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X
A T

X

\Y (1.

Y uini popmyni (1) V, X i Z o3HayaloTb 3anuLLKK, Taki K BOOEHb, OPraHiyHi 3anuLwky, Taki SK ankin, Ta

iHLLIi 3anuLLKK, TakKi K ranoreH. A o3Havae okcagiasonbHui 3anuwok. W o3Hadae CY abo N.
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BuHaxig cTtocyeTbecst TEXHIYHOI ranysi repbiungis, 3okpema repbiuunais Ang cenekTneHoi 6opoTsbm
3 Byp'sAHOBMMW pOoCNUHaAMU Ta TpaBamMm B KyNbTypax KOPUCHUX POCIIUH.

I3 nyb6nikauii WO02012/126932 Al Bigomi N-(1,3,4-okcagiason-2-in)apunkapbokcamign sk
repbiuman. Y nybnikauii W0O2013/087577 Al Takox sik repbiuman onmcani N-(1,3,4-okcagiazon-2-
in)apun-kapbokcamign, siki 3amilleHi Ha amigHoOMy aTomi asoTy. I3 nybnikauii WO 2014/126070 Al
BiOMi repOiunagHO aKTMBHI TpUasnHOH-Kapbokcamiaw, siki 3amilleHi Ha amigHOMy aToMi a3oTy.

3agadero BuHaxogy ©Oyno ogepxaHHs repbiumaHO akTMBHMX CMOMAYK i3 MOMiNWeHUMu
BfIACTUBOCTAMM NOPIBHSAHO 3 BNACTUBOCTAMMU CMOMYK, BiJOMUX i3 PiBHA TEXHIKM.

Byno BusBneHo, wo nesHi noxigHi N-(1,3,4-okcagia3on-2-in)apunkapbokcamigy, Sk 3amilleHi
crneujianbHUMKM 3anNuULLKaMn Ha okcagia3oninibHOMY 3anuuky abo Ha kap©6aMoinbHin rpyni, € 0cobnmBo
nobpe npuaaTHUMKM 0O 3aCTOCYBaHHSA sk repbiuman.

Takum uynHOM, npeameToM BuHaxody € noxigHi N-(1,3,4-okcagiason-2-in)apun-kapbokcamigy

dopmynu (1)
X
A
=
Moo
NN
Z
\

B SIKil CUMBOIM Ta iHAEKCU MatloTb HaBeAeHi Aani 3Ha4YeHHs:

W o3Hauvae N a6o CY,

X i Z 03HayaloTb HE3amNEeXHO OAWH Bif OAHOIO B KOXXHOMY BUMAaAKy BOAEHb, HITPO, ranoreH, LiaHo,
dopmin, poaaHo, (C1-Cs)-ankin, (Ci-Ces)-ranorenankin, (Cz-Ce)-ankeHin, (C2-Ce)-ranoreHankeHin, (Ce-
Ce)-ankinin, (Cs-Ce)-ranoreHankinin, (Cs-Ce)-umknoankin, (Cs-Ce)-ranoreHumknoankin, (Cs-Ce)-
uuknoankin-(Ci-Ce)-ankin, (Cs-Cs)-ranoreHuuknoankin-(Ci-Ces)-ankin, COR?, OR!, OCOR!?, OSO0:zR?,
S(O)nR?, SO20R?Y, SO2N(RY)2, NRISO2R?, NRICORY!, (C1-Ce)-ankin-S(O)nR?, (C1-Cs)-ankin-OR?, (Ci-
Ce)-ankin-OCOR?, (Ci1-Ce)-ankin-OS02R?, (Ci-Ce)-ankin-CO2R?Y, (Ci1-Cs)-ankin-SO20R?!, (Ci1-Cs)-
ankin-CON(RY)2, (C1-Ce)-ankin-SO2N(RY)2, (C1-Ce)-ankin-NRICOR?, (Ci-Ce)-ankin-NR!SO2R?, NRIR?,
P(O)(OR®)2, abo

retepoapur, retepounknin abo geHin, B KOXHOMY BUNaaKy 3aMilleHni S 3anvikamu, BubpaHumm
i3 rpynu, sika BKIKOYAE METUI, €TUIT, METOKCU, HITPO, TPUPTOPMETUI i ranoreH,

Y o3Hauyae BoAeHb, HITPO, ranoreH, uiaHo, pogaHo, (Ci-Ce)-ankin, ranoreH-(Ci-Ce)-ankin, (C2-Ce)-
ankeHin, ranoreH-(Cz-Ce)-ankeHin, (Cz-Ce)-ankiHin, ranoreH-(Cz-Cs)-ankiHin, (Cs-Cs)-umknoarnkin, (Cs-
Ce)-umknoankeHin, ranoreH-(Cs-Ce)-umknoarnkin, (Cs-Ce)-umknoankin-(Ci-Ce)-ankin, ranoreH-(Cs-Ce)-
umknoankin-(Ci-Ce)-ankin, COR?, CO2R!,0CO2R1, NRICO2R?, C(O)N(RY)2,
NRIC(O)N(RY)2, °C(O)N(R?)2, C(O)N(RHOR?, NRISO2R?, NRICOR?, OR!, OSO2R?, S(O)nR?, SO20R?,
SO02N(RY)2, (C1-Ce)-ankin-S(0O)nR?, (C1-Ce)-ankin-OR?, (C1-Ce)-ankin-OCOR?, (C:1-Ce)-ankin-OS0:2R?,
(C1-Ce)-ankin-CO2R?Y, (Ci-Ce)-ankin-CN, (Ci1-Ce)-ankin-SO20R?, (Ci-Cs)-ankin-CON(RY)2, (Ci1-Cs)-
ankin-SO2N(R%)2, (C1-Ce)-ankin-NRICOR?,  (C1-Ce)-ankin-NR1SO2R?, N(RY)2, P(O)(OR?)z,
CH2P(0)(OR®)2, CH=NOR?, (C1-Cs)-ankin-CH=NOR?, (C1-Cs)-ankin-O-N=C(R?)2, (C1-Cs)-ankin-geHin,
(C1-Ce)-ankin-retepoapun, (Ci-Cs)-ankin-retepoumnknin, eHin, rerepoapun abo retepo-uuknin,

npuyoMy 6 BKasaHUX OCTaHHIMW 3arnuLKiB B KOXHOMY BWMNAAKy 3aMilleHi S 3anuikamu,
BMOpaHMMK 3 rpynu, LLO BKIKYaE ranoreH, Hitpo, uiaHo, (Ci-Ce)-ankin, ranoreH-(Ci-Ce)-ankin, (Cs-
Ce)-umknoankin, S(O)n-(C1-Ce)-ankin, (Ci1-Ce)-ankokcu, ranoreH-(Ci-Ce)-ankokeu, (Ci-Cs)-ankokeun-(Ci-
Cas)-ankin i uiaHomeTun, i

NpuYOMy reTepoLMKNin MiICTUTb N OKcorpyn,

abo

Y i Z pa3om i3 oboma aTomamu, OO0 SKMX BOHW MPUELHAHI, YTBOPKWTbL 5-, 6- abo 7-4neHHe,
HeHacu4eHe, YacTKOBO Hacu4yeHe abo HacudeHe KinbLe, sike Nopsia i3 aToMaMu BYrMneLUo B KOXHOMY
BMMNaZKy MICTUTb S aTOMIB @30Ty, N aTOMIB KUCHIO, N aToMiB Cipku i n enemeHTiB S(O), S(O)2, C=N-R8,
C(OR?)2, C[-O-(CH2)2-O-] abo C(O) sk 4neHu Kinbus,

aToMu BYrfeusl SKOro B KOXHOMY BWUMAAKy 3aMilleHi S 3anuwkamu, BMOpaHuMu 3 Tpynu, Lo
BKITIOMa€E ranorex, uiaHo, (Ci-Ce)-ankin, (Cz-Cio)-ankeHin, (Cz-Caio)-ankinin, (Ci-Cs)-ranoankin, (Ci-Ce)-
arnkokcu, peHokeu, ranoreH-(Ci-Ce)-ankokeun, (Cs-Cs)-umuknoarnkin, (Cz-Cs)-ankokciankin i deHin,

aToOMM a30Ty SKOrO B KOXXKHOMY BUMAAKy 3aMillleHi n 3anuwikamm, BUGpaHUMu 3 rpynu, Lo BKITHOYaE
(C1-Ce)-arnkin i doeHin,

i B SIKi BULLEBKa3aHi (PeHinbHi 3anywKky B KOXKHOMY BMNaZKy 3aMilleHi S 3anuiikamy, BubpaHmmm
3 rpynu, Lo BKIKOYaE UiaHo, HITpo, ranoreH, (Ci-Cs)-ankin, (Ci1-Cs)-ranoankin i (Ci-Cs)-ankokcm,
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V 03Ha4ae BOAEHb, HITPO, ranore, uiaHo, (Ci1-Ca)-ankin, (C1-Ca)-ranoreHankin abo OR?!, S(O)nR?,

R! o3Havyae BogeHb, (Ci-Ce)-ankin, (Ci-Ce)-ranoreHankin, (C2-Cs)-ankeHin, (C2-Ce)-
ranoreHankeHin, (Cz-Ce)-ankiHin, (C2-Cs)-ranoreHarnkinin, (Cs-Ce)-unknoankin, (Cs-Ce)-UmKroankeHin,
(Cs-Ce)-ranoreHumknoankin, (Ci-Cs)-ankin-O-(Ci1-Cs)-ankin, (Cs-Cs)-umnknoarnkin-(Ci-Ce)-ankin, deHin,
deHin-(C1-Ce)-ankin, retepoapun, (Ci-Ce)-ankin-retepoapun, retepouuknin, (Ci-Ce)-ankin-
retepounknin, (Ci-Ce)-ankin-O-retepoapun, (Ci-Cs)-ankin-O-retepouuknin, (Ci-Ce)-ankin-NR3-
retepoapun, (Ci-Ce)-ankin-NR3-reTepouumknin, npuyomy 21 BkasaHi OCTaHHIMM 3anuKu 3amilleHi s
3anuwkamu, BuGpaHumMuM 3 rpynu, Lo BKMKOYaE LiaHo, ranoreH, HiTpo, pogaHo, OR3, S(O)nR%, N(R3)2,
NR2OR?, COR?, OCOR3, SCOR*, NR3COR?, NR3SO2R* CO2R?3, COSR*, CON(R3)2 i (C1-Ca)-ankokcu-
(C2-Cs)-ankokcmkapOoHin, i

NPUYOMY reTepoLMKNin MICTUTbL N OKCOrpym,

R? o3Hauae (Ci1-Ce)-ankin, (Ci-Cs)-ranorenankin, (Cz-Cs)-ankeHin, (Cz-Cs)-ranoreHankerin, (Co-
Ce)-ankiHin,  (Cz-Ce)-ranorenankidin,  (Cs-Ce)-uuknoankin,  (Cs-Ce)-uuknoankenin,  (Cs-Ce)-
ranoreHuuknoarnkin, (Ci-Ce)-ankin-0O-(C1-Ce)-ankin, (Cs-Ce)-umknoankin-(C1-Ce)-ankin, deHin, deHin-
(C1-Ce)-ankin, retepoapun, (Ci-Ce)-ankin-retepoapwn, retepouuknin, (Ci-Ce)-ankin-rerepoumknin,
(C1-Ce)-ankin-O-retepoapun, (Ci-Cs)-ankin-O-retepouuknin, (Ci-Cs)-ankin-NR3-retepoapun, (C1-Ce)-
ankin-NR3-retepouuknin, npudomy 21 BKazaHMX OCTaHHIMW 3anULLKIB 3aMilleHi S 3anuuiKkamu,
BUOpaHVMK 3 Tpynu, LIO BKMOYaE LjiaHo, ranoreH, HiTpo, pogaHo, OR3, S(O)nR4, N(R%®)2, NR2ORS,
COR3, OCOR?, SCOR*, NR3COR?, NR3SO:R?4, CO2R3, COSR*, CON(R3), Ta (Ci-Cas)-ankokcu-(Co-
Cs)-ankokcukapboHin, i

NprUYOMy reTepoLmKnin MiCTUTL N OKcorpyn,

R® o3Hauae BopaeHb, (C1-Cs)-ankin, (C2-Ce)-ankeHin, (C2-Cs)-ankinin, (Cs-Cs)-uuknoankin aéo (Cs-
Ce)-umknoarnkin-(Ci-Ce)-ankin,

R* o3Hauae (Ci1-Cs)-ankin, (C2-Cs)-ankeHin abo (C2-Ce)-ankiHin, (Cs-Ce)-umknoankin abo (Cs-Ce)-
uuknoankin-(Ci-Ce)-ankin,

R® o3Hauvae (C1-Ca)-ankin,

n o3Havae 0, 1 abo 2,

s o3Havae 0, 1, 2 abo 3,

A o3Havae 3anuuwok Al, A2, abo A3

RS ::’JHT | E M—p o”ﬁ
—< )x /-K 4)\& R—{j I“NH
A1 A2 A3

R o3Hauvae (C1-Cs)-ankin-OC(O)N(R?)2 abo (C1-Cs)-ankin-OC(O)OR™0,

R® o3Havae BoaeHb, (C1—Ce)-ankin, RO-(C1-Ce)-ankin, CH2R?, (Cs—C7)-umuknoarnkin, ranoreH-(Ci—
Ce)-ankin, (Cz-Cs)-ankeHin, ranoreH-(Cz-Ce)-ankeHin, (Cz-Ce)-ankiHin, ranoren-(Cz-Ce)-ankiHin, OR?,
NHR?!,  MeTokcMKapOOHin, eTOKCMKapOOHIN, MeTOKCMKapOOHINMeTUn, eToKcukapboHinmeTun,
MeTunkapboHin,  TpudTopMeTMnkapboHin, AMMEeTMNamiHO,  aueTunamiHo,  MeTuncynbdeHin,
MeTuncynbdiHin, MetTnncynboHin abo o3Hayae retepoapun, retepouuknin, 6eHsun abo deHin, B
KOXXHOMY BUMaAKy 3amilleHni S 3anvwkamMmm, BUbpaHnmm 3 rpynu, Lo BKIHOYAE ranoreH, HITpo, LiaHo,
(C1-Ce)-ankin, ranoreH-(Ci-Ce)-ankin, (Cs-Ce)-umknoankin, S(O)n-(Ci1-Cs)-ankin, (Ci1-Cs)-ankokcu,
ranoreH-(C1-Cs)-ankokcu, (Ci1-Ce)-ankokeu-(Ci-Ca)-ankin,

R” o3Hauyae auetokcu, auetamigo, N-meTunauetamigo, ©6eH3oinokcu, 6eHsamigo, N-meTun-
OeH3amigo, MeTokcukapOOoHin, eTokcukapOoHin, GeH30in, MeTunkapOoHIn, ninepuanHinkapboHin,
MOpPdOniHiNKap6oHin, TpUdTOPMETUNKAPOOHIN, aMiHokapOoHin, MeTunamiHokapOoHin,
anmveTtunamiHokapboHin,  (Ci-Ce)-ankokcy, (Cs-Ce)-umknoankin abo 03Hayae reTepoapwr,
retepouuknin abo eHin, B KOXHOMY BUMNAAKy 3aMillleHui S 3anviukamu, BUOpaHMMK 3 rpynu, Lo
BKITHOYAE METUI, ETUIT, METOKCU, TPMADTOPMETWI | FanoreH,

R8 o3Hayae (C1-Ce)-ankin, ranoreH-(Ci-Cs)-ankin, (Ci1-Cs)-ankokcu abo ranoreH-(Ci-Ces)-ankokcu,

R® o3Hayae (C1-Ce)-ankin abo ranoren-(Ci-Ce)-ankin,

R0 o3Hauae (C1-Ce)-ankin, ranoren-(Ci-Ce)-ankin abo (Ci-Ce)-Umknoankin.

MepeBaxxHMMK € cnonyku 3aransHoi dopmynu (1), B Akin
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R® osHavae BogeHb, (Ci—Ce)-ankin, R!O-(Ci-Ce)-ankin, ranoreH-(Ci—Cs)-ankin abo (C2-Ce)-
ankeHin,

a iHLWWi 3aMiCHUKM Ta iHOEKCU MaloTb HaBedEeHi BULLE 3HAYEHHS.

Ocobnuneo nepeBaxxHMMK € CNoNykun 3aranbHoi popmynu (1), B ki

W o3Ha4ae CY,

X i Z o3Ha4yalTb HesanexHo OAWH Big OOQHOrO B KOXHOMY BuNagky BogeHb, ranoreH, (Ci-Ce)-
ankin, (Ci-Ce)-ranoreHankin, (Cz-Cs)-ankeHin, (Cs-Ce)-umknoankin, (Cs-Ce)-ranoreHuuknoankin, OR?,
S(0)nR?, SO2N(RY)2, NR1SO2R?, NR*CORY?, (C1-Ce)-ankin-S(0O)nR?, (C1-Cs)-ankin-OR?, abo

retepoapun, retepouuknin abo eHin, B KOXXHOMY BUMNaAKy 3aMillleHnii S 3anuiikaMmu, BubpaHumm
3 rpynu, LLO BKINOYAE METUI, €TUIN, METOKCK, HITPO, TPUMTOPMETUN i raroreH,

Y o3Hadyae BogeHb, (C2-Ce)-ankeHin, COR!, CO2R1,0CO2R!, NRICO2R?!, C(O)N(R?Y),
NRIC(O)N(RY)2, °C(O)N(R?)2, C(O)N(RH)OR?, NR!SO2R?, NRICOR!?, OR!, S(O)nR?, SO2N(RY)2, (Cs-
Ce)-ankin-S(O)nR?, (Ci1-Ce)-ankin-OR?!, (Ci1-Ce)-ankin-OCOR!, (Ci-Cs)-ankin-CO2R?!, (C1-Ce)-ankin-
CON(R?)2, (Ci1-Ce)-ankin-SO2N(RY)2, (Ci1-Ce)-ankin-NRICOR?, (Ci1-Ce)-ankin-NRISO2R?, N(R?)2,
CH=NOR!, (Ci1-Ce¢)-ankin-CH=NOR?!, (Ci-Ce¢)-ankin-retepoapun, (Ci-Ce)-ankin-retrepoumknin,
retepoapun abo reTepouuknin, npu4yomy

4 BKa3aHMX OCTaHHIMM 3aNULKN B KOXXHOMY BUMAAKy 3aMillleHi S 3anuwkammn, BMbpaHumm 3 rpynu,
LLIO BKIIKOYAE ranorex, HiTpo, uiaHo, (Ci-Ce)-ankin, ranoreH-(Ci-Ce)-ankin, (Cs-Ce)-uuknoankin, S(O)n-
(C1-Ce)-ankin,  (Ci1-Ce)-ankokcu,  ranoreH-(Ci-Ce)-ankokcu,  (Ci1-Cs)-ankokcu-(Ci-Ca)-ankin i
LiaHomeTun, i

NprUYOMy reTepoLmKnin MiCTUTL N OKcorpyn,

V o3Ha4ae BoaeHb, Cl, OMe, meTun abo eTtun,

R® o3Hayae meTun, eTun, MeTokcumMeTun abo MeTokcieTun,

a iHWi 3aMiCHUKN Ta iHOEKCKM MaloTb HaBeAEeHi BULLE 3HAYEHHS.

