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(57) 1. NoxigHi izokcasoniHy popmynu (1)

R3 R4
R2 S(0)y—[CRSRS],—Y
R /
O—N (1)
ne
RY | RZ, KOXXEeH He3aneXHo Bif iHLoro, aBnse coboto
BOJEHb, Ci.10ankKin, Ci.1oranoreHarnkin, Ca.

gumknoankin adbo Cs.gumknoankin-Ci-zankin, abo

R'i R? pas3oMm 3 aTOMOM BYrreuto, 3 IKUM BOHU 3B'S-
3aHi, yTBOpIOOTh Ca.7KiNnbLeE,

R% i R4, KOXEH He3anexHo Bif iHLoro, saBnse coboto
BOAEHb, C1.10ankKin, C1.1pranoreHancin, Cs.
gumknoankin abo Cjz.guuknoankin-Ci.jpankin abo Ci.
sankokci-Ci.1parnkin, abo

R i R* pa3om 3 aTOMOM ByrreL|o, 3 SIKIM BOHU 3B's-
3aHi, ytBOptotoTh Ca.7kinbLe, abo

R! 3 R® aBo R* i pa3omM 3 aTOMOM BYrfeLt, 3 GKUM
BOHM 3B'si3aHi, yTBOptooTb Cs.gkinbue, abo

R? 3 R® a6o R" i pasom 3 aTOMOM ByrieLo, 3 SKIM
BOHW 3B'si3aHi, yTBOPOOTb Cs_gKiNnbLe;

2

R® siBnsie co6oto ranoreH a6o Ci.sranoreHarnkin;

R® aBnse coBow BogeHb, uiaHo, Cigankin, Ci.
saIKOKCMKapOOHin, ranoreH abo Ci.granoreHarnkin;

m popisHioe 0, 1 abo 2;

n popiBHioe 1, 2 abo 3; i

Y siBnsie coboto 04HYy 3 HAaCTYMHKX rpyn

RS
RS
R7\&
N=N

R’ saense coBowo BomeHb, Cyicankin, Ci.
10anKinkapoboHin, dopmin, C.
joranoreHankinkapoboHin, Cji.joankokcmkapOoHin, Ci.
1oranoreHarnkin, uiaHo, Co.ipankeHin, Co.joankinin, Cs.
1olMKnoankin, Cs.10umknoankin-Ci.jpankin, Ci.
10@nKinkap6boHin-Ci.1pankin, Ci.jpankincynsdoHin, Ci.
joranoreHankincynbgoHin, C1.10anKokci-C1.1pankin
abo deHin, Wo HeoboB'A3KOBO 3aMileHnin 1-5 3amic-
Hukamu, BubpaHumu 3 uiaHo, Cigeankiny, Ci.
joranoreHankiny a6o ranoreH}/; abo

R’ siBnsie coboto -CONR™R™ aBo -SO,NR™R™, ne
R® i R, koxeH HezanexHO Big iHWOMO, SBNSOTH
coboto BopaeHb, Cigankin, Cieranorenankin, Ci.
sLIMKIIoankin Ci.¢ankinkapboHin, Ci.
eranoreHankinkap6onin, Ci.sankincynbgoHin, Ci.
sranoreHankincynbgonin, aéo R*® i R pasom yTeo-
ptotoTb Ca.gankineHoBy rpyny, Lo HeobOB'A3KOBO Mic-
TUTb OAWH KWCEHb, CipKy, amiHo- abo Ci.
sanKinamiHorpyny;

R® aBnse cobow BomeHb, Ciicankin, Ci
10a@IKiNKapoboHin, dopmin, Ci-
joranoreHankinkap6oHin, Cji.joankokcmkap6oHin, C;.
roranoreHankin, Co.jpankeHin, Co.pankiHin, Cas.
roumknoankin, Csz.jouuknoankin-Ci.ipankin, ranoren,
uiaHo, Ci.10ankokcu abo Cy.jgranoreHankokcu; abo

R® sBnse coBoo -CONRR'Y, -SO,NR™R' a6o
NR™R®, ne R™ i R, koxeH HesanexHo Big iHLWOrO,
ABMNATb coboto BoaeHb, Cy.eankin, CieranoreHankxin,
C1gUMKIoankin, Ci.¢ankinkapboHin, Ci.
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sranoreHankinkap6orin, Ci.sankincynbgoHin, Ci.
sranoreHankincynbgonin, aéo R'® i R™ pasom yTeo-
ptotoTb Ca.gankineHoBy rpyny, LWo HeO6OB'A3KOBO Mic-
TUTb OOWH KUCEHb, CipKy, aMiHO- abo Cj.sankin amiHo-
rpyny;

i N-okcmawn, coni n onTUYHI isomepun cnonyk popmynum
.

2. MoxigHi isokcasoniHy 3a n. 1, ge R! i R? HesanexHo
aBnsATb coboto Ci-jpankin abo Cj.ijpranoreHankin.

3. MoxigHi i3okcasoniHy 3a n. 1 a6o 2, ae R' i R?,
obuasa aBnATbL COO0 MeTUN.

4. MoxiagHi i3okcasoniHy 3a 6yap-akum 3 nn. 1-3, e R®
i R* HesanexHo sBnsitoTb co60oto BoaeHb, Ci.ijpankin
abo Cy.jpranoreHarnkin.

5. lMoxigHi i3okcasoniHy 3a 6yab-skum 3 nn. 1-4, ge R®
i R*, o6uaea sBns0Tb cOBO0 BOAEHb.

6. MoxigHi i3okcasoniHy 3a 6yab-akum 3 nn. 1-5, e R®
saBngae coboro ranoreH abo TpudTopmeTUn.

7. MoxigHi isokcasoniHy 3a 6yab-akvum 3 nn. 1-6, ge R®
saBnsae coboro hTop abo xnop.

8. MoxigHi isokcasoniHy 3a 6yab-skum 3 nn. 1-7, ge RS
aBnsae cobol BOAEHb, MeTokcuKapOoHin, Ci.eankin
abo ranoreH.

9. MoxigHi i3okcasoniHy 3a 6yab-skum 3 nn. 1-8, ge R®
aBnse coboto BogeHb abo gTop.

10. MoxigHi isokcasoniHy 3a 6yab-akum 3 nn. 1-9, ge
m popisHioe 1 abo 2.

11. MNoxigHi i3okcasoniHy 3a 6yab-akmum 3 nn. 1-10, oe
m [OPIBHIOE 2.

12. MoxiaHi i3okcasoniHy 3a 6ygp-skum 3 nn. 1-11, ge
n gopisHioe 1.

13. MoxiaHi i3okcasoniHy 3a 6yab-sikum 3 nn. 1-12, ne
Y aBnsie coboto 0fHY 3 HACTYMHUX rpyn

RS
R8
7
N)Yf
\

R7 N=N

14. TMoxiaHi i3okcasoniHy 3a 6yab-akvm 3 nn. 1-13, ge
R’ sBnse

coboto  BogeHb, Cijeankin, Ci.
roranoreHankin, Co.jpankeHin, Co.pankinin, Cas.
1oLMKNoankin, Cs.1oumknoankin-Ci.joankin, Ci.

10anKokci-Ci.10ankin abo deHin, wo HeobOB'A3KOBO
3amiweHni 1-5 samicHukamm, BubpaHmmm 3 LiaHo, Ci.
10ankiny, Ci.joranoreHarnkiny abo ranoreny.

15. MoxigHi i3okcasoniHy 3a 6yab-skum 3 nn. 1-14, e
R’ sBnsie coGol0 BOAEHb, METWUM, eTun, isonponin,
TpeT-6yTun, MoHodTOpMETUN, AudTOopMeTUn, Tpu-
dTopmeTun, anin, nponaprif, UMKIONponin, UMKNo-
NEHTUI, LMKIONPONINMETUN, UMKNOGyTunMeTun, me-
TOKCUMETWN, 2-MeToKcieTun abo deHin.

16. MoxiaHi i3okcasoniHy 3a 6yap-skum 3 nn. 1-15, ne
R® gasnse coboto BoAeHb, Ciaeankin, Ci.
10@nKinkap6oHin, dopmin, Ci.jpankokcukapboHin, C;.
1oranoreHankin, Cs.ioumkroarnkin, ranoreH, uiaHo, Ci.
10ankokeu abo Ci-joranoreHankokcu.

17. MNoxigHi i3okcasoniHy 3a 6yab-akmum 3 nn. 1-16, ge
R® sBnsie cobolo BoAEHb, METUM, eTUM, aueTun, ¢o-
pMifl, MeTOKCMKapOOHin, MoHodTOpMeTUn, audTop-
meTun, TpudTopmeTun, OpomaudTopmeTtun, 1-
dTopeTUn, umMknonponin, gTop, xnop, 6pom, uiaHo,
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MEeTOKCH, ANDTOPMETOKCH, TpUdTOPMETOKCKM abo
2,2,2-TpUdTOPETOKCMH.
18. Cnocib ogepxxaHHa cnonyku dopmynu (Id)

R3 R4 RP

R >?$/s—|—y

R O—N 6

» (Id)
AKWI BKMOYae B3aemogito cnonyku coopmynu VI
RP
—
Re (v
ae

RéiYe TaknMK, ik BU3Ha4YeHo B . 1,
R” saense coGow BoAeHb, ranoreH abo Ci.
granoreHarnkin, i
Vi BMbupatoTh i3 rpynn: MgCl, MgBr, ZnBr i Li,
3i cnonykoto cpopmynm I1X
1 O_N R3

R \ R4
S
R2 S I R1
R3 R4 N\O 2
» (1IX)
ae

R, R?, R®i R* € Takumu, sik BU3HaYeHo B M. 1, Heobo-
B'A3KOBO B NPWCYTHOCTI po3pigxyBaya.
19. Cnoci6 ogepxxaHHa cnonyku dopmynu (Id)

R3 R4 RP

R2 >€§/S—|—Y
/ Ro

R? —
O—N , (id)
AKUIA BKMOYAEe B3aEMogito cnonyku cpopmynu lla
RP
6
R (i)
ae

RéiYe TaknMK, SIK BU3Ha4YeHo B . 1,

R” saBnse coGow BoaeHb, ramoreH a6o Ci.
granoreHarnkin, i

XC aBnsie coboto dyHKUiOHanNbHY rpyny, WO MOXe
OyTu BUNy4YeHa y BUrns4i pagvukana

3i cnonykoto cpopmynm I1X

R? O_lil R? R4
S
R2 S I R1
R3 R4 N\O RZ

» (1X),

pe R R% R%i R* € Takumu, sik BU3HadeHo B . 1,

3a JOMoMOrow iHiliatopa pagukaneHoi peakuii abo
Mnoro nonepefHnka HeobOB'A3KOBO B MNPUCYTHOCTI
OCHOBW i HeoDOOB'I3KOBO B MPUCYTHOCTI pO3pigxyBa-
ya.

20. Cnoci6 ogepxxaHHsA crnonyku cpopmynu (Id)



R4
R O—N (d)

KU BKIOYaE Bsaemop,iro CMOnyKu (bogmynm Il, pe R®
i Y € Takumn, sik Bu3HayeHo B n. 1, R™ sBngae coboto
BoAeHb, ranoreH abo Cj.eranorenankin, i X" aense
coboto BigxigHy rpyny, BubpaHy 3 rpynu, sika cknaga-
€TbCS 3 ranoreHy, ankincynbdgoHarty, apuncynbdoHa-
Ty i ranoreHankincynsgoHary,

RP
XA Y
6
R m
3i cnonykoto cpopmynm I1X
O—N R3
1
R \ S R4
R2 s~ I R?
R3 R4 N\O R2

» (IX)
ae R, R R} R* € TaKnMun, siKk BU3HadeHo B . 1,
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y NPUCYTHOCTi BiAHOBIOBANbLHOIO areHTa, HeoboB'sA3-
KOBO B MPWUCYTHOCTi OCHOBW i HEODOOB'SI3KOBO B NpUCY-
THOCTi po3pigxyBaya.

21. MNpomixHa cnonyka dpopmynu IX

O—N R3
R1 \ < R4
R2 S/ I Rt
R3 R4 N\O RZ

» (IX)

ae R R R iR* € TaknMu, Ik BU3HadeHo B n. 1.

22. Fep6|u.V|qHa KOMMO3uLis, Wo MicTUTb repbiumaHo
edeKTMBHY KinbkicTb cnonyku dopmynu | 3a nn. 1-17
Ta Ha 4o4aToK A0 AOMOMIXKHUX PEHOBUH.

23. Komnosuuis 3a n. 22, wWo MIiCTUTb OOAAaTKOBUWN
rep6iung Ha 4O4aToOK 40 cnonyku dopmynu .

24. Komno3uuia 3a n. 22, wWo MIiCTUTb aHTUAOT Ha
aodartok Ao crnonyku popmynu |.

23. Cnocib KOHTPOMO POCHVH, WO BKIOYAE BHECEHHS
rep6iunaHo edeKTMBHOI KinbKOCTI cnonyku dopmynu
| nn. 1-17 abo komno3uuii 3a. 22, WO MICTUTb Taky
Cnonyky, Ha pocnuHy abo ii nokyc.

[aHnin BUHaxXig HanexmTb 40 HOBUX repGiumaHmx
i30KCa30MbHMX Cromnyk, A0 crnocoby ixHbOro opep-
XKaHHS, 4O KOMMO3WULN, WO MICTATb Taki Cnonykw, i 4o
IXHbOro 3acTOCyBaHHSA AN KOHTPOSO POCAMH i Ang
iHriOyBaHHsS1 POCTY POCIUH.

I30KCa30mMbHI cnonyku, Wo BUSBNATL repbiuna-
Hy aKkTUBHiCTb, onucaHi, Hanpuknag, y WO
01/012613, WO 02/062770, WO 03/000686, WO
04/010165, JP 2005/035924, JP 2005/213168 i WO
06/024820. OgepaHHSA Takux CNOMNyK Takox onucaHe
B WO 04/013106 i WO 05/095352.

B paHunm yac BusIBneHi HOBI i30KCA30MbHi crony-
KW, WO BUSBMAOTb repbiumaHi i ynoBinbHIOWOYI picT
BNaCTUBOCTI.

BignosigHo, AaHuin BUHaxig HanexuTb Ao Cnonyk

dopmynu |

RS RG
2 S5
RS S(0),— [ cRR| —v n
R™ bN

e R i R2, KOXKEeH He3aneXHo Bif iHLIOoro, ABMsiE
coboto BopaeHb, Ci.jpankin, CiioranoreHankin, Ca.
gLUmknoankin abo Csguuknoankin-Ci.zankin, abo

R' i R? pasom 3 aTomom BYrMewuto, 3 SKUM BOHU
3B Fl3aHI yTBoplorOTb CsrkinbLe,

i RY, KoXeH HesanexHo Bif iHLIOro, ABNSsi€ CO-
6oro BoaeHb, Ciioankin, Ci.ioranoreHankin, Cs.
gumnknoankin abo Csgumknoankin-Ci.19 abo ankin Cy.
sankokci-Ci.1pankin, abo

R® i R* pasom 3 aTomom BYrneLto, 3 SKUM BOHU
3B ﬂ3aHI yTBOp}OIOTb Caz.7Kinbue, abo

R' 3 R® aBo R* i pas3oMm 3 atoMOM ByrneLto, 3
AKMM BOHW 3B'Ai3aHi, yTBOpIoloTh Cs.gkinbue, abo

R? 3 R® a6o R, i pasom 3 aTomMoM ByrmeLo, 3
SIKMM BOHW 3B'A3aHi, yTBOPIOIOTb Cs-gKiNnbLe;

R® aBnsie coboto ranoreH a6o Ci.granoreHarnkin;
R® aBnse co6oto BoAeHb, LUiaHo, Cigankin, Ci.
saIKokcukapboHin, ranoreH abo Ci.granoreHanxin;
m popisHioe 0, 1 abo 2;
n popisHioe 1, 2 abo 3; i
Y SBnsie cobor o,u,Hy 3 HaCTYMHUX rpyn
B

R
7
Nk)\r‘? "‘)7‘5 RS
N—N N=N
R R’
ne R’ saense coBowo BoaeHb, Ci.jpankin, Ci-
10@nKinkapoboHin, copwmin, Ci

joranoreHankinkap6oHin, Cji.joankokcmkapOoHin, Ci.
joranoreHankin, uiaHo, Cj.ipankeHin, Cs.ipankinin, Cs.
1oUMKNOAankin, Cs.1oumknoankin-Ci.ipankin, Ci
10anKinkap6oHin-Cy.joankin, Ci.ioankincynbdoHin, Ci.
joranoreHankincynbgoHin, C1-10ankokci-Cy.10arnkin
abo cbeHin, Wo HeobOoB'A3KOBO 3aMileHuin 1-5 3amic-
HUKamu, BuOpaHumMu 3 udiaHo, Cigeankiny, Ci.
10ranoreHanK|ny abo BogHto; abo

R’ sBnsie coboo -CONRY¥R™ aBo -SO,NR™¥R™,
ne R i RY koxeH HesanexHo Big iHLIOMO, SIBASHOTH
coboto BoaeHb, Cieankin, Cieranorenankin, Ci.
sumknoankin Ci.eankinkapboHin, Cj.sranoreHan kin
KapboHin, Ci1-sankincynbgoHin, Ci-
sranoreHankincynsonin, a6o RY i R pasom yteo-
ptotoTb Ca.gankineHoBy rpyny, o Heo6OB'A3KOBO Mic-
TATb OOWMH  KUCEHb, CipKy, amiHo- abo Cj.
sarnkinamiHorpyny;

R® 4aBnge cobot BoAaeHb, Cijcankin, Ci.
10@nKinkap6oHin, dgopmin, Ci.jpranoreHanki n kap6o-
Hin, Ci.ipankokcmkap6boHin, Ci.joranoreHankin, Co.
10a@nKeHin, Cy.10amKiHInN, C3.10UMKNOAnKInN, Cs.
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1oumknoankin-Ci-jpankin, rarioreH, uiaHo, Ci
10a@nKoKcu abo Ci.joranoreHarnkokcu; abo

R® sBnsie coboto -CONR™R™®, -SO,NR™R'® a6o
NR™R, ne R™ i R, koxeH HesanexHo Big iHLWOrO,
ABNATb coboto BoaeHb, Cieankin, CiegranoreHankin,
C1gUMKIIoankin, Ci-sankinkapboHin, Ci.
sranoreHankinkap6orin, Ci.sankincynbgoHin, Ci.
sranoreHankincynbgonin, aéo R' i R™ pasom yTeo-
ptotoTb Ca.gankineHoBy rpyny, Lo HeobOoB'A3KOBO Mic-
TUTb OOMH KUCEHb, CipKy, amiHo- abo Ci.
sankKinamiHorpyny;

i go N-okcugis, conen i ONTUYHUX i30MEpIB CMo-
nyk cdoopmynu |.

MNepeBaxHo, R! i R? HezanexHo SBNsoTb coBoK
Ci.10ankin abo Cj.joranoreHankin, 6inbw nepesaxHo
Ci.eankin abo Cj.granoreHankin, HanbinbwWw nepeBax-
HO MeTun.

MepeaxHo, R® i R* HesanexHo siBNsOTb COGOIO
BoAeHb, Ciioankin abo Ci.joranoreHankin, 6inbLu
nepeBaxHO BoAeHb, Cisankin abo Ci.granoreHarkin,
HanbinbLL NepeBaXXHO BOAEHD.

MepeBaxHo, R® siBnsie coboto ranoreH a6o Tpu-
dTOopMeTUn, Ginbll nepeBaxkHo Top, xJop abo Tpu-
dTOopMeTUN, HanbinbL nepeBaxHo dTop abo xnop.

MepeBaxHo, R® sBnsie coBolo BogEHb, METOKCH-
kapboHin, Cieankin abo ranoreH, 6inblw nepeBaxHoO
BOAEHb, MeTurn, dTop abo xnop, HanbinbL nepesax-
HO BOoAEeHb abo ¢Top.

MepeBaxHo, m gopiBHioe 1 abo 2, Ginbw nepe-
BaXXHO 2.

[MNepeBaxHo, n gopisHioe 1.

MepeBaxHo, Y siBnsie coboto OaHY 3 HACTYMHUX
rpyn
8

R r?

o T
N RS
R,,N“N N=N

MepeBaxHo, R aBnsie co6oto BoAeHb, Ci.jparnkin,
Ci.aoranoreHankin, Ciioankenin, Coioankidin, Cas.
1oLMKNoankin, Cs.1oumknoankin-Ci.jpankin, Ci.
10anKokci-Ci.10ankin abo deHin, wo HeobOB'AI3KOBO
3amiweHni 1-5 samicHukamm, BubpaHmmm 3 LiaHo, Ci.
10ankiny, Ci.jpranoreHankiny abo ranoreny, 6GinbLi
nepeBaxHo, BoAeHb, MEeTUN, eTun, isonponin, TpeT-
6ytun, moHodTOopMeTUn, AndTOpPMETUN, TPUATOP-
MeTun, anin, Nponaprin, LMKNONponin, UUKNONeHTun,
LMKnonponinmMeTusn, LMKNoOyTUnMeTur, MeToKcume-
"N, 2-MeTokcieTun abo deHin, we Oinbw nepeBax-
HO, MeTun, eTun, idonponin, TpeT-6yTnn, andTopme-
TUM, anin, UWKMONeHTun, uuknobytunvertun, 2-
MeTokcieTn abo deHin, Hanbinbw nepeBaXHO Me-
TMR, eTun, isonponin, TpeT-6yTnn, AMdTOpPMETUN,
anin, uuknoneHtun, uuknobytunmetun abo 2-
MeToKcieTun.

MepeBaxHo, R® asnsie coboto BoAeHb, Ci.1parnkin,
Ci-10ankinkapboHin, dopmin, Ci.ipankokcnkapOoHin,
Ci.1oranoreHanckin, Cs.ioUMKIoarnkin, ranoreH, uiaHo,
Ci.10ankokcn abo Cj.jpranoreHankokcu, Ginbl nepe-
Ba)XKHO, BOAEHb, METWM, €TUI, aueTun, opmin, MeTo-
KCUKapOOHiN, MoHOMTOpPMETUN, ANTOPMETUN, TPU-
dpTOopMmMeTUN, 6pomandTopmeTUn, 1-pTopeTun,
umknonponin, ¢Top, xnop, 6pom, uUiaHO, METOoKCW,
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OndTOpMETOKCH,  TpudTOopMeTokcn  abo  2,2,2-
TpudTopeToken, e Binbll nepeBaxHo, BOAEHb, Me-
TWN, €Tun, aueTun, MeTokcnkapboHin, MoHodTopMe-
Tvn, gudTopmetun, TpudTtopmeTtun, GpomandTop-
MeTun, 1-cpTopeTun, uMKIonponis, Opom, MEeTOKCU
abo andTopmMeTOKCH, HAMBINbLL NepeBaXXHO, BOAEHb,
MeTUn, eTun, MoHodTopMEeTU, TpUdTOpMETUS,
©6pom abo mMeToKcK.

pyna nepesaxHux cnonyk dopmynu | Bknoyae
Taki, ge Y asnse cobotw 1,2,3-Tpmasonin, wo Heobo-
B'A3KOBO 3aMillleHUA OOHUM-OBOMAa 3aMiCHUKaMMU,
He3anexHo BUOpaHnuMun 3 Ci-eankiny, Ci
eranoreHankiny, Ci.sankinkap6oniny, dopminy, Ci.
sankokcukapboHiny, CaeankeHiny, CsglUukroankiny,
Cs-sumknoankin-Ci.gankiny, C3.sankokci-Ci-gankiny,
ranoreHy, uiaHo, Cjeankokcu, Ci.granoreHankokcu
abo cpeHiny, wo HeoboB'A3KoBO 3aMilieHuin 1-5 sami-
CHuKamn, BubpaHumm 3 uiaHo, Ci.gpankiny, Ci.
joranoreHarnkiny abo ranoreny, 6inbL nepeBaxHo, ae
Y aBnse coboto 1,2,3-Tpmasonin, wWo HeobOB'A3KOBO
3aMilleHnn OOHUM-OBOMa 3aMiCHUKaMM, He3arneXHo
BubpaHumn 3 MeTuny, eTuny, isonponiny, TpeT-
O6yTuny, moHodTopMeTUny, AndTopMeETUNY, TpUdTO-
pmeTtuny, 6pomdpTopmeTnny, 1-cbTopetuny, auetuny,
dopminy, meTokcukapboHiny, aniny, uuknonponiny,
LMKINONEHTMAY, LMKNOoNponinMeTuny, UMknobytunme-
TMny, 2-meTtokcieTuny, grtopy, xnopy, 6pomy, uiaHo,
METOKCU, €TOKCU, MOHO(DTOPMETOKCH, ANPTOPMETOK-
cu, TpudTopmeToken abo dheHiny, we Ginbw nepe-
BaXHO, Ae Y saBnsie cobot 1,2,3-Tpnasonin, wo He-
0060B'A3KOBO 3aMillleHUn OAHUM-ABOMa 3aMiCHUKaMW,
HesanexHo BubGpaHuMK 3 MeTuny, eTuny, isonponiny,
TpeT-b6yTuny, MoHOTOpPMETUNY, AudTOopMETUNY,
TpudpTopmeTuny, GpomdTopmeTuny, 1-gpTopeTuny,
aueTtuny, MeTokcukapOoHiny, aniny, uwvknonponiny,
LUMKINOMNEHTUY, UMKNobyTUnmeTuny, 2-MeToKcieTuny,
6pomy, meTokcu, audptopmeToken abo deHiny, Han-
Oinbw nepeBaxHo, ne Y saBnge cobowo 1,2,3-
Tpuasonin, wWo HeoOOB'A3KOBO 3aMilWleHUA OOHUM-
ABOMa 3aMiCHMKaMu, He3anexHo BUbpaHumMmn 3 MeTu-
ny, eTuny, isonponiny, TpeT-6yTuny, MoOHOMTOPMETK-
ny, andTopmeTuny, TpudTOpMETUNY, aniny, LUKMIo-
neHTuny, umknobytunmertuny, 2-meTtokcietuny abo
6pomy.

pyna ocobnmeo nepeBaxHUx crnonyk dopmynu |
BKMoYae Taki, ge Y aensie coboto 1,2,3-tpnason-4-in,
o HeoObOB'A3KOBO 3aMillleHU OgHUM-ABOMa 3aMmic-
HUKamu, HesanexHo BubpaHummu 3 Cieankiny, Ci.
sranorexankiny, Ci.sankinkap6oniny, dopminy, Ci.
sankokcukapboHiny, Cs.sankeniny, Cs.sUmMKnoankiny,
Cs.sumknoankin-Ci.sankiny, Ci-sankokci-Ci.gankiny,
ranoreHy, uiaHo, Cj.gankokcn, Ci.granoreHankokcu
abo cbeHiny, Wo HeoboB'A3KOBO 3aMilieHun 1-5 3ami-
CHUKamu, BubOpaHumu 3 uiaHo, Ci.aeankiny, Ci-
1oranoreHarkiny abo ranoreny, 6inbL nepeBaxHo, ae
Y sBnsie coboto 1,2,3-Tpmuason-4-in, wo HeoboB'A3Ko-
BO 3aMilLleHN OAHMM-OBOMAa 3aMiCHMKaMU, He3anex-
HO BMOpaHuUMKM 3 MeTwuny, eTuny, isonponiny, TpeT-
6ytuny, moHodTopMeTUnY, AndTOpMeETUNY, TpudTo-
pmetuny, 6pomgndTopmeTtuny, 1-ptopeTtuny, aue-
TMny, opMiny, MeToKCuMKapboHiny, aniny, LuKnonpo-
niny, LMKINONEHTUY, UMKonponinveTuny,
uuknobyTunmMeTuny, 2-meTokcieTuny, dgTopy, xnopy,
Opomy, LiaHO, METOKCW, eTOKCU, MOHOTOPMETOKCH,
ONTOPMETOKCH, TpUdTOpMETOKCH abo deHiny, Lie
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6inbL NnepeBaxHo, Ae Y siBnsie coboto 1,2,3-Tpuason-
4-in, WO HeoOOB'A3KOBO 3aMilleHUn OAHUM-ABOMA
3aMiCHMKaMW, He3anexHo BMbpaHnuMu 3 MeTuny, etu-
ny, isonponiny, TpeT-6yTuny, mMoHodTOpPMETUNY, AW-
dTopmeTuny, TpudTopmeTuny, bpomandTopmeTuUy,
1-cpTropeTtnny, auetuny, meTokcukapboHiny, aniny,
LMKIonponiny, LUUKMONEHTUyY, UMKNobyTunmeTtuny,
2-meTokcieTuny, Opomy, MeTokcu, AuTopMeToKCH
abo deHiny, Hanbinblw nepesaxHo, Ae Y 9BNSE CO-
6oto 1,2,3-Tpmason-4-in, Wo HeobOB'A3KOBO 3aMillie-
HUA OOHMM-OBOMa 3aMiCHMKaMW, He3anexHo Bubpa-
HAMKM 3 MeTuny, eTuny, isonponiny, TpeT-Oytuny,
MOHOMPTOPMETUIY, ANdTOPMETUNY, TPUDTOPMETUY,
aniny,  UWKNOMeHTWUny,  UuKnoGyTunmeTuny, 2-
meTokcieTuny abo 6pomy.

pyna ocobnmeo nepeBaxxHWX cnonyk opmynu |
BKNtoYae Taki, ge Y siBnsie cobotro

d
N™
,N—N
R?

pyna ocobnmeo nepeBaxxHWX cnonyk opmynu |
BKMoYae Taki, ae Y saBnsie coboto 5-MoHodTOpMETUnN-
2-meTun-1,2,3-tpuason-4-in.

'pyna ocobnmBo nepeBaxHWxX cnomnyk dopmynu |
BKItovae Taki, ge Y asnsie coboto 2,5-aumeTun-1,2,3-
Tpuason-4-in.

[pyna ocobnveo nepeBaxHWx cnonyk gopmynm |
BKMoyae Taki, ge Y saBnsie coboto 5-umknonponin-2-
meTun-1,2,3-tpnason-4-in.

pyna ocobnmBo nepeBaxHUxX cnonyk opmynu |
BKNovYae Taki, ae Y aBnsde cobotw 2,5-pietun-1,2,3-
Tpuason-4-in.

pyna ocobnmeo nepeBaxHUX crnonyk dopmynu |
BKMOYae Taki, ae Y aBnsie cobow 2-gudptopmeTnn-5-
meTtun-1,2,3-tpnason-4-in.

pyna ocobnmBo nepeBaxHWUX cnonyk dopmynu |
BKMoyae Taki, Oae Y aBnge cobot 2-anin-5-
TpudtopmeTnn-1,2,3-tpmnason-4-in.

'pyna ocobnmBo nepeBaxxHWxX cnomnyk dopmynu |
BKItoYae Taki, ge Y aABnsie coboto 2-LMKNoneHTun-5-
TpudptopmeTun-1,2,3-tpmnason-4-in.

pyna ocobnmneo nepeBaxHUX crnonyk dopmynu |
BKMOYAE  TaKi, pe Y aBnge cobow @ 2-
uuknobytunmeTun-5-tpucptopmeTnn-1,2,3-Tpmason-
4-in.

pyna ocobnmBo nepeBaxHUxX cnonyk opmynu |
BKINtoYae Taki, Ae Y sBnse coboto 2-(2-meToKcieTwn)-
5-TpucptopmeTun-1,2,3-tpnason-4-in.

['pyna ocobnmBo nepeBaxxHux cnomnyk dopmynu |
BKNloyae Taki, e Y aBnsge cobow 2-metun-1,2,3-
Tpvason-4-in.

pyna ocobnmBo nepeBaxHWUX cnonyk dopmynu |
BKMOYae Taki, ge Y saBnsie coboto 2-izonponin-5-
TpudtopmeTnn-1,2,3-tpmnason-4-in.

pyna ocobnmBo nepeBaxHWxX cnonyk opmynu |
BKNtovae Taki, Ae Y saBnse cobow 2-eTun-5-
TpudpTopmMeTUn-1,2,3-tpnason-4-in.

pyna ocobnuneo nepeBaxHUX crnonyk dopmynu |
BKIlovae Taki, ge Y aBnsde cobow 5-eTun-2-metun-
1,2,3-Tpnason-4-in.
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pyna ocobnneo nepeBaxxHUx cnonyk gopmynm |
BKkntovae Taki, Ae Y saBnse cobow 2-etun-1,2,3-
Tpuason-4-in.

'pyna ocobnmeo nepeBaxxHWX cnomnyk copmynu |
BKMYae Taki, ge Y gaBnsie coboro 2-izonponin-5-
meTtun-1,2,3-tpnason-4-in.

pyna ocobnmBo nepeBaxxHWX crnonyk opmynu |
BKMoyae Taki, ge Y 4aBnfe cobow 2-mMeTun-5-
TpudpTopmeTun-1,2,3-tpnason-4-in.

pyna ocobnmeo nepeBaxxHWX cnomnyk opmynu |
BKkntoyae Taki, oe Y aBnsie cobow 5-meTokcu-2-
meTun-1,2,3-tpnason-4-in.

pyna ocobnmBo nepeBaxxHWUX cnomnyk dopmynu |
BKMoYae Taki, ae Y saABnsie coboto 5-6pom-2-meTtun-
1,2,3-Tpnason-4-in.

pyna ocobnmBo nepeBaxHWUX crnonyk opmynu |
BKIoYae Taki, e Y saBnsde cobow 2-eTun-5-metun-
1,2,3-Tpnason-4-in.

[pyna ocobnmneo nepeBaxHMX crnonyk dopmynu |
BKIMOYae Taki, ae Y ABnsie coboto 5-audtopmeTokcu-
2-meTtun-1,2,3-tpnason-4-in.

pyna ocobnmBo nepeBaxxHWUX cnomnyk dopmynu |
BkNtoyae Taki, pOe Y aBnge  cobotwo  5-
MeTokcukapboHin-2-metun-1,2,3-tpuason-4-in.

pyna ocobnmBo nepeBaxxHWX crnonyk opmynu |
BKNtovae Taki, ge Y asnse cobot 5-auetun-2-meTtun-
1,2,3-Tpnason-4-in.

pyna ocobnmeo nepeBaxHuMx crnonyk dopmynu |
BKNovyae Taki, pOe Y gBnse cobow  5-
OpomandTopmeTun-2-metun-1,2,3-tpmuason-4-in.

pyna ocobnmBo nepeBaxxHWUX cnomnyk cdopmynu |
BKMoyae Taki, ae Y siBnsie cobowo 5-gudptopmeTnn-2-
meTun-1,2,3-tpnason-4-in.

'pyna ocobnmeo nepeBaxxHWX cnomnyk opmynu |
BKNtoYae Taki, e Y asnse coboto 5-(1-dpropetun)-2-
meTtun-1,2,3-tpnason-4-in.

pyna ocobnmeo nepeBaxHUX crnonyk dopmynu |
BKMOYae Taki, ge Y aBnsie cobot 5-metnn-2-geHin-
1,2,3-Tpnason-4-in.

pyna ocobnmBo nepeBaxHWUx crnonyk opmynu |
BKITloYae Taki, ge Y aBnse coboto

Rs
R?
~N R
\
N=N
pyna ocobnmBo nepeBaxHUx cnonyk opmynu |
BKMOYae Taki, ae Y asnse coboto 1-tpet-6ytmn-1,2,3-
Tpuason-4-in.
pyna ocobnmneo nepeBaxHUx crnonyk dopmynu |
BKItoyae Taki, ge Y asnsie coboto 1,5-aumeTun-1,2,3-
Tpvason-4-in.
pyna ocobnmBo nepeBaxHWUX cnomnyk cdopmynu |
BKMoyae Taki, ge Y saBnsie coboto 5-umknonponin-1-
meTun-1,2,3-tpnason-4-in.
pyna ocobnmeo nepeBaxxHWX cnonyk dopmynu |
BKMOYae Taki, e Y aense cobotw 1,2,3-tpuason-5-in,
WO HeoOOB'A3KOBO 3aMilleHUn OgHUM-ABOMa 3aMmic-
HUKaMK, HesanexHo BubpaHumu 3 Cieankiny, Ci.
eranoreHankiny, Ci.sankinkap6oniny, dopminy, Ci.
sankokcukapboHiny, CaeankeHiny, Csgluknoankiny,
Cs.sumknoankin-Ci.sankiny, Ci-6ankokci-Ci.gankiny,
ranoreHy, uiaHo, Cj.gankokcn, Ci.granoreHankokcu
abo cbeHiny, Wwo HeoboB'A3KOBO 3aMilieHun 1-5 3ami-
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CHUKamu, BuOpaHMMuM 3 UuiaHo, Ci.eankiny, Ci.
1oranoreHarkiny abo ranoreHy, GinbLl NepeBaxHo, ae
Y sBnge coboto 1,2,3-Tpnason-5-in, wo HeoboB'a3ko-
BO 3aMilLleHU OAHMM-OBOMaA 3aMiCHMKaMK, He3anex-
HO BMOpaHuUMKM 3 MeTwuny, eTuny, isonponiny, TpeT-
O6yTuny, moHodTopMeTUny, AMdTOPMETUNY, TPUTO-
pmetuny, 6pomgudTopmertuny, 1-pTopeTtuny, aue-
TMny, dopMiny, meTokcukapboHiny, aniny, LMknonpo-
niny, LMKINONeHTuny, uuknonponinMeTuny,
umMknobyTunmeTuny, 2-meTokcieTuny, Topy, Xnopy,
Opomy, LiaHO, METOKCK, eTOKCU, MOHO(TOPMETOKCH,
andtopmeTokecun, TpudptopmeTokecn abo eHiny, we
Oinbw nepeBaxHo, ae Y siBnsie coboro 1,2,3-Tpuason-
5-in, wWo HeobOB'A3KOBO 3aMilleHUn OAHUM-ABOMa
3aMiCHUKaMW, He3anexHo BUOpaHuMKU 3 MeTuny, i3o-
nponiny, TpudTopMeTUNyY, Uuknonponiny abo 6Gpomy,
HanbinbWw nepesaxHo, Ae Y saBnse cobowo 1,2,3-
Tpuason-5-in, wo HeobOoB'A3KOBO 3aMilLleHN OHUM-
OBOMa 3aMiCHMKaMu, He3anexHo BubpaHummn 3 meTu-
ny, TpudTopmeTuny abo 6pomy.

['pyna ocobnmBo nepeBaxHMX cnonyk dopmynu |
BKITtoYae Taki, ae Y saBnsie coboto
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['pyna ocobnmneo nepeBaxHUX crnonyk dopmynu |
BKMoYae Taki, ae Y saBnsie coboto 4-6pom-1l-meTtun-
1,2,3-Tpnason-5-in.

pyna ocobnmeo nepeBaxHWxX cnomnyk opmynu |
BKMoyae Taki, ge Y 4aBnde cobow 4-meTtun-1-
isonponin-1,2,3-Tpmnason-5-in.

'pyna ocobnmBo nepeBaxHWx cnomnyk dopmynu |
Bknoyae Taki, ge Y saBnsde cobow 1-meTun-4-
TpudptopmeTun-1,2,3-tpmnason-5-in.

pyna ocobnmBo nepeBaxHUX cnomnyk dopmynu |
BKMoyae Taki, ge Y saBnsie coboto 4-umknonponin-1-
meTun-1,2,3-tpnason-5-in.

pyna ocobnmeo nepeBaxxHUxX cnomnyk opmynu |
BKMOYae Taki, ge Y aBnse coboro 1,2,3-tpmason-4-in-
1l-okcua, WO HeoOOB'A3KOBO 3aMilleHUn  OfHUM-
OBOMa 3aMiCHMKaMK, He3anexHo BubpaHummn 3 Ci.
sankiny, Cj.eranoreHaikiny, Ci.sankinkapboHiny, dop-
miny, CieankokcukapboHiny, Co.sankeniny, Cs.
sLIMKIIoankiny, Cs.gumknoankin-Ci.sankiny, Cy
sankokci-Ci.gankiny, ranoreny, uiaHo, Ci.sankokcu, Ci.
srarnoreHankokc abo deHiny, Wwo HeobOoB'sI3KOBO
3amiweHni 1-5 samicHukamm, BubpaHmmm 3 LiaHo, Ci.
j0ankiny, CijoranoreHankiny abo ramnoreHy, O6inbLu
nepesaxHo, Ae Y aBnse cobow 1,2,3-tpuason-4-in-1-
OKCUA, Lo HeOoDOB'A3KOBO 3aMillleHU OAHUM-ABOMA
3aMiCHMKaMK, He3anexHo BMOpaHuMu 3 MeTuny, eTu-
ny, isonponiny, TpeT-byTuny, MoHodTOpPMETUNY, AM-
dTopmeTuny, TpudpTopmeTUny, bpomandTopmMeTUny,
1-cpTopeTuny, auetuny, popminy, MeTokcukapboHiny,
aniny, UuMKnonponiny, LMKNONeHTWUMY, UMKIonponin-
MeTUny, UMKNodyTunmeTuny, 2-metokcietuny, dtopy,
xnopy, 6pomy, UiaHO, METOKCU, €TOKCU, MOHOTOpP-
MEeTOoKCK, ANDTOPMETOKCH, TpUdTOpMeToKCH abo
deHiny, Hanbinbw nepeBaxHo, Ae Y sABnsie coboto
1,2,3-Tpnason-4-in-1-okcma, WO HeobOB'AI3KOBO 3a-
MiLleHU ogHiel abo ABOMa METUNBHUMU rpynamu.
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pyna ocobnneo nepeBaxHUx cnonyk gopmynu |
BKNtoYae Taki, ae Y aBnsie coboto

77

[pyna ocobnmneo nepeBaxHUX crnonyk dopmynu |
BKItoyae Taki, ge Y asnsie coboto 2,5-aumeTnn-1,2,3-
Tpwason-4-in-1-okcua.

B ogHoMy BapiaHTi 34iMCHEHHS AaHui BUHaxig,
HanexuTb 4o cnonyku copmynu |, ge R Rz, KOXeH
He3anexHo Big iHwWoro, BoAeHb, Ci.joankin, Ci.
1oranoreHankin, Cs.gumknoankin ado Csgumknoankin-
Ci-zankin, abo

R' i R? pa3om 3 aTOMOM ByrfeLo, 3 SIKUM BOHMU
3B'A3aHi, yTBOpHOOTE Ca.7KinbLe,

R% i R4, KOXKEeH He3aneXHo Bifl iHLWOoro, sABMAse Co-
6oto BoAeHb, Ci.ipankin, Ciioranorenankin, Cas.
gumknoankin, Casgumknoankin-Ci.ipankin a6bo Ci.
sankokcbCi.1pankin, abo

R® i R pasom 3 aToMOM ByrneLio, 3 sIKUM BOHMU
3B'A3aHi, yTBoptotoTb Ca.7kinbue, abo

R' 3 R® a6o R* i pasom 3 aTomoMm ByrneLto, 3
SIKMM BOHW 3B'A3aHi, Z}ITBOpPOPOTb C5_8kinbue, abo

R? 3 R® aBo R* i pasoM 3 atoMOM Byrrneuto, 3
AIKMM BOHW 3B's13aHi, yTBOPIOOTb Cs_gKinbLe;

R® aBnsie co6oto rarnoreH a6o Cq.granoreHankis;

R® aBnse co6oto BoAeHb, LUiaHo, Cigankin, Ci.
sanKoKCcMKapOOoHin, ranoreH abo C;.granoreHarnkin;

m popisHioe 0, 1 abo 2;

n gopisHioe 1, 2 abo 3; i

Y siBnsie cob600 OfHY 3 HACTYMHMX rpyn

R® R’ R®
/ 7
h\(l\}—i’ “\))’f R‘NJW
N-N_ AN N=N

R R
ne

R’ saensie cobow BoaeHb, Ciioankin, Ci.
10@nKinkapboHin, Ci.joranoreHankinkap6bodin, C;.
10aNKOKCUKap6oHin, Ci.jpranoreHankin, Cy.joankeHin,
Co.p0ankiHin, Ca.joumknoankin, Cgs.joumknoankin-Ci.
10anKin, Ci-10ankinkap6oHin-Ci.ipankin, Ci
10@nKincynbgoHin, Ci.ipranoreHankincynbgoHin, Ci.
10@nKokci-Cq.1pankin;

R @aBnse cob6ow BogeHb, Ciioankin, Ci.
10@nKinkapoboHin, Ci.joranoreHankinkapboHin, Ci.
10aNKOKCUKap6oHin, Ci.jpranoreHankin, Cp.joankeHin,
Co.10ankinin, Ca.gouuknoankin, Casoumknoankin-Ci.

10anKin, ranoreH, C1.10aNKOKCH abo Ci
10ranoreHarnkokcu;

i oo N-okcuais, conen i ONTUYHMX i30MepiB CMO-
nyk doopmynu 1.

[NepeBaxHo, R’ sBnsie co6oto BoAeHb, Ci.10ankin,
CiaoranoreHankin, Co.ioankenin, CogoankiHin, Ca.
toumknoankin, Cs.joumknoankin-Cijoankin aéo Ci.
10@nKokKCi-C1-10ankin; GinblWw nepeBaXHO, BOAEHb, Me-
TWN, eTun, anin, Nponaprin, UMKNonponin, LMKnonpo-
ninMeTUn, METOKCUMETWI, MeTOKCUMEeTWn, audTop-
meTun abo TpudTopmMeTvn, Hambinblw nepesBaxHo,
MeTun.
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MepeBaxHo, R® aBnsie coboro BoAeHb, Ci.jpankin,
Ci.ioranoreHankin, Cs.jouuknoankin, ranoreH, Ci.
10ankoken abo Cj.jgranoreHankokcy, 6inbL nepesax-
HO BOAEHb, MeTur, etun, TpudTopmeTun, AudTop-
MeTuM, MOHOMTOPMETUA, LMKnonponin, gTop, xmnop,
TpudTOopMeToken abo  2,2,2-TpupTOpPETOKCH, Hal-
Oinbl nepeBaxHo, meTun, TpudTopmeTun abo mo-
HodbTOpMETU.

