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K' osHauae 3B's30k abo -CHp-, -CHR'™-, -CR™"R™®-
abo -C%O)— pyny, oe

R R™, R’® HesarnexHo oauH Bif OQHOMO 03HAYalTh
atom dTopy, rigpokeurpyny, Ci-Csankinokcurpyny,
amiHorpyny, Ci-CsankinamiHorpyny, ni-(Cs-

R3

Csankin)amiHorpyny, Cs-CsumknoankineHimiHorpyny,
Ci-Csankinkap6oHinamiHorpyny, Ci-Csankin, sikvn
Moxe ByTun 3amiwleHnin 1-3 atomamu TOpY, rAPOKCI-
C,-Csankin, C;i-Csankinokci-Ci-Csankin, amiHo-Ci-
Csankin, C;-CsankinamiHo-C1-Csankin, ai-(Cs-
Csankin)amiHo-C1-Csankin, Ca-CyumknoankineHimiHo-
C,-Csankin, kap6okci-Co-Csankin, C:-
Csankinokcukap6oHin-Co-Csankin, amiHokap6oHin-Co-
Csankin, Ci-CsankinamiHokap©oHin-Co-Csarnkin, Ai-
(C1-Csankin)amiHokap6oHin-Co-Csankin -~ aéo  Ca-
C;umknoankineHimiHokap6oHin-Co-Csankin,

npuv LboMy obmaBa 3anuLLKm R™, R’ ne MOXYTb OyTK
0QHOYaCHO MpUWELHaHI Yepe3 reTepoaTtoM A0 KinbLe-
BOr0 atoMa BYrJELo, 3a BUHSATKOM BUMAAKy, KON -
CgR7bR7°)-Binnoai,qae -CF-rpyni, a6o

R’® osHauae 3amileHy ¢pTOpom, xnopom, 6pomom,
METUIIOM, METOKCUIPYMno, amiHOrpynot abo HiTpor-
pynoto deHinbHy abo MOHOLIMKMIYHY reTepoapurbHy
rpyny, abo

nBa sanuwkn R™®, R’ pasom 3 KinbLEBUM aTOMOM
BYyrneulo MoXxyTb yTBoptoBatu 3-, 4-, 5-, 6- abo 7-
YNEHHUI Hacu4YeHW Kapbouukn abo LMKIONEHTEHO-
Be, LMKIOrekCeHoBe, OKCEeTaHOBE, a3eTUauHOBE, Tie-
TaHoBe, TeTparigpodypaHoBse, niponigMHose, TeTpa-
rinpoTiodeHoBe, TeTpariaponipaHoBe, ninepunanHose,
neHTameTuneHcynbdigHe, rekcameTuneHimiHoBe,
1,3-piokconaHoBe, 1,4-giokcaHoBe, rekcarigponipu-
JasnHoBe, ninepasuHoBe, TiomopdoniHoBe, Mopdo-
niHoBe, 2-iMigasonignHoHoBe, 2-oKca3onianHOHOBE,
TeTparigpo-2(1H)-nipumignHoHoBe abo
[1,3]okcasnHaH-2-oHOBE KinbLe, METWMEHOBI Trpynu
AKOro MoXyTb OyTn 3amiweHi 1-2 Ci-CsankinbHumu
abo CFs-rpynamu i/abo meTuneHoBi rpynu siKoro, sik-
O BOHM He MpUEAHAHI OO reTepoaToMa, MOXYTb
Oyt 3amiweHi 1-2 atomamu cTopy, i/abo B Skomy -
CHa-rpyna nopyd i3 N-aTomoM moxe 6yTu 3amiHeHa
Ha -CO-rpyny, i/abo koxHa 3 iMiHOrpymn siIkoro mMoxe
oytn 3amMilleHa C;-Czankinom abo Ci-
CsankinkapboHinom, i/abo B skomy aTtom CipkM Moxe
OyTn okMcHeHW o cynbdokenay abo cynbOHOBOI
rpymu,

K® i K® He3anexHo oauH Bif ogHoro o3HavatoTb -CHo-
, -CHR®- -CR®R®"- a6o -C(O)-rpyny, ae
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R%® R® R® nesanexHo oguH Big 0QHOrO 03HauYalTh
C1-Csankin, skuin moxe 6yTu 3amiweHun 1-3 atoma-
mMu  topy, rigpokci-Ci-Csankin, Ci-Csankinokci-Cs-
Csankin, amiHo-C;-Csankin, C;-CsankinamiHo-Ci-
Csankin, bi-(C1-Csankin)amino-C,-Csankin, Cy-
CrumknoankineHimiHo-C1-Csankin, kap6okci-Co-
Csankin, Ci-Csankinokcukap6oHin-Co-Csankin, amiHo-
kapboHin-Co-Csankin, Ci-CsankinamiHokap6oHin-Co-
Csankin,  pi-(Ci-Csankin)amiHokap6oHin-Co-Csankin
abo C4-CrumknoankineHimiHokap6oHin-Co-Csankin,
abo

pBa sanmwkn R®, R® pasoMm 3 KinbLeBMM aTOMOM
BYIneuU MOXyTb yTBoptoBatu 3-, 4-, 5-, 6- abo 7-
UINEeHHWUI HacuyeHnn kapObouukn abo UMKIONEHTEHOo-
BE, LMKIMOrekceHoBe, OKCeTaHoBe, aseTuaMHOBE, Tie-
TaHoBe, TeTparigpodypaHoBe, niponignHoBse, TeTpa-
rigpoTiodpeHoBe, TeTparigponipaHoBse, ninepuanHoBse,
neHTameTuneHcynbdigHe, rekcameTurneHimiHoBe,
rekcarigponipngasnHosBe, TeTparigpo-2(1H)-
nipumignMHoHoee abo [1,3]okcasnHaH-2-0HOBe Kinblie,
METUIEHOBI TPYyNM SKOr0 MOXyTb OyTW 3amilleHi 1-2
Ci1-CzankinbHummn abo CFs-rpynamu i/fabo meTuneHosi
rpynu sIKOro, SIKLO BOHW He MpuegHaHi Ao retepoa-
TomMa, MOXyTb ByTn 3amiweni 1-2 atomamn dTopy,
i/abo B sikomy -CHa-rpyna nopydy i3 aTomMom asoty
mMoxe Oyt 3amiHeHa Ha -CO-rpyny, i/abo KoxHa 3
iMiHorpyn — fkoro  Moxe ©Oytu 3amiweHa C;-
CsankinbHoto abo Ci-CsankinkapboHinbHoto rpynoto,
i/abo B siIKOMy aTom Cipkn Moxe OyTn OKUCHEHWIA OO0
cynbcokemay abo cynboHOBOT rpynu,

3a ymoBY, Lo BBegeHui y cknagi R® a6o R* rete-
poaTtoM He Moxe OyTu BigaineHui Big 3amicHuka X y
dopmyni (I) TiNbkM OOHVMM aTOMOM BYFfeLo W Lo B
LinioMy MOXyTb OyTn npchTHiMM MaKCUMyM 4OTUPK
3anuikm, Bubpaxi 3 R, R, R®, R% R® i R¥,

X o3Hayae aTtoMm kucHio abo cipku, CF»-rpyny, cynb-
deHoBY rpyny, cynbdoHoBy rpyny abo NRl-rpyny, y
AKIN

R! sBnsie cobow atom BOAHHO, rinpokcurpyny, Ci-
Csankinokcurpyny, amiHorpyny, Ci-
CsankinamiHorpyny, gi-(Ci-Czankin)amiHorpyny, Ci-
Csankin, C,-CsankeHin-CHz-rpyny, C»-CsankiHin-CHz-
rpyny, Cs-Csuuknoankin, Cs-CsUMKroankeHin, okce-

TaH-3-in,  TeTparigpodypaH-3-in,  6eH3aun,  Ci-
Csankinkap6oHin, TpudpTopMmeTUnkapOoHin, Cs-
Csumknoankinkap6oHin, Ci-CsankincynbgoHin, Cs-
CsLmKoankincynbgoHin, aMiHokapOoHin, Ci-
CsankinamiHokapboHin, ni-(Cs-

Csankin)amiHokap6oHin, C1-Csankinokcukap6oHin abo
C4-CrumknoankineHimiHokapboHin, npy LbOMy Npucy-
THi y BULLEBKA3aHWX rpynax METUMEHOBI Ta METUIbHI
rpynu  goaatkoBo  MOXyTb  Oytv  3amiweHi  Ci-
Csankinom, kapbokcurpynoto abo Ci-
CsankokcukapOoHinom abo MoxyTb OyTu 3aMmilleHi
rinpokcurpynoto, Ci-Csankinokcurpynow, amiHorpy-
noto, C1-CsankinamiHorpynoto, Ci-
CsaiankinamiHorpynoto abo Cys-
C7upmKnoankineHiMiHOrpynow, AKWO Taki MeTUIEeHOBI
abo mMeTunbHI rpynyu He npuegHaHi 6esnocepenHbO
o retepoatoma i3 rpynu, sika Bkntodae O, N i S, i/abo
OAVH-TPU aTOMM BOAHIO MOXYTb OyTW 3amiHeHi Ha
aToMy pTOpy, SKWO Taki METUNEHOBI abo MeTUIbHI
rpynu He npueaHaHi 6e3nocepeHbLO A0 reTepoaTtoma
i3 rpynu, sika Bkntoyae O, N i S,

A' o3Hauae N a6o CR'°,
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A? o3Hauae N a6o CR™,

AS o3nauae N abo CRlZ, ne

Rlo, R i R'? wesanexHo OJVH Bi OOHOro o3Ha4arTb
aToM BofHW, ¢Topy, xnopy, 6pomy abo wogy, Ci-
Csankin, CFs-rpyny, C,-CsankeHin, C,-Csankinin, uia-
Horpyny, kapbokcurpyny, Ci-Csankinokcukap6oHin,
rigpokeurpyny, Ci-Czankinokcurpyny, CF3O-rpyny,
CHF2O-rpyny, CH.FO-rpyny, amiHorpyny, Ci-
CsankinamiHorpyny, Ai-(C:-Csankin)amiHorpyny a6o
C4-CrumknoankineHimiHorpyny,

-L-E-G-J- osHauae -C-C-C-C- abo -C-C=C-C-rpyny,
sika Moxe B6yTu 3amillieHa 3amicHUKamu R*i RS,

R® osHauae aTom BoaH0 abo C;-Czankin,

R* osHauae aTom BOAHIO, niHinHy abo posranyxeHy
C1-CsankinbHy, C2-CeankeHinbHy abo Co-
CeankiHineHy rpyny,

npy LUbOMY aTOMW BOAHIO METUNEeHoBKX i/abo meTu-
NbHUX dparMeHTiB MiHiiHOI abo poasranyxeHoi C;-
CeankinbHoi, C,-CeankeHinbHoi abo C,-CgankiHinbHot
rpynu HeobOB'A3KOBO MOXYyTb OyTu MOBHIiCTIO abo
4YacTKOBO 3aMiHeHi Ha aTomu dTopy i/abo aTomu Boa-
HIO MeTWUreHoBUX i/abo MeTUNbHUX dparMeHTiB ni-
HiMHOT abo posranyxeHoi Ci-CsankinbHoi, Co-
CeankeHinbHoi abo C-CeankiHiNbHOI rpynn Hesanex-
HO OAWH Big OOHOrO HEOBOB'A3KOBO MOXYTb OyTM 3a-
MiLLieHi ogH1M abo ABOMa 3aMiCHUKaMu, BUbpaHumu 3
Cs-Csumknoankiny, Hitpuny, rigpokcurpynu, Ci-
Csankinokcurpynu, atomu BOAHIO SIKOi HEOOOB'sI3KOBO
MOXyTb OyTWM MOBHICTIO abo 4acTKOBO 3aMiHeHi Ha
aToMu TOpPY, aninokcurpynu, Mnponaprinokcurpynu,
6eHsunokcurpynu, Ci-Csankinkapborinokcurpynu, Ci-

CsankinokcukapboHinokcurpynu, kapbokci-C;-
Csankinokcurpynu, C1-Csankinokcukap©6oHin-Cs-
Csankinokcurpynm, MepkanTorpynu, Ci-
Csankincynbedaniny,  Ci-Csankincynbdininy, Ci-
CsankincynbdoHiny, kapbokcurpynu, Ci-
Csankinokcukap©boHiny, amiHokapboHiny, Ci-
CsankinamiHokap6oHiny, ni-(Cs-

Csankin)amiHokap6oHiny, Cs-
CrumknoankineHimiHokapOoHiny,  amiHOCynboHiny,
C;-CsankinamiHocynbdoHiny, Ai-(C1-
Csankin)amiHocynbdoHiny, Cs-
CrumknoankineHimiHocynbdoHiny, amiHorpynu, Ci-
CsankinamiHorpynu, pai-(C1-Csankin)amidorpynu, Ci-

Csankinkap6oHinamiHorpynu, Ci-
CsankincynbdoHinamiHorpynu, N-(C;-
CsankincynbdoHin)-C1-CsankinamiHorpynu, Cs-

CsumknoankinkapboHinamiHorpynm, mMopdoniHiny,
TiomopdoniHiny, niponiauHiny, ninepnavHiny, ninepa-
3uHiNy, TeTparigpodypaHiny Ta TeTparigponipaHiny,
e KOXHWIA 3 BuLLEBKazaHUX kapbo- i retepouuknis
Moxe 6yTn 3amiweHunn y kinbui 1-4 Cq1-CzankinbHumMm
abo C1-Czankinkap6oHinsHumu rpynamu abo 1 abo 2
okcorpynamu, i/fabo atomu BogH, 3'egHaHi 3 sz_
riopuan3oBaHMMM aTomMamu BYreuto niHinHoI abo
posranyxeHoi C,-CsankeHinbHOI rpynu, HeoboB's3Ko-
BO MOXYTb OyTM MOBHICTIO ab0 YaCTKOBO 3aMiHEHi Ha
aTtomu pTopy,

abo o3Hayvae HiTpun, kapbokeurpyny, amiHokapboHin,
Ci1-CsankinamiHokap©oHin, Cs-
CsLmknoarnkinamiHokapOoHin, ni-(Cs-
Csankin)amiHokap6oHin, Ci1-Csankinokcukap6oHrin abo
C4-CrumknoankineHimiHokapboHin, y sikomy meTtune-
HOBa rpyna HeobOB'A3KOBO MOXe OyTu 3amiHeHa Ha
aToM KUCHIO, aToMm cipku abo 3amiweHun Co-
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Csankinom atom a3oTty, abo o3Hayae PeHinbHYy, MO-
Ho- abo OiunkniyHy retepoapuneHy, deHin-Cq-
CsankinbHy abo MoHO- abo GiuukniyHy retepoapwun-
C,1-CsankineHy rpyny,

ska y eHinbHoMy abo reTepoapunbHoOMy dparmMmeHTi
HeobO0B'A3KOBO MOXe OyTu 3aMmilieHa O4HUM-TpbOMa
oagHakoBuMU abo pi3HUMKU 3amiCHUKamu, BUBpaHUMU
i3 rpynu, ska BKknovae atomu dptopy, xnopy, 6pomy
Ta nopy, Ci-Csankin, TpudtopmeTnn, amiHorpyny, Ci-
CsankinamiHorpyny, Ai-(Ci-Csankin)amiHorpyny, rig-
pokcurpyny, Ci-Csankinokcurpyny, MOHO-, Au- i Tpu-
dTOpMETOKCUPYY, kapbokcurpyny Ta Ci-
Csankinokcmkap©OoHin, a Takox, konu -L-E-G-J- o3Ha-
yae -C-C-C-C-rpyny, R* npu 3amicHuky E abo G moxe
TakoX o3Ha4aTu aTom OTOpPY, FgPOKCUrpyny, METOK-

curpyny, Cs-CsankeHinokcurpyny, Cs-
CsankiHinokecurpyny, C,-Csankinokeurpyny, Cs-
CsLmknoankinokeurpyny, Ci-
CsankinamiHokapGoHinokcurpyny, ai-(Cs-
Csarnkin)amiHokap©oHinokcurpyny, Cs-

CrumknoankineHimiHokapboHinokcurpyny,  deHin-Co-
Csankinokcurpyny, retepoapun-Co-Csankinokcurpyny,
amiHorpyny, C1-CsankinamiHorpyny, bi-(Cs-
Csankin)amiHorpyny, Cs-CrumknoankineHiMmiHorpyny,
C1-CzaumnamiHorpyny, (C1-Czaumn)Cs-

CsankinamiHorpyny, Ci-
CsankinokcukapboHinamiHorpyny, Ci-
CsankinamiHokap6oHinamiHorpyny, ni-(Cq-
Csankin)amiHokap©oHinamiHorpyny abo Cs

CyumknoankineHimiHokapboHinamiHorpyny, ne npucy-
THi B 3a3Ha4YeHUX BULLIE ankinbHUX abo UMKNoankine-
HUX 3anuuikax MeTUnbHi abo MEeTWNeHOoBI rpynu He-
3anexHoO ofHa Bifg OAHOI MOXyTb OyTu 3amilleHi
3aMiCHUKOM, BUOpaHMM i3 rpynu, sika BKIOYae Mop-
coninin, TiomopdoniHin, niponiguHin, ninepuguHin,
ninepasuHin, TeTparigpodypaHin, TeTparigponipaHin,
anmeTunnamiHokapboHin, C1-Csankinokcukap©6oHin,
kapbokcurpyny, MeTun, rigpoKcurpyny, MeTokcurpyny
Ta amiHorpyny, a 3asHadveHi Bulie eHinbHi abo re-
TepoapwnbHi 3anvkn HeobOoB'A3KOBO MOXYTb OyTu
3aMillieHi OAHUM-TPbOMa OAHaKoBMMM abo PisHUMU
3aMiCHUKamMKn, BUOpaHWMK i3 Tpynu, siKka BKOYae
atomn dTopy, xnopy, 6pomy Ta nogy, Ci-Csankin,
TpudTopmeTun, amiHorpyny, Ci-CsankinamiHorpyny,
bi-(C1-Csankin)amiHorpyny, rigpokcurpyny, Ci-
Csankinokcurpyny, MOHO-, Au- i TpMTOPMETOKCUIPY-
ny, kapbokcurpyny Ta C;-Csankinokcnkap©boHin,

3a YMOBMU, WO 3 00CcAry BUHAxXo4y BUKIIOYEHWU Bapi-
aHT, Yy AKOMY [iBa reTepoatoMMu i3 rpynu, sika BKIo4ae
KMCEHb i a30T, BigAineHi oavH Bi4 OAHOrO TOYHO Of4Hi-
€0, HeODOB'A3KOBO 3amillleHot, -CHa-rpynoto, i/abo
BapiaHT, y IkoMy ABa aToMmu yTBOptotloTh -O-O- abo -
S-0-3B'A30K,

R® osHauae aTom BogHto, Ci1-Csankin, C,-CsankeHin,
C,-CsankiHin abo deHin-Co-Csankin, ge ankineHa
rpyna moxe OyTu 3amilieHa rigpoKCMrpynow, MeTok-
curpymnoto, rigpokcukapboHinom abo Ci-
CsankokcukapboHinom, abo, konu R® 3g'ssanuin i3
3amicHukom E abo G, moxe TakoX 03HayaTtu rigpok-
cu- abo meTokcurpyny, abo

R* i R®, konu BoHU npuegHaHi 40 OAHOro M TOro X
aToma BYreL, MOXYTb YTBOPIOBATM PasoM 3 HUM -
C=0- abo -CF,-rpyny, abo

R* i RS, KOS BOHW MPWUEOHaHI A0 OOHOro W TOro X
atoma Byrneuto abo 0o ABOX CycCigHiX aToMmiB Byrne-
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L0, MOXYTb YTBOPIOBaTW pa3oM 3 TakuM aTOMOM BYT-
neuto abo 3 TakKMMU atoMamu Byrneur 3-7-4neHHui
kapboumkn abo MOHOHEHaCUYEHU 5-7-UnNeHHUI Kap-
OouuKI, Npy LbOMY OAIMH 3 YreHiB BYIneLeBoro naH-
Llora Takoro Uukiy Moxe OyTu 3aMiHEHWA Ha aToMm
KuCHI0 abo cipkn abo Ha -NH-rpyny, -N(C:-Csankin)-, -
N(C1-Csankinkap6oHin)-, kapboHin, cynbiHin abo
cynbdoHin i/fabo aBa 6e3nocepefHbO CYMDKHUX Yne-
HW Byrneuesoro naxutora uux Cs-Crkapboumknis cni-
NbHO MOXyTb OyTu 3amiHeHi Ha -C(O)NH-rpyny, -
C(O)N(C;-Csankin)-, -S(0)2NH-rpyny abo -
S(0)2N(C;1-Csankin)-, i/abo 4otupm 6e3nocepeaHbO
CYMDKHMX 4reHu Byrmeuesoro naduyiora umx Cs-
CrkapbouukniB cninbHO MOXyTb ByTW 3amiHeHi Ha -O-
CH2-CH,-O-rpyny, i/abo 1-3 atomu ByrmneL KOXHOro
i3 UMX 3-7-4NeHHUX UMKMIiB He3anexHo oauH Big of-
HOro HeobOB'A3KOBO MOXYTb OyTM 3amilleHi OaHUM
abo npoma atomamu Topy abo oaHieto abo gBOMa
C;1-CsankinbHumu rpynamm abo rigpokcurpynoto, ¢o-
PMIMOKCUIpymnoto, C1-Csankinokcurpynoto, Ci-
CsankinkapboHinokcurpynoto,  amiHorpynoto,  Ci-
CsankinamiHorpynoto,  ai-(C1-Csarnkin)amiHorpynoto,
C4-CrupmknoankineHimiHorpynoto, Ci-
Csankinkap6oHinamiHorpynoto, Cs-
CesLmknoankinkapboHinamiHorpynorw, HiTpUnom, kap-
6okci-C1-Csankinom, C,-Csankinokcukap6oHin-Ci-
Csankinom, kapbokcurpynoto, Ci-
CsarnkinokcmkapOoHinom,  amiHokap6oHinom,  C;-
CsarnkinamiHokap6oHinom, ai-(Cs-
Csankin)amiHokapOoHinom abo Cs-
CrupmknoankineHiMmiHokapOoHinom,

3a YMOBW, WO MNOAiIGHUIA, YTBOPEHUI CMiNbHO 3anuLu-
kamu R* i R®, uukn, y sikomy ABa aTomu a3oTy a6o
aToM as30Ty Ta aTOM KMCHIO B Kinbli BiggineHi oguH
Bi, 0QHOr0 TOYHO OfHiE, HEOOOB'A3KOBO 3aMille-
Hoto, -CHa-rpynoto i/abo aBa aToMu B KinbLi yTBOPHO-
10Tb -O-O- abo -S-O-3B’s130K, BUKMOYEHWUA 3 obcsry
BMHaxony, abo

/

\L\/N\J
E ]Lg\ RS
dparmeHT R o3Havae rpyny
\E/N\
CH,

~

N\

N"NSch

3

R™ o3Hauae aTom BoAH0 abo Ci-Csankin i

M o3Hayae HeOOOB'A3KOBO 3aMilLleHe 3aMiCHUKaMu R?
iR deHinbHe, TieHinbHe abo NipnanneHe Kinbue, ae
R? siBnsie co6ot0 aTom dTOpYy, Xxnopy, 6pomy abo o-
4y, MeTun, eTun, BiHiN, MeToKkcurpyny, eTuHin, uiaHo-
rpglny abo -C(O)NH-rpyny, a

R siBnsie coboto aTtom BoaHw, dTopy, Xnopy, 6pomy
abo noay, rigpokcurpyny, MeToKcurpyny, TpudTop-
MeToKcUrpyny, HeobOB'sI3KOBO 3aMillleHnid aToMamu
¢dTopy Ci-Csankin, uiaHorpyny, amiHorpyny abo
NH2C(O)-rpyny,

npuv LbOMY Nif 3rafaHnM BULLE Y BU3HAUYEHHSIX 3aMmic-
HUKIB BMpa3oM "retepoapurbHa rpyna” abo "retepo-
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apun" MaeTbCsl Ha yBasi, AKWO He 3a3Ha4yeHo iHLle,
MOHOUMKITIYHa 5- abo 6-uneHHa reTepoapunbHa rpy-
na, sika, SKLWO BOHA € 6-4YNeHHOo, MICTUTb OAMH, OBa
abo Tpu aTomm a3oTy, a SKWO € 5-4neHHoto, abo mic-
TMTb HeoboB'A3koBO 3amileHy Ci-Csankinom imiHor-
pyny, aToM KUCHI0 abo cipku, abo MicTUTb HeO6OoB'sA3-
koBO 3amiweHy C:-Csankinom imiHorpyny abo atom
KucHio abo cipkn n gogaTkoBo oanH abo oBa atomu
a3oTy, abo MicTuTb HeoboB'A3koBO 3amiweHy Ci-
Csankinom iMiHorpyny m Tpu atomu asoTy K 3 siKOHo,
KpiM TOro, Yepes ABa CYMiXKHUX aTOMW BYrTEL0 MOXe
OyTn CKOHAEeHCOBaHe HeobOOB'AI3KOBO 3aMillleHe aTo-
mMom dTopy, xnopy abo 6pomy, C1-Czankinom, rigpo-
kcurpynoto, C1-Czankinokecurpynoto, amiHorpynoto, C-
CsankinamiHorpynoto,  Ai-(Ci-Csankin)amiHorpynoto
abo Cs-CeupmknoankineHimiHOrpynow eHinbHe Kinb-
ue i sika gani npuegHaHa Yepes aTom asoTty abo ve-
pe3 aToM BYrMeLUl reTepoLuKiyHOI YacTuHm abo
CKOHAEHCOBAHOIo OeHiNbHOro KinbLs,

nig 3ragaHnmM BuLLE Y BM3HAYEHHAX 3aMiCHUKIB BUpa-
30M "aToM ranoreHy" MaeTbCs Ha yBasi, SKLWO He 3a-
3Ha4yeHo iHWe, aTtoM i3 rpynu, sika BKMYae gTop,
xnop, 6pom i noa, 3ragaHi BuLLe Y BUHAYEHHAX 3aMmi-
CHUKIB ankinbHi, ankeHinbHi, ankiHinbHi Ta ankinokcu-
rpynu, aki MicTsiTb Ginblue ABOX aTOMIB BYrfeLt, Mo-
XKyTb, SIKWO He 3a3Ha4yeHo iHwe, matu npsamuin abo
po3rany>XeHuin naHutor, a ankinbHi rpynu B 3a3Haye-
HUX BULLE AiankinoBaHuX 3anulikax, Hanpuknag gia-
nKinamiHorpynax, MoOXyTb OyTu igeHTudHuMu abo
Pi3HUMU 1 aTOMU BOLHIO 3rajaHuX BuULLE Y BU3HAYEH-
Hi 3aMIiCHUKIB METUMNbHMX ab0 eTUNBbHNX rPyn MOXYTb
OyTu, SKWO He 3a3Ha4yeHo iHWe, NoBHICTIO abo vacT-
KOBO 3aMiHeHi Ha aTtomu bTopy,

ix TayToMepw, ix eHaHTioMmepw, iX giactepeomepw, ix
CymiLli i ix coni.

