
nponin peyoBuHa
A31 |2-xnopnipug-4-un -CF; H H Cl >250 °C |1,50 xB 584/586
A32 | 2-xnopnipug-4-un -CF; H H -CF; 167-171 °C |1,54 xB 618/620
A33 3;16'””"”0'0””0"'”'4' Br F | H F 87-89 °C  |1,53 x8/630/632/634/636
A34 | 2-xnopnipug-4-un -OCF; Cl H F 64-68 °C [1,54 xB| 618/620/622
A35 |2-xnopnipna-4-un F Cl | H F 49-53°C 1,43 xB 552/554
A36 |2-xnopnipug-4-un -CF; H H -OCH4 150-152 °C |1,44 xB 580/582
A37 |2-xnopnipna-4-un -CF; Cl | H F 165-167 °C [1,52 xB 602/604
A38 | 2-xnopnipna-4-un -SCF; H H F 59-63 °C 1,52 xB 600/602
A39 |2-xnopnipna-4-un Cl Cl | H F 71-73°C 1,43 xB/568/570/572/574
A40 |2-xnopnipna-4-un -CN F H F 162-165 °C [1,36 xB 543/545
A4l | 2OP-2-QTOPMIDMA-  op |y | F CHIHeHa 14 413 xs  586/588
4-nn pe4voBuHa
A4 |27TOP-S-QTOPMIDMA-|  op |y | F CMiHeHa Iy 43 yel  586/588
4-nn pe4voBuHa
A43 | 2-xnopnipna-4-un -CF; H H -CN 97-98°C 1,39 xB 575/577
Ad4 | 2-xnopnipng-4-un -CF; H H | -OCF; 80-81°C 1,49 x| 634/635/636
A45 | 2-xnopnipna-4-un -CF; H H Br 80-81°C 1,52 xB 628/630
A46 | 2-xnopnipna-4-un H -OCF;| H F 104-105 °C |1,46 x8B 584/586
A47 | 2-xnopnipng-4-un -CF; H H | -C=CH 80-81°C 1,48 xB 574/576
A48 | 2-xnopnipng-4-un CF; | H |H ;‘;(“)ﬂ% 82-83°C [1,55x8  590/592
A4g | 2X510p-6- CFs | H |H F 1,44 x8 610
nponinnipng-4-nn
ASQ |2Xnop-6-etunnipua- | o H | H F 1,37 xB 596
4-vn
3-
A51 | TpucdbtopmeTmnnipma- -CF; H H F 1,18 x8 602
4-vn
A52 | nipua-4-un -CF; F 1,04 xB 534
A53 if"””d‘)mp”'p”“"" -CF4 H | H 212°C 1,39 x8 581
*T. nn. = Temnepartypa nnaBreHHs
Mpuknapg 2

Llen npuknag inoctpye ogepxaHHa 2-xnop-N-{4,5-andTop-2-[1-(4'-dTopbideHin-4-inmeTun)-1-
okcuninepuauH-4-injderin}isoHikoTnHamigy (cnonyka B1 B Tabnuui B).
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Po3umH 3-xnopnepokcnbeHsonHoi kucnotn (21,6 mr) B amxnopmetadi (1 mn) npu -40 °C no
Kpannsam gogasanu A0 po3dnHy 2-xnop-N-{4,5-gudtop-2-[1-(4'-pTopbicdeHin-4-inmeTnn)-ninepnanH-
4-in]dpenintisoHikoTnHamigy (npuknag 1) (47 mr) B guxnopmeTtaHi (5 mn). Po3unH nepemiwysanu npu -
5 40 °C npotgarom 1 rog., noTiMm Harpisanu o 0 °C i peakuito 3ynuHANN WNAXOM AOAaBaHHA BOAHOro
po3unHy kapboHaty kanito (10 mac. %) (3 mn). Cymiw 3 pa3wm ekcTparyBanu AMXAOPMETaHOM.
OO0'egHaHi OpraHiyHi eKCTpakTM CylWNn Hag cynbgaToM HaTpito Ta KOHUEHTpyBanu y BaKyyMi i
ofepXyBanu LWyKaHy Cronyky y Burnagi amopdHoi TBepaoi pedvoBuHn. MC (IE+) 552/554 (MH+); 'H
AMP (400 MI'y, MeOD) 1,80 (m, 2H), 2,40 (m, 2H), 2,93 (m, 1H), 3,23 (m, 2H), 3,48 (m, 2H), 4,44 (s,
10  2H), 7,18 (t, 2H), 7,28 (dd, 1H), 7,43 (dd, 1H), 7,64 (m, 6H), 7,83 (d, 1H), 7,95 (s, 1H), 8,56 (d, 1H).
HaBegeHi HMKX4Ye Cnonykn ogepxKyBanu 3a METOANKaMK, aHanNor4YHMMKM ONucaHin y npuknagi 2:

Cnonykn coopmynu (Ib)

°
G

R
Q, -
R’ NH R®
5
R
0~ "R
Tabnuusa B:
1 3 4 5 g | ArperatHnin | BEPX
Cnon. Ne R R R R R ctar/T.nn. | (1Y) MC (IE+)
gL | 2xnopnipna-4- F = H = TBEpAa 1,40 xB 552
- peYoBMHa
By | 2xnopnipna-4- H CF;| H = TBepAa 1,52 xB 584
- pevoBMHa
B3 | 2-Xnopnipua-4- F = E = TBepaa 1,48 xB 570
un peyoBuHa
B4 2-xnopnipua-4- = H H = TBepAa 1,41 xB 534
un peyoBuHa
B5 2-xnopnipna-4- _OCF, H H F TBEpAa 1,47 xB 600
un peyoBuHa
Bg |2-xnopnipua-4- CF, H| H|F TBEPAA | 4 48 xB 584
un peyoBuHa
B7 | 2XOPMPMA-A- | Gepe ol | W | R | TEOPAA 1y g e 582/584
un peyoBuHa
B8 2-hTopnipua-4- _OCHF, H H = TBEpPAA 1,38 xB 566
un peyoBuHa
2,6- TBEepaa
B9 |awxnopnipua-4- | -OCHF, | H | H | F . 1,60 x8 | 616/618/620
o pevoBuHa
B10 ij-jxnopnlpwn-4- Br CFs| H F | 192-194°C | 1,54xB | 662/664/666
B11 ij-jxnopnlpwn-4- Br F | H | F | 194-196°C | 148x8 | 612/614/616
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Tabnuug B:
1 3 4 5 s | ArperatHun | BEPX
Cnon. Ne R R R R R cTaH/T. nn. (1Y) MC (IE+)
812 ﬁhxmpmpwﬂ-* cl F | H| F | 183185°C |144x8| 568/570/572
B13 2-xnopnipua-4- Cl H H E TBEpAa 1,42 xB 550
un pevyoBUHa
Bl4 |27xn0pnipna-4- Cl |-CR| H | F | TP°PA8 | 454x8| 618/620/622
un pevyoBUHa
B15 ﬁhxmpmpwu-* CF(CFa),| H | H | F | 173-176°C | 1,62 x8 684/686
B16 ﬁj’jx”c’p”'p”“"" Br F | Br | F | 197-199°C | 1,51 x8 | 690/692/694/696
B17 ij-jxmpmpwu-* = CFs| H | F | 198-200°C | 1,49 x8 602/604
B18 ij-_lxnopn|pm,q-4- CF, = H E 178-180 °C | 1,50 xB 602/604
Blg |27XNopnipua-4- H cl | H|F TBSPAR 1 4 43 x8 550
un pe4voBuHa
5820 ij-_lxnopnlpl/l,l:l.-4- -CH=CH,| F H F | 240-242°C | 1,46 x8 560/562
821 ﬁj—_lxnopnlpmﬂ-4- -CF, H H |-CF;| 170-172°C | 1,59 xB 634/636
2,6-
B22 | guxnopnipng-4- Br F H F | 209-213°C | 1,57 xB 648/650/652
mn
B23 | 27XNOPMIpUA-4- | UAKNO- | o | £ 191 195°C | 1,50 xa 574/576
un nponin
B24 ﬁj—jxnopmpl"ﬂ"" F Cl | H | F | 184-187°C |1,48x8| 568/570/572
B25 ﬁj’jx”"p”'p”“"" CF; | Cl | H | F | 187-190°C | 1,58 x8 | 618/620/622
B26 ﬁj’jx”"p”'p”“"" SCF; | H | H | F | 144147°C | 1,52xs 616/618
27 ij-jxnopnlpwﬂ-4' cl Cl | H | F | 195-197°C | 1,48 x8 | 584/586/588/590
Bog | O7Xs0p-2- -CF, H | H | F | 173-175°C | 1,47 x8 602/604
dropnipna-4-un
B2g |27XN0p-5- -CF, H | H| F | 184-186°C | 1,48 x8 602/604
¢ropnipna-4-un
B30 ij-jxnopmpwn-* -CN F H F | 175-179°C | 1,44 x8 559/561
Mpuknag 3

Llen npuknag intoctpye ogepxaHHsa 2-xrop-N-[1'-(4'-cbTopbideHin-4-inmetnn)-6-TpudtopmeTnn-
1'2',3',4'5',6'-rekcarigpo-[2,4"] 6inipuguHin -3-injisoHikoTnHamigy (cnonyka C1 B Tabnuui C).

FaCo Ny
= O
NH F

o \CI

Cragisa A: Po3uunH 3-amiHo-2-xnop-6-Tpudptopmetunnipugndy (0,890 r), TpeT-6yTunosoro eqgipy 4-
(4,4,5,5-teTpameTun-[1,3,2]giokcaboponaHn-2-un)-3,6-aurigpo-2H-nipnanH-1-kapboHoBoi kucrotu (1,4

N
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r) (ogepxxyBanu Tak, sik ue onucaHo y WO 2006/003494) n tetpackic(TpudeHindgocdin)nanagito (0,200
r) B 1,2-aumetokcueTaHi (45 mn) obpobnanm BogHUM po3dnHom dpocdaty kanio (1,1 M) (1,92 r).
PeakuinHy cymiw nepemiwyBann npu 80 °C npotsrom 3 rog. OO6pobGka BOQHOMO pPO3YMHY
eTvnaueTaTtoM fAaBana 3anuwoK, SKUMA oyuMwanyM 3a [OonoMorow xpomartorpadii Ha cunikareni
(entoeHT: rekcaH/etunauetat 1:1) i ogepxyBanu TpeT-6yTunoBun edip 3-amiHo-6-TpudTOPMETUN-
3',6'-gurigpo-2'H-[2,4']6inipuamnHin-1'-kapboHoBoi kncnotn (1,5 r) y Burnsagi 6inoi TBepaoi peyvoBUHM.
MC (IE+) 288 (M-izonpen); *H SIMP (400 My, CDCls) 1,50 (s, 9H), 2,61 (m, 2H), 3,67 (t, 2H), 4,10 (m,
2H), 4,21 (s, 2H), 6,11 (s, 1H), 7,03 (d, 1H), 7,33 (d, 1H).

Crapia B: Cnonyky, ogepxaHy Ha ctagii A (1 1), po3umHanu B etaHoni (40 mn) i nicna gerasauii
Aopasanv nanagin Ha gepesHomy Byrinni (10 mac. %) (100 mr). PeakuinHy cymiw nepemiwysanu B
aTtMocdepi BOOHIO Npu TemnepaTypi HaBKONULLHBOrO cepenoBuLla NpoTArom 2 AHiB. DinbTpyBaHHS
yepe3 uUeniT® paeano TpeT-OyTMnoBun edip 3-amiHo-6-TpudTopmeTun-3',4',5',6'-Tetparigpo-2'H-
[2,416inipnamHin-1'-kapboHoBoi kucnotn (1 r) y Burnagi 6inoi TBeppoi pevosunHn. MC (IE+) 290/292
(M-isonpen); *H AMP (400 MIu, CDClg) 1,48 (s, 9H), 1,85 (m, 4H), 2,77 (m, 1H), 2,88 (m, 2H), 3,97
(s, 2H), 4,24 (m, 2H), 6,97 (d, 1H), 7,32 (d, 1H).

Cragisa C: Po3uuH crnonyku, ogepxaHoi Ha ctagii C (1 r), B Tonyoni (40 mn) obpo6nsanu N, N-
giisonponinetTunamiHom (1,05 MI) i noTim 2-XNOPIi30HIKOTUHOINXNOPULOM. 2-
XnOpi30HIKOTUHOINXNOPUA OAepXKyBanu 3 2-XNopi3oHikoTMHOBOI kucnotu (0,496 1) Ta okcaninxnopvay
(0,346 mn) B gumxnopmeTaHi (40 mn). PeakuinHy cymiw nepemiwyBanu npu Temneparypi
HaBKOMWLUHLOTO CcepefoBula MpoOTAroM 2 rod., BWMBaNMM B HaCcMYEHWW BOOHWMA  PO34MH
rigpokapboHaTy HaTpilo, ekcTparysany etunaueraTom, NpomMuBanu BOAOK, CyLUMAM Hag cynbdaTom
HaTpilo i MOTIM KOHUEHTpyBanu y BakyyMmi. 3anuwioK ouyuwanu 3a JOnoMOrow xpomatorpadii Ha
cunikareni (entoeHT: rekcaH/etunauetart 1:1) i ogepxxyBanu TpeT-6yTunosun edip 3-[(2-xnopnipuanH-
4-Kap60HiJ'I)aMiHO]-6-TpI/ICbTOpMeTI/IJ'I—3',4',5',6'-TeTpaFiJJ,pO—2'H-[2,4g6il'lipI/IJJ,I/IHiJ'I-l'—Kap6OHOBO'I'
kucnotu (1,1 ). MC (IE+) 485/487 (MH+), 429/431 (M-izonpeH); "H AMP (400 MIl'u, CDCly) 1,47 (s,
9H), 1,79 (m, 2H), 1,96 (m, 2H), 2,88 (m, 2H), 2,95 (m, 1H), 4,25 (m, 2H), 7,61 (d, 1H), 7,66 (m, 1H),
7,79 (s, 1H), 8,05 (s, 1H), 8,32 (d, 1H), 8,64 (d, 1H).

Cragia D: PosunH cnonykn, ogepxaHoi Ha ctagii C (300 wmr), B guxnopmeTtani (15 mn) o6pobnsinm
TpMdTOPOLTOBOI KUCMOTOK (1,2 Mn) Npu TemnepaTypi HaBKONULIHLOIO cepefoBulla NpPoTArom 1
ro. BunaptoBaHHSA po3dnHHMKA i CyllKa TBepAOl pe4OBUHN Y BUCOKOMY BakyyMi aasanu 2-xnop-N-(6-
TpudcptopmeTnn-1',2',3",4',5',6'-rekcarigpo-[2,4'16inipnaunHin-3-in)isoHikoTnHamiaTpudTopawerart.
BinbHe ocHOBY ofepkyBanu 3a OOMOMOIOH NYXHOI eKkcTpakuii (eTunauerart, HacuUYeHWUA BOOHUN
PO34MH rigpokapboHary).

