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[MepexpecHe NocMnaHHsA Ha CnopigHeHy 3asBKy

3a gaHoo 3a8BKOKO JOMaraeTbCcs NpiopuTeT BignosigHO A0 nonepefHboi 3aasku CLUA, cepinHui
Homep 61/065475, nogaHoi 12 ntotoro 2008, NOBHWUIA 3MICT SIKOT BKITHOUEHWIA TYT Y BUIMIAAI MOCUNAHHS.

"anysb BUHaxo4y

OnucaHun B gaHOMy AOKYMEHTI BMHaXig HanexuTb A0 ranysi NnectTuumuaiB i ix 3acTocyBaHHS Ons
©opoTbOW 3i LWKIAHMKaAMM.

PiBeHb TEeXHikK

LLlopoKy LWKIOHUKN BUKMMKAKOTb MIfIlbMOHM CMepTernbHMUX BUNAgKiB y Ntogen B ycboMy CBiTi. Kpim
TOro, icHye Oinblue AecATM TUCAY PI3HOBUAIB LIKIAHWKIB, WO € MPUYUHOK BTpaAT Yy CiNbCbKOMY
rocnogapcTei. LLopoky Ui cinbcbkorocnogapcbki BTpaTM CTaHOBMATH MinbaApan ponapis CLUA.
TepmiT HAHOCATL LIKOAY Pi3HMM crnopydaMm, Taknm siK, Hanpuknag, 6yanHku. Lli BTpatn B pesynbTari
LWKIANWBOI AiSNbHOCTI TepMiTiB cTaHOBNATb Minbapau gonapis CLUA wopoky. |, HapewTi, Benvka
KiNbKICTb LWKIAHWKIB Noigae i ncye xap4oBi NpoaykTh, Lo 36epiraloTbCa B MarasvHax i Ha cknagax. Li
BTpaTM MNPOAYKTIB XapyyBaHHA CTaHOBMNATb Minbsapan gonapis CLUA wopoky, ane wo we 6inbw
BaXXNMBO, BOHW N030aBnsA0Tb Ntogen HeobxigHoi Pxi.

ICHye roctpa HeobXigHICTb Y HOBUX NecTuumaax. [Jo BUKOPUCTOBYBAHMX B AaHWI Yac nectuumgie y
KOMax po3BMBAETbCS CTilKicTb. COTHI pi3HOBMAIB KOMax € CTiKMMW OO0 oaHoro abo AOekinbkox
nectmumais. PO3BUTOK CTIMKOCTI 4O O€sKMX 3 AaBHO BMKOPUCTOBYBaHWX MNecTuuuMAaiB, Takmx sk O,
kapbamatn n opraHodocdaTtn, gobpe Bigomun. OgHak, CTIMKICTb po3BMBanacsl HaBiTb OO0 OESKMX
Oinbw HoBMX NecTtuumaie. BignoeigHo, icHye noTpeba B HOBMX NecTuumaax i 3okpema necrmumgax, Lo
MatoTb HOBUIM NPUHUMN Aii.

3aMiCHUKM (HeNOBHWIA Nepenik)

HaBegeHi ans 3amicHWKIB NMpuKknNagn € (3a BUMHATKOM rarioreHy) HernoBHMMM i HE MOXyTb ByTu
BUTNyMaYeHi SK Taki, LLO OOMEXYHTb ONMCaHMn B JaHOMY LOKYMEHTI BMHaXia.

TepmiH “ankeHin” 03Ha4yae auukniYHWA HEHacMYeHUn (LWOoHaMMeHLWe OAMH BYrneub-Byrneuesui
NOABIMHUI 3B'AAI30K) po3ranyXeHun abo He po3ranyXeHWn 3aMiCHWK, Lo MICTUTb BYrNneub i BOOEHb,
Hanpuknag, BiHin, anin, 6yTeHin, NeHTeHiN, rekceHin, renTeHin, oKTeHiN, HOHEHIN i geueHin.

TepMiH “ankeHinokcu” o3Hayae arnkeHin, Wo A04aTKOBO Mae BYrfelb-KUCHEBUMIA OOWUHAPHMWI
3B'I30K, HaMNpvknag, aninokcu, GyTeHINokcK, NEHTEHINOKCH, FrEKCEHINOKCH, FreNTEHINOKCH, OKTEHINOKCH,
HOHEHINOKCHU | JeLEeHINoKcH.

TepmiH “ankokcn” o3Hayae ankin, Wo [oOaTKOBO Mae BYrnelb-KUCHEBUW OOMHAPHWUA 3B'A30K,
Hanpukrag, MEeTOKCU, €TOKCM, MPOMOKCHK, i3onponokcu, 1-6ytokcn, 2-OyTokcw, i306yTOKCKU, TpeT-
OyToKCcK, NeHTOoKen, 2-meTunbyToken, 1,1-4MMETUNNPONOKCH, FEKCOOKCU, FreNMTOKCU, OKTOKCU, HOHOKCMU i
OEeLOoKCH.

TepmiH “ankin’ o3Hayae auMKkniYHMN HacMYEHUN po3ranyXeHuin abo Hepo3ranyXeHu’ 3amiCHUK,
o MiCTUTb BYyrfneub i BOAEHb, Hanpuknag, MeTwn, eTun, nponin, isonponin, 1-6ytun, 2-6yTtun,
i3006yTun, TpeT-6yTun, neHTun, 2-meTunbyTtun, 1,1-gUMeTUNNPONIn, rekcun, renTun, OKTUI, HOHIM i
aeuurn.

TepmiH “ankiHin” o3Havyae auuMKNiYHU HeHacUyYeHW (LLOHaWMeHLle OOWH BYyrneub-Byrneuesui
NOTPIAHUIA 3B'A30K i OyOb-siKi NOABIMHI 3B'AI3KM) po3ranyxeHn abo HepoaranyXeHUn 3aMiCHUK, Lo
MIiCTUTb BYrfeub i BOAEHb, Hanpvknag, eTuHin, nponaprin, OyTWHIN, NEHTWHIN, reKCWHIN, renTuHin,
OKTWHIN, HOHIHIN | AeLUunHiIn.

TepwmiH “ranoreH” o3Havae gTop, xnop, 6pom i rog.

TepmiH “ranoreHankokcu” O3Ha4yae ranoreHarkin, Wo A04AaTKOBO MICTUTb BYrfeLb-KMCHEBUI
OAMHapHUIA 3B'A30K, Hanpuknag, MTopMeToKCcK, AUMDTOPMETOKCH i TPUPTOPMETOKCH, 2-DTOPETOKCH,
1,1,2,2,2-neHTadptopeTtokcu, 1,1,2,2-tetpactop-2-6pomeTtokeu i 1,1,2,2-TeTpadhTOpeToKCH.

TepmiH “ranoreHankin” osHadae arnkin, WO A0AATKOBO MICTUTb, Y KiNbKOCTI Bi4 OOHOro Ao
MaKkCMMaribHO MOXIIMBOro, oAHakoBi abo pi3H, ramnoreHu, Hanpuknag, TtopMeTun, oudTopmMeTu,
TpudptopmeTun, 2-propetunn, 2,2,2-TpudTOpETUN,  XNOPMETun, Tpuxnopmetun i 1,1,2,2-
TeTpadpTopeTun.

TepMmiH “ranoreHdeHinokcn” o3Havyae eHinokcK, Wwo MicTUTb oauH abo Aekinbka, ogHakoBux abo
Pi3HUX, ranoreHis.

TepmiH “rigpokciankin” o3Havae arnkin, Wo MiCTUTb OfHY abo AekinbKa rigpoKcurpynn.

[oknaaHuii onuc BuHaxony

Cnonyku 3a gaHuM BUHaAxXo4oM MatoTb HACTYMNHY dhopmyny:
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R1 R2

Ar—Het—Ar,—J[LIK—Q R3
o)
R4

ae

(a) Ar; siBnsie coboto:

(1) dbypaHin, deHin, nipugasuvHin, nipyuann, NipyumiauHin, Tiedin abo

(2) s3amiweHni dypaHin, 3amiweHun deHin, 3amilleHnin nipugasuHin, 3amiweHun nipuaun,
3aMilLieHMI NipMMigWHIN abo 3amillleHni Tierin, ae 3as3HadeHi 3amiwennin pypaHin, 3amileHnin deHin,
3aMileHnn nipugasuHin, s3amiweHnin nipuaun, 3amilleHnin NipUMIgUHIN | 3aMilleHnin TiEHIn MicTaTb
oavH abo gekinbka 3aMicHUKiB, HesanexHo BubpaHux 3 H, OH, F, CI, Br, I, CN, NO,, C;-Cgankiny,
C,-CgranoreHarnkiny, C,-Cgrigpokciankiny, Cs-Cgumknoarnkiny, Cs-CgranoreHumnknoarkiny,
Cs-Cgriopokcuuuknoarnkiny, Cs-Cgumnknoankokcu, Cs-CgranoreHumKIoankokeh,
Cs-Cgrigppokcuuuknoankokeu, Ci-Cgankokecn, Ci-CgranoreHankokcu, C,-CeankeHiny, C,-CgankiHiny,
S(=0),(Cs1-Ceankin), S(=0),(Ci-CeranoreHankin), 0OSO,(C;-Cgankin), OSO,(C;-CeranoreHarnkin),
C(=O)H, C(=O)OH, C(=O)NR,R,, (C;-Ceankin)NR,R,, C(=0)(C;-Csankin), C(=0)O(C;-Csankin),
C(=0)(C,-Cgranorenankin), C(=0)O(C;-Cgranorenancin), C(=0)(Cs-Cgumknoankin), C(=0)O(Cs-
Ceumknoarnkin), C(=0)(C,-CeankeHin), C(=0)O(C,-CeankeHin), (C;-Cgankin)O(Ci-Ceankin), (Ci-
Ceankin)S(C,-Ceankin), C(=0)(C1-Ceankin)C(=0)O(C;-Ceankin), eHniny, deHoKcH, 3amiweHoro
deHiny i 3amilleHoro peHoken (oe TakMin 3amiweHnin eHin i 3amillleHnn eHoKCeH MICTATb OAMH abo
Aekinbka 3amicHukiB, HesanexHo BuOpaHux 3 H, OH, F, CI, Br, I, CN, NO,, C;-Cgankiny, C;-
CgranoreHarnkiny, C.-Cgrigpokciankiny, C3-Ceumknoarnkiny, Cs-CgranoreHumkrnoarnkiny, Cs-
Cesrigpokcuunknoarnkiny, C3-CgLMKNoankokcu, C3-CgranoreHumnknoankoKkeu, Cs-
Cerippokcuunknoankokcu, Ci-Cgankoken, C,-Cgranorenankokcn, C,-CgankeHriny, C,-CgarnkiHiny,
S(=0),(Cs1-Ceankin), S(=0),(Ci-CeranoreHankin), 0OSO,(C;-Cgankin), OSO,(C;-CeranoreHarnkin),
C(=O)H, C(=0O)OH, C(=O)NR,R,, (C;-Cgankin)NR,R,, C(=0)(C;-Csankin), C(=0)O(C,-Csankin),
C(=0)(C,-Cgranorenankin), C(=0)O(C;-Cgranorenankin), C(=0)(Cs-Cgumknoankin), C(=0)O(Cs-
Ceumknoarnkin), C(=0)(C,-CeankeHin), C(=0)O(C,-CeankeHin), (C;-Cgankin)O(Cy-Ceankin), (Ci-
Ceankin)S(C,-Ceankin), C(=0)(C;-Csankin)C(=0)O(C,-Ceankin), deHiny i peHokem);

(b) Het aBnse coboto 5- abo 6-uneHHe HacudyeHe abo HeHacuMyeHe reTepouuKnivHe KinbLe, Lo
MiCTUTb OOuH abo AekinbKa retepoatomiB, He3anexHo BMOpaHMX 3 aToMiB a3oTy, Cipkn abo KUCHIO, i
ae Ary i Ar, He 3HaxodaTbCs B OPTO-MOMOXEHHI BiAHOCHO OAWH OAHOro (ane MoXyTb 3HaxoauTUCs B
MeTa- abo napa-nonoXeHHi, Hanpuknag, ons 5-4neHHoro Kinbus ue 1,3-nonoXeHHs, i Ans 6-4neHHoro
Kinbusa ue abo 1,3-, abo 1,4-NOMNOXeEHHs), | e 3a3HavyeHe reTepoUMKIliYHE KinbLe TakoX Moxe 6yTu
3amilleHe ogHMM abo gekinbkoMa 3amicHukamu, HesanexHo BubpaHumu 3 H, OH, F, CI, Br, I, CN,
NO,, okco, Ci-Cgsankiny, C;-Cgranorenankiny, C;-Cgrigpokciankiny, Cs-Ceuuknoankiny, Cs-
CeranoreHuumknoankiny, Cs-Cerigpokcuymknoarnkiny, C3-CguMKNoankokeu, Cs-
CeranoreHuuknoankokcu, Cs-Cgrigpokcuymknoankokcy, Ci-Ceankoken, Ci-CgranoreHankokcu, C,-
CeankeHiny, C,-CgankiHiny, S(=0),(Ci-Cgsankin), S(=0),(C;-Ceranorenankin), OSO,(C;-Ceankin),
0OSO0,(C,-CgranoreHankin), C(=0)H, C(=0)OH, C(=0)NR,Ry, (C;1-Ceankin)NRR,, C(=0)(C,-Csankin),
C(=0)O(C;-Cgankin), C(=0)(C;-CeranoreHarnkin), C(=0)O(C;-CgranoreHarnkin), C(=0)(Cs-
Cesumknoankin), C(=0)O(Cs-Ceumknoankin), C(=0)(C,-CeankeHin), C(=0)O(C,-CgankeHin), (C;-
Cesankin)O(C;-Ceankin), (C;-Cgankin)S(C;-Cgsankin), C(=0)(C;-Csankin)C(=0)O(C,-Cgankin), ceHiny,
deHoken, 3amilieHoro deHiny i 3amiwieHoro ¢eHokcu (e Taki 3amiweHun deHin i 3amiweHuin
deHoKeH MICTSTb oanH abo aekinbka 3amicHUKIB, He3anexHo BudpaHux 3 H, OH, F, CI, Br, I, CN, NO,,
C;-Ceankiny, C;-CgranoreHankiny, C1-Cerigpokciankiny, Cs-Ceuuknoankiny, Cs-
CgranoreHuuknoankiny, Cs-Cerigpokcuuymknoankiny, C3-CgumKnoankokcu, Cs-
CgranoreHuuknoankoken, Cs-Cgrigpokcuymknoankokcy, Ci-Ceankoken, Ci-CgranoreHankokcu, C,-
CesankeHiny, C,-CgankiHiny, S(=0),(Ci-Ceankin), S(=0),(C,-Cgranorenancin), OSO,(C,-Cgankin),
0OSO0,(C,-CgranoreHankin), C(=0)H, C(=0)OH, C(=0)NR,Ry, (C;1-Ceankin)NRR,, C(=0)(C,-Csankin),
C(=0)O(C;-Cgankin), C(=0)(C;-CeranoreHarnkin), C(=0)O(C;-CgranoreHarnkin), C(=0)(Cs-
Cesumknoankin), C(=0)O(Cs-Ceumknoankin), C(=0)(C,-CeankeHin), C(=0)O(C,-CgankeHin), (Cy-
Ceankin)O(C1-Ceankin), (C,-Cgankin)S(C,-Cgankin), C(=0)(C,-Ceankin)C(=0)O(C,-Ceankin), deHiny i
deHoken);

(c) Ar, siBnsie coboto:

(1) dypaHin, deHin, nipuaasuHin, nipuann, NipyumiauHin, TieHin abo

(2) samiweHn dypaHin, 3amiwieHun eHin, 3amileHuMr nipuaasuHin, 3amiweHnin nipuaun,
3amMilLieHnn nipuMiguHin abo 3amilleHuni TieHin, ae 3as3HadeHi 3amileHnn dypaHin, 3amileHuin deHin,
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3aMileHnn nipugasuHin, 3amiweHnin nipuaun, 3amilleHnin NipUMIgUHIN | 3aMilleHnin TiEHIN MicTaTb
oavH abo aekinbka 3amicHUKIB, HesanexHo BubpaHux 3 H, OH, F, CI, Br, I, CN, NO,, C;-Cgankiny, C;-
CeranoreHarnkiny, C.-Cerigpokciankiny, C3-Cgumknoarnkiny, Cs-CgranoreHuukrnoarnkiny, Cs-
Cerigppokcuunknoarnkiny, C3-CgLUMKNoankokcu, C3-CgranoreHumuknoankoKkeu, Cs-
Cerigppokcuunknoankokcn, Ci-Cgankoken, Ci-CgranoreHankokcu, C,-CgankeHriny, C,-CgarnkiHiny,
S(=0),(C1-Ceankin), S(=0),(C;i-CeranoreHankin), 0OSO,(C;-Cgankin), OSO,(C;-CeranoreHarkin),
C(=O)H, C(=0)OH, C(=O)NR,Ry, (C;-Ceankin)NR,R,, C(=0)(C;-Csankin), C(=0)O(C,-Csankin),
C(=0)(C,-Cgranorenankin), C(=0)O(C,-Cgranorenankin), C(=0)(Cs-Cgumknoankin), C(=0)O(Cs-
Csumknoarnkin), C(=0)(C,-CeankeHin), C(=0)O(C,-CeankeHin), (C;-Ceankin)O(C;-Ceankin), (Ci-
Ceankin)S(C,-Ceankin), C(=0)(C;-Ceankin)C(=0)O(C;-Ceankin), eHniny, deHoKkcn, 3amiweHoro
deHiny i 3amilieHoro eHoken (ge Taki 3amilleHnn deHin i 3amieHnn heHoKen MICTSATb oauH abo
Jekinbka 3amicHukiB, HesanexHo BubpaHmx 3 H, OH, F, CI, Br, I, CN, NO,, C;-Cgsankiny, C;-
CeranoreHarnkiny, C1-Cerigpokciankiny, Cs-Ceuuknoankiny, Cs-CeranoreHuuknoarnkiny, Cs-
Cerigpokcuunknoankiny, C;-CgumKnoankokcu, C3-CgranoreHumnKnoankokcu, Cs-
Cerigppokcuunknoankokcu, Ci-Cgankoken, C,-CgranoreHankokcn, C,-CgankeHriny, C,-CgarnkiHiny,
S(=0)n(C1-Ceankin), S(=0),(Ci-Cgranorenankin), 0OSO,(C;-Ceankin), 0OSO,(C;-CgranoreHankin),
C(=O)H, C(=0)OH, C(=O)NR,Ry, (C;-Ceankin)NR,R,, C(=0)(C;-Csankin), C(=0)O(C,-Csankin),
C(=0)(Cy-Cgranorenankin), C(=0)O(C;-Cgranorenankin), C(=0)(Cs-Ceuuknoankin), C(=0)O(Cs-
Csumknoarnkin), C(=0)(Ci-CgranoreHankin), C(=0)(C,-CeankeHin), C(=0)O(C,-Cgankenin), (Ci-
Ceankin)O(C;y-Ceankin), (Cy-Cgankin)S(C,-Ceankin), C(=0)(C;-Ceankin)C(=0)O(C;-Ceankin), deHiny i
deHoKen);

(d) J sBnse coboro O, N, NR5, CR5, C=0, abo J i Ar, ytBOptotoTb 3-, 4-, 5- abo 6-uneHHe kinbue,
Take K iHgaH abo iHaon, sk NpeAcTaBneHo, HanNpuknaza, y HacTYNHUX CTPYKTypax:

R2 o
R1 R3 R1 R3

-0 o R4 O o) 0] R4

N
/

N
jow
Het

Het

(e) L aBnsie coboto ognHapHuii abo noaginHMIN 3B'A30K;

(f) K sBnsie coboto CR5, C=0, N, NR5 abo C=S;

(9) Q aBnse coboro O abo S;

(h) R1 saBnsie coboto H, OH, F, CI, Br, I, okco, C;-Ceankin, Ci-CgranoreHancin, C;-Cgankokcu, Cs-
Cesumknoankokcy, Ci-CgranoreHankokcy, C,-CeankeHinokcn, (Ci-Ceankin)O(Cy-Cgankin), (Csi-
Ceankin)O(C;-Ceankoken), C(=0)(C,-Cgankin), C(=0)(Cz-Ceumknoancin), C(=0)(C;-CeranoreHankin),
C(=0)(C,-CearnkeHin) abo NRRy;

(i) R2 aBnsie coboto H, OH, F, CI, Br, I, okco, C;-Cgankin, C,-Cgranorenancin, C;-Cgankokcu, Cs-
Cesumknoankokcyu, Ci-CgranoreHankokcy, C,-CeankeHinokcn, (C;-Cgankin)O(Cy-Cgankin), (Csi-
Ceankin)O(C;-Ceankoken), C(=0)(C,-Cgankin), C(=0)(Cs-Ceumknoancin), C(=0)(C;-CeranoreHankin),
C(=0)(C,-Cgankenin) abo NR,Ry;

(i) R3 siBnsie coboro H, OH, F, CI, Br, I, okco, C;1-Cgankin, C;-CgranoreHankin, C;-Csankokcu, Cs-
Cesumknoankokcy, Ci-CgranoreHankokcy, C,-CeankeHinokcn, (C;-Cgankin)O(Ci-Cgsankin), (Cs-
Cesankin)O(C;-Ceankokeu), C(=0)(C;-Ceankin), C(=0)(Cs-Ceumknoankin), C(=0)(C;-CeranoreHarnkin),
C(=0)(C,-Cgankenin) abo NR,Ry;

(k) R4 siBnsie coboto H, C;-Cgankin, C,-Cgranorenankin, C;-Ceankokcu, C,-CgranoreHankokcu, C,-
CeankeHinokeu, (C,-Cgankin)O(C,-Ceankin); i

() R5 saBnse coboro H, OH, F, CI, Br, I, CN, NO,, C;-Cgankin, C;-CgranoreHankin, Ci-
Cerigpokciankin, Cs-Cgumknoankin, Cs-CgranoreHumknoankin, Cs-Cgrigpokcuumknoankin, Cs-
Csumknoankokcy, Cs-CgranoreHumknoankoken, Cs-Cgrigpokeuumknoankoken, Ci-Cgankoken, Ci-
CeranoreHankoken, C,-CgankeHin, C,-Cgankinin, S(=0),(C;i-Ceankin), S(=0),(Ci-CeranoreHankin),
OS0,(C;-Cearnkin), OSO,(Cy-Ceranorenarnkin), C(=0)H, C(=0O)OH, C(=0)NRR,, (C;-Csankin)NR,R,,
C(=0)(Cy-Ceankin), C(=0)O(C;-Cgankin), C(=0)(C,-Ceranorenankin), C(=0)O(C;-Cgranorenancin),
C(=0)(Cs-Cgumknoarnkin), C(=0)O(Cs-Ceumknoankin), C(=0)(C,-CsankeHin), C(=0)O(C,-CsankeHin),
(C1-Ceankin)O(Cy-Coanikin),  (C;-Ceankin)S(Cy-Csankin),  C(=0)(C;-Csankin)C(=0)O(C,-Ceankin),
deHin, deHokcu,
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ne KOXHUW  ankin, ranoreHankin, rigpoKciankin, uMKnoankin, ranoreHumMKnoankin,
riaPOKCULMKIOAnKiN,  LMKIOAnKOKCW, ranoreHuUnKNoankokcu, rigapoOKCULMKITOAnKoOKCK,  ankokcw,
ranoreHarnikokcu, asikeHin, ankinin, dpeHin i peHokcn HeoOOB'A3KOBO 3aMilLleHi 0agHMM abo Aekinbkoma

3aMiCHMKamn, HesanexHo BubpaHumm 3 OH, F, CI, Br, I, CN, NO,, okco, C;-Cgankiny, C;-
CgranoreHariny, C.-Cerigpokciankiny, C3-Ceumknoarnkiny, Cs-CgranoreHuukrnoarnkiny, Cs-
Cerigpokcuuymknoankiny, C;-CgLUmKnoankokeu, C;-CgranoreHumKnoankokcu, Cs-

Cerigppokcuunknoankokc, Ci-Cgankoken, Ci-CgranoreHankokcu, C,-CgankeHriny, C,-Cgarnkidiny,
S(=0),(C1-Ceankin), S(=0),(C;i-CeranoreHankin), 0OSO,(C;-Cgankin), OSO,(C;-CeranoreHarkin),
C(=O)H, C(=0O)OH, C(=O)NR,R,, (C;-Ceankin)NR,R,, C(=0)(C;-Csankin), C(=0)O(C,-Csankin),
C(=0)(C;-Cgranorenankin), C(=0)O(C;-Cgranorenancin), C(=0)(Cs-Cgumknoankin), C(=0)O(Cs-
Csumknoarnkin), C(=0)(C,-CeankeHin), C(=0)O(C,-CeankeHin), (C;-Ceankin)O(C;-Ceankin), (Ci-
Ceankin)S(C,-Ceankin), C(=0)(C;-Csankin)C(=0)O(C,-Ceankin), deHiny i peHokewu;

(m)n=0,1abo 2;

(n) Ry i Ry HesanexHo BubpaHi 3 H, C;-Ceankiny, C;-Cgranorenarnckiny, Cq-Cgriopokciankiny, Cs-
Csumknoankiny, Cs-CgranoreHuuknoankiny, Cs-Cgrigpokeuuuknoankiny, Cs-Ceumnknoankokcu, Cs-
CsranoreHuuknoankokcu, Cs-Cgrigpokcuuymknoankoken, Ci-Cgankokcn, Ci-CgranoreHankokcu, C,-
CeankeHiny, C,-CgankiHiny, S(=0),(Ci-Csankin), S(=0),(C;-Ceranorenankin), OSO,(C;-Ceankin),
OSO0,(Cy-Cgranorenankin), C(=0)H, C(=0)OH, C(=0)(C,-Cqankin), C(=0)O(C;-Ceankin), C(=0)(C;-
Cgranorenankin), C(=0)O(C;-CgranoreHankin), C(=0)(Cs-Cgumknoankin), C(=0)O(C;-Ceuuknoankin),
C(=0)(C,-CsankeHin), C(=0)O(C,-CgankeHin), (C;-Cgankin)O(C;-Cgankin), (C1-Ceankin)S(C,-Ceankin),
C(=0)(C;-Cgankin)C(=0)O(C;-Cgankin), peHiny i dpeHokcn.

B iHWOMY BapiaHTi 34iMCHEHHA AAaHOro BUHAxXoAy:

(@) Ar; aBnge coboro deHin, nipygasuHin, nipugun, TiEHin, 3amiweHun d@eHin, 3amileHnin
nipuaasuHin, 3amileHui nipnann abo 3amiweHnn TieHin, e 3a3HaveHi 3amilleHnin eHin, samiweHnn
nipuaasuHin, samileHui nipyann i 3amilleHun TieHin, MIiCTaTb oguH abo fgekinbka 3amiCHUKIB,
He3anexHo BnbpaHux 3 F, Cl, Br, I, CN, NO,, C;-Cqankiny, C,-CgranoreHankiny, C,-Cgrigpokciankiny,
C,-Ceranorenankokcu, C,-CgankeHiny, S(=0),(Ci-Csankin), S(=0),(Ci-CgranoreHankin), OSO,(C;-
Cgranorenankin), C(=0)(C;-Cgankin), (Ci-Ceankin)S(C;-Ceankin) i cpeHokcn (oe Takmi 3amieHui
deHoKcKU Mae oanH abo Aekinbka 3amiCHUKIB, HesanexHo BnbpaHux 3 F, Cl, Br abo ).

B iHWOMY BapiaHTi 34iMCHEHHA BUHaxXoAay:

(a) Ary siBnsie coboto 3amilleHnin dpeHin abo 3amilleHnii nipnaun, e 3asHadeHi 3aMilleHnn geHin
i 3amiLleHnn nipugun MictaTe oanH abo gekinbka 3amiCHuKIB, He3anexHo BnbpaHux 3 F, Cl, Br, |, CN,
NO,, C;-Cgankiny, C;-CgranoreHankiny, C;-Cgrigpokciankiny, C;-CgranoreHankokcu, C,-CgankeHiny,
S(=0),(C1-Ceankin), S(=0),(C,-Cgranorenankin), OSO,(C,-CgranoreHankin), C(=0)(C,-Cgankin), (Cy-
Ceankin)S(C,-Cgankin) i doeHokeu (e Takmi 3amilleHnii peHoKen Mae oamH abo AeKinbka 3aMiCHUKIB,
He3anexHo BmbpaHux 3 F, Cl, Br abo I).

B iHLWIOMY BapiaHTi 34iMCHEHHA BMHaXOAY:

(@) Ar, gaBnsie coboto 3amiweHun deHin, ge 3asHadeHun 3amiweHur deHin mae oguH abo
AeKinbka 3amicHuKiB, HesanexHo BubpaHux 3 F, Cl, Br, |, C;-Csankiny, C;-Cgranorenankiny i C;-
CeranoreHarnkoKkcu.

B iHWOMY BapiaHTi 34iMCHEHHA BUHaxXoAay:

(b) Het aBnsie coboto imigasonin, isotiazonin, isokcasonin, 1,2,4-okcagiasonin, 1,3,4-okcagiasonin,
OKcasoniHin, okcasonin, ninepasuHin, ninepuauHin, nipasuvHin, nipasoninin, nipasonin, nipuaasuHin,
nipuaun, nipumiguHin, niponin, 1,2,3,4-teTpasonin, Tiagiasonin, Tiasoninin, Tiasonin, 1,2,3-tTpnasuHin,
1,2,4-tpnasuHin, 1,3,5-Tpuasudin, 1,2,3-tpnasonin, 1,2,4-Tpnasonin, 3amiweHuin imigasonin,
3aMilleHnn i3oTias3onin, 3amileHnn i3okcasonin, 3amiweHnun 1,2 4-okcapiasonin, 3amiweHun 1,3,4-
oKkcafiasonin, 3amillleHnin OKCa3oniHin, 3aMillleHnin oKcasonin, 3amilleHunin ninepasuHin, 3amiweHumn
ninepuanHin, 3samileHun nipasuHin, 3aMilleHnin nipa3oniHin, 3amileHnn nipasonin, 3amileHun
nipyaasuHin, 3amilleHnn nipugun, 3amilleHnin  NipUMIAWMHIN,  3aMilleHnn  niponin, 3amileHui
TeTpasonin, 3amiweHnn Tiagiazonin, 3amilleHnn Tia3oniHin, 3amiweHui Tiasonin, 3amiweHnin 1,2,3-
TpuasuHin, samiweHnn 1,2,4-tpmnasudin, samiweHnn 1,3,5-TpuasunHin, s3amiweHmn 1,2,3-tpnasonin i
3amiweHmn 1,2,4-Tpuasonin, ge 3asHayeHi 3amileHi rpynu MicTatTb oauMH abo Aekinbka 3amiCHUKIB,
HesanexHo BubpaHux 3 H, OH, F, CI, Br, I, CN, NO,, okco, C;-Cgankiny, C,-Cgranorenankiny, Ci-
Cerigpokciankiny, Cs-Cgumknoankiny, Cs-CgranoreHumknoankiny, Cs-Cgrigpokcuunknoankiny, Cs-
Csumknoankokcy, Cs-CgranoreHumknoankoken, Cs-Cgrigpokeuumknoankoken, Ci-Cgankokeu, Ci-
CeranoreHankoken, C,-CgankeHiny, C,-CgankiHiny, S(=0),(C,-Cgankin), S(=0),(Ci-CeranoreHankin),
0OSO0,(Cy-Ceankin), OSO,(C,-Cgranorenarnkin), C(=0O)H, C(=0)OH, C(=O)NR,R,, (Ci-Csankin)NRRy,
C(=0)(C;-Cgankin), C(=0)O(C;i-Cgankin), C(=0)(C;i-CeranoreHankin), C(=0)(Cs-Cgumknoankin),
C(=0)O(Cs-Cguumknoarnkin), C(=0)(C,-Cgranorenankin), C(=0)(C,-Ceankenin), C(=0)O(C,-CgankeHin),
(C1-Ceankin)O(Cy-Cgankin),  (Cy-Cgsankin)S(C,-Cgankin),  C(=0)(C;-Cegankin)C(=0)O(C,-Cgankin),
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deHiny, ¢eHokcK, 3amiweHoro eHiny i 3amiwieHoro deHokcu (Oe Taki 3amiweHun eHin i
3aMileHmnn beHoKen MICTATb oauH abo Aekinbka 3aMiCHUKIB, HezanexHo BnbparHux 3 H, OH, F, ClI, Br,
I, CN, NO,, okco, C;-Cgankiny, Ci-CgranoreHankiny, Ci-Cerigpokciankiny, Cs-Ceuuknoankiny, Cs-
CgranoreHuuknoarnkiny, C3-Cerigpokcuumknoarnkiny, C3-CgLUMKNOAnKoKeu, Cs-
CeranoreHuuknoankokcn, Cs-Cgrigpokcuymknoankoken, Ci-Ceankoken, Ci-CgranoreHankokcu, C,-
CesankeHiny, C,-CgankiHiny, S(=0),(Ci-Ceankin), S(=0),(C,-Cgranorenankin), 0OSO,(C,-Cgankin),
0OSO0,(C;-CgranoreHankin), C(=0O)H, C(=0)OH, C(=0)NR,Ry, (C;1-Csankin)NRR,, C(=0)(C,-Cqankin),
C(=0)O(C;-Cgankin), C(=0)(C;-CgranoreHarnkin), C(=0)(C3-Cgunknoarnkin), C(=0)O(Cs-
Cesumknoankin), C(=0)(C,-Cgranorenankin), C(=0)(C,-Cgankenin), C(=0)O(C,-Ceankenin), (Cy-
Ceankin)O(C;y-Ceankin), (C;-Ceankin)S(C;-Ceankin), C(=0)(C1-Ceankin)C(=0)O(C,-Ceankin) deHiny i
deHoKenm).

B iHWOMY BapiaHTi 34iMCHEHHSA JaHOrO BUHAXO0AY:

(b) Het aBnse coboto imigasonin, isokcasonin, 1,2,4-okcagiasonin, 1,3,4-okcagiasonin, okcasonin,
ninepasuHin, nipasvHin, nipasonin, nipugasvHin, nipugun, nipumiguyin, niponin, 1,2,3,4-tetpasonin,
Tiagiasonin, Tiasonin, 1,2,4-tpuasudin, 1,3,5-TpuasuHin, 1,2,3-tpmnasonin, 1,2,4-Tpuasonin,
3amiweHnn imigasonin, 3amiweHnn 1,3,4-okcagiasonin, 3amilieHnn ninepasuHin, 3amilleHnin
nipasonin, 3amiweHnn NipumiguHin i 3amiweHnn 1,2,4-tpnasonin, e 3asHadeHi 3aMmilleHi rpynu
MIiCTATL oamMH abo pgekinbka 3amicHuKIB, He3anexHo BubpaHux 3 F, CI, Br, I, CN, NO,, okco, C;-
Cesankiny, C,-Cgranorenankiny, C,-Cgrigpokciankiny, Ci-Cgankokcu, C;-CgranoreHankokcu, C,-
CsankeHiny, S(=0),(C;-Ceankin), S(=0),(C;-CgranoreHarnkin), OSO,(C;-CgranoreHarnkin), C(=0)O(C;-
Ceankin) i (C1-Cgankin)S(C,-Ceankin).

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHAXOoAy:

(b) Het sBnae cobow imigasonin, isokcasonin, 1,2,4-okcagia3onin, nipasuHin, nipuMIgnHIn,
Tiazonin, 1,3,5-TpuasuHin, 1,2,4-Tpmasonin, 3amiweHuii iMigasonin, 3amiweHwn nipasonin i
3amiweHmn 1,2,4-Tpuasonin, Ae 3a3HayeHi 3amilweHi rpynn MicTaTb OAMH abo Aekinbka 3amiCHUKIB,
HesanexHo BubpaHux 3 okco, Ci-Cgankiny, Ci-Cgranorenankiny, C,-Ceankeniny i C(=0)O(C;-
Ceankin).

B iHWwWoMy BapiaHTi 34iiCHEHHS [aHOro BMHaxoay:

(c) Ar, gaBnsie coboto deHin, nipuagasuHin, nipuaun, TiEHIN, 3amileHun geHrin, 3amileHni
nipuaasuHin, 3amilleHuin nipnann abo 3amiweHnn TieHin, e 3asHaveHi 3amilleHnin deHin, 3amiweHnin
nipuaasuHin, samilleHuid nipyann i 3aMillleHWid TieHin, MIicTaTb oauH abo gekinbka 3aMiCHUKIB,
He3anexHo BnbpaHux 3 F, Cl, Br, I, CN, NO,, C;-Cgankiny, C;-CgranoreHankiny, C,-Cgrigpokciankiny,
C;-CgranoreHankokcu, Co-CgankeHiny, S(=0),(Ci-Ceankin), S(=0),(C;i-CeranoreHankin), OSO,(C;-
Ceranorenarnkin), C(=0)(C;-Cgankin), (C;i-Cgankin)S(C,-Ceankin) i eHoKkcu (ae Takum 3amilieHun
deHoKcn Mae oanH abo aekinbka 3amiCHUKIB, HesanexHo BnbpaHux 3 F, Cl, Br abo I).

B iHLWIOMY BapiaHTi 34iNCHEHHA BMHaXOAY:

(c) Ar, aBnsie coboto 3amileHunin hbeHin abo 3amilieHni nipyann, ge 3asHadeHi 3amilieHnn geHrin
i 3aMiLleHn nipuaun MicTaTb oAuH abo Aekinbka 3amiCHUKIB, He3anexHo Bubparux 3 F, Cl, Br, |, CN,
NO,, C;-Ceankiny, C;-Cgranorenankiny, C;-Cgrigpokciankiny, C;-CgranoreHankokcu, C,-CgsankeHiny,
S(=0),(C1-Ceankin), S(=0),(C,-Cgranorenarnkin), OSO,(C,-CgranoreHankin), C(=0)(C,-Ceankin), (Cy-
Ceankin)S(C,-Ceankin) i dpeHoKcn (Oe Takvuin 3amieHnin dheHoKen Mae oguH abo Aekinbka 3amMiCHUKIB,
He3anexHo BnbpaHux 3 F, Cl, Br abo I).

B iHWOMY BapiaHTi 34iNCHEHHA BMHaxXoAy:

(c) Ar, aBnge cobot 3amilleHni deHin, e 3as3HadYeHuMn 3amileHun geHin Mae oguvH abo
OeKinbka 3amicHukiB, HesanexHo Bubpanux 3 F, Cl, Br, |, C;-Cgankiny, C;-CgranoreHankiny i C;-
Csarnkokcm.

B iHLWOMY BapiaHTi 30iMCHEHHA JaHOro BUHaxXoAy:

(d) J siBnse coboto NR5, CR5 abo C=0.

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHaxXoay:

(f) K siBnsie coboto C=0, N, NR5 abo C=S.

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHaxXoay:

(h) R1 aBnsie coboto H abo C;-Cgankokem.

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHaxXoay:

(i) R2 aBnsie coboto H, C1-Cgankoken abo C,-CgankeHinokeu.

B iHWOMY BapiaHTi 30iMCHEHHA JaHOro BUHaxXoAy:

(i) R3 siBnsie coboto C,-Cgankokcu.

B iHWoOMYy BapiaHTi 30iiCHEHHS [aHOro BMHaxoay:

(k) R4 siBnsie coboto H, C,-Cgankin, C,-Cgankoken abo (C1-Cgankin)O(C4-Ceankin).

B iHWoOMYy BapiaHTi 30iiCHEHHS [aHOro BMHaxoay:
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() R5 gaBnse cobowo H, C;-Cgankin, C;-CgranoreHankin, C;-Cgrigpokciankin, C,-CgankeHin,
C(=0)(C;-Ceankin), (C;-Ceankin)O(C;-Cgankin) i C(=0)(C1-Ceankin)C(=0)O(C,-Ceankin).

B iHWoOMYy BapiaHTi 34iiCHEHHS [aHOro BMHaxoay:

() R5 aBnsie coboto H, C,-Cgankin, C,-Cgankoken abo C,-CgranoreHankin.

B iHWoMy BapiaHTi 34iiCHEHHS BUHaXoA4y:

(@) Ar; aiBnse coboto ceHin, nipuaun, TieHin, 3amilleHnn deHin, 3amiweHnn nipugasuHin abo
3amileHunn nipngun,

e 3a3Ha4YeHun 3amillleHnin peHin Mmae oanH abo Aekinbka 3aMiCHUKIB, He3anexHo BnbpaHux 3 F,
Cl, Br, I, CN, CHj, C3H,, C4Hq, OCH3, OC4Hg, CF3, C,F5, C3F7, OCF3, OC,Fs, OCH,CF3, OCF,CHF,,
SCF3, SCH3, S(=0)CF3, S(=0),CF3, OPhCIl i C(OH)C,Hs;

e 3a3HadeHunin 3amillleHnn nipuaasuHin mae oanH abo aekinbka Cl,

e 3a3HavyeHuIn 3amilleHun nipuaun mae oavH abo Aekinbka 3aMiCHUKIB, He3anexHo BMbpaHux 3
F, Cl, I, CF3, OCF3, OCF,CHFCF3i OCH,CF3.

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHAXoA4y:

(b) Het sBnse coboto imigasonin, i3okcasonin, 1,3,4-okcagiasonin, nipa3wHin, Mipa3oniHin,
nipasonin, nipugun, nipumigudin, niponin, 1,2,3,4-tetpasonin, Tiasonin, 1,3,5-TpuasuHin, 1,2,3-
Tpuasonin, 1,2,4-Tpua3sonin, 3amilleHni nipa3oniHin, 3amiweHnn nipumiguHin abo samiwenunn 1,2,4-
Tpmasonin,

e 3a3HayYeHni 3amilleHnin nipa3onin Mmae oauMH abo Aekinbka 3aMiCHUKIB, He3anexHo BUbpaHnx 3
H, CHg, C3H7, C(=0O)OCH3, C(=0)OC,Hs i C(=0)OC4Ho,

A€ 3a3HayeHun 3amilleHuMn nipyMiguHIin Mae oauMH abo [ekinbka 3aMiCHUKIB, He3anexHo
BnbpaHux 3 CF; i C3F,

Ae 3a3HaveHun 3amiweHun 1,2,4-tpuasonin mae oamH abo Aekinbka 3aMiCHUKIB, WO BMOpaHi 3
CHs i okco.

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHAXOoAy:

(c) Ar, aaBnsie coboto cheHin, TieHin abo 3amiwennn deHin,

e 3a3Ha4vyeHuin 3amillleHnin peHin Mmae oanH abo Aekinbka 3aMiCHUKIB, He3anexHo BnbpaHux 3 F,
Cl, OCH; i CFs.

B iHWOMY BapiaHTi 34iMCHEHHS JaHOro BUHaxXoay:

(d) J sBnse coboro NH, CH, CCH3 abo C=0.

B iHWOMY BapiaHTi 30iiCHEHHS JaHOro BMHaxXoay:

(h) R1 aBnsie coboto OCH3 abo OC;,Hs.

B iHWoOMYy BapiaHTi 30iiCHEHHSA aHOro BMHaxoay:

(I) R2 aBnse coboto OCH2CH:CH2, OCHj;, OC5Hs, OC3H4 abo OC4H9.

B iHWoOMYy BapiaHTi 30iICHEHHSA aHOro BMHaxoay:

(i) R3 siBnsie coboto OH, OCH3, OC,Hs abo OC3H5;

B iHWoOMYy BapiaHTi 30iiCHEHHSA aHOro BMHaxoay:

(k) R4 aBnsie coboto CH; abo CH,OCHs.

B iHWOMY BapiaHTi 34iMCHEHHSA JaHOro BUHaxXoay:

(&) Ary aBnsie coboto dypaHin, deHin, nipugasvHin, nipyuaun, NipUMIgUHIN, TiEHIN, 3amiweHun
dypaHin, 3amieHnn deHin, 3amiweHnin nipuaasuHin, 3amilleHuin nipuaun, 3amMileHuin nipumiguHin
abo 3amiweHun TieHin, AOe 3a3HayYeHi 3amiweHun dypaHin, 3amiweHun eHin, 3amiweHun
Nipuaa3suHIn, 3amilleHni nipugun, 3amilleHni NipumiguHin i 3amilleHnin TieHin, MicTate oamH abo
OeKinbka 3amicHuKIB, HesanexHo BubpaHux 3 H, F, CI, Br, I, CN, NO,, okco, C;-Ceankiny, C,-
CesankeHiny, C,-CgankiHiny, C;-Cgankokcu, C;-CgranoreHankiny, C;-CgranoreHankokcu, S(=0)q;-
Cesankiny, S(=0),-Ceranorenankiny, 0OSO,C;-CgranoreHankiny, C(=0)OC;-Cgankiny, C(=0)C;-
Ceankiny, C(=0)C;-CgranoreHankiny, geHiny, deHokcu, ranoreHdeHoken i C1-Cerigpokciankiny;

(b) Het aBnsie coboto 5- abo 6-uneHHe HacudieHe abo HeHacuMyeHe reTepouuKIlivyHe Kinbue, LWo
MiCTUTb 0aMH abo Aekinbka reTepoaToMmiB, HE3aNEXHO BUOpaHMX 3 a30Ty, Cipkn abo KuUCHIO, i ae Ary i
Ar, He 3HaxoOATbLCSA B OPTOMOMOXEHHI BIAHOCHO OA4MH OOHOrOo (ane MoXyTb 3HaxoAMTUCs B MeTa- abo
napanonoXeHHi, Hanpuknag, Ans 5-4neHHoro Kinbusa ue 1,3-nonoXeHHs, i 4ns 6-4neHHOro Kinbus ue
abo 1,3-, abo 1,4-nonoxeHHs, BIANOBIQHO), | Ae 3a3HayYeHe reTePOLMKIIYHE KifbLe TakoX Moxe OyTu
3amilleHe ogHMM abo gekinbkoMa 3amicHuMkamu, HesanexHo Bubpanumun 3 H, F, Cl, Br, I, CN, NO,,
okco, C;-Cgankiny, C,-CeankeHiny, C,-CgankiHiny, C;-Cgankokcn, C;-CgranoreHankiny, Ci-
CeranoreHarnkoKkcu, S(=0),1-Ceanciny, S(=0),1-CeranoreHarnkiny, 0S0,C;-CgranoreHankiny,
C(=0)0C,-Cgarnkiny, C(=0)C,-Cgankiny, C(=0)C,-Cgranorenarnkiny, deHiny, doeHoKen,
ranoreHdeHokeu i C1-Cerigpokciankiny;

(c) Ar, siBnsie coboto chypaHin, deHin, nipuaasuHin, nipuavwn, NipuMIgUHIN, TIiEHIN, 3aMilleHuni
dypaHin, 3amilweHnn geHin, samilweHnin nipuaasuHin, 3amMilleHnin nipuaun, 3amiweHuin nipumignHin
abo 3amiweHun TieHin, ge 3asHaudeHi 3aMileHni dypaHin, 3amiweHun deHin, 3amileHun
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nipyaasuHin, samiweHui nipngun, 3amMileHun NipUMIgUHIN | 3amilleHnin TiEHIN MICTATb oguH abo
Jekinbka 3amicHukiB, HesanexHo BuOpaHux 3 H, F, Cl, Br, I, CN, NO,, okco, C;-Ceankiny, C,-
CesankeHiny, C,-CgankiHiny, C;-Cgankokcu, C;-CgranoreHankiny, C;-CgranoreHankokcu, S(=0)q;-
Cesankiny, S(=0),;-Ceranorenankiny, 0OSO,C;-C¢ranoreHankiny, C(=0)OC;-Cgankiny, C(=0)C;-
Csankiny, C(=0)C;-CgranoreHankiny, gehiny, deHokcu, ranoreHdeHoken i C1-Cerigpokciankiny;

(d) J sBnse coboto O, N, NR5, CR5 abo C=0;

(e) L aBnsie coboto ognHapHMiAi abo NoaBiNHMIA 3B'A30K;

(f) K sensie coboto CR5, C=0, N, NR5 abo C=S;

(9) Q siBnsie coboto O abo S;

(h) R1 aBnsie coboto Ci-Cgankin, C;-Cgankin-O-C,-Cgankin, C;-CgranoreHankin, ranoreH, okco,
C,-Cgranorenankokcu, C,-Cgankin-O-C;-Cgankoken, H, OH, C,-Cgankokcu, C,-CgankeHinokeu;

(i) R2 aBnse coboto C;-Ceankin, C,-Cgankin-O-C;-Cgankin, Ci-CgranoreHankin, ranoreH, okco, Ci-
CeranoreHankokcu, C,-Cgankin-O-C,-Cgankokeu, H, OH, C;-Cgankokcu, C,-CgankeHinokeu;

(j) R3 aBnse coboto C;-Ceankin, C,-Cgankin-O-C;-Cgankin, Ci-CgranoreHankin, ranoreH, okco, Ci-
CeranoreHankokecu, C,-Cgankin-O-C,-Cgankokeun, H, OH, C;-Cgankokcu, C,-CgankeHinokcu;

(k) R4 siBnsie coboto C;-Cgankin, Ci-Cgankin-O-Ci-Cgankin, Ci-CgranoreHarnkin, H, C;-Cgankokcuy,
C,-CgranoreHankokcu, C,-CgankeHinokeu;

() R5 aBnsie coboto H abo C,-Cgankin; i

(m)n=0,1a6o 2.

Hes3Baxatounm Ha Te, WO MpPeAcTaBreHi Ui BapiaHTW 34iNCHEHHS BUHAXo4y, MOXNWBI W iHLWI
BapiaHTW 34iNCHEHHS | CNOMYYEeHHS OaHWX NPeAcTaBreHnX BapiaHTiB 34IMCHEHHS 1 iHWKWX BapiaHTiB
3iNCHEHHS.

OOEP>XAHHA MNIPAHO3OMPOMITKHMX CMNOJTYK

[ns ogepxaHHs CNonyk 3a JaHMM BMHaxog4oOM MOXe ByTu BMKOpMCTaHa LIMpoKa POo3MaiTiCTb
nipaHo3 (y BWUrmsAgi PisHWX CTPYKTYpHUX dopm, Hanmpuknag, D i L). Hanpuknag, moxe 6ytu
BMKOPUCTAHUI HAaCTYMHWIA HEBUYEPNHUI nepenik nipaHo3: pubosa, apabiHo3a, Kcunosa, nikcosa,
pybinosa, kcunynosa, anosa, anbTpo3a, [M0KO3a, MaHo3a, rynosa, igosa, ranakrosa, Tanosa,
ncukosa, ¢pykrtosa, copbosa, Taratosa, dyko3a, Mikapos3a, XiHOBO3a, OneaHgpo3a, pamHo3a i
napartosa. Y OinblIOCTi Npuknagis, NpeAcTaBneHUX HWXkK4Ye, ONs OAep)KaHHS MipaHO30MPOMIKHMX
CMonyk BMKOpUCTOBYBanu L-pamHo3y.

3BUYaNHoO, NipaHO30MPOMIXKHI CMOMYKM MOXYTb OyTWM ofepXaHi B TakuMi cnocib (BMKOPUCTOBYHYM
L-pamHo3y sk npuknag). O-ankinoBaHi MOXigHi pamMHO3M MOXYTb OyTW opepxaHi BuxogdAun 3
KOMepLUiHO JocTynHWx L-pamHo3n abo rigpaTy L-pamHO3u, BUKOPWUCTOBYHOYM ankiniogug i
NOpPOLLIKOMOAIOHMI rigpokema, Kanito B cyxomy ammetuncynbdokemai (QMCO) npu Temnepatypi Big
5°C po 15°C. Uinkom ankinoBaHui npoaykT MOTIM BUAINAAW 3a AONOMOrOK  eKcTpakuil
ANMETUNCYNbGOKCUOHOIO PO3YMHY reKCaHoM, NMOTiM KOHLLEHTPYBAHHAM FE€KCaHOBOrO LLapy Y BakyyMi.
Llen npomixHUIA NpoayKT, ankinnipaHo3una, noTtim o6pobnsanu npamo sogHoto HCI abo iHwow BogHO
KMCNOTOH0, LLIO YTBOPIOE BiflbHUI FigPOKCULLYKOP, 3BMYAHO Y BUNAAI CyMiLli a- i B-aHoMepiB.

AnbTepHaTMBHO, nMeparnkinoBaHa L-pamHo3a Moxe OyTu BugineHa rigponisom cniHocagy
(spinosad) abo iHworo Tpu-(O-ankin)pamHO3UIOBaHOIO MPUPOAHOIO MNPOAYKTY, BUKOPWUCTOBYHOUM
YMOBW, MOAiIOHI TMM, LLO OnucaHi AN BUAOINEHHS MeTunoneaHapo3nay 3 aBepMekTuHy B, (Loewe et
al. J. Org. Chem. 1994, 59, 7870). TakuM 4uHOM, 0BpoGKa TEXHIYHOro cniHocagy HaAMMLLIKOM
KOHLEHTPOBaHOi CipyaHoi kucnotu B cyxomy meTtaHoni (MeOH) nmpuBoauTe 0O rigponidy LUykpy
pamMHO3U | NeEpPETBOPEHHSA B METUMNIpaHo3ug. Ynctnii MetunnipaHo3ng noTiM Moxe ByTn BurydyeHun 3
peakUinHOro cepeaoBuLLa BUHEPIHOK EKCTPaKLIE rekcaHoM abo iHWNM BYrNEBOAHUM PO3YMHHUKOM.
Yunctun pamHonipaHo3ug noTiM moxe Oyt BugineHun i3 3aranbHMM BUxogoMm npubn. 65-75% 3a
AOMOMOTOI0 NMEePEroHKN CUPOI B‘A3KOI PiAMHUN Y BakyyMmi.

3-0-etun-2,4-an-O-MeTun pamMHo3a MoOxe OyTu ogepaHa TUM e cnocobom, BuxogsuM 3i
cniHeTopamy. IHWi ankinoBaHi NoXigHi MOXyTb GyTK ofepXaHi NOA4IGHMM YMHOM, BUXOAAYM 3 MOXiAHMX
cniHo30idiB 3 BiANOBIAHUMM (DYHKLIOHANbHMMMK rpynamu, Lo ogepXaHi 3 6yab-sKkoro npeacraBHUKa
CMIHOCUHY (CMIHOCUH), WO Mae odHy abo Jekinbka BiNIbHUX TiOPOKCUITbHMX TPyM, NPUEOHaHUX [0
pamMHo3u (Hanpuknaza, cniHOCUH J), BUKOPUCTOBYOUM YMOBU, OnucaHi B fokyMeHTi DeAmicis et al. U.S.
Patent 6001981, 1999.
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o ot on
HO”' A OH Rl, KOH, RO, A OR 31 30poTauM 0, A OR
U aMCco ij/ XONOIBHHKOM
——
HO™ "07 ™ RO™ 07 ™, HO™ “@" %
L-pamHosa
abo MoHoriapaT L-paMHO3H
HCl(BoaH.),
H,SO, (;)Me FKHMIN ATIHHS 0 gMe
MeOH MeO,' : OMe @i 3sopotHim 5 OMe
SiiRocH 1 IXOAOAMLHUKOM U
MeO™ ~O” ™, HO™ "0 ™
OC._H HCI(BoaH.), OC,H,
H,SO 5 &9 KHIT* ATIHHS 30 =
M2eOI-: Meoa OMe 3 spoporamm “ OMe
CﬂiHETopaM —_— XOJOAHTIBHUKOM
MeO™ ~0” %, HO™ "O" ™

lMonepegHWK pamHO3W, WO CEeneKkTUBHO ankinoBaHwi Ginbw o6'emMHUM 3amicHukom y C3, GyB
onucaHun (ameucs, Hanpuknag, Pozsgay et al. Can. J. Chem. 1987, 65, 2764). AnbTepHaTMBHUN
LWNax, WO [O03BOMSE BMKOPUCTOBYBATM peareHTM Ha OCHOBI OrfioBa, OnucaHuin Hwk4ve. B3aaemogis
MeTunnipaHosvay L-pamHO3M 3  O4HUM  ekBiBaneHToM  peHinbopoHoBOI  kucnotu  abo
TpudeHindopokcony, B YMOBax, WO [OO03BOMSAKTbL BUOANATW BoAy, MNPMBOASATb OO0 YTBOPEHHS
OopoHaueTtanto. Obpobka AgaHoro aueTtantko ankinranoreHigom i okcugom cpibna B nonsipHomy
anpoTOHHOMY PO3YMHHMKY, TakoMy siK AumeTundopmamia, npu temnepaTtypi Big 0°C go 110°C
nNpMBOAMTL OO CenekTMBHOro ankinyeaHHs Ha C3-OH, patoun 3-O-ankinmeTtunnipaHo3ug. [aHuin
NPOAYKT MOTIM MOXe OyTu gani MeTUroBaHUM y NonoxeHHsix 2-OH i 4-OH 3a gonomorow MeTun
noamnay, BUKOPUCTOBYHOYM YMOBW, OnucaHi padiwe. Llinkom ankinoBaHa pamHo3a noTiM Moxe 6yTtu
rigponizoBaHa, 9K ONUCaHo BuLLE, 3 oaepXaHHsaM 2,4-an-0O-meTun-3-0-ankin-L-pamHo3su.

OH
: A~
HO, :_ .OH C,H,Br, Ag,O o
” CGHSB(OH).? ’B‘--Q HO’ = OH
—_— 3 0 = —_— "
~0 N s OH Mo U
~ 3
- : (O
MeTun L- hamuonipasosig o 0O =
1. CH,l, KOH Fog et
> O,’ H 0.
2 HCI (sopH ),
KHIT ATIHHA ’O 0 '«,‘,

31 3ROPOTHHM
XOMOAHUTEHHKOM

IntocTpauis cnocobiB ogepkaHHA Taknx NipaHO30NPOMIKHUX CMONYK JaHa B NpuKnagax.

Takox MOXyTb OyTM opepkaHi rgpoKcunamiHO nipaHO30MpPOMiIKHI crnonyku. Hanpuknag, BOHM
MOXYTb OyTW ofepaHi BUXOA4AYM 3 BiANOBiAHOIO NoxiagHoro pamHoau i N-rigpokcu cykumHiMigy (NHS)
B yMOBax, MNpu sIKUX BOAa, LO YTBOPHETLCS, BUAANAETbCHA a3eoTPOnHO, parum agykt N-
CYKUMHIMIZOIN rigpokcunamiH. B ogHOMy BapiaHTi 34iMCHEHHSs, Ui YMOBM BKIHO4YalTb 006'€aHaHHS
pamHo3n i NHS y Tonyoni abo 6eHs3oni, AogaBaHHA KaTaniTUYHOI KiNIbKOCTi KMCROTW, Takoi SK M-
TonyoncynbgoHoBa kucrota (TsOH), i HarpiBaHHA Npy KUN'ATIHHI 3i 3BOPOTHUM XOJNOAWIBHUKOM B
anaparti, 3abesnevyeHomy npuctpoem [iHa-CTtapka. [lepeTBOpeHHS Yy BiNbHWIA [iQPOKCMITAaMiHOBUN
NPOMDKHWUI MNPOAYKT 3AINCHIOITb  LWNAXOM OOpOOKM  CYKUUHIMIZOINBHOMO adykTy HagMLWKOM
rigpasuHrigpaty abo 6e3804HUM rigpasvHOM Y CMPTOBOMY PO3YMHHUKY, TakoMy sk meTaHon (MeOH)
abo etaHon (EtOH). Bsaemopis O-pamHo3unrigpokcunamiHy 3 anbgerigpom abo KeTOHOM,
Bukopuctosytoun EtOH abo iHWKWM pPO3UMHHUK Ha OCHOBI HWXYOrO CNMPTY NpwW TemnepaTtypi Bia

KIMHaTHOI 00 KAM'ATIHHA 3i 3BOPOTHUM  XONMOAUNBHUKOM, MpuBOAUTL A0 ogepxaHHs O-
pPaMHO3UNOKCUMY.
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nQ
\

/
, o
O N H,NNH, j\/jzox
R
HZN\O ",’

EtOH o
HO o = TsOH, 6eHson

OOEPXXAHHA TPUAPUJTNPOMPKHUX CMNONYK

Crnonykn 3a [daHMM BMHaxXoOOM OAEPXYHTb 3B'A3yBaHHSAM OMMCaHUX BuULWEe NipaHo3 i3
TpUMapunnpomixxHum npogyktom, Ar;-Het-Ar,, 3a pgonomorow  koBaneHTHoro niHkepa J[LIKQ
(onmcaHoro Bue). [ina ogepxaHHS CNOMyK 3a AaHMM BMHAXoO4OM Moxe OYyTu BUKOPUCTaHe LUMpoKe
Pi3HOMAaHITTS TpUapunoBux MonepeaHuKiB, 3a YMOBW, O BOHW MICTSATb NpuaaTHY dYHKLiOHANbHY
rpyny Ha Ar,, OO0 siKOi MOXe OyTW npueaHaHWA NPOMIKHWMIA MPOAYKT MipaHO3W AONs YTBOPEHHS
KOBamneHTHoro niHkepa. MNMpuaaTtHi dyHKUiOHaNbHI rpynu BKIKOYAOTbL aMiHO, Okcoarkin, dopmin abo
kapbokcunbHy rpyny. Lli TprapunnpoMixkHi cnonykum MoxyTb OyTu ogepxaHi cnocobamu, paHiwe
onucaHuMM B XiMidHin nitepaTtypi. [eski 3 uux cnocobiB onucaHi HuxKYe.

MpomixkHi cnonykn, ae ‘Het' siBnse coboto AmsamiwleHuid nipyauH, nipyumiguvH, nipasyvH abo
nipuan3nH, MOXYTb DYTM ofepKaHi LWNAXOM KOHAEHcaLii ranoreH- abo ankintiosamiweHnx nipuguHy,
nipymignHy abo nipasvHy 3 apMnbopoHOBOIO KMCNOTO abo 6opaTHMM edipom, B yMOBax apunyBaHHS
no Cysyki. luBnca, Hanpuknag, HacTynHi JOKYMEHTH.

Ona nipnamHis: Couve-Bonnaire et al. Tetrahedron 2003, 59, 2793 and Puglisi et al. Eur, J. Org.
Chem. 2003, 1552.

Ons nipasuHie: Schultheiss and Bosch Heterocycles 2003, 60, 1891.

Ons nmipumigunHie: Qing et al. J. Fluorine Chem. 2003, 120, 21 and Ceide and Montalban
Tetrahedron Lett. 2006, 47, 4415.

Ona 2,4-piapunnipumignHie: Schomake rand Delia, J. Org.Chem. 2001, 66, 7125.

TakumMm 4YMHOM, HACTYNHi apunyBaHHA, WO KaTanidylTbCA nanagiem, BUKOPUCTOBYHOYM 4-
dopMingeHinbopoHoBY KUCNOTY i 4-TPUHTOPMETOKCUDEHINOOPOHOBY KUCMOTY, MOXE MPUMBECTM OO
OLEPXKaHHA NPaKTUYHO ByaAb-AKOI KOHKPETHOT MOAeni 3aMilLleHHS, K MOKa3aHOo Ha CXeMi HXKYeE:

Q000
S A @1@
g0t o
0 oM,

P 2 N
a— CHO  ——— c&o—@—(’ :\>—®—CHO
N =
(WO2007038669)
N b N
CFSO—®—</: Y—cl —— CFso©—</: @CHO
=N =N

(W0O2007003604)

YmoBu:
a) 4-TpudtopmeTokcudeHindopoHosa kucnota, (PhsP)4Pd,;
b) 4-popmindeninbopoHosa kucnota, (PhsP),4Pd.
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MopibHUM e 4MHOM, QAiapunnipyavHM i NipasMHU 1 iHWI OuranoreHoBaHi reTepouMKITiYHi
apoMaTu4Hi CMoNykn MOXYTb OyTW ofepiKaHi, BUXOASYN 3 AuranoreHoBaHWX NipUAMHIB i Nipa3vHIB i
iHLUMX OMranoreHoBaHUX reTepoLMKITIYHMX apoOMaTUYHNX CMOMYK, BUKOPUCTOBYIOUMN TON Xe MeTon;

N\
/N a
| —_— —_— s
N
o O ¢
CF,0 CF,0 CHO

3 3

Z "N
~ O)Q N
Y
CF,0 CHO
“
ij\©\ O \
CF,0 CHO

(EJC 2003, 8, 1152 1558)

O o ot

S-

S—N \
a \ c N
/L\N»\Br _,/©/(\N)\Br . /Q/LN)\Q\NO
CF,0 CF0
YmoBuU:

a) 4-TpudpTopmeTokcudeHindbopoHoBa kucrnota, (PhsP),Pd;
b) 4-dopmindeHinbopoHoBa kucnoTa, (PhsP),Pd;
10 C) 4-HiTpodbeHinbopoHoBa kucnota, (PhzP)4Pd.

["anoreH- abo ankinTionipuMianHOBI i NipMAWHOBI NonepeaHuKkn € abo KOMEPUINHO OOCTYMNHUMMU,
abo MOxyTb ByTW CMHTE30BaHi Wwnsxamu, onvcaHnmm B nitepatypi (Rorig and Wagner U.S. Patent
3149109, 1964, Kreutzberger and Tesch Arzneim.-Forsch. 1978, 28, 235).

Cnonykn, ge ‘Het' asnse cobotw 1,3-giapun-6-nepdTopankinnipumignH, MoxXyTb ByTn odepxaHi

15 BiQMOBIAHO OO0 HACTYMHOI cxemu. 2-MeTtunTio3amilleHnn nipumiguH apunysann B MOAMGIKOBaHMX
ymoBax peakuii no Cysyki (Liebeskind and Srogl Org. Lett. 2002, 4, 979) 3 ogepXaHHAM 2-
deHinnipumigmHie, WO NOTiM BigHOBNIOBaNM A0 BiAMNOBIAHMX aHiNiHIB, BUKOPUCTOBYOUN, HanpuKnag,
katanizatop Pd/C y EtOH B atmocdepi BogH!O.

N SMe MeS
0 a‘O /& }QN

N °N N
NO, Rf

(Rf = CF,, C,F,) (Rf = CFy, C5F7)
X ) X
a8t
B(CH), H,, Pd/C
—_— \N
YmoBH o WNO EtOH MNHZ
Cy3syki af 2 Rf

20

MpomixHi crnonykn, e ‘Het’ sBnde cobow 1,3-gusamiwenHnn 1,2,4-tpnason, MOXyTb OyTu
OAepXKaHi BigNoBIiAHO A0 OOHIET 3 HACTYMHUX CXEM.
Wnax A: 1,3-giapun 1,2,4-Tpnasonu ogepxysanu 3 BignosigHux -NH 3-apun 1,2,4-Tpuasonis
25 BiQNOBIOHO [0 HACTynHoro onyo6nikoBaHoro metogy N-apunyBaHHs imigasoniB (Lin et al. J. Org.
Chem. 1979, 44, 4160). KoHgeHcalito 1,2,4-TpuasoniB 3 apun ranoreHigamu 3gincHioBanu npu
nigBuLLIeHin TemnepaTypi abo, nepeBaxHoO, B yMOBaxX MiKPOXBUNbOBOro onpomiHeHHs (Antilla et al. J.
Org. Chem. 2004, 69, 5578). (DIBAL siBnsie coboto giisobyTunantominin rigpmng).

10
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1. DMF- AM®,

100 °C, 3 _N
HZNOC—OCN ' Nr ,>_®—0N
~N

2. H,NNH,,
AcOH, 80 °C, 30 x=

1. Cs,CQ,, Cul
8-rigpoKcuxiHoniH
OM®/H,0
o =N
¢ 1l Br, Fl 150 C,30xs | =
MIKpOXEVI]'IbOEe OMNpPOMIHEHHA N\ N/
260 - CHO
R R
1. NaH, AMCO

{konu R € aKUenToOpoM efeKTPoHIB

2. DIBAL, CH,CI,

LWnax B: BpomyBaHHSA rigpa3oHiB 3 HaCTynHO 06pobKoto Bpomrigpa3oHy TeTpasonom NpMBOANTL
5  po ytBopeHHs 1,3-giapun 1,2,4-tpnasony (Butler i Fitzgerald J. Chem. Soc., Perkin Trans. 1 1988,

1587).

" o —— ©\ 7/®/
N
N N 2. TeTpason, EtOH NTS
H

3. DIBAL, CH,CI,

Wnax C: 1,2,4-TpuasonbHi CNOMykn, y SKMX 5-e MOMOXeHHs 3amilleHe pani ankinom abo
3aMiLLEeHOI0 ankinbHOK rpynoto, MOXYTb ByTy ogepaHi BignoBiaHoO A0 HacTynHOI cxemu (Paulvannan
10  and Hale Tetrahedron 2000, 56, 8071):

~o N i-PrOH /@/N‘N’\Q\
oy 2
ON OCF,

wr 1 Fon

_— l #PrOH
Et,N 80°C, 1u
Ag,CO,
AcCN
CF3O© - NO, iz Jendum O’N i@\
’LN CF,0
X/\NH

Cronykn, ge ‘Het' siBnse coboto imigason, MoxyTb OyTu opepkaHi BigNOBIAHO OO0 OAHiei 3

15  HaCTYMHUX CXEM:
LWnax A (Ctagis 1: Lynch et al. J. Am. Chem. Soc. 1994, 116, 11030. Ctagis 2: Liu et al. J. Org.

Chem. 2005, 70, 10135):

H NCOH " (0, Bl
N\ + X
160 oc 4won sy CN
1. Cs,CO,

Cul, 8-riapokcHxIHOMH
AM®/H, O CLN CHO

150 °C, 30 x8 . MIKDQXBH/IHOBE ONDOMJHEHHS
2. DIBAL, CH,CI,

11



UA 105175 C2

Wnax B. Onga ranoreH-apunbHUX rpyn, WO MICTATb TakoX akTUBYKOYY rpyny, Taky sik HiTpo abo
uiaHo, 3aMiHy apwvnranoreHigy Ha imigason, BMKOPUCTOBYHOYM OCHOBY, TaKy Ik kapboHaT kanito, y
NMONAPHOMY  anpOTOHHOMY  PO34YMHHUMKY, Takomy Kk N,N-aumetundopmamia (OMP) abo
5  gumetuncynbdokeng (OMCO), moxe 6yTu 3giicHeHa B Takum cnocid (Bouchet et al., Tetrahedron
1979, 35, 1331):
CN CHO

DIBAL
X K ,CO, @
,D,MCO CH .Cl,
adp IMP } f

LWnax C: Cnigytoun cnocoby, Bnepwie onncaHomy Porretta et al. (Farmaco, Edizione Scientifica
1985, 40, 404), N-peHauunaHiniH obpobnsanu TiouiaHaTtom kanito B kucrnomy cepegosuwi (HCI) i
10  opepXaHUWM 2-MepKanTo iMigason NoTiM NnepeTBopioBany B AeCynb(oBaHUiA diapun iMigason Lsxom
00pOo6BKM a30THOK KUCIOTOO B OLTOBIN KACTIOTI.
CN CHO
CN

o KSCN, HCl 1. HNO,, AcOH
HN NN T “N
N2

N-{ 2. DIBAL, CH,CI,
@ SH % 5

Wnax D. N-apunyBaHHs 4-6pomiMigasony B ymMoOBax MIKPOXBUIbOBOrO OMPOMIHEHHS (wnsx A,

ctagis  2) pasanu  nNpoMikHY cnonyky 1-apun-4-6pomimigason, WO nepeTBopioBanu B

15 TPMaAPUINPOMIXKHI CNOMNYKN LWMASIXOM OBpOOKM apunbopHUMM KMCIIOTaMM B KaTanizoBaHUX nanagiem
yMoOBaXx.

—_—

8-rinpokeuxinonin {10%)

N
A [~
' NN cul (10%), Cs,CO, N B
C — S
CF.O Br SEES
a

3 AM®-H,0 (10:1)
130°C, 4 rox MiKpOXBHITLOBC
onpominenns, 150°C, 30 xa.
Nuxnopbic(tpudenindochin)mananin (1)

abo o N/-_ N
+ Ar-B(OR), Tc‘rpalc}{c(rpmbcﬂimbncdlia) CF,0 F Ar

NaHCO,a60K,CO,
DME/H,O(1:1) abo niokcan

Mikpoxeunsoge onpominenns, 100-190°C, 20-30 xs.