2. Cnonyku 3aranbHoi coopmynu (1) 3a n. 1, y skux D
03Ha4vae 3amilleHy BiunkniyHy cuctemy copmynm

1 3 1 1
2 K AN 2. K
lI</ | \A2 II(/ | y
2
X< 1)\ X 3//A
A a6o K A ’

ne

K' osHauae -CH-, -CHR’®, -CR"R™- a6o -C(O)-
rpyny, ae R’ R™, R™ HesanexHo oauH Bif 04HOMO
O3HayalTb atoM  @Topy, rigpokecurpyny, Ci-
Csankinokcurpyny a6o Ci-Csankin, npu ubomy obua-
Ba zanuwkm R™®, R He MOXyTb OyTW OOHO4YaCHO
npueaHaHi Yyepes reTepoatom A0 KinbLEeBOro atoma
BYrneul, 3a BUHATKOM BUMNaAKy, KOMu -C(R7bR7°)-
Bignosigae -CF»-rpyni, abo

aBa sanuwkn R, R’ pasom 3 KirbLEBAM aToMOM
B)érneléuo MOXYTb YTBOPIOBATU 3-UneHHUi kapboumkn,
K* i K® He3anexHo oguH Big ogHoro o3HavarTb -CHo-
, -CHR®-, -CR®™R®- a6o -C(O)-rpyny, ae

Rga, Rgb, R% nesanexHo OJVH Bil 0gHOro o3Ha4alTb
C;:-Csankin, i/fabo

aBa sanmwkn R®, R® pasom 3 KinbLeBAM atomMom
BYIMEL0 MOXYTb YyTBOPHOBATU 3-UNEeHHUA HacUYeHui
kapbouukn,

npu UbOMY B LiNOMY MOXYTb OYyTU NPUCYTHI Makcu-
MyM 4OTMpM 3anuiku, Bubpari 3 R, R™, R’ R%,
R®™j R®
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X o3Havae aToM KucH abo cipku, cynbgeHoByY rpy-
ny, cynegoHoBy rpyny, -CF-rpyny a6o NRl-rpyny, y
AKIN

R' siBnsie co6olo aToM BOAHIO, rigpokcurpyny, Ci-
Csankinokcurpyny, amiHorpyny, Ci-
Csankinaminorpyny, Ai-(Ci-Csankin)amidorpyny, Ci-
Csankin, C,-CsankeHin-CHz-rpyny, Co-CsankiHin-CHo-
rpyny a6o Cs-Ceunknoarnkin,

A’ 03Hauae N a6o CR™Y,

A? o3Hauae N a6o CR™ i

A o3nauae N abo CRlZ, ne

Rlo, R i R'? nesanexHo OJVH Bi OOHOro 03Ha4arTb
aToM BofHW, ¢Topy, xnopy, 6pomy abo wogy, Ci-
Csankin, CFs-rpyny, uiaHorpyny, kap6okcurpyny, Ci-
Csankinokcukap6oHin, rigpokeurpyny, Ci-
Csankinokcurpyny, CF30-rpyny, CHF,O-rpyny,
CH2FO-rpyny, amiHorpyny, Ci-CsankinamiHorpyny, gi-
(C1-Csankin)amiHorpyny abo Cs-
CrumknoankineHimiHorpyny,

IX TayTOMepwm, iIX eHaHTioMmepw, ix giactepeomepw, iX
cyMiLLi i ix coni.

3. Cnonyku 3aranbHoi cpopmynu (1) 3a n. 1 abo 2, y
AKNX

X o3Hauae NR*-rpyny, y sikiit

R® aBnsie coboto atom BoaH, Ci-Csankin, anin abo
Lmknonponin,

Al o3nauae CRlO,

A? o3Hauae CR™ |

AS o3nauae N abo CRlZ, ne

R R i R nesanexHo oauH Big 04HOMO 03HaYaloTh
atom BogHw, Topy abo xnopy, metun, CFs-rpyny,
LiaHorpyny, kapbokcurpyny, Ci-
CsankinokcukapboHin, rigpokcurpyny, MeTokcurpyny,
CF30-rpyny, CHF,O-rpyny a6o CH,FO-rpyny,

iX TayTOMepw, ix eHaHTiOMepwM, iX giactepeomepw, ix
cyMiLi i ix coni.

4. Cnonykun 3araneHoi cdopmynu (I) 3a 6yob-skum 3
nn. 1-3, y akux R* o3Havae aTom BOAHI0 abo MiHiliHy
abo posranyxeHy C1-CsankineHy rpyny, aToMmu BOOHIO
MEeTUEeHOBKX i/abo MeTUNbHUX PParMeHTiB AKOi He-
000B'A3KOBO MOXYTb OyTU MOBHICTIO ab0 4acTKOBO
3amiHeHi Ha atomn dTopy i/abo aTomMn BOAHIO MeTu-
neHoBux i/abo mMeTunbHUX dparmeHTiB sSIkoi Hesane-
KHO OAMH Big ofHOro HeobOB'SI3KOBO MOXYTb OyTu
3aMillleHi 3amicHMKOM, BWOpaHMM 3 rigpoKcurpynu,

C1-Csankinokcurpynu, kapbokcurpynu, Csi-
Csarnkinokcmkap©OoHiny, amiHokapboHiny, Ci-
CsankinamiHokap6oHiny, ni-(Cs-

Csankin)amiHokap6oHiny, Cs-
CrumknoankineHimiHokapOoHiny, amiHorpynu, Ci-
CsankinamiHorpynu, gi-(C:-Csankin)amitorpynu, C;-
Csankinkap6oHinamiHorpynu, Ci-
CsankincynbdoHinamiHorpynu, N-(C;-
CsankincynbgoHin)-Ci-CsankinamiHorpynu 11 Cgs-
CsupmknoankinkapboHrinamiHorpynu, abo o3Hayae HiT-

pun, kapbokcurpyny, aMiHokapOoHin, Ci-
CsankinamiHokap6oHin, Cs-
CsumkioankinamiHokapOoHin, ni-(Cs-

Csankin)amiHokap6oHin, C1-Csankinokcukap6oHin abo
C4-CrumknoankineHimiHokapboHin, y sikomy meTtune-
HOBa rpyna HeobOB'A3KOBO MoOXe OyTu 3amiHeHa Ha
aToM KUCHIO, aToM cipku abo 3amiweHuin Co-
Csankinom aTom asoTy, a Takox, konu -L-E-G-J-
o3Hauvae -C-C-C-C-rpyny, R* npv 3amicHuky E abo G
MOXe TaKOX O3HayaTu atom Topy, MAPOKCUrpyny,
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MeTOoKcurpyny, Cs-CsankeHinokeurpyny, Cs-
CsankiHinokcurpyny, C,-Csankinokcurpyny, Cs-
Csumknoankinokeurpyny, C:-
CsankinamiHokap6oHinokcurpyny, ai-(Cs-
Csarkin)amiHokapOoHinokcurpyny, Cs-

CrumknoankineHimiHokap6oHrinokcurpyny,  deHin-Co-
Coankinokcurpyny, sika moxe 6yTn 3amiweHa y deHi-
NbHOMY Kinbui 1-2 atomamu dtopy abo MeTokeurpy-
namun, amivorpyny, Ci-CsankinamiHorpyny, gi-(Ci-
Csankin)amiHorpyny, Cy-CrumknoankineHiMmiHorpyny,
C,-CzaumnamiHorpyny, (C1-Czaumn)Cs-

CsankinamiHorpyny, Ci-
CsankinokcukapboHinamiHorpyny, Ci-
CsankinamiHokapGoHinamiHorpyny, Li-(Cy-
Csankin)amiHokap©oHinamiHorpyny abo Cs-

CrumknoankineHimiHokapboHinamiHorpyny, ae npucy-
THi B 3a3Ha4YeHNX BULLIE ankinbHUX abo UMKnoankine-
HMX 3anuiiKax MeTunbHi abo MEeTUNEHOBI rpynu He-
3anexHo ofHa Bif OAHOI MOXYyTb OyTu 3amilleHi
3aMiCHUKOM, BUBpaHMM i3 rpynu, sika BKIOYae aAvme-
TunamiHokap6oHin, Ci-CsankinokcmkapOoHin, kapbok-
curpyny, MeTur, rigpokcurpyny, MeTokcurpyny n ami-
Horpyny,
3a yMOBM, WO 3 0bBCcAry BMHAxoQy BUKIOYEHWUW Bapi-
aHT, y AKOMY [iBa reTepoatoMu i3 rpynu, ska BKrovae
KMCEHb i a30T, BigdineHi oauH Big 04HOro TOMHO OfHi-
€10, HEODOB'A3KOBO 3amillleHot, -CH,-rpynoto, i/abo
BapiaHT, y KoMy ABa aTtomu yTBoptotoTb -O-O- abo -
S-0-3B'A30K, i
R® o3Hayae aTom BoaHto, C1-Csarnkin, anin, nponaprin
a6o GeHsun abo, konu R® 3B's3aHuit i3 3amicHUKoM E
abo G, Moxe TakoX O3HayaTtw rigpokcm- abo mMeTok-
cmrpyng/ abo
R* KON BOHW MPUEOHAHI OO OOHOr0 M TOro X
aToma Byrneu,ro MOXYTb YTBOPIOBAaTU Pa3oM 3 HUM -
C O- rpyny abo -CF,-rpyny, abo

i R®, KOnW BOHW MpUEAHaHi [0 OJHOrO M TOro X
aToma Byrneuto abo 4o ABOX CYyMiXXHUX aTOMiB Byrre-
L0, MOXYTb YTBOPHOBATU Pa3oM 3 TaKMM aTOMOM BYTr-
neuto abo 3 TakMMM aTomMamu BYrneu 3-7-4neHHuUn
kapboumkn, Npu LUbOMY OOWMH 3i YNeHiB ByrneueBoro
NnaHulra Takoro uUukny Moxe OyTM 3aMiHEeHUn Ha
aToMm kucHio abo cipku, -NH-rpyny, -N(C1-Csankin)-, -
N(C1-CaankinkapboHin)-, kapboHin, cynbdiHin abo
cynboHin i/abo gBa 6e3nocepeHbO CyMiKHUX Yne-
H¥ Byrneuesoro naHutra umx Cs-Crkapbouumknis cni-
NbHO MOXyTb OyTn 3amiHeHi Ha -C(O)NH-rpyny, -
C(O)N(Ci-Csankin)-, -S(O)2NH- abo -S(O)2N(C:-
Csarnkin)-, i/fabo 4otupu 6e3nocepegHbO CYMiXKHUX
uneHn ByrneueBoro naHuipra umx Cs-Crkapboumknis
CninbHO MOXyTb OyTWM 3amiHeHi Ha -O-CH,-CH,0O-
rpyny,
32 yMOBM, LLO noaibHWiA, yTBOPEHWI CNiNbHO 3anuLu-
kamu R* i R®, umkn, y sikomy aBa aTtomu asoTy a6o
aToM a30Ty 1 aTOM KMCHHO B KinbLi BigdineHi oguH Big
0[JHOrO TOYHO OfHiEl0, HEODOOB'A3KOBO 3aMilLEHOLo, -
CHz-rpynoto i/abo aBa atomm B KinbLi yTBOpHOOTE -O-
O- abo -S-0-3B'A30K, BUKIOYEHUI 3 06CAry BUHAXO-
ay,
X TayToMepw, ix eHaHTiomepw, ix giactepeomepw, ix
CymMiLli i ix coni.
5. Cnonyku 3aranbHoi dopmynu (I) 3a Byab-akum 3
nn. 1-4, y skux -L-E-G-J- o3Havae -C-C- C C rgyny,
sika Moxe GyTW 3amilleHa 3amicHukamn R* AKi
MatoTb 3a3HadveHi B . 1, 2, 3 abo 4 3HaquHﬂ,
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X TayTomepw, ix eHaHTiomepw, iX giactepeomepm, ix
cyMiLLi i ix coni.
6. Cnonyku 3aranbHoi cpopmynu (1) 3a 6yab-Akum 3
nn. 1-5, y akux
D osHavae 3amilleHy GiLuKniyHy cucTemy 3ararnbHoil

dopmynum

1 3
2 KA, 2K

e

K! osHauyae -CH,, -CHR™-, -CR™R™

rpyny, oe

R’ osHavae C1-C.ankin, a

R™, R’ He3anexHo oavH Bif, OAHOMO 03HAYalTh rif-

pokcurpyny, MeTokcurpyny abo Cl-C3aJ'IKIJ'I

npv LpoMy obuasa 3anuLKm R™, R He MOXYTb ByTK

O[IHOYaCHO MpPUELHAHI A0 KiNbLEeBOro atoma Byrneuo

epes aToM KUCHO, a60

nBa sanuwku R™®, R’ pasom 3 KinbLEBUM aToOMOM

Byrnel.uo MOXYTb yTBoproBaTM 3-uneHHuin Kapboumkn,
2 i K® HesanexHo  OAVIH BiA ogHoro o3Ha4vatoTb -CHa-

-CHRsa- aco -CR®R*-rpyny, ge

R R R He3arneXHo OAVH BiJ 0JHOro 03HavyalTb

Cl-CsaJ'IKIJ'I, ilabo

nBa sanuwkn R®, R® pasom 3 kinbLeBUM aToMOM

BYrfeLu MOXYTb YTBOPIOBATU 3-UNEHHUI Hacu4eHun

kapboumkn,

3a YMOBM, LIO B LiNIOMy MOXyTb OyTu I'lpl/lcyTHI Mak-

CUMYM YOTUPM 3aNMLIKM, BUGaHi 3 R™@ R™ R’ R,

R® i R®

X 03Haqae NR'-rpyny, y sikirt

R! sBnsie coBoto atom BogHio, C1-Caarnkin, anin abo

u,mxnonponln

A osHavae CR™

A? o3Hauae CR™

A% 03Hauae CRlz, e

R R i R nesanexHo oauH Big 04HOMO 03HaYaloTh

atom BogHw, Topy abo xnopy, metun, CFs-rpyny,

rigpokcurpyny, metokcurpyny, CFzO-rpyny, CHF,0-

rpyny abo CH,FO-rpyny,

-L-E-G-J- o3Hauvae -C-C-C-C-rpyny, gka moxe 0OyTtu

3amiwena 3amichmkammn R* i R®,

R® 03Hauae aToM BOAHIO,

R o3Hauae aTom BoHI0 a6o niHinHy abo posranyxe-

Hy C1-CzankinbHy rpyny, atoMu BOAHIO METUNEHOBMUX

i/abo MeTunbHUX cbparMeHTiB sIKOi He3anexHo oAuH

Bij OOHOr0 HeOOOB'A3KOBO MOXYTb OyTW 3aMillieHi

3amicHukom, BubpaHum 3 rigpokcurpynu,  Cs-

Csankinokcurpynm, kapbokcurpynm Ta Ci-

CsankinokcmkapOoHiny, a TakoX, Konu R* npuegHa-

HUIA 0o 3amicHuka E abo G, Moxe TakoX o3Ha4yaTtu

atom Topy, rigpokcurpyny, metokcurpyny, Cs-

CsankeHinokeurpyny,  Co-Csankinokcurpyny,  Cs-

abo -C(O)-

CesLUmKnoankinokeurpyny, Cs-
CsankinamiHokap6oHinokcurpyny, ni-(Cs1-
Csankin)amiHokapOoHinokecurpyny abo Cs-

CrumknoankineHimiHokapOoHinokcurpyny,

3a YMOBM, LWO 3 00CAry BUHAxo4y BUKIOYEHUIA Bapi-
aHT, y IKOMy [Ba reTepoaTtoMu i3 rpynu, ska BKro4ae
KWUCEHb i @30T, BiadineHi ogmH BiA OAHOro TOYHO OAHiI-
GIO Heob60B'sA3koBO 3amilleHoto, -CHa-rpynoto,

R® siBnsie co6oto aTom BO,D,HIO Ci-Csankin, anin a6o
GeHann, a Takox, konu R° 38'3aHWii i3 3amicHUKoM E
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abo G, MOxe TakoX O3HayaTtw rigpokcm- abo MeTok-
cmrpyng/, abo

R*i R , KONn BOHW MpuegHaHi 40 OOHOrO M TOro X
aToma BYrMeLo, MOXYTb Pa3oM 3 HUM yTBOPOBATK -
C=0-rpyny abo -CF,-rpyny, abo

R* i R, KON BOHU MpWeOHaHi A0 OAHOO i TOro X
atoma Byrnewto abo 0o OBOX CYMiXHUX aTOMiB BYyrne-
L0, MOXYTb pa3oM 3 Takmm aToMOM Byrneuto abo 3
TakMMu atomMamu Byrneu yTeoptoBath 3-6-4neHHun
kapboumkn, Npu UboMy 4YoTupu 6esnocepeHbO Cymi-
XHMX  uneHn ByrneueBoro nadutra umx Cs-
CskapbouukniB cninbHO MOXyTb OyTu 3amiHeHi Ha -O-
CH2-CH2O-rpyny,

R™ 03Hauae aToM BOgHIO,

M o3Hauyae 3amillieHe 3aMiCHUKOM R? y MOMOXEHHi 4
deHinbHe Kinbue abo 3amilleHe 3amMiCHUKOM R? y
NonoXeHHi 5 nipnanneHe kinbue, ae

R’ 03Hauyae aTom dTOopy, xnopy abo 6pomy, MeToKCU-
rpbyny abo eTnHin, a

R” o3Hauyae atom BogHo abo Topy,

X TayTOMepwu, iX eHaHTioMepw, iX giacTepeomepu, ix
CymiLli i ix coni.

7. Cnonykn 3aranbHoi cdopmynu (I) 3a 6yab-akum 3

\L\/N\J
E (\;/\Rs

. R4

nn. 1-6, y sKnx ueHTpanbHe Kinbue

N N
R

4 5 4
ABnse coboto R abo R R,

iX TayTOoMepwu, iX eHaHTioMepw, iX giacTepeomepu, ix
CymiLli i ix coni.
8. Cnonyku 3aranbHoi cdopmynu (I) 3a Gyab-skum 3
nn. 1-7, y akmnx
D osHavae 3amilieHy GiLMKniYHy cucTeMy 3aranbHoi

dopmynum

1 1

KZ/K Aﬁ/
Pk

N
iX TayTOoMepwm, iX eHaHTioMepw, iX giacTepeomepy, ix
cymiLi i ix coni.
9. Cnonyku 3aranbHoi copmynu (1) 3a Oyab-skum 3
nn. 1-8, ki BigHOcHO u4neHiB naHutora G i L 5-
YJIEHHOro LieHTparibHOro Kinbus MaTb R-
KOHQpirypauiito,
iX TayTOoMepwm, iX eHaHTioMepw, iX giactepeomepw, ix
CymMiLli i ix coni.
10. Cnonyka 3aransHoi ¢popmynu (I) 3a n. 1, BubpaHa
3 rpynNu HacTYMHUX CMONYyK:
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iX TayTomepiB, eHaHTiOMepiB,
CcyMmiLLen i ix conen.

11. Cnonyku 3aranbHoi dopmynu (1) 3a Gyab-sikum 3
nn. 1-10 y Burnagi ix ¢isionorivHo cymicHUX conew.

aiactepeomepiB, ix
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12. Nikapcbkuin 3acib, skMn MiCTUTL cnonyky 3a 6yab-
sakvM 3 nn. 1-10 abo disionoriyHo cymicHy cinb 3a .
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11 i He06OB'sI3k0BO O0AMH abo AeKinbka iIHEPTHUX HOCI-
B i/abo pospigxyBadiB.

[aHuin BMHaXiOA CTOCYETbCA HOBUX 3aMillleHuX
nponiHamigiB, siki MalTb LiHHI BMAacTMBOCTI Ta 300pa-
XYOTbCS 3aranbHoto dopmynoto (1)

"
0
(@] YN\
M
I
o. M N @
N
R® ELGR
R4

X TayTOoMepiB, X eHaHTioMepiB, iX giactepeome-
piB, ix cymiwen i ix coneun, Hacamnepep ix disionori-
YHO CYMICHMX COnen 3 HeopraHiyHummu abo opraHiy-
HMMM KMCnoTamu abo oCHOBaMM.

Cronykn HaBefeHoi BuLe 3aranbHoi copmynu
(), a Takox ix TayTOMepw, ix eHaHTioMepw, iX giacTe-
peomepwm, ix cymili i ix coni, Hacamnepes ix disiono-
r4YHO CyMiCHi coni 3 HeopraHiYHMMK abo opraHiyHUMHK
Kncnotamm abo ocHoBaMM, i ix cTepeoizoMmepu MatoTb
LUiHHI  dbapMakonoriyHi BNacTUBOCTi, Hacamnepep
NposiIBNSATL aHTUTPOMBOTUYHY Jito Ta iHribytody aito
Ha cpakTop Xa.

OG'ekTammn gaHoro BMHaxody € BiOMOBIAHO 00
LbOro HOBi CMONyKN HaBeAeHOI BULLle 3aranbHoi ¢o-
pmynu (I), ix ogepxaHHs, nikapcbki 3acobwu, ski Mic-
TATb Ui hapmakonoriyHO akTUBHI Cnomnyku, ix opep-
)KaHHS Ta 3aCTOCYBaHHSI.