Cragis E:

Metoguka A: Cymiw 2-xnop-N-(6-tpudptopmeTnn-1',2',3',4'5',6'-rekcarigpo-[2,4'16inipuamHin-3-
in)isoHikoTnHamigy (150 wmr), 4-xnopmeTun-4'-cbTopbideHiny (ogepxysanu Tak, sk ue onucaHo y WO
2003/084916) (68 mr) i N, N-giisonponinetunaminy (0,21 mn) B aueToHiTpuni (10 mn) nepemiwysanm
npv TemnepaTypi HAaBKOJIULLHBOIO cepeoBuLLa NpoTarom 16 rog. PO34MHHMK BMNapoBanu i 3anuLiok
ouuanu 3a gonomorow xpomaTtorpadii Ha cunikareni (ent0eHT: eTunawueTaT) i ogepxyBanu LuykaHy
crnonyky (79 wr).

MeToauka B: [Jo cymiwi 2-xnop-N-(6-TpudtopmeTnn-1',2',3',4',5',6'-rekcarigpo-[2,4'16inipuamHin-3-
in)-isoHikoTnHamigy (3 r) (ogepxyBanu Tak, gk ue onucaHo y WO 2006/003494) i 4'-cTtop[1,1'-
OiceHin]-4-kapbokcanbgerisy (1,24 r) B TevparigpodypaHi (120 mn) npu  TemnepaTypi
HaBKOMWLIHLOrO cepefoBMLla AodaBanu (TpuaueTokcu)boporigpug Hatpito (2 r). PeakuiiHy cymill
nepemillysanu rnpu Temneparypi HaBKONULLHBLOrO cepefoBuLLia NpoTsaroM 16 rod. Peakuito 3ynuHsanm
LWMASAXOM JO4aBaHHS HaCMYEeHOro BOAHOrO PO34mMHYy rigpokapboHaTy Hatpito. Cymiw ekcTparyBanm
eTnnauetatoM. OpraHiYyHWA eKCTPaKT CyLIMNN Hag CynbdaTtoOM HaTpilo i KOHUEHTpyBanu y BakyyMi.
3anuwwok oymanu 3a goNOMOro xpomartorpadii Ha cunikareni

(entoeHT: eTunaueTar) i ogepxyBanu LyKkaHy Cnonyky y BUrnsai TBepAoi pedoBuHu (2,4 r).

2-Xnop-N-[1'-(4'-dpTopbideHin-4-inmeTnn)-6-TpudptopmeTnn-1',2',3',4',5',6'-rekcarigpo-
[2,4'16inipuaunHin-3-in]-isoHikoTuHamia: T. nn. 63-66 °C; MC (IE+) 569/571 (MH+); 'H amP (400 Mly,
CDCls) 1,80 (m, 2H), 2,18 (m, 4H), 2,79 (m, 1H), 3,10 (m, 2H), 3,59 (s, 2H), 7,11 (m, 2H), 7,39-7,61
(m, 8H), 7,76 (s, 1H), 7,87 (bs, 1H), 8,45 (d, 1H), 8,64 (d, 1H).

Mpuknag 4

Llen npuknag intoctpye opepxaHHs 2-xnop-N-[6-xnop-5-cpT1op-1'-(4'-dpTopbicdheHin-4-inmetnn)-
1',2',3',4' 5',6'-rekcarigpo-[2,4"16inipnanHin-3-injisoHikotnHamigy (cnonyka C17 B Tabnuui C).
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LykaHy crnonyky oAepxyBanu 3 2-xnop-N-(6-xnop-5-¢pTop-1',2',3',4',5',6'-rekcarigpo-
[2,4"6inipnamHin-3-in)isoHikoTHaMigy, Tak sk Lie onvcaHo Ha ctagii E npuknaay 3. 2-Xnop-N-(6-xnop-
5-¢pTop-1',2',3',4',5',6'-rekcarigpo-[2,4"16inipnanHin-3-in)isoHikoTuHamia ofepxyBanu HacCTyMNHUM
YUHOM:

Cragia A: [lerazoBaHuin po3dmH 2-xnop-5-ptop-3-amiHonipnanHy (3,5 r), TpeT-6yTmunosoro edipy
4-(4,4,5,5-tetpameTun-[1,3,2]giokcaboponaH-2-in)-3,6-gurigpo-2H-nipnanH-1-kapboHOBOI KUCNOTKU
(8,89 r) (ooepxyBanu Tak, AK ue OMNUCaHo y woO 2006/003494) Ta
bic(TpudeHnindgocdiH)nanagin(ll)xnopugy (0,84 r) B giokcaHi (157 mn) obpobnsanu gerasoBaHuM
po34unHOM kapboHaTy Hatpito (7,6 1) y Bogi (72 mn). PeakuinHy cymMill nepeMilyBany npu KAN'ATIHHI 3i
3BOPOTHMM XONOAUIBLHUKOM npoTdrom 1 rofd., oxonogxysanu OO Temnepatypyu HaBKOMULLHBLOrO
cepefoBMLLA | PO3YMHHKK BMMApOBanuv y BakyyMi. 3anvwok po3baesnanu etunaueraTom, npoMmsanu
BOJOIO Ta PO3COSIOM, CYLUUIIN HaA CynbgaToM HaTPIlo | KOHUEHTpYBanu y Bakyymi. Xpomatorpadis Ha
cunikareni (enteHT: uuknorekcaH/etunauetaT 8:2) gaesana TpeT-6yTunosui edgip 3-amiHo-5-¢pTop-
3',6"-gurigpo-2'H-[2,4'|6inipnamnHin-1'-kapboHoBoi kucnotu (4,6 r) y surmaAgi TBepaoi peyvosuHn. MC
(IE+) 294 (MH+), 238 (M-izonper); *H AMP (400 My, CDCl5) 1,48 (s, 9H), 2,53 (m, 2H), 3,64 (t, 2H),
3,99 (m, 2H), 4,08 (m, 2H), 5,99 (m, 1H), 6,70 (dd, 1H), 7,85 (d, 1H).

Cragia B: Cnonyky, ogepxaHy Ha ctagii A (4,4 r), po3unHanu B etaHoni (170 mn). Jogasanu
dopmiat amoHito (9,4 r) i noTim nanagin Ha gepesHomy Byrinni (10 mac. %) (1 r). PeakuinHy cymiw
nepemillysanu npu Temnepartypi HaBkONMLLHBLOro cepenosuLlia npotsarom 90 xB, QiNbTpyBanu yepes
uenit® i po34YMHHUK BMOANANM y BaKyymi Ta ogepxyBanu TpeT-OytunoBuii edip 3-amiHo-5-cTOp-
3'.,4'5',6'-teTparigpo-2'H-[2,4"6inipuanHin-1'-kapboHoBoi kncnotu (4,3 r) y BUrnsai TBEpOOi PEHOBUHN.
MC (IE+) 296 (MH+), 240 (M-izonpeH); ‘*H AMP (400 MIu, CDCl3) 1,45 (s, 9H), 1,77 (m, 4H), 2,69 (m,
1H), 2,81 (m, 2H), 4,23 (m, 4H), 6,67 (dd, 1H), 7,85 (d, 1H).

Cragia C: PosunH crnonyku, ogepxaHoi Ha ctagii B (3,4 r), i N-xnopcykuuHimigy (1,72 r) B N-
mMeTunniponianHoHi (35 wmn) nepewmiwysanu npu 110 °C npotarom 1 roa. PeakuinHy cymiw
oXxornogKyBanu A0 TemnepaTypy HaBKOMULIHBOIO CepefoBuLla, BUNMMBaNM y BoOAY i Kinbka pasiB
ekctparyBanu gietunosum edpipom. O6'egHaHi opraHiyHi Wwapu npoMuBanv pPO3BEAEHUM BOAHUM
PO34YMHOM XJTOPUCTOBOAHEBOI KWCMOTU | BOAOID, CYWMUNU Hag cynbdartoM HaTtpilo i noTim
KOHLUEHTpyBanu y Bakyymi. Xpomatorpadisa Ha curnikareni (entoeHT: uuknorekcaH/etnnauerart 8:2)
Aasana TpeT-6ytunosun edpip 3-amiHo-5-cTOp-6-xn0op-3',4',5',6'-TeTparigpo-2'H-[2,4'16inipngunHin-1'-
KapboHoBoi kncnotu (2,9 r) y Burnagi tBepgoi pedosuHu. MC (IE+) 330 (MH+), 274/276 (M-izonpeH);
'H AMP (400 MIy, CDCly) 1,47 (s, 9H), 1,77 (m, 4H), 2,64 (m, 1H), 2,81 (m, 2H), 3,78 (m, 2H), 4,25
(m, 2H), 6,76 (d, 1H).

Crapgisa D: Po3unH cnonyku, ogepxaHoi Ha ctagii C (2 r), B guxnopmetaHi (100 mn) obpobnsanu
rigpokapboHaTom HaTtpito (5 r) i NoTiM 2-XNOPI3OHIKOTUHOINXTOPUAOM. 2-XrOPi30HIKOTUHOINXNOpPUg,
ofepXyBanu 3 2-xXnopi3oHikoTUHOBOI kucnotu (1,24 r) i okcaninxnopugy (0,72 mn) B ANXNOopMeTaHi
(100 mn). PeakuiiHy cymiw nepemiwyBany npu TemnepaTypi HaBKONULLHBOIO CepeaoBULLA NPOTATOM
18 rop., BunNMBanMM B HACUMYEHUA BOAHMM PO3YMH TigpokapboHaTy HaTpilo, ekcTparyBanm
ANXNopMeTaHoOM, NMpoOMMBanNM BOAOND, CYLUIMIMM Hag cynbdaToM HaTpilo i NOTIM KOHUEHTpyBanu y
BakyyMi Ta ogepxyBanu TpeT-6yTnnosun edip 6-xnop-3-[(2-xnopnipnanH-4-kapboHin)amiHo]-5-dpTop-
3'.4'5',6'-TeTparigpo-2'H-[2,4"6inipnanHin-1'-kapboHoBoi kucnotn (2,2 r). MC (IE+) 369/371 (MH+-
BOC).

Crapgis E: Po3uuH cnonyku, ogepxaHoi Ha ctagii D (366 wmr), B anxnopmeTtani (10 mn) o6pobnsanu
TpudTopouToBot kucnototo (0,6 Mn) npu TemnepaTypi HaBKONULLIHLOIO cepefoBullia NpPoTArom 1
rog. 30 xB. BunaptoBaHHSA pO34MHHMKA | OCaPKEHHS i3 AneTmunoBoro edipy gasanu 2-xnop-N-(6-xnop-
5-¢pTop-1',2',3',4',5',6'-rekcarigpo-[2,4"16inipnanHin-3-in)izoHikoTMHamiaTpudTOpaLeTar.

Mpuknag 5

Llem npuknag intoctpye ogepxaHHs 2-xnop-N-[5,6-amxnop-1'-(4'-dgpTopOicdpeHin-4-inmetnn)-
1',2',3',4' 5',6'-rekcarigpo-[2,4"16inipnanHin-3-injisoHikotnHamigy (cnonyka C2 B Tabnuui C).
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LLlykaHy cnonyky ogepxysanu 3 2-xnop-N-(5,6-guxnop-1',2',3',4',5',6'-rekcarigpo-[2,4'|6inipnanHin-
3-in)isoHikoTMHaMigy 3a MeToauKamu, aHamnoriYyHMMK onMcaHuM B npuknagi 4, BMKOPUCTOBYHOUU B
AKOCTi BUXIQHOI peyvyoBuHW 2,5-anxnop-3-amiHonipyanH 3amicTb  2-xnop-5-dpTop-3-amiHonipuaunHy.
3awmicTb cTagii B BMKkoprcTOBYBanu HaBegeHy HbKYe METOONKY:

Cragia B': MNpomixHui TeTparigponipuauH, ogepxanui Ha ctagii A (3 r), rigpyBanu B MeTaHoni
(350 MI) B MPUCYTHOCTI 1,1'-Bic(giisonponindgocdiHo)pepoueH(1,5-
uuknookTagieH)pogin(l)tetpadTopbopaty (46 mr) npu 80 °C i Tucky BogHo, wo gopisHioe 100 Bap,
npotsarom 21 rog. i ogepxyeBanu TpeT-Oytunosun edip 3-amiHo-5-cTop-3',4',5',6'-TeTparigpo-2'H-
[2,4"6inipnamnHin-1'-kapOOHOBOI KUCMOTMW.

AnbTepHaTUBHO, OCTaHHIN NPOMDKHMIA MNPOAYKT MOXHA ogepXxaTu Tak, fK ue onucaHo B WO
2006/003494, 3a peakuieto cnonydeHHs Heriwi 2,5-gmMxnop-3-amiHonipuanHy i TpeT-6yTunoBoro
eqgipy 4-nogninepunanH-1-kapOoHOBOT KUCIOTHW.

Mpuknag 6

Llem npuknag intoctpye ogepxaHHa  N-[6-6pom-5-chTop-1'-(4'-cbTopbicheHin-4-inmeTnn)-
1',2',3',4' 5',6'-rekcarigpo-[2,4"6inipyanHin-3-in]-2-xnopisoHikoTnHamigy (cnonyka C5 B Tabnuui C).

N

LykaHy cnonyky ogepXyBanu 3a MeToAuMKamMu, aHarnoriyHMMU OnucaHuMm y npuknagi 4, Wnisxom
3amiHu Ha cTtagii C N-xnopcykumHiMigy Ha N-6poMCyKUUHIMIA.

Mpuknag 7

Llen npuknag intoctpye opepxaHHsA 2-xnop-N-[6-xnop-1'-(4'-pTopbideHin-4-inmetnn)-5-metunn-
1',2',3',4' 5',6'-rekcarigpo-[2,4"16inipnanHin-3-injisoHikotHamigy (cnonyka C16 B Tabnuui C).

_ &
F.C N F

Cl

N

LlykaHy cnonyky ogepxyBanu 3a MeTogukamu, aHanoriyHMMm onucaHum y npuknagi 4,
BMKOPUCTOBYIOUU B SKOCTi BUXIQHOI pE4OBUNHN 3-aMiHO-2-XMOp-5-TpudTopMeTnnnipuanH (ogepxysanm
Tak, sk ue onucaHo y EP 178260, EP 272824) samicTb 2-xnop-5-Top-3-amiHonipuanHy.