20 Cronykn, pe ‘Het' saBnsie cobot 1,4-gu3amiweHun 1,2,3-Tpuason, MoXyTb OyTM opepxaHi
BignosigHo oo HacTynHoi cxemu (Feldman et al. Org Lett. 2004, 6, 3897):

1. NaN, CuSO,
Na,SO, L-nponin

Hmpm atierar o
\_Q' A CHO
[MCO, 65°C, 24 4 NN
N=N
2. DIBAL, CH,Cl,
Cnonykn, pe ‘Het' sBnsie cobotwo 3,5-ausamiwieHuin 1,2,4-Tpuason, MOXyTb OyTM ogepXkaHi

BignoBigHO oo HacTynHoi cxemu (Yeung et al. Tetrahedron Lett. 2005, 46, 3429):
1. K,CO,

N—N

X /
e 3O, . YL
150°C 30xr 2 CHO

MIKDO\BHJILOBC ONDOMIHEHHA

25 2. DIBAL, CH,CI,

12
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Cnonyku, ge ‘Het’ siBnsie coboto 1,3-gusamiweHnn 1,2,4-tpnasoniH-5-oH, MOXyTb ByTn ogepxaHi

BignoBigHoO Ao HacTynHoi cxemu (Pirrung and Tepper J. Org. Chem. 1995, 60, 2461 and Lyga Synth
Commun. 1986, 16, 163). (DPPA saBnsie coboto anderindocdopunasng.)

e Ry
90°C, 5 ron

K.T., 12 rogq
0
1. Et,N, DPPA }_N
Ok
o r
@ PhCH 100°C, 1 rea cHO
2. DIBAL, CH,CI,
5

Cnonykn, goe 'Het' saBnsae coboto 1,3-giapun nipasoniH, MOXyTb OyTW ogepkaHi BigMOBIAHO OO0
HacTynHoi cxemn. MoHorigpas3oH anbaeringy TepedtaneBoi kucrnotu obpobnsanm NCS y i30-PrOH i
OAEpPXaHUM MNPOMDKHMIA Xnoprigpa3oH npssMo 006pobnsnM OCHOBOK | 3aMilleHuM onediHom 3
ofepXaHHAM MipasoniHy:

i-PrOH
NN %1, 1108 e é—QCHO nes
one—{_)-cro- mi N —
00Fy 80°C, 1 oy

CF,0

a

,}—@-CHO ELN
N-N + H\%R, e
Q i-PrOH

80°C, 1 roj CF,O
CF,0

CHO

10

Cnonyku, ge 'Het' siBnsie coboto 3,5-ansamillennin isokcason, MOXyTb OyTW ogepikaHi BianoBigHO
00 HaCTYMHOI CXemu:

e P — N-OH ——=
MeOH NC—@—/ o
709, 340y 12rop

1. Et,N, CH.CI, O
N‘OH % 3 a¥2
Br

KIMH. Temnep., 2 roa

R 2. DIBAL, CH,CI,

Cnonyku, ge 'Het' asnse coboto 1,3-gusamilieHnn nipason, MoxyTb OyTW ogepxaHi BignosigHO 4O
HacTynHoi cxemun. KoHaeHcauito nipa3ony 3 raforeHOBaHUMU  apoMaTUYHUMKU - NOXIOHUMMU
3[iCHIOBaNM, BUKOPMUCTOBYHOYN YMOBU MIKPOXBUIBbOBOIrO OMPOMIHEHHs, onucaHi Liu et al., wnax A,
ctagia 2, sule. (DMA siBnsie coboto ummemnau,eTanb)

5 Me,N N o
H,NNH, X H,O \N’
D.MO -DMA
EtOH
CN CN

1109C, rog N80 °C, 30Ky

15

=
[I, Br] 1 Cs,CO, R N,
. \©\ Gul, 8-TIAPOKCHXIHOMH N
+
R AMO/H,0 _—
150-190 °C, 30 XB
MIKDOXBUHITBOBE ONDOMIHEHHA

2 DIBAL, CH,CI,

Cnonykn, ge ‘Het' saBnsie coboro 2,4-gu3amilieHnint Tpuasosn, ogepXyBanu KOHOEHCYBaHHSM

Tioamigy 3 oO-ranoreHaueTodeHOHOM Yy MPOTOHHOMY PO3YMHHMKY, TakoMy sK eTaHon (Hanmpuknag,
20 Potts and Marshall J. Org. Chem. 1976, 41, 129).

13
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o S
\)1\@\ 1. EtOH, Rt A— |
[S Br N
A DIEAL.
+ 2. DIBAL, CH,CI
Ar N CN 2~'2 CHO

Cnonyku, ge ‘Het’ asnsie coboto 1,4-gu3amiweHun 1,2,4-tpuasoniH-5-oH, ogepXyBanu BignoBigHo
0o HactynHoi cxemu (Henbach DE 2724819 A1, 1978, 3 He3HayHUM MoaudiKyBaHHAM Yy OBOX

cragisax):
N 1. NaNO,, kony, HCI, 68 °C @,N~N EtN,, eyt TT®, 50 °C
L T 0 -
2. NaOAc, H,0/CH,OH, 6-8 C ¢ o~ ON

X 0w ON
o O
A
» Cl '
N N
N’ N o/ ‘»o
EtN,, PhCH,, 25 °C =
N 3 3 NN
QL [y
TpudocreH
X NO, X 0

1. NaOH, H,0/CH,OH,

N=\
KUN'ATIHHA 3i 3BOPOTHUM XONOAUNLHNUKOM N N
D aa e
2. PhCH,, X o]

KUN'ATIHHA 3i 3BOPOTHUM XONOAUNBHUKOM

Cronykn, ge ‘Het' gaBnsie cobGoto 2,4-ansamilleHnii OKCO30riH, ogepXyBanu BMXOAAYM 3 a-
OpomalieTodeHoHy BignoBiaHO Ao HacTynHoi cxemu (Periasamy et al. CuHtes 2003, 1965 and Liu et
10 al. J. Am. Chem. Soc. 2007, 129, 5834).

o NaOAc MeONH.CI N
/@/k/a Teal /@/K/ NaOAc /@/K/Om/
T EOH o
DCE X

X 80 °C, aron”" 80 °C, 3 roa

NaBH, | TI®
F,CCOOH 0-65 °C, 12 ron
EL,N, PS-PPh,
AcCN, CCl, N
1\‘,@\ Kimn. Temn , 241011 0
Y X
Cl
O

Cronykn, pe ‘Het sBnse coborw 2,5-ansamilieHnii OKCO30MiH, odepXyBanu BigMNoOBIGHO [0
15  HactynHoi cxemu (Favretto et al. Tetrahedron Lett. 2002, 43, 2581 and Liu et al. J. Am. Chem. Soc.
2007, 129, 5834):

14
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o}
(CHy),S1 HNOH, H,0 NH,
o s O©
MIKPOXBH/TROBE
ONpOMIHEHHA
X X

AMCO, TTe ¥ 1000(_';'30;\3

0°C-Kimu. remn, 2 rox
Y
Et,N, PS-PPh,
AcCN, CCl, G
Kimu remi, 24 roa

Cnonykn, pe ‘Het gBnsie coboto 1,4-gM3amilleHnin ninepasuH, ogep)KyBanu BignoBiAHO A0
HacTynHoi cxemun (Evans et al. Tetrahedron Lett. 1998, 39, 2937):

Cu(OAc),
nipuawH
DCE
m 80“0.3rup, ﬁ
=[C\N] Y =[cN —/
(HO).B

Cnonykn, pe ‘Het sBnse coboto 1,3-gusamiwieHnin nipasoniH, ogep)XyBanu OOAaBaHHSAM
apunrigpasvHy o B-gumMeTtunamMiHonponiogeHoHy, SIKk MOKa3aHO Ha HACTYMHIN cxeMi, Wo onucaHa B
poboTax Linton et al. Tetrahedron Lett. 2007, 48, 1993, i Wheatley et al. J. Am. Chem. Soc. 1954, 76,
4490. MNpw pgopaBaHHi O Mipa3oniHy MiHIManbHOro Mo KiNbKoCTi Oic-g4ogaBaHHA NpMBOAUTL 40

10 BigMOBIigHOrO  AMMeTunamiHomeTun nipasoniHy. Li  npogyktm  MoxyTb  ©OyTM  po3sgineHi

XpomatorpacdiyHo.
0
O (CHy),NH.HCI
HCOH /@)\/\NMG O)\(\NM%
O.N AGOH EN NM62

% 110°C, 2 roa

X
Et.N EtOH
a3
CIHN. 80°C, 2 rog
N
O,N N /@/X
ON X 7N
2 \O\(L /O/ +
7N
Me,N

15 Cnonykn, e ‘Het' sBnsie cobow 3,5-gmsamiwieHnn 1,2,4-TpuasviH, ofepXxyBanu BignosigHO Ao
HacTynHoi cxemu (Reid et al. Bioorg. Med. Chem. Lett. 2008, 18, 2455 and Saraswathi and Srinivasan
Tetrahedron Lett. 1971, 2315):

EtOH il
80°C, 1 roa /@)\/N\N
J:lluxcaH H O Y
100°C, 12 roa X v
~N
EtOH

s} H.NOAc | goeC, 1 ron

20

15
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Cnonykn, ge 'Het' sBnsie cobow 2-keToninepasvH abo 2,5-gukeTtoninepasviH, oaepXyBanum §K
OMUCaHO Ha HacTynHik cxemi. HiTpodeHinoBui cknagHunm ecpip rniunHy mMoxe 6yTn aumnoBaHun,
BUKOPUCTOBYIOUYM XMopaueTunxnopua, i npomikHun N-xnopaueTunoBaHU CKNagHUn edip rnibuHy
npu obpobui aHiniHOM nigaaeTbCs 3aMiHi | 3aMMKaHHIO Kinbus nNpy Temnepatypi Big 120 go 180°C 3
YTBOPEHHSAM OuKeTomninepasvHy. AnbTepHaTMBHO, MOHOKETO Hacu4yeHi abo HeHacuyeHi ninepasvHu
MOXYTb OYTM ofiep>KaHi 3 NPOMIXKHOIo aueTanto, HKYe, raponizoM i 3aMUKaHHAM KinbLS.

N
H(OMe), /©/ CH(OMe
Meoc—/\©\ - CFO@ ),J\©\

AN N

N —\
MeO,C~/ \©\NOZ cao@ Nz / NC:
/ o
Cl

B SRS e S e S v

150 °C

OOEP>XAHHA OKCUMIIHKEPHNX CIMONYK
OKcuMNiHKepHi cnonykn MoxyTb ByTv ogepxaHi Buxodsuwm 3 BiONOBIAHUX apwunanbgerigis abo
KETOHIB LUMSAXOM B3aEMOAii 3 BiONOBIAHUM 2-TiAPOKCUNAMIHOLYKPOM B OPraHiYyHOMY PO3YMHHMKY,
Takomy ik MeOH abo EtOH, npu temnepatypi mix 0 i 100°C.
;o
SO GRS
PN
cHo  HN-o"™07 ™, RN, /(j’
R o7 o7,
EtOH
OOEP>XAHHA (TIO)KAPBAMATINIHKEPHNX CMNONYK
KapbamaTt- abo TiokapbamaTniHKepHi CNonykn MoXyTb OyTv ogepaHi BMXOAsYM 3 BianoBigHMX
apuvnamiHiB LUNSXOM nepeTBOpeHHs abo B i3ouiaHaT, i3oTiouiaHaTt, abo B n-HiTpodeHinkapbamart, 3
HacTynHoto obpobkoto BignosigHum cnuptom (ROH) i opraHiyHO abo HeopraHiyHOK OCHOBOK B
npuaaTHOMY PO34MHHUKY, TakoMmy ik TeTparigpodypaH (TT®), npu Temnepatypi mixk 0 i 100°C.
AnbTepHaTUBHO, MPOMIXXHUI i3oUiaHaT Moxe ByTn ogepxaHui BMXOA4AYM 3 KAapOOHOBOI KUCHOTH
lwnsaxoM obpobku mkepernoM asupy, Takmm sk gudpenindocdopunasug (DPPA). Aumnasmg notim
Moxe OyTu nigaaHunm neperpynyBaHHio KypTiyca wnsxom HarpiBaHHs go 110°C y Ttonyoni, i
ofepXaHul i3ouiaHaT obOpobnAnM BIONOBIOHMM LYKPOM, i OCHOBa, fIK OMMCaHO BMLle, AaBana
kapbamar.

X

1 . tBU TpukapGonar, dhocren Tpudocren
abo n-HutpodeHunxnopdopmuar
n-HiTpocperinxnopdopmiar

NG
-
N\
\/NO 2. OH- uykop EtSN a0 NaH X N
NH, a0 KOH. LY

abo pgiokcaH N=N

Q
Q 1. Ph,P(O)N,, N‘(O (:) O
N- N Tonyon, 110 °C H 5 N
& i 5 0
N 2. OH- uykor  Et;N a0 { \

CO,H

NaH a6o KOH,

Tr® abo niokcan

16
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Y uux peakuisx, a-koHgirypauia B C1 rpynM pamHO3uM 3BMYANHO nNpuTamaHHa OCHOBHOMY
NPOAYKTY, XOo4a HeBemnuka KiNbKiCTb [B-aHOMepy TakoX YTBOpPHOETbCA. Lli ABa isomepn MoxyTb GyTu
po3aineHi 3a gonomMoroto xpoMatorpadii abo BOHM MOXYTb BUKOPUCTOBYBATUCA Y BUMMAAI CyMiLLi.

5 KapbamaTn MoxyTb OyTM TakOX ofep)kaHi Yepe3 HiTpodeHin kapboHaTh, sik NokasaHo Mi3Hille.
lMepeBaxHO  00pOGMATM  MipUMIOMHINGHINIH ~ CcnovaTKy  CUINIbHOK  OCHOBOK, TaKow K
rekcameTungucunasumg nitiw abo kanito (HMDS), a noTim HiTpodeHinkapboHatom. n-
HitpodeHinkapboHat mMoxe Oyt ogepXaHui LWASXOM  B3aeMogil  HaniBaueTtanto  Tpu-O-
METUNPaMHO3U 3 N-HITpodheHinxnopdopMiaTtoM y Cymilli nipuanH/giokcaH.

10
5§ ¢!
oA (0] >
U % 3 ozN—Q—ooom N7 Ar
HO” 07 ™, H,N
. 7/
MipHAUH | ©
JniokcaH G,N (= 00 O vy
Z .
e B
Wykop-“aT 0% ~o7 % Tornyon
N ] |
A o
Ar N

Q/
L
N/U\O 0" "
H

Tiokapbamat noxigHi MOXyTb ByTn opepxaHi BMXO4s4YM 3 S-ankin pamHO3M, WO BUXOAUTb 3

pamHo3unnipaHo3nay LWnsaxom obpobkn peareHTom JlaBeccoHa (Lawesson) (Bernardes et al. Angew.

15 Chem. Int. Ed. 2006, 45, 4007). O6pobka rniko3unTiony isouiaHaTtom abo n-HiTpodeHinkapbamaTom i
OpraHiYHOK OCHOBOIO, TAKOK SK TpMEeTUNamiH, aae Tiokapbamar.

X -N
1. TpucbocreH
N \N 2. L-uykop ELN, TT® N g Q/ o
\\/N\Q\ H\‘g =
. g
-~ peareHT
o O~. lNaeeccoHa O/ Ar, 0 o~
F > z \O\ N > O—
Ho@ aocan 80°C Lo arNcO N~ 5
o _— —_— S
o~ QO Oo
E B \ O / \
20 OLOEP>XAHHA MNOPOKCAMATNIHKEPHUX CMONYK

Ecbipn rigpokcamoBOi KUCHOTWU - FiHKEPHI CMOMyKU MOXyTb OyTu ogepxaHi wnsxom obpobku
XropaHrigpuay KUCnoTu rigpoKCMnamiHOM i OpraHiyHOK OCHOBOID, TAKOK SIK TPUETUNaMiH:

O/
D o—
COH 1.s00Cl, —
o] ,O‘-(}—O
s Qo Nooo—
o : :
oo
) R
HZN‘O Qo

17
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OpepxaHHA cnonyk B ob6caA3i goMaraHb OaHOro BuMHaxody Moxe OyTu 3AiNCHEeHe CUHTEe30M
Bi4NOBIOHOINO MPOMDKHOrO Tpuapuny, WO MICTUTb KUCMOTHY, anbAerigHy, KeTOHHY abo amiHHO
dyHKUiOHaNbHY rpyny Ansa npueaHaHHa 4o NPOMKHOI nipaHo3u.

MPUKINAON

[aHi npvknagn HaBefeHi B iNOCTPATMBHUX LiNSX i He MOBMHHI po3rnsgaTtuca §K Taki, Wwo
oOMeXylTb BUWHaxig, ONWCaHMM y [aHOMy [OKYMEHTi, TiNbkM nNpeacTaBleHMMM BapiaHTamu
3[iNCHEHHS.

Mpuknag 1
OpepxaHHsa (3R,4R,5S,6S)-2,3,4,5-TeTpameTokcu-6-metTunTteTparigponipany (cnonyka E-1)
O/
/O@O\
\O o “w,

PosuwnH rigpaTy L-pamHosun (40 r, 0,22 monb) y 450 mn cyxoro aumeTtuncynbcokcugy nomiwianu B
ABONITPOBY 3-ropny KpyrnogoHHy konby i nepemillyBanu 3a JONOMOro MEXaHiyHOI Milarnku, y Len
yac opgHielo nopuieo gogasanu nopolwkonodioHn KOH (75 r, 1,34 monb). o UbOro posynHy
pogasanu nogmetaH (187 r, 1,32 monb) 3 Takow LWBMAKICTIO, W06 TemnepaTypa pO34YuHY
nigTpumyBanacsa Hwxde 30°C. [na nigTpMMaHHSa AaHoi TemnepaTypu nepioguyHo NiacTaBnanu i
3abupanu 6aHo cyxui nig-aueToH. llicna 3aBepleHHs gogasaHHsA (NPUOAN3HO 2 roguHW) PO34YWH
nepemiwysanu we 3 roauMHKu, NOTiM 3anuviiany CTOSTM MpU KIMHaTHIN TemnepaTtypi NPOTArOM HOMI.
Llen nposopuit po3ymH noTiM ekcTparyBanm 3a pgonomoroio 4x500 mn rekcaHy n ob'egHaHui
reKCaHOBUIN PO34YMH MPOMUBANM HACUYEHUM COSbOBUM PO3YMHOM, MOTIM BUCYLLUYBanu 1N ynaptosBanu
PO34MHHUK. Y Takumi cnocid ogepxyBann 44 1 (92%) poO34MHY CBITNOXOBTOraps4oro Komnbopy.
MeperoHka gasana 40 r 6e3bapsHoi onii, Temn. kuniHHA 150°C (0,5 mm pT. CT.).

Mpuknag 2

OpepxaHHga (3R,4R,5S,6S)-3,4,5-TpumeToKkcu-6-meTunTeTparigponipaH-2-ony (cnonyka E-2)

[ 97
HOY o ™

Po3umn 35,7 r (0,162 monb) E-1 y 300 M 2 H conaHoi KMCNOTU Harpisanu npu Temnepartypi 98°C
npoTAroM 5 roguH, NOTIM OXONOMKYBaNM 4O KIMHATHOI TeMnepaTypu N ekcTparysanu 3a 4ONOMOrow
yoTupbox 170-mininiTpoBmx nopuin amxnopmetaHy (DCM). O6'egHaHi ekcTpakTu Cywunu Hapg
cynbdaTtoM MarHito i 3HebapBnoBanM 3a [OMOMOro akTMBOBAHOrO BYrinndA. KoHueHTpyBaHHS
Aasano 24,7 r (74%) 3a3Ha4yeHOi B 3arofioBKy Cronyku y BUrMsAi cMonucToi onii. YacTuHy cuporo
npogykTy (960 Mr) niggasanu BakyyMHilA neperoHLi, BUKopuctoBytoum anapat Kyrenbpopa, 36upatoun
890 mr npu TemnepaTtypi 145-155°C (1-2 mm).

Mpuknag 3
OpepxaHHsa (3R,4R,5S,6S)-4-eToken-2,3,5-TpuMeTOKCK-6-MeTUnTETparigponipany (cnonyka E-3)
o —
| 9
NN
~ “,
o o ™

CipyaHy kucnoty (300 mn, 98%, 5,6 Monb) NOBINLHO AofaBanu A0 NepeMillyBaHOro posyuunHy 2,5
n MeTaHony B 4OTUMpuUNITpOBIA nocyauHi EpneHmenepa. [llicna Toro, $IK po34MH OXONOB [0
TemnepaTypu HaBKONMULWIHLOIO cepeposuula, gopasanu 3’-OEt cniHocuH J/L (350 r, 0,47 monb,
ofepxaHun, sik onucaHo B AokymeHTi DeAmicis et al.,, U.S. Patent 6001981, 1999), i ogepxaHun
pPO34MH HarpiBanu npu TemnepaTtypi KWMiHHA 3i 3BOPOTHUM XOMOAMITbHUKOM NPOTAroM 6 rofuH.
OxonoaXeHnn po3yYnH MepeHoCUnM B YOTUMPUMITPOBY po3aintoBanbHy MKy W ekcTparyBanu 3a
gonomoroto 3x1 n rekcaHy. O6'egHaHMI OpPraHiyHWIA PO3YMH CYLUMMW | KOHLIEHTPYBanu y BakyyMi,
noTiM neperaHanu, BukopucToBytoun anapaT Kyrenbpopa. Y Takui cnocib ogepxysanu 65 r (60%)
©e36apeHoi onii, Temn. kuniHHA 165°C (npy 10 mTopp).

Mpuknag 4

OpepxaHHs (2R,3R,4R,5S,6S)-2,3,5-TpMMeTOKCU-6-MeTuUn-4-nponokcuTeTparigponipany (cnonyka
E-5)
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X
~ O O ‘0,

Crapis 1. (2R,3R,4R,5R,6S)-2-meToKCn-6-MeTUN-4-nponokcuTeTparigponipax-3,5-aion.
Bunnueatoun 3 cnocoby, onucaHoro B poboti Aoyama et al. (Tetrahedron Lett. 1997, 38, 5001) ans
ofepxaHHa 3,4-6opoHaTHoro cknagHoro edipy Metun  a-L-gykonipaHosuay, metun  a-L-
pamHonipaHo3na nepeTsoptoBanu B 2,3-6opoHaTHun cknagHun edip. Cupuin cknagHui edip (10,0 r,
37,7 mmorb) posunHanu B 150 mn tonyony n obpobnsanu nognponaHom (8,0 r, 47 MMOrb), OKCMAOM
cpibna (21,8 r, 94,3 mmonb) i TpuetunamiHom (4,47 r, 47,1 mMmonb). Po3uuH HarpiBanu p[o
TemnepaTypu 100°C i 3anuwanu nepemiwyBaTmucs NpoTArom Hodi (16 rogun). Micna oXonomKeHHs i
GinbTpyBaHHA PO34YMH KOHLIEHTPYBanM 4O CMOSMCTOI Ofil N ovnLianu 3a SOMOMOrol XxpomaTorpadoii
Ha cunikareni, entototoun rpagieHtoM cymiwi EtOAc-rekcaH 3 ogepXxaHHsaM 5,9 © yMcToro NnpoaykTy.

Cragis 2. MpoaykT 3i cTtagii 1 nigoaBanu MeTunyBaHHI, BukopuctoBytoun Me i KOH, B ymoBax,
onucaHux y npuknagi 1, 3 ogep>xaHHsm cnonykm E-4.

MpomixHi nipaHo3wn, npegcTtaBneHi B Tabnuui 1 (cnonykn E-1 4depes E-E-22), ogepxyBanu
crnocobamu, onncaHMMM paHille i NpointcTpoBaHUMK B npuknagax 1-4.

Mpuknag ogepXaHHA NPOMIKHOT 2-O-CyKUMHIMIAOIN NipaHO3M ONMCaHUIN HDKYeE.

Mpuknag 5

OpepxaHH4a 1-((2S,3R,4R,5S,6S)-3,4,5-TpMMeTOKCH-6-MeTUNTETParigponipaH-2-
inokcu)niponignH-2,5-gioHy (cnonyka E-23)

[do nepemiwyBaHoro posuuHy 2,3,4- TpMOMeTVIJ'ILpaMH03VI 6,5 r, 31,5 mmonb) i N-
rigpokcucykumnimigy (5,4 r, 47 wmmone) y 50 wmn 6Gensony pogaBanu 50 wmr (kat.) n-
TONYoNncynb@OHOBOI KUCMNOTWU. PO34YMH HarpiBanu npuv KUN'ATIHHI 3i 3BOPOTHUM XONOOUNBHUKOM i
BiaOupanu Bogy, BUKOpUCTOBYOUM Hacagky LiHa-Ctapka. Yepes 4 roavHM po34MH OXONOLKYyBamnu i
NOBEPXHEBUN TOMYONbHWA LWIAp BiAOKpeMNtoBanu Bif HEBENWKOI KiNbKOCTi HEPO3YMHHOI CMONW.
OpraHiyHni wap npommsanu 20 mn HacuyeHoro poduuHy NaHCOgz, notim cywwunun Hag MgSO, i
KOHLIEHTpYBanu 3 OAepXaHHAM TBepgoro npoaykty. [llepekpucTanisdauis i3 cymiwi edip-rekcaH
Aasana 4,95 r (52%) 3a3Ha4eHol B 3arofoBKy CMOMyKW y BUrMsAA4i TBEPOOro NpoayKTy He 30BCiM Binoro
KOnbopy.

Mpuknapg 6

OpepxaHHs 1-((2S,3R,4R,5S,6S)-5-rigpokcu-3,4-0MMEeTOKCU-6-MeTUnTETParigponipaH-2-
inokcu)niponiaunH-2,5-gioHy (cnonyka E-24)

97
N\o e} ""/

Po3unH (2R,3R,4R,5S,6S)-5-6eH3nnokcu-3,4-gumeTokcn-6-metuntetparigponipan-2-ony (10,5 r,
26,6 Mmonb, ogepXaHunm, sk onucaHo B poboTi Wu et al. Carbohydr. Res. 1998, 306, 493), N-
rigpokcucykumniMigy (5,0 r, 50 mmonb) i TsOH (250 wmr, kat.) y 100 mn 6eH3ony HarpiBanu npwu
TemnepaTypi KUMiHHA 3i 3BOPOTHUM XOMOAUSTIbHMKOM MPOTAroM 24 roguH 3 BuAANeHHsAM BOAW,
BUKOopucTOBYtOuM Hacagky [iHa-Ctapka. KopuuHeBui posumH oxonomgxysanu, QinbTpyBanmu,
NpoOMMBany HaCU4YEeHNM po34nHOM BikapOoHaTy HaTpiIto | KOHUEeHTpyBanu. CMONUCTY onis ouyuLanu 3a
gornomoroto xpomarorpadii Ha cunikareni, entotooun cymiwwo 70:30 rekcaH:aueToH. Yuctuin O-
cykumHimig (7,5 r, 14,5 mmonb) notim nepeHocunu B 500 mn anapat [Mappa Ang rigpyBaHHS i
nebensunysanu, sukopuctoBytoum 0,95 r Pd(OH),/C y 75 mn EtOH. Po3suuH, wo obpobnanu npu
TMCKY 19 (byHT Ha KB. AWM BOAHEM MPOTAroM 24 roAuwH, NoTiM inbTpyBanu i KOHLEHTpyBanu,
OZlepXyloumn TBepAUN 3anuLlokK, Lo nepekpuctanizoyBsanu 3 EtOH 3 ogepxaHHsam 3,25 r TBepaoro
NpoAykTy 6inoro konLopy.

.||O
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MpomixHi O-cykuumHiMmigunnipaHo3n, npeactaeneHi B Tabnuui 2 (cnonykn E-23 uepes E-29),
ofepxyBanu cnocobamu, onMcaHMMm paHille i NPointCTpoBaHUMM B Npuknagax 5i 6.

Mpuknag ogepXxaHHA MPOMIKHOT 2-TiApoKCMnamiHonipaHO3n BUXOASIUYM 3 BigMnoBigHOT npoMixkHOT O-
CYKUMHIMIgoTnnipaHo3n onncaxui gani.

Mpuknag 7
OpepxaHHs 0-((2S,3R,4R,5S,6S)-3,4,5-TpMMeTOKCU-6-MeTUNATETParigponipaH-2-
in)rigpokcunaminy (cnonyka E-30)
o7
H.N.
270" o7

MoxigHe 2,3,4-Tpu-O-meTun-N-cykumHimignn pamHosn E-23 (0,50 r, 1,6 mmonb), oaepxaHe, K
onucaHo B npuknagi 5, posunHsann B 5 mn abcontotHoro EtOH i obpobnann Hagnvikom
rigpasuHrigpaty (0,4 r, 8 mmonb). Po3unH 3anvwany nepemiwyBaTucsa Npu KiMHaTHIM Temnepartypi
npotsirom 60 xB., Npy LbOMY YTBOpOBaBCcs 06'eMHUIA ocag Oinoro konbopy. Jogasanu we 5 mn EtOH
i po34YMH nepemiwyBanM MpuM KiMHATHIM TemnepaTypi MNPOTAroM Houi. Po3unH dinbTpyBanu i
KOHLUEHTpyBanu, NoTiM ouuLianu 3a gonomoroto xpomatorpadii (100% EtOAc) 3 ogepxaHHam E-30 y
BUIMAAI KpUCTaniyHoro TBepaoro npoaykTy.

MpomixHi nipaHo3u, npeacTtaeneHi B Tabnuui 3 (cnonykm E-30 yepes E-38), opepxysanu
cnocobamu, onMcaHMMM paHille i NpoiNiCTPoOBaHUMU B Npuknagi 7.

Mpuknagm 8-63 intoCTpyoTb OAepPKaHHS AOAATKOBUX PEYOBMH, LLO MOXYTb BYTU BUKOPUCTaHI Npu
Pi3HUX BapiaHTax 34iMCHEHHS JAHOrO BUHAXO0Ay.

Mpuknag 8

OpepxaHHs 4-[1-(4-TpudTopmeTokcudeHin)-1H-nipon-3-in]6eH3anbaerigy

CF.,0 CHO
N

Cragia 1. 1-(4-TpudTtopmeTtokcndeHin)-1H-nipon. Cnonyky ogepXyBanu siK ONMcaHO B poOOTi
Colotta et al. J. Med. Chem. 2006, 49, 6015. Po3unH 4-tpucptopmeTtokcudeHinamidy (500 mr, 2,82
mMonb, 1,00 ekB.) i 2,5-gietokcutetparigpodypary (452 wr, 2,82 mmonb, 1,00 ekB.) y KpwpkaHin
ouToBin kucnoti (20 mn) Harpianu npu Temnepatypi 90°C npotarom 1 roguvHu, NOTIM CyWwUnn Ha
cunikareni. 3anuWoK MOTIM NEepeBoAWNM B CYCMEH3II0 LWMAXOM KUM'ATIHHA  3i  3BOPOTHUM
XOMNOAWMBHUKOM Y reKkcaHi, inbTpyBanu rapsyum i KOHUEHTpyBanu Aocyxa, OAepxytoun 6axaHy
npoMixHy crnonyky (519 wmr, 81%).

Cragia 2. 3-6pom-1-(4-TpudTopmeTtokcudeHin)-1H-nipon. Cnonyky ogepxyBanu sik OnucaHo B
pob6orTi Bray et al. J. Org. Chem. 1990, 55, 6317. o po3uuHy 1-(4-TpucpTopmeTokcudeHin)-1H-nipony
(519 wr, 2,29 mmons, 1,00 ekB.) y TT'® (250 mn) npu Temnepatypi -78°C gogasanu 0,05M po3unHy N-
opomcykuuHimigy (408 wmr, 2,29 mmonb, 1,00 ek.) y TI'® npotarom 45 xB. MocyanHy nNOBiNbHO
HarpiBanu o KiMHaTHOI TeMnepaTypu, NOTIM KOHLLEHTPYBanu 3 ofepXXaHHsiM cuporo 6pomnipony , Wwo
nokasysaB 3a pgonomoroto GC/MS BmicT 6axaHoi npomikHOI cnonykn sk 55%. [MNpogykTt
BMKOPMCTOBYBANW B HACTYMHIN peakuii 6e3 4O4aTKOBOIO OYULLEHHS.

Cragia 3. 4-[1-(4-TpudTopmeTokcndeHin)-1H-nipon-3-injoeH3anegeria. CycneHsito cuporo 3-
opom-1-(4-TpucptopmeTokcudpenin)-1H-nipony (356  wmr, 1,26  wmmonb, 1,00 ekB.), 4-
dopmindeHinbopoHoBoi  kucnotm (283  wmr, 1,89 wmmonb, 1,50 ekB.), Auxnopugy
Oic(TpudperingocdiH)nanagito(ll) (27 mr, 0,04 mmons, 0,03 eks.), 2M Na,CO; (BogH.) (1,26 mn, 2,52
mMornb, 2,0 ekB.) i 1,4-pgiokcaHy (5 mn) HarpiBanu npu Temnepatypi 150°C y nocyauHi ans
MiKPOXBMITbOBOrO ONPOMiIHEHHS NpoTsarom 45 xB. OxonogXeHun po3ynH notim po3baenanu EtOAc (20
Mn), pinbTpyBanu Yepes Celite®, koHUEHTpyBanu gocyxa 1 ouullanu 3a SONOMOrow xpomatorpadgii
(2:2:1, rekcan:EtOAc:aueToH) 3 ogepxaHHsIM GaxkaHoi NpomikHOI cnonyku (79 mr, 21%).

Mpuknag 9

OpepxaHHs 4-[1-(4-TpudTopmeTokcudeHin)-4,5-gurigpo-1H- nipason-3-inj6ex3ansgerigy

cao@ J@CHO
N
N~ R

Cragia 1. 1-(4-TpudtopmeTokcudeHin)nipasonigMH-3-oH. Cnonyky opepXxyBanu K OnMcaHo B
po6oti Rees and Tsoi Chem. Commun. 2000, 415. CycneHnsito rigpoxnopugy (4-
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TpudTopmeTokcudeHin)rigpasuHy (300 mr, 1,32 mmonb, 1,00 ekB.), 3-xnopnponioHinxnopuay (167 wmr,
1,32 mmonb, 1,00 eks.) i PS-DIEA (1,30 r, 5,28 mmonsb, 4,00 ekB.) y TT® (20 mn) nepemiwyBanu npu
KiMHaTHI TemnepaTtypi npoTaroMm 12 roguH. PO34uH NoTiM binbTpyBanu, KOHLEHTPYBanu gocyxa w
ounwanM 3a gornomorok xpomartorpadii (2:2:1, rekcaH:EtOAc:aueToH) 3 opepxaHHsAM OGaxkaHoil
npomixHoi cnonyku (120 mr, 37%).

Cragia 2. 3-xnop-1-(4-TpudpTtopmeTokcudeHin)-4,5-gurigpo-1H-nipason. CkopucTtanucs
3aranbHMM crocobom, onncannm y poboti Wang et al. Tetrahedron Lett. 2005, 46, 2631. [1o po3uunHy
1-(4-TpudpTopmeTokcndeHin)nipasonianH-3-oHy (120 mr, 0,49 mmonb, 1,00 ekB.) y Tonyoni (20 mn)
noBinbHO gogasanu docdopunxnopug (22,5 mr, 1,47 mmons, 3,00 eks.). Cymiw noTiM HarpiBanu npwm
TemnepaTtypi 80°C npoTarom 1 roguHun, gani oxonogKyesanu A0 KiMHATHOI TemnepaTypu i racmnu 3a
gonomoroto H,O (10 mn). MocyamHy nepemiwysanu B atmocdepi N, npotarom 8 roavH, noTiMm
npoaykT ekcrtparysanu EtOAc (200 mn), cywunu (MgSO,) i KOHUEHTPYBanM Mpu 3HUXEHOMY TUCKY.
AHaniz GC/MS noka3syBaB 88%-He yTBOpeHHs HaxaHOl NPOMiIKHOI CNOMNyKW, sIKy BUKOPUCTOBYBaNu B
HaCTYNHUX peakuisx 6e3 4o4aTKOBOro OYMLLEHHS.

Cragia 3. 4-[1-(4-TpudptopmeTokcudeHin)-4,5-gurigpo-1H-nipason-3-in]oeHsanbgerig. CycneHsito
3-xnop-1-(4-tpudTopmeTokcudeHin)-4,5-gurigpo-1H-nipasony (114 wr, 0,43 mmonb, 1,00 eks.), 4-
dopmindgeHindbopoHoBoi  kucnotm (97 wmr, 0,65  mMmonb, 1,50 ekB.), Anxnopuay
bic(TpudeHnindgocdiH)nanagito(ll) (10 mr, 0,01 mmons, 0,03 eks.), 2M Na,CO; (BogH.) (0,43 mn, 0,86
mMonb, 2,0 ekB.) i 1,4-giokcaHy (5 mn) HarpiBanu npu Temnepatypi 150°C y nocyauHi ans
MiKPOXBMWITbOBOrO ONPOMIHEHHS MpoTsirom 45 xB. OXonomxeHun posduH notim posdasnsanm EtOAc (20
M), inbTpyBanu Yepes Celite®, KoHUEHTpYBanu 4ocyxa 1 ouynwanu 3a AONoMOro xpomartorpadii
(2:2:1, rekcaH:EtOAc:aueToH) 3 ogepxaHHAM BaxaHoi npomixHoi cnonyku (50 mr, 0,15 mmonk, 31%).

Mpuknag 10

OpepxaHHs 4-[1-(5-6pom-2-xnopdeHin)-1H-imigason-4-in]Jéex3ansaerigy

Br
CHO
NS
\=
cl N

Cragis 1. 4-[1-(5-bpom-2-xnopdeHin)-1H-imigason-4-in]6eH3oHiTpun. Crnonyky ogepXyBanu Sk
onncaHo B poborTi Liu et al. J. Org. Chem. 2005, 70, 10135. 4-(1H-imigason-4-in)6eH3oHiTpun (75 wr,
0,44 mmonb, ogepXaHun Buxoas4uM 3 4-(2-6pomaueTun)beH3OoHITpUny, BUKOPWUCTOBYHOYM CMOCIO,
onucanmn Lynch et al. J. Am. Chem. Soc. 1994, 116, 11030), 4-6pom-1-xnop-2-nogbeHson (169 wr,
0,532 mmone), Cs,CO3 (577 wr, 1,77 mmonb), Cu (3 mr, 0,013 mmone), 8-rigpokcuxiHoniH (2 mr, 0,013
mMonb) i AM®/H,O (2 mn posumHu 10:1) ob‘egHyBanu B 10 mMn MOCyAMHI Ans MiKPOXBWUIbOBOMO
onpomiHeHHs (CEM Microwave), 3abe3neyeHini MarHiTHoOK Millankoto, i nigaaBanyM MiKpOXBUNbEOBOMY
onpomiHeHHto npu Temnepatypi 150°C npotarom 30 xB. BMicT noTiMm pinbTpyBanu i KOHUEHTpyBanu
Aocyxa, OAepXKyl4dM NPOMKHY Cnonyky 5-6pom-2-xnopdeHin)-1H-imigason-4-in]6eH3oHiTpun (68 wr,
43%).

Cragia 2. 4-[1-(5-bpom-2-xnopdeHin)-1H-imigason-4-in]6ensansgeria. o cycneHsii HiTpuny (68
mr, 0,19 wmmone) y DCM (3 wmn) npum Temnepatypi -78°C nosinbHO pJogasanu rigpug
giisobyTnnantomidito (DIBAL) y Tonyoni (0,48 mn, 0,475 mmone). KpmxaHy 6aHio noTim 3abvpanu, i
TemnepaTypi gasanu nigHatuca go 0-10°C, i i1 nmigTpymyBanu npoTtarom 2 rogauH. BmicT 3HOBY
oxonomkyeanu po -78°C i nosinbHo nigkmucnanu (p=6) 3a gonomoroto 1H HCI (BogH.). Konby
HarpiBann [0 TemnepaTypyu HaBKOMULLHLOTO cCepefoBULLia MPOTAroM HOYi, NOTIM BMAansanu coni
anioMiHilo, WO 3anuwunucd, WnsaxoM @inbTpyBaHHsa. dinbTpat notim npomuBanu H,O (5 wmn),
HaCM4YEeHMM CONTbOBMM pPO3ynHOM (5 mn), cywunu (Mg,SO,) i KOHLEHTpyBanu SOCyXa, OOEPXYHUU
npoMixkHy crnonyky 1-(5-6pom-2-xnopdeHin)-1H-imigason-4-inj6ensansgeria (33 mr, 48%).

Mpuknag 11

OpepxaHHs 4-[5-(4-nponindeHin)izokcason-3-inj6eH3anbaerigy

Cragis 1. 4-(rigpokciimiHomeTun)beH3oHiTpun. Cnonyky ogepXxyBanu sik onucaHo B poboTi Biasotti
et al. Bioorg. Med. Chem. 2003, 11, 2247. CycneHsito 4-copmindeH3oHnitpuny (500 mr, 3,81 mmons,
1,00 eks.), rigpoxnopuay rigpokcunaminy (290 mr, 4,19 mmonsb, 1,10 ekB.) i auetaty HaTpito (1,56 T,
19,05 mmonb, 5,00 ekB.) y MeOH (50 mn) Harpianu npu TemnepaTtypi 70°C npoTtsirom 4 roguH, noTim
KOHLIEHTpYyBanu pgocyxa. 3anuwok noTim nepesogunu B cycneHsito B Et,O, dinbtpyBanu i
KOHLUEHTpyBanu 3 ogepXaHHAM 6axaHoi npomixHoi cnonyku (496 mr, 3,39 mmonb, 89%).

21



10

15

20

25

30

35

40

45

50

UA 105175 C2

Cragisa 2. 4-(gpokciimiHobpommeTun)beH3oHiTpun. Cnonyky ogepXyBanu sk onucaHo B poboTi
Tanaka et al. Bull. Chem. Soc. Jpn. 1984, 57, 2184. 0,05M po3uuH N-6pomcykumHimiay (724 wmr, 4,07
mmonb, 1,20 ekB.) y DCM popaBanm no kpannsx Ao oxonomkeHoro o 0°C posunHy 4-
(rigpokciimiHomeTun)beHsoHiTpuny (496 wmr, 3,39 mmonb, 1,00 ekB.) y DCM (50 mn). Po3suuH
HarpiBanu go KiMHaTHOI TemnepaTtypwu, NoTiM Y piBHUX obBcsrax po3noginany B ABi Pi3HUX peakuiiHuX

nocyauHu. KoxHy nocyauHy nOTiM KOHUEHTpyBanu, i cupi 3anuwkM BukopucToByBanu 6e3
A0[ATKOBOrO OUULLEHHS.
Cragia 3. 4-[5-(4-IMponindeHin)izokcason-3-in]J6eH3oHiTpu. Po3umH 4-

(rigpokciimiHobpommeTun)beHsoHiTpuny (381 mr, 1,70 mmonb), Tpuetnnamivy (0,71 mn, 5,10 mmons,
3,0 ekB.) i 1-eTuHin-4-nponinéexsony (1,23 r, 8,50 mmonb, 5,0 eks.) y Tonyoni (20 mn) Harpisanu npu
Temnepatypi 100°C npotarom 1 rogmHu, NOTIM KOHLEHTPYBanuM AOCyxXa W ouullanu 3a A0NOMOrow
3BMYanHOI pa3oBOi xpomaTtorpadii 3 ogepaHHsaM OGaxxaHoi npomixHoi cnonykn (108 wmr, 22%).
BigHoBneHHs HiTpuny pJo BignosigHoOro anbferigy 3A4ivcHBanu BignoBigHO [0 cnocoby, LwWo
BukopuctoBye DIBAL, onvcaHoro paHilue.

Mpuknag 12

OpepxaHHsa 4-{1-[4-(1-rigpokcunponin)deHin]-1H-nipason-3-in}6eH3anbaerigy

V.
H/QA/L/NB\Q\\O

0

Cragisa 1. 3-(4-UiaHodeHin)nipason. Y kpyrnogoHHy konby, 3abe3nevyeHy MexaHiuHOK MilLankoto i
3BOPOTHMM XONOAWMbHWKOM, AoAaBanu M-uiaHoaueTodeHoH (5 r, 34,44 mmonb) i gumeTunaueTans
anvetundopmamigy (40 mn). Cymiw nepemiwysanv npu KUN'ATiHHI 3i 3BOPOTHUM XONOANMBbHUKOM
NpoTAroM 5 roavH, MOTIM KOHUEHTPYBanu npu 3HWKEHOMY TUCKY, WO AasBano CUpUMN MPOMIKHWIA
ANMeTUNamMiHoOaKpUNOiNbGeH3oHITpMUN. 3anuwok noTiM cycrneHayBanuM B MiHimanbHoMmy ob‘emi EtOH
(~20 mn), pogasanu MoHorigpar rigpasuHy (1,67 mn, 34,4 mmonb) i HarpiBanu npu TemnepaTypi 80°C
npotaroM 30 XB., NOTIM KOHLEHTPYBanu 3 ogepXXaHHaM cuporo 3-(4-uiaHodeHin)nipasony (5,59 r, 33
MMOTIb, 96%), CTYMNiHb YACTOTK AKOro Byna AOCTaTHA AN BUKOPUCTAHHS B HACTYMHIN peakuii.

Cragia 2. 4-[1-(4-MponioHindeHin)-1H-nipa3on-3-in]6eH3oHiTpun. 4-(1H-nipason-3-
in)6eH3oHiTpun (100 mr, 0,591 mmonb), 1-(4-6pomdeHin)-nponax-1-oH (126 mr, 0,591 mmorb),
Cs,CO;3 (770 wmr, 2,364 mmonb), Cu (4 wr, 0,018 mmonb), 8-rigpokcuxiHoniH (3 mr, 0,018 mmonb) i
OM®/H,0 (2 mn 10:1 po3uunH) o6’egHyBanun B 10 MN NOCYAMHI ANA MIKPOXBUITLOBOrO OMPOMIHEHHS
(CEM Microwave), 3abe3neyeHin MarHiTHOK Miluankoto, i nigaasany MikpOXBUITbOBOMY ONPOMIHEHHIO
npu temnepatypi 150°C npotsarom 30 xB. BmicT noTiM dinbTpyBanu i KoHUeHTpyBanu [Aocyxa,
opepxytoumn Hitpun (158 mr, 0,508 mmonb, 86%). BigHoBRNeHHs HiTpuny Ao BignosigHOro anbAerigy
3[iMicHIoOBany BignoeigHo o cnocoby, wo sukopuctosye DIBAL, onncaHoro paHiwe.

Mpuknag 13

OpepxaHHa pgieTunosoro edipy 5-(4-copmindeHin)-2-(4-TpudTopmeTokcndeHin)-3,4-aurigpo-
2H-nipason-3,4-aukapboHOBOI KUCNOTH

N
NT

~° o™
o O

Cragia 1. OpepxaHHs 4-[(4-TpudTopmeTokcndeHin)rigpasoHomeTun]oeHsanbaerigy. Cnonyky
ofepxyBanu €k onucaHo B poboTi Paulvannan et al. Tetrahedron. 2000, 56, 8071. [o
nepemilwyBaHoro po3uynHy 6eHson-1,4-gukapbanbaerigy (1,50 r, 11,2 mmonb, 1,0 ekB.) y i30-PrOH
(250 mn) popgasanu rigpoxnopug 4-tTpudTopmMeToken)deHinrigpasuHy (2,55 r, 11,2 mmons, 1,0 eks.)
Bp03api6 npotarom 5 xB. Po3unH nepemiwyBany npu KiMHaTHI TemnepaTtypi NpoTsrom 1 roavHu,
noTiM  KOHUEHTpyBanuM Jocyxa W ouvwanu 3a  [AOornoMorow  xpomarorpadii - (2:2:1,
rekcaH:EtOAc:aLeToH) 3 ogep>xaHHAM NPOMiKHOT cnonyku (2,48 r, 72%).

Crapgis 2. CwuHTe3 xnoprigpa3oHy. [NpoMikHy cnonyky ofepXyBanu siK OMUcaHo B pPobOTi
Lokanatha Rai and Hassner Synth. Commun. 1989, 19, 2799. PosunH 4-[(4-
TpudTOopMmeTOoKCcndbeHin)rigpasoHomeTun]oeHsanbaeriny (2,48 r, 8,05 mmonb, 1,00 ekB.) i N-
xnopcykuuHimigy (1,61 r, 12,08 mmonb, 1,5 ekB.) y i30-PrOH (100 mn) HarpiBanu npu Temneparypi
80°C npotarom 1 rogmHu. Po34mH noTiM oxonomxyBanwu, i B piBHUX obcarax po3noginsanu B WiCTb
Pi3HUX peakUinHNX NOCYAMH Tak, Wob koxHa mictuna 1,34 MMosnb NPOMIKHOT CNOSTYKMN.

Crapia 3. CwuHTes nipasoniHy. Cnonyksm ofepxyBanu BignoBigHO [0 cnocoby, onucaHoro
Paulvannan et al. Tetrahedron 2000, 56, 8071. Y koXHy peakuinHy nocyauHy gogasanu Tpuetunami
(0,56 mn, 4,02 mmonsb, 3,00 eks.) i BignosigHmMn akpunat (6,70 mmorb, 5,00 eks.). MocyanHu noTim
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HarpiBann npu Temnepatypi 70°C npotarom 90 XB, MOTIM KOHLIEHTpyBanu Aocyxa N ouuwlanu 3a
ponomoroto xpomaTtorpadii (2:2:1, rekcaH:EtOAc:aueToH). BigHOBReHHA HiTpunis go BignosigHUX
anbgerigiB 3aincHioBanm BignoBigHo Ao cnocoby, wo BukopuctoBye DIBAL, onncaHoro paHiwe.
Mpuknag 14
OpepxaHHs 4-{1-[4-(2,2,2-TpudTopeTokcu)deHin]-1H-imigazon-4-in}6eHsanbgerigy

/:N
Isnar)
F CHGC
F?/\O

4-(2-bpomaueTun)bensoHiTpun (58 mr, 0,21 mmons) i 4-(2,2,2-TpudpTopetokeun)dpeHinamin (50 mr,
0,21 mmonb) ob‘egHyBanu B 100 mn nocyavHi EpneHmeniepa, 3abesneyeHii MarHiTHOIO MilLarKolo.
Bmict posunHanu B 1 mn EtOH i nepemiwyBanu npu kKiMHaTHIA TemnepaTtypi npotarom 2 roguH. Cupui
NPOMIKHWI NPOAYKT noTim nepeHocunu B 100 MininitpoBy KpyrnogoHHy konby, wo mictute KSCN (21
mr, 0,21 mmonb) i koHueHTpoBaHy HCI (18 mkn, 0,21 mmonb). lMocyanHy Harpisanu npu Temneparypi
80°C npotdarom 1 roguHu, noTiMm ii BMicT BunmBanuM B 5 mn posunHy 1:1 H,O/NH,OH. PoauuH
3anuann CToaTn NPOTAromM 24 rofuH, i NOTiM TBEPANUA NPOAYKT inbTpyBanu i npommeanu edipom 3
ofepXaHHAM npoMikHoro imigasontiony (32 wmr, 0,086 wmmonb, 33%). [MoTim g0 cycneHasii
iMmigasonTiony B 2 Mn oUTOBOI KACNOTW gogaBanu no kpannsix npotarom 10 xB. BogHuiA po3yunH HNO;
(1,35 mn, 0,387 mmonb) i KNO;3 (1 mr, 0,003 mmonsb). lMicns nepemiwyBaHHSA NPOTSAromM 2 rogvH npu
KiIMHaTHI TemnepaTtypi, pO34vH BUNMBanu Ha noapibHeHwWn nig i HeWTpanidysanu (p=7) 3a 4ONOMOroI0
0,71 NaOH (BogH.). lMpOMiXHUIA HITPWMA BUGINANW LWASXOM BaKyymHOI dinbTpauii i cywwunn y
BakyyMHii nedi npu 45°C npotsarom 12 roguH (23 wmr, 78%), 1.nn. 179°C. BigHoBNeHHs [o
BigNOBigHOro anbaerigy 3aivicHoBanu, BukopuctoBytoun DIBAL, B ymMoOBax, onncaHux BuLLE.

Mpuknag 15

OpepxaHHs 4-[1-(4-nponindeHrin)-1H-imigazon-4-in]6eH3anbaerigy

\/\©\ CHO
N/\§/©/
\=N

4-MMponinaHinin (2,70 r, 20 mmonb) AogaBany No Kpannsax 4o po3duHy 4-uiaHodeHaunndpomigy
(2,20 r, 10 mmonb) y 5 mn OM®. Len posuuH notim gogasanu go 20 mn rapsyoro (180°C)
dopmaMigHOro po3vmMHy NPoOTAroM 5 xB., i Lier PO34nH 3anuany nepeMiysaTucs npu Temneparypi
180°C npotsarom 2 rogmH. OxonogXeHun po3yvmH noTiMm Bunmeanu Ha 100 M nboay 1 ekcTparysanm
3a gonomorot 2x75 mn edipy. licna BuCylWYyBaHHA i KOHUEHTPYBaHHSA ogepaHy TeMHy onis
ouvwanu 3a gonomoroto xpomaTtorpadii (3:1:2 rekcaH:EtOAc:DCM). Mepwwmii npoaykt (510 mr) 6ys
ineHTndikoBaHn sk 4-(5-nponin-1H-ingon-3-in)6eH3oHiTpun, 1.nn. 140°C. Opyra dpakuia (275 wr)
Oyna igneHTndikoBaHa sk 6axaHun imigason. 'H amp (400 Ml'u, CDCl3) & 7,95 (g, J=6 'y, 2H), 7,90
(c, 1H), 7,70 (8, J=6 I'u, 2H), 7,68 (c, 1H), 7,38 (g, J=4 I'u, 2H), 7,31 (8, J=4 'y, 2H), 2,69 (T, J=8,9
My, 2H), 1,68 (r, 2H), 0,98 (1, J=7,5 'y, 3H); T.nn. 133°C; ESIMS 288,1 (M+H).

BioHoBneHHsa [o BignosigHoro anbAerigy 3gincHioBanu, sBukopuctoBytoun DIBAL, B ymoBax,
onucaHux suwe. ‘H AMP (300 MrI'y, CDCIs) 6 10,02 (¢, 1H), 8,03 (g, J=6 I'u, 2H), 7,92 (g, J=6 I'u,
2H), 7,90 (c, 1H), 7,72 (c, 1H), 7,38 (g, J=4 Tu, 2H), 7,31 (g, J=4 'y, 2H), 2,69 (T, J=8,9 'y, 2H), 1,68
(r, 2H), 0,98 (1, J=7,5 'y, 3H); ESIMS 291,1 (M+H); T.nn. 97°C.

Mpuknag 16

OpepxaHHs 4-[1-(4-TpudTopmeTokcudeHin)-1H-imigason-4-in]6eHsanbaerigy

/=N
N
CFSOO =
CHO

4-TpudptopmeTokcianiniv (2,20 r, 12,4 mmonb) gogaBanyv MO Kpannsx [0 PO3YMHy 4-
uiaHogeHauunbpomigy (1,50 r, 6,7 mmone) y 5 mn OM®. Llen po3umH notim gopgaeanu go 20 mn
rapsidoro (180°C) dhopmaMigHOro po3vmHy NpoTsArom 5 xB. i Ler po3ynH 3anvwany nepemiwysartmcs
npu TemnepaTtypi 180°C npoTtdrom 2 roguH. OXonogXeHun po3ymH noTiM Bunmeanu Ha 100 mn nboay
N ekcTparyBanu 3a gonomorot 2x75 mn edipy. lNicna BUcywyBaHHA i KOHUEHTPYBaHHSA, OAep>KaHuin
HaniBTBepaun npoaykT kpuctanisysanu 3 MeOH/H,O. [pyra nepekpucranisauis i3 cymiwi MeOH/H,O
[03BOrnsana BMaanuTy cnigu aomiku dopmaninigy, i gasana 200 mr ymuctoro npoaykty, T.nn. 155°C.
Anan. obuncn. ans C1;H.oF3N3O: C, 62,01; H, 3,06; N, 12,76. 3HangeHo: C. 61,53; H, 3,13; N, 12,55.
BigoHoBneHHsa Ao BignoBsigHoOro anbAerigy 3aiicHioBanu, sukopuctosytoun DIBAL, B ymoBax, onucaHux
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Buwe. "H SIMP (300 MIu, CDCl3) & 10,0 (c, 1H), 8,05-7,90 (r, 5H), 7,70 (c, 1H), 7,50 (a, J=6 'y, 2H),
7,42 (o, J=6 'y, 2H); MC 333,0 (M+H); T.nn. 112°C.

Mpuknag 17

OpepxaHHs 4-[1-(4-TpudTopmeTokcudeHin)-1H-imigason-4-in]J6eH30MHOT KMCNOTU

/:N
L
CF,O COH

PosunH Hitpuny (1,1 r, 3,3 mmonb) y EtOH (5 mn) i Bogi (2 mn) o6pobnsanu 1 r NaOH (20 mmons),
i PO3uMH HarpiBanu Npu KUM'ATIHHI 3i 3BOPOTHUM XONOAWILHUKOM NPOTAroM 6 roawH. Moro notim
oxonomkyeanu i nmigkucnanu 3a gonomoroto 1H HCI i ogepxxaHunm TBepaun npoaykt Ginoro konbopy
dinbTpyBanu i cywimnm Ha noBiTpi 3 ogepXXaHHsam 1,1 © KUCNOTK Yy BUrNSa4i TBEPAOro npoaykTy sICHO-
Ciporo Konbopy.

'H AMP (400 My, CDCl3) & 11,4 (c, 1H), 7,90 (g, J=6,4 'y, 2H), 7,89 (c, 1H), 7,80 (g, J=8.6 'L,
2H), 7,63 (g, J=1,3 'y, 1H), 7,49 (g, J=9,3 I'u, 2H), 7,38 (g, J=8,9 'y, 2H); T.nn. 230°C.

Mpuknag 18

OpepxaHHs 4-[4-(4-TpudTopmeTundeHin)-1H-imigason-1-in]6éeHsanbgerigy

CF, : _CHO
\QK\N

N=/

4-TpudptopmeTundeHinimigason (4,0 r, 19 mmonb), 4-dpTopbeHsoHiTpun (1,2 r, 8,5 mmonb) i
kap6oHar kanito (1,5 r, 10,9 mmone) o6'egHyBanu B 15 mn JMCO i HarpiBanu npu Temnepatypi 100°C
npotsirom 6 rognH. OxonomkeHnn posdnH noTim Bunueanu B 100 mn Boaw, i ogep)XaHUn TBepawumn
NPOAYKT hinbTpyBanu i CylmMnu Ha NoBiTpi 3 ogepXaHHAM 4,65 1 iMigasonHiTpuny y Burnagi Tsepgoro
npoAykTy 6inoro konbopy: T.nn. 252°C; *H AMP (300 Mru, CDCl3) & 8,05 (c, 1H), 7,95 (a, J=8 Iy,
2H), 7,85 (g, 2H), 7,72 (c, 1H), 7,72 (g, J=8 'y, 2H), 7,62 (g, J=8 'y, 2H); MC 314,1 (M+H). Axan.
obumcn. ana CigHqoF3N3O,: C, 65,18; H, 3,22; N, 13,41. 3nangeHo: C, 64,49; H, 3,23; N, 13,08.
YacTtuHy HiTpuny (3,8 r) niggasanu BigHoBneHHo B npucyTHocTi DIBAL B ymoBax, onncaHux Bule, 3
ojepxaHHsaM 2,41 r BignosigHoro anbaerigy. "H AMP (300 My, CDCls) & 10,1 (c, 1H), 8,10 (o, J=8
lu, 2H), 8,05 (c, 1H), 7,95 (g, J=8 I'u, 2H), 7,75 (c, 1H), 7,7 (r, 4H); MC 317,1 (M+H); T.nn. 141°C.

Mpuknag 19

OpepxaHHsa 4-6pom-1-(4-TpudpTopmeTtokecndeHin)-1H-imigasony

/=N
N
CF3O’® \)\Br

Y KpyrnogoHHy kondy nomiwanu 4-6pomimigason (1,15 r, 7,81 mmone), Cu (0,07 r, 0,36 mmornb),
8-rigpokcuxiHoniH (0,05 r, 0,36 wmmonb), kapboHat uesito (3,39 r, 10,4 wmmonb) i 4-
TpudptopmeTokcunoadenson (1,50 r, 5,21 mmonb). Y peakuinHy cymiw gogasanu cymiw 10:1 AM®
(15 mn) i H,O (1,5 mn), i po3uunH HarpiBann go Temnepatypun 130°C npotsarom 4 roguH. PeakuiiHy
cymiw noTiMm posbasnanu EtOAc i npommBanu nocnifoBHO BOAOK, XMOPUAOM aMOHil0 (HacuyeHun),
BofoMo | BikapboHaTom HaTpito. OpraHiyHi npogykTh cywmnu Hag MgSQO,, inbTpyBanu 1 oumLany Ha
KONMOHKY 3 0bepHeHo dha3oto 3 ogepxaHHaM 820 Mr imigasony y BUrnsaai TBepaoro npoaykty 6inoro
konsopy. MC 308,0 (M+H); T.nn. 139-141°C.

Mpuknag 20
OpepxaHHs 4-meTokeu-2-[1-(4-TpndbTopmeTokeudeHin)-1H-imigason-4-inj6eHsansaerioy
/O
F 'S /N
F O
/O

4-6pom-1-(4-TpudpTopmeTokcudenin)-1H-imigazon (100 wmr, 0,326 wmwmonb), 2-dopmin-5-
MeTokcugeHinbopHy kucnoty (73 mr, 0,41 mmonb), auxnopua Gic(TpudeHindocdid)nanagiio (2 wmr,
0,003 mmone), bikapboHat Hatpito (49 mr, 0,59 mmons) i cymiw 1:1 DME/H,0 (8:8 mn) o6‘egHyBanu i
jofaBany B NOCYAWHY [Ans MIKPOXBUITbOBOMO OMNPOMIHEHHA. PeakuiHy cymiwl Harpisanu npwu
MIKPOXBUITbOBOMY OMPOMiHEHHI Npu nepemiwysaHHi npu Temnepatypi 100°C npotarom 12 xs. MNpwu
MIKpOXBUITbOBOMY OMNPOMiHEHHI 6yno noTpidHo 5 xB., wob gocartn 100°C, noTim BUTpUMYBanu npwm
TemnepaTypi 100°C npotarom 12 xB. i noTim oxonomkyBanu. Hani TCX (1:1 EtOAc:umknorekcaH)
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nokasyBarnu HasiBHICTb BMXiIQHUX NPOAYKTIB, TOMY 3pa30k Harpisanu o temnepatypu 100°C npoTtarom
we 8 xB. [pu oxonomxeHHi yTBOpKOBaBCA ocaf; Woro pinbTpyBanu i npoMuBanu BOAOK 3
ofepxaHHsAM 86 Mr TBepAoro npoaykTy ciporo konbopy. ESIMS 363,0 (M+H).

MpeacraBneHunt gani NPOMiPKHUIA NPOAYKT TakoX 6yB odepkaHuii, BUKOPUCTOBYHOUN AaHW Cnoci6:

Mpuknapg 21

OpepxaHHs 2-gpTop-4-[1-(4-TpudpTopmeToKcMdeHin)-1H-imigason-4-injoeHsanbaerigy

ESIMS 351,0 (M+H).

=N F
N
CF3O/®/ \)\Q\CHO
Mpuknag 22

OpepxaHHs 1—{4-q)Top-3-[1-(4-TpV|chopmeTOKcmq)eHin) 1H-imiga3on-4-injdeHin}eTaHoHy

78

4-6pom-1-(4-TpudTopmeTokcudeHin)-1H-imigazon (200 wmr, 0,651 Mmonb), 5-auetun-2-
dTopdeHinbopHy kucnoty (178 wr, 0,977 mmonb), TeTpaKMC(TpmcbeHincboc¢)iH)nanap,iﬁ(O) (7 wr,
0,007 mmonb), 2H BOAHUWA po3ymH KapboHaTty kanito (0,651 mn) i giokcaHn (8 mn) ob‘egHysBanm i
AojaBanv B MOCYAVMHY ANS  MIKPOXBMITbOBOrO OMPOMIHEHHA. PeakuinHy cymiw HarpiBanu npu
MiKPOXBMITLOBOMY OMPOMIHEHHI Npu nepemiwysBaHHi npu Temnepatypi 150°C npotsarom 20 xB. [aHi
LC-MS ykasyBann Ha 88% ouikyBaHoro npogykty; AaHi TCX (1:1 rekcaHun:EtOAc) ykasyBanu Ha
MPUCYTHICTb BMUXiOHOrO NPOAyKTy i 3 iHWMX NpoaykTiB. Y peakuinHy cymiw gogasanu EtOAc i Boay.
BogHun wap ekctparyBanu 3a gonomoroo EtOAC i opraHiyHi ekcTpakTu npommuBanu HacuyYeHuM
CONbOBMM PO3YMHOM, cywimnnu Hag MgSO, i koHUeHTpyBanu y Bakyymi. Cupuii NnpoaykT ounwanum 3a
gornomMorol xpomartorpadii 3 rpagieHTHUM entotoBaHHAM (Big 100% rekcanHy go 100% EtOAc) 3
opepxaHHaM 90 Mr TBepAoro NpoaykTy He 30BciM Ginoro konbopy. ESIMS 265,0 (M+H); T.nn. 129°C.

Mpuknag 23

OpepxaHHs 4-[1-(4-TpudTopmeTokcndeHin)-1H-[1,2,4]tpuason-3-in]oeH3anbaerigy

=N
‘.
©/ N CHO
CF,0

Cragis 1. 4-(1H-[1,2,4]tpnason-3-in)6eH3oHiTpun. [Ona ogepxaHHa  3-(4-HiTpodeHin)-1H-
[1,2,4]Tpnasony BUKOPUCTOBYBanNu 3aranbHuin cnocid, onucanum y poborti Lin et. al. (J. Org. Chem.
1979, 44, 4163). 4-UiaHobeHsamig (21,63 r, 0,148 monb) posunHanu B OM®-DMA (100 mn) i
nepemiwysany Npu KUM'aTiHHI 3i 3BOPOTHMM XonoaunbHUKkom B atmocdepi N, npotarom 8 roguH.
Cymiw koHueHTpyBanu gocyxa i cycnengysanu B 50 mn AcOH. Y nocyauHy noTiM 3aBaHTaxyBanu
MoHorigpaT rigpasuHy (7,18 mn, 0,148 mmonb) i nepemiwyBanu npu KUM'ATIHHI 3i 3BOPOTHUM
XONOAUINbHUKOM MpOoTAroM 1 roAuHW, MOTiIM KOHUeHTpyBanu. baxaHun 4-(1H-[1,2,4]tpuason-3-
in)6eH3oHiTPMN opepxyBanm 3 98%-HOK YMCTOTOK LWMASXOM po3TupaHHa B Et,O i gani wnaxom
dinbTpyBaHHA (12,17 1, 0,072 mn, 48%).

Cragia 2. 4-[1-(4-TpudTopmeTtokcndeHin)-1H-[1,2,4]tpnason-3-in]6eH3oHiTpun. Tpuason (70 wr,
0,41 mmonb), 1-mop-4-tpudptopmetokcmdbenson (142 wmr, 0,493 mmonb), Cs,CO;3 (535 wmr, 1,644
MMonb), Cu (3 wr, 0,012 mmonb), 8-rigpokcmxiHoniH (2 mr, 0,012 mmone) i AM®/H,O (2 mn 10:1
po3unH) ob‘egHyBanu B 10 mMn mocyavHi Ans MikpoxBunboBoro onpomiHeHHs (CEM Microwave),
3abesneveHin MarHiTHOI Milankoto, i niggaBsanu MiKpOXBMITLOBOMY OMPOMIHEHHIO MpK TemnepaTypi
150°C npotarom 30 xB. BmicT noTiMm inbTpyBanm i KOHUEHTPyBanu gocyxa, OAepXKyrun NPOMiKHUN
npoaykt, 1,3-gudeHintpuason (18 mr, 13%).

Cragia 3.  4-[1-(4-TpudTopmeTokcudeHin)-1H-[1,2,4]tpnason-3- |n]6eHsanb,u,er|,q Hitpun
nigaasanu BiAHOBMEHHO B NpucyTHocTi DIBAL B ymoBax, onvcaHux BuLLe. 'H ampP (300 Ml'n, CDCly)
0 10,1 (c, 1H), 8,61 (c, 1H), 8,37 (a4, J=9 l'u, 2H), 8,0 (8, J=8,4 I'u, 2H), 7,8 (4, J=9 l'u, 2H), 7,4 (4,
J=8,4 I'u, 2H); ESIMS 334,2 (M+H); T.nn. 137-140°C.

Mpuknag 24

OpepxaHHs 4-[1-(4-neHTadTopeTuncynbdaHindgeHin)-1H-[1,2,4]Tpnason-3-inj6eH3anbaerioy
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/=N
N, -
C,F.S N
CHO

Cragia 1. 1-bpom-4-neHTadTopeTuncynbgaHinoeH3on. 3a3HayeHy B 3arofioBKy CMOMyKy
OZEepKyBanv BUKOPUCTOBYOYM YMOBM NepdToparnkinyBaHHs 3rigHo 3 onucaHum y poboti Popov et. al.
J. Fluorine Chem. 1982, 21, 365. Y po3uuH 4-6pombeHsontiony (500 mr, 2,64 mmonb, 1,00 ekB.) i
xnopugy TpueTtundeHaunamoHito (60 mr, 0,26 mmonek, 0,10 eks.) y 10 mn 1:1 Et,O/NaOH (25% BogH.)
npu Temnepatypi 0°C 6apbotysanu rasonogibHun 1,1,1,2,2-neHtadTop-2-nogetan npotarom 30 xB.
(>5 exs.). MNpoTarom 3a3HayveHoro yacy Y® namna Gyna cnpsiMoBaHa Ha peakuiniHy NocyauHy, npwm
ubomy Temnepatypa nigTpumysanacs Hwk4ye 10°C wnaxom MiOCTaBRSHHA | BUOANEHHST KpWXaHol
OaHi. BmicT noTim HarpiBanu g0 KiMHaTHOI Temnepartypwu, ekctparyBanu Et,O (300 mn), cywwunu
(MgSOQ,) | KOHUEHTPYBaNM NpU 3HWKEHOMY TUCKY. YaCTUHY J4aHOro CMporo NpogyKT BUKOPUCTOBYBanu
B HacCTymnHUX peakuisx 6e3 gogatkoBoro ounieHHst (200 mr 3anuwok: 120 mr npogykt, 0,39 MMonb,
1,2 ekB.).

Cragiqa 2. 4-[1-(4-MenTadTopeTuncynbdanindgeHin)-1H-[1,2,4]tpnason-3-in]oeH3oHiTpun.
KoHgeHcauis 3 4-(1H-[1,2,4]Tpnason-3-in)0eH30HiTpunom, sk onucaHo Buwe, daeana 4-[1-(4-
neHtagTopeTuncynedaHingeHin)-1H-[1,2,4]Jrpunason-3-in]oeHsonitpun: 70 mr, 46%. BigHoBneHHa 3
DIBAL, sk onucaHo By, AaBarno BianoBiaHWA anbaeria.

