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[aHnii BMHaxig CTOCYETbCA HOBUX MIKpOBIOLUMAHO aKTUBHUX, 30KpeMa, (PYHriUMAHO aKTUBHUX
eTvnamigis. [aHnin BUHaxXig TaKoX CTOCYETbCA MPOMDKHUX MPOAOYKTIB, LLO BMKOPUCTOBYETLCS Mpu
OAEpPXXaHHI UMX CMONyK, KOMMO3WLiK, AKi MICTATb Ui CMNOMAYKW, i X 3aCTOCyBaHHA B CiflbCbKOMY
rocnogapcTtei abo cagiBHMUTBI AnA OopoTbOM i3  3apaXeHHAM pocnivH  hiTonaToreHHMMK
MikpoopraHiamamu, 6axkaHo - rpubamu, abo Noro NnonepemkeHHs.

AHanoriyHi cnonyku TakoX BiAOMi B iHWMX 06OnacTax TexHiKM, Hanpuknag, 3acTOCYBaHHS
aMiHOALETOHITpUNIB B SIKOCTI iHcekTuumnais onncano y WO 03/004474.

3rigHo BMHaxoay BCTAHOBMEHO, LLO HOBi €TUMOKCMaMian MatoTb MiKpOBIiOLMAHY aKTUBHICTb. Takum
YMHOM, JaHWUI BUHAXiA CTOCYETbCS cnonyk doopmynu |

T
O-
A /N B 0,
Rs R
R 15 4
B SKil

A o3Ha4vae 5-uneHHe reTepouuKIiivyHe Kinbue, Wo MIicTUTb Big 1 A0 3 reTepoaTtomiB, KOXHUN 3 SKNX
He3anexHo BMOpaHMI 3 rpynu, IO BKMOYAE KUCEHb, a30T i CipKy, reTepoumkIivyHe Kinbue 3amiweHo
rpynamu Rs, Rg i R7;

Rs, Re i R; KOXHMIA He3anexHo o3Hayae BOAEHb, ranoreH, unaHorpyny, Hitporpyny, Ci-Cg-ankin,
C,-C,-ranoreHankin, Ci-Cy-ranorenankokeurpyny,  C;-Cz-ankokeun(C,-Cy-ankin)  abo  C;-Cy-
ranoreHankokcu-(C;-Cy-ankin) 3a ymoBwM, WO NpMHanMHi oanH 3 Rs, Rg i R; He o3Havae BogeHb;

R1, Ry, R3 i R4 He3anexHo oavH Big 0QHOro O3Ha4alTb BOAEHb, ranoreH, C,-Cg-ankin, Ci-Cq-
ranoreHankin, Cs-Cg-umknoankin, C,-Cg-ankeHin, C,-Cg-ranoreHankeHin, C,-Cg-ankiHin, C,-Ce-
ranoreHankidin, C;-Cg-ankokeurpyny, Ci-Cg-ranoreHankokcurpyny, C;-Cg-ankintiorpyny abo C;-Cs-
ranoreHankinTiorpyny;

abo R; i R, pasom os3HavatTb C,-Cs-ankineHoBy rpyny, sika € He3amilweHow abo 3amilleHor
opHieto abo binbLue Ci-Cg-ankinbHUX rpym;

abo R; i R; pa3som o3HauatoTb C,-Cs-ankineHoBy rpyny, sika € He3amileHow abo 3aMilleHor
opHieto abo BinbLue Ci-Cg-ankinbHuX rpym;

abo Rz i R4 pasom o3HauvawTbe C,-Cs-ankineHoBy rpyny, sika € He3amilweHow abo 3amilleHor
ofHieto abo Ginble C;-Cg-ankinbHuX rpym;

R15 03Ha4yae BogeHb abo C3-C,-umKknoankin;

B o3Havae deHin, HadTnn abo 5-10-uneHy retepoapoMaTUyHy KinbLEBY CUCTEMY, LLO MICTUTb Bif
1 0o 3 reTepoatomiB, KOXXHUI 3 SKNX He3anexHo BUbpaHui 3 rpynu, Wo BKITKOYAE KUCEHb, a30T i CipKY,
deHin, HadTun abo 5-10-uneHa reTepoapoMaTtuyHa KinbLeBa cucTema 3amelleHa oaHielo abo
OinbLwoto KinbkicTio rpyn Rg;

KOXHUI 3aMiCHUK Rg He3anexHo oguH Big ogHoro o3Havae ranoreH, C;-Cg-ankokecurpyny, -C(O)H,
C,-Ce-ankinkapboHin, amiHorpyny, Ci-Cg-ankinamiHorpyny, pgi-C;-Ce-ankinamiHorpyny, C;-Cs-
ankinkap6oHrinamiHorpyny, C;-Cg-ranoreHankokcurpyny, Ci-Cg-ranoreHankinriorpyny, uuaHorpyny,
HiTporpyny, —C(R*)=N(OR"), -N=C(R®)-N(R'),,

C,-Ce-arnkin, sikuin € HeaaMilleHnM abo 3amilleHnM ogHieto abo Binblie rpyn Ro,

C,-Cg-arnkeHin, siknii € HesamileHnm abo 3amileHnm ogHieto abo dinblie rpyn Rg,

C,-Cg-arnkiHin, skun € He3amiweHuM abo 3amilieHnM ogHieto abo Ginblue rpyn Ry,

C,-Cg-arnkeHinokcurpyny, sika € HesamilleHow abo 3amileHor ogHiero abo GinbLie rpyn Ry,

Cs-Cg-LmKIioankin, sikni € HesamilleHnm abo 3amilleHnm ogHieto abo GinbLue rpyn Rg,

Ce-C14-0iumknioarnkin, skun € He3amiweHnm abo 3amiweHnm ogHieto abo GinbLue rpyn Rg,

deHin, sk € HesamilleHum abo 3amiweHM ogHieto abo binble rpyn Ry, abo

deHinokcurpyny, sika € HesamilleHow abo 3amilleHoro ogHieto abo GinbLe rpyn Ro;

KOXHU Ry He3anexHo OAvH Bif o4HOro o3Hauvae ranoreH, Hitporpyny, Cs-Cg-uuknoankin, C;-Cs-
ankokcurpyny, C;-Cg-ranoreHankokeurpyny, C,-Cg-ankintiorpyny, C;-Ce-ranorenankintiorpyny, Cs-Ce-
ankeHinokcurpyny, Cs-Cg-ankiHinokcurpyny, deHin, ranoreHdenin, Tpu-C;-Cg-ankincunin abo -
C(R%)=N(ORY);

koxHui R?, R®, R® i R HesanexHo oauH Big oaHoro o3Havae BoaeHb a6o C-Cg-ankis;

koxxHuit R® i RY HesanexHo oawH Big ogHoro o3Havae C,-Cg-ankis;

i TayTOMepiB/i3omMepiB/eHaHTIOMEpIB LIMX CMOSYK.

ANKINbHI - Tpynn, WO MICTATbCA Y BU3HAYEHHSX 3aMIiCHMKIB, MOXYTb MaTtu niHiiHMIA abo
po3rany>KeHun naHutor i SBnATb CO00K0, HANpUKag, MeTUr, eTun, H-Nponin, H-6yTun, H-NeHTun, H-
rekcun, isonponin, H-OyTun, BTOp-OyTWN, i300yTMN abo TpeT-OyTun. ANKOKCWUIbHI, ankKeHinbHi i
ankiHinbHi pagukanu YTBOpPEHi 3 BKasaHWX ankifnbHWX paaukaniB. AnNKeHinbHi i ankiHineHi rpynu
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MOXYTb BYTM MOHO-ab0 ANHEHaCUYEeHUMMU.

Y KOHTEKCTi AaHoro BuHaxody Bupas "WOMICTUTb OAMH abo Binbluy KinbKiCTb 3aMiCHUKIB" y
BU3HAYEeHHI 3aMiCHUMKIB 3anexHOo Bif XiMiYHOT CTPYKTYpU 3aMiCHUKIB 3BMYaAMHO O3HA4a€ Bif MOHO- A0
ceMuKpaTHo3aMilLeHoro, 6axaHo Big MOHO- 4O M'ATUKpaTHO3aMmileHoro, Binbw 6axaHo - MOHO-, Au-
abo TpusamileHni.

LinknoankineHi rpynu, WO MICTATbCS Y BU3HAYEHHSIX 3aMICHMKIB, siBNSOTb COOOK, Hanpuknag,
LMKIONponin, UMKNoOyTum, UuKnoneHTun abo Lmknorekcun.

"anoreH 3a3Buyanm o3Hadae Top, xmnop, 6pom abo 1og, 6axaHo - dTop, Opom abo xnop. Lle
TakoX CTOCYETbCA KOMOiHaUiN ranoreHy 3 iHWWMKW 3HaAYeHHsSMW, TakuM SK ranoreHankin abo
ranoreHankokcurpyna.

[anoreHankineHi rpynu 6axaHo MICTATb B NaHutosi Big 1 oo 4 atomiB Byrneut. FanoreHankin
aBnge coboto, Hanpuknag, TopmMeTun, AupTopMeTun, TPUPTOPMETU, XNOPMETUI, AUXNOPMETUN,
TpuxnopmeTun, 2,2,2-tpudptopetun, 2-pTopeTun, 2-xnopetun, neHtagprtopetun, 1,1-ancprop-2,2,2-
Tpuxnopetun, 2,2,3,3-tetpadptopetn abo 2,2,2-tpuxnopetun; 6axaHo - TpUXNopMeTun,
andTopxnopMeTun, audTopMeTun, TpudTopmeTnn abo guxnopdTopmMeTus.

Ankokcurpyna sBnsie cobot, Hanpuknag, MEeTOKCUIpyny, €TOKCUrpymy, MponoKcurpyny,
isonponokcurpyny, H-OyTokcurpyny, i3obyTokcurpyny, BTOp-OyTokcurpyny i TpeT-OyTokcurpyny;
OaxaHo - MeTokcurpyny i eTokcurpyny. [anoreHankokcurpyna Bnsie coboto, Hanpwuknag,
dTOpMeTOKCUTPYNY, ANdTOPMETOKCUrpyny, TpudTOpMeToKeurpyny, 2,2,2-tpudptopetokcurpyny,
1,1,2,2-TeTpadpTopeTokcurpyny, 2-bTopeToKCUrpyny, 2-xropeTokcurpyny, 2,2-gudTopeToKCUrpyny i
2,2,2-TpuxnopeTokecurpyny; BaxxaHo - andTopMeToKeUrpyny, 2-xnopeTtokecurpyny [
TpudpTopmeToKCUrpyny.

Ankokcmankin aBnse coboro, Hanpuknag, MEeTOKCUMETWM, METOKCUEeTUN, eTOKCUMEeTUn,
€TOKCMEeTW, H-MPOMOKCUMETWI, H-MPOMOKCUETWST, i30NPONOKCMMeTNN abo i3onponokcmeTun.

anoreHgeHin GaxaHo sABnsie cobow deHin, 3amiweHmn 1, 2 abo 3 aTomMamu ranoreHis,
Hanpuknag, 4-xnopdeHin.

Ris B sakocTi Cs-C,-umknoankiny sBnse cobol  UMKIONPOonNis, UUKNOOYTWM, LWKNONEHTUI,
uuknorekcun abo umknorenTun, 6axaHo Luknonponisn.

Y KOHTEKCTi AaHoro BuMHaxony"5- abo 6-yneHHe reTepouuKnivyHe Kinbue, Wwo Mictutb Big 1 go 3
retepoaTtoMiB, KOXHUIA 3 SKUX He3anexHo BubpaHui 3 rpynu, WO BKIOYAE KUCEHb, a3oT i Cipky"
OaxxaHo o3Hauvae nipasonin (6axaHo - nipason-4-in), Tiazonin (6axaHo - Tiazon-5-in), niponin (6axaHo
- nipon-3-in), 1,2,3-Tpmasonin, okcasonin (6axaHo - okcason-5-in), nipuaun (6axaHo - nipua-3-in) abo
2,3-aurigpo-[1,4]okcaTuinin (6axaHo - 2,3-gurigpo-[1,4]JokcaTuiH-5-in).

Cronykn copmynu | MOXyTb iCHyBaTu B pi3HUX i30MepHUX opmax; B 06CAr AaHOro BMHaxomdy
BXOAATb BCi Ui i3omepm i ix cymiwi. Cnonykn dopmMynu | MOXyTb iCHyBaTu B Pi3HUX TayTOMEPHUX
dopmax. Hanpuknag, cnonyku cdopmynu |, B skin Rjs 03Ha4ae BOAEHb, iICHYIOTb Yy TayTOMEpHMX
CbOpMaX || i |||:

i b " QR R,
H
Rs Ry R; R

B obcsar gaHoro BMHaxody BXOAATb BCi Ui TayTOMeEpPHi oopMuy Ta ix CyMiLi.
Y ©axaHin rpyni cnonyk A o3Havae A;

O (A),

ae

Ris 03Hauvae ranoreH, umaHorpyny, HiTporpyny, C;-Cs-ankin, C;-C4-ranoreHankin, C;-Cy-
ranoreHankokecurpyny, C;-C4-ankokcu-C,-Cy-ankin abo C;-C,-ranoreHankokcu-C,-Cy-ankin;

R;7 o3Havae C,-Cy-ankin, C;-Cy-ranorenarnkin, C,-Cy-ranoreHankokcurpyny, C;-Cy-ankokeun-Ci-Cy-
ankin abo C,-C,-ranoreHankokcun-C,-C-ankin; i

R1g 03Ha4a€ BoAEHb, ranoreH abo unaHorpyny;



UA 100520 C2

abo A o3Havae A,

S (A2,

ae
R,s O3Hauvae ranoreH, uuaHorpyny, HiTporpyny, Ci-Cs-ankin, C;-Cy-ranoreHankin, C;-Cy-
5 ranoreHankokcurpyny, C;-C,-ankokcu-C,-Cy-ankin abo C;-C,-ranoreHankokcu-C,-C,-ankin; i
R,7; o3Havae C,-Cy-ankin, C,-Cy-ranorenarnkin, C,-Cy-ranoreHankokcurpyny, C;-C4-ankokcun-C,-Cy-
ankin abo C;-C4-ranoreHankokcn-C,-C,-ankin;
abo A o3Havae A;

/) (A9,
N

10 ae
Rss O3Hauvae ranoreH, umaHorpyny, HiTporpyny, Ci-Cs-ankin, C;-C4-ranoreHankin, C;-Cy-
ranoreHankokcurpyny, C;-C4-ankokcu-C,-Cy-ankin abo C;-C,-ranoreHankokcu-C,-Cy-ankin;
Rs7 03Havae C,-Cy-ankin, C,-Cy-ranorenankin, C,-Cy-ranoreHankokcurpyny, C;-Cg4-ankokeun-C-Cy-
ankin abo C;-C,-ranoreHankokcn-C,-Cy-ankin; i
15 R3g 03Ha4ae BoAEeHb, ranoreH abo unaHorpyny;
abo A o3Havae A,

R

el

NN A,

—=2

47

ae
Ry6 i R47 HE3@NEXHO OOUH BiA4 O4HOroO O3Ha4YaKTb ranoreH, umadorpyny, Hitporpyny, Ci-C,-ankin,
20 C,-C,-ranorenarnkin, C;-C,4-ranoreHarnkokeurpyny, C,-C,-ankokcu-C4-C,-ankin abo C,-Cs-
ranoreHankokcu-C-C,-ankin.
Kpim Toro, 6axaHo, siKLLO y 3a3HadeHin GaxaHiv rpyni cnonyk A o3Hadae A;.
Kpim Toro, 6axaHo, siKLLO y 3a3HadeHin GaxaHin rpyni cnonyk A o3Havae A,.
Kpim Toro, 6axaHo, siKLLO y 3a3HadeHin GaxaHiv rpyni cnonyk A osHadae As.
25 Kpim Toro, 6axaHo, siKLLO y 3a3HadeHin GaxaHin rpyni cnonyk A osHadae A,.
B ocobnvBo GaxaHin rpyni cnonyk A o3Hayae A;, e Rig 03Hayae BogeHb. B iHWIiN ocobnueso
OaxaHin rpyni cnonyk A o3Hayae A;, ae Ris o3Havae C;-Cy-ankin abo C,-Cy-ranoreHarnkin, 6axaHo
C;-C,-ranoreHankin; we 6inbw 6axaHo, akwo Rig BuGpaHmi 3 rpynu, wo Bkntovae CF,H i CFs3; Ry
o3Havae C;-C,-ankin; 6axxaHo meTun; i R;g 03Havae BogeHb abo ranoreH, 6axxaHo BogeHb. B ogHomy
30 BapiaHTi 3giicHeHHs R, 03Havae CF,H, Ry; 03Ha4yae meTtun i Rig 03Ha4ae BoOEeHb.
B iHwWin ocobnmeo GaxaHin rpyni cnonyk A o3Havae A,, oe R,s o3Havae C;-Cy-ankin abo C;-Cy-
ranoreHankin; i R,; osnavyae C4-C,-ankin.
Y e oaHin ocobnueo BaxaHin rpyni cnonyk A o3Havae As, Ae Rss 03Havae C,-Cy-ankin abo Ci-
C,-ranorenankin; Rs; o3Hauyae C,-C,-ankin; i Rz 03Ha4ae BoaeHb abo ranoreH.
35 Y wWe ogHin ocobnueo GaxaHin rpyni cnonyk A o3Hadae A4, oe Ry 03Havae C,-Cy-ankin abo C;-
C,-ranoreHarikin; i R47; o3Havyae C;-C,-ankin.
Y we oaHi ocobnueo OaxaHin rpyni cnonyk A o3Hayvae A, Oe Ry 03Ha4yae ranoreHmeTun,
DaxaHo, Akwo R4 BUOpaHun 3 rpynu, wo Bkntovae CF3, CF,H i CFH,; i Ry7 03Havae C-Cy-ankin.
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ae

Ris O3Hayae ranoreH, uuaHorpyny, HiTporpyny, Ci-Cs-ankin, C;-Cy-ranoreHankin, C;-Cy-
ranoreHankokcurpyny, C;-C,-ankokcu-C,-Cy-ankin abo C;-C,-ranoreHankokcu-C,-C,-ankin;

R,7 o3Havae C,-Cy-ankin, C,-Cy-ranorenarnkin, C,-Cy-ranoreHankokcurpyny, C;-C4-ankokcun-C,-Cy-
ankin abo C;-C,-ranoreHankokcn-C,-Cy-ankin; i

R1s 0O3Ha4a€ BogeHb, ranoreH abo umaHorpyny;

abo A o3Hauae A,

R26
N\YS

R27

(A2,

ne

R,s 0O3Hauvae ranoreH, uuaHorpyny, HiTporpyny, Ci-Cs-ankin, C;-Cs-ranoreHankin, C;-Cy-
ranoreHankokcurpyny, C,-C,-ankokcu-C,-Cy-ankin abo C;-C,-ranoreHankokcu-C,-C,-ankin; i

R,; o3Havae C,-Cy-ankin, C,-Cy-ranorenarnkin, C,-C,-ranoreHankokcurpyny, C;-C,-ankokcun-C,-Cy-
ankin abo C;-C4-ranoreHankokcu-C,-C,-ankin;

abo A o3Havae A;

/| (A9,
N

ae

Rss O3Hauvae ranoreH, uumaHorpyny, HiTporpyny, Ci-Cs-ankin, C;-Cy-ranoreHankin, C;-Cy-
ranoreHankokcurpyny, C;-C4-ankokcu-C,-Cy-ankin abo C;-C,-ranoreHankokcu-C,-Cy-ankin;

Rs7 03Havae C,-Cy-ankin, C,-Cy-ranorenankin, C,-C4-ranoreHankokcurpyny, C;-C-ankokeun-C,-Cy-
ankin abo C;-C,-ranoreHankokcn-C,-Cy-ankin; i

R3g 0O3Ha4ae BoaeHb, ranoreH abo umMaHorpyny;

abo A o3Havae A,

R46

b d

NN (A,
N
|
R47

ae

Ry6 i R47 HE3ANEXHO OOUH Bid O4HOrO O3Ha4YaKTb ranoreH, umaHorpyny, Hitporpyny, Ci-C,-ankin,
C,-C,-ranoreHarnkin, C;-C,-ranoreHarnkokeurpyny, C,-C4-ankokcun-C4-Cy-ankin abo C,-Cs-
ranoreHankokcu-C,-Cy,-ankin.

Y GaxaHin rpyni cnonyk Ry, R,, Rz i R4 He3anexHo oavH Big ogHOro o3HavarwTb BoaeHb abo Ci-
Cs-ankin; abo R; i R, pasom o3HavatoTe C,-Cs-ankineHoBy rpyny; abo R; i R; pasom o3HavatoTb C,-
Cs-ankineHoBy rpyny; abo Rz i R4 pazomM o3HavatoTb C,-Cs-ankineHoBy rpyny.

B iHWwin 6axanin rpyni cnonyk Ry, R,, Rz i R, HE3aneXXHo oguvH Big 04HOro o3Ha4varoTb BOAEHb abo
C,-Cg-ankin; 6inbLu 6axaHo, skwo R, i R, He3anexHo oavH Big ogHoro o3Havatotb Ci-Cg-ankin; i R, i
R; KOXHUI O3Hayae BoAeHb. Y e ofHin 6axaHin rpyni cnonyk R; o3Hayae C;-Cg-ankin, 6axaHo -
MeTun; i Ry, Rz i R4 KOXHWIA 03Ha4Yae BOOEHb.

Y we ofgHin 6axaHin rpyni cnonyk R; i R, pasom o3HavatoTbe C,-Cs-ankineHoBy rpyny, 6axaHo -
etuneH; i R3 i R, 0bnaea o3HavaloTb BOAEHD.

Y we ofgHin 6axaHin rpyni cnonyk R; i R; pasom o3HavatoTbe C,-Cs-ankineHoBy rpyny, 6axaHo -
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meTuneH; i R, i R, obnaBa o3Ha4aoTb BOAEHb.

Y we ofHin 6axaHin rpyni cnonyk Ry, R,, Rz i Ry KOXHWI 03Ha4ae BOAEHD.

BaxaHo, sKkLo R;5 03Ha4yae BoOEHb.

Y ©OaxaHin rpyni cnonyk B o3Havae deHin, HapTun abo 5-, 6-, 9- abo 10-uneHy
reTepoapoMaTuyHy KifnibLEBY CUCTEMY, WO MICTUTb Big 1 o 3 retepoatoMiB, KOXHUA 3 SKUX
He3anexHo BMOpaHui 3 rpynu, WO BKIIOYAE KNCEHb, a3oT i Cipky, deHin, HadTun abo 5-, 6-, 9- abo
10-4yneHa reTepoapomaTnyHa KinbLeBa cucTema 3amilleHoo oaHieto abo Ginble rpyn Rg;

Y ©axaHin rpyni cnonyk B BMOpaHui 3 ymcna HacTyMmHUX rpynm:

Ry Ry 10 R Ry Ry Ry R Rio R Ry
— — — N— N—
R R R N R R R R N
12 \ 12 VAT N\ / \ 11 10 \ 12 0\
\/ \ % / \ Y /
R4 Ris Ris Rfs Ris R R,
B, B, B, B, B, B, B,
Rio Ry R Rio Ri Ry Rio R Ryy Rio
S R12 RlO S R12 (@] R12 Rlo (0] Rlz N R12 RlO N R12 \[‘\l R11
| |
CH, CH, CH,
Bg By B By B, By B
Rio Ry R
Rio Ry Rio Rio Ryg R Rio Ry
J \ ) \ /R >*< — R, Ry R,
N Ry Ney NN Ny S N O
| | | T T Rz R
CH, CH, CH,
R R
13 13
Bis B By Big B Ba Ba
Rio Ry Rio
— — > < R
R 11 R
N R N R 10 11
\ [/ \ / u Ri» Ri» Ri,
R R R / R /
R R 1 1
1 12 Rig 11
Ris S Ris S Ris
Rt Ry Ris R Ry, Ry, Ris
By, B Bas Bys Bas By
R
Ry, 12 R, R,
4
R R 7/
s Ris s
R4 Ri,

Bas B,y By,

B aknx Ryg, R11, Ri2, R13 i R4 KOXHMIA HE3ANEXHO OAMH Bid OAHOro o3Ha4vae BoAeHb, ranoreH, C-
Cs-ankokcurpyny, -C(O)H, C;-Cg-ankinkap6boHin, amiHorpyny, Ci-Cg-ankinamiHorpyny, gi-C;-Cg-
ankinamidorpyny, C1-Ce- anK|nKap60H|naM|Horpyny, Cl -Ce- ranoreHanKOKcmrpyny, C1-Ce-
ranoreHankinTiorpyny, uuadorpyny, Hitporpyny, —C(R*)=N(OR ) -N=C(R®)-N(R )2,

C,-Ce-arnkin, sikuin € HeaaMileHnM abo 3amilleHum ogHieto abo BinbLue rpyn Ro,

C,-Ce-ankeHin, sikui € He3amilleHMM abo 3amileHnM ogHieto abo GinbLue rpyn Rg,

C,-Cg-arnkiHin, skun € HesamilweHuM abo 3amilieHMM oaHieto abo Ginblie rpyn Ry,

C,-Cg-arnkeHinokcurpyny, sika € HesamileHo abo 3amilieHor ogHieto abo BinbLue rpyn Rg,

Cs-Cg-LMKIIoankin, sikni € HesamilleHnm abo 3amilleHnm ogHieto abo GinbLue rpyn Rg,

Ce-C14-6iumknioankin, skun € HesamilweHnm abo 3amiweHum ogHieto abo Ginble rpyn Ry,

deHin, akni € HesamileHnm abo 3amilleHnm ogHieto abo Binblie rpyn Ry, abo

deHinokeurpyny, sika € HesamilleHow abo 3amilleHoto ogHieto abo BinbLue rpyn Rg;

KOXHU Ry He3anexHo OAMH Bif 04HOro o3Hauvae ranoreH, Hitporpyny, Cz-Cg-uuknoankin, C;-Ce-
ankokecurpyny, C,-Ce-ranoreHankokeurpyny, C;-Cs-ankintiorpyny, C;-Cg-ranorenankintiorpyny, C;-Ce-
anKeH|n0|<cv|rpyr|y, Cs-Ce-ankiHinokecurpyny, deHin, ranoreHdeHin, Ttpun-C,-Cg-ankincunin abo -
C(R%=N(OR )

koxHuin R?, RS, R® i R' HesanesxHo OAWH Big 04HOro o3Ha4vae BogeHb abo C,-Cg-ankin;
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koxHUi R® i R He3anexHo oauH Bif 04HOro 03HaYae C,-Cs-ankin;

3a YMOBM, LLO NPUHaNMHI 0anH 3 Ry, Ry, Riz, Ris i Ry4 He 03Havae BoaeHb.

BaxaHo, akwo Rig, Ri1, Ri2, Riz i Ris KOXHMI He3anexHo OAuH Big OOHOroO O3HA4Ya€ BOAEHb,
ranoreH, C;-Cg-ankokcurpyny, C,-Cg-ranoreHankokcurpyny,  C,-Cg-ranoreHankintiorpyny, -
C(Ra):N(ORb), C1-Ce-ankin, akun € HesamileHMm abo 3amiweHnm ofHieto abo Oinbwe rpyn Ry, C,-
Ce-arnkeHin, sikuin € HesamileHnm abo 3amilleHnM ogHieto abo Oinblue rpyn Ry, C,-Cg-ankiHin, akun €
He3aMmiweHnm abo 3amiweHnum opHieto abo Ginbwe rpyn Ry, deHin, gkMin € HesamiweHum abo
3amilleHMM ofHieto abo BinbLue rpyn Rg; i KOXHUIA Ry HE3aneXXHO OfMH Big OOQHOrO O3Ha4ae ranorex
abo C;-Cg-ankokecurpyny; 3a yMOBM, LLO NpUHanMHi oauH 3 Ryg, Ri1, Ri2, Ry3 i R4 HE 03Ha4ae BoaeHs.

Binbw 6axaHo, sKkwo Rip, Ri1, Ris, Riz i Ry KOXHUM He3anexHo OAWH Big O4HOrO O3Havae
BoAeHb, ranoreH, C,-Cg-ankin abo C;-Cg-ranoreHarnkin; 3a ymoBu, Lo NpuHariMHi oguH 3 Rip, R, Ry,
R13 i R14 He 03Ha4ae BogeHb.

Y BaxaHiv rpyni cnonyk B BubpaHun 3 rpynu, wo Bknoyae By, By, Bs, By, Bag, B, Bay, Bz, Bos,
B.s, Bas, By7, Bag, Bag | Bsg. BinbLu 6axaHo, skwo B BubpaHuin 3 rpynu, o Bknovae B, By, Bs, By, Bag,
B,1, Ba, Bys i By Le Ginbw GaxaHo, sikwo B o3Havae B;, B,, B; abo B,. B ogHomy BapiaHTi
3pincHeHHsA B o3Havae B;.

B iHwomy BapiaHTi 3aiicHeHHs1 B o3Havae B,, B; abo B,. Y wwe ogHomy BapiaHTi 3aiicHeHHs B
o3Havae B,. Y we ogHomy BapiaHTi 34iMcHeHHA B o3Hadvae Bs. Y e ogHOMy BapiaHTi 34iMcHeHHs B
O3Havae B,.

Y we ogHoMy BapiaHTi 34ilcHeHHs B o3Hauvae B,g, Byi, B, Bos abo Bos. Y We ogHoMy BapiaHTi
3incHeHHs1 B o3Havae B,y abo B,;. Y we ogHoMy BapiaHTi 34incHeHHs B o3Havae Byy. Y e ogHomy
BapiaHTi 34iicHeHHs B o3Havae B,;.

Y we ogHoMy BapiaHTi 34incHeHHsA B o3Havae B,,, B,s abo By, Y We ogHOMyY BapiaHTi 34iNCHEHHS
B o3Ha4vae Bjs.

Y wWwe ogHoMy BapiaHTi 34incHeHHA B o3Havae Bys. Y Wwe ogHoMy BapiaHTi 34incHeHHA B o3Havae
Bsa.

Y Wwe ogHoMmy BapiaHTi 34icHeHHS! B o3Hauvae B,s, B, By, Bag, Bog abo Big. Y we ogHomy
BapiaHTi 3gincHeHHs B o3Havae B,s. Y we ogHoMy BapiaHTi 34iMcHeHHSA B o3Havae Bog. Y Lie ogHoOMy
BapiaHTi 3giiicHeHHs B o3Hauae B,;. Y we ogHoMy BapiaHTi 3gincHeHHs B o3Havae Byg. Y e ogHomy
BapiaHTi 3icHeHHsA B o3Havae Bygy. Y We ogHoMy BapiaHTi 34incHeHHsa B o3Havae Bag.

Y GaxaHin rpyni cnonyk B o3Havae B;

R R

10 11

12

R14 R13

ne Rig, Ri1, Riz, Ri3 i Rys KOXHUI HE3ANEXHO OAMH Big OAHOrO 03Ha4yae BoAeHb, ranoreH, C,-Cq-
ankokcurpyny, -C(O)H, C;-Cg-ankinkapboHin, amiHorpyny, C;-Cg-ankinamidorpyny, ngi-C;-Ce-
ankinamiHorpyny, C;-Cs-ankinkapboHinamiHorpyny, C;-Ce-ranoreHankokcurpyny, C1-Ce-
ranoreHankinTiorpyny, umuaHorpyny, HiTporpyny, —C(Ra):N(ORb), -N:C(Re)-N(Rf)z,

C,-Ce-arnkin, sikuin € HeaaMileHnM abo 3amilleHum ogHieto abo GinbLue rpyn Ro,

C,-Cg-arnkeHin, siknii € HesamileHnm abo 3amilleHnm ogHieto abo dinbLie rpyn Rg,

C,-Cg-arnkiHin, skunm € He3amiweHumM abo 3amilieHM ogHieto abo Ginblue rpyn Ry,

C,-Cg-arnkeHinokcurpyny, sika € HesamileHow abo 3amilieHor ogHieto abo BinbLue rpyn Rg,

Cs-Cg-LMKIioankin, sikni € HesamilleHnm abo 3amilleHnm ogHieto abo GinbLue rpyn Rg,

Ce-C14-0iumknoankin, skuin € He3amiweHnm abo 3amiweHnm ogHieto abo GinbLue rpyn Ry,

deHin, sk € HesamilleHum abo 3amiweHM ogHieto abo binblie rpyn Ry, abo

deHinokcurpyny, sika € HesamilleHow abo 3amilleHMMHON ofHieto abo BinbLue rpyn Rg;

KOXHU Ry He3anexHo OAWH Bif 04HOro o3Havae ranoreH, Hitporpyny, Cs-Cg-uuknoankin, C;-Cs-
ankokcurpyny, C;-Cg-ranoreHankokeurpyny, C,-Cg-ankintiorpyny, C;-Ce-ranorenankintiorpyny, Cs-Ce-
ankeHinokcurpyny, Cs-Cg-ankiHinokeurpyny, deHin, ranoreHdeHin, Ttpu-C;-Cg-ankincunin abo -
C(R%)=N(ORY);

koxHuin R?, R®, R® i R' HesanexHo oauH Big oaHoro o3Havae BoaeHb a6o C,-Ce-ankis;

koxHuit R® i RY HesanexHo oawH Big ogHoro o3Havae C,-Cg-ankis;

3a YMOBM, WO NpUHanNMHi oanH 3 Ryg, R11, R1o, Ri3 i R4 HE 03Ha4ae BoaeHb.

Y GaxaHin rpyni cnonyk B osHavae B;, ge Rig, Ri1, Ris, Riz i Ri4 KOXHUI HE3anexHo oguvH Bif
OfHOro o03Hayae BogeHb, ramnoreH, C;-Cg-ankokcurpyny, C,-Cg-ranoreHankokcurpyny, Ci-Ce-
ranoreHarkintiorpyny, —C(Ra)=N(ORb), C1-Ce-ankin, skMi € HesamilweHnum abo 3aMillleHMM OJHIEr
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abo Ginbwe rpyn Ry, C,-Cg-ankeHin, skun € He3amiweHnm abo 3amileHnm ogHieto abo binbLue rpyn
Ry, C,-Cs-ankiHin, akun € HesamilleHMM abo 3amieHnm ofHieto abo binble rpyn Rg, deHin, akui €
He3amiweHnm abo 3amileHnM oaHieto abo Ginblie rpyn Rg; deHinokcurpyny, sika € He3amileHo
abo 3amilleHoto ogHieto abo Binblie rpyn Rg; i KOXHMIN Ry He3anexHo oauH Big OQHOrO O3Ha4ae
ranoreH abo C,-Cg-ankokcurpyny;

3a YMOBM, WO NpUHanNMHi oanH 3 Ryg, R11, R1s, Ri3 i R4 HE 03Ha4ae BoaeHb.

B iHWin 6axaHin rpyni cnonyk B o3Havae B

RlO

12 BlA

Ris

ne Rig, Riz i Riys KOXHWI He3anexHO oAuH Bid OAOHOro oO3Hayae BoAdeHb, ranoreH, C;-Cg-
ankokcurpyny, C;-Cg-ranoreHankokcurpyny, C;-Cg-ranoreHankinTiorpyny, —C(Ra):N(ORb), C1-Ce-
ankin, sSkun € HesamiweHuMm abo 3amiweHnm ofHiero abo Ginbwe rpyn Ry, C,-Cg-ankeHin, sikuin €
He3amiweHnm abo 3amiweHum ofHieto abo binblue rpyn Ry, C,-Ce-ankiHin, sikuin € HesamiweHum abo
3amilleHMM ogHieto abo Ginble rpyn Ry, deHin, sknii € HesamiweHnM abo 3amileHnm ogHieto abo
Oinbwe rpyn Ro; deHinokeurpyny, sika € HesamileHoto abo 3amilleHoto oaHieto abo binblue rpyn Rg; i
KOXHUA Ry HesanexHo oguH Big oaHoro o3Havae ranoreH abo Ci-Cg-ankokcurpyny; 3a ymoBW, LLO
npuHanMHi oguH 3 Ryg, Ry i Ry4 HE 03Ha4yae BoaeHb.

Takox 6akaHMMuK € crnonyku, B skux B o3Havae Bia, A€ Rig, Riz i R4 KOXHMIA HE3aNEXHO OOMWH Bif
O[HOro o3Hayae BofeHb, ranoreH, Ci-Cg-ankin abo C,-Cg-ranoreHarnkin; 3a ymoBwW, LLO NPUHANMHI
oavH 3 Ryp, Ry» i Ry4 He o3Havae BoaeHsb.

B ogHomy BapiaHTi 34incHeHHs1 Rig i Ry KOXHMI HE3anexHo OAWH Big OOHOrO O3Hayae rarnoreH,
C,-Cg-ankin abo Ci-Cg-ranoreHankin; i Ris o3Havae BoaeHb, ranoreH, C,-Cg-ankin abo C;-Cg-
ranoreHankin.

B iHWwoMy BapiaHTi 34iMCHEHHA Rig i Ry KOXHUA He3anexHo oAuH Big OAHOro O3Havae rarnoreH,
C.-Cg-ankin abo C;-Cg-ranoreHankin; i Ry, 03Hayae BofeHb.

Y we oaHoMy BapiaHTi 34iNncHeHHS Rig, Rip i Ry4 KOXHMI He3anexHo OAuH Bif4 OOHOro 03Hayae
ranoreH, C,-Cg-ankin abo C,-Cg-ranoreHancin.

Y we ogHomy BapiaHTi 34iNCHEHHS Rig i Rys KOXHUIA He3anexHo oAuH Big oOHOro o3Hauvae
ranoreH, C,-Cg-ankin abo C,-Cg-ranorenankin; i Ry, o3Ha4yae BoaeHb, ranoreH, C,-Cg-ankin abo C;-
Ce-ranoreHarnkin.

Y Wwe ogHomMy BapiaHTi 3gincHeHHs Rjg i Rys KOXHUW He3anexHo OAWH Bif OOHOro O3Havae
ranoreH, C,-Cg-ankin abo C,-Cg-ranorenankin; i R{, o03Ha4yae BoaeHb.

Y we ogHoMy BapiaHTi 34incHeHHa R;q 03Hauvae ranoreH, C;-Cg-ankin abo Ci-Ce-ranoreHancisn; i
R1, i Ry, obuagBa o3HavalTb BOAEHb.

Y we ogHoMy BapiaHTi 34incHeHHa R;, o3Hauvae ranoreH, C;-Cg-ankin abo Ci-Ce-ranoreHancin; i
R1o i R4 0buaBa o3HavyaloTb BOAEHb.