Cnonykn gaHoro BMHaxofy MicTaTb oguH abo ae-
Kiflbka acMMeTpU4HMX aTOMiB BYrneLto, Hanpuknaga, y
-CR°R® abo rpyni B -CR°R* rpyni, i MOXyTb iCHyBaTu y
BUMSAAI eHaHTiomepiB (abo y BurnsAai nap giacrepeo-
MepiB) abo y BUrnagi ixHeoi cymilli. BinbLw Toro, konu
m JOpiBHIOE 1, CMOMNYKM OAHOrO BMHaxXody SIBMSHOTb
coboto cynbcokemam, siki MOXYTb iCHyBaTU B OBOX
€HaHTIOMepHUX dopMax, CycCigHin aTtoMm BYyrnewto
TakoXX MOXe iCHyBaTW B [BOX €HaHTiOMepHuX dop-
max, i -CR®R® rpyna Takox Moxe icHyBaTM B ABOX
eHaHTiomepHnx dopmax. Cnonyku 3aranbHoi ¢op-
Mynu | MOXyTb, OTXe, iCHyBaTh Y BUrNAAi pauemary,
aiactepeomepiB abo OKpeMux eHaHTIOMepiB, i BUHa-
Xig, BKIOYaE BCi MOXNuMBI i3oMepu abo isomepHi cy-
Miwi B Gyap-sknx nponopuigx. OuikyeTbcs, Wo Ans
Oyab-SIKOro JaHOoi CMonyku oauH i30Mep MOXe BOJO-
AiT GinbLUoto repbiLnaHO aKTUBHICTHO, HXK iHLLWIA.

ARKinNbHI rpynu, ranoreHankinbHi rpynu, rigpokci-
ankinbHi rpynu, ankoKCUrpynu, ranoreHankokcurpynm
M ankineHoBi rpynu MOXyTb OyTu posranyXeHum i
HeposranyxeHnm naHutorom. [lepeBaxHi ankinbHi
rpynu, ranoreHarnkinbHi rpynu, rigpokciankinbHi rpynu,
ankoKCUrpynu, ranoreHankokCurpynu W ankineHosi,
KOXHa He3anexHo, MicTuTb 1-4-atoma Byrneuto. lNMpu-
Knagamu ankineHWx rpyn € mMeTun, eTun, H- i isonpo-
nin i H-, BTOpP-, i30- i TpeT-0yTnn, rekcun, HoHIN i ae-
umn. [puknagamu  ranoreHankinbHUx rpyn €
andrtopmetun i 2,2,2-tpucopmetun. [lNMpuknagamm
rigpokciankineHux rpyn € 1,2-gurigpokcietn i 3-
rigpokcunponin. MNMpuknagammn ankokcurpyn € MeTokK-
CW, €TOKCM, NPOMNOKCU, BYTOKCU, FEKCUITOKCU, HOHIMNOK-
cu i geumnokeu. Mpuknagamy ranoreHankokeurpyn e
andTopmeToken i 2,2,2-tpudbtopeTtoken. lMpuknaga-
MW ankineHoBWX rpyn € MeTUNeH, eTUneH, H- i isonpo-
nineH i H-, BTOp-, i30- i TpeT-6yTuneH.

LivknoankineHi rpynun mMoxyTb GyTn B MOHO-, Gi-
abo TpuuwmknivHii dopmi. MNepeBaxHi LMKNOankinbHi
rpynu HesanexHo mictaTb 3-8 aTomis Byrneuto. lMpu-
Knagamy MOHOUMKIIYHUX LMKNOAnKiNbHUX rpyn € uu-
Krnonponin, umMkno®yTun, UMKMNONEHTUN, LMKIOreKkcun,
uuknorenTun abo LMKNOOKTHN.

ARKeHiNbHI 1 ankiHinbHi rpynu i ranoreHankiHinoHi
rpynu i ranoreHankiHinbHi rpynu MoxyTb 6yTn Hepos-
ranyXeHum i posranyxeHum nadutorom. Npuknagamm
arnkeHinbHUX i ankiHinbHUX rpyn € anin, 6yT-2-eHin, 3-
MeTUnobyT-2-eHin, eTuHin, nponaprin i O6yT-2-eHin.
Mpuknagamn ranoreHankeHinbHUX i ranoreHankiHinb-
HUX rpyn € TpudTopanin i 1-xnopnpon-i-iH-3-in.

[anoreH o3Havae pTop, xmnop, 6pom i noa, nepe-
BaXkHO, pTop, Xrnop abo Gpom, Ginbll nNepeBaxHo,
dTOp abo xrop.

TakoX BWHaxig HaneXxuTb A0 COnewn, siKi 3gaTHi
yTBOpIOBaTU crnonyku cdopmynu | 3 amiHamu, ocHoBa-
MU NYXHUX | Ny>XHO3eMernbHUX MeTanis, i ocHoBaMu
YETBEPTMHHOIO aMOHito.
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Cepen rigpokcuaiB NyXHUX | NyXXHO3eMenbHUX
MeTaniB fK YyTBOPIOKYNX COSli BApTO MPUBECTM riapOK-
cuan niTilo, HaTpilo, Kanito, MarHito i Kanbuito, ane
ocobnuBo rigpokcman HaTpito i kanito. Cnonyku cop-
Mynu |, BIiANOBIAHO [0 [aHOro BWMHaxody, TaKOX
BKMNtOYaloTb rigpatn, 9Ki MOXyTb YTBOpHOBaTUCA B
npoueci yTBOPEHHS COnei.

Mpuknagu amiHiB, NpugaTHUX NS YTBOPEHHSA CO-
new amoHilo, BKMOYaTb aMiak, a TakoX NEepBUHHI,
BTOPUHHI i 4eTBepTuHHi  Cj.ggankinamiHu, Ci.
srigpokcunankinamiim i Co.sankokciankinamidm, Ha-
npvknag, MeTunamid, eTunami, H-nponinamiH, ison-
poninamiH, YoTupu i3omepu GyTunamiHy, H-aminamiH,
i3oaminamiH, rekcunamiH, renTunamid, OKTUNaMiH,
HOHINaMiH, geuunamid, NeHTageunnamid, rekcageum-
namiH, rentageuunamii, oktageuunamid, MeTuneTu-
namiH, meTtunizonponinamiH, MeTunrekcunamiH, me-
TUIHOHINAaMIH, MeTunneHTageumnami,
MeTUnoKTageuunamid, eTundytunamid, eTunrentu-
namiH, eTUNOKTUNAaMiH, rekCunrenTunamid, rekCcumnok-
TUNamiH, AUMeTUNamiH, gietTunamid, gu-H-nponinamix,
giisonponinamid, gu-H-6yTnnamid, Ai-H-aminamiH, Aii-
30aMinamiH, gurekcunamid, gurenTunamid, gioktuna-
MiH, eTaHonaMiH, H-NnponaHofamiH, i3onponaHonamiH,
N,N-gieTaHonamiH, N-eTunnponaHonamiH, N-
OyTuneTaHonamiH, aninamiH, H-OyTeHin-2-amiH, H-
NneHTeHin-2-amiH, 2,3-aumeTnnbyTeHin-2-amiH, Anby-
TEHiN-2-aMiH,  H-TeKCeHiNn-2-amiH, MponineHgiamix,
TpUMeTUNamiH, TpuetTunamiH, Tpu-H-nponinamid, Tpui-
3onponinamid, Tpu-H-ByTunamiH, TpuizobyTnnamix,
TPU-BTOpP-i300yTUNamiH, Tpu-H-aminamiH, MeToKCieTu-
namiH i eTokcieTnnamiH; reTepoumKniyHi amiHu, Taki
SIK, HanNpuknag, nipuauH, XiHomMiH, i30XiHOMIH, Mopdo-
NiH, NinepyavH, NiponiavH, iHAOoNIH, XiHyKNeauH i ase-
niH; NEPBUHHI apunamiHn, Taki Sk, Hanpuknag, aini-
HW, METOKCiaHiniHK, eTOoKCiaHiniHn, o-, M- i n-
TOnyiamHu, derinengiamiii, 6eH3naguHu, HadTUna-
MiHM 1 O-, M- i N-XNOpaHiniHK; ane ocobnMBo TpPUETK-
namiH, isonponinamiH i giisonponinamiu.

[NepeBaxHi OCHOBM 4ETBEPTUHHOIO aMOHItD, SiKi
nigxoaaTe ANSA YTBOPEHHs conew, BignosigatTb, Ha-
npuknag, dopmyni [N(RaRpR:R4)]JOH, ae Ra, Ry, Re i
Ry, KOXeH He3anexHo Bif iHWoro, sBNsATbL coboto
Cisankin. MoxHa ogepxaTtu iHWi npuaaTtHi TeTpaan-
KiflaMOHi€EBi OCHOBM peakUisiM1 aHiOHHOTO OOMiHY.

TepMiH «repbiuma», K BUKOPUCTOBYETLCA B Aa-
HOMY BMHaxofi, 03Ha4YaE Crnonyky, Lo KOHTpontoe abo
3MiHIOE LUIBMAKICTE POCTY pocnuH. TepMiH «repbiuna-
HO-ebeKTUBHA KINbKICTb» O3HA4a€e KiNbKICTb TaKoi
crnonykn abo kombGiHauii Takmx cnomnyk, fka 3gaTtHa
NpMBECTN A0 KOHTPOM abo 3MiHM LIBUAKOCTI POCTY
pocnvH. KOHTPOMOWYUIA i 3MiHIOYNA edeKT BKIHO-
Yyae yci BiAXWUINEeHHs Bif, NPUPOAHOro po3BUTKY, HaMNpu-
Knag: 3HULLIEHHS, peTapAadito, onik NUCTiB, anbbiHi3m,
3YNWHKY B PO3BWUTKY i NoAdibHi. TepmiH «pocnmHa»
HanexuTb OO0 YCiX (Pi3UYHUX YacTUH POCIUHW, BKIHO-
Yawun HaciHHS, cxoaW, camxaHui, KopeHi, Gynbbwu,
ctebna, KBITKOHIKKM, NUCTS i nnoan. TepMiH «JoKyc»
npusHavYeHnin Ans Toro, Wwob BKNoYaTh I'PYHT, HACIH-
HS | CXOOM, a TaKOX POCIMHHICTb, sika NpyXKnnacs.
Crnonykn B Tabnuui A Hmk4de iNOCTPYOTb CMOMyKW
JaHoro BMHaxoay.
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Tabanus A
Cooaykn ¢popmynu L.1
RB
B e
H,C S(0); N 11
H cw RE NN
¥ O-N s ¥R

m R’ R R' R®
2 F Cl Me OMe
2 F F Me CF;
1 F F Me OCHF,
5) H F Et Pr
2 F F Et COMe
1 F €l Et CH,F
2 H Cl Et CH,F
2 F Cl Et CHFMe
1 F F Me CHFMe
1 H F Et CH,F
2 H Cl Me OMe
1 F F Et OCHF,
2 H Cl Me CF;
1 H Cl Me Et
1 F Cl Me CH,F
2 H F Et CF;
2 F F Et Pr
1 F Cl Me Me
1 H Cl Et COMe
2 F Cl Me CH,F
2 F Cl Me Pr
1 F Cl Et OCHF,
1 H F Me CF;
1 F F Et CHFMe
2 H Cl Me CHFMe
2 F Cl Et CF;
2 H F Me Et
2 H F Me OCHF,
1 H Cl Et Me
2 H F Me CH,F
1 H Cl Me ‘Pr
2 F Cl Et CH,F
1 H Cl Et CH,F
9, F Cl Et Pr
2 H Cl Me Me
1 H F Et Me
1 H Cl Et Pr
1 H Cl Me CHF,
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1 F Cl Et Et

2 F F Me Me

1 F Cl Me CHFMe
2 F Cl Me Et

1 F Cl Et Pr
2 H Cl Et CF;

| H F Et COMe
1 H Cl Me CH,F

1 H Cl Me OCHF,
2 H Cl Et OCHF,
2 F Cl Me CF;

1 H Cl Et OMe
2 F Cl Me CHF,
2 F F Et OCHF,
1 F Cl Et OMe

1 H F Me COMe
1 F F Et Et

2 F F Et CHF,

1 F F Et CH,F
1 F F Et OMe

1 H F Et ‘Pr

2 H Cl Me CHF,
1 F Cl Me CHF,
2 H F Et Et

2 F F Me OMe
2 H Cl Et OMe
2 H Cl Me OCHF,
1 F F Me Me

1 F F Me COMe
2 F F Me Pr

1 F Cl Et CHF,

1 H F Me Et

1 H Cl Et OCHF,
2 F F Me CH,F
2 F F Et Me

1 F F Me Pr

1 H Cl Et CHFMe
2 H Cl Me Et

2 H Cl Et COMe
1 H F Et OMe

1 H F Me CHFMe
2 H F Me CHFMe
2 F Cl Et Et

1 H F Et CF;

1 F F Me Et

2 H Cl Et CHFMe
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1 H F Me OCHF, 2 F Cl Me CHFMe
1 F F Et COMe 1 F F Me CF;
2 F F Et CH,F 1 H Cl Me CHFMe
2 H F Et OCHF, 2 H F Et CH,F
2 F ¢l Et CHF, 2 H F Et Me
2 F Cl Et COMe 1 H Cl Et CF,
1 H F Et CHFMe 2 F F Et CHFMe
2 H Cl Me CH,F 1 H F Me CHF,
2 F Cl Me COMe 2 H F Me COMe
2 H F Et CHFMe 1 F Cl Me CF,
1 F F Me CH,F 1 F Cl Et COMe
2 H Cl Et CHF, 2 F F Me CHFMe
1 H F Et CHF, 2 F F Me COMe
1 F F Et CHF, 1 F Ci Et CF;
2 H F Me OMe 1 H F Me “Pr
2 H F Me CF; 1 H F Me Me
2 F F Me Et 2 H Cl Me COMe
1 H Cl Me OMe 1 H Cl Me COMe
2 F F Me CHF, 2 H Cl Et Et
2 H Cl Me Pr
1 F F Et CF; Cnonykn gaHoro BUHaAxXody MOXyTb GyTn oTpwu-
1 H F Me CH,F MaHi pisH1MMuK cnocobamu.
1 F Cl Me COMe Cnocobu ranoreHyBaHHs, ankinyBaHHS W OKMC-
2 F Cl Et OCHF, ”*OB?HHF' 1 02 03 of o5 o
3 H F Me pr ) Crnonyku dhopmynu I,/:l,eR,R,R.,R,R,R i
> F E Mo OCHE. Y € TaKNMK, Ik BUSHAYEHO BULLE, M [OPIBHIOE 1 abo
= 2, i n popiBHIOE 1, MOXHa ogepXaTu BracHe Kaxy4u
2 H F Et COMe BigjoMUMM cnocobamu, B3aeMogieto, Hanpuknaa, cno-
; Ilz (I; 1\}’313 C;A{FZ nyk doopmynu la
t e 3 4
1 H Cl Et Et RZ R R i
1 F Ci Me | OCHF, e | Y (12)
1 H F Et | OCHF, R i H
1 H Cl Me Me ge RL R% R RYi Y € Takumu, siK BM3HA4YeHO
1 F Cl Me OMe BuLLEe, m gopieHioe 1 abo 2, B ogHy cTagito abo noc-
2 F F Et Et NiJOBHICTIO CTaAin 3i cnonykamm opmynu R®-X i/aGo
1 F Cl Me °pr R®-X, ne R® siBnsie coboto ranoreH, i R® aense cobowo
9 F F Et CF; uiaHo, Cieankin, Ci.sankokcmkapOoHin abo ranoreH, i
2 H F Et OMe X siBnsie coboto npuaaTHy BigXiaHy rpyny, Hanpvknag,
> F Cl Et OMe ranoreHia, Takui sik 6pomig abo rogua, kapbokecunar,
1 F Cl Et CHEMe Takui K aueTarT, ankincynbgoHar, TaKVIvl7I K MeTun-
1 F al s Et cynbdoHar, apmncyan)OHaT,_ Takuid sk n-
Tonyoncynb@oHaT, ranoreHankincynb@oHaT, Takuin
2 H cl Et Me AK TPUATOPMETUNCYNbMOHAT, iMiA, TaKU SK CyKUU-
2 F F Et OMe Himig, CcynbgoHimig, Taknn aK
2 H F Me CHF, Bic(cbeHincynbdoHin)imia, abo apuncynbgiHaT, Takuit
1 F Cl Et Me AK N-TONyoncynb@iHaTt, y MPUCYTHOCTI OCHOBW, Ha-
1 H F Et Et npvknag, crnonyku ankinmniTito, Takoro sk MeTUnniTin,
1 F F Me OMe H_—6minniTi17| a§p TpeT-.6yTVI.J'IJ'Ii'.riI.7I, ,q!anKinaMiuy ni-
Tito, Takoro sk giisonponinamig niTito, rigpuay meTany,
2 F Cl Me OCHF, nepesBaxHo rigpuay Fj'ly)KHOFO meTany, TF;Ko);o AK riz-
1 H cl Et CHF, pua HaTtpito, abo amigy nyXHOro meTtany, Takoro K
[ F F Et Pr amig HaTpito, Bic(Tpu(Cy.sankin)cunin)amigy metany,
1 F F Lt Me Takoro sik Gic(TpumeTuncunin)amig nitio, ankokcuay
2 H Ci Et Pr MeTarny, Takoro sk TpeT-OyTokcup kanito, abo doc-
2 F Cl Me Me ha3eHoBOI OCHOBW, Takoi sk Tpmamig N'-TpeT-6yTun-
I B F Me OMe N,N,N',N',N",N"-rekcametundocoimigy (Ppt-Bu), 1-
TpeT-6yTnn-2,2,4,4,4-neHTakmc(aMMeTnnamiHo)-2-
; g g I\éf Cﬁ; nﬂM6na5,4n;|M6,qa5-KaTeHa,qm(qaoc¢)a3§H)(Pg-t-Bu),
2 1-etun-2,2,4,4,4-neHTakuc(gumeTMnamiHo)-2-
! H Cl Me CF; nﬂM6/:|,a5,4n9|M6na5-KaTeHanM(cboc¢)a3eH)(Pz-Et) i 2-

TpeT-0yTunimiHo-2-gieTnnamiHo-1,3-
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anmeTtunneprigpo-1,3,2-giasadpocdopuH (BEMP),
HeobOB'AA3KOBO B MPUCYTHOCTI po3pigxyBada, nepe-
Ba)XHO B iHEPTHOMY PO3YMHHWKY, Hanpuknag, Byrre-
BOAHi, edipi, Takomy Sk TeTparigpodypaH, amigi, Ta-
KoMy AK N,N-anmetundopmamia, abo
raroreHoBaHoOMy BYINEBOAHi, TakOMy SIK AMXIOpMe-
TaH, abo ix cymiwi, HeoGOB'A3KOBO B MPWCYTHOCTI
KOMMNIEKCOYTBOPIOBaYa, TaKoOro sk rekcametundoc-
damig abo TeTpam eTun eTuneHgiamiH, y AianasoHi
Temnepatyp Big -120 go 100°C, nepesaxHo Bif -80
8o 50°C. Taki cnocobu Bigomi B niTepatypi 1 onucaHi,
Hanpuknag, y J. Med. Chem, 2003 (46) 3021-3032; J.
Org. Chem., 2003 (68) 1443-1446; J. Org. Chem.
2002 (67) 5216-5225 i J. Org. Chem., 2002 (67)
3065-3071, Heterocycles 2003 (59) 161-167 i WO
06/024820.

2) Cnonyku popmynu |, ge R*, R?, R®, R*, R®, R
Y € Takumu, sik BU3Ha4YeHo BuLe, m gopisHoe 1 abo
2, i n popiBHIOE 1, MOXHa ogepxaTu BrnacHe Kaxy4u
BiJOMUMM cnocobamu, B3aeMogieto, Hanpuknaga, cno-
nyk cdoopmynu Ib

R3 R4 H
R%,S(O)m—‘f‘(
R' _ l‘{l R°

(@]

ne RYL, R?, R, R* R%iY e Takumu, sk BU3HAuYEHO
BuLle, m gopiHioe 1 abo 2, 3i cnonykamu chopmynu
RS-X, ae R® asnsie coboto ranoreH, i X aBnse coboto
npuaaTtHy BigXigHy rpyny, sk onucaHo B 1), y npucyT-
HOCTi OCHOBM, K onMcaHo B 1), HEO6OB'A3KOBO B NpwU-
CYTHOCTI po3pifKyBaya, ik onmcaHo B 1), nepeBaxHO
B iHEpPTHOMY pO3piaXyBaudi, i He0OOOB'A3KOBO B NMpUCY-
THOCTi KOMMIEKCOyTBOploBaYya, sik onucaHo B 1), y
TemnepaTtypHoMy AianasoHi Big -120 go 100°C, nepe-
BaxkHo Bia -80 go 50°C.

3) Cronyku cpopmynu |, ge R*, R?, R®, R*, R®, R
Y € Takumu, sik BU3Ha4YeHO BuLe, m gopisHoe 1 abo
2, i n popiBHIOE 1, MOXHa ogepXaTu BnacHe Kaxy4u
BiJOMUMM cnocobamu, B3aeMogieto, Hanpuknaa, cno-
nyk cdoopmynu Ic

R, R' R®
R%S(O)HT'—-Y
By
RV H

ne RYL, R? R, R* R®i Y € Takumu, ik BU3HAYEHO
BuLle, m gopiHioe 1 abo 2, 3i cnonykamu chopmynu
R5-X, pe R® sBnse cobow wuiaHo, Crsankin, Ci.
salkokcukapboHin abo ranoreH, i X saBnse cobowo

(Ib)

(Ic)
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npuaaTHy BiaxigHy rpyny, sik onucaHo B 1), y npucyt-
HOCTi OCHOBM, sik onvMcaHo B 1) HEOBOB'A3KOBO B Npw-
CYTHOCTI po3pigxyBauya, sik onncaHo B 1), i HeoboB'a3-
KOBO B MPUCYTHOCTI KOMMMEKCOYTBOPIOBaYa, $K
onucaHo B 1), y TemnepaTypHOMy Aiana3oHi Big -120
0o 100°C, nepeBaxHo Big -80 go 50°C.

4) Crionyku dopmynm |, ae R*, R?, R®, R* R®i Y
€ Takumu, SK Bu3HadveHo Buie, RP asnse coboto Bo-
AeHb, ranoreH abo Ci_granoreHankin, m gopisHoe 1
abo 2, i n gopiBHioe 1, MOXHAa, KpiM TOro, oaepxatu
BlacCHe Kaxyyu Bigomummu cnocobammu, Bmxoasun 3i
cnonyk dopmynu Id,

R Rt R"
R‘:‘>\>S//S—L—Y (id)
R R
O—-N

ne RY, R? R% R® i Y € Takumu, $IK BU3HAYEHO
Buwe, RP sBnse cobow BoaeHb, ranoreH abo Ci.
granoreHarkin i B3aemogieto Takux Cnonyk i3 npugar-
HUMWU OpraHiyHMMM abo HeopraHiYHUMWN OKUCIHOHOYM-
MW areHTamu, Hanpuknag, NepoKCUKUCIOTaMK, Taku-
MK K 3-xnopnepokcnbeH3oiHa Kucnota,
nepokcuouToBa kncnota abo nepokcna BOAHIO, arnko-
Kevnepokcuaammn abo nepiogatamu, TakuMm SK nepi-
ofaT HaTpito, He0bOB'A3KOBO B NMPUCYTHOCTI KaTarnisa-
Topa, Takoro sk pyteHin(lll)xnopug HeoboB'I3KOBO Y
NPUCYTHOCTI PO3pifXXyBaya, TaKoro siK ranoreHoBaHui
BYrnMeBOAEeHb, Hanpuknag, AguxnopmetaH, 1,2-
anxnopetaH abo TeTpaxnopup BYrneuw, CchnuvpTy,
Hanpvknag, MeTaHormny, MONSPHOro PO3YMHHMKA, Ha-
npuknag, N,N-gumetundopmamigy, aueToHiTpuny,
Boan abo ouTOBOI KMCNOTKU, abo iXHbOI cymiwi. Peak-
Lii 3BMYaliHO NpPOBOAATL Y TeMMNepaTypHOMY Aianaso-
Hi Big -80 mo 150°C, nepeaxHo Big -20 go 120°C.
Taki cnocobu Bigomi B niTepaTtypi # onucaHi, Hanpu-
knag, y J. Org. Chem., 2003 (68) 3849-3859; J. Med.
Chem, 2003 (46) 3021-3032; J. Org. Chem, 2003 (68)
500-511; Bioorg. Med. Chem, 1999 (9) 1837-1844.
OavH ekBiBaneHT OKUCIIIOYOro areHta HeobXiaHuRA,
wob nepeTtBopuT cynbdia y BiANOBIAHWIA CYNbGOK-
cug. [1Ba ekBiBaneHTM OKUCIHOKYOro areHTa Heobxia-
HO, Wo6 nepeTBopUTK Ccynbdi Yy BiANOBIAHUIA Cynb-
OH.

5) Cnonyku coopmynm Ig, ae R, R% R, R, Ri Y
€ Takumu, SIK BU3HAYEHO BULLE, MOXHA OJepXaTw,
Hanpuknag, Buxogsum 3i cnonyk dopmynu le, ge Rl,
R2 R% RYi Y € Takumu, ik BU3HAYEHO BULLE,

R R M R R X R g R
R%s—f"{ — R%/S—-’—Y - R%/s+v
1 . 1 1
R™o-n M R"on H RV w
{le) {1 (L))

B3aEMOZIEI0 3a3HAYEHNX CMOMYK 3 refloreHyyYMmM
areHToMm, Hanpwvknag, 6pomom abo N-
ranoreHcykUuuHiMigom, Takmm 6Kk N-XNopcyKuuHimia
abo N-GpoMCyKUUHIMIL, 3 YTBOPEHHAM Crnonyku cop-
mymu If, ge R, R?, R%, R*i Y € Takumu, sik BU3HAUeHO
Bue, i X° aBnsie coboro ranoreH, HeOBOB'S3KOBO B
NPUCYTHOCTI PO3pifKyBaya, Takoro sik OLUTOBa KUCIO-

Ta, abo ranoreHoBaHWl BYrneBOAEHb, TakMn SK TeT-
paxnopug Byrnewt abo guMxnopMeTaH, y Temnepary-
pHoMy AianasoHi Big -80 go 120°C, nepeBaxHo Bif -
20 po 60°C. Crionyku chopmynu If, ge RY, R?, R®, R* i
Y € Takvmu, SiK BU3HayeHo Bulle, i X° aBnse coboto
ranoreH, MoxHa notim 6e3nocepenHbO OKUCIUTU, SIK
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onucaHo B 4), abo HeobOB'A3kOBO Ha Apyri ctagii
nigaat 5B3aeM0p,iT 3i cnonykamun oopMynu

M-R

ne R® siBnsie coGoto cbTop, i M-R® siBnsie coboto
npuaartHy cine abo opraHomeTaniyHy cnonyky, ge M
aBnse coboto, Hanpuknag, Li, MgBr, Na, K, Ag abo
TeTpaarnkinamoHiii, HeoOOB'SI3KOBO B MPUCYTHOCTI
kncnotu Jlbtoica, Hanpuknag, SnCl,, He060B'sI3KOBO B
NPUCYTHOCTI  KOMMJIEKCOYTBOpIOBaYa,  Hanpuknag,
rekcametundgocdamigy (HMPA) abo 1,3-aumeTvn-
3,4,5,6-TeTtparigpo-2(1H)-nipumigoHy (DMPU), i He-
060B'A3KOBO B MPWCYTHOCTI PO3pigKyBaya, Hanpu-

Knag, aueToHITpuny, AWMXIOopMeTaHy, AieTUNoBoro
edipy abo TeTparigpodypaHy, y TemnepaTypHOMY
aianasoHi Big -120 go 100°C, nepeBaxHo Big -80 go
80°C. Taki cnocobw Bigomi B niTepaTtypi # onucaHi,
Hanpwuknag, y J. Org. Chem., 1998 (63) 3706-3716; J.
Chem. Soc. Perkin Trans., 1995 (22) 2845-2848;
Synthesis 1982 (2), 131-132; Liebigs Annalen, 1993,
49-54 i Syth. Commun., 1990 (20) 1943-1948.

6) Cnonyku copmynu li, ge R, R?, R®, R*, R®, R®
i Y € TakumK, siKk BU3HAYEHO BULLIE, MOXHA ofepXxaTu,
Hanpuknag, Buxogsaum 3i cnonyk dopmynu le, ge R,
R% R% R*i Y e Takumu, ik BUSHAUEHO BULLE,

Ra R4 H R3 R‘1 X R3 R4 R
00 e MR e o A b e
1 1 c 1 &
H R X /
R b« o- on R

(18) (Ih)

B3aEMOJIE 3a3HAYEHMX CMONYK 3 refloreHyrymm
areHTom, Hanpuknag, 6pomom abo N-
ranoreHcykUuHiMigom, Takmm 6K N-XMopCcyKuuHimia
abo N-GpomMcyKuuHIMIO, 3 yTBOPEHHAM cronyku cop-
myru Ih, ae RY, R% R®, R*i Y € Takumu, sik BU3HauYeHo
Buwe, i X° aBnse cobol ranoreH, HeoOOB'I3KOBO B
NPUCYTHOCTI PO3pigKyBaya, Takoro sik oLUToBa KUCIO-
Ta abo ranoreHoBaHUM BYrneBoAEeHb, TaKUN SK TeT-
paxnopug abo Byrneuw OuUXnopmMeTaH, y Temnepary-
pHOMY Aiana3soHi Big -80 go 120°C, nepeBaxHo Bif -
20 no 60°C. Cronyku dopmynm |h, ae R, R? R R*i
Y € Takumu, Sk BU3Ha4yeHo Bulle, i X° aBnsie coboto
ranoreH, MoxHa notim 6e3nocepeaHbO OKUCIUTU, SIK
onucaHo B 4), abo HeobOoB'sI3kOBO Ha Apyrin abo Tpe-
Tin cTagii, nigpaatv B3aemogii 3i cnonykamv opmynu

M-R?® i/abo M-R®

ne R® i/abo R® siensie coboto dprop, i M-R® i/abo
M-R® siBnsie co6oto npuaaTtHy cinb abo meTtanopraHi-
YyHy cronyky, Ae M gaBnsie coboto, Hanpuknag, Li,
MgBr, Na, K, Ag abo TeTpaarnkinamoHin, HeoboB'a3-
KOBO B NpUCYTHOCTI kucnotu Jlbtoica, Hanpuknag,
SnCls HeOGOB'A3KOBO B NPUCYTHOCTI KOMMIEKCOYTBO-
ptoBaya, Hanpuknag, rekcametundocdamigy (HMPA)
abo 1,3-ammeTnn-3,4,5,6-tetparigpo-2(1H)-
nipumigoHy (DMPU), i Heo60OB'A3kOBO B NPUCYTHOCTI
po3piaKyBaya, Hanpuknag, aueToHITpuny, LUXIop-

RP
XAy
_J?: HzN’ﬁ\NHz
Iy NH s
HzNJ\S—i:Y
R’ V)
HO——Y ,ﬁ\

{1

MeTaHy, AieTunoBoro edipy abo TetparigpodypaHy,
y TemnepaTtypHoMy gianasoHi Big -120 go 100°C,
nepesaxHo Big -80 go 80°C. Taki cnocobu Bigomi B
niTepatypi n onucaxi, Hanpuknag, y J. Org. Chem,,
1998 (63) 3706-3716; J. Chem. Soc. Perin Trans.,
1995 (22) 2845-2848; Synthesis 1982 (2), 131-132;
Liebigs Annalen, 1993, 49-54 i Synth. Commun.,
1990 (20) 1943-1948.

Cnocobu peakuiin cnony4yeHHs

7) Cnonyku copmynu Id, sk onmucaHo B 4), MOXHa
ofepxaTtn B3aemogieto cnionyku cpopmynu Il, ae R® i
Y € Takumu, sk BU3HadeHo suie, R® € Takum, sk Bu-
3HayeHo B 4), i X" sBnsie co6oio BiOXigHY rpyny, Taky
SIK ranoreHia, Hanpuknag, 6pomig abo xnopua, ankin-
CynbdOoHaT, Takui sk MeTuncynboHaT, apuncynb-
doHaT, Takui Ak n-TonyoncynbdoHaT, ranoreHankin-
cynbdoHaT, Takui K TpudTopmeTuncynbdoHar, 3
TIOCEYOBMHOI, HEODOOB'A3KOBO B MPUCYTHOCTI PO3pi-
I>KyBaya, Takoro ik aueToHiTpun, abo cnvpT, Hanpu-
Knag etaHon, HeobOB'A3KOBO B MPWCYTHOCTI hoauay
NyXHOro MeTany, Hanpuknag, nogugy Hatpito abo
noaunay kanito, y TemnepatypHomMy AdianasoHi Big -30
0o 100°C, nepesaxHo Big 0 go 80°C, 3 ogep>KaHHAM
NPOMIXKHOI CMOnyku i3oTioce4oBuHu dopmynm 1V, Lo
nigaaTb B3aemogii 3i cnonykoto dopmynm V
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ne R, R? R%i R* € Takumu, sik Bu3HaueHo eue, i XB
ABNsie coboo NpuaaTHy BiaxigHy rpyny, Taky sik rano-
reH, Hanpuknag, Xrop, ankincynbiHinbHy rpyny,
apvncynbiHinbHy rpyny, ranoreHankincynb®iHinbHy
rpyny, ankincynboHinbHY rpyny, Hanpuknag, mMetu-
NcynbgOoHIn, apuncynbOoHINLHY rpyny, Hanpuknag,
N-TONyoncynbdOoHin, ranoreHankincynbdoHiNbHy
rpyny, Hanpwknag, TtpudTopmMeTuncynbdoHin, abo
HITPO, Y MPUCYTHOCTI OCHOBM, Takoi Ak kapboHat, Ha-
npvknag, kapboHar kanito, kapboHaT HaTpito abo rig-
pokapboHaT kanito, abo rigpokcuay, Hanpuknag, rig-
pokcuay kanito, abo  ankokcuay, Hanpuknag,
ankokcuay Hatpito, HeobOB'A3KOBO B MPUCYTHOCTI
noaunay nyXHoro MeTany, Hanpuknag, noguay HaTtpito
abo Gpomigy HaTpito, HEOGOB'A3KOBO B MPUCYTHOCTI
pos3pigkyBada, Takoro sik CnvpT, Hanpuknag, etaHo-
ny, edpipy, Hanpuknag, 1,4-giokcaHy abo TeTparigpo-
dypaHy, NONSPHOro PO3YMHHMKA, Hanpuknag, Boawu,
aueTtoHiTpuny abo N,N-gumetundopmawmigy, abo
CyMilli PO34MHHMKIB, Hanpuknag, cymiwi 1,4-giokcaHy
i BOoOM, Yy TemnepaTypHOMy nAianas3oHi Big 20 go
200°C, nepeBaxHo Big 50 go 150°C HeobOB'sI3KOBO B
NPUCYTHOCTI iIHEPTHOrO rasy, Hanpuknag, asoTy, i He-
060B'A3KOBO NPY MiKPOXBUIIEOBOMY ONMPOMiHEHHI. Taki
cnocobwu Bigomi B niTepatypi 1 onucaHi, Hanpuknag, y
WO 04/013106 i WO 06/024820.

8) [HopaTkoBuiA cnocib opep)KaHHA NPOMIKHUX
cnonyk copmynu IV, ge R®iY € Takumu, sik BU3Haue-

R r
R / x
O—M V)

RP
‘HS—L-;-Y
(V1)

3i cnonykoto chopmynu V, sik onucaHo B 7), y npu-
CYTHOCTi OCHOBM, Hanpuvknaz, kapboHaTty kanito, He-
060B'A3KOBO B MPWCYTHOCTI PO3pigKyBada, Hanpu-
knag, amigy, Takoro sk N,N-gumeTtundopmamia, abo
CMMPTY, TAKOro SK eTaHon, y TemnepaTypHOMy diana-
30Hi Big 0 go 100°C, nepeBaxHo Big 20 go 50°C, He-
000B'sI3KOBO B iHEPTHI aTmMocdepi, Hanpuknag, aso-
Ty. Taki cnocobwu Bigomi B niTepaTtypi M onucaHi,
Hanpuknag, y WO 01/012613, WO 02/062770 i WO
04/010165.
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Ho Bule, RP € Takum, ik BU3HaYeHo B 4), nonsrae y
B3aemogii cnonyku dopmynu lll, ge R®iY e Takumm,
Ak BU3HaveHo suile, RP € Takum, sk BusHaueHo B 4), 3
TIOCEYOBMHOI Yy MPUCYTHOCTI KMCMOTK, Hanpuknag,
MiHEepanbHOI KUCMOTW, Takol $K XNOpPUCTOBOAHEBA
Kncnota abo GpommucToBogHEBa kucroTa, abo cipya-
HOI K1cnotn, abo opraHiyHOl KMCNOTW, Takol sIK Tpu-
dTopoLTOBa KNCMOTA, i HEOBOB'A3KOBO B MPUCYTHOCTI
pospigKyBada, Takoro sk edip, Hanpuknag, 1,4-
aiokcaHy abo TeTparigpodypaHy, NONSAPHOro PO3YnH-
HuKa, Hanpuknag, sogu abo N,N-gumetundopmamigy
abo cymiwi pO3uYMHHUKIB, Hanpwknag, cymiwi 1,4-
AiokcaHy i Bogu, y TemnepartypHomy dianasoHi 20 go
270°C, nepeBaxHo 20-150°C HeobOB'I3KOBO nNpw
MiKPOXBWMbOBOMY OMpPOMiHEHHi. Taki cnocobu Bigowmi
B NiTepatypi 1 onucaHi, Hanpuknag, y Buchwald and
Neilsen, JACS, 110(10), 3171-3175 (1988); Frank
and Smith, JACS, 68, 2103-2104 (1946); Vetter, Syn.
Comm, 28, 3219-3233 (1998). MNpomixHy cnonyky IV
noTiM MigaatTb B3aemMogii 3i cnonykotro copmynu V,
SIK OMMcaHo B 7), 3 odepXXaHHAM Crnonyku opmynu
Id, sk onucaHo B 7).

9) OopaTtkoBui crnocid ogepxaHHSA crnomnyk dop-
mMynu Id, sik onucaHo B 4), nondrae y B3aemogii crno-
nyku dopmynu IV, ge RiYe TakuUMU, sIK BU3HAYEHO
suie, RP € Takum, sk BU3HaYeHO B 4),

R R R
RS%/‘S—'J—Y
r' ] R

0N
(Id)

10) AnbTepHaTuBHO, cnonyku copmynum Id, sk
onucaHo B 4), MOXHa oaepxxaTu B3aEMOAIED CONyKn
dopmynun V, sk onncaHo B 7) 3 TIOCEYOBUHOIO HEOBOo-
B'A3KOBO B MPUCYTHOCTI pO3pidXyBaya, Hanpuknag,
CMPTY, Hamnpuknag, eTaHomny, y TemnepaTypHOMYy
aianasoHi Big -30 po -150°C, nepeBaxHo Big 0 go
80°C, 3 ofepXaHHAM MPOMIXXHOI CNOMYKK i30TioceYo-
BUHU chopmynu VI,

4
Ry R j\ R, R XAy A ROR
R2 B HZN NHZ 2 i} " 2 R R
1 / X R1 / S\ ANH, R@ R%/S_I_Y
R R R / R®
V) )] {id)

SKy NOTIM NigaaloTb B3aemogii 3i cnonykoto ¢op-
mMynu Il, sk onucaHo B 7), y NpUCYTHOCTi OCHOBMW, Takoi
AK kapboHaT, Hanpuknag, kapboHaT kanito, kapboHaT
HaTpito abo rigpokapboHaT kanito, abo rigpokcuay,
Hanpwviknag, rigpokcmay kanito abo ankokcmay, Hanpu-
Knag, ankokcuay HaTpito, HeOBOB'A3KOBO B MPUCYTHO-
CTi po3pigKyBaya, Takoro siKk CMpT, HaMpuknag, eTa-

HOMy, NOMSIPHOIO PO34YMHHMKA, Hanpuknag, soan abo
N,N-gumeTtundopmamigy, abo cymilli po34MHHUKIB, y
TemnepaTtypHoMy fdianasoHi Big 0 go 200°C, nepesa-
xHo Big 0 o 100°C. Taki cnocobu Bigomi B nirepary-
pi n onucaHi, Hanpuknag, y WO 05/095352.

11) OopaTtkoBui cnocib ogepxaHHst cnonyk ¢o-
pmynu Id, sk onucaHo B 4), nonsrae y B3aeMogii cno-
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nyku cpopmynu VI, e R®iY € Takumu, ik BUSHAYEHO
suile, RP € Takum, sk BU3HAYEHO B 4), | M® asnse
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coboto rpyny, Taky sik MgCl, MgBr, ZnBr a6o Li,

R O-N
B
M—IL:Y 0
O-N
(VI
(1d)

3i cnonykoto popmynu IX, ge RY, R%, R®*i R* € Ta-
KMMM, SIK BU3HAYEHO BULLE, Y NMPUCYTHOCTI PO3pPiaXy-
Baya, Hanpuknag, edipy, Takoro sk AieTmnosumn ewgip
abo TeTparigpodypaH, y TemnepaTtypHOMy AianasoHi
Big -150 no 100°C, nepeBaxHo Big -80 oo 50°C i He-
000B'sI3KOBO B iHEPTHIN aTmMocdepi, Hanpuknag, aso-
Ty. Qucynedig dpopmynu IX moxHa ogepxatw in situ
abo oaepxxaTn OKPeMOo, Hanpukrag, OKUCITHOBaHHAM
Bi4NoOBIAHOro cynbiay, LWo, y CBOK Yepry, onvcaHe B
JP 2004/224714. MopibHi cnocobwu Bigomi B nitepa-
Typi ¥ onucaHi, Hanpuknag, y J. Chem. Soc. Chem.

R P
Xy - .
: E
Il
(le) 00

3 iHiuiaTopom papukanbHoi peakuii abo noro no-
nepegHuKoM i 3i cnonykoto dopmynm IX, sk onncaHo
Bii), HEODOB'A3KOBO B MPUCYTHOCTI OCHOBW, Hanpwu-
knag, cdocgary abo rigpodocdaty, Takoro Sk rigpo-
docdart HaTpito, kapboHaTy, Hanpuknag, kapboHaTy
kanito, kapboHaty HaTpito abo rigpokapboHaty Karnito,
HeobOB'AA3KOBO B MPUCYTHOCTI po3pigxyBaya, Hanpwu-
Knag, nomnsipHoOro po3yvHHKKA, Hanpuknag, soaun abo
N,N-gumetundopmamigy, abo ixHbOI Cymilli, y Tem-

RF' O-N
(1X)
XA —L:Y
N

3i cnonykoto cpopmynum X, sk onmcaHo B 11), y
NPUCYTHOCTI BiQHOBMIOBANbLHOrO areHTa, Hanpuknag,
rinpuay, Takoro sk 6oprigpug HaTpito, MeTany, Takoro
AK UMHK, abo rigpocynbdiTy, Takoro sik rigpocynbdit

Commun., 1991, 993-994, J. Chem. Soc. Perkin
Trans. 1992 (24) 3371-3375, J. Org. Chem., 1989
(54) 2452-2453.

12) OopatkoBun cnocib ogepxaHHs cnonyk ¢o-
pmynu Id, sk onmucaHo B 4), nonsrae y B3aemogii crno-
nyku copmynu lla, e R®iY e Takumu, ik BU3HAUYEHO
suwe, R® € Takum, sk Bu3HAYeHO B 4), | XC asnse
coboto hyHKUiOHanNbHy rpyny, sika Moxe OyTu Buny-
YeHa y BuAi paguvkany, Hanpvknag, ranoreHy, Takoro
sK 6pom abo xnop,

0—N
(id)

nepaTtypHomy gianasoHi Big -50°C go 180°C, nepe-
BaxkHO Big -20°C go 50°C, i HeO0DOOB'A3KOBO B iHEPTHIl
aTMocdepi, Hanpuknag, asoTy. Ak iHiuiatop paguka-
NbHOI peakuii abo nonepegHVKN MOXHa BUKOPWUCTO-
ByBaTu, Hanpwknag, AUTIOHIT HaTpito abo rigpokcume-
TURCyNbgiHaT HaTpito.

13) OopaTtkoBuid cnoci® ogepxaHHs crnomnyk ¢o-
pmynu Id, 9k onucaHo B 4), nonsrae y B3aemogii cro-
nykun cpopmynu Il, sk onncaHo B 7),

O—N

(Id)

HaTpito, HeOBOB'I3KOBO B MPUCYTHOCTI OCHOBM, Ha-
npuknag, rigpokcuay, Takoro $K rigapokcug Hatpito,
docdarty abo rigpodocdaTy, Takoro K rigpodoc-
dat HaTpito, abo amiHy, Takoro siKk TpUeTUnamiH, He-
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060B'AA3KOBO B MPWCYTHOCTI pO3pigKyBada, Hanpu-
Knag, BoaM, KACMOTW, Takol sk ouToBa kucrnota abo
XMOPUCTOBOAHEBA KUCNOTA, CNMPTY, TAKOro sk MeTa-
Hon, edipy, Takoro sik TeTparigpodypaH, abo iXHboi
cymiwi, y TemnepaTypHoMmy gdianasoHi Big -50 go
180°C, nepeBaxHo Big -20 go 50°C i HeoboB'A3kOBO B
iHepTHin aTMocdepi, Hanpuknag, a3oTy.

