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IPOU3BOHM HA XMHOAOH- U HAQTUPUTOHKAPLOHOBH
KUCEAMHHA

O0aacm na mexnukama

Nzobpemenuemo ce ommacsi go HoBu npousBognu nHa XUHOAOH- U
nadgmupugonkapbonoBu kuceaunu, koumo ca samecmchu 8 7-mMa nosuuus ¢
ouuukauyen amunoB pagukaa ¢ gBe nenacumenu Bpbsku, go mexnu coau,

o Memog za msxiomo noaytaBane, kakmo u go aumubakmepuaamu

cpegemBa, koumo 2u cbgbpKam.
IIpegmecmBamo cbcmosinue Ha mexnukama

Om namenmuume 3asi8ku EP 520 240, DE 42 30 804, DE 43 29 600
(Bayer), kakmo u om JP 4 253 973 (Banyu) ca usBecmnu
xunoaonkapGonoBu kuceaunu, koumo ca 3amecmenu B 7-Ma nosuuus <
ouuukauuen amunoB pagukaa ¢ egna Henacumena Bpeska. Tesu
chegurenud ce omaudaBam cbe cuano anmubakmepuaano gelicmBue. Te
npumekaBam ofave negocmambka ga nposBsBam cuano 2enmokcuuno
geiicmBue, koemo npaBu  neBevamokno npusokenvemo um  kamo

ackapcmBenu cpegemBa. 3agavama Ha u300pPEMCHUCIIO & CHCMOU
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samoBa B HamMupanemo Ha CcbeguHeHUs, koumo npu  CuAHO
anmubakmepuasno geticmBue nposiBsiBam nonukenu zenmokcuunu
cBoiicmBa.
Texnuyecka couiHocm Ha uzodpemeHuemo
Bewe omkpumo, ue cbegunenusima ¢ popmyaa (1)
T-Q D
B kosimo

Q  osnauaBa pagukaa c popmyau

kbgemo

R; o3nauaBa ¢ xaaozen uau xugpokcu egrnokpamno uau gBykpamno
eBenmyaano 3amecmen aakua ¢ 1 go 4 Bvzaepognu amomu, askenua ¢ 2 go
4 Bvaaepognu amomu, ¢ 1 uau 2 $ayopru amomu eBenmyaano 3amMecmeH
uukaoaakua ¢ 3 go 6 Bvaaepognu amomu, Guuukao[l.1.1]nenm-1-ua, 1,1-
gumMemuanponapzus, 3-okcemaHua, MemoKCu, aMUHO, MEMUAaMUHO,
gUMEMUAAMUHO, C XaA02€H, aMUHO UAU xugpokcu egnokpamHo uAu
gBykpamno eBenmyaano 3aMecmeH PeHUA,

R» osnauaBa xugpokcu, ¢ xugpokcu, Memokcu, aMuHO, guUMEMUAaMUHO
eBenmyaano zamecmen askokcu ¢ 1 go 3 Bvaaepognu amomu, Genszuaokcu
uau  (5-memua-2-okco-1,3-guokcoa-4-ua)Memuaokeu, auemokcuMemua-
okcu, nuBaaouaokcumemuaokcu, S5-unganuaokcu, ¢maasugunusokcu, 3-
auemokcu-2-okcubymuaokcu, Humpomemua uau guaakokcukapbonua-
Memua ¢ 1 go 2 Bbzaepognu amomu BuB Besika aakuaoBa wacm,

Rg osnavaBa Bogopog uau c¢ Memokcu, xugpokcu uau xasozeH
eBenmyaano 3amecmen aakua ¢ 1 go 3 Bbaaepognu amomu,

Ry o3nauaBa Bogopog, CH3 uau CHyF,



X1 o3navaBa xaAaozeHn uAu HUMPO,
X, osnauaBa Bogopog, XaaozeH, aMuHo, xugpokcu, memokcu, Mepkanmo,
Memua, XaAozenMemua uau Bunua,
A osnauaBa N uau C-R7, kbgemo

R; osnavaBa Bogopog, xasozen, CF3, OCH3, OCHF,, CH3, CN,
CH=CH, uau C=CH uau o6pazyBa cbwo maka 3aegno ¢ Ry Mocm cbe
cmpykmypa -*O-CH,-CH-CHj, -*8-CH,-CH,-Q -*S-CH,-CH-CHs,
~*CH,-CH,-CH-CH3 uau -O*-CHj-N-Rg, npu koemo mapkupanusm c *
amoM e cBobp3an ¢ Bb2aepoga Ha A u kbgemo

Ry o3nauaBa Bogopog, Memua uau popmua, u
D  osnauaBa N uau C-Rqg, kbgemo

Ry o3nauaBa Bogopog, xaaozen, CF3, OCH3, OCHF, usu CHj3, uau
moke ga obpasyBa zaegno ¢ Rg Mocm cbe cmpykmypa -*O-CHp-, -*NH-
CH,-, -*N(CH3)-CH,-, -*N(CyHs)-CHp-, -*N(c-C3H5)-CHp- uau -*S-
CH,-, npu koemo mapkupanusim ¢ * amom e cBbp3aan ¢ Bvaaepoga va D, u

T  osnauaBa pagukaa c popmyaa

0

6
kbgemo
B oznauaBa (CHp)p-NR3Ry4 uau (CH2)p-ORs5, kegemo
m o3nauabBa 0 uau 1,
R oznauaBa Bogopog, Memua uau aakokcukapbonua ¢ 1. go 4
Bbaaepoguu amomu B aakuaoBama vacm,
R4 o3nauaBa Bogopog uau Memua u
R5 o3nauaBa Bogopog uau Memua u
Rg o3nauaBa Bogopog uau Memua,
u mexHume dapmaueBmuuno npueMauBu xugpamu u

kuceaunonpucbeguaumeanu coau, kakmo u askaanume, askasozemnume,
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cpeGbpHume u 2yanugunoBume coau Ha  cbhomBemnume kapGonoBu
kuceaunu, nposBsBam, npu gobpa noHocumocm, cUARO anmubakmepuasHo
gelicmBue cnpsiMo zpamnozumuBuu akmepuu.

IIpegnoyumam ce cbhegunenusima ¢ dopmyaa (I),
kbgemo

Q  npegcmaBasBa pagukaa ¢ dopmyau

kbgemo
R; o3snauaBa c xaaozen egnokpamno uau gBykpamno eBenmyasno
samecmen aakua ¢ 1 go 4 Bwaaepognu amomu, aakenua c 2 go 3
Bvzacpoguu amomu, ¢ 1 dayopen amom eBenmyaano 3amecmen
wukaoaakua ¢ 3 go 4 Bvzaaepognu amomu, 6uuukao[l.1.1jnenm-1-ua, 1,1-
guMemuAnponapzua, 3-okcemanua, MemuAaMuHO, ¢ $AyOp, aMUHO uAu
xugpokcu eguokpamuo uau gBykpamuo eBenmyaano zamecmen denua,
R, osnauaBa xugpokcu, aakokcu c¢ 1 go 2 Bwbzaepognu amomu,
6enzuaokeu uau (5-memua-2-okco-1,3-guokcoa-4-ua)memokeu,
Ry osnauaBa Bogopog uau ¢ dayop eguokpamno go mpukpamuo
eBenmyaano zamecmen aakua ¢ 1 go 2 Bbrzaepognu amomu,
X1 o3navaBa dayop uau xaop,
X, o3nauaBa Bogopog, XaAozeH, aMUHO, MemuA, MPupAyopoMemua uAu
Bunua,
A osnavaBa N uau C-R7, kbgemo

R7 o3nauaBa Bogopog, xasozen, CF3, OCH3, OCHF,, CHjs, CN,
CH=CH, uau C=CH uau ofpasyBa cbwio maka 3aeguo ¢ Ry mocm coce
cmpykmypa -*O-CH,-CH-CHj, -*S-CH,-CH»-, -*CH,-CH)-CH-CH3 uau



-*0-CHy-N-Rg, npu koemo wmapkupanusm c * amoMm e cBbpsan c
Bbzaepoga Ha A u kbgemo

Rg o3nauaBa Bogopog uau Mmemua uau gopmua, u
D  oznauaBa N uau C-Ryg, kbgemo

Ryo osnauaBa Bogopog, ¢ayop, xaop, CF3, OCH3z uau CHs, uau
MoXke ga obpaszyBa 3zaegHo ¢ R9vMocm coc cmpykmypa -*O-CHpy-, -
*N(CH3)-CH;-, -*N(CoHs)-CHjy-, -*N(c-C3Hs)-CHp- uaun -*S-CHj-, npu
koemo Mapkupanusim ¢ * amoM e cBop3an ¢ Bbaaepoga na D, u

T  osnauaBa pagukaa c popmyaa

kbgemo
B  o3nauaBa -NR3R, uau -OH, kbvgemo

R3 o3znauaBa Bogopog uAu Memua,

R4 oznauaBa Bogopog uau Memua u
R¢g o3nauaBa Bogopog
u mexHume dapmaueBmuuno npuemaubBu Xxugpamu u
kuceaunonpucbeguaumeanu coau, kakmo u aakaanume, aakasozemnume,
cpebbpHume U 2yaHuguHoBume coau Ha  cbomBemnume kapbonoBu
kuceaunu.

Ocobeno ce npegnovyumam cbhegunenusima ¢ gopmyaa (I), kbgemo

Q  npegcmaBasiBa pagukaa ¢ popmyaa




kbgemo
R; osnauaBa ¢ ¢ayop egnokpamno uau gBykpamno eBenmyaano
zamecmen aakua ¢ 1 go 4 Beaaepogru amomu, Bunua, ¢ 1 gayopen amom
eBenmyaano 3amecmen uukaoaakua, ¢ dayop eguokpamno uau gBykpamuo
eBenmyaAno 3aMecmeH PeHuA,
R, o3nauaBa xugpokcu, aakokcu ¢ 1 go 2 Bvzaepognu amomu uau (5-
Memua-2-okco-1,3-guokcoa-4-ua)Memokcu,
Ry o3nauaBa Bogopog uau ¢ ¢ayop eguokpamno go mpukpamHo
eBeHmyaAHO 3aMeCmEn MEMUA,
X1 o3navaBa gayop,
X, o3nauaBa Bogopog, dayop, aMmuno, Memua uau Bunua,
A oznavaBa N uau C-R7, kegemo

R7 osnauaBa Bogopog, ¢ayop, xaop, 6pom, CF3, OCHj3, OCHF),
CH;, CN, CH=CH, uau C=CH usu obpa3zyBa cbwo maka 3aegno ¢ Ry
Mocm cbe cmpykmypa -*O-CH,-CH-CH3 uau -*O-CH)-N-Rg, npu koemo
mapkupanusim ¢ * amoM e cBbpaan ¢ Bbzaepoga na A u kbgemo

Rg oznauaBa Bogopog uau Memua,
D  osnauaBa N uau C-Rqg, kbgemo

Rjg osnauaBa Bogopog, ¢dayop, xaop uau OCH3 uau moxke ga
obpazyBa 3aegno ¢ Rg Mocm cbe cmpykmypa -*O-CHy-, -*N(CH3)-CHj-, -
*N(CyHs)-CHj- uau -*S-CH»-, npu koemo mapkupanusm c * amom e
cBopaan ¢ Bv2aepoga na D, u

T  o3nauaBa pagukaa c popmyaa

50

6
kbgemo
B  oznauaBa -NHj u
Rg o3navaBa Bogopog
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u mexHume dapmaueBmuuno npuemauBu xugpamu u
kuceAunonpuchbeguHUMEAHU COAU, kakmo u aakaanume, aakarozemuume,
cpebbpaume U 2yanugusoBume coau Ha  cbomBemnume kapGonoBu
kuceaunu.

OcBen moBa Gewe omkpumo, ue cbeguneHusima ¢ dopmyaa (I) ce
noay4aBam upes BzaumogeiicmBue Ha chegunenusi ¢ popmyaa (1)

Y-Q (II)

kbgemo
Q  uMa 3HauYeHUEmMO, ageHo No-20pe u
Y  osnauaBa omuenBawa ce zpyna kamo xaaozen, ocobeno ¢ayop uau
XAOD

cbe cbegunenust ¢ popmyaa (1)

R¢

(1I)
kbgemo B u Rg uMam 3navyeHusima, gagenu no-20pe,
eBenmyaano B npucbcmBue nHa cpegemBa, cBopsBamu kuceaunama u
eBenmyaano npu omuenBane Ha chuecmByBawu 3auumnu 2pynu.
Ako kamo usxognu BewecmBa ce uznoazBam nanp. 6,7-gudayop-1-
uukaonponua- 1,4-guxugpo-8-memokcu-4-okco-3-xunosunkaptonoBa
kuceauna u 1,2,3,7a-mempaxugpousoungoa-3a-uaaMul, mo peakuusma

Moxke ga ce npegcmaBu cbe caegnama cxema:

F COOH NH, F | COOH
| l DABCO



g
DABCO = 1,4-guazabuuukao[2.2.2Jokman

ManoasBanume kamo usxogHu cwegunenuss ¢ dopmyaa (II) ca
usBecmyu uau Mozam ga ce noaywam no usBecmnu Memogu. Te Mozam ga
ce Baokam eBenmyaano u kamo pauemuunu, kakmo u kamo
eHanmuoMepHo wucmu cbeguHenus. [Ipu negocmambyna peakmuBnocm,
cbegunenusima ¢ popmyaa (II) mozam ga ce Baokam kamo xeaamnu
komnaekcu na 6op. Kamo npumMepu Mozam ga ce nocovam:
7-xa0p-1-uyukaonponua-6-dayop- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna,  l-uukaonponua-6,7-gudayop-1,4-guxugpo-4-okco-3-xunoaun-
kapbonoBa kuceauna, 6-xaop-1l-uukaonponua-7,8-gudayop-1,4-guxugpo-4-
okco-3-xunoaunkapbonoBa kuceauna, 8-xaop-1-uukaonponua-6,7-gudayop-
1,4-guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna, 1-uukaonponua-6,7,8-
mpudayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna, 5-6pom-1-
uukaonponua-6,7,8-mpudayop- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna, 5-6pom-1-(2,4-gudayopdenua)-6,7,8-mpudayop-1,4-guxugpo-4-
okco-3-xunoaunkapbonoBa kuceauna, 1-uukaonponua-6,7-gudayop-1,4-
guxugpo-8-memua-4-okco-3-xunoaunkapbonoBa kuceauna, 6,7-gudayop-1-
emua-1,4-guxugpo-4-okco-3-xunoaunkapGonoBa  kuceauna,  7-xa0p-6-
dayop- 1-emua- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa  kuceauna, 7-
XA0p-6-Payop-1,4-guxugpo- 1-(2-xugpokcuemua )-4-okco-3-xunoaunkap0o-
noBa  kuceauna,  6,7-gudayop-1-(2-dayopemua)-1,4-guxugpo-4-okco-3-
xunoAunkapbonoBa kuceauna, 7-xaop-6-¢payop-1,4-guxugpo-1-memokcu-4-
okco-3-xunoaunkapbonoBa  kuceauna, 7-xaop-6-dayop-1,4-guxugpo-1-
Memuaamuno-4-okco-3-xunoaunkapbonoBa  kuceauna, 6,7-gudayop-1,4-
guxugpo-4-okco-1-¢penua-3-xunoaunkapbonoBa  kuceauna,  7-xaop-1-
uukaonponua-6-dpayop-1,4-guxugpo-4-okco-1,8-napmupugun-3-kapbonoBa
kuceauna, emuaoB ecmep na 7-xaop-1-uukaonponua-6-dayop-1,4-guxugpo-
4-okco-1,8-napmupugun-3-kapbonoBa kuceauna, emuaroB ccmep na 1-

uukaonponua-6,7,8-mpudayop- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa



kuceauna,  9,10-gudayop-2,3-guxugpo-3-memua-7-okco-7H-nupugo-[ 1,2,3-
de][1,4]6en3okcasun-6-kapbonoBa kuceauna, 8,9-gudayop-6,7-guxugpo-5-
memua-1-okco-1H, 5SH-6en3o[i,j]-xunoauzun-2-kap6onoBa kuceauna, 7-
XA0p-6-payop-1-¢enua-1,4-guxugpo-4-okco-1,8-napmupugun-3-kap6onoBa
kuceauna, emuaoB ecmep na 7-xA0p-6-Qayop- 1-(4-payopdenua)-1,4-
guxugpo-4-okco-1,8-nadpmupugun-3-kap6onoBa kuceauna, 6,7,8-mpudayop-
1,4-guxugpo-1-Memuaamuno-4-okco-3-xunoaunkapbonoBa  kuceauna, 1-
aMuHo-6,7,8-mpudayop- 1,4-guxugpo-4-okco-3-xunoaunkapGonoBa
kuceauna, 6,7,8-mpudayop-1,4-guxugpo- 1-gumemuaamuno-4-okco-3-
xuHoAunkapbonoBa kuceauna, 6,7-gudayop-1-(4-payopdenua)-1,4-
guxugpo-8-Memua-4-okco-3-xunoaunkapbonoBa  kuceauna, 7T-xA0p-6-
$ayop-1-(4-dpayopdenua)-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna,  7-xaop-6-¢ayop-1-(2,4-gudayopdenua)-1,4-guxugpo-4-okco-3-
xunosunkapbonoBa  kuceauna,  6,7,8-mpudayop-1-(4-payopdenua)-1,4-
guxugpo-4-okco-3-xunosunkapbonoBa  kuceauna,  1-uukaonponua-6,7-
gudayop-1,4-guxugpo-5-memua-4-okco-3-xunoaunkapbonoBa kuceauna, 7-
xXA0p-1-uukaonponua-6-$ayop- 1,4-guxugpo-5-memua-4-okco- 1,8-nadpmupu-
gun-3-kapbonoBa kuceauna, 7-xa0p-6-dayop-1-(2,4-gudayopdenua)-1,4-
guxugpo-5-mMemua-4-okco-1,8-na¢pmupugun-3-kap6onoBa  kuceauna, 6,7-
gudayop-1,4-guxugpo-1-(3-okcemanua )-4-okco-3-xunoaunkap6onoBa
kuceauna, 6,7,8-mpudayop-1,4-guxugpo-1-(3-okcemanua )-4-okco-3-
xunoAaunkapGonoBa kuceauna, 1-(6uuukao[1.1.1jnenm-1-ua)-6,7,8-
mpudayop-1,4-guxugpo-4-okco-3-xunosunkap6onoBa kuceauna, 7-xa0p-1-
(1,1-gumMemuanponapzua)-6-payop- 1,4-guxugpo-4-okco- 1,8-nadpmupugun-3-
kapbonoBa kuceauna, 6,7,8-mpudayop-1-(2,4-gudayopdenua)-1,4-guxugpo-
4-okco-3-xunoaunkap6onoBa kuceauna, 6,7,8-mpudayop-1,4-guxugpo-4-
okco-1-genua-3-xunoaunkapbonoBa kuceauna, 7-xa0p-1-emua-6-payop-1,4-
guxugpo-4-okco-1,8-napmupugun-3-kapbonoBa kuceauna, 6, 7-gudayop-1,4-
guxugpo-4-okco-1-Bunua-3-xunoaunkap6onoBa kuceauna, 1-uukaonponua-

5,6,7,8—mempa(1myop-1,4—guxugpo-4-okco-3—XuH0AquapﬁoHoBa kuceauna,
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5-amuno- 1-uukaonponua-6,7,8-mpudayop- 1,4-guxugpo-4-okco-3-xunoaun-
kapbonoBa  kuceauna, 1-uyukaonponua-6,7,8-mpudayop-1,4-guxugpo-5-
xugpokcu-4-okco-3-xunoaunkapbonoBa  kuceauna, 1-uukaonponua-6,7-
gudayop-1,4-guxugpo-8-memokcu-4-okco-3-xunoaunkapbonoBa  kuceauna,
emuaoB ecmep nHa 7-xaop-1-(2,4-gudayopdenua)-6-dpayop-1,4-guxugpo-4-
okco-1,8-napmupugun-3-kapbonoBa kuceAuna, 1-uukaonponua-6,7-
gudayop-1,4-guxugpo-4-okco-8-Bunua-3-xunoaunkapbonoBa kuceauna, 1-
uukaonponua-8-emunua-6,7-gudayop- 1,4-guxugpo-4-okco-3-xunoaun-
kapbonoBa kuceauna, 9,10-gudayop-3-mMemua-7-okco-2,3-guxugpo-7H-
nupugo[1,2,3-d,e][ 1,3,4]-6enzokcaguazun-6-kapbonoBa kuceauna, 8-amuno-
9,10-gudayop-3-memua-7-okco-2,3-guxugpo-7H-nupugo[ 1,2,3-d,e][ 1,3,4]-
Oenszokcaguazun-6-kapbonoBa  kuceauna,  7,8-gudayop-5-okco-9,1-[(N-
MemuAuMuHOo )Memano|-5H-mua3zoao3,2-a]-xunoaun-4-kap6onoBa
kuceauna, 7,8-gudayop-5-okco-9,1-[(N-emuaumuno )Memano]-SH-
mua3oAo[3,2-a]xunoaun-4-kapbonoBa kuceauna, 7,8-gudayop-5-okco-9,1-
(enokcumemano)-SH-muazoa0[3,2-a]xunoaun-4-kapbonoBa kuceauna, 7,8-
gudayop-5-okco-9,1-(enumuomMemano)-SH-muazoa0[3,2-a]-xunosun-4-
kapbonoBa kuceauna, 7,8-gudayop-1-memua-5-okco-SH-muazono[3,2-a}-
XuHOAUH-4-KapObonoBa kuceauna,  8-6pom-6,7-gudayop-1-(uuc-2-payop-
uukaonponua)-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa  kuceauna, 8-
xa0p-6,7-gudayop-1-(uuc-2-payopuukaonponua)- 1,4-guxugpo-4-okco-3-
xunoaunkapbonoBa kuceauna, 6,7-gudayop-1-(uuc-2-$payopuukaonponua)-
1,4—9uxugpo-4—okéo—3-qu0Aquap60HOBa kuceauna, 6,7,8-mpudayop-1-
(uuc-2-payopuukaonponua)-1,4-guxugpo-4-okco-3-xunoaunkap6onoBa
kuceAuna, 5,6,7,8-mempadayop-1-(uuc-2-payopuukaonponua)-1,4-guxugpo-
4-okco-3-xunoaunkapbonoBa kuceauna, 6,7-gudayop-1-(quc-2-
dayopuukaonponua)- 1,4-guxugpo-8-memua-4-okco-3-xunoaunkapbonoBa
kuceauna, 8-emunua-6,7-gudayop-1-(uuc-2-payopuukaonponua)-1,4-
guxugpo-4-okco-3-xunoaunkapbonoBa  kuceauna, 6,7-gudayop-1-(uuc-2-

dayopuukaonponua)- 1,4-guxugpo-4-okco-8-mpudayopmemua- 3-XuHOAUH-
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kapGonoBa  Kkuceauna, 6,7-gudayop- 1-(uuc-2-payopuukaonponua )-8-
gudayopmemokcu-1,4-guxug po-4-okco-3-xunoaunkapGonoBa kuceauna,
6,7-gudayop-1-(uuc-2-payopuukao-nponua)-1,4-guxugpo-8-memokcu-4-
okco-3-xunoaunkap6onoBa kuceauna, 6,7-gudayop-1-(uuc-2-payopuukao-
nponuA)-1,4—guxugpo-5—MCmUA-4—0kco-3—qu0Aquap60HOBa kuceauna, 5-
aMuHo-6,7,8-mpudayop- 1-(uuc-2-payopuukaonponua )- 1,4-guxugpo-4-okco-
3-xunoaunkapbonoBa  kuceauna, 8-6pom-6,7-gudayop-1-[(1R,2S)-2-
(bAyopuukAonponuA]-1,4—guxugp0-4—okco—3—qu0Aquap60HoBa kuceauna,
8-xa0p-6,7-gudayop-1-[(1R,2S)-2-payopuukaonponua]- 1,4-guxugpo-4-okco-
3-xunoaunkap6onoBa kuceauna, 6,7-gudayop-1-[(1R,2S)-2-
dayopuukaonponual- 1,4-guxugpo-4-okco-3-xunoaunkap6onoBa  kuceauna,
6,7,8-mpudayop-1-[(1R,2S)-2-payopuukaonponua]-1,4-guxug po-4-okco-3-
xunoAunkapbonoBa kuceauna, 5,6,7,8-mempadayop-1-[(1R,25)-2-
<1>AyopuukAonponuA]-1,4-guxugpo—4-okco-3-XuH0Aquap60HoBa kuceauna,
6,7—gu<1)Ayop—1-[(lR,ZS)-2—(1)AyopuukAonponuA]—1,4—guxugpo—8—memuA—4-
okco-3-xunoaunkap6onoBa kuceauna, 8-emunua-6,7-gupayop- 1-[(1R,2S)-2-
4)AyopuukAonponuA]—l,4-guxugpo—4-okco—3-qu0Aquap6oHoBa kuceauna,
6,7-gudayop-1-[(1R,2S)-2-payopuukaonponual- 1,4-guxugpo-4-okco-8-
mpudayopmemua-3-xunoautkapbonoBa kuceAuna, 6,7-gudayop-1-
[(1IR, 28)-2-$ayopuukaonponua]-8-gupayopmemokcu- 1,4-guxugpo-4-okco-
3-xunoaunkapbonoBa kuceauna, 6,7-gudayop-1-[(1R,2S)-2-payopuukao-
Ilponw\]-1,4-guxu_qpo-8—Memokcu—A-okco-3—XUH0AUHkap60HoBa kuceauna,
6,7-gudayop-1-[(1R,2S)-2-payopuukaonponua]- 1,4-guxugpo-5-memua-4-
okco-3-xunoaunkap6onoBa kuceauna, 5-amuno0-6,7,8-mpudayop-1-
[(1R,2S)-2-payopuukaonponua]-1,4-guxug po-4-okco-3-xunoaunkap6onoBa
kuceauna, 6,7-guayop-4-okco-4H-[ 1,3 |muauemo| 3,2-a]xunoAun-3-
kapbonoBa kuceauna, 6,7-guayop-1-memua-4-okco-4H-[ 1,3lmuauvemo|3,2-
a]xunoaun-3-kap6onoBa kuceauna, 6,7-gudayop-1-payopmemua-4-okco-
4H-[1,3]muauemo]3,2-aJxunoaun-3-kapbonoBa kuceauna, B(0-CO-CHj3),-
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xeaam Ha l-uukaonponua-6,7-gudayop-1,4-guxugpo-8-memua-4-okco-3-
XxunoAunkapbonoBa kuceauna

Heobxogumume kamo usxogHu cbeguneHust GuuukAuvHU aMuHu c
$opmyaa (III) ca noBu. Te Mozam ga ce noaywam no Memoga, onucan B
cxeMa 10 kamo ce wusxokga om aakuaoB ecmep nHa 2,5-
guxugponupoakapbonoBa kuceauna (I) ¢ nogxogsmuu guenu mozam ga ce
cunmesupam Diels-Alder-agykmu (2), ceomB. (3). BMecmo guenu mMozam
ga ce usnoasBam u nogxogsuu guencunmonu, kamo nanp. o-nupon. Om
(2) upez npucvegunsiBane na Gpom B unepmen pazmBopumea u caegBawo
gexugpobpoMupane cbc cuanu ocHoBu, kamo wHanp. kaaueB mpem-
bymusaam, 1,5-guazabuuukao[4.3.0Jnon-5-en,  1,8-guazabuuukao[5.4.0]-
yHgek-7-en uau emuaguuzonponusamud, koiimo cunmesupa guen (4),
kotimo moXe ga ce noayuu u upes obpabomka ¢ kuceauna om Mekgunno
cbegunenue (3). AakuaoBusm ecmep na guenkapGonoBama kuceauna (4)
ce xugpoausupa go kapbonoBa kuceauna, kosimo moke ga ce pazzpagu
Hanp upes peakuust na Hoffmann uau Curtius npes ypeman (5) kamo
MeKguHHO chegunenue go amun (6). OcBen moBa ypemansm (5) Moke ga
ce aakuaupa ceackmuBro npu azoma go aakuaypeman (7), B koumo mozke
eBenmyaano ga ce BoBege, caeg ceackmuBro omuenBane na ypemanoBama
epyna, Bmopa askuaoBa 2pyna u caeg moBa ga ce npeBuphe B chegunenue
(8). Upes pegykuus na ecmepa na guenkap6onHoBama Kuceauna 4) c
komnaekenu xugpugu Moke ga ce cuamesupa, npes MekguHHOMO
cbegunenue (9), xugpokcumemuaoBomo cbegunenue (12). OcBen moBa om
(9), caeg akmuBupane na xugpokcuanama zpyna, Hanp. upes npeBpbwane
B O-mosuaam uwau O-Mezuaam u  nocaegBawa Hykaeoduana
3amMecmumeana peakuus ¢ aMunu uau asugu, koumo caeg moBa mps6Ba ga
6bgam pegyuupanu, npes amunu cebc cmpykmypa (10), Mozam ga ce
noAyuam amuxume cbc cmpykmypa (11). Bmecmo aakuaoBust ecmep na
kapbonoBama kuceauna (1) 3a cunmesa moke ga ce usnoasBa u nogoben

2,5-guxugponupoa-3-kapbosumpua, om  kotimo manp. upe3 nogobna



nocacgoBameanocm om peakuuu (peakuust na Diels-Alder, pegykuus)
MoXKe ga ce noayyu 3a-amMunomemua-1,2,3,7a-mempaxugpouzoungoa.

Mexkgunnume cbegunenust cbe cmpykmypa (6), (8), (11) u (12)
omzoBapsim na obwa Popmyaa (I11).

Mozxke ga ce noayuu cowo u 1-amuno-8-azabunukao-[4.3.0Jnona-2,4-
guen, kamo upes xodmanoBo pazzpakgane na mMemuaoB ecmep na 8-
azabuuukao-[4.3.0]nona-2,4-guen- 1-kapbokcamug-8-kapbonoBa kuceauna,
Hanp. ¢ HampueB Xunoxaopum, HampueB xunobpomum uau iiogozobenzoa
moli ce npeBvpue B MemuaoB ecmep mna 1-amuno-8-azaGuuukao-
[4.3.0]nona-2,4-guen-8-kapbonoBa kuceauna u caeg moBa zawmumnama

kapbamamoBa 2pyna ce omuenu upes obpaGomka ¢ kuceaunu uau ocnoBu.
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Kamo npumepu 3a 6uyukauunu amunu ¢ gBe nenacumenu Bpwaku ¢ -
dopmyaa (IIT) Mmozam ga ce cnoMenam:

1,2,3,7a-mempaxugpouzsoungoa- 3a-uAaMus, 4-memua-1,2,3,7a-
mempaxugpou3ouHgoA-3a-uAaMuH, 5-memua-1,2,3,7a-mempaxugpouso-
UHgOA-3a-uaamun, 6-Memua-1,2,3,7a-mempaxugpouzoungoa-3a-uaamun, 7-
Memua-1,2,3,7a-mempaxugpousoungoa-3a-uaamun, 3a-MemuAaaMuHo-
1,2,3,7a-mempaxugpousoungoa, 3a-gumemuaamuno-1,2,3,7a-mempaxugpo-
U30UHgoA,  3a-mpem-6ymokcukapGonusamuno-1,2,3,7a-mempaxugpouso-
UHgoA,  3a-amunoMemua-1,2,3,7a-mempaxugpouzoungos,,  3a-Memua-
amMuHomemua-1,2,3,7a-mempaxugpouszoungos, 3a-guMemusamMuHOMemuA-
1,2,3,7a-mempaxugpousoungoa, 3a-xugpokcu-1,2,3,7a-mempaxugpouso-
UHgoA, 3a-xugpokcumemua-1,2,3,7a-mempaxugpousoungoa.