B iHWwin 6axaHin rpyni cnonyk B o3Hadvae Big

R11

12 BlB

R13

oe Ri1, Rix i Riz KOXHWI He3anexHo OAuH BiA OAHOro O3Ha4vae BoAdeHb, ranoreH, C;-Cg-
ankokcurpyny, C;-Cg-ranorenankokcurpyny, C,-Cg-ranoreHankinriorpyny, —C(Ra)=N(ORb), C1-Ce-
ankin, sSkun € HesamiweHuMm abo 3amiweHnum ofHiero abo Ginbwe rpyn Ry, C,-Cg-ankeHin, sikum €
He3aMilweHnM abo 3amilleHMM ogHieto abo Ginblwe rpyn Ry, C,-Cg-ankiHin, kv € He3amilleHum abo
3amiwieHMM ofHieto abo Oinble rpyn Ry, deHin, skun € HesamileHum abo 3amilleHum ofgHieto abo
BinbLe rpyn Rg; deHinokcurpyny, sika € HesamileHoto abo 3amilleHoto oaHieto abo binblue rpyn Rg; i
KOXHUA Rg He3anexHo oauH Big oaHoro osHavae ranoreH abo C;-Cg-ankokcurpyny; 3a ymoBwW, LLO
npuHanMHi oanH 3 Ry1, Ry | Ri3 HE 03Havyae BoAeHb.

Takox 6axkaHuMuy € cnornyku, B akux B o3Havae Big, Ae Rii, Ris i Ri3 KOXHMI He3anexHo oauH Big
O[HOro o3Ha4yae BofeHb, ranoreH, Ci-Cg-ankin abo C,-Cg-ranoreHarkin; 3a ymoBW, LIO MPUHANMHI



10

15

20

25

30

35

40

UA 100520 C2

oavH 3 Ryq, Ry» i Ri3 HE 03Havae BoaeHsb.

B ogHomy BapiaHTi 34incHeHHst Ri; i Ry KOXHMI HE3anexHo OAuH Big OOHOrO O3Hayae rarnoreH,
C,-Cg-ankin abo C;-Cg-ranoreHankin; i R, o3Havae BoaeHb, ranoreH, C,-Cg-ankin abo C;-Cg-
ranoreHarnkin.

B iHWoMy BapiaHTi 34iMCHEHHA Ri; i Ri3 KOXHWUA He3anexHo oAuH Big OAHOrO O3Havae rasnoreH,
C,-Cg-ankin abo C;-Cg-ranoreHankin; i R, o3Hayae BoaeHsb.

B iHWwoMy BapiaHTi 34iMCHEHHA Ri; i Ri» KOXHWUA He3anexHo oAuH Big OAHOrO O3Havae rasnoreH,
C,-Cg-ankin abo C;-Cg-ranoreHarnkin; i R;3 o3aHayae BoaeHsb.

B iHwomy BapiaHTi 3aincHeHHs Rjj, R, i Ryz KOXHWIA He3anexHo oauH Bi4 OOHOro O3Hayae
ranoreH, C,-Cg-ankin abo C,-Cg-ranoreHankin.

Axkwo R; He o3Ha4vae R,, To 6axaHuUM € S-eHaHTioMep.

OpepxaHHa cnonyk copmynu |, B gkin Rjs 03Ha4ae BoaeHb, onncaHo Hmkye. Cnonyku dopmynm
I, B gkin Ry5 03Ha4vae Cs-Co-umknoarnkin, MoXHa ogepatu aHanorivyHo.

Cnonykn coopmynu | moxxHa ogepxaTtu 3a peakuieto cnonyku dopmynu |l

R, R,
O-
H,N B (IN),
R; R,
B SKin B, Ry, Ry, R3 i Ry € Takumu, sik Bu3HayeHo ansa cpopmynu |; 3i cnonykoto popmynu
A-C(=0)-R* (llI),

B SKin A € Takum, sik Bu3Ha4yeHo ans popmynu |, i R* o3Hauae ranoreH, rigpokcurpyny abo C;-Cg-
ankokcurpyny, GaxaHo Xxnop, 3a MPUCYTHOCTI OCHOBW, Takoi sk TpMeTunamiH, ocHoBa XbHOHira,
bikapboHaT HaTpito, kapboHaT HaTpito, kapboHaT kanito, nipuauH abo xiHoniH, ane ©6axaHo
TpUeTunamiH, i y PO34MHHMKY, Takomy sk gietunosui edip, TBME (TpeT-6ytunmeTtunosun edip), T
(TeTparigpodypaH), agumxnopmetaH, xnopocdopm, [AMP (aumetundopmamia) abo NMP (N-
MeTunniponuaoH), npotarom Big 10 xB go 48 roa., 6axaHo Big 12 oo 24 rog. i npu Temneparypi oT
0 °C po TemnepaTypw kuniHHs, 6axaHo Big 20 go 25 °C.

Axkwo R* o3Havae rigpokcurpyny, TO MOXHa BMKOPUCTOBYBATWM pPeareHT CMOMYyYEHHsl, TaKUn §K
©eH3oTpuason-1-inokeutpuc(gnumeTunamido)dpocdoHinrekcadpTopdocdaT, xnopaHrigpug oic-(2-okco-
3-okcasoniguHin)docdiHoBoi kucnotu (BOP-CI), N, N’-guuuknorekcunkapbogiimig (AUK) abo 1,1'-
kapboHingiimigason (KOl).

MpomixHi npoayktn chopmynu I, B skin B, Ry, Ry, Rz i R4 € Taknumu, gk Bu3HayeHo ans dopmynu |;
MOXHa OfepXaTu BiAMOBIAHO A0 HABEAEHMX HUXYE CXeMaM peakLin (cxemu 1-5) abo 3a aHanorieto i3
LMMWN CXemMaMm peakuin.

MpomixHi npoaykTn popmynu llb

1

O-
H,N B (lib),
Ry R,
B dkin B € Takum, 9k Bu3HadeHo anga copmynu |, i Ry, Rz i R4 He3anexHo oamH Big ofHoro
o3Ha4vaTb BoAaeHb, Ci-Cg-ankin, C;-Cg-ranorenankin, Cs-Cg-umknoankin, C,-Cg-ankeHnin, C,-Ce-
ranoreHankeHin, C,-Cg-ankinin, C,-Cg-ranoreHankinin, C;-Cg-ankokecurpyny, C1-Ce-

ranoreHankokcurpyny, Ci-Ce-ankinTiorpyny abo C;-Cg-ranorenankintiorpyny; aéo R; i Rz pasom
o3HavatoTb C,-Cs-ankineHoBy rpyny, sika € HesamilleHot abo 3amieHor ogHieto abo binbwe C;-Ce-
ankineHux rpyn; abo R; i R4 pa3om o3HavatoTb C,-Cs-ankineHoBy rpyny, sika € HesamilleHow abo
3amilieHoo ogHieto abo Binblie C;-Cg-ankinbHUX rpyn; MOXHa ofdepXaTh, SK MOKa3aHO Ha CXeMi
peakuin 1.

Cxewma 1:
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)>< OCHOBa A
VD

(X

o] R, )>/
) )Y
H N)XOH N R/R,_— VD (VEJ rigpasvH
2 R/ R o PeaKLIIH

MiyyHo6y
(Xin (X OoCHoBa

J’>( o Peakuin
"B MiuyHo6
LG R R, uy Y

o}
Rs a) NH,"X-
‘ R R NaBH,CNaGo R
VIl ] 1
v ' O... OKUCHEHHA 0-g NaBH(OAc), o
OCHOBa HO 8 — 0 _——daﬁo HN 8
Ry R, R R, . Ry "
b)KaTanisaTop /H/NH, .
° v
H B RaRd (VI Iv) o),
v X/KH,R,
o M
OCHOBa

MpomixkHi npoayktn copmynu lle, B akin Ris o3Hauyae C;-C,-umknoankin MOXHa, Hanpuknag,

ofgepXaTtu, AK NokasaHo Ha cxemi 1a:

(CH,),
NAG
o] NH,
R%R
R ! R R b) NaBH,CN aGo (CH,),
[4%1) 1 )‘>(0 NaBH(OAc), -
™ O~ ——————— ~B
OCHOBa Ho)y B oKucHeHHA OR 0.
R R, 5 R, R1 B
R R
o, v 3 Py
H ~p —— R.‘i R, (V1) w) (le),
1) /%(Ra
X
V)
o ¢

OCHOBa

Ha cxemi 1a n gopisHioe 1, 2, 3, 4 abo 5. AHanorivyHi MeTogukn ogepaHHs cnonyku popmynum lle,
B sk Ris 03Hauae Cs-C,-umknoankin, onucati B nybnikauii J. Het. Chem., 1983, p.1031-6; J. Am.
Soc., 2004, p5192-5201 i Synth. Commun. 2003, p3419-25.

MpomixHi npoayktn popmynu 1V, B kit B, Ry, Rz i R4 € Takumu, gk BU3HaveHo ansa copmynu llb,
MOXHa ojepxaTu 3a peakuieto BinbamcoHa rigpokcunoxigHoi dopmynu VI, B qkii B € Takum, gk
BM3Ha4yeHo ansa cdopmynu llb, ¢ a-ranoreHkapboHineHot cnonykoto dopmynu V, B skin Ry, Rz i Ry €
Takumu, Sk Bu3HayeHo Ans copmynu llb. 3asHayeHy peakLito ankinyBaHHs MOXHa NpoBecTU 3a
NPUCYTHOCTI OCcHOBW. lMpuaaTHi OCHOBM BKMOYalTb rgpokenan i/abo kapboHaTn meTanis, Taki Sk
rigpoKcuA niTito, kapboHaT Le3ito, kapboHaT Kanito, rigpokcua Kanito, rigpokcua HaTtpito abo rigpnam
MeTaniB, Taki SK rigpug HaTpito i rigpug niTito abo dropug uesito. MNMpugaTHi PO3YMHHMKN BKMOYAOTb
KETOHW, TaKi SK aueToH i MeTUNEeTUNKETOH, i iHWi po3umHHuKK, Taki gk N, N-gumetundopmamia,
aumMeTmnaueTamig, i HITpUnK, Taki aK aueToHITPUN i NponioHiTpun. TemnepaTtypa NpoBeAeHHS peakuil
MOX€ 3MIHIOBaTUCH B LLUMPOKMX MEXax, ane 3BMyanHo BOoHa nepebyBae B AianasoHi Big Temnepatypu
HaBKOJMLUHBOIO cepeaoBuLLa A0 TeMnepaTypu KUMiHHS peakUinHOT CyMilli

AmiHn copmynu llb noTim MoxHa opgepxaTtu 3i cnonyk copmynu IV BigHOBMNOBaNbHUM
aMiHyBaHHAM HaAJSIMLLKOM ranoreHigy amoHito (X' o3Hadae ranoreHig-ioH) abo auetaty (X o3Havae
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auetaT) 3a npucytHocti 1-10 ekB. TrigpMaHOro BiOHOBMIOBANbLHOIO peareHTy, Takoro sk
TeTpabyTunumaHoboporigpva HaTpito abo TpuaueTokcnboporiapmna HaTpito. PeakLito MoxHa npoBecTu
Yy NPOTOHHUX PO3YMHHUKAX, TAKUX SIK CMUPTM METaHOJ, €TaHor, i3onponaHon, TpeT-6ytaHon i T. n.,
abo B anpoTOHHUX PO3YMHHMKAX, Takux K TeTparigpodypaH abo aguxnopmeTtaH. KucnotHun
katanizatop, Takun sik HClI abo n-TonyoncynbgOHOBY KUCMOTY, MOXHa AoAdaTtu nopuisMn ans
NigTPUMKN 3Ha4eHHa pH piBHUM 3-5 3a pgaHuMu BM3HaYeHHst 3a pgonomoroto pH-meTpa abo
iHOMKaTopHOro OapBHMKA, TaKOro siKk OpPOMKpPE30S0BMI 3efeHuin abo MEeTWUNOBWUIA >KOBTOraps4vvm.
TemnepaTtypa NpoBeAeHHs peakLii 3BnyanHo nepebysae y giana3oHi Big -5 oo 60 °C.

Cnunptu dopmynu VI, B akin B, Ry, Rz i R4 € Takumu, gk BusHadeHo ana dopmynu lib, moxHa
ofepxaTu LNAXoM po3KpuTTa uukny enokcuay dopmynum VI, B gkin Ry, Rz i R4 € Takmmn, sk
BM3HayeHo ansa cdopmynu llb, 3 BukopmctaHHaM rigpokcunoxigHoi popmynu V1. Peakuito po3kpuTTa
LIMKNY MOXHa NPOBECTW 3a MPUCYTHOCTI kaTanizatopa. [NpuaatHi kaTanisatopu BKMNOYaOTb OCHOBW,
Taki 9K amiHW, Taki SK nNipuaunH, TpuetTaHonamiH i 1. n., abo rigpokcuan i/abo kapboHaTn meTanis, Taki
SIK rigpokeuna niTito, kapboHaT Lesito, kapboHaT kanito, rigpokcua Kanito, rigpokcma HaTpito abo rigpnamn
MeTaniB, Taki sk rigpua HaTpito i rigpmg nitito abo dTopma uesito, a Takoxk KucnoTu Jlbkoica, Taki sik
TeTpameTmnamoHindTopmg. MNMpmaaTHi pO34YMHHMKK BKNOYAKOTb CMPTU, TakKi SK eTaHos, i3onponaHon,
TpeT-byTaHon i T. M., KETOHW, TaKi AK aueTOH i METUNETUNKETOH, i iHWi po34nMHHMKK, Taki sk N, N-
anmeTtmndopmamia, gumeTmnaveTamig i HiTpunu, Taki 9K aueToHITpun i nponioHiTpun. TemnepaTtypa
NPOBEAEHHSA peakuii MoXe 3MIHIOBAaTUCHA Y LUMPOKUX MeXax, ane 3BuMYaiHO BoHa nepebyBae B
JianasoHi Big TemnepaTypy HaBKOMULWIHBOrO cepedoBulia OO0 TeMnepaTypu KUMiHHA peakuiiHol
CyMilLLli.

MpomixHi keToHn dopmynu [V NOTIM MOXHA OOepXaTu OKUCHEHHSM BiAMNOBIAHWMX CNUPTIB
dopmynu VIIl. BaxaHi METOANKN OKUCHEHHSA MOXYTb OyTW 3acHOBaHi Ha CIPKOBMILLYIOUMX OKUCHUX
peareHTax (y niTepaTtypi Taki peakuii HasuBalOTb OKMUCHEHHSAM MO 3ropHy abo OKMCHEHHSM no
Moparizepy-ModpdaTty), MeTanBMILLYIOUNX OKUCHUX peareHTax abo nepokcuai BOAHIO 3@ MPUCYTHOCTI
MeTaneMilyounx katanisatopi, Taknx gk Na,WO, (aue., Hanpuknag, R. Noyori, Bull. Chem. Soc.
Jpn. 1999, 72, 2287-2306).

AnbTepHaTMBHWUIA Nioxia 0O ofdepxaHHs cnonyk copmynum llb (6e3 BMKOpPUCTaAHHA MPOMIKHOIO
KeToHy chopmynu [V) Takox onucaHui Ha cxemi 2. Y 3asHayeHOMy anbTepHaTMBHOMY nMigxodi
BUKOPUCTOBYIOTb ddTanimigu.

dranimian dopmynu X, B ki B, Ry, Rz i R4 € Taknmu, gk Bu3HayeHo ansa dopmynu lib, moxHa
npsMo ogepxaTu 3a peakuieto cuHTesy Tuny [abpuens, sk onucaHo y ny6nikauii Mitsunobu (O.
Mitsunobu, Synthesis, 1981, 1-28), 3i cnupty dopmynu VIl i dpranimigy 3a npucytHocTi 1-2 eks.
TpudpeHindocdiHy i 1-2 eks. giankinasogmkapbokcunaty, Takoro sk gietunasogukapbokcunat abo
giisonponinasogmkapbokcunar. Peakuilo npoBoasTb B IHEPTHOMY PO3YMHHKKY, TakoMy K
TeTparigpodypaH abo gnxnopmeTaH, npyu TemnepaTypi B giana3oHi Big 0 go 80 °C.

BrvpaneHHs dTanimigHoOi 3axMCHOT rpynu, WO MICTUTBCH Y crnonykax opmynu X, 3 ogepKaHHAM
WykaHunx cnonyk cdopmynu llb MoXxHa NpoBECTM LUMAXOM rigpa3uHonidy abo 3a iHW1MKU MeTogukamu,
onncaHMMK y niTepaTypi, TakKMMu $IK 3a3HadeHi y nyonikauii Greene, T.W. Protective Groups in
Organic Synthesis; J. Wiely & Sons: New York, (1991); Chapter 7.

dranimian dopmMmynu X TakoxX MoxHa ogepxatu 3i cnvpTtis chopmynu VIl yepes cnonyku dopmynum
IX, B akin B, R;, Rz i Ry € Takumn, ak BusHadeHo ana copmynum llb, i LG o3Havae rpyny, wWwo
BigLWEeNneTbCA.  TuNoBMMM  rpynamn, WO  BiAWENnTbCA, €  xnopug, Opomig, 1noawva,
(meTuncynbgoHin)okcurpyna abo [ (4-metundeHin)cynbdoHinjokcurpyna. Y Takin peakuii rpyny, Lo
BigwennoeTbcs LG 3aMiHAIOTE Y MPMCYTHOCTI akuenTopa KUCIOTU, SKUM MOXe ByTn TPETUHHWUIA aMiH,
Takun K TPUeTUIamiH, ankokcua, Takni sk TpeT-6ytokena, abo kapboHaT, Takmi Sk kapboHaT Kanito.
3aMilleHHs MOXHa MPOBECTU B MOMSIPHUX anpoOTOHHUX PO3YMHHUKAX, TakuMx siKk gumeTtundopmamis
abo gumeTuncynbdokcma, NpocTux edipHMX PO3YMHHMKAX, Takux Ak TeTparigpodypaH abo giokcaH,
abo NPOTOHHMX PO3YMHHUKAX, TakUxX K eTaHon. TemnepaTypa MNpPOBEAEHHs peakuii 3BMYalHO
nepebysae B giana3oHi Big 20 go 150 °C.

dranimian opmynu X TakoxX MOXHa oepXaTtu 3a iHLIOK MeTOAOoMOoriEl: 3axuLleHi dTanimigHoro
rpynoto B-amiHocnupTtn opmynu Xl, B skin R;, Rz i R4 € Takumu, sk BusHadeHo ans cdopmynu b,
MOXHa nepeTBopuTM Yy Tanimign dopMmynu X 3a peakuiclo 3aMilleHHs rigpokcurpynu 3
BMKOPUCTaHHAM TigpokcunoxigHmx dopmynu VI 3a peakuieto MuuyHoOy (onvcana B nybnikadii: Kenny,
J.A., Synlett, 1999, (10), 1615-1617).

Cnonykn copmynu Xl mMoxHa cuHTesyBaTu 3 amiHocnmpTy cdopmynu Xll, B skin Ry, R; i R; €
Takumu, 9K BM3HadeHo ansa dopmynu llb, 3a peakuieto i3 dTaneBMMm aHrigpMaom (sik OnMcaHo B
nybnikauii: Bose, A.K., J.Org. Chem., 1958, 23, 1335-1338).

LLle ogHieto meTogonorieto ogepxaHHa dptanimigis oopmynun X € nepeTBOpPeHHs Crnonyk hopmMynum
Xl y cnonykn cdopmynu Xlll, B gkin Ry, Rz i R4 € Takumn, sk Bu3HauveHo gna dopmynum b, i LG
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O3Hayae rpyny, WO BigWenneTbCs, BU3HavyeHy anga gopmynu IX, 3a cTaHgapTHAMU MeToauMKamu
nepeTBOPEHHS CNUPTIB y ranoreHign (sk onmcaHo y ny6nikadii: March, J. Advanced Organic
Chemistry; J. Wiely & Sons: New York, (1992); 4™ Ed, pp 498-499). Cnonyku cdopmynu XIll notim
MOXHa MNepeTBOpUTM B Cnonykn dopmynu X 3a peakuismy 3amilleHHsl, OnucaHumMun Bulle Anis
nepeTBOPEHHA crnonyk opmynu IX y cnonykn popmynm X.

MpomixHi npoaykTn hopmynu lic

R, R,
HZN)QO\B (Ilc),

B skin B € Takum, gk Bu3HadeHo ana dopmynm | i Ry, R3z i R4 He3anexHo oauH Big ogHoro
o3Ha4valoTb BofeHb, Ci-Cg-ankin, C;-Cg-ranorenankin, Cs-Cg-umknoankin, C,-Cg-ankenin, C,-Ce-
raroreHankeHin, C,-Cg-ankinin, C,-Cg-ranoreHankinin, C,-Cg-ankokcurpyny, C,-Ce-
ranoreHankokcurpyny, Ci-Cg-ankintiorpyny abo C;-Cg-ranoreHankintiorpyny; abo R; i R, pasom
o3HavaloTb C,-Cs-ankineHoBy rpyny, sika € HesamilleHoo abo 3amiweHoto ogHieto abo Binbwe C;-Ce-
arnkinbHMX rpymn; MOXHa ogepxxaTy, SIK NoKa3aHo Ha Cxemi peakuin 2.

Cxema 2:
O R, R, o R R,
oL ON
Oy — OH O-
R B
HZN%( H,N o Vi) o H,N
o}
(XIV) (Xllc) (Xlc) (Xc) (llc)

MoxigHi amiHokmcnoT dopmynu X1V, B gkin Ry i R, € Takumn, sik BusHaveHo gns popmynu lic, i R"
o3Hayvae C;-Cg-ankin, MoxHa BigHoBUTK B aMiHocnnptu chopmynu Xllc, B sikin Ry i R, € Takumn, Sk
BU3Ha4eHo anga dopmynu lic, 3a BigoMMMKM MeToAMKaMKU BigHOBIEHHSA. AMiHOCMPTK cpopmynu Xllc
MOXHa NepPeTBOPUTY B LLYKaHi cnonyku gopmynu llc yepea npomixHi dpranimign gopmyn Xlc, y skmx
R; i R, € Takumu, sk Bu3HayeHo ansa cdopmynu lic, i Xc, B gkt B, Ry i R, € Taknumu, sk Bu3HayeHo ans
dopmynn llc, WNSXOM BUKOPUCTaHHA rigpokcunoxigHux dopmynu VI i Takoi x metogonorii, sk
npegcTaBneHa Ha cxemi 1.

MpomixHi npoaykTn popmynu Il

R, R
O«
H,N B (),
R3 R,

B skin B, Ry, Ry, Rz i Ry € Taknumu, sk Bu3HayeHo ans cdopmynu |, Takoxk MOXHa ofepxatu, sK
nokasaHo Ha cxeMmi peakuin 3a.

2

Cxewma 3a:
R1 R2 Rl Rz Rl Rz
HO Br HO O\I3 HO O\B
/O\ -
H "B + R/ R, Ry R, O Ry R,
(V1) (XV) (XVI) (xvin)
Rl Rz CHs O R R
H.C 1 2
O\ 3
O\
HZN& e _ HBCXOXN& 3
H
R3 R4 R3 R4
an (XVIl
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MpomixHi npoaykTn chopmynu XVI, B akin B, Ry, R,, R3 j R4 € Takumu, sk BU3HaveHo ans opmynu
I, MmOoxXHa ogepxaTtu 3a peakuieto BinbsamcoHa rigpokcunoxigHol oopmynu VI, B akin B € Takum, sk
BM3Ha4eHo ansa dopmynu ll, 3 noxigHoto 3-6pom-nponaH-1-ony dopmynn XV, B skih Ry, R, Rz Rz €
Takumu, sk BU3HadeHo ans dopmynu Il, sk e onucaHo, Hanpuknag, y nyonikauii Journal Medicinal
Chemistry, 46(24), 5238-5248; 2003.

MoTim cnonyky dopmynu XVI MOXXHa OKUCINUTK, Hanpuknag, Wisxom BukopucTaHHsa RuO,/NalO,
y BiANoBiaHy NoxiaHy nponaHosoi kucnotu dpopmynu dopmynu XVII, B akin B, Ry Rz, R3 i R4 € Takumn,
SK BU3Ha4eHo ansa cdopmynu Il

MoxigHy nponaHoBoi kucnotn gopmynu XVIlI nOTiM MOXHa NepeTBOpUTU B 3axXuLLEHY rpynoto
BOC kapbamaTtHy noxigHy dopmynu XVIII, B akin B, R;, Ry, Rs i R4 € Takumun, Ak BU3Ha4YeHO Ans
dopmynu |l, 3a gonomoroto neperpynysaHHa Kypuuyca noro rigpasvaHoil NoXigHoi, ogepxaHoi 3
BUKOPUCTaHHAM audbeHindocdopaiasungaTy i 06pobku isoumaHaTol noxigHoi 3a gonomoroto t-Bu-OH
(CTpyKTYpW rigpasngHoi i isoLmMaHaTHOI NOXIQHUX HEe MOKa3aHi).

BupaneHHs 3axucHoi rpynn BOC 3i cnonyk dpopmynu XVIII 3 ogepxxaHHam cnonyk dopmynu
MOXHa NPOBECTM 3a NPUCYTHOCTI CUNbHOI KMCnoTK, Takoi ik HCI.

AnbTepHaTMBHO, cnonykn dopmynu Il (xipaneHoi, gkwo R; BigpisHaeTbes Big R,) Takox MoxHa
oAepKaTu, SIK MoKasaHO Ha Cxemi peakuin 3b:

Cxema 3b:
He CH, O /?
R, R, Boc,0 . ¢ QR R, Socl, HSC>LOJ\N/S‘
OH —= 3 >k ,U\ OH 3 o)
H,N HC™ "0 °N 5 )\\<_R
R! R, R, 4 R; R, R, 4
(XXV) (XXIVb) (XXIlib)

OKWUCHEeHHA l

R, R, + CH, O R R CH, O
H H.C 1 2 3 O

LIS G Y e [ Q0

H N HC 0" N B 0" N
R{ R, H 3 o
R: R, PO R
H B R R 4

(n 2 Ry

(Xvil) (V1) (XX1Ib)

XipansHi cnonyku dopmynu XXIVb, B akin Ry, Ry Rj i Ry € Takumun, sk Bu3HayveHo ans hopmynu
Ib i Ry BigpisHaeTLCA BiA Ry, MOXHa ofepxaTn 3a peakuieto XipansHoro amiHocnnpTty dopmynu XXV,
B skin Ry, Ry R3 i Ry € Takmmu, sk Bu3HadeHo anda dopmynu Ib i Ry BigpisHaeTbea Big Ry, 3 Boc,O npu
ctaHgapTHux ymosax. Unknivni cynedamiantn popmynu XXllb, B gkii Ry, Ry, Rz i Ry € Taknmn, gk
BM3HayeHo ana cdopmynu Ib, notiMm MoxHa opepxatun 3i cnonyk dopmynun XXIVb 3 BUKOPUCTaAHHAM
SOCI,. Ut peakuito yuknisauii MoxxHa NpoBeCTU 3a MPUCYTHOCTI OCHOBMW. [puaaTHOK OCHOBOK €
nipnanH. [MpuaaTHi PO3YMHHUKK BKMAOYAKOTb AMXSIOPMETAH | HITpUMAW, Taki SK aueToHIiTpun i
nponuoHiTpun. TemnepaTypa NpoBeAeHHs peakuii 3BMyanHo nepebyBae B gianasoHi Big -50 go 20 °C.

LmknidHi cynbdpamigatn dopmynu XXIIb, B skin A, Ry, Ry, R3 i Ry € Takumu, sk BM3HayYeHo Ans
dopmynu Ib, MOXHa ogepXaTu OKUCHEHHSIM LMKNiYHUX cynbdamianTis dopmynu XXIlib. MNpugaTHrumu
okncHuMmM peareHtamm € Ruy, i RuCls 3H,O y komGiHauii 3 NalO,. MpuaaTtHi po3YMHHMKU BKITHOYAOTh
CyMilli HITPWAMIB i BOAMW; B SKOCTi HITPMITYy MOXHa BWKOPWCTOBYBAaTW, Hampuknag, aueToHiTpun abo
nponioHiTpun. TemnepaTtypa NpoBeAeHHs peakuii 3BnyanHo nepebysae B gianasoHi Big 0 go 30 °C.

MoTim umknivHi cynbamigatn dopmynu XXIIb MoxxHa BBECTU Yy peakuito 3i crnoniykamu opmynum
VI, B akin B € Takum, sk Bu3HavyeHo gna cdopmynu |b, 3 ytBopeHHamM cnonyku gopmynm XVIII. Le
PO3KPUTTA LIMKNY 3a SOMOMOrOK KMCEHbBMILLYIOUNX HYKNeOomifIbHUX peareHTiB MOXHa NpoBeCTM 3a
NMPUCYTHOCTI OCHOBW. [NpuaaTHi OCHOBM BKIOYaloTh kapboHaTu, Taki sK rigpokcup niTito, kapboHaT
uesito, kapboHaT kanito, abo rigpuan meTanis, Taki 9K rigpug Hatpito i rigpua niTilo. NpuaaTHi
po3umHHUKM BkntodawTb N, N-gumetundopmamia, aumetunauetamia i OMCO. TemnepaTtypa
NPOBEAEHHNA peakuii MOXe 3MIHIOBaTUCHA Yy LUMPOKMX Mexax, ane 3Bu4arHO BOHa nepebyBae y
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JianasoHi Big Temnepatypu HaBkoNMLLHbLOro cepegosuila ao 100 °C.
MpomixHi npogykTn cpopmynu lid

HN O~ (a),

R,

(lid)

B ki B € Taknm, sik Bu3HayeHo ansa opmynum | i Rz i R4 He3anexHo oanH Big OAHOro 03HavarTb
BoaeHb, Cq-Cg-ankin, C,-Cg-ranoreHankin, Cs-Cg-umknoankin, C,-Cg-ankeHin, C,-Cg-ranoreHankeHin,
C,-Ce-ankiHin, C,-Cg-ranoreHankinin, C;-Cg-ankokcurpyny, C;-Cg-ranoreHankokcurpyny, C;-Cg-
ankintiorpyny abo C;-Ceg-ranoreHankintiorpyny abo Rz i R; pasom o3HauvawTb C,-Cs-ankineHoy
rpyny, sika € HesamileHo abo 3amilleHot opHieto abo Ginblwe Ci-Cg-ankinbHUX rpyn; MOXHa
oAepKaTu, SIK MoKasaHO Ha CXeMi peakuin 4.

Cxewma 4.

CH,CH,MgHal

XXI
/O\ 3 R4 R3 R4 ( )
H™ B + K —~ BJ - O~g  (1d)
Hal” XY SN Ti(OiPr), H,N

BF,.OEt, R: Ry

(V1) (XIX) (XX) (I1d)

Hitpunn dopmynu XX, B skin B, R; i R4 € Takumun, sk Bu3HadeHo ana dopmynu lld, moxHa
ogepxatu 3a peakuieto cnonyku dopmynun XIX, B akin Rz i Ry € Takumu, sk BU3HayeHo ans oopmynm
Ild, i Hal o3Havae ranoreH, 3i cnonykotw dopmynu VI, B akin B € Takum, sik BU3Ha4eHo ana dopmynm
Ild, 3a BigoMnMn meToaukamu.

MoTim HiTpun dpopmynn XX MOXHa niggaTy NEepeTBOPEHHI0 MO peakuii CronyyeHHd, Lo
kaTanisyetbcs, 3a gonomoroto Ti-(l1) 3 BukopuctaHHam peareHTy ['puHbsapa dopmynm XXI, B akin Hal
O3Ha4ae ranoreH, i ogepxaTu WykaHi cnonyku copmynu lld. YMoBu npoBeaeHHs Liel peakuii onucati,
Hanpuknag, y nybnikauii P. Bertus and J. Szymoniak (J. Org. Chem., 2002, 67, 3965-3968) i B 1-595-
873.

Cnonyku cdopmynu Ib

6%
\ )S<O\B

H

A

R{ R,

(1b)

B ki A i B € Takumun, gk BusHadeHo ansa opmynu | i Ry, Ry, Rs i R4 He3anexHo ogvH Big ogHoro
o3Ha4valoTb BoAeHb, Ci-Cg-ankin, C;-Cg-ranorenankin, Cs-Cg-umknoankin, C,-Cg-ankeHnin, C,-Ce-
ranoreHankeHin, C,-Cg-ankiHin abo C,-Cg-ranoreHankiHin, abo R; i R, pasom o3HauvaiTb C,-Cs-
arnkineHoBy rpyny, sika € He3amilleHo abo 3amiweHol ofHieto abo Ginbwe C,-Cg-ankinbHux rpym;
abo R; i R; pa3om o3HauvawTb C,-Cs-ankineHoBy rpyny, ska € He3aMmilleHow abo 3aMilleHO OfHie
abo Ginbwe C;-Cg-ankinbHux rpyn; abo Rz i R; pasom o3HadvatoTe C,-Cs-ankineHoBy rpyny, sika €
He3amilweHow abo 3amiweHo ofgHieto abo Binbwe Ci-Cg-ankinbHUX rpyn; MOXHa ogepXatu, sk
nokasaHo Ha CxeMmi peakuin 5.

Cxewma 5:
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P

Ri. Ra O Q Ri. R; .
oH + J — I OH AN g
Ry T4 (llb) Ry ™4 RT R, R,
(XXIV) (XX1ll)
(XXV)
B—Hal OKWUCHEHHSA
(XXVI)

%0

9 R1 Rz A N~ \O
A/U\N O-g o] R
H™ "B 4
H Ra R4 R1 R2 Ra
(Ib) (\]
(XXI)

Cnonyku copmynu XXIV, B akii A, Ry Ry Rs i R4 € Takumu, sk BU3HadYeHo ans copmynu b,
MOXHa ofepxaTu 3a peakuieto amiHocnupTty dopmynu XXV, B skin Ry, R, Rs i Ry € Takumu, sk
BU3Ha4veHo ans dopmynu Ib, 3i cnonykoto oopmynu lll, B skin A € Takum, sik BUSHa4YeHo anst oopmynm
Ib i Hal o3Hayae ranoreH, 6axaHo Xrop, 3a MPUCYTHOCTI OCHOBW, Takoi AK TpueTunamiH, OCHOBa
XbloHira, 6ikapboHaT HaTpito, kKapboHaT HaTpito, kapboHaT kanito, nipuamH abo xiHoniH, ane 6axaHo
TpUeTunamiH, i y pO34MHHUKY, Takomy sk gietunosui edip, TBME (TpeT-6ytunmeTtunosun edip), TIo
(TeTparigpodbypaH), AumxnopmetaH, xnopocdopm, [AM®P (aumetundopmamia) abo NMP (N-
MeTunniponuaoH), npotarom Big 10 xB o 48 roa., 6axaHo Big 12 oo 24 roa. i npu Temneparypi ot
0 °C po TemnepaTypw kuniHHsA, 6axaHo ot 20 go 25 °C.

LmknivHi cynbdamiantn dopmynu XXIII, B gakin A, Ry Ry, Rs i Ry € Takumm, sk BM3HayeHo Ans
dopmynu Ib, noTim MoxxHa ogepxatu 3i cnonyk popmynu XXIV wnaxom sukopuctaHHsa SOCI,. Lo
peakuito uMKri3auil MOXHa NpoBeCcTW 3a MNPUCYTHOCTI OCHOBW. [puaaTHOK OCHOBOK € MipUAMH.
MpuaaTHi PO3YMHHMKM BKMOYAOTb AUXAOPMETAH | HITPUNKU, Taki SK aueToHITPMA | NPOMIOHITpMN.
TemnepaTtypa NnpoBedeHHS peakLii 3BuyanHo nepebysae B AgianasoHi Big -50 go 20 °C.

Lnknivni cynscamigatn dpopmynn XXII, B skin A, Ry, Ry, Rz i R, € Takumu, gk BU3HaveHo ang
dopmynun Ib, MoXXHa ofiepXaT OKUCHEHHAM LUKNIYHUX cyrbdamiguTis popmynu XXIII. MNpugaTHUMK
okncHumm peareHtammn € Ruy i RuClssH,O y komGiHadii 3 NalO,4. MNpuaatHi po3UmMHHUKM BKAOYAOTh
CyMilLi HITpMMIB i BOAW; SK HITPWUM HITPUIT MOXHA BMKOPUCTOBYBATW, Hampuknag, aueToHiTpun abo
nponioHiTpun. TemnepaTtypa NpoBedeHHs peakuii 3Bu4anHo nepebysae B AgianasoHi Big 0 go 30 °C.

Orngag MeToaMK OAepXKaHHs UMKNIYHMX cynbdatiB i cynbdamigaTiB HaBegeHun y nybrikauisx
Lohray, B.B. in Advances in Heterocyclic Chemistry; Katritzky, A.R., Ed.; Academic Press: San Diego,
1997; Vol. 68, pp 89-180; i Posakony J. J., J. Org. Chem., 2002, 67, 5164-5169.

MoTim yukniyHi cynbdhamigatn copmynu XXII MOXXHa BBECTU Yy peakLito 3i cnonykamu gopmynu
VI, B akin B € Takum, gk BU3Ha4eHo ansa copmynu Ib, i ogepxxaTtu cnonyku copmynu Ib. Lie poskputTa
LMKNY 3a JOMOMOrOK KMCEHbBMILLYIOUMX HYKIEOMiNbHUX peareHTiB MOXHa NpoBECTU 3@ NPUCYTHOCTI
ocHoBW. MpuaaTHi ocHoBM BKNtOYaloTb kapboHaTH, Taki sIK rigpoKkcKA niTito, kapboHaT uesito, kapboHaT
Kanito, abo rigpuan meTanis, Taki ik rigpug HaTpito 1 rigpya niTito. MNpuaaTtHi pO3YMHHMKK BKIOYAOTh
N, N-gumetundopmawmia, ammetunauertamig i OIMCO. Temnepatypa npoBeOEHHs peakuii Moxe
3MIHIOBATUCS Yy LUMPOKUX MexXax, ane 3Bu4anHO BOHa nepebyBae y AianasoHi Big Temnepartypu
HaBKONMLIHBLOTO cepenosua go 100 °C.

AnbTepHaTuBHO, cnonyku cdopmynu Ib MoxHa opepxaTtu 3a peakuieto crnonyk dopmynum XXIV i
cnonyk cpopmynu XXVI, B akin B € Takum, sk Bu3HadeHo ansa dopmynu Ib i Hal osHavae ranoreH. Lo
peakuito HykneodinbHOro 3amilleHHs GaxaHO MOXKHa BUKOPUCTOBYBATM y BWUMNAAKy, KOMM crioryka
dopmynun XXVI aBnsie coboto akTMBOBaHY ranioreHapomatuyHy cnonyky. Y Bunagky, Konu crosnyka
dopmynn XXVI gBnse cobol HeakTMBOBaHY CMOMyKy, 3asHaveHy peakuild MOXHa MpPOBECTU Mpu
KaTanisi nanagiem abo migato.