Llinkom nepeBaxHumm € cnonyku 3aransHoi doopmynu (1), B Akin

X osHavae F, CIl, Br, metun, etun, uuknonponin, TpuOPTOPMETUN, METOKCU, METOKCUMETUN,
mMeTokcieTokcumeTun, SMe a6bo SO:Me,

Z o3Ha4vae BogeHb, F, Cl, Br, |, metun, etnn, Tpucdptopmetun, audTopmeTusn, neHtadTop-eTusl,
MeTuncynbdoHin abo etTuncynbgoHin,

Y osHavae BogeHb, SMe, S(O)Me, SO:Me, SEt, S(O)Et, SO:Et, CH:OMe, CH:0Et,
CH20CH:CFs3,,CH2SMe, CH2S(O)Me, CH2SO:Me, BiHin, C(O)Me, C(O)Et, C(O)cPr, CO:Me,
CHN=OMe, 4,5-gurigpo-1,2-okcason-3-in, 5-metun-4,5-gurigpo-1,2-okcason-3-in, 5-metun-4,5-
aurigpo-1,2-okcason-3-in, 5-uiaHomeTun-4,5-gurigpo-1,2-okcason-3-in, 4,5-gurigpo-1,2-okcason-5-in,
3-meTtun-4,5-gurigpo-1,2-okcason-5-in, 1H-nipason-1-in, 1H-1,2,3-tpnason-1-in, 2H-1,2,3-tpnason-2-
in, 1H-1,2,4-tpmason-1-in, niponiguH-2-oH-1-in, mopdoniH-3-oH-4-in, OMe, OEt, OnPr, OCHzcPr,
OCH2CH2F, OCH2CH20Me a6o OCH2CH2CH20Me,

V o3Hayae BOAEHb,

R o3Hayae CH:0CO:Et, CH(CH3)OCO2Me, CH(CH3)OCO2Et, CH(CH3)OCO2-L-rekcun,
CH(CH3)OCO2-i-Pr abo CH(CH3z)OCO»-t-Bu,

R6 o3Hayae meTun,

a iHLWWi 3aMiCHUKM Ta iHOEKCU MaloTb HaBedeHi BULLE 3HAYEHHS.

Y dopmyni (I) Ta BCix HacTynHUX dopMynax ankinbHi 3anuiiky, Wo MICTATb NoHad ABa aTtoMu
BYIneuo, MOXyTb OyTM HeposranyxeHumum abo posrany>XeHumu. AMKiNbHi 3anuky O3HavaroThb,
Hanpuknag, MeTun, etTun, H- abo i-nponin, H-, i-, T- abo 2-0yTnn, NEHTUNN, reKCUNK, Taki K H-rekcun,
i-rekcun i 1,3-gumeTunOyTMn. AHanoriyHo ankeHin osHavae, Hanpuknag, anin, 1-metunnpon-2-eH-1-
in, 2-metTun-npon-2-eH-1-in, 6yr-2-eH-1-in, 6yT-3-eH-1-in, 1-meTun-6yTt-3-eH-1-in i 1-meTNN-6yT-2-€H-
1-in. AnkiHin osHavae, Hanpuknag, nponaprin, 6yT-2-iH-1-in, 6yT-3-iH-1-in, 1-meTun-6yT-3-iH-1-in.
KpaTHuiA 3B'I30K Yy KOXHOMY BUMAZKy Moxe nepebyBaTu B OyAb-AKOMY MOJIOXEHHI HEHaCU4eHOro
3anuwky. Linknoankin osHavyae kapOoLMKNiYHY, HACUYEHY KiNbLEBY CUCTEMY, LLO MICTUTb Bifg, TPbOX
4O LecTn aToMiB BYrfeL, Hanpuknag LMKNonponin, uuknobytun, umknoneHTun abo uuknorekcun.
AHanoriyHo LMKoankeHin o3Ha4ae MOHOLMKNIYHY anKeHinbHY rpyny, Wo MiCTUTb Bif TPbOX A0 LLeCTU
YneHiB BYIMeUeBOro Kinbls, Hanpuknag, LUMKIOMPOMNEHin, UMKMOOYTEHIN, LMKNOMNEHTEHIN i
LIMKIOreKCEHin, NpUYoMy NOABIMHUIA 3B'I30K MOXe nepebyBaTtu B Oyab-sIKOMY MONOXEHHI.

"anoreH o3Ha4vae dTop, xnop, 6pom abo noga.

eTepouuknin 03Ha4Yae HaCUYEHUN, YaCTKOBO HAacU4YeHUn abo HeHaCMYEHN LIMKITIYHUIA 3annLLOK,
KWW MIiCTUTb Big 3 0 6 KinbLEeBUX aToMIB, i3 AKMX Big 1 A0 4 NOXO4ATb i3 rpynu, WO BKIKYAE KACEHD,
as3oT i CipKy, Ta 9K JOOATKOBO MOXe OyTu aHenboBaHun 6eH3okinbueM. Hanpuknag, reTepouunknin
0O3Ha4ae ninepuavHin, NiponiavHin, TetTparigpodypaHin, gurigpodypaHin i okceTaHin,

eTepoapuni 03Ha4Yae apoOMaTUYHUIW LMKMNIYHUW 3anuwoK, Wo MIicTUTb Big 3 A0 6 Kinbuesux
atomi., i3 akux Big 1 40 4 NoXogaTb i3 rpynu, WO BKIKOYAE KUCEHb, a30T i CipKy, i AKnin gogaTkoBo
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Moxe ©OyTn aHenboBaHuK 6GeH3okinbueM. Hanpuknag, retepoapwun o3Hadae 6eHsimigason-2-in,
dypaHin, imigasonin, isokcasonin, i30Tiazonin, okcasonin, nipasuHin, nipMMIgUHIN, nipuaasuHIn,
nipuaunHin, ©eHsizokcasonin, Tiasonin, niponin, nipasonin, TiodeHin, 1,2,3-okcagiasonin, 1,2,4-
okcagiasonin, 1,2,5-okcagiasonin, 1,3,4-okcagiasonin, 1,2,4-tpuasonin, 1,2,3-tpuasonin, 1,2,5-
Tpuasonin, 1,3,4-tpmasonin, 1,2,4-tpuasonin, 1,2,4-Tiagiasonin, 1,3,4-Tiagiasonin, 1,2,3-Tiagiasonin,
1,2,5-tiagiasonin, 2H-1,2,3,4-tetpasonin, 1H-1,2,3,4-teTtpasonin, 1,2,3,4-okca-tpmnasonin, 1,2,3,5-
okcatpwuasonin, 1,2,3,4-tiatpmasonin i 1,2,3,5-tiatpmasonin.

Akwo rpyna 6aratopa3oBo 3aMilleHa 3anuviikamu, Le crig po3yMiTM Takum YMHOM, Lo Usi rpyna
3amilleHa ogHMM abo AekinbkoMa OAHaKoBUMUW abo Pi3HUMU BKazaHMMK 3anuviikamu. AHanoriyHe €
YUHHUM CTOCOBHO NOGYAOBM CTPYKTYPU KiflbLIEBUX CUCTEM Pi3HUMU aTOMaMM Ta enemMeHTamu.

Cnonykn 3aransHoi dopmynu (1) 3anexHo Big Buay Ta Micus NPUEOHAHHSA 3aMiCHUKIB MOXYTb
nepebysatm B opmi cTepeoizomepiB. 3a HasIBHOCTI, Hanpuknag, OAHOro abo [OekinbKox
acMMeTPUYHMX aTOMIB BYreL BOHW MOXYTb nepebyBaTu B hOpMi eHaHTiOMepIB i giacTepeomepis.
BoHn nepebyBaloTb y opMi cTepeomepiB TakoX Yy TOMYy BuUNagky, SKwo n=1 (cynbdokcunan).
Crtepeoisomepn MOXyTb OyTWM oOfepxaHi 3 YTBOPHOBAHWX B MNPOLIECI BUTOTOBIIEHHS CyMillewn
TpaguuinHumy cnocobamu  po3dineHHs, Hanpukniag, LWsgxoMm XxXpomartorpadyBaHHA. Tak camo
CcTepeoi3oMepu MOXyTb OyTu ofgepxaHi WNAXOM 34iINCHEHHS CTEPEeOCENeKTUBHUX peakuin i3
3aCTOCYBaHHSIM ONTUYHO aKTMBHMX BUXIOHWUX i/abo AOMOMDKHUX peyoBUH. BrHaxig cTocyeTbcsa Takox
yCiX CTepeoisomepiB Ta iX Cymillen, siki oxonneHi 3aranbHoto copmynot (I), npoTe, He MalTb
cneundiyHoro Bu3HaveHHsi. BignoBigHi BMHaxogoBi CNOSMyKM BHACNIAOK OKCUMETPUYHOI CTPYKTYpU
MOXYTb nepebyBaTu TakoxX Yy dopmi reomeTpuyHux isomepis(E-/Z-isomepiB). BuHaxig ctocyeTbes
Takox ycix E-/Z-i3omepiB Ta iX cymiwen, Ski oxonneHi 3aransHow dgopmynoto (1), npoTe, He MalTb
cneum@ivyHOro BU3HaYEHHS.

BignosigHi BMHaxo4oBi cnonyku MoXyTb ByTW ogepaHi, Hanpuknag, 3rigHo 3i CxeMoro 1 WsAXoMm
nepeTtBopeHHs amigy N-(1,3,4-okcagia3on-2-in)-apunkapboHoBoi kucnotn (IV) i3 3acTtocyBaHHAM
crnonykn 3araneHoi copmynun (lll), npudyomy L o3Hayae BuxigHy rpyny, Taky K, Hanpuknag, xmnop,
Opom, 11oa, Me3NSIoOKCH, TO3UITOKCU, TPUTOPCYNbGOHINOKCH TOLWO:
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& | e
< T
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R% J\ 4 o Ny N0 x
Q N Z w4 B /K R64</ /\L
r|< o | 0 N Z"Y + fo) N Z Sw
z
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(I-A1) (I-A2) (IA-3)

BignosigHi BuHaxogosi cnonyku cdopmynu (1) B npuHumni nepebysatoTb y OpMi Cymilli Cnonyk
dopmyn (I-Al), (I1A-2) i (I-A3) i moxyTb ByTK BugineHi npoctumun, BigomMnmn daxisusMm crnocobamu,
TakuMmK siK po3aineHHsi cnocobom xpomaTorpadii, nepekpucTanisadii.

Amign N-(1,3,4-okcagia3on-3-in-apunkapboHoBoi kucrotn copmynu (IV) B npuHumni Bigomi Ta
MOXYTb OyTW ogepkaHi, Hanpuknag, onucaHumy B nybnikauii WO 2012/ 126932 Al cnocobamw.
Crnonykn copmynu  (lll), B skMx L o3Havae BuxigHy rpyny, Taky sK xmop, Opom, nog,
MEeTUNCYNbGOHINOKCH, TO3UIMOKCU abo TpUdTopCynboHINoKkeK, € abo KOMepPLINHO JOCTYNHUMM, abo
MOXYTb BYTU odepaHi BigoM1Mn, onncaHMMm B nitepaTypi cnocobamm.

Konekuii cnonyk dpopmynu (I), ki MOXyTb OYTM CMHTE30BaHi LUNAXOM 3[4iNCHEHHS BULLEBKa3aHUX
peakuin, MOXHa ogepXyBaTu TakoX MapanenbHO, MpUYoMy Le MoXe BiabyBaTWCA B py4HOMY,
YacTKOBO aBTOMAaTM30BaHOMY abO MOBHICTIO aBTOMaTu3oBaHOMYy pexuMi. [Mpu UbOMY MOXHa,
Hanpuknag, aBToMaTu3yBaTW Npouec 3AINCHEHHS peakuii, 06pobkM abo OYULLEHHS NPOAYKTIB 4u
NPOMDKHMX CTYMeHiB. Y UinomMy nif unum po3yMmiloTb Takui NOpAOoK Ai, SK1Mii onnucaHnin, Hanpuknag, y

/
/
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nybnikauii D. Tiebes, Combinatorial Chemistry — Synthesis, Analysis, Screening (BignosigansHun
pegakTop BugaHHa Gunther Jung), BugasHuuteo Wiley, 1999, Ha cTopiHkax 1-34.

[na napanenbHOro 34iNCHEHHSA peakuii i 06pobkM MOXHa 3aCTOCOBYBATU Pi3Hi KOMEPLiNHO
OOCTYMNHI NpUCTPOI, Hanpuknag, peakuinHi 6nokm Calypso (Calypso reaction blocks) komnaHii
Barnstead International, [Qy6'tok, wTat AioBa 52004-0797, CLUA, abo peakuinHi ctaHuii (reaction
stations) komnanii Radleys, Wawnp Xinn, CadpoH-YongeH, Ecekc, CB1l 3AZ, AHrnia, abo
aBTOMaTM30BaHi poboui cTaHuii MultiPROBE Automated Workstations komnanii Perkin Elmar,
Yontem, wrat Macauycetc 02451, CLUA. [Ina napanenbHOro O4YULEHHS CNOMyK 3aranbHoi dhopmynm
() 41 nNpyn opepxaHHi YTBOPKOBAHUX MNPOMDKHMX MNPOAYKTIB MOXHA 3aCTOCOBYBaTW, 30KpeMa,
anapartypy Anga xpomatorpadii, Hanpuknaa, komnatii ISCO, Inc., 4700 Superior Street, JlinkonsH, NE
68504, CLLA.

BuwieBkasaHa anapaTtypa npautoe 3a MogynbHUM MPUHLMIOM, NMPpU SKOMY OKpeMi poboui onepauii
aBTOMaTM30BaHi, NPOTe, MK HUMK Oedki onepadii HeobxigHO 3aincHioBaTK Bpy4dHy. Llboro moxHa
YHUKHYTU LUASIXOM 3aCTOCYBaHHSA 4acTKOBO abo MOBHICTIO iIHTErpoOBaHMX aBTOMaTU30BaHUX CUCTEM, Y
AKX 0N KepyBaHHS BigNOBIAHUMM aBTOMAaTM30BaHMMKU Moaynsamu nepenbaveHi poboTtu. MoaibHi
aBTOMaTN30BaHi CUCTEMU € KOMEPLINHO AOCTYNHUMM, Hanpuknag, komnaxii Caliper, XonkiHTOH, wTtar
Macauycetc MA 01748, CLLA.

Ona nigTpyUMkKM  340iNCHEHHA OKpeMMx abo KiflbKOX CTafdii CUMHTE3y MOXHa 3acTOoCOBYBaTW.
peareHTM Ha nosiMepHin OCHOBI/akLeNnToOpHi cMonu. Y cheuianbHin niTepatypi onucaHi pisHi
NPOTOKONM AOCAipKeHb, Hanpuknag, Yy BuagaHHi ChemFiles, tom 4, Ne 1, Polymer-Supported
Scavengers and Reagents for Solution-cpasa Synthesis (komnanis Sigma-Aldrich Chemie GmbH).

Mopsa i3 onucaHMmuK Buwe cnocobamu Ans odepaHHs Cnomnyk 3aranbHoi copmynu (1) moxHa
3acTOCOBYBaTW NOBHICTIO abo 4acTkoBO TBepAodasHi metoaun. [Ana uboro okpemi abo BCi NPOMIXKHI
cTagii cMHTesy abo y3rogKeHoro 3 BignoBigHUM MOPSAKOM Al CUHTE3Y 3AINCHIOTL i3 3aCTOCYBaHHAM
CUHTE3-cMONKU K TBepaol dasu. TeepaoodasHi MeToau CUMHTE3y AOCTaTHbO OMNMCaHi B niTepaTypi,
Hanpuknag, y nybnikauisx Barry A. Bunin, "The Combinatorial Index", BuaaBHuuTBo Academic Press,
1998, ta Combinatorial Chemistry — Synthesis, Analysis, Screening (BignoBiganbHUN pepakTop
BuaaHHs Gunther Jung), Bugasuuuteo Wiley, 1999. 3actocyBaHHA TBepAoda3HMX METOAIB CUHTE3Y
003BONSE peanidyBat psg BiAOMUX i3 niTepaTypu MPOTOKOMIB, SKi TAKOX MOXHa 34iMcHoBaTH y
pydHoMy abo aBTOMaTUYHOMY pexunmi. Peakuii MoxHa 3aiicHioBaTW, Hanpuknag, i3 3acToCyBaHHSAM
TexHonorii IRORI B mikpopeakTopax (aHrn. microreactors) komnadii Nexus Biosystems, 12140
Community Road, Nosen, CA92064, CLUA.

3aincHeHHA okpemux abo KiNbKoX CTadin cuHTe3dy AK Yy TBepgin, Tak i B pigkii dasi mMoxHa
nigTpyMyBaTh LUMASXOM 3aCTOCYBaHHA MIKpPOXBUNBbOBOI TexHonorii. B cneuianbHin  nitepaTtypi
onncaHuMn psi4 NPOTOKOMIB AOChigXeHb, Hanpuknag, y BuaaHHi Microwaves in Organic i Medicinal
Chemistry (BignosiganbHui pegaktopu C. O. Kappe i a. Stadler), BugasHuuteo Wiley, 2005.

OnuncaHmmm BuLe cnocobammn ogepxyroTe cnonykn dopmynu (1) B popmi Konekuin pevyoBuH, Ski
HasuBalTb bibnioTekamu. NMpegmeTom BMHaxody € Takox OibnioTeku, WO MICTATb NPUHAWMHI OBi
cnonyku copmynu (1).

BignosigHi BuHaxogosi cnonyku dopmynu (1), gani HasueaHi "BiANOBIAHMMW BWUHaXOAOBI
crnonykamn", NposiBNstOTb HAA3BMYANHO BMCOKY repbiunaHy edekTUBHICTb NPOTU LLMPOKOrO CrekTpa
€KOHOMIYHO BaXIMMBWUX OLHOPIYHUX OOHO- Ta ABOJONbHUX Oyp'sHOBMX pocnuH. Bucokorwo € Takox
€(EKTMBHICTb aKTUBHUX PEYOBUH NpoTK BaraTtoniTHiX Gyp'aHiB, AKi BaXXKO MigAalTbCA 3HULLEHHHO, LLO
BMPOCTalOTb 3 PU3OM, KOPEHEBMLL abO0 iHLLIMX 3UMYIOYMX OpraHiB.