Y 1-My BapiaHTi 34iNCHEHHA JaHOro BMHaxody B
HbOMY MPOMOHYKTLCA CMOMYKU 3aranbHoi opmynu
(), y sikmx

D osHavae 3amiwieHy OiumkniyHy cuctemy dop-
MyIn

1 3
AS

Kz/K A2 KZ/K1 Al\
Y Y
x\ 3 G X\ 3 3'—A

abo K A ,

K A

ae

K' osvauae 3B's3ok abo -CHp-, -CHR'™-,
CR™R’"- a6o -C(O)-rpyny, ae

R’ R™, R’ HesanexHO OauH Big OAHOTO 03Ha-

YarTb aTtom dTOpY, rigpokecurpyny, Ci-
Csankinokcurpyny, amiHorpyny, Ci-
CsankinamiHorpyny, gi-(Ci-Csankin)amiHorpyny, Cs-
CsupmknoankinerimiHorpyny, Ci-

Csankinkap6oHrinamiHorpyny, Ci-Csankin, skui moxe
OyTn 3amiwennn 1-3 atomamm Topy, rigpokci-Ci-
Csankin, C1-Csankinokci-C,-Csankin, amiHo-Ci-
Csankin, C;-CsankinamiHo-C1-Csankin, ni-(C1-
Csankin)amiHo-C1-Csankin, Cs-CyumnknoankineHiMmiHo-
C;:-Csankin, kap6okci-Co-Csankin, Ci-
Csankinokcukap6oHin-Co-Csankin, amiHokap6oHin-Co-
Csankin, Ci-CsankinamiHokap6oHin-Co-Csankin, ngi-

(Ci-Csankin)amiHokap6oHin-Co-Csankin -~ aéo  Cs-
CrumknoankineHimiHokap6oHin-Co-Csankin,

npv uboMy obuasa 3anuLLIKK R™ R” he MOXYTb
OyTM ogHoYacHO npuegHaHi Yepes reTepoatoM OO
KiNbLEBOro aToma BYrneLto, 3a BUHATKOM BUNaAKy,
konm -C(R"R’)- Bignogigae -CFo-rpyni, a6o

R’ o3Hauae 3amiweHy dTopom, xropom, 6po-
MOM, METWUIIOM, METOKCUrpymnol, amiHorpynot abo
HiTporpynoto eHinbHy abo MOHOUMKNIYHY reTepoa-
punbHy rpyny abo

nBa saniwku R™, R pasom 3 KinbLesBum ato-
MOM BYIfeLto MOXyTb yTBOptoBatn 3-, 4-, 5-, 6- abo
7-4neHHMn HacumdeHun kapbouukn abo uuknoneHTe-
HOBE, LMKIIOTEKCEHOBE, OKCEeTaHoBe, a3eTuaMHOBE,
TieTaHoBe, TeTparigpodypaHoBe, niponigvHose, TeT-
parigpoTioheHoBe, TeTparigponipaHoBe, ninepugun-
HOBe, NeHTamMmeTuneHcynbdiaHe, rekcaMeTuneHimiHo-
BeE, 1,3-miokconaHose, 1,4-giokcaHoBe,
rekcarigponipngasnHose, ninepasnHoBe, TioMopdo-
niHose, MopdoniHoBe, 2-imigasoniguHoHoBe,  2-
oKcasoniguHoHoBe, TeTparigpo-2(1H)-
nipumignHoHoBe abo [1,3]okca3nHaH-2-0HOBe KinbLie,
METWUIEHOBI IPynu AKOro MoxyTb ByTu 3amiwieni 1-2
Ci1-CsankinbHumu abo CFs-rpynamu i/abo meTuneHosi
rpynu siKOro, sIKLLO BOHW He MpUeEQHaHi 0o reTepoa-
TOMY, MOXyTb OyTu 3amiweHi 1-2 aTomamu dTOpY
ilabo B sikomy -CH-rpyna nopy4 i3 N-atoMom Moxe
OyTn 3amiHeHa Ha -CO-rpyny i/abo koxHa 3 imiHorpyn
akoro moxe Oytu 3amiweHa C;i-Czankinom abo Ci-
Csankinkap6oHinom i/abo B AKkOMy aTtom Cipku Moxe
OyTn oKkMcHeHun Ao cynbdokemay abo cynboHOBOI
rpynum,

K? i K3 HesanexHo OJVH Bi, 0QHOro 03Ha4arThb -
CHa-, -CHR®-, -CR®*R%- a60 -C(O)-rpyny, ae

R% R® R® hesanexHo oguH Big 0gHOMO 03Ha-
yatoTb Ci-Csankin, akuin moxe Oyt 3amiweHuin 1-3
aTtomamm dTOpY, rigpokci-C1-Csarnkin, Ci-
Csankinokci-C1-Csankin, amiHo-C1-Csankin, C:-
CsankinamiHo-C1-Csankin,  gi-(Ci-Csankin)amino-C;-
Csankin, Ca-CrumknoankineHimiHo-C1-Csankin, kap6o-
Kkci-Co-Csankin, Ci-Csankinokcukap6oHin-Co-Csankin,

7b

amMiHokap6oHin-Co-Csankin, Ci-
CsankinamiHokap6oHin-Co-Csankin, fi-(Ca-
Csankin)amiHokap6oHin-Co-Csankin abo Cs-

CrumknoankineHimiHokap6oHin-Co-Csankin abo

aBa sarmwkn R®, R® pasom 3 kinbuesum ato-
MOM BYITEeL0 MOXYTb yTBOptoBatn 3-, 4-, 5-, 6- abo
7-4neHHWIn HacudeHun kapbouukn abo uuMKoneHTe-
HOBE, LMKIOreKCeHOBE, OKCETaHOBE, a3eTUAMHOBE,
TieTaHoBe, TeTparigpodypaHoBe, niponiguHose, TeT-
parigpoTtiocheHoBe, TeTparigponipaHoBe, ninepugun-
HOBe, NeHTameTuneHcynbdiaHe, rekcaMeTuneHimiHo-
Be, rekcarigponipugasvHoBe,  TeTparigpo-2(1H)-
nipumianHoHose abo [1,3]okcasnHaH-2-0HOBE Kinbue,
METUSIEHOBI TPYNX SIKOTO MOXYTb OyTK 3amilleHi 1-2
Ci1-CsankineHnmn abo CFs-rpynamu i/abo meTuneHoBi
rpynun sIKOro, sIKLLO BOHW HE MpUEQHaHi 0o reTepoa-
TOMY, MOXyTb OyTu 3amiweHi 1-2 aTomamu cTOpY
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i/abo B sikomy -CHa-rpyna nopydy i3 aTomMom asoty
Moxe OyTn 3amiHeHa Ha -CO-rpyny i/abo koxHa 3
iMiHorpyn ~ dkoro  Moxe 6yt 3amiweHa C;-
CsankinbHoto abo C;-CsankinkapboHinbHoW rpynoto
i/abo B siIKOMy aTom Cipkn Moxe OyTn OKUCHEHWA OO0
cynbokemay abo cynboHOBOT rpynu,

3a yMOBMY, Lo BBegeHuit y cknagi R®® a6o R¥ re-
TepoaTtoM He Moxe 6yTu BigaineHun Big 3amicHuka X
y cpopmyni () Tinbkn ogHMM aToOMOM BYrfeLo 1 Lo B
LiloMy MOXyTb OyTW NPUCYTHI MaKC/MyM 4OTipK
sanuwkv, Bubpanmx 3 R, R, R’®, R® R® i R®

X 03Hayvae atom kucHio abo cipkun, CFo-rpyny, cy-
nbgeHoBy rpyny, cynbdoHoBY rpyny abo NRl'rpyny,

y SKin
R! sBNsie coGO aTOM BOAHIO, rigpokcurpyny, Ci-
Csankinokcurpyny, amiHorpyny, Ci-

CsankinamiHorpyny, gi-(Ci-Czankin)amiHorpyny, Ci-
Csankin, Cz-CsankeHin-CHa-rpyny, Co-CsankiHin-CHa-
rpyny, Cs-Csuuknoankin, Cs-CsUMKroankeHin, okce-
TaH-3-in,  TeTparigpodypaH-3-in,  6eH3aun,  Ci-
Csankinkap6oHin, TpndTOpMETUNKAPOOHIN, Cs-
Csumknoankinkap6oHin, Ci-CsankincynbgoHin, Cs-
CesumknoankincynboHin, amiHokapboHin, Ci-
CsankinamiHokap6oHin, bi-(Cs-
Csankin)amiHokap6oHin, Ci-Csankinokcukap6oHrin abo
C4-CrumknoankineHimiHokapboHin, npy LboMy nNpucy-
THi y BULLEBKa3aHWX rpynax METUMNEHOBI Ta METUIbHI
rpynu  [0oaatkoBo  MOXyTb  Oytv  3amiweHi  Ci-
Csankinom, kapbokcurpynoto abo Ci-
CsankokcukapOoHinom abo MoxyTb OyTu 3aMilleHi
rigpokeurpynoto, Ci-Csankinokcurpynow, amiHorpy-
noto, C1-CsankinamiHorpynoto, Ci-
CsaiankinamiHorpynoto abo Cs-
C7uMKNoanKineHiMiHOrpynow, SKWO Taki MEeTUEHOBI
abo MeTunbHI rpynu He npuegHaHi 6esnocepenHbO
o retepoatomy i3 rpynu, sika Bkntovae O, N i S, i/abo
OOVH-TPM aToOMa BOAHIO MOXYTb OyTW 3amiHeHi Ha
aToMy TOpy, SKWO Taki METUNeHoBi abo MeTUIbHI
rpynu He npuegHaHi 6e3nocepenHbO A0 reTepoaTtomy
i3 rpynu, sika Bkrntoyae O, N i S,

A o3Hauae N a6o CRY,

A? o3Hauae N a6o CRY,

A o3nauae N a6o CRY, ge

R RM i R HesanexHo oawH Big 04HOro 03Ha-
YalTb aToM BOAHK, dTopy, Xropy, 6pomy abo noay,
C1-Csankin, CF3z-rpyny, C»-CsankeHin, Ca-CsankiHin,
uiaHorpyny, kapbokcurpyny, Ci-
Csankinokcukap©6oHin, rigpokcurpyny, Ci-
Csankinokcurpyny, CF30-rpyny, CHF,O-rpyny,
CH2FO-rpyny, amiHorpyny, Ci-Csankinamidorpyny, gi-
(C1-Csankin)amiHorpyny abo Cs-
CrumknoankineHimiHorpyny,

-L-E-G-J- o3Havyae -C-C-C-C- abo -C-C=C-C-
rpyny, sika Moxe OyTu 3amilleHa 3amiCHUKamu R*i RS,

R® o3sHauae aTom BogHto a6o Ci-Csarnkin,

R* o3Hauae aToMm BOAHIO, NiHiNHY abo posrany-
xeHy Ci-CesankineHy, C,-CsankeHinbHy abo Cs-
CesankiHineHy rpyny,

npu LbOMY aTOMW BOOHIO METUIEHOBKX i/abo me-
TUNBHUX bparMeHTiB MiHiiHOT abo po3ranyxeHoi C;-
CiankinbHoi, C,-CeankeHinbHoi abo C,-CgankiHinbHoT
rpynu HeoBGOB'A3KOBO MOXYTb OyTW MOBHiCTIO abo
4YacTKOBO 3aMiHeHi Ha atomu dTopy i/abo atomu Boa-
HIO METUNEHOBUX i/abo MeTUrnbHUX dparmMeHTiB ni-
HiMHOI abo posranyxeHoi Ci-CeankinbHoi, Co-
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CeankeHinbHoi abo C-CeankiHiNbHOI rpynn Hesanex-
HO OOWH Big OofHOro HeobOB'A3KOBO MOXYTb ByTun 3a-
MilLieHi ogHUM abo ABOMa 3aMiCHUKaMK, BUOpaHUMu 3
Cs-Csumknoankiny, HiTpuny, rigpokeurpynu, Ci-
Csankinokcurpynu, atomu BOAHIO SKOi HEOBOB'A3KOBO
MOXyTb OyTWM noBHICTIO abo 4acTKOBO 3aMiHeHi Ha
aToMu TOPY, aninokcurpynu, MNponaprinokcurpynu,
6eHsunokeurpynu, Ci-Csankinkapborinokcurpynu, Ci-

CsankinokcukapboHinokcurpynu, kapbokci-C;-
Csankinokcurpynm, C1-Csankinokcukap©6oHin-C; -
Csankinokeurpynm, mMepKkanTorpynu, C:-
Csankincynbedaniny,  Ci-Csankincynedininy, Ci-
CsankincynbdoHiny, kapbokcurpynu, Ci-
Csankinokcukap6oHiny, amiHokap6boHiny, Ci-
CsankinamiHokap6oHiny, ni-(Cs-

Csankin)amiHokap6oHiny, Cs-
CrumknoankineHimiHokapOoHiny,  amiHoCynboHiny,
Ci1-CsankinamiHocynbdoHiny, ai-(Cs-
Csankin)amiHocynbgoHiny, Cs-
CrumknoankineHimiHocynbdoHiny, amiHorpynu, Ci-
CsankinamiHorpynu, pai-(C1-Csankin)amidorpynu, Ci-

Csankinkap6oHinamiHorpynu, Ci-
CsankincynsdoHinamiHorpynwu, N-(Cs-
CsankincynbdoHin)-Ci-CsankinamiHorpynu, Cs-

CesumknoankinkapboHinamiHorpynm, mMopdoniHiny,
TiomopdoniHiny, niponiguHiny, ninepuanHiny, ninepa-
3UHINy, TeTparigpodypaHiny Ta TeTparigponipaHiny,
e KOXHWIA 3 BULLEeBKasaHUX kapbo- i retepouuknis
Moxe ByTu 3amiweHunn y kinbui 1-4 Cq1-CzankinbH1umMm
abo C1-Czankinkap6oHinsHumu rpynamm abo 1 abo 2
okcorpynamu, i/abo atomm BOAHW, 3'€dHaHi 3 sz_
ribpynamM3oBaHMMM atoMamu BYrneuto niHinHoi abo
posranyxeHoi C,-CsankeHinbHoi rpynu, HeoboB'sa3ko-
BO MOXYTb OyTM MOBHICTIO ab0 YaCTKOBO 3aMiHEHi Ha
atomu ¢topy,

abo o3Havae HiTpun, kapbokcurpyny, amiHokap-
OOHiIn, C:-CsankinamiHokap6oHin, Cs-
CsumKnoankinamiHokap6oHin, ni-(Cs-
Csankin)amiHokap6oHin, C1-Csankinokcukap6oHin abo
C4-CrumknoankineHimiHokapboHin, y fkomy meTtune-
HOBa rpyna HeoboB'A3KOBO MOXe OyTu 3amiHeHa Ha
aToM KUCHIO, aToMm cipku abo 3amiwennn Co-
Csankinom atom a3oty, abo o3Hayae eHinbHy, Mo-
Ho- abo GiuukniyHy retepoapunbHy, eHin-Ci-
CsankinbHy abo mMoHo- abo GiuukniyHy retepoapwi-
C1-CsankineHy rpyny,

sKa y deHinbHoMy abo retepoapunbHomy dpar-
MEHTi HeobOB'AI3KOBO MOXe OyTu 3amilieHa OfHUM-
TpbOMa OOHaKOBUMYK abo Pi3HMMMK 3amiCHUKamu, BUG-
paHuMu i3 rpynu, sika BKIOYae atomu OTopy, XMnopy,
6pomy Ta rogy, Ci-Csankin, TpudTopmeTun, amiHor-
pyny, C1-CsankinamiHorpyny, ni-(Cs-
Csankin)amiHorpyny, rigpokcurpyny, Ci-
Csankinokcurpyny, MOHO-, An- i TpUPTOPMETOKCUIPY-
ny, kapbokcurpyny Tta C;-CsankinokcukapboHin, a
Takox, ko -L-E-G-J- osHauae -C-C-C-C-rpyny, R*
npu 3amicHuky E abo G Moxe Takox O3Hayatu atom
dTOpY, rigpokeurpyny, MeTOoKcUrpymny, Cs-
Csankeninokeurpyny,  Cs-CsankiHinokcurpyny,  Co-
Csankinokcurpyny, Cs-Cesumknoankinokecurpyny, Ci-
CsankinamiHokap6oHinokcurpyny, ni-(Cs-
Csankin)amiHokapGoHinokeurpyny, Cas-
CsumknoankineHimiHokapboHrinokcurpyny,  deHrin-Co-
Csankinokcurpyny, retepoapun-Co-Csankinokeurpyny,
amiHorpyny, C1-CsankinamiHorpyny, ni-(Ci1-
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Csankin)amiHorpyny, Cs-CrumknoankineHiMmiHorpyny,
C,-CzaumnamiHorpyny, (C1-Czaumn)C;-

CsankinamiHorpyny, Ci-
CsankinokcukapboHinamiHorpyny, Ci-
CsankinamiHokapGoHinamiHorpyny, ni-(Cq-
Csankin)amiHokap6oHinamiHorpyny abo Cs-

CrumknoankineHimiHokapboHinamiHorpyny, ae npucy-
THi B 3a3Ha4YeHNX BULLE ankinbHUX abo UMKNoankine-
HUX 3anuuikax MeTunbHi abo MeTUNeHOoBI rpynu He-
3anexHo OAWH Big OOHOro MOXYyTb OyTW 3amilleHi
3aMiCHUKOM, BUOpaHMM i3 rpynu, sika BKIOYae Mop-
coninin, TioMmopdoniHin, niponiguHin, ninepuauHin,
ninepasuHin, TeTparigpodypanin, TeTparigponipaHin,
aumeTnnamiHokapboHin, C1-Csankinokcmkap©OoHin,
kapbokcurpyny, MeTun, rigpoKkcurpyny, MeToKcurpyny
i amiHorpyny, a 3asHayeHi Bulie deHinbHi abo rete-
poapwnbHi  3anuwKkn HeobOB'A3KOBO MOXYTb OyTn
3aMillleHi OAHUM-TpbOMa OAHaKOBMMM abo Pi3HUMMU
3aMicHUKamu, BWOpaHMMKM i3 Tpynu, ska BKI4Yae
aTtomn dTopy, xnopy, 6pomy Ta nogy, Ci-Csankin,
TpudTopmeTun, amiHorpyny, Ci-CsankinamiHorpyny,
bi-(C1-Csankin)amiHorpyny, rigpokcurpyny, Ci-
Csankinokcurpyny, MOHO-, Au- i TPUTOPMETOKCUIPY-
ny, kapbokcurpyny Ta Ci-CsankinokcukapboHin,

3a YMOBM, LIO 3 0OCAry BMHaxoZy BWKIIOYEHUN
BapiaHT, y AKOMy [Ba retepoaTtomu i3 rpynu, ska
BKJTIOMAE KUCEHb | a30T, BigdineHi oAuvH Big OQHOro
TOYHO OfHielo, HeoboB'A3koBO 3amilleHoo -CHa-
rpynoto, i/abo BapiaHT, y sikoMy [Ba aToMu YTBOpPHO-
toTb -O-O- abo -S-O-3B'A30K,

R® osHauae atom BogHio, Ci-Csankin, Co-
CsankeHin, C,-CsankiHin abo ¢eHin-Co-Csankin, ge
ankinbHa rpyna mMoxe OyTu 3amiwieHa rigpokcurpy-
MoK, METOKCUIpymnoto, rigpokcmkapboHinom abo Ci-
CsankokcukapboHinom, abo, konu R® ag'azanuin i3
3aMicHukom E abo G, Moxe TakoX o3HayvaTW rigpok-
cu- abo meTokcurpyny abo

R*i RS, KON BOHW NpUELHAHI 4O OQHOMO M TOro X
aTtoma BYrneu, MOXyTb YTBOPIOBATU Pa3OM 3 HUM -
C=0- abo -CF,-rpyny abo

R*i R®, KON BOHW NpUEQHAHI A0 OAHOTO i TOTO X
atoma Byrneuto abo 0o ABOX CyCiaHIX aToMiB Byrne-
L0, MOXYTb YTBOPHOBATW Pa3oM 3 TakuM aTOMOM BYyr-
neuto abo 3 TakKMMK aToMamu Byrneur 3-7-4neHHui
kapOouunkn abo MOHOHEeHACUYeHWUn 5-7-4neHHUIn Kap-
GouumKn, NpY LbOMY OAMUH 3i YNEHIB BYrNeLeBOro naH-
utora Takoro UMKy Moxe OyTuM 3aMiHEHUIA Ha aTom
KMCHIO abo cipkm abo Ha -NH-rpyny, -N(C1-Csankin)-, -
N(Ci1-CasankinkapboHin)-, kapOoHin, cynbginin abo
cynboHin i/abo gBa 6e3nocepeaHbO CyMiXKHMX une-
H¥ ByrneueBoro naHutra umx Cs-Crkapbouumknis cni-
NbHO MOXyTb OyTu 3amiHeHi Ha -C(O)NH-rpyny, -
C(O)N(C;-Csankin)-, -S(0O)2NH-rpyny abo -
S(0)2N(C1-Csankin)- i/abo 4otvpu 6e3nocepenHbO
CYMDKHUX 4neHu ByrneueBoro naHuwora umx Cs-
CrkapbouukniB cninbHO MOXyTb OyTu 3amiHeHi Ha -O-
CH2-CH>-O-rpyny i/abo 1-3 aTtomu Byrnewuto KOXHOro
i3 UMX 3-7-YNEeHHNX UUKNiB He3aneXHo oauH Big oA-
HOro HeoOOB'A3KOBO MOXYTb OyTW 3amilleHi OAHWUM
abo gBoma atomamu dTopy abo ogHieto abo aBoma
Ci1-CsankinsHummn rpynamu abo rigpokcurpynoto, ¢o-
PMifIOKCUrpymnoto, C1-Csankinokcurpynoto, Ci-
CsankinkapboHinokcurpynoto,  amiHorpynow,  Ci-
CsankinamiHorpynot,  Ai-(C1-Csankin)amiHorpynoto,
C4-C7umknoankineHimiHorpynoto, C:-
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CsankinkapboHinamiHorpynoto, Cs-
CsLmknoankinkapboHinamiHorpynot, HiTpUnomM, kap-
6okci-C1-Csankinom, C1-Csankinokcukap©6oHin-C; -

Csarnkinom, kapOoKcurpynoto, Ci-
CsarnkinokcmkapOoHinom,  amiHokap6oHinom,  C;-
CsankinamiHokap6oHinom, fi-(Cs-

Csankin)amiHokap6oHinom abo Cs-
CrupmknoankineHimiHokapOoHinom,

3a YMOBM, LWO NOAiGHMIA, YTBOPEHWI CRifbHO 3a-
nvwkamn R* ta R® wukn, y SIKOMy [iBa aTOMW asoTy
abo aToMm asoTy N aTOM KUCHKO B Kinbui BiggineHun
OJVH Big 04HOro TOYHO OAHiE, HEODOB'A3KOBO 3aMi-
weHot -CHy-rpynoto i/abo aBa atomu B KinbLi yTBO-
ptotoTb -O-O- abo -S-O-3B'A30K, BUKIOYEeHUI 3 06ca-
ry BuHaxogy, abo

l

\‘L/N\J
]
E:Lg“Rﬁ
parmeHT R o3Havae rpyny
~HoN
¢ cn,
N
~N_
N CH

R™ o3Hauae aTom BoAHO abo C,-Csankin i

M o3Ha4ae HeobOB'AI3KOBO 3aMillleHe 3aMiCHUKa-
mn R? i R® doeHinbHe, TieHinbHe abo nipugunbHe Ki-
nbue, ge

R’ siBnsie coboto atom dTopy, Xnopy, Gpomy a6o
noagy, MeTWn, eTun, BiHiN, METOKCUIpyny, eTUHIN, uia-
Horpyny a6o -C(O)NHz-rpyny, a

R” aBnsie coboto atom BoAHW, ¢bTOpy, XIopy,
6pomy abo noay, rigpokcurpyny, MeTokcurpyny, Tpu-
dpTOpMeTOKCUrpyny, HEODOOB'I3KOBO 3aMiLLeHUn aTo-
mamu cTopy C1-Czankin, uiaHorpyny, amiHorpyny abo
NH>C(O)-rpyny, npv ubOMy ni4 3ragaHum Bulle Y
BM3HAYEHHSIX 3aMIiCHUKIB BMpa3oM 'retepoapuribHa
rpyna" abo "retepoapun” MaeTbCst Ha yBasi, AKWO He
3a3Ha4yeHo iHWe, MOHouuKniYHa 5- abo 6-4yneHHa
retepoapwunbHa rpyna, sika, SKwo BOHa € 6-4rneHHOto,
MiCTUTb OOMH, ABa abo Tpu aToOMM a30Ty, a AKLO € 5-
yneHHoto, abo MicTUTb HeoboB'A3KOBO 3aMileHy Ci-
Csankinom imiHorpyny, aTtom KucHio abo cipku, abo
MiCTUTb Heo6oB'A3koBO 3amilleHy Ci-Czankinom imi-
Horpyny abo aToMm KucHi0 abo cipku W Oo4aTKoOBO
oavH abo gBa atomum asoTy, abo MICTUTb HEODOB'A3-
KoBO 3aMmilleHy Ci1-Csankinom imiHorpyny Ta Tpu ato-
MU a3oTy W 3 SKOK, KpiM TOro, Yyepes ABa CyMiKHUX
aTtomu Byrneuto Moxe OyTu ckoHOoeHcoBaHe Heobo-
B'I3KOBO 3aMillleHe aToMOM Topy, xnopy abo Gpo-
My, C1-Csankinom, rigpoKcurpynoto, Ci-
Csankinokcurpynoto, amiHorpynoto, Ci-
CsankinamiHorpynoto,  ai-(C;-Czankin)amiHorpynoto
abo Cs-CeupmknoarnkineHimiHOrpynow eHinbHe Kinb-
Lue i 9ka pgani npuegHaHa yepes atom as3oTy abo ue-
pe3 aTtoM BYrfeul reTepouUmrKIliyHOi YacTuHu abo
CKOHAEHCOBAHOro OeHinbHOro Kinbus, nig 3ragaHum
BULLE Yy BM3HAYEHHSIX 3aMiCHMKIB BMpa3om "aTom ra-
noreHy" MaeTbCsl Ha yBasi, AKLO He 3a3HaYeHOo iHLue,
aToMm i3 rpynu, sika Bkntoyae ptop, xnop, 6pom i roa,
3rafaHi BULLEe Yy BU3HAYEHHHAX 3aMiCHUKIB arnkinbHi,
ankeHinNbHi, ankiHiNbHI 1 ankinokcurpynu, ski MiCTaTb
Oinblie OBOX aTOMIB BYrMeL, MOXyTb, KO He 3a-
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3Ha4YeHo iHWe, Matn npsaMuii abo posranyxeHun na-
HLOr, @ ankinbHi rpyny B 3as3HadYeHux BULLe Ai anki-
NOoBaHMX 3anuLiKax, Hanpuknag, AiankinamiHorpynax,
MOXYTb OyTU ieHTUYHMMKU abo pi3HUMK 1 aToMK BO-
OHIO 3raflaHux BULLIE Y BU3HAYEHHi 3aMiCHUKIB MeTu-
NbHUX abo eTUnbHbLIX FPyn MOXYTb OyTW, SKWO He
3a3Ha4veHo iHWe, NoBHICTO abo YacTKOBO 3aMiHEHi Ha
atomu ¢Topy,

iX TayTomepw, iX eHaHTiomepwu, iX Aiactepeome-
pw, ix cymiwi i ix coni.