Cxema 6: CHTE3 NpoMikHMX HadpToniB, Yy Aknx Rs i R4 03Ha4atoTb BOAEHD:
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1. Hal,/NaOAc ClCH2C0R1 Hal \J\
2 Zn OM® aGo aueToH OO
Hal Hal
COOH KT-60°C
VI-2 V-1

Hal = CI, Br NaCNBH,
NH,OAc
MeOH
0°C-50°C, 2-16roa

Hal NH, Hal NH,

O\/k O\/I\

OO e oyt
KT -50° Hal

Hal

Hal

lig Iif

CwuHtes 1,3-3amileHnx HadToniB onncanun y nyonikauii Annalen 1930, 484, 245-300

5
Cxema 7: CnHTE3 NpoMixxHMX 5-rigpokcmbeH3o[b]tiodeHiB, B sknx R3 i R4 03Ha4atoTb BoOEHb:
Br,/NaOAC Br o CICHCOR, Br . 0
OH AcOH K,CO,4 \)l\
s » eeroA S gr AM® a6o aueToH S Br
VI-3 KT-60°C V-2
CL/AcOH VI-6
HeBenuka TpuBanictb peakuii, KT NaCNBH,
NH,OAc
Ci MeOH
OH 0°C-50°C, 2-16roa
4
° \/I\
V4 | HalNaOAc /
AcOH (Benukun Hagnuwok Cly) HalzlAc
16-24ropn
20 50°
cl cl NH,
OH _ - O\)\
% —— / Ry
s Br, Cl S Br, Cl
VI-5 I
10 CuHTes 5-rigpokcnbenso[b]tiodheHy onmcanuii y nybnikauii: Synthetic Communications, 1991, 21,
959-964.

Cnonykn copmyn V, VI, VII, XII, XIV, XV, XIX, XXV i XXVI, y Aknx 3aMiCHUKM € Takumu, K

OMUCaHO BULLE, € BIOOMMMMU i HAasiBHI Y npogaxy abo iX MOXHa ogepXaTtu BigNOBiAHO OO0 LUTOBaHOI
BuLe niTepaTypu abo 3a MeToguKamu, BioOMUMK y AaHii 06racTi TEXHIKK.

15 Cnonykn copmynu Il i lllb, y skux 3amMiCHUKM € Taknmu, 5K ONMCaHO BULLIE, € BiAOMUMM i OesiKi 3

HUX HasBHI y npoaaxy. IXx MoXHa odepaTu aHamnoriyHo TOMy, sIK onucaHo, Hanpuknag, y WO

00/09482, WO 02/38542, WO 04/018438, 0-589-301, WO 93/11117 i Arch. Pharm. Res. 2000, 23(4),

315-323.
[na opepaHHA BCiX iHWKUX cnonyk dhopmynu |, Wwo MicTaTe dyHKLiOHanNbHI rpyny BignoBigHO Ao
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BusHauyeHb A, B, R, R,, Rz i R, iCHye Benuka KinbKiCTb BiZOMWX NpPUOATHUX METOOMK, TaKuxX §K
ankinyBaHHsl, ranoreHyBaHHsl, auumnioBaHHs, aMigyBaHHSA, OKCMMYBaHHS, OKUCHEHHS i BiQHOBMEHHS.
Bubip MeToaMK ofepxaHHs, SKi € npuaaTHUMK, 3anexuTb Big BNacTMBOCTEN (peakuiiHOi 30aTHOCTI)
3aMICHUKIB, LLIO MICTATLCA Y MPOMDKHMUX NPOAYKTaXx.

Peakuii, wo npuBogsatb Ao cnonyk copmynu | GaxaHo NpoBOAsiTb B anpOTOHHUX iHEPTHUX
OPraHiYHMX PO3YMHHMKAX. TakuMn pO3YMHHMKAMN € BYrMeBOAHi, Taki sk 6eH3on, Tonyon, kcunon abo
LIMKIOreKcaH, XNopoBaHi BYrMeBOAHI, Taki SK AWXINOPMETaH, TpMXIIOpMeTaH, TeTpaxsiopMeTaH abo
xnopbeH3on, npocTi ediipn, Taki Ak gieTunoBun edip, OUMETUNOBUA edip ETUMEHTIKONH,
anveTunosui edip gietunedrnikonto, TeTparigpodypaH abo giokcaH, HITpUNK, Taki K aueToHITpun
abo nponioHiTpun, amign, Taki Ak N, N-agumeTtundopmamio, aietundopmamia abo N-
MeTunniponiguHoH. TemnepaTtypa npoBeAeHHs peakuii 6axaHo ctaHoBuTb Big -20 go +120 °C.
3BMYaNHO peakLii € TPOXM eK30TEePMIYHMMM i K NpaBuno X MOXHa MpOBOAUTU NpW Temnepartypi
HaBKOIMLUHBLOIO cepenoBuLLa. [1ns CKOpoYeHH TPMBANoCTi NPoBeAeHHS peakLii abo ang iHivlitoBaHHA
peakLii Cymill MOXXHa KOPOTKOYACHO HarpiTu 40 TeMnepaTypu KUMNiHHA peakuinHoi cymili. TpuBanocTi
NPOBEAEHHA peakuil TakoX MOXHa CKOPOTUTU LUMAXOM [OAaBaHHS OEeKifbKOX Kpanenb OCHOBW, B
SAKOCTI KaTanizatopa peakuii. lMpugaTHUMM OCHOBaMM €, 30Kpema, TPETUMHHI aMiHKW, Taki $K
TpMMeTUNaMiH, TpueTunamin, XiHykniguH, 1,4-giasabiumkno[2.2.2]oktaH, 1,5-giazabiunkno[4.3.0] HoH-
5-eH abo 1,5-gia3abiumknol[5.4.0] yHaeu-7-eH. OgHak B SIKOCTi OCHOBM MOXHa BMKOPUCTOBYBATU
HeopraHiYyHi OCHOBM, Taki SIK rigpuaw, Hanpuknag, rigpug HaTtpito abo rigpua kanbuito, rigpokcmnan,
Hanpuknag, rigpokcua HaTpito abo rigpokeua Kanito, Taki Sk kapboHaT HaTpito i kapboHaT Kanito, abo
rigpokapboHaTn, Taki K rigpokapboHaT kanito i rigpokapboHat HaTtpito. OCHOBM MOXHa
BMKOpUCTOBYBaTM cami no cobi abo 3 p[gogaBaHHAM KaTaniTUYHUX KiNbKOCTEW MibK(asoBoro
KaTanizatopa, Hanpuknaza kpayH-edipy, 3okpema kpayH-6, abo coni TeTpaankinamoHito.

Cnonykn popmynu | MOXHa BULINUTM 3BUYAAHUM YMHOM LUSISIXOM KOHLUEHTPYBaHHS i/abo wnsxom
BUMapPOBaHHS PO3YMHHMKA i OYMCTUTU 3a OOMOMOroK nepekpucTanisauii abo po3TnpaHHa TBepOoro
3anuKy 3 pO3YMHHUKAMU, Y SKMX BOHW MOraHo PO3YMHHI, TakMMWU SK MPOCTi edipyn, apoMaTuyHi
BYrneBoAHi abo xriopoBaHi ByrneBOAHi.

Cnonykn cdopmynu | i, SKWO Ue AOUINbHO, iX TayToMepn MoXyTb MicTUTUCS y dopMi ogHoro 3
i3omepiB, KM € MOXNUBMM, abo y BUrNAAi X CyMilli, Hanpuknag, y BUrMs4i YACTUX i30MepiB, Takux
AK aHTUNoam i/abo giactepeoizomepu, abo y BUrMsAAi Cymillel i30MepiB, TakMX sIK CyMilli CTPYKTYPHUX
i3oMepiB, CTepeoizomepiB, [iacTepeoi3oMepiB i eHaHTioMepiB, Hanpuknag, pauemaTtu, CyMilli
Jiactepeoizomepie abo cymiwi pauemaTiB 3anexHo Big KinbkocTi, abcontoTHol abo BiAHOCHOI
KOHGirypauii acMMeTpuyHUX artoMiB BYMMeL, SKi MIiCTATbCSA Yy Monekyni, i/abo 3anexHo Big
KOHQpirypauii HeapoMaTUYHUX NOABIVHMX 3B'A3KIB, SKi MICTATbCSA Yy MOMEKyni; AaHun BUHaxig
CTOCYETbCS YNCTUX i30MEPIB, @ TAKOX BCiX CyMmillen i30MepiB, SKi € MOXIMBUMU i Y KOXHOMY BUNAOKY
BULLE i H/XYe B JAHOMY BMHaxoZi iX BApTO pO3yMiTV B TAKOMY 3MICTi HaBiTb SKLLO Y KOXHOMY BUMNaAKy
He 3a3HayeHi nogpobuui cTepeoximii.

Crnonyku | i, aKWwo ue gouinbHO, X TayToOMepu, TaKoX MOXHa, SKWO ue OOouinbHO odepXatn y
dopmi rigpatiB i/abo y dopmi, WO BKMNOYAE iHLWi PO3YMHHWMKKW, Hanpuknag, Ti, SKi MOrnu
BMKOPUCTOBYBATUCA Ansi KpMUcTanisauii cnonyk, siki nepebysatoTb y TBEpAi opMi.

MpomixHi npogykTn popmynu Il

R1 R,
O-
HzN B (Il),
R; R,

B skin B, Ry, R,, Rz i R; € Takmmu, sik BU3HavyeHo ansg dopmynu |, € HOBUMM i po3pobneHi
crneuianbHO AN ofdepXaHHs crnonyk dopmynu |. BignosigHO [0 uUbOro, Taki MPOMDKHI MPOAYKTU
dopmynu |l Takox € YaCcTMHOK 06'eEKTa AaHOro BUHaXoAy.

MpomixHi npoaykTn popmynu lla

R, R,
O~
H/N B
R R
20 3 Ry (Ila)

B sk B, Ry, Ry, R3 i R4 € Taknmu, sik BU3HaveHo ang cpopmynu |, i Ryy 03Havae Cs-C,-uuknoankin
OaxxaHo - UMKIOMpOonisy, € HOBUMM i po3pobrieHi cneuianbHO OnNsa ofepXXaHHsa cronyk cdopmynu |.
BignoBigHo [0 ubOro, Taki MpoMikHi npoayktn dopmynu lla Takox € yacTuHot ob'ekTa gaHoro
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BUHaxoay.
MpomixHi npogykTn popmynm 1V
Rl
O~
o) B (IV),
R; R,

B Akin B € TakuMm, 9k Bu3HaveHo ansa c¢opmynm | i Ry, Rz i R, He3anexHo oavH Big ogHoro
o3HavalTb BoaeHb, Ci-Cg-ankin, Ci-Cg-ranoreHankin, Cs-Cg-umknoankin, C,-Cg-ankeHnin, C,-Cg-
ranoreHarkeHin, C,-Cs-ankinin, C,-Cg-ranoreHarnkinin, C;-Cg-ankokecurpyny, C.-Cs-
ranoreHankokcurpyny, Ci-Cg-ankintiorpyny abo C;-Cg-ranoreHankintiorpyny; abo R; i R; pasom
o3HavatoTb C,-Cs-ankineHoBy rpyny, sika € HesaMilleHo abo 3amiweHor ogHieto abo Ginbwe C-Ce-
ankineHux rpyn; abo R; i R4 pa3om o3HauvatTb C,-Cs-ankineHoBy rpyny, sika € HesamilleHo abo
3amilleHoto ofgHieto abo bGinble Ci-Cg-ankinbHUX rpyn; € HOBUMM i po3pobneHri cneuianbHO Ansi
oAepaHHsa crnonyk cdopmynu |. BignosigHo 4o UbOro, Taki NPoMiXKHI NpoaykTn dopmynu IV Takox €
YacTMHO 0B'ekTa AaHOro BUHaxXOAy.

MpomixHi npoayktn popmynm XXIV

OR R
)kNl * OH

R/ R (xxv),

B SKin A € Takum, sik Bu3HadeHo ans cdopmynm | i Ry, Ry, Rs i R4 HesanexHo oauH Big ogHoro
o3HavalTb BoaeHb, Ci-Cg-ankin, Ci-Cg-ranoreHankin, Cs-Cg-umknoankin, C,-Cg-ankeHrin, C,-Cg-
ranoreHankeHin, C,-Cg-ankiHin abo C,-Cg-ranoreHankidin, abo R; i R, pasom o3HauvaioTb C,-Cs-
ankineHoBy rpyny, sika € He3amilleHo abo 3amiweHot ogHielo abo Binble C;-Cg-ankinbHUX rpym;
abo R; i R; pasom o3HauvaoTb C,-Cs-ankineHoBy rpyny, ska € He3amilleHo abo 3aMilleHOo OfHiIe
abo 6Ginbwe C;-Cg-ankinbHux rpyn; abo Rz i R; pasom o3HauvaoTe C,-Cs-ankineHoBy rpyny, sika €
HesamilweHow abo 3amiweHot ogHieto abo Ginbwe C;-Cg-ankinbHUX rpyn; € HOBUMU i po3pobrieHi
cheuianbHO ANgA ofepXaHHs cnonyk copmynu |. BignoeigHO [0 LbOro, Taki MPOMKHI NPOAYKTU
dopmynu XXIV Takox € 4acTMHOK 06'eKTa 4aHOro BUHaxoay.

MpomixHi npoaykTn popmynu XXIVa

A

O Rl R2
J OH
AN
R
R 4
Rz 3 (XXIVa)

B SKin A € Takmm, siKk BU3HadeHo ans dopmynu |, R,y o3Havae Cs-Co-umknoankin, 6axaHo -
umknonponin, i Ry, Ry, R3 i R, HeE3anexHoO oauH Big ogHOro o3HavarTb BoAeHb, Ci-Cg-ankin, C1-Cq-
ranoreHankin, Cs-Cg-umknoankin, C,-Cg-ankeHin, C,-Cg-ranorenankeHin, C,-Cg-ankinin abo C,-Ce-
ranoreHarkidin; abo R; i R, pazoM o3HavatTb C,-Cs-ankineHoBy rpyny, sika € HesamiweHow abo
3amilleHoo ofHieto abo Oinbwe Ci-Cg-ankinbHux rpyn; abo R; i R; pasom o3HauyatioTb C,-Cs-
arnkineHoBy rpyny, sika € He3amilleHo abo 3amiweHot ofHieto abo Binble C;-Cg-ankinbHux rpym;
abo R; i R4 pa3om o3HauvatoTb C,-Cs-ankineHoBy rpyny, ska € He3aMmilleHo abo 3aMilleHO OfHiIe
abo bGinbwe C;-Cg-ankinbHUX rpyn; € HOBMMM i pPO3pO06MeHi cneuianbHO AN OAepXaHHA Cronyk
dopmynu |. BignosigHo 4o uboro, Taki npoMixkHi npoayktn dpopmynm XXIV Takox € 4acTmHow ob'ekTa
AaHOro BUHaxoAy.

MpomixHi npoaykTn popmynu XXIIB

his
X
A N/ l\
@)
R, (XXIIB),
R{ R, R,

B AKi1 A € TakuM, SIK BU3Ha4eHo ansa dopmynu |; X, osHavyae —S(0)- abo —S(0),-; i Ry, Ry, Rz i Ry
HesanexHo oAuH Big oOJHoro o3HadvawTb BoaeHb, Ci-Cg-ankin, C;-Cg-ranorenankin, Cs;-Ce-
umknoankin, C,-Cg-ankeHin, C,-Cg-ranoreHankeHin, C,-Cg-ankiHin ado C,-Cg-ranoreHankiHin; abo Ry i
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R, pasom o3HauvatoTb C,-Cs-ankineHoBy rpyny, sika € He3amilleHow abo 3amiwieHow opHieto abo
binbwe C;-Cg-ankinbHux rpyn; abo R; i Rz pasom o3HavawoTb C,-Cs-ankineHoBy rpyny, sika €
He3amilweHo abo 3amiweHol oaHieto abo Oinbwe C,-Cg-ankinbHux rpyn; abo R; i R; pasom
o3HavatoTb C,-Cs-ankineHoBy rpyny, sika € HesaMilleHow abo 3amilweHor ogHieto abo Ginbwe C-Ce-
ankinbHUX rpyn; € HOBUMM i po3po0breHi cneuianbHO ANs ogepXaHHsi cnonyk dopmynu |. BignosigHo
A0 UbOro, Taki npoMixkHi npogyktn cpopmynu XXIIB Takox € 4acTnHO 06'ekTa JaHoro BUHaxoay.

3rigHo BuHaxogy Oyno BCTaHOBIEHO, WO cnonykn dopmMynu |, NpONoHOBaHi y JaHOMY BUHaxomj, 3
NPaKkTUYHOI TOYKM 30py MaloTb AyXKe NpvMBabnvMBuMIiA CNEKTP akTUBHOCTI Afst 3aXMCTY KOPUCHUX POCINH
Bif XBOPOO, SAKi BMKNMKaOTbCA hiTONAaTOreHHNMM MIKpoopraHiamamu, Takumm sk rpubu, 6akrepii abo
Bipycu.

Hannii  BuHaxig cTocyeTbcs  cnocoby ©OopoTbbwm i3 3apaXeHHsAM  KOPUCHMX  POCIIMH
diTonatoreHHMMM MikpoopraHiamamm abo Moro nonepemXxeHHs, y sKOMY crnonyku copmynu |
HaHOCATb B SIKOCTI aKTMBHOMO iHrpedieHTa Ha POCIUHKU, Ha iX YacTMHU abo Micue iX 3pOCTaHHA.
Cnonykn copmynu |, NponoHoBaHi y AaHOMYy BMHaXOAi, BiAPi3HATbLCA YyJOBOK aKTMBHICTIO npwu
HU3bKMX HOPMax BUTpaTW, 4OOpe NepeHOCATLCA POCHMHAMM | BOHM € eKornoriYyHo 6e3nedyHmmmn. BoHu
MaloTb Ay)Ke KOPUCHI NikyBarnbHi, nonepeaKyBarsbHi i CACTEMHI XapakTepUCTMKaMM i 3aCTOCOBYIOTLCS
ANst 3aXUCTY YUCMNEHHUX KyNMbTypHUX pocnuH. Cnonyku chopmynum | MOXHa BMKOPWUCTOBYBaTU Ans
npuayweHHs abo 3HULLEHHST LWKIAHWKIB, L0 3HaxXOo4ATbCA Ha pocnvHax abo 4YacTuMHax pPOChvH
(nnopax, KBiTKax, nMcTkax, ctebnax, 6ynbbax, KOpiHHSA) PiI3HUX KyNbTYp KOPUCHUX POCIMH i OQ4HOYACHO
OIS 3aXUCTY TaKoXK | TUX YaCTUH POCIIMH, SIKi BUPOCTalOTh Mi3Hille, Hanpuknag, Big itonaToreHHux
MiKpOOpraHi3mis.

Cronykun copmynu | TakoxX MOXHa BUKOPUCTOBYBATM B AKOCTI MPOTPaBIOBarbHUX areHTiB Ans
mMaTepiany Ans PO3MHOXEHHS POCIWH, Hanpuknag, HaciHHa (nnoau, 6ynbbu, 3epHa) i cagxaHuis
pocnuH (Hanpuknag, pucy), Ans 3axucTy Big rpubkoBux iH(eKUin, a Takox diTonatoreHHux rpubis,
LLIO 3YCTPIYaOTLCH Y I'PYHTI.

Kpim Toro, cnonyku doopmynu |, NponoHoBaHi y 4aHOMYy BUHAXO4i, MOXHa BMKOPUCTOBYBATW OIS
OopoTbbn 3 rpubamu y CyMmiKHMX ranyssix, Hanpuknag, Ans 3axucTy TexXHiYHMX marepianis,
BKIOYaK4M AEPEBUHY i BUTOTOBIEHI 3 BUKOPUCTAHHSIM AEPEBUHUN TEXHIYHI MPOAYKTU, Npu 30epiraHHi
Xap4yoBuX NPOAYKTIB, MPM ririeHiYHNX 3axonax.

Cronykun cpopmynu | Hanpuknag, edekTUBHI NpoTu hiTonatoreHHWxX rpybiB HACTYMHWMX Knacis:
Fungi imperfecti (Hanpuknag, Botrytis, Pyricularia, Helminthosporium, Fusarium, Septoria, Cercospora
i Alternaria) i 6asugiomiuetn (Hanpuknag, Rhizoctonia, Hemileia, Puccinia). Kpim Toro, BoHn Takox
edekTMBHI NpoTW KnaciB ackomiueTiB (Hanpuknag, Venturia i Erysiphe, Podosphaera, Monilinia,
Uncinula) i «knacie oowmiueTiB (Hanpuknag, Phytophthora, Pythium, Plasmopara). BussneHo
HaA3BMYaMHO BUCOKY aKTMBHICTb LWOAO cnpaexHboi 6opolwwHuctoi pocn (Erysiphe spp.). Kpim Toro,
HOBI cnonyku dopmynu | edekTnBHi NpoTn biTonatoreHHUX GakTepin i BipyciB (Hanpuknag, NpoTu
Xanthomonas spp, Pseudomonas spp, Erwinia amylovora, a TakoXx npOTK Bipycy THTHOHOBOI
Mo3aiku). BusiBneHa xopolua akTMBHICTb LLOAO asiaTcbkoi coeBol ipxi (Phakopsora pachyrhizi).

B 06casi gaHoro BMHaxogy KOPWUCHI POCAMHK, LIO NignsrawTb 3axuUcTy, 3as3Bu4al BKMOYaOTb
HaCTYyNHI BUOW POCIMH: 3naku (NweHuuUs, A4MiHb, XXUTO, OBEC, PUC, KYKYpyaA3a, COpro i cnopigHeHi
Buamn); Oypsik (LykpoBun Bypsik Ta kopmoBuin Bypsik); abnyka, KicTodkoBi Ta arogn (Abnyka, rpyLui,
CNVBK, NEPCUKN, MUrgarnb, BWLLHI, CyHULS, ManuHa i YopHa cMmopoduHa); 6060Bi pocnuHu (606u,
COYEBULS, TOPOX, COS); OMiViHI POCHUHM (pinak, ripyMus, Mak, OfIMBM, COHSILLHMK, KOKOC, PULMHA, Kakao-
006K, 3emMnaHUN ropix); OripkoBi pocnuHu (rapby3un, OripKW, AMWHI); BOMOKHMCTI pocnvHu (6aBoBHa,
MNbOH, KOHOMNMI, [MKYT); UMTPYCOBi (PpykTn (anenbCuHW, JIMMOHW, rpenndpyTv, MaHOapviHWU); OBOMi
(wnuHaT, natyk, cnapxa, kanycta, MOpKBa, JIyKM, TOMaTW, KapTOMMs, YepBOHUIN Nepeupb); NaBpoBi
(aBokago, kopuus, kamdopa) i Taki pOCNWHK, SK TIOTIOH, ropixu, KaBa, baknaxaHu, LyKpoBUIN o4eperT,
Yaun, nepeub, BMHOrpag, Xminb, 6aHaHu i HaTypanbHi Kay4yKOHOCHI POCINHW, a TaKOX OEeKOpaTuBHi
POCINHMN.

TepMmiH "KOopUCHi pocnvHK" chig po3yMiTh, ik TakWUi, L0 BKMOYAE | KOPUCHI POCIIMHU, SIKUM HaaaHa
CTiViKicTb [0 repbiumnais, Takum sik OpoMoKcKHin, abo fo abo knacis repbiungie (Takum sk, Hanpuknag,
iHridiTopy TOMNO (4-rippokcudeHinnipyBaTgiokcureHasa), iHriditopu AJIC (aueTonakraTcuHTasa),
Hanpuknag, npuMicynbgypoH, npocynbdypoH i TpudnokcucynbgypoH, iHribitopn EMNWPC (5-
eHonniposinwukimaT-3-cpocdarcmHTasa), iHriditopu C (rnmytamiHcuHTeTasa) abo iHribitopu MO
(npoTonopdipnHoreHokcnaasa)) 3a SOMOMOIrOK 3BUYAMHUX METOOUK Cenekuii abo reHHOI iHXeHepil.
MpuknagoM KynbTypu, siKid 3a OOMOMOrOK 3BUYAMHMX METOAMK cernekuii (MyTareHesy) HagaHa
CTIMKICTb, Hanpuknag, Ao iMigasorniHoHaM, Hanpuknag, imasamokcy, € cypinuus Clearfield® (kaHona).
Mpuknagamu KynbTyp, SKMM 3a LOMOMOrold METOAMK reHHOI iHXeHepil HagaHa CTilKiCTb 4o repbiunais
abo knaciB repbiungiB, € cCopT KyKypyasu, CTiNKi, Hanpuknag, Ao rmidos3aty abo rniodosiHaTy, sKi € y
npogaxy nig Toproeumn Hassamm RoundupReady®, Herculex I® i LibertyLink®.
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TepmiH "KOpUCHI pocnnHW" cnig po3yMiTU, SK TakUR, LLO BKMOYAE i KOPUCHI POCIUHMN, AKi LLMASIXOM
BUKOPUCTAHHA METOAMKM Ha OCHOBI pekoMOiHaHTHUX [HK 3MiHEeHi TakMm 4MHOM, LLO BOHW 34aTHiI
CuHTe3yBaTV oaunH abo GinbLUy KiNbKiCTb TOKCKHIB, O HAOalTb CENEKTUBHY Aito, TakuX SK, ANs SKUX
BiJOMO, Hanmpuknag, Lo BOHW BUPOBONsATbLCA GakTepiamu, Wo npogyKytoTb TOKCUHK, 0cOBNnBO poay
Bacillus.

TepMiH "KOPUCHI pOCANHKU" Crig pO3YMITU, SK TaKUK, WO BKOYAE i KOPUCHI POCIIMHK, SKi LLINAXOM
BUKOPUCTAHHA METOAMKM Ha OCHOBiI pekoMOGiHaHTHMX [HK 3MiHEeHi TakumM 4YMHOM, WO BOHWM 3OaTHi
CUHTE3yBaTWN NPOTUMNATOreHHI PEYOBUHU, LLO CMPaBNATb CENEeKTUBHUIN BNNUB, TakUx SK, Hanpuknag,
Tak 3BaHi "nos'a3aHi 3 natoreHe3om 6inkun" (PRP, aus., Hanpuknaa, EP-A-0392225). Mpuknaan Takmx
NPOTUMNATONEHHUX PEYOBWUH | TPAHCTEHHUX POCMNWUH, 34aTHUX CUHTe3yBaTW Taki NPOTU NaTOreHHi
peyvyoBUHN, HaBefdeHi, Hanpuknag, y EP-A-0392225, WO 95/33818, EP-A-0353191. Metoauku
OflepXaHHA Takmx TPaHCreHHMX POCIIMH 3a3BWyan BigOMi cneuianicTy y AaHii obnacTi TexHiku i
onucaHi, Hanpuknag, y BkasaHux BuLLe nybnikauisx.

TepmiH "micue 3pocTaHHA" KOPUCHOI POCAMHM MpU BUMKOPUCTAHHI Yy OAHOMY BMHaxXOAi O3Ha4vae
Micue, Ha SIKOMY BUPOCTaKTb KOPUCHI POCMMHW, Ha SKOMY BUCISHI MaTtepiann Ang po3MHOXEHHS
KOPUCHUX poCruH abo Ha akomy OyayTb MOMILLEHI Yy IPYHT mMaTepiany Anst PO3MHOXEHHSA KOPUCHMX
pocnuvH. MNprknagom Takoro Micus 3pOCTaHHA € nosne, Ha SKoOMy BUPOCTalTb KYMbTYPHI POCIMHM.

TepMiH "maTepian Ons PO3MHOXEHHA pocnuH" chig po3ymiTW, SiK Takui, WO O3Hayae BCi
reHepaTuMBHI 4YaCTUHW POCIWHW, TakKi SK HACIHHA, SKi MOXHa 3aCTOCOBYBaTWU ANs PO3MHOXEHHS
OCTaHHiIX, | BereTaTMBHMI MaTtepian, Takui gk YepeLuku i 6ynsbu, Hanpuknag, kaptonnto. Hanpuknag,
MOXHa BiOA3HAYMTU HACIHHA (y MpPSMOMY CeHCi CcnoBa), KOpiHHA, nnoau, 6ynbbu, uMBynuHW,
KOpeHeBULLa, YaCTMHU POCAMH. TakoX MOXHa BiA3HAYMTU MNPOPOCAiI POCAMHU 4M po3cagy, SKi
HeobxigHO nepecaguTn nicns npopocTaHHa abo nosiBu cxogiB 3 rpyHTy. Lo poscagy MoxHa
3aXMCTUTU OO0 nepecagky LnsAXom MnoBHOI abo 4acTkoBOi 06pOOKWM, WO NPOBOAUTLCS  LUFISIXOM
3aHypeHHsa. Crig po3ymiTu, Wwo b6axaHun "mMaTtepian ons po3MHOXEHHS POCNMH" 03HAYa€ HaCIHHSA.

Cnonykn dopmynu | 3acTocoByoTbCA B He3MiHEHOMY BUrnsiai abo, 6axaHo, cninbHO 3 HOCIAMM i
OOMOMDPKHUMM pevoBUHAMMU, SKi 3a3BUYal 3aCTOCOBYIOTLCA AN1A NPUroTyBaHHA npenaparis.

ToMy [aHuUM BMHaxig TaKOX CTOCYETbCA KOMMoO3uuin ans 6opoTbbu 3 hiTonaToreHHUMmn
MikpoopraHiaMmamu Ta 3axMCTy Big HUX, WO BKItoYae cnonyky dopmynu | i iHepTHUIA HociR, i cnocoby
OopoTbOM i3 3apaXeHHsIM KOPUCHUX POCIMH  (DiTONATOreHHUMM  MiKpoopraHiamMamm Ta Woro
nonepeXeHHs, B SKOMY KOMMO3MLilo, WO BKMYAeE cnonyky dopmynu | B SKOCTi aKTUBHOrMO
iHrpegieHTa i iHepTHUI HOCIN, HAHOCATb Ha POCINHU, Ha X YacTUHKM abo Ha MicLie iX 3pOCTaHHS.

Ons uyporo cnonykn copmynu | i iHEPTHI HOCii 3a3BMYal roTylOTb BIJOMWM YMHOM Y BUIMA4;
eMynbryBanbHUX KOHLEHTPaTIB, NacT AMs1 HAHECEHHS, PO3YUHIB, WO 6e3nocepeaHbO pO3NUPCKYIOTHCS
abo po3b6aBnATbLCS, PO3BEAESHNX eMYNbCi, 3MOYyBaribHMX MOPOLLKIB, PO34YMHHUX MOPOLLKIB, OYCTIB,
rpaHynATiB, a TakoX OpM, KancyrnboBaHWX, Hanpuknag, Yy MoniMepHux pevyoBuHax. AK i Tun
KOMMO3WLii, METOOUKA BHECEHHS, Taki sK OOMPUCKYBaHHA, aToMi3auis, 3anuneHHsl, Po3KnaaHHs,
HaHeceHHsi wapy abo nonve, BMOMPaKTbCHA BIOMOBIOHO OO0 NPU3HAYEHHS | iCHYKYOI cuTyalii.
Komnoauuii TakoX MOXyTb MICTUTW iHLWI LOMOMIKHI pPeYOBMHW, Taki sik cTabinisatopu, NpoTWMiHHI
pPEeYoBUHN, PerynaTopu B'A3KOCTi, CMOMYYHi PEYOBUHU, PEYOBUHM, WO A0Oal0Tb KNEWKICTb, a Takox
nobpuBa, mkepena NOXMBHUX MIKpOeNeMeHTIB abo iHLIi KoMMo3uuii, Npu3HayveHi ans 3abeaneyeHHs
cneuianbHMxX edekTiB.

Cronykun dopmynu | abo komnoauuii, WO MIiCTATb cnonykn ¢opmynu | B SKOCTi akTUBHOro
iHrpegieHTa, i iHEPTHMM HOCIN, MOXHa HAHOCMTU Ha MicLe BMPOLLYBaHHS abo pOCNVHY, WO
00pobnseTbcs, ogHo4YacHO abo MOCnigOBHO 3 AodaTkoBUMMM crnonykamu. Llumu  gogaTtkoBumm
cnonykamy mMoxyTb 6yTu, Hanpuknag, nobpmea abo mkepena mikpoenemeHTiB abo iHWi npenapaTtw,
AKi BNNMBalOTb Ha pIiCT pPoOCAMH. Humm Takok MOXyTb OyTuM cenektuBHi repbiuman, a Takox
iHcekTUumnawn, yHriuman, dakrepuuman, Hemartouuan, Mosnockouman abo Cymilli KinNbkoX 3 LMX
npenapartiB, NP1 HeObXigHOCTI pa3om 3 4OAATKOBMMM HOCISIMU, NOBEPXHEBO-aKTUBHUMWU PEYOBUHAMM
abo [JOMOMIKHMMM pevyoBMHAMMK, L0 MNOMIMNWYTb HAHECEHHS, SIKi 3a3BMYall 3aCTOCOBYKOTbCH B
obnacTi NpuroTyBaHHs1 npenaparis.

BaxaHum cnocobom BHeceHHsi cnonyku dopmynu | abo Kkomnoauuii, WO BKIOYAE CMONYKY
dopmynn | B SIKOCTI aKTMBHOrO iHrpedieHTa i iHepTHW HOCIN, € HeKkopeHeBe BHeceHHsi. YacTtoTa
BHECEHHSI Ta HOpMa BUTpaTW 3anexaTb Big Hebe3nekn 3apakeHHs BiaAnoBigHWM natoreHom. OgHak
crnonykn chopMynu | TakoXX MOXYTb NMPOHUKATU Yy POCIIMHY Yepe3 KOPEHi 3 'PYHTY (CUCTEMHMIN BNNB)
npv OOLLYBAHHS MiCLsl 3pOCTaHHS POCMMH PigKMm npenapatoM abo npy BHECEHHI CMOMYK y IPYHT Y
TBEPOOMY BUMMAZI, Hanpuknag, y rpaHynboBaHOMY BUrnsgi (rpyHToBe BHeceHHs). [ig 3atonntoBaHi
KynbTypW, Taki IK pUC, Taki rpaHynsiTM MOXHa BHOCUTU Ha 3anute pucose none. Cnonyku doopmynu |
TaKoX MOXXHA HAHOCUTW Ha HaCiHHS (y BUrNA4i MOKPUTTS) LUIISAXOM NPOCOYYyBaHHSA HaCiHHA abo Oynbo
pigkvm npenapatoM yHriungy abo HaHeCeHHS Ha HUX MOKPUTTS 3 TBEpPZOro npenapary.
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Mpenapat, TO6TO KOMMO3ULLilO, 9ka MICTUTb cnonyky cpopmynu | i npn HeobxiaHocTi TBepay abo
pioky OOMOMIKHY PEeYOBUHY, FOTYOTb 3a BiJOMUMW METOAMKaAMM, 3BMYAMHO LUMSXOM PETENbHOro
3MilyBaHHS i/abo po3mentoBaHHSA CMOJMYKM 3 HAMOBHIOBaYaMu, Hanpuknag, po3YnHHUKaMu, TBEpAUMU
HOCiSIMK | HEOBOB'AI3KOBO NOBEPXHEBO-AKTUBHUMW PEYOBUHAMM.

ArpoximiyHi npenapatu 3a3Buyan mictatb Big 0,1 go 99 mac. %, 6axaHo - Big 0,1 go 95 mac. %
cnonykn copmynu |, Big 99,9 oo 1 mac. %, 6axaHo - Big 99,8 no 5 mac. % TBepaoi abo pigkoi
OOMOMiKHOT peyvoBuHHK i Big 0 oo 25 mac. %, 6axaHo - Big 0,1 oo 25 mac. % noBepXHEBO-AKTUBHOI
pPeYvYoBUHN.

Y TOoM yac sK KOMepuinHi npoayktn 6axaHo roTtyBaTu y BWUIMSAi KOHUEHTpaTiB, KiHLEBUR
KopucTyBad 3a3Budai byage BukopuctoByBatu po3basneHi npenapaTu.

BaxkaHi Hopmu BUTpaTK 3a3BMYan cknagatoTb Big 5 r 4o 2 kr aktmBHoro iHrpeaieHTa (Al) Ha rektap
(ra), 6axaHo - Big 10 r go 1 kr Al/ra, HanGinbw 6axaHo - Big 20 r go 600 r Al/ra. Mpu BUKOpUCTaHHI B
AKOCTi 3acoby Ans 3aMouyyBaHHS HACIHHA 3BWYanHi Jo3n cTtaHoBnAThb Big 10 mr go 1 r akTuMBHOI
peyoBMHN Ha 1 Kr HaciHHA. Hopmy ButpaT ansa 3abesneyeHHs HEOBOXiOQHOro BNMMBY MOXHA BU3HAYUTU
ekcrnepumeHTanbHo. BoHa 3anexuTb, Hanpuknag, Big Tuny BNnuBY, cTagil pO3BUTKY KOPMUCHOT
POCNUHM i BiJ HAHECEHHS (OiNsHKA, TUMYacOBOro PEXUMY, METOAUKM BHECEHHS) i B 3anexXHOCTi Bif
LMX napamMeTpiB 3MIHIOETLCS Y LUIMPOKUX MeXax.

3rigHo BMHaxogy HecnogiBaHo Oyrno BCTAHOBMEHO, WO CMOMAykM opMynu | TakoxX MOXHa
BMKOPUCTOBYBATU Yy crnocobax 3axucTy KynbTyp KOPWUCHWMX POCAMH Big HawecTs diTonaToreHHmX
MiKpOOpraHiamiB, a TakoX O NiKyBaHHA KyNbTyp KOPUCHMX POCHAWH, 3apakeHuX qiTtonaTtoreHHUMu
MiKpoOpraHiaMmamu, L0 BKMNOYaTb HaAHECEHHA KoMOiHauii rnidocaTty i npuHaniMHi OHIET cnonyku
dopmynu | Ha pocnuHy abo Micue MOro 3poCTaHHs, B SIKOMY pocnuHa cTiika abo 4dyTtnmea o
rnicocary.

3asHaueHi cnocobu MoxyTb 3abesneunTn HecnogiBaHe nokpaweHHs 6opoTebu 3 xBopobamu y
NOPIBHSAHHI 3 BUKOPUCTaHHAM cnonyk dopmynu | npu BigcyTHOCTI rmigpocaTy. 3asHadveHi cnocobm
MOXYTb OyTn edeKkTMBHMMM ONns noninweHHs 6opoTbOu 3 xBopobamm 3a [OMOMOrol  Chonyk
dopmynu |. Xoya cymiw rnicdocaTy i NpuvHaMMHI oAHiel cnonykn copmynn | mMoxe npuHaNMHI
YaCTKOBO PO3LUMPUTU CMEKTP XBOPOO, 3 SAKMMU MNpPOBOAMTLCS GopoTbba 3a [OMOMOroH Crnonyk
dopmynn |, TakoXk MOxe cnocTepiratnca nigBULLEHHS aKTUBHOCTI BAAMBY cnonyk dopmynu | npu
BMMMBI Ha XBOPOOW, ANS SIKMX BXE BiOQOMO, L0 BOHM MEBHOK MIpOK MPUOYLLYIOTLCA CMOMYKOH
dopmynu I.