14) B ocobrnueomy Bunaaky, konu RP sasnse co-
6oto CieranoreHarnkin, 3okpema, nepdropankin, Ha-
npuknag, TpudTopmeTun, cnonyku dopmynu lll, ge Y
€ TakuM, sik onmcaHo Buwwe, | R® siBnsie cobolo Bo-
neHb, Cieankin, CisranoreHarnkin, MoXxHa nerko oge-
pXaTu B3aeMopiet0 KapbOoHinbHMX crnonyk dopmynu

92210 28

Xl, npe Y € Takum, sk onucaHo BuLLe, i R® aBnsie co-
6010 BoaeHb, Cieankin, Cji.eranoreHankin, 3 pearex-
Tom RP-XP, ne X° sBnsie coBow TpuankincuninbHy
rpyny, Hanpuknag, TPUMeTWNCwmin, y MNPUCYTHOCTI
iHiLuiaTopa, Takoro sk cine TOpy, Hanpuknag, gTo-
puay uesito, TeTpabyTunamoHindgTopmay abo dropu-
Ay Kanito, abo coni ankokcuay i HEO60B'A3KOBO PO3pi-
axysava, Takoro AK eqip, Hanpuknag,
TeTparigpodypaH, 1,4-giokcany, y TemnepatypHOMy
aianasoHi Big 0 go 100°C, nepeBaxHo Big -20 Oo
30°C, 3 yTBOPEHHSAM CUIiNOBaHOI MPOMIDKHOI CMOMyKM
dopmyru XIl

RB o P RP
X—R
—_— D, ————
0)\\, X oJrE—Y HO—}LTY
Xty {tin)

3BMYaHO cuninoBaHy MPOMIXHY CronyKy dop-
mynu Xl gecuninytotb 6e€3 BUAINEHHA N OYNLLEHHS B
NPUCYTHOCTi KUCNOTK, HaNpuKnag, XNopucTOBOAHEBOI
abo 6poMNCTOBOAHEBOI KMCIOTU ab0 OUTOBOI KMUCHO-
TW, i HEOOOB'A3KOBO B MPUCYTHOCTI AOAATKOBOrO PO3-
pifxyBaya, Takoro sk edip, Hanpuknag, TeTparigpo-
dypaH abo 1,4-giokcaH, MNOMAPHOrO PO34YMHHMKA,
Hanpwvknag, Bogn abo N,N-gumeTtundopmamigy, abo
IXHBOT CyMmiLi, y TemnepaTypHoMy Aiana3oHi Big 0 oo
100°C, nepeBaxHo Bia 20 go 30°C, 3 yTBOPEHHSM
cnonykn cpopmynu lll. Taki cnocobu Bigomi B nitepa-
Typi n onucaHi, Hanpuknag, y Chem. Rev., 1997, 97,
757-786; J. Am. Chem. Soc. 1989, 111, 393; J. Med.
Chem. 1992, 35, 641; J. Org. Chem. 1992, 57, 1124,
Cnonyky copmynu Il notim nigpatoTe B3aemopii 3i
cnonykoto dopMynu V, siKk onmMcaHo B 7), 3 o4epKaH-
HAM crnonykn dpopmynu Id, sik onncaHo B 8).

3aranbHi cnocobu oaepXxaHHs reTepoumnKivYHnX
NPOMDKHWUX CMONYyK

15) Cnonykun cdopmynu Il, sk onucaHo B 7), MOX-

Ha ogepxaTu B3aemogieto cnonyk dopmynu lll, sk
onucaHo B 8),

R R
HO*‘*‘( e X‘Ll—Y

R R

) ()

3 ranoreHyl4YuM areHToM, TakMM SIK XIIOpUCTUN
BOAEHb, BpomucTnii BoaeHb, Tpubpomia docdopy,
Tpuxnopug goccopy abo TioHinxnopua, ado C ankin-
, apun-, ranoreHankincynbQOHINXIopMaOM, TakUM SK
MeTaHCynNbMOHINXnopua, n-Tonyoncynb@oHinxnopua
abo TpudopmeTuncynbdoHinxnopua, abo 3 kKombiHa-
uieto TeTpabpomigy Byrneuto i TpudeHindocdiHy,
HeobOB'A3KOBO B MPWUCYTHOCTI iIHEPTHOIO PO3pimKyBa-
Yya, Hanpuknag, ranoreHoBaHOro BYrNEeBOAHI0, HaNpu-
Knag, auvxnopmetaHy, 1,2-amxnopetaHy abo TeTpax-
nopuay Byrneuto, eqipy, Takoro gk AieTnnosun egip
abo TeTparigpodypaH, abo KMCnoTu, Takoi sk oLToBa
KucnoTa, HeobOB'I3KOBO B MPWUCYTHOCTI OCHOBMW, Ha-
npuknaz, amiHy, Takoro sik TpueTunamiH, y temnepa-

TypHOMy Aiana3soHi Big -50 go 100°C, nepeBaxHo Bif
0 po 50°C. Taki cnocobu Bigomi B nitepaTypi  onu-
caHi, Hanpwvknag, y J. Med. Chem.2005 (48) 3438-
3442, J. Org. Chem., 2005 (70) 2274-2284, Org. and
Biomolecular Chem., 2005 (3) 1013-1024, Bioorg.
Med. Chem. 2004 (13) 363-384, Tetrahedron
Asymmetry 2004 (15) 3719-3722.

16) AnbTepHaTuBHO, cnonyku cdopmynu lla, ge R®
i Y e Takumu, ik Bu3HauveHo Buwe, RP € Takum, sk
BM3HaAYeHO B 4), i X aBnsie co6oro BiOXigHy rpyny,
Taky sk ranoreH, Hanpuknag, 6pom abo xrop, MOxHa
opepxatu

P p
R RV R
H+Y —— Xe—t—y
R RS

ean {Ita)

B3aemogieto cronyk coopmyrmXlll, ne R®i Y € 1a-
KUMU, SIK BU3HaueHo suwe, RP € Takum, sk BU3HaveHo
B 4), 3i cnonykamu cdopmMmynu Rll-XC, ne X® sBnse
coboto BiaxigHy rpyny, Taky Sk ranoreH, Hanpuknag,
Gpom abo xnop, i R™ asnse coboto YHKLOHamnbHY
rpyny, Lo Moxe OyTu BunydeHa 3 yTBOPEHHSAM X~y
BUMSAi pagukany, HeoboB'sI3KOBO B MPUCYTHOCTI po-
3pigKyBava, Hanpuknag, ranoreHoBaHOro BYrneBOA-
HI0, Hanpuknag, AuxnopmetaHy, 1,2-guxnopertany
abo TeTpaxnopwuay Byrneuto, edipy, Hanpuknag, TeT-
parigpodypaHy, abo apomaTuU4HOI CrosfyKu, Hanpu-
Knag, TOmnyorny, MOMSPHOrO PO3YMHHUKA, Hanpuknag,
auetoHiTpuny, N,N-gumetundopmaminy abo Boawm,
abo ixHbOi cymiwi. Peakujii 3BuyaiHO NpoBoOAsiTb Y
TemnepaTtypHoMy AianasoHi Big -50 go 120°C, nepe-
BaxkHO Big -5 go 100°C. Peakuii moxHa npoBoguTth
HeobOoB'A3KOBO B MPUCYTHOCTI CBiTNa i/abo iHiyiaTopa
paavkanbHOI peakuii, Takoro sK nepokcui, Hanpw-
knag, anbeHsoinnepokcna, abo a3ocnonyku, Hanpu-
knag, 2,2'-a3o6icizobytupoHiTpuny (AIBN). MNpuaatHi
cronyku copmynn R'™-XC BkniovaloTh cronyku, Ae
R asnse coboto CYKUMHIMigHY rpyny, Hanpuknag, N-
xnopcykuumHiMig i N-6pomcykumHimig. MogibHi cnoco-
O6u Bigomi B nitepaTypi # onwucadi, Hanpuknag, Yy
Tetrahedron, 1988 (44) 461-469; Journal of Organic
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Chemistry, 1981 (46) 679-686; J. Chem. Soc, Perkin
Trans 1, 1985 (6), 1167-1170.
17) Cnonykn dopmynu XVa, ge Y € Takum, §K
BM3HAYEHO BHULLE, MOXHa NEerko oaepxaTu
Q

-

HO
AV) {XVa)

B3aemogieto cnonyk cpopmynu XIV, ge Y € Takum,
AK BW3HAYEHO BULLE, i3 MPUAATHUM HeopraHiYHUMm
OKVCMIOIYUM areHTOM, TakuM SK nepmaHraHaT Karnito,
y MPUCYTHOCTI OCHOBM, TaKoi sik KapboHaTt HaTpito, y
npuaaTHOMY PO3UYMHHUKY, TakoMy siKk Boga. Peakuii
3BMYaANHO MNPOBOAATbL Yy TemrepaTypHOMy Aiana3soHi
Big 0 o 150°C, nepesaxHo Bia 80 go 120°C. MNogaibHi
cnocobu BigoMi B niTepatypi N onucaHi, Hanpuknag, y
J. Heterocyclic Chem. 1987 (24) 1275-79.

18) Cnonyku copmynu llla, e R® siBnsie co6oio
abo BogeHb Cieankini Y € Takum, ik onMcaHo BuLLie,
MOXHa ofiepxaTu

o H
&;y HO—{—-Y
-]

R® =3

H,C—Y

{X1) (Iha)

B3aemogieto cnonyk dopmynm Xl, ge R® sBnse
coboto abo BoaeHb Cigankin, i Y € Takum, sk onuca-
HO BuWLLE, 3 BiAHOBIIOBAINbHMM areHTOM, Hanpuknag,
rigpuaoM metany, Takum sk Aiisobytunantomorigpua,
niTinanomiHiirigpua, Goprigpua Hatpito, Goprigpua,
nitito abo gubopaH, HeoOOB'A3KOBO B MNPUCYTHOCTI
iHEepTHOro pO34MHHUKA, Hanpvknag, edipy, Takoro sk
aieTnnosun edip, 1,4-giokcaH abo TeTparigpodypaH,
CMMpTy, Takoro sik MetaHon abo etaHon, abo apoma-
TUYHOrO BYIMEBOAHIO, TAKOro siK TOnyorn. Taki peakuii

12

VI (X1%)

i RY asnse cobow BoaeHb, Ciigankin, Ci.
joranoreHankin, TetparigponipaH-2-inokcumeTun, Ci.
10@nKokcukapboHin, popmi n abo rpyny Q

R® (ﬁ )rn R\ &
—‘%—i—s R
& 1
e

Q)

ne RY, R% R% RYi R® € Takumu, sik BU3HaueHo
sule, R® € Takum, sk BU3HaYeHo B 4), | m € Takum, sk
OnncaHo BULLE, NepeBaxHo AopiBHIOE 0, MOXHa ofe-
pxaTtn B3aemogieto cnonyk cgpopmynu XVIII, ge R" e
TakvMM, SIKk BU3HAYeHO BuLle, 3i cnonykamu opmMmynum
XIX, ge R® i R € Takumu, sk BU3HAYeHO BULE, He-
060B'AA3KOBO B MPUCYTHOCTI KaTanisatopa, Hanpu-
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3BMYaANHO MPOBOAATbL Yy TemrepaTypHOMy AianasoHi
Big -50 go 100°C, nepesaxHo Big 0 po 80°C. Taki
cnocobwu BigoMi B niTepaTypi 1 onucaHi, Hanpuknag, y
Tetrahedron Asymmetry, 2004 (15) 363-386; J. Med.
Chem., 2002 (45) 19-31; Justus Liebigs Annalen der
Chemie, 1978 (8) 1241-49.

19) AnbTepHaTuBHO, crnonyku copmynu lllb, ne Y
€ TaK1M, sIK ONMCaHo BHULLE, MOXHA ofepXaTu

o H
}—Y - HO‘I—Y

R'*—0 H

Xv) T {iib)

B3aemogieto cnonyk popmynu XV, ge Y € Takum,
SK onucaHo Bulle, i R 2 9Bnsie co6oto BoaeHb abo Ci.
10aKiN, 3 BiQHOBMIOBANIbHUM areHToM, Hanpuknag,
rigpuaom metany, Takum sk giisobytunantomorigpua,
niTinaniomidiirigpua, Gopriapua Hatpito, 6Goprigpug,
nitito abo gubopaH, HeobBOB'A3KOBO B MPUCYTHOCTI
iHEpTHOro pO34MHHUKA, Hanpwknag, edipy, Takoro sk
Aietunosui edip, 1,4-giokcaH abo TeTparigpodypaH,
CMMpTY, Takoro sik MeTaHon abo etaHon, abo apoma-
TUYHOrO BYIMEBOAHIO, TAKOro sIK TONyorn. Taki peakuii
3BMYANHO MPOBOAATb Yy TemrepaTypHOMy Aiana3soHi
Big -50 oo 100°C, nepeaxHo Big 0 go 80°C. Taki
cnocobu Bigomi B niTepatypi 1 onucaHi, Hanpuknag, y
Tetrahedron Asymmetry 2004 (15) 3719-3722, J.
Med. Chem., 2004 (47) 2176-2179, Heterocyclic
Communications 2002 (8) 385-390, J. Antibiotics,
1995 (48) 1320-1329.

Cnocobu ofepXaHHS TpUasonbHUX MPOMIXKHUX
crnonyk

20) Cnonyku copmynun XXa abo cnonyku dop-
mynu XXb, oe R iR%¢ TakMMU, 9K BU3HA4YEHO BULLIE,

8 R?
[i'] N R + E]l N R"
Ne- N
| N
&

Knag, katanisatopa nepexigHoro metany, Takoro sk
CuCl, Cu, CuBr;, nopowok Mmigi, HeoboB'A3kOBO B
NPUCYTHOCTI PO3pifXXyBaya, TaKoro siK ranoreHoBaHui
BYrneBoAeHb, Hanpuknag, 1,2-guxnopetaH abo Tet-
paxnopua Byrneuto, edgipy, Hanpuknag, TeTparigpo-
dypaHy abo 1,4-giokcaHy, abo apomaTunyHoi crnony-
KW, Hanpuknag, Tonyony, CnupTy, Hanpuknag,
MeTaHorny, amigy, Hanpvknag, N,N-
anveTtundopmamigy, Boam abo ixHboi cymilli. Peakuii
3BMYANHO MPOBOAATbL Yy TemrepaTypHOMy AianasoHi
Big -50 go 200°C, nepesaxHo Big 0 go 160°C. Y 3a-
NeXHOCTi Big yMoB peakuii cnonykn copmynu XVa i
XVb moxHa ofepxaTu okpemo abo y BUrMsAi Cymilui
3 pisHMMK cniBBigHOWeEHHsAMU. [logibHi cnocobu Bi-
AOMi B niTepaTypi  onucaHi, Hanpwknag, y European
Journal of Organic Chemistry, 2004, 3789-3791;
Journal of Fluorine Chemistry, 2004 (125) 1415-1423;
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21) Cnonyku copmynu XXII, ge R® € Takum, sik

3

R N
N
U \ —

P R

N,

1) (X1X) (XAat)

MOXHa ofepxaTu B3aemogiero crnonyk dopmynm
XXI, ne P! aBnse coboro opraHiyHun dparmMeHT, SAKin
MOXHa BUOanuTu nicnga peakuii, 3i cnonykamu ¢op-
myru XIX, ae R® € Takum, sik BU3HaueHo Buue, i R* €
Takum, sk Bu3HadeHo B 20), He06OB'A3KOBO B NPUCYT-
HOCTI kaTanizaTtopa, Hanpuknag, karanizatopa nepe-
xigHoro metany, Takoro sik CuCl, Cu, CuBrz, nopoLuok
Migi, HeobOB'A3KOBO B MNPMCYTHOCTI po3pigxyBaya,
Takoro siK rarioreHoBaHWi BYINeBOAEHb, Hanpuknag,
1,2-auxnopeTtaH abo TeTpaxnopug Byrneu, edipy,
Hanpuknag, TteTparigpodypaHy abo 1,4-giokcaHy,
abo apomaTtu4yHOi CMonyku, Hanpuknag, Tomnyony,
CcnvpTy, Hanpuknag, MeTaHony, amigy, Hanpuknag,
N,N-gumetuncdopmamigy, Boagn abo iXHbOI CyMiLLi.
Peakuii 3BuuyaiHO nNpoBOAATbL Yy TemnepaTypHOMYy
aianasoHi Big -50 go 200°C, nepesaxHo Big 0 go
160°. Peakuis cnovaTKky Mpu3BOAMTb OO MPOMIKHUX
crnonyk dopmynn XXal i XXb1. Y 3anexHocTi Bif
yMOB peakuii cnonyku cdopmynm XXal i XXb1 ogep-
XylOTb Ookpemo abo y BuUrnagi cymillen 3 pisHUMUK
cnieeigHoweHHAMK. [Mpuaathi rpynu P BknoYaloTh
TPUanKINCUNInbHI rpynu, Taki Sk TpumeTuncunin, abo
HeobOB'A3KOBO 3aMillleHi OeH3unbHI rpynn, Taki K
O6eH3un abo 4-meTokcmbeH3nn. 3axucHy rpyny Buaa-
nsoTb abo in situ, abo npu ymoBax peakuji, abo Ha
okpewmin ctagii. MopibHi cnocobu Bigomi B niTepaTypi
1 onucaHi, Hanpuknag, y Molecular Diversity, 2003 (7)
171-174; J. Heterocyclic Chemistry, 1976 (13) 589-

RB

SN
N RE—XF N
Ii\\'Rm-——"—-——* OO .
N+ N

(o) {XXa}

ae R ¢ TakuM, sIK BU3Ha4yeHo BuLlle, i X aBnsie
coboro npuaaTHy BiOXigHY rpyny, Taky SK ranore,
Hanpuknag, G6powmig, xnopua abo nogua, kapbokcu-
nat, Takui gk auetat, abo ankincynsgoHar, Hanpu-
knag, metuncynbdoHaTt, abo apwuncynbgoHaTt, Ha-
npuknag, n-tonyoncynbdgoHaTt, Yy  MPUCYTHOCTI
OCHOBW, Hanpuknag, kapboHaTty, Takoro sik kapboHat
Kanito, rigpokcmay, Takoro K rigpokcua Kanito, rigpu-
4y MeTany, Takoro siK rigpva HaTpito, aMiHy, Takoro siK
TpuetTunamiH HeobOB'A3KOBO B MPUCYTHOCTI pO3pi-
OXyBaya, Hanpuknazg, edgipy, Takoro sik TeTparigpo-
dypaH, amigy, Takoro sk N,N-gumeTtundopmamia,
CNUpTY, TAKOro K MeTaHorn, aueToHiTpuny abo aue-
TOHY, abo iXHbOI cymili, i HEOOOB'A3KOBO B NPUCYT-
HOCTI KaTanisaTopa MiX(a3HOro nepeHeceHHs!, Tako-
ro sk TPUMETUIaMOHINGpoMia, y TemnepaTypHoMy
AianasoHi Big -120 pno 200°C, nepeBaxHo Big -20 go

R12 +

BW3HaAYeHo BULLE, i R2¢ Takum, K BU3HayeHo B 20),

ﬂ)Qth - . E%\ R
o

(Xp) (X1

592; WO 04/106324; J. Med. Chem., 2004 (47) 2176-
2179.

22) AnbTepHaTuBHO, crnonyku dopmynu XXII, gk
BU3Ha4YeHo B 21), MOXHa oepXaTu B3aeMOpi€to crno-
nyk dpopmynu XXIII,

R
R} /g,
+ _— N \ R"
Ms \ . Ny
[ H
Lo (XIX) (XX

ne MN; sBnsie cobolo HeopraHivHy cinb asvgy,
3BMYaNHO a3ug HaTpito, 3i cnonykamu dopmynu XIX,
AK BM3HadyeHo B 20), HEOOOB'SI3KOBO B MPUCYTHOCTI
po3pigxyBaya, Takoro sk AIMCO, Tonyon, aueToHIT-
pun, cnupT, Hanpuknag, eTtaHon, amig, Hanpuknag,
N,N-onmetundgopmamig, Boga abo ixHsa cymiw. Pea-
KUil 3BMYaANHO NpoBOAATbL Yy TemnepaTypHOMy Aiana-
30Hi Big -50 go 200°C, nepeBaxHo Big 0 go 160°C.
Mopi6Hi cnocobu Bigomi B niTepatypi n onucaHi, Ha-
npuknag, y US 6051717; Tetrahedron Letters, 2001
(42) 9114.

23) Cnonyku copmynu XXa, XXb i/fabo XXc, sk
onucaHo B 20), MOXHa odep)KaTh B3aEMOZIEI0 CNOMykK
Cbé)pMynl/l XXII, sk onucaHo B 21), 3i cnonykamu R’-

X5,
R’ 8
N
H/g‘RQ + [?%‘Ru
N RT/N\‘"N

Vs
by R (XXc)
80°C. Y 3anexHocTi Big ymMOB peakuii cnonyku ¢gop-
Mynn XXa, XXb i XXc ogepxytoTe okpemo abo y Bu-
rsaai cymiwen 3 pisHUMK cniBBigHOLWEHHAMKU. Taki
cnocobu BigoMi B niTepatypi N onucaHi, Hanpuknag, y
Bioorg. Med. Chem. Lett., 2004 (14) 2401-2405; WO
04/018438 and US 4,820,844.

24) CvHTesn 1,2,3-Tpmnasonis i ixHiX NnoxigHWx go-
6pe Bigomi B nitepaTypi, Tak, LOAO 3aranbHOro poar-
nagy ixHboro cuHTtesy, ams. Tome, A. C. Product
class 13: 1,2,3-Triazoles. Science of Sythesis (2004),
13 415-601, H. Wamhoff, 1,2,3-Triazoles.
Comprehensive Heterocyclic Chemistry (1984), 4A
669-733; W.-Q. Fan, A. Katritzky, 1,2,3-Triazoles.
Comprehensive Heterocyclic Chemistry Il (1996), 41-
127; B.B. Sharpless Synthesis, 2005 (9) 1514-1520;
K. Banert, European Journal of Organic Chemistry,
2005 3704-3714; V.P. Krivopalov, O.P. Shkurko,
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Russ. Chem. Rev. 2005 (74) 339-379; M. Begtrup,
Acta Chemica Scandinavica (1990), 44(10), 1050-7.
R.F. Coles, C.S. Hamilton, Journal of the American
Chemical Society (1946), 68 1799-801; M. Begtrup
Bull. Soc. Chim. Belg., 1988 (97) 573-597). Xu, Bo;
Mae, Masayuki; Hong, Jiyoung A.; Li, Youhua;
Hammond, Gerald B., Synthesis (2006), (5), 803-806.
Mae, Masayuki; Hong, Jiyoung A.; Xu, Bo; Hammond,
Gerald B. Organic Letters (2006), 8(3), 479-482.
Buckle, Derek R.; Rockell, Caroise J.M. Journal of the
Chemical Society, Perkin Transactions 1: Organic
and Bio-Organic Chemistry (1972-1999) (1982), (2),
627-30. Journet, Michel; Cai, Dongwei; Hughes,
David L.; Kowal, Jason J.; Larsen, Robert D.; Reider,
Paul J., Organic Process Research & Development
(2005), 9(4), 490-498. US 6051717.

Cnonyku copmynu | BianoBigHO 4O AaHOro BUHa-
Xo4y MOXHa BUMKOPUCTOBYBaATU K repbiuman B HEMO-
AndiKoBaHin opMi, SK OTpMMaHi Npu CUHTESI, ane ix
3BUYaNHO OopMyntoTbL Yy  repbiungHi  komnoawuuii
pidHMMKU crnocobamMun, BUKOPWUCTOBYHOYM  JOMOMIKHI
PEYOBMHU, Taki K HOCII, PO3YMHHUKN i NOBEPXHEBO-
aKTMBHI pe4yoBuHU. PeuenTypu MOXyTb ByTU B pi3HMX
disnyHMX popmax, y opMi NpUCKNKK, renis, amouy-
BarnbHUX MOPOLUKIB, OUCMEProBaHWX y BOAi rpaHyn,
AvcneproBaHux y Bodi TabneTtok, wuny4nx neneris,
KOHLEHTpaTIB, sIKi eMynbryloTbCH, MIKPOKOHLEHTpaTIB,
AKi eMynbryloTbCs, eMynbCii Macno y Bofi, TEKY4YnX
onin, BOOHWUX OUCNEPCIN, MacrnsHUX OUCMNEpPCinA, cyc-
NOeMynbCii, KancynbHUX CYCMNeHsin, rpaHyn, ski emy-
NbryTbCSA, PO3YUHHUX PIOVH, PO3YUHHUX Y BOLI KOH-
ueHTpaTiB (Bogow abo opraHiYHUM PO3YMHHMKOM, LLO
3MilLYETbCSA 3 BOAO, SK HOCIiS1), NPOCOYEHMX Nonime-
pHMX abo nniBOK B iHWWUX BigoMux copmax, Hanpu-
knag, 3 Manual on Development and Use of FAO
Specifications for Plant Protection Products, 5th
Edition, 1999. Taki kOMMNO3uLji MOXHa BMKOPUCTOBY-
BaTh sik GeanocepeaHbO, Tak i po3baBnaATK ix nepeg
BMKOPUCTaHHsAM. Po36aBnatv MoxHa, Hanpuknag,
BOAOMO, pigkummn gobpueamu, MikpoenemeHtamu, Gio-
NOriYHUMK opraHiamamu, onieto abo Po3UYNHHUKAMU.

Komnosuuii moxHa opepxatu, Hanpuknag, 3Mmi-
LWYBAHHSAM aKTMBHOMO iHrpefieHTa 3 AOMNOMIKHUMM
peyoBMHaAMWN ANS OAEpXaHHS KoMMosuuii y dopmi
ApibHonoapibHEHNX TBEPAUX PEYOBWH, FPaHyn, pos-
YMHIB, Ancnepcin abo emynbcCii. AKTUBHI iHrpeaieHTu
MOXHa TaKoX (POPMYFOBATK 3 iHLUMMU JOMNOMKHUMU
peyoBMHaMK, TakMMU K ApiGHonoapibHeHi TBepai
peYvoBMHU, MiHepanbHi Macna, pocnuHHi abo TBapuHu
mMacna, MmoandiKoBaHi pocnmHHi abo TBapvHU macna,
OpraHiyHi PO3YMHHUKM, BOAA, NOBEPXHEBO-AKTUBHI
peyvoBMHM abo ixHi kombGiHauii. AKTUBHI iHrpedieHTn
MOXYTb TakKOX MICTUTUCS B AyXe ApibHMX Mikpokan-
cynax, Wo cknagatoTecs 3 nonimepy. Mikpokancynum
MICTSITb @KTUBHI iHIpedieHTM B nopucTtoMy Hocii. Lle
0Aa€ MOXNUBICTb BUBINbHATUCA aKTUBHUM iHFpedieH-
Tam y cepefoBuvlle B KOHTPOMbOBAHMX KiMbKOCTSAX
(Hanpvknag, 3 NOBINbHUM BUMBINbHEHHAM). Mikpokan-
cynu 3BnyanHo matoTb giameTtp 0,1-500 MikpoH. BoHu
MICTATb aKTWBHI iHFPEeAiEHTN B KiNbKOCTi 6nn3bko 25-
95% no maci Big macu kancynu. AKTUBHI iHrpegieHTu
MOXYTb OyTM Yy hOpMi MOHOSMITHOI TBEPAOI PEYOBUHMU
abo y cpopmi ApibHMX YaCTMHOK y TBEPAiN PEYOBUHI
abo pigki gucnepcii, abo y dopmi npuaaTHOro pos-
4MHy. [HKancynto4di MembpaHu MICTATb, Hanpuknag,
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npupogHui abo CUHTETUYHWUIA KaydyK, Lentornosy,
CcTUpeH/byTagieHoBMIA cniBnoniMep, MNOMiakpUoHIT-
pvn, noniakpunaT, noniedipn, nomniamign, nomniceyo-
BMHW, noniypeTaHn abo ximiyHO moamdikoBaHi noni-
Mepu i KcaHToreHaTn kpoxmarnto abo iHwWi nonimepw,
Lo Bigomi paxiBuaM y AaHin ranysi. AnbTepHaTUBHO,
MOXHa YTBOPUTU OyXe APiOHI MiKpokancynu, y skux
aKTUBHWIA iHrpepieHT MicTuTbest y dopmi ApibHonoa-
PiGHEHNX YacTMHOK Ha TBepAin MaTpuli OCHOBHOI
peyoBuHK, ane MiIKpoKancynu cami He iHKancyniowTb-
cs.

[onomikHi pevyoBMHM, WO NigXxooaTb ANs opep-
XaHHSA KOMMO3WLin BiANoBiAHO OO AaHOro BMHaxody,
BacHe Kaxyuu BigoMi. AK pigKnx HOCIIB MOXXHa BUKO-
puycTOBYBaTW: BOAY, TOMyOr, KCWMOS, MNETPONenHuin
edip, POCNWHHI Onii, aUeTOH, METUNETUNKETOH, LMK-
NOrekCaHoH, aHrigpuam KucnoT, aueToHITpun, aue-
TOPEHOH, aminaueTar, 2-6yTaHoH, 6yTuneHkapboHar,
XNop6eH301, UMKNOreKkcaH, LMKIOrekCaHon, arkinosi
edipn ouTOBOI KMCNOTW, AiaueToHoBuiA cnvpT, 1,2-
ANXnopnponaH, dietaHonamiH, n-gietunbeHson, Adie-
TUNEHrNiKkonb, abuetar gieTuneHrnikono, 6yTUNoBun
edip AieTuneHrnikono, eTunosun eqip AieTuneHrni-
Konwo, metunosu ecdpip agietunenrnikonto, N,N-
anmetundopmamia, aumeTuncynbgokena, 1,4-
AiokcaH, AiisonponineHrnikonb, MetTunosui edip Aii-
3onponineHrnikonto, AnbeH3oaTt AMNPOMINEHTiKoNto,
OWMPOKCUTON,  ankinniponigoH,  etunauertar, 2-
eTunrekcaHon, etunexHkapbonat, 1,1,1-TpuxnopeTaH,
2-renTaHoH, anbda-niHeH, d-niMOHEeH, eTunnakrar,
eTuneHrnikonb, OyTUNoBuWi edip EeTUNEeHrniKonto,
METMUNOBUN edip €TUneHrnikonto, ramma-
OyTUpONaKkToH, rrilepwuH, rmiyeponaueTar, rniuepon-
Jiauerar, rniuepontpuaveTar, rekcagekaH, rekCuneH-
rnikonb, idoaminauerar, i3obopHinauerar, i300KTaH,
i30bOpoH,  i3onponin®eH3on,  izonponinMupucTar,
NaKTOHOBY KUCIMOTY, JlaypunamiH, Me3uTuUroKcua,
METOKCUMPONaHos, METUNI30aMINKeTOH, MeTuni3oby-
TUINKETOH, MeTunnaypart, MeTUIOKTaHoaT, MeTumo-
neart, MeTUNeHXnopua, M-KCUNOM, H-rekcaH, H-
OKTUNamiH, OKTalekaHOBY KUCOTY, OKTUNamiHaleTar,
OneiHOBY KWUCMOTY, onewnamiH, o-kcunon, deHon,
nonietuneHrnikons (PEG400), nponioHOBY KMCNOTY,
nponinnakrart, nponineHkapOoHaT, NPOMINEHriKonb,
MeTUNoBun edip NPONINEHrNIKoNo, N-KCUNon, Tony-
on, TpueTtundocdart, TPUETUNEHrnikonb, KCUNoncy-
NbOHOBY KUCMOTY, napadiH, MiHepanbHe Macro,
TpUXNopeTuneH, NepxropeTuneH, eTunaueTtaT, ami-
nauetat, GyTunauetaTt, MeTUNoBuin edip NponineHr-
niKomnto, MeTunoBui edip AieTUNEHrNIKOMN, MeTaHon,
eTaHon, isonponaHor, i cnupTn 3 BinbLL BUCOKOK MO-
NeKynapHO Macoo, Taki 9K aMinoBuin cnupT, TeTpa-
rigpocypypnnoBuin CNNpT, reKCaHos, OKTaHos, eTu-
NeHrnikonb, nponineHrnikons, rniuepon, N-metun-2-
niponigoH i nogibHi. Bogy, B ocHOBHOMY, BMOUpaTb
SIK HOCI ONS po3BeOEeHHSA KOHUeHTpartiB. lNpuaatHu-
MU TBEPAMMM HOCISIMU €, Hanpuknag, Tanbk, giokeua
TUTaHy, nipodpiniToBa rnNuHa, AIOKCUA KpeMmHito, aTa-
nynbritoBa rnuHa, Kiseneryp, niMecTtoH, kapboHaT
KanbLito, 6EHTOHIT, MOHTMOPUIIOHIT KarbLilo, Makyxa
0aBOBHSAHOrO HaCiHHA, MWweHW4YHe OOpOLUHO, COEBe
OopolHo, nem3a, AepeBHe OOPOLWHO, noapibHeHa
LuKapryna BOJIOCbKOro ropixa, nirHiH i nogibHi pevo-
BMHU, SIK onucyeTbes, Hanpuknag, y CFR 180.1001.

(c)i(d).
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Benuke 4yMcno noBepxHEBO-aKTUBHUX PEYOBUH 3
yCniXoM MOXHa BMKOPUCTOBYBATU K Y TBEpAUX, Tak i
B PIOKMX KOMMO3MLisiX, 0COBNMBO B TakmMx KOMMO3uLi-
AX, SIKi MOXXHa po36aBuTK HOCiEM nepen 3acTocyBaH-
HAM. [loBepXHEBO-aKTVBHI PEYOBMHU MOXYTb OyTn
aHIOHHUMW, KaTIOHHUMK, HeioHHUMK abo noniMepHU-
MM i iX MOXHa BMKOPUCTOBYBATU SIK eMyrbcudikaTo-
pu, 3MouvyBarbHi areHTM abo cycneHaylodi areHTw,
abo ans iHwWwux uinen. Tunosi NOBEpPXHEBO-aKTUBHI
peyoBMHM BKIKOYAlOTb, Hanpuknag, coni ankincynb-
dartiB, Taki AK gieTaHonamoHinaypuncynbsdgar; coni
ankinapuncynbgoHarTiB, Taki sk gogeumnnbeH3oncy-
NboHaT KanbLito; NPOAYKTU MpUEOHaHHA ankindge-
Hony/ankineHokcuay, Taki sik HOHiNndeHoneTokcunar;
NpoaYKTU NPUEAHAHHSA CNMPTY/ankineHoKkcuay, Taki sk
eTokcunaTt TPUAEeUUnoBOro CnupTy; Muna, Taki §K
cTeapaT HaTpilo; coni ankinHadTaniHcynbgoHaris,
Taki gk gnbytunHadTaniHcynbdoHaT; giankinosi edi-
pu  cynbOCYKUMHATHUX Cconen, Taki 9k aun(2-
eTnnrekcun)cynbgocyKumMHaT HaTpito; edipn copbiTy,
Taki gk copbiTonear; YeTBEPTMHHI aMiHK, Taki sk nay-
pUnNTpMMETUNaMOHINXNopna, edipn nonieTuneHrni-
KOS i XKMPHUX KMUCNOT, TaKi 9K nosieTunernikonbcre-
apar; 6nok  cniBnonimepwu eTuneHokcmay i
nponineHokecuay; i coni MoHo- i diedipis ankindgoc-
daTiB; a TakoX 40AAaTKOBI peYOBMHU, ONUCaHI, Hanpu-
knag, y "Mccutcheon's Detergents and Emulsifiers
Annual" MC PublishBg Corp., Ridgewood New
Jersey, 1981.

[JopaTtkoBi AOMOMDKHI peqoBMHM, AKi MOXHa BW-
KOpUCTOBYBaTN B MECTULMOHUX KOMMO3MLISX, BKITHO-
YatoTb iHriGiTopn Kpuctanisauii, moandikatopu B'A3-
KoCTi, cycneHayoui areHTw, GapBHUKN,
aHTUOKCMAAHTW, MIHOYTBOPIOOYI areHTu, CBITronor-
NHaYi, JONOMKHI PEYOBUHWN ANS 3MilLlYBaHHS, aHTU-
CMiHIOBaYi, KOMMMEKCOYTBOPIOBaYi, HeuTpanisyodi
abo 3miHtooYi pH peyoBuHu i Bydepw, iHribiTopu ko-
po3sii, 3analwHi pevyoBWHW, 3MOYYBarbHi PEYOBUHW,
nigcunioBadi 3axonfeHHs, MiKpoenemeHTn, nnacTtu-
ikaTopwm, rnigaHTn, nybpukaHT1, AUCNepcaHTu, 3ary-
CHUKW, aHTUpU3N, Mikpobiumamn, a Takox pigki i TBe-
pai fobpusa.

Komnosuuii BignoBigHO A0 AaHOro BMHaxody Mo-
XyTb AOAATKOBO MIiCTUTU Jo6aBKK, WO MICTATbL Macrna
POCITMHHOIO i TBAPUHHOIO MOXOMXKEHHSA, MiHeparnbHe
Macrno, ankinosi edipy Takux onin abo cymiwi Takmx
oniv i noxigHi onin. Kinbkictb macnsaHoi gobaBku B
KOMMO3uLii Bi4NOBIAHO A0 AaHOro BMHaxody 3Bu4an-
Ho cknagae Big 0,01 go 10%, 3 po3paxyHKy Ha CyMiLLll
ans obnpuckyBaHHA. Hanpwknag, macnaHy nobasky
MOXHa A0AaTu B po3nunioBad y OaxaHin KOHUEeHTpa-
Lii micna Toro, sik MPUroTOBMNEHA CyMmilw Ans po3nu-
neHHs. MNepeBaxHi MacnsaHi 4o6aBkn MICTATbL MiHepa-
NbHi Macna abo onii POCNWHHOINO MOXOOKEHHS,
Hanpvknag, pUUWHOBY Ofito, MacnvHoBy ornito abo
COHSILLIHWKOBY Oflil0, €MynbroBaHy pPOCAWHHY Oflito,
Taky 9k AMIGO® (RhoH-Poulenc Canada Inc), anki-
noBi ecbipy onin POCNNUHHOIO MNOXOAXEHHS, Hanpwu-
Knag, MeTunosi noxigHi, abo macna TBapuHHOro no-
XO[PKEHHS, Taki K pub'a4mn xmp abo SnoBuYNA Xup.
MepeBaxHi Ao6aBkM MICTATb, Hanpuknag, sk akTUBHI
KOMMOHEHTN B ocHoBHOMY 80% no maci ankinosux
edipiB pub'ayoro xupy i 15% no maci meTunoBaHoi
pancoBoi onii, a Takox 5% no Mmaci crtaHgapTHMX
emynbcudukaTopiB i MmogudikaTopie pH. Ocobnueo
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nepeBaxHi MacnsHi JobaBku MICTATb ankinosi edipu
Cs-Ca2 XMPHUX KUCMOT, OCOONMBO METUNOBI MOXiOHI
C12-C1g XUPHUX KMCNOT, Hanpuknag, MetTunosi edipn
NaypuHOBOI KMCNOTU, NanbMITUHOBOI KUCMOTW i onei-
HOBOI KUCMOTWU, LLO MalwTb BenunKe 3HayeHHsA. Taki
edipu Bigomi, sk metunnaypart (CAS-111-82-0), me-
Tunnanbmitat (CAS-112-39-0) i meTtunoneat (CAS-
112-62-9). TlepeBaxHUMX MOXIGHUMU METUIOBUX
edipiB xupHux kucnot € Emery®D2230 i 2231
(Cognis GmbH). Ui n iHwi noxigHi onin Bigomi 3
Herbicide Adjuvants, 5th Edition, Southern lllinois
University, 2000.

3acTtocyBaHHA | Aito MacnsHMx 0o06aBOK MOXHa
004aTKOBO NOMINWUTN KOMBiIHYBaHHSAM 3 MOBEPXHEBO-
aKTUBHUMW PEYOBUHAMMW, TaKUMMU SIK HEIOHHI, aHiOHHI
abo kaTioHHi noBepXxHEeBO-aKTUBHI peyoBUHW. [MpuK-
naguv NpuaaTHUX aHiOHHUX, HEIOHHMX | KaTiOHHUX no-
BEPXHEBO-aKTUBHMX PEYOBMH NepepaxoBaHi Ha CTo-
piHkax 7 i 8 WO 97/34485. T[lepeBaxHumun
NMOBEPXHEBO-aKTUBHNMY PEYOBMHAMMW € aHIOHHI NoBe-
PXHEBO-aKTUBHI pPeYOBUHW AoAeLmnOeH30cynbgo-
HaTHOro TMMNy, 0COBNMBO iXHi KanbLieBi Coni, a Takox
HEiOHHi MOBEPXHEBO-aKTUBHI PEYOBUHN €TOKCUNaTHO-
ro Tuny >xupHux cnuptis. Ocobnvea nepesara Bigga-
Ha eTokcunboBaHUM Ci2-Ca XMPHUM cnupTam, Lo
MatoTb CTyMiHb eTokcunoBaHHs Big 5 o 40. MNpwukna-
AaMy KOMEpPUINHO OOCTYMNHUX NOBEPXHEBO-aKTUBHMX
peyoBuH € Genapol Tunu (Clariant AG). Takox nepe-
B&)XHNMMW € CUINIKOHOBI NMOBEPXHEBO-aKTUBHI PEYOBU-
HK, ocobnMBO MoniankinokcugmoaudikoBaHi renta-
METUATPUIIOKCAHW, AKi KOMEPLINHO  OOCTYMH,
Hanpuknag, sk Silwet L-77®, a Takox nepdTopoBaHi
noBepxXHEBO-aKTUBHI pe4voBuHU. KoHUeHTpauis nose-
PXHEBO-aKTUBHUX PEYOBMH BIAMNOBIAHO OO0 CyMapHOI
KinbkocCTi nobaBku cknagae 3BumyanHo Big 1 oo 30%
no maci. MNMpuknagamm macnsHux [o6aBoK, WO Mic-
TATb CyMiLli onii i MiHepanbHOro macna abo ixHix no-
XigHUX 3 MNOBEPXHEBO-AaKTUBHUMU PEYOBMHAMU, €
Edenor ME SU®, Turbocharge® (Syngenta AG, CH)
abo Actipron (BP Oil UK Limited, GB).

Mpn OGaxaHHi, npuvBegeHi BuMLlE NOBEPXHEBO-
aKTUBHI PEYOBUHM TAKOX MOXHAa BUKOPUCTOBYBATU B
KOMMNo3uuisx cami no cobi, iHwuMmKn cnosamu, 6e3
MacnsHUx o0aBoOK.

Kpim TOro, gogaBaHHA OpraHiyHOro po34MHHMKA
[0 cymiwi mMacnsHa pob6aBka/nmoBepxHEBO-aKTUBHA
peyoBMHA MOXEe BHECTM BKNaj Yy AoOaTKOBE Mocw-
neHHa gii. NpuaaTHUMKM PO3YNHHUKAMN €, Hanpuknag,
Solvesso® (ESSO) abo Aromatic Solvent® (Exxon
Corporation). KoHUeHTpauis TakMx pO34MHHUKIB MOXe
cknagaTu Big 10 go 80% no maci Big cymapHoi macw.
MacnsHi go6aBku, WO NPUCYTHI B CyMiLli 3 PO3UYMHHU-
KOM, onucaHi, Hanpuknag, y US-A-4834908. Komep-
LiMHO gocTynHa MacnsiHa gobaska, onvcaHa B faHo-
My BWHaxofi, Bigoma 3a Ha3soio MERGE® (BASF
Corporation). JogaTkoBoto MacnsiHol fobaskoto, LWo
€ MNepeBaxHOK BIAMNOBIAHO OO OAHOro BMHAxoay, €
SCORE® (Syngenta Crop Protection Canada).

Ha popatok pno macnsaHux gobaBok, nepepaxo-
BaHNM BMLLE, 3 METOK MOCUNEHHA Aii KoMno3uuin
BiQNOBIAHO 4O AAHOrO BUMHAXO4Y TaKOX MOXHa goaa-
BaTM OO CyMiWi Ans pO3nNUEHHS KOMMNO3uWUil arnkin
nipon i goHiB (Hanpuknag, Agrimax®). TakoX MoOXHa
BUKOPWUCTOBYBATM KOMMO3WLIT CUHTETUYHUX r'paT, Ta-
KMX sIK moniakpunamia, nonieiHineHi cnonyku abo no-
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ni-1-n-meHTeH (Hanpuknag, Bond®, Courier® abo
Emerald®). Takox MoxHa gogaBaTu OO CyMiwi Ans
PO3MUIEHHST SIK MOCUIIOIOYOrO Ail0 areHTa PO3YMHU,
WO MICTATbL NPOMNIOHOBY  KWUCMOTY, Hanmpuknag,
Eurogkem Pen-e-trate®.

epObiunaHi komno3unuii 3BnyanHo MictaTb Big 0,1
0o 99% no maci, oco6nueo Bia 0,1 no 95% no maci
cnonyk cpopmynu | i Big 1 go 99,9% no maci ponomi-
XKHOI peyoBMHU, LLO MepeBaxHO Bkmwoyae Big 0 Oo
25% no maci noBepxHEeBO-aKTUBHOI pevoBuHU. Ocki-
NbKW KOMEPLiNHI NpogyKTu 6yayTb NEepeBaxHO ckna-
OaTncst B KOMNO3uUii y BUIMAAi KOHUEHTpATIB, CNOXU-
Bay 3BuMYanmHo Oyde 3acTocoByBaTM  PO3BEEHI
peLenTypu.

Hopma BHeceHHs crnonyk dopmynu | Moxe 3mi-
HIOBATMCS B LUMPOKUX MEXaXx i 3anexuTb Big npupoau
I'pPyHTY, cnocoby BHeceHHs (nepepd abo nicns nossu
cxofiB; Aes3iHdeKUia HaciHHSA, BHeceHHs B GOpO3Hy
HaCiHHA, 3aCTOCyBaHHA Ha HENiAroTOBNEHOMY I'PYHTI i
T. A.), CiNbCbKOrocnogapcbKoi KynbTypu, TpaBu abo
Oyp'aHy, 3 akum BegeTbcs 6opoTbba, nepeBaxarymx
KNiMaTU4HUX YMOB i iHLLIMX (paKTopiB, KepOBaHWUX CrMo-
CcOBOM BHECEHHS, 4HaCOM BHECEHHS i LiNbOBOK Kyrb-
Typoto. Cnonyku dopmynu | BignosigHo Ao AaHoro
BMHaxXO4y 3BMYaNHO 3aCTOCOBYHTb 3 HOPMaMW BHe-
ceHHss Big 10 go 2000r/ra, ocobnueo Big 50 Big
1000r/ra.