Ak npuknag MOHOUMKITIYHUX reTepoapuiibHUX
rpyn mMoxHa HassaTu nipugun, N-okcunipngun, nipa-
3onin, nipuaasuHin, nipumiguHin, nipasuHin,
[1,2,3]tpunasunin, [1,3,5]TpmasuHin, [1,2,4]tprasuHin,
niponin, imigasonin, [1,2,4]Tpuasonin,
[1,2,3]tpnasonin, TeTpasonin, dypaHin, isokcasonin,
okcasonin, [1,2,3]okcagiasonin, [1,2,4]okcagia3onin,
dypasaHin, TieHin, Tiasonin, i3oTiasonin,
[1,2,3]Tiagia3onin, [1,2,4]Tiagia3zonin abo
[1,2,5]Tiagia3onin.

Ak npuknag GiUMKNiYHUX reTepoapunbHUX rpyn
MOXHa HassaTu 6eH3oimigasonin, 6eH3odypaHin,
6eH3o[c]dypaHin, GeHsoTiodeHin, 6eHso[c]TiodeHin,

OeH3oTiasonin, 0eH30[c] i3oTiazonin, O6eH-
3o[d]isoTiasonin, ©eH3ookcasonin, 6eH-
30[c]izokcasonin, 6eH3o[d]izokcasonin, b6eH-

30[1,2,5]okcagia3onin, 6eH30[1,2,5]Tiagiasonin,
6eH30[1,2,3]tiagiasonin, 6eH30[d][1,2,3]TpmnasunHin,
6eH30[1,2,4]TprasuHin, GeH30Tpuasonin, UiHHONIHIM,
XiHOMiHIN, N-OKCUXIHOMIHIN, i30XiHOMIHIN, XiHa30niHin,
N-okcuxiHa3omiHin, xiHokcaniHin, dTanasuHin, iHgo-
nin, isoiHaonin abo 1-okca-2,3-giasaingeHin.

Ak npuknag 3ragaHux BULLE Y BU3HAYEHHI 3aMmic-
HUKiB C1-CsarnkinbHUX rpyn MOXHa HasBaTu MeTuWn,
etun, 1-nponin, 2-nponin, H-6ytun, BTOp-6yTNN, TPET-
6yTvn, 1-neHTun, 2-neHTun, 3-neHTun, HeoneHTun, 3-
metun-2-bytun, 1-rekcun, 2-rekcun, 3-rekcun, 3-
MeTun-2-neHTun, 4-metun-2-neHTun,  3-mMeTun-3-
neHTun, 2-metun-3-neHtun, 2,2-gumeTtunn-3-6ytun
abo 2,3-gumeTun-2-6yTtnn.

Ak npuknag 3ragaHux BULLE Y BU3HAYEHHI 3aMmic-
HukiB C1-Csankinokcurpyn mMoxHa Ha3BaTu MeTMIOK-
CU-, eTWUNOoKCU-, 1-Mponinokcu-, 2-NPOmMifiokCu-, H-
6yTunokcu-, BTOp-OyTUNOKCu-, TpeT-byTunokcum-, 1-
NEHTUMNOKCU-, 2-MEHTUNOKCU-, 3-NeHTunokcu- abo
HEOMNEHTUIOKCUIpyy.

Ak npuknag 3ragaHvx BuLle Y BU3HAYEHHi 3amic-
HuKiB C2-CsankeHinbHMX rpyn MOXHa Ha3BaTu eTeHin,
1-nponex-1-in, 2-nponex-1-in, 1-6yteH-1-in, 2-0yTeH-
1-in, 3-OyteH-1-in, 1-neHTeH-1-in, 2-neHTten-1-in, 3-
neHteH-1-in, 4-nenTteH-1-in, 1-rekceH-1-in, 2-rekceH-
1-in, 3-rekceH-1-in, 4-rekcen-1-in, 5-rekceH-1-in, 6yT-
1-eH-2-in, ByT-2-eH-2-in, 6yT-1-eH-3-in, 2-meTmnnpon-
2-eH-1-in, neHT-1-eH-2-in, NeHT-2-eH-2-inn, neHT-3-
€H-2-in, NeHT-4-eH-2-in, NeHT-1-eH-3-in, NeHT-2-eH-3-
in, 2-metunbyT-1-eH-1-in, 2-meTunbyT-2-eH-1-in, 2-
MeTunoyT-3-eH-1-in abo 2-eTunnpon-2-eH-1-in.

Ak npuknag 3ragaHvx BuLle Y BU3HAYEHHi 3amic-
HUKiB Co-CsankiHinbHWX rpyn MOXHa Ha3BaTu eTUHIN,
1-nponiHin, 2-nponinin, 1-6yTuH-1-in, 1-6yTUH-3-in, 2-
OyTuH-1-inun, 3-6yTuH-1-in, 1-NneHTnH-1-in, 1-NeHTUH-3-
in, 1-neHTUH-4-in, 2-neHTuH-1-in, 2-neHTuH-3-in, 3-
NEeHTUH-1-in, 4-neHTuH-1-in, 2-meTnn-1-6yTNH-4-in, 3-
mMeTun-1-byTnH-1-in abo 3-metun-1-6yTnH-3-in.
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Y 2-my BapiaHTi 34iNCHEHHA [AaHOro BMHaxody B
HBOMY MPOMOHYIOTLCS CMIOMYKM 3araan0| dhopmynm
(), y skux E, G, J, L, M, R-R® i R™ maioTb 3a3HaueHi
B OMuci 1-ro BapiaHTa 3HaYeHHs, a

D osHavae 3amiwieHy GiuukniyHy cuctemy dop-
Mynu

K. A KL _Al
X\Ka A1’/L X\K?: SA
abo )
ae
K* o3Hauae -CHy-, -CHR'*, -CR"R"®- a6o -C(O)-
rpyny, .Cle

R’ R7b R’ HesanexHo OOVH Big OOHOro o3Ha-
YyalTb aTtom dTOpPY, rigpokcurpyny, Ci-
C5anK|n0|<cmrpyny a6o Ci-Csankin, npu ubomy obua-
Ba sanuwkn R™®, R He MOXyTb OyTM OAHOYACHO
npuegHaHi l4epe3 retepoaTom OO KinbLEBOro atoma
BYrMeuto, 3a BUHATKOM BUMNaZKy, Komnu C(R7DR7°)
Bignoeigae -CF,-rpyni, abo

nBa saniwku R, R pasom 3 KinbLesBum ato-
MOM BYITIELI0 MOXYTb YTBOPIOBATU 3-UNEHHWUA Kap-
6ouukn,

2 i K® He3anexHo oauH Bif OAHOTO O3HAYAIOTH -
CHa-, -CHR851 CRabR8c abo -C(O)-rpyny, ne

RS R R He3anexHo OAVH Bif OAHOro O3Ha-
YalTb Cl CsaJ'IKIJ'I ifabo

nBa saniwkn R*®, R¥ pasom 3 kinbLesum ato-
MOM BYIEL0 MOXYTb YTBOPIOBATW 3-4YNEHHWUIA Hacu-
YeHui kapboumkn,

npv UbOMY B LIiNIOMY MOXYTb GyTu I'IpI/ICyTHI Mak-
CHMYM YOTUPY 3aNMLIKM, BUGPaHI 3 R’® R™ R, R%
R® i R®

X 03Haqae aToM KuCHIO abo Cipku, cyan)eHoay
rpyny, cynbdoHoBy rpyny, -CF,-rpyny abo NR* -rpyny,

y SKii
R' siBnsie coBoto aToM BOAHIO, riapokeurpyny, Ci-
Csankinokcurpyny, amiHorpyny, Ci-

CsankinamiHorpyny, Aai-(C1-Csankin)amidorpyny, Ci-
Csankin, C,-CsankeHin-CHz-rpyny, Co-CsankiHin-CHo-
rpyny a6o Cs- Cﬁummoanmn

A1 osHauae N abo CR

A? o3nHauae N a6o CR™!

A® o3Hauae N abo CR12

R RM™ | R'? HesanexHO oauH Big OAHOrO 03Ha-
YalTb aToM BOAHI, hTopy, Xnopy, 6pomy abo oay,
C1-Csankin, CFs-rpyny, uiaHorpyny, kapGokcurpyny,
C,-CsankinokcukapboHin, rigpokcurpyny, Ci-
Csankinokcurpyny, CF30-rpyny, CHF,O-rpyny,
CH2FO-rpyny, amiHorpyny, Ci-CsankinamiHorpyny, gi-
(C1-Csankin)amiHorpyny abo Cs-
CrupmknoankineHimiHorpyny.

B 3-my BapiaHTi 34ilicCHEHHS gaHoro BUHaxody B
HbOMY MPOMOHYIOTLCS CMOYKM BI/J,I'IOBI,EI,HO o BapIaH-
Ta1a602y$|KmeGJLMR -R®, R, D, K', K?
K3 MatoTb 3a3HaueHi B OMWCI MEPLLOro 360 ,qpyroro
BapiaHTa 3HaueHHs, a

X osHaqae NR* -rpyny, y sikin

R® aBnse coboto aTom BoaHo, C1-Csankin, anin
abo Ll,MKJ'lOﬂpOnIJ’I

A o3Hauae CR'?

A? 03Hauae CR™

A® o3Hauae N a6o CRlZ, ae
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R™ R™ i R HesanexHo oawH Big 04HOro 03Ha-
YyalTb aToM BoAH, dTopy abo xnopy, metun, CFs-
rpyny, LiaHorpyny, kapbokcurpyny, Ci-
CsankinokcukapboHin, rigpoKcurpyny, MeTOKCUrpyny,
CF30-rpyny, CHF,O-rpyny abo CH,FO-rpyny.

B 4-my BapiaHTi 34iMCHEHHs AaHOro BMHaxody B
HBOMY MPOMOHYIOTLCA COMyKA 3araan0| hopmynu
(), ysxmx D, E, G, J, L, M, R®i R'® maloTb 3a3HaueHi
B OFIVICI 1, 2 abo 3 BapiaHTa 3HayeHHs, a

R* 03Hauae aTom BoAHio aGo MNiHiliHy abo poara-
nyxeHy C;CesankinbHy rpyny, aToMmy BOLHIO MeTure-
HOBMX i/abo MeTUNbHUX oparMeHTIB sKOi HEOBOB's3-
KOBO MOXYTb OyTW MOBHiCTIO abo 4acTKOBO 3aMiHEHi
Ha atomu pTopy i/abo aTomMn BOAHK METUIIEHOBMX
ifabo MeTunbHMX (PparMeHTiB AKOI He3anexHo OAMWH
B OOHOro HeOoOOB'SI3KOBO MOXYTb OyTu 3aMmilleHi

3amicHukom, BubGpaHum 3 rigpokeurpynu,  Ci-
Csankinokcurpynu, kapbokcurpynu, Ci-
Csankinokcukap©boHiny, amiHokapOoHiny, Ci-
CsankinamiHokap6oHiny, ai-(Cs-
Csankin)amiHokap6oHiny, Cs-

CrumknoankineHimiHokapboHiny, amiHorpynu, Cs-
CsankinamiHorpynu, gi-(Ci-Csankin)amiHorpynun, Ci-
Csankinkap6oHinamiHorpynu, Ci-
CsankincynbsoHinamiHorpynu, N-(C:-
CsankincynbdoHin)-C,-CsankinamiHorpynn  1ta  Cs-
CsumknoankinkapboHinamiHorpynu, abo o3Havae HiT-

pun, kapbokcurpyny, aMiHokapOoHin, Ci-
CsankinamiHokapboHin, Cs-
CsumknoankinamiHokapGoHin, ai-(Cs-

Csankin)amiHokap6oHin, C1-Csankinokcukap6oHin abo
C4-CrumknoankineHimiHokapboHin, y skomy meTtune-
HoBa rpyna HeobOB'3KOBO MoOXe OyTu 3amiHeHa Ha
aTtoM KUCHIO, aTom cipku abo 3amiweHun Co-
Csankinom atom asory, a Takox, konun -L-E-G-J-
o3Hayae -C-C-C-C-rpyny, R* npu 3amicHuky E abo G
MOXe TaKOoX O3HavaTu aTtom dpTopy, rigpokcurpyny,

METOKCUrpyny, Cs-CsankeHinokcurpyny, Cs-
CsankiHinokcurpyny, C,-Csankinokeurpyny, Cs-
CesLmknoankinokeurpyny, Ci-
CsankinamiHokap6oHinokeurpyny, Ai-(C1-
Csankin)amiHokap©oHinokcurpyny, Cs-

CrumknoankineHimiHokapboHinokcurpyny,  deHin-Co-
Coankinokcurpyny, sika moxe 6yTn 3amiwieHa y deHi-
NbHOMY KinbUi 1-2 aTomamu dTopy abo MeToKkcurpy-
namn, amidorpyny, Ci-CsankinamiHorpyny, gai-(C:-
Csankin)amiHorpyny, Cs-CrumknoankineHimiHorpyny,

C1-CzaumnamiHorpyny, (C1-Cszauun) Ci-
CsankinamiHorpyny, Ci-
CsankinokcukapboHinamiHorpyny, Ci-
CsankinamiHokap6oHinamiHorpyny, ni-(Cs-
Csankin)amiHokap6oHinamiHorpyny abo Cs

CrumknoankineHimiHokapboHinamiHorpyny, ne npucy-
THi B 3a3Ha4YeHUX BULLEe ankinbHMx abo uuknoankinb-
HUX 3anuukax MeTUnbHi abo MeTWNeHOoBI rpynu He-
3anexHO OOWH Big OAHOTO MOXYTb OyTu 3amilleHi
3aMiCHUKOM, BUBpaHMM i3 rpynu, sika BKIOYae avMme-
TunamiHokap6oHin, C,-Csankinokcnkap6oHin, kap6ok-
curpyny, MeTur, TFigpoKCUrpymny, MeTOKCcUrpyny Ta
amiHorpyny,

32 YMOBM, IO 3 0BCAry BMHAxody BWKIHOYEHUN
BapiaHT, y sIKOMy [ABa retepoatomu i3 rpynu, sika
BKIMIOYAE KUCEHb i as3oT, BigdineHi oguH Big O4HOro
TOYHO OfHielo, HeoboB'A3koBO 3amilleHoo -CHa-
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rpynoto, i/fabo BapiaHT, y SKOMy ABa aTOMWU YTBOPIO-
10Tb O O- abo -S-0-3B'A30K, i

R® 03Hauyae aToM BOAHIO, Cl-CsanKm anin, npo-
naprin abo 6eHsun abo, konu R® 3B'si3aHuit i3 3aMic-
HukoM E abo G, moxe Takox o3HavaTtu rigpokcu- abo
MeTOKCVIFpg/ﬂy abo

i R, konv BOHU NpueaHaHi 4O OQHOro M TOro X
atoma BYrfeL, MOXYTb YTBOPIOBATU Pa3oM 3 HUM -
C=0- rP )éa6o -CF,-rpyny a6bo

i R®, Kornv BOHM NpuegHaHi 4O 0O4HOro 1 TOro X
aToma Byrneu abo 40 ABOX CYyMiKHUX aToMiB Byrne-
L}0, MOXYTb YTBOPIOBaTW pa3oM 3 TakuM aToOMOM BYT-
neuto abo 3 TakKMMU atoMamu Byrneur 3-7-4neHHui
Kapboumkn, nNpu LUbOMY OAMH 3i YreHiB BYrneLeBoro
naHulora Takoro UMKy Moxe OyTu 3amiHeHWh Ha
aToMm kucHio abo cipku, -NH-rpyny, -N(C;-Csankin)-, -
N(C1-Csankinkap6oHin)-, kapboHin, cynbdiHin abo
cynbgoHin i/abo aBa 6e3nocepeqHbO CYMIKHUX Yne-
HK ByrneueBoro naHutora uux Cys-Crkapbouuknis cni-
NbHO MOXyTb OyTu 3amiHeHi Ha -C(O)NH-rpyny, -
C(O)N(C;-Csankin)-, -S(0)2NH-rpyny abo -
S(0)2N(C;1-Csankin)- i/abo 4otmpmn 6e3nocepeHbO
CYMDKHMX 4neHu ByrneuesBoro naduyiora umx Cs-
CrkapbouukniB cninbHO MOXyTb ByTW 3amiHeHi Ha -O-
CH2-CH,O-rpyny,

3a yMOBM, LWO NoAibHMIA, yTBOPEHWI CRifbHO 3a-
nuwkammn R™ i R umkn, y skomy aBa atomu a3oTy abo
aToMm asoTy Ta aTOM KWUCHIO B KinbLi BiggineHnn oguH
BiJ OAHOro TOYHO OAHiEl0, HEODOB'A3KOBO 3aMilLeHO
-CHa-rpynoto i/abo gBa atomu B KinbLi yTBOPHOTL -
O-0O- abo -S-0O-3B'A30K, BMKIMIOYEHUA 3 06CAry BUHA-
xony.

B 5-my BapiaHTi 34iICHEHHSA OAaHOro BUHAxXo4y B
HbOMY MPOMOHYIOTLCS CMOSYKM BI}J,I'IOBI,D,HO 00 BapiaH-
Ta 1, 2, 3 abo 4, y sakmux D, M, R® i R matoTb 3a3Ha-
YyeHi B onuci 1-ro, 2-ro, 3-ro abo 4-ro BapiaHTa 3Ha-
YeHHsi, a -L-E-G-J- osHavae -C-C- C C- crpyny, ska
Moxe 6yTu 3amilieHa 3amicHukamu R i R, siki matoTb
3a3HaveHi BuLle B onuci 1-ro, 2-ro, 3-ro 360 4-ro Ba-
piaHTa 3HaYeHHS.

B 6-my BapiaHTi 34iICHEHHSA OaHOro BUHAxo4y B
HbOMY MPOMOHYIOTLCH CMONYKN BIANOBIAHO A0 BapiaH-
Ta 1, 2,3, 4 abo 5, y akux

D o3Havae 3amiwieHy GiuukniyHy cuctemy 3ara-
NbHOT bopmynum

1 3 1 1

KZ/K pR\AZ KZ/K A\
L Lk
\KS A1 \.K3 A3
abo ,
ne
K* osHauae -CHy-, -CHR®-, -CR"R""- a6o -C(O)-
rpyny, ne

R’® osnauae C;-Coankin, a

R™, R’ HesanexHo oavH Bif OAHOMO 03HAYalOThb
rigpokcurpyny, Mmetokcurpyny abo Cl-CsaJ'IKIJ'I

npv UuboMy obuaBa 3anuLLIKK R™ R He MOXYTb
OyTM opHo4YacHO npwuegHaHi Oo KIJ'IbLI,eBOI'O aToma
BYrneuto yepes aTOM KVICHIO abo

nBa 3anuwku R, R™ pa3oM 3 KinbLEeBMM aTo-
MOM BYITELIO MO)KyTb YTBOPIOBATU 3-UNEHHWUI Kap-
oouukn,

K? i K3 HesanesxHo OJVH Bifi OAHOro O3Ha4alTb -
CH,-, -CHR®- a6o -CR®™R®**-rpyny, ne
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R% R%® R® hesanexHo oguH Bif 0OHOMO O3Ha-
yatoTb C1-Czankin i/fabo

nBa sanuwkn R®, R pasom 3 KinbLeBMM aTo-
MOM BYITIELII0 MOXYTb YTBOPIOBATU 3-UNEHHWUI Hacu-
YeHui kapboumkn,

32 YMOBM, WO B LINIOMY MOXYTb 6yTVI I'IpI/ICyTHI
MaKkcumMym qompm 3anuwkun, BubpaHi 3 R R™ R
RBa RBb R

X 03Haqae NR'-rpyny, y sikirt

R! saBnse coboi atom BogHto, C1-Czankin, anin
abo Ll,VIKJ'IOI'IpOI'IIJ'I

A o3Ha4vae CR

A’ o3Hauae CR™

A® o3Hauae CR12

R¥ R™ i R HesanexHo oawH Big 04HOro o3Ha-
YaloTb aToM BOAHI, Topy abo xnopy, metun, CFs-
rpyny, rigpokeurpyny, metokcurpyny, CF3O-rpyny,
CHF20-rpyny a6o CH2FO-rpyny,

-L-E-G-J- o3Havae -C-C-C-C-rpyny, sika Moxe
6yTv 3amillleHa 3amicHUKamu R*j RS,

R® 03Hauae aToM BOfHIO,

R* osHavae aTom BOAHI0 abo niHiiHy abo poasra-
nyxeHy C:-CsankinbHy rpyny, aToMmv BOAHIO MeTurne-
HOBWX i/abo MeTUNbHUX OParMeHTIB KOOI He3anexHo
OAVH BiO 0OHOro HeobOB'A3KOBO MOXYTb OyTW 3ami-
LeHi 3amicHukom, BubBpaHum 3 rigpokeurpynu, Ci-
Csankinokcurpynu, kapbokcurpynm n Ci-
CsankinokcukapboHiny, a Takox, Konm R* npueaHaHuii
0o 3amicHuka E abo G, Moxe Takox o3HayaTu aToM

dTopy, rigpokcurpyny, MeTOKCUrpyny, Cs-
Csankeninokeurpyny,  Cp-Csankinokcurpyny,  Cs-
CesLmknoankinokeurpyny, Ci-
CsankinamiHokap6oHinokeurpyny, Ai-(C1-
Csankin)amiHokap6oHinokeurpyny abo Cs-

CrumknoankineHimiHokapOoHinokcurpyny,

32 YMOBM, WO 3 0OCAry BMHAxody BWKIHOYEHUN
BapiaHT, y SIkOMy [Ba retepoatomMu i3 rpynu, ska
BKJTIOMAE KUCEHb | a3o0T, BigdineHi oduH Big o4HOro
TOYHO OfHielo, HeoboB'A3koBO 3amilleHow -CHa-
rpynos,

R® sensie coboto atom BoHi0, C1-Csankin, anin
a6o BGeHaun, a Takox, korm R® 3B's3aHui i3 3amicHU-
koM E abo G, Moxe TakoX o3HayaTu rigpokcu- abo
METOKCVIFpQ/I'Iy abo

i R®, konv BoHM NpuegHaHi 4O OAHOro M TOro X
aToma BYrMeL, MOXYTb pa3oM 3 HUM yTBOPHOBATU -
C=0- rPyn% abo -CF,-rpyny abo

, KON BOHM NpueaHaHi 40 OAHOrO M TOro X
aTtoma Byrneu,ro abo [0 ABOX CyMiXKHMX aTOMIB Byrie-
U0, MOXYTb pa3oMm 3 Takum aTOMOM Byrrneut abo 3
TaKMMU aToMamu BYrMeL yTBOptoBaTK 3-6-4neHHui
kapboumkn, Npu LuboMy YoTupu 6e3nocepeaHbO cymi-
XHUX uneHu Byrneuesoro nadutora uux Cs-
CskapbouukniB cninbHO MOXyTb OyTu 3amiHeHi Ha -O-
CH2-CHxO-rpyny,

R™3 oaHavae atom BoaHIO,

M o3Hayae 3amilLeHe 3amicHukoMm R? y nonox(eH—
Hi 4 cbeHinbHe kinbLe abo 3amilleHe 3aMiCHUKOM R? y
NONoXeHHi 5 nipnanneHe Kinbue, ae

R? oaHauae atom dTopy, xnopy abo 6pomy, me-
TOKcmrpyny abo eTuHin, a

R® 03Hauae aTom BogHto a6o dTopy.

B 7-my BapiaHTi 34iiCHEHHSI AaHOro BUHaxody B
HbOMY MPOMOHYKTLCA CMOMYKX BiANOBIAHO A0 BapiaH-
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1a 1,2, 3, 4,5a60 6, y awmx D, R®>, R®® i M matotb
3a3HadeHi BULLE 3HAYEHHs, a LUeHTparnbHe Kinbue

4 4
R aBnsie  coboto R abo

Rﬁ R4 .