Mpuknag 25

OpepxaHHs 4-[1-(4-neHTadTopeTunokcmdeHin)-1H-[1,2,4]tpnason-3-inj6éeH3anbaerigy

/_—_'N

N. #
o ats"
C,F.O

Cragis 1. PosuvnH 3-n-tonin-1H-[1,2,4]tpnasony (4,85 r, 30,5 mmonb), 4-6pomdeHinosoro
neHtagpTopeTunosoro edipy (10,0 r, 34,4 mmonek), Cs,CO3 (25T, 77 mmonb), Cu (1,251, 6,5 MMOnb) |
8-rigpokcuxiHoniny (0,35 r, 2,4 mmornb) y 50 mn cymiwi 9:1 OM®/H,O eHeprinHO nepemiwysBany i
HarpiBann go temnepatypu 130°C (BHyTpiwHa Temnepatypa) npotarom 20 roguH. Po3uuH notim
0XorogKyBanu, Bunusanu y Bogy i nigkmcnanu 3a gonomoroto 2H HCI go p 2. lNMotim gogasanu edip
(250 mn), i po3unH cTpywyBanu i inbTpyBanu, NOTiM Wwapu po3ginanu. OpraHiyHui Wwap cywunu i
KOHLIeHTpYyBanu, i ogepXaHuii cMonucTuin Tesepauin npoaykT Harpisanu 3 100 mn rekcaHy. Mapsunii
rekCaHoBUWN Luap AeKaHTyBanu Bi HEepPO3YMHEHOro 3anuLlKy, oepXaHui POo3yYnH OXONomXyBanu A0
0°C i TBepaun nNpoaykT, WO BUNAB B ocaf, inbTpyBanu i Cylwumnu Ha noeiTpi 3 ogepxaHHam 7,0 r
(61% y pospaxyHKy Ha BuxigHui Tpmason) 1-(4-neHTadpropeTunokcudeHin)-3-n-tonin-1H-
[1,2,4]Tpnasony y BUrNs4i TBEpAOro NPOAYKTY He 30BciM Ginoro konbopy, T.nn. 130-132(C; ESIMS
370,8 (M+H).

Cragia 2. MNpoagykt 3i cragii 1 (7,0 r, 18,7 mmMonb) po3uvnHanu B 200 Mn aueToHITpuny i
nepemiwysanu npu KiMHaTHI TemnepaTtypi Npy LUbomy YyacTuHamm npotarom 10 xB. gogaBanu HiTpaTt
uepito(lV) amonito (32 r, 58 mmonb) y 60 mn Bogu. Po3uvMH noOTiM HarpiBanu npu KWN'aTiHHI 3
3BOPOTHMM XOJIOOUITbHUKOM MPOTAroM 4 roavH, oxonomkysanu i posbasnsanu 200 mn Bogu. Po3umH
ekcTparyBanm 3a gonomoroo 2x200 mn edipy, i o6'egHaHMIn OpraHiyHWiA LWwap cywunu i
KOHLUEHTpYyBanu 3 ogep>XaHHAM Ofii XXOBTOraps4oro konbopy. MNpoaykT posdnHanu B 40 mn giokcaHy v
06pobnsnu podumHom KOH (5 r, 90 mmonb) y 20 mn Bogu. Po34vH HarpiBanv npu KAM'ATIHHI 3i
3BOPOTHMM XONOOUSIBHUKOM NPOTArOM 2 roAMH, MOTiM oxonogxkysBanu i postasnsnu 100 mn Bogw.
Anbperig BunagaB B ocaf i voro 36upanu wnaxom ineTpyBaHHs. lNMepekpucTanizauis i3 cymiwi
MeOH/H,O paBana uicTtuii anbgerig y BUrnsagi TBepaoro npoaykty 6inoro konbopy. 'H amp (300
Mlu, CDCI3) 6 10,1 (c, 1H), 8,65 (c, 1H), 8,40 (o, J=8,4 'y, 2H), 8,0 (g, J=8,4 I'u, 2H), 7,85 (g, J=9
My, 2H), 7,45 (g, J=9 'y, 2H); ESIMS 384,2 (M+H); T.nn. 137-144°C.

Mpuknapg 26
OpepxaHH4 4-[1-(4-neHTadTopeTunokcmdeHin)-1H-[1,2,4]tpunason-3-in]6eH30MHOT KUCnoTn
F_-N
< 7 O
OO~
C,F.0 OH

Po3unH 4-[1-(4-neHTadTOopeTnnokcuderin)-1H-[1,2,4]tpnason-3-inléensanegeriny (1,7 r, 4,4
MMonb), 6pomaTy Hatpito (2,1 r, 13,9 mmonb) i bicynedaty HaTpito (0,53 1, 4,5 mmonb) y 50 mn
aLeToHITPUNY Harpisanu nNpu KUN'aTiHHI 3i 3BOPOTHUM XONOAMMbHUKOM MPOTArOM 5 roAuH, y npoLeci
Yyoro yTBOptoBaBcs 00'eMHMI ocaf. PosumH noTtim oxomnompkyBanu i BunmBanu B 100 mn Boawm,
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GinbTpyBanu i cylumnu 3 ogepxaHHam 1,67 r KUCNOTK y BUIMSAI TBEPAOro NpoAaykTy B6inoro konbopy.
'H AMP (300 Mly, CDCl3) & 10,1 (c, 1H), 8,65 (c, 1H), 8,40 (a, J=8,4 'y, 2H), 8,0 (n, J=8,4 ', 2H),
7,85 (o, J=9 'y, 2H), 7,45 (a8, J=9 'y, 2H); ESIMS 399,2 (M+H"); T.nn. 225°C.

Mpwuknag 27

OpepxaHHs 4-[1-(4-neHTadTopeTunokcudeHin)-1H-[1,2,4]tpna3on-3-in]oeH3oin asngy

/.—_:N
N
C,F.0 N,

Po3unH 4-[1-(4-neHTadpTOopeTunokcndeHin)-1H-[1,2,4]tpnason-3-injéeH3onHoi kucnotn (1,67 r,
4,2 mmonb), anderindgocdopun asmay (1,26 r, 4,58 mmons) i Tpuetunaminy (0,5 r, 5 mmone) y 10 mn
cyxoro TpeT-BuOH Harpisanu go temnepatypu 75°C npotsirom 90 XB., L0 NpUBOAMIIO A0 PO3YNHEHHS
BUXIiAHOI KNCNOTW i HACTYMHOro BUNagaHHsi B ocag asngy. OXonomKeHu po3vmH noTiM BUIMBanIu Ha
10 r nboay, i oaepxaHy cymiw dinbTpyBanu i cywmnu 3 ogepxaHHam 0,80 r asugy y Burnagi
TBEpAOro NpoaAykTy Ginoro konbopy. *H AMP (300 My, CDCI3) 8 10,1 (c, 1H), 8,65 (c, 1H), 8,40 (a,
J=8,4 'y, 2H), 8,0 (g, J=8,4 'y, 2H), 7,85 (g, J=9 'y, 2H), 7,45 (g, J=9 'y, 2H); ESIMS 399,2 (M+H);
T.nn. 175°C posknaga.

Mpuknag 28

OpepxaHHs 4-[1-(4-6ytnndenin)-1H-[1,2,4]tpnason-3-in]6eH3anbaerigy

/=N
N

Cragis 1. 4-[1-(4-Bytnndenin)-1H-[1,2,4]Tpmnason-3-in]J6eH30oHiTpun. PosunH 4-n-
oytundeninrigpasudy (1,0 r, 5 mmonsb) i 4-uiaHobensanbgerigy (0,8 r, 6,0 mmonb) y 15 mn i30-PrOH
HarpiBann Ha napogin 6aHi NpPoTAroM 2 roavH i NOTIM OxonogXxyeanu i posbasnanu 5 mn Boaw.
OpepxaHunm TBEpAW NPOAYKT >KOBTOrapsyoro Kombopy inbTpyBanu i Cywwmnu Ha MoBiTpi 3
opepxaHHam 1,30 r rigpasoHy y BUrMA4i TBEPAOro NPOAYKTY KOBTOro Konbopy, T.nn. 107°C. Po3yuH
ofepxaHoro rigpasoHny (1,1 r, 4,0 mmons) i NCS (0,67 r, 5 mmons) y 20 mn i30-PrOH nepemiwysanu B
aTMocdepi a3oTy npu KiMHaTHIN TemnepaTypi NPOTAroM 2 roAavH, nig Yac uboro npouecy BUXigHUN
TBEPOUN NPOOYKT pO34vMHANacs W YTBOPKOBAaBCA HOBWUW TBepAur npoaykT. OpepXaHuin po3yuH
YKOBTOrapsiioro Komnbopy notiMm obpobnsinu tetpasonom (0,45 r, 6,4 mmonb) i TpuetunamiHom (960
mMn, 7,0 Mmonb). PO3unH opaHXeBO-KOPUYHEBOro KOMbOPY Harpisanu npu TemnepaTtypi KUMiHHSA 3i
3BOPOTHMM XOMOAMITbHMKOM MPOTAromM 2 roguvH. Po3uvH MOTiM oxornogkyBanwu, po3basnanu 25 mn
BOAMW, ekcTparyBanu 3a gonomoroto EtOAc, cywmnu, KOHUEHTpyBanmu W ouuwanu 3a [OMOMOrok
xpomaTtorpadii (Biotage, 4:1 Hex:EtOAc) 3 ogepxxaHHam 0,42 r (35%) Tpmasony y Burnsagi TBepaoro
NpoAyKTY He 30BCiM 6irnoro konbopy. ‘H AMP (300 My, CDCI3) & 8,58 (c, 1H), 8,33 (a, J=8 I'u, 2H),
7,78 (o, J=8 T'u, 2H), 7,64 (g, J=8,2 I'u, 2H), 7,33 (g, J=8,2 'y, 2H), 2,70 (1, J=7,8 'y, 2H), 1,63 (r,
2H), 1,38 (r, 2H), 0,95 (1, J=7,5 'y, 3H); ESIMS 303,1; T.nn. 124°C.

Cragia 2. 4-[1-(4-bytundenin)-1H-[1,2,4]tpnason-3-in]6eHsanbaeria.  BigHoBnewHa  3a
ponomoroto DIBAL, sik onucaHo paHiwe, gaBano BignoBigHW anbaeria. 'H amp (300 MI'u, CDCI3) &
10,08 (c, 1H), 8,58 (c, 1H), 8,37 (g, J=8 'y, 2H), 7,98 (g, J=8 I'u, 2H), 7,62 (g, J=8,2 'y, 2H), 7,33 (g,
J=8,2 'y, 2H), 2,70 (T, J=7,8 'y, 2H), 1,63 (r, 2H), 1,38 (r, 2H), 0,95 (1, J=7,5 'y, 3H); ESIMS 306,1;
T.Nn. 124°C.

Mpuknag 29

OpepxaHHs 4-[1-(4-neHTadTopetundeHnin)-1H-[1,2,4]tpmnason-3-inj6eH3anbgerigy

/:N
N. #
/©/ N CHO
CZF5

Cragisa 1. 1-(4-NentadTopetundenin)-3-n-tonin-1H-[1,2,4]tpnason. MNentadpropetuniogms (521
mr, 2,12 Mmonb) niggaBanu KoOHAEHcauii B MOCYAWHI, Wo MicTUTb 1-6pom-4-nondenson (300 wmr, 1,06
MMOrb), nopowok Mmigi(0) (135 wr, 2,12 mmonb) i OMCO (5 wmn). lNocyguHy nOTiM repMeTUyHO
3aKkpvBanuv i niggaeanu MikpOXBUIIbOBOMY OMpoMiHEHHIO npu TemnepaTypi 150°C npotsirom 60 xB.
Hani GC/MS nigTBEepaXyBanu BUKOPUCTAHHS BMXIOHOTO MPOAYKTY 3 oAepXXaHHSM OBOX MPOMDKHMX
cnonyk, 1-6pom-4-neHTadptopetunbeHsony i 1-nog-4-nentacdpropetundensony. Cymiw (1,06 mmonsb)
nepeHocunn B 250 mn KpyrnoaoHHy konby i gopasanu 3-n-tonin-1H-[1,2,4]tpuason (169 wmr, 1,06
mMmornb), Cs,CO3; (1,38 1, 4,24 mmonb), Cu (202 mr, 1,06 mmonb), 8-rigpokcuxiHoniH (2 mr, 0,011
Mmmonb) i AM®/H,O (12 mn 10:1 po3yuH), i pO34YMH KMN'ATUNKU 3i 3BOPOTHUM XOMOAWUMBHUKOM MNpwu

27



10

15

20

25

30

35

40

45

50

UA 105175 C2

TemnepaTypi 160°C npoTtarom 6 roguH. licna 3akiHYEHHS KUN'ATIHHSA PO34YMH OXONOLKYyBaruv, BMICT
sunueann B H,O i 3anuwann ocapxysatuca npotarom 1 rogumHu. Ocap 36upanu BakyyMHOR
dinbTpauieto i cylimnM npoTarom Houi npu 45°C y BakyyMHin nevi. Cupuin npomMidkHuin npoaykt 1-(4-
neHtadgTopeTundeHin)-3-n-tonin-1H-[1,2,4]tpMason BUMKOpMUCTOBYBanu Ha cragii 2 6e3 JoaaTkoBOro
OYMLLEHHS.

Cragia 2. OkucneHHst go anbgerigy. Hitpat amonito uepito(lV) (3,32 r, 4,24 MMOnb) i NPOMiXXHY
cnonyky 3i ctagii 1 06’eagHyBanu B KpyrnogoHHin konbi 3 aueToHiTpunom i Bogoto (20 mn, 1:1). Po3uuH
nepemiwyBanu nNpyv KAN'ATIHHI 3i 3BOPOTHUM XonoaunbHukoM npu Temnepatypi 110°C npotsarom 4
roauH, OAePXYHoun CyMiLLl NPOMIKHMX CMOnykK, 3-(4-HiTpookcumeTundeHin)-1-(4-
neHtagTopetunderin)-1H-[1,2,4]tpnasony i 4-[1-(4-neHTacdpTopetundeHin)-1H-[1,2,4]tpnason-3-
in]6eH3anbaerigy. AUeTOHITpUN BUAANSANM y BakyyMi, a 0Cagu CUpUX NMPOMIKHUX NpoAaykKTiB 36mnpanu
wnaxom gineTpyBaHHs. [NpoaykT noTiMm 06‘eaHyBany 3 nopowkonogioHnm KOH (178 mr, 3,18 mmonb)
y fiokcaHi i Bogi (10 mn, 1:1) i nepemiwyBanu npu KUN'ATiHHI 3i 3BOPOTHUM XOMNOAUNBHUKOM MpU
TemnepaTtypi 105°C npotarom 90 xB., NOTIM y Bakyymi Bugansanu Aiokcad, Aawym Bunactu B ocag 3
BOOM  MpOMiXHIW  cnonyui.  [pomixHuiA  4-[1-(4-neHTadpTopeTundeHin)-1H-[1,2,4]tpnaszon-3-
in]oeHsanbaerin 36upanu wnaxom ineTpyBaHHsa (35 wmr, 0,095 mmomnb, 9% ycboro 3 4-
ToninTpuasony).

Mpuknag 30

OpepxaHHs 4-[3-(4-dpopmindeHin)-[1,2,4]Tpnason-1-injcdeHinosoro edipy
TpupTopMeTaHCYNbGOHOBOT KMCNOTH

/:N
N. 2
o -~
I N}\Q\CHO
CF;ﬁ—O’O
o

Cragia 1. 1-(4-MeTokcudeHin)-3-n-tonin-1H-[1,2,4]tpuason ogepxxyBanu WASxXoM KoHAeHcauii 3-
n-tonin-1H-[1,2,4]tpnasony 3 4-nogaHizonom B yMOBaX, ONUCaHuUX Anga cTagii 1 nonepegHboro
npuknagy. Llem npoaykr noTim gemeTnnysBanu, BUKOPUCTOBYIOHYM YMOBM, onucaHi B poboTi Hitchcock
et al. Synlett 2006, 2625. Tpnbpomig 6opy (1M po3uuH y rekcani; 1,67 mn, 1,67 Mmonb) gogasanu no
Kpannsax go posynHy 1-(4-metokcmdpeHin)-3-n-tonin-1H-[1,2,4]rpnasony (300 wr, 1,28 mmonb) y DCM
(10 mn) npu TemnepaTtypi 0°C B atmocdepi N,. licna 3aBeplueHHA AogaBaHHA NOCYAMHY Harpisanu
00 TeMnepaTypu HaBKOMULLIHLOrO cepeaoBuLla, NoTiM KUN'ATUAN 3i 3BOPOTHUM XONOAUIBHUKOM Mpu
TemnepaTtypi 40°C npoTtsarom 6 roguH. OxonogxeHu BmicT notim racunu H,O, gani sugananu DCM i
posnoginanu mik EtOAc i Bogot. OpraHiyHun wap 36upanu, NpoMMBanM HaCcUYEHUM CONbOBUM
posumHoM, cywmnu (MgSO,), KOHUeHTpyBanu W ouyuwanu 3a [onomorow xpomartorpadii (3:1:1,
rekcaHn:EtOAc:aueToH) 3 ogepxaHHaM npomikHoro 4-(3-n-tonin-[1,2,4]tpnason-1-in)cdeHony (219
mr, 0,872 mmonb, 68%). AHrigpua TpudptopmeTtaHcynbgoHosoi kucnotn (0,16 mn, 0,96 mmonb)
Aofdasanu no Kpannsax A0 po3duHy deHony i 4-tpet-6ytun-2,6-gumetunnipuanndy (142 wmr, 0,872
mMonb) y DCM (10 mn) npu Temnepatypi 0°C B atmocdepi N,. lNocnanHy Harpisanu go temneparypu
HaBKOMUWLIHLOrO cepefoBuLLLa, NOTIM PO3YMHHWK BUAAMSNN MPU 3HMKEHOMY TUCKY i 3aNULLIOK o4MLLanm
3a gonomorow xpomatorpadii (2:2:1, rekcaH:EtOAc:aueToH), ogepxyroum npomikHuiA 4-(3-n-tonin-
[1,2,4]Tpnason-1-in)deHinosun edip TpudTopMeTaHcynbdoHoBoi kucrnotn (304 mr, 0,794 mmonb,
91%).

Cragia 2. OkucneHHs 4-mMeTUnoBOro NPOMIKHOIO NPOAYKTY, 3a3Ha4YeHoro BuLlle, A0 BiANOBIAHOMO
anbferigy, 34iNCHIOBaNn BUKOPUCTOBYIOUM HIiTpaT amoHito Lepito(lV) B ymoBax, onucaHux Ang cragis
2 nonepeaHbLOro npuknagy.

Mpuknag 31

OpepxaHHs 4-[5-(4-TpudTopmeTnndeHin)-1H-[1,2,4]Tpuason-3-inl6eH3anbgerigy

B
N CHO
CF

3

TepedtanoHitpun (115 mr, 0,90 mmons), rigpasug 4-TprdTOpMETUNOEH30MHOI KMcnoTu (92 wr,
0,450 mmonb), K,CO; (31 wmr, 0,225 mmonb) i H-Oytunosui cnupt (~2 mn) ob'egHyBanu B
OeCATUMININITPOBIN peakUinHin NoCyAuHI ANd MiKpoXBUNboBoro onpomiHeHHs (CEM Microwave),
3abe3neyeHinn MarHiTHOK Millankot, i niggasann MiKpOXBUITbLOBOMY OMPOMIHEHHIO NpWU Temneparypi
150°C npotarom 30 xB. BMmicT notim cpinbTpyBanu i KoHUeHTpyBanu gocyxa. Xpomatorpadia (3:1
rekcaH/EtOAc) pasana 1,2,4-tpuasonHitpun (72 wr, 0,230 mmornb, 51%). lMoTiM BigHOBNEHHS 3a
aonomoroto DIBAL npuBogmno oo ogepaHHa BignoBigHOro anbaerigy.

Mpuknag 32
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OpepxaHHsa 4-[1-(3,4-guxnopdeHin)-5-okco-4,5-agurigpo-1H-[1,2,4]tpuason-3-in]6eH3anbaeriny

DR
CHO
cl S_NYOK

N

Cragia 1. 4-LiaHodeHinokcoouToBa KucrnoTa. Y KpyrnogoHHY konby, 3abesnedyeHy mMexaHi4YHO
MiILLIAMKO | 3BOPOTHUM XONOAMUIMBHUKOM, NoMilanu n-uiaHoaveTtodeHoH (5 r, 34,44 mone), Se, (9,55
r, 86,1 mmonb) i nipuamH (~100 mn). Cymiw nepemiwyBanu nNpyM KUAN'ATIHHI 3i 3BOPOTHUM
XONOAUINMBHUKOM MPOTArOM 6 roawH, MOTIM Ocaj Buaansanu Wnaxom @inbTpyBaHHA i dinbTpaT
06pobnanm 10% HCI (BoaH.) (20 mn). ®inbTpaTt ekctparyBanu EtOAc (3x50 mn) i 06'egHaHi opraHiyHi
Lapu 3HOBY ekcTparysanu mamke HacndyeHum NaHCO;. BogHuin wap notim obepexHo nigkucnsnu (p
= 1) 3a gonomoroto koHueHTposaHoi HCI, ogepxyoun HeBenuKy KinbkicTb GakaHoro npoaykry. IHwy
OKCOOULTOBY KUCHOTY BUAINAnu wnsxom ekctpakuii EtOAc, BucywyBaHHs (MgSOy,) i KOHLEHTPYBaHHS
(1,69, 28%).

Cragiqa 2. 4-[1-(3,4-OnxnopdeHin)-5-okco-4,5-gurigpo-1H-[1,2,4]Tpnason-3-in]6eH3oHiTpun.
CycneHsito 4-uiaHodeHinokcooutoBoi kucnotu (100 mr, 0,571 mmons), (3,4-amxnopdeHin)rigpasvH
rigpoxnopuay (122 wmr, 0,571 mmonsb), 12,1 H HCI (5 mkn, 0,057 mmonb) i H,O (~10 mn) y 25 mn
peakuifHin NOCYAWHI eHeprinHO nepeMillyBany nNpu KiMHaTHIN TemnepaTtypi npotarom 24 roguH.
lgpa3oH ogepxyBanu 3a [OMOMOro BakyyMHOI @inbTpaudii i nomiwanu B CTOMIMINITPOBY
KPYrnoAgoHHy konby 3 marHiTHoto Milwarnkot. Y konby notim gogasanu Tpuetunamid (0,08 mn, 0,571
MMOnb), audeHindocdopunasng (157 mr, 0,571 mmone) i Tonyon (20 mn), noTiM HarpiBanu npu
Temnepatypi 110°C npotarom 1 roguHu. [Micna oxonomkeHHs BMICT racunu 3a gonomorow 10%
NaOH (BogH.) i nigkucnsnm (p 1) 3a gonomoroto koHueHTpoBaHoi HCI. lMpotarom 15 xB gaBanu
MOXJIMBICTb YTBOPHOBATUCS OcCagy, NOTiIM NPOMKHY CMNOMyKy BUAINSNM 3a AOMOMOroH BaKyyMHOI
ginbTpauii i cywmnu nNpoTAroM Hodi y BakyymHin nedi npu 45°C (16 mr, 8%). Hitpun nigoaBanu
BiAHOBIEHHIO 00 anbaerigy, Bukopuctoytoun DIBAL y paHiwe onmcaHnx ymoBax.

Mpuknag 33

OpepxaHHsa 4-[1-(4-xnopdeHin)-1H-[1,2,3]Tpnason-4-in]6eH3anbaerigy

N=N

( 7"\'\/\\@
Cl
CHO

Bunnueatoun 3 cnocoby, onybnikoBaHoro B poboti Feldman et al. (Org Lett. 2004, 6, 3897),
cycneHsito 4-etuHinbexsoHiTpuny (50 mr, 0,393 mmonb), 1-xnop-4-noadenHsony (94 mr, 0,393 Mmonb),
L-nponiny (9 wr, 0,079 mmonb), ackopbiHoBoi kucnotu (7 mr, 0,039 mmons), Nas (31 wmr, 0,472
MMonb), CuSOy, (3 wmr, 0,020 mmonb) i Na,SO,4 (11 mr, 0,079 mmonk) y AMCO (1,5 mn) HarpiBanu npu
TemnepaTtypi 65°C npoTtarom 24 roguH. MNicns oxonomkeHHs cymiw posbasnsanu H,O i nepemiwysanu
npotarom 30 xB. npu KiMHaATHIn Temnepatypi. [lpomixHy cnonyky 4-[1-(4-xnopdeHin)-
1H[1,2,3]Tpnason-4-in]6eH3oHiTpun (54 mr, 48%) noTim, nicrna npoMuBaHHA Benukummn obcaramm H,O
i 20% NH4OH (~20 mn), BMAINANM 3a [JOMNOMOro BakyyMHOI inbTpadii. Hdani 3gincHioBanu
BiHOBIEHHSA 0O anbaerigy B yMoBax, ONMMCaHUX paHille.

Mpuknag 34

OpepxaHHs 4-[5-(4-TpudTopmeTundeHin)retpason-2-injoeHsaneaerigy

N=N

/Q/A\N"N
CF3 O\CHO

3asHayeHn anbferia oAepXKyBanu BUXOAAYM 3 4-TpudpTopmeTunoeH3anbaerigy, BUMIMBaOYM
mMeToay, onucaHoro B poboTi Roppe et al. J. Med Chem. 2004, 47, 4645.
Mpuknag 35
OpepxaHHs 4-[5-(4-TpudTopMeTokcHdeHIN)nipuanH-3-injoex3aneaerigy
N

i
0
CF,0 CHO

Cragia 1. 3,5-Ou6pomnipuanH (4,4 mmonb), 4-TpudTopmeTokcudeHinbopoHoBy kucnoty (5,1
MMOrb), TeTpakuc(TpudeHindocain)nanagin(0) (0,04 mmonb), 2M kapboHaT kanito (8,44 mmonb) i
JiokcaH (21 mn) ob‘egHyBanu B NOCYAWHI i HarpiBanu 3a A4ONOMOroK MiKPOXBUIbOBOIO OMPOMIHEHHS
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npotsarom 10 xB. npu Temnepatypi 150°C. PeakuinHy cymiw obpobnsnn edipom i npomusanu
HacM4YeHMM COMbOBUM PO3YMHOM. EdpipHUIM wap cywmnn Hapg cynbgaTtoM MarHio, ineTpyBanu i
PO34YMHHUK BUAANsnM y Bakyymi. Cupy cymill oumiianu 3a gonomorot xpomMatorpadii Ha cunikareni 3
ogepxaHHsaM 130 mr 3-6pom-5-(4-TpndTopMETOKCUEHINMIpUANHY Y BUrNSAi TBEpAOro NpoayKTy
KOBTOrO Konbopy. "H SAMP (400 MI'u, CDCI3) & 8,71 (r, 2H), 8,00 (T, J=2,1 'y, 1H), 7,58 (n, J=8,8 I'L,
2H), 7,34 (g, J=8,0 'y, 2H); EIMS 317 m/z (M").

Cragis 2. Cnonyky ofepXyBanu LUNSXOM KaTani3oBaHOro nanagieM apuinyBaHHA NPOAYKTY 3i
ctagii 1 3a gonomoroto 4-hopMindeHindopoHOBOI KNCMOTMW.

Mpuknag 36

OpepxaHHs 4-[4-(4-TpudTopMeToKCUEHIN)NipnanH-2-in)6eH3ansaerigy

B
70
CF;0 CHO

Cragisa 1. Cnonyky oaepXyBanu LUMSIXOM KaTanisoBaHOro nanagieMm apwuiyBaHHs 2-Xrop-4-
noanipMamHy 3a AoNomorot 4-TpuTopmeTokendeHinbopoHOBOT KUCNOTK.

Crapia 2. 2-xnop-4-(4-tpucdtopmeTtokcndeHin)nipuanH (0,55 Mmons), ogepxaHum Buxogsayu 3 2-
Xnop-4-nognipnanny, 4-cbopmindeHinbopoHoBy KNCIoTy (0,82 MMOIb),
TeTpakuc(tpudenindgocdid)nanagin(0) (0,005 mmons), 2M kapboHart kanito (0,55 mn) i giokcaH (3 mn)
o6‘egHyBanu B NOCYAuWHi i niggaBanM MIKPOXBUITbLOBOMY OMPOMIHEHHIO npoTtarom 15 xB. npu
TemnepaTypi 150°C. PeakuintHy cymiw obpobnsnu EtOAc i npomuBann HacMYEHWM COJSIbOBUM
po34mHoM. OpraHiuHuiA Wap cywunu Hag cynbdaTomM MarHito, pinbTpyBanu i pO34YMHHUK BUAANSNnN y
BakyyMi. Oumiianu 3a gonomoroto xpomartorpadii Ha cunikareni (EtOAc/rekcanun), ogepxytoun 120 mr
TBEPOrO NPOAYKTY He 30BCiM Ginoro konbopy. "H AMP (400 MIu, CDCI3) © 10,11 (c, 1H), 8,81 (&,
J=4,8 I'u, 1H), 8,24 (g, J=8,7 'y, 2H), 8,03 (g, J=8,4 I'u, 2H), 7,96 (r, 1H), 7,73 (g, J=9,0 'y, 2H), 7,49
(na, J=5,3, 1,8 T'u, 1H), 7,37 (g, J=8,1 'y, 2H); EIMS 343 m/z (M").

Mpuknag 37

OpepxaHHs 4-[6-(4-TpudTopMeTOoKCHMdEeHIN)NipuanH-2-injéex3aneaerigy

| N
-~
o
CHC
Cragia 1. 4-(6-6pomnipmnamnn-2-in)6eH3anbgerig (0,31 MMornb) ogepxysBanu sk onncaHo B poboTi
Puglisi et al. Eur. J. Org. Chem 2003, 8, 1552-1558.
Cragisa 2. 4-[6-(4-TpudTopmeToKCUEHIN)NipnanH-2-in]6eHsansaeria.
4-(6-6pom-nipuamnH-2-in)oexsanegerig (0,31 mmons), 4-TpudTopMeTokcMbopoHoBY kucnoTty (0,46
MMonb), TeTpakuc(tpudeHindocdid)nanagin(0) (0,003 mmons), 2M kapboHat kanito (0,31 wmn) i
giokcaH (2 mn) ob‘egHyBanu B peakuiviHii nmocyauHi i niggaBanu MiKpOXBUIIBOBOMY OMPOMIHEHHIO
npotarom 10 xB. npu TemnepaTypi 150°C. PeakuiiHy cymiw obpobnanu edipom i npomuBanu
HaCWM4YeHUM CONbOBUMM PO34YMHOM. OpraHiyHWiA Wap cywmnu Hag cynbdaToM MarHito, inbTpyBanu i
PO3YMHHUK Buaananu y Bakyymi. Ouuwanu 3a gonomMoro xpomatorpadii Ha cunikareni
gEtOAc/reKcaH), ofepxytoum 80 Mr NpoaykTy y BUMMsAi TBEPAOro NPOAYKTY He 30BCiM Binoro Konbopy.
H AMP (400 Mlu, CDCl3) & 10,11 (c, 1H), 8,32 (g, J=8,5 'y, 2H), 8,19 (a, J=8,1 'u, 2H), 8,03 (g,
J=8,4T'u, 2H), 7,89 (1, J=7,9 T'u, 1H), 7,79 (g, J=7,7 'y, 1H), 7,74 (g, J=8,0 'y, 1H), 7,35 (4, J=8,3 'L,
2H); EIMS 343 m/z (M"); T.nn. 109-112°C,
Mpuknag 38
OpepxaHHs 4-[6-(4-TpudTopmeTokcudeHin)nipumignH-4-in]beHsansaerigy

NZ N
S ®
CF,0 .

Cragia 1. 4-xnop-6-(4-TpubTopMeTOKCUGEHIN)NIpUMIONH ofepXKyBanu LUMSXOM KaTanizaoBaHOro
nanagiem apwnyBaHHsa 4,6-guxnopnipyumianHy 4-tpndTopMeTOKCUPEHINOOPOHOBOK KMUCIOTOHO. 'H
AMP (400 Mlu, CDCl3) 8 9,05 (c, 1H), 8,14 (g, J=9,8 I'u, 2H), 7,74 (r, 1H), 7,36 (g, J=8,4 T'u, 2H);
EIMS 274 m/z (M").
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30



10

15

20

25

30

35

40

UA 105175 C2

Crapis 2. Cnonyky oepXyBanu LUSIXOM KaTaJ'II3OBaHOFO nanagiem apuvnyBaHHSI MPOOYKTY 3i
ctanii 1 4-chopmindeHinGopoHoBoto kucrnoto. *H AMP (400 MI'y, CDCI3) 6 10,15 (c, 1H), 9,38 (g,
J=0,9 I'u, 1H), 8,33 (g, J=8,4 I'u, 2H), 8,23 (g, J=8,5 'y, 2H), 8,16 (g, J=0,8 'y, 1H), 8,08 (g, J=8.,8
Mu, 2H), 7,40 (a, J=8,1 'y, 2H); EIMS 344 m/z (M").

Mpuknag 39

OpepxaHHs 4-[2-(4-TpudTopMeTokcudeHin)nipumignH-4-in)j6eHsaneaerigy

N™

I
e
N
CF,0 CHO

Cragia 1. 4-xnop-2-(4-TpudTopMeTOKCUGEHIN)NipuMianH. 3a3HayeHy B 3arofloBKy CMOMYKy
OAdepXyBanun  LUAAXOM  KaTani3oBaHOro nanagiem apunyBaHHA  2,4-guxnopnipumignHy — 4-
TpudTOpMeTOKCUDEHINBOPOHOBOI KncroTo. *H AMP (400 My, CDCl,) & 8,68 (a, J=5,6 ', 1H),
8,16 (@, J=9,1 'y, 2H), 7,65 (@, J=5,3 Ty, 1H), 7,36 (aa, J=9,2, 0,9 'y, 2H); EIMS 274 m/z (M"); T.nn.
70-73°C.

Cragia 2. Cnonyky ofepXyBanu LUNAXOM KaTani3oBaHOro nanagieM apunyBaHHA NPOAYKTY 3i
ctagii 1 4-cdbopmindenin6opoHoBoto kucrototo. *H AMP (400 My, CDCls) 8 10,13 (c, 1H), 8,91 (a,
J=4,8 'y, 1H), 8,74 (g, J=8,5 'u, 2H), 8,28 (g, J=8,4 'u, 2H), 8,03 (4, J=8,4 'y, 2H), 7,65 (g, J=5,3
Mu, 1H), 7,39 (a8, J=8,6 'y, 2H); EIMS 344 m/z (M").

Mpwuknag 40
OpepxaHHs 4-[4-(4-TpudTopMeTokcudeHIN)nipumignH-2-in]oeHsansaerigy
)
—_—
N

CHO
CF,0

Cragia 1. 4-(4-xnopnipumignH-2-in)6eHsanbgeria. Cnonyky ogepxysanu LUNSXOM KaTaJ'II3OBaHOFO
nanazlieMm apunyBaHHa MPOAYKTY 2,4-AvXNOpnipuMianHy 4-dopMmindeHin6opoHoBo kucrnotow. 'H
AMP (400 MI'u, CDCI3) 8 10,13 (c, 1H), 8,74 (g, J=5,0 'y, 1H), 8,27 (a, J=7,8 'y, 2H), 8,04 (g, J=7,9
Fu, 2H), 7,74 (r, 1H); EIMS 218 m/z (M").

Cragia 2. Cnonyky ofepxyBanu LLSSAXOM KaTaJ’lI3OBaHOFO nanagieM apunyBaHHS NPOAYKTY 3i
cragii 1 4-1pncdTOpMETOKCUPEHINOOPOHOBOIO KUCIMOTOHO. 'H amp (400 Ml'u, CDCl3) 6 10,14 (c, 1H),
8,91 (g, J=4,2 'y, 1H), 8,63 (a4, J=8,5 I'u, 2H), 8,37 (a, J=8,4 'y, 2H), 8,06 (g, J=8,8 I'u, 2H), 7,67 (A,
J=5,4Tu, 1H), 7,35 (g, J=8,7 'y, 2H); EIMS 344 m/z (M").

Mpuknag 41

OpepxaHHs 4-[6-(4-TpudTopmeToKCHdeHin) r||pa3|/|H -2-in]6eH3anbaerigy

Boaars

Cragia 1. 2-xnop-6-(4-tpucTopmeToKkcudeHin)nipasuH. CnonyKy ofepxXyBanu  LUNAXOM
KaTanlsoBaHoro nanagiem apwvnyBaHHa 2,6-guxnopnipa3uHy 4-TpudTopMeTOKCUAEHINBGOPOHOBOID
kucrnotoo. 'H AMP (400 Mru, CDCI3) 0 8,94 (c, 1H), 8,57 (c, 1H), 8,10 (a, J=9,0 I'u, 2H), 7,37 (A,
J=8,4 'y, 2H); EIMS 274 m/z (M"); T.nn. 58-60°C.

Cragia 2. Cnonyky ofepXyBanu LUNSAXOM KaTani3oBaHOro nanagieM apuinyBaHHA NPOAYKTY 3i
cTagii 1 4-chopmincerin6opoHosoto kucrnoTow. H AMP (400 My, CDCI3) & 10,13 (c, 1H), 9,07 (c,
1H), 9,03 (c, 1H), 8,33 (g, J=8,1 'u, 2H), 8,21 (g, J=8,7 'y, 2H), 8,07 (g, J=7,6 'y, 2H), 7,40 (4, J=8,3
My, 2H); EIMS 344 m/z (M").

Mpuknapg 42

OpepxaHHs 4-[2-(4-TpudTopMmeTokcudeHIN)nipumignH-5-in]oeHsansaerigy

N

Cragis 1. 4-(2-xnopnipumignH-5-in)oeH3anbaerig. Cnonyky ogep)KyBanu LUNISXOM KaTanisaoBaHoro
nanagiem apunyBaHHsi NpoaykTy 2,5-guxnopnipumignny 4-cgopmindeHinbopoHOBOK KMCIOTOH.
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Crapis 2. 4-(2-xnopnipumignH-5-in)6eH3anbaeria (0,92 MMO-b), 4-
TpudTOopmeTokcucpeHinbopoHoBy kucrnoty (1,10 mmons), auxnopbic(TpudeHindocdiH)nanagin(ll)
(0,01 mmonb), 2M kapboHaTt kanito (0,92 mn) i giokcan (5 mn) o6‘eaHyBany B peakuiliHiA nocyauHi i
nigaaBany MiKpOXBUITbOBOMY OMpPOMiHeHHKO npoTarom 10 xB. npu Temnepatypi 150°C. OpraHivyHun
wap 3 peakuiHoi cyMmiwi npaAMo nomiwanu Ha cwunikarenb i cywunu y Bakyymi. Ouvwanu 3a
aornomoroto xpomatorpadii Ha cunikareni (EtOAc/rekcan) 3 ogepxaHHsaM 140 Mr TBEpAOro NpoaykTy
Ginoro konbopy. *H AMP (400 My, CDCl3) & 10,11 (c, 1H), 9,07 (c, 2H), 8,57 (a, J=9,0 'y, 2H), 8,07
(n, J=8,5 ', 2H), 7,82 (a4, J=8,3 'y, 2H), 7,35 (A, J=8,3 'y, 2H); EIMS 344 m/z (M").

Mpuknag 43

OpepxaHHsa 4-[5-(4-TpudTopmeToKkcudeHin)nipumignH-2-inlbeHsaneaerigy

N

Cragia 1. 2-xnop-5-(4-TpudptopmeTtokcudeHrin)nipumignH. CRnonyky OAepXyBanu  LUMISAXOM
KaTanisoBaHOro nanagiem apunyBaHHs 2,5-guxnopnipumignHy 4-tpudTopmeTokcndeHinbopoHoBoO
KMCIOTOlO.

Crapia 2. 2-xnop-5-(4-TpudptopmeTokcudperin)nipumignH (4,22 mmons), 4-copmindeHinbopoHoBy
kucnoty (5,1 Mmonb), anxnopbic(TpudeHindocain)nanagin(ll) (0,05 mmons), 2M kapboHart kanito (4,2
mn) i giokcaH (21 mn) ob'egHyBanu B peakuiviHii mocyauHi | miggaBanu  MiKpOXBUbOBOMY
onpoMiHeHHto npoTarom 20 xB. npu Temnepatypi 150°C. OpraHiyHun Wwap 3 peakuinHoi CyMmilli NpsiMo
nomiwlanu Ha cunikarenbs i cywmnnu y Bakyymi. Ounwianu 3a 4OnNomorow xpomatorpadii Ha cunikareni
(EtOAc/rekcaHm) 3 ogepXaHHAM 75 Mr TBepgoro NpoAaykTy 6inoro Konbopy. 'H ampP (400 MrI'y, CDCly)
6 10,13 (c, 1H), 9,06 (c, 2H), 8,68 (g, J=8,8 I'u, 2H), 8,03 (g, J=8,3 'u, 2H), 7,68 (g, J=8,8 'y, 2H),
7,40 (o, J=8,7 T'u, 2H); EIMS 344 m/z (M").

Mpuknapg 44
OpepxaHHsa 4-rentacdTopnponin-6-(4-HiTpodeHin)-2-(4-TpucpTopmeTundeHin)nipumignuHy
CF,
NH,
N
’ ~
N =
CaF7

Cragia 1. 4-rentacdtopnponin-6-(4-HiTpodeHin)-2-(4-TpucdTopmeTmundeHin)nipumignH. Po3uuH 4-
rentacpTopnponin-2-metTuncynsdaHin-6-(4-Hitpodpenin)nipumignHy (1,20 r, 2,90 mmonb, oagepxaHum
Buxogaum 3 1-(4-Hitpodperin-4,4,5,5,6,6,6-rentadptoprekcaH-1,3-gioHy  BignosigHO [0 cnocoby,
onucaHoro y pob6oti Green et al. WO 200138311 A2), 4-tpuctopmeTmndeHinbopoHOBY KMCMAOTY
(0,608 r, 3,2 mmons), TpucypundocdiH (114 mr, 0,49 mmons) i 2-TiodpeHkapbokeunat migi (1) (750
mr, 3,9 mmone) 06'egHyBanu B 15 mn cyxoro TI'® i HarpiBanu go temnepatypu 50°C. MNoTim Tpboma
nopuisgmu nNpoTAroM 3 rOAWH aopasanu kaTanizaTop - apaykTt
Tpuc(andeHsunigeHavueToH)gunanagin(0)-xnopodgopm (60 Mr, kar.), i PO34YMH MOTIM 3anuanu
nepemiwysatuca npu Temnepatypi 50°C npoTtarom Houi. KoHUeHTpyBaHHS | xpomaTorpadia (Biotage,
5:1 rekcaH/DCM) pasanu 0,60 r (40%) 3a3Ha4eHoOi B 3arofioBKY CMonyku y BUrNSAi TBEpAOro NnpoaykTy
ACHO->XOBTOro koneopy. EIMS 514,0 (M+H); T.nn. 191°C.

Cragia 2. 4-rentacdTopnponin-6-(4-amiHodeHin)-2-(4-TpudpTopmeTvndeHin)nipumigmH. PosunH 4-
rentacpropnponin-2-(4-tpudptopmetTundeHin)-6-(4-HirpodeHin)nipumignHy (0,18 r, 0,35 mmonb),
nopowok 3aniza (0,20 r, 3,5 mmonb), cynbdar 3anisa amonito (0,15 r, 0,3 mmonb) y cymiwi 3:1
EtOH/Boga HarpiBanu Ha BogsHin 6ani npotarom 3 roguH. MoTim i oxonomxysanu, po3basnsnm 50
mn Et,0, dinbTpyBanu yepes Celite® i kOHUEHTpYBanu 3 ogepXaHHAM aHifiHy y BUrMsa4i TBEpAoro
NPOAYKTY XOBTOrO KONbOpY. 'H amp (300 Ml'u, CDCl3) 6 8,75 (g, J=8 I'u, 2H), 8,18 (g, J=8 'y, 2H),
7,90 (c, 1H), 7,80 (g, J=8 I'u, 2H), 6,82 (g, J=8 'y, 2 H), 4,20 (c, 2H).

Mpuknag 45

OpepxaHHs 4-TpudTopmeTnn-6-(4-amiHodeHin)-2-(4-TpudTopMeTUNdEHIN)NipUMianHy
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CF
NH
N
] ~N
N =
CF

Cragia 1. 4-tpuctopmeTun-6-(4-HiTpodeHin)-2-(4-TpudptopmetundeHin)nipumiguH. PosunH 4-
TpudTOpMETUN-2-MeTUNCYNbMaHin-6-(4-HitpodeHin)nipumiguny (1,25 r, 4,0 Mmonb, oaepxaHuin
Buxogaum 3 1-(4-HitpodbeHin-4,4,4-tpucptopbyTtaH-1,3-gioHy, ogepXaHui BignoBigHO [0 cnocoby,
onucaHoro y poboti Green et al. WO 200138311 A2), 4-tpuctopmeTundeHinbopoHoy kucnoty (0,95
r, 5,0 mmonb), Tpudypundocdid (140 mr, 0,60 mmonb) i 2-TiodpeHkapbokeunat migi(ll) (1,05 r, 5,0
MMonb) o6‘egHyBanm B 25 mn cyxoro TI® i HarpiBann go TemnepaTtypu 52°C. lMoTim Tpboma
nopuismm npoTArom 3 roAaviH gogasanu KaTanisaTtop - agnykT
Tpuc(andensnnigeHaueToH)gunanagin(0)-xnopogopm (100 wmr), i po3uMH noTiM 3anuwanu
nepemiwyeatmuca npu Temnepatypi 50°C npotarom 12 roguH. KoHUEHTpyBaHHS i Xxpomatorpadisi
(Biotage, 4:1 rekcan/DCM) gasanu 0,67 r (41%) 3a3Ha4yeHOi B 3arofoBKy CNOMYyKW Y BUrNa4i TBEpAOro
NPOAYKTY SICHO-k0BTOro konbopy. "H AMP (300 My, CDCl;) & 8,75 (a, J=8 I'u, 2H), 8,41 (c, 4H), 8,03
(c, 1H), 7,80 (g, J=8 'y, 2H); EIMS 414,1 (M+H); T.nn. 162°C.

Cragia 2. 4-tpudtopmeTun-6-(4-amiHodeHin)-2-(4-TpudTopmeTundeHrin)nipumignH. PosuunH 4-
TpudptopmeTnn-2-(4-TpudTopmeTundeHrin)-6-(4-ritpodpenin)nipumignHy - (0,50 r, 1,2  mMmonb),
nopowok 3anisza (0,50 r, 9 mmonb), cynbdar 3aniza amoHito (0,5 r, 1,0 mmons) y 30 mn cymiwi 3:1
EtOH-Boga HarpiBanu Ha napogin 6aHi npoTtarom 3 roguH. MoTim oxonogkyeanu, posdaensanu 50 mn
pgieTunosoro edipy, dinbTpyBann 4depes Celite® i koHueHTpyBanu. Cupuii amiH ounwanu 3a
gonomoroto konoHku Biotage (4:1:1 rekcaHu/EtOAc/DCM) 3 ogepxaHHsaM 0,22 T 4MCTOrO aHiniHy.
[aHnii NpoAayKT BMKOPUCTOBYBanM MpPsIMO MpWU OOep’KaHHi BignoBigHOro kapbamary. 'H ampP (300
MI'u, CDCl;) © 8,75 (g, J=8 I'u, 2H), 8,16 (g, J=8 'y, 2H), 7,81 (c, 1H), 7,77 (g, J=8 'y, 2H), 6,82 (g,
J=8 I'u, 2H), 4,15 (c, 2H).

Mpuknag 46

OpepxaHHs 4-[2-(4-TpudTopMeTUndeHin)nipumignH-4-injdeHinaminy

CF, NH,
o8
9

N

Cragia 1. 4-(4-HitpodeHin)-2-(4-tpudtopmeTundeHin)nipumianH. Oo 82,7 mr (3,60 mMmonb)
MEeTaneBoro HaTpito, po3duHeHoro B 3 mn abcontotHoro EtOH, gopgasann 938 wmr (3,60 mmonb) 4-
TpudTOopMeTUNGeH3amiamHrigpoxnopug aurigpaty, notim 4 mn EtOH. Yepes 30 xB. gogasanu 498 mr
(2,26 mmonb) 3-gumeTunamiHo-1-(4-HITpOdeHIN)NPONEHOHY i Cymill HarpiBanu npu Temnepartypi
KWNIHHS 3i 3BOPOTHUM XONOAWUINBHUKOM MPUBMM3HO 66 roauH i 3anuwanu oxonomxysatucd. Cymill
KOHUEHTpyBanu [0 TBepAoro npOAYKTY pydyBaTO-KOPUMYHEBOIrO KOMbOpy, LWO po3Tupanv B
HacnyeHoMy po34uHi OikapboHaTy HaTtpito. TBepgunm npogykt 36upanu i Cywunu Ha noBiTpi 3
ofepxaHHaAM 937 wmr. lNoTim Moro posunHsanu B cymiwi xnopodpopM/EtOAc i nponyckanu uyepes
cunikarene, entotodn cymiwwo 7:3 xnopogopm/EtOAc 3 oagepxaHHam 710 mr (91%) 3a3HadeHoi B
3arofiloBKY CMOMyKu. 'H aMP & 9,01 (g, J=5,3 'y, 1H), 8,73 (g, J=8,2 I'u, 2H), 8,43 (c, 4H), 7,82 (g,
J=8,1 'y, 2H), 7,76 (@, J=5,2 'y, 1H); EIMS 345 (M", 100), 299 (57); T.nn. 175-176,5°C. AHan.
obuuncn. ana Cq7H1oFsN30,: C, 59,13; H, 2,92; N, 12,17. 3HangeHo: C, 58,82; H, 2,63; N, 11,98.

Cragisa 2. 4-[2-(4-TpudTopmeTundeHin)nipumignH-4-injcderinamid. Cymiw 670 mr (1,94 mmonb)
HiTpOOEeH30n 4-(4-HiTpodeHin)-2-(4-TpudpTopmeTundeHin)nipumignny i 75 mr 10% Pd/C y 30 mn EtOH
nomiwanu Ha anapat Nappa npu Tucky rasonogibHoro BogHo B 40 OyHT Ha KB.OIOWM NPW KiMHATHIN
Temnepatypi. llicna 7 roguH cymiw insTpyBann 4Yepes Celite® i EtOH Bugansnm y Bakyymi.
Banvuwok posnoginanu mix EtOAc i HacuueHum GikapOoHaToM HaTpilo W opraHiyHy dasy cywwmnm
(MgSO,). KoHueHTpyBaHHs gaBano TBepaui NpoaykT, Wwo po3umHanu B EtOAC i dinbTpyBann yepes
wap cunikarento. KoHUueHTpyBaHHs gaBano 500 mr (82%) 3a3HaueHoi B 3aronosky cronyku. "H AMP
0 8,75 (g, J=5,30 'y, 1H), 8,67 (g, J=8,3 'y, 2H), 8,10 (g, J=8,9 'y, 2H), 7,75 (g, J=7,9 'y, 2H), 7,54
(a, J=5,3 T'u, 1H), 6,80 (A, J=8,6 'y, 2H), 4,03 (ywwmp.c, 2H); MC (API-ES+) 316 ([M+H]", 100); T.nn.
166-167°C. Anan. obuucn. ana C,;H,F3N3: C, 64,46; H, 3,84; N, 13,33. 3nangeHo: C, 64,37; H, 3,71;
N, 13,08.

Mpuknag 47
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OpepxaHHa 2-xnop-4-[3-(4-tpudptopmetundeHin)-[1,2,4]tpnason-1-injdeHinaminy

~ (N
/Q/LN \O/CI
CF

s NH,

Cragia 1. 1-(3-Xnop-4-HiTpodeHin)-3-(4-TpncptopmeTundenin)-1H-[1,2,4]tpnaszon. PosunH NBS
(180 wmr, 1 mmonb) y 4 mn CH,Cl, nepemiwyBann B atMocdepi asoTy npu temnepatypi 0°C, npwu
LbOMY 3a OOMOMOrol wnpuua gogasanu gumetuncynbdig (110 mr, 1,8 Mmonb). Po3uuH, y sikomy
YyTBOPIOBABCS TBEPAMN NpoAyKT 6inoro konbopy, noTiMm oxonomxysanu ao -20°C i gogasanu (N-(3-
xnop-4-HitpodeHin)-N'-(4-TpudptopmetTnnbersunigen)rigpasnd (200 mr, 0,58 mmons) y 4 mn DCM.
Po3umH 3anuwanu HarpiBatuca A0 TemnepaTtypu HaBKOMULLHBOrO cepefoBulla i nepemiyBanu
npoTsrom we 2 roguH. OgepxaHuii po34mH XOBTOrapsayoro Konbopy notim posdasnsanu 25 mn DCM i
npoMuBann BOAOK | HACUYEHUM CONMbOBMM PO3YMHOM, MOTIM BUCYLUYBaNM i KOHLEHTpyBanw.
OpepxaHuin TBEPAUIA MPOAYKT XXOBTOraps4oro Konbopy - rigpasoHin 6pomia (150 mr), aani obpobnsnu
npsiMmo TeTpasonom (25 mr, 0,35 mmonb) i TpuetTunamidom (50 mn, 0,35 Mmonb) y 5 mn abcontoTHOro
EtOH. OpepxaHuii po34YnH OpaHXeBO-KOPMYHEBOIO KOSbOPY HarpiBanu npu temnepaTypi KUMiHHS 3i
3BOPOTHMM XONOAUITbHUKOM MpoTsarom 2 rogamH. dadi TCX nokasyeanu, Wo BMXigHUM 6Gpomig cnovaTky
nepeTBOPIOBABCHA B [ABi MPOMDKHMX CMOMYKN >KOBTOFO KOMbOPY, LIO MOTIM 3HUKanM i 3amiHanucs
ofHieto 6e3bapBHO NNAMO. PO34YMH KOBTOrapsvoro Konbopy notiMm posbasnsanu 10 mn Boawu, 3
ofepXaHHAM TBEpPAOro NpoAaykTy, WO (inbTpyBanu, Cylunu Ha MOoBiTPi i HeperMCTaﬂiSOBYBaHM 3
Tonyony 3 ogepxaHHam 60 Mr TBepA4oro MpPogykTy »KOBTO-pyAyBaTO-KOpMYHEBOro koneopy. "H AMP
(300 MI'u, CDCly) 6 8,60 (c, 1H), 8,41 (g, J=8,7 'y, 1H), 8,33 (4, J=7,5 'y, 2H), 7,90 (g, J=2 'y, 1H),
7,70 (g, J=7,5 'y, 2H), 7,65 (oo, J=8,7, 2l'u, 1H); EIMS 368,9; T.nn. 185°C. AHan. obuucn. ans
C1sHgCI3N4O,: C, 48,86; H, 2,19; N, 15,20. 3HangeHo: C, 48,39; H, 2,61; N, 14,91.

Cragis 2. 2-xnop-4-[3-(4-tpucptopmeTtunderin)-[1,2,4]tpuason-1-injdeHinamix. PosunH
HiTpodeHinbHoro noxigHoro (0,75 r, 2,0 mmonb) y 7 mn MeOH i 3 mn Boan obpobnsnu nopoLLKoMm
3anisa (0,7 r, 12,5 mmonb) i cynbdartom 3anisa amoHito (rekcarigpat; 0,7 r, 1,8 mmonb). Po34ymH
HarpiBanu Ha napoBin G6aHi npoTarom 3 roauH, Npu uboMy faHi TCX nokasyeanu, wo Bigbysanocs
NMOBHE MEPETBOPEHHS B Oinbll NONSApHUA dryopecuiloiodmMin NpoaykT. Po3unH oxomnomkyBanu i
dinbTpyBanu, i inbTpaT KOHUEHTPYBaNU y Bakyymi 1 ounLany 3a 4ONOMOrol Xxpomartorpadii yepes
KopoTkun wap cunikarento (7:2:1 rekcad/EtOAc/DCM) 3 ogepxaHHam 0,55 r amivy y Burnsai Teepaoro
NPOAYKTY CBITMOrO pyayBaTO-KOpUUHEBoro konkopy. ‘"H AMP (300 My, CDCl3) & 8,40 (c, 1H), 8,31
(@, J=8,4 'y, 1H), 7,72 (g, J=8,4 I'u, 2H), 7,69 (g, J=2 'y, 1H), 7,42 (aAa, J=8,5, 2 'y, 1H), 6,9 (4,
J=8,4 'y, 1H); EIMS 340,4, 342,3 (M+H); 1.nn. 148°C. AHan. obuucn. gna CisHoClsNy4: C, 53,19; H,
2,98; N, 16,83. 3HangeHo: C, 52,90; H, 3,10; N, 16,83.

Mpuknag 48

OpepxaHHs 4-[1-(4-TpudTopmeTokeudeHin)-1H-[1,2,4]Tpnason-3-injdeHinaminy

CF,0
: N NYO/NHZ

NT R

\—

N

Cragia 1. 1-(4-TpudTopmeTokcndeHin)-3-(4-Hitpodenin)-1H-[1,2,4]tpuason. Po3unH NBS (0,70
r, 3,9 mmonb) y 25 mn CH,CIl, nepemiwyBanu B atmocdepi a3oty npu temnepatypi 0°C, y npoueci
Yyoro 3a fgonomorow wnpuua gopgasanu gumetuncynedig (0,40 r, 6,5 mmonb). Po3uuH, y sikomy
YTBOPIOBABCA TBEpAWUA MPOAYyKT BGinoro konbopy, noTiMm oxonogxyeanu o -20°C i gogaBanun N-(4-
HiTpoBeH3nnigeH)-N'-(4-tpudptopmeTtokeundenin)rigpasmt (0,70 r, 2,15 mmornb) y 10 mn DCM. Po3uuH
3anuianu HarpisaTucsa 4o TeMNepaTypu HaBKOMMULLHLOIO cepefoBULLa i NepemillyBanm Lie 2 roguHu.
OpepXaHuin PO34UH KOBTOrapsvyoro Konbopy noTiM po3basnanu 25 mn DCM i npomuBanu BOgoto i
HacM4YeHMM COMbOBMM PO3YMHOM, MOTIM BUCYLlyBanu i KoHUeHTpyBanu. OpepxaHui TBepaumn
rigpa3oHin 6pomig (0,9 r) xoBTOrapaA4oro Komnbopy noTiM npsiMo 06pobnsanu TeTpasonom (154 wmr, 2,2
MMOrb) i TpuetunamiHom (280 mn, 0,23 mmonb) y 5 mn abcontotHoro EtOH. OpgepxaHuii po3yuH
OpaHXeBO-KOPUYHEBOIO KONbOPY HarpiBanu npu TemnepaTypi KANHHS 3i 3BOPOTHUM XONOAUIBHUKOM
npotaroMm 2 rogmH. Oadi TCX nokasyBanw, WO BUXigHWMA Bpomig cnoyaTky nepeTBOplOBaBCcs B ABi
NMPOMDKHMX CMOJYKMN XOBTOIO KOJbOPY, LLIO MOTIM 3aMiHANUCA ofHieto 6e3b6apBHOO nnsiMoto. Po3uuH
YKOBTOrapsiioro Kombopy MOTIM KOHUEHTpyBanM N ouyvwanu 3a [onomorow xpomatorpadii (2:1:2
rekcaH/EtOAc/DCM), ogepxytoun 0,30 r 3a3HayeHOi B 3arofiloBKy CMOSlyKA Y BUIMA4i TBEpOoro
NPOAYKTY SICHO-XOBTOrO kKonbopy. “H AMP (300 MI'u, CDCl;) d 8,68 (c, 1H), 8,40 (o, J=5 'y, 2H), 8,35
(a, J=5 'y, 2H), 7,85 (@, J=8 I'u, 2H), 7,42 (o, J=8 I'u, 2H); EIMS 350 (M", 100), 299 (57); T.nn.
147°C.
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Crapia 2. 4-[1-(4-TpudTtopmeTokcudeHrin)-1H-[1,2,4]tpuason-3-injdpeHinamiv.  Katanitnuxe
BiJHOBNEHHS, BUKOpPUCTOBYIOUM KaTanidatop Pd/C y EtOH B atmocdepi BogHo, AaBano BignosigHMim
aHiniH y BUrNsAi TBEPAOro NPOAYKTY SICHO-Ciporo komnbopy. *H SIMP (300 My, CDCI3) & 8,50 (c, 1H),
8,00 (g, J=8,4 l'u, 2H), 7,78 (g, J=8,7 Iy, 2H), 7,35 (g, J=8 'y, 2H), 6,76 (g, J=8,7 'y, 2H), 3,9
(ywwmp.c, 2H); EIMS 321; 1.nn. 160°C.

Mpuknag 49

OpepxaHHs 4-[1-(4-neHTadTopeTunokcnudeHin)-1H-[1,2,4]tpnason-3-injderinaminy

C,F,0
N
\=

N

Cragia 1. 1-(4-MNeHTtadTopeTnnokcndeHrin)-3-(4-HitpodeHnin)-1H-[1,2,4]tpnason. 3asucb 3-(4-
HiTpodeHin)Tpmasony (11,4 r, 60 mmonb), 1-hoa-4-neHtadptopetokcubensony (20 r, 60 mmons),
kapboHarty uesito (39,0 r, 120 mmonb), Cu (3,5 r, 18 mmonsb), 8-rigpokcmxiHoniHy (2,0 r, 13,8 Mmonb) i
155 mn 9:1 AM®-H,O HarpiBanu npu Temnepatypi 150°C npotarom 5 roguH, NOTiM OXONogKyBanM, i
BMicT Bunusanu B 150 mn Bogu 1 ekctparyBanu 3a gonomorotw 2x100 mn Et,O. OpraHiyHui wap
CYLUMNNM | KOHUEHTpYBanu, i TBepani 3anuwok nepekpuctanizosyeanu 3 MeOH i Bogu 3 ogepXaHHAM
11,8 1 (49%) HiTpOTpMasony y BArNa4i TBEPOOro NPOAYKTY pyAyBaTO-KOPUYHEBOIO KOMbOPY. 'H AmP
(300 MI'y, CDCIs) o 8,68 (c, 1H), 8,40 (g, J=5 'y, 2H), 8,35 (g, J=5 'y, 2H), 7,85 (g, J=8 'y, 2H), 7,42
(8, J=5,2 'y, 8 M'u, 2H); EIMS 400 (M"); T.nn. 170-175°C.

Cragia 2. 4-[1-(4-MenTadTopeTunokcudeHin)-1H-[1,2,4]tpuason-3-injdeHinamin. KatanitnyHe
BiQHOBNEHHS, BUKOpPUCTOBYtoUM kaTanisatop Pd/C y EtOH B atmocdepi BogHo, AaBano BignosigHWi
aHiniH y BUMMsA TBEPAOrO MPOAYKTY CBITMO-pyAyBaTO-KOpUYHeBoro konbopy. "H SAMP (300 Mru,
CDCls) & 8,55 (c, 1H), 8,00 (g, J=7 l'u, 2H), 7,78 (g, J=8 I'u, 2H), 7,35 (g, J=8 l'u, 2H), 6,78 (g, J=8
My, 2H), 3,9 (ywwp.c, 2H); EIMS 371; T.nn. 160°C.

Mpuknag 50

OpepxaHHs 4-[1-(4-renTacTopnponinokcmdeHin)-1H-[1,2,4]tpuason-3-in]deHinaminy

C,F,0
z 2 N\,/O/NH2
N
—

N

Cragia 1. 1-(4-TentacdTopnponinokcudeHin)-3-(4-HitpodeHin)-1H-[1,2,4]tpnason. 3asuce 3-(4-
HiTpodeHin)Tpmasony (1,0 r, 5,2 mmons), 1-noa-4-rentagpTopnponinokcndeHsony (6,1 r, 15,8 mmons),
kapboHaty uesito (10,0 r, 30,7 mmonb), Cu (900 mr, 4,4 mmonb) i 8-rigpokcuxiHoniHy (500 wmr, 3,4
mmone) y 40 mn 9:1 OM®-H,O Harpianu npu Temnepatypi 150°C npotarom 12 roguH, noTim
oxonogxkysanu i Bmict Bunueanu B 50 mn Boau i 50 mn koHueHTpoBaHoro NH,OH. PosuuH
OnaknTHOro Konbopy ekcTparysanu 3a gonomoroto 100 mn edipy, | opraHiuHMI Wap BiJOKpeMnoBanm
i inbTpyBanu AN BuAaneHHs [OesKOl KiNbKOCTi HepO3YMHHOro MPOAYKTY, MOTIM Ccywunu i
KOHUEeHTpyBanu. TeBepaui 3anuwok nepekpucTtanisoBysanu i3 cymiwi MeOH/Boga 3 ogepaHHAM
4,69 r HiTpoheHINTpHnasony y BUrNaAgi TBepgoro NpoaykKTy CBITNO-pyayBaTO-KOPUYHEBOIO KOMbOPY. H
AMP (300 MIu, CDCIs) © 8,66 (c, 1H), 8,40 (r, 4H), 7,85 (g, J=8 'y, 2H), 7,42 (g, J=8 'y, 2H); EIMS
450,1 (M"); T.nn. 114-116°C.

Cragia 2. 4-[1-(4-TentadpTopnponinokcudeHin)-1H-[1,2,4]tpnason-3-injdeHinamii. KatanitnyHe
BiAHOBIMEHHA B yMOBax, ONucaHWX BuLUe, AaBarno BiAMnoOBiOHWMM aHifiH y BUrAS4i TBepAoro NpoaykTy
CBITNO-pyayBaTO-KOPUYHEBOIO KOMbOPY. 'H amp (300 Ml'y, CDCIs3) & 8,54 (c, 1H), 8,00 (g, J=8 Iy,
2H), 7,80 (g, J=8 'y, 2H), 7,40 (g, J=8 I'u, 2H), 6,78 (a, J=8 Iy, 2H), 3,9 (ywwup.c, 2H); EIMS 421,3
(M+1); T.nn. 181-183°C.

Mpuknapg 51

OpepxaHHs 4-[4-(4-TpudTopMmeTundeHin)imigason-1-injdeHinaminy

Z N

N=/

Cragia 1. 4-[4-(4-TpudtopmetundeHrin)-1H-imigason-1-inJHitpobeH3on. 4-TpudTopMETUNEHIN
imigason (1,43 r, 6,7 mmonb), 4-cpTopHiTpobeHson (1,2 r, 8,5 Mmonb) i kapboHaT kanito (1,5 r, 10,9
MmMmonb) ob‘egHyBann B 15 mn OM® i HarpiBanu npu Temnepatypi 100°C npotsirom 6 roguH.
OxonomkeHnn po3ymnH notim Bunueanu B 100 mn Boaw, i ogepaHuii TBepauin NpoaykT dinbTpysanm i
CyluMnn Ha noBiTpi 3 oaepxaHHaM 1,0 r 3a3HayeHOro B 3aronoBKy iMigasony y Burnaai TBepaooro
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NPOAYKTY ACHO-XXOBTOro konbopy, 7.nn. 197°C. Anan. obuncn. gna CigHioFsN3O,: C, 57,66; H, 3,02;
N, 12,61. 3HangeHo: C, 57,69; H, 3,01; N, 12,48.

Cragia 2. 4-[4-(4-TpudTopmeTundeHin)imigason-1-injdeHinamin. KatanitudHe BiOHOBNEHHS,
BMKOpUcToBYtouM kaTanisatop Pd/C y EtOH B atmocdepi BoaH, AaBano BigNoOBiAHWIA aHiniH y
BUMMSZj TBEPAOrO MPOAYKTY SICHO-Ciporo konbopy. *H AMP (400 MIu, CDClg) 8 7,90 (g, J=7 Iy, 2H),
7,75 (c, 1H), 7,65 (g, J=7 Ty, 2H), 7,52 (c, 1H), 7,19 (g, J=8 I'y, 2H), 6,75 (g, J=8 Iy, 2H), 3,8
(ywwmp.c, 2H); EIMS 302,0; 1.nn. 142-143°C.

Mpuknag 52

OpepxaHHs 4-[1-(4-TpudTopmeTundeHin)-1H-imigazon-4-injdeHinamiHy

CF3\©\ NH,
N’\/Q/
\=

=N

Cragia 1. 4-[4-(4-TpudptopmeTundeHin)-1H-imigason-1-inJHiTpobenson. OgepxaHun 9k onUcaHo
Anga ctagii 1 nonepegHbLOro npuknagy.

Cragia 2. 4-[1-(4-TpudptopmeTundeHin)-1H-imigason-4-injdeHinamiH. KatanitTnyHe BigHOBMNEHHS,
BMKopucToBYytoun katanizatop Pd/C y EtOH B atmocdepi BogHio, gasBano BignoBiOHWWA aHiniH y
BUIMAAI TBEPAOrO NPOAYKTY SICHO-Ciporo konbopy. “H AMP (400 My, CDCl,) & 7,92 (c, 1H), 7,76 (o,
J=8 I'u, 2H), 7,66 (g, J=4,5 'y, 2H), 7,55 (c, 1H), 6,75 (a, J=4,5 Iy, 2H), 3,8 (ywwup.c, 2H); EIMS
304,0; 1.nn. 191°C. AHan. obuucn. ansa CygH1oFsNs: C, 63,36; H, 3,99; N, 13,85. 3HanaeHo: C, 63,14;
H, 4,07; N, 13,52.

Mpuknag 53

OpepxaHHsa 4-[1-(4-TpudTopmeTokcudeHin)-1H-imigason-4-injdeninamivy

CFBO\CL NH,
N’VQ/
\=

—

N

Cragia 1. 4-(4-HitpodeHin)-1-(4-Tpudptopmetokeuderin)-1H-imigason. [Ons nepeTBOpeHHs 4-
TpudptopmeTokciaHinivy (5,3 r, 30 mmonb) i a-6pom-4-HiTpoaueTodeHoHy (3,7 r, 15 mmonb) y 2,1 1
(41% 3aranbHWi BMXIA) iMiga3ony BUKOPUCTOBYBanNu yMoBM, onucaHi B poboTi Porretta et al. Farmaco,
Edizione Scientifica 1985, 40, 404.

Cragia 2. 4-[1-(4-TpudptopmeTtokcudeHin)-1H-imigason-4-injdeHinamix. KaTtanituyHe
BiJHOBNEHHS, BUKOpPUCTOBYIoYM KaTanizaTop Pd/C y EtOH B aTmocdepi BogHo, AaBarno BignosigHUin
aHiniH y BUrnagi Teepaoro nNpoaykTy SCHO-Ciporo Komnbopy. 'H amP (300 MI'u, CDCI3) & 7,83 (c, 1H),
7,64 (g, J=4,8 I'u, 2H), 7,47 (a, J=4,4 T'u, 2H), 7,40 (c, 1H), 7,36 (g, J=4,8 T'u, 2H), 6,75 (g, J=4,4 Ty,
2H), 3,5 (ywwup.c, 2H); EIMS 320; 1.nn. 167°C. Anan. oduncn. gna C,6H1,F3N3O: C, 60,19; H, 3,79; N,
13,16. 3HanpgeHo: C, 59,91; H, 3,67; N, 13,03.