[MepeBaxkHi KOMNO3uLii MalTb, 30Kpema, HacTyn-
Hi cknaau (%=BigcoToK No maci)

EMynbrytoyi KOHLEHT-
paTu:
AKTVBHWI iHFpEai€EHT:

1-95%, nepeBaxHo 60-90%
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MoBepxHeBO-akTMBHA

peyoBMHa: 1-30%, nepeBaxHo 5-20%

Pigkun Hocin: 1-80%, nepeBaxHo 1-35%

MopoLlok:

AkTVBHWN iHrpedieHT: | 0,1-10%, nepesaxHo O0,1-
5%

TBepani Hocil: 99,9-90%, nepeBaxHo 99,9-
99%

KoHueHTpaTu-

CyCneHaii:

AKTUBHUN iHrpedieHT: | 5-75%, nepeBaxHo 10-50%

Bopa 94-24%, nepeBaxHo 88-
30%

[MoBepxHeBO-aKTUBHA

peYvoBuHa: 1-40%, nepeBaxHo 2-30%

3MouyyBanbHi NOPOLLKM:

AkTuBHUN iHrpedieHT: | 0,5-90%, nepesaxHo 1-80%

MoBepxHeBO-akTMBHA

peyoBMHa: 0,5-20%, nepeBaxHo 1-15%

Teepaun Hocin: 5-95%, nepeBaxHo 15-90%

paHynu:

AKTUBHUI iHrpeadieHT: |0,1-30%, nepeBaxHo 0,1
15%

TBepAaun Hocin: 99,5-70%, nepeBaxHO 97-
85%

HacTtynHi npuknagm gogaTKoBO iNOCTPYOTh, ane
He 0OMeXyloTb AaHUI BUHAXIA.

Mpuknagn komnosuuivi Ana repbiuungis dopmynm
| (%=% no maci)

F1. EMynbrytodi KOHUEHTpaTH a) b) c) d)
AKTUBHUN iHrpegieHT 5% 10% 25% 50%
HopeunnbeHsoncynbgoHaT KanbLito 6% 8% 6% 8%
Monirnikonesun edip puuUMHOBOI onii (36Monb eTuNeHoKcHAay) 4% - 4% 4%
MonirnikoneBui edip oktundeHony (7-8mMonb eTuneHokcmay) - 1% - 2%
NMP - - 10% 20%
Cymiw apomaTtuydHux ByrnesogHis Cq-Cqp 85% 78% 55% 16%
PosBeneHHAM BOOOK MOXHA ofepxaTun 3 Takux
KOHLIeHTpaTiB eMynbcii 6yab-akoi HeobXiaHOT KOHLEH-
Tpauii
F2. Po3ynHu a) b) c) d)
AKTUBHUN iHrpegieHT 5% 10% 50% 90%
1-meTokcm-3-(3-MeToKeUnponokcm)nponaH - 20% 20% -
Monietunenrnikons MW 400 20% 10% - -
NMP - - 30% 10%
Cywmiw apomatnyHux ByrneBogHiB Co-Cio 75% 60% - -
Po3uuHn nigxoasTe 4ns BUKOPUCTAHHA Yy BUrNSAI
MiKpoKpanerb
F3. 3moyyBaHi nopoLku a) b) c) d)
AKTUBHUN iHrpegieHT 5% 25% 50% 80%
JlirHocynbdoHaT HaTpio 4% - 3% -
Jlaypuncynbdat HaTpito 2% 3% - 4%
JiisobyTunHadTaniHcynbgoHaT HaTpito - 6% 5% 6%
MonirnikoneBui edip oktundeHony (7-8Monb eTUNeHoKCHay) - 1% 2% -
BucokogncneprosaHa KpeMHieBa Kucrnorta 1% 3% 5% 10%
KaoniH 88% 62% 35% -
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AKTVBHI iHrpedieHTn peTenbHO 3MilyloTb 3 [0-
NOMDKHUMW peyoBMHaAMW i CyMmill peTenbHO noapib-

92210

40

BaHi MOPOLLKK, SIKi MOXHa po36aBnsATM BoAOW, ANS
ofepxaHHAM cycneHsii byab-skoi HeobXxiaHOT KoHLe-

HIOOTb Ha npuaaTHii gpobapui, ogepxytoun 3Mo4y- HTpaUii.

F4. MNokpwuTi rpaHynu a) b) c)
AKTUBHUN iHrpegieHT 0,1% 5% 15%
BucokoancneproBaHa kpemHieBa KucnoTa 0,9% 2% 2%
HeopraHiynui Hocin (giameTp 0,1-1mm), Hanpuknag, CaCO; abo SiO, 99,0% 93% 83%

AKTUBHUIN IHFPEAIEHT PO3YMHAOTL Y METUNEHX-

nopuai i HAHOCATb Ha HOCIA PO3MUMAEHHAM, | PO3YUH-
HWK NOTIM YNaplooTb Y BaKyyMi.

F5. MokpuTi rpaHynu a) b) )
AKTVBHWI iHrpedieHT 0,1% 5% 15%
Monietunexrnikons MW 200 1,0% 2% 3%
BucokogncneprosaHa KpeMHieBa Kucnorta 0,9% 1% 2%
HeopraHiyHui Hocii (giameTp 0,1-1mm),Hanpuknag, CaCO; abo SiO; 98,0% 92% 80%

[pibHonoApIOHEHNA aKTUBHUI iHIPEdIEHT PiBHO-
MipPHO HaHOCHTb Yy MiKCepi Ha HOCIl, 3MOYeHUI nonie-

TUneHrnikonem. TakMM cnocobom OdepXyHTb

NMOPOLLKOBI MOKPUTI FpaHynu.

He

F6. EKCTpysilHi rpaHynu a) b) c) d)
AKTUBHUN iHrpegieHT 0,1% 3% 5% 15%
JlirHocynbdoHat HaTpito 1,5% 2% 3% 1%
Kap6okcumeTunuentonosa 1,4% 2% 2% 2%
KaoniH 97,0% 93% 90% 79%

AKTUBHWI iHIpedieHT 3MillyoTh | NoApiOHIOTL 3

poto. Cymill npecytoTb i NOTIM cyllaTh Y NOTOLi NOBi-

AONOMKHUMW pPeyOoBMHaMWM, i CyMill MPOCOYYIOTb BO- TPA.
F7. Mopowok a) b) c)

AKTUBHUN iHrpegieHT 0,1% 1% 5%
Tanbk 39,9% 49% 35%
KaoniH 60,0% 50% 60%

[OoTOBi OO0 BWKOPWUCTAHHA MOPOLLKUA OOEPXYHTb
3MilLlyBaHHAM aKTUBHOIO iHrpefieHTa 3 HociaMu i no-
ApiOHIOTL CyMilll y MpuaaTHin apobapui.

F8. KoHueHTpaTu-cycneHsii a) b) c) d)

AKTVBHWI iHrpedieHT 3% 10% 25% 50%
ETunenrnikonb 5% 5% 5% 5%
Monirnikonesun edip HoHiNdeHony (15mMonb eTuneHokcuay) - 1% 2% -
JlirHocynboHaT HaTpito 3% 3% 1% 5%
Kap6okcumeTunuentonosa 1% 1% 1% 1%
37% BOAHMI po34KnH hopmanbgerigy 0,2% 0,2% 0,2% 0,2%
Emyrnbcia cunikoHoBoro macna 0,8% 0,8% 0,8% 0,8%
Bopa 87% 79% 62% 38%

[pi6HoONoApIOHEHU aKTUBHWIA iHrpenieHT piBHO-
MipHO 3MiLLyOTb 3 AOMNOMDKHUMUW peyoBUHAMMW, Oaep-
XYIUM CyCMeH3ito-KOHLEHTpaT, 3 AKOI MOXHa ofep-
XaTn po3BEeAEeHHAM BOAOK CycneHsii  Byab-aKoi
HeobXigHOT KOHUEeHTpaLlii.

[aHnii BUHaxig HanexuTb TakoX A0 Cnocoby Ko-
HTPOIIO POCNMH, LLO BKIOYAE 3aCTOCYBaHHSA Ha poc-
nuHax abo Ha iXHbOMY FOKyCi rep6iumMaHo edekTuB-
HOI KinbkocTi cnonyku dopmynu | abo komno3uii, Wwo
MiCTUTb aHy Cromnyky.

[aHuii BMHaXxig HanexuTb TakoX OO0 Cnocoby iHri-
OyBaHHSI POCTY POCIMH, LLIO BKMOYAE 3aCTOCYyBaHHSA
Ha pocnuHax abo Ha iXHbOMYy mokyci rep6iunaHo

edheKTMBHOI KinbkocTi cnonyku cdopmynu | abo kom-
no3uuii, Wo MIiCTUTb JaHy CrOmyKy.

[aHun BMHaxig TakoX HaneXxutb OO CEeNeKTUBHO-
ro cnocoby 60poTbbu 3 TpaBamu i Byp'aHamn B Cinb-

CbKOrocnoaapcCbkunx KyrnbTypax KOPUCHUX POCITUH, O
BKIMOYAE 3aCTOCYBaHHA Ha pocnunHax abo Ha iXHboOMY
nokyci rep6iumaHoO eeKTUBHOI KiNbKOCTi  CMOMyKu
dopmynu | abo komnosumuii, Wo MICTUTb AaHy cnony-
KY.

Cinbcbkorocnogapcbki KynbTypu KOPUCHUX pOC-
TNNH, Y SKUX MOXHA BWKOPUCTOBYBATM KOMMO3WULIHO
BiQNOBIAHO OO0 OAHOr0 BMHAXoAy, BKMOYAKOTh 3Maku,
Hanpuknag, suMiHb i nweHuuto, 6aBoBHY, OniVHI Ky-
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nbTypW, KyKypyasy, puc, coei 606w, LykpoBuii Bypsik
i LLyKpOBY TPOCTMHY, 0COBNMBO 3naku i Kykypyasy.

Cinbcbkorocnogapcbki KynbTypu MOXYTb TaKOX
BKMOYATK AepeBa, Taki K nanbMoBi AepeBa, KOKOCO-
Bi NanbMK 1 iHLWI ropixoBi i NiaHW, Taki 9K BUHOrpag.

TpaBu i Oyp'aHn, 3 AkMMKM NOTpiGHO GopoTucs,
MOXYTb HanexaTtu sik 4O OOHOAONbHUX BUAIB, HaNpu-
knag, Agrostis, Alopecurus, Avena, Bromus, Cyperus,
Digitaria, Echinochloa, Lolium, Monochoria,
Rottboellia, Sagittaria, Scirpus, Setaria, Sida i
Sorghum, Tak i 0O OBOOONbHMX BWAIB, Hanpuknag,
Abbutilon, Amaranthus, Chenopodium,
Chrysanthemum, Galium, Ipomoea, Nasturtium,
Sinapis, Solarium, Stellaria, Veronica, Viola i
Xanthium.

3p0o3yMino, WO CinbCbKOrocnoaapchbKi KynbTypu
TakoX BKIMOYalOTb TaKi CiNbCbKOrocnoaapchki KynbTy-
pu, SIKMM LLenneHa TonepaHTHICTb 4o repbiumais abo
knacis rep6iumgis (Hanpwuknag, ALS-, GS-, EPSPS-,
PPO- i HPPD-iHri6iTopiB) ctangapTHMmMu cnocobamum
cxpellyBaHHS abo reHHot iHxeHepieto. MNMpuknagamm
CiNbCbKOroCnoAapChknx KynbTyp, SKUM LLEenneHa To-
NepaHTHICTb 40 iMiga3oniHoHIB, Hanpuknag, iMasamo-
KCy, CTaHZapTHMMKU crnocobamu CXpellyBaHHSs, € Cy-
pinuusa (kaHona). MNpuknaau cinbCbKOrocnoaapcbkux
KynbTyp, SKUM LUENneHa TonepaHTHICTbL A0 repbium-
4iB cnocobamu reHHol iHXeHepil, BKNoYalTb, Hanpu-
Knag, cTiviki go rmidocartis i rmodocnHaTiB KyKypy-
A35Hi COpTW, KOMEpUIHO AOCTYMHi nig TOpProBuMu
Haszsamu RoundupReady i LibertyLink.

Takox 3po3yMmino, WO CifbCbKOrocrnoaapcbKkumu
KynbTypaMu € Taki, SKUM nNpuLLenunu CTinKiCTb A0
WKiANMBUX koMax criocobamu reHHoi iHxeHepii, Ha-
npuknaa, Bt kykypyasa (cTiika 00 KyKypyA3sitHOro
MeTenuka), Bt 6aBoBHa (cTiika 4O 6aBOBHSAHOIO AOB-
roHocuka), a Takox Bt kapTonns (ctivika o konopaga-
Ccbkoro xyka). MNpuknagamu Bt KyKypyaswn € Kykypy-
A3saHi ribpuan Bt 176 NKg (Syngenta Seeds). Bt
TOKCWH € BinkoMm, Lo BUpOGNSAETLCS B NpUpOAi I'pyH-
ToBO OGakTepieto Bacillus thuringiensis. lMpuknagn
TOKCWHIB @ab0 TpaHCreHHWX POCHWH, 34aTHUX CUHTe-
3yBaTu Ui TOKCMHU, onucaHi B EP-A-451878, EP-A-
374753, WO 93/07278, WO 95/34656, WO
03/052073 i EP-A-427529. MNpuknagamu TpaHCreHHWX
POCINUH, WO MICTATb OoAMH abo Aekinbka reHis, LWO
KOAYIOTb iHCEKTULMAHY CTIMKICTb | eKcnpecyloTb OAnH
abo pekinbka TokcuHiB, € KnockOut® (kykypyasa),
Yield Gard® (kykypyasa), NucoTs33B® (6aBoBHa),
Bollgard® (6aBoBHa), Newleaf® (kapTonns),
NatureGard® i Protexcta®. lNnaHTn abo ix HacCiHHs
MOXYTb ByTK 9K CTilKi 4o repbiumngis, Tak i 0GHOYACHO
CTiViKi 1O MOiAaHHA KOMaxamu («3iCTUKOBaHi» TpaHc-
reHHi Bunagkn). Hanpuknag, HaciHHS MoXe maTtu 3aa-
THICTb ekcnpecyBaTu iHcekTuumaHun 6inok Cry 3,
nprvyoMy B TOW Xe Yac BOHO TorepaHTHe Ao rnidoca-
TiB.

Takox 3po3ymino, WO CinbCbKOrocnoaapCbKumMu
KynbTypamu € Taki, siki OTpUMaHi cTaHgapTHUMKM Cro-
cobamu cxpellyBaHHA abo reHHOI iHxeHepii i MalTb
Tak 3BaHi BUXigHi ocobnuBeocTi (Hanpuknag, noninwe-
HY CTabinbHICTb Npun 30epexeHHi, Binbl BMCOKY Xap-
YOBY LiHHICTIO | MepeBaXHU CMak).

Mnowi nig BMpOLLYBaHHS BKMNOYalOTb 3EeMII0, Ha
AKIN cinbCcbKorocnogapcbka KynbTypa BXe pocTe, i

92210 42

3eMrli, NpU3HayeHi Ans BUPOLLYBaHHS TaKnX CiNlbCbKO-
rocnoAapChbKnx KynbTyp.

Cnonyku opmynu | BignoBigHO 4O JAHOrO BUHa-
XOA4Yy MOXHa BMKOPWCTOBYBATW B KOMBiHaUIT 3 iHLLIMMUK
repbiumpamun. 3okpema, BaXIUMBUMK € HacTymnHi cy-
MiLwi cnonykun coopmynu |

Cywmiwi cnonykn copmynu | 3 S-meTonaxnopom
(549) i cnonykn chopmynu | 3 meTonaxnopom (548).

Cywmiwi cnonyku copmynu | i3 TpnasmHom (Ha-
npuknag, cnonyka cgopmynu I+ametpuH (20), cnony-
ka copmynu I+aTtpa3umH (37), cnonyka dopmynu
I+uiaHasuH (183), cronyka copmynu
I+gumeTameTpuH (259), cronyka dopmynum
I+meTpnby3uH (554), cnonyka dopmynu I+npomeToH
(665), cnonyka copmynu l+npomeTpuH (666), cnony-
ka cdopmynu I+nponasuH (672), crnonyka copmynu
I+cumasnH (730), cnonyka dopmynu |+cumeTpuH
(732), cnonyka copmynu |+TepbymeToH (774), cno-
nyka dopmynu I+tepbytunasuH (775), cnonyka dop-
Myrmu  |+TepbytpuH  (776), crnonyka dopmynu
I+TpuetasmH (831)). OcobnueBo nepeBaxHUMU € Cy-
Miwi cnonyku cdopmynu | 3 arpasmHom, MeTpuby3u-
HOM, NpomMeTprHOM abo 3 TepbyTnnasmHom.

Cywiwi cnonykn cdopmynu | 3 HPPD iHribitopom
(Hanpuknag, cnonyka dopmynu  I+isokcacnyton
(479), cnonyka dopmynu I+mesotpuoH (515), cnony-
Ka copmynu I+cynkoTpuoH (747), cnonyka dgopmynu
I+TemboTpuoH (CAS RN 335104-84-2), cnonyka ¢o-
pmynu [+TonpamesoH (CAS RN 210631-68-8), cnony-
Ka dopmynu I+4-rigpoken-3-[[2-[(2-
MeTokcieTokcu)meTun]-6-(TpudTopmeTn)-3-
nipuanHin]kap6oHin]6iumkno[3,2,1]okT-3-eH-2-0H
(CAS RN 352010-68-5), cnonyka opmynu [+4-
rigpokeu-3-[[2-(3-meTokcunponin)-6-(anudTopmeTn)-
3-nipnanHin]kapboHin]6iunkno[3,2,1]okT-3-eH-2-0H.

Cywiwi cnonyku doopmynu | 3 HPPD iHriGiTopom i
TPUA3NHOM.

Cywmiwi cnonyku cpopmynu | i3 rnicpocatom (419).

Cywmiwi cnonyku dopmynu | i3 rnidpocatom i
HPPD iHribiTopom (Hanpuknag, crnonyka copmynu

I+rnidocar+izokcadpnyton, cnonyka dopmynu
I+rnicdbocat+me30TpioH, crionyka dopmynu
I+rnichocat+CynkoTpuUOH, crionyka dhopmynu
I+rnibocat+TemMBOTPUOH, cronyka dopmynu
I+rnidpocat+TonpamesoH, cronyka dopmynu

I+rnicdbocar+4-rigpokeu-3-[[2-[(2-meTokcieTokcu)Me-
Tun]-6-(TpucpTopmeTnn)-3-nipnanHin]kapboHin]Giuuk-
Nn0o[3,2,1]oKT-3-eH-2-0H, cnonyka dopmynu
I+rnidhocat+4-rigpokcu-3-[[2-(3-meTokcmnponin)-6-
(amdTopmeTun)-3-
nipuamnHinlkap6oHrin]6iunkno[3,2,1]okT-3-eH-2-0H.

Cymiwi cnonykn copmynum | i3 rnrodocnHaTom
amoHito (418).

Cywmiwi cnonykn copmynum | i3 rrmodgocrmHaTom
amoHito i HPPD iHribiTopom (Hanpuknag, cronyka
dopmynu  I+rniodocmHaT  aMmoHito+izokcadnyTon,
crnonyka dopmynu I+rnogocuHaT amo-
Hilo+Me30TpuOH, cnonyka copmynu I+rnodocuHat
aMOHil0+CYNKOTPUOH, crionyka dopmynu
I+rntocpocmHaT amoHitlo+TeMBOTPMOH, cnonyka dop-
Mynu |+rngocnHaT amoHit+TonpamMesoH, crosyka
dopmynu  I+rnodocrHat  amoHito+4-rigpokeun-3-[[2-
[(2-meToKCieTOKCU)MeTWN]-6-(Tprd TopMeTUN)-3-
nipuanHinlkap6oHin]o6iumkno[3,2,1]okT-3-eH-2-0H,
cnonyka dopmynu  |+rnodocmHaTt  amoHilo+4-
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rinpokcu-3-[[2-(3-meTokcunponin)-6-(gudptopmeTnn)-
3-nipuanHin]kapboHin]6iumkno [3,2,1]oKkT-3-eH-2-0H.
Cywmiwi cnonykn dopmynu | i3 TpnasoniHOHOM
(Hanpuknag, cnonyka popmynu |+amikap6asoH (21)).
Cywmiwi cnonykn copmynu | 3 ALS iHribitopom
(Hanpuknag, cronyka dopmynu |+xnopcynbdypoH
(147), cnonyka cdopmynu I+umHocynbgypoH (154),
crnonyka cgopmynu I+xnopavcynammeTun (164), cno-
nyka copmynu |+etametcynsdypoHmetnn (306),
crnonyka copmynu I+dnasacynedypoH (356), cnony-
ka dopmynu Il+dopamcynbdypoH (402), cnonyka
dopmynu I+cdpnymetcynam (374), cnonyka cdopmynu
I+imazametabeHsmetun (450), cnonyka dopmynu
I+imazamokc (451), cnonyka dpopmynu I+imasanik
(452), cnonyka copmynu I+imazanip (453), cnonyka
dopmynun I+imasetanip (455), cnonyka dopmynu
I+hoacynbdypoHmeTunHaTpin (466), cnonyka dop-
Mynu l+meTtcynbdypoHmeTun (555), cnonyka gopmy-
nn  I+HikocynbdypoH (577), cnonyka copmynu
I+okcacynbdypoH (603), cnonyka  dopmynu
I+nipumicynbdypoHmeTnn (657), cnonyka dopmynum

I+npocynbgypoH (684), cnonyka copmynu
I+niputiobakHaTpii  (709), cnonyka  dopmynu
I+pumcynbdypoH (721), cronyka dopmMynu

I+cynbdocynbdypoH  (752), cnonyka chopmynu
I+TudeHcynsdypoHmeTun (tiametypoHmeTun) (795),
cnonyka dgopmynu I+tpuacynbedypoH (817), cnonyka
dopmynun I+TpnbeHypoHmeTnn (822), cnonyka dop-
Myrnu [+TpudnokcmcynbdypoHHaTpin (833), cnonyka
dopmynu I+TieHkap6asoH (BAY636)). Ocobnueo ne-
peBaxHUMK € cymilli cnonyku cdopmynu | i3 pnasa-
cynbdypoHoM, copamMcynbdypoHOM, dnymeTcyna-

MOM, imasanipom, imaseTanipom,
noacynbgypoHMeTUnHaTpiem, HIKOCYNb(PypOHOM,
pUMCYnbdypOHOM, TpUnokcmcynbypoHHATPIEM

abo 3 4-[(4,5-gurigpo-3-MeToKCu-4-MeTUN-5-0Kco)-
1H-1,2,4-tpnason-1-inkapboHincynsgamoin]-5-
mMeTunTiocpeH-3-kapboHoBoto kucnotot (BAY636).

Cywmiwi cnonykun copmynu | 3 PPO iHribitopom
(Hanpuknag, cnonyka cgopmynu l+domecadeH (401),
crnonyka dopmynu l+dnymiokcasunH (376), cnonyka
dopmynun |+cynbdeHTpasoH (749), cnonyka copmy-
nn l+etunosuii edip [3-[2-xnop-4-dTop-5-(1-meTnn-
6-TpudpTopmeTnn-2,4-aiokca-1,2,3,4-TeTparigponipu-
MifmnH-3-in)dpeHoken]-2-NipuannokcnlouToBi  KMCNOTU
(CAS RN 353292-31-6). OcobnvBo nepeBaxHUMU €
cymiwi cnonyku dopmynu | i3 nymiokcasmHom, cy-
nbgheHTpazoHoM abo eTunosum edipom [3-[2-xnop-4-
dpTOp-5-(1-MeTnn-6-TpudTopmeTnn-2,4-aiokca-
1,2,3,4-teTparigponipnmianH-3-in)heHokcun]-2-
NipYAMNOKCM]OLITOBO| KUCNOTHK.

Cywmiwi cnonyku cdopmMynu | 3 napaksatamxnopum-
aom (614).

Cywmiwi cnonykn cdopmynu | 3 neHgumeTtaniHom
(621) abo cnonyku copmynu | i3 TpudnypaniHom
(836). OcobnuBo nepeBaXHMMMU € CyMillli Cnomnyku
dopmynu | 3 neHgumeTaniHoOM.

Cymiwi cnonykn copmynu | 3 meTtamiTpoHOM
(521).

Cywmiwi cnonyku cpopmynu | 3 knomasoHom (159).

Cymiwi cnonyku copmynu | 3 meTasaxnopom
(524).

Cywmiwi crnonyku cdopmynu | 3 knogmnHadonnpo-
naprinom (156) a6o cnonykun dpopmynu | 3 niHokcage-
Hom (CAS RN 243973-20-8).
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[MapTHepu no 3MmiwyBaHHIO crnonyku copmynu |
MOXYTb Takox OyTu y Burnsagi edipis abo conen, sik
npuBeneHo, Hanpuknag, y The Pesticide Manual, 13"
Edition (BCPC), 2003. lMocunaHHa o rnodocuHaTty
aMOHIl0 TaKoX HanexaTtb A0 rmiodocnHaTy, nocunaH-
HS [0 KIopaHcynaMmeTusy TakoX HanexuTb 4o Kio-
paHcynamy, i nocunaHHa 4o nupuTiobakHaTpilo Takox
HanexwuTb Ao nipuTiobaky i T.4.

CniBBiOHOLIEHHSA KOMMOHEHTIB Yy CyMillli CNOMyKu
dopmynun | oo napTHepa no 3MillyBaHHIO CKnajae
nepesaxHo Big 1:100 go 1000:1.

Cymili MOXHa yCnilLHO 3acTOCOBYBaTW B NpuBe-
AEHUX BULLIE KOMNO3ULIAX (Y LUX BUNagKax "akTUBHUA
iHrpedieHT" HaneXxuTb A0 BiANOBIAHOI CyMilli CNOMYyKX
dopmynu | 3 napTHEPOM MO 3MiLLYBaHHIO).

Kpim Toro, cnonyku copmynu | BignosigHo A0
AaHOro BMHAXOAQy MOXHa TaKOX 3acTocoByBaTU B
KoMGiHauii 3 iHWnMK repbiumaamu: cnonyka gopmynm
I+aueToxnop (5), cronyka dopmynm
I+aundpnyopcenHaTpii  (7), crnonyka dopmynu
I+aknoHideH (8), cnonyka dopmynu |+akponein (10),
crnonyka copmynu I+anaxnop (14), cnonyka cgopmy-
nn  l+annokcugnum  (18), cnomyka  copmynum
I+aninosuit cnmpt (CAS RN 1 OTI 8-6), cnonyka d¢o-
pmynu I+amigocynbdypoH (22), cnonyka dopmynu
I+aminonipanig (CAS RN 150114-71-9), cnonyka ¢o-
pmynu I+amitpon (amiHoTpuason) (25), cnonyka ¢o-
pmynu I+cynbdamaT amoHito (26), cnonyka dopmynum
I+aHinodpoc (31), cnonyka dopmynu l+acynam (36),
cnonyka cpopmynu l+atpatoH (CAS RN 1610-17-9),
cnonyka cdopmynu I+asirniynH (39), cnonyka cdopmy-
nn |+asadpeHignH (CAS RN 68049-83-2), cnonyka
dopmynu I+asmmcynbdypoH (43), cnonyka dopmMmynu
I+BAS 800H (CAS RN 372137-35-4), cnonyka chop-
myrn 1+BCPC (CAS RN 2164-13-8), cnonyka cop-
Mynun |+6ednybytamig (55), cnonyka copmynu
I+6eHasoniH (57), cnonyka dopmynu |1+6eHkap6a3oH

(CAS RN 173980-17-1), crnonyka dopmynu
I+6eHdnypaniH (59), crnonyka dopmynu
I+6eHdypecar (61), cronyka dopmynu

I+6eHcynbgypoH-meTun  (64), cnonyka dopmynu
I1+6eHcynig (65), cnonyka dopmynu |1+6eHTasoH (67),
cnonyka ¢opmynu |+6eH3dbeHaizon (CAS RN
158755-95-4), cnonyka copmynu |+6eH306iLMKNOH
(69), cnonyka cpopmynu I+6eH3odeHan (70), cnonyka
dopmynun  [+6icdbeHokc  (75), cnonyka dopmynu
I+6inaHacpoc (6ianadpoc) (77), crnonyka dopmynu
I+6icnipubakHaTpin (82), cnonyka cdopmynu I+6opakc
(86), cnonyka copmynu |+6pomaumn (90), cnonyka
dopmynun  [+6pombytng  (93), cnonyka dopmynu
I+6pomcpeHokcum (CAS RN 13181-17-4), cnonyka
dopmynu 1+6pomokcuHin (95), cnonyka dopmMynu
I+6yTaxnop (100), cnonyka dopmynm
I+6yTadeHaumn (101), crnonyka dopmynu
I+6yTamichoc (102), cnonyka dopmynu |+6yTpaniH
(105), cnonyka dopmynu I+6yTpokcnamm (106), cno-
nyka cpopmynu I+6ytunat (108) , cnonyka cdopmynum
I+kakogunosa kucnota (CAS RN 75-60-5), cnonyka
dopmynu I+xnopat kanbuito (CAS RN 10137-74-3),
cnonyka dopmynu |l+kadeHctpon (110), cnonyka
dopmynu I+kapbetamig (117), cnonyka dopmMmynu
I+kapdeHTpasoHeTn  (121), cnonyka copmynu
I+CDEA (CAS RN 2315-36-8), crnonyka dopmynu
I+CEPC (CAS RN 587-56-4), cnonyka copmynu
I+xnopbpomypoH (CAS RN 13360-45-7), cnonyka
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dopmynn  +xnopdnyperonmetun (133), cnonyka
dopmynn I+xnopuaasoH (134), cnonyka dopmMynu
I+xnopumypoHetun  (135), cnonyka  dopmynu
I+xnopourtoBa kucnota (138), cnonyka copmynu

I+xnopTonypoH (143), cnonyka dopmynu
I+xnopnpodam (144), cronyka dopmynu
I+xnoptangumeTtun  (148), cnonyka  chopmynu
I+umHigoHeTUN (152), crnonyka dopmynu
I+umHmeTunin (153), cnonyka dopmynun l+uncaninia
(CAS RN  34484-77-0), cnonyka dopmynu

I+knedokcnamm (CAS RN 211496-02-5), cnonyka
dopmynu I+knetogum  (155), cnonyka dopmynm
I+knomenpon (160), cnonyka cdopmynu I+knonipania
(162), cnonyka cpopmynu [+CMA (CAS RN 5902-95-
4), cnonyka cgopmynu 1+4-CPB (CAS RN 3547-07-7),
crnonyka ¢opmynu 1+CPMF, cnonyka cdpopmynu |+4-
CPP (CAS RN 3307-39-9), cnonyka dopmynu
I+CPPC (CAS RN 2150-32-5), cnonyka dopmynu
I+kpeson (CAS RN 1319-77-3), cnonyka dopmynu
I+kyminypoH (180), cnonyka copmynu I+uiaHamig
(182), cnonyka cdopmynu |+uuknaninig (186), cnony-
ka dopmynu l+uuknoat (187), cnonyka dopmynu
I+umknocynbcpypoH  (189), cnonyka  dopmynu
I+upmknokenanm (190), cnonyka dopmynu
I+umxanodon-6ytun (195), cnonyka dopmynu 1+2 4-
D (211), cnonyka dpopmynu 1+3,4-DA (CAS RN 588-
22-7), cnonyka cdopmynu |+aaimypoH (213), cnonyka
dopmynun  I+gananoH  (214), cnonyka dopMynu
I+pasomeTt (216), cnonyka dopmynu 1+2,4-DB (217),
crnonyka opmynu 1+3,4-DB, cnonyka dopmynu
1+2,4-DEB (CAS RN 94-83-7), crnonyka dopmynu
I+pecmegudam (225), cnonyka dopmynu
I+gecmeTtpuH (CAS RN 1014-69-3), cnonyka dgopmy-
nm I+amkamba (228), crionyka dhopmynu
I+anxnobeHin (229), crornyka dopmynu
I+opTtogmxnopbeHson (CAS RN 95-50-1), cnonyka
dopmynu I+napa-gnxnopberson (CAS RN 106-46-7),
crnonyka dopmynu |+guxnopnpon (234), cnonyka
dopmynun I+auxnopnpon-P (235), cnonyka dopmynu
I+guknogonmetun  (238), cnonyka  copmynu
I+guknosynam (241), crnonyka dopmynu
I+gudpesokBatmeTuncynbdar (248), cnonyka dop-
mMynu I+andpnyderukam (251), cnonyka dopmynu

I+ondonydensonip  (252), cnonyka  copmynu
I+anmedypoH (256), cronyka dopmynn
I+anmeninepar (257), crnonyka dopmynu
I+anmeTaxnop (258), cronyka dopmMynu
I+gumeTeHamig (260), cnonyka dopmynu

I+gumeTeHamig-P, cnonyka dopmynu |+gumeTuniy
(261), cnonyka dopmynu I+kakogunosa kucnora
(264), cnonyka dopmynu I+auHitpamiH (268), cnony-
ka dopmynu |+gmHoTepb (272), cnonyka dopmynu
I+audpenamin (274), cronyka dopmynu
I+gunponetpuH (CAS RN 4147-51-7), cnonyka cop-
mynu |+gukeat amnbpowmig (276), cnonyka dopmynu
I+auTionip (280), cnonyka cdopmynu I+aiypoH (281),
cnonyka copmynu 1+DNOC (282), cnonyka dopmynu
1+3,4-DP (CAS RN 3307-41-3), cnonyka copmynu
I+DSMA (CAS RN 144-21-8), cnonyka dopmynu
I+EBEP, cnonyka copmynu l+eHgotan (295), cnony-
ka dopmynn [+EPTC (299), cnonyka copmynu
I+ecnpokap©® (303), cronyka dopmynu
I+eTandnypanin (305), cnonyka dopmynu I+etedoH
(307), cnonyka copmynu l+etodpymecat (311), cno-
nyka dopmynu I+etokcndeH (CAS RN 188634-90-4),
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cnonyka copmynu I+etokcudeH-etun (CAS RN

131086-42-5), crionyka dopMynu
I+eTokcucynbdypoH  (314), crnonyka  dpopmynu
I+eTobeH3aHig (318), cronyka dopmynu

I+cpeHokcanpon-p-etnun  (339), cnonyka dopmynu
I+cpeHTpasamig (348), cnonyka dopmynu l+cynbdar
3anisa (353), cnonyka dopmynu I+cnamnpon, cnony-
ka dopmynu l+dnamnpon-M (355), cnonyka dopmy-
nn  |+dnopacynam (359), cnonyka copmynum
I+cpnyasmdon-6ytun  (361), cnonyka  dopmynu
I+dpnyasmdon-P-6ytun  (362), cnonyka copmynum
I+dpnyasonat (isonponason) (CAS RN 174514-07-9),
cnonyka cpopmynu |+dnykapbasoHHaTpin (364), cno-
nyka dopmynm I+dnyuetocynsdypoH (CAS RN
412928-75-7), cnonyka copmynu I+cnyxnopaniH
(365), cnonyka dopmynu l+dnydeHauet (BAY FOE
5043) (369), cnonyka dopmynu |+dnydeHnipeTun
(371), cnonyka dopmynu I+cpnymetpanin (373), cno-
nyka dopmynu l+dgnymiknopak-neHtun (375), cnony-
ka cpopmynu I+dpnyminponin (pnyminponiv) (CAS RN
84478-52-4), cnonyka dopmynu |l+dpTOpMETYpOH
(378), cnonyka copmynu I+dpToprnikodeHeTun (380),
cnonyka cpopmynu I+dpnynokcam (CAS RN 119126-
15-7), cnonyka cpopmynu I+dpnynponaumn (CAS RN
120890-70-2), cnonyka copmynu |+dnynponaHaT
(383), cnonyka dhopmynu
I+cpnynupcynsdypoHmeTunHatpin - (384), cnonyka
dopmynu |+dnypeHon (387), cnonyka dopmMmynm

I+cpnypmnaoH (388), cronyka dopmynu
I+dpTopxnopnaoH (389), cnonyka dopmynu
I+cbnypokcunip (390), crnonyka dhopmynu
I+dpnypTamoH (392), crnonyka dopmynu
l+dpnytiauetmetun  (395), cnonyka  copmynu

I+cocamiH (406), cnonyka copmynu copmynu [+HC-
252 (429), masacynbdypoH (456), cnonyka cdopmynu
I+ingaHodaH (462), cnonyka copmynu I+nogmeTaH
(CAS RN 74-88-4), cnonyka copmynu [HokcuHin
(467), cnonyka dopmynu I+isonpoTtypoH (475), cno-
nyka cdopmynu I+izoypoH (476), cnonyka copmynu
I+i3okcabeH (477), cnonyka dopmynu
I+isokcaxnopton (CAS RN 141112-06-3), cnonyka
dopmynun I+izokcanipucpon (CAS RN 87757-18-4),
cnonyka copmynu |+kapbytunat (482), cnonyka ¢o-
pmynu  |+naktocbeH (486), cnonyka copmynu
I+neHaumn (487), cnonyka copmynu I+niHypoH (489),
crnonyka cdopmynun I+MAA (CAS RN 124-58-3), crno-
nyka cdopmynm I+MAMA (CAS RN 2321-53-1), cno-
nyka copmynu I+MCPA (499), cnonyka dopmynu
I+MCPA-Ttioetun (500), cnonyka c¢opmynu |+MCPB
(501), cnonyka copmynu I+mekonpon (503), cnonyka
dopmynun I+mekonpon-P  (504), cnonyka dopmynu
I+medeHaueT (505), cnonyka dopmynu
I+mednynang (507), cnonyka hopmynu
I+mesocynbdypoH-mMeTun (514), cnonyka dopmynu
I+metam (519), cnonyka dopmynn I+meTtamicon
(medbnyokcadpon) (520), cnonyka dopmynu
I+meTabeHaTiasypoH  (526), cnonyka  chopmynu
I+meTason (CAS RN 20354-26-1), cnonyka cpopmynu
I+meTunapcoHoBa kucnota (536), cnonyka cgopmynu

I+mMeTunanMpoH (539), crornyka dopmynu
I+meTunizoTiodiaHat  (543), cnonyka chopmynu
I+mMeToOeH3ypoH (547), crnornyka dopmynu

I+meTobpomypoH (CAS RN 3060-89-7), cnonyka ¢o-
pmynu l+metocynam (552), cnomnyka dhopmynu
I+meTokcypoH (553), cnonyka copmynu [+MK-616
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(559), cnonyka dopmynu I+moniHaT (560), cnonyka
dopmynun I+moHoniHypoH (562), cnonyka dopmynu
I+MSMA (CAS RN 2163-80-6), cnonyka dopmynu
I+HanpoaHania, (571), crionyka dopmynu
I+Hanponamig (572), cnonyka cdopmynu I+Hantanam
(573), cnonyka dopmynu |+HebypoH (574), cnonyka
dopmynu I+HunipaknogeH (CAS RN 99662-11-0),
crnonyka copmynu l+H-metunrnicdocaT, cnonyka ¢go-
pmynu |+HoHaHoBa kucrnoTta (583), cnonyka dopmynu
I+Hopdnypa3soH (584), cnonyka cdopmynu |+oneiHoBa
kucnoTta (kupHi kucnotu) (593), cnonyka dopmynu
I+op6eHkapb (595), cnonyka dopmMynu
I+opTocynbamypoH (CAS RN 213464-77-8), cnony-
ka copmynu Il+opusanii (597), cnonyka dcopmynu
I+okcagiaprin (599), cnonyka dopmynu I+okcagiazoH
(600), cnonyka dopmynu l+okcaunknomedoH (604),
cnonyka cdopmynu I+okcudpnyopdeH (610), cnonyka
dopmynun  |+nebynat (617), cnonyka dopmynu

I+neHokcynam (622), cronyka opmynu
I+neHTaxnopderHon  (623), cnonyka  dopmynu
|I+neHTaHoxnop (624), crnonyka dopmynu
|I+neHTokCa3oH (625), crnonyka dopmynu

I+neTokcamig (627), cnonyka cdopmynu |+neTponenHi
macna (628), cnonyka copmynu I+dpeHmenndam
(629), cnonyka cpopmynu I+niknopam (645), cnonyka
dopmynun I+nikoniHadeH (646), cnonyka dopmynu
I+ninepodoc (650), cnonyka dopmynu l+apceHiT ka-
nito (CAS RN 10124-50-2), cnonyka copmynu |+asmg
kanito (CAS RN 20762-80-1), cnonyka copmynm
I+npeTunaxnop (656), cnonyka dopmynu I+npogiamin
(661), cnonyka cdopmynu I+npocpnyason (CAS RN
190314-43-3), cnonyka dopmynu |+npodokcmamm
(663), cnonyka dopmynu I+nporekcagioH KanbLin
(664), cnonyka cdopmynu I+nponaxnop (667), cnony-
ka copmynu I+nponaHin (669), cnonyka dopmynu
I+nponakgizacon (670), cnonyka cdopmynu [+nponam
(674), cnonyka copmynu l+nponizoxnop (667), cno-
nyka cpopmynu |+nponokcukab3aHoHHATPIN (npokap-
6a3oHHaTpin) (679), cnonyka dopmynu I+nponisamig,
(681), cnonyka dopmynu l+npocynbdokapb (683),
cnonyka dopmynu I+nipaknoHin (nipasorin) (CAS RN
158353-15-2), cnonyka copmynu |+nipacnydeHetun
(691), cnonyka cdopmynu |+nipacynedgoton (CAS RN
365400-11-9), cnonyka copmynu |+nipasoniHat
(692), cnonyka dopmynu I+nipasocynbdypoH-eTun
(694), cnonyka dopmynu l+nipasokcudpeH (695), cno-
nyka cpopmynu I+nipnbensokcum (697), cnonyka do-
pmynu I+nipnbytukapb (698), crnonyka dopmynu
I+nipngagon (CAS RN 40020-01-7), cnonyka dop-

mynum  I+nipugat  (702), cnonyka  dpopmynu
I+nipudpranig (704), cronyka dopmynu
I+nipumiHo6akmetun  (707), cnonyka  dopmynu

I+nipumicynbcan (CAS RN 221205-90-9), cnonyka
dopmynu I+nipokcacynbgoH (CAS RN 447399-55-5),
crnonyka dopmynu I+nipokcynam (Tpudrnocynam)
(CAS RN 422556-08-9), cnonyka dopmynu
I+kBiHKnopak (712), cnonyka dopmynu |+kBiHMepak
(713), cnonyka copmynu |+ksiHoknamiH (714), cnony-
Ka copmynu I+keidanodon (717), cnonyka dgopmynu
I+kBi3zanodon-P (718), crionyka dhopmynu
I+cekBecTpeH, cnonyka dopmynun |+ceTokcmanm
(726), cnonyka copmynu I+cuaypoH (727), cnonyka
dopmynmn I+SMA (CAS RN 3926-62-3), cnonyka ¢o-
pmynu l+apceHit HaTpito (CAS RN 7784-46-5), cno-
nyka dopmynu I+asug Hatpito (CAS RN 26628-22-8),
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cnonyka dopmynu I+xnopat HaTpito (734), cnonyka
dopmynu I+cynbdomeTypoH-metun (751), cnonyka
dopmynu I+cynedocat (CAS RN 81591-81-3), cno-
nyka dopmynu l+cipyaHa kucnota (755), cnonyka
dopmynu I+aborTeoBi Mmacna (758), cnonyka copmy-
nn 1+2,3,6-TBA (759), cnonyka dopmynu [+TCA-
HaTpin (760), cnonyka cdopmynu I+Tebytam (CAS RN
35256-85-0), cnonyka dopmynu I+TebytnypoH (765),
cnonyka cdopmynu l+Tenpanokeuamm (771), cnonyka
dopmynun  I+tepbauun (772), cnomnyka opmynu
I+Tedpypuntpuon (CAS RN 473278-76-1), cnonyka
dopmynu I+TeHinxnop (789), cnonyka dopmynm
I+TugnasummH (CAS RN 123249-43-4), cnonyka d¢o-
pmynu I+tnasadpnypoH (CAS RN 25366-23-8), cno-
nyka copmynu l+Tiazonip (793), cnonyka dopmynu
I+Tio6eHkapb (797), cnonyka dopmynu
I+Tiokap6aumn (807), crornyka dopmynu
I+Tpankokcuaum (811), cnonyka dopmynu |+Tpranat
(816), cnonyka cpopmynu l+Tpmnasudpnam (819), cno-
nyka dopmynu Il+tpukamba (CAS RN 2307-49-5),
crnonyka cdopmynu l+Tpuknonip (827), cnonyka ¢op-
Mynu  I+TpudpnycynbdypoH-metun (837), cnonyka
dopmynu I+TpurigpokcutpuasmH (CAS RN 108-80-5),
cnonyka copmynu I+TpuHekcanak-etun (CAS RN
95266-40-3) i cnonyka copmMynu [+TputocynbdypoH
(843).

MapTHepw no cymiwli cnonyku popmynu | MOXyTb
Takox 6yTn y Burnagi edpipie i conen, gk npuBegeHo B
The Pesticide Manual, 13" Edition (BCPC), 20083.
MocunaHHs Ha auudnyopdeHHaTpIn TakoX 3acToCo-
BHe [0 auudnyopdeHy, i nocunaHHa Ha 6eHcynbdy-
POHMETMWI TakoX 3acCTOCOBHE A0 GeHcynbdypoHy i
T.0.

BigHoweHHsa komMnoHeHTa opmynu | o napTHe-
pa no 3miwyBaHHIO ckrnagae nepesaxHo Big 1:100 go
1000:1.

Cymiwi MOXHa 3 YyCniXOoM BUKOPWCTOBYBaTW B
3raflaHux BULLE KOMMNO3ULIAX (Y TOMY BUNAZKy «aKTu-
BHUM iHrpedieHT» HanexwuTb A0 BiAnNOBIAHOMoO CyMmiLli
crnonyku cpopmynu | i napTHepa no 3millyBaHHIO).