AnbTepHaTVBHO, OCTaHHIN MPOMIXHUIM MPOAYKT MOXHa opepxatn Ge3nocepedHbO 3a peakuieto
cnonyyeHHa Cyasyki 3-amiHO-2,6-anxnop-5-tpudtopMeTunnipuanHy i TpeT-6ytunosoro edipy 4-
(4,4,5,5-tetpameTun-[1,3,2]giokcaboponaH-2-in)-3,6-gurigpo-2H-nipnanH-1-kap6oHoBoi Kncnotun
(opepxyBanu Tak, gk ue onucaHo y WO 2006/003494) 3 BUKOPUCTaHHAM YyMOB, ONUCaAHUX B Npuknagi
3, 3 noganbLlMM FOMOrEHHUM KaTaniTUMHUM FigpYyBaHHAM Tak, SIK Lie onucaHo B npuknaai S (ctaais
B").
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OpepxxyBaHHSA 3-amiHo-2,6-amxnop-5-TpudTopMeTUNNIPUANHY 3 3-amiHo-2-xnop-5-
TpudTOPMETUNNIPUOUHY nposoaunmn HacTynHUM YMHOM. Po3uuH 3-amiHo-2-xnop-5-
TpudTopmeTUnnipuauny (5 r) (ogepxyBanu Tak, sik Lue onucaHo y EP 178260, EP 272824) ta N-
XnopcykumHimigy (3,7 r) B aueToHiTpuni (125 mn) nepemiwyBany npu TemnepaTtypi HaBKONMULIHBbOIO
cepegosulla npotarom 16 roa. PeakuiHy cymiw BunuBanu y BoAY, eKCTparyBanu etunauetaTtom,
CyWWUnM Hag cynbatom HaTpilo i NOTIM KOHUEHTpyBanu y BakyyMmi. XpomaTtorpadia Ha cunikareni
(entoeHT: rekcan/etunauetart 3:1) gaBana 3-amiHo-2,6-guxnop-5-tpudtopmeTunnipugmH (3,5 r): MC
(IE+) 231/233/235 (MH+); "H AMP (400 MI'y, CDCly) 4,34 (s, 2H), 7,35 (s, 1H).

Mpuknag 8

Llen npuknapg intoctpye opgepxaHHsa 2-xnop-N-[6-6pom-1'-(4'-cpTopbideHin-4-inmetnn)-5-meTtun-
1',2',3',4' 5',6'-rekcarigpo-[2,4"6inipuanHin-3-injisoHikotuHamigy (cnonyka C15 B tabnuui C).

N
Br N
N
_ ®
F.C N F

3

N

LykaHy cnonyky ogep)yBanu 3a MeToAMKamMu, aHanoriYHUMM ONUCaHuM y npuknagi 7, Wnsgxom
3amiHn N-xnopcykumHimigy Ha N-6pomMCcyKLuHIMIA.

Mpuknag 9

Llen npuknag intoctpye opepxaHHsa 2-xnop-N-{4,5,6-Tpuxnop-1'-(4'-propbideHin-4-inmetnn)-
1'2',3',4',5',6'-rekcarigpo-[2,4'16inipuguHin-3-in}isoHikoTnHamigy (cnonyka C30 B Tabnuui C).

~N

LWykaHy cnonyky opepXyBanu 3a MeTOAMKaMM, aHarnoriYyHMMu onucaHuMm y npuknaai 5, 3
BUKOPUCTaHHAM 2 ekB. N-xnopcykunHimigy Ha ctagii xnopysaHHs (ctagia C).

Mpuknag 10

Llen npuknag imoctpye opepxaHHa — 2-xrop-N-{1'-(4'-dpTopbicdheHin-4-inmetnn)-4-pTop-6-
TpudptopmeTun-1',2',3",4',5',6'-rekcarigpo-[2,4'16inipuauHin-3-in}isoHikoTnHamigy  (cnonyka C41 B
Tabnuui C).

N

Cragia A: Po3uuH cnonykn, ogepxaHoi Ha ctagil B npuknagy 3 (10,35 r), i N-xnopcykuuHimigy
(4,4 r) B N-metunniponiguHoHi (150 mMn) nepemiwyBanu npu TemnepaTypi HaBKOMULLIHbOIO
cepefoBula npoTsarom 2,5 rod. PeakuinHy cymiw BunivBanu y BOAY i KifnbKa pasiB ekcTparyBanu
etunauetatom. O6'egHaHi opraHivHi LWapu npoMmBanu po3CconoM, CYLUMNKU Hag cynbdaTom HaTpito i
noTiM KOHUEHTpyBanu y Bakyymi. XpomaTorpacdia Ha cunikareni (entoeHT: rekcaH/etunauetat 1:1)
Jasana TpeT-6yTunosui edip 3-amiHo-4-xnop-6-TpudptopmeTnn-3',4',5',6'-tretparigpo-2'H-
[2,4"6inipuamnHin-1'-kapboHoBoi kucnotu (9,6 r) y Burngagi cniHeHoi pedvosuHn. MC (IE+) 380/382
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(MH+), 324/326 (M-isonpeH); *H SIMP (400 My, CDCly) 1,48 (s, 9H), 1,85 (m, 4H), 2,82 (m, 3H), 4,24
(m, 2H), 4,41 (br s, 2H), 7,46 (s, 1H).

Cragisa B: Po3unH cnonyku, ogepaHoi Ha cTtagii A (7,6 r), i TpudTopouToBoi kucrotu (61,7 mn) B
anxnopmeTani (380 mn) HarpiBanu go 55 °C. lMpu uin camin Temnepatypi npotarom 30 XB NOBINbHO
AofaBanv BOOHUIA po3ynH nepokcuay BogHw (30 mac. %) (23 mn). PeakuinHy cymiw BUTpuMyBanm
npu Uik camin TemnepaTtypi NpoTarom e 2 rog. PeakuiiHy cymiw BunmMBanu y BoAy i Kinbka pasis
ekcTtparyBanu pguxnopmetraHom. OO6G'egHaHi OpraHiyHi Wwapyu npoMuBany po3COSIOM, CYLIMNW Hag
cynbcaTtoM HaTpilo | NOTIM KOHUEHTPyBanM Yy BakyyMi. 3anuoK MNOBTOPHO PO3YMHANN B
anxnopmetaHi (200 wmn). [oTtim popaBanu  au-TpeT-OytunamkapboHat (5,4 r) Ta N,N-
giisonponinetunamit (14,2 mn) i peakuinHy cymiw nepemiwysanu npotarom 16 rog. Peakuito
3yNUHANW BOAOK i CyMill ekcTparyBanu amxnopmeTtaHom. O6'egHaHi opraHivHi wapwu npomMusanu
pPO3CONOM, CYLLIMMX Hapg cynbdaToMm HaTpilo i MNOTIM KOHUEHTpyBanu y Bakyymi. XpomaTorpadis Ha
cunikareni (entoeHT: rekcaH/etunauetat 5:1) pasana TpeT-6yTunoBui edip 4-xnop-3-HiTpo-6-
TpudpTopmeTun-3',4',5',6'-tetparigpo-2'H-[2,4"16inipuanHin-1'-kapboHoBoi kucnotu (4,9 r) y Burnagi
cniHeHoi peyoBuHW. MC (IE+) 410/412 (MH+), 354/356 (M-izonpeH); "H AMP (400 Mru, CDCl,) 1,48
(s, 9H), 1,77 (m, 2H), 1,95 (m, 2H), 2,85 (m, 3H), 4,26 (m, 2H), 7,74 (s, 1H).

Crapia C: Po3uuH cnonyku, ogepaHoi Ha ctagii B (1,2 r), i BUCyLLEHOT po3nurneHHsM dTopuay
kanito (339 mr) B gumeTtuncynbdokeungi (57 mn) nepemiwysanu npu 80 °C npotarom 1 rog. PeakuinHy
cyMmiWl BuMNMBanuM y BoAy i Kinbka pasiB ekctparyBanu eTtunauetatom. O6'eaHaHi oprariyHi wapu
npoMMBany po3COSiOM, CYyLWUNW Hag CynbgaToM HaTpito i MOTIM KOHUEHTpyBanu Yy BaKyyMi.
XpomaTtorpadpis Ha cunikareni (entoeHT: rekcad/etunauetat 5:1) gasana TpeT-6yTunosun edip 4-
dTop-3-HiTpo-6-TpndTopmeTUn-3',4',5',6'-tetparigpo-2'H-[2,4"16inipnaunHin-1'-kapboHoBOI KMCIOoTU
(0,7 r) y Burnsai cniHeHoi pevosuHu. MC (IE+) 338/339 (M-isonpeH); 'H AMP (400 My, CDCl5) 1,48
(s, 9H), 1,79 (m, 2H), 1,94 (m, 2H), 2,79 (m, 2H), 2,99 (m, 1H), 4,26 (m, 2H), 7,51 (d, 1H).

Crapia D: Cnonyky, ogepxaHy Ha ctagii C (1,8 r), posunHsanu B etaHoni (48 mn) i nicna gerasauii
JofdaBanu nanagin Ha gepesHomy Byrinni (10 mac. %) (500 mr). PeakuiiHy cymiw nepemiwysanu B
aTtMocdepi BOAHIO Npu TemnepaTypi HaBKONMULLHLOIO cepegoBuila npotaroM 1 gHsa. dinbTpyBaHHSA
yepes UeniT® gaBano TpeT-6yTunoeun edip 3-amiHo-4-dpTop-6-TpndTopmeTUn-3',4',5',6'-TeTparigpo-
2'H-[2,4"6inipuguHin-1'-kapboHoBoi kucnotu (1,6 r) y Burnsagi 6inoi tBepaoi peyosuHn. MC (IE+)
364/365 (MH+), 308/309 (M-izonpeH); *H SIMP (400 Mru, CDCls) 1,48 (s, 9H), 1,85 (m, 4H), 2,86 (m,
3H), 3,90 (br s, 2H), 4,25 (m, 2H), 7,22 (d, 1H).

MoTim cnonyky, ogepxaHy Ha ctagii D, o6pobnanu 3a MeTogmkamu, onucaHumun y npuknagi 3
(ctagis C Ta ctagia D), i ogepxyBanu LyKaHy Cronyky.

Mpuknag 11

Llen npuknag imoctpye opepxaHHa — 2-xrop-N-{1'-(4'-dpTopbicheHin-4-inmetnn)-6-pTop-5-
Tpudptopmetun-1',2',3',4',5',6'-rekcarigpo-[2,4'16inipuauHin-3-in}isoHikotTnHamigy  (cnonyka C31 B
Tabnuui C).

N
F N
N
_ C
F.C NH F

3

o \CI

|/N

Cragis A: o po34vMHy NpOMiKHOro TpeT-OyTunoBoro edipy 3-amiHo-6-xnop-5-TpudTopmeTun-
3'.,4'5',6'-TeTparigpo-2'H-[2,4"6inipnanHin-1'-kapboHoBOi  Kucnotu (4 r), ofepXaHoro Tak, sK ue
onucaHo y npuknagi 8, 3a pekuieto cnonyyeHHs Cyasyki 3 nogansblUnM KaTtaniTUYHUM rigpyBaHHAM, B
anxnopmeTani (200 mn), gogaBanu TpudptopouToBy kucnoty (32 mn). Po3unH HarpiBanm go 55 °C i
npw uin camin TemnepaTtypi npotarom 30 XB MOBIfbHO AOAaBanNu BOOHWUA PO3YMH NEpoOKCUAy BOOHIO
(30 mac. %) (10,5 mn). PeakuiviHy cymiw BUTpUMYBanv npw Ui camiv TemnepaTtypi npotsirom we 90
XB, MOTiIM BUNMBanu y Body i Kinbka pasiB ekctparyBanu gnxnopmertaHom. O6'egHaHi opraHiyHi wapm
NpPOMUBanu po3coryioM, CyLUUN Hag cynbdaToM HaTpito i MOTiIM KOHUEHTpYBanu y BakyyMi. 3anuiiok
MOBTOPHO PO34nHANM B amxrnopmeTaHi (110 mn). MNoTtim gogasanu gu-tpeT-6ytungukapboHart (3,5 r)
Tta N,N-giisonponinetunamin (7,6 wmMn) i peakuiiHy cymiw nepemiwysanu npu TemnepaTypi
HaBKOMULWHLOrO cepefoBuwa NpotaroM 16 rod. Peakuilo 3ynvHANM BOAOK Ta CyMill ekcTparysanu
anxnopmeTtaHoMm. O6'egHaHi opraHiyHi lWapu npomMmBan po3conom, CyLLIUnu Haf CynbgaTtoM HaTpito i
NnoTiM KOHLEHTpyBanu y Bakyymi. Xpomartorpadis Ha cunikareni (entoeHT: rekcar/etunauetat 10:1)
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Aasana TpeT-6yTunosum edip 6-xnop-3-HiTpo-5-Tpucptopmetun-3',4',5',6'-tetparigpo-2'H-
[2,4'16inipnauHin-1'-kapboHoBoi kucnoTn (3 r) y Burnagi cniHeHoi pedosuHn. MC (IE+) 410/412 (MH+),
354/356 (M-izonpeH); *H AMP (400 My, CDCls) 1,49 (s, 9H), 1,89 (m, 4H), 2,84 (m, 2H), 3,50 (m,
1H), 4,29 (m, 2H), 8,48 (s, 1H).

Cragis B: PosunH cnonykn, ogepxaHoi Ha ctagii A (2,5 1), i BUCYLLEHOI po3nuneHHsamM dTopuay
kanito (710 mr) B gumetuncynbdokeuai (120 mn) nepemiwysanu npu 80 °C npotsrom 40 XxB.
PeakuivHy cymilw BunuBanu B CyMill BOAM 3 NbOOOM i Kiflbka pasiB ekcTparyBanum eTunauetaTom.
OO'egHaHi oOpraHiyHi WapyM MNpoMMBaNIM pPOoO3COSIOM, CyWWUNU Hag cynbdaToM HaTtpito i noTim
KOHUEHTpyBanu y Bakyymi. XpomaTorpadis Ha cunikareni (entoeHT: rekcan/etnnauetaTt 5:1) gasana
TpeT-6yTunosui edip 6-prop-3-HiTpo-5-Tpudtopmetnn-3',4',5',6'-tetparigpo-2'H-[2,4'16inipnamHin-1'-
kapboHoBoi kucnotu (1,13 r) y surnsai cniHeHoi pedosunn. MC (IE+) 338/339 (M-isonpeH); H amp
(400 MTl'y, CDCl3) 1,48 (s, 9H), 1,90 (m, 4H), 2,84 (m, 2H), 3,53 (m, 1H), 4,29 (m, 2H), 8,57(d, 1H).