Mpuknapg 54

OpepxaHHs 4-(4-amiHodeHin)-2-(4-TpudTopMeToKkCeMdeHin)-2,4-gurigpo-[1,2,4]Tpnason-3-oHy

M=
N
/O/ YN NH,
CF,0 e}

Cragis 1. 4-(4-HitpodeHin)-2-(4-TpudptopmeTtokcudeHin)-2,4-gurigpo-[1,2,4]rpnason-3-oH.
3a3HauyeHy B 3arorfioBKy Crornyka ogepXyBanum sik onncaHo B fokyMeHTi Henbach, DE 2724891 A1,
1978, 3 moaucpikauielo A0 TpbOX CTadin: npu JofaBaHHI aHiniHy 3amicte 3,5-guxnopaHiniHy
BUKOPUCTOBYBaNu 4-HiTpoaHiniH, a 3aMiCTb TOMNYony sik PO34YMHHUK BUKOpuUcToByBanu cyxun TI®. MNpu
YTBOPEHHI TPMa3oniHOHOBOrO KifbLUdA 3aMiCTb pocreHy BukopuctoByBanu TpudocreH (0,65 exsis.). H
AMP (300 MI'u, CDCI3) & 8,40 (g, J=8,8 'y, 2H), 8,05 (g, J=8,8 'y, 2H), 7,99 (c, 1H), 7,89 (g, J=9,3
My, 2H), 7,32 (g, J=9,3 'y, 2H); ESIMS 367 (M+H); T.nn. 136-140°C.

Crapgiqa 2. 4-(4-AmiHodpeHin)-2-(4-TpudTopmeTokcudeHin)-2,4-aurinpo-[1,2,4]Tpnason-3-oH.
HitpodeHintpuasonidoH (0,037 r, 0,10 mmonb) po3umHsanu B abcontotHomy EtOH (1 mn) B atmocdepi
N,. Ho uiei cymiwi pogaBanu pgurigpat xnopuagy onosa(ll) (0,114 r, 0,51 mMmomnb) i cymiw
nepemillyBann Mpu KAM'STIHHI - 3 3BOPOTHMM  XONOAWUSIbBHMKOM MpoTsroM 2  roguH. Cymiw
oxornomkyeanu go temnepatypu 25°C, sunueanu Ha nig-H,O (25 mn) i pH BogHOI cymiwi goBogunu
fo 9-10 3a gonomoroto 1H NaOH. Cywmiw ekctparysanu 3a gonomoroto Et,O (3x25 mn), i o6'egHaHi
opraHivHi ekctpaktn cywunun (MgSO,), dinbTpyBanu i KOHUEHTpyBanu 3 OAepXXaHHAM TBepOoro
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npoaykTy TemHo-kopudHeBoro konbopy (0,0297 r, 87%), wo BukopuctoByBanu 6e3 [OOATKOBOro
oumenHs. "H SIMP (300 MIy, CDCl3) & 8,07 (n, J=9,7 'y, 2H), 7,73 (c, 1H), 7,32-7,23 (r, 4H), 6,77
(@, J=8,5 'y, 2H), 3,85 (wwmp., 2H); ESIMS 336 (M"); T.nn. 115-120°C.

Mpuknag 55

OpepxaHHs 4-[5-(4-TpudTopmeTundeHin)-4,5-gurigpoisokcason-3-injdpeHinamiHy

O—N
CF; O NH,

Crapia 1. Tpet-6ytunosun edip {4-[5-(4-TpudTopmeTundeHin)-4,5-gurigpoizokcason-3-
in]deHintkapbamiHoBoi kucnoTtn. [lo nepemiwysaHoro posdumHy N-xmopcykuuHimigy (57 wr, 0,424
MMonb) i nipuanHy (3 wmkn) y 1,7 Mn xnopodopmy gogasanu  okcum  4-N-TpeT-BOC-
amiHo6eHsanbgerigy (100 mr, 0,424 wmmonb). PeakuiiHy cymil nepemiwyBanyM npu KiMHaTHIN
Temnepatypi npotarom 10 xB. lMoTim gogasanu 4-TpudTopmeTtunctupon (78 mkn, 0,53 mmonb) i
TemnepaTypy niguwysanu o 45°C. [Jo uboro posyvHy gogasanu rno Kpanmnsix Tpuetunamid (62 mkn,
0,445 mmons), po3unHeHun y 0,5 mn CHCI;. PeakuiiHy cymiw nepemiwyBanu npu TemnepaTtypi 45°C
npotaroM 5 roguH. OxonogXeHun posdnH posbaensanu xnopodopmom (10 mn) i npommMBanu Bogo
(2x5 mn). OpraHiuny dasy notim cywmnnu Hag MgSO,, inbTpyBanu i KOHUEHTPYBanu 3 OAepXKaHHAM
i3okcasoniny (100 mr, 58%). ‘H AMP (400 My, CDCls) & 7,40-7,83 (r, 8H), 6,60 (ywwup.c, 1H), 5,76
(aa, J=11,0, 7,7 T'u, 1H), 3,81 (oo, J=16,5, 11,0 'y, 1H), 3,29 (g@, J=16,5, 7,7 'y, 1H); EIMS 406
(M").

Cragia 2. 4-[5-(4-TpudptopmeTundueHin)-4,5-gurigpoizokcason-3-injgeHinamiu. o
nepemiwysaHoro po3dnHy N-BOC i3okcasoniHy (ogepxaHoro Ha ctagii 1) y CH.Cl, (2,5 mn)
aogasanv TpudTopouToBY KMCMOTY (6,16 Mmonb, 0,46 mn), i peakuinHy Cymill nepemiwysany npu
KiMHaTHIN TemnepaTypi npoTarom 3 rogvH. PO34MH KOHUEHTpyBanu, i 3anuwok nomiwanu B 5 mn
HacuyeHoro po3unHy KHCO; i nepewmiwysanu npotarom 30 xB. Cymiw noTiM ekcTparysanu 3a
ponomoroto CH,Cl, (3x10 wmn). OpraHiyHy dasy notim cywwmnu Hag MgSO, inbTpyBanu i
KOHLIEHTPYBanu 3 OfiepXKaHHAM OuiKyBaHOro aHiniHy (68 mr, 90%). *H AMP (400 Mru, CDCl;) & 7,45-
7,63 (r, 6H), 6,67 (o, J=8,6 I'u, 2H), 5,72 (na, J=10,9, 7,6 T'u, 1H), 3,92 (ywwup.c, 2H), 3,78 (a4,
J=16,7, 10,9 I'u, 1H), 3,25 (ag, J=16,7, 7,6 'y, 1H); EIMS 306 (M").

Mpuknapg 56

OpepxaHHs 4-[3-(4-TpudTopmeTokcudeHin)-4,5-aurigpoisokcason-5-injdeHinaminy

N—-O
CF,0 O NH,

o nepewmiwysaHoro po3unHy N-xnopcykuuHimigy (0,634 mmonb, 85 mkn) i nipuguHy (4 mkn) y 2,5
Mn  xnopodpopmy gopasanu okcum n-TpudptopmeTtokenbensanegerigy (130 mr, 0,634 mmonb).
PeakuinHy cymiw Harpieanm npu Temnepatypi 50°C npotarom 3 roguH. [loTiv pgopasann 4-
amiHoctupon (0,793 mmone, 93 Mkn), Aani No Kpannax po3vmH Tpuetunaminy (0,666 mmornb, 93 mkn),
posumHeHoro B 0,5 mn CHCI;. PeakuiiHy cymiw nepemiwysanu npu temnepatypi 50°C npotarom 3
rognH. OxonomkeHun po3ynH posbasnanu xmopodopmom (15 mn) i npomueanu Bogow (2x10 mn).
OpraHiyHy ¢asy noTim cywmnu Hag MgSO,, cdinbTpyBanu i KOHUEHTpyBanu. 3anuLioK oyunwlanu 3a
JornomMoro pagiansHoi xpomaTtorpadii, BMKOPUCTOBYOUM po3umH 2:1 rekcaH/EtOAcC 4k enteHT
(R=0,18) 3 ogepxaHHsM 4-[3-(4-TpudbTopmeToKCcUdeHin)-4,5-aurigpoizokcason-5-injdeHinamiHy (125
mr; 61%). "H SAMP (400 My, CDCl3) 8 7,73 (a, J=8,2 'y, 2H), 7,25 (a, J=8,2 'y, 2H), 7,17 (a, J=8,2
lu, 2H), 6,68 (g, J=8,2 I'u, 2H), 5,65 (oo, J=10,9, 8,9 I'u, 1H), 3,55-3,75 (ywwp.c, 2H), 3,67 (oa,
J=16,8, 10,9 'y, 1H), 3,30 (aa, J=16,8, 8,9 'y, 1H); EIMS 322 (M").

Mpuknag 57

OpepxaHHg 1-(4-amiHodeHin)-3-(4-TpudTopMmeTokCcMdeHin)-1,3-gurigpoimigason-2-oHy

Lli cnonykn opepxyBanu BignosigHO A0 cnocoby, onucaHoro y poboti Bromidge et al. WO
2003057220 A1 3 He3Ha4YHUMK Mogudikaliamu.

CFSOO\ j)\ ’Q/NHZ
NN
\—/

Crapia 1. (2,2-OnmeTokcieTvn)-(4-TpudTopmeTokcneHin)amid. [1o nepemiyBaHoro po3ynHy 4-
TpudptopmeTokcianinivy (1 mn, 7,46 mMonb) i gumetunaueTanto rniokcanegerigy (60% npo./npo. y
Bogi, 8,95 mmonb, 1,6 mn) y 37 mn EtOH pgopasanu 300 mr 10%-Horo nanagito Ha Byrinni. Cymiw
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BakyymyBanu i Tpu pasu npogysanu asoTom. [loTim nogasanu BogeHb 3 0OanoHa i cymiw
nepemillysanu npu TUCKy BoaH B 1 atm npoTtsarom 31 roguH. Cymiw noTim ¢inbTpyBanu yepes wap
3 Celite®, i wap npommuBanu EtOH (25 mn). ETaHon BMAansinvM nNpu 3HMWKEHOMY TUCKY, a 3alIULLIOK
po3baBnsinu 30 mn CH,Cl,. WWapwu po3aginanu n opraniyHy cdasy cywmnm Hag MgSO,, dinbTpyBanu i
KOHLIEHTPYBaINM 3 ofiepXKaHHsM (2,2-auMeTokcieTUn)-(4-TpudTopmeTokcudeHin)amity (1,7 r, 86%). *H
AMP (400 My, CDCl3) 6 7,04 (g, J=8,9 'y, 2H), 6,59 (g, J=8,9 I'u, 2H), 4,56 (T, J=5,4 'y, 1H), 3,92
(ywwp.c, 1H), 3,51 (g, J=5,4 'y, 2H), 3,42 (c, 6H); EIMS 265 (M").

Cragia 2. 1-(2,2-OumeTtokcieTvn)-3-(4-HiTpodeHin)-1-(4-TpucdpTopmeTokcudeHin)cevosuna. [o
nepemilyBaHoro posynHy (2,2-gumetokcieTvn)-(4-tpudtopmetokcndenin)aminy (3,2 mmons, 0,85 r),
posumHeHoro B 32 mn CH,Cl,, sgogaBanu n-HiTpodeHinusouiaHat (3,53 mmonb, 0,58 r) i peakuinHy
CyMiLL nepemillyBanu Npu KiMHaTHIA TemnepaTypi NpoTarom Hodi. Cymiw posbasnanu CH,CI, (50 mn)
i npomusanu nocnigosHo NaHCO; (30 mn) i HacuyeHnm conboBuM po3dnHoM (30 mn). OpraHidHy
dasy notim cywmnu Hag MgSO,, dinbTpyBanu i KOHUEHTpyBanu. 3anuloK o4uLanyi 3a 4ONOMOro
pagianbHOi xpomaTtorpadii, BukopucToBytouM po3umH 2:1 rekcaH/EtOAc sk enweHT (R=0,32) 3
opepXaHHAM 1-(2,2-gumeTokcieTun)-3-(4-HiTpodeHin)-1-(4-TpudpTopmeTokcndeHin)ceyosunun (0,87 r,
63%). 'H SAMP (400 Mru, CDCls) & 8,15 (n, J=9,2 'y, 2H), 7,30-7,50 (r, 6H), 7,02 (ywwp.c, 1H), 4,65
(1,J=5,4 'y, 1H), 3,82 (a, J=5,4 ', 2H), 3,41 (c, 6H); EIMS 429 (M™).

Cragiqa 3. 1-(4-HitpodpeHin)-3-(4-TpndTopmeTokcndeHin)-1,3-gurigpoimiaason-2-oH. o
nepemillyBaHoro PO34nHY 1-(2,2-gumeTokcieTun)-3-(4-HiTpodeHin)-1-(4-
TpudptopmeTokcudpeHin)cevosmuu (0,23 r, 0,53 MmMonb), po34ymMHeHOro B 28 mMn Tonyony, gogasanu 2
kpanni koHueHTpoBaHoi HCI. PeakuinHy cymiw nepemiwyBanu npu KUM'ATIHHI 31 3BOPOTHWUM
XOnoAurnbHUKOM nNpoTarom 3 roamH. OxonoaxeHun po3uunH posbasnanu EtOAc (75 mn) i npomuanu
HacudyeHum NaHCO; (25 mn) i HacnyeHum comnboBMM pPo3vmMHOM (25 mn). OpraHiyHy ¢asdy noTim
cywunn Hag MgSQO,, cdinbTpyBanu i kKOHUEeHTpyBanu. 3anuwoK oyuliany 3a AOMNOMOrol pagiansHoi
xpomaTtorpadii, BukopmuctoBytoumn po3unH 2:1 rekcanH/EtOAc sk entoeHT (Ri=0,28) 3 ogepxaHHam 1-(4-
HiTpodeHiN)-3-(4-TpudTopmeTokcmdeHin)-1,3-gurigpoimigason-2-ony (134 wr, 71%). H ampP (400
MI'y, CDCl3) & 8,35 (g, J=9,2 'y, 2H), 7,93 (g, J=9,2 'y, 2H), 7,67 (g, J=9,2 'y, 2H), 7,34 (g, J=9,2
Mu, 2H), 6,87 (a, J=3,3 'y, 1H), 6,81 (a, J=3,3 'y, 1H); EIMS 365 (M").

Cragia 4, 1-(4-AmiHobeHin)-3-(4-TpudTopmeTokcudeHin)-1,3-auriapoimigason-2-oH. o
nepemilysaHoro posyuHy 1-(4-HiTpodeHin)-3-(4-TpudTopmeTokcudeHin)-1,3-gurigpoimigason-2-ony
(120 wr, 0,33 mmoneb) y 3,5 mn EtOAc gopasanu guxnopug onosa (371 mr, 1,64 mmonb), i peakuininy
CyMiLL nepemillyBanu Npu KUN'ATiHHI 3i 3BOPOTHUM XONMOAUINBHUKOM NpoTarom 3 rogmH. OxonogeHun
poO3uMH BunuBanu Ha nig (15 mn) i BcTaHoBmwoBanu pH Takum, WO AOOpPIBHIOE 7-8 3a 4ONOMOrow
popaBaHHA 10%-Horo po3dumHy NaHCO;. Cymiw ekctparysanu 3a gonomoroto EtOAc (3x10 mn) i
npoMMBany HacnyeHuM conboBuM po3ynHoMm (10 mn). OpraniyHy dasy noTim cywmnm Hag MgSOy,
inbTpyBanu i KOHUEHTpyBanu 3 ogepxaHHam 1-(4-amiHodeHin)-3-(4-TpudTopmeTokcudeHrin)-1,3-
avrigpoimigason-2-ony. (102 mr, 92%). 'H ampP (400 Mlu, CDCl3) 6 7,72 (g, J=8,8 I'u, 2H), 7,37 (g,
J=8,8 I'u, 2H), 7,32 (g, J=8,8 I'u, 2H), 6,76 (g, J=8,8 'y, 2H), 6,69 (a, J=3,3 'y, 1H), 6,65 (a, J=3,3
My, 1H); EIMS 335 (M").

Mpuknag 58

OpepxaHHs 1-(4-amiHobeHin)-3-(4-TpudTopMeToKCUdEHIN)iMiaasonianH-2-oHy

CFSO\Q\ JOJ\ /O/NHZ
N” N
/

[o po3uunny 1-(4-HiTpodpeHin)-3-(4-TpudbTopmeTokcudeHrin)-1,3-aurigpoimigason-2-oHy (144 wr,
0,395 mmorb) y 40 mn EtOH pogasanu 100 mr 10% nanagito Ha Byrinni. Cymiw Bakyymysanu i Tpu
pasun npogysanu asotoMm. B anapat lNappa nogaBanu BoaeHb nNig TUCKOM 45 (PyHT Ha KB. AWM i
CTpyLUyBanu NpPoTarom 5 roanH. Po3uuH nig HopmaneHUM TUCKOM (inbTpyBanu yepes wap 3 Celite® i
wap npomuBanu EtOH (25 mn). ETaHon Bugananu npu 3HMWKEHOMY TUCKY 3 OJepXXaHHAM 3a3Ha4yeHoro
B 3aronioBky npoaykty (114 mr, 95%). *H AMP (400 Mru, CDCl3) & 7,61 (@, J=9,2 'y, 2H), 7,33 (a,
J=9,2 'y, 2H), 7,21 (g, J=8,6 'y, 2H), 6,71 (g, J=9,2 'y, 2H), 3,92 (c, 4H), 3,61 (ywwup.c, 2H); EIMS
307 (M").

Mpuknag 59

OpepxaHH4 4-[6-(4-TpudTopmeToKcHdeHin)nipuaasnH-3-injdeHinamiHy

N—N

Cragia 1. 3-xnop-6-(4-tpucptopmetokcudpeHin)nipngasnH. [o posyuHy, wo Mmictute 3,6-
anxnopnipugasud (0,3 r, 2,01 mmons), 4-TpudTopmeTokcudeHinéopoHoBy kucrnoty (0,50 r, 2,42
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mmonb) i 2 M K,COs (2 mn, 4,03 mMonb), po3unHeHy B 11 mn cyxoro 1,4-giokcaHya, gogasanu
anxnopbic(tpudeHindocdid)nanagin(ll) (14  wmr, 0,02  mmonb). Cymiw  onpomiHioBanu,
BukopuctoBytoun CEM Discover Microwave, npu temnepatypi 190°C npotsrom 30 xB. Cymiw
po3baBnsinu 100 mn edbipy i npomuBanu Hacu4eHUM conboBuM po3vmHoM (30 mn). OpraHiuHy casy
notim cywunu Hag MgSO,, GinbTpyBanu i KOHUEHTpyBanu. 3anulioK oyulianu 3a LOMOMOro
pagianbHOi xpomartorpadii, BUkopuctoBytounM po3unH 3:1 rekcaH/EtOAc sk entoeHT. Buginanu agi
dpakuii. Jani aHanisy nokasyeanu, wo nepwa dpakuia (R~=0,63) € npogyktom 6ic-Cy3syki (95 wr,
12%). [HOpyra BugineHa pakuia (R=0,34) ©6yna igeHTudikoBaHa gk  3-xnop-6-(4-
TpudTOopMeTOoKCcUdeHin)nipuaasud (174 wmr, 32%). 'H aupP (400 Mlu, CDCI3) 6 8,10 (a, J=9,2 Iy,
2H), 7,83 (g, J=8,9 'y, 2H), 7,60 (a, J=8,9 'y, 2H), 7,37 (8, J=9,2 'y, 2H); EIMS 274 (M™).

Cragisa 2. 4-[6-(4-TpudptopmeTokcudeHin)nipuaasuH-3-injdeHinamid. [1o po3yunHy, Wo MicTutb 3-
xnop-6-(4-tpucptopmeTtokcudpeHin)nipygasvH (157 mr, 0,57 mmons), 4-amiHOEHINGOPOHOBY KUCHOTY
(118 wr, 0,86 mmoneb) i 2M K,CO3 (0,57 mn, 1,14 mmons), po3umHeHomy B 3,5 mn cyxoro 1,4-giokcany,
pogasanu amxnopbic(tpudeHindgocdin)nanagin(ll) (4 mr, 0,006 mmonb). Cymiw onpomiHioBanu,
BukopuctoBytoun CEM Discover Microwave, npu temnepatypi 190°C npotarom 30 xB. Cymiw
po3baensnm 100 mn edipy i npoMmMBanu HacM4eHUM comnboBUM po3dnHom (30 mn). OpraHivyHy dasy
notim cywunu Hag MgSO,, QinbTpyBanu i KOHUEHTpyBanu. 3anulioK oyulanu 3a LOMNOMOro
pagianeHoi xpomatorpadii, BukopuctoBytoun po3umH 97:3 CHCI3/CH;OH sk emoeHT (R=0,26) 3
oflepKaHHSM 3a3HaueHol B 3aronoBky cronyku (105 mr, 56%). *H AMP (400 Mru, CDCl;) & 8,18 (a,
J=8,6 'y, 2H), 8,01 (g, J=8,6 'y, 2H), 7,30-7,45 (r, 4H), 6,82 (g, J=8,6 'y, 2H), 3,96 (ywwup. c, 2H);
EIMS 331 (M").

Mpuknag 60

OpepxaHHs 4-[3-(4-TpudTopmeTokcmdeHin)-4-5-aurigpo-[1,2,4]okcagiason-5-in]J6eH3anbaerigy

N-O

/
N
CF,0 CHO

Cnonyky ogepyBanu BignoBigHoO Ao 3aranbHoro cnocoby, onucaHoro y poboTi Srivastava et al. J.
Heterocycl. Chem. 1987, 24, 101 3 HeBenukumn mogudikauiamu. o nepemiyBaHOro posyunHy 4-
(TpudpTopmeTokecun)bensamigokcumy (Acros) (300 mr, 1,36 mmonb), posdmHeHoro B 1,4 mn ouToBoOl
kncnotn, gogasanu 1,4-tepedtansgerig (1,1 r, 8,18 mmonb), i peakuinHy cymiwl nepemiiysanv npu
KiMHaTHIM Temnepatypi npotarom 4 gHiB. Cymiw noTiMm posunHanu B CHCI; (20 mn), noTtim gogasanu
10 mn rentaHy. Llen posdmH KOHUEHTpyBanu npu 3HWkeHoMy Tucky. Lo mpouenypy nostoptoBanu
ABivi. 3anuwok ounwany 3a ONOMOrol pagianbHoi xpomaTorpadii, BUKOPUCTOBYHOUM po3umH 99:1
CHCI3/CH30H sk entoeHT. Buginanu gsi dpakuii. MNepwa suaineHa dpakuis (R=0,30), sk nokasaHo,
aBnse cobot BuxigHu npogykt (20 wmr). Opyra BugineHa dpakuis (R=0,17), sk nokasaHo,
npegcraBnsie cobo 3a3HayeHy B 3arofoBKy cnonyky (23 mr, 5%). 'H amP (400 MI'y, CDCl3) & 10,02
(c, 1H), 7,91 (g, J=8,2 'y, 2H), 7,77 (g, J=9,2 'y, 2H), 7,70 (g, J=8,2 'y, 2H), 7,27 (g, J=8,2 'y, 2H),
6,64 (o, J=4,3 'y, 1H), 5,18 (a, J=4,3 'y, 1H); EIMS 336 (M").

Mpuknapg 61

OpepxaHHs 4-[5-(4-TpudTopmeTokeudeHin)-[1,2,4Jokcagiason-3-injdeHinaminy

NH
CFSO\Q\(NYQ/ 2
o

O—N
Cragia 1. Tpetr-bytunosun  edip  {4-[5-(4-TpncbTopmeTokcudeHin)-[1,2,4]Jokcagiason-3-
in]cdenin}kapbamiHoBOi KUCAOTW. o nepemillyBaHoro PO34YUHY TpeT-6yTun-4-(N-

rigpokcukapbamigoin)deninkapbamaty (Ace Synthesis) (500 mr; 1,99 Mmonb) po3uunHsann B 2,5 mn
OUTOBOI KMCNoTu, aopgasanu 4-tpudtopmeTtokcnbensansgerig (1,7 mm; 11,94 mmonb) i peakuinHy
CyMIll nepemilwyBanu npu KiMHaTHIN TemnepaTtypi npotarom 4 gHie. Cymiw posbaensanu CHCI; (20
Mn) i dinbTpyBann yepes wap 3 Celite®. Wap npomusanu CHCI; (20 mn). lNoTiMm 0 po3yunHy
pofasanu rentadH (20 mMn) i poO3uYMH KOHLEHTpyBanu npu 3HWXKeHOMy Tucky. Liio npouenypy
noBTOpIOBaNu ABiYi. 3anuLLoK ouyuliany 3a JONOMOrow paianbHol XxpomMaTorpadii, BUKOPUCTOBYHOUU
po3uunH 3:1 rekcaH/EtOAc gk entoeHT. Buaginanu asi dppakuii. Mepwa sugineHa dpakuia (R=0,42), sk
Moka3aHo, sIBMsie COBOI0 3a3HaueHy B 3aronioBky cronyky (127 mr; 15%). *H AMP (300 My, CDCl;) &
8,26 (g, J=8,9 'y, 2H), 8,09 (g, J=8,9 'y, 2H), 7,52 (g, J=8,6 'y, 2H), 7,39 (g, J=8,3 I'u, 2H), 6,70 (c,
1H), 1,54 (c, 9H); EI/MS 421 [M]". Opyra suainena dpakuis (R=0,11), Ak nokasaHo, Asnse coboo 4,5-
avrigpo-1,2,4-okcagiason (96 mr; 11%). 'H amp (300 MI'y, CDCl3) & 8,40 (g, J=8,9 'y, 2 H), 8,00 (g,
J=8,9Tu, 2 H), 7,51 (g, J=8,9 'y, 2 H), 7,22-7,31 (r, 3 H), 6,87 (c, 1H), 1,54 (c, 9H); EI/MS 423 [M]".
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Cragia 2. 4-[5-(4-TpudTopmeTtokcndeHin)-[1,2,4]Jokcagiazon-3-injdeHinamid. 1o nepemiwysaHoro
PO34nNHY TpeT-6yTunosoro edipy {4-[5-(4-TpncbTopmMeTOKCUEHIN)-[1,2,4]oKCagia3on-3-
in]cdenin}kapbamiHooi kucnotn (198 wr; 0,47 mmonb) y CH,Cl, (4,7 mn) gogaeanu TpudTopouToBY
kncnoty (11,76 mmonb; 0,87 mn) i peakuiiHy cymiw nepemilyBanu Npu KiMHaATHIA TemnepaTypi
npoTtarom 3 roguH. PO34YnMH KOHUEHTpyBanwu, i 3anuwok nomiwanu B 10 MmN HacM4eHOro pPo3duHy
KHCO; i nepewmiwysanu npotarom 30 xB. Cymiw noTiM ekctparysanu 3a gonomoroto CH,Cl, (3x10
mn). OpraHiyny casy notim cywmnu Hag MgSO,, inbTpyBanu i KOHUEHTPYBanu 3 ogepXXaHHsam 4-[5-
(4-TpucpTopmeTokcudeHin)-[1,2,4]okcapiason-3-injderinaminy (127 mr; 84%). 'H AMP (300 Mru,
CDCls) 0 8,26 (g, J=8,9 I'u, 2H), 7,97 (g, J=8,9 'y, 2H), 7,39 (4, J=8,6 'y, 2H), 6,77 (g, J=8,6 'y, 2H),
3,40-3,80 (ywwp.c, 2H); EI/MS 321 [M]" .

Mpuknag 62
OpepxaHHsa 1-(4-amiHobeHin)-4-(4-TpudTopmeTokcndeHin)ninepasuH-2,5-aioHy
O
CFSOO—N N@—N

Cragis 1. Metunosun edip 4-HiTpodeHinamiHoouToBoi kncnotn. [lo po3unHy etnnépomauerary
(60 r, 0,36 monb) i 4-HiTpoaHiniHy (5 r, 0,036 monb) y 100 mn OM® popasanm NaHCO; (60 r, 0,71
Monb) i nogup Tetpa-H-b6ytunamonito (500 wmr, kaT.). Po3umH HarpiBanu go Ttemnepatypu 90°C
npotsirom 16 roguH i NoTiMm oxonomxyBanu i Bunmeanu B 300 mn Bogan. OgepxxaHuin TBepanin NpoaykT
XKOBTOro Konbopy dinbTpyBanu i cywmnu Ha nosiTpi. Nepekpuctanizauia 3 MeOH pgasana 5 r
METMNOBOro eqipy y BUrNSAi TBEPAOro NPOAYKTY SAICHO-XOBTOrO KOMbOpYy. 'H amP (400 MI'y, CDCl3) 6
8,36 (g, J=8T'u, 2H), 7,65 (g, J=8 I'u, 2H), 4,42 (2, 2H), 3,93 (c, 2H), 3,79 (c, 2H); T.nn. 179-182°C.

Cragia 2. Metunosui edip [(2-xnopaueTtun)-(4-TpndTOpMETOKCUAEHIN)aMiHO]OLTOBOI KUCIOTW.
Y cycneHsito meTunoBoro edipy 4-HiTpodeHinamiHoouToBoi kucnotn (3,0 r, 14,2 mmonb) y 30 mn
Tonyony gogasanu xnopauetunxnopug (3 mn, Hagnuuwok). PosdnH HarpiBanu go temnepatypu 80°C
npotaroM 1 rogvHW, Npyv UbOMY TBEPAMM MPOAYKT PO34MHABCSA. PO3umH noTiM oxonomkyBanw i
KOHLUEHTpyBanw, i NoTiM 3anuwunBCS TBEpPAUN NpoaykT nepekpuctanizosysanm 3 MeOH 3 ogepxaHHAM
3,5 r cknagHoro edipy y BUMMsAI TBEPAOro MPOAYKTY SICHO-KOBTOro konbopy. "H SIMP (400 M,
CDCIl;) © 8,36 (g, J=8 I'u, 2H), 7,65 (g, J=8 I'u, 2H), 4,42 (2, 2H), 3,93 (c, 2H), 3,79 (c, 3H); MC 286
(M"); T.nn. 106-109°C.

Cragisa 3. 1-(4-AmiHodeHin)-4-(4-TpucTopMmeToKkcueHin)ninepasunH-2,5-gioH. MNMpoaykt 3i cragii 2
(0,6 r, 2,3 mmonb) ob‘egHyBanu 3 4-TpudpTopmeTokciaHiniHom (0,81 r, 4,6 mMmonb) i NPOAYKTU
HarpiBann po Temnepatypy 140°C npotdarom 90 xB. Teepaunm npoaykT, LWO 3anuliuBcH,
nepemiwysanu 3 50 mn DCM i inbTpyBanu ons BuAaneHHs rigpoxnopuaHoi coni aHininy, i NoTim
3anuvLIOK KOHUEHTpyBanu i ounwanu. XpomaTtorpadis (entotoBaHHsa cymiwiwo EtOAc-rekcaH) gasana
0,44 r HiTpOodeHINMiNepasvHAioHy y BUrMA4i TBEpPOOro NpoAaykTy Ginoro konbopy, T.nn. 223-224°C.
BigHoBReHHs HiTporpynu, BMKOpMCTOBYtOUM KaTanizatop Pd/C B ymoBax, onucaHux Bulle, Aasarno
3a3HauYeHNil y 3aronoBKy aMiH y BUMMsAi TBepAOro npoaykty Ginoro konbopy. ‘H SIMP (400 Mru,
CDCl;) 6 7,4 (g, J=8,5Tu, 2H), 7,33 (g, J=8,6 'y, 2H), 7,12 (g, J=8,7 'y, 2H), 6,75 (g, J=8,7 'u, 2H),
4,5 (c, 2H), 4,45 (c, 2H); MC 366,2 (M+H"); T.nn. 250°C (posknaga,).

Mpuknag 63

OpepxaHHsa 5-(4-amiHoeHin)-3-(4-TpudbTopmeTundeHin)-3H-[1,3,4]Jokcagiason-2-oHy

(@)

yo
N\ b/
CF3/®/ N)\Q\N
5-(4-HitpodbeHin)-3-(4-tpudptopmetundeHin)-3H-[1,3,4]okcagia3on-2-oH  ofepxyBanu LUNAXOM
06pobkn N'-(4-TpncbTopmeTundeHin)rigpasvay BionoBigHOI 4-HITPOGEH30MHOT KMCNOTU (DOCTEHOM,
BUKOpUCTOBYIOUM YyMOBM, onucaHi Reimlinger, et al, in Chemische Berichte 1970, 103, 1934.
Hitporpyny notim BigHOBNtoBanu o amiHy obpobkoto BogHeMm i Pd/C y EtOH. 'H amp (400 Mru,
CDCly) © 8,1 (@, J=8,4 'y, 2H), 7,75 (r, 4H), 6,75 (g, J=8,4 'y, 2H), 4,1 (ywwmp.c, 2H); MC 322,6
(M+H"); T.nn. 160-163°C.
Mpuknapg 64
OpepxaHHa O-((2S,3R,4R,5S,6S)-3,4,5-TpumeToKCU-6-MmeTUNTETParigponipaH-2-in)okcnuvy  4-[1-
(4-TpudpTopmeTokcudpeHin)-1H-imigason-4-injoeH3anbaerigy (cnonyka 26)
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PosunH 4-[1-(4-TpudptopmeTokecndenin)-1H-imigason-4-injéensansgerigy (50 mr, 0,15 mmons) i O-
(2S,3R,4R,5S,6S)-(3,4,5-TpumeTOKCU-6-MeTUNTETParigponipan-2-in)rigppokcunaminy (45 wmr, 0,20
Mmonb) ob‘egHyBann B 5 mn cyxoro EtOH, i po3uvMH HarpiBanu npu KuniHHI 3i 3BOPOTHUM
xonogunbHukoM B atmocdepi N, npoTtarom 12 roanH. Ogep>xaHuin po3ynH KOHLLEHTPYBAnu y BakyyMi
M ouManu 3a gornomorot xpomartorpadii (Biotage, 1:1:1 rekcaH/EtOAc/DCM) 3 ogepxaHHAM 35 Mr
(44%) cnonyku 26 y BUrMIsiAi TBEPAOrO NpoaykTy 6inoro konbopy. *H AMP (300 My, CDCI3) 5 8,15 (c,
1H), 7,90 (c, 1H), 7,85 (g, J=6 'y, 2H), 7,68 (g, J=6 'y, 2H), 7,60 (c, 1H), 7,68 (c, 1H), 7,50 (g, J=6
My, 2H), 7,38 (8, J=6 'y, 2H), 3,77 (ag, J=3,2, 2,0y, 1H), 3,68 (aa, J=9,6, 6,2I'y, 1H), 3,59 (c, 3H),
3,56 (c, 3H), 3,55 (c, 3H), 3,51 (r, 1H), 3,21 (7, J=9,3 'y, 1H), 1,33 (4, J=6,1 'y, 3 H); MC 536,1
(M+H); T.nn. 178°C. Anan. obuucn. ana CigHyioF3N3O,: C, 59,01; H, 5,50; N, 7,65. 3HangeHo: C,
58,86; H, 5,58; N, 7,63.

Cronykn 3a gaHuM BMHaxogoMm, npuBedeHi B Tabnuui 4, odepxysBanu Lngxamu, OnNMcaHUmu
paHilwe i NpoincTpoBaHNMK B Npuknagi 64.

Mpuknag 65

OpepxaHHa O-((2S,3R,4R,5S,6S)-4-eTokcu-3,5-OMMETOKCU-6-MeTUNTETParigponipaH-2-in)okcumy
2,2,2-tpudptop-1-{4-[1-(4-TpucpTopmeTundeHin)-1H-[1,2,4]tpnason-3-injdeHin}eTaHoHy (cnonyka
169)

Okcum ofepxyBanu BUXOOAYM 3 Bif4MNOBIZHOMO TpudTOpMETUNALETO(EHOHY, BUKOPUCTOBYHOYM
YMOBU, onuncaHi B nonepeaHix npuknagax. 'H amp (300 MI'u, CDCI3) 6 8,68 (c, 1H), 8,26 (g, J=8,30
lu, 2H), 7,88 (g, J=8,26 'y, 2H), 7,81 (g, J=8,26 'y, 2H), 7,68 (g, J=8,30 I'u, 2H), 5,63 (g, J=1,85 I'L,
1H), 3,79-3,61 (r, 4H), 3,57 (c, 3H), 3,56 (c, 3H), 3,44 (oa, J=9,31, 3,36 'y, 1H), 3,18 (1, J=9,48 'L,
1H), 1,36-1,23 (r, 6H); MC 602 ([M+H]").

Cronyku 3a gaHMM BMHaxogoM, MpuBedeHi B Tabnuui 5, ogepxyBanu Lnaxamu, onMcaHumu
paHilwe i npoincTpoBaHNUMK B nNpuknagax 64 i 65.

Mpuknag 66

OpepxaHHa O-((2S,3R,4R,5S,6S)-4-eTokeun-3,5-aumMeToKCn-6-meTunTeTparigponipaH-2-in)okcnumy
5-[1-(4-TpudpTopmeTokcudpeHin)-1H-[1,2,4]Tpnason-3-in)iHgaH-1-oHy (cnonyka 170)

Vs

Oxkcum ogepyBanu BMXOOAYM 3 BiOAMOBIOHOrO 2-iHOAHOHY, BMKOPMCTOBYKOYM YMOBW, OMWUCaHi B
npuknagi 64.1H AMP (300 My, CDCI;) 6 8,62 (c, 1H), 8,22-8,16 (r, 2H), 7,84-7,78 (r, 3H), 7,42-7,38
(r, 2H), 5,63 (g, J=1,85 I'u, 1H), 3,79-3,61 (r, 4H), 3,57 (c, 3H), 3,56 (c, 3H), 3,44 (ag, J=9,31, 3,36
Mu, 1H), 3,22-3,18 (r, 3H), 3,02-2,96 (r, 2H), 1,36-1,23 (r, 6H); MC 576 ([M+H]").

Mpuknag 67

OpepxaHHa O-((2S,3R,4R,5S,6S)-3,4,5-TpuMmeTokcu-6-meTunTeTparigponipaH-2-in)okcumy  4-{1-
[5-(1,1,2,3,3,3-rekcacdbTopnponokcu)nipuamnHin]-1H-[1,2,4]tpnason-3-in}6eH3ansaerigy (cnonyka 94)

o/
\ I oo
E F E N /=N Ou,
FM [ N, =z hiorey
N N JN~g” 0
F
YMoBu dTopankinysaHHsa rpyHTyBanuca Ha ctatTi Timperley et al. J. Fluorine Chem. 2006, 127,

249. PosunH 0O-((2S,3R,4R,5S,6S)-3,4,5-TpuMeTOKCU-6-MeTUNTETParigponipan-2-injokeumy  4-[1-(5-
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rigpokcunipuamH-2-in)-1H-[1,2,4]tpnason-3-inj6ensanegeriny 8 10 mn 6e3soaHin cymiwi AM®/TTd
(1:1) B atmocepi N, oxonogxysanu go TemnepaTypi 0°C i gogasanu HagnuWwok rasonogibHoro
rekcacpTopnponineny npotarom 15 xB. [icna gopaBaHHs, gogaBanu TpueTunamid (15 mkn, 0,109
MMOIb) | peakuiiHy CcyMmill HarpiBanM [o TemnepaTypu HaBKOJSIMWHBLOIO cepefoBuia, MoTiM
KOHLIEHTPyBanu Aocyxa. Xpomatorpadis (EtOAc/rekcaH , 1:1) gaBana cnonyky 94 (16 mr, 24%). *H
AMP (CDCl3) 6 9,17 (c, 1H), 8,39 (g, J=7,68 I'u, 1H), 8,21 (g, J=8,22 'y, 2H), 8,19 (c, 1H), 8,08 (g,
J=7,68 'y, 1H), 7,74 (g, J=8,22 'y, 2H), 6,97 (c, 1H), 5,63 (g, J=1,85 'y, 1H), 5,17 (r, 1H), 3,78 (a4,
J=3,28, 1,99 I'u, 1H), 3,63 (r, 1H), 3,59 (c, 3H), 3,57 (c, 3H), 3,56 (c, 3H), 3,43 (am, J=9,31, 3,36 Iy,
1H), 3,18 (1, J=9,48 T'u, 1H), 1,29 (A, J=6,26 'y, 3H); EIMS 619 m/z (M").

Mpuknag 68

OpepxanHa O-((2S,3R,4R,5S,6S)-3,4,5-TpumeTokCcn-6-meTunTeTparigponipax-2-in)okcnuvy  4-[1-
(4-TpudptopmeTtaHcynbuHindgeHin)-1H-[1,2,4]tpnason-3-in]j6ensansaerigy (cnonyka 103)

i

0-((2S,3R,4R,5S,6S)-3,4,5-TpumMeTOKCU-6-MeTUNTETParigponipaH-2-in)okcnumy 4-[1-(4-
TpudpTopmeTaHcynbgoHundgeHin)-1H-[1,2,4]Jtpnason-3-in]6eH3anbaerigy (cnonyka 104)

Q/
\' 3 ow
N/=N o,,i\)/
~ i
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PosunH 0O-((2S,3R,4R,5S,6S)-3,4,5-TpumeTOKCK-6-MeTUNTETParigponipax-2-in)okcumy  4-[1-(4-
TpudTopmeTUncynedaningerin)-1H-[1,2,4]tpnason-3-injéensanegeriay (100 wmr, 0,18 mmonb, 1,0
ekB.) i 3-xnopnepokcmbeHsonHoi kucnotn (124 wmr, 0,72 mmonb, 4,0 eks.) y DCM (10 wmn)
nepemiwysanyM B 3BUYaAMHWX ymoBax npoTaroMm 48 roauH. Po3umH noTiMm nmpomMuBanyM HacuU4eHuM
NaHSO; (BoaH.), ekctparyBanm DCM (100 mn), KOHUEHTpyBanu gocyxa M ouvwanu 3a 4ornoMOro
xpomaTtorpadii (2:2:1, rekcaH/EtOAc/aueToH) 3 ogepxaHHsAM 55 Mmr cynbdokengy (54%) i cynbdoHy
(5,6 wr, 5%).

Ona cynbdokenay (cnonyka 103): 'H amP (CDCl3) 6 8,78 (c, 1H), 8,26 (a, J=8,24 I'u, 2H), 8,21
(c, 1H), 8,09 (a, J=8,38 I'u, 2H), 7,99 (g, J=8,38 'y, 2H), 7,78 (a, J=8,24 T'u, 2H), 5,63 (g, J=1,85 'L,
1H), 3,68 (na, J=3,28, 1,99 'y, 1H), 3,63 (r, 1H), 3,59 (c, 3H), 3,57 (c, 3H), 3,56 (c, 3H), 3,44 (oA,
J=9,31, 3,36 'y, 1H), 3,20 (1, J=9,48 I'u, 1H), 1,25 (a4, J=6,26 'y, 3H); EIMS 568 m/z (M").

[ns cynbcoHy (cnonyka 104): *H AMP (CDCls) & 8,79 (c, 1H), 8,24-8,18 (r, 5H), 8,15 (a, J=8,28
My, 2H), 7,79 (a, J=8,32 'y, 2H), 5,63 (4, J=1,85 'y, 1H), 3,68 (aa, J=3,28, 1,99 'u, 1H), 3,63 (r, 1H),
3,59 (c, 3H), 3,57 (c, 3H), 3,56 (c, 3H), 3,44 (oA, J=9,31, 3,36 'y, 1H), 3,20 (T, J=9,48 'y, 1H), 1,25
(8, J=6,26 I'u, 3H); EIMS 584 m/z (M™).

Mpuknag 69
OpaepkaHHs 0-((2S,3R,4R,5S,6S)-3,4-gumeToKCU-6-MeTUN-5-NponokcuTeTparigponipaH-2-
in)okcumy 4-[1-(4-neHtadTopeTunokcmdeHin)-1H-[1,2,4]tpunason-3-in]6eH3anbaerigy (cnonyka 113)
o/
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Cronyky 111 (60 mr, 0,1 MMomnb) po3umHanu B 1 mn GpomnponaHy 1 obpobnsnu 50 mr
nopotukonogioHoro KOH i 5 mr nopowkonogioHoro BuyNI (Hagnuwok). Po3unH nepemiwysanu npu
KiMHaTHI TemnepaTypi npoTsarom 16 roauH i noTtim postasnsnu 10 mn cyxoro Et,O, dinbTpyBanu i
KOHLIEHTpYBanu. 3anuLioK enoBanu Yyepes KOPOTKY KOJOHKY i3 cumikarenem 3 ofepXaHHaAM 25 mr
cnonyku 113. *H AMP (CDCl;) & 8,61 (c, 1H), 8,23 (a, J=8,1 'y, 2H), 8,01 (c, 1H), 7,85 (a, J=9 Iy,
2H), 7,76 (g, J=8,1 l'u, 2H), 7,42 (g, J=9 'y, 2H), 7,38 (g, J=8,2 'y, 2H), 5,70 (g, J=1,8 'y, 1H), 3,8-
3,6 (r, 3H), 3,60-3,55 (r, 8H), 3,30 (T, J=9,6 'y, 1H), 1,65 (r, 2H), 1,33 (g, J=7 'y, 3H), 0,98 (1, J=7,5
My, 3H); EIMS 615,0 m/z (M"); T.nn. 121-128°C.

Mpwuknag 70

OpepxaHHa 0O-((2S,3R,4R,5S,6S)-3,4,5-TpuMeToKCU-6-MeTUNTETParigponipaH-2-in)okeumy  4-[2-
(4-TpudTopmeTOKCMdEHIN)NipnanH-2-in]déeHsaneaerigy (cnonyka 132)
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Cragisa 1. 2-Xnop-4-nognipuauH (1,6 mmonb), 4-uiaHodeHinbopoHoBy KucroTy (2,5 mmons), 2 M
kapboHat kanito (3,3 Mmmonb), TeTpakuc(TpudeHindgocdin)nanaaito(0) (0,01 mmonb) i giokcaH (8 mn)
ob'egHyBanM B HEBENUKIN CKMSHIN MNOCYAMHI | HarpiBanu 3a [ONOMOroK  MiKPOXBUNIbOBOrO
onpomiHeHHs npoTtsirom 10 xB. npu Temnepatypi 150°C. NpoaykT, Wo kpucTanisysascs, QinbTpysanu
i MOTIM cywunu y Bakyymi 3 ogepxaHHaAM 250 Mmr 4-(2-xnopnipnanH-4-in)6eH3oHiTpuny y BUrnsaai
*0BTUX ronok. "H AMP (400 MIy, CDCl,) & 8,52 (a, J=5,1 'y, 1H), 7,81 (a, J=8,4 Iy, 2H), 7,72 (a,
J=8,2 T'u, 2H), 7,55 (r, 1H), 7,43 (aa, J=5,2, 1,4 Ty, 1H); EIMS 214 m/z (M").

Cragia 2. 4-(2-xnopnipuanH-4-in)6ensoHiTpun (4,65 mMmonb) nigaasanu BigHoBneHHo 3 DIBAL B
yMOBax, ONWCaHWX paHiwe, 3 ofepXaHHAM anbAerigy y Burnsai TBEpAOro nNpoAykTy pydyBaTo-
KopuuHeBoro konbopy. "H AMP (400 Mru, CDCl3) & 10,11 (c, 1H), 8,50 (n, J=4,8 I'u, 1H), 8,02 (o,
J=8,3 'y, 2H), 7,78 (n, J=8,2 'y, 2H), 7,59 (#, J=1,4 'y, 1H), 7,47 (aga, J=5,2, 1,5 'y, 1H); EIMS 217
m/z (M™).

Cragia 3. 4-(2-xnopnipugnH-4-in)oensansgeria (1,5 mmone) i O-((2S,3R,4R,5S,6S)-3,4,5-
TpUMETOKCK-6-MeTUnTETparigponipaH-2-in)rigpokcunamii - (1,5 mmonb) ob‘egHyBanm B EtOH B
yMOBaXx, OMMUCAHNX BULLE, AN OfepXaHHs Cronykn 26, 3 oaepaHHaAM okcumy. ‘H AMP (400 Mru,
CDCl;) 6 8,45 (g, J=5,9 I'u, 1H), 8,21 (c, 1H), 7,76 (g, J=8,3 'y, 2H), 7,65 (g, J=8,3 'y, 2H), 7,55 (r,
1H), 7,44 (ng, J=5,4, 1,6 'y, 1H), 5,68 (g, J=1,8 'y, 1H), 3,78 (aa, J=3,1, 2,0 'y, 1H), 3,68 (aa, J=9,6,
6,3 'y, 1H), 3,59 (c, 3H), 3,56 (c, 3H), 3,55 (c, 3H), 3,52 (r, 1H), 3,21 (1, J=9,5 'y, 1H), 1,32 (g, J=6,2
My, 3H); EIMS 420 m/z (M").

Cragia 4. 0-((2S,3R,4R,5S,6S)-3,4,5-TpumeToKCK-6-MeTUNTETPArigponipax-2-in)okcum  4-[2-(4-
TpudpTopmeToKcudpeHin)nipnanH-4-in]oeHsanbaerigy. 0-((2S,3R,4R,5S,6S)-3,4,5-TpMeTOKCHU-6-
MeTunTeTparigponipaH-2-in)okcum  4-(2-xnopnipugnH-4-in)oexnsansgerisy (0,24 mmonb),  4-
TpudptTopmeTokcudpeHin 6oporoBy kucnoty (0,36 mmonsb), (PhsP),Pd(0) (0,002 mmonb), 2M K,COs
(0,475 mmonb) i piokcaH (1 mn) o6‘egHyBanu B HEBENWKIA CKMSHIM MocyauHi | HarpiBanu 3a
OOMOMOrol MiKpOXBUILOBOro ornpoMiHeHHs npoTtarom 10 xB. npu Temnepatypi 150°C. PeakuinHy
cymiw nomiwanu B edip i NpoMmBanM HaCU4eHUM COMbOBUM PO3YMHOM. EdipHMI wap cywmnun Hag
cynbatoM MarHito, inbTpyBanu i pPoO3YMHHMK BuAansanu y Bakyymi. Cupy cymiw ouuwianu 3a
Aonomoroto xpomaTtorpadii Ha cunikareni 3 ogepxaHHsam 48 mr cnonyku 132 y Burnsai onii pygyearo-
KopuuHeBoro kombopy. "H AMP (400 Mru, CDCl3) d 8,76 (a, J=5,0 'y, 1H), 8,21 (c, 1H), 8,09 (o,
J=8,8 I'u, 2H), 7,91 (c, 1H), 7,78 (a, J=8,6 I'u, 2H), 7,72 (g, J=8,7 I'u, 2H), 7,48 (aa, J=5,3, 1,7 'y,
1H), 7,34 (g, J=8,6 'y, 2H), 5,69 (g, J=1,7 'y, 1H), 3,78 (r, 1H), 3,69 (r, 1H), 3,59 (c, 3H), 3,57 (c,
3H), 3,55 (c, 3H), 3,52 (g, J=3,3 I'u, 1H), 3,22 (71, J=9,4 'y, 1H), 1,33 (g, J=6,2 'y, 3H); EIMS 546 m/z
(M").

Mpuknag 71

OpepxaHHsa (2S,3R,4R,5S,6S)-3,4,5-TpumeToKcn-6-meTunTeTparigponipaH-2-inosoro edipy {4-[2-
(4-TpudTopmeTUndeHrin)nipumianH-4-injdeHinikapbamiHoBoi kucnotn (cnonyka 232)

CF,0

Cragis 1. 4-HitpodeHinosun edip (2S,3R,4R,5S,6S)-3,4,5-TpumeTOKCU-6-MeTUNTETParigponipaH-
2-inoBun ediip kapOboHOBOi kUCnoTW. [Jo OXONOMKEHOro Ha KpwxkaHin GaHi po3uuHy 509 mr (2,52
MMOnb) 4-HiTpodeHinxnopdopmiaty B 2 Mn AiokcaHy AofaBanu no Kpanmnsx 3a JONOoMOorow npuua
po3umH 0,50 r (2,42 mmonb) 3,4,5-TpumeToKCU-6-MeTUNTETparigponipaH-2-ony 8 3 Mn MNipuaunHy.
BMmicTy gaBanu nOCTYNOBO Harpitucs A0 KiMHaTHOI TemnepaTypu i nepemilyBanu nNpoTSroM HoMi.
MipnanH Bugananu y BakyyMi npu KiMHaTHIN Temneparypi, i 3anuilok po3Tupanu B eTunoBomy eqipi.
Cymiw oinbTpyBanu i dinetpat cywunm (MgSQO,). KoHueHTpyBaHHA pgaano 840 wmr onii, wo
ouMLLanM 3a AonoMorol xpomarorpadii Ha cunikareni, BUKOpUCToBYoUM cymiwl 3:2 rekcaH/EtOAC sik
entoeHT 3 opgepxaHvHam 337 wmr (37%) a-aHomepHoro kapbamaty y BumsAgi 6inbw BMCOKOro
komnoHeHTa Ry, ‘*H AMP (400 Mru, CDCls) & 8,30 (g, J=9,3 Iy, 2H), 7,43 (a, J=9,2 'y, 2H), 6,12 (o,
J=2,3 'y, 1H), 3,73-3,71 (r, 2H), 3,58 (c, 3H), 3,56 (c, 3H), 3,56 (c, 3H), 3,52 (r, 1H), 3,23 (T, J=9,2 'Ly,
1H), 1,36 (g, J=6,2 l'u, 3H); i 157 mr (17%) B-aHOoMepHOro kapbamaTy y BUrMsA4i Ginblw HU3LKOTO
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komnoHeHTa Ry, "H AMP (300 Mru, CDCl,) & 8,32 (a, J=9,3 I'u, 2H), 7,42 (n, J=9,3 Iy, 2H), 5,57 (A,
J=2,1Tu, 1H), 3,87 (r, 1H), 3,71 (c, 3H), 3,59 (c, 3H), 3,56 (c, 3H), 3,43 (r, 1H), 3,31-3,18 (r, 2H), 1,43
(g, J=6,2 'y, 3H); T.nn. 113-116°C.

Cragia 2. [Jo oxonomkeHoro Ha kKpwxkaHin 6ani cymiwi 126 wmr (0,40 mmonb) 4-[2-(4-
TpudTOpMETUNEHIN)NipUMIANH-4-in]deHinamiHy B 1 M cyxoro Tonyony gogaBanu no kpannsx 3a
ponomoroto wnpuua 1,6 mn (0,80 mmonb) 0,5M po3unHy rekcameTungucunasugy Kanito B Tonyoni
npotarom 10-15 xBunuHHOro nepiogy Yacy. [o uiei cymiwi noTim gogasanu no kpannsx pos3ymH 148
mr (0,400 mmonb) 4-HiTpodeHinoBoro edipy 3,4,5-TpuMeTOKCU-6-MeTUNTETparigponipaH-2-inoBoro
edipy kapboHOBOI KMCMOTU B 2 mn Tonyony. BMicTy gaBanm nocTynoBO HarpitMcsa Ao KiMHaTHOI
TemnepaTypu i nepemiwlyBanyM NpOTArOM HoOMi i JogaBann [0 XONOLAHOMO HACUYEHOrOo PO3YMHY
bikapboHaTy HaTpito. Cymiw ekcTparyBanu gBa pasu xnopodopmMoM i ob'eaHaHi ekcTpakTu cyLumnm
(MgSO0y,). KoHueHTpyBaHHs gasano 130 Mr npogykTy, WO oyuLianu 3a A4oNoOMOorot xpomaTorpadii Ha
cunikareni, BukopuctoBytoun cymiw 9:1 DCM/EtOAc 3 opepxaHHAM 64 mr (29%) cnonyku 232. H
AMP (300 Mlu, CDCls) 6 8,87 (4, J=5,2 I'u, 1H), 8,71 (A, J=8,2 'y, 2H), 8,26 (a, J=8,8 I'u, 2H), 7,79
(@, J=8,2 'y, 2H), 7,65 (g, J=5,2 'y, 1H), 7,63 (a, 2H), 6,86 (ywwup.c, 1H), 6,26 (g, J=1,9 Iy, 1H),
3,74-3,70 (r, 2H), 3,61 (c, 3H), 3,60 (c, 3H), 3,57 (c, 3H), 3,53 (r, 1H), 3,24 (1, J=9,5 'y, 1H), 1,36 (a,
J=6,0 'y, 3H); MC (API-ES+) 549 ([M+H]", 10), 358 (100); T.nn. 176-179°C.

Mpuknag 72

OpepxaHHga (2S,3R,4R,5S,68)-3,4,5-TpumeTokeu-6-metunrteTparigponipaH-2-inosoro egipy {4-[2-
(4-meTokcudpeHin)nipumignH-4-injdeHinikapbamiHoBoi kucnotu (cnonyka 234)

N o/ 3
N»‘O o~ ",

~
O

[o oxonomkeHoi Ha KpwxkaHih GaHi cymiwi 112 wmr (0,404 wmmonb) 4-[2-(4-
MeTokcudeHin)nipumiguH-4-injdpeninamivy 8 1,5 mn cyxoro TI® pgogaBann no kpanmsx 3a
gonomoroto wnpuua 0,81 mn (0,40 mmons) 0,5 M po3udnHy rekcameTungncennasvay Kanito B Tonyoni
npotsarom 10-15 xBunuHHoro nepiogy yacy. Llen po3unH noTiM goAdasanu no Kpanmnsx 3a JONOMOrow
wnpuua 00 OXOSMOMXEHOro Ha KpwkaHih 6aHi posunHy 126 mr (0,386 mMmonb) 4-HiTpodeHinoBoro
edipy 3,4,5-TpyMeTOKCU-6-MeTUNTETparigponipaH-2-inosoro egipy kapboHoBoi kucnotn B 2 mn Tro.
BmicTy gaBanu nocTynoBO HarpiTuca 0o KiMHaTHOI TemnepaTypu i nepemillyBanu nNpoTsaroM Houi i
AofaBanu 00 XONOAHOro HacuyeHoro pos3duHy OikapboHaTy HaTtpito. Cymill ekcTparyBanv gBa pasu
eTunosum ecdipoM i 06'eaHaHi ekctpakTu cywmnu (MgSO,). KoHueHTpyBaHHA JaBarno onito YepBOHOro
KOMbOpy, WO oyuwanu 3a A0NOMOrol xpomatorpaddii Ha cumikareni, BUKOPUCTOBYOYM cymiw 1:1
rekcaH/EtOAc 3 ogepxxaHHsam 16 mr (8%) cnonyku 234. 'H ampP (300 MI'y, CDCI5) 6 8,79 (g, J=5,2 Ty,
1H), 8,55 (g, J=8,8 I'u, 2H), 8,25 (g, J=8,8 'y, 2H), 7,62 (g, J=8,5 'y, 2H), 7,53 (g, J=5,5 'y, 1H),
7,05 (g, J=9,0 l'u, 2H), 6,84 (ywwup.c, 1H), 6,26 (g, J=1,7 'y, 1H), 3,92 (c, 3H), 3,71-3,69 (r, 2H), 3,61
(c, 3H), 3,60 (c, 3H), 3,57 (c, 3H), 3,55-3,47 (r, 1H), 3,24 (T, J=9,4 I'u, 1H), 1,36 (g4, J=6,1 'y, 3H); MC
(API-ES+) 510 ([M+H]", 100).

Mpuknag 73

OpepxaHHa (2S5,3R,4R,55,65)-3,4,5-TpumeToKkCcU-6-MeTunTeTparigponipaH-2-inosoro egipy {2-
xnop-4-[3-(4-TpudTopmeTunderin)-[1,2,4]tpnason-1-injdeHin}kapbamiHoBoi  KMCnoTU  (a-aHomep,
cnonyka 189) i (2R,3R,4R,5S,6S)-3,4,5-TprmeTOKCU-6-MeTUNTETparigponipaH-2-inosoro edipy {2-
xnop-4-[3-(4-TpudTopmeTunderin)-[1,2,4]tpnason-1-injdeHin}kapbamiHoBoi  kucnotu  (B-aHomep,
cnonyka 190))
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Po3umH aHininy (0,45 r, 1,3 mmonb) y cyxomy TI® (5 mn) o6pobnsanm 2 mn 20% po3ynH docreHy
B Tonyoni (4 mMmonb). PO3YMH repMeTU4HO 3akpuBanu i BUTpUMYyBanu npotsaroM 18 roguH, noTim
KOHLIEHTpYBarnu i 3HOBY po34uHAnuM B 5 mn cyxoro TI®. Lien po3uuH, y SKOoMy PO3YUHEHHS MPOWLLIIO
He uinkom, obpobnanu Tpu-O-meTunpamHonipaHosngom (0,3 r, 1,45 mmone) i TpuetunamiHom (0,2
Mn, 1,6 MMOMb) i pO34MH HarpiBanu Npu KUN'aTiHHI 3i 3BOPOTHUM XONOAUNBHUKOM NPOTAroM 1 roauHu.
Oani TCX nokasyBanu, WO yTBOpHOBaNUCA pfABa HOBUX Oinblwl MNONAPHUX MPOAYKTU. Po3unH
KOHLUEHTpyBanu y Bakyymi, NoTiM Bigpasy HaHOCUNW Ha KONOHKY Biotage i entotoBanu 3a 4ONOMOroto
po3umHy 1:1:1 EtOAc/rekcan/DCM. [1Ba HOBUX NPOOYKTU BUAINSANM i KOHLUEHTPYBanM 3 0Oep)KaHHSM
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75 mr a-aHomepy (cnonyka 189) i 110 mr (B-aHomepy (cnonyka 190). na a-aHomepy: H amp (300
MI'u, CDCIs) & 8,60 (c, 1H), 8,41 (g, J=8 'y, 1H), 8,33 (g, J=7,8 'y, 2H), 7,90 (g, J=1 Ty, 1H), 7,75 (4,
J=7,8 'y, 2H), 7,65 (aa, J=1, 8 'y, 1H), 6,22 (g, J=1,2 'y, 1H), 3,8-3,65 (r, 2H), 3,65-3,5 (r, 10H),
3,22 (71, J=9,2 Ty, 1H), 1,36 (g, J=6,3 Iy, 3H); T.nn. 175°C. Ona B-aHomepy: 'H aupP (300 Mrlwy,
CDCls) 6 8,60 (c, 1H), 8,38 (g, J=8 'y, 1H), 8,37 (a, J=7,8 I'u, 2H), 7,90 (g, J=1,5 'y, 1H), 7,75 (g,
J=7,8 T'u, 2H), 7,65 (aa, J=1,5, 8 T'u, 1H), 7,45 (3, 1H, NH), 5,72 (c, 1H), 3,85 (r, 1H), 3,75 (c, 3H),
3,62 (c, 3H), 3,58 (c, 3H), 3,45 (r, 1H), 3,35 (r, 1H), 3,22 (T, J=9,2 I'u, 1H), 1,36 (g, J=6,3 'y, 3H).

Mpuknapg 74

OpepxaHHs (2S,3R,4R,5S,6S)-3,4,5-TpuMeToKCU-6-MeTUNTETParigponipaH-2-inoeoro egipy {4-[1-
(4-TpudpTopmeTokcudpeHin)-1H-[1,2,4]tpnason-3- in]cbeHin}KapGaMiHOBo'l' kucnotu (cnonyka 191)

CFOQN’)\Q)L,(T

AHiniH (0,15 r, 0,47 mmonb) nomiwanu B 5 mn DCM i 06pobnsanu gu-tpeT-0yTuntpukapboHaTom
(0,15 r 0,57 mmonb). Po3unH 3anvwanu nepemiwyBaTUCA 3a [OMOMOIOK MarHiTHOI Millanku
NpoTAroM 1 roguHu i NOTIM KOHLEHTPYBanu y BaKyyMmi i MOBTOPHO po34mHANN B cyxomy TI®. [lo uboro
po3uMHy gogasanu TpeT-o-meTun pamdonipaHosvg (0,13 r, 0,63 mmonb) i Tpuetunamin (0,1 r, 1
MMOIb) | PO34YMH HarpiBanu Npu KUN'aTiHHI 3i 3BOPOTHUM XONOAUINBHMKOM NPOTAroMm 1 roguvHuW, NoTim
OXOmnogKyBanu,  KOHUEHTpyBanM W  ouviwanu 3a  gonomorol  xpomaTtorpadii  (1:1:1
rekcaH/EtOAc/DCM) 3 opgepxaHHsam 160 mr cnonykm 191 y Burnsagi TBepAoro npoaykty 6Ginoro
konbopy. ‘H AMP (300 My, CDCls) & 8,55 (c, 1H), 8,16 (a, J=8,7 Iy, 2H), 7,79 (a, J=9,1 Iy, 2H),
7,53 (a, J=8,7 'u, 2H), 7,38 (g, J=8,8 I'u, 2H), 6,78 (c, 1H), 6,23 (g, J=1,9 'y, 1H), 3,70 (r, 2H), 3,59
(c, 3H), 3,57 (c, 3H), 3,54 (c, 3H), 3,51 (r, 1H), 3,21 (1, J=9,4 'y, 1H), 1,34 (g, J=6,2 'y, 3H); MC
553,0 (M+H); T.nn. 186-188°C.

Mpuknag 75

OpepkaHHs (2S,3R,4R,5S,6S)-4-eToKCK-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy {4-[1-(4-neHTadbTopeTnnokcuderin)-1H-[1,2,4]tpnason-3-injdeHinikapbamiHoBOi KMCAOTU i
(2R,3R,4R,5S,6S)-4-eToKCK-3,5-AUMETOKCK-6-MeTURTETParigponipaH-2-inoBoro edipy  {4-[1-(4-
neHTadpropetunokcndeHin)-1H-[1,2,4]tpnason-3-injdeHrin}kapbamiHoBoi kucnoTtu (cnonykm 201 i 202)

O/\
/=N L5 0u
O 3
C,F.0
2 5 N)LO O []
|9
/=N O, A (ONg
@’N'N)\Q 5 LT
C,F.0 .
2Fs \ N 00

PosunH 4-[1-(4-neHTadTopeTnnokcudeHrin)-1H-[1,2,4]tpnason-3-injdeninamivy (1,0 r, 2,7 mmonb)
nepemiwyanm B 8 wmn cyxoro TIM® i npu upoMy JodaBanu OOHIEW Mopuield M-
HiTpodeHinxnopdopmiat (0,60 r, 3 MMOnNb), | PO34MH 3anuLIany NepemMillyBaTucs NPOTAromMm 3 roguH.
OpepxaHun TBepAn NPOAYKT iNbTPyBanu i CyLUMM Ha NOBITPI | NOTiM 3HOBY cycneHayBanu B 15 mn
cyxoro TI®. Nopasann 3’-O-etunpamHosy (0,6 r, 2,7 mmonb), gani 0,12 r 60% NaH (2,7 mmonb).
Po3unH noTiM HarpiBanu npu KAN'ATIHHI 3i 3BOPOTHUM XonogunbHukoM npotsaroMm 30 XB., NOTIiM
pofasanu iHWuM eksiBaneHT NaH i HarpiBaHHA npopoBxyBanu npoTtarom we 60 xB. Cymiw
oxonoaxkyesanu i BunmBanu Ha 50 wmn cymiwi nig/Boga, ekctparyBanu eqipom, Cywunu i
KoHueHTpyBanu. OaHi TCX nokasyBanu npubnusHe cniBeBigHOWeHHSA a- i B- aHomepiB Ak 90:10,
aHoMepW po3ainsanu 3a p,onomororo xpomatorpadii Ha cunikareni (30% aueToH y rekcaHax). Ans a-
aHomepy (cronyka 201): *H SAMP (CDCl5) & 8,59 (c, 1H), 8,20 (m, J=9 I'u, 2H), 7,81 (g, J=8 'y, 2H),
7,5 (g, J=8 I'u, 2H), 7,40 (g, J=9 l'u, 2H), 6,90 (c, 1H), 6,22 (c, 1H), 3,80-3,52 (r, 11H), 3,20 (1, J=9,3
My, 1H), 1,33 (r, 6H); EIMS 617,0 m/z (M"); T.nn. 192-193°C. ins B-aHomepy (cnonyka 202): 'H amP
(CDCly) © 8,59 (c, 1H), 8,20 (g, J=9 l'u, 2H), 7,81 (g, J=8 I'u, 2H), 7,5 (g, J=8 'y, 2H), 7,40 (g, J=9 'y,
2H), 7,0 (¢, 1H), 5,72 (c, 1H), 3,80-3,20 (r, 12H), 1,33 (r, 6H); EIMS 617,0 m/z (M").

Mpuknag 76
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OpeprkaHHs (2S,3R,4R,5S,6S)-4-nponokcu-3,5-ANMeTOKCH-6-MeTUnTEeTparigponipaH-2-inosoro
edipy  {4-[1-(4-neHTacpTopeTunokcudeHin)-1H-[1,2,4]rpnason-3-injdeHin}kapbamiHoBoi  KMCNOTK

(cnonyka 207)
N / O:,
CZFS

Po3unH 4-[1-(4-neHTadpTopeTunokcudeHin)-1H-[1,2 4]Tpma30n -3-in]6eH3oinasmuay (onucaHui y
npuknagi 27) (12,5 r, 29,5 mmons) y 150 mn cyxoro Tonyony Harpisanu npu Temnepatypi 110°C
npotsirom 90 xB., NOTIM OXONOMXYBanu A0 KiMHaATHOI TeMnepaTypu n o6pobnanu 3-O-nponin-2,4-an-
O-meTtun L-pamHo3soto (6,9 r, 29,5 mmonb) i 2,4 1 60% NaH (60 mmonb). Po3unH notim Harpisanu go
Temnepatypu 40°C npotarom 1 roguHu i NOTIM OXONOLXKYyBanuM OO TemnepaTypy HaBKOMWLIHLOIO
cepeposuwia i Bunueanu B 150 mn cymiwi nig/Boga, ekctparyBany edpipoM, CyLUUN i KOHLIEHTpYBanu.
Cwupuia npoayKT ounany 3a 40NOMOror Xxpomartorpadii Ha cunikareni i NoTiM nepekpucTanisoByBanm
i3 cymili edpip-rekcaH 3 oaepxaHHam 9,6 r cnonyku 207. *H AMP (300 Mru, CDCl;) & 8,58 (c, 1H),
8,2 (g, J=8 l'u, 2H), 7,82 (g, J=8 I'u, 2H), 7,55 (g, J=9 I'u, 2H), 7,41 (g, J=9 'y, 2H), 6,81 (c, 1H), 6,22
(@, J=1,5Tu, 1H), 3,75-3,44 (r, 11H), 3,23 (1, J=9,3 'y, 1H), 1,71 (r, 2H), 1,35 (4, J=6,3 'y, 3H), 1,00
(T, J=7,5Tu, 3H); MC 630,0 (M+H); T.nn. 158°C.

Cronykn 3a gaHuM BMHAxXodoM, 3a3HayeHi B Tabnuui 6, ogepxyBanu LnNsxamu, ONMCaHMMM
paHiwe i npointcTpoBaHnMn B npuknagax 71-76.

Mpuknag 77

OpepxaHHga (2S,3R,4R,5S,6S)-3,4,5-TpumeTokeu-6-metunrteTparigponipaH-2-inosoro egipy {4-[1-
(4-TpudTopmeTokcudeHin)-1H-imigasonin]deHin}tiokapbamiHoBOi KncnoTtu (cnonyka 176)

QNJ\Q N
CF,0

[o po3umnHy 150 mr (0,47 mmoneb) 4-[1-(4- TpmchopmeTOKcmcbeHln) 1H-imigason-4-injdeHinamiHy B
5 mn DCM, oxonomxkeHoro go 0°C, pogasanu 0,09 r (0,50 mmone) Tiokap6oHingiimigasony (TDI) i
0,07 r (0,5 mmonb) giisonponinetTunamiHy (ocHoa XaHira). Yepes 30 xB. jofaBanu iHWWIA eKBiBaneHT
TDI i ocHoBY XaHira i po3uuH 3anuianu HarpiBaTucs 0o TemnepaTypu HaBKOMULLHBOrO cepeaoBumLla,
noTiM KOHUEeHTpyBann ©n ouuwanu 3a pgonomorot xpomatorpadii (50:50 EtOAc-rekcaHu) 3
ogepxaHHam 0,10 r i3oTiouiaHaTy y BUrNsAi TBepOoro NpoaykTy He 3oBcim Ginoro konbopy. Len
NPOAYKT MOTiM po3unmHanu B 5 mn cyxoro TI® i obpobnanu 60 mr (0,29 mMmonb) TpeT-0-mMeTun
pamHo3n i 20 mr (0,5 mmonb) 60% NaH. Po3uvH 3anvwanu nepemiwyBaTuCcs NpuW KiMHaTHIN
TeMmnepaTypi NpoTsrom 3 roguH, nicns 4Yoro posnoginanu mixk sogoto i EtOAc. OpraHiyHui wap notim
CYLIUNK i KOHLI,eHTp¥BaJ'IVI Xpomatorpacpis gasana 30 mr cnonyku 176 y Burnsagi 6esbapsHoro
TBepaoro npogykty. "H AMP (300 Ml'u, CDCl;) 6 4 7,94 (c, 1H), 7,80 (g, J=7,5 'y, 2H), 7,50 (r, 3 H),
7,40 (g, J=7 'y, 2H), 7,3 (c, 1H), 7,23 (ywwup.g, J=7 'y, 2H), 6,80 (c, 1H), 3,90-3,20 (r, 13H), 1,39 (g,
J=6,3 'y, 3H); MC 568,9 (M+H); T.nn. 129°C.