3asHaueHi cnocobn € ocobnuBo edekTMBHMMM Ans  6opoTbbu 3 hiTtonaTtoreHHUMu
MikpoopraHiamamu uapctBa rpubu, Tuny 6Gasumgiomiuetn, knacy Uredinomycetes, nigknacy
Urediniomycetidae i psay Uredinales (3a3Buuaii HasmBawoTbCcs ipxi). Bugm ipxi, 0ocobnneo cunbHoO
BMMMBAKTb Ha CinbCbKOrocnodapchki KynbTypw, BKMAYalTb Buaum cimencrtsa Phakopsoraceae,
ocobnmneo Buam poay Phakopsora, Hanpuknag, Phakopsora pachyrhizi, sika Takox HasuBaeTbcs
asiaTCbKOK COEBOIO ipXeto, i Buaun cimencrtea Pucciniaceae, ocobnmeo Buau pogy genus Puccinia,
Taki sk Puccinia graminis, Takox Bigoma, sik ctebnoBa ipxxa abo 4YopHa ipxa, sika € HebeaneyHow
xBopoboto 3nakis, i Puccinia recondita, Takox Bigoma, sik 6ypa ipxa.

OpuvH BapiaHT 34IMCHEHHSA OAHOr0 BMHAXOA4y HaneXxuTb A0 Cnocoly 3axucTy KynbTyp KOPUCHUX
POCNUH Bif, HaLecTs iTONaTOreHHNX MiKpoopraHiamiB Ta/abo nikyBaHHS KynbTyp KOPUCHUX POCIVH,
3apaXeHnx iTonaToreHHUMM MikpoopraHiamamu, 3as3HauYeHu Ccnocib BKMAYae opHo4YacHe
HaHeceHHs1 rnicpocaTy, BkMYawum Koro coni abo cknagHi edpipy, i NpUHaNMHI OAHIET cnonykun
dopmynu |, sKka Mae akTUBHICTIO OO0 (PITONATOrEHHNX MIKPOOPraHi3miB, NPUHAMHI Ha oguH 06'exT,
BNOpaHWIA 3 rpynu, LLO BKIKOYAE POCIINHY, YaCTUHY POCINHY i MicLie iT 3pOCTaHHS.

Cnonykn copmynu | abo ix chapMaueBTUYHI CONMi, OMUCaHi BULIE, TaKOX MarTb CMEKTP
aKTMBHOCTI, NpuAaTHUM ANs yCyHeHHs Ta/abo nonepemkeHHs MiKpOOHOI iHbekUii y TBapuHm.

"TBapuHow" moxe OyTu Oydb-Aka TBapwHa, Hampuknag, Komaxa, ccaBeub, pentunisd, puba,
am@ibis, GaxaHo - ccaBelb, HambaxaHiwe - nopuHa. "JlikyBaHHA" O3Ha4yae 3acTOCyBaHHS [0
TBapUWHK, Y SKOT € MIKpOOHa iHdeKUis, ANns 3MeHLUEeHHsl, abo ocnabneHHs, abo 3ynuHKU NiACUNEHHS
abo po3noBclomKeHHs iHdekuii, abo ans nocnabneHHsa iHdekuii, abo Ana ycyHeHHs iHdekuii.
"MonepemxkeHHs" 03Ha4Yae 3acTOCyBaHHS [0 TBApWHW, Y AKOI BIiACYTHi BMOUMI O3HAKU MiKpOOHOT
iHdbekuii, Ana nonepemxeHHss Oyab-sikoi  ManbyTHbOI iHdekuii, abo pana 3MeHweHHsa, abo
nocnabneHHs NigcuneHHss abo po3noBCIOMKEHHS Oyab-aKoi ManbyTHLOT iHGEKLT.

[daHuin BMHaxig CTOCYETbCHA 3aCcTOCyBaHHA crionyku dopmynu | ona npuroTyBaHHA NikapCbKoro
3aco0y, Npu3HayYeHoro Aris YCyHeHHs Ta/abo nonepemkeHHs MiKpoOHOI iHdeKuii y TBapuHu. JaHui
BMHAaXi[ TaKOX CTOCYETbCSl 3aCTOCYBaHHsI cnonyku cdoopmMynu | B SKOCTI nikapcbkoro 3acoby. [aHui
BMHAaXi[ TaKOX CTOCYETbCS 3aCTOCYBaHHSA crionyku cpopmynu | B AKOCTi NpoTUMIKpoGHOro 3acody ans
niKkyBaHHA TBapuHU. [JaHUN BUHaXig TakoX CTOCYETbCA (hapMaLeBTUYHOI KOMMO3ULi, WO BKMNOYae B
AKOCTi aKTMBHOTO iHrpedieHTa cnonyky dopmynm | abo ii dapmMaueBTUYHO MPUNAHATHY Cinb i
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dapmMaLeBTUYHO MPUNHATHUIA HOCI abo pospigxysad. Lito koMno3uuito MOXHa 3acTocoByBaTu Anis
YCYHEHHA Ta/abo nonepemXeHHst MikpobHOT iHdekuii y TBapuHu. Lia dapmaueBTu4Ha KOMMO3uLis
Moxe nepebyBatm y dopmi, WO NigXoauTb Afs MepopanbHOro BBEAEHHS, Takil gk TabneTka,
KOPXXWKW, TBEpAi Kancynu, BOAHI CyCneHasii, MacnsHi cycneHsii, eMynbCil, agncneprysanbHi NOPOLLKHY,
aucneprysanbHi rpaHynu, cuponu i enikempu. AnbTepHaTUMBHO, LA ddapMaueBTUYHa KOMNO3ULS MOXe
nepebyeatn y dopmi, WO NigxoauTb AN MICLLEBOro HaHECEHHS, Takil sk crnpel, KpeM abo NOCLNOH.
AnbTepHaTMBHO, Us dapMaleBTUYHaA KOMMNO3WLis MoXe nepedyBaTtu y dopmi, WO nigxoauTb O5s
napeHTepanbHOro BBEAEHHS, Hanpuknag, iH'ekuil. AnbTepHaTUBHO, Ua hapmaLeBTMYHa KOMMNO3WuLis
MOX€e 3HaXOAMTUCS B iHranNAUinNHIA dopMi, Takin SK po3NUNIOBanbHUN aepo3orib.

Cnonykn copmynu | ecektnBHi gna 6opotbbu 3 MiKpooOpraHiaMamu pisHUX BUAIB, SIKi MOXYTb
npu3BecTM A0 MIKpOOHOI iHgekuil y TBapuHu. Npuknagamum Takux BUAIB MIKPOOPraHiamiB € Ti, sKi
BUKNMKaKOTb acneprinbos, Taki ak Aspergillus fumigatus, A. flavus, A. terrus, A. nidulans i A. niger; ski
BUKNMKalOTb Gnactomikos, Taki sk Blastomyces dermatitidis; ski BuknukaroTb kaHOWOO03, Taki K
Candida albicans, C. glabrata, C. tropicalis, C. parapsilosis, C. krusei i C. lusitaniae; aki BuknukatoTb
KoKunaioigomikos, Taki sik Coccidioides immitis; aki BUKNMKaOTb KPUNTOKOKO3, Taki sk Cryptococcus
neoformans; sKki BUKNMKalOTb ricTonnasmos, Taki sk Histoplasma capsulatum i gaki BuknukatoTb
3uroTomikos, Taki sik Absidia corymbifera, Rhizomucor pusillus i Rhizopus arrhizus. [HwWumK
npuknagammn € Fusarium Spp, Taki sk Fusarium oxysporum i Fusarium solani i Scedosporium Spp,
Taki gk Scedosporium apiospermum i Scedosporium prolificans. [JogaTkoBumMu npuknagamn €
Microsporum Spp, Trichophyton Spp, Epidermophyton Spp, Mucor Spp, Sporothorix Spp, Phialophora
Spp, Cladosporium Spp, Petriellidium spp, Paracoccidioides Spp i Histoplasma Spp.

HaBegeHi Hwkde Heobmexxytodi npuknagy Ginblwl OOKNaAHO iMOCTPYIOTb AaHUA BUHaxid, WO
OMNUCaHUN BULLE, HE HAKMagakymn Ha HbOro OOMEXEHHS.

Mpuknagn ogep)KaHHSA:

Mpuknag P1: OpepxaHHa [2-(4-aueTunn-n-deHokcn)-1-metunetunlamigy 3-gudptopmetmn-1-
meTun-1H-nipason-4-kap6oHoBoi knucnotu (cnonyka 1.098):

CH, O

H,C

o

o posunHy 4-rigpokcmnaueTtodeHoHy (0,14 r; 1 mmonb) y agumeTtundopmamigi (4 mn) nopuigmum
popatoTb rigpug Hatpito 50 % y macni (0,04 r; 1 mmonb). PeakuiviHy cymill nepemilyoTe npotarom 15
XB MpW TemnepaTtypi HaBKOMULIHLOrO cepefoBulia i noTim gogatwTb 3-gndTopmeTtun-1-metnn-1H-
nipason-4-in)-4-metun-2,2-giokco-2-A-*6*-[1,2,3]okcatiasonignn-3-in)metaHoHy (0,33 r; 1,1 mmons),
AKMN ofepXylTb, SK onucaHo B npuknagi P5c, y aumetundopmamigi (0,5 mn). PeakuinHy cymiw
nepemiwyloTe Npotarom 1 rog. npu TemnepaTtypi HaBKOMULLIHBOIO cepeaoBuLLa, NoTiM BUMMBaKOTb Y
1M HCI (40 mn) i ekctparytoTe eTunaueTtatom (2x30 mn). O6'egHaHi eTunayeTaTHi Lapu NpoM1MBaoTb
Bogoto (20 mn) i noTim cywaTe Hag Na,SO,. Micna BMaaneHHs po3YMHHMKA 3anULLIOK OYULLAKoTb 3a
pornomMoroto  new-xpomartorpadpii Ha cunikareni (entoeHT: umknorekcaH/etunaverat 7:3). 0,16 r
(46 % Big TEOPETUYHOro 3HaYeHHs) [2-(4-aueTun-n-ceHokeun)-1-meTuneTunlamigy 3-aupTopmeTun-1-
meTunn-1H-nipason-4-kap6oHoBoi kucnotu (cnonyka 1.098) ogepXxytoTb Y BUrNALI CMOMMW.

'H AMP (400 Mru, CDCls): & 1,40(d, 3H, CH3),2,53(s, 3H, CH3),3,90(s, 3H, CHy),

4,05-4,12(m, 2H, CH,),4,52-4,57(m, 1H, CH), 6,68(Myupors, 1H, NH), 6,71-6,98(t, 1H, CHF;), 6,94-
6,97(d, 2H, Ar-H), 7,90-7,94(m, 3H, 2H-Ar+1H, nipason-H).

MC [M+H]" 352.

Mpuknag P2: OpepxaHHa [2-(2,6-gnmeTundeHokcn)-1-metnnetunlamigy 3-gudtopmeTun-1-
meTun-1H-nipa3on-4-kapboHoBoi kucrnotu (cronyka 1.166) i [2-(4-6pom-2,6-gumeTundyeHokcn)-1-
meTtuneTtunjamigy 3-gudpropmeTun-1-meTun-1H-nipason-4-kapboHoBoi kucnoTtu (cnonyka 1.168):
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CH, CH, O CH, CH, O
o O\/\\
N = Ny — N N
CH, F N Br CH, F
cnonyka 1.166 cnonyka 1.168

Mpun 0 °C po3unH 3-gncptopmetun-1-metnn-1H-nipason-4-kapboHinxnopuay (0,29 r; 1,5 mmons) y
anxnopmeTai (3 M) Npy nepemiwyBaHHi Mo kpannsam go4arTb 4o po3unHy0,35 r (1,5 MMonst) cymilui
cknagy 4:1 2-(4-6pom-2,6-anmeTtundeHoken)-1-metunetunamiHy (cnonyka Z1.168) i 2-(2,6-
anmeTundeHokemn)-1-metTuneTunamidy (cnonyka Z1.166), siki ogepXxytoTb, SiKk onncaHo y npuknagi P6,
i Tpuetunaminy (0,3 r; 3 mmons) y agnxnopmeTtaHi (20 mn). PeakuinHy cymil nepemilyoTs npoTsarom 1
rogd. Npy TemMnepaTtypi HaBKOMNWLLHBLOTO cepefoBULLa i MOTIM BUTPUMYIOTb NPOTArom 2 rod. Peakuivivy
cymiw npommeatoTb 3a gonomoro 1M NaOH (10 mn) i 1M HCI (10 mn) i noTim cywatb Hag Na,SO,.
lMicna BuaaneHHst po3dmHHMKa 3anuwaetbesa 0,65 r 3anuwky. ObuaBa NpoayKTa peakuii BUuainstoTb 3a
AOMOMOroK KOJNOHKOBOI xpoMaTorpadii (koroHka Waters, RP PrepC18, 10 mkm, 50 Mmx250 mwm;
pPO34MHHUKM: A = aueToHiTpun, B = Boga; rpagieHTHM pexum: Big 50 % go 0 % B npotarom 15 xB;
WBKAKICTb NOTOKY: 2,0 Mn/xB):

a) 90 mr (18 % % Big TeopeTnyHoOro 3HayeHHs) [2-(2,6-gumeTundeHokcn)-1-meTunetunlamigy 3-
andpTopmeTun-1-metun-1H-nipason-4-kapboHoBoi kncnotu (cnonyka 1.166) ogepxyloTb y BUrMSAi
TBEPAOi peyoBuHHM (T. Mn.142-146 °C). Yac yTpumanHsa ons uiei cnonyku gopisHioe 10,78 xB.

'"H AMP (400 Mru, CDCly): & 1,46-1,48(d, 3H), 2,21(2s, 6H), 3,77-3,87(ddd, 2H), 3,94(s, 3H),
4,47-4,53(m, 1H), 6,76-7,03(t, 1H), 6,79(s, 1H), 6,91(d, 1H), 7,00(d, 2H), 7,93(s, 1H).

MC [M+H]" 338.

b) 390 mr (63% % Big TEOpeTUYHOro 3Ha4veHHs) [2-(4-6Gpom-2,6-ammeTundeHokcm)-1-
meTunetunjamigy 3-gndtopmeTtun-1-metun-1H-nipason-4-kapboHoBoi kucnotu (cnonyka 1.168)
ofepXywTb Yy BUrnagi TBepaoi pevoBuHuM (T. nn.119-121 °C). Yac yTpumaHHs Ana uiei cronyku
popiBHoe 12,53 xB.

'"H AMP (400 Mru, CDCls): & 1,44-1,46(d, 3H), 2,21(2s, 6H), 3,72-3,85(ddd, 2H), 3,89(s, 3H),
4,46-4,51(m, 1H), 6,76(s, 1H), 6,77-7,03(t, 1H), 7,11(s, 1H), 7,93(s, 1H).

MC [M+H]" 416/418.

Mpuknag P3: OpepxaHHus [1-meTtun-2-(2,4,6-TpubpomdeHokcun)etunlamioy 3-gudptopmetmn-1-
meTun-1H-nipason-4-kapboHoBoi kucnotu (cnonyka 1.193):

Br

Br Br

Cymiw 0,3 r (0,8 mmons) 1-metun-2-(2,4,6-TpndpomdeHokcn)eTnnaminy (cnonyka Z1.193,
ofepxaHa, gk onucaHo y npuknagi P7) i 0,15 r (0,9 mmons) 3-gudptopmetun-1-metnn-1H-nipason-4-
KapboHOBOI kucrnoTn y 2 mn nipuaumHy B atmocdepi asoty oxonomkytoTb Ao 0 °C. o kpannam
pofnatTb okcmxnopug docdopy (0,08 mn, 0,9 mmons) i PeakuinHy cymiw nepemiwytote npu 80 °C
npotaroM 12 rog. PeakuiviHy cymilw po36aBnatoTb BOAOK i 3 pasu ekcTparyioTb eTurauetaToM.
OO'egHaHi eTunaueTaTtHi Wapu npomuBalTb 3a gonomorow 1,5 H. HCI, HacuyeHMM pO34YMHOM
NaHCO3;, Bogol i posconom, cywartb Hag cynbaToM HaTpilo i BUNAPKOTbL AOoCyxa. 3anuvuiok
OYMLLAKTb 3a JOMOMOro KOFTOHKOBOI XxpomaTorpadii (3 BukopuctaHHsam 60-120 meww cunikarento y
rekcaHi; enteHT: etunauetar) i ogepxytoTe 0,12 r [1-meTun-2-(2,4,6-TpnbpomMmdpeHoKecH)-eTurn]-amigy
3-gudptopmeTun-1-metun-1H-nipason-4-kapboHoBoi kKncnotm (27 % % Big TEOPETUYHOIO 3HAYEHHS) Y
BUIMIA4| )KOBTOI TBEPA0I PEYOBUHM.

'H AMP (400 MIy, CDCI3): & 1,48-1,50 (d, 3H), 3,93 (s, 3H, NCH3), 4,02-4,12 (ddd, 2H, CH2),
4,50-4,55 (m, 1H), 6,67 (s, 1H, NH), 6,78-7,05 (t, 1H, CHF2), 7,65 (s, 1H), 7,88 (S, 1H, nipason-H),

PXMC {pexum ioHizauii enekTpopo3nuneHHsIM 3 yTBOPEHHAM MO3UTUBHUX iOHIB}: 543,8 / 545,77 /
549,81

Mpuknag P4: OpepxaHHsa [2-(3-xnop-5-TpudTopMeTunnipuanH-2-inokecn)-1-metunetunjamigy 3-
andpropmeTtun-1-metnn-1H-nipason-4-kapboHoBoi kncrnoTtu (cnonyka 1.239):
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Cl CH, O
OJ\
| N H = N—CH3
-/
F ~N = N
F
H F

Po3uvH 2,3 r (2-rigpokcu-1-metunetun) amiga 3-gudTopmetun-1-meTtun-1H-nipason-4-
kapO6oHoBoi kncroTtu (10,0 MMons, oaepXxaHui, ik onucaHo y npuknagi P5a) i 2,6 r 2-6pom-3-xnop-5-
TpudpTopmeTunnipuauny (10 mmonen) y gumetundopmamigi (30 mMn) npu  Temnepartypi
HaBKOJTMLUHLOIO cepenoBuia obpobnstoTb 3a gornomoroi 2,8 r kapboHaTta kanito (20 mmonen).
OpepxaHy cycneHsito nepemiwytotb npyu 100 °C npoTtarom 3 roA., OXONO4KyTb OO TemnepaTypu
HaBKOJTMLLUHBLOIO cepefoBuLLa, BunmBaTb y Boay (200 mn) i ekcTparytoTb eTunauetatom (2x100 mn).
O6'egHaHi eTMnavueTaTHI Wapu npommsatoTb Bogot (20 mn) i cywate Hag Na,SO,. Nicna BuaaneHHs
PO3YMHHUKa 3anuwok (4,2 r y Burmsagdi Macna) ouuwiatoTe 3a ONOMOrot drel-xpomaTtorpadumm Ha
cunikareni (enoeHT: umknorekcar/etunauetat 3:7). 1,4 r (34 % % Big TeOPETUYHOro 3HadYeHHs) [2-(3-
xnop-5-TpudTopMmeTUnnipnanH-2-inokeun)-1-metunetun]-amigy 3-gudptopmetmn-1-metun-1H-nipason-
4-Ka1p60HOBo'|' kncnotu (cnonyka 1.239) ogepxytoTb y BUrNsaai TBepaoi pevosuHu (1. nn. 115-118 °C).

H AMP (400 MI'y, CDCls): & 1,39-1,41(d, 3H, CH3),3,91(s, 3H, CH3),4,46-4,54

(m, 2H, CH,),4,60-4,66(m, 1H, CH),6,63(s, 1H, NH),6,67-6,81(t, 1H, CHF2), 7,85(d, 1H, Py-
H),7,90(s, 1H, nipason-H), 8,30(t, 1H, Py-H).

MC [M+H]" 413/415.

Mpuknag P5: OpepxaHHa 3-gudptopmeTun-1-metun-1H-nipason-4-in)-4-metun-2,2-0iokco-2-A-*6*-
[1,2,3]okcaTia3oniguH-3-in)MeTaHoHy

a) OpepxaHHa  (2-rigpokcu-1-meTunetun)amiga  3-gudptopmetun-1-metun-1H-nipason-4-
KapbOHOBOI KUCTOTW:

CH, O
HO
H _ /N—CH3
E N
H F

Mpu 0 °C po3uunH 38,9 r 3-andptopmeTun-1-metun-1H-nipason-4-kapooHinxnopuay (0,2 mons) y
100 Mn amxnopmeTaHy Npy nepemiwyBaHHi NO Kpannsam godatoTb A0 po3yuHy15 r anadiHony (0,2
mMons) i 25 r Tpuetunaminy (0,25 mons) By 400 mn gmxnopmeTtaHy. PeakuiinHy cymill nepemiyoTb
npotaroM 1 rog. Npy TemnepaTypi HABKONULLHBOTO cepeaoBumLla i NOTiM BUTPUMYKOTbL NPOTAroM 3 roA.
npv TemnepaTypi HaBKONWLWHBLOTO cepegoBuwa. icnsa BuganeHHs po3YMHHMKA 3amnULLIOK OYULLAKTh
3a gonomoror grnel-xpomartorpadun Ha cunikareni 400 r (entoeHT: eTunauerat/metanon 19:1). 42 r
(90 % % Big TEeOpPeTUYHOro 3Ha4veHHs) (2-rigpokcn-1-metunetun)amiga 3-gudtopmeTun-1l-metun-1H-
nipason-4-kapboHOBOI KUCNOTW OAEPXKYIOTb Y BUMMAAi TBepaoi peyosunu (1. nn. 81-87 °C).

'H AMP (400 Mru, CDCly): & 1,23-1,26(d, 3H), 2,97(s, 1H, OH), 3,57-3,73(ddd, 2H), 3,94(s, 3H),
4,17-4,23(m, 1H), 6,57(s, 1H), 6,75-7,02(t, 1H), 7,90(s, 1H).

MC [M+H]" 234.

b) OpaeprkaHHs 3-oudpropmeTun-1-meTtun-1H-nipason-4-in)-4-meTun-2-okco-2-A-*4*-
[1,2,3]okcaTiazoniguH-3-in)MeTaHoHY:
H F
F N
-\
o ~_ ,N=CH,

Po3umH 14,6 mn SOCI, (200 mmonei) y 98 mn cyxoro aueToHiTpuny B atmocdepi asoTy
oxonomkytoTb Ao -40°C i no kpannsam pgogatotb 18,6 r (2-rigpoken-1-meTtunetun)amiga 3-
andropmeTtun-1-metmnn-1H-nipason-4-kapboHoBoi kucnotn (80 mmonen) B 70 Mn aueTOHITpuUI.
MoBinbHO gofjatoTb 32,2 M cyxoro nipyauHy. [oTiM cymiwi garTe HarpiTucs o TemnepaTtypu
HaBKONULUHBLOrO cepefoBuLla i nepemiwytoTb npotsarom 1,5 rog. O6'eM po3yMHHMKA 3MEHLUYIOTb O0
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100 mn, [dopatote 200 mn eTunaueTtaTy i ofepxaHui ocaj BiaginbTpoByoThb. dinbTpar
KOHLIEHTPYIOTb i3 oAepXXaHHsAM 3anuiiky y Burnagi macrna. OuuuieHHss npoBoaATb (PiNbTPyBaHHAM
yepes 40 r cunikarenio 3 BukopucTaHHam 400 mn etunauetaty i ogepxytote 10,5 r (47 % % Big
TEOpPETUYHOro 3Ha4eHHS) 3-oudptopmeTun-1-metnn-1H-nipason-4-in)-4-meTunn-2-okco-2-A-*4*-
[1,2,3]okcaTiazoniguH-3-in)MeTaHoHy Y BUrNSA4i CMONN.

MC [M+H]" 280.

c) OpaepkaHHs 3-gudptopmeTun-1-metun-1H-nipason-4-in)-4-meTnn-2,2-0iokco-2-A-*6*-
[1,2,3]okcaTiazonignH-3-in)MeTaHoHY:
F
H
F N
-\
0 ~ N‘CH3

~ N

O\S j/CH3
//\

O o

o posumHy 0,73 r  3-gucptopmetun-1-metunn-1H-nipason-4-in)-4-meTun-2-okco-2-A-*4*-
[1,2,3]okcaTiasoniguH-3-in)meTaHoHy (2,6 mmons) y 3,8 mn auetoHiTpuny npu 0 °C gogatoTtsb 0,85 mr
rigpaty xnopuay pyteHito(lll) i 820 mr (meta)neprogarty Hatpito (3,8 mmons). Mo kpannam gofatTb
3,8 mn Boaun. PeakuinH cymiw HarpiBaebcst go 8 °C i il oxonomkytoTb OgepkaHidi TEMHIN cycneHsii
AaloTb Harpituca Ao TemnepaTypy HaBKOMULLHLOMO cepedoBuLLa i il NepemiyoTb NpoTSArom 2 rog.,
BunuBaioTb y 40 mn BOAM i ekcTparyoTb eTunadetatom (2x30 mn). OpraHiyHvi wap cywaTb Hag
0e3BogHNM cynbdaTom HaTpito, iNbTPylOTb Yepe3d 5 r cunikarento i pPo3YMHHUK BMAANSTb i
onepxytoTb 0,63 1 (82 % % Big TeOpeTMYHOro 3HaYeHHs) 3-gudptopmeTnn-1-metun-1H-nipason-4-in)-
4-meTun-2,2-giokco-2-A-*6*-[1,2,3]okcatiasonigmH-3-in)metaHoHy y  Burnagi cmonu.  Crnonyky
BUKOPUCTOBYIOTb Y Npuknagi P1 6e3 0oaaTtkoBOro ovnLLeHHs

'"H AMP (400 My, CDCls): & 1,51-1,53(d, 3H), 3,98(s, 3H), 4,30-4,34+4,77-4,81(m, 2H), 4,91-
4,99(m, 1H), 6,85-7,12(t, 1H), 8,18(s, 1H).

MC [M+H]" 296.

Mpuknag P6: OgepxaHHa 2-(2,6-aumeTundeHokcmn)-1-metunetnnamidy (cnonyka Z1.166) i 2-(4-
Opom-2,6-aMmeTundeHokcn)-1-metTunetTunaminy (cnonyka Z1.168):

CH, CH, CH, CH,
OJ\ OQ\
NH, NH,
CH, Br CH,
coeanHeHne Z1.166 coeanHeHne Z1.168

Y kon6i ans cynedysaHHA 0,43 r mekcuneTuHrigpoxnopugy (CAS5370-01-4, 2 mons) gogatTb 0
10 mn KpwxaHoi ouToBoi kucnotu. OpepxaHu posyuH oxonomxkyTe o 10 °C. lNo kpannsam
popjatote 0,32 r Gpomy (2 mMmons). PeakuiHy cymiw nepemiwyoTb npotsrom 14 rog. npu
TemnepaTypi HaBKOMWLLHBLOrO cepefoBUllia i BUNMBAOTb Yy BOAY i3 nbaoM. 3HayeHne pH cymiLi
posogat go 10 3a gonomoroto 5M NaOH i cymiw ekctparytoTb eTunauetatoM (2x30 mn). O6'egHaHi
eTunaueTaTHi LWapu NpoM1BaloTb Po3ConoM, cywatbe Hag MgSO,, inbTpyloTh | CylwaTth cylwaTtb npu
3HWKYeHoMy Tucky. 0,42 r cymiwi cknagy 1:4 2-(2,6-gumetnndeHokcn)-1-metunetunamidy (cnonyka
Z1.166) i 2-(4-6pom-2,6-anmeTundeHokcu)-1-meTuneTunamidy (cnonyka Z1.168) ogepxyloTb Yy
BUMMAgi KopuyHeBoro macna. Cymilw BUKOPUCTOBYIOThL y Npuknaai P2 6e3 4ogaTkoBOro O4MLLEHHS.

Mpuknag P7: 1-MeTtun-2-(2,4,6-tpnbpomdeHokcn)etunamid (cnonyka Z1.193):

a) OgepxaHHsa 1-(2,4,6-TpnubpomdeHoKcn)nponaH-2-oHy

Br @]
o
CH,

Br Br

Cymiw 5 r 2,4,6-tpubpomcperHony (15 mmonewn), 1,4 r 1-xnopauetoH (15 mmonen), 4,16 r
6e3BogHoro kapboHaty kanito (30 mmonen) i 20 mn OM® nepemiwyoTe npu 27 °C. 3aBepLueHHs
peakuii nigTBEpOXKYIOTL 3a gonomMoroo TCX. PeakuinHy macy pos3baBnsiioTb BOAOK i eKcTparyoTb
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etunauetatom. OpraHidHuiA LWwap MNpoOMMBaKOTb BOAOK | PO3CONOM, cywaTtb Hag ©6e3BogHUM
cynbaTtoM HaTpilo i KOHUEHTPYITb i ogepxywTb 5,6 r 1-(2,4,6-TpnbpomcpeHoKCH)-nponaH-2-0Hy
(97 %).
'H AMP (400 Mru, CDCly):- 2,42 & (s, 3H), 4,48 5 (s, 2H), 7,67 5 (s, 1H).
b) OpepxanHs 1-meTun-2-(2,4,6-tpndpomdeHokcmn)etTunaminy (cnonyka Z1.193):
Br CH,

OJ\
NH,

Br Br

[o po3uunny1 r 1-(2,4,6-TpnbpomdeHokcu)nponaH-2-oHy (2,6 mmons) B 20 mn MeTaHony gogatoTb
2,9 r aueTaty amoHito (39 mmonen). Cymiw oxonomxkytots Ao 0 °C i 0,81 r gogaroTb umaHoboporigpng
HaTpito (13 Mmonewn). PeakuilHy cymilw nepeMiwyloTb MNPOTSAroOM HOYM Mpu  Temnepatypi
HaBKOMULWHLOrO cepefoBuLLa. 3aBepLUeHHs peakuil niaTeepaxyoTb 3a gonomoroo TCX. PeakuinHy
CYMIll KOHUEHTPYIOTb i ogepXaHui 3anuwiok po3umHsiT y 1,5 H. HCI i npomuBatoTe OieTMnosum
edipoM. BogHui wap HenTpani3yloTb i ekcTparyloTb eTunauvetratoMm. EtunaueratHui wap cywatb
Hag 6e3BogHMM CynbdaTtoM HaTpilo | PO3YMHHUK BuaanswTb. Ogepxytote 0,32 r 1-metun-2-(2,4,6-
TpubpomdeHokcm)etunaminy (32 %).

PXMC- 385,8 / 389,79 / 391,80

Mpuknag P8: OpepxaHhs (S)-2-(2, 6-ameTundeHokemn)-1-metTuneTnnamiHrigpoxnopugy (cnonyka
Z1.166 (S-eHaHTiOMep)):

OpepxaHHa  TpeT-b6ytmnoBoro  edoipy  (S)-4-meTun-2-okco-2-A-*4*-[1,2,3]okcaTiasoniguH-3-
KapOOHOBOI KUCNOTU:

CH,

H.C CH

3 3

[o oxonogxeHoro (-50 °C) po3unHy SOCI2 (53 mn, 77 mmons), imigasony (18,6 r, 274 mmons) i
Et3N (20,4 mn, 147 mmons) y 6essogHomy CH2CI2 (550 mn) npotsirom 0,5 rog. no kpannsim goaarTb
po3unH (S)-N-Boc-anaHiHony (12,0 r, 68 mMmonsa) y 6e3sogHomy CH2CI2 (150 mn). MNoTim cymiw
HarpieatoTb o 0 °C i nepemiwyoTb npotaroMm 4 rod. i notim gogatotb Bogy (600 mn). OpraHiyny
nopuito BiJOKpeMNioTb, NpoMuBaTb posconom (600 mn), cywatb (Na2S04) i KOHUEeHTpYITb Y
BakyyMi i O4epXylTb NPOMIKHUIA UuKNiYHUA cynbdamignT (15,14 1, 100 %) y Burnsagi 6esbapsHoro
Macna. Lo peyoBuMHY Bigpasy X BUKOPUCTOBYIOTb HA HACTYMHIN cTagii 6e3 4oaaTKOBOro OUULLIEHHS.

b) OpepxaHHa TpeT-6yTMnosoro edipy (S)-4-2,2-giokco-2-A-*6*-[1,2,3]okcaTiasonignH-3-
KapBOHOBOI KUCTOTW:

H,C

H,C.\ CH
OYO

~ /N

7\

O o

[o oxonomxeHoro nbogom (0 °C) po3umMHy NPOMIKHOIO LMKIIYHOIO CyrnbdamignTy, ogep)xaHoro
Ha cTagii a (15,14 r, 68 mmons), y MeCN (540 mn) nocnigosHo gogatote NalO4 (72,0 r, 337 mmons),
RuCI3*H,O (13 wr) i notim Boay (420 mn). Cymiw nepemiwytote npu 0 °C npoTtdrom 2 rog. i notim
po3baenstoTb Bogoto (900 mn) i ekcTparytoTb 3a gonomoro Et20 (2x1100 mn). OpraHiyHi ekcTpakTu
00'egHytoTb, NpommBatoTb Bogot (1200 mn) i notim posconom (1200 mn), cywarte (Na2SO4) i
KOHLIEHTPYIOTb Y BakyyMi. 3anuwok inbTpytoTb Kpidb wap SiO2 (60, entototoun 3a gonomorot Et20)
i 0OepXytTb LMKIiYHWUIA cynbdamigaTt 4 (12,6 r, 78 %, cniBBigHOLEHHS MOBOPOTHUX i30MeEpIB Ckragae
4:1) y surnaai 6e3bapBHOI KpuctaniyHoi TBepaol peyoBuHu; T. nn. 112-120 °C (EtOAc-rekcaHm);
[a]D25+5,29 (c=5,4, CHCI3); dH (400 Mrwu,

3
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CDCI3) (gaHi Tonbko ons ronoBHOro nosopoTtHoro isomepy) 1,50 (3H, d, J=6,5, C4-CH3), 1,53
(9H, s, NCO2C(CH3)3), 4,00-4,10 (1H, m, C4-H), 4,68 (1H, dd, J=9,5i 9,0, C3-H), 4,79 (1H, dd, J=9,0
i 7,0, C3-H).

c) OpepxanHsa (S)-2-(2, 6-gumeTundeHokcn)-1-meTunetTunaminrigpoxnopugy (cnonyka Z1.166
(S-eHaHTiOMED)):

CH, CH,

0 :
~"NH, H-—CI

CH,

[o posunHy2,6-anmetundeHony (122 mr, 1,01 mmons) y 6essogHomy OM® (11 mn) gogarTb
NaH (50 % awucnepcia y miHepansHomy Machi, 50 mr, 1,01 mmons) ogepxaHy CyMill nepemilyoTb
npu TemnepaTtypi HaBKONULLHBOro cepepoBuiia npotarom 10 xB. [logaoTs TpeT-6yTunosun edip (S)-
4-2,2-piokco-2-A\-*6*-[1,2,3]okcaTiazonignH-3-kapboHoBoi  kucnotm (200 wmr, 0,84 wmmonsa) vy
6essogHomy OM® (4 mn) i cymiw nepemiwyiote npu KT npotsarom 3 rod. i NOTIM KOHUEHTPYOTb Y
BakyyMi. 3anuwok cycneHayoTb y giokcaHi (6 mn), gogatoTts Bogy (100 mkn) i koHUeHTpoBaHy H2S04
(100 mkn) i cymiw nepemiwyoTb NpU TemnepaTypi HaBKOMNULWHLOrO cepegosuwa npotarom 0,5 roa.
HopatoTe we koHueHTpoBaHy H2SO4 (100 wmkn) i cymiw nepemiwyioTe Mpu  TemnepaTypi
HaBKONMMLWHLOrO cepegoBuwa npotarom we 0,5 rog. Cymiw HeWTpaniayloTe HacMYeHUM BOOAHUM
posunHoM NaHCO3 i ekctparytotb 3a gonomoroto CH2CI2 (3x30 mn O6'egHaHi opraHiyHi ekcTpaktu
KOHLUEHTPYIOTb Y BakKyyMi i ogepXytoTb HeoumweHnn amiH (200 mr) y BUrnsai kopuyHeBaToro macna.
Lo HeouuLLiEHY peYOBMHY PO3UMHSAOTL Y AieTunosomy edipi (3 mn) i 06pobnsaoTb 3a gonomoroto 1 H.
HCI y gieTnnosom edipi i ogepxxytoTb ocaa. TBepay pe4voBMHY BiadinbTPOBYIOTh i CyllaTb Y BakyyMi i
opepxytoTb (55 mr; 37 %) unctoro (S)-2-(2, 6-gumeTnndeHokcn)-1-metTuneTunamiHrigpoxnopugy y
Burnagi 6inoi 1Bepaoi pedosunm (1. nn. 190-193 °C). [a]D24+2,6 (c=1,0, MeOH).

MoTim cnonyky Z1.166 (S-eHaHTiomep) nepeTBoptoloTb y cnonyky 1.166 (S-eHaHTiomep) 3a
BiJOMUMW METOAMKAMMN.

Tabnuui 1-7: Cnonyku cpopmynu 1A

HdaHun BuHaxig OOAATKOBO iMOCTPYETbCA OaxaHumun okpemumy cnonykamu copmynun  (1A),
HaBegeHVMU HkYe y Tabnuuax 1-7. XapakTepucTuki HaBedeHi y Tabnumui 12.

T
<N
A N B
N (1R),
R3

e
B € ogHieto 3 6axanux rpyn B1-B26, B28 abo B29:
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Y KOXHIN 3 Tabnuub 1-7, ski HaBedeHi HWXk4e nicnsa Tadbnuui Y, HaBedeHi 643 cnonyku dopmynu

(IA), B skin Ry, Ry, R3, B, Rig, Ri1, Rz, Riz i Ry MalTb 3HayeHHs, HaBedeHi B Tabnudi Y, i A mae
3Ha4yeHHs, HaBedeHe Yy BignoBigHii Tabnuui 1-7. Takum ynHoM, Tabnuusa 1 Bignosigae Tabnuui Y,

5 ko Y popiBHioe 1 i A Mae 3Ha4yeHHs, HaBedeHe Yy 3aronoBky Tabnuvui 1, Tabnuus 2 Bignosigae
Tabnuui Y, konu Y gopiBHioe 2 i A Mae 3HayeHHs, HaBedeHe y 3arofnoBKy Tabnuui 2, i Tak gani ans

Tabnuup 3-7.

Y HaBegeHux Hwxde Tadbnuusax 1-11 "Me" o3Havae metun, "Et" o3navae etun, "i-Pr" osHauae
isonponin, "c-Pr" o3Hauyae umknonponin i "t-Bu" o3Havae TpeT-6yTmn.