Tomy npeametTom BuMHaxody € Takox cnoci6 6opoTbbn 3 HebaxaHumm pocnuHamu abo
peryrnoBaHHs POCTY POCIUH, MEpPEeBaXHO B TaKMX KynbTypax POCMAWH, B SIKOMY OfHy abo Kinbka
BiAMOBIAHUX BUHAaXOAO0BI CNOMNYK HAHOCATb Ha POCIMHM (Hanpuknag 6yp'aHOBI POCNUHW, Taki K OgHO-
4n OBoAdonbHI Byp'sHU, abo HebaxaHi KynbTypHi POCMAMHK), NOCIBHMI MaTepian (Hanpvknag 3epHa,
HaciHHs abo opraHu BereTaTMBHOMO PO3MHOXEHHS, Taki sk Oynbbu abo AinsHKM naroHiB i3
OpyHbkamu), abo Ha AiNsHKy, 3acamXeHy pocnuHamu (Hanpuknazg MNociBHY AinsHKy). Mpu ubomy
BiAMNOBIQHI BMHAXO4OBI CMOMykM MOXYTb OyTWM HaHeceHi, Hanpuknag, y npoueci nepeanociBHOi (npwu
HeOOXiQHOCTI TaKOX LWMAXOM BHECEHHst B I'PYHT), nepen- abo nicnsicxogoBoi obpobku. 3okpema,
MOXHa Ha3BaTW Aesiki NpyKnagn NnpeacTaBHUKIB O4HO- Ta ABOAONBbHUX BYp'SSHOBMX POCIMH, SKi MOXHA
KOHTpOMoBaTK 3a [OMOMOrok BiAMOBIAHMX BMHAXo4y CMOMyK, MPUYOMY HaBeOeHWA nepenik He €
NigCcTaBolo A1 0OMEXEHHS iX 3aCTOCYBaHHA MEBHUMU BUOAMUN POCITUH:

OpHopgonbHi Oyp'AaHOBI pocnuHKM, AKki Hanexatb Ao pogis: Aegilops, Agropyron, Agrostis,
Alopecurus, Apera, Avena, Brachiaria, Bromus, Cenchrus, Commelina, Cynodon, Cyperus,
Dactyloctenium, Digitaria, Echinochloa, Eleocharis, Eleusine, Eragrostis, Eriochloa, Festuca,
Fimbristylis, Heteranthera, Imperata, Ischaemum, Leptochloa, Lolium, Monochoria, Panicum,
Paspalum, Phalaris, Phleum, Poa, Rottboellia, Sagittaria, Scirpus, Setaria, Sorghum.
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[BsogonkeHi Byp'stHOBI pocnuHK, gki HanexaTtb Ao pogis: Abutilon, Amaranthus, Ambrosia, Anoda,
Anthemis, Aphanes, Artemisia, Atriplex, Bellis, Bidens, Capsella, Carduus, Cassia, Centaurea,
Chenopodium, Cirsium, Convolvulus, Datura, Desmodium, Emex, Erysimum, Euphorbia, Galeopsis,
Galinsoga, Galium, Hibiscus, Ipomoea, Kochia, Lamium, Lepidium, Lindernia, Matricaria, Mentha,
Mercurialis, Mullugo, Myosotis, Papaver, Pharbitis, Plantago, Polygonum, Portulaca, Ranunculus,
Raphanus, Rorippa, Rotala, Rumex, Salsola, Senecio, Sesbania, Sida, Sinapis, Solanum, Sonchus,
Sphenoclea, Stellaria, Taraxacum, Thlaspi, Trifolium, Urtica, Veronica, Viola, Xanthium.

Y pasi HaHeceHHs BiAMNOBIAHWUX BUHAxXo4y CMNOSYK Ha NOBEPXHIO I'PYHTY nepen MpOpOCTaHHAM
3epeH MOBHICTI0 YHEMOXITMBMNIOETLCA MPOPOCTaHHA 3apoakiB Oyp'sHOBUX pocnvH abo Oyp'sHOBI
POCIMMHN BUPOCTaKOTb A0 CTafii YTBOPEHHS 3apOAKOBUX MUCTKIB, ane noTiM iX piCT NPUMNUHSAETLCS, i
BpELUTI-peLUT BOHM 30BCIM MMHYTb Yepe3 TPU-4oTUPU TUXKHI.

Micna HaHeCeHHs aKTUMBHMX PEYOBMH Ha 3eneHi 4YaCTMHM POCMMH Yy Mpoueci NicnacxogoBoi
06pobku picT Byp'AHOBUX POCNNH MPUNUHAETLCA | BOHM 3acTuUraloTb Yy cTagii, B ki nepebyBanu Ha
MOMEHT HaHECEHHsI aKTMBHUX PEYOBUH, ab0 MOBHICTIO MMHYTb Yepe3 MeBHUIN Mnepiof 4yacy, OTXe, B
Takui cnocid 3aB4aCcHO i Ha TpMBanu nepiog YCyBaeTbCs LWKiONMBa ONS KyNbTYPHUX POCITUH
KOHKYpeHLUist Oyp'siHIB.

Xouya BignoBiAHI BMHax0A4oOBi CMOMyKM BIiAPI3HATLCA HaA3BUYaAMHOK repOiunagHOK aKTUBHICTIO
NpoTU OAHO- Ta [ABOAONbHMX Oyp'sHiB, BOHW YLIKOAKYIOTb IUlIEe He3HayHo abo B3arani He
YLIKOXKYIOTb KYNbTYPHI POCAWHK, WO HanexaTb A0 €KOHOMIYHO BaXNWBMUX KyrnbTyp, Hanpuknag
OBOOONbHUX KYyNbTyp i3 Takmx pogiB, sik Arachis, Beta, Brassica, Cucumis, Cucurbita, Helianthus,
Daucus, Glycine, Gossypium, Ipomoea, Lactuca, Linum, Lycopersicon, Nicotiana, ¢asaolus, Pisum,
Solanum, Vicia, abo ogHogonbHMX KynbTyp i3 pogie Allium, Ananas, Asparagus, Avena, Hordeum,
Oryza, Panicum, Saccharum, Secale, Sorghum, Triticale, Triticum, Zea, 3okpema Zea i Triticum,
3anexHo BiO CTPYKTYPM KOHKPETHWX BiAMOBIOHWX BMHAXOAOBI CMOMyK Ta HOpMW ixX BUTpatu. 3 umX
npuymvH onucadi repbiungHi 3acobu ayxe pobpe npuaaTHi Ans cenekTMBHOI 60poTbbu NpoTu
HebaxaHOro  poCTy pPOCMAMH Y  POCIMHHUX  KynbTypax Ha  OiNsHKax,  3acamXeHux
CiNbCbKOrocnoaapCbKMMM KOPUCHNMW pocrMHaMmn abo AeKopaTUBHMMY POCITMHAMMU.

OkpimM LbOro, BiANOBIAHI BUHAxXOA4OBi CMOMYyKU (3aNeXHO Bif, CTPYKTYPU KOHKPETHUX BianoBigHMX
BMHAxXOOOBi CMOMyK Ta HOPMW iX BWTpaTW) MalTb HaA3BMYaMHO edEeKTMBHY 3A4aTHICTb [0
peryntoBaHHA POCTY KynbTYpPHUX pocivH. BoHW BTpy4YatoTbcsi B OOMiH PpEYOBWH POCINH, PEryNHoHYM
noro, i ToMy MOXyTb OYTK 3acTOCOBaHi 451 LinecnpsaMOBaHOro BMMBY Ha PEYOBMHMU, LLIO BXOAATb 40
cKragy POCMMWH, i MOMerweHHs npouecy 30upaHHs BpoOXato, Hanmpuknag 3a paxyHoK Aecukauii Ta
CKOPOYEHHSA MiKBY3Mb. BOHM MOXyTb OyTWM Tako 3aCTOCOBaHi AMnis 3aranbHOro perynioBaHHS i
ranbMyBaHHS HebakaHoi BereTauii 6e3 gesiTanisauii pocnuH. anbMyBaHHA BereTauii Mae Benwvke
3Ha4eHHsa ans 6araTbox OAHO- Ta ABOLOMbHUX KYNbTYp, OCKINbKW LO3BONSIE 3MEHWNTU abo B3arani
YHUKHYTU NONSAraHHSA pOCIVH.

3aBgdkn repbiunmgHMM BNacTMBOCTAM | 34aTHOCTI OO perynioBaHHS POCTY POCAWH aKTUBHI
pPEeYOBMHN MOXYTb BYyTW 3acTocoBaHi TakoX Ana 60poTbbu 3 Byp'sHOBUMKW poCNMHaMK B KyrbTypax
POCIUH, CTBOPEHUX crnocobamu reHHoI iHXeHepii abo TpaguuinHoro MytareHesy. TpaHCreHHi poCnnHM
3a3BMYal BiOPI3HAOTECA OCOONMBO NEpPEeBaXHUMU BNACTMBOCTSIMM, HaNpuWKNag CTINKICTIO 4O MEBHMX
nectvumaiB, Hacamnepern neBHWUX repbiuunais, CTivkicTio o xBopob pocnvH abo Takux 30yaHWKIB
XBOPOO pOCHVH, SIK MEBHI KOMaxmM Y MiKpOOpraHiaMmu, Hanpuknag rpubu, 6akrtepii abo Bipycu. IHWKMK
0CO6NMMBMMM BNacTUBOCTAMW €, HaMPUKNaA, KifnbKiCTb, SKICTb Ta NpuaaTHICTb 3ibpaHoro Bpoxatro Ao
TpuBanoro 36epiraHHs, Moro cknag i ocobnuei komnoHeHTU. Hanpuknag, BigoMi TpaHCreHHi pocnvHu 3
NigBULLEHMM BMICTOM ab0 3MIHEHOK SIKICTIO Kpoxmarnt, abo 3 iHLWMM CKMaZoOM >XMPHUX KUCMOT Y
3ibpaHomy Bpoxai.

[MepeBaXHNM CTOCOBHO TPaHCreHHUX KyrbTyp € 3aCTOCYyBaHHSA BiAMNOBIAHWX BMHAaXOAOBI CMOSYK B
€KOHOMIYHO BaKNMBMX TPAHCTEHHMX KyNbTypax KOPWUCHUX i OEKOpPATUBHMX POCIMH, Hanpuknag y
3M1aKOBUX KynbTypax, TakMx K MWeHUUs, SYMiHb, XXWTO, OBEC, MpPOCO, puUC i Kykypyasa, abo B
KynbTypax LyKpoBOro Gypsika, 6aBOBHUKA, COi, pancy, kapTonni, TOMaTiB, ropoxy Ta iHWWX BuUAiB
oBouiB. [lepeBaxkHO BigNOBIAHI BUHAxXOAOBI CMOMykM MOXYTb OyTu 3acTocoBaHi sik repbiungn B
KynbTypax KOPUCHMX POCIWH, ki € ab0o 3a JOMOMOroK TEXHOIOTIN reHHOI iHxeHepii 6ynu 3pobneHi
pe3anCTeHTHMMM A0 hiTOTOKCMYHOI aii repbiunais.

[MepeBaxHNUM € 3acTOCyBaHHS BIiOAMNOBIAHWX BWHAxXo4OBi CMNOMYK B €KOHOMIYHO BaXMMBUX
TPaHCreHHUX KyrbTypax KOPUCHUX i OEeKOPaTMBHWUX POCIMH, HaMpuKnag 3rakiB, Takux SiK MLeHuLs,
AYMiHb, XXWTO, OBEC, MPOCO, PUC, MaHioka i KyKypyAasa, a TakoX Yy KynbTypax LyKpoBoro Gypska,
D©aBoBHWKa, COi, pancy, kapTonfi, TomaTiB, rOPoXy Ta iHWMWX BuAiB 0BOYiB. [NepeBaxHO BiOMOBIOHI
BMHAxX0OBI CMOMyKM MOXYTb OyTM 3aCTOCOBaHi sik repOiuman B KynbTypax KOPUCHMX POCIWH, SKi €
abo 3a JOMOMOrOK TEXHOJOTIN FreHHOI ixeHepii 6ynu 3pobneHi pe3ncTeHTHMMN A0 (PITOTOKCUYHOI aii
repbiumais.
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KnacuyHumu cnocobamm CTBOPEHHSI HOBUX POCHAWH i3 MOAMMIKOBAHMMU MOPIBHAHO 3 iCHYHOUMMU
pocrnvHamu1 BNacTUBOCTSIMU €, HaNpuKnag, KnacudHi cnocobwu po3BedeHHsl, a TakoX CTBOPEHHS
MYTaHTiB. ANbTEPHATUBHO HOBiI POCIIMHU 3i 3MIHEHMMW BNACTUBOCTSMU MOXYTb OyTW CTBOpeHi 3a
OOMOMOIOKd  TEXHOMOriM  TeHHOoI  iHXeHepii  (amB. Hanpuknag, nybnikauii EP-A-0221044,
EP-A-0131624). Hanpuknag, y 6aratbox Bunagkax onumcaHi

- TEHHOIHXEHEPHi 3MiHW KYNbTYPHMUX POCAMH 3 METOK MOAudiKaLil CUHTE30BaHUX Yy POCAMHax
Kpoxmanis (Hanpuknag nyonikauii WO 92/11376, WO 92/14827, WO 91/19806),

- TPaHCreHHi KymnbTYpHI POCNMHKU, SIKi € CTIMKUMK 00 Aii NeBHMX repbiumais Tuny rrndocuHaTIB
(amB. Hanpuknag, nybnikauii EP-A-0242236, EP-A-242246) abo rnicocaTtis (WO 92/00377), abo
cynboHinkapbamigis (EP-A-0257993, US-A-5013659),

- TPaHCreHHi KynbTypHi poCnNuHKU, Hanpuknag 6aBoBHWK, SIKi 34aTHI npoaykyBaTu ToKCuHKU Bacillus
thuringiensis (Bt-TOKCUHWM), LLIO HagalTh UMM pOCNIMHAM PE3UCTEHTHICTb 40 NeBHUX LWKigHKKiB (EP-A-
0142924, EP-A-0193259).

- TPaHCTeHHI KyNbTYpPHi pOCNNHN 3 MOANMDIKOBAHNM CKIMaZoM XUpHUX kucnot (WO 91/13972).

- KyNbTYPHi POCIMHKM, 3MiHEHi cnocobamu reHHoi iHXeHepii, 3 HOBUMWM CcknagoBuMu abo
BTOPUHHUMM PeYOBMHAMMW, HaNpuknag HoBMMK piToanekcuHamm, SKi CpusoTb NigBULLIEHHIO CTINKOCTI
0o 3axsoptoBaHb (EPA 309862, EPA0464461),

- KYNbTYPHi POCRMHKM, 3MiHEHI cnocobamMu reHHoi iHXeHepii, 3i 3HWKeHo doTopecnipadieto,
BULLIOIO BPOXKAKMHICTIO Ta NigBuLLLEHOO cTpecocTinkicTio (EPA 0305398),

- TpaHCreHHi KynbTypHi POCNMHK, SKi NpoAayKytoTb dapMaueBTUYHO abo AiarHOCTUYHO BaXIMBI
Binkun ("MonekynspHui dapmiHr', aHrn. molecular pharming),

- TPAHCTEeHHI KyNbTYPHI POCANHW, SIKi BiAPI3HAOTLCSA BULLIOKO BPOXAaWHICTIO abo KpalLLowo SKIiCTIo,

- TPAHCTEeHHI KyNbTYPHI POCANHW, SIKi BiAPI3HAOTLCSA BULLIOKO BPOXaWHICTIO abo KpalLLowo SKIiCTIO,

- TPaHCreHHi KynbTYpHi POCIUHK, SKi BiAPI3HAOTLCA KOMOiHaUie, Hanpuknag, HaBeaeHnx BULle
HOBUX BnacTmeocTen ("CTekiHr reHiB", aHrn. gene stacking)

YucneHHi MonekynsapHo-0ionoridHi TEXHONOrii, 3a AOMNOMOIoK SIKMX MOXYTb OyTW CTBOPEHi HOBI
TPaHCreHHi pOCNUHK 3i 3MiIHEHMMM BNacTUBOCTAMM, B NPUHLMMI BiAOMI; ANB. Hanpuknag nyonikauito |.
Potrykus, G. Spangenberg (pea.) Gene Transfer to Plants, Springer Lab Manual (1995), BugaBHMUTBO
Springer Verlag Berlin, l'engenbbepr, ado Christou, "Trends in Plant Science”, 1 (1996) 423-431).

Onsa nogibHMx MaHinynsuin cnocobamm reHHoi iHXeHepil B nnasmign MoxHa BBOAUTU MOJSIEKYnn
HYKNEIHOBOI KUCIOTU, SIKi YMOXIMBIIIOTL MyTareHe3 abo MocnigoBHI 3MiHM LINSIXOM pekoMOiHauii
nocnigosHocTten JHK. 3a gonomoroio BuLeHaBegeHOro CTaHAapTHOro Cnocoby MoXHa 34iMCHI0BaTH,
Hanpuknag, KaTiOHHUA OOMIH, BMAANATM 4YacTKOBi MOCNigoBHOCTI abo popaBaTtM MPUPOLHI UM
CUHTEeTMYHI nocnigoBHocTi. [Ang 3'egHanHa dpparmenTis JHK mix coboro moxHa 3actocoByBatTv A0
dparmeHTiB agantepu abo niHkepwu, guB., Hanpuvknag, nybnikauii B. Sambrook et al., 1989, Molecular
Cloning, A Laboratory Manual, 2-e BugaHHs, Cold Spring Harbor Laboratory Press, Kong CnpwuHr
Xap6op, Hbto-Mopk; abo Winnacker "Gene und Klone", BuaaBrnuTBo VCH, BaitHxaiiM, 2-e BUAAHHS
1996.

CTtBOptoBaTM POCMAWHHI KMNITUHW 3i 3MEHLLUEHOK aKTUBHICTI0O FeHONPOAYKTY MOXHa, Hanpuknag,
LNIAXOM  ekcnpecii npuvHaMHi ogHiei BignosigHoi aHTucmucnosoi PHK, cmucnoeoi PHK pgns
OOCSTHEHHS edpekTy Kocynpecii, abo ekcnpecii NpuHaiMHi ogHiei pibocomMun BiONOBIOHOI CTPYKTYpU,
fKa 34iMCHI0E chneundivyHe po3LenneHHs TPaHCKPUMTIB BULLEBKa3aHOro reHonpoaykty. Ons uboro
MOXHa 3acTocoByBaTu, no-nepwe, monekynu OHK, aki oxonnioloTb BCHO KOAYHOYY MOCHIOOBHICTb
reHONpOoAYKTY, BKIIIOYAUM MOXNUBI  dnaHKyodi nocnigoBHOCTI, a Takox wmonekynun [AHK, ski
OXONIIOKTb NULLEe AINAHKM KOAYKYOI MOCMIJOBHOCTI, NPUYOMY Ui AINSHKM MaloTb OyTM AO0CTaTHLO
AOBIMMU, W06 BUKMMKATM aHTUCMUCNOBUIN edpekT y KNniTuHax. Moxnueum € Takox 3actocyBaHHs OHK-
MoCriJOBHOCTEN, SKi  XapakKTepusylTbCA  BUCOKMM  CTyNEHeM roMomorii 3 Ko4yruumu
NnocCrigOBHOCTSAMM r€HOMNPOAYKTY, ane He € MOBHICTIO iGEHTUYHUMM.