EnanmuoMepHo vucmume U3XOgHU CbeguHEHUS C dopmyaa (III)
Mozam ga Obgam NOAYYEHU NO CACgHUME MEMOGU:
1. Pauemuunume OGuuukauunu amumu (III) mozam ga ©Obgam
npeBbpramu ¢ enanmuoMepHo wucmu Kuceaunu, nanp. kapbonoBu
kuceaunu uau cyadomnoBu kuceaunu kamo N-auemua-L-zaymamunoBa
kuceauna, N-Genzoua-L-aaanun, 3-6pomkamdop-9-cyadonoBa kuceauna,
kamdop-3-kapbonoBa kuceauna, uuc-kamdopoBa kuceauna, kamdop-10-
cyaponoBa kuceauna, O,0-gubenzouaBunena kuceauna, D- uau L-Bunena
kuceauna, GagemoBa kuceauna, a-Memokcudenuaouemna kuceauna, 1-
PenuaemancyadonoBa kuceauna, o-dpenuasmmapna kuceauna, B cmec om
guacmepeouzoMepHu  coau, koumo ce pasgeasim upes ¢pakuuonna
kpucmaauzauus B guacmepeouzomepno yucmume coau (BXk. P. Newman,
Optical Resolution Procedures for Chemical Compounds, Volume 1). Upes
obpabomka na me3u coau ¢ aakaaHu uau aakasozemmu xugpokcugu ce
ocBobokgaBam enanmuoMepro yvucmume amunu.
2. Ilo memog, nogofen Ha onucanus B8 m. 1 moke c no-zope

nocovcHume CHaHMUOMEPHO Yucmu kuceaunu ga cc IlpOBCgC paveMuMHoO



pasgeasiie Ha ocHoBrume mexkgunnu ceegunenust (Bk. cxema 1), koumo ce
nosiBsaBam npu noayyaBanemo na paueMuunume Gunukauunu amMunu.
3. Kakmo pauemuunume amunu (III), maka u nocouenume B cxema 1
MekguHHU chegunenus Mozam, eBeHmyasHo caeg auuaupane, ga 6bgam
pasgeacHu xpomamozpadcku Bbpxy xupasnu nocumeau (BXk. nanp. G.
Blaschke, Angew. Chem. 92, 14 [1980]).
4. Pavemuunume amunu (III) mozam cbwo maka ga 6Gegam
npeBbpnamu upes xumuuecko cBopsBane ¢ xupaanu ayuaoBu pagukaau B
guacmepeousoMepHu  cMecu, koumo Mozam ga ce pasgeasm Ha
guacmepeousoMepHo uucmu auuaoBu npousBoghu upes gecmuaauus,
kpucmaauzauust uau xpomamozpadusi, u om msx upez ocanynBane ga ce
U30AUpam €HaHMuoMepHo Yucmume amunu. Kamo npumepu 3a peakmuBu
3a cBvpaBane ¢ xupasnu auuaoBu pagukaau mMozam ga ce nocowam: a-
Memokcu-a-mpudayopMemuAPEeHUAAUEMUAXAOPUg,  MEHMUAU3OUUAHAM,
D- uau L-o-penusemuauzoyuanam, MenmuaoB ecmep Ha xaopMmpaBuena
kuceauna, kamgop-10-cyadonuaxaopug.
5. Bxoga na cunmeza na Guuukauunume amunu (1) Bmecmo axupasnu
Mozam ga ce BvBegam u xupaanu zawjumnu zpynu. ITo mosu navun ce
Cmuza go guacmepeousoMepHu cMecu, koumo Mozam ga ce paszgeasim.
Hanp., npu cunmesa na mekguuen eman (4) na cxema 1, 6enzusoBusim
pagukaa mMoXe ga ce zaMecmu om o-denuaemuaoB pagukaa ¢ R- uau S-
konduzypauus, cvbomBemno askoxoanama wacm ha ecmepa 4) - ¢
CHAHMUOMEPHO Yucm aAkoxoa, kamo Hanp. MeHmoA uAu nanmoaakmon.
BaaumogeticmBuemo wna (II) ¢ (IIT), npu koemo chegunenuemo (IIT)
Moke ga ce Baoku u nog dopmMama Ha HezoBume coau, kamo Hanp.
xugpoxaopugu, ce npoBekga npegumno B pasmBopumea kamo
gumemuacyadokeug,  N,N-gumemuadopmamug,  N-memuanupoaugon,
mpucamug Ha xekcamemuadocdopna kuceauna, cyadoaan, auemonumpua,

Boga, aakoxoa kamo memanoa, emaHoa, N-NPONAHOA UAU U30NPONAHOA,
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zaukoaMoHoMemuaemep uau nupugud. Cbwo maka Mozam ga ce
uznoazBam u cMecu om mesu cheguHeHus.

Kamo neympaauzamopu na kuceaunama mozam ga ce uznoasBam
obuualiHume HEOp2aHUYHU U OpzaHUYHU KUCEAUHHU HeympaAuzsamopu.
KoM msax npunagaekam npegumuo aakasnume xugpokcugu, aakasnume
kapGonamu, opzanuynume aMutu u amugunu. Kamo ocoeno nogxogsuu
Mozam ¢a ce nocodam: mpuemusamun, 1,4-guazabuuukao|[2.2.2]Jokman
(DABCO), 1,8-guazabuuukao[5.4.0]yugek-7-en (DBU) uau amun (III) 6
uzAuwWGK.

Peakyuonnume memnepamypu Mozam ga Bapupam B wupoku
zpanuyu. ObuknoBeno ce pabomu mekgy 20 u 200°C, npegumso - MeXkgy
80 u 160°C.

BsaumogelicmBuemo wmoke ga ce ocbwecmBu npu HOPMAAHO
HaAsizane, Ho cbhwo maka u npu noBuweno nHaasgzane. O6uknoBeno ce
pabomu B zpanuuume mexkgy 1 u 100 Gapa, npegumuo - Mekgy 1 u 10
Bapa.

IIpu npoBekgane na Memoga cezaacno uzobpemenuemo na 1 Moa
cbegunenue (II) ce Baaza 1 go 15 moaa, npegumno 1 go 5 moaa om
cbegunenue (III).

1o Bpeme na B3aumogeticmBuemo, cBobogrume aMUHO2pynu Mozam
ga cc samumsm C NOgxXogswia 3awumiHa zpyna, kamo Hanp. ¢ mpem-
6ymokcukapbonua uau ¢ ¢ azomemun u caeg npukatouBane na peakuusma
ga ce ocBobogsim omuoBo.

Coegunenusima ¢ dpopmyaa (I) ChzAACHO uzobpemenuemo, B8 koumo
Ry osnavaBa CH)NO; uau guaakokcukapbonuamemua mozam ga ce
noaydam cbwo kamo coegunenue ¢ gopmyaa (I), B kosmo R, osnauaBa
OH, BzaumogelicmBa ¢ akmuBupawo cpegemBo kamo kapbonua-
guumugasoa, B pasmBopumea kamo mempaxugpodypan, guxaopomeman
uau xaopodopM u caeg moBa BzaumogeiicmBa cbe CH-kuceaunno

CbeguHeHue Kamo HumpoMeman uau guaakuaoB ecmep Ha MaaonoBama
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kuceauna. ToBa BzaumogeticmBue ce npoBekga npegumuo B pazamBopumea
kamo mempaxugpodypan B npucecmBuemo na ocnoBa (nampueB xugpug,
kaaueB kapbonam, nampueB kapbonam).

IloayuaBanemo na cbequnenusima c¢ dJopmyaa (I) cwzaacho
wsobpemenuemo, B kosimo X>=NH,, e B®amokno cvwo upes
BzaumogeiicmBue na cvegunenus ¢ popmyaa (I), B kossmo Xo=F, ¢ amonak
B noaspnu pazmBopumeau kamo gumemuacyadokcug, npu memnepamypu
om 50°C go 120°C, npu HOpMaAHO HaAsizaHe UAU npu 3azpsiBane B
aBmokaaB. IloayuaBanemo na cvegunenusi ¢ popmyaa (I), B kosmo A=C-
OCHs3, ce uzBvpwBa cbwo upes BzaumogelicmBue Ha ceegunenusima c
dopmyaa (I), B kosmo A=C-F, ¢ aakaanu memusamu, kamo nanp.
HampueB Memuaam, B pazmBopumeau, kamo nanp. gumemuadopmamug,
zaukoagumemuaemep, guokcan, mempaxugpodypan, gumemuacyadokcug,
mpucaMug Ha xekcamemuadocdopna kuceauna uau aakoxoau, npu
memnepamypu om 20°C go 150°C. BzaumogeiicmBuemo moxke ga ce
npoBege npu uznoazBane na nuckokunsnuu pazmBopumeau u B aBmokaaB
nog Haasizane. Upes gobaBsme na koponnu emepu, kamo nanp. 15-kopoha-
5 uau 18-kopona-6 peakuusima ce yckopsBa.

3a noayuaBane Ha ecmepume cb2aacHO uzobpemeHuemo,
cbomBemnama kapbonoBa kuceauna peazupa npegumno B uzauwek om
aakoxoa B npucbcmBue na cuanu kuceaunu, kamo cspna kuceauna,
de3Bogen xaopoBogopog, MemaHcyadonoBa kuceauna, p-
moAyoAcyadonoBa kuceauna uau kuceau uonoobmennu BewecmBa, npu
memMnepamypu om okoao 20 go 180°C, npegumno okoao 60 go 120°C.
IToaysaBawama ce peakuuonna Boga moke ga ce omcmpanu upes
a3eomponHa gecmuaauus ¢ XA0popopM, mempaxaopMemaH UAU MOAYOA.

IToaywaBanemo na ecmepu e Gaazonpusmuo cbwo upes 3azpsBane
na cvomBemnama kuceauna c gumemuadopmamugguaskusauemaa B

pazmBopumea kamo guMemuagpopmamug.
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Ecmepume, usnoasBanu kamo npoaekapcmBeno cpegcmBo, kamo
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Hanp. (5-Memua-2-okco-1,3-guokcoa-4-ua-Memua)ecmep, ce noayyaBam
npu BzaumogeiicmBue Ha aakaana coa na cbomBemnama kuceauna, kosimo
eBenmyasno e zawumena npu N-amoma cbc 3awumna zpyna, c¢ 4-
OpoMMemua- uAu 4-xAopMemuA-S-memua- 1,3-guokcoa-2-on B
pazmBopumea kamo gumemuadopmamug, gumemuaauemamug, N-
MEMUANUPOAUGOH, guMemuacyagokcug uau mempamemuaypea, npu
meMnepamypu om okoao 0 go 100°C, npegumuo om 0 go 50°C.

IToaywaBanemo na kuceAunonpucheguHumesHUmE COAU  Ha
CbeguHEHUAMA Cb2AacHO uzobpemenuemo ce usBopwBa obuknoBeno upes
pasmBapsme B uzaumbk om Bogen pasmBop na kuceauna u ymasBane na
coama cbe cMecBaw ce ¢ Bogama pazmBopumea kamo Memanoa, emanoa,
aucmoH uau auemonumpua. Moxke ga ce pazmBopssm u ekBuBasenmnu
koauuecmBa Gemaun u kuceauna Bv8 Bogama u pazmBopvm ga ce
AuoduAuzupa uau ga ce 3azpee BuB Boga uau aakoxoa kamo
zaukoAMOHOMEMuUAEmEp U caeg moBa ga ce usnapu go cyXo UAU ymaeHama
coa ga ce omuyuu. ITog dpapmaueBmuuno npuemauBu coau ce pazbupam
Hanp. coAume Ha coAHama KkuceAuHa, csipHama Kuceauna, ouemHama
kuceauna, 2aukoaoBama kuceauna, maeunama kuceauna, AHmapHama
kuceauna, AumonoBama  kuceauna, Bunenama  kuceauna, 2-
xugpokcuzaymapoBama kuceauna, memancyadonoBama kuceauna, 4-
moayoacyadponoBama  kuceauna, 2asakmyponoBama  kuceauna, 5-
okcomempaxugpodypan-2-kapGonoBa kuceauna, emBonoBa kuceauna,
eaymamunoBa kuceauna uau acnapazunoBa kuceauna.

Aakasnume u askasozeMHume coau Ha kapGonoBume kuceaunu
Cb2AaCHO u3obpemeHuemo ce noaydaBam Hanp. upes pazmBapsie Ha
bemauna B usauwnk om askaana uau askasosemna ocHoBa, $uampupane
Ha HepasmBopenust 6emaun u usnapsiBane go cyxo. (PapmaueBmuuno

npueMauBu ca nampueBume, kaaueBume u kaauueBume coau.
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CvomBemnume cpebGbpru coau ce noaydaBam npu BzaumogeticmBue na
aakaanu uau aakaaozeMHu coau ¢ nogxogsia cpeGbpHa Coa.

OcBen akmuBrume BewecmBa, cnomenamu B npumepume Mozam ga
Cce noAyYam U no-goay uzbpoenume, kakmo u nocouenume 8 caegBawume
mabauuu  akmuBhu BewecmBa, koumo ca kakmo nog dopmama na
paueMamu, maka u nog ¢opMama Ha YUCIMU CHAHMUOMEPHU CbEGUHEHUS
uau eBenmyaano nog ¢opMama Ha guacmepeousoMEpHU CMECU uAu Kamo
yucmu guacmepeouzoMepHU CbegUHEHUS:
8-(3a-amuno-1,2,3-7a-mempaxugpouzoungoa-2-ua)-7-¢payop-5-okco-9,1-
(enokcumemano)-SH-muazoao(3,2-a|xunoaun-4-kapbonoBa kuceauna, 7-
dayop-8-(3a-memuaamuno- 1,2,3-7a-mempaxugpousoungoa-2-ua)-5-okco-
9,1-(enokcumemano)-SH-muazoao[3,2-a Jxunoaun-4-kapbonoBa  kuceauna,
8-(3a-amunoMemua- 1,2,3-7a-mempaxugpouzoungoa-2-ua)-7-dpayop-5-okco-
9,1-(enokcumemano)-5SH-muazoao[3,2-a|xunoaun-4-kapbonoBa  kuceauna,
7-dayop-8-(3a-MemuaamMunoMemua- 1,2,3-7a-mempaxugpouzouHgoA-2-Ua )-
5-0kco-9,1-(enokcumemano)-SH-mua3zoao| 3,2-a]xunoaun-4-kapbonoBa
kuceauna, 8-(3a-amuno-1,2,3-7a-mempaxugpouzoungoa-2-ua)-7-payop-5-
okco-9,1-[(N-memuaumuno))mMemano)|-SH-muazoao[3,2-a jxunosun-4-
kapbonoBa kuceauna, 7-dayop-8-(3a-memuaamuno-1,2,3-7a-mempaxugpo-
U30UHGOA-2-uA)-5-0kco-9,1-[ (N-Memuaumuno )Memano) |-SH-muazoao| 3,2-
aJxunoaun-4-kapbonoBa kuceauna, 8-(3a-amunomemua-1,2,3-7a-mempa-
XUgpouzouHgoa-2-ua)-7-payop-5-okco-9,1-[(N-mMemuaumuno)Memano) |-
5H-mua3zoao|3,2-a]xunoaun-4-kapbonoBa kuceauna, 7-¢payop-8-(3a-mMemua-
aMunoMemua-1,2,3-7a-mempaxugpouzoungoa-2-ua)-3-okco-9,1-[(N-
MemuAuMuno )Memano ) -SH-mua3zoao|3,2-a Jxunoaun-4-kapbonoBa
kuceauna, 10-(3a-amuno-1,2,3-7a-mempaxugpouszoungoa-2-ua)-9-gayop-3-
Memua-7-okco-2,3-guxugpo-7H-nupugol 1,2,3-d,e][ 1,3,4]6enzokcaguazun-6-
kapbonoBa kuceauna, 9-dayop-3-memua-10-(3a-memuaamuno-1,2,3-7a-
mempaxugpouzouHgoa-2-ua)-7-okco-2,3-guxugpo-7H-nupugol 1,2,3-d,e}-