10
Tabnuua Y

CI‘IOJ‘IyKa Ne R, R, R; B Rio Ri1 Ri» Ri3 R4
Y.001 H H H Bl Cl H H H H
Y.002 H H H Bl Cl Cl H H H
Y.003 H H H Bl Cl H Cl H H
Y.004 H H H Bl Cl H H Cl H
Y.005 H H H Bl Cl H H H Cl
Y.006 H H H Bl H Cl Cl H H
Y.007 H H H Bl H Cl H Cl H
Y.008 H H H Bl Cl H Cl H Cl
Y.009 H H H Bl Cl H Br H Cl
Y.010 H H H Bl Cl H J H Cl
Y.011 H H H Bl Cl H CHF, H Cl
Y.012 H H H Bl Cl H CF3 H Cl
Y.013 H H H Bl Cl H C=C-H H Cl
Y.014 H H H Bl Cl H C=C-Me H Cl
Y.015 H H H Bl Cl H C=C-Si(Me)s H Cl
Y.016 H H H Bl Cl H C=C-t-Bu H Cl
Y.017 H H H Bl Cl H C=C-i-Pr H Cl
Y.018 H H H Bl Cl H C=C-CH,OMe H Cl
Y.019 H H H Bl Cl H C=C-n-Cl-gpeHin H Cl
Y.020 H H H Bl Cl H n-Cl-cpeHin H Cl
Y.021 H H H Bl Cl H CHO H Cl
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.022 H H H Bl Cl H CH=NOMe H Cl
Y.023 H H H Bl Cl H COMe H Cl
Y.024 H H H Bl Cl H C(Me)=NOMe H Cl
Y.025 H H H Bl Cl H NO, H Cl
Y.026 H H H Bl Cl H NH, H Cl
Y.027 H H H Bl Cl H NHMe H Cl
Y.028 H H H Bl Cl H N(Me), H Cl
Y.029 H H H Bl Cl H NHCOMe H Cl
Y.030 H H H Bl Cl H N=CHNEt(Me) H Cl
Y.031 H H H Bl Cl H OCF; H Cl
Y.032 H H H B1 Cl H OCH,CH=CHCI, H Cl
Y.033 H H H Bl Cl H n-Cl-goeHokcun H Cl
Y.034 H H H Bl Cl Me Cl H Cl
Y.035 H H H Bl Cl Cl Cl H Cl
Y.036 H H H Bl Cl H Cl Cl Cl
Y.037 H H H Bl Cl Cl Cl Cl Cl
Y.038 H H H Bl Cl H H H Me
Y.039 H H H Bl Cl H Cl H Me
Y.040 H H H Bl Cl H Br H Me
Y.041 H H H Bl Cl H CF; H Me
Y.042 H H H Bl Cl H C=C-H H Me
Y.043 H H H Bl Cl H C=C-CH,OMe H Me
Y.044 H H H Bl Cl H C(Me)=NOMe H Me
Y.045 H H H Bl Cl H H H CHO
Y.046 H H H Bl Cl H Cl H CHO
Y.047 H H H Bl Cl H Br H CHO
Y.048 H H H Bl Cl H CF; H CHO
Y.049 H H H Bl Cl H C=C-H H CHO
Y.050 H H H Bl Cl H C=C-CH,OMe H CHO
Y.051 H H H Bl Cl H C(Me)=NOMe H CHO
Y.052 H H H Bl Cl H H H OMe
Y.053 H H H Bl Cl H Cl H OMe
Y.054 H H H Bl Cl H Br H OMe
Y.055 H H H Bl Cl H CF; H OMe
Y.056 H H H Bl Cl H C=C-H H OMe
Y.057 H H H Bl Cl H C=C-CH,OMe H OMe
Y.058 H H H Bl Cl H C(Me)=NOMe H OMe
Y.059 H H H Bl OMe H H H OMe
Y.060 H H H Bl OMe H Cl H OMe
Y.061 H H H Bl OMe H Br H OMe
Y.062 H H H Bl OMe H CF; H OMe
Y.063 H H H Bl OMe H C=C-H H OMe
Y.064 H H H Bl OMe H C=C-CH,OMe H OMe
Y.065 H H H Bl OMe H C(Me)=NOMe H OMe
Y.066 H H H Bl Me H H H Me
Y.067 H H H Bl Me H Cl H Me
Y.068 H H H Bl Me H Br H Me
Y.069 H H H Bl Me H | H Me
Y.070 H H H Bl Me H CF; H Me
Y.071 H H H Bl Me H C=C-H H Me
Y.072 H H H Bl Me H Me H Me
Y.073 H H H Bl Me H C=C-CH,OMe H Me
Y.074 H H H Bl Me H C(Me)=NOMe H Me
Y.075 H H H Bl Me H NO, H Me
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.076 H H H Bl Me H NH, H Me
Y.077 H H H Bl Me H NHCOMe H Me
Y.078 H H H Bl Me H n-Cl-cpeHin H Me
Y.079 H H H Bl Me H H H CHO
Y.080 H H H Bl Me H Cl H CHO
Y.081 H H H Bl Me H Br H CHO
Y.082 H H H Bl i-Pr H H H i-Pr
Y.083 H H H Bl i-Pr H Cl H i-Pr
Y.084 H H H Bl i-Pr H Br H i-Pr
Y.085 H H H Bl t-Bu H H H t-Bu
Y.086 H H H Bl t-Bu H Cl H t-Bu
Y.087 H H H Bl t-Bu H Br H t-Bu
Y.088 H H H Bl t-Bu H Me H t-Bu
Y.089 H H H Bl t-Bu H t-Bu H t-Bu
Y.090 H H H Bl t-Bu H OMe H t-Bu
Y.091 H H H Bl Br H H H Br
Y.092 H H H Bl Br H Br H Br
Y.093 H H H Bl F H H H F
Y.094 H H H Bl F H Cl H F
Y.095 H H H Bl F H Br H F
Y.096 H H H Bl ] H H H I
Y.097 H H H Bl ] H Cl H I
Y.098 H Me H Bl H H COMe H H
Y.099 H Me H Bl H F H F H
Y.100 H Me H Bl Me H Cl H H
Y.101 H Me H Bl H Cl Cl H H
Y.102 H Me H Bl H t-Bu H t-Bu H
Y.103 H Me H Bl Cl H Cl H H
Y.104 H Me H Bl Cl H H Cl H
Y.105 H Me H Bl Cl H H H Cl
Y.106 H Me H Bl H Cl Cl H H
Y.107 H Me H Bl H Cl H Cl H
Y.108 H Me H Bl Cl H Cl H Cl
Y.109 H Me H Bl Cl H Br H Cl
Y.110 H Me H Bl Cl H I H Cl
Y.111 H Me H Bl Cl H CHF, H Cl
Y.112 H Me H Bl Cl H CF; H Cl
Y.113 H Me H Bl Cl H C=C-H H Cl
Y.114 H Me H Bl Cl H C=C-Me H Cl
Y.115 H Me H Bl Cl H C=C-Si(Me)s H Cl
Y.116 H Me H Bl Cl H C=C-t-Bu H Cl
Y.117 H Me H Bl Cl H C=C-C-i-Pr H Cl
Y.118 H Me H Bl Cl H C=C-CH,OMe H Cl
Y.119 H Me H Bl Cl H C=C-n-Cl-geHin H Cl
Y.120 H Me H Bl Cl H n-Cl-gpeHin H Cl
Y.121 H Me H Bl Cl H CHO H Cl
Y.122 H Me H Bl Cl H CH=NOMe H Cl
Y.123 H Me H Bl Cl H COMe H Cl
Y.124 H Me H Bl Cl H C(Me)=NOMe H Cl
Y.125 H Me H Bl Cl H NO, H Cl
Y.126 H Me H Bl Cl H NH, H Cl
Y.127 H Me H Bl Cl H NHMe H Cl
Y.128 H | Me | H B1 Cl H N(Me), H Cl
Y.129 H Me H Bl Cl H NHCOMe H Cl
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.130 H Me H Bl Cl H N=CHNEt(Me) H Cl
Y.131 H Me H Bl Cl H OCF; H Cl
Y.132 H Me H Bl Cl H OCH,CH=CHCI, H Cl
Y.133 H Me H Bl Cl H n-Cl-cpeHokcu H Cl
Y.134 H Me H Bl Cl Me Cl H Cl
Y.135 H Me H Bl Cl Cl Cl H Cl
Y.136 H Me H Bl Cl H Cl Cl Cl
Y.137 H Me H Bl Cl Cl Cl Cl Cl
Y.138 H Me H Bl Cl H H H Me
Y.139 H Me H Bl Cl H Cl H Me
Y.140 H Me H Bl Cl H Br H Me
Y.141 H Me H Bl Cl H CF; H Me
Y.142 H Me H Bl Cl H C=C-H H Me
Y.143 H Me H Bl Cl H C=C-CH,OMe H Me
Y.144 H Me H Bl Cl H C(Me)=NOMe H Me
Y.145 H Me H Bl Cl H H H CHO
Y.146 H Me H Bl Cl H Cl H CHO
Y.147 H Me H Bl Cl H Br H CHO
Y.148 H Me H Bl Cl H CF; H CHO
Y.149 H Me H Bl Cl H C=C-H H CHO
Y.150 H Me H Bl Cl H C=C-CH,OMe H CHO
Y.151 H Me H Bl Cl H C(Me)=NOMe H CHO
Y.152 H Me H Bl Cl H H H OMe
Y.153 H Me H Bl Cl H Cl H OMe
Y.154 H Me H Bl Cl H Br H OMe
Y.155 H Me H Bl Cl H CF; H OMe
Y.156 H Me H Bl Cl H C=C-H H OMe
Y.157 H Me H Bl Cl H C=C-CH,OMe H OMe
Y.158 H Me H Bl Cl H C(Me)=NOMe H OMe
Y.159 H Me H Bl OMe H H H OMe
Y.160 H Me H Bl OMe H Cl H OMe
Y.161 H Me H Bl OMe H Br H OMe
Y.162 H Me H Bl OMe H CF; H OMe
Y.163 H Me H Bl OMe H C=C-H H OMe
Y.164 H Me H Bl OMe H C=C-CH,OMe H OMe
Y.165 H Me H Bl OMe H C(Me)=NOMe H OMe
Y.166 H Me H Bl Me H H H Me
Y.167 H Me H Bl Me H Cl H Me
Y.168 H Me H Bl Me H Br H Me
Y.169 H Me H Bl Me H | H Me
Y.170 H Me H Bl Me H CF; H Me
Y.171 H Me H Bl Me H C=C-H H Me
Y.172 H Me H Bl Me H Me H Me
Y.173 H Me H Bl Me H C=C-CH,OMe H Me
Y.174 H Me H Bl Me H C(Me)=NOMe H Me
Y.175 H Me H Bl Me H NO, H Me
Y.176 H Me H Bl Me H NH, H Me
Y.177 H Me H Bl Me H NHCOMe H Me
Y.178 H Me H Bl Me H n-Cl-goeHin H Me
Y.179 H Me H Bl Me H H H CHO
Y.180 H Me H Bl Me H Cl H CHO
Y.181 H Me H Bl Me H Br H CHO
Y.182 H Me H Bl i-Pr H H H i-Pr
Y.183 H Me H Bl i-Pr H Cl H i-Pr
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.184 H Me H B1 i-Pr H Br H i-Pr
Y.185 H Me H Bl t-Bu H H H t-Bu
Y.186 H Me H Bl t-Bu H Cl H t-Bu
Y.187 H Me H Bl t-Bu H Me H t-Bu
Y.188 H Me H Bl t-Bu H t-Bu H t-Bu
Y.189 H Me H Bl t-Bu H n-Cl-goeHin H t-Bu
Y.190 H Me H Bl H H CF; H H
Y.191 H Me H B1 H H Br H H
Y.192 H Me H B1 Br H H H Br
Y.193 H Me H B1 Br H Br H Br
Y.194 H Me H B1 F H H H F
Y.195 H Me H B1 F H Cl H F
Y.196 H Me H B1 F H Br H F
Y.197 H Me H B1 I H H H |
Y.198 H Me H B1 I H Cl H |
Y.199 H Me H B1 I H Br H |
Y.200 H Me H B1 I H I H |
Y.201 H Me Me B1 Cl H H H Cl
Y.202 H Me Me B1 Cl H Cl H Cl
Y.203 H Me Me B1 Br H H H Br
Y.204 H Me Me B1 Br H Br H Br
Y.205 H Me Me B1 Me H H H Me
Y.206 H Me Me B1 Me H Cl H Me
Y.207 H Me Me B1 Me H Br H Me
Y.208 H Me H Bl Cl H H H Cl
Y.209 Me Me H Bl Cl H Cl H Cl
Y.210 Me Me H B1 Br H H H Br
Y.211 Me Me H B1 Br H Br H Br
Y.212 Me Me H Bl Me H Cl H Me
Y.213 Me Me H Bl Me H Br H Me
Y.214 i-Pr Me H B1 Me H H H Me
Y.215 c-Pr| Me H Bl Me H H H Me
Y.216 Et Et H Bl Me H H H Me
Y.217 Et Et H Bl Me H Br H Me
Y.218 CH,CH, H Bl Cl H H H H
Y.219 CH,CH, H Bl Me H H H Me
Y.220 CH,CH, H B1 Me H Br H Me
Y.221 CH,CH, H B1 H H Cl H H
Y.222 CH,CH, H B1 Cl H Cl H H
Y.223 CH,CH, H B1 Cl H H H Cl
Y.224 CH,CH, H B1 Cl H Cl H Cl
Y.225 CH,CH, H B1 Br H H H Br
Y.226 CH,CH, H B1 Br H Br H Br
Y.227 H CH, B1 Me H H H Me
Y.228 H CH, B1 Me H Br H Me
Y.229 H CH, B1 H H Cl H H
Y.230 H CH, B1 Cl H Cl H H
Y.231 H CH, B1 Cl H H H Cl
Y.232 H CH, B1 Cl H Cl H Cl
Y.233 H CH, B1 Br H H H Br
Y.234 H CH, B1 Br H Br H Br
Y.235 H H H B2 Cl H Cl H -
Y.236 H H H B2 Cl H Br H -
Y.237 H H H B2 Br H Br H -
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.238 H H H B2 Cl H CF; H -
Y.239 H Me H B2 Cl H CF; H -
Y.240 H Et H B2 Cl H CF; H -
Y.241 Me Me H B2 Cl H CF; H -
Y.242 H H Me B2 Cl H CF; H -
Y.243 H Et H B2 Cl H CF; H -
Y.244 CH,CH, H B2 Cl H CF, H -
Y.245 H CH, B2 Cl H CF; H -
Y.246 H H H B3 Cl H H Cl -
Y.247 H H H B3 Cl H H Br -
Y.248 H H H B3 Cl H H I -
Y.249 H H H B3 Cl H H Me -
Y.250 H H H B3 Me H H Cl -
Y.251 H H H B3 Me H H Br -
Y.252 H H H B3 Me H H Me -
Y.253 H Me H B3 Cl H H Cl -
Y.254 H Me H B3 Me H H Cl -
Y.255 H H H B4 Cl H H Cl -
Y.256 H H H B4 Br H H Br -
Y.247 H H H B4 Me H H Me -
Y.258 H Me H B4 Cl H H Cl -
Y.259 H Me H B4 Br H H Br -
Y.260 H Me H B4 Me H H Me -
Y.261 H H H B5 Me H Me - -
Y.262 H H H BS Me H Me - -
Y.263 H H H BS H Me H - -
Y.264 H H H BS H Cl H - -
Y.265 H H H BS H Br H - -
Y.266 H H H BS H CF; H - -
Y.267 H Me H BS Me H Me - -
Y.268 H Me H BS Me H Me - -
Y.269 H Me H BS H Me H - -
Y.270 H Me H BS H Cl H - -
Y.271 H Me H B5 H Br H - -
Y.272 H Me H BS H CF; H - -
Y.273 H H H B6 Cl H Cl - -
Y.274 H H H B6 Cl Cl Cl - -
Y.275 H H H B6 Cl Me Cl - -
Y.276 H Me H B6 Cl H Cl - -
Y.277 H Me H B6 Cl Cl Cl - -
Y.278 H Me H B6 Cl Me Cl - -
Y.279 H H H B7 Cl H - - -
Y.280 H H H B7 Cl Cl - - -
Y.281 H H H B7 Me Me - - -
Y.282 H H H B7 OMe Me - - -
Y.283 H H H B7 OMe Cl - - -
Y.284 H H H B7 NHMe Cl - - -
Y.285 H Me H B7 Cl H - - -
Y.286 H Me H B7 Cl Cl - - -
Y.287 H Me H B7 Me Me - - -
Y.288 H Me H B7 OMe Me - - -
Y.289 H Me H B7 OMe Cl - - -
Y.290 H Me H B7 NHMe Cl - - -
Y.291 H H H B8 Cl H H - -
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.292 H H H B8 Cl Cl H - -
Y.293 H H H B8 Cl Cl Cl - -
Y.294 H H H B8 Cl H Cl - -
Y.295 H H H B8 Me H H - -
Y.296 H H H B8 Me Cl H - -
Y.297 H H H B8 Me Cl Cl - -
Y.298 H H H B8 Me Me H - -
Y.299 H H H B8 Me H Me - -
Y.300 H H H B8 Me Me Cl - -
Y.301 H H H B8 Me Me Me - -
Y.302 H Me H B8 Cl H H - -
Y.303 H Me H B8 Cl Cl H - -
Y.304 H Me H B8 Cl Cl Cl - -
Y.305 H Me H B8 Cl H Cl - -
Y.306 H Me H B8 Me H H - -
Y.307 H Me H B8 Me Cl H - -
Y.308 H Me H B8 Me Cl Cl - -
Y.309 H Me H B8 Me Me H - -
Y.310 H Me H B8 Me H Me - -
Y.311 H Me H B8 Me Me Cl - -
Y.312 H Me H B8 Me Me Me - -
Y.313 H H H B9 Cl Cl H - -
Y.314 H H H B9 Cl Cl H - -
Y.315 H H H B9 Cl Cl Cl - -
Y.316 H H H B9 Cl Me H - -
Y.317 H H H B9 Cl Me Cl - -
Y.318 H H H B9 Cl Me Me - -
Y.319 H H H B9 Cl Cl Me - -
Y.320 H H H B9 Me Cl H - -
Y.321 H H H B9 Me Cl Cl - -
Y.322 H H H B9 Me Cl Me - -
Y.323 H H H B9 Me Me H - -
Y.324 H H H B9 Me Me Cl - -
Y.325 H H H B9 Me Me Me - -
Y.326 H Me H B9 Cl Cl H - -
Y.327 H Me H B9 Cl Cl Cl - -
Y.328 H Me H B9 Cl Me H - -
Y.329 H Me H B9 Cl Me Cl - -
Y.330 H Me H B9 Cl Me Me - -
Y.331 H Me H B9 Cl Cl Me - -
Y.332 H Me H B9 Me Cl H - -
Y.333 H Me H B9 Me Cl Cl - -
Y.334 H Me H B9 Me Cl Me - -
Y.335 H Me H B9 Me Me H - -
Y.336 H Me H B9 Me Me Cl - -
Y.337 H Me H B9 Me Me Me - -
Y.338 H H H B10 Cl H H - -
Y.339 H H B B10 Cl Cl H - -
Y.340 H H H B10 Cl Cl Cl - -
Y.341 H H H B10 Cl H Cl - -
Y.342 H H H B10 Me H H - -
Y.343 H H H B10 Me Cl H - -
Y.344 H H H B10 Me Cl Cl - -
Y.345 H H H B10 Me Me H - -
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.346 H H H B10 Me H Me - -
Y.347 H H H B10 Me Me Cl - -
Y.348 H H H B10 Me Me Me - -
Y.349 H Me H B10 Cl H H - -
Y.350 H Me H B10 Cl Cl H - -
Y.351 H Me H B10 Cl Cl Cl - -
Y.352 H Me H B10 Cl H Cl - -
Y.353 H Me H B10 Me H H - -
Y.354 H Me H B10 Me Cl H - -
Y.355 H Me H B10 Me Cl Cl - -
Y.356 H Me H B10 Me Me H - -
Y.347 H Me H B10 Me H Me - -
Y.358 H Me H B10 Me Me Cl - -
Y.359 H Me H B10 Me Me Me - -
Y.360 H H H Bl1 Cl Cl H - -
Y.361 H H H Bl1 Cl Cl H - -
Y.362 H H H Bl1l Cl Cl Cl - -
Y.363 H H H Bl1l Cl Me H - -
Y.364 H H H Bl1l Cl Me Cl - -
Y.365 H H H Bl1l Cl Me Me - -
Y.366 H H H Bl1l Cl Cl Me - -
Y.367 H H H Bl1l Me Cl H - -
Y.368 H H H Bl1l Me Cl Cl - -
Y.369 H H H Bl1 Me Cl Me - -
Y.370 H H H B1l Me Me H - -
Y.371 H H H B1l Me Me Cl - -
Y.372 H H H B11l Me Me Me - -
Y.373 H Me H B11l Cl Cl H - -
Y.374 H Me H B11l Cl Cl Cl - -
Y.375 H Me H B11l Cl Me H - -
Y.376 H Me H B11l Cl Me Cl - -
Y.377 H Me H B11l Cl Me Me - -
Y.378 H Me H B11l Cl Cl Me - -
Y.379 H Me H B11l Me Cl H - -
Y.380 H Me H B11l Me Cl Cl - -
Y.381 H Me H B11l Me Cl Me - -
Y.382 H Me H B1l Me Me H - -
Y.383 H Me H Bl1 Me Me Cl - -
Y.384 H Me H Bl1 Me Me Me - -
Y.385 H H H B12 Cl H H - -
Y.386 H H H B12 Cl Cl H - -
Y.387 H H H B12 Cl Cl Cl - -
Y.388 H H H B12 Cl H Cl - -
Y.389 H H H B12 Me H H - -
Y.390 H H H B12 Me Cl H - -
Y.391 H H H B12 Me Cl Cl - -
Y.392 H H H B12 Me Me H - -
Y.393 H H H B12 Me H Me - -
Y.394 H H H B12 Me Me Cl - -
Y.395 H H H B12 Me Me Me - -
Y.396 H Me H B12 Cl H H - -
Y.397 H Me H B12 Cl Cl H - -
Y.398 H Me H B12 Cl Cl Cl - -
Y.399 H Me H B12 Cl H Cl - -
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CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.400 H Me H B12 Me H H - -
Y.401 H Me H B12 Me Cl H - -
Y.402 H Me H B12 Me Cl Cl - -
Y.403 H Me H B12 Me Me H - -
Y.404 H Me H B12 Me H Me - -
Y.405 H Me H B12 Me Me Cl - -
Y.406 H Me H B12 Me Me Me - -
Y.407 H H H B13 Cl Cl H - -
Y.408 H H H B13 Cl Cl H - -
Y.409 H H H B13 Cl Cl Cl - -
Y.410 H H H B13 Cl Me H - -
Y.411 H H H B13 Cl Me Cl - -
Y.412 H H H B13 Cl Me Me - -
Y.413 H H H B13 Cl Cl Me - -
Y.414 H H H B13 Me Cl H - -
Y.415 H H H B13 Me Cl Cl - -
Y.416 H H H B13 Me Cl Me - -
Y.417 H H H B13 Me Me H - -
Y.418 H H H B13 Me Me Cl - -
Y.419 H H H B13 Me Me Me - -
Y.420 H Me H B13 Cl Cl H - -
Y.421 H Me H B13 Cl Cl Cl - -
Y.422 H Me H B13 Cl Me H - -
Y.423 H Me H B13 Cl Me Cl - -
Y.424 H Me H B13 Cl Me Me - -
Y.425 H Me H B13 Cl Cl Me - -
Y.426 H Me H B13 Me Cl H - -
Y.427 H Me H B13 Me Cl Cl - -
Y.428 H Me H B13 Me Cl Me - -
Y.429 H Me H B13 Me Me H - -
Y.430 H Me H B13 Me Me Cl - -
Y.431 H Me H B13 Me Me Me - -
Y.432 H H H B14 Cl H - - -
Y.433 H H H B14 Cl Me - - -
Y.434 H H H B14 Br H - - -
Y.435 H H H B14 Br Me - - -
Y.436 H H H B14 Me H - - -
Y.437 H H H B14 Me Me - - -
Y.438 H H H B14 CF; H - - -
Y.439 H H H B14 CF; Me - - -
Y.440 H H H B14 OMe H - - -
Y.441 H H H B14 OMe Me - - -
Y.442 H Me H B14 Cl H - - -
Y.443 H Me H B14 Cl Me - - -
Y.444 H Me H B14 Br H - - -
Y.445 H Me H B14 Br Me - - -
Y.446 H Me H B14 Me H - - -
Y.447 H Me H B14 Me Me - - -
Y.448 H Me H B14 CF; H - - -
Y.449 H Me H B14 CF; Me - - -
Y.450 H Me H B14 OMe H - - -
Y.451 H Me H B14 OMe Me - - -
Y.452 H H H B15 Cl Cl - - -
Y.453 H H H B15 Me Me - - -
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.454 H H H B15 Br Br - - -
Y.455 H H H B15 CF; CF; - - -
Y.456 H H H B15 OMe Cl - - -
Y.457 H Me H B15 Cl Cl - - -
Y.458 H Me H B15 Me Me - - -
Y.459 H Me H B15 Br Br - - -
Y.460 H Me H B15 CF; CF; - - -
Y.461 H Me H B15 OMe Cl - - -
Y.462 H H H B16 Cl H - - -
Y.463 H H H B16 Cl Cl - - -
Y.464 H H H B16 Br H - - -
Y.465 H H H B16 Br Br - - -
Y.466 H H H B16 Me H - - -
Y.467 H H H B16 Me Me - - -
Y.468 H H H B16 CF; H - - -
Y.469 H H H B16 CF; CF; - - -
Y.470 H Me H B16 Cl H - - -
Y.471 H Me H B16 Cl Cl - - -
Y.472 H Me H B16 Br H - - -
Y.473 H Me H B16 Br Br - - -
Y.474 H Me H B16 Me H - - -
Y.475 H Me H B16 Me Me - - -
Y.476 H Me H B16 CF; H - - -
Y.477 H Me H B16 CF3 CF3 - - -
Y.478 H H H B17 Cl - - - -
Y.479 H H H B17 Br - - - -
Y.480 H H H B17 Me - - - -
Y.481 H H H B17 CF; - - - -
Y.482 H Me H B17 Cl - - - -
Y.483 H Me H B17 Br - - - -
Y.484 H Me H B17 Me - - - -
Y.485 H Me H B17 CF; - - - -
Y.486 H H H B18 Cl H - - -
Y.487 H H H B18 Br H - - -
Y.488 H H H B18 Me H - - -
Y.489 H H H B18 CF; H - - -
Y.490 H H H B18 Cl Me - - -
Y.491 H H H B18 Br Me - - -
Y.492 H H H B18 Me Me - - -
Y.493 H H H B18 CF; Me - - -
Y.494 H Me H B18 Cl H - - -
Y.495 H Me H B18 Br H - - -
Y.496 H Me H B18 Me H - - -
Y.497 H Me H B18 CF3 H - - -
Y.498 H Me H B18 Cl Me - - -
Y.499 H Me H B18 Br Me - - -
Y.500 H Me H B18 Me Me - - -
Y.501 H Me H B18 CF3 Me - - -
Y.502 H H H B19 Cl H - - -
Y.503 H H H B19 Br H - - -
Y.504 H H H B19 Me H - - -
Y.505 H H H B19 CF3 H - - -
Y.506 H H H B19 Cl Me - - -
Y.507 H H H B19 Br Me - - -
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.508 H H H B19 Me Me - - -
Y.509 H H H B19 CF; Me - - -
Y.510 H Me H B19 Cl H - - -
Y.511 H Me H B19 Br H - - -
Y.512 H Me H B19 Me H - - -
Y.513 H Me H B19 CF; H - - -
Y.514 H Me H B19 Cl Me - - -
Y.515 H Me H B19 Br Me - - -
Y.516 H Me H B19 Me Me - - -
Y.517 H Me H B19 CF; Me - - -
Y.518 H H H B20 Cl H H H H
Y.519 H H H B20 Cl H Cl H H
Y.520 H H H B20 Br H H H H
Y.521 H H H B20 Br H Br H H
Y.522 H H H B20 Me H H H H
Y.523 H H H B20 CF; H H H H
Y.524 H H H B20 COMe H H H H
Y.525 H H H B20 Cl H H Cl H
Y.526 H Me H B20 Cl H H H H
Y.527 H Me H B20 Cl H Cl H H
Y.528 H Me H B20 Br H H H H
Y.529 H Me H B20 Br H Br H H
Y.530 H Me H B20 Me H H H H
Y.531 H Me H B20 CF3 H H H H
Y.532 H Me H B20 COMe H H H H
Y.533 H Me H B20 Cl H H Cl H
Y.534 H H H B21 Cl H H H H
Y.535 H H H B21 H Cl H H H
Y.536 H H H B21 Cl Cl H H H
Y.537 H H H B21 H H H Cl H
Y.538 H H H B21 Cl H H Cl H
Y.539 H H H B21 H Cl H Cl H
Y.540 H H H B21 Cl Cl H Cl H
Y.541 H H H B21 Br H H H H
Y.542 H H H B21 CF; H H H H
Y.543 H H H B21 Me H H H H
Y.544 H H H B21 Cl H H H H
Y.545 H H H B21 Br H H Cl H
Y.546 H H H B21 CF; H H Cl H
Y.547 H H H B21 Me H H Cl H
Y.548 H H H B21 Cl H H Cl H
Y.549 H Me H B21 Cl H H H H
Y.550 H Me H B21 H Cl H H H
Y.551 H Me H B21 Cl Cl H H H
Y.552 H Me H B21 H H H Cl H
Y.553 H Me H B21 Cl H H Cl H
Y.554 H Me H B21 H Cl H Cl H
Y.555 H Me H B21 Cl Cl H Cl H
Y.556 H Me H B21 Br H H H H
Y.557 H Me H B21 CF; H H H H
Y.558 H Me H B21 Me H H H H
Y.559 H Me H B21 Cl H H H H
Y.560 H Me H B21 Br H H Cl H
Y.561 H Me H B21 CF3 H H Cl H
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.562 H Me H B21 Me H H Cl H
Y.563 H Me H B21 Cl H H Cl H
Y.564 H Me H B21 Cl Cl H Br H
Y.565 H Me H B21 Br Br H H H
Y.566 H Me H B21 Br Br H Br H
Y.567 H Me H B21 Me Me H H H
Y.568 H Me H B21 Me Me H Cl H
Y.569 H Me H B21 Me Me H Br H
Y.570 H H H B22 Me H H H H
Y.571 H H H B22 H H H H Cl
Y.572 H H H B22 Me H H H Cl
Y.573 H H H B22 H H H Cl Cl
Y.574 H H H B22 H H H NO, Cl
Y.575 H H H B22 H H H Me Cl
Y.576 H H H B22 H H H H Br
Y.577 H H H B22 H H H Cl Br
Y.578 H H H B22 H H H Me Br
Y.579 H H H B22 H H H Br Br
Y.580 H Me H B22 Me H H H H
Y.581 H Me H B22 H H H H Cl
Y.582 H Me H B22 Me H H H Cl
Y.583 H Me H B22 H H H Cl Cl
Y.584 H Me H B22 H H H NO, Cl
Y.585 H Me H B22 H H H Me Cl
Y.586 H Me H B22 H H H H Br
Y.587 H Me H B22 H H H Cl Br
Y.588 H Me H B22 H H H Me Br
Y.589 H Me H B22 H H H Br Br
Y.590 H H H B23 Cl H H H H
Y.591 H H H B23 Cl Cl H H H
Y.592 H H H B23 Cl Me H H H
Y.593 H H H B23 Me H H H H
Y.594 H H H B23 Me Cl H H H
Y.595 H H H B23 Me Me H H H
Y.596 H H H B23 H H H H Me
Y.597 H H H B23 Cl H H H Me
Y.598 H H H B23 Me H H H Me
Y.599 H Me H B23 Cl H H H H
Y.600 H Me H B23 Cl Cl H H H
Y.601 H Me H B23 Cl Me H H H
Y.602 H Me H B23 Me H H H H
Y.603 H Me H B23 Me Cl H H H
Y.604 H Me H B23 Me Me H H H
Y.605 H Me H B23 H H H H Me
Y.606 H Me H B23 Cl H H H Me
Y.607 H Me H B23 Me H H H Me
Y.608 H H H B24 Cl H H H H
Y.609 H H H B24 Br H H H H
Y.610 H H H B24 CN H H H H
Y.611 H H H B24 Me H H H H
Y.612 H H H B24 OMe H H H H
Y.613 H H H B24 Cl H Cl H H
Y.614 H H H B24 Br H Cl H H
Y.615 H H H B24 CN H Cl H H
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Tabnuusa Y
CI‘IOJ‘IyKa Ne R2 R]_ R3 B RlO Rll R12 R13 R14
Y.616 H H H B24 Me H Cl H H
Y.617 H H H B24 OMe H Cl H H
Y.618 H H H B24 Cl H F H H
Y.619 H H H B24 Br H F H H
Y.620 H H H B24 CN H F H H
Y.621 H H H B24 Me H F H H
Y.622 H H H B24 OMe H F H H
Y.623 H H H B24 Cl H H H F
Y.624 H Me H B24 Cl H H H H
Y.625 H Me H B24 Br H H H H
Y.626 H Me H B24 CN H H H H
Y.627 H Me H B24 Me H H H H
Y.628 H Me H B24 OMe H H H H
Y.629 H Me H B24 Cl H Cl H H
Y.630 H Me H B24 Br H Cl H H
Y.631 H Me H B24 CN H Cl H H
Y.632 H Me H B24 Me H Cl H H
Y.633 H Me H B24 OMe H Cl H H
Y.634 H Me H B24 Cl H F H H
Y.635 H Me H B24 Br H F H H
Y.636 H Me H B24 CN H F H H
Y.637 H Me H B24 Me H F H H
Y.638 H Me H B24 OMe H F H H
Y.639 H Me H B24 Cl H H H F
Y.640 H Me H B25 Me H H H H
Y.641 H Me H B25 Cl H H H H
Y.642 H Me H B25 OMe H H H H
Y.643 H Me H B26 Me H H H H
Y.644 H Me H B26 Cl H H H H
Y.645 H Me H B26 OMe H H H H
Y.646 H Me H B28 H H Me Me H
Y.647 H Me H B28 Me Me Me Me H
Y.648 H Me H B28 H H Cl Cl H
Y.649 H Me H B28 H H Br Br H
Y.650 H Me H B28 H H Cl Br H
Y.651 H Me H B28 H H Cl H H
Y.652 H Me H B29 H H H Me Me
Y.653 H Me H B29 Me Me H Me Me

Y Tabnuui 1 HaBegeHi 653 cnonyku opmynu (IA), B sikin A o3Havae

CF,H .

’

!
N\\
N
1

CH,

A€ WTPUXOBI MiHil BKa3ylTb MNOMOXEHHS NpuedHaHHs rpynn A go amigHoi rpynm i Ry, Ry, Ra, B,
Ri0, Ri1, Rz, Riz i Ryy € Takmmn, sk Bu3HadeHo y Tabnuui Y. Hanpuknag, cnonyka 1.001 mae

HacTyMHy CTPYKTYPY:
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Cl

N (1.001).

A€ LUTPMXOBI NiHii BKa3yloTb MOMOXEHHSA NpueaHaHHA rpynu A go amigHoi rpynu i Ry, Ry, Rs, B,
5 R10, R11, R12, R13 i Ri4 € Takumu, sik BU3HadeHo y Tabnuui Y.
Y Tabnuui 3 HaBeaeHi 653 cnonyku dopmynu (lA), B skin A o3Havae

CFH .
NYS
CH,

Ae LWTPUXOoBI MiHil BKa3yloTb NONOXEHHA NpuegHaHHa rpynn A oo amigHoi rpynm i Ry, Ry, R3, B,
R10, R11, Ri2, Ri3 i Rys € Takumu, sik BU3HadeHo y Tabnuui Y.
10 Y Tabnuui 4 HaBepgeHi 653 cnonyku gopmynu (lA), B sikin A o3Havae

CF

3, S
CH,
A€ LUTPUXOBI NiHii BKa3yloTb MOMOXEHHS NPUEAHaHHSA rpynu A o amigHoi rpymm i Ry, Ry, Rs, B,

R0, R11, Ri2, Ri3 i Ri4 € TAkMMu, sik BU3Ha4YeHo y Tabnuui Y.
Y Tabnuui 5 HaBegeHi 653 cnonyku dopmynu (lA), B skin A o3Havae

F.C ,

’

"

N
1

CH,
15 L
A€ WTPUXOBI MiHil BKa3ylTb MNOMOXEHHS NpuedHaHHs rpynn A go amigHoi rpynm i Ry, Ry, Ra, B,
R10, R11, R12, R13 i Ri4 € Takumu, sik BU3HadeHo y Tabnumui Y.