MoTim cnonyky, ogepxaHy Ha ctagii B, obpobnanu 3a metogukamu, onvcaHuMn y npuknagi 3
(ctagis B, ctagia C Ta ctagia D), i ogepxyBarnu LykaHy Cromnyky.

Mpuknag 12

Llen npuknag imoctpye opepxaHHa 2-xnop-N-{1'-(4'-dTopbicdeHin-4-inmeTun)-5,6-gndTtop-
1'2',3',4',5',6'-rekcarigpo-[2,4'16inipuguHin-3-in}isoHikoTnHamigy (cnonyka C25 B tabnuui C).

N
F N
) C
¥
F NH F

o \CI

Cragia A: [o po3umHy cnonyku, oTpumaHoi Ha ctagii C npuknagy 4 (5 r), i TpudpTOopoLTOBOI
kucnotn (46,5 mn) y xnopodopmi (324 mn) npu 50 °C no kpannam gogaBany BOOHUA PO34YMH
nepokcungy BogHo (30 mac. %) (15,7 mn). PeakuinHy cymiw nepemiwysanu npu 55 °C npotsrom 1
rod., OXonomKysanv Ao TemnepaTypy HaBKONULLHBOIO cepefoBuLla i po3baBnsany AMXnopMeTaHOM.
Po3umH npommBanu Bogoto i po3Cconom, Cywunnm Hag cyrnbdaTtoM HaTpilo i KOHUEHTpYBanu y BakyyMi
Ta ofepKysanmu NPOMIXHUI NPOAYKT, 6-xrop-5-dTop-3-HiTpo-1',2',3',4',5',6'-rekcarigpo-
[2,4'6inipuguHin (4 1), y Burnsagi macna. MC (IE+) 260 (MH+). MNpomixHuiA npogykT obpobnsanu am-
TpeT-6yTungukapboHaTtom (4 r) i TpueTnnamiHom (6,3 mn) B guxnopmeTaHi (250 mn) npotsarom 12 rog.
i nicna obpobku BoOoOK oAepXyBanu TpeT-OyTunoeBun edip 6-xnop-5-gpTop-3-HiTpo-3',4',5',6'-
TeTparigpo-2'H-[2,4"6inipnanHin-1'-kap6oHoBoi knucnotu (4,3 r) y Burnagi yepsoHoro macrna. MC (IE+)
360 (MH+), 345 (M-izonpeH + CH3CN), 305 (M-izonpeH), 260 (MH+-BOC).

Cragia B: lNpoaykt, ogepxaHun Ha ctagii A (3,3 r), BUCYyLLEeHWIA po3nuneHHsaMm dTopuay Kanito
(1,06 r) i TeTpadeHindocdoHindpomigy (7,6 r) po3unHanm B aueToHITpuni (23 Mn) i peakuinHy cymill
KMN'ATUAM 3i 3BOPOTHMM XOMNOAWMBHMKOM npoTarom 8 rof. PeakuiiHy cymiw oxornogKysBanu Ao
TemnepaTypu HaBKOMWLWHLOIO cepepoBuvwa, 6iny TBepay peyvoBMHY BuAansanu QinbTpyBaHHAM i
dinbTpar KOHLEeHTpyBanu y BaKyyMi. Xpomartorpadia Ha cunikareni (entoeHT:
umknorekcaH/etunauertatr 9:1) pgaeamna TpeT-Oytunosun  edip  5,6-gudptop-3-HiTpo-3',4',5',6'-
TeTparigpo-2'H-[2,4"6inipnanHin-1'-kap6oHoBoi kucnotu (0,85 r): MC (IE+) 329 (M-izonpeH+CH3CN),
288 (M-izonpeH), 244 (MH+-BOC); 'H AMP (400 Mru, CDCl3) 1,45 (s, 9H), 1,80 (m, 4H), 2,79 (m,
1H), 3,43 (m, 2H), 4,22 (m, 2H), 8,13 (t, 1H).

Cragia C: lNMpoaykt, ogepxaHui Ha ctagil B (694 wr), rigpyBanu B MeTaHoni npu TemnepaTtypi
HaBKOMWLUHLOrO CepefoBMLLA | odepxyBanu TpeT-Oytunosui edip 3-amiHo-5,6-andTop-3',4',5',6'-
TeTparigpo-2'H-[2,4"6inipnanHin-1'-kap6oHoBoi knucnotu (390 mr) y Burnsgi xxostoro macna: MC (IE+)
314 (MH+), 258 (M-izonpeH); *H AMP (400 My, CDCl3) 1,45 (s, 9H), 1,75 (m, 4H), 2,70 (m, 1H), 2,80
(m, 2H), 3,90 (m, 2H), 4,23 (m, 2H), 6,90 (t, 1H).

MpoaykT, ogepxaHun Ha ctagii C (313 Mr) nepeTBOpIOBaNU Ha LWyKaHUM NPOAYKT 3a METOANKaMMU,
aHanoriyHnMn onucanum y npuknagi 4 (ctagia D Ta ctagis E).

N
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Mpuknag 13
Llen npuknag inoctpye opepxaHHs 2-xnop-N-{1'-(4'-cbTopbicdeHin-4-inmeTnn)-6-ancdropmeTun-
1',2',3',4' 5',6'-rekcarigpo-[2,4"16inipnanHin-3-in}isoHikoTuHamigy (cnonyka C6 B Tadnuui C).

N

Cragia A: 6-(XnopandTopmeTun)-HikoTUHOHITpUN (35,4 1, ogepXyBann Tak, siK Lie OMnMcaHo y
nybnikauii Tetrahedron Letters, 39 (43), 1998, 7965) cycneHgyBanM Yy KOHLEHTPOBaHIN
XIIOPUCTOBOAHEBIN KucnoT (245 mn) i nepemiwysanu npu 110 °C npotarom 16 rog. PeakuiviHy cymiLu
0XO0rogKyBanu A0 TeMnepaTypu HaBKOMMULLIHLOIO CepefoBuia i gogaBany Cymill BOAWM 3 fbOOOM.
biny TBepay pevoBuMHY BigokpemmBanu (INbTPYBaHHAM | CyWMnM y BMUCOKOMY BakyyMi Ta
ofepxyBanm 6-(xnopandTOPMETIUN)HIKOTUHOBY KucroTy (36 r). 'H AMP (400 My, AMCO-ds) 3,30 (br
s, 1H), 8,00 (dd, 1H), 8,51 (dd, 1H), 9,17 (d, 1H).

Cragia B: B atmocdhepi asoty rotyBanu posuuH tpeT-6ytaHony (100 mn), noporukonogibHux
MornekynsipHux cut (4 A) (23 r) i TpueTtunaminy (9,36 mn). NMicnsa nepemilwysaHHs Npu TemnepaTypi
HaBKOMWLUHLOrO CEPEAOBULLA NPOTArOM 5 XB AogaBanu cnonyky, otpumany Ha ctagii A (10 r), noTim
andeHindocdopunasung (16,3 r). PeakuiiHy cymiw Kun'aTunu 3i 3BOPOTHIM  XONOAWUSIbHUKOM
npotsirom 3 rof. i NoTiM inbTpyBanu Yepes LeniT®. PeakuinHy cymilwl BUnMBanu y Boay i kinbka pasis
eKkcTparyBanu gietunosmm edipom. O6'eqHaHi opraHivHi Wapyu npomMmuBann po3coryioM, CYLLIMMWU Hag
cynbaTtoM HaTpito i MOTIM KOHUEHTpyBanu y BakyyMi. Xpomartorpadisi Ha cunikareni (eroeHT:
rekcaH/etunauetatr 5:1) pasana TpeT-OyTunosun edpip [6-(xnopaudpTopmeTun)-nipuaunH-3-inj-
kap6amiHoBoi kucrotn (10,6 r). MC (IE+) 279/281 (MH+); *H AMP (400 My, CDCls) 1,55 (s, 9H),
7,52 (d, 1H), 8,19 (m, 1H), 8,47 (d, 1H).

Cragia C: Cnonyky, oTpumaHy Ha ctagii B (5,57 r), posumHanu B etaHoni (110 mn) i nicns
perasauii gogasanu nanagii Ha pgepesHomy Byrinni (10 mac. %) (1 r1). PeakuinHy cymiw
nepemillysanun B atMocdepi BOOHIO Npu TemnepaTypi HaBKOMULIHBOro cepefoBumLla NpoTArom 5 rog.
®PinbTpyBaHHs 4epe3d uUeniT® pgaeano TpeT-OytunoBun  edip  (6-gudpTopmeTMnnipuanH-3-
in)kapbamiHoBoi kucrotu (4,8 r) y Burnsagi cniHeHoi pedoBuHn. MC (IE+) 245/246 (MH+); 'H amP
(400 MTl'y, CDCl3) 1,54 (s, 9H), 7,15 (t, 1H), 7,91 (m, 1H), 9,03 (m, 1H), 9,33 (m, 2H).

Cragia D: Po3uuH crnonyku, ogepxaHoi Ha ctagii C (5,9 r), B anxnopmeTtani (80 mn) o6pobnsinm
TPMTOPOLTOBOK KMUCMOTOK (3,7 MM) Npy TemnepaTypi HAaBKONULLIHLOTO cepeaoBULla NpoTarom 12
rog. PeakuiliHy cymill BUnMBanvM B HAaCUYEHWIA BOOHUIM PO34MH rigpokapboHaTy HaTpilo i Kinbka pasis
npommBanu auxnopmetaHoMm. O6'egHaHi opraHivHi WwWapu npommBanu po3COMOM, CYLIWAWM Hag
cynbhaTtoM HaTpito i MOTIM KOHUEHTpyBanu y BakyyMi. Xpomartorpadis Ha cunikareni (ernoeHT:
rekcan/eTunauetat 1:1) gaBana 6-gudTopmMeTUnnipuanH-3-inamit (2,1 r): "H AMP (400 MIy, CDCl5)
3,98 (br s, 2H), 6,56 (t, 1H), 7,03 (dd, 1H), 7,40 (d, 1H), 8,06 (d, 1H).

Cragia E: Po3uuH cnonyku, ogepxaHoi Ha ctagii D (2,1 r), i N-6GpomcykunHimigy (2,56 r) B
aueToHiTpuni (50 mn) nepemiwysanu npu 0 °C npoTtarom 10 xB. PeakuiiHy cymill BunvBanu y soay i
Kinbka pasiB ekctparyBanu etunauetatom. O6'egHaHi opraHidHi lWwapy NnpoMuBany po3cosioM, CyLIMImn
Hag cynbaToM HaTpito i NOTIM KOHUEHTpyBanu y BakyyMi. Xpomartorpadis Ha cunikareni (entoeHT:
rekcan/etunauertat 1:1) gasana 2-6pom-6-gndTopmMeTMnnipuanH-3-inamin (2,5 r) y surnsagi teepgoi
peyoBuHU. MC (IE+) 223/225 (MH+); 'H AMP (400 My, CDCl,) 4,38 (br s, 2H), 6,52 (t, 1H), 7,08 (d,
1H), 7,41 (d, 1H).

MoTim cnonyky, oTpumaHy Ha ctagii E, obpobnsnu 3a metogvkamu, onucaHvmu y npuknagi 4
(ctagis A, ctagisa B, ctagis C Ta ctagia D), i ogep)KyBanu LuyKkaHy Cromnyky.
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Mpuknag 14
Llen npuknag intoctpye ogepxaHHa 2-xnop-N-{1'-(4'-cpTopbicheHin-4-inmeTun)-6-oudTopmMeTOKCH-
1',2',3',4',5',6'-rekcarigpo-[2,4"16inipnanHin-3-in}isoHikoTuHamigy (cnonyka C40 B Tadnuui C).

o P,

o) AN

N

LWykaHy cnonyky ogepxysanu 3 2-6poM-6-audTOpMETOKCUMNIpUaNH-3-inamiHy 3a meToamkamu,
onucaHmmn B npuknagi 4. 2-bpom-6-gndTopmeToKkcUnipnaunH-3-inamiH  ogepXyBanu HaCTyMHUM
YNHOM:

Crapia A: 2-Tigpokcu-5-HiTponipnanH (5 r) obpobnsanun xnopaudTopauetatom Hatpito (11,5 ) B
KMnNnsyomy aueToHiTpuni (186 mn) npotarom 2 gHiB. PO34MHHMK BMNapioBanwu, 3anuwoK BUnmesanu B
eTunauerart, NPOMMBaNM PO3COMOM, CYLIMNWM Hag CynbdaTtoM HaTpilo i MOTIM KOHUEeHTpyBamu y
BaKkyyMi. XpomaTorpadis Ha cunikareni (entoeHT: rekcar/etnnaueTtar 1:1) gasana 2-gudTopMeTOoKCH-
5-HiTponippamH (1 r, 15 %) i 1-gudTopmeTnn-5-Hitpo-1H-nipugnH-2-on (90 wmr, 1,5%). 2-
OndTopmeToken-5-HitponipuamH: MC (IE+) 191 (MH+); 'H amp (400 MT'u, CDCl3) 7,05 (d, 1H), 7,51
(t, 1H), 8,53 (dd, 1H), 9,09 (d, 1H). 1-OndTopmeTnn-5-HiTpo-1H-nipugnH-2-ox: MC (IE+) 191 (MH+);
6,65 (d, 1H), 7,63 (t, 1H), 8,14 (dd, 1H), 8,73 (d, 1H).

Cragia B: 2-[ludpTopmeToKCK-5-HiTponipnanH, ogepxanuni Ha ctagii A (1,6 r), obpobnanu 3anisom
(5 r) Ta KOHUEHTpOBaHO XnopucToBogHoBo kncnototo (0,23 mn) B etaHoni (15 mn) i Bogi (2,5 mn)
npu 80 °C npotarom 20 xB. PinbTpyBaHHA Yepe3 UeniT® i BMNapioBaHHA PO3YMHHMKA AdaBano 6-
AMPTOPMETOKCUMIPUANKH-3-inamiH (1,4 1) y BUrNsai nomapaHyeBoi TBepaoi pevosuHn. "H AMP (400
Mrlu, CDCl) 3,51 (br s, 2H), 6,89 (d, 1H), 7,23 (d, 1H), 7,44 (dd, 1H), 7,80 (d, 1H).