Cnonyky cdpopmynu | BignoBigHO 4O AaHOro BUHa-
XOAYy MOXHa TakoX BMKOPUCTOBYBaTWM B KOMOGiHaLji 3
oAHUM abo AaekinbkoMa aHTuaoTamMu. AHanoriyHo,
cymiwi cnonyku dopmynu |, BignoBsigHO A0 AaHOro
BMHaxody, 3 ogHvM abo pekinbkoma AoAaTKOBUMMMU
repbiumaamMmm MoxHa TakoX BMKOPUCTOBYBaTU B KOM-
biHauii 3 ogHMM abo gekinbkomMa aHTugoTamu. AHTU-
potamy moxyTb 6yt AD 67 (MON 4660) (11), 6eHo-
kcakop (63), knoksiHTOLEeTMETMA (163), LMOMETPUHIN
i BignosigHun (Z) isomep, unnpocynedamig (CAS RN
221667-31-8), gmxnopmig (231), deHxnopasonetun
(331), denxnopum (332), cnypason (386), dnykco-
deHim (399), dbypunason (413) i BignosigHn R i3o-
mep, i3okcagudeHeTun (478), medeHnipgietvn (506),
okcabeTtpuHin (598), HadpTaniHoBui aHrigpug (CAS
RN 81-84-5) i N-izonponin-4-(2-
mMeTokcnbeHsoincynsgpamoin)éensamiq (CAS RN
221668-34-4). OcobnuBO NeEpeBaXHUMU € CyMili
crnonyku | 3 6eHokcakopom (Hanpuknag, cnomnyka ¢o-
pmynu I+6eHokcakop). AHTUAOTH cnonyku dopmynu |
MOXYTb TakoX OyTu y Burnsagi egipis abo conen, sk
npueeaeHo, Hanpuknag, y The Pesticide Manual, 13"
Edition (BCPC), 2003. lNocunaHHa Ha KrOKBiHTOLET-
METWM TaKoX 3aCTOCOBHE [0 MNiTito, HaTpito, Kanito,
KanbLilo, MarHito, antoMiHito, 3anisy, amoHito, YeTBep-



49 92210 50

TUMHHOTO aMmoHito, ix cynbdoHieBoi abo docdoHieBOT
conen, sk onucaHo B WO 02/34048, i nocunaHHa Ha
heHxropa3oneTun TakoX 3acTocoBHe A0 cheHxnopa-
3ony i T. A. lNepeBaxHe BiAHOLIEHHSA B CyMilli cnony-
kn copmynu | go aHTmgoTa cknagatoTe Big 100:1 oo
1:10, ocobnueo Big 20:1 oo 1:1.

CyMilWwi MoOXHa 3 YycCnixomM BMKOPUCTOBYBATU B
NpuMBEAEHMX BULLE KOMMO3Muisx (y TOMy BUNagKy
«aKTUBHUIN iHrpedieHT» HanexuTb [0 BianosigHOl
cymiwi cnonykn copmynu | i aHtugora). MNepeBaxHi
cymiwi cnonykn copmynu | 3 goaatkoBumu repoium-
AaMu 1 aHTMAOTaMM BKIOYAOTh!

Cywmiwi cnonyku dopmynu | i3 TpnasmHoMm i aHTu-
OOTOM.

Cymiwi cnonykn cdopmynu | 3 rnichocatom i aHTu-
OOTOM.

Cywmiwi cnonykn copmynu | i3 rnodocmHaToMm i
aHTUAOTOM.

Cymiwi cnonykn copmynm | 3 isokcadnyTonom i
aHTMAOTOM.

Cywmiwi cnonykn copmynu | 3 idokcadnyTonom i
TPUA3nHOM i aHTUOOTOM.

Cywmiwi cnonykn copmynu | 3 idokcadnyTonom i
rnipocaTom i aHTMLOTOM.

Cymiwi cnonyku copmynu | 3 isokcacpnyTonom i
rnodocnHaTOM i aHTUOOTOM.

Cymiwi cnonykn dopmynu | 3 ME3OTPUOHOM i aH-
TMOOTOM.

Cywmiwi cnonykn dopmynn | 3 ME30TPUOHOM i
TPUA3nHOM i aHTUOOTOM.

Cywmiwi cnonykn dopmynu | 3 Me30TPUOHOM i
rnipocaTtom i aHTMLOTOM.

HO~y

‘/L("
H

lgpokcimiHoouToBy kucnoTy (npuknag Il) (107r,
1,2monb) po3unHsAnu B 1,2-aMmetokcietaHi (1,4n) i
Harpieanu go 70°C. Jogasanu nopuisimm npotsirom 1
roguHn npu 70°C N-xnopcykuuHimig (NCS) (320,4r,
2,4monb). PeakuinHy cymiw nepemiwysanu npu 70°C
npoTsarom 1 rogmHu. PeakuinHy cymilw oxonomKysanu
o 5°C i popaeanu rigpokapboHat kanio (535,
4,45vmonb) i Boay (54r). Y cycneHsilo BBogunu 2-
meTunnponeH (134,6r, 2,4monb) npotarom 20 XBUMWH
npu 5°C. PeakuiiHy cymiw HarpiBanu o KiMHaTHOI
TemnepaTtypuv i nepemillyBanu npu KiMHaTHIn Temne-
patypi npotarom 18 roguH. PeakuinHy cymiw Bunu-

H,C o
=
o Y

H,N
z H

HaTtpin (1,72r, 75MMOnb) po34YnHANM B MeTaHOni
(30mn) npu kiMHaTHIM TemnepaTypi. [NoBinbHO goaa-
Banu rigpokcuceyoBuHy (3,8r, 50mmonsb), notim go-
AaBanu no kpannsax eTtungumetunakpunat (6,4r,
50MMonb). PeakuiHy cymill BUTpUMYBanu npu Kim-
HaTHIn TemnepaTypi npotdrom 18 roguH. TeBepaun
3anvwok Buaananu inbTpyBaHHAM i pinbTpaT KOH-

1. NCS

N/
\ CH
b 2. KHCO,, is, C’)f 5
HC™ eH,

CH, O.__CH,

Cymiwi cnonyku copmynn | 3 Me30TPUOHOM i
rnogocnHaTOM i aHTMAOTOM.

Cywmiwi cnonykun dopmynu | i3 CynkoTprOHOM aH-
TngoTtom. Cymiwi cnonykn cdopmynu | i3 cynkoTpuo-
HOM i TPMA3NHOM i aHTMAOTOM.

Cywmiwi cnonyku cdopmynu | i3 CynkoTpuUoHOM i
rMugocnHaTOM i aHTUAOTOM.

Cymiwi cnonykn copmynu | i3 CynkoTPUOHOM i
rnodocnHaTOM i aHTUAOTOM.

HacTynHi npuknagm [oaaTtkoBo inMOCTPYOTh, ane
He OOMeXyoTb AaHWI BUHAXIA.

Mpuknagu ogepxaHHs

1) Cnocobn opepxaHHs
OUriapoi3oKca3onbHMX MNOXigHMX

Mpuknag 1l: OpgepxaHHSA rigpoKCiMiIHOOLTOBOI Ku-
cnotm

O  HN-OHHCI o
——
H H)\‘(
OH

oH

BoaHy rniokcunosy kucnoty (50% no maci)
(11,9vonb) i rigpoxnopua rigpokcunamiHy (627r,
9Monb) 3miwyBanu i koHueHTpyBanu. Joaasanu aue-
TOHITpUN (1n), po34nH oxonogxysanu o 5°C i cine-
TpyBanu. MaTo4yHMn po3vnH KoHUeHTpyBanu Ao 50%
06'emy, 3anuwanu Ha Hiv npy 5°C i NOBTOPHO iNbT-
pyBanu. Npouenypy nosToptoBanu Agivi. Teepai 3a-
nvwkun o6'egHyBany i Cylunnum, 3 ogepXXaHHAM TigpokK-
ciMiHOOLTOBOI KMCMOTU Yy BUrMAai Ginux kpuctanis
(546r, 68%).

Mpuknag 12: OpepxaHHs 3-xnop-5,5-aumeTun-
4,5-purigpoisokcasony

5,5-gumeTunn-4,5-

O_ CH,

Banu y Bogy (1,5n) i cymiw ekcTparyBanu rekcaHom
(3x500mn). OB'eaHaHi opraHiyHi ekcTpakTy NpoMmBa-
NN HACMYEHUM PO3YMHOM COfi, CyLIUNKU Hag cynbda-
TOM HaTpito i KOHLEHTpYyBanu. 3anvok neperaHsany,
3 oepXXaHHAM 3-xnop-5,5-aumeTun-4,5-
aurigpoisokcasony y Burnsagi piguHm (60,7r, 37,8%
BUXig).

"H-NMR (400Mrlu, CDCl3): 1,47 (c, 6H, Me), 2,92
(c, 2H, CHz) m. .

Mpuknag 13: OpepxaHHsi 5,5-
anMeTunisokcaniamH-3-oHy

NaOMe

O

LeHTpyBanu. 3anuvLLioK PO3YUHSANN Yy BOAi i nepemilly-
Banu npotarom 15 xBunuH, NOTiM gogasanu No kpan-
NsIX BOOHY XIIOPUCTOBOAHEBY kucroty (2M), ans nig-
KMCNEeHHs cymiwi. BogHwui pos3umH ekcTparyBanu
xnopodgopmom. OpraHiyHUM eKCTpakT npoMmMBanu
HaCM4YEHNM PO3YMHOM COMi, CYLUMNN Hag CynbdaTom
MarHito i KOHUeHTpyBanw, 3 ogepxaHHam 5,5-
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avmMeTunisokcaniamH-3-oHy y Burnagi 6inoi tBepaoi
peyoBuHM (2,8r, 49% Buxia).

'H-ampP (400Mrlu, CDCl3): 1,43 (c, 6H, Me), 2,58
(c, 2H, CHz) m. u.

Mpuknag 14: OpepxaHHs 3-xnop-5,5-aumeTun-
4,5-avrigpoisokcasony

0. CH PQCI, -

v
}fCHa

0O

CH

3
CH,

!
\
ci

5,5-OumeTunisokcanignH-3-oH (npuknag 13) (0,5r,
0,57MMOnb) poO34MHANM B OKcuxmopuai  docdopy
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(10Mn) i kun'aTUNU 3i 3BOPOTHUM  XONOAWUIBHUKOM
npoTsarom 5 roguH. PeakuinHy cymill KOHUEHTpyBanu i
3anuLLIOK PO3MNoainanu Mk BOAOK i AieTunoBumM eqi-
pom. ®a3u po3ainanu N opraHivyHy dasy npoMmmsanu
HacM4eHNM PO34YMHOM COfi, CyLINMN Hag cynbdaTom
MarHito i KOHUEHTpyBanu, 3 ogepxaHHaM 3-xnop-5,5-
imeTun-4,5-gurigpoisokcasony y BUMsA4i KOPUYHEBO-
ro, Teky4oro macna (0,4r, 69% Buxia).

Mpuknag 15: OpepxaHHa 2-(5,5-gumeTnn-4,5-
avrigpoidokcason-3-in)aucynsdigy

H,ci"/’{'\ NH HC  KCO, L, HSCM s
H,C S/U\NH e ° WCHS
2 N~y CH,
lgpoxnopug 2-(5,5-aumeTun-4,5- ETtvnosun edip 1-tpeT-6yTnn-1H-[1,2,3]Tpnaszon-
Avrigpoiskcason-3-in)isoTioce4oBunHM (29r, 4-kapbOHOBOI KUCNOTW BiAHOBMIOKTL, SK ONWCaHO B
138mmonb)  (oTpumaHun, sk onucaHo B WO npuknaai 16, 3 ogepxaHHam 1-TpeT-6yTun-1H-

06/068092) i kapboHat kanito (39r, 416mmonb) po3-
YnHANM B MeTaHoni (250mn) i gogasanu nopuisiMu
npu kimMHaTHin Temnepatypi nog (18r, 100mmorb).
PeakuinHy cymiw nepemilyBanu npu KiMHaTHIA TeM-
nepatypi npoTtaroM 1 rogvHu. PeakuiHy CyMill KOH-
LeHTpyBanu, 3anuwiok PO3YMHANM Yy BOAi i BOAHIN
CyMili ekcTparyBanu Aekinbka pasiB eTunaueraTom.
O6'eqHaHi opraHivHi ekCTpakT! NPOMUBanu BOAOHO i
HaCMYEHNM PO3YMHOM COMi, CYLUMNN Hag CynbdaTom
MarHito i KOoHueHTpyBanu, 3 ogepxaHHaMm 2-(5,5-
anmveTnn-4,5-gurigpoizokcason-3-in)gucynedigy y
BUrMsAAi 6nigo-xoBToi TBEpAoi peyoBuHu (14,1r, 78%
BUXig).

2) Cnocobu ogep>kaHHs TPMas3onbHUX NOXiAHMX

CuHTes etunoBoro edipy 1-TpeT-bytun-1H-
[1,2,3]tpnason-4-kapboHOBOI KMCMOTW oOnMucaHa B
Synthesis, 1985, 178-180.

Q. _on
F 0 LiAIH,
7\ T
N\{TI,N
CH

3

[o posuuHy niTinanomiHivrigpuay (2M y TIo)
(2,83mn1, 5,65mMmonb) y TeTparigpodypani (10mn)
aodasanu no Kpannsx po3ynH meTunosoro edipy 5-
dTopmeTun-2-meTtun-2H-[1,2,3]tpnason-4-
kapboHOBOi kncnotu (oTpumaHoi, sk onncaHo B8 WO
04/018438) (978wmr, 5,65MMmonb) y TeTparigpodypaHi
(10mn) npu 0°C. PeakuinHy cymiw HarpiBanu o Kim-
HaTHOI TemnepaTypu i nepemillyBany npu KiMHaTHIN
Temnepatypi npotarom 40 xBunuH. PeakuinHy Cymill
racunu nocnigoBHMM AogaBaHHAM Boau (200mkr),
BOAHOro rigpokcmay Hatpito (2M) (350mkn) i Boau
(400mkn). Ocap, Bupgananu inbTpyBaHHAM i inbT-
pat ynaptoBanu, 3 ofepxaHHam cymiwi 4:1 (5-
dpropmeTun-2-metnn-2H-[1,2,3]rpnason-4-
in)metaHony i (2,5-aumetun-2H-[1,2,3]rpnason-4-
in)metaHony y surnagi 6nigo-xoBToi piguHu (610wmr,
76% Buxig).

[1,2,3]tpnason-4-inJmetaHony.

"H-AMP (400MIu, CDCls): 1,65 (c, 9H, Me), 4,76
(c, 2H, CHy), 7,60 (c, 1H, CH) m. u.

1-tpeT-6yTvn-1H-[1,2,3]TpMazon-4-injlmetaHon
OpomytoTb, ik onucaHo B npuknagi |7, 3 ogepxaHHsaM
4-6pommeTun-1-tpeT-6yTun-1H-[1,2,3]tpnasony.

"H-AMP (400Mru, CDCl3): 1,65 (c, 9H, Me), 4,58
(c, 2H, CHy), 7,63 (c, 1H, CH) m. u.

CvHTe3 MeTunoBoro eqipy 5-(andropmertun)-2-
meTun-2H-[1,2,3]tpnason-4-kap6oHoBOT KMcnoTu
onucarHa B WO 2004/018438.

Mpuknag 16: OpepxaHHs
meTun-2H-[1,2,3]tpnason-4-in)metaHony i
anvetun-2H-[1,2,3]Tpuason-4-in)metaHony

(5-cpTOpPMETUN-2-
(2,5-

"H-AMP (400MIu, CDCls): 4,19 (a, 3H, Me), 4,83
(c, 2H, CHy), 5,52 (g, 2H, CHz) m. u.

'H-AMP (400MIy, CDCl3): 2,31 (c, 3H, Me), 4,11
(c, 3H, Me), 4,72 (c, 2H, CH3) m. u.

AHanoriyHy MeTOAMKY BUKOPWUCTOBYBanu 3 €Tu-
nosnm egipom 2-meTun-5-tpucptopmeTnn-2H-
[1,2,3]tpuason-4-kap6oHOBOT KMCNOTU (OTPUMAHOI, K
onncaHo B WO 04/018438) sk BuxigHy cnonyky, 3
ofepXKaHHAM (2-metun-5-TpucpropmeTun-2H-
[1,2,3]tpnason-4-in)meTtaHony.

"H-AMP (400MIy, CDCls): 2,03 (T, 1H, OH), 4,24
(c, 3H, Me), 4,84 (g, 2H, CH>) m. u.

Mpuknag 17: OpepxaHHs
pTopmeTun-2-metnn-2H-[1,2,3]Tpuasony i
6pommeTun-2,5-gumeTnn-2H-[1,2,3]Tpnaszony

4-6pommeTnn-5-
4-
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Cymiw 4:1 (5-dpTOpMETUN-2-MeTUN-2H-
[1,2,3]tpnason-4-in)metaHony i (2,5-gumetmn-2H-
[1,2,3]tpnason-4-in)metaHony (610mr, 4,21Mmonb)
(npuknag 16) posumHanu B gietunosomy edipi (10mn)
B aTtMocdpepi aproHy npwu KiMHaTHIi Temnepatypi i
aogaeanu Tpubpomig docopy (395mkn,
4,21mmonb). PeakuiliHy cymiw nepemiwysanu npu
KiMHaTHI TemnepaTypi npotarom 24 roguH. Peakuin-
HY CyMilll racunu 4oAaBaHHAM XONOAHOI BOAM i CyMiLl
ekcTparysanu Tpu pasu etunauetatoMm. O6'egHaHi
OpraHiYHi eKkcTpakTu MPOMMBanIM HacCUY4EeHUM pPO3YU-
HOM COfi, CyWIMnNn Hag cynbdaTtoM MarHito i KOHLEHT-
pyBanu, 3 ogepxaHHAM cymiwi 4:1 4-6pommeTnn-5-
dTopmeTun-2-metnn-2H-[1,2,3]tpnasony i 4-
6pommeTun-2,5-gumetnn-2H-[1,2,3]tpnasony y Bu-
NS4 )KOBTOrapsyoi piguHm (954wmr).

'H-AMP (400Mry, CDCls): 4,18 (g, 3H, Me), 4,57
(c, 2H, CHy), 5,51 (g, 2H, CH2) m. u.

'"H-AMP (400Mru, CDCls): 2,31 (c, 3H, Me), 4,11
(c, 3H, Me), 4,50 (c, 2H, CH>) m. u.

AHarnoriyHy MeToAuKy BUKOpUCTOBYBanm 3 (2-
meTun-5-tpucptopmetnn-2H-[1,2,3]tpnason-4-
in)MeTaHONoM siK BUXiZHY CMOMyKy, 3 ofepXXaHHsM 4-
6pommeTUn-2-meTnn-5-TpudptopmeTnn-2H-
[1,2,3]Tpnasony.

"H-AMP (400MIu, CDCls): 4,19 (c, 3H, Me), 4,49
(c, 2H, CHz) m. u.

Mpuknag 18: OpepxaHHs OKCUMY 3-
(MeTunrigpasoH)6yTaH-2-0Hy
H.C, CH.
H,C CH, MeNH-NH, 3 H 3
» (\
N
.0 Negy N\,]J OH
CH,

MoHookcum ByTaH-2,3-gioHy (2,6r, 25,8Mmonb)
po3uuHanu B etaHoni (100mn), noTim gogasanu npu
KiMHaTHIn  TemnepaTypi  mMetunrigpasud  (1,13r,
24 ,5mmonb). PeakuiiHy cymiw nepemiwysanu npwm
80°C npotarom 2 roguwH. JogaBanu meTvnrigpasuH
(0,6r, 12mmonb) i peakuiiHy cymiw nepemiwysanu
npy 80°C npotarom 1,5 roguH, noTiM Npu KiMHATHIN
Temnepartypi npotarom 48 roguH. PeakuiiHy cymill
KOHLEHTpYBanu, 3  OOEPXaHHSAM  OKcuMmy  3-
(meTtunrigpasoH)byTaH-2-oHy y BUrnagi 6nigo-xoBToi,
KpucTaniyHoi TBepaoi pedoBuHu (3,3r, 100% Buxig).

"H-AMP (400Mru, CDCls): 1,89 (c, 3H, Me), 2,11
(c, 3H, Me), 3,09 (c, 3H, Me), 4,8-5,3 (ywup.c, 1H,
OH) m. u.

Mpuknag 19: OpepxaHHa 2A5-tpumeTtun-2H-
[1,2,3]tpnason-1-okcmay

HyC CH, H,C CH,
H Cu,80,5H,0 H .
N\ N‘--OH M. /N“-O_
'}f nipaanu, nositpn ’F
CH, CH,

Okeum  3-(meTunrigpasoH)byTtaH-2-oHy  (3,3r,
25,8mmonb) (npuknag 18) posunHanu B TeTparigpo-
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H, CH,
dypaHi (135mn), noTiMm goaasany BOAHWIA NipUAWH
(15%) (157mn, 0,29monb), 3 HACTYMHUM A0AAaBaHHAM
cycneHnsii cynedaty wmigi (II) (15,7r, 62,8mmonb) y
BoAai (35mn). PeakuiiHy cymiw nepemiwysanv npwu
80°C npoTtarom 2 roguH, MOTIM OXONO4KyBanu OO0
KiMHaTHOI TemnepaTypu W ekcTparyBanu Tpu pasu
etunauetatom. OG'edHaHi opraHivHi ekcTpakTu npo-
mMuBanu BogHum cynbdartom Migi (1) (10%), cywmnm
Haa cynbaToM MarHil i KOHUeHTpyBanu. 3anuiiok
ouMLLanu KONOHKOBOK Xpomartorpacieto Ha cunikare-
ni (rpapieHT: MeTaHoN/ANXNOPMETaH), 3 oAepPXKaHHAM
2,4,5-tpumeTnn-2H-[1,2,3]Tpuason-1-okcugy 'y Bu-
rnsaai 6esbapsHoi pigunu (0,71, 21% Buxig).

'"H-AMP (400 Mlus CDCls): 2,19 (c, 3H, Me),
2,23 (c, 3H, Me), 3,93 (c, 3H, Me) m. u.

Mpuknag 110: OpepxaHHs 5-6pommeTunn-2,4-
Oumetnn-2H-[1,2,3]Tpmnason-1-okcmay

HC  CH, HBC>_(\BI,
7N NBS 7\,
N\N/N“O‘ - N\N/N"“O"

&n, &H,

N-BpomcykumHimig (NBS) (186mr, 1,0mmonb) i
2,2'-a306ici300yTmpoHiTPMNN (AIBN) (14wmr,
0,087mmonb) AogaBanu A0 po3ynHy 2,4,5-TpUMeTun-
2H-[1,2,3]tpnason-1-okcugy  (110mr, 0,87mmonb)
(npuknag 19) y tetpaxnopwuai Byrneuto (7mn). Peak-
UirHy cymiw HarpiBanu npu 70°C npotarom 1 roguHu,
noTiM OXOMNomXyBanu [0 KiMHaTHOI Temnepatypwu i
dinbTpyBann. PO34YMHHWK BUAANANN, 3 Of4epXaHHAM
5-6pommeTun-2,4-gumeTtnn-2H-[1,2,3]Tpnason-1-
oKcuay y BUrMsiAi KOPUYHEBOT CMOIN.

"H-AMP (400Mru, CDCls): 2,31 (c, 3H, Me), 3,95
(c, 3H, Me), 4,42 (c, 2H, CH>) m. u.

Mpuknag 111: AnbTepHaTuBHE oOOepXaHHA 4-
6pommeTun-2,5-gumeTnn-2H-[1,2,3]Tpnaszony

Hac}—(\Br HC, Br
PCl,
foNe ) 7\

N\I}J/N"‘O N\N/N
CH, Cl)i-l:i
5-6pommeTun-2,4-gumeTtnn-2H-[1,2,3]Tpnason-1-
okeug (4,83r, 23,3mmonb) (npuknag 110) po3unHanu B
TeTpaxnopuai Byrneuto (50mn), notim gogasanu no
Kpannax Tpuxnopug docdopy (6,8mn, 77,8monb).
Peakuiviny cymiw nepewmiwysanu npu 75°C npotsirom
2,5 roavH. PeakuinHy cyMmill racunu noBiNbHUM AO-
AaBaHHSAM [0 rapsyoi BOAM, NOTIM OXOnogxyBanw i
po3baensanu xonogHoto Bogoto. Pasn posginsnu i
BOAHY ¢hasy ekcTparyBanu [ABidi AWMXITOPMETaHOM.
O6'eqHaHi opraHiyHi ekcTpakTu npommBany BOAOH i
HaCM4YEHNM PO3YMHOM COMi, CYLUUNN Hag CynbdaTom
MarHito i KOHUEHTpyBanu. 3anuwoK o4nLLanu KOroH-
KOBOW xpomatorpadiieto Ha cunikareni (rpagieHT:
MeTaHoN/AMXIopMeTaH), 3 OfepKaHHAM 4-
6pommeTun-2,5-gumeTnn-2H-[1,2,3]Tpnason y surns-
ai>xo.Toi onii (1,471, 33% Buxia).
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'"H-AMP (400Mrlu, CDCls): 2,3 (c, 3H, Me), 4,1
(c, 3H, Me), 5,5 (c, 2H, CHz) m. u.

Mpuknag 112: OpgepxaHHa meTunosoro edipy 1-
(4-meTtokcmbeHann)-5-metun-1H-[1,2,3]Tpnason-4-
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kapboHoBOi kucnotu i meTtwunosoro edipy 3-(4-
mMeTokcnbeHsun)-5-metun-3H-[1,2,3]Tpnason-4-
kapboHOBOI KMCNOTU

o,
)
H
MG 0 s :
P NS CH, N cH
\ + h{\ 0" ®
\ + ———— N—N N—N
\ 0
CH, CH,
H,C—0 H,c—0

4-meTokcmMbeH3nnasng (0TpMMaHun, Sk onmcaHo,
Hanpuknag, y J. Chem. Soc, Perkin Trans. 1, 1982
(2), 627-630) (5,471, 33,6MMOMb) PO3YUHANM B TONY-
oni (20mn) i gogaBany Mo Kpannsax npy KiMHATHIN
Temnepartypi NpoTarom 5 XBWNWH MeTun-2-byTuHoat
(6,72mn, 67,1Mmonb). PeakuinHy cymiw HarpiBanu
npu 100°C npoTtsirom 14 rogmH. Po34nH oxonomxyBsa-
N 00 KIMHATHOT TemnepaTtypu i pO34MHHUK ynaptoBa-
nn, 3 ogepXaHHAM CBITNO-XKOBTOI PiAMHU, WO o4mLla-
N1 KOMIOHKOBOK XpomaTtorpadieto Ha  cunikareni
(rpapieHT: 0-50% eTunaueTaT y rekcaHi), 3 ogepxaH-
HAM CyMmiLi MeTunoBoro edipy 1-(4-meTokcnbeHsun)-
5-metnn-1H-[1,2,3]Tpnason-4-kapboHOBOI KUCMOTU i
meTunoBoro edipy  3-(4-meTokcubeHaun)-5-meTnn-
3H-[1,2,3]tpnason-4-kapboHOBOI KMCMOTWU Yy BUrNAgj
cBiTno-xoBToi onii (7,35r, 85% Buxia).

I3omep 1 (ocHOBHMI) '"H-AMP (400MTu, CDCls):
2,46 (c, 3H, Me), 3,79 (c, 3H, Me), 3,94 (c, 3H, Me),
5,47 (c, 2H, CHy), 6,82-6,88 (m, 2H, CH), 7,13 (g, 2H,
CH) m. u.

I3oMep 2 (HeocHoBHW) ‘H-AMP  (400Mru,
CDCls): 2,51 (c, 3H, Me), 3,77 (c, 3H, Me), 3,90 (c,

3H, Me), 5,80 (c, 2H, CHy), 6,82-6,88 (m, 2H, CH),
7,28 (g, 2H, CH) m. u.

AHanoriyHy MeTOAMKY BUKOPWUCTOBYBanmu 3 €Tu-
NOBUM eqipOM MEHT-2-MHOBOI KUCIOTU $IK BUXIOHOI
CMOnyKN, 3 oAepXaHHAM CyMmiwi eTunosoro edipy 5-
eTtunn-1-(4-metokcubenann)-1H-[1,2,3]rpnason-4-
kapboHoBOi kKucnoTtu n etunosoro edipy 5-etun-3-(4-
meTokcnbeHsnn)-3H-[1,2,3]Tpmazon-4-kap6oHOBOI
KMCNOTW.

I3omep 1 (ocHOBHUI) 'H-AMP (400MTu, CDCls):
1,00 (7, 3H, Me), 1,42 (1, 3H, Me), 2,88-2,96 (m, 2H,
CH,), 3,79 (c, 3H, Me), 4,42 (xB, 2H, CH>), 5,48 (c,
2H, CHy), 6,82-6,87 (m, 2H, CH), 7,14 (g, 2H, CH) m.
4.

I3omep 2 (HEOCHOBHWIA) 'H-amp (400MIu,
CDCl3): 1,29 (T, 3H, Me), 1,36 (1, 3H, Me), 2,88-2,96
(m, 2H, CHy), 3,78 (c, 3H, Me), 4,35 (kB, 2H, CH,),
5,81 (c, 2H, CH>), 6,82-6,87 (m, 2H, CH), 7,28 (g, 2H,
CH) m. u.

Mpuknag 113: OpgepxaHHa MeTunoBoro egipy 5-
meTun-2H-[1,2,3]tpnason-4-kapboHOBOI KNCINOTH

00
HSC H3 O H3 0
ey~ CH, s, =
e . l\\}q—m P CAN N" 35 0
CH, N~ CH,
HC—0 H,C—0

Cywmiw meTtunosoro edipy 1-(4-meTokcnbeHsun)-
5-metnn-1H-[1,2,3]Tpnason-4-kapboHOBOI  KUCOTU i
mMeTunoBoro ediipy  3-(4-meTtokcnbeHaunn)-5-meTtnn-
3H-[1,2,3]tpnason-4-kapboHoBOi KMCMOTW (NpuKnag
112) (7,35r, 28,6MMOnb) PO34MHSANMN B CyMillli aLeTOHi-
Tpun/soga  (9:1) (100mn) i popasanm  ue-
pin(lV)amoninHitpat (CAN) (31,4r, 57,2mmonb). Pos-
YMH nepemiwysBanu npu  KIMHATHIN  TemnepaTypi
npotsarom 16 roguH. Po3umHHMK ynaptoBanu i 3anu-
LIOK pO3Moainsnu Mk Bogow i etunauetatom. dasm
po3ainanu i BoAHy dasy ekcTparysanu ABidi BENMKO
KinekicTio etunavuetaTy. O6'egHaHi opraHivHi ekcTpak-

TM NPOMMBANM HaCWYEHUM PO3YMHOM COfi, CyLUUNN
Haf cynbdaTtoM MarHito i KoHueHTpyBanu. [lo 3anuw-
Ky gopasanu auxnopmetaH (50mnm), WO BUKIMKaB
BMNagaHHa Ginoro TBepporo ocagy (1,77r, 40% Bu-
xig). TBepAy pe4qoBUMHY BUAINANU QINbTPYBaHHSAM.
MaTouyHuiA po34MH ynaptoBanu i 3anuok 3HoBy 006-
pobnanu guxnopmetaHom (50mn). Lle npuBoguno go
BUMNagaHHs BinbLUOI KinbKOCTi Ginoro TBepaoro ocaay.
Ocag Bigainanu ginbTpyBaHHsAM i 06'egHaHi ocagwm
CyLUMnNK, 3 oepXXaHHsaM MeTUNoBoro eqipy 5-metun-
2H-[1,2,3]tpnason-4-kapboHoBoi kucnotu (2,6r, 59%
BMXia).
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"H-AMP (400Mru, CDCls): 2,62 (c, 3H, Me), 4,0
(c, 3H, Me) m. u.

AHanoriyHy mMeToauKy BUKOPWUCTOBYBamnu i3 Cymi-
L0 eTunoBoro edipy 5-etun-1-(4-meTokcmbeHsnn)-
1H-[1,2,3]Tpnason-4-kapboHOBOI KMCNOTU 1 €TUIOBO-
ro edipy 5-eTnn-3-(4-meTtokcnbenann)-3H-
[1,2,3]Tpnaszon-4-kapboHOBOT  KMCNOTWU, SK BUXIAHI
CMOMNyKN, 3 ofepXaHHAM eTuUnoBoro eqipy 5-etun-
2H-[1,2,3]tpnason-4-kapboHOBOI KMCNOTHU.

"H-AMP (400Mru, CDCls): 1,36 (T, 3H, Me), 1,42
(T, 3H, Me), 3,08 (kB, 2H, CHy), 4,44 (xB, 2H, CH3) m.
4.

Mpuknag 114: OpgepxaHHa MeTunoBoro egipy 2-
etun-5-metnn-2H-[1,2,3]1pnason-4-kapboHOBOI  K1C-
notu, Metunosoro edipy  3-etun-5-metun-3H-
[1,2,3]Tpnaszon-4-kapboHOBOT KMCNOTU | METUNOBOrO
edipy 1-etun-5-metnn-1H-[1,2,3]Tpnason-4-
KapboHOBOI KMCNOTU

CH, P g
I

N 0
. Tl

— N
NN CH, K,.COy XLt CHy

MeTunosuin ecbip 5-metun-2H-[1,2,3]tpnason-4-
kapboHoBoi kucrotn (1,77r, 12,6mmonb) (Npuknag
113) posunHann B N,N-gumeTtundopmamiai (12mn) i
aoaasanu npu 0°C etunnogug (16,3mmonb, 1,31mn) i
kapboHaTt kanito (2,26r, 16,3mmonb). PeakuinHy cy-
Mill HarpiBanu 0o KiMHaTHOI TemnepaTypu i nepemi-
LyBanu npoTarom S roguMH B atMocdepi as3oty. Pos-
YMH PO3MNOAINANM MK BOOOK i AieTUNoBuUM edipoMm.
da3u pos3ginanu, BogHy asy ekcTparyBanu [ABidi
BENMKOKO KinbkicTio aietunosoro edipy. O6'eaHaHi
OpraHiYHi eKkcTpaKkTu MPOMMBanIM HaCUY4EHUM pPO3YU-
HOM COfi, CyLUMNN HaL CynbdaToM MarHito i KOHUEHT-
pyBanu, 3 oepXaHHsM CyMmiLli MeTunosoro egipy 2-
etun-5-metnn-2H-[1,2,3]1pnason-4-kapboHOBOI  K1C-
notu, metunosoro edipy  3-etun-5-metun-3H-
[1,2,3]Tpnaszon-4-kap6oHOBOT KMCNOTU | METUNOBOro
egipy 1-etun-5-metun-1H-[1,2,3]tpnason-4-
kapOOHOBOI KMCcNoTK y BurnsAgi xxoetoro macna (1,10r,
52% Buxip).

I3omep 1 (ocHoBHWI) *H-SMP (400MIy, CDCla):
1,6 (1, 3H, Me), 2,52 (c, 3H, Me), 3,95 (c, 3H, Me),
4,45 (kB, 2H, CH3) m. u.

I3oMep 2 (cepegmit mo kinbkocti) ‘H-AMP
(400MTu, CDCls): 1,5 (T, 3H, Me), 2,54 (c, 3H, Me),
3,96 (c, 3H, Me), 4,73 (k8, 2H, CH3) m. u.

I3omep 3 (HEOCHOBHWIA) 'H-amp (400Mru,
CDCl3): 1,53 (T, 3H, Me), 2,6 (c, 3H, Me), 3,95 (c, 3H,
Me), 4,35 (kB, 2H, CHy) M. u.

AHarnoriyHy MeTOAMKY BMKOPUCTOBYBanu 3 e€Tu-
nosunm egipom 5-metun-2H-[1,2,3]Tpnason-4-
KapbOHOBO| KUCINOTKM AK BMUXiZHY CMOMyKy (OTpUMaHui,
AK onucaHo B npuknagi 112 3 etun-2-6ytuHoaty, 3
HaCTYNHWM BUOANEHHSIM 3aXMCHOI rpynu, sIK ON1caHo
B npuknagi 113) i isonponinioanaom sik peareHToMm, 3
ofepXaHHAM eTunoBoro edipy 2-isonponin-5-metun-
2H-[1,2,3]tpnason-4-kapboHOBOI KUCNOTK, €TUIIOBOrO
edipy 3-izonponin-5-metnn-3H-[1,2,3]tpnason-4-
KapOOHOBOI KUCNOTU 1 eTunoBoro edipy 1-isonponin-
5-metnn-1H-[1,2,3]Tpnason-4-kapboHOBOI KUCIOTH.

I3omep 1 (ocHoBHUI1) *H-AMP (400Mry, CDCls):
1,38-1,44 (m, 3H, Me), 1,56-1,63 (m, 6H, Me), 2,52 (c,
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3H, Me), 4,31-4,45 (M, 2H, CH>), 4,83 (cenT, 1H, CH)
M. u.

I3omep 2 (cepedHiii Mo kinbkocti) ‘H-SIMP
(400Mlu, CDClg): 1,38-1,44 (m, 3H, Me), 1,56-1,63
(m, 6H, Me), 2,53 (c, 3H, Me), 4,31-4,45 (m, 2H, CH>),
5,44 (cent, 1H, CH) m. u.

I3oMep 3 (HeocHoBHMI) ‘H-AMP  (400Mru,
CDClg): 1,38-1,44 (m, 3H, Me), 1,56-1,63 (m, 6H, Me),
2,59 (c, 3H, Me), 4,31-4,45 (m, 2H, CH>), 4,58 (cenr,
1H, CH) m. u.

AHanoriyHy MeTOAMKY BUKOPMUCTOBYBanmu 3 €Tu-
nosunm edipom 5-etun-2H-[1,2,3]Tpnason-4-
KapbOHOBOi KMCMOTWN AK BUXIOHY CMOMyKY i METUNNO-
OVOM SIK peareHTOM, 3 0fepXXaHHAM eTUIoBoro eqi-
py 5-etun-2-metun-2H-[1,2,3]tpnason-4-kap6oHoBOT
KUCMOTW.

"H-AMP (400Mru, CDCls): 1,32 (1, 3H, Me), 1,41
(T, 3H, Me), 2,95 (kB, 2H, CHy), 4,20 (c, 3H, Me), 4,42
(kB, 2H, CH3z) M. u.

AHanoriyHy MeTOAMKY BUKOPMUCTOBYBanmu 3 €Tu-
nosunm ecbipom 5-etun-2H-[1,2,3]tpnason-4-
KapbOHOBOI KMCMNOTU AK BUXiAHY CMONYKY i eTunnoau-
OOM SIK peareHToM, 3 OfepXXaHHAM eTurnoBoro edipy
2,5-gietun-2H-[1,2,3]tprason-4-kapboHOBOI KMCIOTW.

"H-AMP (400Mrwy, CDCls): 1,2-1,30 (M, 3H, Me),
1,35-1,45 (m, 3H, Me), 1,41 (T, 3H, Me), 2,95 (kB, 2H,
CHy), 4,38-4,44 (m, 4H, CH) m. u.

Edipun BigHOBMNIOBanu, sk onucaHo B npuknagi 16,
cnvpt Gpomy Bamnu, siKk onucaHo B npuknagi 17, i
OpOMMETUNbBHI NPOMIXHI CMOMYKU KOHAEHCYBanu, SK
onucaHo B npuknagi 139.

Mpuknag 115: OpepxaHHa eTunosoro edpipy 2-
andprtopmeTun-5-metun-2H-[1,2,3]tpnason-4-
kapboHOBOi kuMcnotTM W eTunosoro eqipy 3-
andpropmetun-5-metnn-3H-[1,2,3]tpnason-4-
KapOOHOBOT KNCMNOTH

CH, CH,

: CHF,C|
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CH, CHF,  CH,

lgpva Hatpito (60% cycneHsia B MiHepanbHOMY
macni) (570mr, 14,2mmonb) npomuBanu B atmocdepi
a30Ty i30rekcaHoM i cycneHayBanu B CyxoMmy TeTpari-
apodpypaHi (50mn) y Tpuropnin konbi, OcHalleHin
XONOAMIBHMKOM i3 CyxuMm nbogoMm. [logasanu no kpa-
nnax po3ynH  eTtunosoro  edpipy  5-metun-2H-
[1,2,3]tpnason-4-kapboHoBO| KMcnoTn (2r,
12,9vmonsb) (npuknag [13) y TeTparigpodypaHi
(10mn). PeakuiriHy cymill nepemiwyBanu npu KiMHaT-
Hin Temnepartypi npotarom 30 xBunuH. XnopaudTop-
MeTaH npornyckanu yepes posuuH npotsarom 10 xsu-
NWH | peakuinHy cymill nepemiwysany Npy KiMHaTHIN
Temnepatypi npotarom 1,5 roguH. binbly KinbkicTb
XxnopandTopmMeTaHy nponyckanu 4yepes po3ynH npo-
TATOM OEKINbKOX XBUMNWH i peakuiiHy Cymill nepemi-
wyBanu npotarom gopatkosux 1,5 rogmH. Peakuito
racunu [AoAaBaHHAM BOAM | CyMmill ekcTparyBanu
etunauetatom. OBG'egHaHi opraHivHi ekcTpakTu npo-
MWBanM BOAOIO i HACUYEHUM PO3YMHOM COfi, CYLUUMN
Haa cynbaToM MarHilo i KOHUeHTpyBanu. 3anuiiok
ouMLLanun KOroHKOBOK Xpomatorpadieto Ha cunikare-
ni (rpagieHT: eTunauetaT/isorekcaH), 3 oAepXaHHAM
eTnnosoro  edipy  2-audtopmeTtun-5-metnn-2H-

o e
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[1,2,3]Tpuason-4-kapboHoBoi  kucnotm (1,3r, 49%
Buxia) i cymiwi 1:2 etnnosoro egipy 2-anpTopmeTusn-
5-metnn-2H-[1,2,3]Tpnason-4-kapboHOBOI KMCNOTU 1
etunosoro  ecdipy  3-gudptopmeTun-5-metnn-3H-
[1,2,3]tpnason-4-kapboHoBoi kucnotn (250mr, 9%
BMXig).

I3omMep 1 (ocHoBHUIt) *H-AMP (400Mry, CDCls):
1,44 (1, 3H, Me), 2,80 (c, 3H, Me), 4,47 (k8, 2H, CH>),
7,64 (1, 1H, CHF2) m. u.

I3omep 2 (HEOCHOBHMWNI) 'H-AMP (400MTw,
CDCl3): 1,45 (1, 3H, Me), 2,60 (c, 3H, Me), 4,47 (xs,
2H, CHy), 7,33 (T, 1H, CHF32) m. u.

HG—, 9 hla
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CF, CH,

Etun 4,4,4-tpucptop-2-6yTHKapbokeunat
(oTpumanwmi BignosigHo go Organic Syntheses, 1992,
70, 246-55) (1,65r, 10,1mMmonb) AogaBanu 40 po3yu-
Hy 4-meToKkcnbeHsunasvay (OTpMMaHui, SK onmcaHo,
Hanpwuknag, y J. Chem. Soc, Perkin Trans. 1, 1982
(2), 627-630) (1,65r, 9,9vmonb) y Tonyoni (10mn) i
peakuiiHy cyMill nepemillyBanu npu KiMHaTHIR Tem-
nepatypi npotarom 16 roanH. Cymill KOHUEHTpyBanum
i 3anMWOoK ouMLanu KOMOHKOBOK XpoMatorpadqieto
Ha cwunikareni (rpagieHT: eTunauetaT/isorekcaH), 3
ofepxaHHam cymiwi 1,4:1 etunosoro edipy 1-(4-
MeToKcnbeH3un)-5-Tpudtopmetun-1H-
[1,2,3]Tpnaszon-4-kapboHOBOT KUCIOTU N €TUNOBOrO
egipy 3-(4-meTokcnbeHsun)-5-tpucptopmeTnn-3H-

Hac\/O 0

., —~CF. =
\ ey

N~ N—N,

H,c~0 H,Cc—0
CymiLu 1,4:1 €TUNoBOro edipy 1-(4-
MeToKcnbeHsun)-5-Tpudtopmetun-1H-
[1,2,3]Tpnason-4-kapboOHOBOT KUCIOTU N €TUINOBOTO
edipy  3-(4-metokcnbeHaun)-5-tpucptopmeTnn-3H-
[1,2,3]Tpnason-4-kapboHOBOT KWUCNOTU (2,85r,
8,66MMonb) (Npuknag, 116) po3unHanu B TpudTOpoL-
ToBi kucnoti (TFA) (15mn) i cymiw HarpiBanu npu
60°C npoTtaroM 2 roauH. PeakuiHy cymill KOHLUEHT-
pyBanu i 3anuLloK o4uLLany KONOHKOBOK Xpomator-
padieto Ha cunikareni (rpapieHT: meTa-
Hon/gmxnopmMeTaH), 3 oAepXXaHHAM eTUNoBoro eqdipy

ji;/‘f
/
Z TFA N\ /

CH
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Edipn BigHOBRIOBanu, sik onucaHo B npuknagi 16,
cnuptu 6GpomyBanu, sik onucaHo B npuknagi 17, i 6po-
MMETUIbHI NPOMDKHI CMOMNYKN KOHAEHCYBanu, sk onv-
caHo B npwuknagi 139.

Mpuknag 116: OpgepxaHHsa eTunosoro edipy 1-(4-
MeToKcnbeH3un)-5-Tpudtopmetun-1H-
[1,2,3]Tpnaszon-4-kapboHOBOT KUCNOTU W €TUINOBOro
eqipy 3-(4-meTokcmbeHsun)-5-tpucptopmeTnn-3H-
[1,2,3]Tpnason-4-kapboOHOBOT KNCIOTH

H.C

R

(o]
F3 O
N 5~ CF, e
k\ + I\ 0
N— N—N k
CH,

3

He-C H,C—©

[1,2,3]Tpnason-4-kapboHoBoi kucrnotn (2,85r, 87%
BUXia).