[1,3,4])6en3okcaguazun-6-kapbonoBa kuceauna, 10-(3a-amunomemua-1,2,3-
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7a-mempaxugpouzouHgoA-2-ua)-9-¢ayop-3-Memua-7-okco-2,3-guxugpo-
7H-nupugo-[1,2,3-d,e][1,3,4]6enzokcaguasun-6-kapbonoBa  kuceauna, 8-
amuno-10-(3a-amuno-1,2,3-7a-mempaxugpouzoungoa-2-ua)-9-¢ayop-3-
Memua-7-okco-2,3-guxugpo-7H-nupugo| 1,2,3-d,e][ 1,3,4|6enzokcaguazun-6-
kapbonoBa  kuceauna, 10-(3a-gumMemuaamMunomemua-1,2,3,7a-mempa-
XUGPOU3OUHgoA-2-1A)-9-dpayop-3-Memua-7-okco-2,3-guxugpo-7H-nupugo-
[1,2,3-d,e][1,3,4]0en3okcaguasun-6-kapbonoBa  kuceauna,  9-dayop-3-
Memua- 10-(3a-Memuaamuno-1,2,3,7a-mempaxugpouzoungoa-2-ua)-7-okco-
2,3-guxugpo-7H-nupugo-[1,2,3-d,¢][ 1,4]6enzokcaszun-6-kapbonoBa
kuceauna, 10-(3a-amunomemua-1,2,3,7a-mempaxugpousoungoa-2-ua)-9-
dbayop-3-memua-7-okco-2,3-guxugpo-7H-nupugo| 1,2,3-d,e][ 1,4]-
Henzokcazun-6-kapbonoBa  kuceauna,  8-amuno-10-(3a-amuno-1,2,3,7a-
mempaxugpouzouHgoa-2-ua)-9-dpayop-3-memua-7-okco-2,3-guxugpo-7H-
nupugo|1,2,3-d,e][1,4]6enzokcazun-6-kapbonoBa kuceauna, 10-(3a-amuno-
5-memua-1,2,3,7a-mempaxugpouzoungoa-2-ua)-9-payop-3-memua-7-okco-
2,3-guxugpo-7H-nupugo]| 1,2,3-d,e][ 1,4]6enzokcazun-6-kapbonoBa
kuceauna, 7-(3a-amuno-1,2,3-7a-mempaxugpousoungoa-2-ua)-6-payop-4-
okco-4H-[1,3]muauemo-[3,2-a]xunoaun-3-kapbonoBa  kuceauna, 7-(3a-
aMuno-1,2,3-7a-mempaxugpouzoungoa-2-ua)-6-gayop- 1-memua-4-okco-
4H-[1,3Jmuauemo-|3,2-a]xunoaun-3-kapbonoBa kuceauna, 7-(3a-amuno-
1,2,3-7a-mempaxugpouzoungoa- 2-ua)-6-¢payop- 1-payopmemua-4-okco-4H-
[1,3]-muauemol3,2-a]xunoaun-3-kapbonoBa kuceauna, 7-(3a-amuno-1,2,3-
7a-mempaxugpouszoungoa-2-ua)- 1-uukaonponua-6-dpayop-3-Humpoauemua-
4-okco-1,4-guxugpoxunoaun, 7-(3a-amuno-1,2,3,7a-mempaxugpouzoungoa-
2-uA)-1-uukaonponua-6-dpayop-8-memokcu-3-numpoauvemua-4-okco- 1,4-
gUXUgPOXUHOAUH, 7-(3a-amuno-1,2,3,7a-mempaxugpou3oungoa-2-ua)- 1-
uukaonponua-6,8-gudayop-3-numpoauemua-4-okco- 1,4-guxugpoxXuHoAun,
7-(3a-amuno-1,2,3,7a-mempaxugpouzoungoa-2-ua)-1-uukaonponua-8-xaop-
6-dayop-3-numpoauvemua-4-okco-1,4-guxugpoxunoaun, 7-(3a-amuno-1,2,3-

7a-mempaxugpou3oungoa-2-ua)-1-uukaonponua-3-(guemokcukap6onua)-
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auemua-6-¢ayop-4-okco-1,4-guxugpoxusoAun, 7-(3a-amuno-1,2,3,7a-
mempaxugpousouHgoa-2-ua)- 1-uukaonponua-3-(guemokcukapbonua)-
auemua-6-gpayop-8-memokcu-4-okco- 1,4-guxugpoxunoauy,  7-(3a-amMuno-
1,2,3,7a-mempaxugpousoungoa-2-ua)- 1-uukaonponua-3-(guemokcu-
kapGonua)auemua-6,8-gupayop-4-okco-1,4-guxugpoxunoaun, 7-(3a-amMuno-
1,2,3-7a-mempaxugpouzoungoa-2-ua)-8-xaop-1-uukaonponua-3-(guemokcu-
kapbonua)auemua-6-payop-4-okco-1,4-guxugpoxunoAun.
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Tabauya 1

T* A Xy Ry

T! CH H H

T! C-F H H

T! C-Cl H H

T! C-CHj H H

T! C-OCHj, H H

T! N H H

T! C-F F H

T! CF NH, H

T! C-F H C,H;
T! C-Cl H CoHs
Tl C-C=CH H H

T! C-CH=CH, H H

T! C-OCHF, H H

Tl C-CF3 H H
T C-CH, F H
Tl C-CF; NH, H
T C-OCHj H CoHs

Tl = 3a-amunomemua-1,2,3,7a-mempaxugpousoungoa-2-ua

T = 3a-amuno-1,2,3,7a-mempaxugpou3oungoa-2-ua
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Tabauya 2
X, O
F COOR,
a8
T NATNN
3
T* A Xy Ry R,
T! C-H H C(CH3)3 H
Tl N H C(CHz)3 H
T! N H | C(CHy)s H
Tl N CHz | C(CH3)s H
Tl C-F H C(CHa)3 H
T! C-H H dayop-mpem-06ymua | H
! C-H H dayop-mpem-6ymua | CoHs
T! N H dayop-mpem-6ymua | H
Tl N H dayop-mpem-6ymua | H
TH C-OCHs; H dayop-mpem-6ymua | H
T! C-CH H 2,4-gubayopdenua | H
Tl C-H H 2,4-gudayopdenua | H
Tl C-F H 2,4-gudayoppenua | H
T C-F H 2,4-gudayopdenua | H
T! N H 2, 4-gudayopdenua | H
T N H 2, 4-gudpayopdenua | H
Tl N H 2, 4-gudayopdenua | CoHs

IT! = 3a-amunomemua-1,2,3,7a-mempaxugpouzoungoa-2-ua

T = 3a-amuno- 1,2,3,7a-mempaxugpouzouHgoA- 2-ua




Tabauya 3
X, O
F, _ COOR,
o8
7 AT N
ILl
T* A Xy Ry Ry
Tl C-H H | 6ugukaof[1.1.1]nenm-1-ua |H
TH C-H H | 6uuukao[1.1.1jnenm-1-us | H
T! N H duuukao[1.1.1Jneum-1-ua | H
T N CHj | 6unukao[1.1.1Jneam-1-ua | H
T! CF H | 6uuukao[1.1.1]nenm-1-ua | H
TH CF H | 6uuukao[l.1.1]nenm-1-ua |H
T! C-OCHy; |H |6uuukao[l.l.1]nenm-1-ua |H
Tl C-OCHj H ouyukao[1.1.1Jnenm-1-ua |H
T! C-H H | 3-okcemanua H
! C-H H 3-okcemanua H
T! N H 3-okcemanua H
T N H 3-okcemanua H
T! C-F H 3-okcemanua H
Tl C-F H 3-okcemanua H
T! C-OCHj H 3-okcemanua H
Tl C-OCH3 H 3-okcemanua H
TH C-H H 4-dbayopdenua CoHsg

Tl = 3a-amunomemua-1,2,3,7a-mempaxugpouzoungoa-2-ua

T = 3a-amuno-1,2,3,7a-mempaxugpouzoungoa-2-ua




Tabauya 4

T* A X, R,
Tl C-H H H
TV C-H H H
i C-F H H
TV C-F H H
T C-Cl H H
v C-Cl H H
T C-OCHj H H
TV C-OCH4 H H
Tl C-CHF, H H
TV C-CHF, H H
T C-CF4 H H
TV C-CF4 H H
T C-CH, H H
TV C-CH, H H
il C-CH=CH, H H
TV C-CH=CH, H H
T C-C=CH H H
TV C-C=CH H H

T = 33 Memuaamuno- 1,2,3,7a-mempaxugpouzoungoa-2-ua

TIV= 3a-gumemuaaMuHo-1,2,3,7a-mempaxugpouzoungoa-2-ua
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Tabauya 5

™ |A X Ry

T | CF NH, H

TV |CF NH, |H

T |CF F |H

TV |CF F |H

T |N H H

TV |N H |H

T cocH; |H |CHs

™V |C.OCH; |H |CHs

Tl C-OCHsy |H (5-memua)-2-okco-1,3-guokcoa-4-ua)Memua
TV C-OCH; |H (5-memua)-2-okco-1,3-guokcoa-4-ua)mMemua
T |C-OCHy |H (5-memua)-2-okco-1,3-guokcoa-4-ua)Memua
TH C-OCH; |H (5-memua)-2-okco-1,3-guokcoa-4-ua)mMemua
T IN CH; |H

TV IN CH; |H

T |CH CH; |H

™ |CH CH; |H

™ | CH CH; |H

TV |CcH CH; |H

T = 3a-amunomemua- 1,2,3,7a-mempaxugpou3oungoa-2-ua

T = 3a-amuno-1,2,3,7a-mempaxugpouzoungoa-2-ua

TH =
TIV=

3a-Memuaamuno- 1,2,3,7a-mempaxugpouzoungoa-2-ua

3a-guMemuaamMuno-1,2,3 7a-mempaxugpouzoungoA-2-ua
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Tabauya 6
X, O
F COOR,
a8
T Sa N
A/F
T* A X5 Ry
! C-H H H
T! C-F H H
Tl C-Cl H H
T! C-CHj H H
T! C-OCH4 H H
Tl N H H
Tl CF F H
T! C-F NH, H
T! C-F H C,H;s
T! C-Cl H CoHs
TH C-H H H
T! C-F H H
! C-Cl H C,Hj
TH C-CH, H H
Tl C-OCHj4 H H
Tl N H H
Tl C-F F H

Ol = 3a-amMunoMemua- 1,2,3,7a-mempaxugpouzoungoa-2-ua

T = 3a-amuno-1,2,3,7a-mempaxugpousoungoa-2-ua
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Tabauya 7
X, O
F / COOR,
o8
7 AT °N
A/F

T* A Xy Ry
T C-H H H
Tl C-F H H
i C-Cl H H
T C-CHi H H
T C-OCHj H H
i N H H
T C-F F H
T C-F NH, H
Tl C-F H CrHs
Tl C-Cl H C,H;
TV C-H H H
TV C-F H H
TV C-Cl H H
TV C-CHjy H H
TV C-OCHj H H
TV N H H
TV C-F F H

T = 33 Memuaamuno-1,2,3,7a-mempaxugpousouRgoA-2-Ua

V= 3a-guMemuaamMuHo-1,2,3,7a-mempaxugpouzoungoa-2-ua
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Tabauya 8
X, O
F COOR,
S8
7 AT °N
&F
T* A X9 Ry
TV C-H U H
TV C-F H H
TV C-Cl H H
TV C-CHj H H
TV C-OCHj H H
TV N H H
TV C-F F H
TV C-F NH, H
TV C-F H C,Hs
TV C-Cl H C,H;
TVl C-H H H
TVl C-F H H
TVl C-Cl H H
TVI C-CHj H H
TVI C-OCHj H H
TVI N H H
TVI C-F F H

TV = 3a-MemuaaMunoMemua-1,2,3,7a-mempaxugpouzoungoa-2-ua

TVi= 3a-emuraMuHoMemua-1,2,3,7a-mempaxugpouzouHgoa-2-ua




IIpusokeHue Ha usodpemeHuEemMo

CoveguHeHusima  Cb2AacHO  uzobpemeHuUemMoO  uMam  CUAHO
anmuBuomuyno geiicmBue u npu nucka mokcuunocm nokazBam wupok
anmubGakmepuasen  cnekmbp  cnpsMo  zpamnoaokumeaHu U
zpaMompuuamestu 6akmepuu, u npegu Beuuko cnpsimo makuBa, koumo ca
pesucmedmHu kbM pazauMHu anmubuomuuu, Kamo Hanp. NEHUUUAUH,
uedasocnopun, amunozaukosug, cyaponamug, mempauukaun, kakmo u
cnpsMO  XuHOAOHU om mwbpzoBckama mpeka. Cbegunenusima  om
uzobpemenuemo ce omauyaBam ocobeno ¢ moBa, ue B cpaBuenue cwbe
cbeguHeHusma om HuBomo Ha mexnukama noka3Bam no-caabo
BzaumogeiicmBue ¢ DNA na maekonumaewu.

Tesu uennu cBoiicmBa gaBam Beamoknocm 3a usnoazBanemo um B
MeguuuHama, u B8 Bemepunapnama Meguuuna kamo xeMmomepaneBmuuu.
OcBen moBa me Mozam ga ce uznoasBam kamo koncepBupamu cpegecmBa
3a Op2ZaHUYHU U HEOp2aHUYHU MamepuaAl, Hanp. 3a NoAuMepu, cMasBawu
BewecmBa, 6ou, Baakna, koka, xapmust u gbpBo, 3a Xxpanumeanu cmoku u
3a Boga.

Covegunenusima cb2aacHo U3obpemenuemo ca akmuBuu cnpsivo
MHOo20 wiipok cnekmep mMukpoopzanuzmu. C msxna nomMouy Mozam ga ce
yauwokam zpaMompuyameAHu u zpaMmnosokumeanu 6akmepuu, kakmo u
ga ce npegomBpamsim, nogobpsm u/uau uzaekyBam zaGoasBanusima,
npuyuHeHu om mesu Bu3bygumeau.

Cobegunenusima cbzAacHO U3obpemeHuemo ce omaudaBam CbC
3acuaeHo gelicmBue cnpsimo 6akmepuu, koumo ca B cnokotino cbemosiHue.
Cvegunenusima umam cuaHo Oakmepuuugno gelicmBue cnpamo
Gakmepuume, koumo ca B cnokolino cbemostnue, m.e. 6akmepuu, koumo ne
nokasBam 3abeaekumo napacmBane. ToBa ce ommnacsi He camo go
koaudecmBomo, koemo ce Baaza, Ho u go ckopocmma Ha ymbpmBsiBane.

TakuBa pesyamamu ce HabaiogaBaxa npu zpamnosokumesnu u



zpaMompuuamesnu  bakmepuu, ocobeno npu Staphilococcus aureus,
Pseudomanas aeruginosa, Enterococcus faecalis u Escherichia coli.

CveguneHusima cb2AacHO u3zobpemenHuemo Bausisim ocobeHo cuAHO
Bbpxy munuunu u amunuyHu Mukobakmepuu u Helicobacter pylori, kakmo
u Bupxy 6akmepuonogobuu MukpoopzanusmMu, kamo nanp. Mukonaazmu u
pukemcuu. 3amoBa, B xymanumaphama u BemepunapHama MeguuuHa, me
ca MHOZO nogxogswu 3a npodusakmuka u xemomepanus Ha aokaanu u
cucmemMuu undekuuu, npeguzBukanu om mesu npudunUmMeEAl.

Ceegunenusima ocBen moBa ca MHo20 nogxogswu 3a bopba ¢
NPOMO300HO3U I XEAMUHMO3U.

CveguneHusima cba2aacHO uzobpemeHuemo Mozam ga ce u3noadBam
B  pazauunu  dapmaueBmuunu  Popmu. Kamo  npegnovumanu
dapmaueBmuunu popmu Mozam ga ce cnoMeHam mabaemku, gpakema,
kancyau, xanvyema, zpanyaamu, cBewuuku, pazmBopu, cycnenzuu u
EMyAcuu, nacmu, MexaeMu, zeaoBe, kpemoBe, aocuonu, nygpu u cnpetioBe.
CweguneHusima cbzaacHo uzobpemenuemo Mozam ga 6bgam cBepzanu ¢
koBaaenmna Bpwzka c¢ npousBoghu na P-aakmam, kamo nanp.
uedasocnopuu uau neieMu B m. 1. npouzBoghu ¢ gBotino geticmBue.