HacTynHwuii Tiokap6amaT Takox OyB ofepaHui LUNSXOM, ONncaHuM y nonepeaHbLoMy npuknagi.

Mpuknag 78

OpaepkaHHs (2S,3R,4R,5S,6S)-4-eToKCK-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy {4-[1-(4-neHTacpTopeTmnokcndeHin)-1H-[1,2,4]tpnason-3-in]jdeHrin}tiokapbamiHoBOi  KMCNOTH

(cnonyka 203)
C,F., o’©/ )\©\ "

'H AMP (400 Mru, CDCl3) & 8,59 (c, 1H), 8,24 (a, J=7,6 Fu, 2H) 7,80 (r, 4H), 7,40 (g, J=8,9 Iy,
2H), 6,79 (g, J=0,8 'y, 1H), 3,90-3,40 (r, 10H), ,3,22 (r, 1H), 3,18 (1, J=9,3 'y, 1H), 1,3 (r, 6H); MC
633,0 (M+H); T.nn. 126°C.

Mpuknag 79

OpepxaHHsa (2S,3R,4R,5S,6S)-3,4,5-TpumeToKken-6-meTunTeTparigponipaH-2-inosoro edipy {4-[1-
(4-neHTadTopeTunokcudeHin)-1H-[1,2,4]tpmason-3-in]deHin}tiokapbamiHoBoi kncnotn (cnonyka 211)

O\

2N

Q
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Asng, ogepxanuni y npuknagi 27 (0,22 r, 0,52 mmMornb), po34nHSANM B 5 Mn Tonyony i Harpieanu go
TemnepaTtypu 110°C npotsrom 1 roguHW, MOTIM oOXonomxkyBann 1 obpobnanu TpeT-o-mMeTun
TiopamHonipaHosmgom (0,125 r, 0,56 mmonb). Po3unH HarpiBanu go temnepatypu 40°C npotsrom 1
roovHK, MOTIM OXOSIoKyBanu, KOHLEHTpYBanu 1 ounwany 3a gornomorot xpomartorpadii (0-100%
EtOAc/rekcaHn) 3 ogepxaHHaM 75 Mr cnonyku 211 y BArNsiai CMONUMCTOro TBepaoro npoaykTy 6nigo-
KOBTOro Konbopy. *H AMP (300 MI'y, CDCl5) & 8,58 (c, 1H), 8,18 (a, J=8,7 I'u, 2H), 7,79 (A, J=9,1 Iy,
2H), 7,53 (g, J=8,7 I'u, 2H), 7,38 (a, J=8,8 'y, 2H), 6,78 (c, 1H), 6,23 (g, J=1,9 'y, 1H), 3,70 (r, 2H),
3,59 (c, 3H), 3,57 (c, 3H), 3,54 (c, 3H), 3,51 (r, 1H), 3,21 (1, J=9,4 'y, 1H), 1,34 (g, J=6,2 'y, 3H).

Mpuknag 80

OpepxaHHsa (2S,3R,4R,5S,6S)-4-eTOKCK-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy {4-[1-(4-TpudpTopmeTokcudeHin)-1H-imigazon-4-injdeHin}tiokapbamiHoBOi  kncnotu (cnomnyka
177)

o —

/=N b0, O~
O 1L
CF,0 NJ\S o

(2S,3R,4R,5S,6S)-4-eToKCK-3,5-guMeToKCU-6-meTuUNTETParigponipax-2-tion (0,080 r, 0,34
MMOnb) 06‘egHyBanu 3 4-HiTpodpeHinosum ecdpipom {4-[1-(4-TpudptopmeTtokcudeHin)-1H-imigason-4-
in]cenin}kapbaminosoi kucnotu (0,165 r, 0,34 mmone) i ocHoBot XaHrira (0,06 r, 0,46 mmonb) y 3 Mn
TI® i po3ymH HarpiBany nNpy TeMnepaTtypi KUMiHHA 3i 3BOPOTHUM XOMNOAUMBbHUKOM MPOTATOM 2 rOAMH.
KoHueHTpyBaHHA | xpomaTorpadpis 4epe3 KOMOHKy i3 cunikarenem MoTiM Aasanu Tiokapbamat
(cnonyky 177) y Burnagi TBepgoro NpoaykTy SCHO-XOBTOMO KONbOpy. 'H AmP 5 7,88 (c, 1H), 7,75 (g,
J=7 T'u, 2H), 7,68 (c, 1H), 7,5 (g, J=7 T'u, 2H), 7,45 (c, 1H), 7,37 (8, J=8 l'u, 2H), 6,15 (A, J=1,5 I'y,
1H), 3,78-3,45 (r, 11H), 3,18 (T, J=9,2 'y, 1H), 1,36 (a, J=6,2 I'u, 3H), 1,3 (1, J=7,5 'y, 3H); T.NN. 173-
176°C.

Q

Mpuknapg 81
OpaeprkaHHs 4-[1-(4-TpucbTopmeTOoKCcUpeHin)-1H-imigason-4-in]-N-((2S,3R,4R,5S,6S)-3,4,5-
TpUMeTOKCK-6-meTunTeTparigponipaH-2-inokcn)beHsamigy (cnonyka 171)
/=N 97
CF,O Ny~

Po3unH  4-[1-(4-TpudTopmeTOoKcudeHin)-1H-imigason-4-inl6eH3onHoi  kucrotn (50 wmr, 0,14
MMOIb) 0OpOGNANM HagNULLIKOM TiOHUNXIopuay i LWBMAKO HarpiBanu Ha naposii Gadi. Onito
py4yBaTO-KOPUYHEBOIO KOMbOPY MOTIM KOHLEHTPYBanu y BakyyMi i po3unHsanu B 5 mn TIT®. Jogasanu
cnonyky E-30 (44 wmr, 0,2 mmonb) i etungiisonponinamid (52 mr, 0,4 MMonb) i po34nMH 3anuanu
nepemiwysatuca npotsarom 15 xB. Po3unH notim posnoginanu mik BogHum NaHCO; i edpipowm, i
OpraHiuHMiA LWap CyLIWW, KOHLEHTpYyBanu n ovnwanu 3a gornomMoroto xpomarorpadii (50:50 EtOAc-
rekcaHu) 3 onepkaHHam 20 Mr cronyku 171 y Burnsai 6eabapeHoro TBeporo npoaykTy. *H AMP (400
Ml'u, CDCl3) & 7,90 (g, J=6,4 T'u, 2 H), 7,89 (c, 1H), 7,80 (g, J=8,6 'y, 2H), 7,63 (g, J=1,3 'y, 1H),
7,49 (g, J=9,3 'y, 2H), 7,38 (g, J=8,9 'y, 2H), 5,31 (c, 1H), 3,97 (r, 1H), 3,80 (r, 1H), 3,57 (c, 3H),
3,56 (c, 3H), 3,53 (c, 3H), 3,50 (r, 1H), 3,21 (T, J=9,4 'y, 1H), 1,36 (a, J=6,2 'y, 3H); MC 552,0 (M");
T.nn. 185°C.

Mpuknapg 82

OpaepkaHHs (2S,3R,4R,5S,6S)-4-eToKCK-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy metun {4-[1-(4-TpucpTopmeTokcudpeHrin)-1H-[1,2,4]tpnason-3-injdeHin}kap6amiHoBOI KMCNOTH
(cnonyka 250)

a7



10

15

20

25

30

35

UA 105175 C2

/\
Ou, O~

N s
CF,O I\{’\LO o

Cnonyky 193 (0,15 r, 0,26 mmonb) i oametaH ob‘egHyBanm B 5 mn cyxoro OM® i posunH
nepemiwysanu B atmocdepi N, i obpobnann 0,025 r (0,62 mmonb) NaH (60% B onii). Po3uuH
3anuwann nepemiyBaTtmca Npyv KiMHaTHIA TemnepaTypi NpOTAroM Hodi i NOTIM pOo3noAginanu Mix
Bogot i Et,O. BucyllyBaHHS, KOHUEHTPYBaHHSA i xpomaTorpadisi opraHiyHoro wapy gasanum 73 mr
cnonykv 250 y Burnsai 6eabapsHoi TBepaoi niv. *H AMP (300 My, CDClg) & 8,61 (c, 1H), 8,2 (A,
J=8 'y, 2H), 7,82 (g, J=8 'y, 2H), 7,55 (g, J=9 'y, 2H), 7,41 (g, J=9 'y, 2H), 6,17 (c, 1H), 3,7-3,4 (r,
11H), 3,39 (3, 3H, N-CH3), 3,18 (T, J=9 I'u, 1H), 1,35 (g, J=6,3 'y, 3H), 1,2 (1, J=7 'y, 3H); MC 581,9
([M+H]").

Mpuknag 83

OpepxaHHsa (2S,3R,4R,5S,6S)-4-eToKCU-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy metun {4-[1-(4-neHTadTopeTokcmudeHin)-1H-[1,2,4]tpuason-3-injdeHinikapbamiHOBOi Kncnotm
(cnonyka 251)

|I|O

Crionyky 207 niggaBanv MeTUNyBaHHIO SIK y Npuknazi 82 3 opepxaHHsm crionyku 251. 'H AMP
(300 MI'u, CDClIy) & 8,60 (c, 1H), 8,20 (g, J=6 8 'y, 2H), 7,83 (g, J=8,8 'y, 2H), 7,41 (g, J=9 'u, 2H),
7,39 (g, J=8,6 I'u, 2H), 6,17 (c, 1H), 3,70-3,40 (r, 11H), 3,39 (3, 3H, NCHs), 1,38 (g, J=6,0 'y, 3H),
1,20 (1, J=7,5 'y, 3H); MC 630,99 ([M+H]").

Mpuknapg 84

OpaeprkaHHs (2S,3R,4R,5S,6S)-4-eToKCK-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy meTun-{4-[1-(4-neHTacpTopeTmnokcudeHin)-4,5-gurigpo-1H-nipason-4-injgeHinikapbamiHoBoi
KncnoTu (cnonyka 252)

Cnonyky 179 niggasany MeTUNyBaHHIO SK Y npuknagi 82 3 ogep)kaHHsAM cnonyku 252. 'H ampP
(300 MI'y, CDCl3) 6 7,68 (g, J=8,24 'y, 2H), 7,24 (g, J=8,24 'y, 2H), 7,12 (g, J=8,28 'y, 2H), 7,08 (4,
J=8,28 'y, 2H), 6,12 (g, J=1,85 'y, 1H), 3,92 (1, J=9,44 Iy, 2H), 3,79-3,61 (r, 4H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (pA, J=9,31, 3,36 I'u, 1H), 3,38 (c, 3H), 3,32-3,18 (r, 3H), 1,36-1,23 (r, 6H); EI/MC 631
(M").

Mpuknag 85

OpepxaHHs (2S,3R,4R,5S,6S)-4-nponokcu-3,5-AMMEeTOKCH-6-MeTUNTEeTparigponipaH-2-inosoro
edipy etun {4-[1-(4-neHTadpTopeTokcudeHin)-1H-[1,2,4]tpnason-3-injdeHin}kap6amiHOBOI KUCMOTH
(cnonyka 253)

Cnonyky 207 N-etunyBanu ik y npuknagi 82, BUKOPUCTOBYHOUN MOAETaH 3aMiCTb MOAMETaHY, 3
ofepxaHHsaM crionyku 253. *H AMP (300 Mru, CDCl,) & 8,60 (c, 1H), 8,22 (a, J=6 8 Iy, 2H), 7,83 (A,
J=8,8 I'u, 2H), 7,41 (g, J=9 'y, 2H), 7,39 (g, J=8,6 'y, 2H), 6,17 (c, 1H), 3,8 (xB, J=7,5 'y, 2H), 3,60-
3,30 (r, 11H), 3,10 (ywwmp.c, 1H), 1,38 (g, J=6,0 'y, 3H), 1,20 (1, J=7,5 'y, 3H); MC 659,12 ([M+H]").

Mpuknag 86
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OpeprkaHHs (2S,3R,4R,5S,6S)-4-eToKCU-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy metokcumeTtun {4-[1-(4-TpucptopmeTtokcudpeHin)-1H-[1,2,4]Tpnason-3-in]jdeHin}kapbamiHoBoi
KMcnoTu (cnonyka 254)

o/\
| I o
/=N o =~
CF.O
N\_ o ©
o\

Cnonyky 193 (0,15 r, 0,26 mmonb) i 6pommeTunosmn metTunosu edip (78 mr, 0,6 Mmonb)
ob‘egHyBanu B 5 mn cyxoro TI® i po3umH nepemiwysanu B atmocdepi N, i 06pobnanu 0,025 r (0,6
mMmorb) NaH (60% B onii). Po3uuH 3anvwany nepemilyBaTucs Npu KiMHaTHIN TemnepaTypi NpoTAarom
Houi i moTim posnoginsanu mixk Bogot i Et,O. BucylwyBaHHs, KOHUEHTPYBaHHS i xpomartorpadgis
opraHivyHoro wapy gaeanm 110 mr cnonyku 254 y Burnagi 6e3bapBHOi TBEpPAOI MiHW. 'H amp (300
MI'u, CDCIs) © 8,61 (c, 1H), 8,24 (g, J=8 'y, 2H), 7,82 (g, J=8 'y, 2H), 7,4 (nepekpuBatoumn g, J=8
lu, 4H), 6,17 (c, 1H), 5,05 (ywwp.c, 2H), 3,6-3,3 (r, 14H), 3,18 (1, J=9 'y, 1H), 1,35 (g, J=6,3 'y, 3H),
1,2 (1, J=7 Iy, 3H); MC 611,8 ([M+H]").

Mpuknag 87

OpepxaHHs (2S,3R,4R,5S,6S)-4-eT0OKCK-3,5-OMMETOKCH-6-MeTUNTETparigponipaH-2-inoBoro
edipy metokcumeTun {4-[1-(4-neHtadpTopeTokcmdeHin)-1H-[1,2,4]tpuason-3-in]jdeHinikapbamiHoBoi
KMcnoTu (cnonyka 255)

Q/\

|
/=N O,
/O/N.N/ o)
C,F.0 N\iLo o
o\

MeTokcumeTunysaHHa cnonyku 201 B ymoBax, onucaHux y npuknagi 86, gasano crnonyky 255 y
BUrNSAi rpy3noi niHw. 'Hamp (300 MI'y, CDCls) 6 8,61 (c, 1H), 8,22 (g, J=8 'y, 2H), 7,82 (g, J=8 ',
2H), 7,4 (r, 4H), 6,17 (c, 1H), 5,05 (ywwp.c, 2H), 3,6-3,3 (r, 14H), 3,18 (T, J=9 'y, 1H), 1,35 (g, J=6,3
Mu, 3H), 1,2 (1, J=7 'y, 3H); MC 661,8 ((M+H]").

Mpuknag 88

OpaeprkaHHs (2S,3R,4R,5S,6S)-4-eToKCK-3,5-AUMETOKCU-6-MeTUNTETParigponipaH-2-inoBoro
edipy anin {4-[1-(4-neHTadTopeTokcndeHin)-1H-[1,2,4]tpnason-3-in]deHin}kap©amMiHOBOI  KMCNoTu
(cnonyka 256)

o<
i,

Q/\
O 2 O~

/=N \
/®/N.N/ (e}
C,FO )\Q\N)\\O 0
N

60% NaH (0,015 r, 0,40 mmonb) gogasanu Ao posuuHy cnonyku 201 (0,15 r, 0,24 mmoneb) i
aninépomiay (0,41 r, 0,34 mmonb) y cyxomy OM® (1,1 mn) npu Temnepatypi 0°C B atmocdepi No.
PeakuinHy cymiw notiMm 3anuwanu HarpiBatucsa o Temnepatypu 25°C i nepemiwysanu npoTarom 5
roguvH, nicnga voro Bunmeanu Ha nig-H,O (50 mn) i ekctparyBanu 3a gonomoroto EtOAc (3x50 mn).
OG'egHaHi opraHiyHi ekcTpaktn npomuBanm H,O (50 mn) i cywwmnm (Na,SO,), dinsTpyBanm i
KOHUeHTpyBanu. XpomaTtorpadpysaHHa gasano cnonyky 256 (0,040 r, 25%) y surnagi cMonmctoro
TBEPOOro NpoaykTy Ginoro KonbLopy. 'H ampP (300 MI'y, CDCIs5) © 8,59 (c, 1H), 8,21 (g, J=8,1 ', 2H),
7,83 (g, J=9,0 l'u, 2H), 7,42 (g, J=9,3 l'u, 2H), 7,35 (ywwup., 2H), 6,17 (ywwup., 1H), 6,00-5,92 (r, 1H),
5,27-5,17 (r, 2H), 4,34 (ywwup., 2H), 3,80-3,30 (r, 11H), 3,08 (ywwmp., 1H), 1,44 (ywwup., 3H), 1,30
(ywwp., 3H); MC 657 ([M]).

Mpuknag 89

OpaepkaHHs (2S,3R,4R,5S,6S)-4-nponokcu-3,5-ANMeTOKCU-6-MeTUNTETparigponipaH-2-inosoro
edgipy rigpokcumeTun {4-[1-(4-neHTadpTopeTokcudeHin)-1H-[1,2,4]Tpuason-3-in]deHin}kapbamiHoBoi
Kucnotu (cnonyka 257)
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OH

Po3umH cnonykn 207 (0,15 r, 0,24 wmmonb) po3unHanu B 4 mn DCM i o6pobnsnu
napacdopmManegerigom (50 wmr, HagnMwok) i TpudTopoLTOBOK KUCroTow (250 MKn, HagnAMLOK).
Po3unH nepemiwyBanu npu KiMHaTHIN TemnepaTtypi npotdarom 20 roguvH i NOTiM KOHUEHTpyBanun y
BakyyMi. XpomaTtorpadia (Big 0 go 100% EtOAc y rekcaHi) gaBana 25 Mr rigpoKCUMETUITBHOIO
noxigHoro (cnonyky 257) y Burnsgi TBepaoi nivv. *H AMP (300 MIu, CDCl3) & 8,60 (c, 1H), 8,20 (a,
J=6 8 'y, 2H), 7,83 (g, J=8,8 'y, 2H), 7,41 (g, J=9 'y, 4H), 7,39 6,17 (c, 1H), 5,15 (aa, J=6, 14 'y,
2H), 3,65-3,20 (r, 12H), 3,15 (ywwnp.c, 1H), 1,52 (r, 2H), 1,38 (g, J=6,0 'y, 3H 0,95 (1, J=7,5 'y, 3H);
MC 661,10 ([M+H]").

Mpuknag 90

OpepxaHHsa (2S,3R,4R,5S,6S)-4-eTOKCU-3,5-AUMETOKCU-6-MeTUNTETPAarigponipaH-2-inoBoro
edipy auetun {4-[1-(4-neHTadpTopeTokcudeHin)-1H-[1,2,4]Tpnason-3-in]deHin}tkapbamiHoBOT KNCNoTK
(cnonyka 258)

I
/=N 5. O
O S
C,F.0 N)\\O o~
/o

60% NaH (0,016 r, 0,40 mmonb) gogasanu o posunHy cnonyku 201 (0,15 r, 0,24 mmonb) y
cyxomy OM® (1,1 mn) npu TemnepaTtypi 0°C B atmocdepi N, i cymil nepemiwysanm npoTarom ~5 xs.
Motim gogasanu auetunxnopug (0,03 mn, 0,42 MMonb) i peakuiiHy CcyMmill 3anuwianu Harpisatucsa oo
TemnepaTypu 25°C i nepemiwyBanu ycboro npotsroMm 64 roguH. Cymiw sunueanu Ha nig-H,O (50 mn)
i ekcTparysanu 3a gonomoroto EtOAc (3x50 mn). O6'egHaHi opraHiyHi ekctpakti npommsanu H,O (50
mMn) i HacuuyeHoto BogHoto NaCl (75 mn) i cywwunun (Na,SO,), inbTpyBanu i KOHUEHTpyBanu.
XpomaTtorpadyBaHHs fasano crnonyky 258 (0,042 r, 26%) y Burnsai 1Bepaoro NpoAyKTy ACHO-
XKOBTOrO KOMbopy. H amp (400 MTI'y, CDCI5) 6 8,59 (c, 1H), 8,29 (g, J=8,1 'u, 2H), 7,81 (g, J=9,0 Iy,
2H), 7,40 (g, J=9,1 'y, 2H), 7,24 (g, J=8,5 'y, 2H), 6,07 (g, J=2,0 'y, 1H), 3,48 (c, 3H), 3,41 (c, 3H),
3,49-3,35 (r, 1H), 3,31-3,20 (r, 3H), 3,04 (1, J=9,4 'y, 1H), 2,74 (oA, J=9,8, 3,4 'y, 1H), 2,69 (c, 3H),
1,25 (g, J=6,1 'y, 3H), 1,01 (1, J=7,0 'y, 3H); MC 658 (M"); T.nn. 70-72°C.

Mpuknag 91

OpepxaHHs MeTMIOBOro edipy 4-(((2S,3R,4R,5S,6S)-4-eTOKCK-3,5-4MMETOKCU-6-
mMeTunTeTparigponipaH-2-inokcmkapboHin)-{4-[1-(4-neHTadTopeTokcndeHin)-1H-[1,2,4]tpnason-3-
in]ceHin}amiHo)-4-okcobyTaHoBOI kMcnoTu (cnonyka 259)

O/\
/=N b, O~
O S
C,F.0 N)LO o~
o
CO,CH,

60% NaH (0,041 r, 1,0 mmonb) AoaaBanu ofHieto nopuieto Ao po3uunHy cnonyku 201 (0,500 r, 0,81
MMonb) y cyxomy OM® (3,6 mn) npu Temnepatypi 25°C i cymiw nepemiwlyBanu npotsrom ~5 xB.
MoTim gopaBanu metuncykumHin xnopug (0,12 mn, 0,97 Mmonb) i peakuilHy Ccymiw 3anuwianu
nepemiwysatuca npu Temnepatypi 60°C npotarom 3 roguH. Cymiw OxonomKysanu, Bunvsanu B
HacuyeHnnn BogHun NH4,Cl (50 mn) i ekctparyBanu 3a gonomoroto EtOAc (3x50 mn). O6'eaHaHi
opraHivHi ekctpaktu npommeanu H,O (50 mn) i HacudeHoto BogHoto NaCl (75 mn) i cywmnnu (Na,SO,),
QinbTpyBanu i KOHULEeHTpyBanu. XpomaTtorpadyBaHHs gaeano cnonyky 259 (0,079 r, 13%) y surnagi
TBEPAOTro NpoAykTy 6inoro konbopy. *H AMP (300 My, CDCl3) & 8,60 (c, 1H), 8,30 (a, J=9,0 Iy, 2H),
7,82 (g, J=9,0 'y, 2H), 7,41 (g, J=8,7 I'u, 2H), 7,29-7,22 (r, 2H), 6,08 (g, J=1,8 'y, 1H), 3,70 (c, 3H),
3,50-3,19 (r, 9H), 3,05 (T, J=9,3 'y, 1H), 2,79-2,69 (r, 3H), 1,29-1,22 (r, 6H), 1,03 (1, J=6,9 'y, 3H);
MC 730 (M*); T.nn. 72-76°C.

OJOCNIIKEHHA CrNONyK

50



10

15

20

25

UA 105175 C2

BionoriyHi gocnimpkeHHsa 3aincHioBanu Ha cosui manin (BAW; Spodoptera exigua: Lepidoptera),
nposoasyn abo sucokonpoayktusHe (HTS) BionoriyHe gocnigkeHHs 3 3acToCcyBaHHSAM 96-AMKOBOro
TUTPaUiAHOrO MikponnaHweTa, abo [ocnimkeHHA Ha 128-AMKOBOMY MfaHWeTi 3 KUBWUIIbHUM
cepepoBuwem. HTS pocnigpkeHHss ocHOBaHe Ha mopaudikauii, onucanin, Lewer et al. J. Nat. Prod.
2006, 69, 1506. Anusa BAW nomiwanu 3Bepxy WTYYHOrO XnurbHoro cepeaosuwia (100 MkIT) y KOXHY
AMKY  96-AMKOBOro TuTpauiiHOro MikponnaHweTa. CepegoBue nonepeaHbo  obpobnsanu
pocnigkyeaHow cnonykot (12 Mkr posumHsnm B 30 Mkn cymiwi JIMCO-aueToH-BoAa), wapamu
noBepx cCepefoBuLLa, BUKOPUCTOBYKUM CUCTEMY ANA TPAHCMOPTYBaHHSA PidVHK, i NOTIM 3anuvwianu
CYLLUMTUCS NPOTAroM Aekinbkox roawH. [oTiM iHBa3oBaHi NnaHWeTW HakpyBanu LWapoM CTepUrbHOI
©aBOBHAHOI BaTU i MNAHLWETHOK KPUWLLKOW, i Aani BUTpuMmyBanu B Tempsasi npu temnepatypi 29°C.
Barnbenb peectpyBanu npotsarom 6 gHiB nicns o6pobku. KoxHui nnaHweT MaB WiCTb pennikauin.
3arnbenb, BMpaxeHy B MPOLEHTHOMY BiAHOLUEHHI, 0ByucrnoBanu i3 cepeaHbOro 3HAYeHHS LIeCcTu
pennikauin. Y Bunagky AocrnigkeHHs 3 128-AMKOBMM NMaHWETOM 3 >XUBWUMbHUM CEpPeOBULLEM,
MOBTOPHO TpU-N'ATb Aopocnux nuuMHok BAW nomiwanu B KOXHY sMKy (3 Mn) nnaHweTta i3
cepefoBMLLEM, NONEPEAHbO HAMOBHEHY 1 MIT LUTYYHOTO XWBUIBHOMO CEPefOBULLIA, HA SIKE HAHOCUIM
(y KoxHy BOCbMYy siMKY) 50 MKr/cm? JocnigpkyBaHoi cnonyku (po3vmHeHoi B 50 mkn cymiwi 90:10
aueToH-Boda) i MOTIM 3anuwany cywuTbes. [naHWweTn HakpuBanu NPO30pPUM MOKPUTTAM, LLO
camoCTiiHO npununae, i BUTpuMyBanu npu Temnepatypi 25°C, 14:10 ocBiTNeHO-3aTEMHEHO NPOTATOM
wecTtn gHiB. 3armbenb NUYMHOK, BUpaXeHy B MPOLEHTHOMY BiOHOLUEHHI, peecTpyBanu AN KOXHOT
SIMKW; MOTIM aKTUBHICTb Y BOCbMW sIMKai ycepedHtoBanu. PesynbTatn gnss o6ox 6GionoridHmx
JocnigkeHb npeacraeneHi B Tabnuui 7. Y tabnuui 7, nig 3aronoskamu BAW HTS a6o BAW 50, “A”
O3Hauvae, WO CnonyKy OOCHiaXyBanu i WwoHarmMeHwe cnoctepiranu 50 npoueHTHy 3armbenb, Togi Sk,
“B” o3Hauvae, wo abo (1) cnonyky gocnigxysanu i cnoctepirany meHwe Hixx 50 npoueHTHY 3arnbenb,
abo (2) cnonyky He nigaaBany OCNIMKEHHIO.

Tabnuus 1
R2
R1 R3
A" O R4
3aranbHa chopmyna
TeMmn. 1
. H AMP
#1 A R1 | R2 R3 R4 Llykop MC K"':;'I“' (CDCl3, 3)

5,28 (r, 1H), 3,85 (r,
1H), 3,66 (r, 1H),
150°C |3,60-3,50 (r, 1H),
E-1 [OCH; [OCH; |[OCH;3; [OCH; |CHj3 L-pamHo3a - (0,5 mm| 3,58 (c, 3H), 3,53 (c,
pT.cT.) | 6H), 3,37 (c, 3H),
3,16 (1, 1H), 1,31 (g,
3H)

145. |5:28(c, TH), 3,83,
155ec | 1H), 3,7-3.45 (1,

E-2 |OH |OCH; |[OCHs |OCH; |CHs |L-pammosa - 11H), 3,16 (1, J=9,2
(1M |0 H). 3,0 (c, 1H
TCT) L'n )1 ) (Cv )v
PT-CT-)11,31 (1, J=6 ', 3H)

4,41 (n, J=1,8Tu,
1H), 3,77-3,50 (r,
165°C | 11H), 3,37 (c, 3H),

E-3 |OCH;3; |OCH;3; |OC,H5| OCHj4 CHs; L-pamHo3a 2('\)/|2€SC9)|(_||\)/I (10 3,13 (T, J=9,4 Iy,
mTopp)| 1H), 1,32 (a, J=6,3
Mu, 3H), 1,27 (T,
J=7,0Tu, 3H)
442 (pn,J=1,8Tw)i
299.1 180°C | 4,30 (c), Bcboro 1H,
E-4 |OC,Hs5| OC,H5| OC,H5| OC,H;5 CH; L'paMHO3a (M_H\’la) (10 4,0-3,35 (Cepi'r r,

mTopp)| 10H), 3,2 (r, 2H),
1,3-1,1(r, 15H)
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E-5

OCHjs

OCHjs

OC3Hy

OCHjs

CHs

L-pamHO3a

175°C
(10
mTopp)

4,40 (g, J=1,8 T,
1H), 3,77-3,50 (r,
11H), 3,37 (c, 3H),
3,13 (1, J=9,4 'y,
1H), 1,62 (r, 2H),
1,32 (g, J=6,3 ',
3H), 0,98 (1, J=7,5
My, 3H)

OCHgs

OCHgs;

O-anin

OCHgs;

CHs;

L-pamHo3a

175°C
(10
mTopp)

5,98 (r, 1H), 5,32 (4,
1H), 5,20 (a, 1H),
4,50 (c, 1H), 4,18 (a,
2H), 3,62-3,50 (r,
9H), 3,28 (c, 3H),
3,17 (1, J=6,3 T,
1H), 1,33 (g, J=6,3
My, 3H)

E-7

OCH;

OCH;

OC4Hq

OCHjs

CHs

L-pamHO3a

165°C
(5
mTopp)

4,71 (c, 1H), 3,62-
3,50 (r, 11H), 3,35
(c, 3H), 3,17 (1, 1H),
1,6 (r, 2H), 1,4 (r,
2H), 1,33 (g, J=6,3
My, 3H), 0,98 (T,
J=7,5 [y, 3H)

E-8

OH

OCHgs;

OC;Hs

OCHgs;

CH;

L-pamHo3a

202,9 (M-
H,0)

165°C
9
mTopp)

5,35 (r, J=3,2, 2,0
My, 1H), 3,84-3,62
(r, 5H), 3,59 (c, 3H),
3,53 (c, 3H), 3,16 (T,
J=9,5 Ty, 1H), 2,73
(m, J=3,4 [y, 1H),
1,33-1,26 (r, 6H)

E-9

OH

OC;Hs

OC;Hs

OC;Hs

CHs;

L-pamHO3a

248,2 (M+)

203°C
(5
mTopp)

5,2 (c)i4,65 (og,
J=1,2,9Tu,
aHOMepHi curHanu
MPOTOHIB, BCbOIO
1H, cniBBigHOLLEHHSA
64:36 a:B); 4,10-
3,45 (r, 8H), 3,36-
3,20 (r, 2H), 1,37-
1,13 (r, 12H)

E-10

OH

OCH;

OC;H7;

OCHjs

CH

L-pamHO3a

220,2 (M+)

185°C
(5
mTopp)

5,25 (an, J=3,2, 2,0
lu)i4,61 (r, BCboOro
1H), 3,80 (r, 1H),
3,70-3,50 (r, 9H),
3,36-3,05 (r, 1H),
1,60 (r, 2H), 1,30 (r,
5H), 0,95 (1, J=7,5
My, 3H)

E-11

OH

OCHgs;

O-anin

OCHs;

CH;

L-pamHo3a

254,9
(M+Na)

175°C
(10
mTopp)

5,95 (r, 1H), 5,3 (r,
1H), 5,19 (r, 1H),
5,21i4,61 (o6oer, a
i B aHOMepu, BCbOro
1H), 4,20 (r, 2H),
3,80 (r, 1H), 3,70-
3,50 (r, 7 H), 3,40-
3,10 (r, 3H), 1,3 (r,
3H)
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E-12

OH

OCHjs

OC4Hq

OCHjs

CHs; L-pamHO3a

248,2 (M+)

189°C
(5
mTopp)

5,35 (ag, J=3,2, 2,0
lu)i4,45 (r, BCbOro
1H), 3,80 (r, 1H),
3,70-3,50 (r, 10H),
3,36-3,05 (r, 1H),
2,73 (g, J=3,4 'y,
1H), 1,60 (r, 2H),
1,40 (r, 2H), 1,33 (g,
J=6 'u, 3H), 0,95 (T,
J=7,5Tu, 3H)

E-13

-OH

-OCHjs

-OCHjs

-OCHjs

CH,0-

CH, L-maHo3a

5,32 (c, 1H), 3,9 (r,
1H), 3,66-3,53 (cepii
r, 4H) 3,52 (c, 3H),
3,51 (c, 3H), 3,49 (c,
3H), 3,40 (c, 3H),
3,35 (r, 1H), 3,18 (g,
J=3 Ty, 1H)

E-14

-OH

-OCHs,

-OCH;,

-OCH,

CH,0O-

CHa D-rntoko3sa

5,33 (n, J=3,6Tw)i
4,60 (g, J=4Tu), ai
B aHoMepu, BCbOrO
1H), 3,9 (r, 1H), 3,6-
3,3 (cepiicir, 14H),
3,28 (r, 3H), 1,7 (c,
1H)

E-15

-OCHjs

-OCHjs

-OCHjs

-OCHj,

L-kcunosa

207 (M+H)

4,47 (p, J=3,5Twu) i
4,15 (g, J=7,4 'y,
BCboro 1H npwm
cniBBigHOLWeEHHI a:f3
sk 0,27:1), 4,00 (og,
J=11,6, 5,0 'y, 1H),
4,03-2,93 (cepiicir,
16H)

E-16

-OH

-OCH,

-OCH,

-OCH,

-H, |L-kcmunosa

175
(M-H,0)

5,23 (1,J=3,4Tu)i
4,60 (1, J=6,3 'y,
BCcboro 1H npwm
cniBBigHOLWEHHI a:
ak 1,5:1), 4,01-2,97
(cepiicir, 15H)

E-17

-OCHjs

-OCHjs

-OCHjs

-OCHjs

L-nicko3a

207 (M+H)

4,69 (g, J=3,0 'y,
1H, a aHomepy),
3,77 (am, J=10,8,4,4
My, 1H), 3,62-3,32
(cepiicir, 16H)

E-18

-OCH,

-OCH,

-OCH,

-H, |L-nickosa

175
(M-H;0)

5,18-5,11 (r, 1H,
cymiw aif
aHomepos), 4,84 (A,
J=10,1 Ty, 0,4H),
3,98-3,37 (cepiicir,
14H), 3,11 (g, J=4,2
My, 0,6H)
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E-19

-OCHgs;

-OCHgs

-OCHg;

-OCHg;

CH,0-

CHs L-rntoko3sa

205
(M-
CH,OCHb>)

(600 Ml'y, CDCly)
4,83 (g, J=4,1Tu)i
4,14 (g, J=7,8 'y,
BCbOro 1H npwu
cniBBIAHOLLIEHHI a:f3
sk 0,2:1), 3,66-3,36
(cepiicir, 18H),
3,29-3,26 (r, 1H),
3,17-3,13 (r, 1H),
3,01-2,94 (r, 1H)

E-20

-OH

-OCHjs

-OCHjs

-OCHjs

CH,0-

CH, L-rntoko3sa

191
(M-
CH,OCHs)

5,33 (A, J=3,7Tw)i
4,58 (g, J=7,9 'y,
BCbOro 1H npwu
cnisBigHOLWeEHHI a:f3
sk 2,5:1), 3,92-3,86
(r, 0,8H), 3,65-3,08
(cepiicir, 18H),
2,96 (aa, J=8,8,7,8
My, 0,2H)

T.nn.
63-
67°C

E-21

-OCH;

_H2

-OCH,

-OCH,

CH,0O-
CH;

2-0e30KCun-
D-rntoko3sa

220 (M")

4,81 (on, J=3,6,1,1
Mu)i4,34 (na, J=9,5,
1,9 Ny, Bcboro 1H
npw CniBBiAHOLLEHHI
a:B sk 0,29:1), 3,71-
3,23 (r, 16H), 3,18-
3,05 (r, 1H), 2,33-
2,16 (r, 1H), 1,60-
1,41 (r, 1H)

E-22

-OCH;

-OCH,

OH

L-
oneaHapo-
3a

CHs;

4,48 (g, J=3,3 I'y,
1H), 3,52 (r, 1H),
3,47 (r, 1H), 3,45 (c,
3H), 3,30 (c, 3H),
3,19 (r, 1H), 2,67
(ywwp.c, 1H), 2,29
(an, J=4,8, 12,9 Iy,
1H), 1,51 (r, 1H),
1,32 (g, J=6,3 'y,
3H)

O Rt R2

O R4

Tabnuuga 2

R1

R2

R3

R4

Llykop MC

T.nn.

"H AMP (CDCls, 5)

E-23

OCH;

OCH,

OCH;

CHs

326,1

L-pamHO3a [M+Na]'

135°C

5,35 (g, J=2,0 ', 1H), 4,29 (r,
1H), 3,89 (an, J=3,3, 2,1 'y,
1H), 3,55 (c, 3H), 3,54 (c, 3H),
3,52 (c, 3H), 3,51 (r, 1H), 3,18
(,J=9,3 T, 1H), 2,74 (c, 4H),
1,27 (g, J=6,1 'y, 3H)

E-24

OCHgs;

OCH3

OH

CHs;

288

L-pamHo3a [M-H]

163-
166°C

5,42 (c, 1H), 4,40 (r, 1H), 4,0
(r, 1H), 3,63 (g, J=8 I'u, 1H),
3,55-3,45 (r, 7H), 2,78 (c, 4H),
2,2 (ywwmp.c, 1H), 1,30 (g,
J=6,3 'y, 3H)

54
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E-25

OCHgs;

OC;,Hs

OCHgs;

CHs;

L-pamHo3a

5,35, 1H), 4,29 (r, 1 H), 3,85
(r, 1H), 3,78-3,50 (r, 9H), 3,19
(1, J=9,5 'y, 1H), 2,75 (c, 4H),
1,33-1,26 (r, 6H)

E-26

OCHjs

OC;3Hy

OCHjs

CH;

L-pamHo3a

354,
[M+Na]"

69-71°C

5,35 (3,1H), 4,29 (r, 1H), 3,84
(r, 1H), 3,78-3,50 (r, 9H), 3,19
(t, J=9,5 'y, 1H), 2,75 (c, 4H),
1,64 (r, 2 H), 1,25 (a, J=6,1
My, 3 H), 0,95 (1, J=7,5 'y, 3
H))

E-27

OCHgs;

OC,Hg

OCHgs;

CHs;

L-pamHo3a

5,32 (@, J=1,8 T, 1 H), 4,29
(r, 1H), 3,84 (r, 1H), 3,6-3,45
(r, 9H), 3,17 (1, J=9,3 'y, 1H),
2,73 (c, 4H), 1,6 (r, 2H), 1,4 (r,
2H), 1,26 (g, J=5,7 Ty, 3H),
0,93 (1, J=7,5 'y, 3H)

E-28

OCH;

OCH;

OCH;

CH,OCHj

D-rntoko3a

5,52 (g, J=4 'y, 1H), 4,45 (g,
J=10Tu, 1H), 3,68-3,47 (r,
12H), 3,4-3,27, cepii r, 5H),
2,72 (c, 4H)

E-29

OCH;

OCH;

OCH;

CH,OCHj

L-maHo3a

5,44 (c, 1H), 4,29 (r, 1H), 3,90
(r, 1H), 3,7-3,55 (r, 3 H), 3,54
(c, 3H), 3,53 (c, 3H), 3,52 (c,
3H), 3,53 (r, 1 H), 3,38 (c, 3H),
2,73 (c, 4H)

R1

2‘0

R2
R3

" R4

Tabnuusa 3

R1

R2

R3

R4

Llykop

MC

T.nn.

'H AMP (CDCls, 5)

E-30

OCH3;

OCHgs;

OCHgs;

CH;

L-
pamHo3a

221,7
(M+H"

55°C

5,51 (c, 2H), 4,98 (g, J=1,8
My, 1H), 3,60 (r, 2H), 3,55
(c, 3H), 3,50 (c, 3H), 3,48 (c,
3H), 3,35 (a4, J=9,2, 3,3 Tu,
1H), 3,13 (T, J=9,4 'y, 1H),
1,34 (g, J=6,2 'y, 3H)

E-31

OCH,

OC;Hs

OCH;

CHs;

L-
pamMHO3a

258,1
(M+Na")

88°C

5,51 (c, 2H), 4,98 (g, J=1,8
My, 1H), 3,60 (r, 4H), 3,55
3,50 (c, 3H), 3,48 (c, 3H),
3,35 (an, J=9,2, 3,3 'y, 1H),
3,13 (1, J=9,4 Ty, 1H), 1,34-
1,26 (r, 6H)

E-32

OCH3;

OC;3Hy;

OCHgs;

CH;

L-
pamHo3a

2491
(M+H"

49°C

5,6 (c, 2H), 4,95 (g, J=1,8
My, 1H), 3,6-3,3 (r, 11H),
3,13 (1, J=9,3 'y, 1H), 1,65
(r, 2H), 1,34 (g, J=6,2 'y,
3H), 0,97 (1, J=7,5 I'y, 3H)

E-33

OCH,

OC.H,

OCH;

CHs

L-
pamHo3a

40-42°C

5,6 (c, 2H), 4,97 (g, J=1,8
My, 1H), 3,6-3,3 (r, 11H),
3,13 (1, J=9,3 'y, 1H), 1,62
(r, 2H), 1,40 (r, 2H), 1,34 (a,
J=6,2 Ty, 3H), 0,94 (1, J=7,5
My, 3H)

55
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5,5 (c, 2H), 4,90 (c, 1H), 3,9
L 264 1 (r, 1H), 3,80-3,50 (r, 7H), 3,4
E-34 | OC,Hs | OC,H5 | OC,Hs | CH; amMHo3a (M+N'a+) Onis (r, 1H), 3,25 (1, J=9 'y, 1H),
P 1,35 (g, J=6,3 'y, 3H), 1,27
(r, 9H)
5,6 (ywwmp.c, 2H), 4,96 (c,
13732051 S o
L- . , 3, C, , 3, on,
E-35|0OCH; |OCH; |OH CH; paMHO38 A(l\(/;Jlr_| Onis J=10, 3y, 1H), 2.75
cOH) (ywwmp.c, 1H), 1,7 (g, J=7 Iy,
3H)
5,5 (ywwup.c, 2H), 5,04 (a,
L 251 1 J=2 Ty, 1H), 3,65-3,58 {r,
E-36 | OCH; |OCH;3; |OCH; |CH,OCH; MaHO3a (M+H+) 58°C |4H), 3,52 (c, 3H), 3,48 (gBa
3, 6H), 3,42 (c, 3H), 3,45-
3,39 (r, 2H).
5,58 (c, 2H), 5,1 (g, J=4 'y,
1H), 3,60 (kB, J=6,8 'y, 1H),
L- o 3,66 (r, 1H), 3,60 (c, 3H),
E-37|OCH; |OCH;3; |OCH; |CHs thyKoaa 91°C 3.53 (c, 3H),3.51 (c. 3H),
3,5-3,4 (r, 2H), 1,34 (g,
J=6,4 'y, 3H)
5,6 (ywwp.c, 2H), 5,1 (g, J=4
D- 2518 My, 1H), 3,7 (c, 3H), 3,55 (c,
E-38| OCH; |OCH; |OCH; |CH,OCH; FoKo3a (M+|_’|)+ 82°C 3H), 3,53 (C, 3H), 3,41 (C,
3H), 3,65-3,35 (cepii r, 3 H),
3,4 (r, 1H), 3,2 (r, 2H)
Tabnuusa 4
_—Caxap
Ar1\Het/Ar2\(/N\o
H
# Ary Het Het Ar, | Lykop® MC [T.nn.°C| *H AMP (CDCl,, d)°
3B'S130K"
1 |3-OCHjs 4,1 |nipason 1,4 A 481,0 [M]" 8,22 (g, J=8,24 I'u, 2H),
deHin deHin 8,06 (c, 1H), 7,82-7,78

(r, 5H), 7,39-7,36 (r,
1H), 7,21-7,17 (r, 1H),
6,87 (r, 1H), 5,63 (a,
J=1,85 'y, 1H), 3,84 (c,
3H), 3,68 (an, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,25 (g, J=6,26
My, 3H)

56



UA 105175 C2

4-Cl cpeHin

31

nipason

1,4
deHin

485,0
[M+H]"

8,18 (c, 1H), 8,02 (a,
J=2,01 T, 1H), 7,81 (a,
J=8,32 Iy, 2H), 7,78 (n,
J=8,32 'y, 2H), 7,47 (o,
J=8,22 'y, 2H), 7,29 (o,
J=8,22 'y, 2H), 7,01 (o,
J=2,01 'y, 1H), 5,63 (4,
J=1,85 'y, 1H), 3,68
(an, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (an,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,25 (g, J=6,26 'y, 3H)

2-nipngun

31

nipason

1,4
deHin

4520 [M]"

8,64 (r, 1H), 8,19 (c,
1H), 8,16-8,11 (r, 1H),
8,04 (n, J=1,98 'y, 1H),
7,81 (n, J=8,34 'y, 2H),
7,78-7,69 (r, 4H), 7,13
(o, J=1,98 T'u, 1H), 5,63
(n, J=1,85Tu, 1H), 3,68
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 ', 1H),
1,25 (g, J=6,26 'y, 3H)

2-TieHin

3,1

nipason

1.4
deHin

457,0 [M]"

8,16 (c, 1H), 7,94 (a,
J=1,91 Ty, 1H), 7,79 (a,
J=8,30 'y, 2H), 7,69 (a,
J=8,30 'y, 2H), 7,42 (r,
1H), 7,31 (r, 1H), 7,07
(r, 1H), 6,68 (a, J=1,91
My, 1H), 5,63 (g, J=1,85
Mu, 1H), 3,68 (aA,
J=3,28, 1,99 'y, 1H),
3,63 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (np,
J=9,31, 3,36 I'u, 1H),
3,20 (1, J=9,48 Iy, 1H),
1,25 (n, J=6,26 'y, 3H)

57
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4-(1-OHR-
nponis)
deHin

1,3

nipason

14 A 509,0

eHin [M+H]"

8,17 (c, 1H), 7,96 (a,
J=3,34 'y, 1H), 7,92 (n,
J=8,23 'y, 2H), 7,74 (n,
J=8,30 I'u, 2H), 7,66 (a,
J=8,23 I'u, 2H), 7,42 (a,
J=8,30 I'u, 2H), 6,79 (
J=3,34 'y, 1H), 5,63 (
J=1,85 'y, 1H), 4,62 (
J=7,26 'y, 1H), 3,73
(an, J=3,28, 1,99 I,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (aa,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 'y, 1H),
1,79 (r, 3H), 1,31 (a,
J=6,26 'y, 3H), 0,94 (T,
J=7,40, 3H)

a,
pn
T

4-SCF;
deHin

13

nipason

14 A 551,0

ceHin [M+H]"

8,18 (c, 1H), 7,99 (a,
J=3,32Tu, 1H), 7,94 (g,
J=8,22 'y, 2H), 7,82 (A,
J=8,29 'y, 2H), 7,74 (n,
J=8,29 'y, 2H), 7,68 (
J=8,22 I'y, 2H), 6,83 (
J=3,32 T, 1H), 5,63 (
J=1,85Tu, 1H), 3,72
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,42 (na,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 ', 1H),
1,28 (g, J=6,26 'y, 3H)

ﬂ!
ﬂ!
ﬂ!

4-0OC,F,H
deHin

13

nipason

14 A 567,0

deHin [M+H]"

818(c 1H) 797(

1=3.22 My 1H), 5.94
(11, J=52,72, 2,64 Ty,
1H), 5,63 (a, J=1,85 I,
1H), 3,77 (an, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,31 (g, J=6,26
My, 3H)

58
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4-0OC;F5
deHin

1,3

nipason

14 A 585,0

eHin [M+H]"

8,17 (c, 1H), 7,95 (a,
J=3,30 T, 1H), 7,91 (n
J=8,21Tu, 2H), 7,79 (n
J=8,29 'y, 2H), 7,70 (o,
J=8,21 'y, 2H), 7,31 (o,
J=8,29 'y, 2H), 6,81 (1
J=3,30 'y, 1H), 5,63 (1
J=1,85 'y, 1H), 3,74
(an, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,41 (an,
J=9,31, 3,36 'y, 1H),
3,19 (1, J=9,48 'y, 1H),
1,32 (g, J=6,26 'y, 3H)

4-SCH;
deHin

1,3

nipason

1,4 A 497,0

ceHin [M+H]"

8,18 (c, 1H), 7,94 (o,
J=3,36 'y, 1H), 7,91 (a,
J=8,21Tu, 2H), 7,71 (n,
J=8,20 'y, 2H), 7,69 (a,
J=8,21Tw, 2H), 7,36 (
J=8,20 'y, 2H), 6,78 (
J=3,36 'y, 1H), 5,63 (
J=1,85Tu, 1H), 3,72
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 Ty, 1H),
2,52 (c, 3H), 1,28 (n,
J=6,26 'y, 3H)

pn
pn
A,

10

4-i30-Pr
deHin

13

nipason

14 A 493,0

ceHin [M+H]"

8,18 (c, 1H), 7,93 (m,
J=8,25 'y, 2H), 7,90 (n
J=3,34 'y, 1H), 7,69 (n,
J=8,29 'y, 2H), 7,66 (x,
J=8,25 'y, 2H), 7,33 (o,
J=8,29 'y, 2H), 6,78 (x,
J=3,34 'y, 1H), 5,63 (a,
J=1,85Tu, 1H), 3,79
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,19 (1, J=9,48 'y, 1H),
2,97 (r, 1H), 1,28 (o,
J=6,43 'y, 6H), 1,31 (o,
J=6,26 'y, 3H)

59




UA 105175 C2

11

4-tpeT-Bu
deHin

1,3

nipason

1,4
deHin

507,0

[M+H]"

8,17 (c, 1H), 7,94 (n,
J=8,21Tu, 2H), 7,91 (n
J=3,29 'y, 1H), 7,68 (n
J=8,19 'y, 2H), 7,65 (a,
J=8,21 T, 2H), 7,46 (n,
J=8,19 Iy, 2H), 6,77 (o
J=3,29 Ty, 1H), 5,63 (n
J=1,85Tw, 1H), 3,75
(oo, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,34 (c, 9H), 1,29 (a,
J=6,26 'y, 3H)

12

4-OCF3
deHin

13

nipason

1.4
deHin

535,0

[M+H]"

8,17 (c, 1H), 7,95 (m,
J=3,34 Ty, 1H), 7,91 (o,
J=8,25u, 2H), 7,78 (n,
J=8,28 'y, 2H), 7,69 (a,
J=8,25 T, 2H), 7,34 (
J=8,28 I'ly, 2H), 6,81 (
J=3,34 'y, 1H), 5,63 (
J=1,85Tu, 1H), 3,74
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 'y, 1H),
1,31 (g, J=6,26 'y, 3H)

A,
Aa,
Aa,

13

4-OCF3
deHin

13

5-CO,Et-
nipasonin

1.4
deHin

609,0

[M+H]

8,19 (c, 1H), 7,72 (n,
J=8,34 'y, 2H), 7,66 (a,
J=8,34 'y, 2H), 7,16 (n,
J=8,68 'y, 2H), 7,08 (x,
J=8,68 'y, 2H), 5,63 (x,
J=1,85Tu, 1H), 4,87
(np, J=2,54, 2,12 Ty,
1H), 4,25 (B, J=7,12
Mu, 2H), 3,68 (aA,
J=3,28, 1,99 'y, 1H),
3,65 (r, 3H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,32 (n, J=6,26 'y, 3H),
1,27 (1, J=7,64 'y, 3H)

60
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14

4-0OCF;
deHin

1,3

5-CO,-i-Bu-
nipasoniH

1,4
deHin

637,0
[M+H]"

8,17 (c, 1H), 7,70 (a,
J=8,36 'L, 2H), 7,64 (n,
J=8,36 I'u, 2H), 7,12 (r,
4H), 5,63 (o, J=1,85 T,
1H), 4,89 (na, J=2,42,
2,02 Ty, 1H), 3,99-3,91
(r, 4H), 3,68 (nA,
J=3,28, 1,99 Iy, 1H),
3,63 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,86 (r, 1H), 1,31 (a,
J=6,26 'y, 3H), 0,82 (o,
J=7,12 'y, 6H)

15

4-OCF3
deHin

13

nipasoniH

1.4
deHin

537,0
[M+H]"

8,17 (c, 1H), 7,73 (g,
J=8,40 l'u, 2H), 7,64 (g,
J=8,40 I'u, 2H), 7,12 (g,
J=8,26 I'u, 2H), 7,09 (g,
(@,
(T

J=8,26 'y, 2H), 5,63
J=1,85Tu, 1H), 3,89
J=7,34 Ty, 2H), 3,68
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (nn,
J=9,31, 3,36 'y,
1H),3,28 (1, J=7,7 'y,
2H), 3,20 (1, J=9,48 I'y,
1H), 1,25 (n, J=6,26 'y,
3H)

16

4-Br cbeHin

4,1

iMigason

1.4
deHin

530,0 [M]"

8,19 (c, 1H), 7,97 (c,
1H), 7,78 (n, J=8,26 'y,
2H), 7,71 (a, J=8,22 Iy,
2H), 7,62 (c, 1H), 7,66
(o, J=8,26 T, 2H), 7,49
(0, J=8,22 Iy, 2H), 5,63
(n, J=1,85 T, 1H), 3,68
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,25 (g, J=6,26 'y, 3H)
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17

2-CN-3-Cl
deHin

14

iMigason

1,4
deHin

510 [M]

8,13 (c, 1H), 7,91 (c,
1H), 7,81 (n, J=8,38 ',
2H), 7,71 (0, J=8,42 I'u,
1H), 7,70 (n, J=8,38 'y,
2H), 7,68 (c, 1H), 7,60
(1, 9,51, 1H), 7,42 (n,
J=8,42 'y, 1H), 5,61 (a,
J=1,85Tw, 1H), 3,78
(oo, J=3,28, 1,99 'L,
1H), 3,69 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,49 (aa,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,25 (g, J=6,26 'y, 3H)

18

4-OCF;
deHin

1,4

iMigason

5-OCH;-
1,2
deHin

566,0
[M+H]"

8,70 (c, 1H), 7,95 (a,

J=8,9 T, 2H), 7,51 (a,
J=9,2 Ty, 2H), 7,39 (g,
J=9,0 'y, 2H), 7,32 (a,
J=1,2 Ty, 1H), 7,16 (a,
J=2,3 Ty, 1H), 6,91 (a,
J=9,2 'y, 1H), 5,66 (g,
J=3,3 'y, 1H), 3,88 (c,
3H), 3,76 (an, J=3,2,

1,9 [y, 1H), 3,71-3,66
(r, 1H), 3,57 (c, 3H),

3,55 (c, 3H), 3,51 (c,

3H), 3,50-3,49 (r, 1H),
3,18 (1, J=9,5 I'y, 1H),
1,29 (g, J=6,6 'y, 3H)

19

4-OCF3
deHin

14

iMigason

1,2
deHin

536,0
[M+H]

8,82 (c, 1H), 8,01 (&,
J=8,0 'y, 1H), 7,93 (a,
J=1,5Tu, 1H), 7,63 (a,
J=7,9 Ty, 1H), 7,51 (a,
J=9,2 'y, 2H), 7,44 (T,
J=7,7 Ty, 1H), 7,39 (o,
J=8,9 'y, 2H), 7,34 (n,
J=1,3Tu, 2H), 5,68 (g,
J=2,5Tu, 1H), 3,77
(am, J=3,2, 1,8 Tu, 1H),
3,72-3,67 (r, 1H), 3,57
(c, 3H), 3,54 (c, 3H),
3,51 (c, 3H), 3,49 (a,
J=3,5Tu, 1H), 3,19 (T,
J=9,5 Iy, 1H), 1,29 (a,
J=6,2 'y, 3H)

62
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20

4-0OCF;
deHin

14

iMigason

4-OCHj-

deHin

566,0
[M+H]"

8,78 (c, 1H), 7,92 (c,
1H), 7,91 (@, J=1,3 Ty,
1H), 7,54-7,48 (r, 3H),
7,38 (n, J=8,8 'y, 2H),
7,25 (p, J=1,1Tu, 1H),
7,01 (an, J=8,6, 2,7 'y,
1H), 5,69 (g, J=1,8 'y,
1H), 3,89 (c, 3H), 3,76
(am, J=3,6, 1,6 Ty, 1H),
3,70-3,67 (r, 1H), 3,57
(c, 3H), 3,55 (c, 3H),
3,51 (c, 3H), 3,49 (o,
J=3,3 T, 1H), 3,19 (T,
J=9,2 Ty, 1H), 1,29 (n,
J=6,1Tu, 3H)

21

4-OCF;
deHin

1,4

iMigason

2,4-
andgTop-
1,3
deHin

572,0 [M]"

8,41 (c, 1H), 8,29-8,22
(r, 1H), 7,89 (@, J=1,1
ru, 1H), 7,75 (a4,
J=3,8, 1,2 'y, 1H), 7,49
(0, J=8,9 I'u, 2H), 7,38
(n, J=8,6 I'u, 2H), 7,05
(1, J=9,2 T'u, 1H), 5,62
(am, J=57,8, 1,7 T,
1H), 3,80 (aa, J=3,4,
2,0 My, 1H), 3,71-3,69
(r, 1H), 3,59 (c, 3H),
3,57 (c, 3H), 3,55 (n,
J=1,8 Ty, 3H), 3,51 (g,
J=1,0 "'y, 1H), 3,19
(am, J=9,1, 4,0 Ty, 1H),
1,32 (1, J=6,1 'y, 3H)

22

6-pTop-
nipma-2-in

14

iMigason

1.4
deHin

470 [M]”

8,37 (c, 1H), 8,09 (c,
1H), 7,92 (c, 1H), 7,90
(1,J=9,32 'y, 1H), 7,83
(a, J=8,30 'y, 2H), 7,62
(a, J=8,30 'u, 2H), 7,26
(r, 1H), 6,86 (r, 1H),
5,63 (g, J=1,85 'y, 1H),
3,73 (an, J=3,28, 1,99
Mu, 1H), 3,64 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(am, J=9,31, 3,36 I'y,
1H), 3,17 (1, J=9,48 'L,
1H), 1,28 (n, J=6,26 I'u,
3H)

63
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23

4-non-
nipma-2-in

14

iMigason

1,4 A
deHin

578 [M]”

8,37 (c, 1H), 8,13 (c,
1H), 8,11 (n, J=8,29 Iy,
1H), 7,91 (c, 1H), 7,82
(0, J=8,26 'y, 2H), 7,74
(c, 1H), 7,63 (0, J=8,26
u, 2H), 7,59 (o, J=8,29
ru, 1H), 5,63 (g, J=1,85
My, 1H), 3,72 (aA,
J=3,28, 1,99 'y, 1H),
3,63 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,42 (na,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 'y, 1H),
1,27 (g, J=6,26 'y, 3H)

24

3,5-andTop
deHin

1,4

iMigason

1,4 A
deHin

487 [M]"

8,11 (c, 1H), 7,89 (c,
1H), 7,79 (n, J=8,26 'y,
2H), 7,65 (n, J=8,26 I'u,
2H), 7,58 (c, 1H), 6,99
(r, 2H), 6,84 (r, 1H),
5,63 (g, J=1,85 ', 1H),
3,76 (aa, J=3,28, 1,99
Mu, 1H), 3,63 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(na, J=9,31, 3,36 'y,
1H), 3,18 (1, J=9,48 I'L,
1H), 1,28 (n, J=6,26 'y,
3H)

25

4-OCF3
deHin

14

iMigason

4-OCHs-| A
1,3
deHin

566,0 [M]"

8,59 (c, 1H), 8,22 (a,
J=1,8 Ty, 1H), 7,96
(an, J=8,6, 2,7 'y, 1H),
7,88 (n, J=1,3 T, 1H),
7,58 (n, J=1,3 T, 1H),
7,49 (g, J=8,8 'y, 2H),
7,37 (, J=8,5 'y, 2H),
6,80 (g, J=7,7 'y, 1H),
5,69 (a, J=1,8 'y, 1H),
3,91 (¢, 3H), 3,77 (an,
J=3,6, 1,6 'y, 1H),
3,72-3,67 (r, 1H), 3,57
(c, 3H), 3,55 (c, 3H),
3,51 (c, 3H), 3,48 (a,
J=3,3 Ty, 1H), 3,19 (T,
J=9,2 Ty, 1H), 1,32 (a,
J=6,1Tu, 3H)

27

4-n-Pr
deHin

1,4

imigason

1,4 A
deHin

188

8,18 (c, 1H), 7,90 (c,
1H), 7,87 (@, J=7.,8 'y,
2H), 7,69 (g, J=7,8 T,
2H), 7,63 (c, 1H), 7,37
(m, J=8,4 Ty, 2H), 7,32
(n, J=8,4 'y, 2H), 5,69
(n, J=1,8 Ty, 1H), 3,79
(r, 1H), 3,7 (r, 1H),
3,63-3,5 (r, 10H), 3,22
(1, J=6,3 'y, 1H), 2,68
(1, J=8,1 Ty, 2H), 1,6
(r, 2H), 1,34 (g, J=6 I'y,
3H), 1,0 (1, J=7,5 'y,
3H)

64



UA 105175 C2

28

4-0OCF;
deHin

14

iMigason

1,4
deHin

563,0 [M]"

181

8,20 (c, 1H), 7,90 (c,
1H), 7,85 (a, J=8,5 'y,
2H), 7,70 (g, J=8,5 ',
2H), 7,61 (c, 1H), 7,42
(a, J=8,4 'y, 2H), 7,40
(n, J=8,4 'y, 2H), 5,62
(a, J=1,8 'y, 1H), 3,80-
3,5 (r, 9H), 3,20 (T,
J=9,5 'y, 1H), 1,25 (r,
6H)

29

4-n-Pr
deHin

14

iMigason

1,4
deHin

194-
195

8,17 (c, 1H), 7,90 (c,
1H), 7,88 (o, J=8,4 'y,
2H), 7,68 (g, J=8,4 'L,
2H), 7,62 (c, 1H), 7,38
(n, J=8,4 T, 2H), 7,29
(n, J=8,4 'y, 2H), 5,66
(n, J=1,5 T, 1H), 3,74-
3,5 (r, 11H), 3,22 (1,
J=8 Ty, 1H), 2,68 (T,
J=7,4 T, 2H), 1,69 (r,
2H), 1,33 (r, 6H), 0,99
(1, J=7,5 Ty, 3H)

30

4-OCF;
deHin

1,4

iMigason

1,4
deHin

535,0
[M+H]"

8,17 (c, 1H), 7,93 (c,
1H), 7,82 (g, J=8,25 'y,
2H), 7,77 (@, J=8,27 'y,
2H), 7,58 (c, 1H), 7,45
(m, J=8,25 'y, 2H), 7,23
(g, J=8,27 I'u, 2H), 5,63
(@, J=1,8Tu, 1H), 3,7
(am, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,25 (g, J=6,3 'y, 3H)

31

4-OCF;
deHin

1,4

iMmigason

14
deHin

577,6 [M]"

8,12 (c, 1H), 7,86 (c,
1H), 7,81 (a, J=8,23 Ty,
2H), 7,66 (o, J=8,29 'y,
2H), 7,63 (c, 1H), 7,58
(o, J=8,29 'y, 2H), 7,33
(a, J=8,23 'y, 2H), 5,59
(@, J=1,92 'y, 1H), 3,91
(am, J=9,16, 7,24 Iy,
1H), 3,83 (a4, J=3,40,
1,92 'y, 1H), 3,71-3,57
(r, 7TH), 3,29 (1, J=9,44
Mu, 1H), 1,33 (a, J=6,42
Mu, 3H), 1,26 (T4,
J=7,06, 3,66 'y, 6H),
1,18 (1, J=7,20 'y, 3H)

65
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32

5-CFs-
nipma-2-in

14

iMigason

1,4 A
deHin

521,0
[M+H]"

235

8,79 (c, 1H), 8,47 (c,
1H), 8,20-8,00 (r, 3H),
7,90 (g, J=8,4 'y, 2H),
7,69 (g, J=8,7 'y, 2H),
7,53 (g, J=8,6 Iy, 1H),
5,67 (g, J=1,9 'y, 1H),
3,77 (an, J=3,3,2,0 'u,
1H), 3,69 (aa, J=9,7,
6,3 'y, 1H), 3,58 (c,
3H), 3,56 (c, 3H), 3,54
(c, 3H), 3,52 (r, 1H),
3,20 (1, J=9,5 'y, 1H),
1,32 (g, J=6,5 'y, 3H)

33

5-CF3-
nipug-2-in

14

iMigason

14 G
deHin

563,0
[M+H]"

194

8,78 (o, J=2,2 'y, 1H),
8,47 (o, J=1,4 'y, 1H),
8,17-8,01 (r, 3H), 7,89

(@, J=8,5Tu, 2H), 7,68
a, J=8,5 'y, 2H), 7,53
n, J=8,7 'y, 2H), 5,58
A, J=1,9 'y, 1H), 3,93
an, J=9,2, 7,2 'y, 1H),
3,82 (no, J=3,4, 1,9y,
1H), 3,78-3,55 (r, 6H),

3,32 (1, J=9,5 'y, 1H),

1,31 (g, J=6,4 I'u, 3H),
1,27 (td, J=7,0, 3,6 ',
6H), 1,20 (1, J=7,1 Ty,

3H)

P

34

2-Cl, 5-Br
deHin

14

iMigason

deHin

564 [M]

8,15 (c, 1H), 7,93 (c,
1H), 7,79 (r, 2H), 7,68
(c, 1H), 7,56 (c, 1H),
7,52 (g, J=8,26 'y, 2H),
7,43 (g, J=8,26 'y, 2H),
5,61 (g, J=1,85 'y, 1H),
3,78 (0, J=3,28, 1,99
My, 1H), 3,69 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,49
(na, J=9,31, 3,36 'y,
1H), 3,20 (T, J=9,48 'y,
1H), 1,25 (a, J=6,26 T,
3H)

35

4-OCF3
deHin

14

imigason

6-OCHs-| A
1,3
deHin

566,0 [M]"

8,42 (g, J=1,7 Ty, 1H),
8,18 (c, 1H), 7,89 (a,
J=1,5 Ty, 1H), 7,86 (c,
1H), 7,66 (aA, J=8.7,
2,1 Tu, 1H), 7,50 (a,
J=8,9 'y, 2H), 7,36 (g,
J=9,0 'y, 2H), 6,99 (g,
J=8,6 'y, 2H), 5,66 (g,
J=2,1 Ty, 1H), 4,01 (c,
3H), 3,77 (an, J=3,2,
2,1 Ty, 1H), 3,72-3,67
(r, 1H), 3,58 (c, 3H),
3,56-3,53 (, 6H), 3,52-
3,50 (r, 1H), 3,20 (T,
J=9,5 'y, 1H), 1,32 (g,
J=5,8 'y, 3H)

66
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36

4-0OCF;
deHin

14

iMigason

3-pTop-
1,4
deHin

553,0 [M]"

8,41 (c, 1H), 7,92 (T,
J=7,7 Ty, 1H), 7,88 (a,
J=1,3 Ty, 1H), 7,61 (g,
J=1,1Tu, 2H), 7,57 (c,
1H), 7,49 (a, J=9,1 'y,
2H), 7,38 (g, J=8,6 T,
2H), 5,67 (g, J=2,9 T,
1H), 3,77 (aa, J=3,3,
2,0 Ty, 1H), 3,72-3,67
(r, 1H), 3,58 (c, 3H),
3,56 (c, 3H), 3,54 (c,
3H), 3,51 (g, J=3,8 T,
1H), 3,20 (T, J=9,5 'y,
1H), 1,32 (g, J=6,5 'y,
3H)

37

4-OCH,CF;
deHin

1,4

iMigason

1,4
deHin

549 [M]"

8,17 (c, 1H), 7,83 (c,
1H), 7,82 (n, J=8,22 I'y,
2H), 7,64 (0, J=8,22 Iy,
2H), 7,57 (c, 1H), 7,39
(n, J=8,23 'y, 2H), 7,07
(n, J=8,23 'y, 2H), 5,63
(n, J=1,85Tu, 1H), 4,41
(kB, J=8,24 'y, 2H),
3,74 (an, J=3,28, 1,99
Mu, 1H), 3,63 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(am, J=9,31, 3,36 I'y,
1H), 3,20 (T, J=9,48 'L,
1H), 1,29 (n, J=6,26 I'u,
3H)

38

3,4,5,6-
TeTpadTop-
nipma-2-in

14

iMigason

1.4
deHin

524 [M]

8,08 (c, 1H), 7,98 (c,
1H), 7,78 (o, J=8,29 'L,
2H), 7,61 (c, 1H), 7,59
(g, J=8,29 I'u, 2H), 5,58
(g, J=1,85Tu, 1H), 3,68
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (oo,
J=9,31, 3,36 'y, 1H),
3,16 (T, J=9,48 'y, 1H),
1,22 (g, J=6,26 'y, 3H)

39

5-noa-
nipma-2-in

14

iMigason

1,4
deHin

578 [M]”

8,67 (c, 1H), 8,33 (c,
1H), 8,14 (c, 1H), 8,08
(o, J=8,32 'y, 1H), 7,91
(c, 1H), 7,83 (0, J=8,24
ru, 2H), 7,62 (o, J=8,24
ru, 2H), 7,21 (o, J=8,32
ru, 1H), 5,63 (g, J=1,85
My, 1H), 3,74 (an,
J=3,28, 1,99 'y, 1H),
3,63 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (np,
J=9,31, 3,36 'y, 1H),
3,16 (1, J=9,48 ', 1H),
1,29 (g, J=6,26 'y, 3H)

67
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40

4-CF;
deHin

14

iMigason

6-OCHjs-
1,3
deHin

550,0
[M+H]"

176-
178

8,43 (c, 1H), 8,18 (c,
1H), 7,95 (g, J=15,4 'L,
3H), 7,78 (g, J=7,4 'y,
2H), 7,64-7,58 (r, 2H),
7,25 (g, J=3,8 'y, 1H),
6,99 (g, J=7,7 'y, 1H),
5,66 (c, 1H), 4,02 (c,
3H), 3,78-3,75 (r, 2H),
3,58-3,53 (r, 10H),
3,22-3,20 (r, 1H), 1,31
(g, J=5,8 'y, 3H)

41

4-CHj;
deHin

14

iMigason

1,4
deHin

465 [M]