Mpu ekcnpecii MoNekyn HyKNeiHOBOI KUCMOTU B POCIMHAaX CUHTE30BaHUM NPOTEiH MoXe 6yTu
nokanisoBaHuii y Oydb-IKOMY KOMMAPTMEHTI POCMUHHOI KNiTuHW. [lpoTe, Ans 3abe3neveHHs
nokanisauii B NMeBHOMY KOMMNApTMEHTI MOXHa, Hanpuknag, 3B'd3aTu koaytody AinsHky 3 OHK-
nocnigoBHOCTAMMU, siki 3abe3nevyroTb fokanizauito B NMeBHOMY KOMMapTMeHTi. Taki mocnigoBHOCTI
BigOMiI creujianictam (guB. Hanpuknag nybnikadii Braun et al., EMBO J. 11 (1992), 3219-3227; Wolter
et al., Proc. Natl. Acad. Sci. USA 85 (1988), 846-850; Sonnewald et al., Plant J. 1 (1991), 95-106).
Ekcnpecis monekyn HykneiHOBOI KMCNOTK MOXe BigbyBaTUCS TakoX B OpraHennax KiiTuH poCivHu.

TpaHCreHHi pOCIMHHI KMiTMHM MOXHa pereHepysaTu 3a [ONOMOrol BiOMUX TEXHONOrin Ans
OTPUMAHHSA LiNINX POCIMH. TPaHCreHHUMU POCITMHAMM MOXYTb BYTU B NPUHUMMI pOCNNHU Byab-SKOro
BMay, TO6TO sk OOHOOONbHI, TaK | 4BOAONbHI.
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OTxe, TpaHCreHHi pocnuvHW 3i 3MIHEHMMMW BRAaCTUBOCTAMM MOXYTb OyTW ofepKaHi LUNAXom
Hagekcnpecii, cynpecii abo iHribyBaHHA romMonoriyHux (To6TO NPUPOOHUX) TEHIB UM  TEHHMUX
nocrnigoBHocTel, abo ekcnpecii reTeponoriyHnX (ToBTO YYKMX) reHiB Y FrEHHUX NOCMiOBHOCTEMN.

MepeBaxHO BigNOBIOHI BUHAXOAOBI CNOMYKN MOXYTb OyTU 3aCTOCOBaHi y TPAHCTEHHUX KyIbTypax,
AKi € PEe3UCTEHTHNUMW A0 POCTOBUX PEYOBUMH, Takumx SIK, Hanpwknag, gukamba, abo o repbiuungis, Ski
NMPUrHiYylOTb He3aMiHHI POCHMHHI  bepMeHTK, Hampuknag aueTtonaktatcuHtasu (AJIC), EMW®
cuHTasu, rmytamiHcuHTasm (FC) abo rigpokcndeHinnipysat giokcureHasu (FPrif), ra go repbiumais,
AKi HanexaTb [0 Trpynu, WO BKMovae cynbgoHkapbamign, rnigocatn, rnydocmHatn abo
©eH30ini3oKca3onu Ta aHanorivyHi akTUBHI PEYOBUHN.

Mpun 3acTocyBaHHI BiANOBIAHMX BUHAXO4y akTUBHMX PEYOBMH Y TPAHCrEHHUX KyrnbTypax, OKpiM iX
Aiil Ha Byp'sHOBI POCMMHM, SIKY MOXHa CnocTepirat B iHWMX KyNbTypax, 4acTO BUHUKAOTL €DEKTU, SKi
€ cneumdiyHMMM NS 3aCTOCYBaHHSA Y BIAMOBIAHIN TPAHCTEHHIN KynbTypi, Hanpuknag 3miHeHu abo
cneuianbHO PO3LUMPEHUI CNeKTp Byp'aHIB, AKi MOXHA 3HULLUTK, 3MiHEHI HOPMUK BUTpPaTK NpenaparTis,
nepeBaxHo Aobpa CymicHiCTb 3 repbiungamu, pe3nCTEHTHOK A0 SKMX € TpaHCreHHa KynbTypa, a
TaKOX BMIMB Ha PICT i BPOXXaNHICTb TPAHCTEHHUX KYNbTYPHUX POCAVH.

Tomy npegmeToM BMHaxo4y € TaKOoX 3aCTOCYBaHHS BiOMOBIAHMX BMHAxoA4y Crnonyk Sk repbiunais
Anst 6opoTbby 3 Byp'AHOBUMW POCIIMHAMMW B TPAHCTEHHMX KYNbTYPHUX POCIMHAX.

[ogaTKoBoOK nepeBaror BifnoBiAHMX BUHAXOLOBI CMOMYK € TAKOX HWM3bKAa TOKCMYHICTb CTOCOBHO
Takux opraHiamis, sik komaxu, amcibii, pubu i ccasui.

BignoBigHi BMUHaxoay cnonyku MoXyTb OyTu 3acTocoBaHi B hopMi 3MO4yBaHMX MOPOLLKIB, 34aTHUX
A0 eMynbryBaHHS KOHLEHTpaTiB, PO34YuHiB Ond po3bpu3KyBaHHsA, AycTiB abo rpaHynsTiB vy
CTaHOapTHUX KOMMOo3uuisx. ToMy npeaMeToM BMHAaxody € TakoxX repbiumaHi Ta peryniowodi picTt
pOCnVH 3acobu, SKi MiCTATb BigNOBIOHI BUHAXOO0BI CMOSYKMU.

I3 BiANOBIAHMX BUHAXOOOBi CMNOMYK MOXHA BUIOTOBMSTM Pi3HI KOMMO3WUIi 3anexHo Bif 3agaHux
BionoriyHnx i/abo ximiko-pisnyHMx napameTpis. Moxnueumu BapiaHTamm KOMNO3WUIA €, HaNpUKNaa:
3mMouyBaHi nopowku (WP), BOOOPO3YMHHI MopolkM (SP), BOOAOPO3YMHHI KOHLEHTpaTW, 34aTHi 4o
eMynbryBaHHsi KoHueHTpaTtu (EC), emynbcii (EW), Taki sk emynbcii Tuny "onis y Bogi" Ta "Boga B onii",
po3uMHM Onsi po30pu3KyBaHHS, KOHLEHTpaTu cycneHsin (SC), agucnepcii Ha oniviHii abo BoAHIN
OCHOBIi, 3gaTHi OO 3MillyBaHHHA 3 OMigMM PO34MHM, KancyrnboBaHi cycneHsii (CS), gyctn (DP),
NPOTPYWHWKN, TPaHYNATU ANS PO3KWAAHHS Ha MOBEPXHi I'PYHTY Ta HAaHECEHHS Ha I'PYHT, rpaHynaTu
(GR) B dhopmi MikporpaHynaTiB, rpaHynsTiB Ona po30pu3KyBaHHA, BUFOTOBMIEHHSA CYCMNeEH3i Ta
agcopbyloumx rpaHyndatis, 3gaTtHi go gucnepryBaHHs y Bogi rpaHynatm (WG), BOOOPO3YMHHI
rpaHynaTtn (SG), aepo30nbHi KOMMNO3uLii yribTpaHn3bkoro ob'emy (ULV), Mikpokancynm Ta BOCKM.

Lli okpemi BuaM koMno3uuin B NpuHUMNI BiZOMi Ta onucaxi, Hanpuknag, y nybnikauisx: Winnacker-
Kichler, "Chemische Technologie", Tom 7, BugaBHuutBo C. Hauser Verlag, MioHxeH, 4-e BMAaHHSA
1986, Wade van Valkenburg, "Pesticide Formulations", Marcel Dekker, Huto-Mopk, 1973; K. Martens,
"Spray Drying" Handbook, 3-€ BugaHHa 1979, G. Goodwin Ltd., JloHOOH.

3acTocoByBaHi B KOMMO3ULiSAX HeoOXigHi [OMOMiXHI 3acobu, Hanpuknag iHepTHi PeYOoBUHM,
NoOBEPXHEBO-AKTUBHI PeYOBMHW, PO3YMHHUKM Ta iHLWI AOOATKOBI MaTepiann TakoX BigOMi Ta onucaHi,
Hanpuknag, y nybnikadiax: Watkins, "Handbook of Insecticide Dust Diluents and Carriers”, 2-e
BuaaHHs, Darland Books, Kongyen, Hbto-Ixepci; H.v. Olphen, "Introduction to Clay Colloid
Chemistry"; 2-e BuaaHHs, J. Wiley & Sons, Hblo-Mopk; C. Marsden, "Solvents Guide"; 2-e BuaaHHs,
Interscience, Huto-Mopk, 1963; McCutcheon's "Detergents and Emulsifiers Annual”, MC Publ. Corp.,
Pvoxsya, Heto-[xepci; Sisley and Wood, "Encyclopedia of Surface Active Agents”, Chem. Publ. Co.
Inc., Hbto-Mopk, 1964; Schoénfeldt, "Grenzflachenaktive Athylenoxidaddukte", Wiss. Verlagsgesell.,
Wryttrapt, 1976; Winnacker-Kichler, "Chemische Technologie", Tom 7, C. Hauser Verlag, MioHxeH,
4-e BuaaHHSA, 1986.

Ha oCHOBI LUUX KOMMO3ULiN MOXYTb OyTW BUTOTOBMEHI TakoX KOMOiHaUii 3 iHLWMMW NecTUUMAHO
aKTMBHMMMW PEYOBMHAMMW, TaKMMU SIK, HAaNpUKNag, iHcekTuumuam, akapuuugn, repbiungn, dyHriunan, a
TakoxX i3 aHTMgoTammu, gobpuBamu i/abo perynstopamu pocTy, Hanpuknazg y ¢opmi rotoeoi o
3acTocyBaHHs KOoMnoswuii abo pe3epByapHOi cymiui. MpuaaTHUMK OO0 3aCOCYBaHHSl aHTMOOTaMu €,
Hanpuknag, MedeHnip-gieTun, uunpocynbdamia, isokcagudeH-eTurn, KNokBiHTOUET-MeKkcun i
anxnopmig.

3Mo4vyBaHMMK NopoLlKkamMu € npenapaTu, 30aTHi 4O O4HOPIAHOro AUcnepryBaHHs y Bo4i, SKi Kpim
aKTUMBHOI PEYOBUHM, PO3pimpKyBaya abo iHEepPTHOI PEeyvYoBUHW MICTATb LWE IOHHI i/abo HeioHHiI
NMOBEPXHEBO-AKTUBHI pEeYvYoBUHU (3mouyBanbHi 3acobw, ancneprartopm), Hanpuknag
noniokcieTunboBaHi ankindeHonu, anidaTU4Hi CNUPTU Ta amiHK, cynbdaTty Monirnikonesnx eTepis
XVUPHUX CNWPTIB, ankaHcyrnbcoHaTth, ankinbeHnsoncynbgoHaTu, nirHiHCynbgoHaT HaTpito, 2,2'-
anHadTunmeTaH-6,6'-gucynboHaT HaTpito, gubytunHadTaniHcynbgoHaTt HaTpito abo meTun-oneoin
TaypaTt HaTpito. [Ing BUrOTOBMEHHHA 3MOYYyBaHUX MOPOLLKIB repbiumaHi akTMBHI peyoBUHM NigaaoTb
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TOHKOMY MepeMenioBaHHI0, Hanpuknag, y CTaHAapTHUX MNPUCTPOSX, TakMX SIK MOMOTKOBI MIMHW,
yAapHi MIUHW 3 CMTaMM Ta KPUNbYaTKOK i NOBITPAHO-CTPYMUHHI MIWMHW, i O4HOYacHO abo MOoTim
3MILLYIOTh i3 4ONOMKHUMK 3acobamm st KOMMO3WLIN.

MpuaoaTHi OO0 eMynbryBaHHA KOHUEHTPaTW BUFOTOBMAIOTb LUNAXOM PO3YMHEHHSA  aKTUBHOI
PEYOBUHN B OpraHiyHOMY PO34YMHHUKY, Hanpuknag y OyTaHoni, UMKNorekcaHoHi, aumeTtunndopmamiai,
Kcunoni, abo y BUCOKOKUMASYMX apOMaTUYHUX CMOSyKax Yn BYrneBodHAX, abo B Cymillax opraHiyHmx
PO3YMHHUKIB i3 JOAaBaHHAM OLHOIO YM KiflbKOX iOHHMX ab0 HEIOHHMX MOBEPXHEBO-aKTUBHUX PEYOBUH
(emynbratopis). [lMpugaTHMMKM [0 3acTOCyBaHHS emynbratopaMmu €, Hanpuknag: Kanbuiesi coni
ankinapuncynbOHOBOI KUCNOTK, Taki 9K JogeuunbeHsoncynbgoHaT Kanbuito, abo HeioHHi
eMynbratopu, Taki $IK ecTepu MONIrfikOM Ta XUPHUX KUACNOT, ankinapunnonirnikonesum eTtep,
nonirnikonesi etepu aniaTMyHUX CNUPTIB, NPOAYKTU KOHAEHCAaLii nponineHokeuay i eTuneHokeuay,
ankinnonietepu, copbiTaHOBI ecTepu, Taki sk, Hanpuknag, ecrepu copbiTy i XupHUX kucnot, abo
noniokcieTuneH-copbiTaHoBi ecTtepn, Taki €K, Hanpuknag, nonioKkcieTuneH-copbiTaHoBUN ecTep
XUPHOI KNCOTH.

[ycTn ogepXxyoTh LUMAXOM NepemMentoBaHHA akTUBHOI PeYOBMHU 3 TOHKOAMCMNEPCHUMU TBEPAUMU
peyvYoBUHAMMU, Hanpuknag TanbkoM, NPUPOOHUMUN MMNHAMW, TaKUMKU AK KaoniH, OEHTOHIT Ta nipodiniT,
abo JiaToMOBO 3eMIielo.

KOHLIEHTpaTW CycneHsin MoXyTb BYTW BUrOTOBNEHI Ha BOAHI abo OMiNHIN OCHOBI. IX MOXHa
ofepXyBaTW, Hanpuknag, LWIAXOM MOKPOro noAapibHEHHs y CTaHOAapTHUX KyNbOBUX MIMHax i3
AoAaBaHHAM Y pasi HeoOXiAHOCTI MOBEPXHEBO-AKTUBHUX PEYOBMWH, HAaNpuKnag Takux, ski Oynu BkasaHi
BULLE ONS iHWKWX TUMIB KOMMO3ULLiN.

Emynbcii, Hanpuknag tuny "onia y sogi" (EW), moxHa ogepxatw, Hanpuknag, 3a SOMOMOro
MiLLANoK, KOMOIgHMX MIMHIB i/ab0o cTaTU4HMX 3MillyBadiB i3 3aCTOCYBaHHAM BOLHMX OPraHiYHMX
PO3YMHHUKIB | B pa3i HeOOXiAHOCTI NOBEPXHEBO-AKTUBHUX PEYOBUWH, HAMpUKNag Takux, ki Bxe 6ynu
HaBedeHi BuLLe ANns iHLWNUX KOMMO3WULLiN.

paHynATM MOXyTb OYyTU ofepXaHi LUMSIXOM PO3NUIIEHHS aKTMBHOI PEYOBMHU Kpi3b COMSO Ha
agcopObytounii rpaHynboBaHUI iHEPTHUIA MaTepian abo LNSAXOM HAHECEeHHS KOHLUEHTPAaTiB akTUBHOI
pPEeYOBUHM i3 3aCTOCYBaHHAM 3B'A3yBalbHUX PEYOBWH, Hanpuknazg noniBiHINOBOro CnupTy,
noniakpunarty HaTpito, abo TakoX MiHepanbHUX Maces, Ha NOBEPXHIO HOCIIB, TaKMX K MICOK, KAOIHITH
abo rpaHynboBaHUI iHEPTHWUIA MaTepian. BignoBigHi akTMBHI pe4yoBMHM TaKoX MOXHa rpaHynoBaTu
CTaHZapTHUM cnocoboMm [AONnsa ofepXaHHs rpaHynboBaHWX [o6puB, 3a OaxaHHsaM y cymiwi 3
nobpueamu.

paHynaTu, aki 3gaTHi O AMCNepryBaHHSA Yy BOAi, 3a3BMYyal OOepXyHTb TakMMU CTaHOapTHUMU
crnocobamu, SK po3nuIoBanbHe CYLUiHHSA, rpaHynoBaHHS Y NCeBA03PiAKEHOMY LWapi, B Tapinyactomy
rpaHynaTopi, 3MillyBaHHA Yy BWCOKOLIBWAKICHMX 3MillyBadax Ta eKkcTpysid 6e3 TBepaoi iHepTHOI
PEYOBUHN.

Cnocobun opepaHHA rpaHynATiB 3a AOMNOMOroH TapinyacTux rpaHynsaTopiB, €eKCTpyaepis,
crnocobu rpaHymnoBaHHA Yy MCEBAO3PIMKEHOMY Llapi Ta PO3NUIIEHHAM ONWCaHi, Hanpuknag y
nybnikauiax "Spray-Drying Handbook", 3-e BuganHa 1979, G. Goodwin Ltd., loHgoH; J.E. Browning,
"Agglomeration”, Chemical and Engineering 1967, ctopiHkn 147 Ta Hact.; "Perry's Chemical
Engineer's Handbook", 5-e BugaHHs, komnanis McGraw-Hill, Heto-Mopk, 1973, c. 8-57.

Binbw peTanbHUA onMMC KOMMO3MWLiIA 3acobiB 3axXMCTy POCIWMH HaBEOEHWW, Hanpuknag, Yy
ny6nikauisx G.C. Klingman, "Weed Control as a Science", John Wiley and Sons, Inc., Hbto-Mopk,
1961, cTtop. 81-96, ta J.D. Freyer, S.A. Evans, "Weed Control Handbook", 5-e BugaHHs, Blackwell
Scientific Publications, Okcdopg, 1968, ctop. 101-103.

Ak npasuno, arpoximMiyni komno3auii mictate Big 0,1 4o 99 mac. %, 3okpema Big 0,1 o 95 mac. %,
BiAMNOBIAHUX BMHaxX040Bi CMONYK.

KoHueHTpaLiss akTUBHOI PEYOBUHU B 3MOYYBAHUX MOPOLUKAX CTAHOBWUTb, Hanpuknag, npubnnsHo
Bia 10 go 90 mac. %, pewta go 100 mac. % cknagaeTbCcs 3i CTaHAAPTHUX KOMMOHEHTIB KOMMO3WLT.
KoHueHTpaLiga akTMBHOI peyoBWHWM B 34aTHUX [0 €MyNbryBaHHS KOHLIeHTpaTax MOXe CTaHOBUTU
Hanpuknag Big 1 go 90 mac. %, nepeBaxHo Big 5 go 80 mac. %. MNMunonoaibHi komnosuuii (gycTw)
MictaTb Big 1 0o 30 mac. % aKkTMBHOI pevoBuHU, NepeBaxHO Big 5 Ao 20 mac. % aKTUBHOI pevYOBUHMU;
pOo34nMHK Anst po3bpuakyBaHHSA MicTATb NnpnbnmaHo Big 0,05 go 80, nepeBaxHo Big 2 go 50 mac. %
aKTMBHOI peyoBMHW. BMICT aKkTMBHOI peyoBWHW Yy 34aTHUX OO OMChepryBaHHs Yy BOAi rpaHynsTax
3anexnTb noyactu Big OPMM aKTUBHOI CMOMyku, TOBTO pigkoi um TBEpOoi, a TakoX Big
3aCTOCOBYBaHUX [ONs1 FPaHyStoBaHHS AOMOMDKHMX PEYOBUH, HAarMoOBHIOBAuiB TOLLO. BMICT akTMBHOI
pPeYOBUHWN Yy 34aTHUX OO0 OUCMEpryBaHHS y BOAi rpaHynstax CTaHOBWUTb, Hanpuknag, Big 1 go 95
mac. %, nepeBaxHo Big 10 go 80 mac. %.