B caegBammume mabauvu 9 u 10 ca gagenu MuHUMaAHUme
unxubupawu konuenmpauuu kamo wMspka 3a anmubakmepuasnomo
geticmBue u IDsg-cmotinocmume kamo mspka za BzaumogeticmBuemo na
egno BewecmBo ¢ DNA na maekonumaewwu, kakmo za cbhegunenusima
cb2AacHO uzobpemenuemo, maka u 3a cpaBHumeanume cbeguHeHust om
nuBomo na mexnukama (EP 520 240). Tesu gannu nomBwspkgaBam, ue
CbegUHECHUSIMA Cb2AACHO u3obpemenuemo nposiBsiBam 3navumeAHo no-
caabo BzaumogelicmBue ¢ DNA na wmaekonumaewmu ¢ no-Bucoko
anmubakmepuasno geticmBue.

Munumasnume unxubupawu konuenmpauvuu (MHK) ce onpegeasrm
4ype3 Memog Ha MHozokpamHo paspekgane Bopxy Iso-Sensitest Agar

(Oxoid). 3a Besko uscaegBano BemecmBo ce npuzomBsi nopeguua om



azapHu naouku, koumo cbgbpkam, chomBemuo npu gBoiino paspekgane,
namaasBawa konuenmpauus na akmuBuomo BewecmBo. Azapnume
naouku ce 3apazaBam ¢ Multipoint-Inokulator (Denley). 3a 3apassiBane ce
usnoa3Bam npecmosiau npes Howma Kyamypu na npuvunumeasi, koumo
npegu moBa ca paspegenu maka, ue Beska mouka na 3apassiBanc ga
cbgbpka okoao 10% wacmuuku, obpazyBawiu koaoHuu. 3apazeHume
azapoBu naouku ce unkyGupam npu 37°C u napacmBanemo na
bakmepuume ce omuuma caeg okoao 20 uaca. Cmotinocmma MHK (n
g/ml) gaBa naii-nuckama konuenmpauus na akmuBuomo BewecmBo, npu
kosimo ¢ npocmo oko He ce omyuma napacmBane.

Iog IDsq ce pazbupa konuenmpauusma Ha eguo BewecmBo, npu
kosimo ce unxubupa 50% cunmezbm na DNA B8 kaemkume om stifunuuu Ha
kumaticku xamcmep (CHO-KI). Taszu cmoiinocm ce onpegeast cAeg
unkybauuss na cvomBemnume BewecmBa npu namaasBawu emanu Ha
paspezkgane 3a onpegeaenu nepuogu om Bpeme. ITpu moBa ¢ nomowima na
¢ayopopomomempuutu mMemogu ce onpegeass cunmesbm na DNA B8
CHO-KI-kaemku cnpsivo konmpoau.

Tabauwua 9: MHK-cmoiinocmu (ug/ml) u IDsg-cmotinocmu  na

akmuBhnu BewecmBa cbzaacno uzobpemenuemo

IIpumep
Ob6pa3suu Ham 2 3 4 8 9
E. coli Neumann <0,015 | <0,015 | 0,015 | <0,015 | <0,015
Staph.aureus | 133 0,06 | <0,015 | <0,015| 0,03 0,06
Staph.aureus | ICB 25701 2 0,25 0,5 0,5 8
Ps.aeruginos | Walter 1 0,5 0,5 0,5 1
a
Bac.fragilis | ES 25 1 0,125 2 0,5 4
ID50 (ng/ml) 32 32 >64 16 32
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Tabauya 10: MHK-cmoiinocmu (ug/ml) u IDsp-cmotinocmu  na

akmuBuu BewecmBa om nuBomo na mexuuka

IIpumepu om EP 520 240

O6pazuu Hlam 35 36

np. 1 np. 2 np. 3
E.coli Neumann 0,015 0,015 0,015
Staph.aureus | 133 0,015 0,015 0,015
Staph.aureus | ICB 25701 0,06 0,015 0,015
Ps.aeruginosa | Walter 0,5 1 0,5
Bac.fragilis ES 25 0,5 0,25 0,125
IDsq (ng/ml) 0,015 0,1 0,1
np. 1: 7-(4-aMIIHO—7—M€mUA-1,3,33,4,7,7a-X€kcaXllgp0u30u}lgOA-Z—UA)-

l-uukaonponua-6,8-gudayop- 1,4-guxugpo-4-okco- 3-xunoAun-kap6onoBa
kuceauna,

np. 2: 7—(4—aMUHo-7—MemuA—1,3,3a,4,7,7a—xekcaxugpou30ungcm~2—~uA)-
l-yukaonponua-6-¢payop-1,4-guxugpo-8-memokcu-4-okco-3-xunoaun-
kapbonoBa kuceauna,

np. 3: 7—(4—aMUHo-7-MemUA-1,3,3a,4,7,7a-xekcaxugpou3OUHQOA-2-UA)-
8-xa0p-1-qukaonponua-6-¢ayop-1,4-guxug po-4-okco-3-xunoaunkap6onoBa
kuceauna,

IIpumepu 3a usnbanenue na uzoGpemenuemo

IloayuaBane na meskgurnu cvequnerus

Ipumep Z 1

A.  emuaoB  ecmep na 8-Genzua-8-azabunukao[4.3.0Juon-3-en- 1-
kapbonoBa kuceauna (emuaoB ecmep Ha 2-OeH3uA- 1,2,3,4,7,7Ta-xekcaxugpo-

U30UHgoA-3a-kapbonoBa kuceauna)
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PasmBapsam ce 231g (1 mol) emuaoB ecmep na 1-Gemsua-2,5-
guxugponupoa-3-kapbonoBa kuceauna u 10 g 4-mpem-
Oymuabpenzkamexun 8 1500 ml moayoa, cbagaBa ce naasizane om 20 Dapa
B aBmokaaBa c azom u caeg moBa ce BkapBam 350 g 1,3-6ymaguen. B
npogbAzkeHue Ha 3 gnu ce 3azpsiBa npu 120°C, oxaakga ce, Baasizanemo ce
noHuzkaBa, paamBopbm ce konuenmpupa u ce gecmuaupa.

HoGuB: 2649 g (87,6% om meop. cmotinocm)

Touka na kunene: 127-140°C/0,1 mbar. Cnopeg anaaus c 2azxpomamozpad

BewecmBomo ¢ 94%-no.

B, l-emuaoB-6-MemuaoB ecmep na 8-azabuuukao[4.3.0lnon-3-en-1,8-
gukapbonoBa kuceauna (3a-emuaoB-2-memuaoB ecmep Ha
1,2,3,4,7,7a-xekcaxugpouzoungoa-2,3a-gukapbonoBa kuceauna)

164 g (575 mol) 94 %-en emuaoB ecmep Ha 8-Genzua-S-
azabuuukao[4.3.0Jnon-3-en-1-kap6onoBa kuceauna ce pasmBapsim 8 130 ml
abcoaromen xaopodopM, gobaBsm ce 7,5 g NayCO3 u caeg moBa ce
uzkanBam 12 g (0,12 mol) MemuaoB ecmep Ha xAopmpaBucna kuceauna.
IIpes nowma ce 3azpsBa nog obpamen xaaguuk, coaume ce omHuyuBam,
¢duampambm ce konuenmpupa u ocmamwksm ce gecmuAupa.

HobuB: 14,4 g (90 % om meop. cmoiinocm).

Touka na kunene: 122-126°C/0,2 mbar.

Cnopeg anaauz ¢ zazxpomamozpad BewecmBomo e 91%-1o.

B.  l-emuaoB-8-mMemuaoB ecmep na 6-azabuyukao[4.3.0uona-2,4-guen-
1,8-gukapbonoBa kuceauna (3a-emuaoB-2-memuaoB ecmep Ha 1,
2,3,7a-mempaxugpousoungoa-2,3a-gukapbonoBa kuceauna)

KoM 46 g (0,17 mol) 94 %-en 1-emuaoB-8-mMemuaoB ecmep Ha 8-
azabuyukao[4.3.0]non-3-en-1,8-gukapbonoBa  kuceauna B 200 ml
abcoatomen xaopodopm ce uskanBam npu oxaakgane c Bogna Hans 30 g
(0,187 mol) Bpom u ce Gbpka 2 waca npu cmaiina meMnepamypa.
Konuenmpupa ce, pasmBaps ce B 11 abcoatomen MOAYOA U ce gobaBsim 61

g (0,4 mol) 1,8-guazabuuukao[5.4.0]yngek-7-en. 3azpaBa ce 3 waca nog
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obpamen xaagHuk, omgekanmupa ce caeg oxaakgane om ymaeHume

kpucmasu, pazmBopbm ce uamuBa ¢ Boga, cywu ce nHag MgSOy,

konuenmpupa ce u ce gecmuaupa.

HoGuB: 22,3 g (50 % om meop. cmotinocm)

Touka na kunene: 125-135°C/0,15 mbar.

Cnopeg 2azxpomamozpadcko uscaegBane, BemecmBomo ¢ 95,5 %-no.

I 8wmemuaoB ecmep na 8-azabuuukao[4.3.0Jnona-2,4-guen-1,8-
gukapbonoBa kuceauna (2-mMemuaoB ecmep Ha 1,2,3,7a-mempa-
Xugpousoungoa-2,3a-gukapbonoBa kuceauna)

1. 22 g (83,6 mmol) 95,5 %-en 1-emuaoB-8-memuaoB ecmep Ha 8-
azabunukao[4.3.0Jnona-2,4-guen-1,8-gukap6onoBa kuceauna u 3,7 g (92,5
mmol) NaOH 8 60 ml Memanon ce 3azpsiBam npe3 Howma nog obpamen
Xaagnuk. PazmBopbm ce konuemmpupa, goGaBsm ce 40 ml Boga u ce
ekcmpaxupa egnokpamno ¢ mpem-bymuamMemuaemep. Boghusim pazmBop
ce nogkucasBa ¢ 8 ml konuenmpupana coana kuceauna u ce ckcmpaxupa
MHozokpamno ¢ Memuaenxaopug. Caeg uscymaBane nag MgSQy ce
konuenmpupa.

HobuB: 20,9 g nog popmama na Macao.

2. Kem 170 g (0,61 mol, 90 %-en cvzaacho eazxpomamozpadcku
aHaaus) l-emuaoB-8-memuaoB ecmep Ha 8-azabuuukao[4.3.0]nona-2,4-
guen-1,8-gukapbonoBa kuceauna B 300 ml mempaxugpodypan  ce
uzkanBam npu cmatina memnepamypa 32 g (0,76 mol) LiOH.H,O 8 300 ml
Boga u npu cmaiina meMnepamypa ce ©Obpka npes Howma.
Tempaxugpodypansm ce gecmuaupa, Bognusm pasmBop ce ekcmpaxupa
€gHokpamHo ¢ mpem-Oymuamemuaemep,  nogkucasiBa ce ¢
konuenmpupana coana kuceauna u ce ckcmpaxupa Muozokpamno ¢
CH;Cly. Opzanuunume pazmBopu ce cywam Hag MgSQOy, konuenmpupam
ce u kpucmaausupasomo BeweemBo ce npekpucmaiuzupa om moAyoa.
HoGuB: 115 g (84,5 % om meop. cmotinocm).

Touka na monene: 107-110 °C.
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M. memuaoB ecmep na 1-memokcukap6onusamuno-8-asa-

buuukao[4.3.0Juona-2,4-guen-8-kapbonoBa kuceauna (MemuaoB

ecmep Ha 3a-Memokcukap60HuAaMUHo—1,2,3,7a—mempaxugpo—

U30uHgoA-2-kapbonoBa kuceauna)

20,9 g cypoB 8-memuaoB ecmep na 8-azabuuukao[4.3.0Jnona-2,4-
guen-1,8-gukapbonoBa kuceauna ce sazpsiBam npe3 Howma nog obpamex
xaagauk ¢ 96 g (92 mmol) mpuemusamun, 26 g (107 mmol)
gudenuadocdopurasug u 5 g memanoa B 300 ml aGcorromen IMOAYOA.
PasmBopem ce usmuBa c Boga, cywu ce nag MgSOy4 u ce konuenmpupa.
BewecmBomo ce obpabomBa B cypoB Bug no-namamwk.

HobuB: 20 g.

E.  123,7a-mempaxugpouzoungoa-3a-uaamun (1-amuno-8-

azabuuukao-[4.3.0]nona-2,4-guen)

20 g cypoB MemuaoB ecmep na 1-memokcukapbonuaamuno-8-
azabuuukao[4.3.0lnona-2,4-guen-8-kapbonoBa kuceauna ce 3azpsBam npes
Howma nog obpamen xaaguuk cwve 75 g (0,235 mol) Ba(OH),.8H,O 8 250
ml Boga. BaCO3 ce omnyuBa, puampamsm ce konuenmpupa u ymaiikama
om coau ce usBapsaBa mpu nvmu ¢ 1,4-guokcan. TuokcanoBume pazmBopu
ce konuenmpupam u ocmambkbm ce gecmuaupa.

HobuB: 5 g (43,9% om meop. cmoiinocm Ha 6a3a Ha eman I’ ).
Touka na kunene: 65°C/0,2 mbar.

K. 8-mMemuaoB ecmep na (18,65)-8-azabuuukao[4.3.0]uona-2,4-

guen- 1,8-gukapbonoBa kuceauna (2-memuaoB ecmep Ha (3a8, 7aS)-

],2,3,7a—mempaxugpou30uﬁg<m-2,Sa—gukap60HoBa kuceauna)

Enanmuomepro pasgeasme, memog 1: 100 g (0,448 mol) 8-
MemuaoB ecmep na 8—a3a6uuukAo[4.3.O]H0Ha-2,4-guen-1,8-gukap60HoBa
kuceauna ce pasmBapsam B cmec om 750 ml guuzonponuaemep u 750 ml
mempaxugpodypan u ce gobaBsm 27 g (0,223 mol) R-(+)-1-

¢eruscmusamun. Bopka ce npes mowma npu cmatina memnepamypa,



kpucmaaume ce omnyuBam u ce uzsmuBam coe cmygeH mempaxugpodypan
u ce uzcywaBam na Boagyx.

HobuB: 57 g coa.

[a]p= +156° (¢ = 1,2, Memanon)

Kpucmasume ce npekpucmaausupam om 600 ml U30NPONAHOA.

HobuB:  41g (53,4 % om meop. cmoiinocm)

[ajp= +197° (c = 1,1, MEMAaHOA)

Enanmuomepno pazgeasme, Memog 2: 199 g (0,892 mol) 8-memuaoB
ecmep Ha 8—aaaﬁuuukAo[4.3.0]H0Ha-2,4-gueu-1,8—gukap60HoBa kuceauna
ce pasmBapsm B cvec om 800 ml guusonponuaemep u 600 ml
mempaxugpodypan u ce gobaBsm 54 g (0,446 mol) S-(-)-1-
Penusemuramun. Cmecma  ce Obpka npes Howma npu cmaiina
memMnepamypa. YmaeHume kpucmaau ce omuy¥Bam u uzoaupanama coa
ce npekpucmaausupa om 1 1 uzonponanon.

HobuB: 65,5 g (42,6 % om meop. cmotinocm)
[ajp=-205,4° (¢ = 0,97, memanon)

Obegunenume mMamepnu ayzu ce konyenmpupam u kbM ocmamwka
ce gobaBs 1 1 mpem-bymuamemuaemep. PazmBopem ce ekcmpaxupa coe
cmec om 30 g konuenmpupana csipna kuceauna u 200 ml Aegena Boga u
Bognama d¢aza ce ekcmpaxupa omnoBo ¢ mpem-bymuamMemuaemep.
Obegunenume pazmBopu om mpem-6ymuaMemuaemep ce cywam Hag
MgSO4 u ce konuenmpupam.

HobuB: 1704 g.

Tozu obozamen 8-mMemuaoB ecmep Ha (+)-8-azabuuukao[4.3.0]nona-
2,4-guen-1,8-gukap6onoBa kuceauna ce pazmBapsa B8 cmec om 800 ml
guusonponuaemep u 600 ml mempaxugpodypan u kbm pasmBopa ce
gobaBsm 55 g R-(+)-1-penuaemuramun. Coama ce omHyuBa, usmuBa ce ¢
mempaxugpodypan/guuzonponusemep u ce uzcywaba na Bbagyx.