8,12 (c, 1H), 7,84 (c,
1H), 7,82 (n, J=8,31 I'L,
2H), 7,63 (0, J=8,31 'y,
2H), 7,56 (c, 1H), 7,28
(c, 4H), 5,63 (0, J=1,85
ru, 1H), 3,73 (aA,
J=3,28, 1,99 'y, 1H),
3,65 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,32 (AA,
J=9,31, 3,36 'y, 1H),
3,17 (T, J=9,48 'y, 1H),
2,39 (c, 3H), 1,29 (a,
J=6,26 'y, 3H)

42

4-CF,
deHin

1,4

iMigason

1,4
deHin

519 [M]"

8,14 (c, 1H), 7,96 (c,
1H), 7,81 (0, J=8,27 'y,
2H), 7,74 (n, J=8,22 I'y,
2H), 7,65 (0, J=8,27 Iy,
2H), 7,63 (c, 1H), 7,55
(0, J=8,22 'y, 2H), 5,63
(n, J=1,85Tu, 1H), 3,75
(am, J=3,28, 1,99 Iy,
1H), 3,67 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,31 (aa,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 'y, 1H),
1,31 (g, J=6,26 'y, 3H)

43

4-Cl peHin

1.4

iMmigason

14
deHin

485 [M]”

8,09 (c, 1H), 7,86 (c,
1H), 7,81 (n, J=8,22 Iy,
2H), 7,64 (0, J=8,22 Iy,
2H), 7,57 (c, 1H), 7,45
(0, J=8,29 'y, 2H), 7,37
(0, J=8,29 'y, 2H), 5,63
(0, J=1,85Tu, 1H), 3,74
(on, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (oA,
J=9,31, 3,36 'y, 1H),
3,17 (1, J=9,48 'y, 1H),
1,28 (g, J=6,26 'y, 3H)

68
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44

4-OCHgs
deHin

14

iMigason

1,4
deHin

481 [M]"

8,09 (c, 1H), 7,83 (a,
J=8,23 'y, 2H), 7,76 (c,
1H), 7,61 (g, J=8,23 'Ly,
2H), 7,51 (c, 1H), 7,29
(, J=8,20 'y, 2H), 6,97
(a, J=8,20 I'u, 2H), 5,63
(a, J=1,85 'y, 1H), 3,82
(c, 3H), 3,73 (pA,
J=3,28, 1,99 I'u, 1H),
3,63 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,42 (pA,
J=9,31, 3,36 'y, 1H),
3,16 (1, J=9,48 'y, 1H),
1,29 (g, J=6,26 'y, 3H)

45

4-Br dpenin

1,4

iMigason

1,4
deHin

530 [M]"

8,12 (c, 1H), 7,86 (c,
1H), 7,81 (n, J=8,23 'y,
2H), 7,66 (0, J=8,29 I'u,
2H), 7,63 (c, 1H), 7,58
(o, J=8,29 'y, 2H), 7,33
(0, J=8,23 'y, 2H), 5,63
(0, J=1,85 I, 1H), 3,74
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,33 (aa,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 ', 1H),
1,29 (o, J=6,26 'y, 3H)

46

4-i30-Pr
deHin

14

iMigason

1.4
deHin

493 [M]”

8,37 (c, 1H), 8,31 (c,
1H), 8,28 (c, 1H), 7,79
(0, J=8,23 'y, 2H), 7,62
(0, J=8,23 'y, 2H), 7,57
(g, J=8,25'u, 2H), 7,38
(g, J=8,25 'y, 2H), 5,63
(o, J=1,85Tu, 1H), 3,75
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (oo,
J=9,31, 3,36 'y, 1H),
3,05 (T, J=9,48 'y, 1H),
2,92 (r, 1H) 1,27 (n,
J=6,46 'y, 6H), 1,21 (o,
J=6,26 'y, 3H)

47

4-] dpeHin

14

iMigason

14
deHin

577 [M]”

8,16 (c, 1H), 7,87 (c,
1H), 7,83 (a, J=8,29 I'u,
2H), 7,68 (@, J=8,29 I'y,
2H), 7,57 (c, 1H), 7,18
(0, J=8,24 'y, 2H), 6,87
(0, J=8,24 'y, 2H), 5,63
(n, J=1,85Tu, 1H), 3,78
(am, J=3,28, 1,99 Iy,
1H), 3,69 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,48 (aa,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,31 (g, J=6,26 'y, 3H)

69
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48 |4-tpeT-Bu (1,4 imigason 1,4 A
deHin deHin

507 [M]

8,13 (c, 1H), 7,86 (c,
1H), 7,82 (n, J=8,28 'y,
2H), 7,62 (o, J=8,28 I'u,
2H), 7,58 (c, 1H), 7,48
(o, J=8,26 I'u, 2H), 7,36
(a, J=8,26 I'u, 2H), 5,63
(g, J=1,85Tu, 1H), 3,73
(oo, J=3,28, 1,99 'L,
1H), 3,65 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,45 (aa,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 'y, 1H),
1,37 (c, 9H), 1,25 (o,
J=6,26 I'L, 3H)

49 |4-OCF4 1,4 imigason 2,3- A

deHin andgTop-
1,4
deHin

554,0 [M]"

8,40 (c, 1H), 7,99 (7,
J=8,0 Ty, 1H), 7,93 (c,
1H), 7,79 (an, J=3,2,
1,1 Ty, 1H), 7,72 (T,
J=7,5Tu, 1H), 7,51 (n,
J=8,9 'y, 2H), 7,39 (n,
J=8,4 'y, 2H), 5,67 (c,
1H), 3,77 (4, J=3,2,
1,9 Ty, 1H), 3,71-3,67
(r, 1H), 3,58-3,55 (r,
6H), 3,51 (c, 3H), 3,42
(@, J=9,5, 3,5 'y, 1H),
3,21 (1, J=9,8 Ty, 1H),
1,32 (@, J=5,7 'y, 3H)

50 |4-OCF; 1,4 iMigason 6-Cl-1,3 A
deHin deHin

570,0
[M+H]

8,38 (n, J=3,1u, 1H),
8,19 (c, 1H), 8,03 (a,
J=1,0 Ty, 1H), 7,91 (a,
J=1,1Tu, 1H), 7,60
(am, J=8,2, 2,2 Ty, 1H),
7,51 (n, J=8,7 'y, 2H),
7,45 (g, J=8,4 'y, 1H),
7,38 (@, J=9,5 'y, 2H),
5,66 (@, J=3,0 'y, 1H),
3,76 (g, J=3,2, 1,9 'y,
1H), 3,70-3,65 (r, 1H),
3,58 (c, 3H), 3,55 (c,
3H), 3,54 (c, 3H), 3,50
(an, J=6,4, 3,3 'y, 1H),
3,20 (T, J=9,5 'y, 1H),
1,31 (g, J=5,5 'y, 3H)

51 |4-OCF,CF;|1,4 iMigason 1,4 A
deHin deHin

585 [M]

8,17 (c, 1H), 8,91 (c,
1H), 7,84 (n, J=8,22 'y,
2H), 7,68 (n, J=8,22 I'y,
2H), 7,61 (c, 1H), 7,47
(0, J=8,27 'y, 2H), 7,39
(n, J=8,27 'y, 2H), 5,63
(n, J=1,85Tu, 1H), 3,79
(am, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (an,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,30 (a, J=6,26 'y, 3H)

70
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52

4-OCF,CF;
deHin

14

iMigason

1,4
deHin

627 [M]"

8,12 (c, 1H), 7,91 (c,
1H), 7,84 (n, J=8,26 'y,
2H), 7,63 (0, J=8,26 Iy,
2H), 7,61 (c, 1H), 7,49
(0, J=8,34 'y, 2H), 7,37
(0, J=8,34 'y, 2H), 5,59
(8, J=1,9 'y, 1H), 3,91
(am, J=9,16, 7,24 Iy,
1H), 3,83 (aa, J=3,40,
1,92 Ty, 1H), 3,71-3,57
(r, 7TH), 3,29 (1, J=9,44
ru, 1H), 1,33 (g, J=6,42
ru, 3H), 1,26 (td,
J=7,06, 3,66 'y, 6H),
1,18 (1, J=7,20 'y, 3H)

53

4-OCF;
deHin

1,3

4-5-
an(CO,EL)
nipasoniH

1,4
deHin

681,0
[M+H]"

8,18 (c, 1H), 7,85 (a,
J=8,26 'L, 2H), 7,66 (a,
J=8,26 'y, 2H), 7,18 (c,
4H), 5,63 (0, J=1,85 'y,
1H), 5,20 (n, 5,34 T,
1H), 4,58 (n, J=5,34 'y,
1H), 4,21 (r, 4H), 3,68
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 ', 1H),
1,25 (p, J=6,26 I, 3H),
1,23 (r, 6H)

54

4-OCF3
deHin

13

5-CO;Me-
nipasoniH

1.4
deHin

595,0
[M+H]

8,17 (c, 1H), 7,71 (m,
J=8,38 'y, 2H), 7,65 (n,
J=8,38 'y, 2H), 7,17 (n,
J=8,30 'y, 2H), 7,08 (a,
J=8,30 'y, 2H), 5,63 (0
J=1,85Tu, 1H), 4,83
(on, J=2,42, 1,98 'y,
1H), 3,79 (c, 3H), 3,77-
3,62 (r, 4H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 Ty, 1H),
1,25 (g, J=6,26 'y, 3H)

55

4-OCF3
deHin

13

4-n-Pr-5 -
CO,Et-
nipasoniH

1,4
deHin

651,0 [M]"

8,16 (c, 1H), 7,74 (g,
J=8,22 'y, 2H), 7,62 (g,
J=8,22 'y, 2H), 7,14 (g,
J=8,18 'y, 2H), 7,07 (g,
J=8,18 'y, 2H), 5,63 (g
J=1,85Tu, 1H), 4,59 (g
J=5,36 'y, 1H), 4,19
(kB, J=7,20 'y, 2H),
3,78 (an, J=3,28, 1,99
My, 1H), 3,72-3,49 (r,
15H), 3,44 (aa, J=9,31,
3,36 'u, 1H), 3,20 (T,
J=9,48 'y, 1H), 1,36-
1,24 (r, 6H), 1,21 (T,
J=9,40 'y, 3H)

71
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56

4-0OCF;
deHin

1,3

4-CHj3-5-
CO,Et-
nipasoniH

1,4-
deHin

A 623,0 [M]"

8,16 (c, 1H), 7,72 (g,
J=8,22 'y, 2H), 7,63 (4,
J=8,22 'y, 2H), 7,12 (g,
J=8,34 'y, 2H), 7,08 (A,
J=8,34 'y, 2H), 5,63 (4,
J=1,85Tu, 1H), 4,42 (a,
J=5,22 Ty, 1H), 4,19
(kB, J=7,02 'y, 2H),
3,71-3,63 (r, 3H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,28 (g, J=6,26 I'u, 3H),
1,22-1,17 (r, 6H)

57

4-CF,

4,1

iMigason

1,4
deHin

A 519,0

[M+H]"

104

8,21 (c, 1H), 7,98 (c,
1H), 7,91 (n, J=8,2 Ty,
2H), 7,80 (a, J=8,0 'y,
2H), 7,70 (c, 1H), 7,68
(0, J=8,2 T, 2H), 7,5
(o, J=8,3 T'u, 2H), 5,68
(n, J=1,8 Ty, 1H), 3,78
(r, 1H), 3,68 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(na, J=9,31, 3,36 'y,
1H), 3,20 (T, J=9,48 I'L,
1H), 1,25 (n, J=6,3 Iy,
3H)

58

4-OCF3
deHin

14

iMigason

1,3
deHin

A 536,4

[M+H]

8,21 (c, 1H), 8,12 (c,
1H), 7,91 (c, 1H), 7,89
(c, 1H), 7,62 (c, 1H),
7,53 (g, J=7,9 Ty, 1H
7,50 (g, J=8,9 I, 2H
7,45 (g, J=7,3 Ty, 1H
7,37 (g, J=8,6 'y, 2H),
5,68 (g, J=2,6 'y, 1H),
3,78 (an, J=2.8, 2,0 'y,
1H), 3,72-3,67 (r, 1H),
3,58 (c, 3H), 3,56 (c,
3H), 3,55 (c, 3H), 3,52-
3,49 (r, 1H), 3,21 (T,
J=9,3 'y, 1H), 1,32 (g,
J=6,5 'y, 3H)

— — — —

59

3-CF3,
4-OCF;
deHin

14

iMigason

1,4-
deHin

A 604,5

[M+H]"

8,18 (c, 1H), 7,92 (g,
J=2Tu, 1H), 7,88 (g,
J=8,4 Ty, 2H), 7,8 (a4,
J=3Tu, 1H), 7,74-7,68
(r, 3H), 7,64 (g, J=2 Ty,
1H), 7,6 (g, J=8 Iy,
1H), 5,64 (g, J=1,9 'y,
1H), 3,81 (aa, J=9,2,
7,2Tu, 1H), 3,75 (a4,
J=3,40, 1,9 'y, 1H),
3,71-3,57 (r, 7H), 3,21
(t,J=9,4 'y, 1H), 1,33
(g, J=6,4 'y, 3H)

72
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60

4-H-Pr
deHin

53

1,4- A
deHin

i3okcason 494,0 [M]"

8,18 (c, 1H), 7,89 (&,
J=8,22 'y, 2H), 7,74 (n,
J=8,44 'y, 2H), 7,71 (a,
J=8,22 'y, 2H), 7,31 (g,
J=8,44 Ty, 2H), 6,81 (c,
1H), 5,63 (g, J=1,85 'L,
1H), 3,68 (oA, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 2,68 (1, J=7,24
My, 2H), 1,68 (r, 2H),
1,31 (g, J=6,26 'y, 3H),
0,98 (1, J=7,12 Ty, 3H)

61

4-H-Bu-
deHin

53

i3okcason |1,4 A 524,0 [M]"

deHin

8,19 (c, 1H), 7,89 (a,
J=8,34 Ty, 2H), 7,74 (n,
J=8,46 T'y, 2H), 7,71 (a,
J=8,34 I'y, 2H), 6,98 (,
J=8,46 'y, 2H), 6,67 (c,
1H), 5,63 (g, J=1,85 T,
1H), 4,04 (t, J=7,88 'y,
2H), 3,68 (an, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (nn, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,79 (1, 2H),
1,54 (r, 2H), 1,32 (g,
J=6,26 'y, 3H), 0,99 (T,
J=7,26 'y, 3H)

62

4-CH;0-
deHin

2,4

499,0
[M+H]"

Tiason 1,4 A
deHin

74-80

8,18 (c, 1H), 8,02 (A,
J=6,0 'y, 2H), 7,98 (g,
J=6,0 'y, 2H), 7,70 (A,
J=6,0 Iy, 2H), 7,48 (c,
1H), 6,98 (g, J=6,0 I'u,
2H), 5,68 (g, J=3,0 Iy,
1H), 3,88 (c, 3H), 3,77-
3,76 (r, 1H), 3,71-3,67
(r, 1H), 3,58 (c, 3H),
3,56 (c, 3H), 3,54 (c,
3H), 3,54-3,50 (r, 1H),
3,20 (1, J=9,0 'y, 1H),
1,32 (g, J=6,0 'y, 3H)

63

3-CI-5-CFs-
nipng-2-in

2,4

Tiason 1,4 A
deHin

574,0
[M+H]"

8,78 (c, 1H), 8,19 (c,
1H), 8,13 (g, J=3,0 'y,
1H), 8,05 (g, J=9,0 'y,
2H), 7,81 (c, 1H), 7,73
(a, J=6,0 'y, 2H), 5,69
(m, J=3,0 Ty, 1H), 3,78-
3,77 (r, 1H), 3,72-3,68
(r, 1H), 3,59 (c, 3H),
3,56 (c, 3H), 3,55 (c,
3H), 3,53 (aa, J=6,0,
3,0 Ty, 1H), 3,21 (T,
J=9,0 'y, 1H), 1,33 (a,
J=6,0 'y, 3H)

73
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64

6-
CF3CH,0-
nipug-3-in

2.4

Tiason

1,4
deHin

569,0
[M+H]"

142-
145

8,78 (g, J=3Twu, 1H),
8,32 (na, J=6,0, 3,0 'y,
1H), 8,2 (c, 1H), 8,01
(@, J=6,0 'y, 2H), 7,71
(@, J=6,0 'y, 2H), 7,55
(c, 1H), 6,98 (g, J=6,0
My, 1H), 5,68 (g, J=3,0
My, 1H), 4,83 (kB, J=6,0
My, 2H), 3,77 (r, 1H),
3,69 (r, 1H), 3,58 (c,
3H), 3,56 (c, 3H), 3,54
(c, 3H), 3,52 (An,
J=6,0, 3,0 I'u, 1H), 3,20
(T, J=9,0 'y, 1H), 1,32
(g, J=6,0 'y, 3H)

65

4-CF5-
deHin

2.4

Tiason

1,4
deHin

537,0
[M+H]"

166-
168

8,19 (c, 1H), 8,16 (4,
J=6,0 'y, 2H), 8,03 (a,
J=6,0 Ty, 2H), 7,74-
7,71 (r, 4H), 7,63 (c,
1H), 5,68 (c, 1H), 3,78-
3,76 (r, 1H), 3,71-3,67
(r, 1H), 3,58 (c, 3H),
3,56 (c, 3H), 3,54 (c,
3H), 3,53-3,50 (r, 1H),
3,21 (1, J=9,0 'y, 1H),
1,33 (g, J=3,0 'y, 3H)

66

6-CFs-
nipng-3-in

2.4

Tiason

14
deHin

539,0
[M+H]"

167-
169

9,33 (c, 1H), 8,52 (aa,
J=7,5, 3,0 Ty, 1H), 8,19
(c, 1H), 8,03 (g, J=6,0
My, 2H), 7,81 (g, J=6,0,
1H), 7,74 (a, J=6,0 'y,
2H), 7,70 (c, 1H), 5,69
(m, J=3,0 'y, 1H), 3,78-
3,77 (r, 1H), 3,71-3,67
(r, 1H), 3,59 (c, 3H),
3,56 (c, 3H), 3,55 (c,
3H), 3,52 (an, J=9,0,
3,0 Ty, 1H), 1,33 (4,
J=3,0 'y, 3H)

67

4-OCF;
deHin

1,3

nipon

14
deHin

534 [M]

8,15 (c, 1H), 7,63 (c,
1H), 7,60 (n, J=8,48 I'L,
2H), 7,49 (0, J=8,48 Iy,
2H), 7,25-7,19 (r, 4H),
6,98 (0, J=5,88 'y, 1H),
6,71 (n, J=5,86 'y, 1H),
5,63 (n, J=1,85 'y, 1H),
3,68 (an, J=3,28, 1,99
Mu, 1H), 3,63 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(am, J=9,31, 3,36 I'u,
1H), 3,20 (T, J=9,48 'y,
1H), 1,25 (g, J=6,26 I'L,
3H)

74
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68

4-0OCF;
deHin

4,2

4,5-
aurigpo-
1,3-
okcason

1,4
deHin

552 [M+H]"

8,19 (c, 1H), 8,08 (o,
J=8,26 'y, 2H), 7,72 (n,
J=8,26 'y, 2H), 7,32 (n,
J=8,24 Ty, 2H), 7,20 (g,
J=8,24 'y, 2H), 5,63 (a,
J=1,85Tu, 1H), 5,42 (T,
J=9,42 'y, 1H), 8,84 (T,
J=9,46, 1H), 4,28 (T,
J=9,46 'y, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(on, J=9,31, 3,36 'y,
1H), 3,18 (1, J=9,48 I'L,
1H), 1,36-1,23 (r, 6H)

69

5-Cl-nipna-
2-in

3,1

1,2,4-
Tpuason

1,4
deHin

487,0
[M+H]"

8,77-8,69 (r, 2H), 8,21-
8,17 (r, 2H), 7,89-7,73
(r, 5H), 5,63 (1, J=1,85
u, 1H), 3,68 (aA,
J=3,28, 1,99 'y, 1H),
3,63 (r, 1H), 3,59 (c,
3H), 3,57 (c, 3H), 3,56
(c, 3H), 3,44 (np,
J=9,31, 3,36 'y, 1H),
3,20 (T, J=9,48 I'y, 1H),
1,25 (0, J=6,26 'y, 3H)

70

2-F cbeHin

3,1

1,2,4-
Tpuason

1,4
deHin

470,0 [M]"

9,41 (c, 1H), 8,24 (c,
1H), 8,19-8,17 (r, 1H),
7,91 (a, J=8,25 'y, 2H),
7,79-7,69 (r, 1H), 7,58
(0, J=8,25 'y, 2H),
7,16-7,08 (r, 1H), 6,89-
6,84 (r, 1H), 5,63 (a,
J=1,85 'y, 1H), 3,68
(am, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (oo,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,25 (g, J=6,26 'y, 3H)

71

nipng-3-in

3,1

1,2,4-
Tpnason

1,4
deHin

453,0 [M]°

9,51 (c, 1H), 9,28 (c,
1H), 8,69-8,67 (r, 1H),
8,48 (c, 1H), 8,42-8,40
(r, 1H), 8,08 (g, J=8,30
My, 2H), 7,84 (g, J=8,30
My, 2H), 7,58-7,52 (r,
1H), 5,63 (g, J=1,85 'y,
1H), 3,68 (aA, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,25 (g, J=6,26
My, 3H)

75
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72

4-CF;
deHin

3,1

1,2,4-
Tpuason

1,4
deHin

522,0
[M+H]"

166

8,66 (c, 1H), 8,33 (a,
J=7,9 'y, 2H), 8,20 (c,
1H), 7,81 (c, 4H), 7,74
(0, J=8,4 T'u, 2H), 5,68
(8, J=1,9 Ty, 1H), 3,77
(am, J=3,2, 2,0 Ty, 1H),
3,68 (an, J=9,6, 6,2 'y,
1H), 3,59 (c, 3H), 3,56
(c, 3H), 3,55 (c, 3H),
3,51 (r, 1H), 3,21 (T,
J=9,3 Iy, 1H), 1,33 (a,
J=6,1 T, 3H)

73

deHin

1,3

nipasoniH

1,4
deHin

454,2
[M+H]"

8,17 (c, 1H), ), 7,73 (o,
J=8,40 'y, 2H), 7,64 (o,
J=8,40 'y, 2H), 7,33 (r,
2H), 7,18 (g, J=7 Iy,
2H), 6,89 (1, J=7 I'y,
1H), 5,68 (c, 1H), 3,95
(1, J=9 'y, 2H), 3,78 (r,
1H), 3,6 (1, 1H), 3,6-3,5
(r, 10H), 3,28 (T, J=9
My, 2H), 3,21 (1, J=8
My, 1H), 1,34 (g, J=6,3
My, 3H)

74

4-CF,
deHin

3,1

1,2,4-
Tpuason

1,4
deHin

549,0
[M+H]"

170-
175

8,66 (c, 1H), 8,35 (1,
J=7,9 'y, 2H), 8,20 (c,
1H), 7,81 (c, 4H), 7,74
(n, J=8,4 Ty, 2H), 5,66
(n, J=1,8 Ty, 1H), 3,77
(r, 1H), 3,68-3,5 (r,
10H), 3,21 (1, J=9,2 'y,
1H), 1,7 (r, 2H), 1,33
(n, J=6,2 'y, 3H), 0,98
(1,J=7,5 'y, 3H)

75

4-Cl doeHin

14

1,2,3-
Tpuason

1,4
deHin

486,0 [M]"

8,19 (c, 1H), 8,17 (c,
1H), 7,93 (g, J=8,22 'y,
2H), 7,72 (g, J=8,20 I'y,
2H), 7,60 (g, J=8,22 I'y,
2H), 7,51 (g, J=8,20 I'y,
2H), 5,63 (g, J=1,85 I'y,
1H), 3,68 (aA, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (nn, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,25 (g, J=6,26
My, 3H)

76




UA 105175 C2

76

4-CHj;
deHin

14

1,2,3-
Tpuason

1,4 A 466,0 [M]
deHin

8,19 (c, 1H), 8,18 (c,
1H), 7,96 (a, J=8,26 T,
2H), 7,70 (g, J=8,26 I'y,
2H), 7,67 (g, J=8,30 I'y,
2H), 7,37 (@, J=8,30 I'y,
2H), 5,63 (g, J=1,85 'y,
1H), 3,68 (oA, J=3,28,
1,99 Iy, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 2,42 (c, 3H),
1,25 (g, J=6,26 'y, 3H)

a4

4-OCH3,
deHin

1,4

1,2,3-
Tpuason

1,4 A 482,0 [M]
deHin

8,17 (c, 1H), 8,16 (c,
1H), 7,92 (0, J=8,32 I'u,
2H), 7,69 (o, J=8,32 I'y,
2H), 7,64 (0, J=8,23 'y,
2H), 7,04 (0, J=8,23 'y,
2H), 5,63 (0, J=1,85 Ty,
1H), 3,86 (c, 3H), 3,71
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,42 (na,
J=9,31, 3,36 'y, 1H),
3,19 (1, J=9,48 'y, 1H),
1,29 (o, J=6,26 'y, 3H)

78

4-CF;
deHin

14

1,2,3-
Tpuason

1,4 A 520,0 [M]"
deHin

8,28 (c, 1H), 8,18 (c,
1H), 7,97 (a, J=8,48 ',
2H), 7,92 (g, J=8,36 I'y,
2H), 7,83 (g, J=8,48 I'y,
2H), 7,76 (0, J=8,36 I'y,
2H), 5,63 (g, J=1,85 I'y,
1H), 3,74 (aa, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (an, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,28 (g, J=6,26
My, 3H)

79

4-OCF3
deHin

14

1,2,3-
Tpnason

1,4 A 536,0 [M]"
deHin

9,39 (c, 1H), 8,41 (c,
1H), 8,08 (a, J=8,22 'y,
2H), 7,98 (g, J=8,28 I'y,
2H), 7,78 (0, J=8,22 'y,
2H), 7,66 (g, J=8,28 I'y,
2H), 5,63 (g, J=1,85 'y,
1H), 3,77 (aa, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (oo, J=9,31, 3,36
My, 1H), 3,17 (1, J=9,48
My, 1H), 1,26 (g, J=6,26
My, 3H)

7
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80

4-CF;
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

521,0
[M+H]"

175-
176

8,69 (c, 1H), 8,25 (o,
J=8,7 'y, 2H), 8,20 (c,
1H), 7,93 (a, J=8,4 'y,
2H), 7,82 (g, J=8,7 'y,
2H), 7,76 (g, J=8,4 'y,
2H), 5,67 (g, J=2,1 T,
1H), 3,8-3,65 (r, 2H),
3,65 (c, 3H), 3,58 (c,
3H), 3,56 (c, 3H), 3,6
(r, 1H), 3,25 (1, J=9,3
My, 1H), 1,33 (g, J=6,3
My, 3H)

81

4-H-Bu
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

509,1
[M+H]"

142

8,51 (c, 1H), 8,33 (o,
J=8 'y, 2H), 8,20 (c,
1H), 7,75 (g, J=8 'y,
2H), 7,65 (g, J=8,2 T,
2H), 7,33 (a, J=8,2 'y,
2H), 5,68 (a, J=1,9 'y,
1H), 3,77 (A, J=3,2,
2,0 'y, 1H), 3,68 (a4,
J=9,6, 6,2 'y, 1H), 3,59
(c, 3H), 3,56 (c, 3H),
3,55 (c, 3H), 3,51 (r,
1H), 3,21 (1, J=9,3 ',
1H), 2,70 (t, J=7,8 'y,
2H), 1,65 (r, 2H), 1,38
(r, 2H), 1,33 (g, J=6,1
My, 3H), 0,95 (1, J=7,5
My, 3H)

82

4-OCF3
doeHirn

13

1,2,4-
Tpnason

1.4
deHirn

536 [M]

8,59 (c, 1H), 8,22 (n,
J=8,3 'y, 2H), 8,18 (c,
1H), 7,81 (a, J=8,3 'y,
2H), 7,67 (g, J=8,3 T,
2H), 7,39 (g, J=8,3 T,
2H), 5,63 (g, J=1,8 T,
1H), 3,78 (aA, J=3,3,
2,0 Ty, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (oo, J=9,31, 3,4
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,28 (g, J=6,26
My, 3H)

83

4-i30-Pr
deHirn

13

1,2,4-
Tpnason

1,4
deHin

494,0 [M]"

8,53 (c, 1H), 8,21 (,
J=8,29 T'y, 2H), 8,17 (c,
1H), 7,72 (a, J=8,29 ',
2H), 7,63 (g, J=8,25 I'y,
2H), 7,36 (g, J=8,25 I'y,
2H), 5,63 (g, J=1,85 'y,
1H), 3,70 (aa, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (nn, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 2,97 (r, 1H),
1,31 (g, J=6,12 'y, 3H),
1,29 (g, J=6,12 'y, 3H),
1,25 (g, J=6,26 'y, 3H)

78




UA 105175 C2

84

4-Cl cpeHin

1,3

1,2,4-
Tpuason

1,4 A
deHin

487 [M+H]"

8,58 (c, 1H), 8,21 (,
J=8,26 'y, 2H), 8,18 (c,
1H), 7,74 (a, J=8,24 Ty,
2H), 7,72 (n, J=8,26 'y,
2H), 7,49 (g, J=8,24 'y,
2H), 5,63 (g, J=1,85 'y,
1H), 3,71 (aa, J=3,28,
1,99 Iy, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,41 (oa, J=9,31, 3,36
My, 1H), 3,17 (1, J=9,48
My, 1H), 1,29 (g, J=6,26
My, 3H)

85

4-OCH3,
deHin

1,3

1,2,4-
Tpuason

1,4 A
deHin

482 [M]"

8,41 (c, 1H), 8,22 (c,
1H), 8,18 (0, J=8,27 I'u,
2H), 7,69 (n, J=8,26 I'u,
2H), 7,59 (0, J=8,27 I'u,
2H), 6,99 (n, J=8,26 I'u,
2H), 5,63 (0, J=1,85 T,
1H), 3,82 (c, 3H), 3,76
(nn, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (nn,
J=9,31, 3,36 'y, 1H),
3,19 (1, J=9,48 'y, 1H),
1,32 (g, J=6,26 'y, 3H)

86

4-tpeT-Bu
doeHirn

13

1,2,4-
Tpuason

deHin

508 [M]"

8,52 (c, 1H), 8,21 (a,
J=8,23 T'y, 2H), 8,17 (c,
1H), 7,71 (a, J=8,23 ',
2H), 7,62 (0, J=8,26 I'y,
2H), 7,51 (g, J=8,26 I'y,
2H), 5,63 (1, J=1,85 'y,
1H), 3,72 (aa, J=3,28,
1,99 Iy, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (an, J=9,31, 3,36
My, 1H), 3,19 (1, J=9,48
My, 1H), 1,34 (c, 9H),
1,28 (1, J=6,26 'y, 3H)

87

4-SCF;
deHirn

13

1,2,4-
Tpnason

1,4 A
deHin

552,0 [M]"

8,66 (c, 1H), 8,24 (a,
J=8,28 'y, 2H), 8,19 (c,
1H), 7,87 (c, 4H), 7,78
(0, J=8,28 'y, 2H), 5,63
(o, J=1,85 T, 1H), 3,78
(on, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,42 (na,
J=9,31, 3,36 'y, 1H),
3,18 (T, J=9,48 'y, 1H),
1,29 (g, J=6,26 'y, 3H)

79
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88

4-OC,F4H
deHin

1,3

1,2,4-
Tpuason

1,4 A 568,0 [M]"
deHin

8,59 (c, 1H), 8,22 (m,
J=8,26 I'y, 2H), 8,19 (c,
1H), 7,81 (n, J=8,22 Iy,
2H), 7,76 (n, J=8,26 I'w,
2H), 7,41 (0, J=8,22 'y,
2H), 5,97 (1T, J=52,72,
2,64 'y, 1H), 5,63 (A,
J=1,85Tw, 1H), 3,68
(oo, J=3,28, 1,99 'L,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (na,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,25 (g, J=6,26 'y, 3H)

89

4-OC,Fs5
doeHirn

1,3

1,2,4-
Tpnason

1,4 A 586,0 [M]"
deHin

8,59 (c, 1H), 8,21 (a,
J=8,28 'y, 2H), 8,18 (c,
1H), 7,81 (g, J=8,22 'y,
2H), 7,77 (a, J=8,28 'y,
2H), 7,39 (g, J=8,22 I'y,
2H), 5,63 (a, J=1,85 'y,
1H), 3,79 (aa, J=3,28,
1,99 Iy, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,43 (an, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,30 (@, J=6,26
My, 3H)

90

4-SCH;
deHin

13

1,2,4-
Tpnason

1,4 A 498,0 [M]"
deHin

8,57 (c, 1H), 8,21 (o,
J=8,24 'y, 2H), 8,17 (c,
1H), 7,73 (g, J=8,24 'y,
2H), 7,64 (a, J=8,23 'y,
2H), 7,38 (g, J=8,23 I'y,
2H), 5,63 (g, J=1,85 I'y,
1H), 3,70 (aa, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,42 (an, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 2,56 (c, 3H),
1,28 (g, J=6,26 'y, 3H)

91

3-0OCF;
deHirn

13

1,2,4-
Tpnason

1,4 A 536,0 [M]
deHin

8,62 (c, 1H), 8,25 (a,
J=8,28 T'y, 2H), 8,20 (c,
1H), 7,78 (a, J=8,28 I'y,
2H), 7,73 (r, 2H), 7,58
(1, J=9,54, 1H), 7,26 (c,
1H), 5,63 (g, J=1,85 T,
1H), 3,72 (am, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (nn, J=9,31, 3,36
My, 1H), 3,17 (1, J=9,48
My, 1H), 1,31 (g, J=6,26
My, 3H)

80



UA 105175 C2

92

4-0OC;F5
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

628,0 [M]"

8,59 (c, 1H), 8,21 (a,
J=8,26 'y, 2H), 8,17 (c,
1H), 7,84 (a, J=8,24 T,
2H), 7,74 (n, J=8,24 I'y,
2H), 7,39 (a, J=8,34 I',
2H), 5,62 (g, J=1,92 'y,
1H), 3,91 (aa, J=9,16,
7,24 Ty, 1H), 3,85 (aa,
J=3,40, 1,92 'y, 1H),
3,69-3,49 (r, 7H), 3,29
(1, J=9,44 'y, 1H), 1,33
(n, J=6,42 'y, 3H), 1,26
(1o, J=7,06, 3,66 'L,
6H), 1,18 (1, J=7,20 I'y,
3H)

93

4-OC,Fs5
deHin

1,3

1,2,4-
Tpnason

1,4
deHin

600,0 [M]°

107

8,58 (c, 1H), 8,21 (4,
J=8,40 T'y, 2H), 8,16 (c,
1H), 7,79 (a, J=8,24 Ty,
2H), 7,72 (n, J=8,40 I'y,
2H), 7,38 (0, J=8,24 I'y,
2H), 5,63 (g, J=1,85 'y,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (nn, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)

95

4-CF3
deHin

3,5

1,2,4-
Tpuason

1,4
deHin

520,0 [M]"

8,21 (g, J=8,41 'u, 2H),
8,13 (c, 1H), 8,06 (A,
J=8,41 Ty, 2H), 7,69 (A,
J=7,96 'y, 2H), 7,62 (A,
J=7,96 'y, 2H), 7,59 (c,
1H), 5,63 (g, J=1,85 'y,
1H), 3,78 (aa, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (pa, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,29 (g, J=6,26
My, 3H)

96

4-Cl doeHin

3,5

1,2,4-
Tpnason

1,4
deHin

486,0 [M]"

8,17 (c, 1H), 8,08 (a,
J=8,22 Ty, 2H), 7,99 (a,
J=8,45 'y, 2H), 7,69 (a,
J=8,22 I'y, 2H), 7,61 (c,
1H), 7,41 (a, J=8,45 Ty,
2H), 5,63 (g, J=1,85 'y,
1H), 3,71 (A, J=3,28,
1,99 'y, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,31 (g, J=6,26
My, 3H)

81



UA 105175 C2

97

4-tpeT-Bu
deHin

3,5

1,2,4-
Tpuason

1,4
deHin

508,0 [M]"

8,15 (c, 1H), 8,13 (o,
J=8,34 Ty, 2H), 7,93 (o,
J=8,32 'y, 2H), 7,62 (a,
J=8,32 I'y, 2H), 7,59 (c,
1H), 7,41 (@, J=8,34 'y,
2H), 5,63 (g, J=1,85 'y,
1H), 3,71 (aa, J=3,28,
1,99 Iy, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,20 (1, J=9,48
My, 1H), 1,29 (c, 9H),
1,29 (g, J=6,26 'y, 3H)

98

3,4-Cl,
deHin

2,5

1,2,4-
TpuasoniH-
3-0H

1,4
deHin

537 [M]"

8,19 (g, J=3,36 4, 1H),
8,16 (c, 1H), 7,94 (a,
J=3,36 'y, 1H), 7,79 (a,
J=8,42 'y, 2H), 7,69 (a,
J=8,42 'y, 2H), 7,45 (c,
1H), 5,63 (g, J=1,85 'y,
1H), 3,74 (na, J=3,28,
1,99 Iy, 1H), 3,63 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (an, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,27 (g, J=6,26
My, 3H)

99

MepdTop-
4-tonin

2,5

1,2,4-
TprasoniH-
3-0H

1.4
deHin

608 [M]"

8,16 (c, 1H), 7,84 (a,
J=8,23 I'u, 2H), 7,75 (a,
J=8,23 I'u, 2H), 5,63 (a,
J=1,85 'y, 1H), 3,73
(am, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (oo,
J=9,31, 3,36 'y, 1H),
3,21 (1, J=9,48 T'u, 1H),
1,27 (g, J=6,26 'y, 3H)

100

2,4-F,
deHin

2,5

1,2,4-
TprasoniH-
3-0H

14
deHin

504 [M]

8,14 (c, 1H), 7,86 (a,
J=8,26 'y, 2H), 7,67 (A,
J=8,26 'y, 2H), 7,58 (r,
1H), 7,03 (r, 2H), 5,63
(n, J=1,85Tu, 1H), 3,77
(am, J=3,28, 1,99 Iy,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,41 (na,
J=9,31, 3,36 'y, 1H),
3,21 (1, J=9,48 T'u, 1H),
1,31 (g, J=6,26 'y, 3H)

82




UA 105175 C2

101

4-0OCF;
deHin

2,5

1,2,4-
TpMasoniH-
3-0H

1,4
deHin

552 [M]"

8,09 (c, 1H), 8,02 (a,
J=8,21 I, 2H), 7,88 (n,
J=8,44 Iy, 2H), 7,63 (n,
J=8,44 T, 2H), 7,24 (n,
J=8,21 T, 2H), 5,63 (a,
J=1,85Tw, 1H), 3,72
(oo, J=3,2, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,41 (aa,
J=9,31, 3,36 'y, 1H),
3,20 (1, J=9,48 'y, 1H),
1,30 (g, J=6,26 'y, 3H)

102

4-Br deHin

1,3

1,2,4-
Tpuason

14
deHin

531,0 [M]"

8,59 (c, 1H), 8,21 (a,
J=8,26 'y, 2H), 8,18 (c,
1H), 7,72 (n, J=8,26 I'L,
2H), 7,69 (c, 4H), 5,63
(n, J=1,85 'y, 1H), 3,73
(am, J=3,28, 1,99 'y,
1H), 3,63 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,41 (an,
J=9,31, 3,36 I'u, 1H),
3,19 (T, J=9,48 'y, 1H),
1,28 (0, J=6,26 'y, 3H)

105

4-SC,Fs
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

602,0 [M]"

8,65 (c, 1H), 8,22 (a,
J=8,28 T'y, 2H), 8,17 (c,
1H), 7,88-7,81 (r, 4H),
7,76 (g, J=8,28 'y, 2H),
5,63 (g, J=1,85 'y, 1H),
3,68 (o, J=3,28, 1,99
My, 1H), 3,63 (1, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(na, J=9,31, 3,36 'y,
1H), 3,20 (T, J=9,48 'y,
1H), 1,25 (@, J=6,26 Ty,
3H)

106

4-0OC;F5
deHin

1,3

1,2,4-
Tpuason

14
deHin

614,0 [M]"

8,59 (c, 1H), 8,20 (4,
J=8,38 'y, 2H), 8,18 (c,
1H), 7,79 (g, J=8,24 Iy,
2H), 7,75 (0, J=8,38 I'y,
2H), 7,38 (g, J=8,24 I'y,
2H), 5,63 (g, J=1,85 I'y,
1H), 3,71-3,62 (r, 4H),
3,59 (c, 3H), 3,57 (c,
3H), 3,44 (an, J=9,31,
3,36 'y, 1H), 3,20 (T,
J=9,48 'y, 1H), 1,68 (r,
2H), 1,31 (g, J=6,26 'y,
3H), 0,98 (1, J=7,88 I',
3H)

83




UA 105175 C2

107

4-CF;
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

549,0
[M+H]"

188-
190

8,69 (c, 1H), 8,25 (g,
J=8,7 'y, 2H), 8,20 (c,
1H), 7,93 (g, J=8,4 Iy,
2H), 7,82 (g, J=8,7 'Ly,
2H), 7,76 (g, J=8,4 'L,
2H), 5,67 (g, J=2,1 I'u,
1H), 3,8-3,65 (r, 2H),
3,65 (c, 3H), 3,58 (c,
3H), 3,6 (r, 3H), 3,25 (T,
J=9,3 'y, 1H), 1,7 (r,
2H), 1,33 (g, J=6,3 'Ly,
3H), 1,01 (T, J=7,5 Ty,
3H)

108

4-C,Fs
deHin

1,3

1,2,4-
Tpuason

14
deHin

598,0 [M]"

8,62 (c, 1H), 8,27 (o,
J=8,26 'y, 2H), 8,20 (c,
1H), 7,94 (a, J=8,33 ',
2H), 7,78 (a, J=8,33 'y,
2H), 7,70 (a, J=8,26 I'y,
2H), 5,62 (a, = 1,85 'y,
1H), 3,87-3,62 (r, 4H),
3,59 (c, 3H), 3,56 (c,
3H), 3,46 (nn, J=9,32,
3,34 Ty, 1H), 3,14 (1,
J=9,46 'y, 1H), 1,65-
1,62 (r, 2H), 1,26 (g,
J=6,10 Iy, 3H), 0,99 (T,
J=7,62 'y, 3H)

109

4-OC,F5
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

651,1
[M+Na]"

128

8,61 (c, 1H), 8,23 (g,
J=8,4 'y, 2H), 8,21 (c,
1H), 7,79 (g, J=8,2 I'u,
2H), 7,75 (g, J=8,4 'L,
2H), 7,38 (g, J=8,2 'Ly,
2H), 5,67 (g, J=1,85Tw,
1H), 3,71-3,62 (r, 5H),
3,59 (c, 3H), 3,57 (c,
3H), 3,20 (T, J=9,5 I,
1H), 1,68 (r, 2H), 1,45
(r, 2H), 1,33 (a8, J=7 Ty,
3H), 0,98 (T, J=7,9 Iy,
3H)

110

4-CsF,
deHin

1,3

1,2,4-
Tpnason

1,4
deHin

648,0 [M]"

126

8,71 (c, 1H), 8,23 (o,
J=8,30 'y, 2H), 8,19 (c,
1H), 7,94 (a, J=8,28 T,
2H), 7,78-7,69 (r, 4H),
5,62 (g, J=1,85 'y, 1H),
3,87-3,62 (, 4H), 3,59
(c, 3H), 3,56 (c, 3H),
3,46 (0o, J=9,32, 3,34
My, 1H), 3,14 (1, J=9,46
My, 1H), 1,65-1,62 (T,
2H), 1,26 (g, J=6,10 'y,
3H), 0,99 (1, J=7,62 'y,
3H)

84




UA 105175 C2

111

4-0OC;F5
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

573,0 [M]"

134-
137

8,59 (c, 1H), 8,23 (,
J=8,7 'y, 2H), 8,20 (c,
1H), 7,79 (@, J=9,3 'y,
2H), 7,75 (g, J=8,7 Ty,
2H), 7,39 (g, J=9,3 'y,
2H), 5,71 (g, J=1,8 Ty,
1H), 3,82 (r, 1H), 3,77
(r, 1H), 3,63 (r, 1H),
3,55 (c, 3H), 3,51 (c,
3H), 3,45 (r, 1H), 2,4
(c, 1H), 1,33 (g, J=7 Ty,
3H)

112

4-
CF3;S0,0-
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

614,0 [M]"

8,61 (c, 1H), 8,22 (o,
J=8,34 Ty, 2H), 8,19 (c,
1H), 7,91 (a, J=8,30 Iy,
2H), 7,74 (g, J=8,30 I'y,
2H), 7,48 (a, J=8,34 I'y,
2H), 5,63 (a, J=1,85 'y,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (pn,
J=9,31/3,36 'y, 1H),
3,18 (1, J=9,48 'y, 1H),
1,36-1,23 (r, 6H)

114

4-0C,Fs
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

617,0 [M]"

8,61 (c, 1H), 8,27 (c,
1H), 8,23 (g, J=8,4 'y,
2H), 7,82 (g, J=8,2 'y,
2H), 7,75 (g, J=8,4 'y,
2H), 7,42 (g, J=8,2 T,
2H), 5,80 (g, J=3 I'w,

1H), 3,68-3,30 (r, 18H)

115

2-Cl, 4-CF3
deHin

13

1,2,4-
Tpnason

1.4
deHin

568,0 [M]"

94

8,69 (c, 1H), 8,20 (&,
J=8,26 T'y, 2H), 8,16 (c,
1H), 7,91-7,86 (r, 3H),
7,71 (g, J=8,26 'y, 2H),
5,63 (g, J=1,85 'y, 1H),
3,79-3,61 (r, 4H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (nn, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,36-1,23 (r,
6H)

116

5-CF;
nipma-2-in

13

1,2,4-
Tpnason

1,4
deHin

535,0 [M]"

194

9,23 (c, 1H), 8,78 (c,
1H), 8,29 (o, J=8,31 I'y,
2H), 8,24 (c, 1H), 8,18-
8,16 (r, 2H), 7,78 (a,
J=8,31 'y, 2H), 5,63 (a,
J=1,85Tw, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(np, J=9,31, 3,36 'y,
1H), 3,18 (T, J=9,48 'y,
1H), 1,36-1,23 (r, 6H)

85




UA 105175 C2

117

6-Cl-
nipMaasuH-
3-in

1,3

1,2,4-
Tpuason

1,4
deHin

502,0 [M]"

9,39 (c, 1H), 8,26 (a,
J=8,28 'y, 2H), 8,19-
8,16 (r, 3H), 7,78 (A,
J=8,28 'y, 2H), 5,63 (,
J=1,85 'y, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(am, J=9,31, 3,36 I'y,
1H), 3,18 (T, J=9,48 I'L,
1H), 1,36-1,23 (r, 6H)

118

5-CFs-
nipma-2-in

1,3

1,2,4-
Tpuason

1,4
deHin

549,0 [M]"

204

9,21 (c, 1H), 8,76 (c,
1H), 8,25 (a, J=8,34 'y,
2H), 8,17 (c, 1H), 8,15-
8,08 (r, 2H), 7,75 (o,
J=8,34 'y, 2H), 5,62 (o,
J=1,85 'y, 1H), 3,87-
3,62 (r, 4H), 3,59 (c,
3H), 3,56 (c, 3H), 3,46
(am, J=9,32, 3,34 'y,
1H), 3,14 (1, J=9,46 Iy,
1H), 1,65-1,62 (r, 2H),
1,26 (0, J=6,10 'y, 3H),
0,99 (1, J=7,62 I'y, 3H)

119

4-0C,Fs
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

616,9 [M]"

8,61 (c, 1H), 8,24 (a,
J=8,4 'y, 2H), 8,21 (c,
1H), 7,79 (g, J=8,2 ',
2H), 7,75 (g, J=8,4 T,
2H), 7,42 (g, J=8,2 T,
2H), 5,77 (g, J=1,7 T,
1H), 3,79 (r, 1H), 3,70
(r, 1H), 3,61 (r, 2H),
3,6-3,5 (r, 11H), 3,40
(c, 3H)

120

4-OCF3
deHin

13

1,2,4-
Tpuason

1.4
deHin

551 [M+H]"

131-
134

8,60 (c, 1H), 8,24 (a,
J=8,4 'y, 2H), 8,21 (c,
1H), 7,83 (g, J=8,7 'y,
2H), 7,77 (g, J=8,4 T,
2H), 7,39 (g, J=8,7 'y,
2H), 5,63 (g, J=1,6 T,
1H), 3,78 - 3,5 (r, 5H),
3,61 (c, 3H), 3,58 (c,
3H), 3,22 (1, J=9,2 'y,
1H), 1,3 (r, 6H)

121

6-CF;
nipma-3-in

13

1,2,4-
Tprnason

1,4
deHin

535 [M+H]"

217-
219

9,21 (c, 1H), 8,78 (c,
1H), 8,36 (a, J=8,20 I',
1H), 8,22 (a, J=8,26 I',
2H), 8,19 (c, 1H), 7,90
(m, J=8,20 'y, 1H), 7,78
(0, J=8,26 'y, 2H), 5,63
(n, J=1,85 'y, 1H),
3,79-3,61 (r, 4H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (na, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,36-1,23 (r,
6H)




UA 105175 C2

122

4-0OC;F5
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

586,9 [M]"

100-
108

8,58 (c, 1H), 8,25 (c,
1H), 8,19 (a, J=8,7 'y,
2H), 7,8 (r, 4H), 7,4 (a,
J=8 T, 2H), 5,78 (,
J=4,2 Ty, 1H), 4,0 (r,
1H), 3,8 (r, 1H), 3,65-
3,45 (r, 11H), 1,28 (a,
J=6,3 'y, 3H)

123

4-OCF3
deHin

13

1,2,4-
Tpnason

5,2-
nipuann

551 [M+H]"

9,41 (c, 1H), 8,60 (c,
1H), 8,46 (g, J=8,18 'Ly,
1H), 8,32 (c, 1H), 8,08
(a, J=8,18 Ty, 1H), 7,78
(8, J=8,22 roga., 2H),
7,41 (g, J=8,22 'y, 2H),
5,63 (g, J=1,85 Ty, 1H),
3,79-3,61 (r, 4H), 3,57
(c, 3H), 3,56 (c, 3H),
3,44 (an, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48
My, 1H), 1,36-1,23 (r,
6H)

124

4-
OCF2CFzBr
deHin

13

1,2,4-
Tpuason

14
deHin

661 [M+H]"

8,59 (c, 1H), 8,21 (a,
J=8,28 T'y, 2H), 8,18 (c,
1H), 7,78 (a, J=8,30 T,
2H), 7,72 (n, J=8,28 I'y,
2H), 7,38 (g, J=8,30 I'y,
2H), 5,63 (g, J=1,85 I'y,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (an, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 'y, 1H), 1,36-
1,23 (r, 6H)

125

4-OCH,CHj4
deHin

13

1,2,4-
Tpnason

1.4
deHin

510 [M+H]"

136-
138

8,46 (c, 1H), 8,24 (g,
J=8,26 'y, 2H), 8,18 (c,
1H), 7,74 (g, J=8,26 'y,
2H), 7,62 (g, J=8,22 'Ly,
2H), 7,04 (g, J=8,22 'Ly,
2H), 5,63 (g, J=1,85Tu,
1H), 4,12 (kB, 7,22 Iy,
2H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (oA, J=9,31,
3,36 'y, 1H), 3,18 (7,
J=9,48 'y, 1H),1,48 (T,
J=9,46 'y, 3H), 1,36-
1,23 (r, 6H)

126

4-CN
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

491 [M+H]"

8,72 (c, 1H), 8,24 (c,
1H), 8,21 (0, J=8,28 'L,
2H), 7,96 (g, J=8,22 I'y,
2H), 7,82 (g, J=8,28 I',
2H), 7,78 (n, J=8,22 'y,
2H), 5,63 (g, J=1,85 I',
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (aa, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 'y, 1H), 1,36-
1,23 (r, 6H)

87




UA 105175 C2

127

4-NO,
deHin

1,3

1,2,4-
Tpuason

1,4
deHin

511 [M+H]"

178-
180

8,79 (c, 1H), 8,44 (o,
J=8,20 'y, 2H), 8,22 (a,
J=8,22 I'y, 2H), 8,18 (c,
1H), 8,02 (g, J=8,20 'y,
2H), 7,78 (n, J=8,22 'y,
2H), 5,63 (g, J=1,85 I',
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (an, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)

128

4-0OCF;
deHin

3,5

1,2,4-
Tiagiason

1,4
deHin

567 [M+H]"

146-
148

8,44 (n, J=8,20 Iy, 2H),
8,20 (c, 1H), 8,09 (a,
J=8,24 'y, 2H), 7,79 (o,
J=8,20 'y, 2H), 7,38 (o,
J=8,24 Iy, 2H), 5,63 (a,
J=1,85 I, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(am, J=9,31, 3,36 'y,
1H), 3,18 (1, J=9,48 'L,
1H), 1,36-1,23 (r, 6H)

129

4-OCF;
deHin

53

1,2,4-
Tiapgiason

1,4
deHin

567 [M+H]"

139-
141

8,42 (o, J=8,26 I', 2H),
8,20 (c, 1H), 8,12 (m,
J=8,22 'y, 2H), 7,78 (n,
J=8,26 'u, 2H), 7,38 (a,
J=8,22 'y, 2H), 5,63 (a,
J=1,85 'y, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H), 3,44
(am, J=9,31, 3,36 I'y,
1H), 3,18 (T, J=9,48 I'L,
1H), 1,36-1,23 (r, 6H)

130

4-0OCF;
deHin

3,5

4,5-
aurigpo-
1,2,4-
okcagiason

1,4
deHin

553 [M]"

8,15 (c, 1H), 7,78 (g,
J=8,9 'y, 2H), 7,68 (4,
J=8,2 'y, 2H), 7,57 (A,
J=8,6 'y, 2H), 7,28 (g,
J=8,6 'y, 2H), 6,58 (g,
J=4,3Tu, 1H), 5,62
(ywwp.c, 1H), 4,95 (g,
J=4,3 'y, 1H), 3,80-
3,50 (r, 5H), 3,58 (c,
3H), 3,54 (c, 3H), 3,19
(1,J=9,6 'y, 1H), 1,35-
1,20 (r, 6H)

131

4-CF3
deHin

52

TeTpason

14
deHin

521 [M]"

156-
158

8,39 (g, J=9,0 'y, 2H),
8,26 (g, J=8,7 'y, 2H),
8,23 (c, 1H), 7,86 (a,
J=8,9 'y, 2H), 7,80 (g,
J=8,5 'y, 2H), 5,70 (g,
J=1,8 'y, 1H), 3,78 (r,
1H), 3,69 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,56 (c, 3H), 3,52 (r,
1H), 3,22 (T, J=9,4 'y,
1H), 1,34 (a, J=6,2 'y,
3H)

88




UA 105175

C2

133

4-0OCF;
deHin

4,2

nipManH

1,4
deHin

546 [M]"

112-
120

8,78 (g, J=5,3 'y, 1H),
8,23 (c, 1H), 8,11 (a,
J=8,2 'y, 2H), 7,93 (c,
1H), 7,78 (g, J=8,6 'y,
2H), 7,73 (g, J=9,1 Ty,
2H), 7,45 (r, 1H), 7,38
(a, J=8,2 'y, 2H), 5,70
(a, J=1,9 Ty, 1H), 3,79
(r, 1H), 3,71 (r, 1H),
3,60 (c, 3H), 3,58 (c,
3H), 3,56 (c, 3H), 3,53
(r, 1H), 3,23 (1, J=9,4
My, 1H), 1,34 (g, J=6,0
My, 3H)

134

4-OCF;
deHin

2,6

nipuauH

1,4
deHin

546 [M]"

8,23 (c, 1H), 8,19 (4,
J=8,5 'y, 2H), 7,86 (T,
J=7,9Tu, 1H), 7,76 (r,
3H), 7,70 (a, J=7,7 T,
1H), 7,36 (g, J=8,7 I'y,
2H), 5,71 (g, J=1,7 Ty,
1H), 3,80 (r, 1H), 3,72
(r, 1H), 3,61 (c, 3H),
3,58 (c, 3H), 3,57 (c,
3H), 3,53 (r, 1H), 3,23
(, J=9,4 'y, 1H), 1,35
(a, J=6,1 Ty, 3H)

135

4-OCF;
deHin

3,5

nipuauH

14
deHin

546 [M]"

8,85 (g, J=17,1 w4, 2H),
8,21 (c, 1H), 8,03 (T,
J=1,9 Iy, 1H), 7,78 (a,
J=8,5 'y, 2H), 7,68 (1,
J=3,4 Ty, 2H), 7,66 (a,
J=3,7 'y, 2H), 7,36 (g,
J=8,7 'y, 2H), 5,68 (1,
J=2,0 'y, 1H), 3,78 (r,
1H), 3,69 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),
3,55 (c, 3H), 3,51 (o,
J=3,4 Ty, 1H), 3,21 (1,
J=9,5 'y, 1H), 1,33 (g,
J=6,2 'y, 3H)

136

4-OCF;
deHin

52

nipumignH

1,4
deHin

547 [M]

(B aueToHi) 9,27 (c,
2H), 8,68 (g, J=8,7 I'u,
2H), 8,42 (c, 1H), 7,97
(@, J=8,7 I'u, 2H), 7,90
(a, J=8,5Tu, 2H), 7,55-
7,47 (r, 2H), 5,58 (g,
J=2,0 l"'u, 1H), 3,83 (r,
1H), 3,62 (r, 1H), 3,53
(c, 3H), 3,52 (c, 3H),
3,47 (c, 3H), 3,46 (r,
1H), 3,13 (1, J=9,3 'y,
1H), 1,22 (g, J=6,3 l'u,
3H)

89




UA 105175 C2

137 | 4-OCF; 2,5 nipumiguH | 1,4 A 547 [M]" (B aueToHi) 9,27 (c,
deHin deHin 2H), 8,68 (g, J=9,3 I'u,
2H), 8,42 (c, 1H), 7,97
(a, J=8,5Twu, 2H), 7,90
(@, J=8,4 I'u, 2H), 7,52
(@, J=8,4 'y, 2H), 5,58
(@, J=2,2 Ty, 1H), 3,83
(r, TH), 3,62 (r, 1H),
3,53 (c, 3H), 3,52 (c,
3H), 3,47 (c, 3H), 3,45
(r, 1H), 3,13 (1, J=9,3
My, 1H), 1,22 (g, J=6,3

My, 3H)
138 | 4-OCF5 4.2 nipyumiguH | 1,4 A 547 [M]” 8,87 (g, J=5,3 'y, 1H),
deHin deHin 8,62 (g, J=8,5 Iy, 2H),

8,29-8,20 (r, 3H), 7,81
(n, J=8,5 'y, 2H), 7,64
(n, J=5,3 Ty, 1H), 7,35
(n, J=8,7 'y, 2H), 5,70
(n, J=1,9 Ty, 1H), 3,78
(r, 1H), 3,69 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,55 (c, 3H), 3,52
(r, 1H), 3,22 (1, J=9,4
My, 1H), 1,33 (g, J=6,3

My, 3H)
139 [ 4-OCF; 2,4 nipumignH | 1,4 A 547 [M] 8,88 (g, J=5,3 'y, 1H),
deHin doeHin 8,60 (o, J=8,4 'y, 2H),

8,27 (g, J=9,0 'y, 2H),
8,23 (c, 1H), 7,78 (n,

J=8,5 'y, 2H), 7,60 (g,
J=5,1Tu, 1H), 7,39 (a,
J=8,8 'y, 2H), 5,70 (a,
J=1,8 Ty, 1H), 3,78 (r,
1H), 3,70 (r, 1H), 3,59
(c, 3H), 3,57 (c, 3H),

3,55 (c, 3H), 3,52 (r,

1H), 3,22 (1, J=9,5 'y,
1H), 1,33 (g, J=6,2 'y,

3H)
140 | 4-OCF4 4,6 nipumianH | 1,4 A 547 [M] 9,34 (c, 1H), 8,26-8,16
deHin deHin (r, 5H), 8,10 (c, 1H),

7,81 (g, J=8,6 'y, 2H),
7,41-7,36 (r, 2H), 5,70
(n, J=1,9 Ty, 1H), 3,78
(r, 1H), 3,69 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,55 (c, 3H), 3,52
(r, 1H), 3,22 (1, J=9,4
My, 1H), 1,33 (g, J=6,3
My, 3H)
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141 | 4-OC,F5 5,2 nipyumianH | 1,4 A 597 [M]" 9,04 (c, 2H), 8,55 (g,
deHin deHin J=8,5Tu, 2H), 8,24 (c,
1H), 7,81 (g, J=8,5 Iy,
2H), 7,70 (@, J=8,5 'y,
2H), 7,43 (g, J=8,52 'y,
2H), 5,71 (@, J=1,9 'y,
1H), 3,79-3,81 (r, 1H),
3,74-3,69 (r, 1H), 3,61
(c, 3H), 3,59 (c, 3H),
3,57 (c, 3H), 3,54-3,53
(r, 1H), 3,23 (T, J=9,3
Mu, 1H), 1,35 (g8, J=6,3
My, 3H)
142 | 4-OC,F5 5,2 nipyumianH | 1,4 B 611 [M]” 9,04 (c, 2H), 8,55 (g,
deHin deHin J=8,5Tu, 2H), 8,24 (c,
1H), 7,81 (g, J=8,5 Iy,
2H), 7,70 (g, J=8,7 'y,
2H), 7,43 (g, J=8,79
My,2H), 5,70 (g, J=1,6
My, 1H), 3,82-3,64 (r,
5H), 3,62 (c, 3H), 3,59
(c, 3H), 3,23 (1, J=9,3
M, 1H), 1,35-1,32 (r,
6H)
143 | 3-OCF; 52 nipumignH | 1,4 B
deHin deHin
144 | 4-OCF; 52 nipumignH | 1,4 C
doeHin doeHin
145 | 4-OCF; 52 nipumianH | 1,4 D
deHin deHin
146 | 4-OCF; 52 nipyumignH 1,3 B
deHin deHin
147 | 2-OCF; 5,2 nipyumigmH (1,3 B
deHin deHin
148 | 4-OCF; 5,2 nipumignH | 3-F, 1,4 |B
deHin deHin
149 | 3-OCF; 5,2 nipyumigmH (1,3 B
deHin deHin
150 | 4-CH; 5,2 nipumignH | 1,4 B 223-
deHin deHin 225
151 |4-CF; 5,2 nipumignH | 1,4 B 228-
deHin doeHin 229
152 | 2-CH; 5,2 nipumignH | 1,4 B
deHin doeHin
153 | 4-F cpeHin |5,2 nipumignH | 1,4 B 226-
deHin 227
154 | 4-CN 52 nipumignH | 1,4 B 207-
deHin doeHin 211
155 |4-OCF; 52 nipumianH |3-CHs;, |B 121-
deHin 1,4 125
deHin
156 | 2-OCF; 5,2 nipumignH | 1,4 B
deHin deHin
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157

4-CF;
deHin

2.4

1,3,5-
TpuasuH

1,4
deHin

532 [M]

9,32 (c, 1H), 8,76 (&,
J=8,1 Ty, 2H), 8,67 (a,
J=8,6 'y, 2H), 8,24 (c,
1H), 7,83 (@, J=8,3 ',
4H), 5,70 (g, J=1,7 'y,
1H), 3,78 (aa, J=2,0,

3,3 Ty, 1H), 3,73-3,66
(r, 1H), 3,59 (c, 3H),

3,57 (c, 3H), 3,55 (c,

3H), 3,49-3,51 (r, 1H),
3,22 (1, J=9,3 'y, 1H),
1,33 (g, J=6,1 'y, 3H)

158

4-0OCF;
deHin

2,4

1,3,5-
TpuasuH

1,4
deHin

548 [M]"

9,28 (c, 1H), 8,71-8,64
(r, 4H), 8,24 (c, 1H),
7,82 (g, J=8,3 'y, 2H),
7,39 (g, J=9,6 'y, 2H),
5,70 (g, J=1,7 'y, TH),
3,78 (an, J=2,0, 3,3 'y,
1H), 3,72-3,65 (r, 1H),
3,59 (c, 3H), 3,57 (c,
3H), 3,55 (c, 3H), 3,53-
3,50 (r, 1H), 3,22 (T,
J=9,4 'y, 1H), 1,33 (g,
J=6,1 'y, 3H)

159

4-OCF;
deHin

2,6

nipasuH

1,4
deHin

547 [M]

9,00 (g, J= 8,6 Ty 2H),
8,23 (c, 1H), 8,21-8,18
(r, 4H), 7,81 (g, J=8,5
My, 2H), 7,40 (g, 2H),
5,70 (g, J=1,9 'y, TH),
3,78 (r, 1H), 3,69 (r,
1H), 3,59 (c, 3H), 3,57
(c, 3H), 3,55 (c, 3H),
3,52 (r, 1H), 3,22 (T,
J=9,4 'y, 1H), 1,33 (g,
J=6,3 'y, 3H)

160

4-OCF;
deHin

1.4

ninepasuH

2,5-
nipuann

568 [M+H]"

8,22 (c, 1H), 8,08 (c,
1H), 7,92 (g, J=8,28 I',
1H), 7,12 (g, J=8,22 'y,
2H), 6,94 (g, J=8,22 I'y,
2H), 6,64 (g, J=8,28 I'y,
1H), 5,63 (g, J=1,85 T,
1H), 3,82-3,61 (r, 8H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (an, J=9,31,
3,36 'y, 1H), 3,31-3,22
(r, 4H), 3,18 (1, J=9,48
My, 1H), 1,36-1,23 (T,
6H)
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161

5-CFs-
nipma-2-in

14

ninepasuH

1,4
deHin

552 [M+H]"

8,42 (c, 1H), 8,08 (c,
1H), 7,68 (a, J=8,30 I,
1H), 7,58 (a, J=8,24 Iy,
2H), 6,96 (g, J=8,24 I',
2H), 6,68 (g, J=8,30 I',
1H), 5,63 (a, J=1,85 'L,
1H), 3,82-3,61 (r, 8H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (an, J=9,31,
3,36 'y, 1H), 3,42-3,38
(r, 4H), 3,18 (1, J=9,48
My, 1H), 1,36-1,23 (r,
6H)

162

4-OCF;
deHin

14

ninepasuvH

14
deHin

581 [M+H]"

8,04 (c, 1H), 7,52 (&,
J=8,22 'y, 2H), 7,14 (o,
J=8,28 'y, 2H), 6,98-
6,92 (r, 4H), 5,62 (n,
J=1,85 T, 1H), 3,87-
3,62 (r, 4H), 3,59 (c,
3H), 3,56 (c, 3H), 3,46
(am, J=9,32, 3,34 'y,
1H), 3,42-3,40 (r, 4H),
3,38-3,34 (r, 4H), 3,14
(1, J=9,46 'y, 1H),
1,65-1,62 (r, 2H), 1,26
(0, J=6,10 'y, 3H), 0,99
(1, J=7,62 'y, 3H)

163

4-SCH;
deHin

52

nipumignH

1,4-
deHin

210-
220

9,03 (c, 2H), 8,53 (A,
J=8,4T'u, 2H), 8,2 (c,
1H), 7,79 (g, J=8,7 I'u,
2H), 7,48 (g, J=8,7 'y,
2H), 7,41 (g, J=8,7 'y,
2H), 5,68 (c, 1H), 3,8-
3,5 (cepii s im, 11H),
3,22 (1, J=9 'y, 1H),
2,57 (¢, 3H), 1,33 (r,
6H)

! Het 3B'si30k: MonoxeHHst Ha Het, fo sikoro npuegHaHi Ary i Ar,, BignosigHo.

® Hasga LyKpiB: AUB. HWXYe. (Tabnuui 4 i 6)

3 yei naHi AMP BusHaveHi B CDCI; npu 300 abo 400 MIy, AKWwo He 3a3HaveHe iHLwe.
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Tabnuusa 5
Caxap
N—Oo~
Al ~Het~ A~
R5
Het 2 1 3
# Ary 38'5130K Het Ar, | Uykop®| R5 MC H AMP (DCl)
4-OCF3 . 2,5 +
164 cbeHin 1,4 |imigason Tienin A CH; 556 [M+1]
7,87 (pa, J=8,4, 1,8 'y, 2H),
7,85 (c, 1H), 7,75 (o, J=8,9
lu, 2H), 7,59 (c, 1H), 7,49 (g,
J=9,0 'y, 2H), 7,37 (g, J=8,7
lu, 2H), 5,72 (c, 1H), 3,81
165 ¥ OCFs | 14 livinazon| 2% |A CHs | 550 [M+1]" |(am, J=3,1,2,1 [y, 1H), 3,71-
deHin deHin
3,67 (r, 1H), 3,59 (c, 3H),
3,56 (c, 3H), 3,53-3,49 (r,
4H), 3,24 (g, J=9,2 'y, 1H),
2,30 (c, 3H), 1,33 (g, J=6,0
My, 3H)
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166

4-OCF3
deHin

13

1,4 |imigason ceHin

CH;

8,15 (c, 1H), 7,89 (g, J=1,3
My, 1H), 7,85-7,84 (r, 1H),
7,65-7,63 (r, 1H), 7,60 (a,
J=1,3 'y, 1H), 7,50 (g, J=8,9
My, 2H), 7,45-7,42 (r, 1H),
7,37 (g, J=8,9 'y, 2H), 5,74
550 [M+1]" | (g, J=1,5 Ty, 1H), 3,81 (a4,
J=34,2,0 Ty, 1H), 3,67-3,64
(r, 1H), 3,59 (c, 3H), 3,56 (a,
J=2,2 Ty, 3H), 3,53 (c, 3H),
3,50 (na, J=4,5, 1,3 Ty, 1H),
3,22 (1, J=9,3 'y, 1H), 2,33
(c, 3H), 1,33 (g, J=6,8 'y, 3H)

167

4-OCF;
deHin

6-Cl, 1,3

1,4 imigason cheHin

CH;

585 [M+1]"

168

4-OCF3
deHin

6-F, 1,3

1,4 |imigason ceHin

CHs

8,45 (on, J=7,4, 1,9 'y, 1H),
7,92 (c, 1H), 7,75 (oA, J=4,0,
1,1 Ty, 1H), 7,70-7,65 (r, 1H),
7,51 (g, J=9,0 'y, 2H), 7,38
(@, J=9,3 'y, 2H), 7,16-7,09
(r, 1H), 5,73 (c, 1H), 3,80 (aa,
J=3,4, 2,2 'y, 1H), 3,70-3,68
(r, 1H), 3,59 (c, 3H), 3,56 (c,
3H), 3,50 (@, J=5,7 'y, 3H),
3,42 (pp, J=9,8, 3,2 'y, 1H),
3,21 (1, J=9,4 'y, 1H), 2,33
(c, 3H), 1,32 (g, J=6,2 "'y, 3H)

568 [M+1]"

169

4-CF3
deHin

Tpuaszon| 1,4

1.3 deHin

CF,

8,68 (c, 1H), 8,26 (a, J=8,30
My, 2H), 7,88 (g, J=8,26 Iy,
2H), 7,81 (@, J=8,26 Iy, 2H),
7,68 (a, J=8,30 'y, 2H), 5,63
602 [M+1]" | (@, J=1,85 'y, 1H), 3,79-3,61
(r, 4H), 3,57 (c, 3H), 3,56 (c,
3H), 3,44 (na, J=9,31, 3,36
My, 1H), 3,18 (1, J=9,48 'y,
1H), 1,36-1,23 (r, 6H);

! Het 3B'a30k: CTOCYETbCS NONOXeHb aTtomis Ha Het, 0o akux npueaHaHi Ary i Ar,, BignosigHo.
2 Hasga uykpie, Tabnuuga 4.
3 yei naHi AMP BusHaveHi B CDCI; npu 300 a6o 400 MIy, aKLWwo He 3a3Ha4veHe iHwe.