Cragia C: 6-OudtopmeTokcunipuamnH-3-inamid, ogepxaHui Ha ctagii B (1,36 r), obpobnsann N-
©pomcykuuHimigom (1,51 r) B aueToHiTpuni npotarom 10 xB. Po34nH BUNMBanu y Boay, ekcTparysanu
eTunaueTaToMm, OpraHiyHMM LWap Cywunu Hag cynbdaToM HaTpilo i KOHUEHTpyBanu Yy BaKyyMi.
Xpomartorpadhias Ha cunikareni (eneHT: u,MKnoreKcaH/eTmnaueTaT 7:3) paBana 2-6pom-6-
andrtopmeTokeunipuanH-3-inamiH y BUrNs4i YepBoHOro macna. 'H amp (400 Ml'u, CDCI3) 3,95 (br s,
2H), 6,72 (d, 1H), 7,07 (d, 1H), 7,24 (dd, 1H).

Mpuknag 15

Llen npuknag intoctpye ogepxaHHs 2-xnop-N-[5-xnop-1'-(4'-dpTopbicdeHin-4-inmetun)-6-(2,2,2-
Tpudptopetokcn)-1',2',3',4',5',6'-rekcarigpo-[2,4"16inipugunHin-3-injisoHikotuHamigy  (cnonyka C9 B
Tabnuui C).

F3CW N O
O N
| X
_ 9
Cl NH F

o \CI

N

LWykaHy cnonyky ogepxyBann 3 2-6pom-5-xnop-6-TpudTopeTokeunipuamH-3-inamiHy — 3a
MeToguvkamn, onucaHumm B npuknagi 5 (6e3 npoegeHHs crtagii C). 2-bpom-5-xnop-6-
TPUDTOPETOKCUNIPUAKH-3-iNamiH oAepXKyBarnu HacTYMHUM YUHOM:

Cragia A: PosuuH 2,3-gmnxnop-5-HitponipuanHy (5 r, Synthesis, 1990 (6), 499-501), 2,2,2-
TpudTopeTaHony (2,6 r) i kapboHaTy kanito (5,4 r) B N, N-gumetundopmamigi (50 mn) nepemiwyBanmu
npu 80 °C npotsarom 1 roa. PeakuinHy cymiw Bunueanu y oAy i3 nbogom. Ocaa BigokpemnioBanu
QiNbTpyBaHHAM Ta CywuMnu y BUCOKOMY BakyyMi | ogepxysBanu 3-xnop-5-Hitpo-2-(2,2,2-
TpudTOpEeTOKCH)-NipnanH (5,65 r).

Crapia B: 3-Xnop-5-HiTpo-2-(2,2,2-Tpudptopetokeun)nipnanH (5,39 r), ogepxaHunm Ha cragii A,
BigHOBMIOBanNM 3 BUKOpPUCTaHHAM 3aniza (13,6 r) Ta KOHUEHTPOBaHOI XIOPUCTOBOAHEBOI KMUCMOTU
(0,73 mn) B eTaHoni (6,5 mn) i Bogi (1 mn) npu 80 °C npotaroM 1 rog. PinbTpyBaHHA Yepes LeniT® i

25



10

15

20

25

30

UA 101046 C2

BMMApOBaHHS  PO3YMHHMKA 3  nojdanbliol  xpomaTorpacdpiero  Ha  cunikareni  (entoeHT:
umknorekcaH/etunauetat 9:1) gaBanu 3-xnop-5-amiHo-2-(2,2,2-tpudtopeTokcn)nipugunH (3,1 r).

Cragia C: 3-Xnop-5-amiHo-2-(2,2,2-TpudTopeTokcu)nipugnH (3,05 r), ogepxxaHuin Ha crtagii B,
opomyBanu N-6pomcykumHimigom (2,4 1) B aueToHiTpuni (68 mn), Tak sk Lie onucaHo B npuknagi 14,
cragia C, i ogepxyBanu 2-6pom-5-xnop-6-Tpudptopetokcunipugun-3-inamin (4,12 r) y surnagi
yepBoHoro macna. MC (IE+) 305/307/309 (MH™); 346/348/350 (MH" + CH3CN); 'H AMP (400 Mru,
CDCls) 3,80 (br s, 2H), 4,65 (q, 2H), 7,10 (s, 1H).

Mpuknag 16

Llew npuknag inoctpye opgepxaHHsa 2-xnop-N-[1'-(4'-¢pTtopbicdeHin-4-inmeTnn)-6-meToKCK-
1',2',3',4' 5',6'-rekcarigpo-[2,4"6inipuanHin-3-injisoHikotuHamigy (cnonyka C10 B Tabnuui C).

N

LLykaHy cnonyky oaepxyBanu 3 2-xrop-6-MeTokcunipuanH-3-inaminy 3a metoankamm, onMcaHuMmm
B npuknagi 3.

Mpuknag 17

Llem npuknag inoctpye  ogepxaHHs  2-xnop-N-[1'-(4'-dpTopbiceHin-4-inmeTnn)-6-BiHin-
1',2',3',4' 5',6'-rekcarigpo-[2,4"16inipuanHin-3-injisoHikotnHamigy (cnonyka C11 B Tabnuui C).

SUSAS

N

N

) »
N F

o \CI

N

LykaHy cnonyky ogepxxyBanu 3 TpeT-6ytunosoro ecdipy 3-amiHo-6-BiHin-3',4',5',6'-TeTparigpo-2'H-
[2,4"6inipnamnHin-1'-kapOOHOBOI KMCNOTKN 3a MeToAMKamMK1, onucaHumMu B npuknagi 3, ctagii C-E. Tpet-
Oytunosun ediip 3-amiHo-6-BiHIN-3',4',5',6'-TeTparigpo-2'H-[2,4'16inipnanHin-1'-kapboHOBOI  KMCNOTH
ofepXyBarnu HacTYNMHUM YUHOM:

PosunH TpeTt-6ytunosoro edpipy 3-amiHo-6-6pom-3',4',5',6'-TeTparigpo-2'H-[2,4"6inipnanHin-1'-
kapboHoBoi kucrnotn (0,49 r, ogepxxyBanu 3 3-aMiHO-2-OpoMnipManHY 3a MeToAUKaMM, OMUCAHNMN B
npuknagi 6, ctagii A-C), Tpubytuneixinonosa (0,36 r) i TeTpakic(tpudenindgocdiH)nanagito (0,035r) B
Tonyoni (20 mn) kun'aTMnyM 3i 3BOPOTHIM XONoaunbHUKOM npoTarom 3 rog. PeakuiiHy cymiw
OXOmopkKyBanu A0 TemnepaTtypu HaBKOMMLLHBOIO CepefoBuLLa i PO3YMHHUK BUAANANN Y BaKyyMi.
3anuwok ouMwanu 3a AoNoMOrok xpomarorpadii Ha cunikareni (entoeHT: UMKIorekcan/eTmnauerar
1:1) i ogepxyBanu TpeT-6yTMnosui edip 3-amiHo-6-BiHin-3',4',5',6'-TeTparigpo-2'H-[2,416inipnauHin-
1'-kap60oHOBOI kucroTn (0,32 ) y BUrRsAAi oBTOi TBepaoi peyoBuHn. MC (IE+) 443/445 (MHY); 'H
AMP (400 MI'y, CDCl3) 1,40 (s, 9H), 1,70 (m, 2H), 1,90 (m, 2H), 2,75 (m, 2H), 2,80 (m, 1H), 4,15 (m,
2H), 5,4 (d, 1H), 6,2 (d, 1H), 6,7 (dd, 1H), 7,15 (d, 1H), 7,6 (d, 1H), 7,7 (s, 1H), 7,8 (m, 1H), 7,9 (s,
1H), 8,5 (d, 1H).
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Mpuknag 18
Llen npuknag inoctpye opepxaHHsa 2-xnop-N-[5-xnop-6-uuknonponin-1'-(4'-cpropbicdeHin-4-
inmetunn)-1',2',3',4',5',6'-rekcarigpo-[2,4"16inipngnHin-3-injisonikotnHamigy (cnonyka C13 B Tabnuui C).

T
N
X
_ B
Cl N F

o \CI

PN

LLykaHy cnonyky ogepxxysanu 3 TpeT-6ytunosoro edipy 3-amiHo-5-xnop-6-unknonponin-3',4',5',6'-
TeTparigpo-2'H-[2,4'16inipnamHin-1'-kapboHOBOI KMCMOTM 3a MeToAMKamu, onucaHuMmn B npuknagi 3,
cragii C-E. Tpet-6ytunosun edpip  3-amiHo-5-xnop-6-uuknonponin-3',4',5',6'-tetparigpo-2'H-
[2,4'16inipnaunHin-1'-kapboHOBOI KNCNOTN OAEPXKYBaNM HACTYMHUM YNHOM:

PoaunH TpeT-6yTunosoro edipy 3-amiHo-5-xnop-6-6pom-3',4',5',6'-TeTparigpo-2'H-
[2,4'16inipnauHin-1'-kapboHoBoi kucnotu (0,59 r, ogepxxyBanu 3a MeToaMkamu, onucaHMMmu B Npuknagi
5, 3 BukopuctaHHam N-OpomcykuuHimigy 3amictb  N-xmopcykuumHimigny Ha  ctagii  C),
uuknonponinéopoHoBoi kncnotu (0,086 r), TeTpakic(TpudeHindocdiH)nanagio (0,094 r) i kapboHaTy
kanito (0,14 r) B 1,2-gumeTtokcuneTani (5 mn) i Bogi (0,2 M) onpoMiHlOBany B MiKpOXBUIbOBIV NeYi npu
150 °C npotarom 20 xB. PeakuiiHy cymiw oxonomxkyBanu A0 TemnepaTypyu HaBKOJULLIHLOIO
cepegoBuwa, posbasnanu  eTunaueTaTtoMm, NpoOMMBaNM  HaCWYEHWM  BOOHUM  PO3YMHOM
rigpokapboHaTy HaTpito, BOOOK i NOTiM po3conom. OpraHivyHui wap cyLnnm Hag, CynbdatoM HaTpito i
PO3YMHHUK BMAANANM Yy BakyyMi. 3anuliok oduiany 3a OMOMOrow xpomatorpacdii Ha cunikareni
(enmtoeHT: gmxnopmetaH/etunauetaTt 9:1) i ogepxyBanu TpeT-OyTunosun edip 3-amiHo-5-xnop-6-
uuknonponin-3',4',5',6'-tetparigpo-2'H-[2,4"16inipnamHin-1'-kapboHosoi kucrotn (0,30 r) y BurnsAgi
XOBTOi TBepaoi peyosuHu. MC (IE+) 491/493 (MH"); 'H amp (400 Ml'y, CDCl3) 1,0-1,1 (m, 4H), 1,45
(s, 9H), 1,60 (m, 1H), 1,70 (m, 2H), 1,85 (m, 2H), 2,50 (m, 1H), 2,80 (m, 2H), 4,20 (m, 2H), 7,65 (d,
1H), 7,75 (s, 1H), 7,80 (s, 1H), 7,9 (m, 1H), 8,60 (d, 1H).

Mpuknag 19

Llen npwuknag inoctpye opepxkaHHsa N-[5-6pom-1'-(4'-dpTopbideHin-4-inmetnn)-1',2',3'4',5',6'-
rekcarigpo-[2,4'16inipnanHin-3-in]-2-xnopisoHikoTMHamigy (cnonyka C23 B Tabnuui C).

_ ®
Br N F

N

LWykaHy cnonyky ogepxysanu 3 2,5-gubpom-3-amiHOMipUaMHY 3a MeToauKamu, OnucaHuMu B
npuknagi 5, He nposogsa4n cragito C.

Mpuknag 20

Llen npuknag imntoctpye  ogepxaHHsa  N-[5-6pom-6-xnop-1'-(4'-cpTopbideHin-4-inmetnn)-
1'2',3',4',5',6'-rekcarigpo-[2,4'|6inipuguHin-3-in]-2-xnopisoHikoTnHamigy (cnonyka C24 B Tabnuui C).

N
Cl N
AN
=
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LWykaHy cnonyky ogepxyBanu 3 2,5-anbpom-3-amiHonipuauHy 3a meTtoamkamu, onvcaHuMn B
npuknagi 5.
Mpuknapg 21
Llen npuknag intoctpye ogepxaHHs 2-xnop-N-[6-xnop-1'-(4'-cdbTopbideHin-4-inmetnn)-5-meTun-
5 1',2',3',4' 5',6'-rekcarigpo-[2,4"16inipuanHin-3-injisoHikotHamigy (cnonyka C26 B Tabnuui C).

N
Cl N
AN
=

o \CI

~N

LykaHy cnonyky ogepxysanu 3 2-6pom-5-meTun-3-amiHonipnanHy 3a MeToankamu, onmcaHumm B
npuknagi 4.
HaBepfeHi Hux4ye cnonyku ogepKyBanu 3a MeTognkaMm, aHanoriYyHMMmM onMcaHvMM B npuknagax 3-
10 21:
Cronykn doopmynu (Ic)