B 8-my BapiaHTi 34ilicHeHHS gaHoro BUMHaxody B
HbOMY MPOMOHYIOTLCS CMONYKN BiAMNOBIAHO 4O BapiaH-
Ta1,2,3,4,5 6a607,y aknx

D os3Hauvae 3amiwieHy OGiumkniyHy cuctemy 3ara-
nNbHOI hopmynu

T LF

Y 9-my BapiaHTi 34iNCHEHHA AaHOro BMHaxody B
HbOMY MPOMOHYIOTLCS CMONYKN BIANOBIAHO 4O BapiaH-
Ta 1, 2, 3,4,5, 6, 7abo 8, aki BigHOCHO YneHiB naH-
uytora G i L 5-4uneHHoro LeHTpanbHOro Kinbusi MalTb
R-koHirypaduito.

BignosigHo A0 BMHaxody Cnomnyky 3ararnbHoi ¢go-
pmynu () ogepxytoTb BigomMumMmn cnocobamu, Hanpwu-
Knapg, HacTynHumu cnocobamm.

(a) Cnonyky 3aranbHoi coopmynu (lla) abo (llb)

KZ'. 3 o H
K3 P
KA ||\| N (Ia),
3
R R4 Rs
KL__AX o H
KT/ A2 0 YN\
x AL M
ST N N (IIb),
3
R 5 R®

y sikit A-A%, K-K3, M i R™-R® matoTb 3a3HaueHi B
onuci 1-ro BapiaHTa 34iNCHEHHS BMHaxXoQy 3HaYeHHs
M MPUCYTHI B SKi amiHOrpynw, rigpokeurpynu, kapbo-
Keurpynu abo TionbHi rpynu npu HeobXiAHOCTI MOXHa
3axuLLiaTh 3BMYANHUMU 3aXMCHUMM TpynamMu, Takumu,
Hanpwvknag, sk onucaHi y T.W. Greene, P.G.M. Wuts
B "Protective Groups in Organic Synthesis", ski Ha
3aBepLUeHHs XiMiYHMX nepeTBOpeHb MOXHa 3HOBY
BigWennoBaTtu BigoMumn 3 nitepaTypy mMeTodamu,
OLEPXyloTb OMUCaHUMKU B npuKnagax 34aincCHEeHHA
BMHaxody cnocobamm abo MoxHa ogepXXyBaTu, Ha-
npvknag, BiOMNOBIAHO OO OAHIET 3 HaBeOEHMX HUX4Ye
peakuiiHux cxem 1 Ta 2 abo aHanoriyHo MeTogam
cuHTesy, onucaHmm B WO  2004/87695, WO
2004/87646 abo WO 2003/45912.
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Cxema 1

x/Kaj:Pi\Az i Y ™
2 I _ + Q N
K\K1 Al J\NHRS
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D)

(IVa) R
I} AumnioBaHHsa
K. AL
X IA\AE
KZ\\ J\l)
(ll1a)
Cxema 2
o}
KA 2
S (R
Nk NATONHR? 4
(IVa)

R5

-~ Cnonyka dopmynu (lla)

npu HeobxigHoCTI
BiALWEnNeHHs 3axUCHOT

rpyny

PG

(PG = 3axucHa rpyna
AN amiHorpynu)

V1)

[ 1) AunnioBanHs

J 1) BigwenneHHa amiHoO3axucHol rpynu

K
CUL
K P
\K1 A‘ N
i
R
1V) CuHTes ceyoBuHU
B3aEmogietlo 3
0=C=N-M abo 1
Vill
(Vi) IX)
X~

K\

(Illa)

Ha HaBegenux Buie cxemax Q/Q' osHauae 3a-
XVCHY rpyny abo rpyny, ska nepeBogmuTbCs in Situ y
3axMCHy rpyny, TaKy, Hanpuknag, Sk atoM ranoreHy,
rinpokeurpyny, Ci-Csankinokcurpyny, ankin okcukap-
GoHinokeurpyny, 4-HiTpodpeHinokcurpyny, Tpuxnop-
meTun abo auunokcurpyny, a PG siBnsie coboto Bigo-
My 3 niTepatypu 3axvcHy rpyny Ansa yHKUioHanbHOI
amiHorpynu, Taky, Hanpvknag, K TpeT-
OyTOKCUKapOOHinbHa, OGeH3nnokcukapboHinbHa abo
TpudTOpaueTunbHa rpyna.

MpencrtaBneHi Ha cxemax 1 Ta 2 peakuinHi ctagii
1)-IV) moxHa npoBoauTK BiANOBIAHO OO ONMUCAHUX B

ZT

7:55

(Vlla)

Y L B

—— > Cnonyka dopmynu (lla)
npu HeobXxigHOCTI
BiAWeEnneHHa
3axUCHOI rpynu

npuknagax metogis abo BignoBigHO A0 BioOMUX 3
niTepaTtypu yMOB, Hanpuknag, HacTynmHUM LUSISIXOM.

Cragisa 1): AumnioBaHHsa aminy (IVa) B3aemogieto
i3 Npyu HeobxigHOCTi akTMBOBAHO KapGOHOBOK KUC-
nototo (V) abo (VI)

MopibHe aumnoBaHHA OOLUINBHO NPOBOAMTU B3a-
emogieto 3 BignoBigHWMM ranoreHigom abo aHrigpuaom
Y PO3YMHHUKY, TakoMy £IK METUNEHXNopuAd, XIopo-
oOpM, YOTUPUXITOPUCTUI BYINeupb, dieTunosun edip,
TeTparigpodypaH, aiokcaH, 6eH301, TONyos, aueToHi-
Tpyn, aumeTtundopmamia, AuMeTuncynbgokecug,
po34uH igkoro HaTpy abo cynbdonaH, HeOGOB'A3KOBO
B MPUCYTHOCTI HeopraHiyHoi abo opraHi4yHOT OCHOBMU,
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npu Temnepartypi B Mmexax Big -20 go 200°C, kpalue,
opgHak, Big -10 go 100°C.

OpHak 3a3HayeHe auunioBaHHA MOXHa MPOBOAU-
TN N B3aeMOJi€l0 3 BifIbHOKO KMUCIOTOW, HEeODOOB'A3KO-
BO B MPUCYTHOCTI akTuBatopa KucnoTn abo 3HeBOA-
HIOKYOro 3acoby, Hanpuknag, y NpucyTHocTi eTun-1-
eTokemn-1,2-aurigpoxiHonin-1-kapbokcunary, i306yTu-
nosoro ecdipy XnopmMypaLlumMHoOi KUCNOTW, TIOHINXno-
puay, TPUMETUNXNOPCUMaHy, XIOPUCTOr0 BOAHIO,
cipyaHoi KMCNOTW, MeTaHCYnb(OHOBOI KUCMNOTH, Na-
paTonyoncynbOHOBOI KUCNOTK, Tpuxnopuay doc-
copy, neHTaokcuay cocdopy, nponaHPocEoHOBOro
umknoanrigpuay,  N,N'-guumknorekcunkapbogiimigy,
N,N'-
Avumknorekcunkapbogiimigy/kamdopcynboHOBOT
KMUCNoTH, N,N'-anumknorekcunkapoogiimigy/N-
rigpOKCUCYKUMHIMIZY, 1-rinpokcnbeHsoTpurasony,
N,N'-kapboHingiivigazony, TteTpadgTopbopaty O-
(6enzoTpumaszon-1-in)-N,N,N',N'-teTpametunypoHito/N-
MeTUNMOpPdOniHY, TeTpacpTopbopaty 0O-
(6enzoTpmaszon-1-in)-N,N,N',N'-teTpametunypoHito/N-
eTungiisonponinamidy, rekcadTopdocdary O-(7-
azabeHsoTtpmason-1-in)-N,N,N',N'-

TeTpameTunypoHito/N-meTunmopdoniHy, rekcadro-

pcdoctaTty O-neHtadpTopdeHin-N,N,N',N'-
TeTpaMeTUNypOHito/TpUeTUnamiHy, N,N'-
TioHingiimigasony abo TpudeHindgocdi-

HY/4OTUPUXITOPUCTOrO BYIMELD, NpU HeobXigHOCTI 3
[OfaBaHHAM [OOMOMDKHOI OCHOBM, TaKOi SK PO34MH
iokoro Hatpy, kapboHaT abo rigpokapboHaT Lesito,
kanito abo HaTtpilo, abo amiHOBOi OCHOBW, TaKOi K
nipuaunH, Tpuetnnamid, N-metunmopdoniH abo giizo-
nponinetTunamMii, nNpu Temnepartypi B mexax Big -20
0o 200°C, kpaule, ogHak, Big -10 go 160°C.

AUMMIOBaHHA MOXHa TaKOoX MpPOBOAUTM B3AEMO-
bieto 3 echipom kapboHoBoi kucrnotu (V) abo (VI) i 3
amiHom (IV) WnsxoM akTMBYBaHHSA TpUMETUMantoMiHi-
EM.

[HWi MeToaM amigHOro CnomnyyYeHHs1 OnMucaHi, Ha-
npuknag, y P.D. Bailey, I.D. Collier, K.M. Morgan B
"Comprehensive Functional Group Interconversions",
Bua-Bo Pergamon, 1995, 1. 5, cc. 257 i gani, abo x B
Houben-Weyl Erganzungsband 22, Bug-so Thieme
Verlag, 2003, i uMToBaHin y uux nybnikauisx nitepa-
Typi.

Cragia Il), signosigHo lll): BigwenneHHa saxuc-
HOI rpynu

3axucHy rpyny, sika BUKOPUCTOBYBarnacsli Ha 4ac
NPOTiKaHHA peakuii, Hagani Nnpyu HeobXxigHOCTI BiALe-
NIOKTb, HaNpuknag, rigponiTMYHMM LINSXOM Y BOA-
HOMY PO34MHHWKY, Hanpuknag, y BOAi, i3onponaHo-
ni/Bopj, TeTparigpodypaHi/Bogi abo aiokcaHi/Bogi, y
NPUCYTHOCTI KUCIOTW, Takoi Sk TpudTopouToBa KuC-
nota, consiHa kucrota abo cipyaHa kucnoTa, abo B
NMPUCYTHOCTI OCHOBM Y>XKHOro MeTarny, Takoi K rigpo-
Kcug niTito, rigpokcua HaTpito abo rigpokeua Kanito,
abo wnaxom BigLEenneHHs npocToro edipy, Hanpu-
Knag, B NPUCYTHOCTI MOATPUMETUNCUNAHY, NpU TeM-
nepatypi B mexax Big 0 go 100°C, kpawe npu Tem-
nepatypi B mexax Big 10 go 50°C.

OpHak GeH3unbHy, MeToKcnbeH3unbHy abo GeH-
3UNOKCMKapOOHINbHY rpyny BiALLennowTb, Hanpu-
Knag, LUMsiXOM TigporeHonisy, 30Kpema 3 BUKOpUC-
TaHHAM BOAHIO B MPUCYTHOCTI KaTanisatopa, Takoro
SK nanagin Ha Byrinmi, y npugatHoMy ans uiei metn

96757 40

PO34YMHHUKKY, TakoMy SK TeTparigpodypaH, MeTaHon,
eTaHon, etunaueTar, AumeTundopmamig, oUMeTun-
dopmamig/auetoH abo nboasHa oOUTOBa KMCIOTA,
He0obOB'A3KOBO 3 JOAABAHHAM KUCIOTU, TaKoi SK CO-
ngHa KucnoTta, npu TemnepaTtypi B mexax Big 0 oo
50°C, kpawie, ofgHaKk, npu KiMHaTHIA Temneparypi, i
npu TUCKY BOAHKO B iHTepBsani Big 1 go 7 6ap, ane
Kpawe B iHTepBani Big 1 go 5 6ap.

3axucHy rpyny MoXHa TakoX BidlienntoBaTn Me-
Togamu, onmcaHummn y TW. Greene, P.G.M. Wuts B
"Protective Groups in Organic Synthesis", 1991 i
1999.

Cragis IV): CuHTE3 ce4oBUHM

B3aemogito noxigHoi (Vlla) 3 izouiaHaTom (VIII)
abo i3 npu HeobXigHOCTI akTMBOBaHO kapbamiHOBOO
kucnotoro  (IX), Hanmpuknag, 3 edipom  4-
HiTpOodeHinkapbamiHOBOI KMCNOTW, NPOBOAATL Y PO3-
YMHHWKY, TaKkOMy, Hanpuknag, sk Boga, METUINEHXI0-
pua, xnopogopM, YOTUPUXITOPUCTUI BYrneub, AieTu-
noeuii edip, TeTparigpodypaH, nAiokcaH, 6GeHson,
TOnyon, aueToHiTpun, AuMeTundopmamia, AMMeTu n
cynbdokena abo cynbdonaH, abo B cymiwi 3a3Have-
HUX PO3YMHHUKIB, HEODOOB'A3KOBO 3 A0AAaBaHHAM [0O-
NMOMIXXHOT OCHOBW, TaKOi SIK pPO34MH TAKOro HaTpy, Kap-
6oHaT abo rigpokapboHaT uesito, kanito abo HaTpito,
abo amiHOBOI OCHOBW, Takoi SK NipuavH, Tpuetuna-
MiH, N-meTunmopdoniH abo pgiisonponineTnnami,
npu Temnepatypi B Mexax Big -20 go 200°C, kpalue,
ojHak, Big -10 go 160°C.

Cnonyku 3aranbHoi popmynu (IIb) moxHa cuHTe-
3yBaTM aHarnoriyHO MpOINOCTPOBAHMM Ha CXeMax
MEeTOAaM BWUXOAAYM 3i CTPYKTYpHOro dparmeHTa
(IvVb).

(6) CtpykTypHi bparmMeHTn 3aranbHux ¢opmyn
(IVa)i (Ivb)

3 3
xS A2
f I /L (IVa),
K\K1 A1/ NHR3

1 3
Kz/K A\\AZ
Y
kAT NHR?

y sknx A, A A% K K2, K3, X i R® maioTb 3a3Ha-
YeHi B onuci 1-ro BapiaHTa 34iCHEHHS BWHaxo4y
3HAYeHHs1 N MPUCYTHI B AKUX aMiHOrpynu, rigpoKCur-
pynu, kapbokcurpynu abo TionbHi rpynu npu HeobXxia-
HOCTi MOXHa 3axvLaTti 3BUYaNHMMU 3aXUCHUMU TpY-
namu, TakuMu, Hanpuknag, sk onucadHi y T.W.
Greene, P.G.M. Wuts B "Protective Groups in Organic
Synthesis", Bua-so Wiley, 1991 i 1999, saki B xoai Bu-
KOHaHHS1 MOCNIAOBHOCTI peakuin 3 CUHTe3y Crnonyk
dopmynu (1) MoxHa 3HOBY BidLennoBaTh BiooMUMHN
3 niTepatypu mMeTogamu, Bigomi 3 nitepatypu abo x
MOXYTb OyTM CUHTE30BaHi MeTogamu, OMMCaHUMKU B
npuknagax 3giicHeHHs BuHaxopy, abo, Hampuknag,
BifOMMMM 3 niTepaTypy MeTogamm abo 3a aHarorieto
3 BigOMUMM 3 fiTepaTypyu meTogamu, TakuMu, Hanpu-
knag, sk onucadi B WO 2006/108709, B S. Durand-
Henchoz i iH., Bull. Soc. Chim. France, 11, 1966, c.
3413, B J.P. Deer i iH., Synth. Commun., 32, 2002, c.
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2555, B G.J. Quallich i iH., J. Org. Chem., 63, 1998, c.
4116, abo B J.D. Harling i iH., Synth. Commun., 31,
2001, c. 787.

Tak, Hanpwknag, crnomnyku 3aranbHux ¢opmyn
(IVa) i (IVb), %/ akux R® o3Hauae aTom BOAHIO, a Al, A%
A% K', K? K’ i X MatoTb 3a3HaueHi B onuci 1-ro Bapi-
aHTa 30iICHEHHS BMHaxXo4y 3HAYeHHs, MOXHa ofep-
XKyBaTW BiHOBMEHHAM HITPOrpynu B Cronykax 3ara-
NbHUX chopmyn (Xa) i (Xb)

a2
A
K)é( I = 0 (Xa),
SKTATNT
|
o]
KL AL,
Kl A
¥ | /J\ o (Xb),
~KT AT N
|
o]

Y SIKMX Al, A2, A3, Kl, K2, K3 i X MaloTb 3a3HadeHi
B onuci 1-ro BapiaHTa 3[iNCHEHHS BUHaxody 3Ha4eH-
HS1, ONMMCAaHUM HKYe METOOO0M.

MopibHe BiAHOBNEHHS HITPOrpynu AOLUINbHO NPo-
BOAUTM B PO3YMHHMKY ab0 CyMillli PO3YNHHWKIB, Takmnx
SIK BOoAa, BOAHMI PO34YMH XIOpMAY aMOHIt0, ComnsiHa
KMcnoTa, cipyaHa kucnoTa, ocdopHa KucnoTa, My-
pawmuHa KucnoTa, ouToBa KUCMOoTa, OUTOBMK aHrig-
pua, Hanpuknag, B3aeMogicto 3 metanamu, Takumm sK
3ani3o, LMHK, 0n10Bo, abo i3 CipKOBMICHMMMK crionyka-
MU, TaKMMK1 siK cynbdig aMoHito, cynbdig HaTpito abo
OVTIOHIT HaTpito, abo KaTaniTM4HUM rigpyBaHHAM BO-
OHeMm, Hanpuknag, nig Tuckom Big 0,5 go 100 6ap,
KpaLle, ogHak, Big 1 go 50 6ap, rigpasnHoOM siK BigHO-
BHUKOM, Kpalle y NPUCYTHOCTI KaTtanidatopa, Takoro
SK Hikenb PeHesd, nanaaiv Ha Byrinni, okcua nnaTtuHu,
nnaTtMHa Ha MiHepanbHUX BOMOKHax abo pogin, abo
KOMMNEKCHUMM Tigpuaamn, Takumu (K antomMorigpug,
nitito, Goporigpua HaTpito, uiaHboporiapug HaTpito,
JiisobyTunaniomorigpua, Kpawe B PO3YMHHMKY abo
CYMilli PO3YMHHKMKIB, TaKMX AK BOOA, METaHOM, eTa-
HOM, i30MpOMaHon, MEeHTaH, reKcaH, LMKIOoreKkcaH,
rentaH, 6eH3on, Tonyon, Kcunon, eTunaueTart, MeTu-
nnponioHar, rnikone, AMMETUNoBUM edip koo,
OUMETUNOBMI eqoip AieTUNEHrNikon, AiokcaH, TeT-
parinpodypaH, N-meTunniponiguHoH abo x N-
etungiizonponinamid, N-Ci-CsankinmopdoniH, N-Ci-
CsankinninepmanH, N-Ci-CsankinniponiguH, TpueTtu-
namiH, NipuavH, Hanpuknag, npy TemnepaTypi B Me-
xax Big -30 o 250°C, kpawe, ogHak, Big 0 go 150°C.

(B) CTpyKTYpHi cbparmeHTn 3aranbHux opmyrn

(0] H
O No (0]
T po 1
Q N Q No o=caNM g Sy M
H
R‘ Rs R‘ R5
\2) (VD) (VIID) (IX)

Y AKUX R* R® R®i R? mMatoTb 3a3HaueHi B onuci 1-
ro BapiaHTa 30iliCHEHHS! BUHAXOMy 3HaueHHs, a Q/Q"
03Hauae, Hanpuknag, rigpokcurpyny, Cs-
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Csankinokeurpyny, aToMm ranoreHy, arnkinokcmkap6o-
Hinokcurpyny abo aunnokcurpyny m NpUCYTHi B SKUX
amiHorpynwm, rigpokcurpynu, kapbokcurpynu abo Ti-
OnbHi rpynu Npu HeobXigHOCTI MOXHa 3axuLLaTh 3BU-
YaHMK 3aXMCHUMK rpynamu, TakuMu, Hanpwvknag,
Ak onucadi y T.W. Greene, P.G.M. Wuts B "Protective
Groups in Organic Synthesis", Bug-so Wiley, 1991 i
1999, aki B xo4i BUKOHAHHSA MOCNIAOBHOCTI peakuin 3
cuHTesy cnonyk dopmynu (1) MoxHa 3HOBY BigLLen-
noBaTN BigOMUMU 3 fiTepaTypy meTodamu, BidoMi 3
nitepatypu abo x MOXyTb OyTW CUMHTE30BaHi MeTo-
AamMu, ONMCaHMMK B NpUKNagax 30iACHEHHS BUHaXo-
ay, abo Bigomumn 3 nitepaTypu metogamu abo 3a
aHanorielo 3 BigoMuMMKM 3 niTepatypu metogamu, Ta-
KMMU, Hanpwuknag, sk onucadi B WO 2004/87646, WO
2003/45912, WO 06/32342 abo US 2007/0015812.

Mpwn NnpoBeAeHHi onMcaHWX BULLE peakLin npucy-
THi 32 NEeBHUX YMOB peakuinHOo3gaTHi rpynu, Taki K
rigpokcu-, kapbokcu-, amiHo-, ankinamiHo- abo imiHor-
pynu, MOXHa 3axuliaTh Ha 4ac MPOTiKaHHA peakuil
3BMYANHMMM 3aXUCHUMWU Tpynamu, SKi MOXHa 3HOBY
BiALLENMoBaTU NiCNA 3aBepLUEHHS peakuii.

Ak npuknag 3axucHOi rpyny Ans rigpoKcurpynu
MOXHa HasBaTu MeTOKcurpyny, OGeHsunokcurpyny,
TPUMETUNCUNINBHY TPyny, aueTunbHy rpyny, 6eHsoi-
NbHY rpyny, TPeT-6yTunbHy rpyny, TPUTUIBHY Tpyny,
©6eH3unbHy rpyny abo TeTparigponipaHineHy rpyny.

Ak npuknag 3axucHoi rpynu anst kapboKkcunbHoT
rpynu MOXHa Ha3BaTu TPUMETUNCUMINbHY, METUIBHY,
eTUNbHY, TPeT-OyTunbHy, GeH3unbHy abo TeTparia-
ponipaHineHy rpyny.

Ak npyknag 3axucHoOi rpynu ang amiHo-, ankina-
MiHO- abo iMiHOrpyNn MOXHa Ha3BaTW aueTUNbHY,
TpudbTOopaueTuneHy, 6eH30inbHy, eTOKCUKapOOHinb-
Hy, TpeT-OyTOKCMKapOOoHinbHY, 6eH3nnokcMkapboHi-
nbHy, 6€eH3unbHy, MeTokcubeHaunbHy abo 2.4-
OVMETOKCUBEH3WNbHY rpyny, a Anst amiHorpynu - go-
AaTKoBO pTanineHy rpyny.

Ak npyknag 3axvcHol rpyny AN eTUHINBHOI rpy-
Ny MOXHa HasBaTU TPUMETUICUNINbLHY, AudeHinve-
TUNCUNINBLHY, TpeT-OytunanmeTtuncunineHy abo 1-
ripOKCU-1-MeTUNeTUNLHY rpyny.

IHWIi MOXNMBI 3axuCHI rpynn Ta MeToaum iX BigLle-
nneHHss onucani y T.W. Greene, P.G.M. Wuts B
"Protective Groups in Organic Synthesis", Bug-so
Wiley, 1991 i 1999.

3axucHy rpyny, sika BMKOPWUCTOBYBanacsi Ha 4ac
NPOTIKaHHA peakuii, Hagani npyu HeobXiAHOCTI MOXHa
BidLLennoBaTh, HanNpuknaga, rigponiTUMHUM LUNAXOM Y
BOOHOMY PO3YMHHWKY, Hanpuknag, y Bofi, isonpona-
Honi/Bogi, TeTparigpodypaHi/Boai abo aiokcaHri/Bogi,
y NPUCYTHOCTI KUCMOTW, Takoi $IK TpudpTopouToBa
KucnoTa, consiHa kucrnota abo cipyaHa kucnota, abo
B MPUCYTHOCTi OCHOBU NY>XHOrO MeTany, Takol §iK rig-
pokcuAa niTito, rigpokcua HaTpito abo rigpokcma kanito,
abo wnaxom BiAWenneHHs npocToro edipy, Hanpu-
Knag, y NpUCYTHOCTI MOATPUMETUNCUNAHy, Npu Tem-
nepatypi B mexax Big 0 go 100°C, kpaiwie npu Tem-
nepatypi B mexax Big 10 go 50°C.