HobuB: 141 g (91,8 % om meop. cmotinocm).
[a]p= +161,1° (c = 1,928, MEMAaHOA)
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Coama ce npekpucmasusupa gBa nbmu om uzonNpORAHOA/-

guuzonponuaemep (4:1).
HobuB:  1125g.
[a]p= +215,7° (¢ = 1,1, Memanoa)

HoayuaBane na cBobognama kuceauna: 17 g (49,3 mmol) om mesu
kpucmaau ce cycnengupam 8 100 ml aegena Boga u ce nogkucasiBam ¢ 3
ml konuesmpupana cspha kuceauna. Caeg moBa ce ekcmpaxupa mpu
nbmu ¢ no 100 ml mpem-6ymuamemusemep, opzanuunume dasu ce
uscywaBam nag MgSO4 u ce konuenmpupam.

Ho6uB na cypoBo BewecmBo: 13,2 g.
Touka na monene: 79-81 °C (om guuzonponusemep).
[a]p= +254° (¢ = 0,85, CH,Cl,)

3. MemuaoB ecmep na (1S,6R)-1-memokcukapGoruaamuno-8-aza-

buuukao[4.3.0Juona-2,4-guen-8-kapbonoBa kuceauna (MemuaoB

ecmep Ha (3aS, 7aR)-3a-mMemokcukapbonuaamuno-1,2,3, 7a-
mempaxugpouzouHgoa-2-kapbonoBa kuceauna)

ITogobno na eman [I 13 g ( mol) cyaoB 8-memuaoB ecmep Ha
(1S,68)-8-azabuuukao[4.3.0]nona-2,4-guen- 1,8-gukapGonoBa kuceauna
BsaumogeticmBam ¢ 5 g (50 mmol) mpuemuaamun, 3,2 g Memanoa, 13,7 g
(55 mmol) gudenuadocpopusazug B 160 ml abeoaromen MOAYOA U C€
npepabomBam chomBemno.

HobuB na cypoBo BewiecmBo: 11,2 g.

. (3a8,7aR)-1,2,3,7a-mempaxugpousoungoa-3a-uaamun (( 15,6R)-

1l-amuno-8- azabuuukao-[4.3.0Jnona-2,4-guen)

Hogo6uo na eman E 11 g cypoB memuaoB ecmep na (1S,6R)-1-
memokcukapbonusamuno-8-azabuuukao[4.3.0Juona-2,4-guen-8-kapbonoBa
kuceauna ce ocanynBam ¢ 42 g Ba(OH),.8H,0 B8 150 ml Boga u ce
npepabomBam cbomBemuo.

HobuB: 3 g (44,6% om meop. cmoiinocm Ha 6a3a na eman 3K).
Touka na kunene: 70°C/0,1 mbar.
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[a]lp= +235° (¢ = 1,14, memanoa)

. 8-MemuaoB ecmep na (1R,6R)-8-azabuuukao[4.3.0]nona-2,4-

guen- 1,8-gukapbonoBa kuceauna (2-memuaoB ecmep na (3aR, 7aR)-

1,2,3,7a-mempaxugpousoungoa-2,3a-gukapbonoBa kuceauna)

[Togo6no ma eman XK (mMemog 1) ce npoBekga pauemuuno
pasgeasme cbe S-(-)-penuaemuaamut u ce noayyaBa 8-mMemuaoB ecmep Ha
(1R,6R)-8-azabuyukaol4.3.0Jnona-2,4-guen- 1,8-gukapbonoBa kuceauna, [a
Ip= -233,6° (c = 0,6, CH>Cl)

K. memuaoB ecmep na (1R,6S)-1-memokcukapbonuaamuno-8-

azabuyukao[4.3.0]nona-2,4-guen-8-kapbonoBa kuceauna (memuaoB

ecmep Ha (33R,7aS)—3a-Memokcukap60HuAaMu1-10—1,2,3,7a—mempa-
xugpouzoungoa-2-kapbonoBa kuceauna)

BewecmBomo om eman V1 B3aumogeticmBa kakmo B eman 3 u ce
noaydaBa memusaoB ecmep na (IR,6S)-1-mMemokcukapGonusamuno-8-
azabuyukao[4.3.0Jnona-2,4-guen-8-kapbonoBa  kuceauna, kotmo  ce
uznoazBa no-namamwek kamo cypoBo BewmecmBo.

A.  (3aR,7aS)-1,2,3,7a-mempaxugpouzoungoa-3a-usamun ((1R,6S)-

1-amMuno-8- azabuuukao-[4.3.0]nona-2,4-guen)

BewiecmBomo, noayueno B eman K, BzaumogeticmBa anaaozuuno na
onucanuemo B eman E, [a]p= -224° (¢ = 0,8, memanoa).

M. MemuaoB ecmep na 8-azabuuukao[4.3.0]nona-2,4-guen-1-

kap6okcamug-8-kapGonoBa kuceauna (MemuaoB ecmep na 1,2,3,7a-

mempaxugpouzoungoa-3a-kapGokcamug-2-kapGonoBa kuceauna)

IMocmaBsam ce 4,5 g (20 mmol) MemuaoB ecmep na 8-azabuuukao-
[4.3.0]nona-2,4-guen-1,8-gukapbornoBa kuceauna B 20 ml abcoaromen
CH»Cl, u ce go6aBsm 2,2 g (22 mmol) mpuemuaamun. Oxaakga ce go -20
°C, uskanBam ce 2,6 g (25 mmol) emusoB ecmep Ha xaopmpaBuena
kuceauna u ce 6bpka 1 uac npu -20°C. Caeg moBa npu masu memnepamypa
ce uzkanBam 20 ml 25%-en Bogen amonstuen pazmBop, ocmaBs ce ga ce

3amonAu go cmaiina meMnepamypa u caeg moBa ce O6vpka owe 1 uac.
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Caeg moBa ce ekempaxupa muozokpamno ¢ CH,oCL,, uscywaBa ce nag
MgSOy4 u ce konuenmpupa. BewecmBomo kpucmaauzupa.

Ho6uB: 4,4 g (99 % om meop. cmotinocm)

Touka na monene: 117-120 °C (om moayoa).

H. memuaoB ecmep na 1-amuno-8-azaGuuukao[4.3.0[uona-2,4-

guen-8-kapbonoBa kuceauna (MemuaoB ecmep na 3a-amuno-

1,2,3,7a-mempa-xugpouzoungoa-2-kapGonoBa kuceauna)

3 waca nog obpamen xaaghuk ce zazpsBam 4,3 g (19,4 mmol) 8-
azabuyukao[4.3.0]nona-2,4-guen-1-kap6okcamug-8-kapbonoBa kuceauna c
79 g (20,2 mmol) I1-xugpokcu-1-mozuackcuiiogbenzoa B 100 ml
abcoaromen auemonumpua. PasmBopem ce konuenmpupa, go6aBsm ce
100 ml CHCl3, usmuBa ce ¢ 15 %-en pazmBop na KOH, Cywu ce Hag
MgSQy, konuenmpupa ce u ce gecmuaupa nog Bucok Bakyym.

HobuB: 1,5 g (40 % om meop. cmoiinocm)
Touka na kunene: 122-125°C/ 0,07 mbar.

0.  1,2,3,7a-mempaxugpouzoungoa-3a-uaamun (1-amuno-8-

azabuuukao[4.3.0]nona-2,4-guen)

ITogo6no na eman E 1,4 g (7,2 mmol) MemuaoB ecmep na 1-amuno-
8-azabuuukao[4.3.0Jnona-2,4-guen-8-kap6onoBa kuceauna ce ocanyHBam c¢
4 g Ba(OH),.8H,0 B 20 ml Boga u ce npepabomBam cbomBemuo.

HobuB: 0,6 g (61 % om meop. cmotiinocm)
Touka na kunene: 65°C/ 0,1 mbar.
ToayuaBane na akmuBrume BewpecrmBa

Ilpumep 1
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265 mg (1 mmol) 1-uukaonponua-6,7-gudayop-1,4-guxugpo-4-okco-3-
xunoaunkapbonoBa kuceauna B cmec om 4 ml auemonumpua u 2 ml
gumemuadopmamug ce 3azpsiBam 1 vac nog obpamen xaagnuk cec 170 mg
(1,5 mmol) 1,4-guazabuuukao[2.2.2]Jokman u 150 mg (1,1 mmol) 1,2,3,7a-
mempaxugpouzoungoa-3a-uaamun. Ilagnarama ymaiika ce omuyuBa,
usmuBa ce ¢ 30 ml Boga u ce uzcywaBa.
Ho6uB: 228 mg (75,6 % om meop. cmoiinocm) 7-(3a-amuno-1,2,3,7a-
mempaxugpouzouHgoA-2-ua)-1-uukaonponua-6-payop-1,4-guxugpo-4-okco-
3-xunoaunkapbonoBa kuceauna. Touka na monene: 272-274 °C (npu
pazAazane).

Tpumep 2
0
F, COOH

]
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ITpu cbomBemnume ycaoBus, kakmo B npumep 1 ¢ 1-uukaonponua-
6,7,8-mpudayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa  kuceauna ce
noayuaBa c 85 %-en gobuB 7-(3a-amuno-1,2,3,7a-mempaxugpouzoungoa-2-
ua)-1-uukaonponua-6,8-gupayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa

kuceauna. Touka na monene: 232-233 °C (npu pazaazane).

Ipumep 3
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IIpu cvomBemnume ycaoBus, kakmo B npumep 1 ¢ 8-xaop-1-
uukaonponua-6,7-gudayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna ce noayuaBa ¢ 58 %-en gobuB 7-(3a-amuno-1,2,3,7a-
mempaxugpouzouHgoA-2-ua)-8-xaop- 1-uukaonponua-6-payop-1,4-guxugpo-
4-okco-3-xunosunkap6onoBa kuceauna. Touka na monene: 179-182 °C

(npu pazaazane).

Tpumep 4
O

L

3 OCH, I

295 mg (1 mmol) l-uukaonponua-6,7-gudayop-1,4-guxugpo-8-
Memokcu-4-okco-3-xunoaunkapbonoBa kuceauna B8 cmvec om 4 ml
auemonumpua u 2 ml gumemuadopmamug ce 3azpsBam 1 uac nog
obpamen xaaghuk ¢ 330 mg (2,4 mmol) 1,2,3,7a-mempaxugpousoungoa-3a-
usamun. CMmecma ce koHuenmpupa, ocmambkbm ce pazdopkBa ¢ 40 ml
Boga, 6aBuo nagawama ymaiika ce omnyuBa, usmuBa ce ¢ Boga u ce
uzcywaBa npu 60°C nog Bucok Bakyym.

JHobuB: 175 mg (43 % om meop. cmoiinocm) 7-(3a-amuno-1,2,3,7a-
mempaxugpousouHgoa-2-ua)- 1-uukaonponua-6-dpayop- 1,4-guxugpo-8-
MemokKcu-4-okco-3-xunoaunkapbonoBa kuceauna.

Touka na monene: 195-196 °C (npu pazaazane).

Ipumep 5
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COOH

289 mg (1 mmol) l-uukaonponua-8-emunua-6,7-gudayop-1,4-
guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna B cmec om 4 ml
auemonumpua u 2 ml gumemuadopMamug ce 3azpgBam 1 wac nog
obpamen xaagnuk ¢ 170 mg (1,5 mmol) 1,4-guazabuuukao[2.2.2]Jokman u
150 mg (1,1 mmol) 1,2,3,7a-mempaxugpousoungos-3a-usaamun. Cmecma ce
konuenmpupa, ocmambkbm ce pazbbpkBa ¢ Boga (pH = 8), nazaacs ce ¢
paspegena coana kuceauna na pH = 7, nagnasama ymaiika ce omnyuBa,
uzmuBa ce ¢ Boga u ce uzcywaba.

Jo6uB: 382 mg (94 % om meop. cmotinocm) 7-(3a-amuno-1,2,3,7a-
mempaxugpousoungoa-2-ua)- 1-yukaonponua-8-emunua-6-¢payop-1,4-
guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna. Touka na monene: 176-

177 °C (npu pa3zArazane).

Ilpumep 6

|
, N<|>
CHF,

ITpu cbomBemnume ycaoBusi, kakmo B npumep 5 ¢ 1-uukaonponua-8-
gudayopmemokcu-6,7-gudayop-1,4-guxugpo-4-okco-3-xunosunkapbonoBa

kuceAuna ce noaydaBa 7-(3a-amuno-1,2,3,7a-mempaxugpouzoungoa-2-ua)-
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1-uukaonponua-8-gupayopmemokcu-6-gayop- 1,4-guxugpo-4-okco-3-
xunoaunkapbonoBa kuceauna ¢ 66 %-en go6uB u mouka Ha monene: 215-
217 °C (npu pazaazane).

THpumep 7

COOH

S

ITpu chomBemuume ycaoBust, kakmo B npumep 1 ¢ (8)-9,10-gudayop-
2,3-guxugpo-3-memua-7-okco-7H-nupugo(1,2,3-d,e][ 1,4]6enzokcazun-6-
kapGonoBa kuceauna ce noayuaBa 10-(3a-amuno-1,2,3,7a-mempaxugpo-
U30UHgOA-2-uA)-9-Ppayop-2,3-guxugpo-3(S)-Mmemua-7-okco-7TH-
nupugol1,2,3-d,e][1,4]6enzokcaszun-6-kapbonoBa kuceauna c¢ 45 %-en

gobuB u mouka na monene: 242-243 °C (npu pa3zaazane).

Ilpumep 8

ITpu chomBemnume ycaoBust, kakmo B npumep 1 ¢ pauemuuna 6,7,8-
mpudayop-1-(uuc-2-¢payopuukaonponua)-1,4-guxugpo-4-okco-3-XxuHOAUH-
kapGonoBa kuceauna ce noaywaBa 7-(3a-amuno-1,2,3,7a-mempaxugpo-
U30UHGOA-2-UA)-6,8-gudayop-1-(wuc-2-payopuukaonponua)-1,4-guxugpo-4-
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okco-3-xunoaunkapbonoBa kuceauna ¢ 66 %-en gobuB u mouka na

monene: 210-211 °C (npu pazaazane).

0O
F COOH
&
98
N N
2 g

Ilpumep 9

283 mg (1 mmol) 7-xaop-1-uukaonponua-6-ayop-1,4-guxugpo-4-
okco-1,8-napmupugun-3-xunoaunkapbonoBa kuceauna ce cmecBam ¢ 270
mg (2 mmol) 1,2,3,7a-mempaxugpousoungoa-3a-uaaMmun B8 4 ml
auemoHumpua u ce 6bpkam 1 vac npu 50°C. Cycnensusima ce oxaakga B
Aegena bansi, ymaiikama ce omnyuBa, usmuBa ce ¢ auemonumpua u ce
pa3bwpkBa ¢ Boga u ce cywu npu 80°C /0,1 mbar.

HobuB: 263 mg (67 % om meop. cmotinocm) 7-(3a-amuno-1,2,3,7a-
mempaxugpouzoungoa-2-ua)- 1-uukaonponua-6-gayop- 1,4-guxugpo-4-okco-
1,8-na¢pmupugun-3-xunoaunkapbonoBa kuceauna. Touka na monene: 239-
240 °C (npu pazaazane).

Tpumep 10

lpu cbomBemuume ycaoBus, kakmo B8 npumep 1 ¢ 8-6pom-1-
uukaonponua-6,7-gupayop- 1,4-guxugpo-4-okco-3-xunoaunkap6onoBa
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kuceauna ce noaywaBa peakuuonna cmec, om kosimo vpes xpomamozpadust
Bepxy cuaukazea (eayenm: guxaopMmeman/Memanoa/17%-en amonsk =
30:8:1) ce uzoaupa 7-(3a-amuno-1,2,3,7a-mempaxugpouzouHgoa-2-ua)-8-
6poMm- 1-uukaonponua-6-¢ayop- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna.