(Ic)
Tabnuusa C:
Cron ArperatHun BEPX
' R' R? R* |R°| R® cTaH/ MC (IE+)
Ne (1Y)
T. nn.
Cl1 |2-xnopnipmg-4-un -CF; H H F 63-66 °C [1,42xB| 569/571
C2 | 2-xnopnipug-4-un Cl Cl H F 84-86 °C |1,46 xB| 569/571
i N i TBEpAA
C3 | 2-cpropnipna-4-un CF3 H H F pevoBMHa 1,40 xB 553
C4 | 2,6-anxnopnipng-4-un -CF; H H F TBEpAa 1,51 xB| 603/605/607
peyoBMHa
C5 | 2-xmopnipmg-4-un Br F H F 88-93 °C [1,41xB| 597/599
C6 | 2-xnopnipua-4-un -CHF, H H F TBEPAA |4 36xs| 551/553
peyoBuHa
2-
C7 | (xnopgudTopmeTun)- -CF; H H F TepAa 1,48 xB| 619/621/623
) peyoBuHa
nipng-4-un
C8 |2,6-anxnopnipup-4-un| -CHF, | H | H | F TBSPAA 14 45 xa| 585/587/589
peyoBuHa
C9 | 2-xnopnipng-4-vn -OCH,CF; Cl H F 82-86 °C (1,52 xB| 633/635
C10 |2-xnopnipug-4-un -OCH3 H H F 87-90 °C (1,35 xB 531
C11 |2-xnopnipng-4-un -CH=CH, H H F 79-80 °C (1,36 xB 527
C12 | 2-xnopnipng-4-un -CH=CH, Cl H F 88-90 °C (1,60 xB| 561/563
C13 | 2-xnopnipua-4-un WAKNO el | H | F | 78-80°C |1,63x8| 575/577
nponin
C14 | 2-xnopnipua-4-un WAKRO-w | H | F TBOPA3 14 52xs| 541/543
nponin peyoBuHa
C15 |2-xnopnipua-4-un Br CFs | H F TBEPAA 14 &3 x| 649/651/653
peyoBuHa
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Tabnuuga C:
Cron ArperatHun BEPX
' R R® R |R°| R° cTaH/ MC (IE+)
Ne T (1Y)
. nn.
C16 | 2-xnopnipua-4-un Cl CFs |H| F TBSPA3 14 49 x8 | 603/605/607
peyoBuHa
C17 |2-xnopnipug-4-vun Cl F H F 84-93 °C |1,39 xB| 553/555
C18 |2,5-puxnopnipna-4-un | -CFs H |H| F TBSPA3 14 47 x8|603/605/607
peyoBuHa
C19 |2-cpbropnipna-4-vn Cl Cl H F 91-95°C |1,40xB| 553/555
C20 i:’;ﬁOp'G'MeT”””'p”“' Cl Cl | H| F | 9498°C [1,47x8| 583/585
C21 |2-xnopnipug-4-un Hukno- F H F 82-83°C |1,48 x8| 559/561
nponin
. LMKIO- o
C22 | 2-xnopnipug-4-un H nponin H F 118-120 °C (1,37 xB| 541/543
C23 | 2-xnopnipug-4-un H Br H F 87-89 °C [1,39 x8| 579/581
C24 | 2-xnopnipng-4-un Cl Br H F 88-89 °C |1,47 xB| 615/617
C25 | 2-xnopnipng-4-un F F H F 71-73°C [1,38xB| 537/539
C26 |2-xnopnipug-4-un Cl -CH; H F criHeHa 1,40 x| 549/551
peyoBuHa
C27 | 2-xnopnipug-4-un -CF; H H H - 1,29 xB. 551,2
C28 | 2-xnopnipmg-4-un -CF; H H Cl 70 °C 1,55 x| 585/587
C29 | 2-xnopnipug-4-un -CF; H H -CH; - 1,32 xB. 565,2
C30 | 2-xnopnipug-4-un Cl Cl Cl F 101-105 °C (1,49 xB| 605/607
C31 | 2-xnopnipua-4-un T CFs |[H| F CIMEHA 14 45xa| 585/587
peyoBuHa
C32 | 2-xnopnipng-4-un Cl Cl H Cl 131-136 °C |[1,48 xB| 587/589
C33 | 2-xnopnipng-4-un -CF; H H -CF; [131-133°C |1,53 xB| 619/621
C34 | 2-xnopnipug-4-un Cl Cl H -CF; [135-140°C |1,52 xB| 621/623
C35 | 2-xnopnipng-4-un -CF; H H | -OCH; | 75-80°C |1,41xB| 581/583
2- .
. cniHeHa
C36 Z?:?Topmemnmpm,q- -CF; H H F peuoBMHa 1,50 x8| 603/604
C37 | 2,5-guxnopnipng-4-nn Cl Cl F 66-68 °C |1,53 x| 604/606
c3g |27vIop-2-propnipua- | o H H F CHIHEHA 14 43 x8| 587/589
4-nn peyoBMHa
c3g |270p-5-propnipua- | o H H F CMIHEHA 14 44 xs| 587/589
4-nn peyoBMHa
C40 | 2-xnopnipng-4-un -OCHF, H H F 82-83°C (1,49 xB| 567/569
C41 | 2-xnopnipua-4-un -CF5 H | F| F CTIHEHA ~ 1145 x8| 587/589
peyoBuHa
C42 | 2-xnopnipng-4-un -CF; H H -CN 96 °C 1,39 x| 576/578
C43 | 2-xnopnipng-4-un -CF; H H | -OCF; | 63-64°C |1,56 x8| 635/637
C44 | 2-xnopnipng-4-un -CF; H H Br 69-70 °C (1,52 xB| 629/631
C45 | 2-xnopnipua-4-un -CF5 H | H 'Fll;'gﬂ; 86-87 °C |1,54 x8| 591/593
C46 | 2-xnopnipng-4-un -CF; H H | -C=CH 1,48 xB 575
3-
C47 | TpudbTOpMETUNNIPUA- -CF; H H F 1,30 xB 603
4-nn
C48 | nipma-4-un -CF, F 1,08 xB 535
ca9 i:’;‘;OP'G'”pO”'””'p””' _CF, F 147x8| 611
C50 ﬁLX”OP'G'eT”””'p“”"" _CF, H | H 139x8| 597
C51 |2,5-gucptopnipug-4-un| -CF; F 1,34 xB| 507/509
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Mpuknag 22

Llen npuknag inoctpye opgepxaHHsa — 2-xnop-N-[1'-(4'-¢pTopbicdeHin-4-inmetnn)-1'-okcu-6-
TpudpTopmeTun-1',2',3',4',5',6'-rekcarigpo-[2,4'16inipuanHin-3-injisoHikotuHamigy  (cnonyka D1 B
Tabnuui D).

0
.
T
FiCu Ny
= O
N F

o \CI

o poaumny 2-xnop-N-[1'-(4'-pTopbicheHin-4-inmeTun)-6-Tpucptopmetnn-1',2',3',4',5',6'-rekcarigpo-
[2,4'16inipnaunHin-3-injisoHikoTuHamigy (2,4 1) (npuknag 3) B metaHoni (10 mn) npu Temnepatypi
HaBKOMWLIHLOrO CcepefoBuLla AodaBany BOOHWMA pO34vmMH nepokcuay BogHwo (30 mac. %) (2,9 ).
PeakuinHy cymiw nepewmiwysanu npu 55 °C npotarom 16 rog. Po3unH koHueHTpyBanu go ob'emy, Lo

10  popiBHoE 1/3 novaTKOBOrO, i 0Ocag BigOKpeMoBany inbTPYBaHHAM i CYLUUAM Y BUCOKOMY BaKyyMi i
OAepXyBanu LUyKaHy cnon¥|<y y Burnagi 6inoi nopowkonoaioHoi pevosuHm (1,5 1). T. nn. 158-161 °C;
MC (IE+) 585/587 (MH+); "H AMP (400 MI'y, CDCl3) 1,83 (m, 2H), 2,71 (m, 2H), 3,27-3,46 (m, 5H),
4,48 (s, 2H), 7,15 (m, 2H), 7,45-7,60 (m, 8H), 7,91 (dd, 1H), 8,02 (d, 1H), 8,05 (bs, 1H), 8,54 (d, 1H).
HaBegeHi HMK4Ye Cnonykn ogepxKyBanu 3a METOANKAMKN, aHaNOor4YHMMKM ONucaHin y npuknagi 22:
15 Cnonykun cdoopmynu (Id)

N

a, -
R8

Tabnuusa D:
ArperaTtHui BEPX
Crion. Ne R! R’ R | R°| R® cTaH/ MC (IE+)
T. nn. ()
D1 2-xnopnipua-4-un -CF3 H H F 158-161 °C | 1,44 xB 585/587
D2 2-xnopnipua-4-un Cl Cl H F 198-203 °C | 1,48 xB 585/587
D3 | 2-dTopnipng-4-un -CF3 H H F 198-200 °C | 1,45 xB 569/571
D4 ﬁf‘“""‘”"pn'p”ﬂ"" -CF4 H | H| F |197-198°C | 1,54 x8 | 619/621/623
D5 | 2-xnopnipna-4-un -OCH,CF;| CI H F 202-206 °C | 1,45 xB 649/651
D6 | 2-xnopnipug-4-vn Br -CF; | H F 190-191 °C | 1,61 xB | 665/667/669
D7 | 2-xnopnipna-4-un Br F H F 174-177 °C | 1,47 xB 613/615
D8 | 2-xnopnipna-4-un Cl F H F 174-178 °C | 1,44 xB 569/571
Dg |ZSAMNOPIPMAA | cp | W | M | F | 164-168°C |152xe| 619/621/623
D10 |2-dTopnipnag-4-un Cl Cl H F 177-181 °C | 1,47 xB 569/571
D11 |2710P-6- cl c | H| F |168174°C [152xs| 599/601
MeTunnipua-4-un
D12 | 2-xnopnipng-4-un Cl -CF; | H F 208-210 °C | 1,53 xB | 619/621/623
D13 | 2-xnopnipua-4-un ;‘ggﬁ?ﬂ H | H| F | 180-182°C |144xs| 557/559
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Tabnuuga D:
ArperatHun
Cnon. Ne R R® R* | R°| R® ctaH/ BEPX 1 mc (IE+)
(Hy)
T. nn.
. LMKIo- o

D14 | 2-xnopnipna-4-un nponin Cl H F 172-175°C | 1,54 xB 591/593
D15 |2-xnopnipng-4-un -OCH;, H H F 213-219 °C | 1,43 xB 547/549
D16 |2-xnopnipna-4-un Cl Br H F 185 °C 1,49 xB 631/633
D17 | 2-xnopnipua-4-un Cl |-CHs| H | F CTIHEHA 1 4 43x8 | 565/567

peyoBuHa
D18 | 2-xnopnipng-4-un Cl Cl Cl F 188-191 °C | 1,53 xB 621/623
D19 | 2-xnopnipua-4-un F CFs| H | F CTIHEHA 1 4 48 xa |  603/605

peyoBuHa
D20 | 2-xnopnipna-4-un Cl Cl H | -CF; | 148-151°C | 1,61 xB 637/639
D21 | 2-xnopnipng-4-un -CF3 H H Cl 183-186 °C | 1,53 xB 601/603

2- .
. cniHeHa
D22 |Ttpudptopmetmnnipua- -CFs H H F pevoBMHa 1,52 xB 619/620
4-un

D23 |5 xnopnipna-4-un CF; | H | H |-OCHs| 180-182°C |142xe| 597/599
D24 |2XMOPZPTOPNPMA)  cp | W | W | F | 178180°C |146xa| 603/605
D25 |5XNOP-S-bTOPIPAA  cp, F | 173-175°C |148x8| 603/605
D26 | 2-xnopnipug-4-nn -OCHF, H H F 203 °C 1,43 xB 583/585
D27 | 2-xnopnipna-4-un -CF3 F criHeHa 1,47 xB 603/605

peyoBuHa

Mpuknag 23
Llen npuknag imoctpye  ogepxaHHsa  2-xnop-N-{3,4,5-TpudTop-2-[1-(4'-pTopbideHin-4-

inMeTun)ninepnanH-4-injdeHin}isonikotuHamigy (cnonyka E1 B Tabnuui E).

o Yo,

e) N

N

LWykaHy cnonyky ogepxyBanu 3 2-6pom-3,4,5-TpudTOpaHiniHy 3a MeToAMKOK, OMUCaHoK B
npuknagi 4.
HaBefeHi HWx4e cnonykn ogepxysanu 3a MeToaMkamMu, aHanoriYHMMmn onucaHin y npuknagi 23:
Cnonykn coopmynu (le)

/\‘\‘\ (le)
R’ NH
5
l
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Tabnuus E:
Cron. Ne R R R | R® | R® ﬁ‘:‘;ﬁﬁ”:;‘j” %ES? MC (IE+)
E1 ﬁhxnc’p”ip”“"" F F |l H|F 61-64°C | 143xs | 554/556
E2 ﬁhxnomipm"" -CF3 F |l H|F 65-69°C | 1,54x8 | 604/606
E3 ﬁj’jx”c’p”ip”“"" cl H | H | F | 105109°C | 1,39x8 | 552/554/556
E4 ﬁhxnc’pmp”“"l' H H | H | F | 164-167°C | 1,41xs 518/520
E5 ﬁj'jx”c’p”ip”“"" Br H | H| F | 194198°C | 1,39xe | 596/598/600
E6 ihX”Op”ip"'”"" CN | H | H | F | 125129°C | 1,37xe | 543/545
A F H| H| F| 9205°c |136x | 536/538
Eg |ZXMOPMPMAA | cE, | M| M| F | 9396°C | 144xe | 5861588
Eg  [27XNOPMpMA-4- | UMKNO- | e | 1o4908°C | 144x8 | 558/560
un nponin
Mpuknag 24

Llem npuknag intoctpye opepxaHHsa — 2-xnop-N-{3-Tpudptopmetun-2-[1-(4'-xnopbicdeHin-4-
5 inMeTun)ninepnanH-4-in] dexin}isoHikotuHamigy (cnonyka F1 B Tabnuui F).

g
NH Cl Cl

o \CI

~N

LykaHy crnonyky ofepxyBanu 3a MeTOAMKOI, OMUCAHO B Npuknagi 3, 3 BUKOpPUCTaHHAM 2',4'-
anxnopbideHin-4-kapbanegeriny 3amictb  4'-dptop[1,1'-6idbeHin]-4-kapbokcanbgerigy (ctagia E,
mMeToauku B). 2',4'-OuxnopbicdeHin-4-kapbanbaeria oTpumyBanu 3a peakieto cnonyyeHHs Cyasyki 1-

10  ©pom-2,4-amxnopbeHsony Ta 4-dhopMinbeH30n60pOHOBOI KUCOTHU.
HaBegeHi Hx4Ye Cnonyku ogepxysanu 3a MeTOANKaMK1, aHanoriYHMMKU onucaHin y npuknagi 24:
Cronyku cdoopmynu (If)

(If)

32



5

10

UA 101046 C2

Tabnuug F:
Cnon. 1 3 4 6 7 8 ArperaTHuit BEPX

Ne A R R R R R R ctad/T. nn. (4Y) MC (IE+)
F1 | CH | 2-xnopnipng-4-un |-CF3| H - 1'-Cl Cl 129-133°C | 1,56 xB | 620/622
F2 | CH | 2-xnopnipng-4-un |-CF3| H - 1'-F F 152-156 °C | 1,46 xB | 586/588
F3 | CH | 2-xnopnipng-4-un |-CF3| H - 1'-Me F 68-72 °C 1,49 xB | 582/584
F4 | CH | 2-xnopnipng-d-un |-CFs| H | - |* ’4F'“”' F 50-54 °C | 1,46 x8 | 604/606
F5 N |2-xnopnipug-4-vn |-CF3| H | 1-F - F 68-71 °C 1,45 xB | 587/589
F6 N | 2-xnopnipug-4-un |-CF3;| H - 1'-F F 148-153°C | 1,43 xB | 587/589
F7 N | 2-xnopnipug-4-un |-CF3;| H - 1'-Me F 73-77 °C 1,48 xB | 583/585
F8 N | 2-xnopnipug-4-un |-CF3;| H - 1'-Cl Cl 89-95 °C 1,55 xB | 621/633
Fo | N |2-xnopnipug-d-un |-CFs| H | - |* ’4F'£“’" F 71-75°C | 1,46 x8 | 605/607
F10 | N |2-xnopnipng-4-un |-CF3| H - 2'-F F 1,43 xB 670

F11 | CH | 2-xnopnipng-4-vn | -F | H - 1-F F 1,50 xB 636

F12 | CH | 2-xnopnipng-4-vn | -F | H - 2'-F F 1,60 xB 536

F13 | N |2-xnopnipua-4-un | -Cl | -Cl | - 1'-Me F 122-127 °C | 1,50 xB | 585/587
F14 | CH | 2-xnopnipug-d-un |-CFs| H | - |2 ’3C'f“’" H 142 °C 1,56 x8 | 620-622
F15 | N |[2-xnopnipug-4-un |-CFs| H | - |2 ’3C'f“’" H 82 °C 1,56 x8 | 621/623
F16 | CH | 2-xnopnipng-4-un |-CF3| H |2-F| 1-F Cl 79-81 °C 1,53 x8 | 620/622
F17 | N |2-xnopnipug-4-un |-CF3| H |2-F| 1-F Cl 80-81 °C 1,49 xB | 621/623
F18 | CH | 2-xnopnipuag-4-un |-CFs| F | 2-F| 1'-F Cl 79-81 °C 1,56 xB | 638/640
F19 | CH | 2-xnopnipng-4-vn |-CF3;| H | 2-F 1-F F 70-72 °C 1,46 xB | 604/606
F20 | N |2-xnopnipuag-4-un |-CF;| H |2-F| 1-F F 73-74 °C 1,43 x8 | 605/607
F21 | CH | 2-xnopnipua-4-un |-CF;| F | 2-F| 1-F F 81-83 °C 1,51 xB | 622/624

Mpuknag 25

Llen npuknag intoctpye ogepxaHHa N-okcmay 2-xnop-N-{3,4,5-tpudtop-2-[1-(4'-pTopbiceHin-4-
inmeTun)ninepnanH-4-injdeHin}isoHikotmHamigy (cnonyka G1 B Tabnuui G).