OpHak 6eH3nnbHy, MeTokcubeHaunbHy abo GeH-
3UNOKCUKapOOHInbHY rpyny BiALlennowTb, Hanpu-
Knag, LWsXoM rigporeHonisy, 3okpemMa 3 BUKOPUC-
TaHHAM BOAHIO B MPUCYTHOCTI KaTanisaTtopa, Takoro
AK nanagin Ha Byrinmi, y npugaatHomy ans uiei metn
PO34YMHHMKY, TaKOMy SIK METaHofl, eTaHon, eTunaue-
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TaT, aumetundopmamia, aunMmeTundopmMmamig/aueToH
abo nbofsHa ouToBa KucrnoTta, HeoboB'A3KOBO 3 [0-
[aBaHHAM KWCMOTW, Takoi AK COMsiHa KucroTta, npwu
Temnepatypi B mexax Big 0 go 50°C, kpalle, ogHak,
npv KiMHaTHIN TemnepaTypi, i NPy TUCKY BOAHIO B iH-
TepBani Big 1 go 7 6ap, kpawe, ogHak, Big 1 go 5
6ap.

MeTokcubeHannbHy rpyny MoxHa BialienniosaTu
TaKkoX y MPUCYTHOCTI OKMCHMKA, TaKoro siKk aMOHIMHIT-
pat uepito(lV), y pO34MHHUKY, TakOMy SIK METUIEHX-
nopua, aueToHiTpun abo aueToHiTpun/Boga, npu Te-
mnepatypi B Mexax Big 0 go 50°C, kpalle, ogHak,
npw KIMHaTHIN TemnepaTypi.

MeTokcurpyny AOUinbHO BigLennoBaTn y Npucy-
THoOCTi Tpubpomigy Gopy B PO3YMHHMKY, TakoMmy SK
MeTUNeHxnopua, npu Temnepartypi B Mexax Big -35
no -25°C.

2,4-pumeTokcnMbeH3nNbHY rpyny GaxxaHo Biglle-
nntoBaTN, 0gHaK, y TPUMTOPOLTOBIN KACNOTI B NPUCY-
THOCTI aHi3ony.

TpeT-byTuneHy abo TpeT-6yTunokcukapboHinbHy
rpyny Kpawie BiglienntoBatu 06poOKo KMCHOTOoHo,
Takow Ak TpudTopouToBa kncrnota abo consHa kuc-
nota, HeobOB'A3KOBO 3 BUKOPUCTAHHAM PO3YMHHKKA,
Takoro Sk MeTuneHxnopua, giokcaH abo AieTunosun
eaqip.

dTaninbHy rpyny Kpawle BigLlennoBaTy y npucy-
THOCTI rigpasuHy abo NepBMHHOrO amiHy, Takoro sk
MeTunamiH, eTunamidH abo H-OyTunamiH, y po3ymHHM-
Ky, TaKOMYy SIK METaHofl, eTaHos, i3onponaHon, Tony-
on/Bopa abo giokcaH, npu TemnepaTypi B Mexax Bif,
20 po 50°C.

AninokcukapboHinbHy rpyny BiALennowTs 06-
pobkoto KaTaniTM4Ho KINbKIiCTIO TeTpakic-
(TpudbeHindocdiH)nanagito(0), kpalie B PO3YNHHUKY,
TakoMmy sik TeTparigpodypaH, i 6axkaHo B MPUCYTHOCTI
HafnULIKy OCHOBM, Takoi sk MopdoniH abo 1,3-
OvMe[oH, Npu TemnepaTypi B mexax Big 0 go 100°C,
Kpallie npu KiMHaTHI TemnepaTypi, i B aTtmocdepi
iHepTHOro rady abo ob6po6KOI KaTanmiTU4HOK KinbkKic-
TIo xnopuay Tpwuc-(TpudeHindocdiH)poaito(l) y pos-
YMHHWKY, TAKOMY SK BOAHUI eTaHor, i HeoboB'sA3KOBO
B NPUCYTHOCTI OCHOBM, Takoil AK 1,4-
hia3abiuunkno[2.2.2]JokTaH, Npyu Temnepartypi B Mexax
Big 20 go 70°C.

KpiMm ubOro ogepxaHi cnomnyku 3aranbHoOi ¢op-
mynu (I) MOXHa po3ainaTn Ha ix eHaHTiomepw i/abo
diactepeomepwu.

Tak, Hanpuknag, ofepkaHi Crnonyku 3aranbHol
dopmynu (I), ki yTBOPIOKOTECA y BUrMAAi pauemaris,
MOXHa pOo34inATM 3a BigOMUMW MeToaukamu (OuB.
N.L. Allinger i E.L. Eliel, "Topics in Stereochemistry",
T. 6, Bug-s8o Wiley Interscience, 1971) Ha ix onTu4Hi
aHTMnoau, a cnonyku 3aransHoi dopmynu (1) i3 npu-
HaiMHi 2 acCUMETPUYHMMM aTOMaMU BYTTEL0 MOXHa
Ha OCHOBI PO3XoAXeHb (i3NKO-XiMiYHMX BMacTUBOC-
Ten Taknx Cnonyk posgingaty 3a BigOMUMMKN MeToauKa-
MU, Hanpwvknag, xpomartorpadieto i/abo dpakuinHoto
KpucTanisauieto, Ha ix pJiactepeomepu, ki npu ix
YTBOPEHHI B paueMidHii dpopmi Hagani MoxHa po3gi-
NSATU, SIK 3a3HAYEHO BULLE, HA EHAHTIOMEpPW.

PosgineHHsi Ha eHaHTioMepw Kpalle 3ailncHoBaTh
LUMIAXOM PO3AifeHHS KOMOHKOBOK Xpomartorpadieto
Ha xipanbHUx hasax abo WNAXoM nepekpucTanisauii
3 OMTUYHO aKTUMBHOIO PO34MHHMKA abo B3aemogieto 3
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ONTUYHO aKTUBHOK PEYOBUHOID, fIKa 3 paLeMiyHO
CMONyKoK YTBOPIOE coni abo NoxigHi, Taki Sk cknagHi
egipu abo amign, Hacamnepes B3aeMOZi€0 3 KACMO-
TaMu i iX aKTMBOBaHUMK MoOXigHMMK abo cnvpTamu, i
po3dineHHsaM odepXaHol B pe3ynbTaTi CyMmilli giacte-
peomMepHux conen abo NOXigHWX, Hanpuknag, Ha oc-
HOBI PO3XOMKEHb Y TX PO34YMHHOCTI, MPU LbOMY i3 YnC-
TUX AiacTepeomepHUx conen abo noxigHWX MOXXHa
BUBIMNbHATM BiNbHi aHTMNOAW BNAUBOM NPUAATHOrO
Ans uiei MeTn 3acoby. Ak npuknag Hambinbw 4acTo
BMKOPUCTOBYBaHMX Y BULLEBKA3aHMX LiNAX ONTUYHO
aKTUBHUX KUCIOT MOXHa HassaTu D- i L-cbopmun BUH-
HOi Kucrnotn abo AMBEH30INBMHHOI KUCMOTW, OU-O-
TOMINBUHHOI KNCNOTKU, A0MYYHOI KUCNOTK, MUTAANbHOI
KMCNOTH, KaMdopCyrnbOHOBOI KUCMOTKU, FryTamiHO-
BOi KMCMOTK, acnapariHoBoOi KMCNoTu abo XiHHOT Kuc-
NoTU. AK NpuKNag onTUYHO aKTUBHOMO CMMPTY MOXHA
HasBaTh (+)- abo (-)-MeHTOMn, a SK NpuKNag ONTUYHO
aKTMBHOIO aLUIbHOro 3anuvliKy B amigax MoXHa Ha-
3Batn (+)- abo (-)-MeHTUNoKCUKapOOHINbHWIA 3anu-
LLIOK.

OpepxaHi cnonyku coopmynu () MoxHa, Kpim TO-
ro, nepeBoauTX B ixX coni, Hacamnepen ans cgapma-
LIEBTMYHOIO 3aCTOCYBaHHSA - Yy iX pi3ionoriyHo cymicHi
coni, 3 HeopraHiYHUMKN abo opraHiYHMMK KUCMOTaMMu.
Ak npuknag npuaaTHUX ANs i€l MeTn KMCNoT MOXHa
Ha3BaTU COMsHY KUCNOTY, GPOMUCTOBOAHEBY KUCIO-
Ty, CipyaHy KMCMoOTy, MeTaHCYynb(OHOBY KUCIOTY,
doccopHy kucnoty, doymapoBy KMCMOTY, BypLUTUHO-
BY KWUCINOTY, MOJIONMHY KWUCMOTY, NMMOHHY KWCHOTY,
BVHHY Kncnoty abo maneiHoBy KMCMOTY.

Kpim TOro, ogepxaHi TakMM LUMSAXOM HOBi CMony-
kn cbopmynu (l), SKWO BOHW MICTATbL Kapbokecurpyny,
Hagani npu HeoOXiOHOCTI MOXHa NepeBoAUTM B iX
coni 3 HeopraHiYyHumMM abo opraHiYHMMK OCHOBaMW,
Hacamnepes Ans apMaueBTUYHOIO 3aCTOCYBaHHSA -
y X isionoriyHo cymicHi coni. Ak npuknag npuaat-
HUX ONs Uiei MeTM OCHOB MOXHa HasBaTW rigpokcua
HaTpilo, FApOKCUA Kanilo, LUMKIorekcunamiH, eTtaHo-
namiH, fieTaHonaMmiH i TpueTaHonamiH.

Cnonyku 3aranbsHoi dopmynu (1), a Takox ix Tay-
TOMepwM, X eHaHTioMepw, iX giactepeomepu i ix isi-
OnOriYHO CyMIiCHI coni MatoTb, SK yXKe 3a3Havarnocs Ha
noyaTKky OMMUCY, LiHHI dapMakornoriyHi BnacTuBOCTI,
Hacamnepeps NposiBNsATb aHTUTPOMOOTUYHY fito, ska
3acHOBaHa NepeBaxHO Ha fji, sika BNnnBae Ha TPOM-
6iH abo cbakTop Xa, Hanpuknag, Ha fAii, Wwo iHridye
TpoMOiH abo dhakTop Xa, Ha fji, Wo NogoBXye YacT-
KOBUI aKTMBOBaHUA TPOMOONMACTUHOBUIA Yac, Ta Ha
iHriOytoYin Aji Ha POAMHHI cepuHMpoTeasu, Taki, Ha-
npuknag, sk ypokiHasa, cakrtop Vlla, daktop IX, da-
ktop Xl i dhaktop XIl.

IHriGytovy Jito nNpeacTaBneEHUX HWxYe B po3dini
"EkcnepuMeHTanbHa YactuHa" cnonyk Ha dpaktop Xa
OOCTiIKyBanu 3a ONUCaHOK HUXKYE METOAMKOH.

MeTtoauka

JocnifxeHHs KiHeTUKN bepMeHTIB MPOBOAATD i3
BUKOPUCTAHHSAM XPOMOreHHoro cybctpary. KinbkicTb
napaHitpoaHiniHy (nHA), sika BuBInbHseTLCS 3 6e36a-
PBHOrO XpPOMOreHHOro cybcTpaty nia Aieto Nacbkoro
akTopa Xa, Bu3Ha4daloTb oTomeTpuyHo npu 405
HM. Lla KinbkicTb nponopuiiHa akTUBHOCTI BUKOpUC-
TOBYBaHOro oepMeHTY. IHribyBaHHsA bepmMeHTaTUBHOI
aKTMBHOCTI PEYOBUHO, SIKYy TECTYHOTb (Y MOPIBHSHHI 3
PO34YMHHMKOM SIK KOHTPOMEM) BM3HaYaloTb NPU Pi3HUX
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KOHLIEHTpaLisiX PEYOBUHM, 5Ky TECTYIOTb, Ta HA OCHO-
Bi odepXaHux OaHuX po3paxoBylTb 3Ha4veHHs ICsg,
sKe BigNoBidae Ti KOHLUEHTpaLii pevoBUHN, Ky Tec-
TYHOTb, NPY SAKi BOHA iHriOye akTUBHICTb hakTopa Xa
Ha 50%.

MaTepianu

Tpuc-(FgpokcmmeTun)amiHomeTaHoBun  Bydep
(100 mmonb) i xnopua HaTtpito (150 mmonk), pH 8,0,
nntoc dpakuia V niogcekoro ansbymiHy B KOHUEHTpa-
uii 1 mr/mn, 6e3 npoTteas.

dakTop Xa (dipma Calbiochem): nutoma aktus-
HicTb 217 MO/wmr, kiHUueBa koHueHTpauis 7 MO/mn y
KOXHIiV peakUiHi cymiLli.

Cyb6etpat S 2765 (pipma Chromogenix): kiHueBa
koHueHTpauia 0,3 mM/n (1 KM) y KOXHin peakuinHini
CyMiLLli.

PeuoBnHa, siky TeCTylOTb: KiHLEBa KOHLEeHTpauida
100, 30, 10, 3, 1, 0,3, 0,1, 0,03, 0,01, 0,003, 0,001
MKMOIb/T.

[MpoBeaeHHs ekcnepuMeHTiB

10 MKN BMXiOHOrO PO34MHY PEYOBUHU, SKY TECTY-
I0Tb, B 23,5-KpaTHin KOHLEHTpauii, BignNoBigHO poO3-
YMHHUKK (KOHTpOnb), 175 mkn Tpuc/MCA-bydey Ta 25
MK pobo4oro posudvHy daktopa Xa y KoHUeHTpauil
65,8 oa./n iHkyGytoTh npotarom 10 x8 npu 37°C. Mic-
na gogasaHHs 25 Mkn pobo4doro posyuHy cybctpaTy
S 2765 (2,82 mmonk/n) 3pasok npotsirom 600 ¢ aHa-
nigytotb npu 37°C y dotomeTpi (SpectraMax 250)
npu 405 HM.

AHania i obpobka pesynbTaTis

1. BusHavawTb MakcumanbHe
(AOTl'/xB) y 21 ekcnepyMeHTarbHilN To4L.

2. BnsHavatoTb iHribyBaHHA B % Yy MOPIBHSHHI 3
PO34YMHHUKOM, SIKMA BUKOPUCTOBYETLCS K KOHTPOJb.

3. byayoTb kpuBYy po3a-edekT (rpadik 3anexHo-
CTi iHriGyBaHHs1 y % BiA KOHLEHTpaLii peYoBUHU, Ky
TECTYIOTb).

4. BusHa4vatoTb KoHUeHTpauito ICsp Wnsaxom iHTe-
prionsuii 3Ha4yeHHs no oci X (Bignosigae KoHUeHTpauii
pPeyoBMHUN, SIKy TECTylTb) KpuBOI A03a-edeKT npu
3Ha4YeHHi No oci Y, Wo Bignosiaae iHribyBaHHIO akTUB-
HocTi cpakTopa Xa Ha 50%.

3HaueHHsa ICsp y BCiX cronyk, ki TecTyBanu B
LUbOMY Aocnifi, ckrnanu MeHLw Hixx 100 Mkmonb/n.

lMponoHoBaHi y BUHaxo4i cnonyku MaktTb B Lino-
MY rapHy nNepeHoCUMICTb.

3aBaskM cBoiM hapmakonoriYHMM BnacTMBOCTAM
NpONoOHOBaHi y BMHaxodi HOBI CMOMyKU i iX dpisionoriy-
HO cyMicHi coni npuaaTtHi Ans NpodinakTnkn Ta niky-
BaHHA TPOMOOTMYHUX 3axBOPIOBaHb BEH i apTepin,
Hanpviknag, Ans npodinakTukm Ta nikyBaHHA Tpombo-
3iB MMOOKUX BEH HWDKHIX KiHLIBOK, TpoMbodnebity,
Ansi 3anobiraHHa peokntosii cyauH nicna HaknagaHHs
aHacTomMo3y abo aHrionnacTvkm (YepesLukipHoi KaTe-
TepHoi kopoHaponnacTtuku (YLWL(K)A)), a Takox okmto-
3ii MpM 3axBoptoBaHHAX NepudepinHnx aptepin, ons
npodinakTvkn Ta nikyBaHHa embonii nereHeBoi apTe-
pii, PO3MOBCIOAKEHOIO BHYTPILUHLOCYAMHHOIO 3rop-
TaHHSA KPOBi Ta BaXKKOro cerncucy, ang 3anobiraHHa Ta
npoginakTnkn Tpomb03iB rMMOOKNX BEH Y NaUiEHTIB i3
3aroCTPEHHSIM XPOHIYHOrO OGCTPYKTMBHOIO 3aXBOPHO-
BaHHS NereHiB, AN MikyBaHHS BUPA3KOBOrO KOMITy,
Ons NpoinakTMku Ta NiKyBaHHA KOPOHapHUX TPOM-
603iB, ANs NPOMINakTUKX anonsekcu4Horo yaapy Ta
Ans 3anobiraHHa OKMHO3ii LWYHTIB.

36inbLUEeHHS
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lMponoHoBaHi y BUHaxodi Cnonyku npuaaTtHi Ta-
KOX Ons aHTUTPOMOOTWYHOI MiaTpUMytoYoi Tepanii
npy TPOoMOBONITUYHIA Tepanii, Hanpuknag, anbTenna-
3010, peTennasorn, TEeHeKTennasow, cradinokiHa3ow
abo cTpenTokiHa3ow, Ans 3anobiraHHs TpuBanoro
pecteHosy nicna YLW(K)A, ana npodinaktukn Ta niky-
BaHHSA BUNAAKIiB illeMmii B nauieHTiB 3 ycima popmamu
KOpOoHapHOi xBopobu cepus, Ans 3anobiraHHa meTac-
TadyBaHHA Ta POCTY NYXNWH i NOLUMPEHHS 3ananbHUX
npouecis, Hanpuknag, npu rnikyBaHHi MHEBMOCKNEpOo-
3y, ANs NpodinakTMkM Ta NikyBaHHA peBMaTOigHOro
apTpuTy, Ana nonepeakeHHs abo 3anobiraHHs ib-
PUH3aNEXHOro CnavkoyTBOpPEHHS i/abo yTBOpPEHHS
pybLEeBOi TKaHWHW, a TakoX ANA CTUMYNSLIi npouecis
3arO€HHS paH.

KpiMm UpOro npomnoHoBaHi y BMHaxogi CMOMnyKu
MOXHa TaKOX BUKOPUCTOBYBATWU SK aHTUKOArynsHTv
npy MNpuUroTyBaHHi, 36epiraHHi, dpakuioHyBaHHi abo
3acTOCYyBaHHi LinbHOI KpoBi abo npu iHBa3MBHUX Me-
Togax nikyBaHHA ANst 3HWXKEHHS PU3WKy TPoMOOs3iB,
Hanpuknag, Ona HaHeCeHHs y BUrMA4i NOKpUTTA Ha
npoTesn, WTYYHI KnanaHu cepus Ta kateTepu.

3aBasikvn cBOIM (hapMaKonoriYyHMM BracTUBOCTAM
NPOMOHOBaHI Y BUHaXOAi HOBi CONyKK i ix disionoriy-
HO CYMICHi coni npuaaTHi, KpiM TOro, Ans nikyBaHHS
xBopobu Anburenmepa Ta xsopobu [MapkiHcoHa. Jo-
riyHe oGrpyHTYBaHHsi LLbOMYy BUMNUBAE, Hanpuknag, 3
HacTynHUX akTiB, Aki 403BONSAITb 3p0OUTU BUCHO-
BOK MpO Te, WO iHribiTopn TpomOBiHy, BignoBigHO iHri-
6iTopu dhakTopa Xa 3aBOsikM CBOIN 34aTHOCTI NPUrHI-
yyBaTM YTBOPEHHA TPOMOGiHy, BIONOBIAHO 1Oro
aKTMBHICTb, MOXYTb SBNSATU COOOI UiHHI niKapchbki
peyoBuHW, NpuaaTtHi Ang Tepanii xBopobu Anburen-
Mepa Ta xBopobwu MNapkiHcoHa. Pe3dynbTati KniHiYHnX
Ta ekcnepuMeHTanbHUX AOChifKeHb AalTb BCi nigc-
TaBM NpUNyckath, WO HENPOTOKCUYHI MeXxaHi3mu,
Hanpwvknag, 3ananeHHs, o obyMoBrneHe akTUBALED
npoteas Kackagy 3ropTaHHA KpoBi, NpuAMaloTb
yyacTtb y 3armbeni HepoHiB BHACNiQOK TPaBMM rono-
BHOrO MO3Ky. [laHi pisHuX JocnigXeHb BKasylTb Ha
yyYacTb TpOMOiHY B HelpoaereHepaTMBHMX MpoLecax,
Hanpwvknag, BHAcMiAOK anonneKkCUYHoro yaapy, no-
BTOPHOIO HaknagaHHA aHacToMo3y abo TpaBmaTuu-
HUX YLIKOAXEHb rofloBHOrO MO3Ky. lMigBuLeHy akTuB-
HiCTb TPOMGiIHY MOXHa Oyno BMSBMTW, Hanpuknag,
HaBiTb NIiCNs 3aKiHYEHHS1 AEKiNbKOX AHIB MiCns yLIKO-
DXeHHs nepudepnyHmnx HepsiB. Kpim uboro 6yno
BCT@HOBNEHO, WO TPOMOIH BUKNNKAE peTpakLito Hen-
puTiB (aKcoHiB), a Takox nponicepadito Henpornianb-
HUX KNITUH | anonTo3 y NepBUHHUX KyNbTypax HENPO-
HiB | HerpobnacTtiB (ornsgoBy iHcopmauio auB.
Neurobiol. Aging 25(6), 2004, cc. 783-793). Kpim To-
ro, pesynbTatu pisHWX AOCNIMKeHb in Vitro Ha ronos-
HOMY MO3Ky nauieHTiB, siKi CTpaxgaktTb XBOPOOOH
Anburenmepa, cBig4aTb Npo Te, WO TpombiH Bigirpae
neBHy ponb Yy natoreHesi uiei xBopobu (Neurosci.
Lett. 146, 1992, cc. 152-154). Y HenpuTHMX BnsLikax
y FONIOBHOMY MO3KY MNauieHTiB, siKi CTpaXaalTb XBO-
poboto AnburenmMepa, BAanocst BUSBUTU HAKOMUYEH-
HSl iIMyHOpEeaKTMBHOrO TPOMOIHY. Y AOCRIMKEHHSIX in
vitro 6yno BCTaHOBMEHO, WO TPOMOGIH Bigirpae Takox
neBHY ponb Yy perynsauii Ta ctuMmynsauii NpoayKyBaHHs
6inka-nonepegHuka aminoigy (APP-6inka, Big aHrn.
"amyloid precursor protein"), a Takox y po3LwenneHHi
APP-6inka Ha cdoparmeHTu, siki MoXkHa Gyno BUSIBUTK B
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aMminoigHnx Gnswkax y roroBHOMY MO3KY MaLi€HTIB,
SKi cTpaxgaloTb XxBopoboto Anburenmepa. Kpim uboro
6yno BCTAHOBMEHO, WO iHOyKOBaHa TPOMOIHOM aKTu-
BaLUis Mikpornii in vivo Bege 0o AereHepadii Hirpanb-
HUX AonamiHepriyHnX HewnpoHis. Lli daktn gossons-
I0Tb  3pOOUTM BUCHOBOK NpO Te, WO akTusauis
Mikpornii, BUKNMKaHa eHOOreHHO(-M1) peyoBUHOO(-
Mu), Hanpwvknag, TPOMBIHOM, NpUIMaE y4acTb Y HeB-
ponaTonoriyHoMy npoueci 3armbeni gonamiHepriyHmx
HEeMpOoHiIB, WO 3YCTpiYaeTbCs B MaUieHTIB, AKi CTpax-
AaTb xBopoboto MapkiHcoHa (J. Neurosci., 23, 2003,
cc. 5877-5886).

lMponoHoBaHi y BUHaxoAi HOBi COMyKW i iX @isio-
NOriYHO CYMICHI COMi MOXHa TaKkOX BMKOPUCTOBYBaTu
AN NnpodinakTvkn Ta NiKkyBaHHS 3axBOplOBaHb apTe-
pianbHWX CyaWH y KOMBiHaUii 3 Ailo4MM pevoBUHaMu,
AKi 3HWXKYIOTb piBEHb NiNnigiB, TakMMmn SK iHriGiTopu
'MI-KoA-pegyktasn Ta BasogunaraTopu, Hacamne-
pen iHribitopn ACE, aHTaroHictv aHrioteHsuHy I,
iHriGiTOpU peHiHy, aHTaroHicT1 B-peuenTopis, aHTaro-
HicTM a-peuenTopis, AiypeTukn, 6Gnokatopn Ca-
KaHaniB abo CTMMYNATOPWU PO3YMHHOI ryaHinaTumkna-
3u.

3aBOsikv MigBULLIEHI aHTUTPOMOOTUYHIN aii npo-
MOHOBaHi y BMHaxop4i HOBi CMONyKM i ix cpisionoriyHo
CYMICHi coni npuaaTHi TakoX AONA 3acTOCyBaHHA B
Tepanii B kOMOiHaLii 3 iHWWMKW aHTMKoarynaHTamu,
TakMMu, Hanpuknag, sk HedpakLuioHOBaHMI renapuH,
HW3bKOMONEKYNAPHUIA  renapuHy,  doHZanapuHyKc
abo npsaMmi iHridiTopyn TpombiHy, 30Kpema pekombiHaH-
THWIA ripyauH abo iHribitopn TpombGiHy, ki 6NoKyTb
MNOro akTUBHUIN LEHTP.