Touka na monene: 200-201 °C (npu pazaazane).

llpumep 11

B

A. 358 mg (1 mmol) emuaoB ecmep na 7-xa0p-1-(2,4-gudayopdenua)-6-
dayop-1,4-guxugpo-4-okco- 1,8-napmupugun-3-kapbonoBa  kuceauna ce
cMecBam ¢ 202 mg (1.5 mmol) 1,2,3,7a-mempaxugpouzoungoa-3a-uramun
B 6 ml auemonumpua u ce Gvpkam 2 uvac npu 30°C. Vmaiikama ce
omuyuBa, usmuBa ce ¢ auemonumpua, cywu ce npu 90°C /0,1 mbar (go6uB
Ha cypoBo BemecmBo: 255 mg) u ce npeuucmBa xpomamozpadcku Bupxy
15 g cuaukazea (eayenm: guxaopMeman/Memanoa/17%-en amonsk 30:8:1).
HobuB: 86 mg (18 % om meop. cmotinocm) emuaoB ecmep na 7-(3a-
aMuno-1,2,3,7a-mempaxugpouzoungoa-2-ua)-6-dayop- 1-(2,4-gudayop-
denua)-1,4-guxugpo-4-okco- 1,8-napmupugun-3-kapbonoBa kuceauna.
Touka na monene: 202-207 °C (npu pazaazane).

B. 80 mg om npogykma om eman A ce 3zazpsaBam B cmec om 1 ml
ouemHa kuceauna u 0.75 ml noaykoHuenmpupana coana kuceauna B8

npogeakeHue Ha 2 yaca nog obpamen xaagHuk. Cvecma ce konuenmpupa,
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ocmambkbm ce pazbbpkBa ¢ masko Boga, ymaiikama ce omuyuBa, usmuBa
ce ¢ Boga u ce cyw npu 100°C nog Bucok Bakyym.

HobuB: 37 mg (45 % om meop. cmoiinocm) xugpoxaopug Ha 7-(3a-
aMuHo-1,2,3,7a-mempaxugpou30u11g0A-2—UA)-6—(1>Ayop-1-(2,4-guc1>Ayop-
denua)- 1,4-guxugpo-4-okco-1,S—Hacl)mupugUH-3-kap60HOBa kuceauna.
Touka na monene: 208-210 °C (npu pasaazane).

Ipumep 12

Ilpu cvomBemnume ycaoBus, kakmo B npumep 4 ¢ 1-(24-
gudayopdenua)-6,7-gudayop-1,4-guxugpo-5-Memua-4-okco-3-XUROAUH-
kapbonoBa kuceauna ce noayuaBa 7-(3a-amuno-1,2,3,7a-mempaxugpo-
U30UHgoA-2-ua)-1-(2,4-gudayopdenua)-6-dayop- 1,4-guxug po-5-Memua-4-
okco-3-xunoaunkaptonoBa kuceauna ¢ 89 %-en gobuB,

Touka na monene: 157-159 °C (npu paszaazane).

Ipumep 13
O
F. CO,C,H
N N
z )
/T CH,F
HC

Ipu comBemnume ycaoBusi, kakmo B npumep 1 ¢ emuaoB ecmep na

6,7-gudayop-1-(dpayop-mpem-Gymua)- 1,4-guxugpo-4-okco-3-xunoaun-
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kapbonoBa kuceauna ce noayuaBa peakuuonna cmec, om kosmo upes
xpoMamozpadust Bepxy cuaukazea (eayenm: guxaopMeman/MemaHoA =
95:5) ce uzoaupa emuaoB ecmep na 7-(3a-amuno-1,2,3,7a-mempaxugpo-
U30UHJOA-2-UA)-6-Payop-1-(Payop-mpem-6ymua )- 1,4-guxugpo-4-okco-3-
xunoAun-kapbonoBa kuceauna.

Touka na monene: 219-220 °C (npu pazaazane).

Ilpumep 14
O
F COOH
N N
: |
/iC
| CHOF

Ipu cbomBemnume ycaoBus, kakmo B npumep 4 ¢ 6,7-gudayop-1-
(dayop-mpem-Gymua)-1,4-guxugpo-4-okco-3-xunoaunkapGonoBa kuceauna
ce noaywaBa c¢ 78 %-en gobuB 7-(3a-amuno-1,2,3,7a-mempaxugpo-
U30UHgOA-2-uA)-6-Ppayop- 1-(dpayop-mpem-6ymua)- 1,4-guxugpo-4-okco-3-
xunoAaunkapbonoBa kuceauna. Touka na monene: 229-231 °C (npu
pa3aazane).

Ipumep 15
o)
F COOH

ITpu cvomBemnume ycaoBus, kakmo B npumep 1 ¢ l-emua-6,7-
gudayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna ce noayuaBa
¢ 63 %-en gobuB 7-(3a-amuno-1,2,3,7a-mempaxugpousoungoa-2-ua)-1-
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emua-6-Payop-1,4-guxugpo-4-okco-3-xunosunkapbonoBa kuceauna. Touka
na monene: 229 °C (npu pazaazane).

Tpumep 16

Ilpu cvomBemnume ycaoBus, kakmo B npumep 1 ¢ 5-6pom-1-
uukaonponua-6,7,8-mpudayop- 1,4-guxugpo-4-okco-3-xunosunkap6onoBa
kuceauna ce noaysaBa ¢ 71 %-en goGuB 7-(3a-amuno-1,2,3,7a-
MEempaxugpousouHgoA-2-ua)-5-6pom- 1-uukaonponua-6,8-gudayop-1,4-
guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna. Touka na monene: 278-
280 °C (npu pazaazane).

Tlpumep 17

Ipu cbomBemuume ycaoBusi, kakmo B npumep 1 ¢ 1-uukaonponua-
5,6,7,8—mempaqmyop—1,4—guxugpo—4-okco-3—qu0Aunkap60HOBa kuceauna
ce noaywaBa ¢ 70 %-en gobuB 7-(3a-amuno-1,2,3,7a-mempaxugpo-
U30UHgOA-2-uA)- 1-uukaonponua-5,6,8-mpudayop-1,4-guxugpo-4-okco-3-
xunoAuHkapbonoBa kuceauna.

Touka na monene: 244-245 °C (npu pazaazane).
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Hpumep 18

(=]

B pasmBop na 50 mg (0.12 mmol) 7-(3a-amuno-1,2,3,7a-
mempaxugpouzoungoa-2-ua)- 1-uukaonponua-5,6,8-mpudayop-1,4-guxugpo-
4-okco-3-xunoaunkapbonoBa kuceauna B 5 ml gumemuacyadokcug B
npogbakenue na 14 vaca ce BkapBa amonsk npu 110°C go 120°C. Cmecma
ce usnapsBa u ocmambkebm ce pazdvpkBa ¢ & ml emanoa.
HepasmBopenama ymatika ce omnyuBa, usmuBa ce ¢ emanoa, cywu ce npu
60°C nog Bucok Bakyym (27 mg cypoB npogykm) u ce npevucmBa
xpomamozpadeku (cusukazea, eAyeHm: guxaopMeman/Memanoa = 95:5).
Jo6uB: 18 mg S-amuno-7-(3a-amuno-1,2,3,7a-mempaxugpousoungoa-2-ua)-
l-uukaonponua-6,8-gudayop- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna.

Touka na monene: 194-195 °C (npu pazaazane).

Ipumep 19
0
F COOH
\ i
> N
e’ |

3

IIpu cvomBemnume ycaoBusi, kakmo B npumep 5 ¢ 1-mpem-Gymua-
6,7-gudayop- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa  kuceauna  ce

noayuaBa c 69 %-en gobuB 7-(3a-amuno-1,2,3,7a-mempaxugpouzouHgoa-2-



uA)-1-mpem-6ymua-6-$payop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna. Touka na monene: 228-230 °C (npu pazaazase).

Ipumep 20

5

ITpu cbomBemuume ycaoBusi, kakmo B npumep 4 ¢ 1-uukaonponua-
6,7,8-mpudayop-1,4-guxugpo-4-okco-3-xunosunkapbonoBa  kuceauna ce
noayvaBa ¢ 75 %-en go6uB 7-(3a-amuno-1,2,3,7a-mempaxugpousoungoa-2-
ua)- 1-uukaonponua-6-payop- 1,4-guxugpo-4-okco-3-xunosunkapbonoBa
kuceauna.

Touka na monene: 227-228 °C (npu pazaazane).

Ipumep 21
o)
F COOH

-
N%z% N} : F
F
IIpu cvomBemnume ycaoBus, kakmo B npumep 4 ¢ 1-(2,4-
gudayopdenua)-6,7-gudayop- 1,4-guxugpo-4-okco-3-xunosunkapbonoba

kuceauna ce noaywaBa ¢ 77 %-en gobuB 7-(3a-amuno-1,2,3,7a-

mempaxugpousoungoa-2-ua)-1-(2,4-gupayopdenua)-6-payop-1,4-guxugpo-
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4-okco-3-xunoaunkapbonoBa kuceauna. Touka na monene: 253-254 °C
(npu pazaazane).

Tpumep 22

COOH

]

IIpu cvomBemnume ycaoBus, kakmo B npumep 4 ¢ 1-(24-
gudayopdenua)-6,7,8-mpudayop- 1,4-guxugpo-4-okco-5-Bunua-3-xunoAun-
kapbonoBa kuceauna ce noayuaBa ¢ 96 %-en gobuB 7-(3a-amuno-1,2,3,7a-
mempaxugpouzoungoa-2-ua)-1-(2,4-gudayopdenua)-6,8-gudpayop- 1,4-
guxugpo-4-okco-5-Bunua-3-xunoaunkapbonoBa  kuceauna. Touka ha

monene: 215-216 °C (npu pazaazane).

Tlpumep 23

F COOH
N
2
¥

IIpu cbomBemnume ycaoBus, kakmo B npumep 1 ¢ pauemuuna 6,7-
gudayop-1-(uuc-2-payopuukaonponua)- 1,4-guxugpo-4-okco-3-xunoaun-
kapbGonoBa kuceauna ce noaywaBa ¢ 55 %-en gobuB 7-(3a-amuno-1,2,3,7a-

mempaxugpousoutgoa-2-ua)-6-payop- 1-(quc-2-payopuukaonponua)-1,4-
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guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna. Touka na monene: 238-
239 °C (npu pazaazane).
IHpumep 24

F COOH

IIpu ceomBemuume ycaoBusi, kakmo B npumep 1 ¢ pauemuuna 8-
xA0p-6,7-gudayop- 1-(uuc-2-dayopuukaonponua)- 1,4-guxugpo-4-okco-3-
xunoaunkap6onoBa kuceauna ce noayuaBa ¢ 52 %-en gobuB 7-(3a-amuno-
1,2,3,7a-mempaxugpousoutgoa-2-ua)-8-xaop-6-gayop- 1-(uuc-2-
dayopuukaonponua)- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa - kuceauna.
Touka na monene: 196-198 °C (npu pazaazane)(caeg xpomamozpadcko
npeuucmBane ¢ guxaopmeman/memanoa (95:5) Bupxy cuaukazea).

Ipumep 25
o)
F COOH

N
2 CH,

410 mg (1 mmol) B(O-CO-CHz)y-xeaam na 1-uukaonponua-6,7-
gudayop- 1,4-guxugpo-8-memua-4-okco-3-xunosunkapbonoBa kuceauna 8 8
ml auemonumpua ce 3azpsiBam nog azom npu 60-70°C B npogbakenue Ha
15 vaca ¢ 224 mg (2 mmol) 1,4-guazabuuukao[2.2.2Jokman u 272 mg (2

mmol) 1,2,3,7a-mempaxugpouzouHgoa-3a-uAaMuH. Cmecma ce



konuenmpupa nog Bakyym u ocmamwkem ce cmecBa cne cMec om 4 ml
auemon u 0,5 ml konuenmpupana coana kuceauna u ce obpaGomBa B
npogbakenue na 30 mMunymu B8 yampazBykoBa 6ans. Konuenmpupa ce,
gobaBsi ce Boga (pH 3), omuyuBa ce ymaenama I-uukaonponua-6,7-
guq»\yop—l,4-guxugpo-8—MemuA-4-okco—3—XUH0AUHkap60HoBa kuceauna (90
mg) u pH na Mamepnama Ayza cc peayAupa Ha 7,5 ¢ 5 %-en pazmBop na
HampueB dukapGonam. Ekcmpaxupa ce ¢ guxaopMmeman, uzcywaBa ce c
HampueB cyadpam u ce konuenmpupa.

HoGuB: 61 mg (15 % om meop. cmotinocm) 7-(3a-amuno-1,2,3,7a-
MEempaxugpouzouHgoA-2-ua)- l-yukaonponua-6-payop- 1,4-guxugpo-8-
Memua-4-okco-3-xunoaunkap6onoBa kuceauna. Touka na monene: 201-203
°C (npu pazaazane).

Ipumep 26

317 mg (1 mmol) 8-xa0p-6,7-gudayop-1-[( IR,2S)-2-$payopuukao-
nponuA]-1,4—guxugpo-4—okco—3—XuHOAquap6ouoBa kuceauna 8 cmec om 4
ml auemonumpua u 2 ml gumemuadopmamug ce 3azpsiBam 1 wac nog
obpamen xaagnuk cbc 187 mg (1,67 mmol) 1,4—guasa6uuukAo[2.2.2.]okrnaﬂ
u 165 mg (1,2 mmol) (3aS,7aR)—1,2,3,7a—mempaxugpou30ungm-3a—
usaMuH. PazmBopbm ce ocmaBs ipes Howma B xaaguanuk. ITagnasama
ymaiika ce omnyuBa, usmuBa ce ¢ 30 m] Boga u ce uzcywaBa.

HobGuB: 290 mg (67 % om meop. cmotinocm) 7-([3aS,7aR|3a-amuno-
1,2,3,7a-mempaxug Pousoungoa-2-ua)-8-xaop-1-[(1R, 28)-2-dpayop-



wukaonponua]-6-payop-1,4-guxugpo-4-okco- 3-xunoaunkapbonoBa
kuceauna. Touka Ha monene: 206-207 °C (npu pazaazane).

[alp= + 2,5° (¢ = 0,5, CHCl3), pazauunu pesyAmamu npu usMepBane Ha
b2bAa  Ha  Bopmene;  ymounsBane  wa  cmpykmypama ¢
PEHMZEHOCMPYKMYPEH aHAAU3.

217 mg (0,5 mmol) 7-([3aS,7aR]3a-amuno- 1,2,3,7a-mempa-
xugpouzoungoa-2-ual-8-xaop-1-[(1R,2S)- 2-dayopuukaonponual-6-dayop-
1,4-guxugpo-4-okco-3-xunoaunkapGonoBa kuceauna ce pasmBapsim B cvec
om 5 ml Boga u 0,5 ml IN coana kuceauna u mosu pasmBop ce
auoduauzupa.  XugpoxXAopugbm — Ha 7-[(3a8,7aR)3a-amuno-1,2,3,7a-
mempaxugpouzoungoa-2-ua}-8-xaop-1-[(1R,28)-2- dayopuukaonponua]-6-
dayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna ce usosupa
koauuecmBeno.

ITpu nogoGnu ycaoBusi ce noaynaBam Mezuaambm U MO3UAAMBM.

Ipumep 27

COOH

IIpu cvomBemuume ycaoBusi, kakmo B npumep 26 ¢ 8-xaop-6,7-
gudayop-1-[(1S,2R)-2-dayopuukaonponua]-1,4-guxugpo-4-okco-3-xunoaun-
kapbonoBa kuceauna ¢ gobuB 71 % ce noaydaBa 7-([3aS,7aR]|3a-amuno-
1,2,3,7a-mempaxugpousouHgoa-2-ua]-8-xaop-6-payop-1-[(1S,2R)-2-dpayop-
uukaonponual-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna. Touka
Ha monene: 170-174 °C (npu pazaazane).

[a]lp= + 215° (c = 0,5, CHCl3).



Ilpumep 28

IIpu cvomBemnume ycaoBus, kakmo B npumep 26 ¢ 8-xa0p-1-
uukaonponua-6,7-gudayop-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauna, ¢ gobuB 86 % ce noayuaBa 7-(|3aS,7aR]3a-amuno-1,2,3,7a-
mempaxugpouzoungoa-2-ual-8-xaop-1-uukaonponua-6-dayop-1,4-guxugpo-
4-okco-3-xunoaunkapbonoBa kuceauna. Touka na monene: 169-170 °C
(npu paszaazane).

[alp= + 116° (c = 0,4, CHCl3).