Tabnuusa 6
O
Ar, \Het/ArZ\l}l Caxap
H
# Ar, Het Het Ar, | Ano-| Uy- | MC |[temn.| 'HSAMP (CDCl;, 5)°
3B'a- mMep |<op2 KMMiH-
30k" HS
(C)
172 | 3-Cl 1,3 4,5-gurigpo-1H- | 1,4 a A 504,0 7,96-6,69 (r, 9H),
deHin nipason deHin [M+H]" 6,22 (1, J=2,3 'y,
1H), 3,75-3,64 (r, 3H),
3,6-3,45 (r, 11H),
3,21 (r, 3H), 1,34 (g,
J=6,0 "y, 3H)
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173 |4-OCF; |14 imigason 1.4 a A
deHin deHin

552,0
[M+H]"

7,87 (g, J=1,0 'y,
1H), 7,79 (g, J=8,9
Mu, 2H), 7,52-7,41 (r,
5H), 7,36 (A, J=8,9
My, 2H), 6,90 (c, 1H),
6,24 (g, J=1,7 'y,
1H), 3,68 (r, 2H), 3,6-
3,45 (r, 10H), 3,15 (T,
J=9,2 I'u, 1H), 1,36
(g, J=6,3 'y, 3H)

174 |4-OCF; |14 imigason 1.4 B A
deHin deHin

552
[M+H]"

7,87 (o, J=1,3 Tw,
1H), 7,80 (a, J=8,8
My, 2H), 7,53-7,43 (r,
5H), 7,39-7,34 (r, 2H),
6,89 (c, 1H), 5,62
(3,1H), 3,80 (r, 1H),
3,65 (c, 3H), 3,56 (c,
3H), 3,52 (c, 3H),
3,37 (r, 1H), 3,28 (r,
1H), 3,19 (1, J=9,6
My, 1H), 1,33 (g,
J=6,2 'y, 3H)

175 |4-OCF; |1,4 imigason 1,4 a D
deHin deHin

594,0
[M+H]"

7,87 (g, J=1,1 Ty,
1H), 7,79 (g, J=8,7
lu, 2H), 7,50 (g,
J=1,2 Ty, 1H), 7,50-
7,44 (r, 4H), 7,37 (4,
J=8,8 'y, 2H), 6,77
(c, 1H), 6,19 (g, J=1,8
Mu, 1H), 3,68 (r, 1H),
3,62 (r, 1H), 3,59 (c,
3H), 3,58 (r, 1H), 3,56
(c, 3H), 3,20 (T, J=9,6
Mu, 1H), 1,69-1,59 (r,
4H), 1,44 (cekcT,
J=7,4Tu, 2H), 1,33
(g, J=6,3 'y, 3H),
0,95 (1, J=7,4 Ty, 3H)

178 |4-OCF; 1,3 4,5-gurigpo-1H- 1,4 a B
deHin nipason deHin

567
[M+H]"

197-
199

8,72 (g, J=8,22 'y,
2H), 7,44 (g, J=8,22
My, 2H), 7,16 (g,
J=8,28 'y, 2H), 7,08
(o, J=8,28 I'u, 2H),
6,88 (c, 1H), 6,20 (g,
J=1,85Tu, 1H), 3,92
(T, J=9,46 'y, 2H),
3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (aA, J=9,31,
3,36 'u, 1H), 3,24-
3,18 (r, 3H), 1,36-
1,23 (r, 6H)
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179 [ 4-OC,F5|1,3 4,5-purigpo-1H- |14 a B
deHin nipason deHin

617
[M+H]"

7,72 (o, J=8,28 T,
2H), 7,44 (g, J=8,28
My, 2H), 7,16 (g,
J=8,26 'y, 2H), 7,08
(a, J=8,26 'y, 2H),
6,78 (c, 1H), 6,20 (g,
J=1,85 Ty, 1H), 3,88
(, J=9,48 'y, 2H),
3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (o, J=9,31,
3,36 'y, 1H), 3,34-
3,20 (r, 3H), 1,36-
1,23 (r, 6H)

180 |4-OC,F5| 1,3 4-pumeTun- 1,4 a B
deHin amiHomeTunn-4,5- | cbeHin
aurigpo-1H-
nipason

674
[M+H]"

7,68 (o, J=8,26 I'u,
2H), 7,44 (g, J=8,26
Mu, 2H), 7,14-7,08 (r,
4H), 6,92 (c, 1H),
6,20 (g, J=1,85Twu,
1H), 3,79-3,61 (r, 7H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (A, J=9,31,
3,36 I'u, 1H), 3,18 (T,
J=9,48 I'u, 1H), 2,56-
2,52 (r, 2H), 2,40 (c,
6H), 1,36-1,23 (r, 6H)

181 |4-CF; |5,3 4,5-purigpo- 1,4 a B
deHin i3oKcason deHin

552
[MI*

7,45-7,63 (r, 8H),
6,94 (ywwup.c, 1H),
6,17 (ywwup.c, 1H),
5,79 (ag, J=10,7,7,6
My, 1H), 3,50-3,90 (r,
5H), 3,58 (c, 3H),
3,54 (c, 3H), 3,10-
3,40 (r, 3H), 1,2-1,4
(r, 6H)

182 |4-CF; |5,3 4,5-gurigpo- 1,4 B B
deHin i3oKcason deHin

552
[M]*

7,40-7,70 (r, 8H),
6,98 (ywwup.c, 1H),
5,79 (on, J=11,2,7,9
My, 1H), 5,63
(ywwmp.c, 1H), 3,50-
3,90 (r, 4H), 3,66 (c,
3H), 3,57 (c, 3H),
3,20-3,40 (r, 3H),
3,14 (1, J=9,4 I'y,
1H), 1,20-1,40 (r, 6H)

183 |4-OCF3 | 3,5 4,5-gurigpo- 1,4 a B
deHin i3okcason deHin

568
[M]"

7,72 (m, J=8,9 T,
2H), 7520-7,20 (r,
6H), 6,74 (c, 1H),
6,16 (c, 1H), 5,73 (aa,
J=11,0, 8,4 'y, 1H),
3,80-3,45 (r, 6H),
3,58 (c, 3H), 3,54 (c,
3H), 3,30 (aa, J=16,6,
8,4 'y, 1H), 3,19 (T,
J=9,2 Ty, 1H), 1,20-
1,35 (r, 6H)
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184

4-0OCF;
deHin

3,5

4,5-gurigpo-
i3okcason

14 B
deHin

568
[M]*

7,72 (g, J=8,9 'y,
2H), 7,40 (g, J=8,6
My, 2H), 7,33 (4,
J=8,9 I'u, 2H), 7,26
(o, J=8,6 T'u, 2H),
6,84 (c, 1H), 5,73 (aA,
J=11,2, 8,2 'y, 1H),
5,63 (ywwup.c, 1H),
3,55-3,80 (r, 4H),
3,66 (c, 3H), 3,57 (c,
3H), 3,20-3,40 (r, 3H),
3,14 (7, J=9,2 'y,
1H), 1,20-1,40 (r, 6H)

185

4-OCF;
deHin

52

4,5-gurigpo-
okcason

14 a
deHin

568
[M+H]"

130-
132

7,68 (o, J=8,22 T,
2H), 7,44 (g, J=8,22
My, 2H), 7,22 (g,
J=8,26 Ty, 2H), 7,16
(n, J=8,26 'y, 2H),
6,96 (c, 1H), 6,20 (g,
J=1,85 'y, 1H), 3,79-
3,61 (r, 6H), 3,57 (c,
3H), 3,56 (c, 3H),
3,44 (an, J=9,31, 3,36
My, 1H), 3,18 (T,
J=9,48 Ty, 1H), 2,92
(, J=9,60 'y, 2H),
1,36-1,23 (r, 6H)

186

4-OCF3
deHin

2,4

4,5-nurigpo-
okcason

1.4 a
deHin

568
[M+H]"

137-
139

8,02 (g, J=8,20 I'u,
2H), 7,52 (g, J=8,20
My, 2H), 7,38 (4,
J=8,24 'y, 2H), 7,22
(a, J=8,24 'y, 2H),
6,84 (c, 1H), 6,20 (g,
J=1,85Tu, 1H), 5,44
(t,J=9,42 'y, 1H),
4,82 (1,J=9,48 I'u,
1H), 4,28 (T, J=9,48
Mu, 1H), 3,79-3,61 (r,
4H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (oo,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 I'Ly,
1H), 1,36-1,23 (r, 6H)

187

4-OCF3
deHin

13

1,3-aurigpo-
imigason-2-oH

deHin

581
[M]"

7,70 (g, J=8,9 'y,
2H), 7,40-7,60 (r, 4H),
7,31 (g, J=8,6 'y,
2H), 7,03 (ywwup.c,
1H), 6,70 (ap, J=5,3,
3,31, 1H), 6,18
(ywwmp.c, 1H), 3,50-
3,80 (r, 6H), 3,58 (c,
3H), 3,55 (c, 3H),
3,19 (1,J=9,2 'y,
1H), 1,20-1,35 (r, 6H)
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188

4-0OCF;
deHin

1,3

imigasonignH-2- 1,4 a
OH deHin

B [583
M]

7,62 (g, J=8,9 I'u,
2H), 7,53 (g, J=8,9
Mu, 2H), 7,35-7,45 (r,
2H), 7,23 (n, J=8,6
My, 2H), 6,69
(ywwp.c, 1H), 6,17
(ywwmp.c, 1H), 3,97 (c,
4H), 3,50-3,80 (r, 5H),
3,59 (c, 3H), 3,55 (c,
3H), 3,20 (1, J=9,2
Mu, 1H), 1,20-1,35 (r,
6H)

192

4-CF;
deHin

1,3

1,2,4-Tpnason 1,4 a
deHin

B |551
[M+H]"

185

8,65 (c, 1H), 8,18 (g,
J=8,4Tu, 2H), 7,91
(@, J=8,5 Ty, 2H),
7,79 (g, J=9,0 'y,
2H), 7,54 (g, J=8,4
My, 2H), 6,84 (c, 1H),
6,20 (g, J=1,7 'y,
1H), 3,78-3,50 (r,
11H), 3,22 (T, J=9,3
Mu, 1H), 1,33 (4,
J=6,3 'y, 3H), 1,29
(t,J=7,0 Ty, 3H)

193

4-OCF;
deHin

1,3

1,2,4-Tpnason 1,4 a
deHin

B 566,9
[M+H]"

8,56 (c, 1H), 8,16 (g,
J=8,4Tu, 2H), 7,79
(g, J=9,1 I'u, 2H),
7,53 (@, J=8,6 ',
2H), 7,38 (g, J=9,1
My, 2H), 6,79 (c, 1H),
6,20 (g, J=1,7 'y,
1H), 3,80-3,50 (r,
11H), 3,21 (T, J=9,2
My, 1H), 1,37-1,23 (r,
6H)

194

4-OCF;
deHin

1,3

5-CH;-1,2,4- 14 a
Tprason deHin

A 566,9
[M+H]"

8,10 (g, J=8,8 T,
2H), 7,57 (g, J=9,3
My, 2H), 7,50 (g,
J=7,3 Ty, 2H), 7,38
(a, J=8,5 'y, 2H),
6,80 (c, 1H), 6,22 (a,
J=2,0 'y, 1H), 3,68 (r,
2H), 3,58 (c, 3H),
3,56 (c, 3H), 3,53 (c,
3H), 3,49 (r, 1H), 3,21
(1, J=9,5 'y, 1H),
2,59 (c, 3H), 1,33 (a,
J=6,2 'y, 3H)
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195 [4-OCF; (1,3 5-CHs-1,2,4- 1,4 B A
deHin Tpuason deHin

566,9
[M+H]"

8,10 (g, J=8,8 T,
2H), 7,57 (g, J=9,3
My, 2H), 7,50 (g,
J=7,3Tu, 2H), 7,38
(a, J=8,5 'y, 2H),
6,80 (c, 1H), 6,22 (g,
J=2,0 Ty, 1H), 3,68 (r,
2H), 3,58 (c, 3H),
3,56 (c, 3H), 3,53 (c,
3H), 3,49 (r, 1H), 3,21
(1, J=9,5 'y, 1H),
2,59 (c, 3H), 1,33 (g,
J=6,2 'y, 3H)

196 [4-0-(4- (1,3 1,2,4-tpnason 14 a A
CIPh)- deHin
deHin

595,0
M]

8,50 (c, 1H), 8,16 (g,
J=9,1Tu, 2H), 7,69
(g, J=9,1 'y, 2H),
7,53 (g, J=8,5Tu,
2H), 7,33 (g, J=8,9
Mu, 2H), 7,12 (g,
J=9,1 'y, 2H), 6,99
(g, J=8,9 I'u, 2H),
6,87 (c, 1H), 6,22 (g,
J=2,0Tu, 1H), 3,70 (r,
2H), 3,58 (c, 3H),
3,56 (c, 3H), 3,53 (c,
3H), 3,50 (r, 1H), 3,21
(t,J=9,4 'u, 1H),
1,33 (g, J=6,1 Ty, 3H)

197 |[4-CH; |31 1,2,4-tprason 1,4 a D
deHin deHin

8,58 (c, 1H), 8,15 (A,
2H), 7,75 (g, 2H),
7,62 (g, 2H), 7,32 (g,
2H), 7,05 (c, 1H),
6,22 (g, 1H), 3,7-3,5
(r, 11H), 3,21 (7, 1H),
2,41 (c, 3H), 1,65 (r,
2H), 1,45 (r, 2H), 1,33
(a, 3H), 0,95 (T, J=7,5
My, 3H)

198 |4-CF; |3,1 1,2,4-Tpnason 14 a D
deHin deHin

579,0
[M+H]"

175

8,59 (c, 1H), 8,56 (a,
J=7,6 Ty, 2H), 7,77-
7,71 (r, 4H), 7,60 (a,
J=8,9 'y, 2H), 6,90
(c, 1H), 6,20 (g, J=1,8
My, 1H), 3,75-3,57 (T,
11H), 3,20 (1, J=9,3
My, 1H), 1,66 (1, 2H),
1,47 (sext, J=7,4 'y,
2H), 1,39 (g, J=6,3
My, 3H), 0,98 (T,
J=7,3 [y, 3H)
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199 [4-CF; (3,1 1,2,4-tpnason 1.4 B D
deHin deHin

579,0
[M+H]"

179

8,59 (c, 1H), 8,34 (g,
J=7,6Tu, 2H), 7,77-
7,71 (r, 4H), 7,60 (g,
J=8,9Tu, 2H), 7,0 (c,
1H), 5,68 (n, J=0,8
ru, 1H), 3,80-3,78 (r,
1H), 3,75-3,57 (r, 8H),
3,41 (nn, J=9,2, 6,1
My, 1H), 3,37 (aa,
J=9,4, 3,0 'y, 1H),
3,18 (1, J=9,3 Iy,
1H), 1,66 (r, 2H), 1,47
(cekcT., J=7,4 'y,
2H), 1,39 (g, J=6,3
u, 3H), 0,98 (T,
J=7,3 Ty, 3H)

200 [4-OC,F5| 1,3 1,2,4-tpmason 14 a A
deHin deHin

603,0
[M+H]"

207-
210

8,59 (c, 1H), 8,20 (a,
J=8,7 'y, 2H), 7,85
(m, J=8 T, 2H), 7,5
(n, J=8 'y, 2H), 7,30
(m, J=8,7 Ty, 2H),
6,80 (c, 1H), 6,22 (a,
J=1,8 'y, 1H), ,3,65-
3,45 (r, 12H), 3,20 (T,
J=9,3 'y, 1H), 1,33
(a, J=6,2 'y, 3H)

204 |4-OC,F5| 1,3 1,2,4-Tpnason 1,4 o K
deHin deHin

629,0
[M+H]"

8,6 (¢, 1H), 8,20 (g,
J=8,7 I'u, 2H), 7,81
(g, J=8,7 'y, 2H),
7,55 (g, J=8,4 'y,
2H), 7,38 (g, J=8,7
lu, 2H), 6,95 (c, 1H),
6,21 (g, J=1,8 'y,
1H), 6,0 (r, 1H), 5,35
(g, J=12 T'u, 1H), 5,21
(g, J=8 'y, 1H),4,20
(8, J=6 'y, 2H), 3,75-
3,50 (r, 9H), 3,23 (T,
J=9,5Tu, 1H), 1,33
(g, J=7 'y, 3H)

205 [4-OCF; | 1,3 1,2,4-Tpnason 1,4 a K
deHin deHin

579,0
[M+H]"

8,55 (c, 1H), 8,17 (g,
J=8,7 'u, 2H), 7,80
(o, J=8,7 'y, 2H),
7,55 (g, J=8,4 'u,
2H), 7,38 (g, J=8,7
lu, 2H), 6,85 (c, 1H),
6,20 (g, J=1,8 ',
1H), 6,0 (r, 1H), 5,35
(g, J=12 I'u, 1H), 5,21
(g, J=8 'y, 1H),4,20
(g, J=6 'y, 2H), 3,75-
3,50 (r, 9H), 3,23 (T,
J=9,5u, 1H), 1,33
(g, J=7 'y, 3H)
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206 |4-OC,Fs| 1,3 1,2,4-tpuason |14 |a G 644,97 | 142-
ceHin ceHin [M+H]"| 144

8,58 (c, 1H), 8,2 (g,
J=8 Ty, 2H), 7,82 (a,
J=8 T'y, 2H), 7,55 (a,
J=9 Ty, 2H), 7,41 (g,
J=9 Ty, 2H), 6,81 (c,
1H), 6,16 (g, J=1,5
My, 1H), 3,98-3,82 (r,
1H), 3,8-3,55 (r, 8H),
3,32 (1, J=9,3 'y,
1H), 1,35 (g, J=6,3
My, 3H), 1,3-1,1 (r,
9H)

208 | 4-OC,F5( 1,3 1,2,4-tprnason 14 B A 602,8
ceHin ceHin [M+H]"

8,6 (c, 1H), 8,2 (&,
J=8Tu, 2H), 7,8 (g,
J=8 Ty, 2H), 7,55 (g,
J=9 'y, 2H), 7,39 (g,
J=9 'y, 2H), 6,84 (c,
1H), 6,21 (g, J=1,5
My, 1H), 3,65 — 3,44
(r, 12H), 3,22 (T,
J=9,3'u, 1H), 1,35
(g, J=6,3 'y, 3H)

209 [4-OCF; | 1,3 1,2,4-tpnason 1,4 a C 144-
deHin deHin 147

8,58 (c, 1H), 8,2 (&,
J=8,6 I'u, 2H), 7,82
(g, J=8 'y, 2H), 7,56
(g, J=9 'y, 2H), 7,41
(g, J=9 'y, 2H), 6,85
(c, 1H), 6,22 (g, J=1,5
My, 1H), 3,75 - 3,48
(r, 11H), 3,23 (T,
J=9,3 I'u, 1H), 1,69 (r,
2H), 1,35 (g, J=6,3
My, 3H), 1,00 (7,
J=7,5Tu, 3H)

210 |4-OCF; [1,3 1,2,4-tprason 1,4 B B 566 -
beHin beHin M]*

8,55 (c, 1H), 8,2 (g,
J=8Tu, 2H), 7,82 (g,
J=8 Ty, 2H), 7,55 (g,
J=9Tu, 2H), 7,41 (g,
J=9 'y, 2H), 6,95 (c,
1H), 5,66 (c, 1H), 3,7
-3,3(r, 11H), 3,18 (T,
J=9 'y, 1H), 1,35 (A,
J=6,3 'y, 3H), 1,25
(t,J=7,5Tu, 3H)

212 |4-OCF; | 1,3 1,2,4-Tpnason 1,4 af |L 538 -
ceHin cbeHin [M]*

8,55 (c, 1H), 8,16 (g,
J=8,4Tu, 2H), 7,79
(o, J=8,8 'y, 2H),
7,53 (@, J=8,8 ',
2H), 7,38 (g, J=8,7
lu, 2H), 6,94 i 6,89
(23, 1H), 6,27 (4,
J=3,7 'y, OCHOBHUW) i
5,56 (g, J=7,7 I'u,
no6iyHun, Bcoboro 1H
y CniBBigHOLLEHHI
1,6:1 a:B), 4,04-3,16
(cepiicir, 14H)
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213 |4-OC,F5(1,3 1,2,4-tpnason 1.4 af |L 588 - 8,56 (c, 1H), 8,16 (g,
deHin deHin [M]* J=8,8 I'u, 2H), 7,81
(g, J=9,1 'y, 2H),
7,54 (g, J=8,8 'y,
2H), 7,39 (g, J=9,0
lu, 2H), 6,951 6,90
(wwp., Bcboro 1H),
6,27 (g, J=3,7 'y,
OCHOBHUR) i 5,57 (g,
J=7,5 'y, nobivyHnn,
BCboro 1H 'y
cnieBigHoLEeHHi 3,8:1
a:B), 4,08-2,96 (cepii

cir, 14H)
214 |4-OCF3 (1,3 1,2,4-tpnason 1.4 a M 538 176- |8,55 (c, 1H), 8,16 (g,
deHin deHin [M"  |179 |J=8,4 Ty, 2H), 7,79

(@, J=9,0 T'u, 2H),
7,53 (@, J=8,3 'y,
2H), 7,38 (g, J=8,8
My, 2H), 6,89 (c, 1H),
6,15 (g, J=3,4 'y,
1H), 4,00-3,93 (r, 1H),
3,69-3,39 (cepiicir,

13H)
215 |4-OCF3 (1,3 1,2,4-tpmnason 1.4 B M 538 77-80(8,54 (c, 1H), 8,14 (g,
deHin deHin M) J=9,0 'y, 2H), 7,79

(@, J=9,0 'u, 2H),
7,54 (g, J=9,0 I'u,
2H), 7,37 (g, J=9,1
lu, 2H), 7,08 (wwup.,
1H), 6,19 (g, J=3,1
ru, 1H), 4,05 (aA,
J=12,8, 1,7 'y, 1H),
3,74 (1,J=3,5Tu,
1H), 3,72-3,66 (r, 2H),
3,67-3,51 (23ir, 7H),

3,46 (c, 3H)
216 |4-OC3F;| 1,3 1,2,4-Tpnason 14 a C 681,12 8,7 (¢, 1H), 8,2 (g,
eHin deHin [M+H]" J=8 I'u, 2H), 7,83 (A,

J=8Tu, 2H), 7,55 (g,
J=9Tu, 2H), 7,41 (g,
J=9 I'y, 2H), 6,93 (c,
1H), 6,21 (ywwp.c,
1H), 3,7-3,44 (r,
11H), 3,23 (T, J=9,3
Mu, 1H), 1,71 (r, 2H),
1,35 (g, J=6,3 'y,
3H), 0,98 (T, J=7,5

My, 3H)
217 |4-OC,F5(1,3 1,2,4-tpnason 1,4 a @) 633 71-81|8,57 (c, 1H), 8,15 (g,
deHin deHin [M+H]" J=8,7 'u, 2H), 7,80

(a, J=9,0 'y, 2H),
7,53 (g, J=8,5 'y,
2H), 7,38 (g, J=8,9
My, 2H), 6,97 (c, 1H),
6,35 (a0, J=4,0 T,
1H), 3,78-3,46 (r,
13H), 3,42-3,16 (r,
5H)

103




UA 105175 C2

218

4-0OCF;
deHin

1,3

5-BiHin-1,2,4- 1,4 a B
Tprason deHin

592
[M]*

8,18 (g, J=8,20 I'y,
2H), 7,58 (g, J=8,24
My, 2H), 7,52 (4,
J=8,20 'y, 2H), 7,40
(, J=8,24 'y, 2H),
6,78 (c, 1H), 7,62-
7,58 (r, 2H), 6,20 (g,
J=1,85Tu, 1H), 7,78-
7,72 (r, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H),
3,44 (an, J=9,31, 3,36
Mu, 1H), 3,18 (T,
J=9,48 I'u, 1H), 1,36-
1,23 (r, 6H)

219

4-OCF;
deHin

1,3

5-i3obytun-1,2,4- 1,4 a B
Tpuason deHin

622
[M]*

8,08 (g, J=8,28 T,
2H), 7,58-7,48 (r, 4H),
7,38 (g, J=8,28 T,
2H), 7,06 (c, 1H),
6,20 (o, J=1,85 Iy,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (na, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 2,68
(a, J=6,32 'y, 2H),
2,24-2,18 (r, 1H),
1,36-1,23 (r, 6H),
0,98-0,90 (r, 6H)

220

4-OCF3
deHin

13

5-(nponeH-2-in)- |1,4 a B
1,2,4-Tpnason deHin

606
[M]*

8,14 (n, J=8,24 T,
2H), 7,58 (g, J=8,28
My, 2H), 7,52 (a,
J=8,24 T, 2H), 7,38
(n, J=8,28 'y, 2H),
6,88 (c, 1H), 6,20 (g,
J=1,85 Ty, 1H), 5,44
(c, 1H), 5,32 (c, 1H),
3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (o, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 2,08
(c, 3H), 1,36-1,23 (r,
6H)

221

4-OCF3
deHin

13

5-(meTunTio- 14 a B
etun)-1,2,4- deHin
Tpuason

640
[M]"

8,08 (g, J=8,22 T,
2H), 7,60 (g, J=8,26
My, 2H), 7,52 (g,
J=8,22 Ty, 2H), 7,42
(a, J=8,26 'y, 2H),
6,92 (c, 1H), 6,20 (g,
J=1,85 'y, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H),
3,44 (on, J=9,31, 3,36
My, 1H), 3,22-3,08 (r,
3H), 2,98 (1, J=9,42
My, 2H), 2,04 (c, 3H),
1,36-1,23 (r, 6H)
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222 |4-OCF;3 | 1,3 5-tpudpTopmeTun-| 1,4 a
deHin 1,2,4-Tpnason deHin

634
[M]*

8,12 (g, J=8,28 T,
2H), 7,58 (g, J=8,28
My, 2H), 7,52 (g,
J=8,28 'y, 2H), 7,42
(a, J=8,28 Ty, 2H),
6,84 (c, 1H), 6,20 (g,
J=1,85 'y, 1H), 3,79-
3,61 (r, 4H), 3,57 (c,
3H), 3,56 (c, 3H),
3,44 (o, J=9,31, 3,36
My, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)

223 |4-OCF; | 1,3 1,2,4-tpnason 2-Br, |a
deHin 1.4
deHin

645
[MI*

8,58 (c, 1H), 8,38 (c,
1H), 8,32 (a, J=8,30
My, 1H), 8,18 (a,
J=8,30 'y, 1H), 7,80
(a, J=8,22 'y, 2H),
7,42 (n, J=8,22 T,
2H), 7,28 (c, 1H),
6,20 (o, J=1,85 Iy,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (na, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)

224 |4-OC,F5| 1,3 1,2,4-Tpnason 2-Br, |a
deHin 1,4
deHin

695
[M]*

8,56 (c, 1H), 8,38 (c,
1H), 8,36 (g, J=8,26
My, 1H), 8,18 (g,
J=8,26 'y, 1H), 7,82
(n, J=8,28 'y, 2H),
7.42 (n, J=8,28 T,
2H), 7,28 (c, 1H),
6,20 (o, J=1,85 Iy,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (o, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)

225 |4-0OC5F;| 1,3 1,2,4-tprason 1,4 a
deHin deHin

158-
162

8,59 (c, 1H), 8,18 (a,
J=8,7 'y, 2H), 7,84
(a, J=8 'y, 2H), 7,58
(n, J=8 'y, 2H), 7,38
(m, J=8,7 T, 2H),
6,85 (c, 1H), 6,22 (a,
J=1,8 'y, 1H), 3,65-
3,45 (r, 11H), 3,20 (T,
J=9,3 'y, 1H), 1,33 (r,
6H)
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226 |4-OCF; | 2,4 5-Me,C-1,2,4- 1,4 a B
deHin TpyasoniH-3-oH | deHin

639
[M-H]"

113-
120

pasan.

8,10 (g, J=10,1 ',
2H), 7,60-7,51 (r, 2H),
7,34-7,27 (r, 4H),
6,85 (wwp., 1H), 6,18
(@, J=1,7 'y, 0,9H),
5,65 (g, J=0,9 'y,
0,1H), 3,90 (c, 3H),
3,78-3,33 (r, 11H),
3,21 (1,J=9,4 I'u,
1H), 1,38-1,25 (r, 6H)
(9:1 cymiw a:B)

227 |4-OCF; | 2,4 5-Me,C-1,2,4- 1,4 B B
deHin TpuasoniH-3-oH | deHin

639
[M-H]"

122-
128

8,09 (a, J=9,5 Ty,
2H), 7,56 (g, J=8,9
My, 2H), 7,31 (4,
J=8,7 'y, 4H), 6,94
(wwp., 1H), 5,65 (4,
J=0,8 'y, 1H), 3,90
(c, 3H), 3,79-3,54 r,
9H), 3,41-3,34 (r, 2H),
3,16 (1, J=9,2 I'u,
1H), 1,36 (g, J=6,1
My, 3H), 1,29 (7,
J=7,0Tu, 3H)

228 |4-OCF; |2,4 1,2,4-tpnaszonin- |1,4 a B
deHin 3-0H deHin

581
[M-H]"

166-
168

8,06 (g, J=9,0 'y,
2H), 7,81 (c, 1H),
7,58-7,46 (r, 4H),
7,29 (g, J=8,9 ',
2H), 6,89 (c, 1H),
6,17 (g, J=1,8 'y,
1H), 3,79-3,52 (r,
11H), 3,19 (T, J=9,3
My, 1H), 1,31 (4,
J=6,3 'y, 3H), 1,27
(t,J=7,0 'y, 3H)

229 |4-CF; (3,1 1,2,4-tprason 1,4 a A
deHin deHin

536,0
[M+H]"

207

8,56 (c, 1H), 8,31 (4,
J=8,3 'y, 2H), 7,76-
7,69 (r, 4H), 7,60 (a,
J=8,4 'y, 2H), 6,83
(c, 1H), 6,23 (g, J=1,9
My, 1H), 3,74-3,66 (r,
2H), 3,59 (c, 3H),
3,57 (c, 3H), 3,54 (c,
3H), 3,50 (ag, J=9,5,
3,4 Iy, 1H), 3,22 (T,
J=9,5 T, 1H), 1,34
(g, J=6,2 [y, 3H)

230 (2,4-Cl, |25 1,3,4-okcapiason | 1,4 a A
deHin deHin

8,15 (a, 1H), 7,93 (g,
2H), 7,9 (r, 1H), 7,55
(@, 2H), 7,22 (g, 1H),
8,80 (ywwup.c, 1H),
6,22 (g, J=1,7 'y,
1H), 3,7-3,4 (r, 12H),
3,22 (71, J=9,3 'y,
1H), 1,33 (g, J=6,3
My, 3H)
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231

3-Cl, 4-
F deHin

2.4

Tiason 1,4 a A
deHin

110

15 (r, 4H), 7,66 (&,
8 'y, 2H), 7,62 (a,
1,5 Ty, 1H), 7,44
(a, J=8 Ty, 1H), 7,22
(c, 1H), 6,22 (g, J=1,5
My, 1H), 4,8-4,5 (r,
12H), 3,2 (1, J=9,3
My, 1H), 1,34 (g,
J=6,3 I'y, 3H)

8
J
J

233

4-CF3
deHin

2,4

nipUMIanH, 6- 1,4 a A
(C3F7) (beHiJ'I

715,8
M]

8,72 (o, J=8,6 T,
2H), 8,29 (g, J=8,7
My, 2H), 7,93 (c, 1H),
7,79 (g, J=8,4 'y,
2H), 7,66 (a, J=8.6
My, 2H), 6,92 (c, 1H),
6,24 (o, J=1,9 T,
1H), 3,71 (r, 2H), 3,59
(c, 3H), 3,58 (c, 3H),
3,55 (c, 3H), 3,51 (r,
1H), 3,23 (1, J=9,5
u, 1H), 1,35 (g,
J=6,2 'y, 3H)

235

4-CF,
deHin

2,4

nipumigunH, 6- 1,4 a A
(CFy) deHin

615,0
M]

8,75 (1, J=8,7 ',
2H), 8,3 (g, J=8,7 'y,
2H), 7,94 (c, 1H),
7,81 (g, J=8,7 'y,
2H), 7,67 (g, J=8,7
My, 2H), 6,9 (c, 1H),
6,26 (c, 1H), 3,8-3,7
(r, 1H), 3,65-3,55 (r,
11H), 3,25 (1, J=9 'y,
1H), 1,36 (a, J=6,3
My, 3H)

236

4-OCF3
deHin

52

nipuMignH 1,4 a C
deHin

591,8
[M+H]"

9,0 (c, 2H), 8,52 (g,
J=8 Ty, 2H), 7,68 (g,
J=8 I'y, 2H), 7,60 (g,
J=9 'y, 2H), 7,38 (g,
J=9 'y, 2H), 6,9 (c,
1H), 6,21 (ywwup.c,
1H), 3,7-3,44 (r,
11H), 3,23 (T, J=9,3
Mu, 1H), 1,71 (r, 2H),
1,35 (g, J=6,3 'y,
3H), 0,98 (1, J=7,5
My, 3H)

237

4-OCF3
deHin

5,3

1,2,4-TpnasvH 1,4 a B
deHin

578
[M]"

9,58 (c, 1H), 8,58 (a,
J=8,26 Ty, 2H), 8,32
(a, J=8,24 'y, 2H),
7,62 (n, J=8,26 T,
2H), 7,38 (g, J=8,24
My, 2H), 7,08 (c, 1H),
6,20 (g, J=1,85 I'y,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (na, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 'y, 1H), 1,36-
1,23 (r, 6H)
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238 |4-OCF; 3,5 1,2,4-TpnasuvH 14 a B
deHin deHin

578
[M]*

9,58 (c, 1H), 8,72 (&,
J=8,22 Ty, 2H), 8,30
(a, J=8,26 'y, 2H),
7,72 (n, J=8,22 T,
2H), 7,40 (g, J=8,26
My, 2H), 7,12 (c, 1H),
6,20 (g, J=1,85 I'y,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (oA, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)

239 |4-OCF; | 5,2 nipuanH 1,4 a B
deHin deHin

240 |4-OCF; | 5,3 1,2,4-okcapia3on |1,4 a B
deHin deHin

567
[MI*

8,27 (o, J=8,9 T,
2H), 8,14 (g, J=8,6
My, 2H), 7,58 (g,
J=8,6 'y, 2H), 7,39
(a, J=8,6 'y, 2H),
6,88 (c, 1H), 6,20 (c,
1H), 3,50-3,80 (r,
11H), 3,21 (1, J=9,6
My, 1H), 1,33 (g,
J=6,3 'y, 3H), 1,29
(1, J=6,9 'y, 3H)

241 |4-OCF; |1,4 ninepasuH 1,4 a B
deHin deHin

583
[MI*

155-
157

7,38 (n, J=8,24 T,
2H), 7,16 (g, J=8,30
My, 2H), 6,98-6,89 (r,
4H), 6,62 (c, TH),
6,20 (o, J=1,85 Iy,
1H), 3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,39-3,18 (r, 9H),
3,18 (1, J=9,48 Ty,
1H), 1,36-1,23 (r, 6H)

242 |4-OCF; |1,4 2,5-ninepa3sunx- 14 a B
deHin AioH deHin

611
[M]*

228-
233

7,47 (g, J=9 'y, 2H),
7,42 (g, J=9 'y, 2H),
7,34 (r, 4H), 7,0 (c,
1H), 6,19 (g, J=1,8
lu, 1H), 4,5 (r, 4H),
3,74 (r, 1H), 3,7-3,5
(r, 10H), 3,23 (T,
J=9,5Tu, 1H), 1,35
(g, J=6,3 'y, 3H),
1,30 (1, J=7 'y, 3H)

243 |4-OC,F5| 1,4 2,5-ninepa3sunH- 1,4 a B
deHin DioH deHin

661
[M]"

8,20 (o, J=8,26 T,
2H), 7,43 (g, J=8,30
My, 2H), 7,36 (g,
J=8,26 Ty, 2H), 7,22
(a, J=8,30 'y, 2H),
6,89 (c, 1H), 6,20 (g,
J=1,85 Ty, 1H), 4,38
(c, 2H), 4,18 (c, 2H),
3,79-3,61 (r, 4H),
3,57 (c, 3H), 3,56 (c,
3H), 3,44 (oA, J=9,31,
3,36 'y, 1H), 3,18 (T,
J=9,48 Ty, 1H), 1,36-
1,23 (r, 6H)
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244 14-0OC,F5(1,3 1,3,4-Tpmnason 1.4 af |R 559 171- |8,58 (c, 1H), 8,16 (g,
doeHin deHin [M]* 175 |J=8,7 'y, 2H), 7,81
(g, J=8,7 'y, 2H),
7,52 (@, J=8,7 I'u,
2H), 7,4 (g, J=8,7 ',
2H), 6,93 (c, 1H), 6,3
(@, J=2Tu)i5,79 (am,
J=10, 2 l'u, Bcboro 1H
y cniBBigHOLEHHI 1:3
a:B), 3,51 (r, 1H),
3,46 (c, 3H), 3,3 (r,
1H), 3,22 (1, J=9,3
My, 1H), 2,58 (c, 1H),
2,43 (r, 1H), 1,64 (r,
1H), 1,39 (g, J=6 Iy,

3H)
245 |4-0OC,F5| 1,3 1,2,4-Tpnason 14 B Q 572 151- |8,52 (c, 1H), 8,16 (g,
deHin deHin M) 155 |J=8,7 I'u, 2H), 7,81

(8, J=8,7 T'u, 2H),
7,51 (g, J=8,4 I'y,
2H), 7,40 (n, J=8,7
lu, 2H), 6,94 (c, 1H),
5,73 (an, J=10,2, 2
My, 1H), 3,7-3,3 (cepii
r, 8H), 2,81 (T, J=9
My, 1H), 2,4 (r, 1H),
1,6 (r, 1H), 1,37 (g,

J=6,3 'y, 3H)
246 |4-OCF; (1,3 1,2,4-tpnason 14 a P 505 134- |8,55 (c, 1H), 8,15 (g,
deHin deHin M) 138 |J=7,9Tu, 2H), 7,79

(@, J=9,2 I'u, 2H),
7,54 (g, J=8,9 'y,
2H), 7,38 (g, J=8,7
My, 2H), 6,83
(ywwup.c, 1H), 6,13 (g,
J=2,4Tu, 1H), 3,99-
3,89 (r, 1H), 2,35-
2,24 (r, 7TH), 2,05-
1,98 (r, 1H), 1,91-
1,68 (r, 3H), 1,28 (4,

J=6,0 Iy, 3H)
247 |4-OCF; | 4,2 4,5-purigpo- 1,4 a B 568 8,02 (g, J=8,20 I'u,
deHin oKkcason deHin [M+] 2H), 7,52 (g, J=8,20

My, 2H), 7,38 (a,
J=8,24 Ty, 2H), 7,22
(m, J=8,24 'y, 2H),
6,84 (c, 1H), 6,20 (g,
J=1,85 Ty, 1H), 5,44
(, J=9,42 'y, 1H),
4,82 (1, J=9,48 'y,
1H), 4,28 (1, J=9,48
My, 1H), 3,79-3,61 (T,
4H), 3,57 (c, 3H),
3,56 (c, 3H), 3,44 (aa,
J=9,31, 3,36 'y, 1H),
3,18 (1, J=9,48 Ty,
1H), 1,36-1,23 (r, 6H)
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248 |4-OCF; 3,6 nipnaasuH 1,4 a B 577 8,19 (g, J=8,9 'y,
cbeHin cbeHin [M]* 2H), 8,16 (g, J=8,9
Mu, 2H), 7,94 (c, 1H),
7,90 (c, 1H), 7,61 (o,
J=8,6 I'u, 2H), 7,39
(g, J=8,6 I'u, 2H),
6,91 (c, 1H), 6,21 (c,
1H), 3,54-3,80 (r, 5H),
3,60 (c, 3H), 3,57 (c,
3H), 3,21 (1, J=9,2
Mu, 1H), 1,20-1,35 (r,
6H)

249 |4-CF; |42 1,3,4- 1.4 a B 566 8,15 (g, J=8,7 'y,
deHin okcagiasoniH-5- | ceHin [M-H] 2H), 7,95 (g, J=8,7

OH lu, 2H), 7,75 (g,
J=8,7 'y, 2H), 7,61
(g, J=8,7 'y, 2H),
6,90 (c, 1H), 6,22 (c,
1H), 3,8-3,55 (cepii c i
r, 11H), 3,21 (T, J=9,3
My, 1H), 1,5 (r, 6H)
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MOXIAHI KNCNOT | CONEW | CONbBATU

Cronykn, onucaHi B 4aHOMy BUHaxofi, MOXyTb OyTv y BUrMSAi NeCTULUUOHO NPUIRHSATHUX COnewn
A0JaBaHHSA KACNOT.

Ak HeoOmexyBanbHWIA nNpuknag, @yHKUiOHaNbHa amiHorpyna MoXxe YTBOptoBaTU coni 3
XJIOPUCTOBOAHEBOD, OpPOMMCTOBOAHEBOND,  CipyaHol, (OCHOPHO, OUTOBOK, GEH30MHOL,
FNIMMOHHOIO, MaroHOBOK, caniuunoBolo, A6ny4yHow, ¢yMapoBow, LWaBneBow, OypLITUHOBOL,
BMHOIPaZHOI,  MOJIOYHOK,  [FIIOKOHOBOK,  ackopOiHOBOW,  MareiHOBOKW,  acnapariHoBOlo,
B6eH30nCcynbMOHOBOD, MEeTaHCYNb(POHOBOW, €TaHCYNb(OHOBOK, FiAPOKCUMETAHCYNbOHOBOK |
rigpoKcieTaHCyNb(POHOBOK KUCNOTaMu.

Kpim Toro, sk HeobmexyBanbHMI Npuknag, pyHKUiOHanbHa KMCNOTHA rpyna MoXe YTBOPHBAaTK
coni, BKMNIOYaK4M COMi NYXHUX abo NyXHO3eMemnbHUX MeTarniB, a TaKoX COfi aMOHil0 M amiHiB.
Mpuknagn nepeBaXKHMX KaTiOHIB BKIOYAKOTh KaTiOHW HATPIto, Karito, MarHito 1 amoHito.

Coni ogepXyloTb LUNAXOM KOHTaKTyBaHHA OCHOBW Y BifbHi (opmi 3 OaxkaHOK KUCMOTOK B
KiNbKOCTi, AOCTaTHIN Anst ogepxaHHst coni. OCHOBM Yy BiNbHIiN opMi MOXyTb OyTM pereHepoBaHi
wnsaxoMm 06pobku comi NMpuaaTHUM PO3BEAEHUM BOAHUM PO3YMHOM INyry, TakMM siK pO3BEAEHUN
BogHun po3unH NaOH, kapboHaTy kanito, amiaky i GikapboHaTy HaTpito. Ak npuknag, y 6aratbox
BMNagkax, nectmung mMoaundikyloTb y Oinbll BOAOPO3YMHHY hOpMy, Hampuknag, gumetunamiHoBa
Cinb 2,4-gnMxnopdeHoKCIOLTOBOI KACNOTU € Ginbll BOAOPO3YMHHOW, HiX 2,4-OuxnopdeHokciouToBa
Kncnota, gobpe Bigomun repbiuuna.

Cronykun, onucaHi B JaHOMy BWHaxodi, MOXyTb OyTu y BUMMA4i NpuaaTtHUX KOMMMEKCIB 3
MOMeKynamMmm pO3UYnHHMKA, IO 3anularTbCa HEAOTOPKAHUMW MICNAsi HEMOBHOMO BUAANEHHsS MOMEKyr
PO34YMHHMKA Big cnonyk. Ha ui komnnekcu YacTto nocunarTbes sk Ha "conbBaTtu'.

CTEPEOI3SOMEPU

Hesiki cnonyku, onucaxi B 4aHOMy BUHAXOAi, MOXYTb iCHYBaTW Y BUIMsSAi ogHOro abo Aekinbkox
cTepeoizomepiB. Pi3Hi cTepeoizomepn BKNOYalOTb FEOMETPUYHI  i30Mepun, giactepeomepu i
eHaHTioMepun. Takum YMHOM, CMOMyKW, ONUCaHi B JaHOMY BUHaxOAi, BKNIOYAKOTb paueMidHi cymildi,
iHOMBIAyanbHi CTepeoisoMepun M ONTUYHO akTUBHI cymilli. daxiBLO B AaHin ranysi 3po3ymino, Lo oauH
cTepeoizoMmep Moxe Oyt Binbll akTMBHUM, HiXK iHWI. IHOMBIOyanbHi CTepeoi3oMepu W OMTUYHO
aKTMBHI CyMilWi MOXyTb OYyTU ofepXaHi CeneKkTMBHMMM crnocobamu CUHTe3y, 3aranbHOBIZOMWMMM
cnocobamy  CUHTE3y, BUKOPUCTOBYKOUM CTEPEOXiMIYHO  po3dineHi  BuxigHi  npodyktu  abo
3aranbHOBIAOMI METOAN CTEPEOXiMIYHOro noainy.

WKIOHNKN

B iHwoMy BapiaHTi 34INCHEHHHA, BMHaxig, ONUCaHWA y [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOPUCTaHMI ONS KOHTPOSIHO Ha4 LWKIHUKaMMU.

B iHwomMy BapiaHTi 34iNCHEHHHA, BWHaxid, OMUCaHWA y [daHOMYy [OKYMEHTi, Moxe OyTu
BUKOPUCTaHUIM ANA KOHTPOSO HaA LWKigHWKaMK, Wo HanexaTb Ao knacy Phylum Nematoda.

B iHWwWoMy BapiaHTi 30iMCHEHHs, BWHaxid, ONWCaAHWA Yy [aHOMYy [OOKYMEHTI, Moxe O0yTu
BUKOPUCTaHUIM AN1s1 KOHTPOIIO HaA WKigHWKaMK, WO HanexaTb Ao knacy Phylum Arthropoda.

B iHWwWoMy BapiaHTi 30iMCHEHHs, BWHaxid, ONWCaAHWA Yy [aHOMYy [OOKYMEHTI, Moxe O0yTu
BUKOPUCTaHUIM A51s1 KOHTPOIO Hag, WKigHWKaMu, Wo HanexaTb Ao knacy Subphylum Chelicerata.
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B iHWwWoMy BapiaHTi 34iMCHEHHS, BWHaxid4, ONWCaHWA Yy AaHOMYy [OOKYMEHTi, Moxe ©Oytu
BUKOPUCTaHUIM ANs KOHTPOIO Hag, WKigHWKaMu, o HanexaTb Ao knacy Class Arachnida.

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaXxXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe O0yTu
BMKOPUCTaAHWUI AN KOHTPOIIO Hag WKiAHMKaMK, Wo HanexaTtb Ao knacy Subphylum Myriapoda.

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaXxXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOPUCTaAHUI O1151 KOHTPOSIO Hag WKigHWKaMu, Wwo HanexaTb Ao knacy Class Symphyla.

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaxXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BMKOPUCTaAHUI O1151 KOHTPOSIKO HaA WKigHWKaMK, Wo HanexaTb Ao knacy Subphylum Hexapoda.

B iHWwWoMy BapiaHTi 34iMCHEHHS, BWHaxid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOPUCTaHUIM AN1s1 KOHTPOIO HaA WKigHWKaMu, Wwo HanexaTb Ao knacy Class Insecta.

B iHwomy BapiaHTi 34INCHEHHsA, BWHaxid, OMUCaHWA Yy [daHOMY [OKYMEHTi, Moxe ©6yTu
BUKOpPUCTaHUM ans koHTponto Haa Coleoptera (kykn). HeBnuepnHuii nepenik uux LUKIAHWKIB BKIOYAE,
ane HMMK He obmexyeTbes, Acanthoscelides spp. (gosroHocukm), Acanthoscelides obtectus (3epHiska
kBaconea), Agrilus planipennis (cmapargoBa By3bkOTina 3natka), Agriotes spp. (KyK-koBamnuk),
Anoplophora glabripennis (Asiatcekunii BycaHb), Anthonomus spp. (gosroHocuku), Anthonomus
grandis (goBroHocuk 6aBoBHsHMI), Aphidius spp., Apion spp. (goBroHocukn), Apogonia spp. (xpobak),
Ataenius spretulus (Black Turgrass Ataenius), Atomaria linearis (bypsiuHa noTtepTb), Aulacophore
spp., Bothynoderes punctiventris (goBroHocuk OGypsiuHui), Bruchus spp. (goBroHocuku), Bruchus
pisorum (3epHiBka ropoxoBa), Cacoesia spp., Callosobruchus maculatus (niBgeHHun goBroHocuk
ropoxoBui), Carpophilus hemipteras (6nuwumk HinBxopcTkokpunun), Cassida vittata, Cerosterna spp,
Cerotoma spp. (nuctoign), Cerotoma ftrifurcata (nuctoin 6o6osun), Ceutorhynchus spp.
(nosroHocuku), Ceutorhynchus assimilis (HaciHHeBMI pinakoBun ckputoxoboTHuk), Ceutorhynchus
napi (ckputoxoboTHuk pinHuK), Chaetocnema spp. (nuctoign), Colaspis spp. (Kyks TFpyHTOBI),
Conoderus scalaris, Conoderus stigmosus, Conotrachelus nenuphar (nnogosun gosroHocuk), Cotinus
nitidis (xpywy 6nmckyumin 3enenwuin), Crioceris asparagi (Tpiwanka cnapxesa), Cryptolestes ferrugineus
(6opowwHoig ipkaBo-yepBoHui), Cryptolestes pusillus (6opowHoia manun), Cryptolestes turcicus
(6opowwuHoig Typeubkun), Ctenicera spp. (kyku-koBanuku), Curculio spp. (gosroHocuku), Cyclocephala
spp. (rycenuui), Cylindrocpturus adspersus (QOBrOHOCWK, LIO LIKOAWTb CTeBNam COHsLIHMKA),
Deporaus marginatus (goBroHocuk-nucTopia maHroesun), Dermestes lardarius (Lkipoig LMHKOBURA),
Dermestes maculates (wkipoig nnamuctui), Diabrotica spp. (kyk giabpoTtuka), Epilachna varivestis
(mekcukaHebkniA  Xkyk), Faustinus cubae, Hylobius pales (kyk-gosroHocuk), Hypera spp.
(oosroHocukum), Hypera postica (gosroHocuk nouepHoBuin), Hyperdoes spp. (gosroHocuk Hyperodes),
Hypothenemus hampei (BorHiBka kaBoBa), Ips spp. (3abonoHHuku), Lasioderma serricorne (XKyk
TIoTIOHOBWI), Leptinotarsa decemlineata (konopagcekun xyk), Liogenys fuscus, Liogenys suturalis,
Lissorhoptrus oryzophilus (goBroHocuk pncosuin BOAHUK), Lyctus spp. (aepeBHi xyku/ncesgokopoigu),
Maecolaspis joliveti, Megascelis spp., Melanotus communis, Meligethes spp., Meligethes aeneus
(kiTkOIg pancosun), Melolontha melolontha (3BuyanHun xpyuw, esponencebkun), Oberea brevis,
Oberea linearis, Oryctes rhinoceros (nanbmoBuin xyk-Hocopir), Oryzaephilus mercator (nnockoTinka
apaxicoBa), Oryzaephilus surinamensis (pucoig cypuHamcbkun), Otiorhynchus spp. (4oBroHocukm),
Oulema melanopus (n'sBuusa yepsoHorpypa), Oulema oryzae, Pantomorus spp. (OOBFOHOCUKM),
Phyllophaga spp. (mavicekuin/yepBHeBuin xyk), Phyllophaga cuyabana, Phyllotreta spp. (nuctoian),
Phynchites spp., Popillia japonica (xpyLuk anoHcbkuin), Prostephanus truncates (Benukuin TOUMbHUK,
Rhizopertha dominica (ToumnbHuk 3epHoBui), Rhizotrogus spp. (eBponencbkMn  XxpyL),
Rhynchophorus spp. (goBroHocuku), Scolytus spp. (>kyku-kopoign), Shenophorus spp. (4OBroHOCHK),
Sitona lineatus (gosroHocuk cmyracTtui), Sitophilus spp. (QOBFOHOCUK KOMIPHWMIA 3BUYaNHWNA),
Sitophilus granaries (goBroHocuk komipHuin), Sitophilus oryzae (goBroHocuk pucosun), Stegobium
paniceum (ToumnbHUK xnibHMI), Tribolium spp. (6opowHsAHi xpywakm), Tribolium castaneum (xpyiak
kawTtaHoBmn), Tribolium confusum (xpywak manun 6opolwHsHuin), Trogoderma variabile (Tporogepma
MiHnuBa) i Zabrus tenebioides.

B iHwoMy BapiaHTi 3g4iICHEHHs, BMWHaxig, OMUCaHWA y [AHOMYy [OKYMEHTI, Moxe O6yTu
BUKOPUCTaHUIM Ans KoHTporto Hag Dermaptera (Likipsictokpuni).

B iHwoMy BapiaHTi 3g4iICHEHHs, BMWHaxig, OMUCaHWA y [AHOMYy [AOKYMEHTI, Moxe O6yTu
BUKOpPUCTaHUM Ana koHTponio Hapg Dictyoptera (tapraHu). HeBuyepnHui nepenik UMX LUKIOHWKIB
BKITIOYa€E, ane HMUMK He obMexyeTbes, Blattella germanica (Tapran pyaun), Blatta orientalis (TapraH
yopHuit), Parcoblatta pennylvanica, Periplaneta americana (TapraH amepuvkaHcbkuii), Periplaneta
australoasiae (tapraH aBcTpaniicbkuin), Periplaneta brunnea (kopuuHeBun TapraH), Periplaneta
fuliginosa (TemHo-KOpMYHEBMIA TapraH), Pyncoselus suninamensis (TapraH cypuHamcbkuii) i Supella
longipalpa (MebneBun TapraH).

B iHWoMy BapiaHTi 30iACHEHHS, BWHaXxXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOPUCTaHUIM ansi KoHTposto Hag Diptera (gBokpuni). HeBnuepnHMin nepenik unx LWKIGHWKIB BKITOYaE,
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ane HMMK He obmexyeTbes, Aedes spp. (komapi), Agromyza frontella (miHep nouepHosuin), Agromyza
spp. (miHytodi mywiku), Anastrepha spp. (nnogosi mywku), Anastrepha suspensa (kapubcbka nnogosa
mywika), Anopheles spp. (komapi), Batrocera spp. (nnogosi myuwkun), Bactrocera cucurbitae (Myxa
anHsya), Bactrocera dorsalis (Myxa cxigHa dpyktoa), Ceratitis spp. (nnogoea myuwka), Ceratitis
capitata (cepeasemHomMopcbka nnogoBa Myuka), Chrysops spp. (oneHsumi reases), Cochliomyia spp.
(nMnumHKkM M'acHoi myxu), Contarinia spp. (ranuui), Culex spp. (komapi), Dasineura spp. (ranuui),
Dasineura brassicae (ranuusa kanyctsHa), Delia spp., Delia platura (nuumnHka 3epHoBa), Drosophila
spp. (opo3odpinu), Fannia spp. (kKimHaTHi Myxu), Fannia canicularis (Myxa kimHaTtHa mana), Fannia
scalaris (Myxa cxopoBa), Gasterophilus intestinalis (wnyHkosi reasi), Gracillia perseae, Haematobia
irritans (xuranka kopos'saya Mana), Hylemyia spp. (nnuunHku kopeHesi), Hypoderma lineatum (nuynHka
Buyadoro cmyractoro regss), Liriomyza spp. (MiHytoui mywku), Liriomyza brassica (Myxa-miHep),
Melophagus ovinus (pyHeub oBeunit), Musca spp. (cnpasxHi Myxu), Musca autumnalis (myxa
nonboBa 3BuyariHa), Musca domestica (myxa kimHaTHa), Oestrus ovis (regsb oBeuni), Oscinella frit
(mywka wBeacbka), Pegomyia betae (myxa 6ypsadna), Phorbia spp., Psila rosae (Myxa mopkssiHa),
Rhagoletis cerasi (Myxa BuwHeBa), Rhagoletis pomonella (nuunHka cTpokaTokpunku A6nyHeBOI),
Sitodiplosis mosellana (xoBTorapsiyua 3nakoBa ranuus), Stomoxys calcitrans (kuranka 3suyanHa),
Tabanus spp. (reasi) i Tipula spp. (goBroHora).

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe O0yTu
BMKOPUCTaHWU Ansi KOHTposto Hag Hemiptera (knonu). HeBuuepnHum nepenik umx LWKIQHUKIB BKITOYaE,
ane HUMM He obmexyeTbes, Acrosternum hilare (wutHuk), Blissus leucopterus (knon nocTinbHUR),
Calocoris norvegicus (knon kaptonnsaHui), Cimex hemipterus (knon nocTinbHWIA TponidHum), Cimex
lectularius (knon noctineHun), Dagbertus fasciatus, Dichelops furcatus, Dysdercus suturellus
(yepBoHoOknon 6GaBoBHsAHWN), Edessa meditabunda, Eurygaster maura (4epenaiwika MaBpCbKa),
Euschistus heros, Euschistus servus (wuTtHuk kopudHeBun), Helopeltis antonii, Helopeltis theivora
(cninHak 4YamHWK iHgincekun), Lagynotomus spp. (wutHukM), Leptocorisa oratorius, Leptocorisa
varicornis, Lygus spp. (cninHgaku), Lygus hesperus (kmon Tpas'aHum 3axigHun), Maconellicoccus
hirsutus, Neurocolpus longirostris, Nezara viridula (niBgeHHWIn 3eneHnii oBoYeBui knon), Phytocoris
spp. (cninHsikm), Phytocoris californicus, Phytocoris relativus, Piezodorus guildingi, Poecilocapsus
lineatus (YoTupucmyrosmumn cninHsk), Psallus vaccinicola, Pseudacysta perseae, Scaptocoris castanea
i Triatoma spp. (KpOBOCOCHI kronu TpuaTtomigu/TpuaTomian).

B iHwoMy BapiaHTi 3A4iMICHEHHs, BUWHaxig, oOnNWcaHWM y [aHOMy [OKYMEHTi, Moxe OyTu
BUKOPUCTAHUM Ana KoHTponto Hag Homoptera (nonmenwuui, piBHOKpWUIi, GINOKPUIKKW, LMKaOKW).
HeBnyepnHui nepenik UMX LWIKIOHWKIB BKIHOYaE, ane HUMM He obmexyeTbes, Acrythosiphon pisum
(nonenuusa ropoxoBa), Adelges spp. (nonmenuusi xmenesa), Aleurodes proletella (6inokpunka
kanyctaHa), Aleurodicus disperses, Aleurothrixus floccosus (6inokpunka wepcTtucta), Aluacaspis
spp., Amrasca bigutella bigutella, Aphrophora spp. (umkagku), Aonidiella aurantii (wuTiBka YepBOHa
nomapanueBa), Aphis spp. (nonenwuus), Aphis gossypii (nonenuusi 6aBoBHsHa), Aphis pomi
(monenvusa s6nyHesa), Aulacorthum solani (nonenuus kapTonnsiHa 3BuW4anHa), Bemisia spp.
(6inokpunku), Bemisia argentifolii, Bemisia tabaci (6inokpunka TioTioHOBa), Brachycolus noxius
(monenuusa aumiHHa), Brachycorynella asparagi (nonenuusa cnapxesa), Brevennia rehi, Brevicoryne
brassicae (nonenuus kanyctsaHa), Ceroplastes spp.(piBHokpuni), Ceroplastes rubens (pybiHoBa
ncesgowmtiska), Chionaspis spp. (piBHokpuni), Chrysomphalus spp. (piBHokpuni), Coccus spp.
(piBHOKpUni), Dysaphis plantaginea (nonenuusi poxesa), Empoasca spp. (umkagku), Eriosoma
lanigerum (nonenuus kpos'sHa 96nyHeBa), Icerya purchasi (4epBeLb aBCTpanincbkni xonodyacTui),
Idioscopus nitidulus (maHroBa uukagka), Laodelphax striatellus (manui kopuyHeBun genbcauung),
Lepidosaphes spp., Macrosiphum spp., Macrosiphum euphorbiae (nonenuusa «kaprtonnsHa),
Macrosiphum granarium (nonmenuua 3nakosa), Macrosiphum rosae (ancTtpoBa nonenuus pisaHa
nnctoBa), Macrosteles quadrilineatus (anctpoBa uukagka), Mahanarva frimbiolata, Metopolophium
dirhodum (nonenuusa posaHHo-3nakoBa), Mictis longicornis, Myzus persicae (nonenuvus nepcukosa),
Nephotettix spp. (umkagkn), Nephotettix cinctipes (unkagka 3eneHa), Nilaparvata lugens (kopuyHeBui
fenbdauuna), Parlatoria pergandii (wuTiBka uuTpycosa cpioneTtoBa), Parlatoria ziziphi (wwuTiBka
yopHa), Peregrinus maidis (uvkaga kykypyassHa), Philaenus spp. (niHuudi), Phylloxera vitifoliae
(cbinokcepa BuHorpagHa), Physokermes piceae (ncespowimTiBka snvHoBa Mana), Planococcus spp.
(noBcTaHMkKM), Pseudococcus spp. (noBcTaHukn), Pseudococcus brevipes (6opolHUCTUIA YepBeLb
aHaHacoBwui), Quadraspidiotus perniciosus (wwuTiBka kanidopHinceka), Rhapalosiphum spp.
(monenuui), Rhapalosiphum maida (nonmenuus kykypyassiHa), Rhapalosiphum padi (nonenuus
yepemyxo-3nakoBa), Saissetia spp. (piBHOkpuni), Saissetia oleae (4epBeup 4YopHuir), Schizaphis
graminum (monenuus 3nakoBa 3Bu4aniHa), Sitobion avenae (nonenuusa 3nakosa), Sogatella furcifera
(oenbdaumng GinocnuHHmiA), Therioaphis spp. (nonenuui), Toumeyella spp. (piBHOKpuni), Toxoptera
spp. (nonenuui), Trialeurodes spp. (6inokpunku), Trialeurodes vaporariorum (6inokpunka Tennu4yHa),
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Trialeurodes abutiloneus (6ina myxa 3 obnamoBaHuMu kpunbusmu), Unaspis spp. (piBHOKpuni),
Unaspis yanonensis (WwuTiBKa cxigHa umMtpycoBa) i Zulia entreriana.

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOPUCTaHUIM ans KOHTposto Hag Hymenoptera (mypaxu, ocu i 6gxonum). HeBnuepnHuiAn nepenik umx
WKIOHWKIB BKMNIOYaE, ane HUMU He obmexyeTbes, Acromyrrmex spp., Athalia rosae, Atta spp. (Mypaxu-
nnctopian), Camponotus spp. (mypaxu-depBuui), Diprion spp. (Tpaui), Formica spp. (Mypaxw),
Iridomyrmex humilis (Mypaxa apreHTuHcbkuin), Monomorium ssp., Monomorium minumum (Mypaxa
Mana), Monomorium pharaonis (Mypaxa xatHs), Neodiprion spp. (Tpaui), Pogonomyrmex spp.
(mypaxa-xHeub), Polistes spp. (naneposi ocu), Solenopsis spp. (Mypaxu BOrHeHHi), Tapoinoma
sessile (odorous house ant), TeTpanomorium spp. (Mmypaxa aepHosui), Vespula spp. (cnpaexHi ocu) i
Xylocopa spp. (6oxonu-Tecni).

B iHWwWoMy BapiaHTi 34iMACHEHHS, BUWHaxia4, OMNUCaAHWA Yy [AaHOMYy [OKYMEHTI, Moxe OyTu
BUKOPUCTaHUIN ANsi KOHTPONto Hapg Isoptera (Tepmitn). HeBuuepnHuin nepenik uux LWKIAHWKIB BKMOYAE,
ane Hummn He obmexyetbesi, Coptotermes spp., Coptotermes curvignathus, Coptotermes frenchii,
Coptotermes formosanus (kuTancbkui nig3emMHun Tepmit), Cornitermes spp. (TepmiTu-congatu 3
poctpymom), Cryptotermes spp. (TepmiTu, LWo noigatoTe cyxe aepeBo), Heterotermes spp. (nyctenbHi
puHoTepmiTn), Heterotermes aureus, Kalotermes spp. (TepmiTv, WO noigawTb Cyxe AepeBo),
Incistitermes spp. (TepMiTu, Wo noigatoTe cyxe gepeBo), Macrotermes spp. (TepmiTu, WO poO3BOASTb
rpubkoBi cagu), Marginitermes spp. (TepMmiTh, Wo noigawTb cyxe aepeso), Microcerotermes spp.
(TepmiTu-xeHui), Microtermes obesi, Procornitermes spp., Reticulitermes spp. (subterranean
termites), Reticulitermes banyulensis, Reticulitermes grassei, Reticulitermes flavipes (Tepmit
xoBToHorun), Reticulitermes hageni, Reticulitermes hesperus (3axigHun puHoTepmiT), Reticulitermes
santonensis, Reticulitermes speratus, Reticulitermes tibialis, Reticulitermes virginicus,
Schedorhinotermes spp. i Zootermopsis spp. (TepMiTu, WO NoigalTb NOPOXHABE AEPEBO).

B iHwWoMy BapiaHTi 34iACHEHHS, BWHaxid4, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BMKOPUCTaHWUI Ans KOHTponto Hag Lepidoptera (metenuvkm i meTenukun). HeBnuepnHuin nepenik umnx
WKIOHWKIB BKItoYae, ane HMMKM He obmexyeTbcsi, Achoea janata, Adoxophyes spp., Adoxophyes
orana, Agrotis spp. (coBku), Agrotis Agrotis ipsilon (coBku-incunoH), Alabama argillacea (ryceHuus
0aBoBHsiHa), Amorbia cuneana, Amyelosis fransitella (rycenuus, WO WKOAUTb LIATPYCOBUM),
Anacamptodes defectaria, Anarsia lineatella (mMonb dpykToBa cmyracta), Anomis sabulifera
(oxyToBUMM n'agak), Anticarsia gemmatalis (ryceHvus, WO LWKOAUTE COEBUM KyrnbTypam), Archips
argyrospila (nucTosivika nnogosux Aepes), Archips rosana (nucToBivka esponencbka), Argyrotaenia
spp. (nucToBinku), Argyrotaenia citrana (nuctosinka anenbcuHoBa), Autographa gamma, Bonagota
cranaodes, Borbo cinnara (BorHiBka pucosa), Bucculatrix thurberiella (cBepanunbHuk 6aBoBHAHMN),
Caloptilia spp. (miHytoui mywkn), Capua reticulana, Carposina niponensis (nepcvkoBa NnogoXepka),
Chilo spp., Chlumetia transversa (nucrtoBiika maHroea), Choristoneura rosaceana (nucTosinka
kococmyroBa), Chrysodeixis spp., Cnaphalocerus medinalis (nuctosiika Tpas'aHa), Colias spp.,
Conpomorpha cramerella, Cossus cossus (4epBuus), Crambus spp. (nyrosi metenuku), Cydia
funebrana (nnogoxepka cnueosa), Cydia molesta (nnogoxepka cxigHa nepcukosa), Cydia nignicana
(nucTosinka ropoxosa), Cydia pomonella (nnogoxepka si6nyHesa), Darna diducta, Diaphania spp.
(ToumnbHukn cTebnosi), Diatraea spp. (ctebnosi ToumnbHukm), Diatraea saccharalis (BorHiBka
uykposoro ouyepety), Diatraea graniosella (BorHiBka KyKypyassiHa niBaeHHo-3axigHa), Earias spp.
(coBkn 6aBoBHsHI), Earias insulata ("wwunoBanui xpobak"), Earias vitella (niBHiyHa coBka LiopcTka),
Ecdytopopha aurantianum, Elasmopalpus lignosellus (meTenuk enacmonanenyc), Epiphysias
postruttana (sicHo-kopuyHeBa Minb f6nyHeBa), Ephestia spp. (BorHiBka MmipowHuubka), Ephestia
cautella (BorHiBka cyxodpykroBa), Ephestia elutella (monb TioTioHOBa), Ephestia kuehniella (BorHiBka
komipHa), Epimeces spp., Epinotia aporema, Erionota thrax (nuctosinka 6aHaHoBa), Eupoecilia
ambiguella (nucTosilika BuHorpagHa), Euxoa auxiliaris (ryceHunusa osmmoi cosku), Feltia spp. (coBku),
Gortyna spp. (cBepanunbHuk), Grapholita molesta (nnogoxepka cxigHa), Hedylepta indicata (coesuin
meTenuk), Helicoverpa spp. (HiuHuui), Helicoverpa armigera (coBka GaBoBHsiHa), Helicoverpa zea
(coBka GaBoBHsiHa), Heliothis spp. (Hi4Huui), Heliothis virescens (TioTioHOBa nucTosilika), Hellula
undalis (BorHiBka kanycTtsiHa), Indarbela spp. (wkigHuk kopeHis), Keiferia lycopersicella (Hematoaa
TomaTHa), Leucinodes orbonalis (6aknaxaHHui ceBepanunbHuk), Leucoptera malifoliella, Lithocollectis
spp., Lobesia botrana (nucrtosiika rpoHoBa), Loxagrotis spp. (Hi4HUUi), Loxagrotis albicosta (coBka
3axigHa 60o6oBa), Lymantria dispar (woBkonpsg HenapHun), Lyonetia clerkella (monb s6nyHeBa
MiHytoua), Mahasena corbetti (miweyHunyi macnaHoi nanbmu), Malacosoma spp. (kokoHonpsan),
Mamestra brassicae (coBka kanyctsHa), Maruca testulalis (BorHiBka akauieBa), Metisa plana
(MiweyHuuys), Mythimna unipuncta (rmagkuii  noxigHun xpobak), Neoleucinodes elegantalis
(mManeHbkun TomatHM TouunbHKK), Nymphula depunctalis (pucosa nsineuka), Operophthera brumata
(n'sgak 3umoBa), Ostrinia nubilalis (MeTenuk kykypyassaHuii), Oxydia vesulia, Pandemis cerasana
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(nucToBika kpnBoByca cMmopoaunHHa), Pandemis heparana (kopuuHeBa sibny4Ha nuctosinka), Papilio
demodocus, Pectinophora gossypiella (poxeBuii kopobkoBuin xpobak), Peridroma spp. (coBku),
Peridroma saucia (coBka rpsisHo-6ypa 3emnsiHa), Perileucoptera coffeella (6ina kaBoBa MyLlKa, WO
MmiHye, ), Phthorimaea operculella (kaptonnsHa wminbk), Phyllocnisitis citrella, Phyllonorycter spp.
(minytoui mywkn), Pieris rapae (6insiBka pinHa), Plathypena scabra, Plodia interpunctella (monb
iHOincbka OopowHsiHa), Plutella xylostella (monb kanycTtaHa), Polychrosis viteana (nucToBirika
BMHorpagHa), Prays endocarpa, Prays oleae (monb MacnuHHa), Pseudaletia spp. (Hi4HWLi),
Pseudaletia unipunctata (noxigHun xpobak), Pseudoplusia includens (n'sgak coeBa), Rachiplusia nu,
Scirpophaga incertulas, Sesamia spp. (ctebnosi BorHiBku), Sesamia inferens (poxesa coBka pucosa
ctebnosa), Sesamia nonagrioides, Setora nitens, Sitotroga cerealella (Angoumois grain moth),
Sparganothis pilleriana, Spodoptera spp. (noxigHi xpob6aku), Spodoptera exigua (coBka mana),
Spodoptera fugiperda (coeBka TpaB'aHa), Spodoptera oridania (niBgeHHi noxigHi xpobaku),
Synanthedon spp. (TouunbHukM kopeHeBi), Thecla basilides, Thermisia gemmatalis, Tineola
bisselliella (Mmonb kimHaTHa), Trichoplusia ni (coBka Hi), Tuta absoluta, Yponomeuta spp., Zeuzera
coffeae (cBepanMnbHMK YEPBOHWX FNOK) | Zeuzera pyrina (apeBecHWuUs B'ignuea).