[MponoHoBaHi y BUHaxoAi HOBi Clonyku i ix gisio-
TNOFYHO CYMICHI COMi MOXYTb BUKOPWUCTOBYBATUCH B
TepaneBTUYHUX LiNaX y CMOMyYeHHi 3 aueTtuncanium-
NOBOIO KMCMOTOM, 3 iHribiTopamu arperauii Tpombo-
uUTIB, TaKMMU SIK a@aHTaroHicTn pibpuMHoreHoBOro pe-
uenTopa (Hanpuknag, abumkcumab, enTudgibaTva,
TupogibaH, pokcudibaH), 3 gisionoriyHMMmM akTuBa-
Topamu Ta iHribiTopaMm cucTeMM 3ropTaHHs KPOBI i ix
pekoMOiHaHTHUMK aHanoramu (Hanpuvknag, npoTei-
Hom C, TFPI, aHTuTpomGiHOM), 3 iHribiTopammn AOP-
iHOykOBaHoOI arperadii (Hanpuknag, Kronigorpenem,
npacyrpenemM, TiKNoniaMHOM), 3 aHTaroHictamu P,T-
peuenTopa (Hanpuknag, KaHrpenopom) abo 3 koMbi-
HOBaHUMW aroHicTamy TPOMOOKCaAHOBOro peLenTo-
paliHribiTopamn cuHTeTasn (Hanpuknag, Tepborpe-
nem).

[na pocsarHeHHst BianoBigHOI Ail NPONOHOBaHi Y
BMHAxXoAi CMOMyKU OOUiNbHO 3acTocoByBaTh Big 1 40
4 pasiB Ha feHb Yy A03i, ika NPy BHYTPILULHLOBEHHOMY
BBeOEeHHi ctaHoBuTb Big 0,01 o 3 mr/kr, Kpawle Big
0,03 po 1,0 mr/kr, a NMpy nepopanbHOMY BBEAEHHI
ctaHoBuTb Big 0,03 go 30 mr/kr, kpawe Big 0,1 go 10
MI/KT.

I3 Uieto MeTo NPOMOHOBaHI Y BUHAxXOAi Cromyku
dopmynu (1), HeO6OB'A3KOBO B CMOMYYEHHI 3 AiloYMU
peyoBMHaAMM HWKNX TuNiB, nepepobnsaiTbs pa3oMm 3
ofgHMM abo AekinbkoMa 3BUYaNHUMK IHEPTHUMMW HOCI-
AamMu i/abo pospigKyBadamu, Hanpvknag, 3 KyKypyass-
HAM KpOXMarnem, IaKTo30H, TPOCTMHHMM LyKpPOM,
MIKpPOKpUCTani4yHO LIeNioNnos0, cTteapaToM MarHito,
nonigiHiNNiponigoHOM, IMMOHHOIO KMCIOTOK, BUHHOIO
KMCNOTOH, BOAOH0, BOAOO/eTaHOMOM, BO-
Joto/rniuepuHom, BOA0t0/COpBITOM, BO-
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Joto/nonieTuneHrnikoneM, nponinexHrnikonem, LeTun-
CTeapuIioBUM CMMpPTOM, KapbOKCUMEeTWUMLENono3or
ab0 XMPOBMICHMMM PEYOBUHAMU, TAKUMW SK OTBEpPAi-
nni xup, abo iX NPUAHATHUMK CyMiLLamMK, Y 3BUYalHI
raneHoBi npenapaTtu, Taki Sk TabneTku, Apaxe, Kan-
Cynu, NOpPOLLKKM, cycneHsii abo cynoauTopii.

EkcnepumeHTanbHa yacTuHa

Hwxye BMHaxia Ginbly AOKNAQHO PO3rMsAHYTUMA Ha
npuknagax, aki, ogHak, He 0bMexyoTb oro obcsr.

[nsi ogepaHnx y PpO3rNsSHYTUX HWKYe Npurkna-
Aax Cnonyk 3BUYanHO € AaHi npo iX TemnepaTypy
nnaeneHHs i/abo [Y-cnektp, YP-cnektp, H-amp-
cnekTp i/fabo mac-cnekTp. AKLWO He 3a3HayeHo iHLe,
TO OnA BM3HAYeHHs 3HaveHb Ry BMKopucTOBYBanu
roToBi NNacTUHW ONs TOHKOLLIAPOBOiI XpomaTtorpadii
(TWX) Tvny "Cunikarens 60 F254" (cbipma E. Merck,
Hapmwraar, aptukyn Ne 1.05714) 6e3 HacuyeHHs B
kamepi. 3HayeHHs Ry, siki BU3Ha4anu 3 BUKOPUCTaH-
HAM MaTepiany, no3HayeHoro sk "anokc", ogepxysa-
NN i3 3acToCyBaHHAM roToBux nnactuH gns TWX Ttn-
ny "Okcug antominito 60 Fass" (cpipma E. Merck,
Oapmwraar, aptukyn Ne 1.05713) 6e3 HacuyeHHs B
Kamepi. 3HayeHHs Ry, AKi BU3Hayanu 3 BUKOPWUCTaH-
HAM martepiany, nosHadeHoro sk "RP-8" (o6epHeHa
¢asa), ogepKyBanu i3 3aCToCyBaHHAM roToBUX Nrac-
TvH anga TWX tuny "RP-8 Fasss" (hipma E. Merck,
Oapmwraar, aptukyn Ne 1.15684) 6e3 HacuyeHHs B
Kamepi. 3asHayeHi B Npuknagax Ans CUCTEM PO3YUH-
HWKIB (ENIOEHTIB) CNIBBIAHOLIEHHS] MiX X KOMMOHEH-
Tamu BIiGHOCATLCA A0 OAMHULBL O0'eMy BigMnoBigHOrO
pO34MHHMKA. AK cunikarenb Ans xpomartorpadivyHoro
OYULLEHHSI BUKOPUCTOBYBANWU curikarenb, SKAN BUMY-
ckaeTbes dipmoto Millipore (MATREX™, 35-70 MKm).
Mpw BigcyTHOCTI Binblu AOKNaAHUX AaHUX NPO KOHI-
rypauii Tiei abo iHLWOi Cnonykn 3anviiaeTbCs BiOKpPU-
TUM NUTAHHSA NPO Te, YN Nae MOBa MPO YUCTI EHaHTI-
omepu abo cymili eHaHTioMepiB/aiacTepeomMepiB.

Oani BEPX-MC opepxyBanu 3 BMKOPUCTaHHSIM
HaCTYMHMX YMOB Ta yCTaTKyBaHHSI.

MeTon A

Waters Alliance 2690, mac-cnektpomeTp Waters
ZQ2000 3 geTekTopoM Ha fiogHin maTtpuui 996.

Ak pyxomy casa BUKOPUCTOBYBANN HACTYMHY:

A: Boga 3 0,10% TpMdTOPOLTOBOI KUCIOTU
(TOOK)

b: aueToHiTpun 3 0,8% TPOK

Yacy xB | %A | %b [ LBnakictb NoToKy B MN/XB
0,00 95 5 1,00
0,10 95 5 1,00
3,10 2 98 1,00

Ak Hepyxoma dhasa BUKOPUCTOBYBANN KONTOHKY X-
Terra MS C18, 2,5 Mkm, 4,6x30 MM.

BuaBneHHa pQeTekTopoM Ha AiogHIM  maTpuui
nNpoBOAUNN B AianasoHi JoBXMH xBunb Big 210 go
500 HMm.

MeTton B

CnektpomeTp Waters Alliance 2695, petektop
PDA 2996.

Ak pyxomy ¢hasa BUKOPUCTOBYBAmNM HACTYMHY:

A: Boga 3 0,13% TOOK

b: aueToHiTpUN
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Yacy xB | %A | %b [ LUBnakictb noToky B MNn/x8
0,00 95 5 3,50
0,18 95 5 3,50
2,00 2 98 3,50
2,20 2 98 3,50

BusBneHHs [eTekTopoM Ha [AiodHin  maTpuui
npoBoavnu B Aiana3oHi OOBXWH xBunb Big 210 go
380 HM.

MeTog B

Cnektpometp Waters Alliance 2695, petektop
PDA 2996.

Ak pyxomy chasa BUKOPUCTOBYBANN HACTYMHY:

A:Boga 3 0,1% HCOOH

b: auetoHiTpnn 3 0,1% HCOOH

Yacyxs | %A | %b [ LWBnakicte noToky B MNn/x8
0,00 95 5 1,60
4,50 10 90 1,60

Ak Hepyxoma (hasa BMKOPUCTOBYBANN KONOHKY
YMC-Pack ODS-AQ, 3 Mkm, 4,6x75 mm.

MeTtog I

CnektpomeTp Waters Alliance 2695, petektop
PDA 2996.

Ak pyxomy dasa BUKOPUCTOBYBaNM HacTymMHYy:

A: Boaa 3 0,1% HCOOH

b: aueToHiTpnn 3 0,1% HCOOH

Yacyxs | %A | %b [ WBnakictb noToky B MNn/xB
0,00 95 5 1,60
4,50 10 90 1,60

Ak Hepyxoma (hasa BMKOPUCTOBYBANN KOMOHKY
Zorbax StableBond C18, 3 Mkm, 4,6x75 mMm.

Y HacTynHi ekcnepuMeHTarnbHi YacTuHi onucy
BMKOPUCTOBYIOTBCS HACTYMHi CKOPOYEHHS:

OXM anxnopmeTtaH

OINEA N-eTungiizonponinamiy
oMo N,N-gumeTundgopmamig
EtOH eTaHon

Hacuy. Hacu4eHunn

rog roanHa(-un)

rekcagpTopdocdar O-(7-
FATY asabeHsoTtpmason-1-in)-N,N,N',N'-tetpa-
METUNYPOHIto

KOHL. KOHLIEHTpOBaHWM

XB XBUnNuHa(-u)

N-MM N-meTunmopdoniH

Rt KoeqiLieHT yTpUMaHHs
Rt yac yTpumaHHs

KT KiMHaTHa TemnepaTypa

TeTpadTopbopaT O-(6eH3oTpmason-1-in)-
TBTY " .
N,N,N',N'-TeTpa-meTunypoHito

TEA TpueTunamiH

TOOK TpudTOpOLTOBA KACNOTA

TTo TeTparigpodypaH
Mpuknag 1

1-[(4-xnopdpeHin)amia]-2-(2-meTnn-1,2,3,4-
TeTpariapoi3oxiHOMiH-7-in)amig (2R,4R)-4-
MeTOKCMNiponianH-1,2-ankapboHOBOI KUCTTOTH
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(a) (2R,4R)-4-meToKCHniponiamH-2-kapboHosa
kucnoTa (y Burnagi rigpoxnopuay)

10,3 r (48,9 wmmonb) 1-TpeT-6yTOKCiedipy
(2R,4R)-4-meTokcuniponignH-1,2-ankapboHoBOI  K1C-
notn po3umHsTe B 50 mn TIP, amiwyoTe i3 50 mn
6H. consHoi kucnotn (300 MMonb) i nepemilyoTb
NpoTAroM TpbOX roauH. PeakuiiHy cymilw pocyxa
KOHLIEHTPYIOTb Y BaKyyMi.

Buxig: 7,89 r (kinbkicHuiA).

CesH11NO3 (145,16)-HCI.

Mac-cnekTp: (M+H)'=146.

(6) (2R,4R)-1-(4-xnopdeHinkapbamoin)-4-
MeTOoKCUMiponianH-2-kapboHoBa kucrnoTta

Ho cymiwi 3 7,89 r (43,9 mmonb) rigpoxnopuay
(2R,4R)-4-meTOKCUNIpONIAMH-2-KapOOHOBOT  KUCINOTU
B 288 mMn 5%-BOro BOAHOro po3yunHy rigpokapboHaTy
HaTpito pgomawte 13,5 r (87,8 wmmomb) 4-
xropdeHinisouiaHaty ¥ nepemiwyoTb npotarom 3
rog npu 80°C. MoTim gogatoTe we 0,6 r isouiaHaty 1
nepeMilyoTb NPOTArOM HacTynHol roguHu. [licnsa
LbOro peakuifiHy CyMill OXONnomXyloTb i BigdinbTpo-
BYIOTb TBEpAY peyoBuHy. Lito TBepay peyoBuHY npo-
MUBaKTb BoAow. BogHi dasu noegHyoTh i nigkuens-
l0Tb 6H. BOOHOW CONsAHOW KucrnoTtor. [licns uboro
Tpudi ekcTparytioTb gmxnopmertaHom. O6'egHaHi opra-
HiYHI hasu cywaTb Hag cynbdaToM HaTpito, dinbT-
PYIOTb | AOCYXa KOHLEHTPYIOTb Y BaKyyMi.

Buxig: 10,0 r (76%).

3HaveHHs Ry 0,47 (RP-8, metaHon/5%-Buin pos-
YMH XJopuAay HaTpito B CNiBBIAHOLLEHHI 6:4).

Ci13H15CIN204 (298,72).

Mac-cnektp: (M+H)"=299/301 (isoTonu xnopy).

(B) 1-[(4-xnopdenin)amianl-2-(2-metun-1,2,3,4-
TeTparigpoi3oxiHoniH-7-in)amig (2R,4R)-4-
MeToKcuniponianH-1,2-aukapboHOBOT KUCOTU

Oo posunHy 299 wmr (1 mmonb) (2R,4R)-1-(4-
xnopdeHrinkapbamoin)-4-meTokcuniponianH-2-
kapboHoBoi kucrnotn B 2 mn TId gopatote 248 wmr
(0,266 MMOJb) 2-eToKci-1-eTokcmkapboHin-1,2-
AVrigpoxiHoniHy M nepemiwytoTb npotarom 30 Xxs.
Motim pgopgatote 162 mr (1 mmonb) 2-metun-1,2,3,4-
TeTparigpoi3oxiHoNiH-7-inamMiHy 1 nepemilyoTs nNpo-
Tarom 18 rog Mpu HarpiBaHHi 3i 3BOPOTHMM XOMOAM-
NbHUKOM. [licns ubOro peakuinHy CyMill KOHLEeHTPY-
I0Tb Yy BakyyMi 1 ouuwialoTb Xxpomatorpadieto Ha
cunikareni (entoeHT: OXM/(eTaHon/amiak y cniBBia-
HoweHHi 95:5) y cniBBigHOLWEHHi 96:4—94:6).

Buxig: 15 mr (3%).

3HaueHHs Ry 0,41 (cunikarenb, Auxrnopme-
TaH/eTaHon/amiak y cniseigHoweHHi 90:10:1).

C23H27CIN4O3 (442,94).

Mac-cnektp: (M+H)"=443/445 (izoTonu xnopy).

AHarnoriyHMM LLNAXOM MOXHA OfepXaTu HaCTYMHi
CMONyKM:
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[puxnan. |CtpykrypHa dopmyna  |Buxin ITix(-u) mac- TIIX/BEPX
CIIeKTpY
2 o 25% (M-H) = 441/443 |3nayenns R 0,37
Cl
e ,©/ (izoTonu xnopy) |(cunikarens,
i
O@r °° JIXM/EtOH/NH; y
CITiBBiJIHOILEHH]
90:10:1)

1-[(4-xnopdenin)amin]-2-(2-metun-1,2,3,4-TeTparipoizoxinoniH-6-i1)amia

(2R.,4R)-4-meTokcuniponiui-1,2-1uKapboHOBOI KHCIOTH

3 7 |5T%
ses b
N o o
HC”

CH,

(M+H)" = R, = 2,80 x»
457/459 (izotonu |(Metox A)
XJ10py)

1-[(4-xnopdenin)amin]-2-(1,2-qumernn-1,2,3,4-TeTpariapoisoxiHonin-6-

imamin (2R,4R)-4-merokcunipomniaun-1,2-1ukapboHOBOT KHUCIOTH

8 o ﬁ /@’C' 41% (M+H)" = R;=1,18 x8
“LJ‘:@’N & 413/415 (izoronu |(meroxn B)

Xnopy)
1-[(4-xnopdenin)aminl-2-(1-okco-1,2,3,4-TeTparizpoizoxiHonin-7-im)amin
(R)-mipomigun-1,2-mxapOoHOBOT KHCIOTH

Mpuknag 4 ekcTparyloTb etunauetatom. O6'egHaHi  opraHivHi

1-[(4-xnopdpeHin)amig]-2-[(2-meTun-1,2,3,4-
TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-meTokcu-2-
meTunniponiamH-1,2-gukapboHoBoi  knucnotn (y BuU-
rnagi TpudTopaueTary)

o-CHs

Oy
H,C
H N ,©/
O(j'““\\ N
N 0o O
H.C~

3

(@) 1-tpet-6yTun-2-metun-(2S/R,4R)-4-meTOKCU-
2-meTunniponianH-1,2-ankapbokcunat

o po3suunHy 4,8 mn (34,2 mmonb) giisonponinami-
Hy B 200 mn TT'® npu ~5°C no kpannax gogatotb 21,4
mn (34,2 wMmomnb) po3uMHy  H-OyTunniTito  (1,6-
MONSPHOro B H-TrekcaHi) i nepemiwwytote npotarom 10
xB. MNoTiM cymiw oxonoaxyTe Ao -35°C i amiwyoTb
i3 posumHom 5,8 r (22,4 mmonb) 1- TpeT-6yTnn-2-
meTun-(2S,4R)-4-meTokeu-2-meTunniponignH-1,2-
Avkapbokcunaty B 200 mn TI®. Micns yboro cymiw
NPOTArom rognHu HarpisatoTtb go 0°C, a notim oxono-
DxytoTb oo -78°C. dani no kpannsx gogawTtb 2,1 mn
(33,7 mmornb) meTunnoamay n nepemiwyoTb NpoTs-
rom 4 rog npu -78°C. lNoTim no kpannsax gogawTb 3
MJ1 HACUYEHOro PO3YMHY XIOpPUAY aMOHil0 M HarpiBa-
toTb Ao KT. Micnga yboro 3miwyloTb i3 BOAOK W TPUYi

dasu cywatb Hag cynbdaToM HaTpito, PINbTPYIOTh i
KOHLEHTPYIOTb Y BakyyMmi. 3anuLloK OYnLLaloTb KOMo-
YHO xpomartorpadieto Ha cunikareni (OQXM/MeOH y
cniBBigHOLWEHHI 4:1).

Buxia: 4,2 1 (69%).

3HaveHHa Ry 0,38 (cunikarenb, Juxnopwme-
TaH/MeTaHon y cniBgigHoLeHHi 80:20).

Ci13H23NOs (273,33).

Mac-cnektp: (M+H)'=274.

(6) Metunosun edip (2S/R,4R)-4-meTokcn-2-
MeTuUnniponiauH-2-kapboHoBoi  kncnotn (TpudTopa-
ueraTun)

800 wmr (293 mkmonb) 1-TpeT-6yTun-2-meTun-
(2S/R,4R)-4-meTOKCU-2-MeTUANIpONignH-1,2-
AvkapbokcunaTty po3uunHsaTb B 2,5 mn OXM, 3miwy-
10Tk i3 2,5 mn TOOK i nepemiwytoTe npotsarom 16 rog
npu KT. MoTim peakuinHy cymiwl gocyxa KOHUEHTpY-
10Tb Y BaKyyMi.

Buxia: KinbKicHWNA.

3HaveHHs Ri: 0,42 xB (meTop b).

CgH15sNO3 (173,21).

Mac-cnektp: (M+H)'=174.

() 1-6eH3un-2-metun-(2S,4R)-4-meTokcn-2-
MeTunniponianH-1,2-aukapbokeunat

419 wmr (146 MKMmOmMb) MeTWUroBOro edipy
(2S/R,4R)-4-MeTOKCU-2-MEeTUNNIPONiANH-

2-kapboHOBOI kmncnotu (y Burnsai Tpudptopaue-
TaTiB) po3unHATb B 4,5 mn XM, npu 0°C 3miwyoTb
i3 0,5 mn (292 mkmone) OIMNEA, a noTiM 3MilyoTh i3
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0,3 mn (175 mMkmonb) 6eH3annoBoro edipy Xnopmy-
pawwuHoi kucnoTu. licnsa uboro cymill nepemiwyroTb
npotarom 10 xB8 npu 0°C, a notim we npotarom 16
rog npu KT. Jani peakuifiHy CyMill KOHUEHTPYIOTb Y
BaKyyMmi 1 ounwiatoTb 3a gornomorow OP-BEPX.

Buxig: 114mr(50%).

3HaveHHs Ri: 1,37 xB (meTog b).

C16H21NOs (307,34).

Mac-cnekTp: (M+H)"=308.

[lonatkoBO OAEPXKYHThb TaKOX HACTYMHY CMOMYKY:

1-6eH3nn-2-metun-(2R,4R)-4-meToKCcH-2-
mMeTunniponignH-1,2-gukapbokcunar:

Buxig: 114 mr (50%),

3Ha4yeHHs1 Ri: 1,41 x8 (meToa B),

Ci16H21NOs (307,34),

Mac-cnekTp: (M+H)'=308.

(r) 1-6ensunosun edip (2S,4R)-4-meToKCH-2-
mMeTunniponignH-1,2-amkapboHoBOT KNCNOTH

114 wmr (370 mkmonb) 1-6eH3nn-2-metun-(2S,4R)-
4-meToKCcK-2-MeTUnniponiguH-1,2-amkapbokcunary
PO34nHAIOTE B 1 M MeTaHony i 3MilyoTb i3 2,4 Mn
(605 mMkmonb) 8%-BOro BOAHOrO PO34YMHY FigpoKcuay
niTito. lMicnga uporo peakuinHy CyMill NPOTArOM TPbOX
AHiB nepemiwytoTb npu KT i NOTIM KOHLEHTPYOTL Y
Bakyymi. 3anuwok nigkmcnsatote 1H. HCI i Tpuyi ekcT-
paryioTb eTunauetaToM  LASAXOM  CTPyLUyBaHHS.
O6'egHaHi opraHiyHi asu cywartb Hag cynbdaTtom
HaTPio, PINbTPYIOTb | KOHLUEHTPYIOTb Y BaKyyMi.

Buxig: 100 mr (92%).

3HaveHHs Ri: 1,25 xB (meTog bB).

C15H19NOs (437,54).

Mac-cnekTp: (M+H)"'=294.

(8) Bensunosun edip (2S,4R)-4-meToKCH-2-
meTun-2-(2-metun-1,2,3,4-teTparigpoi3oxiHosiH-6-
inkap6amoin)niponiguH-1-kapboHoBoi  kucnotn  (y
BUNSAI TpudTopaueTary)

56 w™r (345 wmkmonb) 1-6eH3unoBoro edipy
(2S,4R)-4-meTOKCK-2-MeTUNNIpPonianH-1,2-
AnkapOOHOBOI KMcnoTn po3unHsaoTs B 0,5 mn M i
3miwytoTb i3 134 Mr (352 mkmonb) FATY Ta 3 160 mkn
N-MM. Oani cymiw nepemiwwyioTs npotdarom 15 x8 npu
KT i notim 3miwytoTte i3 100 mr (341 mkmonb) 2-
meTun-1,2,3,4-TeTparigpoisoxiHoniH-6-inamiHy. [licns
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LbOro peakuiiHy CyMmill nepeMillyloTb MNpOTSArom
Tpbox roguH npu KT i notim nigkucnsitotb TOOK.
MpoaykT BMAINATS i3 Uiei cymiwi 3a gonomoroto OP-
BEPX.

Buxia: 104 mr (54%).

3HayeHHs R 1,16 xB (meToq bB).

C25H31N304 (437,54)CF3C02H

Mac-cnekTp: (M+H)'=438.

(e) (2-metun-1,2,3,4-TeTparigpoi3oxiHoniH-6-
in)amig (2S,4R)-4-meTOoKCK-2-MeTUNNIpONiaNH-2-
kapboHOBOI kMCnoTu (y BUrnaai Tpudptopauerary)

104 wmr (345 wmkmonb) 6eHsunoBoro edipy
(2S,4R)-4-meTOKCU-2-MeTUN-2-(2-MeTuN-1,2,3,4-
TeTparigpoi3oxiHoniH-6-inkap6amoin)niponignH-1-
kapboHoBOi kucnotu (y BurmsAgi TpudTopaueTary)
PO34MHATL Y cymiwi 3 6 mn TFP i 6 mn meTaHony,
a3miwytoTh i3 30 Mr nanagito Ha Byrinni (10%-Boro) i
npoTsarom 2,5 roa rigpytoTe nNpu TUCKY BoaHw 3 6ap.
Micna uporo cymiw MINbTPYOTb | KOHUEHTPYIOTh Yy
BaKyyMi.

Buxig: 75 mr (96%).

3HaueHHs R 0,32 xB (meTop b).

C17H25N30; (303,41)-CF3COH.

Mac-cnektp: (M+H)'=304.