Isomep 1 (HEOCHOBHWI) 'H-AMP (400MTw,
CDCls): 1,4 (1, 3H, Me), 3,8 (c, 3H, Me), 4,4 (kB, 2H,
CHy), 5,85 (c, 2H, CH>), 6,9 (g, 2H, CH), 7,35 (g, 2H,
CH) m. u.

I3omep 2 (oCHOBHUN) 'H-amp (400Mrlu, CDCl3):
1,4 (1, 3H, Me), 3,8 (c, 3H, Me), 4,45 (kB, 2H, CHy),
5,7 (¢, 2H, CHy), 6,85 (A, 2H, CH), 7,2 (g, 2H, CH) m.
4.

Mpuknag 117: OpepxaHHa eTtunosoro edipy 5-
TpudTopmeTun-2H-[1,2,3]tpnason-4-kapOboHOBOI  Kn-
cnotm

N—N 2
H
CH

3 3

5-tpudbtopmeTun-2H-[1,2,3]rpnason-4-kapboHoBoi
kncnotu (1,75r, 96,6% Buxia).

'"H-AMP (400Mru, CDCls): 1,4 (1, 3H, Me), 4,5
(kB, 2H, CHy), 12,2-12,6 (ywwup.c, 1H, NH) m. 4.

Mpuknag 118: OpepxaHHa eTtunosoro edipy 2-
MeTun-5-tpucdtopmetmn-2H-[1,2,3]tpnason-4-
kaboHOBOI KucroTW, etunoBoro edipy 3-meTtnn-5-
TpudbTopmeTun-3H-[1,2,3]Tpuason-4-kapboHoBoi  ku-
CcnoTu 1 eTunosoro edipy 1-meTun-5-TpudpTopmeTuns-
1H-[1,2,3]rpnason-4-kapboHOBOI KMCNOTK
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F3
P

CF,
A
NN

Mel
(8]
N-N E K,CO, {
CH, Me CH,
ETnnosun edip 5-TpudptopmeTnn-2H-

[1,2,3]Tpnaszon-4-kap6oHoBOT KMCnoTun (2,1r,
10,0mmonb) (npuknag 117) po3ymHanm B aLeToHITpuni
(15mn) | gopasanu Npu KiMHaTHIN TemnepaTypi MeTu-
nnoamna  (1,12mn, 12,0Mmonb) i kapboHaT kanito
(2,76r, 20,0mmorb). PeakuinHy cymiw nepemiwysanm
npv KiMHaTHI TemnepaTtypi npotarom 16 roavH. Pea-
KUiiHY cymill po3baenanu guxnopmeTtaHom (50mn) i
Bogoto (50mn). ®a3n po3ginanu i BogHy asy ekcTt-
paryBanu kinbka pasiB guxnopmetaHoMm. OO6'eaHaHi
opraHiyHi asu cywmnu Hag cynbdaTtoMm MarHito i
KOHUeHTpyBanu. 3anuwoK Oo4ulany KOrIOHKOBOKO
xpomarorpadieto Ha cunikareni (rpagieHT: eTunaue-
Tat/isorekcaH), 3 ogepxaHHsM cymiwi 64:30:6 eTuno-
BOro edipy 2-meTun-5-tpucptopmeTmn-2H-
[1,2,3]Tpnaszon-4-kapboOHOBOI  KUCMOTK, E€TUINOBOrO
egipy 3-meTtun-5-tpucptopmetun-3H-[1,2,3]rpuason-
4-kapbOOHOBOI KMUCIMOTK W eTunoBoro edipy 1-metun-
5-tpucbtopmetun-1H-[1,2,3]rpnason-4-kapboHoBoi
kucnotn (1,71r, 76% BI/IXiJJ,g.

I3omep 1 (ocHoBHu) "H-AMP (400MI'y, CDCls):
1,4 (1, 3H, Me), 4,32 (c, 3H, Me), 4,45 (kB, 2H, CHy)
M. \.

IsoMep 2 (cepegmit mo kinbkocti) ‘H-AMP
(400Mlu, CDClIs): 1,4 (T, 3H, Me), 4,38 (c, 3H, Me),
4,45 (k8, 2H, CH3) M. u.

I3omep 2 (HEOCHOBHMWI) 'H-AMP (400MTw,
CDCl3): 1,4 (1, 3H, Me), 4,30 (m, 3H, Me), 4,45 (ks,
2H, CH2) m. u.

AHarnoriyHy MeToauKy BUKOPUCTOBYBanu 3 eTun-
NOANAOM SK peareHTOM, 3 OAEepPXKaHHAM eTMIOBOro
eqgipy 2-etnn-5-tpudptopmeTnn-2H-[1,2,3]Tpnason-4-
kapboHOBOi kMcnoTM N etunosoro edipy 3-eTwnn-5-
TpudTopmeTun-3H-[1,2,3]tpnason-4-kapboHOBOI  KK-
cnotu (cymiw 3,4:1).

I3omep 1 (ocHOBHMN) '"H-AMP (400MTu, CDCls):
1,4 (1, 3H, Me), 1,65 (1, 3H, Me), 4,45 (kB, 2H, CHy),
4,6 (kB, 2H, CH2) M. u.

I3omep 2 (HeocHoBHWI) ‘H-AMP  (400MIu,
CDCl3): 1,4 (1, 3H, Me), 1,55 (1, 3H, Me), 4,45 (ks,
2H, CH>), 4,8 (B, 2H, CH2) m. u.

AHanoriyHy MeToaMKy BMKOPUCTOBYBanu 3 i3on-
poninioanAoOM siK peareHToM, 3 OfepXXaHHsIM eTuIo-
BOro edipy 2-izonponin-5-tpudropmeTnn-2H-
[1,2,3]tpnason-4-kapboHOBOI KMCMOTU W E€TUNOBOro
edgipy 3-izonponin-5-tpudtopmeTnn-3H-
[1,2,3]tpnason-4-kapboHoBOi kucnotu (cymiw 4,5:1).

I3omMep 1 (ocHoBHUIA) *H-AMP (400Mry, CDCls):
1,4 (1, 3H, Me), 1,65 (a, 6H, Me), 4,45 (k8, 2H, CH,),
4,95-4,5 (m, 1H, CH) m. u.
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I3omep 2 (HEOCHOBHWIA) 'H-amp (400MIu,
CDCl3): 1,4 (1, 3H, Me), 1,7 (g, 6H, Me), 4,45 (xB, 2H,
CH,), 5,4-5,5 (m, 1H, CH) m. u.

AHanoriyHy MeToAMKy BUKOPWUCTOBYBanu 3 LIMK-
NONEHTUNMOANAOM SIK peareHToM, 3 OfepXaHHSAM
eTunoBoro edipy 2-unknoneHTun-5-TpudropmeTun-
2H-[1,2,3]tpnaszon-4-kap6oHOBOI KUCIOTMK.

'H-AMP (400Mry, CDCl3): 1,4 (1, 3H, Me), 1,7-
1,8 (M, 2H, CH>), 1,9-2,0 (m, 2H, CHy), 2,2-2,3 (m, 4H,
CH,), 4,45 (ks, 2H, CHy), 5,1 (M, 1H, CH) m. u.

AHanoriyHy MeToaMKy BUKOPWUCTOBYBanu 3 anin-
NOAMAOM SiK peareHTOM, 3 OfEepXaHHAM eTUMNOoBOro
edipy 2-anin-5-tpudptopmeTun-2H-[1,2,3]rpnason-4-
KapOOHOBOI KUCMOTU 1 eTunoBoro eduipy 3-anin-5-
TpudTopmeTun-3H-[1,2,3]tpnason-4-kapOboHOBOI  Ku-
cnotu (cymiw 4:1).

I3omep 1 (ocHOBHWIA): 'H-AMP (400MTu, CDCly):
1,4 (1, 3H, Me), 4,45 (kB, 2H, CH), 5,1 (a8, 2H, CHy),
5,35-5,45 (m, 2H, CHy), 6,0-6,1 (M, 1H, CH) m. 4.

AHanoriyHy MeToauKy BUKOPWUCTOBYBanun 3 2-
METOKCIETUNNOAMAOM §IK peareHTy, 3 OoOepXaHHAM
€TUNOBOro edgipy 2-(2-meTokcieTun)-5-
TpudTopmeTun-2H-[1,2,3]tpnason-4-kapOoHOBOI  Kn-
cnotm n etunosoro edipy 3-(2-meTokcieTnn)-5-
TpudTopmeTun-3H-[1,2,3]tpnason-4-kapOboHOBOI  Kn-
cnotu (cymiw 4:1).

I3omep 1 (ocHOBHUI) 'H-AMP (400MTu, CDCls):
1,4 (1, 3H, Me), 3,35 (c, 3H, Me), 3,9 (1, 2H, CHy),
4,45 (kB, 2H, CH>), 4,7 (T, 2H, CH3) m. u.

I3oMep 2 (HeocHoBHMI) ‘H-AMP  (400Mry,
CDCls): 1,4 (1, 3H, Me), 3,3 (c, 3H, Me), 3,8 (1, 2H,
CHy), 4,45 (kB, 2H, CHy), 4,95 (1, 2H, CHy) m. u.

AHanoriyHy MeTOoAMKYy BUKOPWUCTOBYBanu 3 LIMK-
nobyTunveTunioanaoM SK peareHToM, 3 OfepXaH-
HAM eTunosBoro  edipy  2-(umknobytunmetun)-5-
TpudbTopmeTun-2H-[1,2,3]rpnason-4-kapOboHOBOI  Kn-
cnotu 1 etunosoro edipy 3-(umknobytunmeTnn)-5-
TpudTopmeTun-3H-[1,2,3]tpnason-4-kapOboHOBOI  Ku-
cnotu (cymiw 4:1).

I3omep 1 (ocHOBHUN) 'H-amp (400Mrlu, CDCl3):
1,4 (1, 3H, Me), 1,8-2,0 (m, 4H, CH,),2,0-2,15 (m, 2H,
CH,), 2,95-3,1 (m, 1H, CH), 4,55 (kB, 2H, CH,), 4,65
(@, 2H, CHz) M. u.

I3omep 2 (HeocHoBHWI) ‘H-AMP  (400MIu,
CDCl3): 1,4 (1, 3H, Me), 1,8-2,0 (m, 4H, CH),2,0-2,15
(M, 2H, CH,), 2,85-2,95 (m, 1H, CH), 4,55 (kB, 2H,
CH>), 4,78 (g, 2H, CHz) m. u.

Edipu BigHOBNIOBaNK, sik onnucaHo B npuknagi 16,
cnuptu 6pomyBanu, sik onMcaHo B npuknagi 17, i 6po-
MMETUIbHI NPOMDKHI CMOMNYKN KOHAEHCYBanu, K onv-
caHo B npwuknagi 139.

Mpuknag 119: OpgepxaHHa MeTunoBoro egipy 2-
metua-2H-[1,2,3]tpnason-4-kapboHoBOi  KMCHOTK |
MeTunosoro edipy 3-metun-3H-[1,2,3]Tpmnason-4-
KapOOHOBOT KNCMNOTH
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[o posuuHy 2H-[1,2,3]Tprazon-4-kapOoHOBOI Ku-
cnotu (734wmr, 6,5Mmons) y Tonyoni (10mn) goaasanu
TpumeTtunoptoauetaTt (2,48mn, 19,5mmons). Peak-
LiNHY CyMil KUN'ATUNWU 3i 3BOPOTHUM XONMOAUBHUKOM
npoTtarom 16 rogunH. PeakuinHy cymill oxonoaxysanu
0O KiMHaTHOI TemnepaTypu i KOHLeHTpyBanu. 3anu-
LLOK O4MLLIanmn KONTOHKOBOK XpomaTorpadieto Ha cuni-
kareni (rpagieHt: 10-30% eTunaueTtaTy B rekcadi), 3
ofepXaHHAM  meTunosoro  edipy  2-meTtun-2H-
[1,2,3]tpnason-4-kapboHoBoi  kucnotn (isomep A)
(40mr, 4% Buxig) i meTunosoro edpipy 3-metmn-3H-
[1,2,3]tpnason-4-kapboHoBoi kucnotn (isomep B)
(223wmr, 24% Buxin).

I3omep A 'H-ampP (400MTlu, CDCIs): 3,96 (c, 3H,
Me), 4,28 (c, 3H, Me), 8,05 (c, 1H, CH) m. u.

AHanoriyHy MeToauKy BUKOPWCTOBYBanu 3 Tpue-
TUNOPTOALIETAaTOM SIK peareHToM, 3 oAepXaHHAM Me-
TUNOBOIO edipy 2-etnn-2H-[1,2,3]Tpnason-4-
kapboHoBOi kucroTn (isomep A) i MeTUnoBoro edipy
3-etun-3H-[1,2,3]Tpnason-4-kapboHoBoi KMCRoTKn
(izomep B).

I3omep A H-ampP (400MTu, CDCl3): 1,41 (T, 3H,
Me), 1,60 (1, 3H, Me), 4,43 (k8, 2H,CH,), 4,55 (ks,
2H, CH>), 8,04 (c, 1H, CH) m. u.

Edpipun BigHOBMNIOBanu, sik onucaHo B npuknagi 16,
cnuptu 6pomyBsanu, Sk onmcaHo B npuknagi 17, i 6po-
MMETUIbHI MPOMDKHI CMOMNYKN KOHAEHCYBanu, K onu-
caHo B npwuknagi 139.

Br. Br
_ Mel
—_—— -
Ny M Et:N

[Oo  posunHy  4,5-gnbpom-1H-[1,2,3]Tpnasony
(2,26r, 10mmonb) (npuknag 120) i TpueTunamiHy
(1,5mn, 10mmonb) y anxnopmeTani (50mn) gogasanu
metunnoamg (625mkn, 10Mmonb). PeakuiiHy cymiw
nepeMillyBanu npu KiMmHaTHIin TemnepaTypi NpoTArom
24 rogvH. Jonasanu Ginblua KinbkiCTb TPUETUNAMIHY
(0,75mn, 5mMMonb) i Binblwa KinbkicTb MeTUNoanay
(312mkn, 5Mmonb) i cymill nepemiwyBann NpoTsArom
3 roavH. PeakuiliHy cymilw racvnv gogaBaHHAM BOA-
HOro Xrnopuay amoHito (HacudeHwun) (15mn). dasu
po3ainanu, opraHiyHy asy cywmnu Hag cynbdaTom
MarHito i KOHUEHTPyBanu. 3anuioK O4MLLanu KOrOoH-

92210 64
Mpuknag 120: OpepxaHHa  4,5-oubpom-1H-
[1,2,3]Tpnasony
__ B, Br. Br
N N T —— -

Oo  posunHy  1H-[1,2,3]tpnazony  (1,26mn,
21,7mmone) y Bogi (10mn) npu 50°C goaasanu 6pom
(1,5mn, 29mmonb). PeakuivHy cymiw nepemiwysanmu
npu 50°C npotarom 1,5 rogvH. biny TBepay pevyoBuHy
(2,375r) Bigainanu ginbTpyBaHHAM i NpOMMBanNu Bo-
poto (5mn). [o ob'egHaHnx dinbTpaTtiB gonasanu
GinbLy Kinbkicte 6pomy (1,5mn, 29mmons). Peakuin-
HY CyMill nepemillyBanu npu KiMHaTHI TemnepaTypi
npotsirom 20 rogvH. Binbwy kinekicte 6inoi TBepgoi
peyoBuHM BIoAINANu inbTpyeaHHam (1,83r) i npomu-
Banu Bogoto (5mn). o o6'egHaHmx dinbTpaTie goaa-
Banu BinbLuy Kinekicte 6pomy (1,5mn, 29mmons). Pe-
akuiiHy ~ Cymill nepeMiwyBanu Npu  KiMHaTHIN
Temnepatypi npotdarom 20 roguH. binbly KinbkicTb
6inoi TBepAOi pPevYoBMHM BIAAINANN iNbTPyBaHHAM
(375wmr) i npommBanu Bogoto (5mn). bini TBepai pevo-
BMHU o6'egHyBanu i cywwmnu, 3 ofepxaHHsm 4,5-
anbpom-1H-[1,2,3]tpmnasony (4,92r, 93% Buxig). T.nn.
194,7°C.

Mpuknag 121: OpgepxaHHa 4,5-anbpom-1-meTun-
1H-[1,2,3]rpnasony i 4,5-anbpom-2-metun-2H-
[1,2,3]Tpnasony

Br, Br
Br, Br H/ )
T + N, N
N fN“‘CHa Etl
CH,
(A} B)

KOBOI xpomatorpadieto Ha cunikareni (rpagient: 10-
30% eTtunaueTaty B rekcaHi), 3 opepxaHHaMm 4,5-
anbpom-2-metun-2H-[1,2,3]tpuasony  (isomep  B)
(625vr, 26% Buxig) i 4,5-gMbpom-1-metun-1H-
[1,2,3]Tpunasony (isomep A) (825mr, 34% Buxia).

I3omep A 'H-AMP (400Mru, CDCls): 4,09 (c, 3H,
Me) m. u.

I3omep B 'H-AMP (400Mru, CDCls): 4,18 (c, 3H,
Me) m. u.

Mpuknag 122: OpgepxaHHa 4-6pom-1,5-gumeTnn-
1H-[1,2,3]tpuaszony

Br, Br Br, CH,
Br Br H 1. n-Bulli Br CH, >./ \(
>=< + N, N - + N\ N
N\‘-N/'\‘““CH3 N 2. Mai N\\N/N‘CHS N
CH, CH,
(A) (B)

Oo PO34YUHY 4,5-gpn6pom-1-metun-1H-
[1,2,3]Tpnasony i 4,5-gpnbpom-2-meTun-2H-
[1,2,3]tpnaszony (1,5r, 6,23mmons) (npuknag 121) y
TeTparigpodypaHi (25mn) npu -80°C nosinbHO Aoaa-

Banu H-6ytunnitin (2,5M y TT®) (3mn, 7,48mmons), 3
HacTynHMM gopaBaHHAM yepe3 20 XBUIIMH MEeTUNNo-
anay (775mkn, 12,46mmonb). PeakuiiHy cymiw ne-
pemiwysanu npu -80°C npoTsrom 2 roguH. PeakuiiHy



65

CyMill HarpiBanu Ao KiMHaTHOI TemnepaTypu i racunm
AodaBaHHsM BOAHOI  XIOPUCTOBOAHEBOI  KMCMOTKU
(1M). Cymiw ekcTparyBanu QuxrnopmeTaHOM, OpraHi-
YHUIN eKCTPaKT CyLMnu Hag cynbgatom MarHito i
KOHUEHTpyBanu, 3 ogepxaHHaM cymiwi 4-6pom-1,5-
anveTtnn-1H-[1,2,3]tpnasony (isomep A) i 4-6pom-
2,5-opumeTnn-2H-[1,2,3]Tpnasony (isomep B) (1,096r,
89% Buxin).
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I3omep A *H-AMP (400Mru, CDCls): 2,30 (c, 3H,
Me), 4,00 (c, 3H, Me) m. 4.

I3omep B *H-AMP (400Mru, CDCls): 2,24 (c, 3H,
Me), 4,10 (c, 3H, Me) m. u.

Mpuknag 123: OpepxaHHs 4-6pom-5-6pommeTnn-
1-metun-1H-[1,2,3]tpuaszony i 4-6pom-5-6pommeTun-
2-metun-2H-[1,2,3]tpnasony

Br CH, Br
Br. CH B Br
e ’ /! NBS 'H‘Br )_\(\
N 5 +* N\N/N — e - + N\ /N
QN/ ‘-CH3 ) NQ_N,N*-.CHS l;]
CH, CH,
L] B) © (D)
Cywmiw 4-6pom-1,5-gumetun-1H-[1,2,3]tpnasony i eTunauetaT/rekcaH), 3 ogepxaHHaMm  4-6pom-5-

4-6pom-2,5-gumetnn-2H-[1,2,3]Tpnasony  (npuknag
122) (950mr, 4,32MMONb) PO3YMHANM B TETpaxnopwai
Byrneuto (15mn). Jonasanu B aTtmocdepi aproHy N-
6pomcykuuHimig (NBS) (845wr, 4,75mmonb) i 2,2'-
aso0icizobytupoHnitpun (AIBN) (71mr, 0,43mmorb).
PeakuinHy cymiw nepemiwyBanu i onpoMiHioBanu 3a
ponomoroto Y®-namnu. licna HeBENuKoro npoMmixkKy
yacy CyMill KUn'aTUNu 3i 3BOPOTHUM XOIOOUIBHUKOM
npu HarpiBaHHi namnoto. Cymiw ginsTpyBanu, TBep-
Oy PeYvoBMHY NPOMUBANM AMXIOPMETaHOM i 06'eqHaHi
iNbTpPaTU KOHUEHTPYBanu. 3anulioK ouulanu Ko-
FIOHKOBOI Xpomartorpadieto Ha cunikareni (rpagieHT:

opommeTun-1-metnn-1H-[1,2,3]tpnasony (isomep C)
(422wmr, 38% Buxig) i 4-6pom-5-6pommeTun-2-meTnn-
2H-[1,2,3]tpna3sony (isomep D) (373wmr, 34% Buxig).

I3omep C 'H-amp (400MTlu, CDCIs): 4,12 (c, 3H,
Me), 4,45 (c, 2H, CH>) m. u.

I3omep D H-amP (400Mlu, CDCI3): 4,17 (c, 3H,
Me), 4,45 (c, 2H, CH3) m. u.

BpomMMeTUnbHI NPOMIDKHI CNOMNYKN KOHAEHCYBanu,
SIK onucaHo B npuknagi 139.

Mpuknag 124: OpepxaHHa eTunosoro edipy 5-
rinpokcu- 1-(4-metokcmbeHaunn)-1H-[1,2,3]rpnason-4-
KapOOHOBOT KNCMNOTH
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4-meTokcMbeH3nNasug, (OTpMMaHuin, SK onMcaHo,
Hanpwuknag, y J. Chem. Soc, Perkin Trans. 1, 1982
(2), 627-630) (42r, 0,253M0nNb) PO3UYUHANM B CyXOMY
anmeTtuncynbdokenai (272mn) i gogaBanu NOPOLLKO-
nogibHun kapboHat kanito (139r, 1mone). Mpu gopa-
BaHHi 6inoro gietunmanonary (56r, 0,35monb) peak-
LUiHy  cyMill  nepemiwyBanu  nNpu  KiMHaTHIn
Temnepatypi. PeakuiiHy cymiw nepemiwysBanu npu
40°C npotaroMm 72 roguH. PeakuiliHy cymiw oxono-
oxyesanu o 0°C i racunu gogaBaHHAM BOZHOI Xro-
puctoBogHeBoi kucrnotn (5M) (675mn). Cymiw nepe-
MillyBanu npu KiMHaTHI TemnepaTtypi npoTsrom 2

HCO

roavH. Teepaa peyoBuHa BiAAiNANM inbTpyBaHHAM,
npomMuBany BOAOK i FreKCaHOM i CyLunnu, 3 ofepxKaH-
HAM €TUNoBoro edipy 5-rigpokcu-1-(4-
meTokcnbeHsmn)-1H-[1,2,3]Tpmazon-4-kap6oHOBOI
KMCNOTW y BUINSAI He 30BCiM 6inoi TBepaoi pevyoBmHN
(47,5r, 68% Buxia).

"H-AMP (400Mru, CDCls): 1,29 (T, 3H, Me), 3,72
(c, 3H, Me), 4,25 (kB, 2H, CH>), 5,27 (c, 2H, CHy),
7,07 (k8, 4H, CH) m. u.

Mpuknag 125: OpepxaHHa eTtunosoro edipy 5-
meTokcu-1-(4-meTtokcubeHann)-1H-[1,2,3]rpnason-4-
KapOOHOBOT KMCMOTH
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ETunosun edip 5-rigpokcun-1-(4-meTokcmbeH3mn)-
1H-[1,2,3]tpnazon-4-kapboHoBoi  kucnotn (26,18r,
0,944monb) (npuknag 124) posunHanu B cyxomy N,N-
anvetvnamigi  (300mn) i gopmaBanu  gumep  po-
gin(lauetarty (300mr). PeakuiiHy cymill oxonomxy-
Banu go 20°C, pogaBanu nNpoTaroMm 2 roguH (Tpume-
Tuncunin)aiasomeTaH (TMSCHNy) (2M y
aietunosomy edipi) (142mn, 0,284monb) i peakuinHy
CyMill nepemiwlyBann npu KiMHaTHIn TemnepaTypi
npotsarom 16 roguH. PeakuinHy cymil oxonogKysanm
0o 0°C i racmnu nocnigoBHUM JOOABaHHSAM MEeTaHoy
(75mn), 6es3BogHOi ouToBOi kucrotn (5mn) i BoAM
(1mn). Cymiw ekcTparyBanu Tpu pasu eTunaueTaTom.
OG'eaHaHi opraHiYHi eKCTpakTu nNpomMuBany Tpu pasu
HacM4yeHUM PO34YMHOM COfi, CYLUMAM Hag CcyrnbdaTom
MarHito i KOHLeHTpyBanu. 3anuLoK oYuLanm KOMoH-
KOBOI xpomatorpadieto Ha cunikareni (rpagient: 10-
55% eTunaueTaTty B rekcaHi), 3 ogepxaHHAM eTuno-
Boro edipy 5-metokcu-1-(4-meTokcmbeHaun)-1H-
[1,2,3]Tpnason-4-kapboHoBOI knucnotn y Burnagi oni-
po-xoBToi onii (15,2r, 55% Buxig).

'H-AMP (400Mlu, CDCls): 1,41 (k8, 3H, Me),
3,80 (c, 3H, Me), 4,13 (c, 3H, Me), 4,41 (1, 2H, CHy),
5,31 (c, 2H, CHy), 7,1 (xB, 4H, CH) M. u.

3axucHi rpynu 3 etunosoro edipy 5-meTokcu-1-
(4-metokcnbeHann)-1H-[1,2,3]rpnason-4-kapboHoBoi

[o posumHy etunosoro edipy 5-rigpokcu-1-(4-
MeTokcmnbeHann)-1H-[1,2,3]Tpmnason-4-kapboHoBoT
kucnot (1,0r, 3,606mmonb) (npuknag 124) y N,N-
anveTtundopmamiai (18mn) gogaBanu kapboHaT Ka-
nito (1,568r, 11,36Mmonb).

PeakuiviHy cymiw Harpisanu go 80°C i gogasanm
npn 80°C npotsrom 10 XBUNUH eTuUn-2-xrop-2,2-
andropauetat (1,715r, 10,8mmonb). PeakuinHy cy-
Miw nepewmiwysanu npu 80°C npotarom 1 roguHw.
PeakuiiHy cymill OXOnomXyBanu OO KiMHATHOI TeMm-
nepartypu i racunu gogasaHHaM Bogu (5mn), eTuna-
uetaTy (10mMn) i BOgHOI XMOPUCTOBOAHEBOI KMCINOTU
(2M) (9mn). Pa3n po3ginsanu i BogHy dasy ekctpary-
Banu OBiYi BENUKOIO KinbkicTio eTunaveTaT. O6'egHaHi
OpraHiYHi eKkCTpaKkTM MPOMMBAnIM HaCUY4EeHUM pPO3YU-
HOM COfi, CYLUMNWN Hafd CynbdaToM MarHito i KOHLEHT-
pyBanu. 3anuok oyuwany KONOHKOBOK XpOMaTor-
padieto Ha  cunikareni  (rpagieHT: 10-40%
eTunaueTaTy B rekcaHi), 3 ofep)aHHsM €eTWUITOBOro
edipy 5-gmdTopmeTokcun-1-(4-meTokcmbeHsun)-1H-
[1,2,3]Tpuason-4-kapboHOBOI kUcnotn y Burnsai oni-
0O-KOBTOTO Macna, sike TBEpPAHYNO MNpu  CTOSHHI
(0,726r, 62% BUXig).

"H-AMP (400Mru, CDCls): 1,41 (T, 3H, Me), 3,80
(c, 3H, Me), 4,43 (xB, 2H, CHy), 5,39 (c, 2H, CH,),
6,88 (g, 2H, CH), 7,3 (g, 2H, CH), 7,32 (T, 1H, CHF>)
M. \.

CH Clﬁ)L /\.
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KMCNOTW BMAanNsanu, siKk onucaHo B npuknagi 113, 3
ofepXaHHaAM  eTunoBoro  edipy  5-metokcn-1H-
[1,2 3]Tpmason -4-KapOOHOBOI KNCMNOTMW.

"H-AMP (400Mru, CDCls): 1,41 (T, 3H, Me), 4,11
(c, 3H, Me), 4,47 (kB, 2H, CH2) M. u.

Etunosun edip 5-metokcn-1H-[1,2,3]tpnason-4-
KapbOHOBOi KMCNOTU MeTUNy Banv METUNNOAMOOM
BiAMOBIAHO 4O METOAMKM, onncaHoi B npuknagi 114, 3
ofepXaHHAM eTurnoBoro eqipy 5-meTokcu-1-metun-
1H-[1,2,3]rpnason-4-kapboHoBoi kncnoTu (isomep A) i
€TUNoBOoro edipy 5-meTokeu-2-metmun-2H-
[1,2,3]tpnason-4-kapboHoBoi kucnotu (isomep B).

I3omep A H-amP (400MTu, CDCls): 1,39 (kB
3H, Me), 4,15 (c, 3H, Me), 4,24 (c, 3H, Me), 4,40 (kB
2H, CH3) m. u.

I3omep B 'H-AMP (400MrIy, CDCls): 1,35 (T, 3H,
Me), 3,99 (c, 3H, Me), 4,07 (c, 3H, Me), 4,36 (kB, 2H,
CHy) m. u.

Edipu BigHOBMNIOBanu, sk onucaHo B npuknagi 16,
cnupTtu 6pomyBanu, Sk onucaHo B npuknagi 17, i 6po-
MMETUIbHI MPOMDKHI CMOMNYKN KOHAEHCYBanu, sk onu-
caHo B npuknagi 139.

Mpuknag 126: OpepxaHHa eTtunosoro edipy 5-
AN TOPMETOKCU-1-(4-MeToKCnbeH3unn)-1H-
[1,2,3]Tpnaszon-4-kap6oOHOBOT KUCOTH

o}
7" e,
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3axucHy rpyny 3 eTunoBoro  ediipy  5-
andTopmeTokeu-1-(4-metokenbeHsmn)-1H-
[1,2,3]Tpnaszon-4-kapboOHOBOT KUCNOTU BUOANANN, SIK
onucaHo B npuknagi 113, 3 ogep)XaHHAM €TUOBOro
eqipy 5-gudpTopmeTtokeun-1H-[1,2,3]tpnason-4-
Kap60HOBOI KMCMOTW.

"H-AMP (400Mru, CDCls): 1,43 (T, 3H, Me), 4,48
(T, 2H, CHy), 7,05 (T, 1H, CHF3) M. u.

ETunosun edip 5-andpropmeToken-1H-
[1,2,3]Tpnason-4-kapboOHOBOi  KMCIOTU  MEeTUNyBanu
MEeTUNMoaMaoM BiANOBiAHO 4O METOAUKM, ONUCaHOI B
npuknagi 114, 3 ogepxaHHsaM eTunosoro edipy 5-
andrtopmeToken-1-metun-1H-[1,2,3]tpnason-4-
kapboHoBOi kncnoTu (isomep A) i etunosoro edipy 5-
andTopmeTokcu-2-metun-2H-[1,2,3]tprnason-4-
kapboHoBOI kncroti (isomep B).

I3omep A *H-AMP (400Mry, CDCls): 1,41 (T, 3H,
Me), 4,49 (c, 3H, Me), 4,41 (kB, 2H, CH), 7,19 (T, 1H,
CHF2) M. u.

I3omep B 'H-AMP (400MIy, CDCls): 1,41 (1, 3H,
Me), 4,18 (c, 3H, Me), 4,42 (kB, 2H, CH), 6,92 (T, 1H,
CHF,) M. 4.

Edpipu BigHOBMNIOBanu, sk onucaHo B npuknagi 16,
cnupTtu 6pomyBsanu, Sk onmcaHo B npuknagi 17, i 6po-
MMETUIbHI MPOMIKHI CMOMNYKN KOHAEHCYBanu, sk onv-
caHo B npuknagi 139.
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Mpuknag 127: OpepxaHHs  2-(4-6pom-4,4- AndTopbyT-2-iHinokcu)TeTparigponipaHy
1} n-Buli D
—_— o 0
D Br: ////
/\o 0 2) Br,CF,
FF
2-npon-2-iHinokcuTteTparigponipaH (10,0r, 'H-amp (400Mlu, CDCl3): 1,5-1,9 (m, 6H, CHy),

71,3MMOnb) PO34YNHANN B CyxOMy TeTparigpodypaHi
(175mn) B aTmocdbepi aproHy i po3yvMH OXONoMKyBa-
nn go -40°C. H-6ytunniTinn (1,6M y rekcani) (44,6mn,
71,3MMonb) AofdaBanu NpoTSroM 5 XBWUMWH, NiaTpu-
Mytoun Temnepatypy Big -35°C go -4C°C. PeakuinHy
CyMill nepemiwyBanu npoTaroMm 15 XBWUIUH, MNOTIM
Jodaeanu  ofHieo nopuieto  gubpomandTopmeTaH
(14,89r, 71,3mMonb) i peakuiiHy Cymill Harpisanu oo
KiMHaTHOI TemnepaTypu npotsrom 1 roauvHu. Peak-
LiNHY cymiw racunu BogHuM gurigpodoccatom ka-
nito (10%) i ekcTparyBanu Tpu pasu gietunosum edi-
pom. OOG'egHaHi opraHiyHi  eKcTpakTh npomMuBanmu
BOAOI | HACMYEHUM PO3YMHOM COfi, CYLUMNU Hapg
cynbaToM MarHito i KOHLEHTpyBanu. 3anuLok o4u-
Lanu KOJIOHKOBOK Xpomatorpadieto Ha cunikareni
(rpagieHT: pieTunoBui edip/rekcaH), 3 ogepXaHHAM
2-(4-6pom-4,4-gncbTopbyT-2-

WHUWIOKcM)TeTparigponipary y Burnagi 6es6apsHoro
macna (17,6r, 91,7% Buxig).

+ —_——
o

2-(4-6pom-4,4-anpTopOyT-2-MHINOKCK)TeTpa-

rigponipaH (npwknag 127) (10,0r, 37MMoOnb) po34nHA-
nm B Tonyoni (250mn), nopasanu 4-
MeTokcMbeH3aunasug (oOTpumaHuiA, SK OMMCaHo, Ha-
npuknag, y J. Chem. Soc, Perkin Trans. 1, 1982 (2),
627-630) (6,0r, 37mMmonb) i cymiw kun'atunu 3i 3Bo-
POTHMM XONOAWUNbHUKOM NpoTAroM 16 roguH. Cymil
OXOMNOoMXyBanu 0 KiMHaTHOI TemnepaTypu i KOHUEH-
TpyBanu. 3anuok oyuLany KONoHKOBOK XpomMaTor-
padieto Ha cunikareni (rpagieHT: eTunaueTat/rekcaH),
3 ogepXaHHAM cymiwi 2:1 4-(6pomandtopmeTnn)-1-
(4-meTokcmbeH3nn)-5-(TeTparigponipaH-2-
inokcumeTnn)-1H-[1,2,3]tpnasony i 5-
(6pomandTopmeTnn)-1-(4-meTokcnbeHann)-4-

3,5-3,6 (m, 1H, CHy), 3,8-3,9 (M, 1H, CH>), 4,4 (m, 2H,
CH>), 4,8 (M, 1H, CH) m. u.

AHanoriyHy MeToauky BUKOPWUCTOBYBanu 3 OLTO-
BMM aHrigpvaom sk peareHToMm, 3 ofepXaHHsM 5-
(TeTparigponipaH-2-inokcu)neHT-3-nH-2-0Hy.

"H-AMP (400Mru, CDCls): 1,5-1,85 (M, 6H, CHy),
1,9-2,08 (c, 3H, Me), 3,53 (m, 1H, CH>), 3,82 (m, 1H,
CHy), 4,29 (m, 1H, CHy), 4,33 (m, 1H, CH,), 4,8 (m,
1H, CH) m. u.

AHanoriyHy MeToauKy BMKOPUCTOBYBanu 3 MeTU-
nxnopdopMiaToM SIK peareHToM, 3 OoAepXaHHAM 5-
(TeTparigponipaH-2-inokcu)neHT-3-nH-2-0Hy.

"H-AMP (400Mru, CDCls): 1,5-1,85 (M, 6H, CHy),
3,56 (m, 1H, CH>), 3,8 (c, 3H, Me), 3,82 (m, 1H, CH>),
4.4 (c, 2H, CHy), 4,81 (M, 1H, CH) m. u.

Mpuknag 128: OpepxaHHs 4-
(6pomandTopmeTun)-1-(4-meTokcnbeHann)-5-
(TeTparigponipaH-2-inokcumeTun)-1H-[1,2,3]Tpnazony
i 5-(6bpomaudpTopmeTnn)-1-(4-meTokcmbeH3un)-4-
(TeTparigponipaH-2-inokcumeTun)-1H-[1,2,3]Tpnazony
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(TeTparigponipaH-2-inokcumeTun)-1H-[1,2,3]Tpnasony
(14,39r, 89% Buxin).

OcHoBHUi isomep "H-AMP (400Mru, CDCls): 1,5-
1,8 (m, 6H, CHy), 3,5-3,6 (m, 2H, CHy), 3,8 (c, 3H,
Me), 4,55 (g, 1H, CH>), 4,55-4,6 (m, 1H, CH), 4,75 (g,
1H, CH), 5,5 (¢, 2H, CHy), 6,85 (A, 2H, CH), 7,2 (g,
2H, CH) m. 4.

HeocHoBHWIA i30Mep H-AMP (400Mlu, CDCl3):
1,5-1,8 (m, 6H, CHy), 3,8 (c, 3H, Me), 3.85-3,95 (m,
2H, CH>), 4,65 (g, 1H, CHy), 4,75-4,8 (m, 1H, CH), 4,9
(@, 1H, CHy), 5,52 (c, 2H, CHy), 6,85 (a4, 2H, CH),
7,25 (g, 2H, CH) m. u.

AHarnoriyHy MeToauKy BMKOpUCTOByBann 3 5-
(TeTparigponipaH-2-inokcu)neHT-3-nH-2-0HOM Ik BU-
XigHy cnonyky, 3 ogepXaHHam cymiwi 1-[1-(4-
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MeToKcnbeH3unn)-5-(TeTparigponipaH-2-inokcumeTun)-
1H-[1,2,3]Tpnason-4-injetaHoHy i 1-[3-(4-
MeToKcnbeHsun)-5-(TeTparigponipaH-2-inokcumeTun)-
3H-[1,2,3]tpnason-4-injeTaHoHy.

'H-AMP (400Mry, CDCls): 1,5-1,85 (M, 6H, CH,),
2,63-2,7 (c, 3H, Me), 3,5-3,58 (m, 1H, CHy), 3,79-3,80
(c, 3H, Me), 4,63-4,73 (m, 1H, CH), 4,8 (m, 1H, CHy),
5,06 (g, 2H, CHy), 5,68-5,8 (c, 2H, CHy), 6,84 (m, 2H,
CH), 7,22-7,3 (m, 2H, CH) m. u.

AHanoriyHy mMeToanKy BMKOPUCTOBYBanun 3 MeTu-
nosum edpipom 4-(TeTparigponipaH-2-inokcm)oyT-2-
WHOBOI KUCMNOTU SK BMXiAHY CMONYyKy, 3 oAepXaHHAM
cymiwi wmetunosoro edipy 1-(4-meTokcnbeHann)-5-
(TeTparnapnipaH-2-inokcumeTtun)-1H-[1,2,3]rpnason-
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Cymiw 2:1 4-(6pomandpTopmeTun)-1-(4-

MeTOoKCnbeH3unn)-5-(TeTparigponipax-2-inokcMmeTnn)-
1H-[1,2,3]Tpuasony i 5-(6pomandTopmeTnn)-1-(4-
MeTOKCUbeH3nn)-4-(TeTparigponipaH-2-inokcumeTun)-
1H-[1,2,3]Tpnazony (npuknag 128) (10,5r, 24,8mmonb)
po34mHanu B meTaHoni (100mn) i pogaBanu MoHoria-
pat n-TonyoncynbOHOBOI KncnoTu (5,4r,
28,3mmonb). PeakuiiHy cymiw nepemiwysanu npwm
KiMHaTHI TemnepaTypi npotarom 1 rogmHu. Peakuin-
HY CYMiLLl KOHLIEHTPYBanu i 3anuLLOK O4MLLEann KOMOH-
KOBOI Xpomatorpadieto Ha cwunikareni (rpagieHT:
eTnnaueTtaT/rekcaH), 3 ogepxaHHaAM cymiwi 2:1 [5-
(6pomandpTopmeTun)-3-(4-metokcnbeHaun)-3H-
[1,2,3]Tpnason-4-injmetaHony i [5-
(6pomandTopmeTun)-1-(4-meTokcnbeHann)-1H-
[1,2,3]tpuason-4-in]jMmeTtaHonu y Burnagi 6e3dapsHoro
macna (7,04r, 82% Buxia).

OcHoBHWI i3oMep 'H-ampP (400 MI'u; CDCl3): 3,8
(c, 3H, Me), 4,81 (c, 2H, CH>), 5,8 (c, 2H, CHy), 6,85
(a, 2H, CH), 7,2 (A, 2H, CH) M. u.

HeocHoBHMit i3omep "H-AMP (400MIu, CDCly):
3,8 (c, 3H, Me), 4,83 (c, 2H, CH>), 5,9 (c, 2H, CHy),
6,85 (g, 2H, CH), 7,25 (g, 2H, CH) m. u.

AHanoriyHy MeToauKy BUKOPWUCTOBYBamnu i3 Cymi-
wuwio  1-[1-(4-meTokcubeH3nn)-5-(TeTparigponipaH-2-
inokcumeTnn)-1H-[1,2,3]tpnason-4-injetaHoHy i 1-[3-
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4-kapboHoBOi kucnoTtu i metunosoro edipy 3-(4-
MeToKcnbeH3un)-5-(TeTparigponipaH-2-inokcumeTun)-
3H-[1,2,3]rpnason-4-kapboHOBOI kKMCNoTu.

'"H-AMP (400Mry, CDCls): 1,5-1,8 (M, 6H, CHy),
3,54-3,85 (m, 1H, CHy), 3,78-3,79 (c, 3H, Me), 3,91-
3,95 (c, 3H, Me), 4,63-4,82 (m, 1H, CH), 4,74-4,85 (g,
1H, CHy), 4,99-5,01 (g, 2H, CHy), 5,64-5,82 (c, 2H,
CHy), 6,84 (m, 2H, CH), 7,2-7,3 (m, 2H, CH) m. u.

Mpuknag 129: OpepxaHHs [5-
(6pomandpTopmeTun)-3-(4-metokcnbeHaun)-3H-
[1,2,3]Tpnason-4-injmetaHony i [5-

(6pomandTopmeTun)-1-(4-metokcnbenann)-1H-
[1,2,3]Tpnason-4-injmetaHony
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(4-meTokcnbeH3nn)-5-(TeTparigponipax-2-
inokcumeTnn)-3H-[1,2,3]Tpnason-4-injetaHoHy AK
BMXiOHI CNoOnykW, 3 oOAepXaHHam cymiwi 1-[5-
rigpokcumeTunn-1 -(4-meTokcubeHsun)-1H-
[1,2,3]tpnason-4-inJetaHoHy i 1-[5-rippokcumeTnn-3-
(4-meTokcnbeHann)-3H-[1,2,3]tpnason-4-injeTaHoHy.
Cymiw BukopucToByBanu 6e3 [OOATKOBOrO OYMLLEH-
Hs1.

AHanoriyHy MeToauKy BUKOPUCTOBYBamnu i3 Cymi-
Wi metunosoro edipy 1-(4-metokcnbeHsun)-5-
(TeTparigponipaH-2-inokcumeTtun)-1H-[1,2,3]Tpnason-
4-kapboHOBOI KMCNOTM | MeTunoBoro edipy 3-(4-
MeToKcnbeHsumn)-5-(TeTparigponipaH-2-inokcumeTun)-
3H-[1,2,3]tpnason-4-kapboHOBOI KACMOTN K BUXIiOHI
CMOnyKK, 3 oepXaHHSAM CyMilli MeTUnoBoro eqipy 5-
rigpokcumeTun-1-(4-metokcmbeHaun)-1H-
[1,2,3]Tpnaszon-4-kap6oHOBOT KUCNOTU | METUNOBOro
eqipy 5-rinpokcmmeTnn-3-(4-meTokcnbeHann)-3H-
[1,2,3]tpnason-4-kapboHoBoi kucrnotu. Cymill BMKO-
puctoByBanu 6e3 4O4ATKOBOIrO OYULLEHHS.