Ipumep 29
|
N N
A
F
Cx

317 mg (1 mmol) 8-xaop-6,7-gudayop-1-[(1R,28)-2-dayopuukao-

nponual-1,4-guxugpo-4-okco-3-xunosunkapbonoBa kuceauna 8 cmec om 4

ml auemonumpua u 2 ml gumemuadopmamug ce zazpsiBam 1 wac nog
obpameH xaagauk cbe 187 mg (1,67 mmol) 1,4-guazabuuukao|2.2.2Jokman
u 165 mg (1,2 mmol) (3aR,7aS)-1,2,3,7a-mempaxugpousoungoa-3a-
uaamMun. PazmBopbm ce ocmaBst npez Howma B xaaguanuk. Tlagnasama

ymaiika ce omnyuBa, usmuBa ce ¢ 30 ml Boga u ce uzcywabBa.
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THo6uB: 235 mg (54 % om meop. cmoiinocm) 7-([3aR,7aS]3a-amuno-
1,2,3,7a-mempaxugpouzoungoa-2-ua)-8-xaop-1-[(1R,28)-2-payopuukao-
nponual-6-dayop- 1,4-guxugpo-4-okco-3-xunosunkapbonoBa kuceAuna.
Touka na monene: 182-183°C (npu pazaazane).

[a]p= - 245° (¢ = 0,5, CHCl3).

Hpumep 30

H,N

IIpu cvomBemnume ycaoBusi, kakmo B npumep 29 ¢ 8-xa0p-6,7-
gudayop-1-[(1S,2R)-2-payopuukaonponual-1,4-guxugpo-4-okco-3-XunoAun-
kapbonoBa kuceauna ce noayuaBa 7-([3aR,7aS]3a-amuno-1,2,3,7a-
Mmempaxugpouzoungoa-2-uaj-8-xaop-6-gayop-1-[(1S,2R)-2-dayop-uukao-
nponua)-1,4-guxugpo-4-okco-3-xunoaunkapbonoBa kuceauna c¢ gobuB 71
%. Touka na monene: 195-197 °C (npu pazaazahe).

[a]p= - 6,4° (¢ = 0,5, CHCl3), npomenauBu peayasmamu npu uzmepBane na

b2bAa Ha Bbpmenemo.

Ipumep 31

H,N




IIpu cvomBemnume ycaoBusi, kakmo B npumep 29 ¢ 8-xaop-6,7-
gudayop- 1-uukaonponua- 1,4-guxugpo-4-okco-3-xunoaunkapbonoBa
kuceauda ¢ gobuB 90 % ce noayuaBa 7-([3aR,7aS]3a-amuno-1,2,3,7a-
Mempaxugpou3ouHgoA-2-ua-8-xaop-6-payop- 1-uukaonponua-1,4-guxugpo-
4-okco-3-xunoaunkapbonoBa kucesuna. Touka na monene: 169-170 °C
(npu pazaazane).

[a]p= - 119° (¢ = 0,4, CHCls).



IIATEHTHU INPETEHIINN

1. Cwegunenus ¢ dopmyaa (I)
1-Q D
B kossmo

Q  osnauaBa pagukaa c popmyau

COR,

uaul

Ry Ry

kbgemo

Ry osnauaBa ¢ xasozen uau xugpokcu egnokpamuo uau gBykpamno
cBenmyaano 3amecmen aakua ¢ 1 go 4 Bvzaepognu amomu, askenua ¢ 2 go
4 Bvzaepognu amomu, ¢ 1 uau 2 payopau amomu eBenmyaano 3aMecmen
uukaoaskua ¢ 3 go 6 Bwzaepogru amomu, ounukao[1.1.1]nenm-1-ua, 1,1-
gumemuanponapzua, 3-okcemanus, Memokcu, aMuHO, MeEMUAAMUHO,
gUMEMUAAMUHO, C XaAO2CH, aMuHO uAu xugpokcu eguokpamuo uau
gBykpamno eBenmyaano 3amecmen denua,

R;  osznauaBa xugpokcu, ¢ xugpokcu, memokcu, amuno, JUMEMUAAMUHO
cBenmyaano 3amecmen askokeu ¢ 1 go 3 Bvaaepognu amomu, Genzuaokcu
uau  (5-memua-2-okco-1,3-guokcoa-4-ua)Memuaokeu,  auemokcumemua-
okcu, nuBaacuackcumemuaokcu, 5-unganuaokcu, ¢maaugunusokeu, 3-
auemokcu-2-okcubymuaokcu, Humpomemua uau guaakokcukapBonua-
mMemua ¢ 1 go 2 Bbaaepogru amomu BB Beska aakuaoBa wacm,

Ro o3mauaBa Bogopog uau ¢ memokcy, xugpokcu uAu  xXaaozen
eBenmyaano zamecmen aakua ¢ 1 go 3 Bvaaepogru amomu,

Ry1 osnavaBa Bogopog, CH3 uau CH,F,

X1 o3HavaBa XaAozen uau HUMpO,

X7  osnauaBa Bogopog, xasozen, amuno, xugpokeu, memokcu, Mepkanmo,

MEMUA, XaAOZEHMEMUA UAU Bunua,



A osnavaBa N uau C-R7, kbgemo

R7 oznauaBa Bogopog, xasozen, CF;, OCHa, OCHF,, CH3, CN,
CH=CH; uau C=CH uau ofpasyBa cbwo maka 3aegno ¢ Ry mocm cbe
cmpykmypa -*O-CH,-CH-CH3, -*S-CH;-CH,-Q -*S-CH,-CH-CHa,
-*CHj-CH)-CH-CH3 uau -O*-CH»-N-Rg, npu koemo Mapkupanusim ¢ *
amoM ¢ cBobp3an ¢ Bvaacpoga na A u kbgemo

Rg osznavaBa Bogopog, memua uau ¢opmua, u
D osnavaBa N uau C-Ryg, kbgemo

R osnauaBa Bogopog, xarozen, CF3, OCHz, OCHF, uau CHj, uau
moke ga obpasyBa zaegno ¢ Rg Mocm cbe cmpykmypa -*O-CH,-, -*NH-
CHy-, -*N(CH3)-CHj-, -*N(CyHs)-CHp-, -*N(c-CaHs)-CHs- uau -*S-
CHj-, npu koemo Mapkupanusim ¢ * amoM e cBbpsan ¢ Bvaaepoga na D, u

T  o3nauaBa pagukaa ¢ popmyaa

Sog

6

kbgemo
B osnavaBa (CH)p-NR3Ry4 uau (CHy)py-ORs, kbgemo
m o3HavaBa 0 uau 1,
R3 o3nauaBa Bogopog, Memua uau askokcukap6onua c 1 go 4
Bovaaepognu amomu B aakuaoBama vacm,
R4 o3nauaBa Bogopog uau Memua u
Rs5 o3nauaBa Bogopog uau Memua u
Rg  o3navaBa Bogopog uau memua,
u mexHume dapmaueBmuyno npuemMauBu Xugpamu u
kuceaunonpucwvegunumeanu coau, kakmo u aakaanume, aakaaozeMHume,
cpedbpHUme u z2yanugunoBume coau Ha  chomBemnume kapbonoBu
kuceaunu.

2. Cwegunenus ¢ popmyaa (I) cvzaacno npemenuus 1,



oooooo

kbgemo

Q  npegcmaBasiBa pagukaa ¢ popmyau

kbgemo
R; o3nauaBa ¢ xaaozen egnokpamno uau gBykpamno eBenmyaano
zaMecmen askua ¢ 1 go 4 Bwvzaepoghu amomu, askenua ¢ 2 go 3
Bbveacpoghu amomu, ¢ 1 Jayopen amom eBenmyaaHo 3aMecmeH
uukaoaakua ¢ 3 go 4 Bveaepognu amomu, 6uuukao[l.1.1]nenm-1-ua, 1,1-
guMemuanponapaua, 3-okcemaHnua, MemuAaMuHO, ¢ (Ayop, aMUHO UAU
xugpokcu egnokpamno uau gBykpamno eBenmyaano 3amecmen $enua,
R, oznauaBa xugpokcu, aakokcu ¢ 1 go 2 Bvaacpognu amomu,
Benszuaokeu uan (S-memua-2-okco-1,3-guokcoa-4-ua)mMemokeu,
Rg osnauaBa Bogopog uau ¢ dayop egnokpamuo go mpukpamno
eBenmyaano 3amecmen aakua ¢ 1 go 2 Bbzaepognu amomu,
X1 oznauaBa ¢gayop uau xaop,
Xy  osznauaBa Bogopog, XaAozeH, aMUHO, MemUA, MpPuPAyOPOMEMUA UAU
Bunua,
A oznauaBa N uau C-Ry, kbgemo

R7 osznauaBa Bogopog, xaaozen, CF3, OCH3, OCHF,, CHs, CN,
CH=CH, uau C=CH uau obpazyBa cbpuio maka zaegno ¢ Ry Mmocm cobe
cmpykmypa -*O-CH,-CH-CH3, -*S-CH,-CH»-, -*CH,-CH,-CH-CH3 uau
-*0-CH3-N-Rg, npu koemo wmapkupanusm ¢ * amom e cBbpzan c
Bobeacpoga Ha A u kbgemo

Rg o3nauaBa Bogopog uau Mmemua uau popmua, u

D osnauaBa N uau C-Ryg, kegemo



» -
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Rjo osnauaBa Bogopog, ¢ayop, xaop, CF3, OCH3z uau CHa, uau
Moke ga obpasyBa szaeguo ¢ Rg mocm cbe cmpykmypa -*O-CH-, -
*N(CH3)-CH»-, -*N(C,Hs)-CH»-, -*N(c-C3Hs)-CH>- uau -*S$-CHj-, npu
koemo mapkupanusim ¢ * amom e cBbpaan ¢ Bvaaepoga na D, u

T  osznavaBa pagukaa ¢ opmyaa

kbgemo
B osnauaBa -NR3R4 uau -OH, kbgemo

R3 o3nauaBa Bogopog uau memua,

R4 o3nauaBa Bogopog uau Memua u
Rg  o3nauaBa Bogopog
u mexHume dapmaueBmuyno npuemauBu xugpamu u
kuceAunonpuchegunumeanu coau, kakmo u askaanume, aakaaozemuume,
cpedbpHume u 2yaHugunoBume coau nHa  chomBemHume kapbonoBu
kuceaunu.
3. Cwegunenus ¢ popmyaa (I) cheaacno npemenuus 1, kbgemo

Q  npegcmaBasiBa pagukaa c popmyaa

kbgemo

R; osnavaBa ¢ dayop egnokpamno uau gBykpamno eBenmyaano

3aMecmeH aakua ¢ 1 go 4 Bezaepognu amomu, Bunua, ¢ 1 dayopen amom



.......

eBenmyaano samecmen uukaoaakua, ¢ $ayop egHokpamuo uau gBykpamuo
eBenmyaano zamMecmen denua,
Ry  o3nauaBa xugpokcu, askokcu ¢ 1 go 2 Bbaaepognu amomu uau (5-
Memua-2-okco-1, 3-guokcoa-4-ua)memokeu,
Ry osznavwaBa Bogopog uau c $ayop egnokpamno go mpukpamno
eBenmyaano 3aMecmen Memua,
X1 o3nauaBa dayop,
Xy  osnavaBa Bogopog, dayop, aMmuno, Memua uau Bunua,
A osnauaBa N uan C-R~, kbgemo

R7 osnauaBa Bogopog, dayop, xaop, Gpom, CF3, OCHs, OCHF,,
CHj3, CN, CH=CH; uau C=CH uau obpazyBa cbwo maka zaegro ¢ Ry
mMocm ¢be cmpykmypa -*O-CH,-CH-CH;z uau -*O-CH3-N-Rg, npu koemo
Mapkupanusim ¢ * amoM e cBobpaan ¢ Beaaepoga na A u kbgemo

Rg oznauaBa Bogopog uau memua,
D osnauaBa N uau C-Ryg, kbgemo

Rig o3nauaBa Bogopog, $ayop, xaop uau OCH;3 uau moke ga
obpasyBa zaegno ¢ Rg Mocm cwbe cmpykmypa -*O-CHj-, -*N(CH3)-CH,-, -
*N(C;Hs)-CHy- uau -*S-CH,-, npu koemo mapkupanusm ¢ * amom e
cBvpsan ¢ Bvaaepoga na D, u

T osnauaBa pagukaa ¢ popmyaa

K-

(]
kbgemo
B o3nauaBa -NH, u
Rs  o3navaBa Bogopog
u mexHume PapmaueBmuuno npuemMauBu Xugpamu u

kuceaunonpucbegurumeanu cosu, kakmo u aakaanume, askaaozemMnume,



cpebbpHume u zyanmugunoBume coau Ha  cbomBemnume kapGonoBu
kuceaunu.
4. JluacmepeousoMepHO YUCIU U €HaHMUOMEPHO YUCMU ChegUHEHUS
Cb2AaCHO npemenuuume 1 go 3.
5. Memog 3a noayvaBane na cvegunenus ¢ dopmyaa (I) cwzaacno
npemenuun 1 go 4, xapakmepusupaw ce ¢ moBa, ue cbeguHeHus
dopmyaa (II)

Y-Q (ID)
kbgemo
Q  uma snavenuemo, gageno no-zope, u
Y  osnauaBa xasozen, ocobeno ¢payop uau xaop

BzaumogeticmBam cbe chegunenus ¢ dopmyaa (111)

R¢
(D)

kbgemo B u Rg umam 3navenusma, gagenu No-20pe,
cBenmyaano B npucecmBue na cpegemBa, cBvp3Bawmu kuceaunama, u
eBenmyaano npu omuenBane ha chwecmByBawu sawumnu 2pynu.
6.  Pauemuunu, guacmepeousoMepno wucmu u €HaHMUOMEPHO Yucmu
CbEJUHCHUS Om 2pynama, CbCmosua ce om
3a-emuaoB-2-MemuaoB ecmep Ha 1,2,3,4,7,7Ta-xekcaxugpousoungoa-2,3a-
gukapbonoBa kuceauna,
cmusoB  ecmep ma  2- bensua-1,2,3,4,7,7a-xekcaxugpouzoungoa-3a-
kapbonoBa kuceauna,
3a-emuaoB-2-memuaoB ecmep Ha  1,2,3,7a-mempaxugpouszoungoa-2,3a-
gukapbonoBa kuceauna,

2-MemuaoB ecmep na 1,2,3,7a-mempaxugpousoungoa-2,3a-gukapbonoBa

kuceauna,



MemuaoB ecmep na 3a-MemokcukapGonusamuno-1,2,3,7a-mempaxugpo-
uzoungoa-2-kapbonoBa kuceauna,
1,2,3,7a-mempaxugpouzoungoa-3a-usaMun,
4-memua-1,2,3,7a-mempaxugpouzoungoa-3a-uaaMuH,
5-memua-1,2,3,7a-mempaxugpouzoungoa-3a-uaaMun,
6-memua-1,2,3,7a-mempaxugpouszoungoa-3a-uaamus,
7-Memua-1,2,3,7a-mempaxugpouzoungoa-3a-uaaMus,

3a-Memuaamuno- 1,2,3,7a-mempaxugpouzoungoa,
3a-gumemuaamuno-1,2,3,7a-mempaxugpouzoungoa,
3a-mpem-Gymokcukapbonusamuno-1,2,3,7a-mempaxugpouzoungoa,
3a-amunomemua-1,2,3,7a-mempaxugpousoungoa,

3a-MemuAaMUHOMEMUA- 1,2,3,7a-mempaxugpouzoungoa,
3a-gumMemuaamMunoMemua- 1,2,3,7a-mempaxugpouszoungoa,
3a-xugpokcu-1,2,3,7a-mempaxugpouzoungoa,
3a-xugpokcumemua-1,2,3,7a-mempaxugpouzoungoa.

7. Cwegunenus cbeaacho npemenuuu 1 go 4 sa Oopba ¢ boaeccmu.

8. Cwegunenus cwhzaacno npemenuuu 1 go 4 3a Gopba ¢ Gakmepuaanu
undekuuu.

9. llpusokenue na cbegunenus cbzaacho npemenuuu 1 go 4 npu
noayvuaBane na ackapcmBenu cpegcmBa.

10.  AekapcmBenu cpegcmBa, cbgbpkawu cheguHEHUSMA  Cb2AACHO
npemeHuuu 1 go 4.

11, Anmubakmepuasnu cpegcmBa, cbgbpkalll cbegUHEHUS Cb2AACHO

npemenuuu 1 go 4.
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