Y Tabnuui 6 HaBegeHi 653 cnonykn dopmynu (lA), B sikin A o3Havae
CFZH J

1\
N .N
N

CH,

20 e LUTPUXOBI NiHii BKa3yloTb MOMOXEHHS NpueaHaHHA rpynn A go amigHol rpynu i Ry, Ry, Rs, B,
R0, R11, R12, Ri3 i Ry4 € Takumu, sik BU3HadeHo y Tabnuui Y.
Y Tabnuui 7 HaBegeHi 653 cnonyku popmynu (I1A), B akih A o3Havae
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e LUTPUXOBI NiHii BKa3yloTb MOMOXEHHSA NpueaHaHHA rpynn A go amigHoi rpynu i Ry, Ry, Rs, B,

Ri10, R11, R12, R13 i Ri4 € Takumu, sik BU3HadeHo y Tabnuui Y.
Tabnuui 1a-7a: Cnonyku cdopmynu IB

Hdanun BuHaxig OOAATKOBO iMOCTPYETbCH OGaxaHumu okpemymy cnonykamu copmynun (1B),

HaBeAeHMMU HUxYe y Tabnuuax 1a-7a.
O
)le g
@)
~N
A N B
Rs
(1B)
B SKi
B € ogHieto 3 B6axaHwnx rpyn B1-B26, B28 abo B29:
RlU Rll R1o Rll Rlo Rll RlO Rll RlO Rll 4211
— — — N— N— N—
4§:%R12 %}Ru \ /)Ry \ /N <\ :/}Rn R <\ / Ry, Rig <\ /N
N N N N N4<
R14 RlS R13 R13 R13 R12 RlZ
B, B, B, B, B, B, B,
RlO Rll Rll RlO Rll Rll RlO Rll Rll RlO
s U G s G & G SR S
S RlZ RlO S Rlz (@] R12 Rlo @] R12 [‘\] R12 Rm [‘\j R12 \l‘\] Ru
CH, CH, CH,
BS BQ BlO Bll BlZ Bl3 BM
Rl[) Rll R11
RlD Rll RlO R 0 RlO Rll RlD Rll
iaf = = % ma )
/ \ / \ / \ 10 12
N\ R N\ N\ /N N\ S N\ 0
cmo Ny e Ry
CH, CH, CH,
R R
BlS Ble Bl7 BlB Blg BZO e BZl 13
RlO Rll Rlo RlO
R
— — = R R R 12 R
Ry 11 11 1 R, 12
N/ Re N 7R NN Ry, Ry, )
/ R / Ris R /
R% R, Ry Ry S 10 s S R S
R13 R13 13
R
Ris Ry Ry Rz Ry, Ru R 14 Ry
10 B By By, Bas By Bas By
Y koxHin 3 Tabnuupb 1 a-7a, Aki HaBedeHi Hwk4ye nicna Tabnuui Y, HaBepgeHi 653 cnonyku
dopmynu (IB), B sikii Ry, R, Rs, B, Rig, R11, Ri2, Ri3 i Ri4 MatoTb 3Ha4eHHs, HaBegeHi y Tabnuui Y i A
Ma€e 3HaYeHHsl, HaBefeHe y BignoBigHIM Tabnuui 1 a-7a. Takum 4YuHOM, Tabnuusi 1a BignoBigae
Tabnuui Y, konu Y gopiBHioe 1a i A Mae 3HadeHHsl, HaBefeHe y 3arofnoBky Tabnuui 1a, Tabnuusa 2a
15 Bignosigae Tabnuui Y, konn Y OOpiBHIOE 2a i A Mae 3HaAYeHHs, HaBedeHe Yy 3arofioBKy Tabnuui 2a, i

Tak gani gna tabnuub 3 a-7a.
Y Tabnvui 1a HaBegeHi 653 cnonyku popmynu (IB), B ki A o3Hadvae

CF,H /

’

!
N‘\

N
1

CH,
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e LUTPMXOBI NiHii BKa3yloTb MOMOXEHHS NpueaHaHHA rpynu A go amigHoi rpynm i Ry, Ry, Rs, B,
Ri0, Ri1, Ri2, Riz i Rys € Takumm, sik Bu3HayeHo y Tabnuui Y. Hanpuknag, cnonyka 1a.001 mae

HacTyMHY CTPYKTYpY:

J> Cl
o)
HF2C>/_§\ N\\/o
N \
N

CH
3 (1a.001)
Y Tabnuui 2a HaBegeHi 653 cnonykn dopmynu (IB), B kit A o3Hadvae
CF, ,'
>/ S
N, \
N
1
CH

A€ LUTPMXOBI NiHii BKa3yloTb MOMOXEHHSA NpuegHaHHA rpynn A go amigHoi rpynu i Ry, Ry, Rs, B,
R10, R11, R12, Ri3 i Ry4 € Takumu, sik BU3HadeHo y Tabnuui Y.
Y Tabnuui 3a HaBegeHi 653 cnonyku dopmynu (IB), B sikin A o3Havae

CFH
NYS
CH,

e LITPUXOBI NiHii BKa3yloTb MOMOXEHHS npueaHaHHsa rpynn A go amigHoi rpynu i Ry, Ry, Rs, B,
R0, R11, Ri2, Ri3 i Ri4 € Takumu, sik BU3HadeHo y Tabnuui Y.
Y Tabnuui 4a HaBegeHi 653 cnonyku chopmynu (IB), B skin A o3Havae

CF

3, S
NYS
CH,

A€ LUTPMXOBI NiHii BKa3ylOTb MOMOXEHHS NPUEAHAHHA rpynn A o amigHoi rpynm i Ry, Ry, Rs, B,
R10, R11, R12, R13 i Ri4 € Takumu, sik BU3HadeHo y Tabnumui Y.
Y Tabnuui 5a HaBegeHi 653 cnonyku opmynu (IB), B sikinn A o3Havae

F.C o

)

N
1

CH,

e LUTPUXOBI NiHii BKa3yloTb MOMOXEHHSA NpueaHaHHA rpynn A go amigHol rpynu i Ry, Ry, Rs, B,
R10, R11, R12, R13 i Ri4 € Takumu, sik BU3HadeHo y Tabnumui Y.
Y Tabnuui 6a HaBegeHi 653 cnonyku opmynu (IB), B sikinn A o3Havae

CFH

7\
N .N
N

CH,

e LWTPUXOBI MiHil BKa3yloTb MNOMNOXEHHA npuegHaHHa rpynn A go amigHoi rpynm i Ry, Ry, Rs, B,
R10, R11, Ri2, Ri3 i Ry4 € Takumu, sik BU3HadeHo y Tabnuui Y.
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Y Tabnuui 7a HaBegeHi 653 cnonyku chopmynu (IB), B skin A o3Havae

e LUTPUXOBI NiHii BKa3yloTb MOMOXEHHSA NpueaHaHHA rpynn A go amigHoi rpynu i Ry, Ry, Rs, B,

Ri10, R11, R12, R13 i Ri4 € Takumn, sik BU3HadeHo y Tabnuui Y.
5 Tabnuuga 8: Cnonykun dpopmynu 1A

[daHun BUHaxig 0oaaTkoBO iNCTPYETLCH BaxkaHMy okpeMumm cnonykamu coopmynu (11A)

1 2
O.
N B A),
R3

pe B e ogHieto 3 6a>|<aHV|x rpyn B1 B5 abo B20-B26, B28 abo B29

RlO Rll 11 RlO Rll RlO RlO Rll
— N=
QRQ \ / Ry, &Ru \ /N 4<\ :/}Ru O Ry,
N N
R14 R13 R13 13 R13 RlZ RlZ Rl4 '
1 B B3 B4 BS
BZO
R Ry 7R11 7R10 \/ 7R110 Rm Rn Ry,
R O Ry N\ / R, N\ // Ru N\ /N i R, 10 Vi Ri
Rz O Rz R, Ry Ry S Ry S Ry,
R14 Rl4
B R, RJ, Ris Ris Ris Ry,
BZZ BZ3 BZ4 BZS BZG
Rll R12 Rll R12
R13
R / R /
S Ry s
Ri4 R,
By B,y
10 Cnonykn cdoopmynu (lIA) HaBefeHi Hkye y Tabnuui 8. XapakTepncTukn HaBeaeHi y Tabnuui 12.
Tabnuusa 8
Cnonyka Ne R, R, R3 B R1o Ri1 R, Ri3 Ri4
Z71.001 H H H B1 Cl H H H H
71.002 H H H B1 Cl Cl H H H
71.003 H H H B1 Cl H Cl H H
71.004 H H H B1 Cl H H Cl H
Z71.005 H H H B1 Cl H H H Cl
Z71.006 H H H B1 H Cl Cl H H
Z1.007 H H H Bl H Cl H Cl H
Z1.008 H H H Bl Cl H Cl H Cl
Z1.009 H H H Bl Cl H Br H Cl
Z1.010 H H H Bl Cl H I H Cl
Z1.011 H H H Bl Cl H CHF, H Cl
Z1.012 H H H Bl Cl H CF; H Cl
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Tabnuus 8
CI‘IOJ‘IyKa Ne R2 Rl R3 B RlO Rll R12 R13 R14
Z1.013 H H H Bl Cl H C=C-H H Cl
Z1.014 H H H Bl Cl H C=C-Me H Cl
Z1.015 H H H Bl Cl H C=C-Si(Me)s H Cl
Z1.016 H H H Bl Cl H C=C-t-Bu H Cl
Z1.017 H H H Bl Cl H C=C-i-Pr H Cl
Z1.018 H H H Bl Cl H C=C-CH,OMe H Cl
Z1.019 H H H Bl Cl H C=C-n-Cl-gpeHin H Cl
Z1.020 H H H Bl Cl H n-Cl-cpeHin H Cl
Z1.021 H H H Bl Cl H CHO H Cl
21.022 H H H Bl Cl H CH=NOMe H Cl
21.023 H H H B1 Cl H COMe H Cl
Z1.024 H H H Bl Cl H C(Me)=NOMe H Cl
Z1.025 H H H Bl Cl H NO, H Cl
Z1.026 H H H Bl Cl H NH, H Cl
Z1.027 H H H Bl Cl H NHMe H Cl
Z1.028 H H H Bl Cl H N(Me), H Cl
Z1.029 H H H Bl Cl H NHCOMe H Cl
Z1.030 H H H Bl Cl H N=CHNEt(Me) H Cl
Z1.031 H H H Bl Cl H OCF; H Cl
Z1.032 H H H Bl Cl H OCH,CH=CHCl, H Cl
Z1.033 H H H Bl Cl H n-Cl-goeHokcun H Cl
Z1.034 H H H Bl Cl Me Cl H Cl
Z1.035 H H H Bl Cl Cl Cl H Cl
Z1.036 H H H Bl Cl H Cl Cl Cl
Z1.037 H H H Bl Cl Cl Cl Cl Cl
Z71.038 H H H Bl Cl H H H Me
Z71.039 H H H Bl Cl H Cl H Me
Z1.040 H H H Bl Cl H Br H Me
21.041 H H H Bl Cl H CF; H Me
21.042 H H H Bl Cl H C=C-H H Me
21.043 H H H B1 Cl H C=C-CH,OMe H Me
Z1.044 H H H Bl Cl H C(Me)=NOMe H Me
Z21.045 H H H Bl Cl H H H CHO
Z1.046 H H H B1 Cl H Cl H CHO
21.047 H H H Bl Cl H Br H CHO
21.048 H H H Bl Cl H CF; H CHO
Z1.049 H H H B1 Cl H C=C-H H CHO
Z1.050 H H H Bl Cl H C=C-CH,OMe H CHO
Z1.051 H H H Bl Cl H C(Me)=NOMe H CHO
Z1.052 H H H Bl Cl H H H OMe
Z1.053 H H H Bl Cl H Cl H OMe
Z1.054 H H H Bl Cl H Br H OMe
Z1.055 H H H Bl Cl H CF; H OMe
Z1.056 H H H Bl Cl H C=C-H H OMe
Z1.057 H H H Bl Cl H C=C-CH,OMe H OMe
Z1.058 H H H Bl Cl H C(Me)=NOMe H OMe
Z1.059 H H H Bl OMe H H H OMe
Z1.060 H H H Bl OMe H Cl H OMe
Z1.061 H H H Bl OMe H Br H OMe
21.062 H H H Bl OMe H CF; H OMe
Z1.063 H H H Bl OMe H C=C-H H OMe
Z1.064 H H H Bl OMe H C=C-CH,OMe H OMe
Z1.065 H H H Bl OMe H C(Me)=NOMe H OMe
Z1.066 H H H Bl Me H H H Me
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Z1.067 H H H Bl Me H Cl H Me
Z1.068 H H H Bl Me H Br H Me
Z1.069 H H H Bl Me H I H Me
Z1.070 H H H Bl Me H CF; H Me
Z1.071 H H H Bl Me H C=C-H H Me
Z1.072 H H H Bl Me H Me H Me
Z1.073 H H H Bl Me H C=C-CH,OMe H Me
Z1.074 H H H Bl Me H C(Me)=NOMe H Me
Z1.075 H H H Bl Me H NO, H Me
Z1.076 H H H Bl Me H NH, H Me
Z1.077 H H H Bl Me H NHCOMe H Me
Z1.078 H H H Bl Me H n-Cl-goeHin H Me
Z1.079 H H H Bl Me H H H CHO
Z1.080 H H H Bl Me H Cl H CHO
Z1.081 H H H Bl Me H Br H CHO
21.082 H H H Bl i-Pr H H H i-Pr
Z1.083 H H H Bl i-Pr H Cl H i-Pr
Z21.084 H H H Bl i-Pr H Br H i-Pr
Z21.085 H H H Bl t-Bu H H H t-Bu
Z21.086 H H H Bl t-Bu H Cl H t-Bu
Z21.087 H H H Bl t-Bu H Br H t-Bu
Z21.088 H H H Bl t-Bu H Me H t-Bu
Z1.089 H H H Bl t-Bu H t-Bu H t-Bu
Z1.090 H H H Bl t-Bu H OMe H t-Bu
Z1.091 H H H Bl Br H H H Br
Z1.092 H H H Bl Br H Br H Br
Z1.093 H H H Bl F H H H F
Z71.094 H H H Bl F H Cl H F
Z1.095 H H H Bl F H Br H F
Z1.096 H H H Bl I H H H |
Z1.097 H H H Bl I H Cl H I
Z1.098 H Me H Bl H H COMe H H
Z1.099 H Me H Bl H F H F H
Z1.100 H Me H Bl Me H Cl H H
Z1.101 H Me H Bl H Cl Cl H H
Z1.102 H Me H Bl H t-Bu H t-Bu H
Z1.103 H Me H Bl Cl H Cl H H
Z71.104 H Me H Bl Cl H H Cl H
Z1.105 H Me H Bl Cl H H H Cl
Z1.106 H Me H Bl H Cl Cl H H
Z1.107 H Me H Bl H Cl H Cl H
Z1.108 H Me H Bl Cl H Cl H Cl
Z1.109 H Me H Bl Cl H Br H Cl
Z1.110 H Me H Bl Cl H I H Cl
Z1.111 H Me H Bl Cl H CHF, H Cl
Z1.112 H Me H Bl Cl H CF; H Cl
Z1.113 H Me H Bl Cl H C=C-H H Cl
Z1.114 H Me H Bl Cl H C=C-Me H Cl
Z1.115 H Me H Bl Cl H C=C-Si(Me)s H Cl
Z1.116 H Me H Bl Cl H C=C-t-Bu H Cl
Z1.117 H Me H Bl Cl H C=C-C-i-Pr H Cl
Z1.118 H Me H Bl Cl H C=C-CH,OMe H Cl
Z1.119 H Me H Bl Cl H C=C-n-Cl-dbeHin H Cl
Z1.120 H Me H Bl Cl H n-Cl-cpeHin H Cl
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Z1.121 H Me H Bl Cl H CHO H Cl
21.122 H Me H Bl Cl H CH=NOMe H Cl
Z1.123 H Me H Bl Cl H COMe H Cl
21.124 H Me H Bl Cl H C(Me)=NOMe H Cl
Z1.125 H Me H Bl Cl H NO, H Cl
Z1.126 H Me H Bl Cl H NH, H Cl
21.127 H Me H Bl Cl H NHMe H Cl
Z1.128 H Me H Bl Cl H N(Me), H Cl
Z1.129 H Me H Bl Cl H NHCOMe H Cl
Z71.130 H Me H Bl Cl H N=CHNEt(Me) H Cl
Z1.131 H Me H B1 Cl H OCF; H Cl
Z1.132 H Me H Bl Cl H OCH,CH=CHCl, H Cl
Z1.133 H Me H Bl Cl H n-Cl-doeHokcu H Cl
Z1.134 H Me H Bl Cl Me Cl H Cl
Z1.135 H Me H Bl Cl Cl Cl H Cl
Z1.136 H Me H Bl Cl H Cl Cl Cl
Z1.137 H Me H Bl Cl Cl Cl Cl Cl
Z1.138 H Me H Bl Cl H H H Me
Z1.139 H Me H Bl Cl H Cl H Me
Z1.140 H Me H Bl Cl H Br H Me
Z1.141 H Me H Bl Cl H CF; H Me
21.142 H Me H Bl Cl H C=C-H H Me
Z1.143 H Me H Bl Cl H C=C-CH,OMe H Me
Z1.144 H Me H Bl Cl H C(Me)=NOMe H Me
Z1.145 H Me H Bl Cl H H H CHO
Z1.146 H Me H Bl Cl H Cl H CHO
21.147 H Me H Bl Cl H Br H CHO
21.148 H Me H B1 Cl H CF; H CHO
Z1.149 H Me H Bl Cl H C=C-H H CHO
Z1.150 H Me H Bl Cl H C=C-CH,OMe H CHO
Z1.151 H Me H B1 Cl H C(Me)=NOMe H CHO
Z1.152 H Me H Bl Cl H H H OMe
Z1.153 H Me H Bl Cl H Cl H OMe
Z1.154 H Me H Bl Cl H Br H OMe
Z1.155 H Me H Bl Cl H CF; H OMe
Z1.156 H Me H Bl Cl H C=C-H H OMe
Z1.157 H Me H Bl Cl H C=C-CH,OMe H OMe
Z1.158 H Me H Bl Cl H C(Me)=NOMe H OMe
Z1.159 H Me H Bl OMe H H H OMe
Z1.160 H Me H Bl OMe H Cl H OMe
Z1.161 H Me H Bl OMe H Br H OMe
Z1.162 H Me H Bl OMe H CF; H OMe
Z1.163 H Me H Bl OMe H C=C-H H OMe
Z1.164 H Me H Bl OMe H C=C-CH,OMe H OMe
Z1.165 H Me H Bl OMe H C(Me)=NOMe H OMe
Z1.166 H Me H Bl Me H H H Me
Z1.167 H Me H Bl Me H Cl H Me
Z1.168 H Me H Bl Me H Br H Me
Z1.169 H Me H Bl Me H I H Me
Z1.170 H Me H Bl Me H CF; H Me
Z1.171 H Me H Bl Me H C=C-H H Me
Z1.172 H Me H Bl Me H Me H Me
Z1.173 H Me H Bl Me H C=C-CH,OMe H Me
Z1.174 H Me H Bl Me H C(Me)=NOMe H Me

46



UA 100520 C2
Tabnuus 8
CI‘IOJ‘IyKa Ne R2 Rl R3 B RlO Rll R12 R13 R14
Z1.175 H Me H Bl Me H NO, H Me
Z1.176 H Me H Bl Me H NH, H Me
Z21.177 H Me H Bl Me H NHCOMe H Me
Z1.178 H Me H Bl Me H n-Cl-goeHrin H Me
Z1.179 H Me H Bl Me H H H CHO
Z1.180 H Me H Bl Me H Cl H CHO
Z1.181 H Me H Bl Me H Br H CHO
21.182 H Me H Bl i-Pr H H H i-Pr
Z1.183 H Me H Bl i-Pr H Cl H i-Pr
Z1.184 H Me H Bl i-Pr H Br H i-Pr
Z1.185 H Me H Bl t-Bu H H H t-Bu
Z1.186 H Me H Bl t-Bu H Cl H t-Bu
Z1.187 H Me H Bl t-Bu H Me H t-Bu
Z1.188 H Me H Bl t-Bu H t-Bu H t-Bu
Z1.189 H Me H Bl t-Bu H n-Cl-goeHin H t-Bu
Z1.190 H Me H Bl H H CF; H H
Z1.191 H Me H Bl H H Br H H
Z1.192 H Me H Bl Br H H H Br
Z1.193 H Me H Bl Br H Br H Br
Z1.194 H Me H Bl F H H H F
Z1.195 H Me H Bl F H Cl H F
Z1.196 H Me H Bl F H Br H F
Z1.197 H Me H Bl I H H H I
Z1.198 H Me H Bl I H Cl H I
Z1.199 H Me H Bl | H Br H I
Z1.200 H Me H Bl | H I H I
Z1.201 H Me Me Bl Cl H H H Cl
21.202 H Me Me Bl Cl H Cl H Cl
Z71.203 H Me Me Bl Br H H H Br
Z1.204 H Me Me Bl Br H Br H Br
Z1.205 H Me Me Bl Me H H H Me
Z1.206 H Me Me Bl Me H Cl H Me
21.207 H Me Me Bl Me H Br H Me
Z1.208 H Me H Bl Cl H H H Cl
Z1.209 Me Me H Bl Cl H Cl H Cl
Z1.210 Me Me H Bl Br H H H Br
Z1.211 Me Me H B1 Br H Br H Br
Z1.212 Me Me H Bl Me H Cl H Me
Z1.213 Me Me H Bl Me H Br H Me
Z1.214 i-Pr Me H Bl Me H H H Me
Z1.215 c-Pr Me H Bl Me H H H Me
Z1.216 Et Et H Bl Me H H H Me
Z1.217 Et Et H Bl Me H Br H Me
Z1.218 CH,CH, H Bl Cl H H H H
Z1.219 CH,CH, H Bl Me H H H Me
Z1.220 CH,CH, H Bl Me H Br H Me
21.221 CH,CH, H Bl H H Cl H H
21.222 CH,CH, H Bl Cl H Cl H H
21.223 CH,CH, H Bl Cl H H H Cl
21.224 CH,CH, H Bl Cl H Cl H Cl
21.225 CH,CH, H Bl Br H H H Br
21.226 CH,CH, H Bl Br H Br H Br
21.227 H CH, Bl Me H H H Me
71.228 H CH, Bl Me H Br H Me
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71.229 H CH, B1 H H Cl H H
71.230 H CH, B1 Cl H Cl H H
71.231 H CH, B1 Cl H H H Cl
71.232 H CH, B1 Cl H Cl H Cl
71.233 H CH, B1 Br H H H Br
71.234 H CH, B1 Br H Br H Br
71.235 H H H B2 Cl H Cl H -
71.236 H H H B2 Cl H Br H -
71.237 H H H B2 Br H Br H -
71.238 H H H B2 Cl H CF; H -
71.239 H Me H B2 Cl H CF, H -
71.240 H Et H B2 Cl H CF; H -
71.241 Me Me H B2 Cl H CF; H -
71.242 H H Me B2 cl H CF; H -
71.243 H Et H B2 cl H CF; H -
71.244 CH,CH, H B2 cl H CF; H -
71.245 H CH, B2 cl H CF; H -
71.246 H H H B3 cl H H cl -
71.247 H H H B3 cl H H Br -
71.248 H H H B3 cl H H [ -
71.249 H H H B3 cl H H Me -
71.250 H H H B3 Me H H ] -
71.251 H H H B3 Me H H Br -
71.252 H H H B3 Me H H Me -
71.253 H Me H B3 Cl H H Cl -
71.254 H Me H B3 Me H H Cl -
Z1.255 H H H B4 Cl H H Cl -
71.256 H H H B4 Br H H Br -
71.247 H H H B4 Me H H Me -
71.258 H Me H B4 Cl H H Cl -
71.259 H Me H B4 Br H H Br -
71.260 H Me H B4 Me H H Me -
71.261 H H H B5 Me H Me - -
71.262 H H H B5 Me H Me - -
71.263 H H H B5 H Me H - -
71.264 H H H B5 H Cl H - -
71.265 H H H B5 H Br H - -
71.266 H H H B5 H CF,4 H - -
71.267 H Me H B5 Me H Me - -
71.268 H Me H B5 Me H Me - -
71.269 H Me H B5 H Me H - -
71.270 H Me H B5 H Cl H - -
71.271 H Me H B5 H Br H - -
71.272 H Me H B5 H CF,4 H - -
71.273 H H H B20 Cl H H H H
71.274 H H H B20 Cl H Cl H H
71.275 H H H B20 Br H H H H
71.276 H H H B20 Br H Br H H
71.277 H H H B20 Me H H H H
71.278 H H H B20 CF,4 H H H H
71.279 H H H B20 | COMe H H H H
71.280 H H H B20 Cl H H Cl H
71.281 H Me H B20 Cl H H H H
71.282 H Me H B20 cl H Cl H H
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Z71.283 H Me H B20 Br H H H H
71.284 H Me H B20 Br H Br H H
Z71.285 H Me H B20 Me H H H H
Z71.286 H Me H B20 CF3 H H H H
71.287 H Me H B20 [ COMe H H H H
Z71.288 H Me H B20 Cl H H Cl H
Z71.289 H H H B21 Cl H H H H
Z1.290 H H H B21 H Cl H H H
Z71.291 H H H B21 Cl Cl H H H
71.292 H H H B21 H H H Cl H
Z1.293 H H H B21 Cl H H Cl H
21.294 H H H B21 H Cl H Cl H
Z21.295 H H H B21 Cl Cl H Cl H
Z21.296 H H H B21 Br H H H H
Z21.297 H H H B21 CF3 H H H H
Z21.298 H H H B21 Me H H H H
Z21.299 H H H B21 Cl H H H H
Z1.300 H H H B21 Br H H Cl H
Z1.301 H H H B21 CF3 H H Cl H
Z21.302 H H H B21 Me H H Cl H
Z21.303 H H H B21 Cl H H Cl H
Z21.304 H Me H B21 Cl H H H H
Z21.305 H Me H B21 H Cl H H H
Z21.306 H Me H B21 Cl Cl H H H
Z1.307 H Me H B21 H H H Cl H
Z71.308 H Me H B21 Cl H H Cl H
Z1.309 H Me H B21 H Cl H Cl H
Z1.310 H Me H B21 Cl Cl H Cl H
Z1.311 H Me H B21 Br H H H H
Z1.312 H Me H B21 CF; H H H H
Z1.313 H Me H B21 Me H H H H
Z1.314 H Me H B21 Cl H H H H
Z1.315 H Me H B21 Br H H Cl H
Z1.316 H Me H B21 CF; H H Cl H
Z1.317 H Me H B21 Me H H Cl H
Z1.318 H Me H B21 Cl H H Cl H
Z1.319 H H H B22 Me H H H H
Z71.320 H H H B22 H H H H Cl
71.321 H H H B22 Me H H H Cl
71.322 H H H B22 H H H Cl Cl
Z71.323 H H H B22 H H H NO, Cl
21.324 H H H B22 H H H Me Cl
Z71.325 H H H B22 H H H H Br
Z71.326 H H H B22 H H H Cl Br
21.327 H H H B22 H H H Me Br
Z71.328 H H H B22 H H H Br Br
Z71.329 H Me H B22 Me H H H H
Z1.330 H Me H B22 H H H H Cl
Z71.331 H Me H B22 Me H H H Cl
Z71.332 H Me H B22 H H H Cl Cl
Z71.333 H Me H B22 H H H NO, Cl
Z71.334 H Me H B22 H H H Me Cl
Z1.335 H Me H B22 H H H H Br
Z71.336 H Me H B22 H H H Cl Br
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Z1.337 H Me H B22 H H H Me Br
Z71.338 H Me H B22 H H H Br Br
Z1.339 H H H B23 Cl H H H H
Z71.340 H H H B23 Cl Cl H H H
71.341 H H H B23 Cl Me H H H
71.342 H H H B23 Me H H H H
Z71.343 H H H B23 Me Cl H H H
71.344 H H H B23 Me Me H H H
Z71.345 H H H B23 H H H H Me
Z71.346 H H H B23 Cl H H H Me
21.347 H H H B23 Me H H H Me
Z21.348 H Me H B23 Cl H H H H
Z21.349 H Me H B23 Cl Cl H H H
Z21.350 H Me H B23 Cl Me H H H
Z1.351 H Me H B23 Me H H H H
Z21.352 H Me H B23 Me Cl H H H
Z1.353 H Me H B23 Me Me H H H
Z21.354 H Me H B23 H H H H Me
Z1.355 H Me H B23 Cl H H H Me
Z21.356 H Me H B23 Me H H H Me
Z21.357 H H H B24 Cl H H H H
Z21.358 H H H B24 Br H H H H
Z1.359 H H H B24 CN H H H H
Z1.360 H H H B24 Me H H H H
Z71.361 H H H B24 OMe H H H H
Z71.362 H H H B24 Cl H Cl H H
Z1.363 H H H B24 Br H Cl H H
Z71.364 H H H B24 CN H Cl H H
Z1.365 H H H B24 Me H Cl H H
Z71.366 H H H B24 OMe H Cl H H
Z1.367 H H H B24 Cl H F H H
Z71.368 H H H B24 Br H F H H
Z1.369 H H H B24 CN H F H H
Z1.370 H H H B24 Me H F H H
Z1.371 H H H B24 OMe H F H H
Z1.372 H H H B24 Cl H H H F
Z1.373 H Me H B24 Cl H H H H
Z1.374 H Me H B24 Br H H H H
Z1.375 H Me H B24 CN H H H H
Z1.376 H Me H B24 Me H H H H
Z1.377 H Me H B24 OMe H H H H
Z1.378 H Me H B24 Cl H Cl H H
Z1.379 H Me H B24 Br H Cl H H
Z1.380 H Me H B24 CN H Cl H H
Z71.381 H Me H B24 Me H Cl H H
71.382 H Me H B24 OMe H Cl H H
Z1.383 H Me H B24 Cl H F H H
71.384 H Me H B24 Br H F H H
Z71.385 H Me H B24 CN H F H H
Z71.386 H Me H B24 Me H F H H
Z71.387 H Me H B24 OMe H F H H
Z71.388 H Me H B24 Cl H H H F
Z71.389 H Me H B25 Me H H H H
Z71.390 H Me H B25 Cl H H H H
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Z1.391 H Me H B25 OMe H H H H
Z71.392 H Me H B26 Me H H H H
Z1.393 H Me H B26 Cl H H H H
Z71.394 H Me H B26 OMe H H H H
Z71.395 H Me H B28 H H Me Me H
Z1.396 H Me H B28 Me Me Me Me H
Z1.397 H Me H B29 H H H Me Me
Z71.398 H Me H B29 Me Me H Me Me

Tabnuusa 8a: Cnonyku popmynm 11B
[daHun BMHaxig 0oaaTkoBO iNCTPYETLCH BaxkaHMy okpeMmmMum cnonykamu coopmynu (11B)

R, R>

7

Ry Ru
Ris Ry

Ry Ry Ro Ru Ro Ru Rio
— — — N—
\ Re /) R N\ // N \ Ry
o h <%
Ris Ris Rz Ry Ry,
B,