F
F
F
WykaHy

9
g
NH
o X Cl
N
Cronyky

ofepixKysanum 3

L

2-xnop-N-{3,4,5-Tpuctop-2-[1-(4'-pTOpbideHin-4-

inMeTun)ninepnanH-4-injdeHin}isoHikotuHamigy (cnonyka E1 B Tabnuui E), Tak sk ue onucaHo B

npuknagi 2.

HaBefeHi HK4Ye Cnonyku ogepxysanu 3a METOANKaMU, aHanNor4YHUMKM ONUCaHInA y Nnpuknagi 25:
Cronyku cdoopmynu (lg)
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| +
F N
RS
‘ (1g)
R NH R®

O R
Tabnvuya G:
Cnon. 1 3 4 5 8 ArperaTHui BEPX
Ne R R ROVRI R crawmon., | @) MC (IE+)
Gl | 2-xnopnipng-4-vn F F H F 164-168 °C 1,46 xB 570/572
G2 | 2-xnopnipung-4-nn -CF; F H F 187-191 °C 1,54 xB 620/622
G3 | 2-xnopnipung-4-nn H H H F 203-207 °C 1,39 xB 534/536
G4 |2-xnopnipua-4-un|  Cl H|H|F 188 °C, 145xs | 568/570/572
po3knagaHHs
G5 | 2-xnopnipuna-4-un Br H H F 188 °C, 1,47 xB | 612/614/616
po3KknagaHHs

G6 | 2-xnopnipung-4-nn -CF; H H F 185-190 °C 1,50 xB 602/604

G7 | 2-xnopnipuna-4-nn F 185 °C, 1,39 xB 552/554
posknagaHHs
G8 |2-xnopnipua-4-un| -CN H|H]|F TBEpAA 1,38x8 | 559/561
peyoBuMHa
. LMKIO-
G9 | 2-xnopnipuna-4-un ; H H F 186-191 1,53 xB 574/576
nponin
Mpuknag 26
5 Llen npuknag intoctpye ogepxaHHa N-okcuay 2-xnop-N-{3-tpucptopmetnn-2-[1-(4'-xnopbiceHin-

4-inmeTnn)ninepuauH-4-injdeHrin}izoHikotnHamiagy (cnonyka H1 B Tabnumui H).

o
N+
F,C
NH cl ! cl
cl

e) N

WykaHy  cnonyky  ogepxyBanmm 3  2-xnop-N-{3-tpucdtopmeTtun-2-[1-(4'-xnopbiceHin-4-
inMeTun)ninepnanH-4-injdeHin}isoHikotuHamigy (cnonyka F1 B Tabnuui F), Tak sk ue onucaHo B
10 npuknagi 2.
HaBefeHi HWx4e cnonykn ogepxysanu 3a MeToankamMu, aHanoriYHMMmn onucaHin y npuknagi 26:
Cnonykn coopmynu (lh)

C|)7 4

—~N

1
| ; R9) (Ih)
R* NH R®
Py R,
0~ "R
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Tabnuua H:
Cnon. 1 3 4 6 7 g | ArperaTHuin BEPX
Ne A R R RTIR R R ctad/T. nn. (1Y) MC (IE+)
H1 | CH |2-xnopnipug-4-un|-CF3| H |1-F - F 185-190 °C 1,47 602/604
H2 | CH |2-xnopnipug-4-un|-CF3| H - 1-F F 140-145 °C 1,49 602/604
H3 N  |2-xnopnipng-4-vn|-CF;| H |1-F - F 172-174 °C 1,45 603/605
H4 N  |2-xnopnipug-4-un|-CF;| H - 1'-Me F 192-194 °C 1,51 599/601
H5 N |2-xnopnipug-4-un|-CF3| H - |1'4-pu-F| F 220-225 °C 1,48 621/623
H6 N |2-xnopnipug-4-un| Cl | Cl | - 1'-Me F 174-176 °C | 1,50 xB | 599/601
H7 CH |2-xnopnipua-4-vn|-CF3| H | 2-F 1'-F Cl 186-188 °C 1,54 xB | 636/638
H8 N |2-xnopnipua-4-un|-CF3| H | 2-F 1'-F F 152-155 °C 1,48 xB | 621/623
H9 CH |2-xnopnipua-4-vn|-CF3| F |2-F 1'-F F 167-169 °C 1,53 xB | 638/640
H10 | CH |2-xnopnipug-4-un|-CF3| H |2-F 1-F F 181-183 °C 1,47 xB | 620/622
H11l N |2-xnopnipng-4-un|-CFs| H | 2-F 1-F Cl 194-196 °C 1,52 xB | 637/639
H12 | CH |2-xnopnipug-4-un|-CF3| F |2-F 1-F Cl 182-184 °C 1,58 xB | 654/656
Mpwuknag 27

Llen npuknag intocTpye ogepxaHHs 3-rigpokcunponincynbdgoHaty 2-xnop-N-{3-tTpucdtopmeTunn-2-
[1-(4'-xnop0ideHin-4-inmeTun)ninepnanH-4-in]deHin}isoHikoTuHamig-N-okcmay (cnonyka J1 B Tabnuui

5 J).

LWykaHy
inmeTun)ninepnanH-4-injdeHin}isoHikotuHamig-N-okcngy (cnonyka B6 B Tabnuui B), Tak gk ue
onucaHo B npuknagi 28.

10 HaBefeHi HWx4e cnonykn ogepxysanu 3a MeToaMkamMu, aHanoriYHMMmn onucaHin y npuknagi 27:

Cnonyku coopmynu (lj)

or
g
NH
o N Cl
N
Cnonyky  ofepxyBanu

3

HO(CH,),SO-

L

2-xnop-N-{3-TpudTopmeTnn-2-[1-(4'-xnopbideHin-4-

R .
O (1)
R* NH R®
5
R %\
0”7 "R'
Tabnuuga J:
Cnon. Ne R R’ R | R, | R HX T.nn.
J1 2-xnopnipng-4-un -CF; H H F HO(CH,);SOzH 178-182 °C
J2 2-xnopnipng-4-un -CF; H H F HsPO, 173-175 °C
J3 2-xnopnipung-4-un -CF3 H H F CF;COOH 158-161 °C
J4 2-xnopnipung-4-un -CF; H H F HCI 179-180 °C
J5 2-xnopnipng-4-un -CF; H H F 4-CH3-Ph-SO3zH 168-170 °C
J6 2-xnopnipng-4-un -CF; H H F CH3;SOzH 105-107 °C
J7 2-xnopnipng-4-un -CF; H H F CH3(CH;)3sSO3zH -
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Mpuknag 28

Llen npuknapg intoctpye ogepxaHHsa 3-rigpokcunponincynegoHaty 2-xnop-N-[1'-(4'-dpTopbicdheHin-
4-inmeTtun)-1'-okcun-6-tpucptopmeTtun-1',2',3',4',5',6'-rekcarigpo-[2,4'16inipnanHin-3-injisoHikotnHamigy
(cnonyka K1 B Tabnuui K).

OH
I, HO(CH,),S0O,-
NG l
F,C N\
=
NH F
o | XN Cl
N
5
Ho cycneHsii  2-xnop-N-[1'-(4'-dTopbicheHin-4-inmeTnn)-1'-okcun-6-tpudptopmeTnn-1',2',3',4',5',6'-
rekcarigpo-[2,4'16inipnannin-3-injisoHikotnHamigy (0,4 r, cnonyka D1 B Tabnuui D) B gnxnopmeTtaHi
(12 wmn) popgasanu 3-rigpokcunponaH-1-cynboHoBy kucroty (0,14 wmn). PeakuinHy cymiw
nepemiwysanu npu TemnepaTypi HaBKONMULWIHBLOrO cepepoBuwia npotarom 16 rog. [Jopasanu
10  pgieTunosun edip i 6iny TBepay peyvoBMHY BigOKpeMIoBanu inbTpyBaHHAM, NPOMUBAaNN XONOAHUM
METaHOJIOM i CYLUMIIN Y BUCOKOMY BaKyyMi Ta ogepXyBanu wykaHy crnonyky (0,36 r).
HaBegeHi HMK4Ye Cnonykn ogepxKyBanu 3a METOANKAMKN, aHaNOr4YHMMKM onucaHin y npuknagi 28:
Cronykn dopmynu (lk)
OH X
|+
g
3
R N
| N O (IK)
=
R* NH R®
5
R
0~ "R!
15
Tabnuus K:
Cnon. Ne R’ R® R | R | R HX T. nn.
K1 2-xnopnipua-4-un -CF; H H F HO(CH,);SOsH 225-230 °C
K2 2-xnopnipua-4-un -CF; H H F CH3SO3H 195-196 °C
K3 2-xnopnipua-4-un -CF; H H F CH3;CH,SO3;H 222-224 °C
K4 2-xnopnipua-4-un -CF; H H F 4-CH;-Ph-SO3;H 256-257 °C
Mpuknag 29
Llen npuknag inoctpye opepxaHHa 2-xnop-N-[5,6-guxnop-1'-(4'-dpT1opbideHrin-4-inmeTtun)-1'-
okecu-1',2',3',4' 5',6'-rekcarigpo-[2,4']6inipuanHin-3-injisoHikoTMHamigrigpoxnopugy (cnonyka M1 B
20  Tabmuui M).

N+

Cl N
) g
=

Cl N F

0] AN

36



10

15

20

25

30

35

Jo

cycneHsii

UA 101046 C2

2-xnop-N-[5,6-anxnop-1'-(4'-dpropbideHin-4-inmeTun)-1'-okcn-1',2',3',4' 5',6'-

rekcarigpo-[2,4'16inipnaunHin-3-injisonikotnHamigy (0,15 r, cnonyka C2 B Tabnuui C) B guxnopmeTaHi
kncnoty (0,05 r). Ocag sBuginanm
iNbTPYBaHHAM i CyLUIMNN Y BUCOKOMY BaKyyMi Ta 0gepiKyBanu LyKaHy CrosykKy.
HaBefeHi HMK4Ye CNoNyku ogepxKyBanu 3a MeTOANKaMK, aHanoriYHMMK onucaHin y npuknagi 29:
Cnonykn cdoopmynu (Im)

(1 wmn) pogaBanu

KOHUEHTpPOBaHy XJTOPUCTOBOAHEBY

(Im)

Tabnvua M:

Cnon. Ne R R’ R* | R’ | R’ HX T. nn.

M1 2-xnopnipng-4-un -Cl -Cl H F HCI 240 °C

M2 2-xnopnipng-4-un -Cl -Cl H F 3-PhO-(CH,),CO,4 75-80 °C

M3 2-xnopnipng-4-un -Cl -Cl H F 2-CI-Ph-COyy 195-200 °C

M4 2-xnopnipng-4-un -CF; H H F 4-CH3-Ph-SO3H 246-248 °C

M5 2-xnopnipng-4-un -CF; H H F CH3SOzH 274-275 °C

M6 2-xnopnipng-4-un -CF; H H F CH3;CH,SOzH 278-279 °C

M7 2-xnopnipng-4-un -CF; H H F CH3(CH»)1:,CO4 130-132 °C

M8 2-xnopnipua-4-un -CF; H H F HO(CH,);SOsH 288-289 °C

Bionoriyni npuknagm

Lli npwvknagu

Spodoptera littoralis (ryciHb COBKM €rmneTcbkoi 6aBOBHSIHOI):

Anckn 3 nucta 6aBOBHM MNOMillanM Ha arap B 24-fyHKOBI NMNaHWweTu ANd MIKpOTUTPYBaHHSA i
obnpuckyBanu gocnigKyBaHumMmn posdnHamu. icnsa CywiHHA ANCKM 3 NUCTS 3apaxanu 5 nnynHkamm
L1. 3pasku gocnigxyBanu Ha 3arnbernb, NOBeAiHKY NPy rogyBaHHi | peryntoBaHHs 3pocTaHHsA Yepes 3
AHi nicnst o6pobku (OI10).

3a3HayeHi Hux4Ye Cnonykn Npu3BoAMnM 00 3HULEHHS wWoHameHwe 80 % Spodoptera littoralis:
Al, A2, A3, A4, A5, A6, A7, A8, A9, Al10, Al11, Al12, Al13, Al4, Al5, Al6, Al7, Al18, A19, A20, A21,
A22, A23, A24, A25, A26, A27, A28, A29, A30, A31, A32, A33, A34, A35, A36, A37, A38, A39, A40,
A4l, Ad2, A43, Ad4, A45, A46, B1, B2, B3, B4, B5, B6, B7, B8, B9, B10, B11, B12, B13, B14, B15,
B16, B17, B18, B19, B20, B21, B22, B23, B24, B25, B26, B27, B28, B29, C1, C2, C3, C4, C5, C6,
C7, C8, C9, C10, C11, C12, C13, C14, C15, Cl6, C17, C18, C19, C20, C21, C22, C23, C24, C25,
C26, C28, C29, C30, C31, C32, C33, C34, C35, C36, C37, C38, C39, C40, C41, C42, C43, C44, D1,
D2, D3, D4, D5, D6, D7, D8, D9, D10, D11, D12, D13, D14, D15, D16, D17, D18, D19, D20, D21,
D22, D23, D24, D25, D26, D27, E1, E2, E3, E4, E5, E6, E7, E8, E9, F1, F2, F4, F5, F6, F7, F8, F9,
G1, G2, G3, G4, G5, G6, G7, G8, G9, H1, H2, H3, H4, H5, J1, J2, J3, J4, K1, K2, K3, K4, M1, M2,
M3, M4, M5, M6, M7, M8.