OkpiM UbOro, 3a3Ha4yeHi KOMMNO3ULii aKTUBHUX PEYOBWH Y pasi HeOobXiAHOCTI MICTATb TpaguuinHi
3acobu gna noninweHHs agresii, 3moyyBanbHi 3acobu, gucnepraTopu, emynbratopu, 3acobu ans
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NOCWUIMEHHA MeHeTpauii, KOHCEpPBAHTN, aHTUMPU3N | PO3YMHHUKM, HaMOBHIOBaAYi, 6apBHUMKM | HOCII,
aHTUCNiHIOBaYi, aHTUTpPaHCNMpaHTK Ta 3acobu Ansa perynioBaHHA 3HavyeHHs pH i B'a3koCTi.

[na 3acTocyBaHHsI KOMEpPLUIMHO [AOOCTYMHI KOMMNO3wuuii B pasi HeobXigHOCTi po30aBnsaloTh;
Hanpuknag, Ans po3baBreHHsT 3MOYyBaHUX MOPOLUKIB, 30aTHUX OO0 €MYIbryBaHHS KOHLIEHTPaTiB,
Auncnepcin i 3gaTHUX OO AOMCMNEPryBaHHSA Yy BOAI rpaHynsATiB BUKOPUCTOBYOTH Body. [unonogibHi
KOMMO3uLii (BycTu), rpaHynsaTv ansg po3kMaaHHSA Ha NOBEPXHi 'PYHTY UM HAHECEHHS Ha I'PYHT, a Takox
po3uMHM Ons po30pu3KyBaHHA Mepen 3acTOCyBaHHSAM 3a3BuM4Yal BXe He po30aBnsaTb iHWUMMU
iHEPTHUMUN PEYOBUHAMMN.

3anexHo Big4 30BHILWHIX YMOB, TakMx $K TemnepaTypa, BOMOriCTb, BWA 3aCTOCOBYBAHOro
repbiumay, 3MiHIOETbCS 30Kpema HeobxigHa Hopma BuTpatu cnonyk copmynu (I). BoHa moxe
KONMMBaTMCA B MeXax LWMpoKoro gianasoHy, Hanpuknag eig 0,001 go 1,0 kr/ra abo 6Ginblue akTMBHOI
pevoBuHN, NPOTE, NEpPEBaXXHO BOHA cTaHOBUTL Big 0,005 oo 750 r/ra.

[ani HaBeaeHi Npuknaam Ans NOsICHEHHS BMHAXOoAy.

A. XimiyHi npuknagu

1. Cuntes etun-1-{[2-meTnn-3-(MeTuncynboHin)-4-(tpucdTopmeTun)deHsoin](5-metnn-1,3,4-
okcagiason-2-in)amiHo}eTunkapboHaty (TabnuyHuin npuknag Ne 1-145),etun-1-[5-metnn-2-{[2-meTun-
3-(meTnncynbgoHin)-4-(TpudTtopmeTnn)beHsoin]imiHo}-1,3,4-okcagia-3on-3(2H)-inletunkapboHar
(tabnuynuin  npuknag Ne  4-145) i 1-[(eTokcmkapOoHin)okcil-eTnn-2-metun-N-(5-metun-1,3,4-
okcagiason-2-in)-3-(metuncynboHin)-4-(TpudTopme-Tnn)obeH3onkapbokcimigaTt (TabnunyHun
npuknag Ne 7-145):

o posumHy 1,00 r (2,752 wmmonb) 2-metun-N-(5-meTtunn-1,3,4-okcagiason-2-in)-3-(metnn-
cynbdoHin)-4-(tpucdtopmetun)bensamigy y 20 mn  aueToHiTpuniy Mpu  KiMHATHIA  TemnepaTypi
popasanu 882 wr (5,78 mmonb) 1-xnopetun-etunkapboHaty Ta 799 mr (5,78 mmonb) kapboHaTy
Kanito i npotdAroMm 9 roguH KuN'ATUAM  3i 3BOPOTHWM  XOMOAMIBHUMKOM. PeakuiiHy cymiw
KOHUEHTpyBanu, noTiM po3unHanu B 20 mn eTunauetarty, 3amiwysanu 3 20 mn Bogu Ta ekcTparysanw.
BoaHy a3y uwie ABidi ekcTparyBanu i3 3acTocyBaHHAM Yy KOXHOMY Bunagky 20 mn eTunauerary.
O0'egHaHi opraHiyHi ga3n npommBanu HacuyeHum posvmHoM NaCl, BUCylWlyBanu i KOHUEHTpYyBanMu.
3anuvuwok oumanm metogoM o6epHeHo-a3oBoi BUCOKO-e(heKTUBHOI pianHHOI xpomatorpadii (OP-
BEPX) (aueToHiTpun/soga).

Cnonyka Ne 1-145

Buxig: 170 mr (12 %)

IH-AMP (400 MI'y; CDClz): 7,73 mnH.u. (g, 1H); 7,53 mnH.M. (g, 1H), 7,05-6,92 (w, 1H), 4,32 -
4,26 (m, 2H); 3,21 (c, 3H); 2,80 (c, 3H), 2,43 (c, 3H), 1,62 (g, 3H), 1,36 (1, 3H).

Cnonyka Ne 4-145

Buxia: 180 mr (12,3 %)

I1H-AMP (400 Ml'y; CDCIs): 8,04 mnH.4. (g, 1H); 7,81 mnn.u. (g, 1H), 6,74 (kB, 1H), 4,25-4,18 (Mm,
2H); 3,25 (c, 3H); 2,92 (c, 3H); 2,49 (c, 3H); 1,77 (a, 3H), 1,30 (1, 3H).

Cnonyka Ne 7-145

Buxia: 110 mr (7,9 %)

'H-AMP (400 MI'y; CDCls): 7,80 mnH.u. (g, 1H); 7,54 mnH.v. (g, 1H), 7,16 (kB, 1H), 4,27 (kB, 2H);
3,24 (c, 3H); 2,73 (c, 3H); 2,40 (c, 3H); 1,73 (g, 3H), 1,34 (T, 3H).

2. CuHTes 1-{[2-xnop-3-(MeTnncynbdiHin)-4-(TpudTopmeTunn)oeH3oin](5-metun-1,3,4-okca-
piason-2-in)amiHo}eTun-etunkapboHaty (Tabnuunnin npuknag Ne 1-385), etun-1-[5-metnn-2-{[2-xnop-
3-(meTnncynbdiHin)-4-(TpudTopmeTun)beHsoin]imiHo}-1,3,4-okcagia-3on-3(2H)-inJetunkapboHaTty
(Tabnuynun npuknag Ne 4-385) i 1-[(eTokcukapboHin)-okciletun-2-xnop-N-(5-metun-1,3,4-okcagiason-
2-in)-3-(meTuncynbdiHin)-4-(TpudTop-meTun)deHsonkapbokcimigaty (TabnuyHuin npuknag Ne 7-385):

AHarnoriyHo BuLLeonncaHoMy Crnocoby ogep)aHHSA Wnaxom nepetBopeHHs 1,00 r (2,719 mmonb)
2-xnop-N-(5-meTtun-1,3,4-okcagiason-2-in)-3-(Metuncynbdidin)-4-(TpudpTop-metun)beHsamigy
BiJOKpemntoBanu i3 3actocyBaHHsaM 871 wmr (5,71 mmonb) 1-xnopeTtun-eTunkapboHaTy:

Cnonyka Ne 1-385

Buxia: 210 mr (13 %)

H-AMP (400 MI'y; CDClz): 7,70 mnH.uy. (g, 1H); 7,63 mnH.u. (g, 1H), 7,12-6,91 (w, 1H), 4,28 (ks,
2H); 3,07 i 3,05 (2c, 3H); 2,46 (c, 3H), 1,66 i 1,64 (2g, 3H), 1,34 (1, 3H).

Cnonyka Ne 4-385

Buxig: 200 mr (13,7 %)

IH-AMP (400 MI'y; CDCls): 7,96 mnH.M. (A, 1H); 7,74 mnH.u. (g, 1H), 6,74 (kB, 1H), 4,26 — 4,18 (Mm,
2H); 3,13 (c, 3H); 2,49 (c, 3H); 1,77 (g, 3H), 1,30 (1, 3H).

Cnonyka Ne 7-385

Buxig: 130 mr (9,4 %)
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1H-AMP (400 MI'y; CDCls): 7,78-7,75 mnH.u. (24, 1H); 7,66-7,62 mnH.u. (24, 1H), 7,18 (2kB, 1H),
4,31-4,24 (2k8, 2H); 3,08 (c, 3H); 2,42 (c, 3H); 1,74 (24, 3H), 1,34 (2t; 3H).

3. CwuHTes 1-{[2-xnop-3-(MeTuncynbgiHin)-4-(TpudTopMmeTnn)oeH3oin](5-metnn-1,3,4-okca-
aiason-2-in)amiHo}eTun-unknorekcunkapbonarty (TabnuyHuin npuknag Ne 3-385), 1-[2-{[2-xnop-3-
(meTnncynbginin)-4-(TpndTopmeTun)beHsoin]imiHo}-5-meTtun-1,3,4-okcagiason-3(2H)-injetun-
umknorekcunkapboHaTty (TabnuuHmi npuknag Ne 6-385) i 1-{[(umkno-rekcunokcu)kapboHinjokci}etumn-
2-xnop-N-(5-metnn-1,3,4-okcagiazon-2-in)-3-(metTnncynb-diHin)-4-
(TpndpTOpMETUN)OEH30MKapboKciMigaTy (TabnuyHuin npuknag Ne 9-385):

AHanoriyHo BuLLieonucaHoMy cnocoby ofep)kaHHA LwnsaxomM nepetBopeHHa 1,00 r (2,719 mmonb)
2-xnop-N-(5-meTtun-1,3,4-okcagiason-2-in)-3-(MeTuncynbdidin)-4-(tpudtop-meTnn)beHsamigy
BigokpemnioBanu i3 3actocysaHHaM 1180 mr (5,71 mmonb) 1-xnopeTun-uuknorekcunkapboHaTy:

Cnonyka Ne 3-385

Buxig: 190 mr (10 %)

I1H-AMP (400 Ml'y; CDCIs): 7,74 mnH.M. (g, 1H); 7,65 mnH.u. (g, 1H), 7,21-6,89 (w, 1H), 4,71-4,66
(m, 1H); 3,05 3,07 (2c, 3H); 2,48 (c, 3H), 2,00-1,88 (m, 2H), 1,80-1,71 (m, 2H), 1,70-1,20 (m, 9H).

Cnonyka Ne 6-385

Buxig: 50 mr (3,3 %)

H-AMP (400 MI'y; CDCls): 7,96 mnH.M. (4, 1H); 7,74 mnH.u. (A, 1H), 6,74 (kB, 1H), 4,64-4,59 (m,
1H); 3,13 (c, 3H); 1,93-1,20 (m, 13H).

Cnonyka Ne 9-385

Buxig: 180 mr (12 %)

1H-AMP (400 Ml'y; CDCls): 7,78-7,75 mnH.y. (24, 1H); 7,65-7,62 mnH.u. (24, 1H), 7,18 (2kB, 1H),
4,70-4,66 (m, 1H); 3,08 (c, 3H); 2,42 (c, 3H); 1,94-1,92 (m, 2H), 1,78 — 1,73 (m, 5H), 1,59-1,26 (m, 6H).

HaBepgeHi gani B Tabnuuax npuknagm 6ynu abo moxyTb ByTv ogepxaHi aHanoriyHO OnMcaHum
BuLLEe MeTodaM. HaBefeHi gani B Tabnmuax Cnonyky € LinkoM nepeBaxHUMN.

Tabnuus 1: BignosigHi BUHaxodoBi cnonyku 3aranbHoi cdopmynu (1), B sikin A o3Hayae Al, RS
o3Ha4vae meTun, R osHavae CH(Me)OCO:Et, W o3Ha4vae CY Ta V 03Ha4ae BOAeHb

N—n 0 X
/
H30,<OJ\N Y
Py

@] CH, z
CO,C,H,
di3nyHi napameTpun
Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-1 F H Cl
1-2 F H SO:Me
1-3 F H SO:zEt
1-4 F H CFs
1-5 F H NO:2
1-6 Cl H Br
1-7 Cl H SMe
1-8 Cl H SOMe
1-9 Cl H SO:Me
1-10 Cl H S0O2CH:CI
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Di3nyHi napameTpu

Ne X z (*H-AMP, 400 MTlwy;
CDCls):

1-11 Cl SEt

1-12 Cl SO:zEt

1-13 Cl CFs

1-14 Cl NO2

1-15 Cl !1ipa30n-1-
in

1-16 Cl 1H-1,2,4-
_prason-l-
in

1-17 Br Cl

1-18 Br Br

1-19 Br SO:2Me

1-20 Br SO:zEt

1-21 Br CFs

1-22 SO:Me Cl

1-23 SO:Me Br

1-24 SO:Me SMe

1-25 SO:Me SOMe

1-26 SO:Me SO:Me

1-27 SO:Me SO:zEt

1-28 SO:Me CFs

1-29 SO:zEt Cl

1-30 SO:zEt Br

1-31 SO:Et SMe

1-32 SO:Et SOMe

1-33 SO:Et SO:Me

1-34 SO:Et CFs

1-35 NO:2 F

1-36 NO:2 Cl

1-37 NO:2 Br
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):

1-38 NO2 H I
1-39 NO:2 H CN
1-40 NO:2 H SO:Me
1-41 NO:2 H SOzEt
1-42 NO:2 H CFs

1-43 Me H Cl
1-44 Me H Br
1-45 Me H SMe
1-46 Me H SO2Me
1-47 Me H SO2CH:CI
1-48 Me H SEt
1-49 Me H SOzEt
1-50 Me H CFs
1-51 CH2SO:Me H CFs
1-52 Et H Cl
1-53 Et H Br
1-54 Et H SMe
1-55 Et H SO:Me
1-56 Et H SO2CH:CI
1-57 Et H SEt
1-58 Et H SOzEt
1-59 Et H CFs
1-60 CFs H Cl
1-61 CFs H Br
1-62 CFs H SO:Me
1-63 CFs H SOzEt
1-64 CFs H CFs
1-65 NO:2 NH2 F
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Di3nyHi napameTpu
Ne X Y z (*H-AMP, 400 MIu;
CDCla):

1-66 NO:2 NHMe F

1-67 NO:2 NMe: F

1-68 NO:2 Me Cl

1-69 NO:2 NH2 Cl

1-70 NO:2 NHMe Cl

1-71 NO:2 NMe: Cl

1-72 NO:2 NH2 Br

1-73 NO2 NHMe Br

1-74 NO:2 NMe: Br

1-75 NO:2 NH:2 CF3

1-76 NO:2 NMe2 CF3

1-77 NO:2 NH:2 SO:Me

1-78 NO:2 NH2 SO:2Et

1-79 NO:2 NHMe SO:Me

1-80 NO:2 NMe:> SO:2Me

1-81 NO:2 NMe:> SO:2Et

1-82 NO:2 NH2 1H-1,2,4-
Tpwason-1-
in

1-83 NO:2 NHMe 1H-1,2,4-
Tpuason-1-
in

1-84 NO:2 NMe: 1H-1,2,4-
Tpuason-1-
in

1-85 Me SMe H

1-86 Me SOMe H

1-87 Me SO:Me H

1-88 Me SEt H

1-89 Me SOEt H

1-90 Me SO:2Et H

1-91 Me S(CH2)20Me H

1-92 Me SO(CH2).0OMe H
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-93 Me SO2(CH2)20Me H
1-94 Me F F
1-95 Me F Cl
1-96 Me SEt F
1-97 Me SOEt F
1-98 Me SOzEt F
1-99 Me Me Cl
1-100 Me F Cl
1-101 Me Cl Cl
1-102 Me NH2 Cl
1-103 Me NHMe Cl
1-104 Me NMe:2 Cl
1-105 Me O(CH2).OMe Cl
1-106 Me O(CH2)sOMe Cl
1-107 Me O(CH2)4aOMe Cl
1-108 Me OCH2CONMe2 Cl
1-109 Me O(CH2)2-CO-NMe:2 Cl
1-110 Me O(CH2)2-NH(CO)NMez Cl
1-111 Me O(CH2)2-NH(CO)NHCO:Et Cl
1-112 Me O(CH2)2-NHCO:2Me Cl
1-113 Me OCH2-NHSO2cPr Cl
1-114 Me O(CH2)-5-2,4-gnmeTun-2,4- Cl
aurigpo-3H-1,2 4-tpnason-3-oH
1-115 Me O(CH2)-3,5-gnmeTun-1,2- Cl
okcason-4-in

1-116 Me SMe Cl
1-117 Me SOMe Cl
1-118 Me SO:Me Cl
1-119 Me SEt Cl
1-120 Me SOEt Cl
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):

1-121 Me SOzEt Cl

1-122 Me S(CH2):OMe Cl

1-123 Me SO(CH2).OMe Cl

1-124 Me SO2(CH2)20Me Cl

1-125 Me NH: Br

1-126 Me NHMe Br

1-127 Me NMe2 Br

1-128 Me OCH2(CO)NMe:2 Br

1-129 Me O(CHp2)-5-niponignH-2-oH Br

1-130 Me SMe Br

1-131 Me SOMe Br

1-132 Me SO2Me Br

1-133 Me SEt Br

1-134 Me SOEt Br

1-135 Me SO:zEt Br

1-136 Me SMe I

1-137 Me SOMe I

1-138 Me SO:Me I

1-139 Me SEt I

1-140 Me SOEt |

1-141 Me SO:2Et |

1-142 Me Cl CFs

1-143 Me SMe CFs

1-144 Me SOMe CFs

1-145 Me SO:Me CF3 7,73 mnH.M. (A, 1H); 7,53

MIH.M. (a8, 1H), 7,05-6,92
(w, 1H), 4,32-4,26 (m,
2H); 3,21 (c, 3H); 2,80

(c, 3H), 2,43 (c, 3H), 1,62
(g, 3H), 1,36

(1, 3H)
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 Mrly;
CDCls):
1-146 Me SEt CFs
1-147 Me SOEt CFs
1-148 Me SO:2Et CFs
1-149 Me S(CH2):OMe CFs
1-150 Me SO(CH2)20Me CFs
1-151 Me S0O2(CH2)20Me CFs
1-152 Me Me SO2Me
1-153 Me 4,5-purigpo-1,2-okcason-3-in | SO2Me
1-154 Me 4,5-purigpo-1,2-okcason-3-in | SO2Et
1-155 Me 5-uiaHomeTun- 4,5-gurigpo-1,2- SO2Me
okcason-3-in
1-156 Me 5-uiaHomeTun- 4,5-aurigpo-1,2- SO2Et
okcason-3-in