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaxid, OMNUCaAHWA Yy [AaHOMYy [OKYMEHTI, Moxe OyTu
BMKOPUCTaHWA Ans koHTponto Hag Mallophaga (nyxoign). HeBuuyepnHum nepenik uux LUKIQHWKIB
BKITIOYaE, ane HUMM He obmexyeTbes, Bovicola ovis (Bowa oBeya), Menacanthus stramineus (nyxoig
ABOLLIETUHKOBUI Kypsiumia) i Menopon gallinea (3Bu4anHui LWKIGHUK KYPSYNUX THI3A).

B iHWoMy BapiaHTi 30iACHEHHS, BWHaXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOpUCTaHWW Ans koHTponto Hag Orthoptera (KoHMKKM-CTpuBYHLUI, capaHa i uBipkyHun). HeBnuepnHun
nepenik UMX LWKIAHWKIB BKMOYae, ane HUMu He obmexyeTbes, Anabrus simplex (kobunka),
Gryllotalpidae (kanyctsiHka 3BuyanHa), Locusta migratoria, Melanoplus spp. (KOHMKU-CTPUBYHL,),
Microcentrum retinerve  (kOHWKW-CTpMOYHUi yrmokpuni), Pterophylla spp. (KoHMKM-CTPUBYHLUI
yrnokpuni), chistocerca gregaria, Scudderia furcata (koHuk-cTpubyHeub Bunoxsoctun) i Valanga
nigricorni.

B iHwWoMy BapiaHTi 30iACHEHHS, BWHaXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe O0yTu
BMKOPUCTaAHWA Anst KoHTpono Hag Phthiraptera (Bowi). HeBuuyepnHui nepenik UMX LUKiZHWKIB
BKITIOYAE, ane HUMKM He obmexyeTbesl, Haematopinus spp. (kopoB'sua i cBuHHa Bowa), Linognathus
ovillus (Bowa oBeua), Pediculus humanus capitis (nogcbka Bowa rornosHa), Pediculus humanus
humanus (nmtoacbka Bowa HaTinbHa) i Pthirus pubis (Bowa no6kosa).

B iHWwWoOMy BapiaHTi 34iACHEHHS, BWHaxi4, OMUCAHUM Yy [AaHOMYy [JOOKYMEHTI, Moxe OyTu
BUKOPUCTaHWA Ons KOoHTponto Hag Siphonaptera (6noxu). HesBuuepnHun nepenik uux LWKIGHWKIB
BKIMOYae, ane HUMKU He obmexyeTbes, Ctenocephalides canis (6rioxa cobauva), Ctenocephalides fells
(6bnoxa koTta4a) i Pulex irritans (6rnoxa niogcoka).

B iHWwWoOMy BapiaHTi 34iACHEHHS, BWHaxXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, MoOxe O0yTu
BUKOPUCTaHWA ANs KOHTpomno Hag Thysanoptera (Tpuncu). HeBuuyepnHuM nepenik uMx LWKIQHWKIB
BKIIOYaE, ane HuMmm He obmexyeTbes, Frankliniella fusca (Tpunc TioTioHOBMI), Frankliniella
occidentalis (Tpunc kBiTkoBU 3axigHun), Frankliniella shultzei Frankliniella williamsi (Tpunc xni6HwuiA),
Heliothrips haemorrhaidalis (Tpunc TennuuHun), Riphiphorothrips cruentatus, Scirtothrips spp.,
Scirtothrips citri (Tpunc uutpycosui), Scirtothrips dorsalis (Tpunc >xoBTui 4vainHui), Taeniothrips
rhopalantennalis i Thrips spp.

B iHwoMy BapiaHTi 34INCHEHHHA, BMHaxi4, ONUCaHWA y [aHOMYy [AOKYMEHTI, Moxe OyTu
BMKOPUCTaHWU Anst KOHTponto Hag Thysanura (LWeTUHOXBOCTKM). HeBrnyepnHMi nepenik Lumx LWKigHWKIB
BKITIOYAE, ane HMMU He obmexyeTbes, Lepisma spp. (nycodHuus) i Thermobia spp. (nycodHuus
AOMaLlHS).

B iHwoMy BapiaHTi 34INCHEHHHA, BMHaxi4, ONUCaHWA y [aHOMYy [AOKYMEHTI, Moxe OyTu
BMKOPUCTaHW AN KOHTpomno Hag Acarina (3ygeHb i kniw). HeBnuepnHum nepenik uux LWKiGHWUKIB
BKITIOYA€E, ane HUMU He obmexyeTbcs, Acarapsis woodi (6oKonuHUI TpaxeanbHWi kniw), Acarus spp.
(TvpornicpoigHi kniwi), Acarus siro (3epHoBun kniw), Aceria mangiferae (kniw, mMaHroBux GpyHbLOK),
Aculops spp., Aculops lycopersici (ip>xasui kniw, Tomartis), Aculops pelekasi, Aculus pelekassi, Aculus
schlechtendali (kniwuk LnexteHgans), Amblyomma americanum (ikcogoBui kniw), Boophilus spp.
(kniwwi), Brevipalpus obovatus (opaHxeperiHa nnockoTinka), Brevipalpus phoenicis (4epBoHa i YopHa
nnockoTinka), Demodex spp. (cBepOyH kopocTsiBuin), Dermacentor spp. (kniwi 3 TBEPAUM MOKPMBOM),
Dermacentor variabilis (ikcogoBunm kniw, miHnuBun), Dermatophagoides pteronyssinus (kniwy
AomaluHboro nuny), Eotetranycus spp., Eotetranychus carpini ()koBTun kniwy naByTuHHUR), Epitimerus
spp., Eriophyes spp., Ixodes spp. (kniwi), Metatetranycus spp., Notoedres cati, Oligonychus spp.,
Oligonychus coffee, Oligonychus ilicus (kniw, naByTuHHMIA NiBaeHHMI), Panonychus spp., Panonychus
Citri (kniw, 4epBoHWM uuTpycoBun), Panonychus ulmi (kniw 4epeonun nnogosun), Phyllocoptruta
oleivora (kniw YepBoHUN LMTpycoBuii), Polyphagotarsonemun latus (kniwy, opaHxepenHnin npo3opui),
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Rhipicephalus sanguineus (kopuyHeBun cobaunin kniw), Rhizoglyphus spp. (kniw KopeHeBoi),
Sarcoptes scabiei (kniw, kopoctasuin), Tegolophus perseaflorae, Tetranychus spp., Tetranychus
urticae (3Bu4ariHUIM NaByTMHHUIA KNiw) i Varroa destructor (BapiaTo3Hui KriLy).

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BUKOPUCTaAHU Onsi koHTponto Hag Nematoda (HemaTogu). HeBuuepnHuin nepenik umx LUKIOHWKIB
BKIMOYae, ane HUMM He obmexyeTbes, Aphelenchoides spp. (napasuTytodi Ha NUCTi | BpyHbKax gepes
HemaToau i XBOWMHI HemaToau), Belonolaimus spp. (kanki Hematoam), Criconemella spp. (kinb4acTi
HemaToawm), Dirofilaria immitis (HemaToaa, Wo napasuTye B cepue cobaku), Ditylenchus spp. (cTebnosi
i umbynuHHi HemaTtogn), Heterodera spp. (umcToyTBOplOOMI HemaToaum), Heterodera zeae
(uMcToyTBOpIOIOYI  HEmMaToAM 3epHOBUX KynbTyp), Hirschmanniella spp. (kopeHeBi Hemartoam),
Hoplolaimus spp. (cnuconogibHi HemaTtogu), Meloidogyne spp. (Bynbbo4koBi Hematoam),
Meloidogyne incognita (6ynb6o4koBa HemaToga), Onchocerca volvulus (xpobak i3 rakonogiGHum
xBocTom), Pratylenchus spp. (lesion HemaToam), Radopholus spp. (3emnsaHi Hematoam) i Rotylenchus
reniformis (Hemartoaa, Wwo Mae popMy BpyHbKM).

B iHWwWoMy BapiaHTi 30iACHEHHS, BWHaXid, ONWCaAHWA Yy [aHOMYy [AOKYMEHTI, Moxe OyTu
BMKOPUCTaAHWA Ansi KoHTponto Hag Symphyla (cumdinm). HeBmnyepnHui nepenik uMX LUKIOHWKIB
BKIOYae, ane HUMK He obmexyeTbes, Scutigerella immaculata.

Ona 6inbw goknagHoi iHdbopmauii amencsa "Handbook of Pest Control - The Behavior, Life Histroy
and Control of Household Pests" 3a peaakuieto Arnold Mallis, 9-un Bunyck, BuaasHuuteo GIE Media
Inc, 2004.

CyMILWI

Heski nectmunan, Wo MoXyTb BYTU YCNILIHO BUKOPUCTaHI B CMOMYY€HHi 3 BUHAX040M, ONUCaHUM y
OAHOMY JOKYMEHTI, BKINOYAOTb, ane UMM He OOMEXYHTbCH, HAaCTYMHI:

1,2-guxnopnponat, 1,3-4MxnoprnponeH,

abamekTuH, auedaTt, auekcMHouur, auetaminpui, aueTioH, aueTonpon, akpuHadpPWH,
aKpWIoHITpWN, anaHikapb, angnkap6, angokcukap®, angpuH, anneTpuH, anocamiavH, aninkcukapo,
anbda-umnepMeTpuH, anbda-ekamsoH, anbdga-eHgocynbdaH, AK-1022, amigutioH, amigodnymer,
aMiHokap0b, amiToH, amiTpas, aHaba3uH, okcua MULI'SKY, aTuaaTioH, asagupaxTuH, asaMeTudoc,
asnHdOC eTur, a3nHAOC MeTUI, a300eH30r, a30LUMKITOTUH, a30Toar,

Bacillus  thyringiensis, ©6apito  rekcadptopcunikat, 6apTpuH, OeHknoTias, OeHaiokapb,
OeHdpypakapb, OeHomin, 6GeHokcadoc, OeHcynbTan, 6OeH3okcumar, OeH3un 6GeHsoar, GeTta-
uncpnyTpuH, 6eTta-umnepmeTpuH, bidbeHasar, GideHTpuH, BiHanakpun, 6ioaneTpuH, GioeTaHOMETPWH,
OionepmeTpuH, BicTpudnypoH, Gopakc, 6opHa kucrnoTta, 6pomdeHBiHdoc, 6pom [, GpomMuuMKneH,
opomodhoc, Gpomodpoc etun, Gpomnponinart, GydeHkapd, GynpodesuH, OyTtakapb, GytaTtiodoc,
OyTokapbokcum, 6yToHaT, GyTOKCUKapOOKCKM,

kagycadoc, KanbLito apceHar, kanbuito nonicynbdin, kamdexnop, kapbaHonat, kapbapwn,
kapbodypaH, kapboH aucynbdig, kapboH TeTpaxnopug, kapbodeHoTioH, kapbocynbdaH, kapTan,
KCMHOMETIOHAT,  XMopaHTpaHininpon,  xnopbeH3ana, xnopOiuukneH,  XnopgaH,  XITOPOEKOH,
xnopaumedopm, xrnopeTtokcudoc, xnopdeHanip, xnopdeHeTon, XxnopdeH3oH, XnopdeHcynbadia,
xnopdeHBiHOC, XxnopdryasypoH, xnopmedoc, xnopbeHsunat, 3-(4-xnop-2,6-gieTunderin)-4-
rigpokci-8-okca-1-asacnipo[4,5]aek-3-eH-2-0H,  3-(4'-xnop-2,4-gumeTtun[1,1'-6ideHin]-3-in)-4-rigpokci-
8-okca-1-a3acnipo[4,5]aek-3-eH-2-0H, 4-[[(6-xnop-3-nipuguHin)meTunlmeTunamiHo]-2(5H)-dpypaHoH, 4-
[[(6-xnop-3-nipnanHin)meTnn]umknonponinamiHo]-2(5H)-dypaHoH, 3-xnop-N2-[(1S)-1-meTnn-2-
(metuncynbdonun)etun]-N1-[2-metun-4-[1,2,2,2-teTpadptop-1-(TpudTropmeTun)etun]denin]-1,2-
OeHsongukapbokcamia, xropodopm, Xrnopmebydopm, XMOPMETIYPOH, XMOPMiKPUH, Xropnponinar,
xnopdgokcuMm, xnopnpasodoc, xnopnipudoc, xnopnipudoc-meTun, xnopTiogoc, xpomadeHosua,
uMHepuH |, uuHepuH Il, UMCMETPUH, KroeTokapO, KNOMEHTE3WH, KNO3aHTesn, KhoTiaHiguH, Migi
aleToapceHiT, Midi apceHaT, Migi HadTeHaT, Migi oneart, Kymadoc, KymiToaT, KpPOTaMiTOH,
KpoTokcudoc, KpyeHTapeH A i B, kpydomar, kpionit, uiaHodeHdpoc, uiaHodoc, UuiaHToaT,
LiaHTpaHininpon, UWKNEeTPWH, UMKIONPOTPWH, UieHonipadeH, undnymeTodeH, UnpnyTpuH,
LUUranoTpwH, LUMrekcaTuH, LMnepMeTpuH, LMEHOTPYH, LMpOMa3sunH, uuTioaT, 2-uiaHo-N-etun-4-cTtop-
3-meToKcu-6eH3oncynsoHamia, 2-uiaHo-N-eTun-3-meTokcu-6eH3oncynbgoHamia, 2-1iaHo-3-
andTopmeTokcn-N-eTun-4-gpTop-6eH3oncynbdoHamia, 2-uiaHo-3-pTOopMeTOKCU-N-eTUM-
OeH3oncynbgoHaMig, 2-uiaHo-6-gpTop-3-meTtokcu-N, N-gumeTun-6eHsoncynbgoHamig, 2-uiaHo-N-
eTun-6-pTop-3-meToken-N-meTnn-6eHsoncynsgoHamia, 2-uiaHo-3-gudptopmetokeun-N, N-gumeTun-
OeHsoncynbdoHamia.

d-numoHeH, pasomeT, DBCP, DCIP, DDT, gekapb6odypaH, genbtameTpuH, gemedioH, nemedioH
O, nemegioH C, gemeToH, gemeToH Metun, aemetoH O, nemeTtoH O meTun, gemetoH C, aemeToH C
meTtun, gemetoH C meTuncynbgoH, giadeHTiypoH, gianidgoc, aiamigadoc, OiasMHOH, AWKaNTOH,
ONXNomeHTioH, auxnodnyaHmna, AUXIopBOC, AUMKOdOM, AUMKPe3un, OUMKPOTOdOoC, AUUMKNaHIN,
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aiengpuH, aieHoxnop, andnosigasuiH, ancpnybeH3ypoH, 3-(andpropmeTun)-N-[2-(3,3-
anveTunbytun)deHinl-1-metun-1H-nipason-4-kapbokcamia, aunop, AumednyTpuH, Aumedokc,
AVMETaH, AvMeToart, AMMETPWH, OUMETWNBIHOC, AMMETWNnaH, AWHEKC, AMHOOYTOH, AuHOoKap,
AnHokap 4, AvHokap 6, OUHOCTOH, OMHOMEHTOH, AMHONPOM, ANHO3aM, OAUHOCYNbAOH, AUHOTEedYpaH,
AnHoTepboH, AgiodeHonaH, giokcabeHsodoc, paiokcakapb, giokcaTioH, AgudeHin  cynbgoH,
ancynbdipam, amcynbgoToH, autukpodgoc, DNOC, nodeHaniH, JopaMeKkTuH,

ekguctepoH, emamektnH, EMPC, emneHTpuH, eHgocynbdaH, eHAoTioH, eHapuH, EPN,
enodeHoHaH, enpMHOMEKTUH, eccpeHBarnepaT, etadoc, eTiodeHkapO, eTioH, eTUNpor, etoat MeTun,
etonpocdoc, etnn DDD, etun copmiat, etnneH gubpomia, eTuneH puxnopua, eTuneH okcug,
eToeHnpokc, eTokcason, eTpumdoc, EXD,

F1050, damdyp, deHamicboc, eHasadnop, deHasakcuH, deHbyTatuH okcung, eHxnopdoc,
deHeTakapb, peHdpnyTpuH, PeHITPoTIoOH, deHobykapb, deHoTiokapb, deHokcakpum, heHoKcHKapo,
deHnipuTpuH, heHnponatpuH, deHpupokcumat, peH30H, PeHCYNbdOTIOH, PEHTIOH, DEHTIOH eTun,
deHTpucbaHin, deHBanepat, doinpoHin, FKI-1033, dnoHikamig, dnyakpunipum, dnyasypoH,
dnybeHgiamia, dnydbeH3umiH, dnykodypoH, NYLMKITOKCYPOH, nyunTpuHaTt,  dnyeHTun,
dnydeHepum, dnydeHoKkcypoH, dnydeHnpoke, hnymeTpuH, dnyopbeHauna, dnysaniHat, doHodoc,
dopmeTaHaT, dopMoTioH, ¢opmnapaHaT, ddocmeTunaH, docnipaT, docrTiasaTt, ¢docTieTaH,
docTieTaH, dypaTiokapb, dypeTpuH, pypdypan,

ramma-uuranoTpuH, rama-HCH,

randgeHnpokc, ranodeHosng, HCH, HEOD, rentaxnop, renteHodoc, retepodoc,
rekcacpnymypoH, rekcutiasokc, HHDN, rigpameTunHoH, UiaHig BogHto, rigponpeH, rikcnHkapo,

imitiadpoc, imigaknonpua, iMigaknoTus, iMiNPOTpuWH, iHAQoKcakapb, nogmetaH, IPSP, isamigodoc,
i3asodpoc, i3obeH3aH, i3okapbocpoc, i3oapuvH, i3odeHdoc, i3onpokapd, isonpoTionaH, i3oTioart,
i30KCaTiOH, iBEPMEKTUH

XacmoniH |, xxacmonin |, nogdeHdoc, 1OBEHINbHWUIA FOPMOH |, 0BEHINbHWUI TOPMOH |l, t0BEHiNbHWIA
ropmoH lll, JC118,

KeneBaH, KiHOMpPeH,

nambga uuranoTpuH, CBMHLIKD apceHaT, neniMekTuH, nentodoc, niHaaH, nipumdoc, nydeHypoH,
niTuaaTioH,

ManaTioH, ManoHobeH, Ma3naokc, mekapbam, mekapgoH, MeHa3oH, MedocdonaH, pTyTi Xnopua,
MecynbdeH, MecynbdeHdoc, MeTadnyMmi3oH, No3Ha4ykaM, MeTakpudgoc, metamigodoc, MeTnaaTioH,
MeTiokapb, MeToKpoTodhoC, METOMIN, METOMPEH, METOKCUXIIOpP, MeTOKCcMdeHo3na, meTun Gpomia,
MeTun i3oTiouiaHat, MeTunxnopodopM, MeTuneH  xnopug, MeTtodnyTpuH,  MeTonkapb,
MeToKcafia3oH, MeBiH(oc, Mmekcakapbat, MinbemMekTnH, MinbemiunH okcum, minadoke, mipekc, MNA,
MOHOKPOTOGOC, MOPKOTIOH, MOKCUOEKTUH,

HadTanodoc, Hanea, HadTaneH, HepeicTokeuH, N-eTun-2,2-gumeTunnponioHamig-2-(2,6-gmuxnop-
a,a,a-TpudTop-N-TONIN)rigpasoH, N-eTun-2,2-guxnop-1l-metunuuknonponaH-kapbokcamia-2-(2,6-
ANXNop-a,d,a-TpudTop-N-ToNIN)rigpasoHHIKOTUH,  HicbNypuauMa, HIKOMIUWH, HiTeHnipam, HiTiasuH,
HiTpMnakap©®, HOBarNypoH, HOBIChYMYPOH,

oMeToaT, OKCaMmin, OKCUAMETOH MeTuM, okeuaenpodoc, oKCMaNCYnNbEOTOH,

napaguxnopbeH3on, napaTioH, napaTioH MeTun, pPeH@NYPOH, NMeHTaxnopdeHos, NeHTMETPWH,
nepMeTpuH, eHkanToH, eHOTPUH, doeHToaT, dopaT, docanoH, docdonaH, dpocmeT, OCHIXNop,
docdamigoH, docdiH, docdokapd, dokcmm, dokcum MeTun, nineporin 6ytokeua, nipumeTtadoc,
nipumikap6, nipumicdoc etun, nipumicpoc meTwn, Kanito apceHiT, kanito TiouiaHat, nn' O, npaneTpuH,
npekoueH |, npekoueH Il, npekoueH I, npimigocdoc, npoknoHon, npodeHodoc, NpPodnyTpuH,
npomMauun, npomekap6, nponadoc, nponaprit, nponetaMmdoc, NPONoKCyp, NpoTuaaTioH, npoTiodoc,
npotoart, npoTpudeHbyT, nipaknodoc, nipadnynpon, nipasodoc, nipecMeTpuyH, NipeTpuH |, nipeTpuH
Il, nipngabeH, nipuganin, nipmgadeHTioH, nipndnykcMHasoH, nipumigudeH, nipuMiTaT, nipunpon,
nipunpoKkcudeH,

Kuma, ryaccia, xiHandgoc, xiHangoc, xiHangoc MeTun, XiHOTiOH, KBaHTUdiec,

padoKkcaHig, peCMeTpuH, POTEHOH, piaHia,

cabaguna, ckpagaH, cenamekTuH, cunadryodeH, HaTpito apceHiT, HaTpito cnyopua, HaTpito
rekcadtopcunikaTt, HaTpito TiouiaHaT, codpamig, cniHeTopam, chniHocad, cnipoguKodeH,
cnipomecudpeH, cnipoTeTpamat, CynbKOYpoOH, cynbdipam, cynbdnypamia, cynbdorten,
cynbdokcadnop, cipka, gTopua cipkn, cynsnpodoc,

Tay-gnyeaniHat, Tasumkapb, TDE, T1ebydeHo3mg,  TebydeHnipag,  Tebynipumdoc,
TednybeH3ypoH, TednyTpuH, Temedgoc, TEPP, TepanneTtpuH, TepOydoc, TeTpaxnopeTaH,
TeTpaxnopsiHdoc, TeTpagudoH, TeTpaMeTpuH, TeTpaHakTWH, TeTpacyn, TeTa-unnepmeTpuH,
Tiaknonpug, TiameTokcaMm, TUKpodboc, TiokapOGokcum, Tiouumkriam, Tioamkapb, TiodhaHOKC, TIOMETOH,
TiOHa3WH, TIOXIHOKC, TiocynbTan, TYPUWHriEHCUH, TondeHnipan, TpanoMeTpuH, TpaHCAYTPUH,
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TpaHCNepMeTpuH, TpuapaTteH, TpuasamaT, Tpuasodoc, TpUxNopdoH, Tpuxnopmetadoc 3,
TpuxnopoHart, TpudeHodoc, TpPUnyMypoH, TpumeTakapb, TpunpeH,

BaMigoOTIiOH, BaHininpon, septuuunig

XDE-208, XMC, kcununkap6,

3eTa-umnepMeTpuH i 3onanpodoc.

Kpim TOro, MoXxyTb 6yTM BUKOPUCTaHI Oyab-siKi CNONy4YeHHs1 BULLLEBKa3aHUX NecTUUniB.

BuHaxig, onucaHui y gaHOMY AOKYMEHTI, MOXe OyTW TakoX BUKOPUCTaHUMIA 3 repbiumaamm i
dyHriumaamm, K 3 METOK eKOHOMII, TaK i Yepes CUHepPri3M.

BuHaxig, onvcaHuin y gaHOMy OOKYMEHTI, MoXe OyTU TakoX BMKOPUCTaHWUN 3 MPOTUMIKPODHMMMU,
OaktepuungHumMmn,  gedoniaHTHUMK,  3aXUCHUMW  areHTaMu, CUHepreTMkamn,  anbriumgamu,
aTpakTaHTamu, AecukaHTamu, (epoMoHamMu, penerneHTamu, po3vvHamu ans obpobku TBapuH,
3acobamn  Ons  BUHWLLYBaHHA nTaxiB, [AesiHdekytoummy 3acobamu, XiMiYHHUMU  CUrHaNbHUMMU
peyoBMHaMu i 3acobamu AN 3HULLEHHSA MOMOCKIB (Ui KaTeropii He 0BO0B'A3KOBO B3AEMHOBUKIOYHI),
SIK 3 METOK EKOHOMIi, TaK i Yepes3 CUHEPri3M.

3 MeTo ofepxaHHSA GinbLoi iHdopmauii, aneucs aokymeHT "Compendium of Pesticide Common
Names", po3miweHnn Ha canTi http://www.alanwood.net/pesticides/index.html sik gaty nogadi gaHoro
aokymeHTta. Takox gusucsa "The Pesticide Manual” 14™ Edition, edited by C D S Tomlin, copyright
2006 by British Crop Production Council.

CUHEPTIYHI CYMILWI

BuHaxig, onucaHuii y gaHoMy OOKYMEHTI, MOXe BGyTu BUKOPUCTaHUIA pa3oM 3 iHLLIMMUK CMoJTyKamu,
TakMMy SK 3asHadveHi B posgini "Cymiwi", 3 yYTBOPEHHSM CWUHEPriYHMX Cymiwen, Ae MposiBu
aKTMBHOCTEWN CMONykaMu B CyMillli € OAHAKOBMMMW, NOAIGHUMUN abo BigMiHHUMU.

Mpuknagm NposiBy akTUBHOCTI BKIHOYalOTb, ane UuM He OBMEXyTbCH: iHribIiTop aueTunxoniH
ecTepasu; MOAynATop HaTpieBUX KaHanie; iHribiTop GiocuHTesy XxiTvHy; aHTaroHicT TAMK-3anexHoro
xnopugHoro kaHany; GABA | aroHiCcT rnioTamar-3anexHoro XropuaoHOro KaHany; aroHicTt
aLeTUnxoniHoBMX peuenTopTopi; iHri6iTop MET I; iHri6iTop Mg-cTumynboBaHoi ATdasu; HIKOTUHOBUNI
aLeTUNXomiHOBUIA PeLEeNnTop; PYMHIBHUK KNITUHHUX MemOpaH LNyHKa; | PYAHIBHUK MeXaHiaMy
oKCcMaaTUBHOMO hocdopmnyBaHHS.

Kpim TOro, sik cMHepreTukn BifOMi HACTYMHiI CMOMYKN i BOHU MOXYTb OyTW BMKOpPUCTaHi pa3oM 3i
crnonykamu 3a JaHuM BMHaxXo4OM B AaHOMY AOKYMEHTI: ninepoHin 6yTokcua, ninpotanb, Nponin isom,
ce3aMekc, ce3aMoniH i cynbgokeua.

MPENAPATU

Mectuuman pigko nNpuaaTHi ANs HAHEeCEHHS X Yy Ynctomy Bumsgi. 3smyanHo ByBae HeobXigHUM
A0AAaTU iHLWY pevoBuHy, Wob nectuumg MoxHa 6yno BUKOPUCTOBYBATM B HEOOXIAHIN KOHUEeHTpauii 1 y
NPUAHATHOMY BUIMAAi, WO A03BOSISIE CIPOCTUTM HAHECEHHS, MOBOKEHHSA 3 HUM, TPAHCMOPTYBAHHS,
30epexeHHs, a Takox 30epiraty MakCUMyM MECTUMLMAHOI aKTUBHOCTI. TOMy necTuuMan BBOAATb L0
ckrnagy npenaparTiB, Harnpuknag, npUMaHoOK, KOHLEHTPOBaHWX eMYnbCill, MOPOLLKIB, eMYrbCiINHUX
KOHLIeHTpaTiB, (pymiraHTiB, renis, rpaHyn, Mikpokancyn, npoTpyMHUKIB OfS HACiHHS, KOHLEHTpaTiB
CYCMEHSiN, CycrnoemMynbcii, TabneTok, BOAOPO3YMHHMX PiAWH, AMCMEProBHMX Yy BOAI rpaHyn abo
CUNY4YMX MOPOLLKIB, 3MOYYyBarbHUX MOPOLLKIB i pO34MHIB yNbTpamaneHbKoro oocsry.

Binbw aetaneHy iHpopmauito 3 BUAiB npenapaTiB AMBuca B MoHorpadii "Catalogue of pecticide
formulation types and international coding system" Technical Monograph n°2, 5™ Edition by CroplLife
International (2002).

Mectuumam HaWbinbl YacTO HAaHOCATb y BUMMAAI BOAHMX CyCneHsin abo eMynbCiii, ogepXyBaHnX
BMXOOAYM 3 KOHLIEHTPOBAHMX MpenapariB uux nectuumgis. Taki BOOOPO3YMHHI, CycrneHAoBaHi abo
€eMynbroBaHi y Bofi npenapaty sBnATb coboww abo TBepai NpoayKTW, 3BMYAMHO BiOOMI K
3MOYyBarnbHi NOPOLWKK, abo AncneprosaHi y BoAi rpaHynu abo pignHu, 3BUYanHO BiAOMi SIK eMYIbCilHi
KOHUEeHTpaTn abo BoAHi CycneHsii. 3moyyBaHi MNOPOLIKM, WO MOXYyTb OyTM CKOMNaHoBaHi B
AVCneproBaHi y BOAI rpaHynu, MICTATb rMMOOKY CyMill necTtuumgy, HOCis i NOBEepXHEBO-aKTUBHOI
peyoBMHU. KOHUEHTpaLUis necTuumay 3BnyYamHO CTaHOBWUTL Big npmbnusHo 10 % o npmbnmsHo 90 %
no maci. Hocin 3suyanHo BubmpatoTb 3 atanynbriToBUX MNH, MOHTMOPWUIOHITOBUX MWH, AiaTOMIBUX
3eMenb abo ounlleHMx cunikaTiB. EQeKkTMBHI NOBEpPXHEBO-aKTMBHI PEYOBMHM, WO MICTATb Bifg
npmbnumaHo 0,5 % po npubnusHo 10 % NOpPOLUKIB, WO 3MOYYOTbCH, MOXHA 3HaWTU cepen
CynbipoBaHUX  MirHiHiB, KOHAEHCOBaHUX  HadTaniHcynboHaTiB, HadpTaniHcynbgoHaTIB,
ankinbeHsoncynbgoHaTiB, ankincynbgariB i HEIOHHUX MOBEPXHEBO-aKTUBHUX PEYOBUH, TaKuX SK
€TUNEeHOKCUAHI agyKTu ankingeHonis.

EMynbroBaHi KoHUEHTpaT NecTuumaiB MiCTATb NpuaaTHY KOHUEHTpaLito nectuumay, Taky K Big
npnbénusHo 50 go npmbnmnsHo 500 rpam Ha NiTp piavHW, PO34YMHEHOI B HOCII, WO ABnsie coboto abo
PO34YMHHMUK, LLIO 3MILLYETLCSA 3 BOAOH, ab0 CyMilll OpraHiyHOro po34mMHHMKA, LLO 3MILLYETLCSA 3 BOOOH), i
emMynbratopis. BUKOpMCTOBYBaHI opraHiyHi pO3YMHHMKM BKIOYAKOTb apoMaTuhyHi, 0CoBMBO KCUnonum,
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neTponeriHi pakuii, 0cobnMBo BMCOKOKUMNAYI HadpTaniHOBI M onediHOBI YaCTUHM NeTponeyMmy, Taki
AK BXXKUIN apoMaTUYHMI NirpoiH. MoxyTb 6YTM BUKOPUCTaHI TakoX iHLWi OpraHiyHi PO34MHHMKM, Taki K
TEpPNEeHOBI PO3YMHHUKK, BKIIHOYaKOYM noxigHi kaHidoni, anidaTuyHi KETOHW, Taki SK LMKIOreKCaHoH, i
3MilWaHi cnmpTn, Taki gk 2-eTokcieTaHon. lNpuaatHi emynbratopy Ons emMynbCitHUX KOHLUEHTpaTiB
BMOMpaoTh i3 3aranbHOBIAOMUX @aHIOHHWX i HEIOHHUX MOBEPXHEBO-AKTUBHMX PEYOBWH.

BogHi cycneHsii MicTATb HEpPO3YMHHI Yy BOAI mecTuuman, OMcneproBaHi y BOAHOMY HOCII npu
KOHUEeHTpauii B 30Hi Big npubnunsHo 5 % o npmbnumaHo 50 % no maci. CycneHsii ogepXyoTb LMSXOM
TOHKOro nomeny nectyMumagy W €eHeprintHoro 3millyBaHHA KMOro 3 HOCIEM, WO MICTUTb BoAy |
NOBEPXHEBO-aKTUBHI peyoBUHW. [N MiABULLEHHSA TYCTUHM | B'A3KOCTI BOOHOrO HOCIA MOXYTb OyTu
TakoX [0OaHi JOoO4aTKOBI KOMMOHEHTU, Taki K HEOpraHiyHi coni i CMHTEeTUYHI abo NpuUpoaHi CMOnMW.
Yacto ©OyBae Hanbinblw edekTMBHe noApiGHIOBAHHA | 3MillyBaHHA necTuuuay 3 OAHOYACHUM
ofepXaHHAM BOAHOI CyMilli i roMmoreHisauieto il B anapari, Takomy siK NiCKOBUW MITUH, KyNbOBUIA MIVH
abo romoreHisaTop NOPLLUHEBOro TUMY.

MecTumam Takox MOXYTb BYTW HaHeceHi y BUrMsAi rpaHynNbOBaHMX KOMMO3ULIN, WO € 3PYYHUM
npuv NPakTUYHOMY HaHECEHHi Ha r'pyHT. [paHynboBaHi KOMMNO3WLUii 3BUYAHO MICTATb Big NPUOIM3HO
0,5 % po npubnusHo 10 % no maci nectvuMay, AUCMNEProBaHOro B HOCIi, WO MICTUTb rnMHY abo
noAioHy pedoBuHY. Taki KOMMNO3MLIT 3BUYAAHO OAEPXKYIOTb PO3YMHEHHSIM NecTuumay B npuaaTHoOMY
PO34YMHHUKY i HAaHECEHHSIM MOro Ha rpaHynbOBaHWIA HOCIN, wWo OyB nonepedHbO ogepXXaHwun i3
npuaaTHUM po3MipOM YaCTUHOK, B 30HI Big npubnusHo 0,5 go 3 mm. Taki koMnoauuii MoXxyTb OyTH
TaKoX yBe[eHi 0 ckragy npenapary LUMsSXOM BUFOTOBIEHHS T'ycTOl Macu abo nacTu 3 HOCisl | CNonyKu
i nogpibHIOBaHHSA i | BUCYLLYBaHHS 3 ogepXaHHAM Ga)kaHOoro po3mipy rpaHyrnibOBaHUX YacTUHOK.

Oyctn, WO MIiCTATb necTuumi, OAEPXYylTb peTernbHUM  3MillYyBaHHAM  nectuumMay B
nopoLukonogibHomy Burnsai 3 NpuMaaTHUM CiflbCbKOrOCMOAApChKMM HOCIEM OMsi OYCTiB, TakuMX $K
KaoniHoBa rnuHa, 3emMnsaHa ByfkaHiYHa nopofa Towo. [ycTn npuaaTHUM YMHOM MOXYTb MICTUTU Big
npmbnumaHo 1 % go npubnusHo 10 % nectuunay. BoHn moxyTe ByTn HaHeceHi y Burnsagi gobpus ans
HaCiHHs1 b0 LWNAXOM 3anuineHHs NUCTS 3a A0NOMOrOK MaLLMHW, Lo pPO3MNopoLUye AyCT.

Tak camo 3py4yHUM € HaHeCeHHs nectuumay y BUrnsadi po3unHy B NpuaaTtHOMY oOpraHiyHOMY
PO3YMHHWMKY, 3BUYANHO MNETPONEenHOi Onil, Takol HK Oonis Ana po3nNUMeHHs, Lo LMPOKO
BUKOPUCTOBYIOTLCA B CiNlbCbKOrocnoaapchbKin Ximii.

Mectuuman TakKoX MOXyTb OyTM HaHeceHi y BUMMSAA4i aepo30rnbHOi KOMMo3uuii. Y Takmx
KOMMO3WLifX MecTuumg po3vmHATbL abo AUCNepryloTb Y HOCIi, Wo ABnsie cobok cymiw y BUrnaAgi
CTUCHYTOI MiA TUCKOM pigWHWM ANS aepo30fbHOro NPUCTPOK. Aepo3osibHa KOMMO3MLiS MICTUTLCS B
KOHTENHep, 3 SIKOro CyMilll MOAAETLCA Yepes po3numioBarbHUA KrnanaH.

MecTumMaHi NPUMaHKN BUrOTOBNSAIOTE, KONMW NecTuumng 3MiliaHun 3 keto abo atpakTtaHTom, abo 3
HUMK oboma. Konu LWKigHMKK NoigaTb NPUMaHKy, BOHU TaKOX MOrMuHaTb nectuuma. MpumaHku
MOXYTb NpuMaTtn opmy rpaHyn, renis, cUny4mx MOpPOLLKIB, pignH abo TBepAux NpoaykTiB. BoHwu
BWKOPUCTOBYIOTLCH B MiCUAX MELUKaHHSA LLUKIAHWKIB.

PymiraHTn ABnNSATL COOOK MecTUUUan, WO MakTb BiQHOCHO BUCOKMI TUCK Napw i TOMy MOXYTb
icCHyBaTM y BUMMSAAi rasy [AOCTaTHbOI KOHUEHTpauii Ans 3HWUWEHHS LWKIAHUKIB Ha r'pyHTi abo
npunaraynx 3oHax. TOKCUMYHICTL dhyMiraHTa nponopuiiHa Noro KoHueHTpauil i yacy Bnnvey. BoHu
XapakTepusylTbCA rapHOK 3AaTHICTIO 00 Andysil | AiloTh LWASXOM MNPOHUKaAHHA B pecnipaTopHy
cucTeMy LUKIAHMKIB abo agcopOyBaHHAM 4vepe3 KYTUKYNW LUKIAHWKIB. Ons 3HMLWEHHS LWKIOHWKIB Y
npoaykTax, wo 36epiraloTbCs, PymiraHTM 3aCTOCOBYIOTb Y BUMMSAAI rasiB Mig rasoHenpOHWKHUMMU
nniBkamu, y repMeTUYHUX AN NPOHUKHEHHS rasiB NpuMilLeHHsAX abo y creujianbHMX Kamepax.

Mectuumam MoXyTb BYTU MIKPOIHKANCyNbOBaHI LLMSAXOM CycrneHAyBaHHS YacTMHOK abo Kpanenbok
necTvumaiB y nnactuyHi nonimepu pisHux BuAais. LLUNAXom BHECEHHS 3MiH y cuHTE3 nonimepy abo
3MIHIOIOYM YMOBM NPOBEOEHHS MNpoLUecy, MIKpoKanCynun MOXyTb OyTu ogepxaHi pisHMX po3mipis,
PO34YMHHOCTI, TOBLUMHM CTIHOK i CTyneHs NPOHUKHOCTI. Lli dhakTopy Bu3Ha4alTb LWBUAKICTb, 3 AKUM
aKTMBHUWI iHIPEdIEHT, WO 3HAXOAWUTbLCHA ycepeauHi Mikpokancynu, Oyae BUBINbHATUCS, WO, Y CBO
yepry, BMNMBaE Ha KiHLEBWUIA pe3ynbTaT, TOOTO Ha WBUAKICTL Aji | Ha 3anax NpoaykKTy.

Macnopo3umHHi KOHLLEHTpaTU BUrOTOBMSOTL LUMASXOM PO3YMHEHHS NECTULUAY B PO3YUHHUKY, LLO
Oyae yTpuMyBaTu nectuuug y posdmHi. MacnsiHi po3ymHu nectmumay 3su4anHo 3abesnevyroTb OinbLu
LWBMAKE YPaXEHHS | 3HULLEHHS LUKIOHUKIB Y MOPIBHAHHI 3 iHWMMKW npenapataMu, 3aBAsiku TOMY, LWO
caMi PO34YMHHUKM MatoTb NEeCTULMOHY Ao, @ PO3YMHEHHSI BOCKY, LLIO MOKpMBA€E OBOMOHKY, 36inbLUye
LWBMAKICTE BNAUBY nectuuumay. IHWi nepeBary MacnsiHUX pPO34MHIB BKINIOYAKOTb KpaLly CTINKICTb Npu
30epexeHHi, Oinbll nerke NPOHWMKHEHHS B LWINWMHKM i Oinbll BUCOKY afresitd Ha 3abpygHeHunx
NOBEPXHSAX.

IHWKMM BapiaHTOM 34iNCHEHHS € eMyrbCisi Onii-B-BOAi, A€ €MYnbCiss MICTUTb MacnsHi rnodynm,
KOXXHa 3 SKMA Mae LapyBaTe pigke KpucTaniyHe NOKpUTTS, | AKi AucneproBaHi y BOAHIN dhasi, npu
LUbOMY KOXHa MacnsiHa rnobyna MiCTUTb LWOHaMMeEHLLEe OOHY CMOJYKY, WO € CiMbCbKOrOCnog4apChKo
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aKTUBHOIO, i iHOMBIAYaNbHO NOKpMUTa MOHOLIAPOBMM abo onirowapoBuUM MOKPUTTAM, LLO MICTUTL: (1)
LLIOHaMeHLLEe OAUH HEIOHHWA NINOMiNbHUA NOBEPXHEBO-AKTUBHUIM areHT, (2) LoHaWMeHLle OAMH
HEIOHHWUI TiaPOMINbHUIA NOBEPXHEBO-AKTUBHUIM areHT i (3) WoHaMeHLe OAMH iOHHUI MOBEPXHEBO-
aKTUBHUIM areHT, Ae 3asHadeHi rmodbynu MarTb diameTp 4YacTuHok MeHwe 800 HaHoMeTpiB.
HopatkoBa iHhOopmauisi 3 AaHOro BapiaHTa 34iMCHEHHS PO3KpuMTa B NaTeHTHin nybnikauii U.S.
20070027034, onybnikoeaHrin 1 ntoTtoro, 2007, mMae cepiiHUN HOMep naTeHTHOI 3asBku 11/495228.
[nsa 3pyvyHOCTi 3ragyBaHHA OAHOro BapiaHTa 34iACHEHHS, Aani BiH 6yae BkasyBaTtucs sk "OIWE".

Ina opgepxaHHs GinbLioi iHpopmadii gueucsa "Insect Pest Management” 2" Edition by D. Dent,
copyright CAB International (2000). Kpim Toro, 6inbLwu goknagHa iHgopmauii BuknageHa B nyonikadii
"Handbook of Pest Control - The Behavior, Life Histroy and Control of Household Pests" by Arnold
Mallis, 9™ Edition, copyright 2004 by GIE Media Inc.

IHLWI KOMMOHEHTW MPENMAPATIB

3BMYaMHO Mpu BUKOPUCTAHHI npenapaTy, BIiAMOBIAHO A0 BMHaxo4y, OMNWCAHOr0 B AaHOMY
OOKYMEHTI, Takun npenapart TakoX MOXe MICTUTU iHLWi KOMMAOHEHTU. Lli KOMNOHEHTM BKMOYalTh, ane
UMM He O0OMexyTbcsd, (Ue He BUYEepPrnHUMIA | He B3aEMOBUKITOYHMIA MNeperiik) 3BOMoXKyBaui,
NOBEPXHEBO-aKTUBHI PEYOBUHW, KNelKi pevyoBUHU, MigcumtoBaYi NPOHMKHOCTI, Oydepwn, posnywysadi,
areHT, WO 3MEHLWYTb 3anufeHHs, areHTu, WO nNiABULYTb CYMICHICTb, NPOTUBOCHIHIOBAIIbHI
areHTW, ouullyBanbHi areHTM | emynbratopu. Hesenuka 4YacTMHa KOMMOHEHTIB OnucaHa
De3nocepeaHbO HIDKYE.

3BONOXKYIOUUNI areHT sBNsie OO0 PEYOBMHY, LLIO NPY A0L4ABaHHI A0 PiaVHM 30iMNbLUYE NOLUMPEHHS
abo MNPOHWKHEHHSI MOPOLLKY B PiOUHY LWIASXOM 3HWXEHHS MiK(a3oBOro HaTtary MK piguvHOM0 i
NOBEPXHELD, Ha SKY MOro HaHOCATbL. B arpoximiyHux npenapartax 3BOMOXYHOYi areHTU BUKOPUCTOBYIOTb
Mo ABOX OCHOBHMX MPU3HAYEHHSAX: Y NPOLECi OAepXKaHHS | BATOTOBNEHHSA Ans 36inbleHHs WBMAKOCTI
3MOYYyBaHHS MOPOLLKIB BOAO MPW rOTYBaHHI KOHLEHTPATIB ANSA PO3YMHHMX Pigknx abo CycneHsinHmx
KOHUEHTpaTiB; i B NpoUeci 3MillyBaHHS MPOAYKTY 3 BOAOK B KOHTEMHEPI AN CNpeto Ans 3HWKEHHS
Yyacy 3BOJIOXXEHHSA MOPOLLKIB, LLIO 3MOYYHOTLCS, | MOCUMNEHHS NPOHUKHEHHSA BOAW B AUCMNEProBaHi y BOAi
rpaHynu. [lpuknagamu 3BOMOXYKOYMX areHTiB, BWKOPUCTOBYBAHMX Yy Takux mnpenapatax sk
3MOYLBanbHi MOPOLUKW, CYCMEH3INHI KOHUEHTpaTWM i gucneproBaHi y BoAi rpaHynu, €. HaTpin
naypuncynbsdaT; HaTpii OIOKTUNCYynNbOCyKUMHAT;, ankin deHon eTokcunath; | eTokcunaTtu
anidgaTUyYHUX cnnpTiB.

Avcneprytounin areHT sBnsie coboko peqoBUHY, WO abcopbyeTbcs HA NMOBEPXOBOCTI YACTMHOK i
gonomarae JyactkvHam 36epertu ctaH AUCNEepCii  OXOPOHSIE X Big NOBTOPHOI arperauii. Jucneprytoui
areHTW foAaloTb A0 arpoxiMivHMX npernapaTiB Ans nonerweHHs AMCMepryBaHHs i cycneHayBaHHA B
NPOLIECi FTOTYBaHHS, @ TAKOX AJ115 rapaHTii TOro, WO YaCTUHKM 3HOBY OUCNEPrYyIOTbCA Y BOAI B EMHOCTI
ansa crnpeto. BOHM LWMPOKO BUKOPUCTOBYHOTHCS B 3MOYYBAHMX MOPOLLKAX, CYCMEH3IMHMX KOHLIEHTpaTax
i B OucneproBaHux Yy Bofi rpaHynax. [oBepxHeBO-aKkTUBHI PeYOBUHW, LLIO BUKOPUCTOBYIOTBCH $IK
AVCNeprytoydi areHTn, MaloTb 34aTHICTb abcopbyBaTmca Ha NOBEPXHi YAaCTUHOK | 3a6e3neYytoTb iOHHWI
abo ctepuyHuii BGap'ep Ons NOBTOPHOI arperauii YacTUHOK. HaibGinbl WMPOKO BUKOPUCTOBYBAHMMM
NOBEPXHEBO-AaKTUBHMMMW PEYOBMHAMW € aHiOHHIi, HeioHHi abo cymiwi obox umx BuAiB. Y BuUNagky
npenapaTiB Ha OCHOBI 3MOYyBaHWX MOPOLLKIB, HANBINbLL LUIMPOKO BUKOPUCTOBYBAHUMU AUNEPTYIOYNMHA
areHTamu € nirHocynb@oHaTn HaTpito. Y BUNaAKy CyCNeHs3inHNX KOHUEHTPaTIiB, OyXe rapHi NoKasHMKU
abcopbuii i cTabinisauii ogepxxyBanu, BUKOPUCTOBYHOYM MOMIENEKTPONITH, TakKi AK KOHOEHcaTu HaTpin
HadpTaniH cynbcoHaTt dopmanbgerigy. Takox BVKOPUCTOBYIOTBHCS
TpuctupundeHoneTokcunatocdaTHi  edipn. HeioHHI NoBepxXHEeBO-aKTUBHI PevYoBUMHU, Taki £K
KoHAeHcaTn ankinapunetuneHokenay i EO-PO GnokcniBnonimepu, iHOAI NOEAHYOTE 3 A@HIOHHUMMU
NMOBEPXHEBO-AaKTUBHUMU PEYOBMHAMMN SK OUCNEPTYIOUMMW areHTamu ans CyCneHsinHUX KOHLEeHTpaTIB.
HepmaBHo sik gucneprytodi areHTu 6ynyM po3pobrneHi HOBi TUNKU MOMIMEPHNX MOBEPXHEBO-AaKTUBHMUX
PEYOBUH 3 AyXKE BUCOKOK MOSEKYMSIPHOK Macokw. BoHM MalTb ayxe [OBrMMKU TigpodobHMMMK
"KiCTAKK" | BENWKUM 4YUCIIOM EeTWUIEHOKCUAHMX FaHuUoriB, WO YTBOPKOWTL "3youn" "rpebeHis”
NOBEPXHEBO-aKTUBHMUX PEYOBUH. Lli nonimepn 3 BMCOKOK MOMEKYNSIPHOK Macok MOXYTb AoAaBaTwu
AyXe rapHy TpuBany cTabinbHICTb CyCNeH3iMHUM KOHLEHTpaTaM, OCKinbku rigpodobHi KicTskn MarTb
farato TOYOK MpPUEAHAHHS Ha MNOBEPXOBOCTI 4YacTWMHOK. [puknagamy [UCNEPTYYMX areHTiB,
BMKOPUCTOBYBAHMX B  arpoxiMiyHMX npenapaTtax, €: HaTpin  nirHocynboHaTh;  HaTpin
HadpTaniHcynbdoHaT ¢opManbaeriaHi KoHaeHcaTn; TpucTupundeHoneTokeunat docdatHi edipy;
eTokcunaTti anidatuyHmMx cnupTiB; ankinetokcunatu; EO-PO 6Grnok cniBnonimepwu; i rpadt
cnisnonimepu.

Emynbrytounin areHT siBrisie co00l0 peyvyoBUHY, L0 CTabinidye kpanenbku CycrneHsii ogHiel pigkoi
dasn B iHWIN pigkin dasi. bes emynbryto4oro areHTa Asi piguHn mornu 6 po3ginuTucs Ha ABi pigki He
3MilWyBaHi pasu. Hambinbw 3aranbHOBIOOMI  BMKOPUCTOBYBaHIi  €MYFbIyldi  CyMilli  MIiCTATb
ankindeHon ab6o anidatndHMiA cnmpT i3 12 abo Oinbwe eTUNEeHOKCUAHMMW NaHKaMy i
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MacrnopoO34YMHHOIO KamnbLiE€BOKO Cinmo goaeunnbeH3oncynsoHOBOI KUCNOTK. B ranysi rigpodinebHoi-
ninocpinbHoi piBHoBaru ("HLB") 3HaveHHs Big 8 no 18 npupogHum cnocobom 3abe3nevyroTb rapHy
ctabinbHicTb emynbcii. CtabinbHICTL eMynbCii MoXe OyTM iHOAI MigBMLEHA LWISXOM Oo4aBaHHS
HEBEJMKOI KiNTbKOCTi MOBEPXHEBO-aKTUBHOI pe4oBUHN Ha ocHoBi EO-PO 6ok cniBnonimepa.

Conobini3ytounin areHT sBnsie cobol NOBEPXHEBO-aKTMBHY PEYOBMHY, WO Oyae yTBOpHOBATH
Miuenu y BoAi NpWU KOHUEHTpaUil BULLE KPUTMYHOT KOHLUEHTpauii MiuenoyTBopeHHda. Miuenn notim
3[aTHi po34MHATM abo contobinizyBaTv HEPO3UYNHHI Y BOAI NPOAYKTM ycepeauHi rigpodobHOoi YacTnHm
Miuenu. Tvn NOBEPXHEBO-aKTUBHOI PEYOBMHM, 3BUYANHO BUMKOPUCTOBYBAHOI Ans contobinizadii, €
HEeIOHHUM: MOHooneaTu copbiTaHy; eTokcunaTn MoHooneatu copbiTaHy; i MeTunoneaTHi eqdipu.

IHOOi BMKOPUCTOBYIOTb MNOBEPXHEBO-AKTMBHI peyvyoBUHW, abo camocTiiHo, abo 3 iHWwuMK
00OAaTKOBUMUN pevOBUHAMU, TakKMMKU SK MiHeparnbHi abo pocnuHHI onii K ag'loBaHTU Ana Cymillen B
E€MHOCTSAX ANnd cnpeiB 3 MeTol noninweHHa GionoriyHoi Aii nectuumay Ha uinb. Buam noBepxHeBo-
aKTUBHUX PEYOBMH, BUKOPUCTOBYBAHMX AN1S1 NOCUNEHHS BionoridHoi Aii, 3anexaTb, rofloBHUM YMHOM,
Big Npvpoau i Buay aii nectuuyngy. OgHak, BOHU YacTo € | HEIOHHUMW, TakuMK AK: ankin eTokcunaTy;
eToKCcUNaTU NiHIMHMX anipaTnyHMX CNUPTIB; eToKCcUNaTn aniaTn4yHNX aMiHiB.

Hocin abo pospimkyBay y cinbcbkorocrnogapcbkoMmy npenapati sBnse coboto peuqoBMHY, LWO
AodaeTbCcs A0 nectuuuay 3 ogepXXaHHsaM npoaykTy HeobxigHoi cunm gii. Hocismu 3BuuaiiHo €
PEYOBUHN 3 BMCOKOK abCOpOLUiHO 34aTHICTIO, TOAI SK po3pimXyBadamu 3BUYANHO € PEYOBUHU 3
HU3bKkot abcopbuiriHoto 3gaTHicTio. Hocii i po3pigkyBadi BUKOPUCTOBYKOTLCS B CMOSyKax Ans AycTiB,
3MOYYBaHWX MOPOLLKIB, rpaHyn i gucneproBaHnX y BoAi rpaHyn.

OpraHiyHi  PO3YMHHWKKW, TOMOBHUM YMHOM, BUKOPUCTOBYIOTLCA B CMOMyKax eMynbCinHUX
KOHUeHTpaTiB, npenapaTie ULV, a Takox BMKOPUCTOBYKOTLCH B rpaHynbOBaHMX npenapartax. IHogi
BMKOPUCTOBYIOTb CYMillli PO3YMHHUKIB. [lepwmmy ronoBHMMM rpynamm PO3YMHHUKIB € anidaTuyHi
napadiHoBi onii, Taki fK kepocuH abo ouuvweHi napadiHn. Opyry ronoBHy i Hawbinbw 4acTo
BMKOPUCTOBYBaAHY rpyny CKMafgalTb apOMaTWYHi PO3YMHHUKW, Taki sk kcunon i dpakuii Cg i Cyig
apoMaTuMYHMX PO3YMHHMKIB 3 Oinbll  BUCOKMMW  MoOMekynspHumu macamu. Komu npenapat
€MynbroBaHU y BOAi, SIK CMIBPO3YMHHMKM ONs 3anobiraHHs KpucTanisauii nectuumngis MoxyTb 6yTu
BUKOPUCTaHI ByrneBogHi. [Ons 30inblUeHHA CWUNKM  PO34YMHHWMKA iHOAI BMKOPUCTOBYHOTb  SIK
CMiBPO3YNHHUKN CNINPTW.

3rywyBayi abo xenaTtyodi areHTU BUKOPUCTOBYIOTLCS FOMIOBHMM YMHOM Y Takux npenaparax, sk
CYCMEHSiNHii KOHLEeHTpaTu, emynbCii i cycnoemynbcii, Ana mMoaudikyBaHHA abo peornorii Tekydnx
BNACTUBOCTEN PigMHKM i Ans 3anobiraHHA BigAiNeHHs | BUNagaHHa B ocaj OMCMEProBaHMX YacTUHOK
abo kpanenbok. 3rylyyBadi, XenaTyroui areHTn  aHTioCagoBi areHTV 3BUYaHO NiApO34iNsATbCs Ha
ABi KaTeropii, a came: HEPO34MHHI y BOAj YaCTUHKM i pO34MHHI y BoAi nonimepu. MoxHa npurotysatm
npernapaTn CyCrneH3iMHUX KOHLUEeHTpaTiB, BUKOPUCTOBYIOUU MMUHW i cunikareni. MNpuknagn uux suais
NPOAYKTIB, BKMOYAKTb, ane UuM He ODMEXYHTbCHA, MOHTMOPUIIOHIT, Hanpuknag, GeHTOHIT; cunikat
MarHito anoMiHito; | atanynerit. Yxe 6arato pokiB Ak 3rywyBadi abo kenmaTywodi areHTiB
BMKOPUCTOBYIOTb BOAOPO3YMHHI nonicaxapuan. Bugamym Hanbinbw 4acTo BMKOPUCTOBYBAHUX
nonicaxapugie € NPUPOAHI eKCTPaKTU HAaCiHHS i MOPCbKMX BOOOPOCTEN, ab0 BOHU € CUHTETUYHUMMU
noxigHumn uentonosu. lMpuknagn umx TUMIB NPOAYKTIB BKIMOYalTb, ane UMM He obOMeXykTbCs,
ryapoBy CMOIy; CMOMy MrodiB piXKKOBOro AepeBa; KapareHaH; anbriHaTu; MeTuUn Lennosy; HaTpito
kapbokcumeTunuentonody (SCMC); rigpokcieTnnuentonody (HEC). IHWi BMAM aHTiocagoBMX areHTiB
OCHOBaHi Ha MoAMMIKOBaHMUX Kpoxmansx, noniakpunartax, nonisiHinoBoMy CrnvpTi i nonieTuneHokcuai.
IHLLIMM rapHUM aHTiOCaZloBUM areHToM € KcaHTaHoBa cMona.

MikpoopraHiamu BMKNMKalOTb NCyBaHHA npenapariB. ToMy Anst yCyHeHHS abo 3MeHLIEeHHS IXHbOi
Ail BMKOPUCTOBYIOTbCSH OXOPOHSAIYI areHTu. [puknagn Takvx areHTiB BKMOYaKTb, ane uMMm He
0BMEXYHTbCSA: NPONIOHOBY KUCIOTY i TI HATPIiEBY Cinb; cOpbiHOBY KUCIOTY i ii HaTpieBy abo kanieBy
coni; 6eH30MHy KMCNOTY i i HaTpPiEBY Cinb; HATPIEBY Cinb M-TiAPOKCMOEH30MHOI KUCIOTHU; MeTun M-
rinpokcnbeHsoart; i 1,2-6eH3msoTiazaniH-3-oH (BIT).

[MpUCYTHICTb NOBEPXHEBO-AKTUBHUX PEYOBUH, LLIO 3HUXYIOTb MiXK(a30BUA HATAr, 4acTO BUKMUKAE
B OCHOBaHMX Ha BOAI MpenapaTax YTBOPEHHsI MiHW B MPOLECi 3MillyBaHHA Mpu iX ogepaHHi abo
HaHeCeHHi 3a JONOMOrol €MHOCTI Ang cnped. [Ang 3HWXeHHS 30aTHOCTI 4O YTBOPEHHS MiHW 4acTo
AoAaloTb MPOTUCHiHIOYI areHTn abo Ha cTagii ogepkaHHsA, abo nepen HanoOBHEHHsIM cynii. B
OCHOBHOMY, iCHye OBa BMOW MPOTUCNIHIOWYUX areHTiB, a came: CUMIKOHU i HecunikoHW. CunikoHu
3BMYANHO 4ABMAKOTb COOOK BOAHI €MyNbCil OUMETUI MOJCUIOKCaHy, TOAi K HEeCUITiKOHOBUMMU
NPOTUCMIHIOIYMMK areHTaMn € HePO34MHHI Y BOAi Onil, Taki K OKTaHos i HoHaHon abo cunikarens. B
000x Bunagkax OyHKLiE NPOTMCMIHIOIYOro areHTa € BuaasneHHsi NoOBEPXHEBO-aKTMBHOI PEYOBUHM C
MeXi po3aineHHs noBiTps-Boaa.

IOna noganbwoi iHopmauii gmeucsa "Chemistry and Technology of Agrochemical Formulation”
edited by D.A. Knowles, copyright 1998 by Kluwer Academic Publishers. Takox gusucs "Insecticides
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in Agriculture and Environment - Retrospects and Prospects" by A.S. Perry, I. Yamamoto, I. Ishaaya
and R. Perry, copyright 1998 by Springer-Verlag.

HAHECEHHA

dakTM4Ha KiNbKICTb MecTmuuay, Wo noBMHHa ByTyM HaHeceHa Ha NOKYC LUKIQHWKIB, HE € KPUTUYHOKD
i merko mMoxe OyTu yctaHoBrieHa chaxiBuem y AaHiin ranysi. 3BuyarnHo, ans 3abesneyvyeHHs rapHoro
npuayLweHHs LWKIAHWKIB, nNepegbayaeTbCs KOHUEHTpauisa nectuumay Big npubnuaHo 0,01 rpam Ha
rektap go npubnuaHo 5000 rpam nectTuumnay Ha rekrap.

Jlokyc, Ha sKui HaHOCATb nectuuug, Moxe OyTM Oyab-SKMM JTOKYCOM MELLUKaHHS LUKIOHWKA,
Hanpuknag, BpoXal OBOYiB, (PpYKTOBI i rOpixoBi AepeBa, BUHOrpagdHi BMHA, AEKOPATUBHI POCMUHW,
AOMaLUHi TBApWHHI, BHYTPIiLWHI abo 30BHILIHI NOBEPXHI BYAMHKIB | 'PYHT HaBKONO ByAMHKIB.

Lo cTtocyeTbcs NpMMaHOK, TO BOHW, FOMOBHUM YMHOM, 3HAXoOATbCA Ha I'PYHTI, Ae, Hanpuknag,
TEPMITU MOXYTb OYyTU B KOHTaKTi 3 MPUMHKOK. [TpMMaHKn TakoXX MOXYTb BYTWU HAHECEHi Ha NOBEPXHI
OyauHkiB, (ropusoHTanbHi, BepTUKanbHi abo MOxwuni MOBEPXHi) Ae, Hanpwuknag, Mypaxu, TepMmiTu,
TapraHu i Myxu, MOXYTb KOHTaKTyBaTh 3 NPUMaHKOLO.

Yepes yHikanbHy 34aTHICTb Sleub AesKUX LWKIAHMKIB NpyYaTuUcs BMAMBY Nectuungie, moxe Oytn
DOakaHVM NOBTOPHE IXHE HAHECEHHS AN 3HULLEHHS NINYUHOK, L0 3'IBNAOTLCS.

Mectuumam Anst POCNUH MOXYTb OYyTW BUKOPWUCTaHI AN 3HULLEHHS LIKIOHWKIB HAHECEHHAM SIK Ha
Ty, TaK i Ha iHWY YacTUHY pocnuHU. Hanpuknag, 3HULLEHHS KOMax, Lo XapdyloTbCs NMCTKaMKU, MoXe
OyTn 3piicHeHe WNAXoM OBGMNpPUCKYyBaHHSA, ab0 HaHECEHHsIM NpU opaHui, abo LWAsxom 00pobku
HaciHHsA nepepn nocaakoto. O6pobKy HACIHHA MOXHa 34iMCHIOBATU Ha YCiX BMAAX HACiHHSA, BKNOYaum
Ti, Y SKMX POCMMHM TEHETUYHO MNEpPETBOPEHI AN NpOosIBY ChneuianbHUX XapakTepUCTUK Mpu
npopocTaHHi. [lMpeactaBHMUbKI NpUKNagn BKAYaTb abo HacCiHHA pPOCMAMHK, WO EKCNpecylTb
TOKCUYHICTb Ao binka i/abo nogginHum PHK chipanam y 6e3xpebeTHux wkigHukiB, Takmx gk Bacillus
thuringiensis, Bt Cry TtokcuHu, Bt Vip TokcuHn, RNAI abo iHWi iHCeKTUUMOHI TOKCUHW, POCIIMHU, LLO
€KCNpeCcyTb repouuUmMaHy CTiliKiCTb, Taki Ak HaciHHS "Roundup Ready" abo pocnuHu ¢ "noknageHummn"
YYXKOPIAHUMWU FeHaMK, L0 EKCMpPEecylTb iHCEKTUUMAHI TOKCUHW, repbiumaHy CTIiRKICTb, NONINLWEHHS
XUBUNbHUX BNacTMBOCTEW abo ski-HeOyab iHWI noninweHi xapakTepucTuku. binble Toro, Taka
00pobka HaciHHS BigNoOBiAHO 4O BUHAxXo4y, ONMCaHOro y AaHOMY AOKYMEHTI, Aani nigpuye 30aTHICTb
POCIVH Kpalle NPOTUCTOATU CKNagHnMm ymoBaM pocTy. Lli pesynbTat BUSABNSAOTLCA B O340POBIEHHI i
3MiLHEHHi POCIVH, LLIO MOXe MPUMBECTM OO MiABMULLEHHSA 3iDpaHOro BpoXxato.

MoBWMHHO ByTK NErko 3po3yMminum, Lo BUHaXig Moxe OyTW BUKOPUCTaHUA HA POCINNHAX, rEHETUYHO
MOAMIKOBaHMX 3 METOK0 NPOSBY CreLianbHMX XapakTepucTuk, Takmx sk Bacillus thuringiensis, RNAI
abo iHWi IHCeKTUUMAHI TOKCMHW, abo Ha pocnvHax, WO BUABNSAKTb repbiumMaHy CTinkicTb, abo Ha
pocnuHax 3 "MoknageHumMu" YyKOpigHUMW reHamu, WO eKCNpecylTb IHCEKTUUMAHI TOKCUHW,
repbiuMaHy CTiMKICTb, MOMIMWEHHS >XUBWIBbHUX BRacTMBocTten abo aki-Hebyab iHWI noninweHi
XapaKTePUCTUKN.

BuHaxig, onucaHun y gaHOMy [OOKYMEHTi, € npuaaTtHuM Ons npuayleHHs eHgonapasuvTie i
eKTonapasuTiB B ranysi BeTtepuHapHoi abo meguumHu B ranysi yTpyumaHHs TBapuH (ski, wob 6yno
SICHiLLE, BKIMOYaTh AOMALLHIX BMXOBAaHLUiB, Hanpuknag, Kiwok, cobak i ntaxis). Cnonyku BignoBigHO
40 JaHOro BMHaxody, BUKOPUCTOBYIOTLCH 3BUYANHMMK cnocobamu, Takumu sik nepoparibHe BBEAEHHS
y BWrMAAi, Hanpuknag, Tabnetok, kancyn, MNWMTBa, rpaHyrn, HaHEeCEHHsAM Ha LWKipy y BuUrnsagi,
Hanpuknag, 3aHypeHHsl, O0OOpM3KyBaHHS CMpeeM, OONMBaHHA, 3MOYYBaHHA | NPUCUMKOKD, |
napeHTepanbHUM BBEOEHHAM Y BUMMA4I, Hanpuknag, iH'ekuii.

BuHaxig, poskputuiA y OaHOMYy [OKYMEHTi, TakoX MOXe YCMillHO BUKOPUCTOBYBATUCA MNpU
YTPMMYBaHHi AOMAaLUHIX TBapWH, Hanpwknag, BenvKoi poratoi Xyaobu, oBeLb, CBUHEW, Kypew i rycakis.
MpupaTtHi npenapaTn yBOAATb TBapuMHaM MepoparibHO 3 MUTHOK BoAow abo kopmom. [o3m i
npenapaTu, WO € NpuAaTHUMK, 3anexaTb Big BUAy TBapuHM.

Mepen Tum, gk nectyumg moxe OyTu BUKOpUCTaHMA abo KOMEpLUIHO peanisoBaHWiA, Takui
nectTuumna nigaaeTbCs OOBroTpMBaloMin npoueaypi MOro OUiHKM PisHUMK [AepXaBHUMU opraHammu
(micueBoro, perioHanbHUMK, LWTaTy, HaUiOHANbHUMMK, IHTEpHaLioHanbHUMK). BumMorn 4mcneHHux
3BO/1iB YCTaAHOBMIOOTLCA [il04MM OpraHoM Briaawu, i Npu NigroTtoBLi | HaNpPAMKY OOKYMEHTIB BOHU
NOBUHHI OYTM BpaxoBaHi 3asiBHUKOM MNPOAYKTY iHWOK ocoboto Big iMeHi 3asBHMKA NPOAYKTY AN
npoaykTy, Wo peectpyeTbes. Lli opraHm Bnagm notiM nepernsgarTb Taki AOKYMEHTU i, KO BUMOMU
[0 0Oe3nekn [oOepXKyloTbCs, BMOAKTb MOXIMBOMY KOpucTyBady abo npogaBuio [03Bin Ha
peecTpauito npoaykty. [licns uboro, y Tih MICLEBOCTI, Ae peecTpauis NpoayKTy BCTaHOBMEHa i
nigTBepakeHa, Taki KopucTyBadi abo npoaaBLi MOXYTb BUKOPUCTOBYBATM abo npogaBaty Takun
nectuyung.

3aronoBku B AaHOMy AOKYMEHTI AaHi TiNbKK ANs 3pYYHOCTI | HE MOBWMHHI BUKOPUCTOBYBATUCS AnNs
iHTepnpeTadii skoro-Hebyap oro po3giny.
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[nsa ycyHeHHs He#opO3yMiHHA, BapTo BpaxyBaTu, wo Arl iHoai BkasyoTb gk Arl onsi 3py4HOCTI
ApykapHi i opmatyBaHHs. Kpim Toro, Ar2 iHogi BkasdyloTb sik Ar2 iHOAi BKa3yoTb SK Ar2 ons 3py4HOCTI
ApykapHi i dpbopmaTtyBaHHA. [ns uiner gaHoro BMHaAxXOA4y HacW4YeHHs noABiiHoro abo noTpiiHoOro
3B'SI3KY iHLUMMKU aToMaMU po3rMnsgaeTbCsa K 3aMilLleHHS.

®OPMYNA BUHAXOOY
1. Cnonyka, sika Mae HacTynHy opmyry:
R1 R2
Ar—Het—Ar;—JILIK—Q R3
o
R4

abo 1 cinb gogaBaHHs KucnoTu abo conbearT, Ae

(a) Ary sBnsie coboto:

3aMmilweHnn deHin, ge BKasaHUN 3aMilleHUn deHin MICTUTb Big OAHOro0 A0 N'ATU 3aMICHMKIB, SKi
He3anexHo BmbpaHi 3 Ci-CeranoreHankiny i C;-CgranoreHankokcu;

(b) Het siBnsie coboto 1,2,4-Tpnasonin;

(c) Ar, aBnsie coboto heHin;

(d) J saBnse coboto NR5;

(e) L aBnsie coboto ognHapHuUI 3B'A30K;

(f) K aBnse coboro C=0 abo C=S;

(9) Q siBnsie coboto O;

(h) R1 siBnsie coboto C,-Cgankokey;

(i) R2 aBnsie coboto C,-Ceankoken abo C,-CgankeHinokeu;

() R3 siBnsie coboto C,-Cgankokey;

(k) R4 siBnsie coboto H abo C,-Cgankin; i

() R5 aBnsie coboto H.

2. Cnonyka 3a n. 1, sika siBnsie coboto NecTMuMaHO NPUARHATHY Cinb AOAaBaHHS KACIOTHU.
3. Cnonyka 3a n. 1 y dopmi conbsary.

4. Cnonyka 3a n. 1, gka sBnsie coboto

o)

5. Cnonyka 3a n. 1, ska siBnsie coboto
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6. Crnonyka 3a n. 1, sika aBnsie coboto

__N
| F EN)_@

7. Cnonyka 3a n. 1, sika aBnse coboto

OI||
o)
N >—o
/é
NH
No 2
F SN
F
o)
F F
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