Heliothis virescens (ryciHb NMMCTOBINKN-OPYHBKOIAKN THOTHOHOBOI):

Anua (0-24-rognHHi) noMiliany Ha WTYYHUA KOPM B 24-MyHKOBI NNaHLWeTn ANng MiKpOTUTPYBaHHS i
3a [OMNOMOrol ninetkn obpobnsnu JocnigkyBaHMMM po3vMHaMyn B KOHUeHTpauii 200 4vacT./mMnH
(koHUEeHTpauUis B nNyHkax cTaHoBuna 18 yact. / mnH). Micnsa iHkyGauiHoro nepiogy Tpusanictio 4 gHi

3pasky AocnimKyBanu Ha 3armbenb seLb, 3arnbenb NUUYMHOK | perynioBaHHA 3pOCTaHHS.

iMOCTPYOTb  NECTUUUMAHI/IHCEKTMUMAHI  XapakTepucTukm cnonyk dopmynu  (I).
JocnigXeHHs npoBOANUMNN HACTYNMHUM YMHOM:

3asHauyeHi HuK4e Cnonykn NpmM3BoaUNKM 0o 3HULLEHHS WwoHarmeHwe 80 % Heliothis virescens: A2,
A3, A4, A5, A6, A7, A8, A9, A10, All, Al12, Al3, Al4, Al5, Al16, Al7, Al18, A19, A20, A21, A22, A23,
A24, A25, A26, A27, A28, A29, A30, A31, A32, A33, A34, A35, A36, A37, A38, A39, A40, A4l, A42,
A43, Ad44, A45, A46, B1, B2, B4, B5, B6, B7, B8, B9, B10, B11, B12, B13, B14, B15, B16, B17, B18,
B20, B22, B23, B24, B25, B26, B27, B28, B29, C1, C2, C3, C4, C5, C6, C7, C8, C9, C10, C11, C12,
C13, C14, C15, C16, C17, C18, C19, C20, C21, C22, C23, C24, C25, C26, C28, C29, C30, C31, C32,
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C34, C35, C36, C37, C38, C39, C40, C41, C42, C43, C44, D1, D2, D3, D4, D5, D6, D7, D8, D9, D10,
D11, D12, D13, D14, D16, D17, D18, D19, D20, D21, D22, D23, D24, D25, D26, D27, E1, E2, E3, E4,
ES5, E6, E7, E8, E9, F1, F2, F3, F4, F5, F6, F8, F9, G1, G2, G3, G4, G5, G6, G7, G8, G9, H1, H2, H3,
H4, H5, J1, J2, J3, J4, K1, K2, K3, K4, M1, M2, M3, M4, M5, M6, M7, M8.

Plutella xylostella (monb kanyctsiHa):

24-nyHKOBI NNaHWweTn Ans MikpoTutpyBaHHA (MMT) 3i WTY4YHUM KOPMOM 3a 4OMOMOrol NiNneTKu
00pobnanu gocnimpKkyBaHMMM po3vmMHamMuM B koHUeHTpadii 200 4acT./MnH (KOHLEeHTpauis B NyHKax
ctaHoBuna 18 vact. / mnH). Micna cywiHHa NMT 3apaxanu nudanHkamm L2 (7-12 Ha nyHky). lMicns
iHKyOaLinHoro nepiogy TpMBanicTio 6 AHIB 3pa3ky AOChiAKyBanu Ha 3arubenb NUYNHOK | perynoBaHHA
3POCTaHHA.

3a3HayeHi Hk4e Cnonyku NpuM3BOAMIN A0 3HULLEHHS woHanmeHwe 80 % Plutella xylostella: Al,
A2, A3, A4, A5, A6, A7, A8, A9, Al10, All, A12, A13, Al4, A15, Al6, Al7, A18, A19, A20, A22, A23,
A24, A25, A26, A27, A28, A29, A30, A31, A32, A33, A34, A35, A36, A37, A38, A39, A40, A4l, A42,
A43, Ad4, A45, A4d6, B1, B2, B4, B5, B6, B7, B8, B9, B10, B11, B12, B13, B14, B16, B17, B18, B19,
B20, B22, B23, B24, B25, B26, B27, B28, B29, C1, C2, C3, C4, C5, C6, C7, C8, C9, C10, C11, C12,
C13, C14, C15, C16, C17, C18, C19, C20, C21, C22, C23, C24, C25, C26, C28, C29, C30, C31, C32,
C33, C34, C35, C36, C37, C38, C39, C40, C41, C42, C43, C44, D1, D2, D3, D4, D5, D6, D7, D8, D9,
D10, D11, D12, D13, D14, D15, D16, D17, D18, D19, D20, D21, D22, D23, D24, D25, D26, D27, E1,
E2, E3, E4, E5, E6, E7, E8, E9, F1, F2, F4, F5, F6, F7, F8, F9, G1, G2, G3, G4, G5, G6, G7, G8, G9,
H1, H2, H3, H4, H5, J1, J2, J3, J4, K1, K2, K3, K4, M1, M2, M3, M4, M5, M6, M7, M8.

Diabrotica balteata (6niwka obnamoBaHa):

24-nyHKOBI NnaHweTn Ang mikpotutpysBaHHs (MMT) 3i wWTy4yHUM KOPMOM 3a AONOMOrOK MiNeTKu
06pobnsanu AocnimKyBaHUMKU po3dnHamMm B KOoHuUeHTpauii 200 yacT./MnH (KOHUEeHTpauis B nyHKax
ctaHoBuna 18 yvact./mnH). MNicns cywinHa MNMMT 3apaxanu nuumHkamun (L2) (6-10 Ha nyHky). licns
iHkybauinHoro nepiogy TpueanicTio 5 gHiB 3pasku JOCNiMKyBanu Ha 3arnbernb NNYMHOK i perynioBaHHs
3POCTaHHs.

3as3HaueHi HuK4e Cnonykn NpM3BOAUNN OO0 3HULLIEHHS WoHaMeHLwe 80 % Diabrotica balteata: Al,
A2, A3, Ad, A5, A6, A7, A8, A9, A10, All, Al2, A13, Al4, Al5, Al6, Al7, A18, A19, A20, A22, A23,
A24, A25, A26, A27, A28, A29, A30, A31, A32, A33, A34, A35, A37, A38, A39, A40, A4l, A42, A43,
Ad4, A45, B1, B2, B4, B5, B6, B7, B8, B9, B10, B11, B12, B13, B14, B15, B16, B17, B18, B20, B21,
B22, B23, B24, B25, B26, B27, B29, C1, C2, C3, C4, C5, C6, C7, C8, C9, C10, C11, C12, C13, C14,
C15, C16, C17, C18, C19, C20, C21, C22, C23, C24, C25, C26, C28, C29, C30, C31, C32, C33, C34,
C36, C37, C38, C39, C40, C41, C42, C43, C44, D1, D2, D3, D4, D5, D6, D7, D8, D9, D10, D11, D12,
D13, D14, D16, D17, D18, D19, D20, D21, D22, D23, D24, D25, D26, E1, E2, E3, E4, E5, E6, E7, ES,
E9, F1, F2, F3, F4, F5, F6, F8, F9, G1, G2, G3, G4, G5, G6, G7, G8, H1, H2, H3, J1, J2, J3, J4, K1,
K2, K3, K4, M1, M3, M4, M5, M6, M7, M8.

Aedes aegypti (komap >XOBTOMPONACHWUNA):

10-15 JlnunHok komapis (L2) pa3oMm 3 XMBUMbHOK CyMILULLIO noMiwanu B 96-nyHKOBI NnaHLweTn
ONa MIKpOTUTPYBaAHHSA. Y IyHKM 3a OOMOMOroK MineTkn BHOCUMMWM OOCHISKYBaHi PO3YMHU Npu A03i
BHECEHHS!, WO OO0PiBHIOE 2 YacT./MiH. Yepe3 2 aHi Komax obcTexmnu Ha 3armbernb i NpUrHideHHs
3POCTaHHsI.

3a3HayeHi Hux4e Cnonykn Npu3BoaMnY 0 3HULLEHHS LWoHanmeHwe 80 % Aedes aegypti: Al, A2,
A3, A4, A5, B1, B2, B4, C1, C2, C3, C4, C5, D1.

POPMYJIA BUHAXOLOY

1. Cnonyka copmynu (1):

(R%),,

(R7)

(D
B SKil
A o3nauae CR? abo N;
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p oopisHioe 0 abo 1;

R' o3Hauae nipua-4-vn, wo HeoboB'A3KOBO MICTUTE 1 abo 2 3aMiCHMKU, KOXEH 3 SKMX HEe3anexHo
BnbpaHui 3 ranoreHy, C,-Cs-ankiny abo C,-Cs-ranoreHarnkiny;

R? 03Hauae BoaeHb, ranoreH, C,-Cs-ranoreHasnkin a6o C1-Cs-ranoreHankokcurpyny;

R® ta R* He3anexHo 03HaualOTb BOAEHb, rarnoreH, uiaHorpyny, C,-Cg-ankin, C,-Cg-ranoreHarnkin, C,-
Cg-ankeHin, C,-Cg-ranoreHarnkenin, C;-Cg-umknoarnkin, C;-Cg-ranoreHumknoankin, C,-Cs-
ankokcurpyny, C,-Cg-ranoreHankokcurpyny, C,-Cg-ankintiorpyny a6o C;-Cg-ranoreHankinriorpyny;

R® 03Hauyae BoaeHb abo ranore;

koxeH R® Ta R’ HesanexHo o3Hauae ranoreH, C;-Cg-ankin, C;-Cg-ranoreHankin, C;-Cg-ankokcurpyny
abo C;-Cg-ranoreHankokcurpyny;

m gopieHtoe 0, 1 abo 2;

n gopisHoe 0, 1 abo 2; i

R® 03Hauae BOAeHb, ranoreH, uiaHorpyny, C;-Cg-ankin, C,-Cg-ranoreHankin, Cz-Cg-uyuknoankin, C,-Cg-
ankeHin, C,-Cg-ranoreHankeHin, C,-Cg-ankiHin, C;-Cg-ankokcurpyny abo C;-Cg-ranoreHankokcurpyny;
abo ii cinb.

2. Cnonyka 3a n. 1, B skin R' osHauae nipua-4-vn, Wo HeobOoB'A3KOBO MICTUTb 1 abo 2 3aMiCHUMKM,
KOXKEH 3 §KMX HesanexHo BubpaHui 3 dTopy, xnopy, Opomy, wmeTuny, audpTopMETUNYy,
xnopaudtopmeTuny abo TpudTopmMeTUNy.

3. Cnonyka 3a n. 1 abo 2, B sKkin R® o3Hauae BOAEHb, rasoreH, uiaHorpyny, C,-Cg-ankin, C,-Cg-
ranoreHarnkin, C,-Cg-ankeHin, Cs-Cg-umknoankin, C,-Cg-ankokcurpyny, C,-Cg-ranoreHasnkokcurpyny,
C,-Ce-ankinTiorpyny abo C;-Cs-ranoreHankintiorpyny.

4. Cnonyka 3a 6yab-gkuM 3 nonepegHix NyHKTiB, B SKiN R* 03Hauae BoaeHb, ranoreH, uiaHorpyny, C;-
Ce-ankin, C;-Cg-ranoreHankin, C,-Cg-ankeHin, Cs-Cg-umknoankin, C;-Cg-ankokcurpyny, C;-Cq-
ranoreHankokeurpyny, C,-Cg-ankintiorpyny abo C;-Cs-ranoreHankinriorpyny.

5. Crionyka 3a 6y/b-IKUM 3 MonepeaHix NyHKTIB, B kil R® 03Hauae BoaeHb, hTop, xnop abo 6pom.

6. Cnonyka 3a 6yab-sknm 3 nonepeaHix NyHKTIB, B SIKi KOXXeH R® He3anexHo 03HaYae ranoreH, C,-Ce-
ankin aéo C,-Cg-ankokcurpyny.

7. Cnonyka 3a 6yab-skMM 3 nornepeaHix NyHKTIiB, B ki m gopiBHioe 0 abo 1.

8. Cnonyka 3a 6yab-aKkMM 3 nonepeaHix NyHKTIB, B KA KOXEH R’ He3anexHo 03HaYae ranoreH, C1-Ce-
ankin abo C;-Cg-ankokcurpyny.

9. Cnonyka 3a 6yab-akum 3 MonepeHix NyHKTIB, B AKi n gopisHioe 0 abo 1.

10. Cnonyka 3a 6ygb-skuM 3 nonepeaHix NyHKTiB, B SKiN R® 03Hauae BoaeHb, ranoreH, uiaHorpyny, Ci-
Ce-ankin, C;-Cg-ranorenankin, Cs-Cg-umknoankin, C,-Cg-ankeHin, C,-Cg-ranoreHankeHin, C,-Cg-
ankinin, C,-Cg-ankokcurpyny abo C;-Cg-ranoreHankokeurpyny.

11. Cnocib 60poTbbK 3 KOMaxamu, Khilamu, Monckamm abo HemaTogamu Ta iX 3HULLEHHS, AKUA
BKITIOY@E HaHECEeHHs Ha LWKIOHWKIB, Ha OocepedoK LWKIAHUKIB abo Ha pocnuHKW, NigAaHi HawecTio
WKigHWKiB, cnonyku dopmynn () 3a 6ygb-akmm 3 nn. 1-10 B iHCEKTUUMAHO, akapuuugHo,
MOCKOLMAHO abo HeMaTounaHO ePEKTUBHIN KiNbKOCTI.

12. IHcekTMUMAOHA, akapuungHa, MonckouuaHa abo HemaTouuaHa KOMNo3uuis, WO MICTUTb CNoMyKy
dopmynu (1) 3a 6yab-skum 3 n. 1-10 B iIHCEKTULMAHO, akapuumnaHo, MoncKoUMaHo abo HemaTouMaHo
€deKTUBHIN KiNbKOCTI.

Komm’'totepHa BepcTka M. JlomanoBa

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

OI “YxpaiHCbKWI iIHCTUTYT NPOMMUCIOBOI BNacHocTi”, Byn. [Na3yHoBa, 1, M. KuiB — 42, 01601
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