1-157 Me NH:2 SO:Me
1-158 Me NHMe SO:Me
1-159 Me NMe:2 SO:Me
1-160 Me NH(CH2).OMe SO:Me
1-161 Me nipason-1-in SO:2Me
1-162 Me OH SO:Me
1-163 Me OMe SO:Me
1-164 Me OMe SO:2Et
1-165 Me OEt SO2Me
1-166 Me OEt SO:2Et
1-167 Me OiPr SO2Me
1-168 Me OiPr SO:2Et
1-169 Me O(CH:)20Me SO:Me
1-170 Me O(CH:)20Me SO:Et
1-171 Me O(CH:)sOMe SO:Me
1-172 Me O(CH:)sOMe SO:Et
1-173 Me O(CH:)sOMe SO:Me
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-174 Me O(CH2)aOMe SOzEt
1-175 Me O(CH2)2NHSO2Me SO:Me
1-176 Me O(CH2)2NHSO2Me SO:zEt
1-177 Me OCH2z(CO)NMez SO:Me
1-178 Me OCH2z(CO)NMez SO:zEt
1-179 Me [1,4]miokcaH-2-in-meToken SO:2Me
1-180 Me [1,4]aiokcaH-2-in-meToken SOzEt
1-181 Me O(CH2)2-0O(3,5-di- SO:2Me
METOKCUNIPUMIANH-2-iN
1-182 Me Cl SO:2Me
1-183 Me SMe SO2Me
1-184 Me SOMe SO2Me
1-185 Me SO2Me SO2Me
1-186 Me SO:Me SO:zEt
1-187 Me SEt SO:Me
1-188 Me SOEt SO:Me
1-189 Me SO:zEt SO:Me
1-190 Me S(CH2).0Me SO:Me
1-191 Me SO(CH2).0Me SO:Me
1-192 Me S0O2(CH2)20Me SO2Me
1-193 CH2SMe OMe SO2Me
1-194 CH20Me OMe SO2Me
1-195 CH20(CH2)20OMe | NH(CH2)-OEt SO:2Me
1-196 CH20(CH2)20OMe | NH(CH2)sOEt SO:Me
1-197 CH20(CH2)sOMe |OMe SO:Me
1-198 CH20(CH2)2OMe | NH(CH2).OMe SO:Me
1-199 CH20(CH2)2OMe | NH(CH2):OMe SO:Me
1-200 Et SMe Cl
1-201 Et SO:Me Cl
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Di3nyHi napameTpu
Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):

1-202 Et SMe CFs
1-203 Et SO:Me CFs
1-204 Et F SO:Me
1-205 Et NH(CHz)20Me SO:Me
1-206 iPr SO:Me CFs
1-207 cPr SO:Me CFs
1-208 CFs O(CH2)20Me F
1-209 CFs O(CH2)sOMe F
1-210 CFs OCH2CONMe:2 F
1-211 CF3 [1,4]piokcan-2-in-meToKcu F
1-212 CFs O(CH2)-OMe Cl
1-213 CFs O(CH2)sOMe Cl
1-214 CFs OCH2CONMe2 Cl
1-215 CFs [1,4]piokcan-2-in-meToKeu Cl
1-216 CFs O(CH2).OMe Br
1-217 CFs O(CH2)sOMe Br
1-218 CFs OCH2CONMe2 Br
1-219 CF3 [1,4]miokcaH-2-in-meToken Br
1-220 CFs O(CH2).OMe I
1-221 CFs O(CH2)3OMe I
1-222 CFs OCH2CONMe:2 I
1-223 CF3 [1,4]piokcan-2-in-meToKcK |

1-224 CF3 F SO:Me
1-225 CFs F SO:zEt
1-226 CFs O(CH2)-OMe SO:Me
1-227 CFs O(CH2)-OMe SO:zEt
1-228 CFs O(CH2)sOMe SO:Me
1-229 CFs O(CH2)sOMe SO:zEt
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Di3nyHi napameTpu
Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):

1-230 CFs OCH2CONMe? SO:Me
1-231 CFs OCH2CONMe2 SO:zEt
1-232 CFs [1,4]piokcan-2-in-meTokeu SO:2Me
1-233 CFs [1,4]piokcan-2-in-meToKeu SOzEt
1-234 F SMe CFs
1-235 F SOMe CFs
1-236 Cl Me Cl
1-237 Cl OCH2CHCH:2 Cl
1-238 Cl OCH2CHF2 Cl
1-239 Cl O(CH2)-OMe Cl
1-240 Cl OCH2CONMe? Cl
1-241 Cl O(CHz2)-5-niponignH-2-oH Cl
1-242 Cl SMe Cl
1-243 Cl SOMe Cl
1-244 Cl SO:Me Cl
1-245 Cl F SMe
1-246 Cl Cl SO:Me
1-247 Cl CO:zMe SO:Me
1-248 Cl CONMez SO:2Me
1-249 Cl CONMe(OMe) SO:Me
1-250 Cl CH20OMe SO:2Me
1-251 Cl CH20OMe SOzEt
1-252 Cl CH20Et SO:Me
1-253 Cl CH:OEt SO:zEt
1-254 Cl CH20CH2CHF> SO:Me
1-255 Cl CH20CH2CF3 SO:Me
1-256 Cl CH20CH2CF3 SO:zEt
1-257 Cl CH20CH2CF2CHF: SO:Me
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Di3nyHi napameTpu

Ne X Y Z (*H-AMP, 400 MIu;
CDClg):

1-258 Cl CH20-u-neHTtun SO:Me

1-259 Cl CH2PO(OMe): SO:Me

1-260 Cl 4,5-gurigpo-1,2-okcason-3-in | SMe

1-261 Cl 4,5-gurigpo-1,2-okcason-3-in - | SO2Me

1-262 Cl 4,5-gurigpo-1,2-okcason-3-in | SO:2Et

1-263 Cl 5-uiaHomeTun- 4,5-gurigpo-1,2-| SO2Me
okcason-3-in

1-264 Cl 5-uiaHomeTun- 4,5-gurigpo-1,2-| SO2Et
okcason-3-in

1-265 Cl 5-(meTokcumeTnn)-4,5-aurigpo-| SO:Et
1,2-okcason-3-in

1-266 Cl 5-(meTokcumeTnn)-5-metun- | SOzEt
4,5-purigpo-1,2-okcason-3-in

1-267 Cl CH2O-teTparigpodypan-3-in | SO2Me

1-268 Cl CH20- TeTparigpodypan-3-in | SO2Et

1-269 Cl CH20CH:-TeTparigpodypaH-2- | SO2Me
in

1-270 Cl CH20CHz- TetparigpodypaH- SOzEt
2-in

1-271 Cl CH20CHz- TetparigpodypaH- SO2Me
3-in

1-272 Cl CH20CHz- TetparigpodypaH- SOzEt
3-in

1-273 Cl OMe SO:2Me

1-274 Cl OMe SO:Et

1-275 Cl OEt SO:2Me

1-276 Cl OEt SOzEt

1-277 Cl OiPr SO:Me

1-278 Cl OiPr SOzEt

1-279 Cl O(CH2).0OMe SO:Me

1-280 Cl O(CH2)sOMe SO:Me

1-281 Cl O(CH2)sOMe SO:Et

1-282 Cl O(CH2)sOMe SO:Me

1-283 Cl O(CH2)sOMe SO:Et

1-284 Cl O(CH2).0OMe SO:Me

1-285 Cl O(CH2).0OMe SO2Et
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-286 Cl [1,4]piokcan-2-in-meToKcu SO:2Me
1-287 Cl [1,4]aiokcaH-2-in-meToken SOzEt
1-288 Cl OCH2z(CO)NMez SO:Me
1-289 Cl OCH2z(CO)NMez SO:zEt
1-290 Cl SMe SO:Me
1-291 Cl SOMe SO:Me
1-292 Br OMe Br
1-293 Br O(CH2).0OMe Br
1-294 Br O(CH2).0OMe SO:Me
1-295 Br O(CH2).0OMe SOzEt
1-296 Br O(CH2)sOMe SO:2Me
1-297 Br O(CH2)3OMe SOzEt
1-298 Br O(CH2)4aOMe SO:Me
1-299 Br O(CH2)sOMe SO:zEt
1-300 Br [1,4]miokcan-2-in-meToken SO:Me
1-301 Br [1,4]miokcan-2-in-meToken SO2Et
1-302 I O(CH2).OMe SO:Me
1-303 I O(CH2).OMe SO:zEt
1-304 I O(CH2)sOMe SO:2Me
1-305 I O(CH2)sOMe SO:zEt
1-306 I O(CH2)4sOMe SO:2Me
1-307 I O(CH2)4sOMe SO:zEt
1-308 | [1,4]miokcaH-2-in-meToken SO:Me
1-309 | [1,4]miokcan-2-in-meToken SO2Et
1-310 OMe SMe CFs
1-311 OMe SOMe CFs
1-312 OMe SO:Me CFs
1-313 OMe SOEt CFs
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Di3nyHi napameTpu
Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-314 OMe SO:zEt CFs
1-315 OMe S(CH2):OMe CFs
1-316 OMe SO(CHz2).OMe CFs
1-317 OMe SO2(CH2)20Me CFs
1-318 OMe SMe Cl
1-319 OMe SOMe Cl
1-320 OMe SO:Me Cl
1-321 OMe SEt Cl
1-322 OMe SOEt Cl
1-323 OMe SO2Et Cl
1-324 OMe S(CH2).OMe Cl
1-325 OMe SO(CH2)20Me Cl
1-326 OMe SO2(CHz)20Me Cl
1-327 OCHz-c-Pr SMe CFs
1-328 OCHz-c-Pr SOMe CFs
1-329 OCHz-c-Pr SO:Me CFs
1-330 OCHz-c-Pr SEt CFs
1-331 OCHz-c-Pr SOEt CFs
1-332 OCH2-c-Pr SO:Et CFs
1-333 OCHz-c-Pr S(CH2)20Me CFs
1-334 OCHz-c-Pr SO(CH2).OMe CFs
1-335 OCH2-c-Pr SO2(CH2)20Me CFs
1-336 OCHz-c-Pr SMe Cl
1-337 OCHz-c-Pr SOMe Cl
1-338 OCHz-c-Pr SO:Me Cl
1-339 OCHz-c-Pr SEt Cl
1-340 OCHz-c-Pr SOEt Cl
1-341 OCHz-c-Pr SO:zEt Cl
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Di3nyHi napameTpu
Ne X Y z (*H-AMP, 400 Mrly;
CDCls):

1-342 OCHz-c-Pr S(CH2).OMe Cl
1-343 OCHz-c-Pr SO(CHz).0Me cl
1-344 OCHz-c-Pr S02(CHz).0Me Cl
1-345 OCHz-c-Pr SMe SO:Me
1-346 OCH2-c-Pr SOMe SO:Me
1-347 OCHz-c-Pr SO:Me SO2Me
1-348 OCH2-c-Pr SEt SO:Me
1-349 OCHz-c-Pr SOEt SO:Me
1-350 OCHz-c-Pr SO:Et SO:Me
1-351 OCHz-c-Pr S(CH2).OMe SO:Me
1-352 OCHz-c-Pr SO(CHz2).OMe SO:Me
1-353 OCH2z-c-Pr S0O2(CH2)20Me SO:2Me
1-354 SO:Me F CFs
1-355 SO:Me NH2 CFs
1-356 SO:Me NHEt Cl
1-357 SMe SEt F
1-358 SMe SMe F
1-359 SMe SMe CFs
1-360 SMe SOMe CFs
1-361 SMe SO2Me CFs
1-362 SMe SMe Cl
1-363 SMe SMe Br
1-364 Cl Ac CFs
1-365 Cl Ac SO:2Me
1-366 Cl C(O)cPr CFs
1-367 Cl C(O)cPr SO:Me
1-368 Cl CH2SMe CFs
1-369 Cl CH2S(O)Me CFs
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Di3nyHi napameTpu

Ne X Y zZ (*H-AMP, 400 MIu;
CDClg):

1-370 Cl CH2S0O2Me CF3

1-371 Cl CH>SMe SO:Me

1-372 Cl CH2S(O)Me SO:Me

1-373 Cl CH>S0O:2Me SO:Me

1-374 Cl CH=NOMe CF3

1-375 Cl CH=NOMe SO:2Me

1-376 Cl 4,5-gurigpo-1,2-okcason-5-in | CF3

1-377 Cl 4,5-purigpo-1,2-okcason-5-in | SO2Me

1-378 Cl 3-metunn-4,5-gurigpo-1,2- CF3

okcason-5-in
1-379 Cl 3-metnn-4,5-gurigpo-1,2- SO:Me
okcason-5-in

1-380 Cl BiHiN CF3

1-381 Cl BiHiN SO:2Me

1-382 Cl CO:2Me CF3

1-383 Cl CO:2Me SO:Me

1-384 Cl SMe CF3

1-385 Cl S(O)Me CF3 7,70 mnH.4. (8, 1H); 7,63

MrH.M. (a8, 1H), 7,12-6,91
(w, 1H), 4,28 (kB, 2H);
3,07 3,05 (2¢, 3H); 2,46
(c, 3H), 1,66 i 1,64 (24,
3H), 1,34 (1, 3H)

1-386 Cl SO:2Me CFs
1-387 Cl SO:2Me SO:2Me
1-388 Cl SMe Me
1-389 Cl SOMe Me
1-390 Cl SO:Me Me
1-391 Cl 1H-1,2,4-Tpnason-1-in CFs
1-392 Cl 1H-1,2,3-Tpmason-1-in CFs
1-393 Cl 2H-1,2,3-Tpnason-2-in CFs
1-394 Cl 1H-nipason-1-in CFs
1-395 Cl 1H-4-xnopnipa3son-1-in CFs
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-396 Cl 1H-3-brom-nipason-1-in CFs
1-397 Cl 1I-_|-4-TpV|chopMemn-nipason- CFs
1-398 Cl I:ll-i-[l)nOJ'liD,VlH-Z-OH-l-iJ'l CFs
1-399 Cl MOpPdONiH-3-0H-4-in CFs
1-400 Cl 1,2-tiazonianH-1,1-giokena-2-in| CFs
1-401 Br 1H-1,2,4-Tpnason-1-in CFs
1-402 Br 1H-1,2,3-Tpmason-1-in CFs
1-403 Br 2H-1,2,3-Tprason-2-in CFs
1-404 Br 1H-nipa3on-1-in CFs
1-405 Br 1H-4-xnopnipason-1-in CFs
1-406 Br 1H-3-6pom-nipason-1-in CFs
1-407 Br lI—_|-4-TpmchopMemn-nipason- CFs
1-408 Br ﬁi-[l)nOﬂiD,VlH-Z-OH-l-iJ'l CFs
1-409 Br MoponiH-3-0H-4-in CFs
1-410 Br 1,2-TiazonigunH-1,1-giokena-2-in| CFs
1-411 CH20Me 1H-1,2,4-tpuason-1-in CFs
1-412 CH20Me 1H-1,2,3-Tpuason-1-in CFs
1-413 CH20Me 2H-1,2,3-Tprason-2-in CFs
1-414 CFs OCH2CHzF CFs
1-415 CFs OMe CFs
1-416 CFs SMe CFs
1-417 CF3 SOMe CFs
1-418 CFs SO:Me CFs
1-419 CFs 1H-nipason-1-in CFs
1-420 Me SMe Et
1-421 Me SOMe Et
1-422 Me SO:Me Et
1-423 Me 1H-nipason-1-in Et
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Di3nyHi napameTpu

Ne X Y z (*H-AMP, 400 MTlwy;
CDCls):
1-424 Me OCH2CHzF Et
1-425 Me OMe Et
1-426 Me Ac CFs
1-427 Me Ac SO:Me
1-428 Me C(O)cPr CFs
1-429 Me C(O)cPr SO:Me
1-430 Me CHz2SMe CFs
1-431 Me CH2S(O)Me CFs
1-432 Me CH2S0O:Me CFs
1-433 Me CH2SMe SO2Me
1-434 Me CH2S(O)Me SO:Me
1-435 Me CH2S0O:2Me SO:Me
1-436 Me CH=NOMe CFs
1-437 Me CH=NOMe SO:Me
1-438 Me 4,5-gurigpo-1,2-okcason-5-in | CF3
1-439 Me 4,5-gurigpo-1,2-okcason-5-in | SO2Me
1-440 Me 3-metun-4,5-gurigpo-1,2- CFs
okcason-5-in
1-441 Me 3-metun-4,5-gurigpo-1,2- SO:2Me
oKcason-5-in
1-442 Me BiHIN CFs
1-443 Me BiHIN SO2Me
1-444 Me CO:z2Me CFs
1-445 Me CO:z2Me SO2Me
1-446 Cl SMe CFs
1-447 Cl SOMe CFs
1-448 Cl SO:Me CFs
1-449 Et SEt CFs
1-450 Et SOEt CFs
1-451 Et SO:zEt CFs
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Tabnuus 2: BignosigHi BuHaxopoBsi cnonyku 3aranbHoi cdopmynu (1), B Akin A o3Hayae Al, RS
o3Ha4vae meTun, R o3Hayae CH(Me)OCO:2Me, W o3Ha4vae CY i V o3Hayae BogeHb. Tabnmus 2 MicTUTb
451 cnonyky (Big 2-1 no 2-451), B sikmx X, Y i Z MaloTb 3HA4eHHS 3rigHo 3 Tabnuueto 1.

N—n 0 X
7/
H3C‘<OJ\N Y
PN

(0] CH, z
5 CO,CH,

Tabnuusa 3: BignosigHi BMHaxomdoBi cnonyku 3aranbHoi dopmynu (1), B akin A osHavyae Al, R®
o3Ha4dae meTun, R o3Hayae CH(Me)OCO:z-u-rekcun, W o3Havae CY i V o3Havae BogeHb. Tabnuua 3
MicTuTb 451 cnonyky (Big 3-1 go 3-451), B sikux X, Y i Z MatoTb 3Ha4eHHs 3rigHo 3 Tabnuueto 1.