Mpuknag 130: OpepxaHHs 4-
(6pomandpTopmeTun)-5-6pommeTun-1-(4-
meTokcnbeHsun)-1H-[1,2,3]Tpnaszony i 5-

(6pomandTopmeTun)-4-6pommeTnn-1-(4-
meTokcnbeHsun)-1H-[1,2,3]Tpuaszony
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Cymiw 2:1 [5-(6BpomancdTopmeTmn)-3-(4-
MeTokcnbeHnann)-3H-[1,2,3]tpnason-4-injmetaxony i
[5-(6pomandTopmeTun)-1-(4-meTokcbeHaun)-1H-
[1,2,3]tpnason-4-in]-metanony (npuknag 129) (7,0r,
20MMornb) po3unHsAnM B auxnopmetadi (100mn) i go-
fasanu TpudeHindgocdiH (6,3r, 24,0mmonb). Peak-
LiHy cymiw oxonomxysanu go 0°C i popasanu no
Kpannax po3umH TeTpabpomigy Byrneuto (7,96r,
24,0mmonb) y guxnopmetaHi (10mn). PeakuinHy cy-
MiWw nepemiwysanu npotarom 2 rogunH npu 0°C, KoH-
LEHTpyBanu i 3arnulioK OYMLLany KONOHKOBOK XpO-
martorpagieto Ha cunikareni (rpapieHT:
eTunaueTtaT/rekcaH), 3 ogepxaHHaAM cymiwi 3:1 4-
(6pomandTopmeTun)-5-6pommeTnn-1-(4-
meTokcbeHann)-1H-[1,2,3]tpmnasony i 5-

G

HC
? ’i{DH

MsCl, Et;N

CH,

[o posunHy cymiwi 1-[5-rigpokcumeTnn-1-(4-
mMeTokcnbeHsun)-1H-[1,2,3]Tpnason-4-inJetaHoHy i 1-
[5-rinpokcumeTun-3-(4-meTokcmbeHaun)-3H-
[1,2,3]tpnaszon-4-injetaHoHy (3,19r, 12,2mmonb) y
anxnopmeTaHi (75mn) goaasanu MeTaHCYrbgOHinx-
nopuva (0,95mn, 12,2mMmonb), 3 HAaCTyNHUM A04aBaH-
HAM TpueTunaminy (1,87mn, 13,4mMmonb) nNpu KiMHaT-
Hin TemnepaTypi. PeakuiiHy cymiw nepemiwysanu
npw KiMHaTHIN TemnepaTtypi NpoTarom 2 roguH. Peak-
LifHY CyMilLl KOHLIEHTpYyBarnu i NOBTOPHO PO3YMHANN B
aueToHiTpuni. Teepai pevyoBnHU BUAANAanu inbTpy-
BaHHAM i npomumBanu aueToHiTpunomMm. O6'egHaHi di-
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o)
“CH

3
(6pomandpTopmeTun)-4-6pommeTun-1-(4-
MeTokcmnbeHann)-1H-[1,2,3]tpuasony y Burnsgi 6es-
6apsHoro macna (7, 35r 89% Buxig).

OCHOBHWIA i30Mep 'H-amp (400MTu, CDCls): 3,8
(c, 3H, Me), 4,35 (c, 2H, CH,), 5,61 (c, 2H, CH,), 6,9
(a, 2H, CH), 7,25 (g, 2H, CH)M .

HeocHoBHWI i30mep 'H-AMP (400MTu, CDCls):
3,78 (c, 3H, Me), 4,6 (c, 2H, CH>), 5,61 (c, 2H, CHy),
6,9 (g, 2H, CH), 7,25 (g, 2H, CH) M. u.

Mpuknag 131:  OpepxaHHa  5-aueTtun-1-(4-
mMeTokcnbeHsun)-1H-[1,2,3]Tpnason-4-inmeTunosoro
edipn  mMeTaHcynbdokucnotm i 5-auetmn-3-(4-
meTokcnbensun)-3H-[1,2,3]Tpnason-4-inmeTunosoro
edipn MeTaH cynbdOKUCIOTH

0 0\\ /,O
HSC /S ~
07 CH,

N +
\N,gN

\\ /,
3

/

NbTpaTM KOHLUEHTpyBanu, 3 OAepXaHHaM Ccymiwi 5-
aueTtun-1-(4-metokcndeHsun)-1H-[1,2,3]Tpuaszon-4-
inMeTunoBoro eqipn MeTaHcynbdokucnotn i 5-
aueTtun-3-(4-metokcnbeHsun)-3H-[1,2,3]Tpuason-4-
inveTnnoBoro egipu MeTaHcynbgokucnotTu. Cymill
BMKOpUCTOBYBanun 6e3 40AaTKOBOrO OYULLEHHS.
AHanoriyHy mMeToauKy BUKOPWUCTOBYBamnu i3 Cymi-
wwo  MeTtunoesoro  edipy  5-rigpokcumeTun-1-(4-
MeTokcnbeHann)-1H-[1,2,3]Tpmason-4-kapboHoBoi
kucnotu i 5-rigpokcnmeTunn-3-(4-metokcmbeHaun)-3H-
[1,2,3]Tpnaszon-4-kapboHOBOT  KMCNOTU  SIK  BUXIAHI
CMonyku, 3 oepXaHHAM CyMiLli MeTunoBoro eqgipy 5-
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MeTaHCynbgOHINokcumeTnn-1-(4-meTokecnbeHann)-
1H-[1,2,3]tpnason-4-kapboOHOBOI KMUCMOTW i MEeTUIo-
Boro edipy 5-metaHcynbdoHinokcumeTun-3-(4-
MeTokcnbeHann)-3H-[1,2,3]Tpmason-4-kapboHoBoi
kmcnotu. Cymiw BukopuctoByBanu 6e3 [ogaTkoBoro

OYULLEHHA.
W B,
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Mpuknag 132: OpepxaHHs 4-
(6pomandTopmeTun)-5-(5,5-gumeTnn-4,5-
avrigpoidokcason-3-incynsdaninmeTvnn)-2-metnn-2H-
[1,2,3]Tpnasony

~CH, F F 7‘1 CH
3
1. TFA B S/}\kCHa
+ / \
O 2. TMSCHN, N
CH, (}q’
Ny CH,
B &\“/k CHa
F F N~g CH,

Cywmiw  4-(6pomandtopmeTtun)-5-(5,5-gnmeTnn-
4,5-purigpoisokcason-3-incynbganinveTtun)-1-(4-
mMeTokcnbeHsun)-1H-[1,2,3]Tprnazony i 5-
(6pomandTopmeTun)-4-(5,5-gumeTunn-4,5-
avrigpoisokcason-3-incynsdainmeTnn)-1-(4-
meTokcnbeHsun)-1H-[1,2,3]tpnasony (npuknag 140)
(200mr, 0,43MMOnNb) PO3YMHANM B TPUETOPOLTOBIN
kucnoti - (245mr,  2,15mmonb) i aHisoni  (69wr,
0,64mmonb). Cymiw HarpiBanm npu 60-65°C npots-
rom 3 roguH. Cymiw posbasnsanu dtopbeH3onom i
KOHLIeHTPYBanu. 3anuoK pPO3YMHANN B CyXOMYy Me-
TaHoni (10mn) i gogaBanu no kpannax npotsirom 10
XBUNUH TpumeTuncuningiasometad (TMSCHN;) (2M
y rekcaHi) (3mn, 6mmons). Jogasanu 6inblly Kinb-
KicTb TpumeTuncuningiasometany (TMSCHNz) (2M y
rekcaHi) (4mn, 8mMMonb) i Cymill nepemiwlyBanu npo-
TArom 15 xBUnuH. PeakuiiHy Cymill KOHUEHTpyBanu i
3anuLLIOK o4ULLIanM KONMOHKOBOK XpomaTtorpadieto Ha
cvnikareni (rpagieHT: eTwnaueTtaT/rekcaH), 3 oaep-
XaHHaAM 4-(6pomandTopmeTun)-5-(5,5-gumeTnn-4,5-
aurigpoisokcason-3-incynedaHinmeTnn)-2-metnn-2H-
[1,2 3]Tpma30ny (110wmr, 72% Buxin).

'H-AMP (400Mru, CDCls): 1,41 (c, 6H, Me), 2,82
(c, 2H, CH>), 4,21 (c, 3H, Me), 4,4 (c, 2H, CH>) m. u.

AHarnoriyHy MeToauKy BUKOPUCTOBYBamnu i3 Cymi-
LUILLIO 1-[5-(5,5-aumeTnn-4,5-gurigpoisokcason-3-
incynbdaninmeTun)-1-(4-metokcnbeHann)-1H-
[1,2,3]tpnason-4-injetaHoHy i 1-[5-(5,5-gumeTun-4,5-
avrigpoidokcason-3-incynsdainmeTnn)-3-(4-
mMeTokcnbeHsnn)-3H-[1,2,3]Tpnason-4-injJetaHoHy
(npuknag 140) Ak BUXigHI cnonyku, 3 ogepXaHHAM 1-
[5-(5,5-gumeTnn-4,5-gurigpoizokcason-3-
incynbaHinmetun)-2H-[1,2,3]Tpunason-4-injetaHoHy.

'H-ampP (400Mrlu, CDCl3): 1,44 (c, 6H, Me), 2,72
(c, 3H, Me), 2,83 (c, 2H, CH>), 4,61 (c, 2H, CH2) m. u.

1-[5-(5,5-aumeTun-4,5-gurigpoisokcason-3-
incynbaninmeTun)-2H-[1,2,3]tpnason-4-injetaHoH
nigaaBanu B3aemogii 3 MeTunnoguaoMm, sk onmcaHo B
npuknagi 114, 3 ogepxaHHam 1-[5-(5,5-aumeTun-4,5-
avrigpoidokcason-3-incynsdaninmeTvnn)-2-metnn-2H-
[1,2 3]Tpmason -4-in]eTaHoHy.

'H-amp (400Mrlu, CDCl3): 1,41 (c, 6H, Me), 2,83
(c, 2H, CHy), 3,96 (c, 3H, Me), 4,22 (c, 3H, Me), 4,58
(c, 2H, CH3) m. u.

AHarnoriyHy MeToauKy BUKOPUCTOBYBamnu i3 Cymi-
wwo  metunosoro  edipy  5-(5,5-aumetun-4,5-
avrigpoizokcason-3-incynbdaHinmetun)-1-(4-
MeTokcnbeHann)-1H-[1,2,3]Tpmason-4-kapboHoBoi
kucnotn i metunosoro edipy 5-(5,5-gumetun-4,5-
avrigpoisokcason-3-incynbgadinvetmn)-3-(4-
MeTokcnbeHann)-3H-[1,2,3]Tpmason-4-kapboHoBoi
kucnotv (npuknag 140) sk BuxigHi cnonyku, 3 opep-
XaHHaAM MeTunoBoro edipy 5-(5,5-aumeTnn-4,5-
avrigpoizokcason-3-incynbgaHinmeTun)-2H-
[1,2,3]Tpnaszon-4-kapboHOBOT KMCHOTH, WO Niggasanu
B3aemMogii 3 MeTunmoguaom, siKk onMcaHo B npuknagi
114, 3 opepxaHHam wmeTunosoro edipy 5-(5,5-
anmeTtun-4,5-gurigpoisokcason-3-
incynbdaninmeTun)-2-metun-2H-[1,2,3]tpuason-4-
KapOOHOBOI KNCMNOTMW.

'H-amp (400MTu, CDCI3): 1,41 (c, 6H, Me), 2,87
(c, 2H, CHy), 3,97 (c, 3H, Me), 4,3 (c, 3H, Me), 4,57
(c, 2H, CHz) M. u.

Mpuknag 133: OpepxaHua 1-[5-(5,5-aumeTun-4,5-
avrigpoidokcason-3-incynsdaninmeTvnn)-2-metnn-2H-
[1,2,3]tpnason-4-injetraHony



1-[5-(5,5-aumeTun-4,5-gurigpoisokcason-3-

incynbaHinmeTun)-2-metun-2H-[1,2,3]rpnason-4-

inletaHoH (npuknag 132) (408wr, 1,52mMmonb) posun-
HAMW B meTaHoni (10mMn) npu KiMHaTHIN TemnepaTypi.
HopaBanu ofgHielo nopuieo Npu KiMHATHIN Temnepa-
Typi 6oprigpva HaTtpito (29wmr, 0,76MMonb). PeakuinHy
CymilWw nepemiwyBanu npu KiMHaTHIN Temnepatypi
npotsarom 1 roguvHu. PeakuiiHy cymiw racunu gopa-
BaHHAM BOAM i CyMiLll KOHLEHTpyBanu. 3anuok pos-
NOAINANY MiXX AMXITOPMETaAHOM i BOAOK i ha3un posai-
nanu. OpraHiYHUIn eKCTpaKT CyLuMnu Hag cyrnbcaTom
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MarHito i KoHueHTpyBanu, 3 ogepxaHHam 1-[5-(5,5-
anvetun-4,5-gurigpoisokcason-3-
incynbaninmeTun)-2-metun-2H-[1,2,3]tpnason-4-
inletaHony y Burnsai 6esbapsHoro macna (375wr,
91% Buxin).

'H-AMP (400Mrlu, CDCl3): 1,39 (c, 3H, Me), 1,4
(c, 3H, Me), 1,58 (g, 3H, Me), 2,8 (c, 2H, CHy), 4,11
(c, 3H, Me), 4,36 (c, 2H, CH>), 5,08 (m, 1H, CH) M. u.
Mpuknag 134:  OpepxaHHs  4-(5,5-aumeTnn-4,5-
avrigpoisokcason-3-incynbgaHinmetnn)-5-(1-
dpropeTtun)-2-metun-2H-[1,2,3]rpnasony

OH N~

HC s— J on Mo
— ; DAST  me S'—WCH:‘
N CH, - /A '
\I?I/N 3 N\N’N CH,

CH,

o PO34YNHY 1-[5-(5,5-anmeTnn-4,5-
avrugpisokcason-3-incynbganinmeTun)-2-metun-2H-
[1,2,3]tpuason-4-injetaHony (npuknag 133) (375wr,
1,39vmonb) y auxnopmetaHi (10mn) B aTtmocdepi
a3oTy Agofasanu no Kpannsax npu KiMHaTHIV Temnepa-
Typi Tpudptopua aietunaminocipkm (DAST) (0,46mn,
3,48vmonb). PeakuinHy cymiw nepemiwyBany npu
KiMHaTHI TemnepaTypi npoTsrom 1 roguHu. Peakuin-
Hy CyMmill racunu gopasaHHAM BogHoro bGikapboHaTty
HaTpilo (HacuyeHwun) i cymill ekcTparyBanu AuXIop-
meTaHoM. OG6'egHaHi opraHiyHi eKkcTpakTh CyLunm

O Q

MeNH,
Ao
-

ETunosun edip 2-gia3o-3-okcoMacnsaHol KNCrnoTun
(5r, 32mmonb) po3uuHANM B TeTparigpodypaHi
(50mn) i ouToBin kmucnoTi (6MnN) i Nnponyckanu yepes
PO34MH MeTUnrigpasvH 4o BunagaHHs 6inoro kpucra-
niyHoro ocany. Oopasanu Ginbluy KinbKiCTb OLTOBOI
kncnotm (10mMn) i po3uMH KMA'ATUNKU 3i 3BOPOTHUM
XONoAWMbHUKOM MNPOTArom 2 AHiB. PeakuinHy cymil
KOHLUEHTpYyBanu, 3anuwiok po30aBnsanu BOOoO, eKCT-
paryBanv eTunauetaToM, NPOMMBanu Tpu pasv Boa-
HUM GikapboHaTOM HaTpilo (HacuyeHuit), BOAOO i Ha-
CMYEHUM PO34YMHOM COfi, CYLUMIW | KOHLEHTPYBanu, 3
ofepxaHHaMm eTunosoro edipy 1,5-gumetun-1H-

o) Q
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MeNH,, TiCl,

:
CH,

Hag Ccynb@aToM MarHilo i KOHUeEHTpyBanu, 3 oaep-
KaHHAM 4-(5,5-anmeTun-4,5-gurigpoisokcason-3-
incynbaninmeTun)-5-(1-propetun)-2-metun-2H-
[1,2,3]tpuasony y sBurnagi macna (282mr, 74% Buxig).

"H-AMP (400Mru, CDCls): 1,39 (c, 3H, Me), 1,41
(c, 3H, Me), 1,76 (g, 3H, Me), 2,81 (c, 2H, CHy), 4.15
(c, 3H, Me), 4,3 (g, 1H, CHy), 4,4 (g, 1H, CH,), 5,86
(m, 1H, CH) m. u.

Mpuknag 135: OpepxaHHsa eTunosoro edipy 1,5-
anvetun-1H-[1,2,3]Tpmnason-4-kapboHOBOI KMCNOTH

o]

Sl

H
HSCPN\N//N Cl 3

[1,2,3]tpnason-4-kapboHoBoi  kucnotn (4,4r, 81%
BUXig).

'H-AMP (400Mry, CDClg): 1,41 (1, 3H, Me), 2,49
(c, 3H, Me), 3,92 (c, 3H, Me), 4,3 (kB, 2H, CH>) m. u.

Edipun BigHOBMNIOBanu, sk onucaHo B npuknagi 16,
cnupTtu 6pomyBanu, Sk onmucaHo B npuknagi 17, i 6po-
MMETUINbLHI NPOMIDKHI CMOMYKNU KOHOEHCYBanu, K onu-
caHo B npuknagi 139.

Mpuknag 136: OpepxaHHa eTtunosoro edipy 5-
umknonponin-1-metnn-1H-[1,2,3]tpnason-4-
KapOOHOBOT KMCMNOTH

Q
wo/\“ﬂ'”“

/N\ /N
H,C N”
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ETtunosun edip 3-umknonponin-2-giaso-3-
OKCOMpPOMIOHOBO| KUCMOTU (OTPUMaHUR, ik ONUCaHo B
J. Org. Chem. 1950 (15) 74-80) (1r, 5,5Mmonb) po3-
YnHANW B guxnopeTani (15mn). JogaBanu meTnnamiu
(340mr, 10,9vmmMorb), 3 HACTYNHMM OO4aBaHHAM TeT-
paxnopugy TutaHy (1M y guxnopmetadi) (5,5mn,
5,5MMOMb), 3 OAepXaHHAM >OBTOrapsiyoro ocagy.
PeakuiiHy cymiw kun'atunu 3i 3BOPOTHUM XONOAUIb-
HukoM. licns gogaBaHHA BOAW, CyMill KOHLEHTpYBa-
nn, ekcTparyBanu eTunauetaToMm, NpoOMuBanu BOA-
HMUM GikapboHaTOM HaTpito (HacuyeHun), BOAOK i
HaCMYEHUM PO3YMHOM COMi, CYLUUNN Hag CynbdaTom
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eTunaueTaT/i3orekcaH), 3 OAepXaHHsSIM ETUIIOBOro
edipy 5-uuknonponin-1-metun-1H-[1,2,3]Tpnason-4-
kapboHoBoi kucnotun (740mr, 71% Buxia).

'"H-AMP (400Mru, CDCls): 0,98 (m, 2H, CH,),
1,19 (m, 2H, CHy), 1,42 (T, 3H, Me), 1,84 (m, 1H, CH),
4,09 (c, 3H, Me), 4,41 (kB, 2H, CH3) M. u.

Edipu BigHOBNIOBanNu, sik onncaHo B npuknagi 16,
cnuptu 6pomyBanu, sik onucaHo B npuknagi 17, i 6po-
MMETUIbHI MPOMDKHI CMOMNYKN KOHAEHCYBanu, sk onu-
caHo B npwuknagi 139.

Mpuknag 137: OpepxaHHa eTunosoro edipy 5-
umuknonponin-2H-[1,2,3]tpnason-4-kapboHOBOI KUCO-

MarHito i KOHUEHTpyBanu. 3anuLoK O4MLLanu KOmoH- ™
KOBOW xpomartorpadieto Ha cunikareni (rpagieHT:
o
o~ NHa, TiCl,

07 TcH,

Awmiak (npubnusHo 200Mr) koHOEeHCyBanu B KonbGi
npu -78°C, pogasanu gnxnopetaH (15mn), 3 HacTyn-
HUM JofaBaHHAM eTunosoro edipy 3-uuknonponin-2-
[ia30-3-0KConponioHOBOI  KUCNOTK  (OTPUMaHUR, SK
onucaHo B J. Org. Chem. 1950 (15) 74-80). Jonaea-
nn  Tetpaxnopug TutaHy (1M y auxnopmetani)
(5,5Mn, 5,5Mmonb), 3 ogepXKaHHSAM >KOBTOraps4yoro
ocagy. Po3umH HarpiBanu fo KiMHaTHOI TemnepaTypu,
NOTIM KUN'STUMX 3i 3BOPOTHUM XONOAMITBHUKOM MpO-
TArom 16 roguH. Peakuito racunu gogaBaHHAM BOAWU
(1mn) i KoHUEeHTpyBanu. 3anuLIok ekcTparysanu etu-
nauetatom, npomvBanu BoaoHWM bGikapboHaToM Ha-
Tpito (HacuyeHwun), BOOOK i HACWYEHUM PO3YUHOM

C
o/“CHs Mel,
T K.CO,
NL N

Etnnosun edip 5-uyuknonponin-2H-
[1,2,3]tpuason-4-kapboHoBoi kucnoTtu (npuknag 137)
(110wr, 0,61mmonb) PO34YNHANKN B N,N-
anveTtundopmamiai (5mn), goaasanu kapboHat ka-
nito (168mr, 1,22MMonb), 3 HaCTYNHUM [OAABaHHAM
meTtunnoamnay (0,057mn, 0,91mMmornb). Po3unH nepe-
MillyBanu npu KiMHaTHIA TemnepaTtypi npotsarom 3
rognH. PeakuiiHy cymiw racvnu gofaBaHHSAM BOAMW
(10mn) i cymiw ekcTparyBanu etunauetratom. OpraHi-
YHUIA LWap NpoMMBAaNM BOAHOK XTOPUCTOBOAHEBOIO
KMcnoTor (1H), BOAOK i HACMYEHNM PO3YMHOM COfli,
Cywmnu Hag cynbaToM MarHito i KOHUEHTpyBanu.
3anuLoK ounany KOroHKOBOK XpomaTorpadieto Ha
cunikareni (rpagieHT: eTunaueTart, AWXIIOPMETaH,
i3orekcaH), 3 ofepXaHHsM eTunoBoro edipy 5-
umkrnonponin-2-metun-2H-[1,2,3]tpmnason-4-
kapboHoBoi kucnotu (51mr, 43% Buxig) i eTunosoro
edipy 5-uuknonponin-3-metun-3H-[1,2,3]Tpnason-4-
kapboHoBOi kucnotu (46mr, 39% Buxig).

W o

H

coni, Cywmnn Hapg cyrnbgaTom MarHito i KOHUEHTpPY-
BanuW, 3 ofepXaHHaAM eTunosoro edipy 5-
umnknonponin-2H-[1,2,3]tpna3son-4-kap6oHOBOI KUCO-
TV y BUMMsSAi >xxoBTorapsidoro macna (960mr, 96% Bu-
xig), LLio TBEPAHYNO MpU CTOSIHHiI.

'"H-AMP (400Mly, CDCls): 1,03 (M, 2H, CHy),
1,10 (m, 2H, CHy), 1,40 (7, 3H, Me), 2,56 (m, 1H, CH),
4,44 (kB, 2H, CH3) M. u.

Mpuknag 138: OpepxaHHa eTtunosoro edipy 5-
uuknonponin-2-metun-2H-[1,2,3~|Tpnason-4-
kapboHOBOi kMcCnoTM W eTunoBoro edipy 5-
umknonponin-3-metun-3H-[1,2,3]tpmnason-4-
KapboHOBOI KMCNOTU

' /TCH,
%—1} o CH,
f o\
N. _N

CH,

A B

I3omep A *H-MP (400Mry, CDCls): 0,92 (M, 2H,
CHy), 1,02 (m, 2H, CHy), 1,40 (1, 3H, Me), 2,50 (m,
1H, CH), 412(c 3H, Me), 4,42 (kB, 2H, CHy) m. u.

I3omep B *H-SIMP (400Mry, CDCls): 1,01 (M, 2H,
CHy), 1,12 (m, 2H, CHy), 1,41 (1, 3H, Me), 2,39 (m,
1H, CH), 4,23 (c, 3H, Me), 4,41 (kB, 2H, CH3) M. u.

Edipu BigHOBNtOBanNu, sk onnucaHo B npuknagi 16,
cnuptu 6pomyBanu, ik onucaHo B npuknagi 17, i 6po-
MMETUIbHI MPOMIXHI CMOMNYKN KOHAEHCYBanu, sk onu-
caHo B npuknagi 139.

3) Cnocobu cnonyyYeHHs 1 OKUCITHOBAHHSA

Mpuknag 139: OpepxaHHa 4-(5,5-anmeTnn-4,5-
avrigpoisokcason-3-incynedaHinmeTnn)-5-
dpTopmeTun-2-metnn-2H-[1,2,3]tpnasony i  4-(5,5-
anmeTtun-4,5-gurigpoisokcason-3-
incynbaninmeTun)-5-ptopmeTnin-2,5-aumeTnn-2H-
[1,2,3]tpnasony
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Cywmiw 4:1 4-6pommeTun-5-coropmeTun-2-meTnn-
2H-[1,2,3]tpnasony i 4-6pommeTnn-2,5-gumeTnn-2H-
[1,2,3]tpnasony (954wmr, 4,59mmonb) (npuknag 17)
nepewmillyBanu B eTaHoni (15mn) nepen gogaBaHHAM
TiocevoBuHN (384mr, 5,05Mmonb). PeakuiiHy cymilu
nepemiwlyBanu npu KiMHaTHIn TemnepaTypi 4O NOBHO-
ro PO34YMHEHHs TBepAux pevosuH. [logasanu oo pea-
KUiHOT cymili 3-meTaHcynbdoHin-5,5-gumetun-4,5-
aurigpoisokcason (oTpumanui BignosigHo o EP
1364946) (893mr, 5,05Mmonb) i kapboHaT kanito
(698wmr, 5,05Mmonb) i peakuiiHy CyMmill KUM'ATUMAK 3i
3BOPOTHUM XONOAMITBHUKOM MNpPOTSAroMm 2,5 roawvH.
PeakuiHy cymill oxonogxyBanu O KiIMHATHOI TeMm-
nepatypu i KOHUEHTpyBanu. 3anuioK po3noinsanu
M eTunauetatom (20mn) i Bogoto (20mn). dasu
posainanu i BogHy dasy ekcTparyeBanu ABidi eTuna-
uetatoMm. OB'eqHaHi OpraHivHi eKCTpakTh npoMuBanm
HaCMYEHUM PO3YMHOM COMi, CYLUUNN Hag CynbdaTom
MarHito i KOHUEHTpyBanu. 3anuwoK O4MLLanu KOroH-
KOBOW Xxpomartorpadiieto Ha cunikareni (rpagieHT:
eTunauertaT/rekcaH), 3 ogepXaHHaAM cymiwi 4:1 4-
(5,5-anmeTnn-4,5-gurigpoisokcason-3-
incynbaHinmeTun)-5-ptopmetun-2-metun-2H-
[1,2,3]Tpnasony i 4-(5,5-anmeTun-4,5-
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avrigpoisokcason-3-incynedadinmeTnn)-2,5-
anmeTnn-2H-[1,2,3]Tpnasony y surnsaai 6es6apsHoro
macna (1,05r, 89% Buxia).

'H-AMP (400MI'y, CDCl3): 1,41 (c, 6H, Me), 2,80
(c, 2H, CHy), 4,17 (8, 3H, Me); 4,34 (c, 2H, CH,), 5,52
(a, 2H, CH) m. u.

"H-AMP (400Mru, CDCls): 1,42 (c, 6H, Me), 2,30
(c, 3H, Me), 2,82 (c, 2H, CHy), 4,09 (c, 3H, Me), 4,27
(c, 2H, CHz) m. u.

AHanoriyHy MeToauKy BUKOpPWUCTOBYBann 3 4-
OpommeTUn-2-meTnn-5-TpucptopmeTnn-2H-
[1,2,3]Tpnasonom sk BUXigHY CMOMYKY, 3 OAePKaHHAM
4-(5,5-anmeTun-4,5-gurigpoisokcason-3-
incynbaHinmeTun)-2-metun-5-tpudropmeTun-2H-
[1,2 3]Tpma30ny

"H-AMP (400Mru, CDCls): 1,43 (c, 6H, Me), 2,83
(c, 2H, CHy), 4,23 (c, 3H, Me), 4,40 (c, 2H, CH3) m. u.

Mpuknag 140: OpepxaHHs 4-
(6pomandpTopmeTun)-5-(5,5-gumeTnn-4,5-
avrigpoisokcason-3-incynsdatinmeTnn)-1-(4-
meTokcnbeHsun)-1H-[1,2,3]Tpnaszony i 5-
(6pomandTopmeTun)-4-(5,5-gumeTnn-4,5-
avrigpoizokcason-3-incynbdaHinvetun)-1-(4-
MeTokcnbeHnaun)-1H-[1,2,3]tpmuasony
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4-(BpomaudtopmeTun)-5-6pommeTnn-1-(4- 3 roavH. PeakuiHy cymiw racvnu gogaBaHHAM BoAm
meTokcnbeHsun)-1H-[1,2,3]tpuason i 5- M ekcTparyBanu gekinbka pasis etunauertatom. O6'e-
(6pomandTopmeTun)-4-6pommeTnn-1-(4- AHaHi opraHiYHi eKcTpakTu npoMuBany BOAOK, HacK-
meTokcnbeHsun)-1H-[1,2,3]tpnason  (npuknag 130) YEHUM PO3YMHOM COfi, CYLUMnU Hag cynbdaToMm mar-

(687wmr, 1,67mMmonb) i rigppoxnopug 2-(5,5-gumeTnn-
4,5-pvrigpoizokcason-3-in)isoTioce4oBuHn  (oTpuma-
HUA, sk onucaHo B WO 06/068092) (305wmr,
1,67Mmonb) po3vnHanu B aueTtoHiTpuni (10mn). Oo-
Aasanu kapboHart kanito (576mr, 4,17MMonb) i CymiLu
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTArom

HitO |  KOHUeHTpyBanwu.  3anuwWoK  oyuanu
KONMOHKOBOIO XpomaTtorpaddieto Ha cunikareni (rpagi-
€HT: eTunaueTar/rekcaH), 3 ogepXxaHHsiM HeoOXigHoro
NpoaykTy y BUrnagi cymiwi isomepis 9:1 (660mr, 86%
BUXia).



83 92210 84

'H-AMP (400Mlu, CDCIs) (ocHoBHWMI): 1,45 (c,
6H, Me), 2,74 (c, 2H, CHy), 3,8 (c, 3H, Me), 4,31 (c,
2H, CHy), 5,68 (c, 2H, CH>), 6,89 (g, 2H, CH), 7,3 (&,
2H, CH) m. 4.

"H-AMP (400MIu, CDCls) (HeocHoBHUiA): 1,45 (c,
6H, Me), 2,84 (c, 2H, CH>), 3,8 (c, 3H, Me), 4,43 (c,
2H, CH2), 5,6 (c, 2H, CH), 6,89 (g, 2H, CH), 7,3 (4,
2H, CH) m. u.

AHanoriyHy mMeToauKy BUKOPWUCTOBYBamnu i3 CyMi-
LWL 5-auetun-1-(4-metokcnbeHsun)-1H-
[1,2,3]tpnason-4-inmeTnoBoro edipu MeTaHCynb-
dokucnotn i 5-auetun-3-(4-metokcnbeHsun)-3H-
[1,2,3]Tpnason-4-inmetunosoro edipy MeTaHcynbgo-
kucnotv (npuknag 131) gk BuxigHi cnonyku, 3 ogep-
XaHHAM CyMiLLi 1-[5-(5,5-aumeTnn-4,5-
awvrigpoisokcason-3-incynbsdainmeTnn)-1-(4-
meTokenbeHsun)-1H-[1,2,3]Tpnason-4-injetaHoHy i 1-
[5-(5,5-aumeTun-4,5-gurigpoisokcason-3-
incynbdaninmeTun)-3-(4-metokcndeHaunn)-3H-
[1,2,3]tpnason-4-injeTaHoHy.

'"H-AMP (400Mlu, CDCl3): 1,52 (c, 6H, Me),
2,68-2,73 (c, 2H, CHy), 2,62-2,72 (c, 3H, Me), 3,8 (c,
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2-(5,5-gumeTun-4,5-gurigpoisokcason-3-
in)ancynbdig (npuknag 15) (300mr, 1,15mmons) i rig-
pokcua HaTpito (88mr, 2,19MMOMNb) PO3UYNHANM B CY-
xomy eTaHoni (10mn) i gogasBany Npu KiMHATHIN TeM-
nepatypi 6Goprigpua Hatpito  (88mr, 2,30MMOnb).
PeakuinHy cymiw nepemillyBanu npu KiMHaTHIN TeM-
nepatypi npotarom 10 xBunuH. [opasann 4-
6pommeTun-2,5-gumetnn-2H-[1,2,3]tpnason  (npwik-
nap 17, npuknag 111) (460wmr, 2,42mMonb). PeakuinHy
CyMmilWw nepemiwyBanu npu KiMHaTHIN Temnepatypi
npotarom 30 XBWAWH i NOTIM KOHUEHTpyBanu. 3anu-
LLIOK po3noAinsany Mk Bogow i etunaueratom. dasu
po3ainanu n opraHiyHy ¢hady npommsanu BOAOK i
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Hopasanu go pgietunosoro edipy (5mn) npu -
78°C Ttpet-6ytvnnitin (1,7M 'y rekcaHi) (1,12mn,
1,89vmonb). [HOopaBarm npu  -78°C  po3unH  4-
6pommeTun-2,5-gumetnn-2H-[1,2,3]tpnasony (npwik-
nap 17, npwknag 111) (300wmr, 1,58mmonsb) y gietuno-
BoMy edpipi (5mn) i peakuiiHy cymill nepemiwyBanu
npu -78°C npotarom 5 xeunuH. Jogasanu npu -78°C
PO34uH 2-(5,5-gumeTun-4,5-aurigpoisokcason-3-
in)ancynedigy (npwknag 15) (410mr, 1,58mmonb) y
TeTparigpodypaHi (5mn) i peakuiiHy cymiw nepemi-
wysanu npu -78°C npotarom 10 xBunuH. PeakuiviHy
CyMilW HarpiBann A0 KiMHaTHOI TemnepaTypu npoTs-

3H, Me), 4,43-4,53 (c, 2H, CHy), 5,77-5,81 (c, 2H,
CH), 6,85 (m, 2H, CH), 7,2-7,3 (M, 2H, CH) m. u.

AHanoriyHy mMeToauKy BUKOPWUCTOBYBamnu i3 Cymi-
LULLIKO METWIOBOrO edipy 5-
MeTaHCynbgOHINokcumeTnn-1-(4-meTokcnbeH3nn)-
1H-[1,2,3]Tpnason-4-kapboHOBOi KUCNOTU i MeTUIo-
Boro edipy  5-meTtaHcynbdoHinokcumeTun-3-(4-
meTokcnbeHsnn)-3H-[1,2,3]Tpmazon-4-kap6oHOBOI
kucnotu (npuknag 131) gk BuxigHi cnonyku, 3 opep-
XaHHAM cymiwi meTtunosoro egipy 5-(5,5-aumeTun-
4,5-purigpoisokcason-3-incynedaHinveTvn)-1-(4-
MeTokcnbeHnann)-1H-[1,2,3]Tpmason-4-kapboHoBoi
kncnotm i metunoBoro edipy 5-(5,5-gumeTtun-4,5-
avrigpoidokcason-3-incynedatinmeTnn)-3-(4-
meTokcnbeHsnn)-3H-[1,2,3]Tpmazon-4-kap6oHOBOI
KUCMOTW.

'H-AMP (400Mru, CDCls): 1,52-1,53 (c, 6H, Me),
2,75-2,85 (c, 2H, CHy), 3,8 (c, 3H, Me), 3,92-3,97 (c,
3H, Me), 4,43-4,53 (c, 2H, CHy), 5,77-5,81 (c, 2H,
CH,), 6,85 (m, 2H, CH), 7,2-7,3 (M, 2H, CH) m. u.

Mpuknag 141: OpepxaHHa 4-(5,5-gumetvn-4,5-
avrigpoizokcason-3-incyneganinmeTun)-2,5-
anmeTtun-2H-[1,2,3]tpuasony
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HaCM4YEHUM PO3YMHOM COMi, CYLLUUNN HaA CynbdaTom
MarHito i KOHUEHTpyBanu. 3anuwok ovmLlann KonoH-
KOBOI Xpomartorpacpieto Ha cunikareni (rpagieHT: O-
50% eTtunaueTaTty B rekcati), 3 ogepxaHHsam 4-(5,5-
anveTtun-4,5-gurigpoisokcason-3-
incynbdaninmeTun)-2,5-gumeTnn-2H-[1,2,3]tpnasony
(470wmr, 85% Buxig).

'"H-amp (400MTu, CDCIs): 1,42 (c, 6H, Me), 2,30
(c, 3H, Me), 2,82 (c, 2H, CHy), 4,09 (c, 3H, Me), 4,27
(c, 2H, CHz) M. u.

Mpuknag 142: AnbTepHaTuBHe ogepxaHHs 4-(5,5-
anveTtun-4,5-gurigpoisokcason-3-
incynbpaHinmeTun)-2,5-aumetun-2H-[1,2,3]rpnasony
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rom 1 roguHn. PeakuiiHy cymill racunu gogaBaHHAM
BOAHOrO XNopuay amoHit0 (HAaCUYEHWU) i CyMmiLl eKCT-
paryBanu etunauetatom. O6'eaHaHi opraHiyHi ekcT-
pakTu npoMmMBanu BOAOK | HaCMYEHMM PO3YNHOM
coni, Cylwmnu Hag cyrnbaTom MarHito i KOHUEHTpPY-
Banu. 3anuwok oynany KOMOHKOBOK XpomaTtorpa-
dieto Ha cunikareni (rpagieHT: 0-50% eTunaueTtaTy B
rekcaHi), 3 opepxaHHam  4-(5,5-gumeTnn-4,5-
avrigpoidokcason-3-incyneganinmeTvn)-2,5-
anmveTnn-2H-[1,2,3]tpnasony (154wmr, 41% Buxia).
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Mpuknag 143: AnbTepHaTuBHe ogepxaHHs 4-(5,5-
anmeTtun-4,5-gurigpoisokcason-3-
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2-(5,5-gumeTun-4,5-gurigpoizokcason-3-
in)ancynedia (npwknag 15) (137wmr, 0,53mMmonb) pos-
ynHanu B N,N-gumeTtnndopmamiai (4mn) i gogasanu
kapboHat kanito (290mr, 2,1Mmonb) i rigpokcumeTnn-
cynbdiHat (Rongalite) (323mr, 2,1mmonb). Cymiw
oxonodxyeanu go 0°C i gogaeanu no kpannsx y Bu-
rmnaai posumHy B N,N-gumetundopmamigi (3mn) 4-
6pommeTun-2,5-gumetnn-2H-[1,2,3]tpnason  (npwvk-
nag 17, npuknag 111) (200mr, 1,05mMmonb). Cymiw
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTArom
1,5 roguH i noTim BunuBanu y sogy. Cymilu ekcrpary-
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incynsganinMmeTun)-2,5-gumeTnn-2H-[1,2,3]tpnasony
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Banu geinbka pasie gietunosum edpipom. O6'eaHaHi
OpraHiYHi ekcTpakTu MpoMuMBanM Tpu pasu BOAOM,
cywnnu Hag cynbaToM MarHito i KOHUEeHTpyBanu.
3annwok oumnLany KOrOHKOBOK XpoMaTtorpadieto Ha
cunikareni (rpagieHT: eTunauetat/i3orekcaH), 3 ogep-
KaHHAM 4-(5,5-anmeTun-4,5-gurigpoisokcason-3-
incynbaninmeTun)-2,5-aumetun-2H-[1,2,3]rpnasony
(170wmr, 67,2%).

Mpuknag 144: OpepxaHHsa 4-(5,5-gumeTnn-4,5-
avrigpoidokcason-3-cynbiHinmeTnn)-2,5-gumeTun-
2H-[1,2,3]tpnasony
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4-(5,5-anmeTun-4,5-gurigpoisokcason-3-

cynbdiHinmeTnn)-2,5-gumetun-2H-[1,2,3]tpnason

(npuknag 139) (75% uuctota, 3,53r) po3unHsanM B
ANXNopMeTaHi i jopasanu npv 0°C 3-
xnopnepokcnbersonHy kucnoty (MCPBA) (60% no
maci) (4,2r, 14,6mmonb). Cymiw nepemiwysanu npo-
Tarom 30 xBunuH npu 0°C. PeakuiiHy cymiw racunu
AofaBaHHAM BOAHoro metabicynbdity HaTpito (20%)
(80mn) i cymiw nepemiwysanu npotarom 10 XBUMAWH.
®asu posginanu i BogHy casy npomvBany BOOHUM
OikapboHaToOM HaTpito (HAacU4eHWin), BOAOK i Hacu4e-
HUM PO34MHOM COfi, CYLUUMN Haf CynbdaToM MarHito
i KOHUEeHTpyBanu. 3anuLioK OYuLiany KONOHKOBO

0. cH

XpomaTtorpadieto Ha cunikareni (rpagieHT: eTunaue-
Tat/isorekcaH), 3 ogepxkaHHam 4-(5,5-gumeTnn-4,5-
avrigpoisokcason-3-cynbdiHinmeTvn)-2,5-aumeTun-
2H-[1,2,3]tpnaszony (2,52r, 89,7% Buxig).

'"H-amP (400MTu, CDCls): 1,5 (c, 3H, Me), 1,51
(c, 3H, Me), 2,32 (c, 3H, Me), 3,05 (g, 1H, CHy), 3,18
(a, 1H, CH>), 4,1 (c, 3H, Me), 4,3 (g, 1H, CH,), 4,35
(a, 1H, CHz) M. u.

Mpuknag 145: OpepxaHHa 4-(5,5-aumeTnn-4,5-
aurigpoisokcason-3-incynedoHinmeTnn)-5-
dpTopmeTun-2-metnn-2H-[1,2,3]tpnasony i
anmeTtun-4,5-gurigpoisokcason-3-
incynbcoHinmeTun)-2,5-aumetnn-2H-[1,2,3]rpnasony

4-(5,5-
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Cywmiw 4:1 4-(5,5-gumeTun-4,5-gurigpoisokcason-
3-incynbdaHinmeTnn)-5-propmeTnn-2-metun-2H-
[1,2,3]Tpnasony i 4-(5,5-anmeTun-4,5-
avrigpoidokcason-3-incynedaninmeTun)-2,5-
anveTnn-2H-[1,2,3]tpuasony (npuknag 139) (672wmr,
2,6MMOrb) po3uMHANKM B anxnopmeTaHi (30mn) i go-

Aasanu 3-xnopnepokcmbeHsoiiHy kucroty (MCPBA)
(1,46r, 6,51Mmonb). PO34nH BUTpUMYBanu npu KiMmHa-
THiI TemnepaTtypi npotsarom 16 roauH. PeakuinHy
CyMilll racunu goaaBaHHSAM BOAHOro metabicynbdiTty
HaTpito (10%). Cymiw po3baBnsanu BOAOK i AogaBanu
BOAHWI rigpokcug Hatpito (2M). dasu posginanu i
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BOOHY (ba3y ekcTparysBanu guxnopmertaHom. O6'ea-
HaHi opraHiYHi eKkcTpakTu npoMuBanu ABiYi BOAHWUM
rigpokcuaom HaTtpito (2M), cywmnu Hag cynbdaTtom
MarHito i KOHUEeHTpyBanu. 3anuwoK O4MLLanu KOnoH-
KOBOW xpomartorpadieto Ha cunikareni (rpagieHT:
eTunauertaTt/rekcaH), 3 ogepxaHHam 4-(5,5-gumeTtun-
4,5-purigpoisokcason-3-incynbdaHinmeTun)-5-
dTopmeTun-2-metun-2H-[1,2,3]tpnasony (430w,
70% Buxig) y surnagi 6inoi TBepaoi peyvoBuHU i 4-
(5,5-aumeTunn-4,5-gurigpoisokcason-3-
incynbaHinmeTun)-2,5-aumeTnn-2H-[1,2,3]rpnasony
(82mr, 57% Buxin) y Burnagi 6inoi TBepaoi pevoBunHM.

'H-AMP (400MIy, CDCls): 1,51 (c, 6H, Me), 3,05
(c, 2H, CHy), 4,21 (c, 3H, Me), 4,77 (c, 2H, CHy), 5,57
(8, 2H, CH) m. u.
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4-(5,5-anmeTun-4,5-gurigpoisokcason-3-
cynboHinmeTun)-5-propmeTnn-2-metun-2H-
[1,2,3]tpnason (npuknag 145) (117wmr, 0,4MMornb) ne-
pemiwyBanu B Cyxomy TeTparigpodypaHi (2mn) B
aTmocdepi asoty npu 0°C. JogaBanu no kpannsix 1-
etvn-2,2,4,4,4-neHTaknc(guMeTnnamiHo)-2-
nambaa® 4nsmbaa’-kateHaau(docdasen)(P,-Et)
(0,28mn, 0,82mmonb) i NOTIM gogaBanu ogHieto nop-
uieto  N-cTopbeHsoncynbdoHrimig  (NFSI) (257w,
0,82mMmonb). PeakuinHy cymiw nepemillysanu npoTs-
rom 1 roguHu Npu KiMHaTHIN Temnepatypi. PeakuiiHy
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"H-AMP (400Mru, CDCls): 1,50 (c, 6H, Me), 2,36
(c, 3H, Me), 3,01 (c, 2H, CHy), 4,14 (c, 3H, Me), 4,64
(c, 2H, CHz) M. u.

AHarnoriyHy meToauky Bukopuctosysanm 3 4-(5,5-
anmeTtun-4,5-gurigpoisokcason-3-
incynbaHinmeTun)-2-metun-5-tpudpropmeTun-2H-
[1,2,3]Tpnasonom sk BUXigHY CMOMYKY, 3 OAEPKaHHAM
4-(5,5-anmeTun-4,5-gurigpoisokcason-3-
incynboHinmeTun)-2-metun-5-tpudpropmeTun-2H-
[1,2,3]tpnasony.

"H-AMP (400Mru, CDCls): 1,51 (c, 6H, Me), 3,09
(c, 2H, CHy), 4,29 (c, 3H, Me), 4,83 (c, 2H, CH3) m. u.

4) Cnocobwu ranoreHyBaHHA 1 ankinyBaHHs

Mpuknag P1: OpepxanHa 4-[(5,5-anmeTtnn-4,5-
avrigpoisokca3son-3-cynbgoHin)amdTopmeTnn]-5-
dTopmeTun-2-metnn-2H-[1,2,3]rpnasony
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CYMilll KOHLIEHTPpYBanu i 3anvwok oYuLany KONOHKO-
BOIO XpomaTtorpadieto Ha cunikareni (rpagieHT: eTu-
nauetaTt/rekcaH), 3 ogepxaHHam cnonyku No. 1.01
Tabnuui 1 y Burngaai 6inoi TBepaoi pevyoBuHN (66mMmr,
50% Buxig).