(nB)
ae B € ogHieto 3 6baxaHux rpyn B1-B5 abo B20-B26, B28 abo B29

By

B,

Bg

BZO 13
Rll
12 \ / / R12
4@7 S R13
ng Rl4
BZl B
BZZ BZ3 BZ4 25 »
Rn R12 Ru R12
13
R / R /
S Ry s
Ri4 R,
st B29
Cnonykn coopmynu (l1B) HaBefeHi Hwkye y Tabnuui 8a.
Tabnuusa 8a
CI'IOJ'IyKa Ne R2 Rl R3 B RlO Rll R12 R13 R14
Z1a.001 H H H B1 Cl H H H H
Z1a.002 H H H B1 Cl Cl H H H
Z1a.003 H H H Bl Cl H Cl H H
Z1a.004 H H H Bl Cl H H Cl H
Z1a.005 H H H Bl Cl H H H Cl
Z1a.006 H H H Bl H Cl Cl H H
Z1a.007 H H H Bl H Cl H Cl H
Z1a.008 H H H Bl Cl H Cl H Cl
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Z1a.009 H H H Bl Cl H Br H Cl
Z1a.010 H H H Bl Cl H I H Cl
Zla.011 H H H Bl Cl H CHF, H Cl
Zl1a.012 H H H Bl Cl H CF; H Cl
Z1a.013 H H H Bl Cl H C=C-H H Cl
Zl1la.014 H H H Bl Cl H C=C-Me H Cl
Z1a.015 H H H Bl Cl H C=C-Si(Me)s H Cl
Z1a.016 H H H Bl Cl H C=C-t-Bu H Cl
Z1a.017 H H H Bl Cl H C=C-i-Pr H Cl
Z1a.018 H H H Bl Cl H C=C-CH,OMe H Cl
Z1a.019 H H H Bl Cl H C=C-n-Cl-geHin H Cl
Z1a.020 H H H Bl Cl H n-Cl-cpeHin H Cl
Zl1la.021 H H H Bl Cl H CHO H Cl
Zl1la.022 H H H Bl Cl H CH=NOMe H Cl
Z1a.023 H H H Bl Cl H COMe H Cl
Zl1la.024 H H H Bl Cl H C(Me)=NOMe H Cl
Z1a.025 H H H Bl Cl H NO, H Cl
Z1a.026 H H H Bl Cl H NH, H Cl
Zl1a.027 H H H Bl Cl H NHMe H Cl
Z1a.028 H H H Bl Cl H N(Me), H Cl
Z1a.029 H H H Bl Cl H NHCOMe H Cl
Z1a.030 H H H Bl Cl H N=CHNEt(Me) H Cl
Zl1la.031 H H H Bl Cl H OCF; H Cl
Z1a.032 H H H Bl Cl H OCH,CH=CHCI, H Cl
Z1a.033 H H H Bl Cl H n-Cl-dpeHokeu H Cl
Z1a.034 H H H Bl Cl Me Cl H Cl
Z1a.035 H H H Bl Cl Cl Cl H Cl
Z1a.036 H H H Bl Cl H Cl Cl Cl
Z1a.037 H H H Bl Cl Cl Cl Cl Cl
Z1a.038 H H H Bl Cl H H H Me
Z1a.039 H H H Bl Cl H Cl H Me
Z1a.040 H H H Bl Cl H Br H Me
Z1a.041 H H H Bl Cl H CF; H Me
Z1a.042 H H H Bl Cl H C=C-H H Me
Z1a.043 H H H Bl Cl H C=C-CH,OMe H Me
Z1a.044 H H H Bl Cl H C(Me)=NOMe H Me
Z1a.045 H H H Bl Cl H H H CHO
Z1a.046 H H H Bl Cl H Cl H CHO
Z1a.047 H H H Bl Cl H Br H CHO
Z1a.048 H H H Bl Cl H CF; H CHO
Z1a.049 H H H Bl Cl H C=C-H H CHO
Z1a.050 H H H Bl Cl H C=C-CH,OMe H CHO
Zla.051 H H H Bl Cl H C(Me)=NOMe H CHO
Zl1a.052 H H H Bl Cl H H H OMe
Z1a.053 H H H Bl Cl H Cl H OMe
Zl1la.054 H H H Bl Cl H Br H OMe
Zl1a.055 H H H Bl Cl H CF; H OMe
Z1a.056 H H H Bl Cl H C=C-H H OMe
Zl1a.057 H H H Bl Cl H C=C-CH,OMe H OMe
Z1a.058 H H H Bl Cl H C(Me)=NOMe H OMe
Z1a.059 H H H Bl OMe H H H OMe
Z1a.060 H H H Bl OMe H Cl H OMe
Z1la.061 H H H Bl OMe H Br H OMe
Z1a.062 H H H Bl OMe H CF; H OMe
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Z1a.063 H H H Bl OMe H C=C-H H OMe
Z1a.064 H H H Bl OMe H C=C-CH,OMe H OMe
Z1a.065 H H H Bl OMe H C(Me)=NOMe H OMe
Z1a.066 H H H Bl Me H H H Me
Z1a.067 H H H Bl Me H Cl H Me
Z1a.068 H H H Bl Me H Br H Me
Z1a.069 H H H Bl Me H I H Me
Z1a.070 H H H Bl Me H CF3 H Me
Zla.071 H H H Bl Me H C=C-H H Me
Z1a.072 H H H Bl Me H Me H Me
Z1a.073 H H H Bl Me H C=C-CH,OMe H Me
Zla.074 H H H Bl Me H C(Me)=NOMe H Me
Z1a.075 H H H Bl Me H NO, H Me
Z1a.076 H H H Bl Me H NH, H Me
Z1a.077 H H H Bl Me H NHCOMe H Me
Z1a.078 H H H Bl Me H n-Cl-doeHin H Me
Z1a.079 H H H Bl Me H H H CHO
Z1a.080 H H H Bl Me H Cl H CHO
Z1a.081 H H H Bl Me H Br H CHO
Z1a.082 H H H Bl i-Pr H H H i-Pr
Z1a.083 H H H Bl i-Pr H Cl H i-Pr
Z1a.084 H H H Bl i-Pr H Br H i-Pr
Z1a.085 H H H Bl t-Bu H H H t-Bu
Z1a.086 H H H Bl t-Bu H Cl H t-Bu
Z1a.087 H H H Bl t-Bu H Br H t-Bu
Z1a.088 H H H Bl t-Bu H Me H t-Bu
Z1a.089 H H H Bl t-Bu H t-Bu H t-Bu
Z1a.090 H H H Bl t-Bu H OMe H t-Bu
Zl1la.091 H H H Bl Br H H H Br
Z1a.092 H H H Bl Br H Br H Br
Z1a.093 H H H Bl F H H H F
Z1a.094 H H H Bl F H Cl H F
Z1a.095 H H H Bl F H Br H F
Z1a.096 H H H Bl I H H H |
Z1a.097 H H H Bl I H Cl H I
Z1a.098 H Me H Bl H H COMe H H
Z1a.099 H Me H Bl H F H F H
Z1a.100 H Me H Bl Me H Cl H H
Zla.101 H Me H Bl H Cl Cl H H
Zla.102 H Me H Bl H t-Bu H t-Bu H
Z1a.103 H Me H Bl Cl H Cl H H
Zl1la.104 H Me H Bl Cl H H Cl H
Z1a.105 H Me H Bl Cl H H H Cl
Z1a.106 H Me H Bl H Cl Cl H H
Zla.107 H Me H Bl H Cl H Cl H
Z1a.108 H Me H Bl Cl H Cl H Cl
Zl1a.109 H Me H Bl Cl H Br H Cl
Zl1la.110 H Me H Bl Cl H I H Cl
Zla.111 H Me H Bl Cl H CHF, H Cl
Zla.112 H Me H Bl Cl H CF3 H Cl
Zl1a.113 H Me H Bl Cl H C=C-H H Cl
Zla.114 H Me H Bl Cl H C=C-Me H Cl
Zla.115 H Me H Bl Cl H C=C-Si(Me)3 H Cl
Z1a.116 H Me H Bl Cl H C=C-t-Bu H Cl
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Zla.117 H Me H Bl Cl H C=C-C-i-Pr H Cl
Zl1a.118 H Me H Bl Cl H C=C-CH,OMe H Cl
Zla.119 H Me H Bl Cl H C=C-n-Cl-goeHin H Cl
Zl1a.120 H Me H Bl Cl H n-Cl-coeHin H Cl
Zla.121 H Me H Bl Cl H CHO H Cl
Zla.122 H Me H Bl Cl H CH=NOMe H Cl
Zla.123 H Me H Bl Cl H COMe H Cl
Zla.124 H Me H Bl Cl H C(Me)=NOMe H Cl
Zla.125 H Me H Bl Cl H NO, H Cl
Zl1a.126 H Me H Bl Cl H NH, H Cl
Zla.127 H Me H Bl Cl H NHMe H Cl
Zl1la.128 H Me H Bl Cl H N(Me), H Cl
Zla.129 H Me H Bl Cl H NHCOMe H Cl
Z1a.130 H Me H Bl Cl H N=CHNEt(Me) H Cl
Zla.131 H Me H Bl Cl H OCF; H Cl
Zla.132 H Me H Bl Cl H OCH,CH=CHCI, H Cl
Z1a.133 H Me H Bl Cl H n-Cl-doeHokecun H Cl
Zla.134 H Me H Bl Cl Me Cl H Cl
Zl1la.135 H Me H Bl Cl Cl Cl H Cl
Z1a.136 H Me H Bl Cl H Cl Cl Cl
Zl1la.137 H Me H Bl Cl Cl Cl Cl Cl
Z1a.138 H Me H Bl Cl H H H Me
Zl1la.139 H Me H Bl Cl H Cl H Me
Z1a.140 H Me H Bl Cl H Br H Me
Zla.141 H Me H Bl Cl H CF3 H Me
Zla.142 H Me H Bl Cl H C=C-H H Me
Zla.143 H Me H Bl Cl H C=C-CH,OMe H Me
Zla.144 H Me H Bl Cl H C(Me)=NOMe H Me
Zla.145 H Me H Bl Cl H H H CHO
Z1a.146 H Me H Bl Cl H Cl H CHO
Zla.147 H Me H Bl Cl H Br H CHO
Z1a.148 H Me H Bl Cl H CF3 H CHO
Z1a.149 H Me H Bl Cl H C=C-H H CHO
Z1a.150 H Me H Bl Cl H C=C-CH,OMe H CHO
Zla.151 H Me H Bl Cl H C(Me)=NOMe H CHO
Zla.152 H Me H Bl Cl H H H OMe
Zla.153 H Me H Bl Cl H Cl H OMe
Zla.154 H Me H Bl Cl H Br H OMe
Zla.155 H Me H Bl Cl H CF; H OMe
Zla.156 H Me H Bl Cl H C=C-H H OMe
Zla.157 H Me H Bl Cl H C=C-CH,OMe H OMe
Zla.158 H Me H Bl Cl H C(Me)=NOMe H OMe
Zla.159 H Me H Bl OMe H H H OMe
Zl1la.160 H Me H Bl OMe H Cl H OMe
Zla.161 H Me H Bl OMe H Br H OMe
Zla.162 H Me H Bl OMe H CF; H OMe
Zl1la.163 H Me H Bl OMe H C=C-H H OMe
Zla.164 H Me H Bl OMe H C=C-CH,OMe H OMe
Zla.165 H Me H Bl OMe H C(Me)=NOMe H OMe
Z1a.166 H Me H Bl Me H H H Me
Zla.167 H Me H Bl Me H Cl H Me
Z1a.168 H Me H Bl Me H Br H Me
Zl1la.169 H Me H Bl Me H I H Me
Z1a.170 H Me H Bl Me H CF; H Me
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Z1a.171 H Me H B1 Me H C=C-H H Me
Z1a.172 H Me H B1 Me H Me H Me
Z1a.173 H Me H Bl Me H C=C-CH,OMe H Me
Z1a.174 H Me H B1 Me H C(Me)=NOMe H Me
Z1a.175 H Me H B1 Me H NO, H Me
Z1a.176 H Me H B1 Me H NH, H Me
Z1a.177 H Me H B1 Me H NHCOMe H Me
Z1a.178 H Me H B1 Me H n-Cl-deHin H Me
Z1a.179 H Me H B1 Me H H H CHO
Z1a.180 H Me H B1 Me H Cl H CHO
Z1a.181 H Me H B1 Me H Br H CHO
Z1a.182 H Me H B1 i-Pr H H H i-Pr
Z1a.183 H Me H B1 i-Pr H Cl H i-Pr
Z1a.184 H Me H Bl i-Pr H Br H i-Pr
Z1a.185 H Me H Bl t-Bu H H H t-Bu
Z1a.186 H Me H Bl t-Bu H Cl H t-Bu
Z1a.187 H Me H B1 t-Bu H Me H t-Bu
Z1a.188 H Me H Bl t-Bu H t-Bu H t-Bu
Z1a.189 H Me H Bl t-Bu H n-Cl-doeHin H t-Bu
Z1a.190 H Me H B1 H H CF; H H
Z1a.191 H Me H Bl H H Br H H
Z1a.192 H Me H Bl Br H H H Br
Z1a.193 H Me H B1 Br H Br H Br
Z1a.194 H Me H B1 F H H H F
Z1a.195 H Me H B1 F H Cl H F
Z1a.196 H Me H B1 F H Br H F
Z1a.197 H Me H B1 | H H H |
Z1a.198 H Me H B1 | H Cl H |
Z1a.199 H Me H B1 | H Br H |
Z1a.200 H Me H B1 | H | H |
Zl1a.201 H Me Me B1 Cl H H H Cl
Z1a.202 H Me Me B1 Cl H Cl H Cl
Z1a.203 H Me Me Bl Br H H H Br
Z1a.204 H Me Me Bl Br H Br H Br
Z1a.205 H Me Me B1 Me H H H Me
Z1a.206 H Me Me B1 Me H Cl H Me
Z1a.207 H Me Me Bl Me H Br H Me
Z1a.208 H Me H B1 Cl H H H Cl
Z1a.209 Me Me H B1 Cl H Cl H Cl
Z1a.210 Me Me H B1 Br H H H Br
Zla.211 Me Me H Bl Br H Br H Br
Z1a.212 Me Me H B1 Me H Cl H Me
Zla.213 Me Me H Bl Me H Br H Me
Z1a.214 i-Pr Me H B1 Me H H H Me
Zla.215 c-Pr Me H Bl Me H H H Me
Z1a.216 Et Et H B1 Me H H H Me
Z1a.217 Et Et H B1 Me H Br H Me
Z1a.218 CH,CH, H B1 Cl H H H H
Z1a.219 CH,CH, H B1 Me H H H Me
Z1a.220 CH,CH, H B1 Me H Br H Me
Z1a.221 CH,CH, H B1 H H Cl H H
Z1a.222 CH,CH, H Bl Cl H Cl H H
Z1a.223 CH,CH, H Bl Cl H H H Cl
Zla.224 CH,CH, H Bl Cl H Cl H Cl
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Z1a.225 CH,CH, H B1 Br H H H Br
Z1a.226 CH,CH, H B1 Br H Br H Br
Z1a.227 H CH, B1 Me H H H Me
Z1a.228 H CH, B1 Me H Br H Me
Z1a.229 H CH, B1 H H Cl H H
Z1a.230 H CH, B1 Cl H Cl H H
Z1a.231 H CH, B1 Cl H H H Cl
Z1a.232 H CH, B1 Cl H Cl H Cl
Z1a.233 H CH, B1 Br H H H Br
Z1a.234 H CH, B1 Br H Br H Br
Z1a.235 H H H B2 Cl H Cl H -
Z1a.236 H H H B2 Cl H Br H -
Z1a.237 H H H B2 Br H Br H -
Z1a.238 H H H B2 Cl H CF,4 H -
Z1a.239 H Me H B2 Cl H CF,4 H -
Z1a.240 H Et H B2 Cl H CF,4 H -
Zla.241 Me Me H B2 Cl H CF,4 H -
Z1a.242 H H Me B2 Cl H CF,4 H -
Z1a.243 H Et H B2 Cl H CF,4 H -
Z1a.244 CH,CH, H B2 Cl H CF,4 H -
Z1a.245 H CH, B2 Cl H CF,4 H -
Z1a.246 H H H B3 Cl H H ] -
Z1a.247 H H H B3 Cl H H Br -
Z1a.248 H H H B3 Cl H H [ -
Z1a.249 H H H B3 Cl H H Me -
Z1a.250 H H H B3 Me H H Cl -
Zla.251 H H H B3 Me H H Br -
Z1a.252 H H H B3 Me H H Me -
Z1a.253 H Me H B3 Cl H H Cl -
Z1a.254 H Me H B3 Me H H Cl -
Z1a.255 H H H B4 Cl H H Cl -
Z1a.256 H H H B4 Br H H Br -
Z1a.247 H H H B4 Me H H Me -
Z1a.258 H Me H B4 Cl H H Cl -
Z1a.259 H Me H B4 Br H H Br -
Z1a.260 H Me H B4 Me H H Me -
Z1a.261 H H H B5 Me H Me - -
Z1a.262 H H H B5 Me H Me - -
Z1a.263 H H H B5 H Me H - -
Z1a.264 H H H B5 H Cl H - -
Z1a.265 H H H B5 H Br H - -
Z1a.266 H H H B5 H CF; H - -
Z1a.267 H Me H B5 Me H Me - -
Z1a.268 H Me H B5 Me H Me - -
Z1a.269 H Me H B5 H Me H - -
Z1a.270 H Me H B5 H Cl H - -
Zla.271 H Me H B5 H Br H - -
Z1a.272 H Me H B5 H CF; H - -
Z1a.273 H H H B20 Cl H H H H
Z1a.274 H H H B20 Cl H Cl H H
Z1a.275 H H H B20 Br H H H H
Z1a.276 H H H B20 Br H Br H H
Z1a.277 H H H B20 Me H H H H
Z1a.278 H H H B20 | CF, H H H H
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Zla.279 H H H B20 | COMe H H H H
Z1a.280 H H H B20 Cl H H Cl H
Zl1la.281 H Me H B20 Cl H H H H
Z1a.282 H Me H B20 Cl H Cl H H
Z1a.283 H Me H B20 Br H H H H
Zl1la.284 H Me H B20 Br H Br H H
Z1a.285 H Me H B20 Me H H H H
Z1a.286 H Me H B20 CF; H H H H
Z1a.287 H Me H B20 | COMe H H H H
Z1a.288 H Me H B20 Cl H H Cl H
Z1a.289 H H H B21 Cl H H H H
Z1a.290 H H H B21 H Cl H H H
Zla.291 H H H B21 Cl Cl H H H
Zla.292 H H H B21 H H H Cl H
Z1a.293 H H H B21 Cl H H Cl H
Zla.294 H H H B21 H Cl H Cl H
Zl1la.295 H H H B21 Cl Cl H Cl H
Z1a.296 H H H B21 Br H H H H
Zla.297 H H H B21 CF; H H H H
Z1a.298 H H H B21 Me H H H H
Zl1la.299 H H H B21 Cl H H H H
Z1a.300 H H H B21 Br H H Cl H
Z1a.301 H H H B21 CF; H H Cl H
Z1a.302 H H H B21 Me H H Cl H
Z1a.303 H H H B21 Cl H H Cl H
Z1a.304 H Me H B21 Cl H H H H
Z1a.305 H Me H B21 H Cl H H H
Z1a.306 H Me H B21 Cl Cl H H H
Z1a.307 H Me H B21 H H H Cl H
Z1a.308 H Me H B21 Cl H H Cl H
Z1a.309 H Me H B21 H Cl H Cl H
Z1a.310 H Me H B21 Cl Cl H Cl H
Zla.311 H Me H B21 Br H H H H
Zl1la.312 H Me H B21 CF; H H H H
Z1a.313 H Me H B21 Me H H H H
Zla.314 H Me H B21 Cl H H H H
Z1a.315 H Me H B21 Br H H Cl H
Z1a.316 H Me H B21 CF; H H Cl H
Zla.317 H Me H B21 Me H H Cl H
Z1a.318 H Me H B21 Cl H H Cl H
Zl1la.319 H H H B22 Me H H H H
Z1a.320 H H H B22 H H H H Cl
Zla.321 H H H B22 Me H H H Cl
Zl1la.322 H H H B22 H H H Cl Cl
Z1a.323 H H H B22 H H H NO, Cl
Zla.324 H H H B22 H H H Me Cl
Z1a.325 H H H B22 H H H H Br
Z1a.326 H H H B22 H H H Cl Br
Z1a.327 H H H B22 H H H Me Br
Z1a.328 H H H B22 H H H Br Br
Z1a.329 H Me H B22 Me H H H H
Z1a.330 H Me H B22 H H H H Cl
Zl1la.331 H Me H B22 Me H H H Cl
Z1a.332 H Me H B22 H H H Cl Cl
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Z1a.333 H Me H B22 H H H NO, Cl
Z1a.334 H Me H B22 H H H Me Cl
Z1a.335 H Me H B22 H H H H Br
Z1a.336 H Me H B22 H H H Cl Br
Z1a.337 H Me H B22 H H H Me Br
Z1a.338 H Me H B22 H H H Br Br
Z1a.339 H H H B23 Cl H H H H
Z1a.340 H H H B23 Cl Cl H H H
Zla.341 H H H B23 Cl Me H H H
Zl1la.342 H H H B23 Me H H H H
Z1a.343 H H H B23 Me Cl H H H
Zla.344 H H H B23 Me Me H H H
Zla.345 H H H B23 H H H H Me
Z1a.346 H H H B23 Cl H H H Me
Zla.347 H H H B23 Me H H H Me
Z1a.348 H Me H B23 Cl H H H H
Zl1la.349 H Me H B23 Cl Cl H H H
Z1a.350 H Me H B23 Cl Me H H H
Zla.351 H Me H B23 Me H H H H
Z1a.352 H Me H B23 Me Cl H H H
Z1a.353 H Me H B23 Me Me H H H
Zla.354 H Me H B23 H H H H Me
Z1a.355 H Me H B23 Cl H H H Me
Z1a.356 H Me H B23 Me H H H Me
Zl1la.357 H H H B24 Cl H H H H
Z1a.358 H H H B24 Br H H H H
Z1a.359 H H H B24 CN H H H H
Z1a.360 H H H B24 Me H H H H
Zl1la.361 H H H B24 OMe H H H H
Z1a.362 H H H B24 Cl H Cl H H
Z1a.363 H H H B24 Br H Cl H H
Zl1la.364 H H H B24 CN H Cl H H
Z1a.365 H H H B24 Me H Cl H H
Z1a.366 H H H B24 OMe H Cl H H
Z1a.367 H H H B24 Cl H F H H
Z1a.368 H H H B24 Br H F H H
Z1a.369 H H H B24 CN H F H H
Z1a.370 H H H B24 Me H F H H
Zla.371 H H H B24 OMe H F H H
Z1a.372 H H H B24 Cl H H H F
Z1a.373 H Me H B24 Cl H H H H
Zla.374 H Me H B24 Br H H H H
Z1a.375 H Me H B24 CN H H H H
Z1a.376 H Me H B24 Me H H H H
Z1a.377 H Me H B24 OMe H H H H
Z1a.378 H Me H B24 Cl H Cl H H
Z1a.379 H Me H B24 Br H Cl H H
Z1a.380 H Me H B24 CN H Cl H H
Z1a.381 H Me H B24 Me H Cl H H
Z1a.382 H Me H B24 OMe H Cl H H
Z1a.383 H Me H B24 Cl H F H H
Z1a.384 H Me H B24 Br H F H H
Z1a.385 H Me H B24 CN H F H H
Z1a.386 H Me H B24 Me H F H H
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Z1a.387 H Me H B24 OMe H F H H
Z1a.388 H Me H B24 Cl H H H F
Z1a.389 H Me H B25 Me H H H H
Z1a.390 H Me H B25 Cl H H H H
Z1a.391 H Me H B25 OMe H H H H
Z1a.392 H Me H B26 Me H H H H
Z1a.393 H Me H B26 Cl H H H H
Z1a.394 H Me H B26 OMe H H H H
Z1a.395 H Me H B28 H H Me Me H
Z1a.396 H Me H B28 Me Me Me Me H
Z1a.397 H Me H B29 H H H Me Me
Z1a.398 H Me H B29 Me Me H Me Me

Tabnuus 9 Cnonykn chopmynu VA
[daHun BuHaxig 0oaaTkoBo iNCTPYETLCH BaxkaHMu okpemumun cnonykamu dopmynu (IVA)

Rl
O
O B (vA),
R3

ae B e ogHieto 3 6axaHux rpyn B1-B5 abo B20-B26, B28 abo B29:

R Ry Rio Ry Rio Ry Rio Ry Rio Ry Ru
— — — N—
Ry S R, /) Re \ N \ R O R,
/ < 11
N \ N N /
Ris Ris Ris R Ris R, Ry, Ra '
B, B, B, B, B, R,
B
20
Ry R Ry Rio Rio
7 7 - Ry Ru Ru
R O R, N\ / R N\ /) Ry N\ /N ) R, Y Rp,
R
Rz Rz R, Ry Ry S R.5 S Ris
R Riy
B R4 Ris R Ris Ris R, “
. B. B Bus B
22 23 B
Ry, Riz Ry, R;,
R
/ 13
Rio R /
s Ry s
Ris R

B
28 B,y

Cnonyku cdoopmynu IVA HaBefeHi HWk4e y Tabnuui 9. XapaktepucTukm HaBegeHi y Tabnuui 12,

Tabnuuysa 9
Cnonyka Ne R: | Rs B R R R, Ri3 R4
Z2.001 H H B1 Cl H H H H
Z2.002 H H B1 Cl Cl H H H
Z2.003 H H B1 Cl H Cl H H
Z2.004 H H B1 Cl H H Cl H
Z2.005 H H B1 Cl H H H Cl
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Z2.006 H H Bl H Cl Cl H H
Z2.007 H H Bl H Cl H Cl H
Z2.008 H H Bl Cl H Cl H Cl
Z2.009 H H Bl Cl H Br H Cl
Z2.010 H H Bl Cl H I H Cl
Z2.011 H H Bl Cl H CHF, H Cl
Z2.012 H H Bl Cl H CF; H Cl
Z2.013 H H Bl Cl H C=C-H H Cl
Z2.014 H H Bl Cl H C=C-Me H Cl
Z2.015 H H Bl Cl H C=C-Si(Me)s H Cl
Z2.016 H H Bl Cl H C=C-t-Bu H Cl
Z2.017 H H Bl Cl H C=C-i-Pr H Cl
Z2.018 H H Bl Cl H C=C-CH,OMe H Cl
Z2.019 H H Bl Cl H C=C-n-Cl-deHin H Cl
Z2.020 H H Bl Cl H n-Cl-coeHin H Cl
Z2.021 H H Bl Cl H CHO H Cl
22.022 H H Bl Cl H CH=NOMe H Cl
22.023 H H Bl Cl H COMe H Cl
22.024 H H Bl Cl H C(Me)=NOMe H Cl
Z22.025 H H Bl Cl H NO, H Cl
Z22.026 H H Bl Cl H NH, H Cl
22.027 H H Bl Cl H NHMe H Cl
22.028 H H Bl Cl H N(Me), H Cl
Z2.029 H H Bl Cl H NHCOMe H Cl
Z2.030 H H Bl Cl H N=CHNEt(Me) H Cl
Z2.031 H H Bl Cl H OCF; H Cl
Z2.032 H H Bl Cl H OCH,CH=CHCl, H Cl
Z2.033 H H Bl Cl H n-Cl-dbeHokeu H Cl
Z2.034 H H Bl Cl Me Cl H Cl
Z2.035 H H Bl Cl Cl Cl H Cl
Z2.036 H H Bl Cl H Cl Cl Cl
Z2.037 H H Bl Cl Cl Cl Cl Cl
Z2.038 H H Bl Cl H H H Me
Z2.039 H H Bl Cl H Cl H Me
Z2.040 H H Bl Cl H Br H Me
Z2.041 H H Bl Cl H CF; H Me
22.042 H H B1 Cl H C=C-H H Me
22.043 H H Bl Cl H C=C-CH,OMe H Me
22.044 H H Bl Cl H C(Me)=NOMe H Me
Z22.045 H H Bl Cl H H H CHO
Z2.046 H H Bl Cl H Cl H CHO
22.047 H H Bl Cl H Br H CHO
Z22.048 H H Bl Cl H CF; H CHO
Z2.049 H H Bl Cl H C=C-H H CHO
Z2.050 H H Bl Cl H C=C-CH,OMe H CHO
Z2.051 H H Bl Cl H C(Me)=NOMe H CHO
Z2.052 H H Bl Cl H H H OMe
Z2.053 H H Bl Cl H Cl H OMe
Z2.054 H H Bl Cl H Br H OMe
Z2.055 H H Bl Cl H CF; H OMe
Z2.056 H H Bl Cl H C=C-H H OMe
Z22.057 H H Bl Cl H C=C-CH,OMe H OMe
Z2.058 H H Bl Cl H C(Me)=NOMe H OMe
Z2.059 H H Bl OMe H H H OMe
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Z2.060 H H Bl OMe H Cl H OMe
Z2.061 H H Bl OMe H Br H OMe
22.062 H H Bl OMe H CF; H OMe
Z2.063 H H Bl OMe H C=C-H H OMe
72.064 H H Bl OMe H C=C-CH,OMe H OMe
Z2.065 H H Bl OMe H C(Me)=NOMe H OMe
Z2.066 H H Bl Me H H H Me
22.067 H H Bl Me H Cl H Me
Z2.068 H H Bl Me H Br H Me
Z2.069 H H Bl Me H | H Me
Z2.070 H H Bl Me H CF3 H Me
Z2.071 H H Bl Me H C=C-H H Me
22.072 H H Bl Me H Me H Me
Z2.073 H H Bl Me H C=C-CH,OMe H Me
22.074 H H Bl Me H C(Me)=NOMe H Me
Z2.075 H H Bl Me H NO, H Me
Z2.076 H H Bl Me H NH, H Me
22.077 H H Bl Me H NHCOMe H Me
Z2.078 H H Bl Me H n-Cl-coeHin H Me
Z2.079 H H Bl Me H H H CHO
Z2.080 H H Bl Me H Cl H CHO
Z2.081 H H Bl Me H Br H CHO
Z2.082 H H Bl i-Pr H H H i-Pr
Z2.083 H H Bl i-Pr H Cl H i-Pr
Z2.084 H H Bl i-Pr H Br H i-Pr
Z2.085 H H Bl t-Bu H H H t-Bu
Z2.086 H H Bl t-Bu H Cl H t-Bu
Z2.087 H H Bl t-Bu H Br H t-Bu
Z2.088 H H Bl t-Bu H Me H t-Bu
Z2.089 H H Bl t-Bu H t-Bu H t-Bu
Z2.090 H H Bl t-Bu H OMe H t-Bu
Z2.091 H H Bl Br H H H Br
Z2.092 H H Bl Br H Br H Br
Z2.093 H H Bl F H H H F
Z2.094 H H Bl F H Cl H F
Z2.095 H H Bl F H Br H F
Z2.096 H H Bl | H H H |
Z2.097 H H Bl | H Cl H |
Z2.098 Me | H Bl H H COMe H H
Z2.099 Me | H Bl H F H F H
Z2.100 Me | H Bl Me H Cl H H
Z2.101 Me | H Bl H Cl Cl H H
22.102 Me | H Bl H t-Bu H t-Bu H
Z2.103 Me | H Bl Cl H Cl H H
Z2.104 Me | H Bl Cl H H Cl H
Z2.105 Me | H Bl Cl H H H Cl
Z2.106 Me | H Bl H Cl Cl H H
Z2.107 Me | H Bl H Cl H Cl H
Z2.108 Me | H Bl Cl H Cl H Cl
Z2.109 Me | H Bl Cl H Br H Cl
Z2.110 Me | H Bl Cl H | H Cl
Z2.111 Me | H Bl Cl H CHF, H Cl
22.112 Me | H Bl Cl H CF; H Cl
Z2.113 Me | H Bl Cl H C=C-H H Cl
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Z2.114 Me | H Bl Cl H C=C-Me H Cl
Z72.115 Me | H Bl Cl H C=C-Si(Me)s H Cl
72.116 Me | H Bl Cl H C=C-t-Bu H Cl
Z2.117 Me | H Bl Cl H C=C-C-i-Pr H Cl
72.118 Me | H Bl Cl H C=C-CH,OMe H Cl
Z72.119 Me | H Bl Cl H C=C-n-Cl-gpeHin H Cl
72.120 Me | H Bl Cl H n-Cl-cpeHin H Cl
Z2.121 Me | H Bl Cl H CHO H Cl
22.122 Me | H Bl Cl H CH=NOMe H Cl
72.123 Me | H Bl Cl H COMe H Cl
22.124 Me | H B1 Cl H C(Me)=NOMe H Cl
22.125 Me | H Bl Cl H NO, H Cl
22.126 Me | H Bl Cl H NH, H Cl
22.127 Me | H Bl Cl H NHMe H Cl
22.128 Me | H Bl Cl H N(Me), H Cl
Z2.129 Me | H Bl Cl H NHCOMe H Cl
Z2.130 Me | H Bl Cl H N=CHNEt(Me) H Cl
Z2.131 Me | H Bl Cl H OCF; H Cl
22.132 Me | H Bl Cl H OCH,CH=CHCl, H Cl
Z2.133 Me | H Bl Cl H n-Cl-doeHokecun H Cl
22.134 Me | H Bl Cl Me Cl H Cl
Z2.135 Me | H Bl Cl Cl Cl H Cl
Z2.136 Me | H Bl Cl H Cl Cl Cl
22.137 Me | H Bl Cl Cl Cl Cl Cl
72.138 Me | H Bl Cl H H H Me
Z2.139 Me | H Bl Cl H Cl H Me
72.140 Me | H Bl Cl H Br H Me
Z2.141 Me | H Bl Cl H CF3 H Me
22.142 Me | H Bl Cl H C=C-H H Me
72.143 Me | H Bl Cl H C=C-CH,OMe H Me
Z2.144 Me | H Bl Cl H C(Me)=NOMe H Me
72.145 Me | H Bl Cl H H H CHO
72.146 Me | H Bl Cl H Cl H CHO
22.147 Me | H Bl Cl H Br H CHO
72.148 Me | H Bl Cl H CF3 H CHO
72.149 Me | H Bl Cl H C=C-H H CHO
Z2.150 Me | H Bl Cl H C=C-CH,OMe H CHO
Z2.151 Me | H Bl Cl H C(Me)=NOMe H CHO
22.152 Me | H Bl Cl H H H OMe
Z2.153 Me | H Bl Cl H Cl H OMe
Z2.154 Me | H Bl Cl H Br H OMe
Z2.155 Me | H Bl Cl H CF; H OMe
Z2.156 Me | H Bl Cl H C=C-H H OMe
Z2.157 Me | H Bl Cl H C=C-CH,OMe H OMe
Z2.158 Me | H Bl Cl H C(Me)=NOMe H OMe
Z2.159 Me | H Bl OMe H H H OMe
Z2.160 Me | H Bl OMe H Cl H OMe
Z2.161 Me | H Bl OMe H Br H OMe
22.162 Me | H Bl OMe H CF; H OMe
Z2.163 Me | H Bl OMe H C=C-H H OMe
22.164 Me | H Bl OMe H C=C-CH,OMe H OMe
Z2.165 Me | H Bl OMe H C(Me)=NOMe H OMe
22.166 Me | H Bl Me H H H Me
22.167 Me | H Bl Me H Cl H Me
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Tabnuusa 9
CI‘IOJ‘IyKa Ne R]_ R3 B RlO Rll R12 R13 R14
Z2.168 Me | H Bl Me H Br H Me
Z2.169 Me | H Bl Me H I H Me
Z2.170 Me | H Bl Me H CF; H Me
Z2.171 Me | H Bl Me H C=C-H H Me
22172 Me | H Bl Me H Me H Me
Z2.173 Me | H Bl Me H C=C-CH,OMe H Me
72174 Me | H Bl Me H C(Me)=NOMe H Me
Z2.175 Me | H Bl Me H NO, H Me
Z2.176 Me | H Bl Me H NH, H Me
22177 Me | H Bl Me H NHCOMe H Me
Z2.178 Me | H Bl Me H n-Cl-cpeHin H Me
Z2.179 Me | H B1 Me H H H CHO
Z2.180 Me | H B1 Me H Cl H CHO
Z2.181 Me | H B1 Me H Br H CHO
22.182 Me | H B1 i-Pr H H H i-Pr
Z2.183 Me | H B1 i-Pr H Cl H i-Pr
Z2.184 Me | H B1 i-Pr H Br H i-Pr
Z2.185 Me | H B1 t-Bu H H H t-Bu
Z2.186 Me | H B1 t-Bu H Cl H t-Bu
22.187 Me | H B1 t-Bu H Me H t-Bu
Z2.188 Me | H B1 t-Bu H t-Bu H t-Bu
Z2.189 Me | H Bl t-Bu H n-Cl-coeHin H t-Bu
Z2.190 Me | H B1 H H CF; H H
Z2.191 Me | H B1 H H Br H H
22.192 Me | H Bl Br H H H Br
Z2.193 Me | H Bl Br H Br H Br
22.194 Me | H Bl F H H H F
Z2.195 Me | H Bl F H Cl H F
Z2.196 Me | H Bl F H Br H F
22.197 Me | H Bl | H H H |
Z2.198 Me | H Bl | H Cl H |
Z2.199 Me | H Bl | H Br H |
Z2.200 Me | H Bl | H | H |
Z2.201 Me | Me | B1 Cl H H H Cl
22.202 Me | Me | B1 Cl H Cl H Cl
Z2.203 Me | Me | Bl Br H H H Br
Z2.204 Me | Me | Bl Br H Br H Br
Z2.205 Me | Me | B1 Me H H H Me
Z22.206 Me | Me | B1 Me H Cl H Me
22.207 Me | Me | B1 Me H Br H Me
Z2.208 Me | H B1 Cl H H H Cl
Z2.209 Et | H B1 Me H H H Me
Z2.210 Et | H B1 Me H Br H Me
Z2.211 H H B2 Cl H Cl H -
22.212 H H B2 Cl H Br H -
Z2.213 H H B2 Br H Br H -
72.214 H H B2 Cl H CF3 H -
Z2.215 Me | H B2 Cl H CF3 H -
22.216 Et | H B2 Cl H CF3 H -
72.217 H | Me| B2 Cl H CF3 H -
72.218 Et | H B2 Cl H CF3 H -
Z2.219 H H B3 Cl H H Cl -
22.220 H H B3 Cl H H Br -
22.221 H H B3 Cl H H I -
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CI‘IOJ‘IyKa Ne R]_ R3 B RlO Rll R12 R13 R14
22.222 H H B3 Cl H H Me -
22.223 H H B3 Me H H Cl -
22.224 H H B3 Me H H Br -
22.225 H H B3 Me H H Me -
22.226 Me | H B3 Cl H H Cl -
22.227 Me | H B3 Me H H Cl -
22.228 H H B4 Cl H H Cl -
22.229 H H B4 Br H H Br -
22.230 H H B4 Me H H Me -
22.231 Me | H B4 Cl H H Cl -
22.232 Me | H B4 Br H H Br -
Z22.233 Me | H B4 Me H H Me -
22.234 H H B5 Me H Me - -
22.235 H H B5 Me H Me - -
22.236 H H B5 H Me H - -
22.237 H H B5 H Cl H - -
Z2.238 H H B5 H Br H - -
22.239 H H B5 H CF; H - -
22.240 Me | H B5 Me H Me - -
22.241 Me | H B5 Me H Me - -
22.242 Me | H B5 H Me H - -
22.243 Me | H B5 H Cl H - -
22.244 Me | H B5 H Br H - -
22.245 Me | H B5 H CF; H - -
22.246 H H B20 Cl H H H H
22.247 H H B20 Cl H Cl H H
22.248 H H B20 Br H H H H
Z2.249 H H B20 Br H Br H H
Z2.250 H H B20 Me H H H H
Z2.251 H H B20 CF; H H H H
22.252 H H B20 COMe H H H H
Z2.253 H H B20 Cl H H Cl H
22.254 Me | H B20 Cl H H H H
Z2.255 Me | H B20 Cl H Cl H H
Z2.256 Me | H B20 Br H H H H
22.257 Me | H B20 Br H Br H H
Z2.258 Me | H B20 Me H H H H
Z2.259 Me | H B20 CF; H H H H
Z2.260 Me | H B20 COMe H H H H
22.261 Me | H B20 Cl H H Cl H
22.262 H H B21 Cl H H H H
Z2.263 H H B21 H Cl H H H
72.264 H H B21 Cl Cl H H H
22.265 H H B21 H H H Cl H
Z72.266 H H B21 Cl H H Cl H
22.267 H H B21 H Cl H Cl H
Z2.268 H H B21 Cl Cl H Cl H
Z2.269 H H B21 Br H H H H
22.270 H H B21 CF; H H H H
22.271 H H B21 Me H H H H
22.272 H H B21 Cl H H H H
22.273 H H B21 Br H H Cl H
22.274 H H B21 CF; H H Cl H
22.275 H H B21 Me H H Cl H
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22.276 H H B21 Cl H H Cl H
22.277 Me | H B21 Cl H H H H
22.278 Me | H B21 H Cl H H H
22.279 Me | H B21 Cl Cl H H H
Z22.280 Me | H B21 H H H Cl H
22.281 Me | H B21 Cl H H Cl H
22.282 Me | H B21 H Cl H Cl H
22.283 Me | H B21 Cl Cl H Cl H
22.284 Me | H B21 Br H H H H
22.285 Me | H B21 CF; H H H H
Z2.286 Me | H B21 Me H H H H
22.287 Me | H B21 Cl H H H H
Z2.288 Me | H B21 Br H H Cl H
Z22.289 Me | H B21 CF; H H Cl H
Z2.290 Me | H B21 Me H H Cl H
Z2.291 Me | H B21 Cl H H Cl H
22.292 H H B22 Me H H H H
Z2.293 H H B22 H H H H Cl
22.294 H H B22 Me H H H Cl
Z22.295 H H B22 H H H Cl Cl
Z22.296 H H B22 H H H NO, Cl
22.297 H H B22 H H H Me Cl
Z2.298 H H B22 H H H H Br
Z2.299 H H B22 H H H Cl Br
Z2.300 H H B22 H H H Me Br
Z2.301 H H B22 H H H Br Br
Z2.302 Me | H B22 Me H H H H
Z2.303 Me | H B22 H H H H Cl
Z2.304 Me | H B22 Me H H H Cl
Z2.305 Me | H B22 H H H Cl Cl
Z2.306 Me | H B22 H H H NO, Cl
Z22.307 Me | H B22 H H H Me Cl
Z2.308 Me | H B22 H H H H Br
Z2.309 Me | H B22 H H H Cl Br
Z2.310 Me | H B22 H H H Me Br
Z2.311 Me | H B22 H H H Br Br
Z2.312 H H B23 Cl H H H H
Z2.313 H H B23 Cl Cl H H H
22.314 H H B23 Cl Me H H H
Z2.315 H H B23 Me H H H H
Z2.316 H H B23 Me Cl H H H
22.317 H H B23 Me Me H H H
Z2.318 H H B23 H H H H Me
Z2.319 H H B23 Cl H H H Me
22.320 H H B23 Me H H H Me
22.321 Me | H B23 Cl H H H H
22.322 Me | H B23 Cl Cl H H H
22.323 Me | H B23 Cl Me H H H
22.324 Me | H B23 Me H H H H
22.325 Me | H B23 Me Cl H H H
22.326 Me | H B23 Me Me H H H
22.327 Me | H B23 H H H H Me
22.328 Me | H B23 Cl H H H Me
22.329 Me | H B23 Me H H H Me
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Z2.330 H H B24 Cl H H H H
Z72.331 H H B24 Br H H H H
22.332 H H B24 CN H H H H
Z72.333 H H B24 Me H H H H
22.334 H H B24 OMe H H H H
Z22.335 H H B24 Cl H Cl H H
72.336 H H B24 Br H Cl H H
22.337 H H B24 CN H Cl H H
Z72.338 H H B24 Me H Cl H H
Z2.339 H H B24 OMe H Cl H H
Z2.340 H H B24 Cl H F H H
22.341 H H B24 Br H F H H
22.342 H H B24 CN H F H H
Z22.343 H H B24 Me H F H H
22.344 H H B24 OMe H F H H
Z22.345 H H B24 Cl H H H F
22.346 Me | H B24 Cl H H H H
22.347 Me | H B24 Br H H H H
22.348 Me | H B24 CN H H H H
Z22.349 Me | H B24 Me H H H H
Z2.350 Me | H B24 OMe H H H H
Z2.351 Me | H B24 Cl H Cl H H
22.352 Me | H B24 Br H Cl H H
Z2.353 Me | H B24 CN H Cl H H
Z2.354 Me | H B24 Me H Cl H H
Z2.355 Me | H B24 OMe H Cl H H
Z2.356 Me | H B24 Cl H F H H
22.357 Me | H B24 Br H F H H
Z2.358 Me | H B24 CN H F H H
Z2.359 Me | H B24 Me H F H H
Z2.360 Me | H B24 OMe H F H H
Z2.361 Me | H B24 Cl H H H F
Z2.361 Me | H B25 Me H H H H
Z2.361 Me | H B25 Cl H H H H
Z2.361 Me | H B25 OMe H H H H
Z2.361 Me | H B26 Me H H H H
Z2.361 Me | H B26 Cl H H H H
Z2.361 Me | H B26 OMe H H H H
Z2.361 Me | H B28 H H Me Me H
Z2.361 Me | H B28 Me Me Me Me H
Z2.361 Me | H B29 H H H Me Me
Z2.361 Me | H B29 Me Me H Me Me

Tabnuusa 10 Cnonyku cpopmynun XXIV:

[aHuin BUHaxig [oOaTKoBO iNCTPYETLCS BaxkaHMK OKpeMuMm cnonykamu coopmynu (XXIV)

O R,
)kN

H

A

AKi HaBeAeHi Hkye y Tabnuui 10. XapaktepucTukm HaBegeHi y Tabnuui 12.