/N\N 0 X
HBC’< J\ v
o N
(i))\(:H3 z
CO,-c-Hexyl
10 Tabnuus 4: BignosigHi BuHaxodoBi cnonyku 3aranbHoi cdopmynu (1), B sikin A o3Havae A2, RS

o3Ha4vae MmeTun, R o3Havae CH(Me)OCO:Et, W o3Hauae CY i V o3Hauae BogeHb. Tabnuus 4 MicTutb
451 cnonyky (Bia 4-1 no 4-451), B sikmx X, Y i Z MaloTb 3HaA4eHHs 3rigHo 3 Tabnuueto 1.
O

A

H.C;,—O

CH,

4</N\N o)
el 1 Y

z

Tabnuus 5: BignosigHi BuHaxogoBi cnonyku 3aranbHoi cdopmynu (1), B Akin A o3Havyae A2, RS
15  os3Hayae meTun, R osHavyae CH(Me)OCO:Me, W o3Havae CY Ta V o3Hayae BogeHb. Tabnuusa 5
MicTUTb 451 cnonyky (Big 5-1 oo 5-451), B skux X, Y i Z MatoTb 3Ha4YEHHs1, HaBeAeHi B Tabnuui 1.

/N\N 0
HSC{O )*N y

z

Tabnuusa 6: BignosigHi BMHaxogoBi cnonyku 3aranbHoi dopmynu (1), B skin A o3Havae A2, R®
o3Ha4vae meTun, R o3Hayae CH(Me)OCO:z-u-rekcun, W o3Havae CY i V o3Havae BogeHb. Tabnuua 6
20 MicTuTb 451 cnonyky (Big 6-1 0o 6-451), B akmx X, Y i Z MaloTb 3Ha4YeHHs1, HaBedeHi B Tabnumui 1.

28



UA 123628 C2

i
c-HexyI—O/I\O

CH,

/N\N 0 X
Hsc{o )\ y

z
Tabnuusa 7: BignosigHi BMHaxodoBi cnonyku 3aranbHoi dopmynu (1), B skin A osHauyae A3, R®
o3Ha4vae meTun, R o3Hauvae CH(Me)OCO:Et, W o3Hauae CY i V o3Hauae BogeHb. Tabnuust 7 MicTUTb
451 cnonyky (Big 7-1 po 7-451), B sikmx X, Y i Z MaloTb 3HA4YeHHS, HaBedeHi B Tabnuui 1.
(0]

A

H5C2—O YCHB
72 B
LI
5 VA

Tabnuus 8: BignosigHi BuHaxooBi cnonyku 3aranbHoi cdopmynu (1), B sikin A o3Hadae A3, RS
o3Ha4vae meTun, R o3Havae CH(Me)OCO:Me, W o3Ha4vae CY i V o3Ha4yae BogeHb. Tabnmus 8 Mictutb
451 cnonyky (Big 8-1 pgo 8-451), B akux X, Y i Z maloTb 3Ha4YeHHS, HaBefeHi B Tabnumui 1.

O

Hac—o)ko -
— L
H3C/</OJ\N/ v

z
10 Tabnuus 9: BignosigHi BuHaxomoBi cnonyku 3aranbHoi cdopmynu (1), B skin A o3Hadae A3, RS
o3Ha4vae MeTun, R o3Havae CH(Me)OCO:z-u-rekcun, W o3Havae CY i V o3Havae BogeHb. Tabnuusa 9
MicTUTb 451 cnonyky (Big 9-1 go 9-451), B sikux X, Y i Z MatoTb 3HA4YeHHs1, HaBegeHi B Tabnuui 1.
(@]

Hexyl-c—0O 0]

W/CHS

A
HBC%OJ\N/ Y

z

Tabnuusa 10: BignosigHi BUHaxodoBi cnonyku 3aranbHoi dopmynm (1), B Akin A o3Hadae Al, W
15 o3Havyae N, R® o3Havyae metun i V o3Hayae BodeHb, a R, X Ta Z MaloTb 3HayeHHsa, HaBedeHi B
Tabnuui 10.
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w1l
0 N NN
Lol
Z

di3nyHi napameTpun

" 7 R (*H-AMP, IMCO-ds, 400
MIu)

10-1 cl CF3 CH(Me)OCO:Et

10-2 cl CF3 CH(Me)OCO:2Me

10-3 | CFs CH(Me)OCO2-u-rekcus

10-4 |, CFs  |CH.OCO:Et

10-5 cl CF3 CH20CO:2Me

10-6 cl CFs CH20COz-L-rekcun

10-7 Br CFs CH(Me)OCO:zEt

10-8 Br CFs CH(Me)OCO:2Me

10-9 Br CF3 CH(Me)OCO2-u-rekeun

10-10 Br CFs CH20CO:2Et

10-11 Br CFs CH20CO2Me

10-12 Br CF3 CH20CO2-u-rekcun

1013 [\ CFz | CH(Me)OCO:Et

10-14 Me CF3 CH(Me)OCO:zMe

10-15 Me CFs CH(Me)OCO2-L-rekcun

10-16 Me CF3 CH20CO:2Et

10-17 Me CF3 CH20CO:2Me

10-18 Me CF3 CH20CO2-u-rekcun

1019l cp.0me CF:  |CH(Me)OCOEt

1020 |y ome CFs  |CH(Me)OCO:Me

10-21 CH.OMe CF3 CH(Me)OCO2-u-rekcun

10-22 CH.OMe CFs CH20CO:2Et

10-23 CH.OMe CFs CH20CO2Me

10241 ch,ome CF:  |CHZOCOz--rekcnn
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Di3nyHi napameTpum

Ne X Z R (*H-AMP, OMCO-ds, 400
MI )
10-25
CH20CH2CH20Me CFs CH(Me)OCO:Et
10-26
CH20CH2CH20OMe CFs CH(Me)OCO:2Me
10-27
CH20CH2CH20Me CFs CH(Me)OCO2-u-rekcun
10-28 CH20CH2CH20Me CFs CH20CO:Et
10-29 CH20CH2CH20OMe CFs CH20CO:2Me
10-30

CH20CH2CH20OMe CFs CH20CO2-uy-rekcun

Tabnuusa 11: BignosigHi BUHaxogoBi cnonyku 3aranbHoi dopmynm (1), B Akii A o3Havae A2, W
o3Ha4dae N, R® o3Hauae meTun i V o3Havae BoaeHb. Tabnuus 11 mictute 30 cnonyk (Big 11-1 oo 11-
30), B akmx R, X i Z matoTb 3Ha4eHHs, HaBeaeHi B Tabnuui 10.

R

/N\N/ 0
HSC{O A

X
NN

=
z
Tabnuusa 12: BignosigHi BUHaxogoBi cnonyku 3aranbHoi dopmynm (1), B Akin A osHadae A3, W
o3Havae N, R6 o3Havae meTun i V o3Hadvae BogeHb. Tabnuusa 12 mictuts 30 cnonyk (Big 12-1 go 12-
30), B skmnx R, X i Z matoTb 3Ha4eHHs, HaBeaeHi B Tabnuui 10.

R
N—n o X
ch% J\
@) N/ | NN
=

z
3acTocoBaHi CKOPOYEHHSI MaloTb HaBeAEHI Aani 3Ha4YeHHS:

Et = |etun Me |= [meTun n-Pr | = | H-nponin i-Pr_| = |isonponin
c-Pr_|= |uuknonponin Ph |= | deHin Bn |=|6eH3un Bu |[=|6ytun
c = | uMKno

B. MNpuknagn komno3suuin

a) MunonogibHmn npenapat (OyCT) OAEPXYHTb LUASXOM 3MilyBaHHA 10 mac. 4acToK Cronyku
dopmynu (1) i 90 mac. 4acTok TanbKy siK iHEPTHOI PE4YOBUHU Ta NepemenioBaHHS CyMilli B yaapHOMY
MITUHI.

b) 3mouyBaHMIn NOPOLLIOK, SKUI NEerko AUCNepryeTbes y BOAi, OAEPXYI0Th LUMSAXOM 3MillyBaHHS 25
MacoBUX 4YacTok crnonyku dopmynu (l), 64 mac. yacTok KBapLy 3 AOMILLKOK KaorniHy K iHepTHOI
peyvoBuHM, 10 MacoBMX YACTOK NirHiHCYNbOHATY Kanito i O4HIET Mac. YacTKun oneoinMeTunTaypmHaTy
HaTpilo K 3MOYyBanbHOro 3acoby Ta gucnepraTopa i NnepeMentoBaHHs CyMilli B LUTUGPTOBOMY MITUHI.

c) KoHueHTpaT awucnepcii, AkMA MOXe nerko AucnepryBatv y BOfAi, OOEPXYKTb LUMSXOM
3miwyBaHHA 20 mac. yacTtok cnonyku dopmynu (1), 6 mac. yacTok ankindeHonnonirni-koneBoro eTepy
(®Triton X 207), 3 mac. 4yacTok i3oTpuaekaHon-nonirnikonesoro etepy (8 EO) Ta 71 mac. 4acTtok
napadiHoBOi MiHepanbHOiI ofii (TemnepaTypHWUIiA iHTEpPBan KUMiHHA, Hanpuknag, Big 6nusbko 255 oo
noHapa 277 °C) i nepementoBaHHS CyMilli B KyNbOBOMY MIWHI O AMCMNEPCHOCTI MeHLIe 5 MIKPOHIB.
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d) 3gaTtHuin 0o eMynbryBaHHSA KOHLEHTPAT o4epXytoTb i3 15 mac. yacTtok cnonykn dopmynu (1), 75
Mac. 4aCTOK LMKIOreKCaHOHY Sk po3yMHHUKa Ta 10 mMac. 4acTOK OKCIeTUNbOBAHOIO HOHINGEHONyY sK
emMynbraTtopa.

€) 3gaTHuin 0o AMcnepryBaHHs y BOAI FPaHYNAT OAEPXKYIOTh LUMISXOM 3MilllyBaHHS

75 mac. yacTok cnonyku doopmynu (1),

10 mac. 4acTok nirHiHcynbgoHaTy Kanbuito,

5 Mac. yacTtok naypuncynsdaTy HaTpito,

3 Mac. YacTOK NoniBiHINOBOro CNUPTY Ta

7 Mac. YacTOK KaoniHy,

nepemMenioBaHHs B  LWTUAPTOBOMY MIMHI  Ta rPaHyMlOBaHHA OOEpPXaHOoro MOpoOLWKy Yy
nceBao3pigKEHOMY LUapi LWNAXOM 06NPUCKYBaHHS BOAOH SIK FPAHYIOKYO0 PiAUHOLO.

f) 3gaTHnin 0O AMcnepryBaHHS y BOAI rpaHyNAT OAepXyTh TAaKOX LUMSAXOM rOMOreHisadii Ta

nonepeaHbLoro NOAPIGHEHHs Ha KONOIAHOMY MIUHI

25 mac. YacTok cnonyku 3aranbsHoi dpopmynu (1),

5 mac. yacTtok 2,2'-anHadptunmeTtaH-6,6'-gucynbdoHaty HaTpito,

2 Mac. 4acTok oneoinMeTunTaypmHaTy HaTpito,

1 mac. 4YacTku NoniBiHiNoBoro cnnpTy,

17 mac. Yactok kapboHaTy kanbLjto Ta

50 mac. yactok Boau,

HaCTYNHOro nepemMenioBaHHA CyMilli B KyNbOBOMY MIMHI Ta HacaMKiHEeLb pPO3MNUMOBaHHA i
BMCYLLYBAHHA ofepxaHol B Takum cnocid cycneHsii B 6awTi AnS CYLWiHHSA PO3MNUITIOBAHHAM i3
3aCTOCYBaHHSAM Hacagkv Ans po3nuiioBaHHS OOHIEI PEYOBUHM.

C. BionorivHi npuknagm

1. l'epbiumnagHa ais npotn Byp'sHOBMX POCNUH B NpoLEeCci NnepeacxoaoBoi 06pobkm

HaciHHa ogHo- Ta ABOOONbHUX OBYpP'AHOBUX | KyNMbTYPHMX POCAWH BUKMaganu B FOPLUKM 3
AEPEBHOBOMOKHUCTONO Marepiany B Lap MillaHoro CYrMyMHKY Ta BKpMBanu LwapoM TIpyHTy. 3
KOMMO3WLiN BigNOBiAHMX BMHAxXo4oBi cnonyk y dopmi amovyBaHux nopolkis (WP) abo koHueHTpaTiB
emynbcii (EC) BurotoBnsnu BOOHY CYCMEH3iI0 4YM €MyrbCilo i3 3acTOCyBaHHAM HeobXxigHoi
HOPMOBAaHOI KiNbKOCTi BOAM B nepepaxyHky Big 600 go 800 n/ra i3 gpogaBaHHAM 0,2 % 3mMoyyBanbHOro
3acoby, sKi HaHOCMIM Ha TMOBEPXHI MOKPUBHOIO wWapy rpyHTy. [licna o6pobku ropukm
BCTaAHOBMOBaNM B TENMULUIO Ta BUTPUMYBanun B YMOBaXx, CNPUATAMBUX ONS POCTY AOCNIAXYBaHUX
pocnuH. BidyanbHy OUiHKY MOWKOAXKEeHb AOCAIOHUX POCMMH 3AiNCHI0BaNM Yyepes 3 TUXKHI NOPIBHSHO 3
HeoBbpobneHMM KOHTPOSbHUMM pocnvHamn  (edekTuBHICTb repbiungHoi aii 'y BigcoTkax (%):
edektmBHicTb 100 % Bignosigana 3arnbeni pocnuH, edekTnBHicTe 0 % o03Havana, Wo cTaH
06pobneHnx poOCnMH He BIAPI3HABCA Bi4 CTaHy KOHTPOMbHWUX pocnuH). Mpy uboMy, Hanpuknag,
cnonykn Ne Nr. 1-145, 1-385, 3-385, 4-145, 4-385, 6-385, 7-145, 7-385 T1a 9-385 npu HOpMi BUTpaTH
320 r/r B KOXXHOMY BMNafKy npossunu woHaviMmeHwe 80 %-Hy edekTuBHiCTb NpoTtu Stellaria media i
Veronica persica.

2. lepbiungHa ais npoTn 6yp'AHOBMX POCMMH B NPOLIECI MICNACX040BOT 00pO6KM

HaciHHa opgHo- Ta OBOOONbHMX OYyp'AHOBUX i KyNbTYPHUX POCIMH BUKNaganu y TOpPLUMKM 3
OEpEeBHOBOSIOKHUCTOrO Martepiany B Wap nilaHoro CyrivHKY, BKpUBanu LWapoM [pyHTY Ta
BUTPUMYBanNu B Tennuui B COpUATNIMBUX AOns pocTy ymoBax. Yepes 2-3 TwkHi nicna nociBy
JocnigkysaHi pocnvHM obpobnanu Ha cTagii ogHoro nucra. 3 KoMno3uuin BigNOBIAHWX BUHAXOOOBI
crnonyk y dopmi 3movyBaHux nopowkis (WP) abo koHueHTpaTiB emynbcii (EC) BurotoBnsanu sogHy
CYCMEHSit0 YM eMynbCito i3 3aCTOCyBaHHAM HeOobXiAHOI HOPMOBAaHOI KiNbKOCTi BOAW B NepepaxyHKy Big
600 go 800 n/ra i3 gpogaBaHHsaM 0,2 % 3Mo4yBanbHOro 3acoby, ko obnpuckyBany 3eneHi YacTuHK
pocnuH. MNpunbnunsHo Yepes 3 TWXKHI BUTPUMYBaAHHS AOCNIAKYBAHUX POCAVH Y TENnuui B ONTUManbHKX
AN pOCTy YMOBaxX Bi3yarbHO OLiHIOBanuM eeKTUBHICTb Aii mpenapariB NopiBHSAHO 3 HEOOPOOLEHNUMM
KOHTPOMbHUMW pocnuHamu (edekTUBHICTb repbiunaHoi aii y Bigcotkax (%): edpektmBHicTe 100 %
Bignosigana 3arnbeni pocnuH, edekTnBHicTb 0 % o03Hayana, Wo cTaH 0O6poGNEeHUX POCHWH He
BiApi3HABCSA Bi CTaHY KOHTPOMbHUX POCHVH).

Mpu ubomy, Hanpuknag, cnonyku Ne 1-145, 1-385, 3-385, 4-145, 4-385, 6-385, 7-145, 7-385 Ta 9-
385 npu Hopmi BuTpaTun 80 r/ra B KOXXHOMY BUNaZKy NposBunu, WwoHarmeHwe, 80 %-Hy eekTUBHICTb
npoTu Stellaria media Ta Amaranthus retroflexus.

3. lNopiBHANBLHE JOCHIAXEHHSA NPOTK Byp'AHOBMX POCAMH B NpoLEeci nepeacxonoBoi 06pobku

[na nopiBHAHHA nepeBipanu repbiungHy ALt Aeskux BigNoBiAHWX BMHAXOAOBI Ta HambinbL
aHanoriyHmx M 3a CTPYKTYpPOHO Ta BiJOMUX 3 PIBHA TEXHIKN CMOMYK.
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Cnonyka [o3syBaHHs [r/ra] epbiungHa gisa npotn ALOMY

Ne 7-385, BignosigHa BUHAXoa0BI 80 90 %
Ne 2-360, i3 WO 2012/126932 80 70 %
Ne 3-385, BignoBigHa BMHaxoaoBi 80 100 %
Ne 2-360, i3 WO 2012/126932 80 70 %
Ne 9-385, BignoBigHa BMHaxoaoBi 80 90 %
Ne 2-360, i3 WO 2012/126932 80 70 %
Ne 1-145, BignoBigHa BMHaxoaoBi 80 100 %
Ne D-001, i3 WO 2013/087577 80 0%

PesynbTtatv gocnigpkeHb Ha npuknagi 6yp'saHoBoi pocnuHm Alopecurus myosuroides (ALOMY)
cBigyaTb npo nepeBaxHy repbiumaHy aito BigNOBIAHMX BMHaXoOo0BI CMONYK.