AHarnoriyHy MeToaMKy BMKOPWUCTOBYBanu Ans cu-
HTe3y HacTynHux cnonyk: cnonyks No.1.05 i 1.09
Tabnuui 1.

Mpuknag P2: OpepxanHsa 4-[xnop(5,5-gumeTun-
4,5-purigpoisokcason-3-cynbdoHin)meTun]-5-
dpTopmeTun-2-etnn-2H-[1,2,3]tpnasony
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4-(5,5-anmeTun-4,5-gurigpoizokcason-3-
cynb@oHinmeTnn)-5-cpropmeTun-2-metun-2H-
[1,2,3]tpnason (npwknag 145) (152mr, 0,52mmonb)
po34MHAnM B TeTparigpodypaHi (2mn) npu KiMHATHIN
TemnepaTtypi B aTtMmocdepi aproHy i pgogasanu 1-
etun-2,2,4,4,4-neHTakuc(aumeTmnamiHo)-2-
nsmbpa’, 4nsmbaa’-kateHaau(doctaseH)(Po-Et)
(0,18mn, 0,55mmonb). MNoTim gogaBanu ofHieto nop-
uieto N-xnopcykumHimig (NCS) (73mr, 0,55Mmonb) i
peakuiiHy cyMmill nepemiwyBanu npotsrom 1 roguHu.
PeakuiiHy CyMmill KOHLEHTpYBanu i 3anuwok ovuLla-

N KONOHKOBOK Xpomatorpadieto Ha cunikareni (rpa-
JieHT: eTunaueTat/rekcaH), 3 Ofep)KaHHAM Cronyku
No.1.02 Tabnuui 1 y Burnagi 6es3bapsHoro macna
(116wmr, 68% Buxig).

AHarnoriyHy MeToAMKYy BUKOPUCTOBYBanu Ans cu-
HTe3y HacTynHoi cnonyku: cnonyku No.1.06 Tabnuui
1.

Mpuknag P3: OpepxanHsa 4-[xnop(5,5-gumeTun-
4,5-purigpoisokcason-3-cynbgoHin)dpropmeTnn]-5-
dpTopmeTun-2-metnn-2H-[1,2,3]rpnasony
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4-[Xnop(5,5-anmeTnn-4,5-avrigpoizokcason-3-
cynbdoHin)meTnn]-5-ptopmeTnn-2-etun-2H-
[1,2,3]tpuason (npuknag P2) (116mr, 0,36Mmonb)
po34MHANM B TeTparigpodypaHi (2mn) B atmocdepi
aproHy i gopgasanu npu KiMHaTHIn TemnepaTypi 1-
etun-2,2,4,4,4-neHTakuc(gumeTmnamiHo)-2-
nambaa® 4nsmbaa’-kateHaau(docdasen)(P,-Et)
(0,13mn1, 0,38vmonb). [ogaBanu oOfHield nopuieto
npu KiMHaTHIn Temneparypi N-
dTopbensoncynbdoHimig (NFSI) (118mr, 0,38Mmmonb)
i peakuinHy cymil nepemillysanu NpoTarom 1 rognHu
npu KiMHaTHI TemnepaTypi. PeakuiiHy cymiw koHue-

o CH,

LA
2 CH,
BEE

T °

Ny

|
CH,

4-(5,5-anmeTun-4,5-gurigpoisokcason-3-

cynbdoHinmeTun)-2,5-aumeTnn-2H-[1,2,3]tpnason
(npuknag 145) (112mr, 0,4mMmornb) nepemiwyBanu B
cyxomy TeTparigpodypaHi (3mn) B atmocdepi aproHy
npn 0°C. OogaBanu no kpannax npu 0°C 1-etun-
2,2,4,4,4-neHTaknc(anMeTmnamiHo)-2-

nsmbaa’ 4nsmbaa°-kateHaan(docdaseH)(Pa-t-Bu)
(2M y Tr®) (0,2mn, 0,4mmonb) i gogasBany OfHIED
nopuieto npu 0°C N-dropbeHsoncynbdonimig (NFSI)
(130wmr, 0,4mmonb). PeakuiiHy cymiw nepemiwysanm
npotarom 30 XBUAMH NpWU KiMHaTHIN TemnepaTypi.

4-(5,5-anmeTun-4,5-gurigpoisokcason-3-

cynbdiHinmeTnn)-2,5-gumetun-2H-[1,2,3]tpnason

(npuknag  144)  (200mr, 0,78wmmonb) i N-
dpTopbensoncynbgoHimig (NFSI) (516mr, 1,64mMmonb)
PO34YMHANKM B CyxOMy TeTparigpodypaHi B atmocdepi
aproHy i oxonogxysanu go -78°C. [logasanu no kpa-
nnax npu  -78°C  rekcametungucunasug  niTio
(LIHMDS) (1M po3uuH y TI'®) (1,64mn, 1,64mmons) i
pO34MH nepemillyBany i MOBINbHO HarpiBanu A0 -
20°C npotsarom 3 roguH. PeakuiiHy cymiw racunm
npu -20°C gopgaBaHHAM OeKinbKOX Kpanenb BOAHOMo
Xxnopuay amoHito (HacudeHwuir). Cymill HarpiBanu Jo
KiMHaTHOI TemnepaTtypu, KOHLUEHTpyBanu Ha curika-

LiHMDS

NFS! }q i
HyC
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CH,

HTPYBamnu i 3anuLLOK O4MLLANKN KOMOHKOBOK XpoMaTo-
rpadpielo  Ha cunikareni  (rpagieHT:  eTunaue-
TaT/rekcaH), 3 ogepxaHHam cnonyku No.1.03 Tabnuui
1 y Burnagi 6inoi TBepgoi pevouHn (85mr, 69% Bu-
xig).

AHanoriyHy MeToauKy BUKOPWUCTOBYBanu Ans cu-
HTe3y HacTymHux cronyk: cnonykn No.1.07 i 1.10
Tabnuui 1.

Mpuknag P4: OpepxanHa 4-[(5,5-anmeTtnn-4,5-
avrigpoizokcason-3-cynbdoHingTopmeTnnl-2,5-
anvetun-2H-[1,2,3]Tpmnasony

N/
o I

B s o

PeakuinHy cymill KOHLEHTpyBanu i 3anuLlok o4uLia-
N KOJNTOHKOBOK Xpomarorpacpieto Ha cunikareni (rpa-
JieHT: eTunaueTat/rekcaH), 3 OfepXXaHHAM CronyKu
No0.1.04 Tabnuui 1 y Burnagi 6inoi TBepaoi pevyoBUHN
(35wmr, 29,3% Buxia).

AHanoriyHy mMeToauKy BUKOPUCTOBYBanu Ans cu-
HTe3y HacTynHux cronyk: crnonykn No.1.11, 1.12 i
1.28 Tabnuui 1.

Mpuknag P5: OpepxaHHa 4-[(5,5-onmeTtnn-4,5-
avrigpoizokcason-3-cynbdiHin)audptopmeTun]-2,5-
anvetun-2H-[1,2,3]Tpmnasony

CH,
—Q
4Lxrfifh ,JQL/)K:CHS
s CH,
- 0

reni M ouManu KOIIOHKOBOK XpomaTtorpadieto Ha
cunikareni (rpagieHT: rekcaH/etTunaueTar), 3 ogep-
*aHHAM crnonykun No.1.08 tabnuui 1 (160mr, 70%
BMXia).

AHanoriyHy MeToauKy BUKOPWCTOBYBanu Ans cu-
HTe3y HacTynHux cnonyk: crnonykn No. 1.16, 1.18,
1.27, 1.36, 1.44, 1.47, 1.49, 1.51 i 1.58 Tabnuui 1,
cnonykn No.2.07 tabnuui 2 i cnonykm No.3.03 i 3.10
Tabnuui 3.
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Mpuknag P6: OpepxaHHsi 4-
(6pomandTopmeTun)-5-[5,5-aumeTnn-4,5-

Br. F

-
N\
(9]
e =

HC

4-(bpomaudpropmeTnn)-5-(5,5-aumeTnn-4,5-

avrigpoizokcason-3-cynbgoHinmeTun)-2-metun-2H-

[1,2,3]tpnason (aue. npwknag 132 i npuknag 145)
(500mr, 1,3mmonb) i N-dTopbeHsoncynbdoHIMIg
(NFSI) (820mr, 2,6MMOMb) PO34YMHANN B CyXOMYy TeT-
parigpodypaHi B aTMocdepi aproHy i oxonogxysanu
no -70°C. JogaBanu no kpannsix npu -78°C rekcame-
Tungucunasug nitito (LIHMDS) (1M y TI®) (2,8mn,
2,8MMorb), pPO34MH nepemiwyBanu i NOBINbHO Harpi-
Banu OO KiMHaTHOI TemnepaTypu NpoTAroM 4 roauH.
PeakuiiHy cymiw racunu gogaBaHHAM BOOHOrO XJ0-
puay amoHil0 (HacuyeHun) i ekcTparyBanu Oekinbka
pasiB eTtunauetatom. OOG'egHaHi opraHivHi dpakuii
npomMuBany BOAOK i HACUYEHVMM PO3YMHOM COfli, Cy-
WM Hag cynbdaToM MarHito i KOHUEeHTpyBanu. 3a-
NWLLIOK OYMLLAnu KOMOHKOBOK Xpomatorpacdieto Ha
cunikareni (rpagieHT: eTunauetaT/rekcaH), 3 ogep-

LiHMDS
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aurigpoizokcason-3-cynbgoHin)gudptopmeTnnl-2-
meTun-2H-[1,2,3]tpnasony

H €

XaHHam cnonykn No.1.59 tabnuui 1 (209wr, 37%
Buxig) i 4-(6bpomandropmeTnn)-5-[androp(4-dTop-
5,5-anmeTun-4,5-gurigpoisokcason-3-
cynboHin)meTnn]-2-metun-2H-[1,2,3]Tpnaszony
(100wmr, 17,4% Buxig).

AHanoriyHy MeToauKy BUKOPWCTOBYBanu Ans cu-
HTe3y HacTynHux cnonyk: cnonyks No.1.13, 1.15,
1.17, 1.23, 1.26, 1.29, 1.32, 1.35, 1.41, 1.43, 1.48,
1.50, 1.52, 1.54, 1.57, 1.61 i 1.63 Tabnuui 1, cnonyku
No. 3.04 i 3.07 Tabnuui 3, i cnonyku No. 4.01 Tabnuui
4,

Mpuknag P7: OpepxaHHa  5-umknonpotn-4-
[~(5,5-anmeTnn-4,5-gurigpoisokcason-3-
cynbdiHin)pTopmeTnn]-1-metun-1H-[1,2,3]tpnasony i
5-umknonponin-4-[5,5-gumeTnn-4,5-
aurigpoizokcason-3-cynbdiHin)ampTopmeTnn-1-
meTtun-1H-[1,2,3]tpnasony

-0 CH
N 3
F /li\.><
s CH,
%
-0 CH,  NFS! Ho—N 2N
J\){ ° uwmos o N e
s CH, —— N9, ,CH,
- ¢ F F M
CH
» S 8
HC Ny N %:ZL%
He M N

5-umknonponin-4-(5,5-aumeTnn-4,5-

avrigpoizokcason-3-cynbdiHinmeTvn)-1-metun-1H-

[1,2,3]tpnason (95wmr, 0,34MMOnb) pPO34YMHANM B Cy-
xoMy TeTparigpodypaHi (5mn) i oxonogkyBanu Ao -
78°C. JogaBanu no kpannsx rekcameTtureHaucuna-
3ug nitito (LIHMDS) (1M y TT'®) (0,51mn, 0,51Mmonb)
i PO34YMH nepemilyBanu NPOTAroM 5 XBUNWH MNpuU -
78°C. Nopasanu N-cdTopbeHsoncynbdoHrimig (NFSI)
(160wmr, 0,51MMonb) i peakuiiHy cyMmill nepemillysa-
nu npotarom 2 roguH npu -78°C. PeakuiHy cymilu
racunu foAaBaHHAM BOOHOMO Xnopuay amoHilo (Ha-
cudeHunt) (3mn) i ekctparyBanu eTtunauetatoM. Op-
raHiyHy ¢pasy npomusanv BoAoK i HACUYEHNM PO3yK-
HOM coni, cywunu Hag cynbdaTtoM MarHito i
KOHUEHTpyBanu. 3anuoK O4uLanu KOSIOHKOBOIO

Xxpomarorpadieto Ha cunikareni (rpagieHT: eTunaue-
Tat/isorekcaH), 3 ogepxxaHHaM crnonyku No.2.10 Tab-
nuui 2 (42wr, 39% Buxig) i cnonyku No.2.11 Tabnuui
2 (45wvr, 44% Buxin).

AHanoriyHy MeToauKy BUKOPWCTOBYBanNu Ans cu-
HTe3y HacTynHux cnonyk: cnonykum No.1.21, 1.22,
1.24, 1.25, 1.30, 1.31, 1.33, 1.34, 1.39, 1.40, 1.55,
1.56, 1.68 i 1.9 Tabnuui 1, cnonykn No.2.3 i 2.4 Tab-
nuui 2 i cnonykn No.3.5 i 3.6 Tabnuui 3.

Mpuknag P8: OpepxanHs 5-unknonponin-4-[(515-
anmeTtun-4,5-gurigpoisokcason-3-
cynbdoHin)dprTopmetun]-1-metun-1H-[1,2,3]rpnasony
i 5-umknonponin-4-[(5,5-aumeTun-4,5-
aurigpoizokcason-3-cynbgoHin)gudptopmeTnnl-1-
metun-1H-[1,2,3]tpnasony
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CH,
5-umknonponin-4-(5,5-gumeTnn-4,5- dieto (rpapieHT: eTunaue-

avrigpoidokcason-3-cynbgoHinmeTun)-1-metun-1H-
[1,2,3]tpnaszon (200wmr, 0,67mmonb) i N-
dpTopbeHsoncynbdoHimig (NFSI) (338mr, 1,07mMmonsb)
pO34MHANM B cyxomy TeTparigpodypani (10mn) i go-
Jasanu no Kpannsax 1-etun-2,2,4,4,4-
neHTaKMC(nMMeTVlnaMiHo)-2-nﬂM6na5,4n;|M6/:la5-
kaTeHagu(docdaseH)(P.-Et) (364mr, 1,07mMmonsb), 3
OfepPXaHHAM XOBTOrO po34mHy. [licna 3aBepLueHHs
AO[aBaHHs, PO3YMH MepemiwyBanu nNpoTarom 2 ro-
OVH Mpu KiMHaTHIn Temnepatypi. Cymiw ynaptoBanu
Ha cunikareni h oyvany KOJIOHKOBOK XpomaTorpa-

TaT/anxnopmeTaH/isorekcaH), 3 oaepXKaHHAM Crnonyku
No. 1.6 Tabnuui 1 (47wmr, 21% Buxig) i cnomnyku
No.1.67 Tabnuui 1 (115mr, 54% Buxia).

AHarnoriyHy MeToamKy BMKOPWUCTOBYBanu Ans cu-
HTe3y HacTynHux cnonyk: cnonykn No.1.21, 1.22,
1.24, 1.25, 1.30, 1.31, 1.33, 1.34, 1.39, 1.40, 1.55,
1.56, 1.68 i 1.69 Tabnuui 1, cnonykn No. 2.03 i 2.04
Tabnuui 2 i cnonyku No. 3.05 i 3.06 Tabnuui 3.

Cronyku, npuBeaeHi B HaCTynHuMX Tabnuusx, mMo-
XyTb OYyTU OTPMMaHi aHanoriYHUM YMHOM.

Tadmaana 1

Cnonyrkn dopmynm 1.1

H,C S(0) 7
@l

o

O_.

=

RS
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B —N
N 2
3

5
=N 1

\R',r

No. R’

RS

T.nn. | TH-SIMP (400 M, CDCls)

[*c]

1012 | F | F Me

-CHF

54 |1,57 (c. 611, Me), 3,19 (c, 2H,
CHy), 4,31 (¢, 3H, Me), 5,54

{c, 2H, CH,).

1.02| 2 | Cl

-CH,F

1,53 (c, 3H, Me), 1,55 (c, 3H,
Me), 3,15 (1, IH, CHy), 3.2 (1,
1H, CH,), 4,25 (c, 3H, Me),
5,56 (ma, 1H, CH,), 5,68 (ux,
1H, CH,), 6,27 (c, 1H, CH).

1032 | Cl|F

-CH,F

80 (1,55 (c, 3H, Me), 1,57 (c, 3H,
Me), 3,15 (1, 1H, CH,), 3.2 (1,
1H, CH,), 4,29 (c, 3H, Me),

5,56 (1, 2H, CH,).

1.04| 2 | F

1,55 (c, 6H, Me), 2,4 (c, 3H,
Me), 3,15 (z, 1H, CHy), 3.2 (1,
1H, CH,), 4.2 (c, 3H, Me),
6,52 (1, 1H, CH).

105{2 | F | F

75 11,56 (c, 6H, Me), 2,45 (c, 3H,
Me), 3,17 (¢, 2H, CH;), 4,21

(¢, 3H, Me).

1.06 | 2 | CI

1,5 (¢, 3H, Me), 1,55 (c, 3H,
Me), 2,4 (c, 3H, Me), 3,1 (1,
1H, CH,), 3,15 (g, 1H, CH,),
4,15 (c, 3H, Me), 6,5 (c, 1H,
CH).
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1.07

Cl

1,55 (c, 6H, Me), 2.4 (c, 3H,
Me), 3,25 (1, 1H, CH,), 3,4 (1,
1H, CH,), 4,35 (c, 3H, Me).

1.08

1,45 (c, 3H, Me), 1,46 (c, 3H,
Me), 3,35 (c, 3H, Me), 2,9 (x,
1H, CH,), 3,15 (1, 1H, CH,),
4,1 (c, 3H, Me).

1.09

GF,

80

1,57 (c, 6H, Me), 3,19 (c, 2H,
CH,), 4,38 (c, 3H, Me).

1.10

Cl

-CF;

66-69

1,54 (¢, 3H, Me), 1,56 (¢, 3H,
Me), 3,18 (n, 1H, CH,), 3,22
(1, 1H, CH,), 4,35 (c, 3H, Me).

-CF;

1,56 (c, 3H, Me), 1,57 (¢, 3H,
Me), 3,17 (n, 1H, CH,), 3,23
(n, 1H, CH,), 4,34 (c, 3H, Me),
6,64 (n, 1H, CH).

1.12

Et

Et

1,30 (1, 3H, Me), 1,55 (¢, 6H,
Me), 1,59 (1, 3H, Me), 2,81
(xB, 2H, CH,), 3,14 (u, 1H,
CH,), 3,20 (n, 1H, CH;), 4,45
(xB, 2H, CH,), 6,51 (1, 1H,
CH).

1.13

Et

Et

50-51

1,35 (1, 3H, Me), 1,5-1,7 (M,

9H, Me), 2,7 (k8, 2H, CH)),
3,35 (c, 2H, CH,), 4,45 (ks,
2H, CH,).

1.15

Et

-CF;

1,57 (c, 6H, Me), 1,66 (7, 3H,
Me), 3,19 (¢, 2H,CH,), 4,62
(xB, 2H, CH,).

1.16

Et

-CF;

1,50 (c, 6H, Me), 1,64 (1, 3H,
Me), 3,06 (n, 1H, CH,), 3,26
(m, 1H, CH,), 4,59 (xs, 2H,
CH,).

149

-CF;

1,55 (¢, 6H, Me), 1,66 (1, 6H,
Me), 3,19 (c, 2H, CH,), 4,97
(cerr, 1H, CH).

1.18

-CF;

1,49 (c, 6H, Me), 1,63 (11, 6H,
Me), 3,06 (1, 1H, CH,), 3,26

(n, 1H, CH,), 4,93 (cenT, 1H,
CH).

1.19

-CHF,

1,56 (c, 3H, Me), 1,56 (c, 3,
Me), 2,68 (c, 3H, Me), 3,15 (1,
1H, CHy), 3,20 (1, 1H, CHy),
6,64 (z, 1H, CH), 7,60 (1, 1H,
CH).

1.20

-CHF,

1,56 (c, 6H, Me), 2,70 (c, 3H,
Me), 3,19 (¢, 2H,CH,), 7.62 (T,
1H, CH).
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1.21

-CHF,

1,48 (c, 3H, Me), 1,48 (c, 3H,
Me), 2,65 (c, 3H, Me), 3,13 (x,
1H, CH,), 3,25 (1, 1H, CH,),
6,59 (n, 1H, CH), 7,56 (T, 1H,
CH).

1.22

-CHF,

1,49(c, 3H, Me), 1,51 (c, 3H,
Me), 2,66 (¢, 3H, Me), 2,95 (a,
1H, CH,), 3,13 (1, 1H, CHy),
7,60 (T, 1H, CH).

1.23

-CH,CH,0CH;

CEy-

1,57 (c, 6H, Me), 3,18 (c, 2H,
CH.), 3,35 (c, 3H, Me), 3,95
(r, 2H, CH,), 4,72 (1, 2H,
CH,).

1.24

-CH,CH,OCH,

-CF;

4:1-cymimm niactepeoMepin
OcHoBHu# i30Mep:

1,4 (¢, 3H, Me), 1,45 (c, 3H,
Me), 2,97 (1, 1H, CHy), 3,22
(m, 1H, CH,), 3,33 (c, 3H, Me),
3,85-3,95 (m, 2H, CH,), 4,65-
4,7 (M, 2H, CH,), 6,45 (n, 1H,
CH).

HeocnoBnuii i3omep: 1,5 (c,
3H, Me), 1,53 (c, 3H, Me),
3,05 (u, 1H, CH,), 3,25 (1, 1H,
CH»), 3,35 (c, 3H, Me), 3,85-
3,95 (m, 2H, CH,), 4,65-4,7 (M,
2H, CH,), 6,55 (z1, 1H, CH).

1.25

-CH,CH,OCH,

-CF;

1,48 (c, 3H, Me), 1,49 (c, 3H,
Me), 3,04 (x, 1H, CH,), 3,25
(x, 1H, CHy), 3,35 (¢, 3H, Me),
3,93 (r, 2H, CH,), 4.69 (1, 2H,
CH,).

1.26

Et

1,29 (t, 3H, Me), 1,55 (c, 6H,
Me), 2,83 (xB, 2H, CH,), 3,16
(c, 2H, CH,), 4,21 (c, 3H, Me).

1.27

Et

1,29 (1, 3H, Me), 1,50 (c, 6H,
Me), 2,79 (s, 2H, CH,), 3,01
(1, 1H, CHy), 3,23 (1, 1H,
CH.), 4,18 (c, 3H, Me).

1.28

-°Pe

-CF,

85

1,52 (c, 3H, Me), 1,55 (c, 3H,
Me), 1,7-1,8 (M, 2H, CH),
1,85-1,95 (m, 2H, CH,), 2,1-
2,3 (M, 4H, CH,), 3,15 (x, 1H,
CH,), 3,21 (z, 1H, CHy), 5,05-
5,15 (m, 1H, CH), 6,55 (1, 1H,
CH).

1.29

-°Pe

-CF;

1,57 (c, 6H, Me), 1,7-1,8 (u,
2H, CH,), 1,85-1,95 (m, 2H,
CHb), 2,15-2,3 (v, 4H, CH,),
3,18 (c, 2H, CH,), 5,05-5,1 (m,

1H, CH).
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1.30

-Pe

-CF;

3:2-cymi giactepeomepis
OcHoBHHIT i30Mep:

1,44 (c, 3H, Me), 1,46 (¢, 3H,
Me), 1,7-1,8 (v, 2H, CH,),
1,85-1,95 (m, 2H,CH,), 2,15-
2,3 (M, 4H, CH,), 2,97 (n, 1H,
CH,), 3,23 (n, 1H, CH,), 5,05-
5,1 (m, 1H, CH), 6,45 (n, 1H,
CH).

HeocHoBHuit i30mep:

1,5 (¢, 3H, Me), 1,55 (c, 3H,
Me), 1,7-1,8 (M, 2H. CH,),
1,85-1,95 (M, 2H, CHy), 2,15-
2,3 (m, 4H, CH,), 3,07 (z, 1H,
CH,), 3,27 (n, 1H, CH,), 5,05-
5,1 (m, 1H, CH), 6,54 (1, LH,
CH).

1.31

-Pe

-CF,

1,49 (c, 6H, Me), 1,7-1,8 (u,
2H, CH,), 1,85-1,95 (m, 2H,
CHa), 2,1-2,3 (v, 4H, CHy),
3,05 (1, 1H, CHy), 3,26 (1, 1H,
CHy, 5,05-5,15 (m, 1H, CH).

1.32

-CH,CH=CH,

-CF3

1,57 (c, 6H, Me), 3,18 (c, 2H,
CH,), 5,16 (1, 2H, CH,), 5,39-
5,46 (M, 2H, CHy), 6,04-6,14
(M, 1H, CH).

1.33

-CH2CH=CH2

-CF;

5:1-cymim niacrepeoMmepiB
OcHoBHutit izomep: 1,45 (¢, 3H,
Me), 1,47 (c, 3H, Me), 3,00 (z,
1H, CH,), 3,25 (n, 1H, CH,),
5,10 (=, 2H, CH,), 5,33-5,44
(M, 2H, CH,), 6,00-6,10 (M,
1H, CH), 6,47 (n, 1H, CH).
Heocnosuuit i3omep: 1,51 (c,
3H, Me), 1,54 (c, 3H, Me),
3,07 (n, 1H, CH,), 3,26 (g, 1H,
CH,), 5,10 (z, 2H, CH,), 5,33-
5,44 (m, 2H, CH)), 6,00-6,10
(v, 1H, CH), 6,55 (1, 1H, CH).

1.34

-CH,CH=CH,

-CF;

1,49 (c, 6H, Me), 3,06 (1, 1H,
CH,), 3,25 (1, 1H, CHy,), 5,13
(1, 2H, CH,), 5,37-5,45 (M,
2H, CH,), 6,02-6,12 (, 1H,
CH).

1.35

Me

1,56 (c, 6H, Me), 3,17 (c, 24,
CHb,), 4,31 (c, 3H, Me), 7,98
(c, 1H, CH).
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1.36

1,49 (c, 3H, Me), 1,50 (c, 3H,
Me), 2,95 (1, 1H, CH,), 321
(x, 1H, CHy), 4,28 (¢, 3H, Me),
7,89 (c, 1H, CH).

1.37

Et

1,54 (c, 3H, Me), 1,55 (c, 3H,
Me), 1,60 (1, 3H, Me), 3,14 (x,
1H, CH,), 3,19 (1, 1H, CH,),
4,54 (8, 2H, CH,), 6,58 (n,
1H, CH), 7,94 (c, IH, CH).

1.38

Et

1,56 (c, 6H, Me), 1,62 (T, 3H,
Me), 3,17 (¢, 2H, CH,), 4,57
(xB, 2H, CH,), 7,98 (c, 1H,
CH).

1.39

Et

4:1-cymim niacrepeomepin
OcuHoBHUI JliacTepeoMep
(20%)

1,42 (¢, 3H, Me), 1,43 (c, 3H,
Me), 1,57 (1, 3H, Me), 2,66 (1,
1H, CH,), 3,08 (1, 1H, CHy,),
4,51 (x8, 2H, CHy), 6,50 (a1,
1H, CH), 7,86 (c, 1H, CH).
HeocHoBHuit giactepeomep
(80%)

1,47 (c, 3H, Me), 1,49 (c, 3H,
Me), 1,57 (1, 3H, Me), 3,05 (xa,
1H, CH,), 3,24 (n, 1H, CH,),
4,49 (8, 2H, CH,), 6,46 (x,
1H, CH), 7,83 (c, 1H, CH).

1.40

Et

1,49 (c, 3H, Me), 1,50 (c, 3H,
Me), 1,60 (t, 3H, Me), 2,94 (1,
1H, CH,), 3,21 (1, 1H, CHy),
4,54 (s, 2H, CH,), 7,89 (c,
1H, CH).

1.41

94-95

1,56 (c, 6H, Me), 1,57 (1, 6H,
Me), 2,45 (c, 3H, Me), 3,17 (c,
2H, CH,), 4,81 (cen, 1H,
CH).

1.43

-OCH3

1,55 (¢, 6H, Me), 3,18 (¢, 2H,
CH,), 4,01 (c, 3H, Me), 4,13
(c, 3H, Me).

1.44

-OCH;

1,49 (c, 6H, Me), 3,07 (ax, 1H,
CH,), 3,24 (n, 1H, CH,), 3,99
(c, 3H, Me), 4,09 (c, 3H, Me).

1.45

Br

1,56 (¢, 3H, Me), 1,57 (c, 3H,
Me), 3,17 (#, 1H, CH,), 3,23
(z, 1H, CH,), 4,27 (¢, 3H, Me),

6,49 (1, 1H, CH).
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1.46

Br

96-99

1,57 (c, 6H, Me), 3,18 (c, 2H,
CH,), 4,28 (c, 3H, Me).

1.47

Br

1,50 (¢, 6H, Me), 3,05 (z, 1H,
CH,), 3,24 (n, 1H, CH,), 4,25
(c, 3H, Me).

1.48

-CH,"Bu

-CF;

66

1,54 (c, 3H, Me), 1,57 (c, 3H,
Me), 1,75-1,95 (, 4H, CHy),
2,1-2,2 (M, 2H, CHy), 2,95-
3,05 (m, 1H, CH), 3,18 (c, 211,
CH.), 4,56 (1, 2H, CH,).

1.49

CHZLBU

-CF3

1,45 (c, 6H, Me), 1,75-1,95 (m,
4H, CH,), 2,05-2,2 (v, 2H,
CH,), 2,95-3,05 (M, 1H, CH),
3,05 (1, 1H, CHy), 3,25 (x, 1H,
CH,), 4,55 (1, 2H, CH.).

1.50

Co,M

1,57 (c, 6H, Me), 3,22 (c, 2H,
CH>), 3,98 (c, 3H, Me), 4,36
(c, 3H, Me).

1.51

CO.M

1,47 (c, 3H, Me), 1,49 (c, 3H,
Me), 3,09 (1, 1H, CH,), 3,25
(n, 1H, CH,), 4,0 (c, 3H, Me),
433 (c, 3H, Me).

1.52

COMe

1,56 (c, 6H, Me), 2,62 (c, 3H,
Me), 3,26 (c, 2H, CH.), 4,34
(c, 3H, Me).

1.54

OCHF

1,56 (c, 6H, Me), 3,18 (c, 2H,
CH.,), 4,21 (c, 3H, Me), 6,88
(r, 1H, CH).

1.55

OCHF

JHiacrepeomep A:

1,45 (c, 3H, Me), 1,45 (c, 3H,
Me), 3,01 (z, 1H, CH,), 3,26
(n, 1H, CH,), 4,14(c, 3H, Me),
6,33 (1, 1H, CH), 6,86 (1, 1H,
CH).

1.56

1,50 (c, 3H, Me), 1,50 (c, 3H,
Me), 3,06 (z, 1H, CH,), 3,25
(1, 1H, CH,), 4,18 (c, 3H, Me),
6,87 (1, 1H, CH),

1.57

Et

1,56 (c, 6H, Me), 1,58 (1, 3H,
Me), 2,46 (c, 3H, Me), 3,17 (c,
2H, CH,), 4,47 (x8, 2H, CH,).

1.58

Et

1,49 (c, 6H, Me), 1,56 (t, 3H,
Me), 2,42 (c, 3H, Me), 2,99 (1,
1H, CH,), 3,22 (x, 1H, CH,),
443 (xB, 2H, CH,).

1.59

-CFzBr

Macio

1,55 (c, 6H, Me), 3,19 (c, 2H,

CH,), 4,45 (c, 3H, Me).
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1.61

-CHF,

Macjo

1,45 (c, 6H, Me), 3,20 (c, 2H,
CH,), 4,32 (¢, 3H, Me), 6,90
(r, 1H, CH).

1.63

1,56 (¢, 6H, Me), 1,78 (an, 3H,
Me), 3,3 (n, 1H, CH,), 3.4 (xn,
1H, CH,), 4,29 (c, 3H, Me),
5,28 (nkB, 1H, CH).

1.65

144-
146

1,55 (c, 6H, Me), 2,57 (c, 3H,
Me), 3,18 (c, 2H, CH,), 7,4

7,45 (m, 1H, CH), 7,45-7,5 (m,
2H, CH), 8,0-8,1 (m, 2H, CH).

1.66

Pr

0,96 (M, 2H, CH,), 1,03 (v,
2H, CHy), 1,56(c, 6H, Me),
2,10 (m, 1H, CH), 3,18 (c, 2H,
CH,), 4,16 (c, 3H, Me).

1.67

Pr

0,93 (m, 2H, CH,), 1,02 (m,
2H, CH,), 1,55 (c, 3H, Me),
1,55 (c, 3H, Me), 2,02 (m, 1H,
CH), 3,15 (z, 1H, CH,), 3,21
(x, 1H, CH,), 4,14 (1, 3H, Me),
6,60 (1, 1H, CH).

1.68

Pr

0,96 (M, 2H, CH,), 1,02 (m,
2H, CH,), 1,49(c, 3H, Me),
1,49 (c, 3H, Me), 2,01 (m, 1H,
CH), 3,02 (1, 1H, CH,), 3,24
(x, 1H, CHy), 4,12 (c, 3H, Me).

1.69

Pr

0,92 (M, 2H, CH,), 1,02 (M,
2H, CH,), 1,41 (¢, 3H, Me),
1,47 (c, 3H, Me), 1,97 (m, 1H,
CH), 3,02 (n, 1H, CH,), 3,22
(o, 1H, CH,), 4,07 (c, 3H, Me),
6,44 (n, 1H, CH).

IMoscuenus:

Me=merur; Et=etun; 'Pr=izonponin; “Pr=umknonponinr; “Bu=nukno6yTus;
‘Pe=LHKJIONIEHTHI, C=CHHIJIET; A=LYIUIET; T=TPHILIET; KB=KBApTET; AA=AYILIET
JYIUIETIB; JKB=IYILUIET KBAPTETiB; CEIIT=CENTET; M=MYJIbTAILIET.
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Tabnunga 2

No.

RS

Rﬁ

R7

RS

T.nn.
['C]

"H-SIMP (400 MTI'n,
CDCl,)

2.01

H

'Bu

H

1,54 (c, 3H, Me), 1,55 (c,
3H, Me), 1,72 (c, 9H, Me),
3,16 (c, 2H, CHa), 6,66 (1,
IH, CH), 8,06 (1, 1H, CH).

2.02

1,59 (¢, 6H, Me), 1,76 (c,
9H, Me), 3,23 (c, 2H, CH,),
8,11 (c, IH, CH).

2.03

1,46 (c, 3H, Me), 1,48 (c,
3H, Me), 1,70 (c, 9H, Me),
3,14 (1, 11, CH,), 3.24 (x,
1H, CH,), 6,57 (n, 1H, CH),
7,93 (c, 1H, CH).

2.04

1,48 (c, 3H, Me), 1,51 (c,

3H, Me), 1,72 (c, 9H, Me),
2,97 (n, 14, CH,), 3,12 (x,
1H,CH,), 7,98 (c, IH, CH).

2.05

1,54 (c, 3H, Me), 1,54 (c,
3H, Me), 2,47 (n, 3H, Me),
3,14 (n, 1H, CHy), 3,19 (n,
1H, CH,), 4,00 (c, 3H, Me),
6,57 (n, 1H, CH).

2.06

1,56 (c, 6H, Me), 2,49 (T,
3H, Me), 3,19 (¢, 2H, CH,),
4,03 (c, 3H, Me).

2.07

1,48 (c, 31, Me), 1,52 (c,
3H, Me), 2,46 (1, 31, Me),
3,02 (1, 1H, CH,). 3,13 (1,
1H, CH,), 4,01 (c, 3H, Me).

2.08

‘Pr

0,97 (m, 2H, CH,), 1,17 (m,
2H, CHy), 1,57 (c, 6H, Me),
1,78 (v, 1H, CH), 3,22 (c,

2H, CH,), 4,11 (c, 3H, Me).
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209 [ 2 F | H | Me | °Pr 0,75 (w, 1H, CH,), 0,98 (,
1H, CH,), 1,17 (m, 2H,
CH,), 1,56 (c, 3H, Me), 1,59
(c, 3H, Me), 1,77 (m, 1H,
CH), 3,19 (1, 1H, CH,),
3,30 (1, 1H, CHy), 4,09 (c,
3H, Me), 6,47 (n, 1H, CH).
210 | 1 F F | Me | °Pr 0,91 (v, 2H, CHy), 1,18 (a1,
2H, CH,), 1,48 (c, 3H, Me),
1,50 (c, 3H, Me), 1,74 (u,
1H, CH), 3,13 (1, 1H, CH,),
3,20 (1, 1H, CH,), 4,10 (c,
3H, Me).

211 | 1 F | H | Me | °Pr 0,80 (M, 1H, CH,), 1,05 (m,
1H, CH,), 1,17 (m, 2H,
CHa), 1,36 (¢, 3H, Me), 1,44
(c, 3H, Me), 1,69 (m, 1H,
CH), 3,08 (z, 1H, CH,),
3,20 (1, 1H, CH,), 4,07 (c,
3H, Me), 6,53 (1, 1H, CH).

[TosicueHHs:
Me=metmn; “Pr=1mxronpomnin; ‘Bu=TpeT-6yTHII; C=CUHIIIET; J=AYILIET; T=TPHILIET,
M=MY.IbTHILIET.

Tabauus 3
Cnonyku dropmynu 1.3
R® S
H,C S(0); - H 1.3

R’

No. [ m | R | R® R’ R’ | T.mn "H-SIMP (400 MI'u,
°C] CDCL)

3.01 2 F H Me -CF,4 1,57 (¢, 3H, Me), 1,58 (c,

3H, Me), 3,16 (1, |H, CH,),
3,20 (m, 1H, CH;), 4,37 (c,
3H, Me), 6,89 (g, 1H, CH).

3.02 2 F F Me -CF; 1,58 (¢, 6H, Me), 3,18 (c,
2H, CH,), 4,39 (c, 3H, Me),
3.03 1 F F Me -CF; 1,5 (c, 3H, Me), 1,51 (c, 3H,

Me)5 259 (ﬂs 1H5 CHZ)) 352
(D-! ]-H’ CH2)9 4535 (09 3Hs
Me).

3.04 | 2 F | F | Me | Br |91-93 1,58 (c, 6H, Me), 3,17 (c,
2H, CH,), 4,32 (r, 3H, Me),
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3.05 1 F H Me Br OcHoBHuit fiactepeoMep
(40%)

1,49 (c, 3H, Me), 1,50 (c,
3H, Me), 3,09 (z, 1H, CH,),
3,24 (n, 1H, CH,), 4,28 (c,
3H, Me), 6,45 (n, 1H, CH).
HeocHoBHuit fiacrepeomep
(60%)

1,42 (c, 3H, Me), 1,50 (c,
3H, Me), 2,32 (a, 1H, CH,),
2,95 (n, 1H, CH,), 4,31 (c,
3H, Me), 6,47 (1, |H, CH).
3.06 1 F F Me Br | 70-72 (1,49 (c, 3H, Me), 1,53 (c,
3H, Me), 2,76 (z, 1H, CH,),
3,14 (g, 1H, CH,), 4,29 (T,
3H, Me).

3.07 2 F F Pr Me 1,57 (¢, 6H, Me), 1,65 (x,
6H, Me), 2,49 (c, 3H, Me),
3,15 (c, 2H, CH,), 4,92
(cen, 1H, CH).

3.08 2 F' F Me Pr 1,03 (M, 2H,CH,), 1,17 (M,
2H, CH,), 1,57 (c, 6H, Me),
2,05 (m, 1H, CH), 3,15 (c,
2H, CH,), 4,21 (¢, 3H, Me),
3.09 2 F H Me Pr 0,99-1,08 (m, 3H, CH,), 1,16
(M, 1H, CHy), 1,55 (c, 3H,
Me), 1,57 (c, 3H, Me), 1,89
(M, 1H, CH), 3,15 (c, 2H,
CH,), 4,20 (c, 3H, Me), 6,73
(1, 1H, CH).

3.10 1 F F Me ‘Pr 1,00-1,09 (M, 3H, CH,), 1,25
(M, 1H, CH,), 1,48 (c, 3H,
Me), 1,49 (¢, 3H, Me), 1,95
(m, 1H, CH), 2,64 (un, 1H,
CH»), 3,14 (n, 1H, CH,),
4,19 (1, 3H, Me).

ITosicuenns:
Me=merun; 'Pr=izonpori1; “Pr=uuKI0Npomnii; C=CHHINET; J=1yIUIeT; T=TPUILIET;
JUI=NYIUIET AYIJIETiB; M=MYJIBTUILICT.

Tabanus 4

Cnonyrku chopmynu L4
RB

= 5 +«0-

"-—.Ni

H,C $(0), 7 N 14
HECW R® ’;’Aé\a’
No. | m | RP | R® R’ R® | T.na. "H-SIMP (400 MTI'u,
1°C] CDCly)

401 | 2 F F | Me | Me |73-75|1,57 (c, 6H, Me), 2,42 {c,
2H, Me), 3,24 (¢, 2H, CHy),
3,03 {c, 3H, Me).

IlosscHenns:
M8=M6TI/IJI; C=CHHIJIET.
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BionoriyHi npuknagm

Mpuknag B1: MepbiunaHa akTMBHICTb

OpHoOonbHI i 4BOAOMNBHI AOCNIAXYBaHI POCANHU
BMCIBanNM Ha CTepuni3oBaHUA CTaHAAPTHWUA TPYHT y
Tapifikn ns HaciHHSA, KOXHa 3 Akuin mana 96 sMok.
Yepes oavH aeHb (Nepeq nosBo cxofis) abo nicns
8-9 [HiB BMpOLLYBaHHSA (nicns NosiBU CXOAiB) Y KOHT-
ponbOBaHUX yMOBaXx y KaMepi LUTYYHOro Knimary (Bu-
poltyBaHHs npu 23/17°C, geHb/Hiy; 13 roguH cBiTna;

Bonorictb 50-60%; nicnsi BHeceHHss npu 24/19°C,
AeHb/HiY) pocnuHM 06pobnsAnM BOAHWM PO34MHOM
ans obnpuckyBaHHa 1000mMr/n  BMKOPWCTOBYBAHOTO
aKkTuMBHOro iHrpegieHta (Bkntovatoun 10% OMCO sk
po34MHHMKa). PocnvHn BupoLlyBanu B Kamepi LTy4-
HOrO  KniMaTy [0 NPOBEAEHHs1  OOCNIMKEHHS
(10=noBHe 3HULLEHHA pocnuHK, 0=BiACYTHICTb YLLUKO-
OXXeHb y pocnuHn) Yyepes 9 abo 13 gHis.

Tabnuua Bla

BHecennsi nepea nogsoe cXoaiB

Coen. Rate
1.01 1000 10 10
1.03 1000 10 10
1.04 1000 10 10
1.05 1000 10 10
1.07 1000 10 10
1.08 1000 10 10
1.09 1000 10 10
1.10 1000 10 10
1.11 1000 10 10
1.12 1000 9 10
1.15 1000 10 10
1.16 1000 10 10
1.17 1000 9 10
1.18 1000 10 10
1.19 1000 10 10
1.20 1000 10 10
1.21 1000 10 10
1.22 1000 10 10
1.23 1000 10 10
1.24 1000 10 10
1.25 1000 10 10
1.26 1000 10 10
1.27 1000 10 10
1.28 1000 9 10
1.29 1000 9 10
1.30 1000 9 10
1.31 1000 9 10
1.32 1000 10 10
1.33 1000 10 10
1.34 1000 10 10
1.35 1000 9 10
1.36 1000 10 10
1.37 1000 9 10
1.38 1000 9 10
1.39 1000 9 10
1.40 1000 9 10
1.41 1000 10 10
1.43 1000 10 10
1.44 1000 10 10
1.45 1000 10 10
1.46 1000 10 10
1.47 1000 9 10

1.48 1000 10 10

DIGSA AGSTE SETIT POATR AMARE SETFA

10 10 10 -
9 10 8 -
9 10 9 -
10 10 10 -
9 10 9 -
- 10 10 9
10 10 10 -
10 10 10 -
10 10 10 -
- 10 i0 9
- 10 10 10
- 10 10 9
- 10 10 10
- 10 10 9
- 10 10 10
- 10 10 9
- 10 10 10
- 10 10 9
- 10 10 10
- 10 10 9
- 10 10 9
- 10 10 10
- 10 10 9
- 10 9 8
- 6 8 9
- 10 10 8
- 7 0 9
- 10 10 10
- 10 4 6
- 10 9 10
- 10 10 9
- 10 9 9
- 10 10 9
- 10 10 9
- 10 9 9
- 10 10 9
- 10 10 9
- 0 10 10
- 0 10 9
- 10 9 9
- 10 10 9
- 10 10 9
- 6 9 9
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1.49 1000 10 10 - 10 9 9
2.01 1000 9 10 - 0 3 9
2.02 1000 9 9 - 9 3 8
2.03 1000 9 8 - 4 2 5
2.04 1000 2 6 - 0 0 6
3.01 1000 10 10 8 10 5 -
3.02 1000 10 10 10 10 10 -
3.03 1000 9 10 - 10 10 8
3.04 1000 9 10 - 10 10 9
3.05 1000 10 10 - 10 8 9
3.06 1000 9 10 - 10 10 9

DIGSA=nanpuatka KpuBaBo-uepBoHa; AGRTE=Mitmuus touxa; SETIT=mmmuii

ITanidCHKII; SETF A=mumiii Dabepa; POATR=TOHKOHIr 3BUYAHHMIA,

AMARE=uupuis KojJocucTa

Komm’'toTepHa BepcTka T. Yenenesa MignucHe Tupax 26 npum.

MiHicTepcTBO OCBITM | Haykun YKpaiHu

[epxaBHWIN AenapTaMeHT iHTenekTyanbHoi BnacHocTi, Byn. Ypuubkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

[0 “YkpaiHCbKMi iIHCTUTYT NPOMMCIOBOI BriacHOCTi”, Byn. [masyHoBa, 1, M. Kuis — 42, 01601