R

Rs

2

OH

R

4

(XXIV),
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Tabnuuysa 10
Cnonyka Ne| R; R, R3 R, A
Z3.1 H H H H 3-oudpTopmeTun-1-metun-1H-nipason-4-in
Z3.2 Me H H H 3-oudpTopmeTun-1-metun-1H-nipason-4-in
Z3.3 H H H H 3-TpuptopmeTmn-1-metnn-1H-nipason-4-in
Z3.4 Me H H H 3-TpuptopmeTmn-1-metnn-1H-nipason-4-in
Z3.5 H H H H 3-TpudpTopmeTmn-1-meTnn-nipon-4-in
Z3.6 Me H H H 3-TpudpTopmeTmn-1-meTnn-nipon-4-in
Z3.7 H H H H 3-gndpTopmeTun-1-metun-1H-tpnason-4-in
Z3.8 Me H H H 3-gndpTopmeTun-1-metun-1H-tpnason-4-in
Z3.9 H H H H 3-TpudpTopmeTmn-1-metnn-1H-tpmnason-4-in
Z3.10 Me H H H 3-TpudpTopmeTmn-1-metnn-1H-tpmnason-4-in
Z3.11 H H H H 4-gndptopmeTun-2-meTmnTiason-5-in
Z3.12 Me H H H 4-gndptopmeTun-2-meTmnTiason-5-in
Z3.13 H H H H 4-TpndpTOPMETUN-2-METUNTIa30N1-5-in
Z3.14 Me H H H 4-TpndpTOPMETUN-2-METUNTIa30N1-5-in

Tabnuus 11: Cnonyku popmynu XXIIB
HaHun BUHaxig 0oOaTKoBO iNMCTPYETLCA DaxkaHMMK oKpeMumMm cronykamu coopmynum (XXIIB)

O
M x
A N o
M& (XXIIB),
R{ R, R,
AKi HaBedeHi Huwk4e y Tabnuui 11. XapakrepucTuku HaBegeHi y Tabnumui 12.
Tabnuua 11
Cnonyka Ne| R; R, R R4 X A
Z3.1 H H H H -SO- 3-anpropmeTtun-1-metnn-1H-nipason-4-in
73.2 Me H H H -SO- 3-andpTopmeTun-1-metun-1H-nipason-4-in
Z3.3 H H H H -SO- 3-TpudTopmeTun-1-metun-1H-nipason-4-in
Z3.4 Me H H H -SO- 3-TpudTopmeTun-1-metun-1H-nipason-4-in
Z3.5 H H H H -SO- 3-TpudpTopmeTUn-1-MeTun-nipon-4-in
Z3.6 Me H H H -SO- 3-TpudpTopmeTUn-1-MeTun-nipon-4-in
Z3.7 H H H H -SO- 3-gudropmeTun-1-metnn-1H-tpuason-4-in
Z3.8 Me H H H -SO- 3-gucptopmeTun-1-metmun-1H-Tpnason-4-in
Z3.9 H H H H -SO- 3-TpudpTopmeTmn-1-metun-1H-tpmnason-4-in
Z3.10 Me H H H -SO- 3-TpudpTopmeTmn-1-metun-1H-tpmnason-4-in
Z3.11 H H H H -SO- 4-anptopmeTun-2-meTmnTiason-5-in
Z3.12 Me H H H -SO- 4-anptopmeTun-2-meTmnTiason-5-in
Z3.13 H H H H -SO- 4-TpudpTOPMETUN-2-METUNTIa30M-5-in
Z3.14 Me H H H -SO- 4-TpndpTOPMETUN-2-METUNTIa30-5-in
Z3.15 H H H H -S0O,- 3-gndpTopmeTun-1-metun-1H-nipason-4-in
Z3.16 Me H H H -S0O,- 3-gndpTopmeTun-1-metun-1H-nipason-4-in
Z3.17 H H H H -S0O,- 3-TpudpTopmeTmn-1-metunn-1H-nipason-4-in
Z3.18 Me H H H -S0O,- 3-TpudpTopmeTmn-1-metunn-1H-nipason-4-in
Z3.19 H H H H -S0O,- 3-TpudpTopmMeTUn-1-mMeTnn-nipon-4-in
Z3.20 Me H H H -S0O,- 3-TpudpTopmMeTmn-1-meTun-nipon-4-in
Z3.21 H H H H -S0O,- 3-gucptopmeTun-1-metun-1H-Tpnason-4-in
23.22 Me H H H -S0O,- 3-gucptopmeTun-1-metun-1H-Tpnason-4-in
Z3.23 H H H H -S0O,- 3-TpudhTopmeTmn-1-metTun-1H-tpmason-4-in
23.24 Me H H H -S0O,- 3-TpudhTopmeTmn-1-metTun-1H-tpmason-4-in
23.25 H H H H -SO,- 4-ancptopmeTun-2-meTmunriason-5-in
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Tabnuusa 11
CI‘IOJ‘IyKa No Rl R2 R3 R4 X A
Z3.26 Me H H H -SO,- 4-andptopmeTun-2-meTmunriason-5-in
23.27 H H H H -SO,- 4-TpndTOPMETUN-2-METUNTIa30N-5-in
Z3.28 Me H H H -SO,- 4-TpndTOPMETUN-2-METUNTIA30N-5-in

Tabnuusa 12: XapakTepucTukm

Y Tabnuui 12 HaBepgeHi pesiki Temnepatypy MnaBneHHa i geski gani AMP gna cnonyk,
npeacTaeneHnx y tabnuuax 1-11. ansa gocnigkeHbs 3a gonomorowo AMP BukopuctoyBanu CDCls,
AKWO He 3a3HayveHe iHwe. AKWO MICTUTBCA CyMill PO3YMHHUKIB, TO BOHA OMUCYETLCS, Hanpuknag, sK:
CDCls/de-OMCO). He 6yrno 3pobneHo cnpob HaBeCTU BCi XapakTePUCTUKM CMOJTYK AN BCiX BUMNagkiB.
Hani PXMC, wo Mictatb disnko-xiMiyHUI onuc, ogepXaHi Ha aHanitnyHomy npunaai Waters LC-MS
(W2790, ZMD-2000). BukopuctaHa komnoHka Atlantis dC18, 3 mMkm 3,0 MmMx20 mm. BukopucTaHi
po3unHHukM: A=0,1 % BOAHMI PO34UH MypaLlnHOi kucrnotn, B=0,1 % po3ynH MypalmHOi KMCNotu B
aueToHiTpuni. Bukopuctanun rpagieHtHui pexum Big 10 % go 90 % B npotsarom 2,9 xB; LWWBMAKICTb
notoky cknagana 1,7 Mn/xB. HacTymnHi Pi3nKO-XiMiYHI XapaKkTepucTuku: 4ac yTpuMaHHs (xB); M
BU3HAYanM B PEXMMi NO3UTMBHOI ioHizaLii (m/z").

Y 1abnuui 12 i y BCbOMYy HaBegeHOMY HWX4Ye Onuci TemnepaTypu HaBedeHi y rpagycax Llenscis;
"AMP" 03Ha4ae cnekTp s4epHOro MarHiTHoro pesoHaHcy; MC o3Hadae mac-cnekTp; i "%" o3Havae
Mac. %, SKWO BiANOBiIOHI KOHUEHTpaUii He HaBedeHi B iHWMX OAMHULSX BUMIpY. Y BCbOMY AaHOMY
ONnCi BUKOPUCTOBYIOTLCHA HaBeAEHI HUXK4Ye abpesiaTypu:

T.OM. = TemnepaTypa nnaBfeHHs T. KUM= TemnepaTypa KvniHHA
s= CUHrneT br = LLUNPOKMI
d= ayoénert dd = ayonet nybnertis
t= Tpunnet q= KBapTeT
m = MynbTUNnNeT YyacT./MiH = YaCTUH Ha MiNbNOH
Tabnvua 12
T -
Crionyka Ne Aaki "H-AIMP: vact /mnH MC [M+H]" | T.nn. (°C) | Oawi PXMC
(MynbTUNAETHICTL/KINbKICTE H).
1,40(d, 3H, CH3),2,53(s, 3H,
CHj3),3,90(s, 3H, CHy), 4,05-4,12(m,
2H, CH,),4,52-4,57(m, 1H, CH), i
1.098 | 6,68(Muuponm LH, NH), 6,71-6,98(t, 1H, 352 cMona
CHF,), 6,94-6,97(d, 2H, Ar-H), 7,90-
7,94(m, 3H, 2H-Ar+1H, nipason-H).
1.099 - - - 1,34 xB; 346
1.100 - - - 1,57 xB; 358
1.101 - - - 1,59 xB; 378
1.102 - - - 2,13 xB; 422
1.103 - - - 1,51 xB; 378
1.104 (S)- 1,42 xs; 378
eHaHTiomep
1,46-1,48(d, 3H), 3,93(s, 3H), 4,02-
4,12(ddd, 2H), 4,49-4,55(m, 1H), ] )
1.108 6.68(s, 1H) 6,76-7.03 (t. 1H), 7.31(s. 412,6/414,5/416,5| 124-126
2H), 7,88(s, 1H).
1.121. (S)- 1,30 xB; 406
eHaHTiomep
1.125 (S)- 1,72 xB; 423
eHaHTiomep
1.132 (S)- 1,88 x8; 502
eHaHTiomep
1.137(S)- 1,87 xB; 479
eHaHTiomep
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Tabnuusa 12
T -
Cronyka Ne AaHi “H-AMP: act./mnH MC [M+H" | .nn. (°C) | Dawi PXMC
(MynbTMNNETHICTB/KiNbKICTb H).
1.140 (S)- 1,64 xB: 436
€HaHTIoOMEp
1,46-1,48(d, 3H), 2,21(2s, 6H), 3.77-
3,87(ddd, 2H), 3,94(s, 3H), 4,47-
1166 | 4,53(m, 1H), 6,76-7,03(t, 1H), 6,79(s, 338 142-146 :
1H), 6,91(d, 1H), 7,00(d, 2H), 7.93(s,
1H).
1,44-1,46(d, 3H), 2,21(2s, 6H), 3.72-
3,85(ddd, 2H), 3,89(s, 3H), 4,46- ) ]
1168 | 4 51(m, 1H), 6,76(s, 1H), 6,77-7,03(t, 416/418 119-121
1H), 7,11(s, 1H), 7,93(s, 1H).
1172 (S)- 1,52 x8; 352
eHaHTiomep
1.180 (S)- 1,39 x8; 386
eHaHTiomep
1.182 (S)- 1,80 xB; 394
eHaHTiomep
1.185 (S)- 2,02 x8; 422
EHaHTIOMEp
1.187_ (S)- 2,08 xB; 436
EHaHTIOMEpP
1.188 (S)- 2,31 xB; 478
EHaHTIOMEpP
1,39-1,41(d, 3H), 3,91(s, 3H), 4,03-
4,10(ddd, 2H), 4,51-4,57(m, 1H), ] ]
L1901 §63(s, 1H) 6.66-7.93 (t. 1H), 6,98(d, | °'&6/379.7 99-102
2H), 7,53-7,55(d, 2H) 7.91(s, 1H).
1,30-1,32(d, 3H), 3,85(s, 3H), 3,89-
3,95(ddd, 2H), 4,42-4,46(m, 1H), _ -
L1911 6.59(s, 1H) 6,73-6,86 (t, 1H), 6,74(d, 388/390 106-108
2H), 7,29-7,31(d, 2H), 7,84(s, 1H).
1,48-1,50(d, 3H), 3,93(s, 3H), 4,02-
4,10(ddd, 2H), 4,52-4,55(m, 1H), ] ]
1108 | g 678705 (L 11D 7.64(s, |543:8545,7/5408|  122-124
2H), 7,88(s, 1H).
1.194 (S)- - - - 1,20 xB; 346
€HaHTIOMEpP
1.221 - - - 1,32 xB; 356
1,39-1,41(d, 3H, CHy),3,91(s, 3H,
CHs),4.46-4,54(m, 2H. CHy),4,60-
4,66(m, 1H, CH),6,63(s, 1H, NH),6,67- ] ]
1.239 S B1(L 111 CHE ). 7 55(d. 1H. Py 413/415 115-118
H),7,90(s, 1H, nipaszon-H), 8,30(t, 1H,
Py-H).
1565 88-90
1.649 110-114
1.650 113-116
1.651 108-111
2218 - - - 2.00 x8; 374
2565 121-123
2.649 130-132
2.651 cmona
3.649 134-136
4.565 109-110
4.649 151-153
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Tabnuusa 12
T N
Cronyka Ne Rai “H-7AMP: uact /unk MC [M+H]" | T.nn.(°C) | Bami PXMC
(MynbTMNNETHICTB/KiNbKICTb H).
5.565 534 cmorna
5.649 90-92
5.651 cmorna
Z1.108 BockonopaibHa
BifnbHa - 254,5/256,5/258,5 TBEpaa -
OCHOBa peyoBMHa
Z71.166
(S)- : 190-193
eHaHTiomep
cinb 3 HCI
Z1.190 BockonopfioHa
BifilbHa - 220,1 TBEpAa -
OCHOBa pevyoBuHa
Z1.191 BockonopfibHa
BiflbHa - 230/232 TBEpaa -
OCHOBa pevyoBuHa
Z71.193 BockonopfibHa
BiflbHa - 389,8/391,8 TBEpaa -
OCHOBa peyoBMHa
Mpuknagu npenapatiB cnonyk dopmynu I:
Mpuknagun F-1.1-F-1.2: EMynbryBanbHi KOHLEHTpaATU
KoMnoHeHTn F-1.1 F-1.2
Cnonyka Tabnuup 1-7 (1a-7a) 25 % 50 %
HopeumnnbeHsoncynbdoHaT KarnbLito 5% 6 %
Monirnikonesu edip kacTtoposoi onii (36 Monen eTuneHokeuagHux 5% -
NaHoK)
Mpoctin  edbip  TpubyTundeHokcmnonietunenrnikonto (30 momen - 4%
€TUNEHOKCUOHUX NaHOK)
LinknorekcaHoH - 20 %
Cywmiw kcunonis 65 % 20%

3 UMX KOHUEHTpaTiB LWMASXOM pPO3BEAEHHA BOAOK MOXHA ogepXatun emynbcii O6yab-akoi

HeobXiaHOI KOHUEeHTpaLlii.

Mpuknag F-2: EMynbrysanbHUM KOHLEHTpaT

KoMnoHeHTn F-2

Cnonyka Tabnuy 1-7 (la-7a) 10 %
OkTnndeHonnonieTunexrnikonesui egip 3%
(4-5 monen eTUNEHOKCUAHUX NAHOK)

Hopeumnn6eHsoncynbdoHaT KarnbLito 3%
Monirnikonesui edip kactTopoBoi onii (36 Moner eTUNEHOKCUOHUX NaHoK) 4%
LnknorekcaHoH 30 %
Cywmiw kcunonis 50 %

3 UbOro KOHUEHTpaTy LWMSAXOM pO3BEAEHHA BOAOK MOXHa ogepXatu emynbCii O6yab-sikol

HeobXiaHOI KOHUEHTpaLlii.
Mpuknagmn F-3.1-F-3.4: Po3ynHn
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KoMnoHeHTn F-3.1 F-3.2 F-3.3 F-3.4
Cnonyka Tabnuy 1-7 (la-7a) 80 % 10 % 5% 95 %
MoHoMeTnnoBun eip eTUNEHrNIKOMto 20 % - - -
MonieTnneHrnikone 3 MonekynsipHoto macoto 400 - - 70 % -
N-MeTunniponig-2-oH - 20 % - -
EnokcmnpgoBaHa KokocoBa onist - - 1% 5%
MeTponenHnn edip (goiana3oH Temnepatyp KuniHHA: 160- i i 94 % i

190 °C)

Lli po3unHK npuaaTtHi ns 3acTocyBaHHS y BUMNAAI MiKpOKpanenbok.
Mpuknagu F-4.1-F-4.4: paHynaTtn

KomMnoHeHTu F-4.1 F-4.2 F-4.3 F-4.4
Cnonyka Tabnuub 1-7 (1la-7a) 5% 10 % 8 % 21 %
KaoniH 94 % - 79 % 54 %
BucokogucneproBaHHWI ioKCUA KPEMHIO 1% - 13 % 7%
Atanynerit - 90 % - 18 %

HoBi cnonykun po3unHAIOTbE y OUXITOPMETaHi, pO34MH PO3OpU3KYOTb Ha HOCIN i NOTIM PO3YMHHMK
BUAANSAIOTh LUMSAXOM BiATOHKN Y BaKyyMi.
Mpuknagm F-5.1 1 F-5.2: Oyctu

KomnoHeHTun F-5.1 F-5.2

Cnonyka Tabnuup 1-7 (1a-7a) 2% 5%

BucokogncneproBaHHUN QiOKCUMA KPEMHILO 1% 5%
Tanbk 97 % -

- 90 %

KaoniH

[oTOBI ANst 3acTOCyBaHHS OYCT OAEPXYHOTb PETENbHO 3MiLlYBaHHSIM BCiX KOMMOHEHTIB.
Mpuknagun F-6.1-F-6.3: 3mo4dyBanbHi NOPOLLKK

KoMnoHeHTH F-6.1 F-6.2 F-6.3
Cnonyka Tabnuup 1-7 (1a-7a) 25 % 50 % 75 %
JlirHocynbdoHaT HaTpito 5% 5% -
TTaypuncynbedat HaTpito 3% - 5%
HiisobyTnnHadtaniHcynsoHaT HaTpito - 6 % 10 %
deHonnonieTuneHrnikonesmn edip - 2% -
(7-8 monemn eTUNEHOKCUAHUX NTaHOK)
BucokoauncneprosaHa kpemMHiesa kucnorta 5% 10 % 10 %
KaoniH 62 % 27 % -

Bci KOMNOHEHTU 3MIlLYIOTh | CyMill peTenbHO PO3MentoTb Ha MPUAATHOMY MIVHI i OOepXyloTb
3MOYyBasbHi NOPOLLKM, SKi MOXXHa po36aBMTM BOOO | oAepXKaTh CycneHsii HeobXigHOT KOHLEeHTpauii.
Mpuknag F7: Teky4unit KOHUEHTpaT aAnst o6pobkun HaciHHA

Cnonyka Tabnuup 1-7 (la-7a) 40 %

MponineHrnikonb 5%

Cnisnonimep 6ytaHon MNO/EO* 2%

Tpuctnpunderon 3 10-20 monb EO 2%
1,2-BeHansoTiasoniH-3-oH (y Burnsaai 20 % BoaHOro posyuHy) 0,5 %

Kanbuiesa cinb MOHOa30MNirMeHTy 5%
CunikoHoBe macro (y Burnsgi 75 % emynbcii y Bogi) 0,2 %
45,3 %

Bopa

*MNponineHokcna/eTmneHokena

TOHKONOAPIOHEHUI AKTUBHWUIA HTPEOIEHT peTenbHO 3MIWYTb 3 OOMOMDKHMMU PEeYOBUHAMMU i
OAEPXKYIOTb KOHLIEHTPAT CYCMNeH3ii, 3 SKOro LUMSXOM pO3BedeHHs BOAOK MOXHa ofepXaTu cycneHsii
Oyab-akoro HeobxigHOro po3BeAeHHs. 3a OOMOMOro TakuxX pPO3BEAEHUX CUCTEM XMBI POCINUHK, a
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TakoX MaTepian Ang pPO3MHOXEHHS pPOCMAMH MOXHa 06pobuTn | 3axucTuTM Big 3apaXkeHHs
MiKpoOpraHiamamu LnsaxoMm obnpuckyBaHHs, nonmey abo 3aHypeHHS.

bionoriyHi npuknaan: gyHriungHun BNIvBe

Mpuknag B-1: Bnnue Ha Botrytis cinerea — gocnimkeHHs pocTy rpnbis

KoHigii rpubiB, WO B3ATI 3 KPMOreHHOro cxoBullia, 6e3nocepedHbO 3MILLYHTb 3 KUBWUIIbHUM
OynbiioHOM (KapTonnsHO-AeKCTPOo3HU OynbiioH, KOB). Po3unnn (B AMCO) gocnimKkyBaHMX Cnonyk
(0,002 % aKkTMBHOro iHrpedieHTa) nomiwalrTb y MMaHWeT Ans MIKPOTUTPYyBaHHA (96-AMKOBWIA) i
A04alTb MOXMBHUA OYNbWOH, WO MICTUTL cnopu rpubiB. [ocnigkyBaHi nnaHWeTn iHKyOylTb npu
24 °C i npuaylleHHa 3pOCTaHHA BU3HA4yalTb (POTOMETPUYHO yepe3 3-4 OHi. AKTUBHICTb CMOMyKM
BMpaxaroTb, K nNpuaylleHHss pocTy rpubiB (0 = BiACYTHE MPUAYLUIEHHS 3POCTaHHA, 3HAYEHHS, Lo
popisHiooTb Big 80 % go 90 % o3HavalTb NpuaylleHHs Big rapHoro oo ayxe rapHoro, 100 % =
NOBHE NPUAOYLLEHHS).

Y ubomy pocnigxeHHi cnonykn 1.101, 1.166 i 1.193 BuABNAIOTL OYyXE rapHy akTUBHICTb
(npuayweHHs <80 %).

Y uboMy gocnigkeHHi cnonyku 1.221 i 1.239 BMABNAIOTL rapHy akTUBHICTb (NpuayweHHst <50 %).

Mpuknag B-2: Bnnue Ha Mycosphaerella arachidis (uepkocnopo3 apaxicy; Cercospora
arachidicola [aHamopda])— gocnigpkeHHsa pocTy rpmnbis

KoHigii rpubiB, WO B3ATI 3 KPUOreHHOro cxoBullia, Ge3nocepedHbO 3MILLYITb 3 KUBWUIbHUM
OynbioHOM (kapTonnsHo-gekcTpo3Hun oynenoH, KOB). Po3unHu (B AMCO) gocnigKyBaHUX Cnonyk
(0,002 % aKkTMBHOro iHrpedieHTa) nomiwalrTb y MraHWeT Ans MIKpoTUTpyBaHHA (96-AMKOBWUIA) i
Ao4atoTb MOXMBHUA OYNbWOH, WO MICTUTL crnopu rpubiB. [ocnigkyBaHi nnaHWweTn iHKyOylTb npu
24 °C i npuayweHHs 3pOoCTaHHsA BM3HaYaloTb POTOMETPUYHO Yepe3 6-7 AHIB. AKTMBHICTb CMOJYKU
BMpaXaroTb, AK NpuAayLeHHs pocTy rpubie (0 = BiOCYTHE MPUAYLIEHHS 3POCTaHHs, 3HAYEHHs!, Lo
popisHiooTb Big 80 % go 90 % o3HadvalTb NpuayLleHHs Big rapHoro oo ayxe rapHoro, 100 % =
NOBHE NPUAOYLLEHHS).

Y ubomy pocnigmxkeHHi cnonyku 1.101, 1.166 (S)-eHaHTiomep, 1.166 (pauemat), 1.193, 1.221 i
1.239 BUSABNAOTb AyXe rapHy akTUBHICTb (NpuayLleHHs <80 %).

Y ubomy pocnimxkeHHi cnonyku 1.100, 1.102 i 1.103 BUSBNAOTL rapHy akTMBHICTb (MPUOYLUEHHS
<50 %).

Mpuknag B-3: Bnnue Ha Septoria tritici — gocnigxeHHsa pocty rpubis

KoHigii rpubis, WO B3ATi 3 KPMOreHHOro cxosuwa, 6esnocepefHbO 3MIlYOTbh 3 XKUBUBHUM
OynbioHOM (kapTonnsHo-AekcTpo3Hun oynenoH, KOB). Po3unHn (B AMCO) gocnigXyBaHUX Cnomnyk
(0,002 % aKkTMBHOro iHrpeAieHTa) nomiwalTb B MAaHWeT Ansg MIKpOTUTPYBaHHA (96-AMKOBWUIA) i
A0Aal0Tb XUBUIbHUI OYNbHOH, WO MICTUTL crnopw rpubiB. JocnimxyBaHi nnaHWweTn iHKyOyoTb npwu
24 °C i npunayweHHa 3pOoCTaHHs BU3HaYalTb (POTOMETPUYHO Yepe3d 72 rod. AKTUBHICTb CMOMyKu
BMpaXarTb, AK NpuaylweHHs pocTy rpubiB (0 = BigCYTHE MpUAOYLUEHHSA 3POCTaHHS, 3HAYEHHS, Lo
popieHooTb 80 % 8o 90 % o3HavaloTb NpUAYLWEHHS Big rapHoro go Ayxe rapHoro, 100 % = nosHe
NPUAYLLEHHS).

Y ubomy pocnigpkeHHi cnonyku 1.099, 1.101, 1.103, 1.166 (S)-eHaHTiomep, 1.166 (pauemar),
1.193, 1.221 i 1.239 BUABNAIOTb AYXXE rapHy akTUBHICTb (MpuayLwweHHa <80 %).

Y ubomy gocnimxeHHi cnonyka 1.102 BusaBnse rapHy akTUBHICTb (npuayLieHHs <50 %).

Mpuknag B-4: Bnnue Ha Tapesia yallundae — gocnigpkeHHs pocTty rpubis

KoHigii rpubiB, WO B3ATI 3 KPUOreHHOro cxoBulla, ©Ge3nocepedHbO 3MILLYHTb 3 KUBWUIIBHUM
OynbNOHOM (KapTONNAHO-AeKCTpo3Hun 6ynbnoH, KAB). Po3duuHn (8 OMCO) gocnigyBaHux Cnonyk
(0,002 % axkTMBHOrO iHrpeAieHTa) nomiwarTbe B MMAaHWeET AN MIKPOTUTPYBaHHA (96-aMKOBUWA) i
A0Aal0Tb XUBUIbHUI OYMNbNOH, WO MICTUTL cnopw rpmbis. [JocnimkyBaHi nnaHwWeTn iHKyOyrTb npu
24 °C i npuaylleHHs 3pOoCTaHHSa BM3HavyaloTb POTOMETPUYHO Yepe3 6-7 AHIB. AKTMBHICTb CMOSyKU
BMpaXatoTb, SK NpuAaylweHHs pocTy rpubie (0 = BigCYTHE NpPUAOYLUEHHS 3POCTaHHS, 3HAYEHHS, L0
popisHooTb 80 % 8o 90 % o3HavaloTb NpUAYLWEHHS Bif rapHoro Ao ayxe rapHoro, 100 % = nosHe
NpUAOYLIEHHS).

Y ubomy pocnigkeHHi cnonykn 1.101 i 1.102 BusBnAOTb AyXKe rapHy akTUBHICTb (NpuayLUeHHs
<80 %).

Mpuknag B-5: Bnnue Ha Monographella nivalis (aHamopda: Fusarium nivale, Microdochium
nivale; cHi>xxHa NniCHsABa) — JOCNIMKEHHS POCTY rpmbiB

KoHigii rpubiB, WO B3ATI 3 KPMOreHHoro cxosuia, Ge3nocepedHbO 3MilYHTb 3 KUBWUITbHUM
OynbiioHOM (KapTonnsAHO-AeKCTPo3HUA OynbiioH, KOB). Po3unnn (B AMCO) gocnigpkyBaHUX CMonyk
(0,002 % axkTVMBHOrO iHrpefieHTa) nomiwarTbs B MMAaHWeT Ans MIKpOTUTPYBaHHA (96-aMKOBWUWA) i
A00at0Th XUBWUMBHUI BYNbNOH, WO MICTUTL cnopu rpubiB. [ocnigkyBaHi nnaHWeTn iHKyOyloTb npwm
24 °C i npuaylweHHs 3p0oCTaHHA BuU3HavaloTb POTOMETPUYHO Yepes3 6-7 AHIB. AKTMBHICTb CMOJTYKU
BUpaxarTb, K nNpuaylleHHs pocTy rpubiB (0 = BiACYTHE MPUAYLLIEHHS 3POCTaHHA, 3HAYEHHS, Lo
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popisHiooTb 80 % no 90 % o3HavaloTb NpUAYyLWEHHS Big rapHoro Ao ayxe rapHoro, 100 % = nosHe
NPUAYLLEHHS).

Y ubomy pgocnigkeHHi cnonykn 1.101, 1.102, 1.103, 1.166 (S)-eHaHTiomep, 1.166 (pauemar),
1.193 i 1.221 BUABRAOTL AyXKe rapHy akTUBHICTb (NpuayLleHHs <80 %).

Y ubomy gocnigxeHHi cnonykun 1.099 i 1.239 BMABNAIOTL rapHy akTUBHICTb (MpuayweHHs <50 %).

Mpuknag B-6: Bnnue Ha Rhizoctonia solani — gocnigkeHHst pocTy rpubiB®parmeHTn Milenito
rpubiB, NPUrOTOBIEHI 3i CBIXXKEBUPOLLIEHOT PiaKOI KynbTypu, 6e3nocepeHbO 3MilLYHOTb i3 XXMBUSTbHUM
OynbiioHOM (KapTodpenbHO-OeKCTPO3HMI BynbioH, KOB). PosunHu (y OMCO) gocnimkyBaHmMx crnonyk
(0,002 % aKkTMBHOro iHrpedieHTa) nomiwalrTb y MMaHWeT Ans MIKpOTUTPYyBaHHA (96-AMKOBWUIA) i
400atThb XUBWUIbHUI BYNbNOH, WO MICTUTL cnopu rpubis. [JocnigKyBaHi nNnaHWeTW iHKyOylTb npu
24 °C i npuayweHHs1 pocTy Bu3HavawTb ¢oToMeTpuyHo 4epe3 3-4 [OHi. AKTUBHICTb CMOMyK
BMpaxaroTb, K npuayLieHHst pocTy rpmbis (0 = BiACYTHICTb NpuayLleHHS pocTy, nokasHuku Big 80 go
90 % o3HavaloTb NpMAYLIEHHS Bif rapHoro o ayxe rapHoro, 100 % = noBHe nNpuAayLleHHS).

Y ubomy gocnigxeHHi cnonykm 1.166 (S)-eHaHTiomep, 1.166 (pauemaT) i 1.193 BMABNAIOTL Oyxe
rapHy akTMBHICTb (MpuayweHHsa <80 %).

Y uboMy gocnigxeHHi cnonyka 1.101 BusiBnsie rapHy akTuBHICTb (NpuayweHHs <50 %).

Mpuknag B-7: Bnnue Ha Phythophthora infestans (kapTonnsHa rHune) Ha TomaTtax

Kpyxeukn nucts TomaTiB nmomilaloTe Ha BoAHMK arap y 6aratonyHKoBi nnaHweTtn (24-amKoBi) i
o6npuckyoTe gocnigkysaHummn posdunHamm (0,02 % aktuBHOro iHrpedieHTa). icnsa CywiHHA KpyXeydku
nnMCTa  HOKYMIOKTL CcycneHsielo cnop rpubie. [licna BignoBigHOT iHKYGaUii aKTUBHICTb CMOMyKK
OLiHIOIOTb Yepes 4 OHi nicna iHOKynsaUil, K nonepeaKyBarnbHy QYHriLNOHY aKTUBHICTb.

Y ubomy pocrigkeHHi cnonyku 1.166 (S)-eHaHTiomep i 1.166 (pauemaT) BUSIBNAIOTb rapHy
aKkTMBHICTb (MpuayweHHs <50 %).

Mpuknag B-8: Bnnue Ha Botrytis cinerea (cipa rHunb) Ha 606ax

Kpyxeukn nncts 600iB nomiwaiwTb Ha arap y OaraTtonyHkoBi nnaHwetn (24-siMKOBUR) i
o6npuckytoTe gocnigkyBaHummn posdunHamm (0,02 % akTuBHOrO iHrpedieHTa). Iicnsa CywwiHHA KpyXeudku
NNCTSA  IHOKYNIOKTb CycneHsieto cnop rpubis. [licna BignoBigHOI iHKyOaUii aKTMBHICTL CMOJYKK
OLiHIOITb Yepes 3 OHi nicns iHOKynALil, Ak nonepeaxyBanbHy YHriUNAHY aKTUBHICTb.

Y ubomy pocnigxeHHi cnonyku 1.099, 1.166 (S)-eHaHTiomep, 1.166 (pauemat), 1.193, 1.221 i
1.239 BuaBRAIOTL AyXKe rapHy akTUBHICTbL (NpuayLleHHs <80 %).

Y ubomy gocnigxeHHi cnonyka 1.101 BusaBnse rapHy akTUBHICTb (NpuayeHHs <50 %).

Mpuknag B-9: Bnnue Ha Erysiphe graminis f.sp. tritici (6opowwHncTa poca nweHunu,)

CerMeHTV nMCTA MuweHuui nomiwarwTb Ha arap y 6GaraTonyHkoBi nnaHweTn (24-aMKOBUR) i
obnpuckytoTe gocnigkysaHummn posynHamm (0,02 % axkTtuBHOro iHrpedieHTa). IMicnsa CywiHHA KpYXedKku
nnUCTa  HOKYMIOKTL cycneHsielo cnop rpubie. [licna BignoBigHOT iHKYGaUii aKTUBHICTb CMOMyKK
OLiHIOIOTb Yepes 7 OHIB nicns iHOKyNsuii, Sk nonepemkyBanbHy QYHriUMAHY aKTUBHICTb.

Y ubomy pocnigxeHHi cnonyku 1.166 (S)-eHaHTiomep, 1.166 (pauemarT), 1.193, 1.221 i 1.239
BUSBMSIOTb AYXKE rapHy akTUBHICTb (MpuayweHHs <80 %).

Y ubomy gocnigxeHHi cnonyka 1.103 BusiBnse rapHy akTuUBHICTb (NpuayweHHs <50 %).

Mpuknag B-10: 3axmucHa obpobka Big Puccinia recondita (Bypa ipxa) Ha nweHuui

CerMeHTV NUCTKA MNWeHWUi NoMmilaTe Ha arap y OaraTonyHkoBi nnaHweTu (24-sMKoBUI) i
obnpuckytoTb gocnigkyBaHumu posdnHamm (0,02 % aktueHOro iHrpegieHTa). Micns CywWwiHHA KpyKeyku
nUCTa  HOKYMIOKTL cycneHsieto cnop rpubie. [llicna BignoBigHOT iHKyGaUii aKTUBHICTL CMOMyKK
OLiHIOIOTb Yepes 8 AHIB nicns iHOKYNALUil, Sk nonepempKyBanbHy OYHriLMAHY aKTUBHICTb.

Y ubomy gocnimpkeHHi cnonykn 1.166 (S)-eHaHTiomep, 1.166 (pauemarT) i 1.193 BusBNAOTE OyxXe
rapHy akTUBHICTb (NpuayLieHHs <80 %).

Y ubomy gocnigxeHHi cnonykn 1.101 i 1.221 BusBnsaTb rapHy akTUBHICTb (NpuayLeHHs <50 %).

Mpuknag B-11: NikyBanbHa o6pobka Big Puccinia recondita (Gypa ipxxa) Ha nweHnui

CermMeHTV NWUCTKA MNWeHWUi nomiwalTe Ha arap y OaratonyHkoBi nnaHweTtn (24-AMKOBi) i
iHOKYMIOKOTb CycneHsieto cnop rpubis. Yepes 1 geHb nicns iHOKyNAUil cerMeHT nucTiB 0bnpuckyoTb
pocnimkysaHumn posdmHamm (0,02 % akTmBHOrO iHrpegieHTa). MNicns BignoBigHOI iHKyGaLii akTMBHICTb
CMONYKM OLiHIOITE Yepesd 8 AHiB micnd iHOKynAUii, Sk nonepemKyBanbHy yHMLNAHY aKTUBHICTb.

Y ubomy gocnigxeHHi cnonykm 1.166 (S)-eHaHTiomep, 1.166 (pauemaT) i 1.193 BMABNAIOTE Ayxe
rapHy akTuMBHICTb (MpugyweHHsa <80 %).

Mpuknag B-12: Mpuknag B-12: Bnnue Ha Pyricularia oryzae (nipukynsapuos pucy) Ha puci

CermeHTV NUCTA pyUcy NoMillaloTe Ha arap y 6araTonyHKoBi nnaHweTn (24-aMKoBi) i 0BNPUCKYIOTb
pocnigpkysaHumm podumHamn (0,02 % aktuBHOro iHrpegieHTa). [licna CywWiHHA KpYXeykn nucTs
iHOKYMIOKTb cycneHsielo crnop rpubis. llicns BignosigHOT iHKyBaLii akTMBHICTb CMNOMNYKM OLHIO0Tb
yepes 5 AHIB nicng iHOKyNAUil, K nonepeaxyBanbHy PyHriUnMaHY akTUBHICTb.

Y ubomy pocrigkeHHi cnonyku 1.166 (S)-eHaHTiomep i 1.166 (pauemaT) BUSBNSAIOTb rapHy
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aKTUBHICTb (MpuayLwweHHs <50 %).

Mpuknag B-13: Bnnue Ha Leptosphaeria nodorum (Septoria nodorum; cenTtopuo3 KONMOCKOBOI
NYCKX NLWEeHWLI) Ha NweHunuj

CerMeHTM nMCTA nWeHuUUi nomiwalroTe Ha arap y ©GaratonyHkoBi nnaHweTtu (24-aMmkosi) i
obnpuckytoTe gocnigkyBaHummn posdnHamm (0,02 % akTuBHOrO iHrpedieHTa). Iicnsa CywiHHA KpyXedku
NNCTSA  IHOKYNIOKTb CycneHsieo cnop rpubis. [licna BigNoOBIAHOI iHKyOaUii aKTUMBHICTL CMOJYKW
OUiHIOIOTb Yepes 4 AHi nicna iHOKynsUil, Sk nonepemkyBanbHy dYHriUWAHY aKTUBHICTb.

Y uboMmy pocnimkeHni cnonykn 1.098, 1.101, 1.166 (S)-eHaHTiomep, 1.166 (pauemart), 1.193 i
1.221 BUSABNATL rapHy akTUBHICTb (NpuayweHHs <50 %).

Mpuknag B-14: Bnnue Ha Pyrenophora teres (ciTyacta nnaAMUCTICTb) Ha SSMMEHI

CermMeHTM nUCTA SA4YMEHI0 MOoMilalTb Ha arap y OGaraTonyHKoBi nnaHweTn (24-aMkoBi) i
obnpuckyloTe gocnigkysaHummn posdunHamm (0,02 % axktuBHOro iHrpedieHTa). icnsa CywiHHA KpyXeydku
nnCcTa  IHOKYNIOKTbL CcycneHsielo cnop rpubis. [licna BignosigHOI iHKyGaLil akTUBHICTb CMOMyKn
OLiHIOIOTb Yepes 4 OHi nicns iHOKyNALUil, Ak nonepeaxyBanbHy (OYHriLNOHY aKTUBHICTb.

Y ubomy pocnigpkeHHi cnonyku 1.100, 1.101, 1.103, 1.166 (S)-eHaHTiomep, 1.166 (pauemar),
1.193, 1.221 i 1.239 BUSABNAOTb AyXe rapHy akTUBHICTb (NpuayLueHHs <80 %).

Y ubomy gocnigpkeHHi cnonykm 1.099 i 1.102 BMABNAKOTL rapHy akTUBHICTb (NpuaywweHHs <50 %).

SOPMYJIA BUHAXOLOY

1. Cnonyka copmynu |
(0] R R,

7 ’ (Al)
R, o3Hauyae C;-Cg-ankin;
R, o3Hayae BOAEHb;
R; Ta R, 03Ha4aloTb BOOEHD;
R15 03Ha4ae BOOEHD;
Ri¢ 03Hauyae C,-C,-ranoreHankin;
Ri; o3Hauyae C,-C -ankin;
R1s 0O3Ha4ae BoeHb;
B o3Hauae B;

ae

R1o 03Ha4yae BoaeHb, C,-Cg-ankin abo ranoren;

R11 o3Havae BoaeHb, C,-Cg-ankin abo ranoren;

R, o3Ha4vae BoAeHb, ranoreH, C;-Cg-ankinkapbowin, -C(O)H, Hitporpyny abo C,-Cg-ankeHinokcurpyny
abo o3Havae C,-Cg-ankeHinokcurpyny, gka 3amilleHa ranoreHom;

R13; 03Ha4ae BoaeHb, C,-Cg-ankin abo ranoreH; Ta

R4 03Havae BoaeHb, C1-Cg-ankin abo ranoreH, 3a ymMoBY, LWLO NpUHANUMHI OAWH 3 Ryg, Ri1, Ry, Riz Ta
R14 HEe 03Ha4a€e BOoAEHb.
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2. Cnonyka copmynu | 3a n. 1, B sikin Ry 03Ha4yae CF,H Ta R;; 03Hayae meTtun.
3. Komnosuuisa ana 6opotbbu i 3axmcTy Big 3apaxeHHAM biTonaToreHHMMmn MikpoopraHiamamu, Lo
MiCTUTb cnonyky doopmynu | 3a n. 1 Ta iHepTHUIA HOCIN.

Komm'toTepHa BepcTka J1. LlixaHoBcbka

[HepxaBHa cnyxba iHTeneKTyanbHOi BMacHocTi YkpaiHu, Byn. Ypuubkoro, 45, M. Kuis, MCI1, 03680, YkpaiHa

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