SOPMYIJIA BMUHAXOLOY

1. MoxigHa N-(1,3,4-okcagiason-2-in)apunkapbokcamigy dpopmynm (1):

A S

AN

v )
B SKii CAMBOMNW Ta iHOEKCW MaloTb HaBeAeHi Aani 3Ha4YeHHs:
W o3Havae N a6o CY,
X i Z o3HayaloTb He3anexHo OAMH Bif OAHOrO B KOXHOMY BMNaAKy BOAEHb, HITPO, rarnoreH, uiaHo,
dopmin, pogaHo, (Ci-Ce)-ankin, (C1-Ce)-ranoreHarnkin, (Cz2-Ce)-ankeHin, (C2-Cs)-ranoreHankerin, (Cz-
Ce)-ankiHin, (Cs-Ce)-ranorenankidin, (Cs-Cs)-umknoankin, (Cs-Cs)-ranoreHymknoankin, (Cs-Ce)-
uuknoankin-(Ci-Ce)-ankin, (Cs-Cs)-ranoreHumknoankin-(Ci-Cs)-ankin, COR?, OR!, OCOR?!, OSO:R?,
S(0)nR?, SO20R?Y, SO2N(RY)2, NR1SO2R?, NRICOR?, (C1-Ce)-ankin-S(0O)nR?, (C1-Cs)-ankin-OR?, (Ci-
Ce)-ankin-OCOR?, (C1-Cs)-ankin-OS02R?, (C1-Cs)-ankin-CO2R?, (C1-Cs)-ankin-SO20R?, (C1-Ce)-ankin-
CON(RY)2, (Ci1-Ce)-ankin-SOz2N(RY)2, (Ci1-Ce)-ankin-NRICOR?, (Ci-Ce)-ankin-NRSO2R?, NR!RZ?,
P(O)(OR®)2, abo
retepoapun, retepouuknin abo geHin, B KOXKHOMY BUNAAKy 3aMilleHunii s 3anuiikamu, BubpaHmmm 3
rpynu, WO BKIIKOYAE METUM, eTUN, METOKCU, HITPO, TPUTOPMETUN i ranoreH,
Y o3Havae BOAEHb, HITPO, ramoreH, uiaHo, pogaHo, (Ci-Ce)-ankin, ranoreH-(Ci-Ce)-ankin, (Cz-Ce)-
ankeHin, ranoreH-(Cz-Ce)-ankeHin, (C2-Ce)-ankiHin, ranoreH-(Cz-Cs)-ankiHin, (Cs-Ce)-unknoankin, (Cs-
Cs)-LmknoankeHin, ranoreH-(Cs-Ce)-umknoankin, (Cs-Cs)-umknoankin-(Ci-Cs)-ankin, ranoreH-(Cs-Ce)-
uyuknoankin-(Ci-Ce)-ankin, COR?!, CO2R!, OCO:2R!, NR!CO:2R!, C(O)N(RY)2, NRIC(O)N(R?),
C(O)N(RY)2, C(O)N(RY)OR?, NR1SO2R?, NRICOR?, OR?, OS0O2R?, S(0O)nR?, SO20R?, SO2N(R%Y)2, (C1-
Ce)-ankin-S(0O)nR?, (C1-Cs)-ankin-OR?, (Ci-Cs)-ankin-OCOR?, (Ci1-Ce)-ankin-OS02R?, (Ci1-Ce)-ankin-
CO2R?Y, (C1-Ce)-ankin-CN, (Ci1-Ce)-ankin-SO20R?, (C1-Ce)-ankin-CON(R?)2, (C1-Ce)-ankin-SO2N(R1)2,
(C1-Ce)-ankin-NRICOR?, (Ci1-Ce)-ankin-NR!SO2R?, N(R%)2, P(O)(OR?®)2, CH2P(0O)(OR%)2, CH=NOR?,
(C1-Ce)-ankin-CH=NOR?, (Ci1-Ce)-ankin-O-N=C(R?)2, (C1-Cs)-ankindenin, (Ci-Cs)-ankinrerepoapun,
(C1-Ce)-ankinretepouuknin, deHin, retepoapun abo retepounknin, npuyiomy 6 BKazaHUX OCTaHHIMU
3anULLKIB B KOXXHOMY BMMAOKy 3aMilleHi s 3anuwkamu, BUOpaHUMK 3 Tpynu, Lo BKMKOYAE ranoreH,
HiTPO, LiaHo, (C1-Cs)-ankin, ranoreH-(Ci-Ce)-ankin, (Cs-Cs)-uuknoankin, S(O)n-(C1-Ce)-ankin, (Ci-Ce)-

ankokck, ranoreH-(Ci-Ce)-ankoken, (Ci-Ce)-ankokci-(C1-Ca)-ankin i uiaHomeTun, i npuyomy
reTepoLmKnif MiCTUTb N OKCOrpyn,
abo

Y i Z pa3om i3 oboma atomMamu, OO SKUX BOHW MNpPUEAHAHI, YTBOPKOWTb 5-, 6- abo 7-4neHHe,
HeHacuyeHe, 4acTKOBO HacuveHe abo Hacu4yeHe KinbLe, ke nopsg i3 atoMmamu BYrfeuto B KOXXHOMY
BMNaAKy MIiCTUTb S aTOMIB a30Ty, N aTOMIB KMUCHIO, N aToMmiB cipku i n enemeHTiB S(O), S(O)2, C=N-Ré,
C(OR?)2, C[-O-(CH2)2-O-] abo C(O) sk uneHu Kinbus,

aTOMM BYrfeuto SKOro B KOXXHOMY BUMaAKy 3aMillleHi S 3anuikamu, BUGpaHnMuy 3 rpynu, Lo BKOYae
ranoreH, uiaHo, (Ci-Ce)-ankin, (C2-Cio)-ankeHin, (Cz-Cio)-ankiHin, (Ci-Ce)-ranoankin, (Ci-Ce)-arnkokcu,
deHokeu, ranoreH-(Ci-Ce)-ankoken, (Cs-Cs)-umuknoankin, (Cz-Cs)-ankokciankin i deHin,
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aTOMM a30Ty SIKOTO B KOXXHOMY BMMagKy 3aMilleHi n 3anvwkamu, BUGpaHUMK 3 Fpynu, Lo BKIOYaEe
(C1-Ce)-ankin i doeHin,

i B AKi BULLIEBKA3aHi (PeHINbHI 3anulKn B KOXXHOMY BUMNAaAKy 3aMilleHi s 3anuiikamu, BubpaHmmm 3
rpynu, WO BKMAKYaEe WiaHo, HiTpo, ranoreH, (Ci1-Ce)-ankin, (C1-Cs)-ranoankin i (C1-Ces)-ankokcwy,

V 03Hayvae BoAeHb, HiTpo, ranoreH, uiaHo, (Ci1-Ca)-ankin, (C1-Cq)-ranorenankin, OR! a6o S(O)nR?,

R! o3Hayae BogeHb, (Ci-Ce)-ankin, (Ci-Ce)-ranoreHanckin, (C2-Cs)-ankeHin, (C2-Ce)-ranoreHankeHin,
(C2-Ce)-ankinin, (C2-Cs)-ranorenankivin, (Cs-Ce)-uuknoankin, (Cs-Ce)-umknoankerin, (Cs-Ce)-
ranoreHuuknoankin, (Ci-Cs)-ankin-O-(Ci-Ce)-ankin, (Cs-Cs)-umknoankin-(Ci-Cs)-ankin, geHin, deHin-
(C1-Ce)-ankin, retepoapun, (Ci1-Ce)-ankinretrepoapun, retepouuknin, (Ci-Cs)-ankinretepoumknin, (Ci-
Ce)-ankin-O-retepoapun, (Ci-Ce)-ankin-O-retepouuknin, (Ci-Cs)-ankin-NR3-retepoapun, (Ci-Ce)-
ankin-NR3-retepouuknin, npuyoMy 21 BKasaHWA OCTaHHIM 3anuOK 3aMilleHuin S 3anuikamu,
BUOpaHMMK 3 Tpynu, LLO BKIOYaE LiaHo, ranoreH, HiTpo, pogaHo, ORS3, S(O)nR?4, N(R®)2, NR2ORS,
COR3, OCOR3, SCOR*, NR3COR?, NR3SO2R*, CO2R?3, COSR*, CON(R?)2 i (C1-Ca)-ankokci-(C2-Cs)-
ankokcukapOOoHin, i NpnyoMy reTepouuknin MiCTUTb N OKCorpym,

R? osHavae (Ci-Ce)-ankin, (Ci-Cs)-ranoreHankin, (Cz-Ce)-ankeHin, (C2-Ce)-ranorenankeHin, (C2-Cs)-
arnkinin, (C2-Ce)-ranoreHarkiHin, (C3-Ce)-upmknoankin, (C3-Ce)-umknoankeHin, (C3-Ce)-
ranoreHuuknoarnkin, (Ci-Ce)-ankin-O-(Ci-Ce)-ankin, (Cs-Ce)-umknoankin-(Ci-Ce)-ankin, derin, deHin-
(C1-Ce)-anikin, retepoapun, (Ci-Ce)-ankinrerepoapun, retepouunknin, (Ci-Ce)-ankinretepoumknin, (Ci-
Ce)-ankin-O-retepoapun, (Ci-Ce)-ankin-O-retepoumknin, (Ci-Ce)-ankin-NR3-retepoapun, (Ci1-Cs)-
ankin-NR3-retepouuknin, npnyomy 21 BKkasaHuii OCTaHHIM 3aMLLIOK 3aMilLeHUI S 3anuLLKamu,
BUOpaHMMK 3 Tpynu, LLO BKIOYaE LiaHo, ranoreH, HiTpo, pogaHo, ORS3, S(O)nR4, N(R®)2, NR2ORS,
COR3, OCOR3, SCOR*, NR3COR?, NR3SO2R*, CO2R?3, COSR*, CON(R?)2 i (C1-Ca)-ankokci-(C2-Cs)-
arkokcMkKapOOoHin, i NpUYOMy reTepoumMKnin MiICTUTL N OKCorpyn,

R® o3Hauae BogeHb, (C1-Ce)-ankin, (C2-Cs)-ankeHin, (C2-Ce)-ankiHin, (Cz-Cs)-unknoankin abo (Csz-Ce)-
uuknoankin-(Ci-Ce)-ankin,

R* osnauae (Ci-Ce)-ankin, (Cz2-Ces)-ankeHin abo (Cz-Ce)-ankinin, (Cs-Ce)-umknoankin abo (Cs-Ce)-
uuknoankin-(Ci-Ce)-ankin,

R® o3Hauvae (C1-Ca)-ankin,

n o3Havae 0, 1 abo 2,

s o3Havae 0, 1, 2 abo 3,

A 03Haqae 3anuwok A1, A2 abo A3:

4*&4g& %lg

, A1 , A3

R o3Hauae (C1-Cs)-ankin-OC(O)N(R?3)2 abo (C1-Cs)-ankin-OC(O)OR1O,

R®é o3Havae BogeHb, (C1-Ce)-ankin, R1O-(C1-Cs)-ankin, CH2R?, (Cs-C7)-unknoankin, ranoreH-(Ci-Cs)-
ankin, (Cz2-Ce)-ankeHin, ranoreH-(Cz-Ce)-ankeHin, (C2-Ce)-ankiHin, ranoreH-(Cz-Cs)-ankinin, OR,
NHR!, meTokcukapOOHin, eToKCUKapOOoHin, MeToKkcukapOoHINMeTun, eTokcukapboHInMeTun,
MeTunkapboHin,  TpudTopMeTUNKapboHin, AMMeTMNnamiHo, aueTunamiHo,  MeTURCynbdeEHIn,
MeTUncynbgiHin, MeTuncynbgoHin abo

retepoapur, retepouuknin, 6eHsmn abo deHin, y KOXHOMY BUMaAKy, 3aMmilleHUWn S 3anuiiKamu,
BMOpaHUMK 3 rpynu, WO BKIOYaE ranoreH, HiTpo, uiaHo, (Ci-Ce)-ankin, ranoren-(Ci-Ce)-ankin, (Cs-
Ce)-umknoankin, S(O)n-(C1-Ce)-ankin, (Ci-Cs)-ankokcu, ranoreH-(Ci-Ce)-ankokcu, (Ci-Cs)-ankokci-(Ci-

Cas)-ankin,

R7 o3Ha4vae aueTokeu, auetamigo, N-meTunaugetamigo, 6eH3oinokeu, 6eHsamigo, N-metunbeHsamigo,
METOKCUKapOOoHin, €TOKCUKapOOoHin, 6eH3oin, MeTunkapOoHin, ninepnauHinkapooHin,
mMopdoniHinkap6oHin, TpudpTopmeTmnkapboHin, amiHokapOoHin, MeTunamiHokapboHin,
AnmeTunamiHokap6oHin, (Ci-Cs)-ankokew, (Cs-Ce)-Lmknoankin

abo

reTepoapun, retepouuknin abo eHin, y KoXXHOMy BMMNaAKy 3amillleHWin s 3anuiikamu, BubpaHumuy 3
rpynu, Wo BKIOYAE METUM, ETUI, METOKCU, TPUDTOPMETUN i ranoreH,

R® o3Hauvae (C1-Ce)-ankin, ranoreH-(Ci-Cs)-ankin, (C1-Ces)-ankokcu abo ranoreH-(Ci1-Ces)-ankokcw,

R® o3Ha4yae (C1-Ce)-ankin abo ranoreH-(Ci-Ce)-ankin,

R1° o3Hauae (C1-Ce)-ankin, ranoreH-(Ci-Ce)-ankin abo (C1-Ce)-umknoankin.

2. MoxigHa N-(1,3,4-okcagiason-2-in)apunkapbokcamigy dopmynm (I) 3a nyHKTOM 1, B AKiWA:
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R® o3Havae BoaeHsb, (C1-Ce)-ankin, R1O-(Ci-Cs)-ankin, ranoreH-(Ci-Ce)-ankin, (Cz-Ce)-ankeHin.

3. MoxigHa N-(1,3,4-okcagiason-2-in)apunkapbokcamigy dopmynu (l) 3a nyHkTom 1 abo 2, B SAKin:

W o3Havae CY,

X i Z o3Ha4aloTb He3anexHo OOWUH Bif OOHOrO B KOXHOMY BWUMAAKy BoAeHb, ranoreH, (Ci-Ce)-ankin,
(C1-Ce)-ranoreHankin, (C2-Ce)-ankenin, (Cs-Ce)-umknoankin, (Cs-Ce)-ranoreHumknoarnkin, OR?,
S(0O)nR?, SO2N(RY)2, NR1SO2R?, NRICORY?, (C1-Ce)-ankin-S(0O)nR?, (C1-Cs)-ankin-OR?, abo
retepoapur, retepounknin abo deHin, y KoxXHOMY BUNaAKy 3aMilleHni S 3anuviikamu, BubpaHmmmn 3
rpynu, WO BKOYAE METUI, €TWUI, METOKCHU, HITPO, TPUPTOPMETWIT i ranoreH,

Y o3Hauvae BofeHb, (C2-Cs)-ankeHin, COR?, CO2R1, OCO2R?, NRICO2R1, C(O)N(R?)2, NRIC(O)N(RY)2,
OC(O)N(RY)2, C(O)N(RHOR!, NRISO:2R? NRICOR?!, OR!, S(O)nR? SO2N(R?1)2, (Ci-Ce)-ankin-
S(O)nR?, (Ci1-Ce)-ankin-OR?, (C1-Ce)-ankin-OCOR?, (Ci-Ce)-ankin-CO2R?, (C1-Ce)-ankin-CON(R?)z,
(C1-Ce)-aankin-SO2N(R?Y)2, (C1-Ce)-ankin-NRICOR?, (C1-Ce)-ankin-NR!SO2R?, N(R?)2, CH=NORY, (C:-
Ce)-ankin-CH=NOR?!, (C1-Ce¢)-ankinretepoapun, (Ci-Cs)-ankinretrepouuknin, retepoapun abo
reTepoumkrin, Nnpu4yomMy 4 BKazaHUX OCTaHHIMM 3aMULLKM B KOXXHOMY BUMAAKY 3aMilleHi S 3anuiikamu,
BMOpaHMMK 3 rpynu, LIO BKMKOYaE ranored, Hitpo, uiaHo, (Ci-Ce)-ankin, ranoreH-(Ci-Ce)-ankin, (Cs-
Ce)-umknoarnkin, S(O)n-(C1-Ce)-ankin, (Ci-Cs)-ankokcu, ranoreH-(Ci-Ce)-ankokcu, (Ci-Cs)-ankokci-(Ci-
Cy4)-ankin i yiaHomeTun, i NPUYOMY reTepoLMKITIN MICTUTL N OKCOTpy,

V o3Ha4ae BoaeHb, Cl, OMe, meTun abo etun,

R® 03Hauyae MeTun, eTun, MeTokcumeTun abo MeTokcieTun.

4. MoxigHa N-(1,3,4-okcagiason-2-in)apunkapbokcamigy dopmynu (1) 3a 6ygb-akum i3 nyHkTiB 1-3, B
AKIN:

X osHavae F, Cl, Br, metun, etun, umknonponin, TpUpTOpPMETW, METOKCH, METOKCUMETWN,
mMeTokcieTokcumeTun, SMe abo SO:Me,

Z o3Havae BogeHb, F, CI, Br, |, metun, etun, tpucdtopmeTun, audtopmeTun, neHTadTopeTun,
MeTuncynbdoHin abo eTuncynbgoHin,

Y os3Hauyae BogeHb, SMe, S(O)Me, SO:Me, SEt, S(O)Et, SO2Et, CH.OMe, CH20Et, CH20CH2CFs3,
CH2SMe, CH2S(O)Me, CH2SO:Me, BiHin, C(O)Me, C(O)Et, C(O)cPr, CO:Me, CHN=OMe, 4,5-
aurigpo-1,2-okcason-3-in, 5-metun-4,5-gurigpo-1,2-okcason-3-in, 5-metun-4,5-gurigpo-1,2-okca3sorn-
3-in, 5-uiaHomeTnn-4,5-gurigpo-1,2-okcason-3-in, 4,5-gurigpo-1,2-okcason-5-in, 3-metun-4,5-gurigpo-
1,2-okcason-5-in, 1H-nipason-1-in, 1H-1,2,3-tpuason-1-in, 2H-1,2,3-tpuason-2-in, 1H-1,2,4-tpnason-
1-in, niponiguH-2-onH-1-in, MopdoniH-3-oH-4-in, OMe, OEt, OnPr, OCH2cPr, OCH2CH:2F,
OCH2CH20Me abo OCH2CH2CH20OMe,

V 03Ha4yae BOOEHD,

R  osHayae CH20CO:2Et, CH(CH3)OCO:2Me, CH(CH3)OCO2Et, CH(CHs)OCO2-c-rekcun,
CH(CH3)OCO2-i-Pr abo CH(CHz)OCO2-t-Bu,

R6 o3Hayae meTun.

5. lepbiumaHni 3acib, Wwo MiCTUTb repbilunaHO aKTUBHY KiNnbKiCTb NPUHaMMHI ogHiei noxigHoi N-(1,3,4-
okcagiason-2-in)apunkapbokcamigy dopmynu (1) 3a 6yab-siknm i3 NyHKTIB 1-4.

6. M'epbiumaHun 3acid 3a NyHKTOM 5 y Cymili 3 AOMOMIXKHMMU 3acobamm 411 KOMMO3MLiNA.

7. lepbiumgHun 3acidé 3a nyHkTtom 5 abo 6, Wo A0AaTKOBO MICTUTH MPUHANMHI OOHY NECTULMOHO
aKTMBHY PedYoBUHY, BUBpaHy 3 rpynu, WO BKYAE iHCEKTULMAW, akapuuuan, repbiungn, dyHriunan,
aHTUAOTU i PperynsaTopu pocTy POCIVH.

8. lepbiumaHun 3acid 3a NYHKTOM 7, L0 MICTUTb aHTUAOT.

9. lepbiunaHnn 3acib 3a NYHKTOM 5, WO MICTUTbL umMnpocynbdamia, KNoKkBiHToueT-MeKkeun, medeHnip-
aietun abo isokcagudeH-eTun.

10. l'epbiumaHun 3acid 3a 6yab-AKMM i3 NYHKTIB 7-9, WO o4aTKOBO MiCTUTL repbiumng,.

Komn’'totepHa BepcTtka O. Psi6ko

A0 “YKpaiHCbKWI iHCTUTYT iHTEeNeKTyanbHOI BnacHocTi”, Byn. nasyHosa, 1, M. Kuis — 42, 01601
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