()  1-[(4-xnopdeHin)amigl-2-[(2-meTunn-1,2,3,4-
TeTparigpoi3oxiHonin-6-in)amig (2S,4R)-4-meTokcun-2-
MeTunniponianH-1,2-aukapboHoBoi  kucnotn (y Bu-
rnsai TpudTopaueTary)

75 wmr (180 wmkmonb)  (2-metun-1,2,3,4-
TeTparigpoi3oxiHonin-6-in)amigy  (2S,4R)-4-meTokcu-
2-meTnnniponianH-2-kapboHOBOI kMCnoTu (y BUrMAdi
TpudbTopaueTaty) posumHsaTs B 1,5 mn MO i 3mi-
WwytoThb i3 122 mkn (796 mkmone) N-MM. lMicna uboro
popatotb 30 mr (195 mkmonb) 4-xropdeHinisouiaHaTty
1N nepeMilyoTb NPOTAromM Tpbox AHiB npu KT. MNoTiM
cymiw nigkmcnsoTe TOOK. MNMpoaykT BUAINATS i3 uiel
cymiwi 3a gonomoroto O®-BEPX.

Buxia: 62 mr (60%).

3HaveHHsA Re: 1,17 xB (meTopg b).

C24H29CIN4O3 (456,98)-CF3COH.

Mac-cnekTp: (M+H)"=457/459 (isotonu xnopy).

AHanNOriYHMM LWINAXOM MOXHa ofepXaTu HacTyn-
HY CMOyKy:

IMpuknan | CtpykrypHa dopmyna Buxin |Ilik(-u) mac-cnextpy |THIX/BEPX
5 % T 114% |(M+H) =457/459 |R,=1,15xs

H,C. S O’I " B
n{u)’u < (i3oTomH XJ0pY) (meron b)

1-[(4-xnopdenin)amin]-2-[(2-metnn-1,2,3,4-reTpariapoizoxinonin-6-ia)amin

(2R.4R)-4-meToKCH-2-MeTHIITIpolIi ke~ 1,2- IMKapOOHOBOT KHCIOTH (Y BUIIIsAL

TpUudTOpaLeTaTy)

Mpwuknag 6

1-[(5-xnopnipnanH-2-in)amial-2-(2-metun-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amig (2R,4R)-4-
mMeTokcuniponianH-1,2-amkapboHoBoi kucnotn (y Bu-
rnagi TpudTopaueTary)

R

H3C



55 96757 56

(a) beHannoBui edip (2R,4R)-4-meTokcu-2-(2-
meTun-1,2,3,4-TeTparigpoi3oxiHoniH-6-
inkap6amoin)niponignH-1-kapboHoBOI
BUNSAI TpudTopaueTary)

100 wmr (616 wmkmonb)  2-meTtun-1,2,3,4-
TeTparigpoi3oxiHoMiH-6-inamiHy po3unHaTb B 1,5 Mn
OXM i npn KT 3miwytotb i3 0,61 mn (1,22 mmonb)
PO34YMHY TPUMETUNAMIOMIHIIO (2-MONSPHOro B TOMyoO-
ni) i nepemiwyoTe npotarom 15 xB. Lo peakuinHy
cymiw gopatoTte Ao 180 mr (614 mkmonb) 1-6eH3unn-2-
meTun-(2R,4R)-4-meTokcuniponignH-1,2-
Avkapbokcunaty n notim npomwusatotb 0,5 mn OXM.
[ani peakuiviHy Cymill nepemillytoTb NPOTAroM TPbOX
roanH npu KT i noTiM 3nvnBatoTb B 2H. PO34MH 10KOrO
HaTpy. BogHy casy Tpudi ekctparyloTb eTunauerta-
Tom. O6'egHaHi opraHiyHi asm cywartb Hag cynbda-
TOM HaTpilo, INbTPYIOTb i AOCyXa KOHUEHTPYTb Y
BaKyymi. 3anuwok ouymwaTe 3a gonomorow O®-
BEPX.

Buxig: 169 mr (51%).

3HaveHHs Ri: 1,05 xB (meTog bB).

C24H29N304 (423,52)-CF3CO2H.

Mac-cnekTp: (M+H)'=424.

(6) (2-metun-i,2,3,4-teTparigpoisoxiHoniH-6-
in)amia  (2R,4R)-4-meTokcuniponignH-2-kap6oHoBOI
KucnoTu (y Burnsagi Tpudptopauerary)

168 wmr (313 wmkmonb) 6eH3unoBoro edipy
(2R,4R)-4-meToKCK-2-(2-MeTUN-1,2,3,4-
TeTparigpoizoxiHoniH-6-inkap6amoin)niponiguH-1-
KkapboHoBOI kucnotn (y Burmagi TpudpTopaueTary)
rigpytoTb aHanoriyHo npuknagy 4e.

kucrotm  (y

Buxia: 120 mr (95%).

3HaveHHs Ri: 0,31 xB (meTop bB).

C16H23N302 (289,38)-CF3CO2H.

Mac-cnekTp: (M+H)'=290.

(B) 1-[(5-xnopnipuanH-2-in)amigl-2-(2-meTun-
1,2,3,4-TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
MeToKkecuniponianH-1,2-ankapboHoBoi kKMcnotn (y Bu-
rmnsagi TpudpTopavueTaty)

[o posumHy 100 mr (778 mkmonb) 2-amMiHO-5-
xnopnipyamHy B 2 mn XM i 70 mkn (867 MKmoOnb)
nipnavHy popjatotb 170 wmr (843 wmkmonb)  4-
HITPOPEeHINoBoro edipy XnopMypaluvHOI KUCHOTK W
nepemiwyoTb npotaroMm 3,5 rog. [ani peakuinHy cy-
Mill KOHLEHTPYIOTb AO0CyXa W y BUrMsAAi CUporo npo-
OyKTY gogarTb Ao po3dmHy 120 mr (297 mkmonsb) (2-
meTun-1,2,3,4-TeTparigpois3oxiHoniH-6-in)amigy
(2R,4R)-4-meTOKCMNIPONIANH-2-KapOOHOBOT  KUCNOTK
(y Burnaai TpudtopaueTtarty) i 125 mkn (900 mkmonb)
TEA B 2,5 mn AM®. lMicna upboro peakuiiHy cymill
nepeMilwyoTb NpoTAroM Tpbox AHIB npu KT i noTim
3MiLYOTh i3 HACMYEHUM PO34YMHOM rigpokapboHaTy
HaTpito. BogHy chasdy Tpudi ekcTparyioTb eTunaueTa-
Tom. OB'egHaHi opraHivHi asm cywaTtb Hag cynbda-
TOM HaTpito, iNbTPyOTb i AOCyXa KOHUEHTPYTb Y
Bakyymi. 3anuwok ouuwarTe 3a pgonomoroto Od-
BEPX.

Buxia: 54 mr (32%).

3HaueHHs Ri: 0,94 xB (meTop, b).

C22H26CIN5O3 (443,94)-CF3CO2H.

Mac-cnekTp: (M+H)"=444/446 (i3oTonu xnopy).

AHanNOriYHMM LINAXOM MOXHa OAepXaTu HacTymMHi
CMOonyKu:

IMpuxnan | CTpykTypHa dopmyna Buxin

ITik(-n) mac-cnextpy | THIX/BEPX

9 o 35%
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(M+H)" = 458/460

(i3oromu xnopy)

3uauenud R;: 1,04 xs

(meton b)

1-[(5-xnopripuann-2-inyaminl-2-(2-metun-1,2,3,4-rerparinpoizoxinonin-6-

im)amizg (2R,4R)-4-meToKkcuipoliAMH-2-MeTHII-1,2- THKapOOHOBOT KHCIIOTH

10 ~° 15%
“ﬁ HQ U
HyC

(M+H)" = 428/430

(izoTomu xnopy)

3nauenns R 0,98 xs

(meron b)

1-[(5-xnopmipuaun-2-in)amin]-2-(2-mertui-1,2,3,4-rerparijpoizoxinonin-6-

im)amiz (2R)-niponigun-1,2-1ukapboHOBOT KMCIOTH

Mpuknag 11

1-[(4-6pomdpeHin)amianl-2-[((2,3-anmeTnn-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amia (2R,4R)-4-
MeTokcuniponianH-1,2-aukapboHoBoT KMcnotu (cymiw
JiactepeomepiB)

(a) (3-meTtun-1,2,3,4-TeTparigpoi3oxiHoniH-6-
in)amig ouToBOI KMCNOTU

Cywmiw i3 2,2 mn (31 mmonb) giokconany, 1,2 r
(9,6 mmonb) rigpoxnopugy ninepuaunyy, 1,78 r (7,8
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mmone) [3-(2-amiHonponin)derinlamigy ouTOBOI KuC-
notn ta 5 mkn koHu. HCI HarpiBatoTe go 90°C 3 Bu-
TPUMKOK NpW Ui TemnepaTypi npoTtarom 7,5 rog.
Micna oxonomXeHHs 3MillylOTh i3 BOOOK 1 eTunaue-
TatoM, BoaHy dady nignyrosytoTb 2H. NaOH i Tpwuui
eKkcTparyloTb eTunauetaToM. [licnsa CyLwiHHA opraHiy-
HUX a3 Hag NaxSO4 CyMmill KOHLEHTPYIOTb i ovumLla-
I0Tb  KONOHKOBOK  xpomarorpadieto  (cunikarens,
CHCI,/(EtOH/NH4OH y cnisBigHowweHHi 95:5) y cnie-
BigHOWeEHHI 110:0—>4:1).

3HaveHHa Rq 0,15 (cunikarenb, Auxnopme-
TaH/eTaHon/NH4OH y cniesigHoweHHi 80:20:2).

C12H16N20 (204,27).

Mac-cnekTp: (M+H)"'=205.

(6) dopwmiat (2,3-gumeTun-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amigy oLTOBOI KMCNOTU

0,71 r (3,5 mMmonb)  (3-meTtun-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amigy ouTOBOi KMCNOTU B
2,0 Mn MypalMHOi KUCMOTU NPV nepemilyBaHHi 1
npy KiMHaTHIn TemnepaTtypi 3miwytoTb i3 0,31 mn
37%-B0Oro posyvHy opmaniHy y Bogi 1 nepeMiyoTb
npotsirom 4,5 rog npu 70°C. Oani peakuiliHy cymiw
KOHLIEHTPYIOTb, 6araTopa3oBo 3MilLYHOTh i3 €TaHOIOM
i 3HOBY KOHLIEHTPYIOTb.

3HaveHHa Rq 0,23 (cunikarenb, Auxmnopme-
TaH/eTaHon/NH4OH y cniesigHoweHHi 80:20:2).

C12H16N20-CH0; (264,32).

Mac-cnekTp: (M+H)"'=219.

(8) Aurigpoxnopua 6-amiHo-2,3-gumeTtun-1,2,3,4-
TeTparigpoi3oxiHOMiHy

O6uaBa YnCTUX CTEepeoi3oMepU MOXHA odepXka-
™M awnanoriyHo npuknagy 11. Ong usoro (3-metumn-
1,2,3,4-TeTparigpoi3oxiHoniH-6-in)amig ouTOBOI  KUC-
NIOTU NpenapaTUBHOK KOJSTOHKOBOK Xpomartorpaduieto
Ha XxipanbHi HepyxoMmin asi po3ginatoTb Ha eHaHTI-
omMmepwm (pignMHHa xpomartorpadisi 3 entooBaHHAM Haa-
KpUTMYHO pignHoto: konoHka DAICEL-ADH, 250x20
MM, LWIBMAKICTb NOTOKY 70 Mn/XB, €NtOeHT: HaaKpUTu-
yHu COz/meTaHon+0,2% AvMeTunamiHy B CniBBia-
HoweHHi 87:13, eHaHTiomep 1: 3HayeHHs R=5,8 xs,
eHaHTiomep 2: 3HayeHHs R=6,7 xB) i noTim iHaMBIOY-
anbHi eHaHTiOMepu NepeTBOPIOTL Ha 3a3HaudeHi B
3arosfioBKy Crosfyku BigNOBIQHO OO OMMCaHOI B MPUK-
nagi 11 nocnigoBHOCTI peakLin.

[Liactepeomep 1:

3HayveHHs Ry 0,39 (RP-8, metaHon/5%-suin pos-
yuH NaCl y cnisBigHOLWeHHI 6:4),

Co4H29BrN4O3 (501,42),

mac-cnektp: (M+H)"=501/503 (i3oTonu 6pomy).

Hiactepeomep 2:

3HayeHHs Ry 0,39 (RP-8, metaHon/5%-uii pos-
ynH NaCl y cniBBigHOLWEHHI 6:4),

Co4H29BrN4O3 (501,42),

mac-cnekTp: (M+H)'=501/503 (isoTonu 6pomy).
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098 r (3,7 wmmomb) (2,3-gumeTtun-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amigy  ouTOBOI  KMCMOTU
yepe3 HaraToroguHHi iHTEpBanu 4yacy 3MillyrTh i3 B
uinomy 15 mn 6H. HCI i nepemiwytoTs B Linomy npo-
Tarom 16 rog. MoTiM peakuiinHy CyMmill KOHLEHTPYOTb
y BakyyMi.

3HayeHHs Ry 0,84 (RP-8, meTtaHon/5%-sui pos-
ynH NaCl y cniBBigHOLLEHHI 6:4).

C11H16N2-2HCI (249,18).

Mac-cnekTp: (M+H)'=177.

(r 1-[(4-6pomdbenin)amianl-2-[(2,3-OumeTun-
1,2,3,4-TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
MeToKcuniponianH-1,2-aAMkapboHOBOT KUCNOTK (CyMiLL
JiactepeomepiB)

3a3HayeHi B 3aronoBKy CMOSyKM OAEPXYHOTb i3
avrrigpoxnopugy 6-amiHo-2,3-gumeTnn-1,2,3,4-
TeTparigpoi3oXiHONiHy, 1-6eH3nnosoro edipy
(2R,4R)-4-meTOKCK-2-MeTUNNipONignH-1,2-
OvkapboHOBOI KucroTu Ta 4-6pomdeHinisouiaHaty
BiANOBIAHO OO0 MOCMIAOBHOCTI peakuin y npuknagax
4n, 4e, 4e.

3HaveHHs Ry 0,42 (RP-8, meTaHon/5%- BuiA pos-
ynH NaCl y cniBBigHOLLEHHI 6:4).

C24H29BrN4O3 (501,42)

Mac-cnekTp: (M+H)"=501/503 (isoTonu Gpomy).

Mpuknagn 12 ta 13

1-[(4-6pomdbeHin)aminl-2-[(3S)-(2,3-gumeTnn-
1,2,3,4-TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
MeTokcuniponianH-1,2-gukapboHoBoi  kucnotn Ta 1-
[(4-6pomdpeHin)amin]-2-[(3R)-(2,3-aumeTnn-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amig (2R,4R)-4-
MeToKcuniponianH-1,2-aukapboHOBOT KUCOTU
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Mpuknag 14

1-[(4-xnopdpeHin)amial-2-[(1,2-aumeTnn-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)amig (2R,4R)-4-
MeToKcuniponianH-1,2-aAvkapboHoBOi KMCNoTn (Cymiw
AiactepeomepiB)

(a) MeTtunosui edip (1-meTtun-3,4-
AurigpoisoxiHonNiH-6-ir)kapbamiHOBOT KMCNOTH

Cymiw i3 4,13 1 (17,5 MMOnb) METUNOBOTO edipy
N-[3-(2-
MeTunkapOoHinamiHoeTnn)deHinlkapbamiHoBoi  Kuc-
notn ta 35 Mn xrnopodopMy MOBINbLHO 3MiLLYOTL i3
8,00 r (38,4 mmonb) neHTaxnopugy docdopy 1 ne-
pemiwytoTe npoTtarom 16 rog. llicna uboro cymill
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obepexHo 3nmBaloTb Y BoAy M NepeMmillyoTb NpoTs-
rom 45 xB. MoTiM Tpuui ekcTparyloTb METUNEHXTOPK-
OOM i nicnsg uboro BoAHY dasy nianyrosyloTb 4H.
NaOH. Kpuctanu, wo Bunanu B ocapg, BiAOKPEMIIHO-
I0Tb BaKyyM-@inbTpauieto 1 cywaTb.

Buxig: 2,6 r (68%).

Mac-cnekTp: (M+H)"'=219.

(6) Metunosun edip (1,2-gumetun-1,2,3,4-
TeTparigpoi3oxiHoniH-6-in)kap6amMiHOBOI KUCNOTK

Cywmiw i3 1,00 r (4,5 mmonb) meTunosoro edipy
(1-meTtun-3,4-gurigpoisoxiHoniH-6-in)kapbamiHoBoi
kucnoTn, 2,3 mn (37 MMonb) metunioguay Ta 25 mn
EtOAc nepemiwytoTb npoTsirom 72 rog. Kpucrtanu, wo
BMNanu B ocaj, BiadinsLTPoBYOTb, PO34nHAKTL B 10
M MeTaHomny 1 nopuisMu 3miwytoTe i3 140 mr (3,6
mMmonb) Goporigpuay HaTtpito. Yepes 2 rog cymiw
KOHLIEHTPYIOTb i ounLaloTb xpomaTorpadieto (cunika-
renb, AWXIopMeTaH/MeTaHon y  ChiBBiQHOLUEHHI
90:10).

Buxig: 93%.

Mac-cnekTp: (M+H)"'=236.

3HaveHHs R 0,78 xB (meTog bB).

(8) Tligpobpomig 6-amiHo-1,2-gumeTtun-1,2,3,4-
TeTparigpoi3oxiHOMiHy

Cywmiw i3 110 mr (0,47 mmonb) MeTunoBoro edipy
(1,2-gumeTnn-1,2,3,4-teTparigpoizoxiHomniH-6-
in)kapbamiHoBoi kucrotu, 2,0 mn 33%-soi HBr y nbo-
OSHIN ouToBiN KmucnoTi Ta 2,0 MmN NbOASAHOI OLITOBOI
KMCROTKM kun'atatb npotsarom 1,5 rog. Micnsa uboro

N
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O6uaBa YnCTUX CTEepeoi3oMepU MOXHa oaepxa-
T\ aHanoriyHo npwvknagy 14. [ns uporo rigpobpomig,
6-amiHo-1,2-gumeTun-1,2,3,4-teTparigpoi3oxiHoniHy
npenapaTtMBHOK KOJIOHKOBOK XpomaTorpadiero Ha
xipanbHii Hepyxomin dasi po3AinsalTb Ha €HaHTIo-
mepu (koroHka DAICEL OJ-H, 250x20 mm, 5 MKkm,
rekcaH+0,2% cymiwi umknorekcunamiH/isonponaHon y
cniBeigHowweHHi 60:40, wWBMAKICTb NOTOKY: 15 mn/xs,
eHaHTiomep 1: 3HayeHHs Ri=9,2 xB, eHaHTiomep 2:
3HayeHHs1 Ri=14,1 xB) i noTim iHOUBIQyanbHi eHaHTio-
Mepu NepeTBOPIOTL Ha 3a3HayveHi B 3arofloBKy Crno-
NyKM BiANOBIAHO [0 onucaHoi B npuknagi 14 nocnigo-
BHOCTIi peakuin.

Hiactepeomep 1:

3HadveHHsa Ri: 1,20 xB (meTop b),

Co4H29BrN4O3 (501 ,42)‘CF3002H,

mac-cnektp: (M+H)"=501/503 (isoTonu Gpomy).

[Liactepeomep 2:

3HayveHHs Ri: 1,19 xB (meToa B),

C24HngI’N403 (501 ,42)'CF3002H,

mac-cnektp: (M+H)"=501/503 (izoTonu 6pomy).

Mpuknag 52

1-[(4-xnopdeHin)amial-2-[(2-meTnn-1,2,3,4-
TeTparigpo-8-a3aisoxiHoniH-6-in)amig, (2R,4R)-4-
mMeTokcuniponianH-1,2-aukapboHoOBOI kncnoTtu
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CYMilll KOHLIEHTPYIOTb Yy BaKyyMi, 3MiLLytOTb i3 BOAOIO,
BOAHY a3y BiAOKPEMMOTb | cyllaTb BUMOPOXY-
BaHHAM.

Mac-cnekTp: (M+H)'=177.

3HaveHHs R 0,28 xB (meTop b).

(r) 1-[(4-xnopdeHin)amial-2-[(1,2-gumeTnn-
1,2,3,4-TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
MeToKcuniponignH-1,2-ankapboHoBoi Kuncrno-
T1-CF>COOH (cymiw giactepeomepis)

Cymiw i3 100 wmr rigpobpomigy 6-amiHo-1,2-
anmeTtnn-1,2,3,4-teTparigpoizoxiHoniny, 90 mr (0,30
MMOJb) (2R,4R)-1-(4-xnopdeHinkapbamoin)-4-
MeTOoKcuMiponianH-2-kapboHoBoi kucnotu ta 0,25 mn
Tpuetunamidy B 5 mn TI'® nosinbHO 3miwyioTh i3 0,71
Mn 50%-Boro nponaHgOCHOHOBOrO LMKNOAHMiaApUay
B eTunauetaTi 1 HarpiBaloTb go 75°C 3 BUTPUMKOIO
npuv Ui Temnepatypi npotarom 3 roa. licna uboro
peakuiiHy CyMilWl KOHUEHTPYIOTb Y BakyyMmi, Nigkuc-
naTb TOOK i ounwaoTe xpomaTtorpadieto.

3HaueHHs Ri: 1,13 xB (meTop b).

C24H29CIN4O3 (456,97)-CF3CO2H.

Mac-cnekTp: (M+H)"=457/459 (isoTonu xnopy).

Mpuknag 15 ta 16

1-[(4-6pomdbeHin)amial-2-[(R)-(1,2-aumeTun-
1,2,3,4-TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
MeTokecuniponianH-1,2-avkapboHoBoi kucnotn i 1-[(4-
6pomdenin)aminl-2-[(S)-(1,2-aumeTnn-1,2,3,4-
TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
MeTokcuniponianH-1,2-gukapboHOBOT KUCIOTH
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(a) 2-meTtun-6-HiTpo-1,2,3,4-TeTparigpo-8-
as3ai3oxiHoniH

Cymiw i3 400 wmr (2,0 mmonb) 1-metun-3,5-
AvHiTponipuaoHy, 300 mr 1-meTunninepnanH-3-oHy
15 Mn 2-MonsipHOrooro amiaky B MeTaHoni HarpiBa-
10Tk Ao 60°C 3 BUTPMMKOIO NpK Ui TemnepaTypi npo-
Tarom 20 rog. lMicna UbOro Cymill KOHUEHTPYIOTb i
ouunLaTb XpomaTorpadieto (cvnikarenb,
CH,CI>/MeOH y cniBBigHoLweHHi 98:2).

Buxia: 15%.

3HaveHHs Ri: 0,25 xB (meTop b).

Mac-cnektp: (M+H)'=194.

(6) 2-meTnn-6-amiHo-1,2,3,4-teTparigpo-8-
a3ai30xiHoniH

Cywmiw i3 75 mr (0,311 mmonb) 2-meTun-6-HiTpo-
1,2,3,4-teTparigpo-8-a3aisoxiHoniHy, 50 wmr Hikens
PeHea ta 10 Mn MeTaHony npoTsarom 4 ron BigHOB-
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NoTb NpY TUCKY BoAHI 3 Gap. licna usoro cymiw
DINbTPYIOTb | KOHUEHTPYIOTb.

Buxig: kinbkicHWIA.

3HaueHHsa Ry 0,1 (cvnikarenb, CH,Cly/meTaHon y
cnieBigHoLweHHi 9:1).

Mac-cnekTp: (M+H)"'=164.

(B) (1-[(4-xnopdeHin)amiagl-2-[(2-metun-1,2,3,4-
TeTparigpo-8-a3ai3oxiHoniH-6-in)amig, (2R,4R)-4-
meTokcuniponianH-1,2-amkapboHoBoi Kucno-
™ CF3;COOH

3asHauveHy B 3aronoBKy CMosyKy OAEpXyoTb i3 2-
MeTun-6-amiHo-1,2,3,4-TeTparigpo-8-a3ai3oxiHoniHy
aHanoriyHo npuknagy 14r.

3HaveHHsa Ri: 1,03 x8 (meTog b).

C22H26CINsO3 (443,93)-CF3CO2H.

Mac-cnekTp: (M+H)"=444/446 (isotonu xnopy).

Mpuknag 53

1-[(5-xnopnipuauH-2-in)amial-2-[(2-meTun-
1,2,3,4-TeTparigpo-8-a3aizoxiHoniH-6-in)amig
(2R,4R)-4-meToKCK-2-MeTUNMiponiguH-1,2-
OnkapBGoHOBOT KMCIOTH

3asHaueHy B 3arosfioBKy CMONyKy OAEPXYHOTb i3 2-
mMeTun-6-amiHo-1,2,3,4-teTparigpo-8-a3aidoxiHoniHy
aHarnoriyHo npuknagam 6a, 66, 6B.

3HaveHHsa Ri: 0,96 xB (meTog b).

C22H27CINgO3 (458,94)-CF3CO2H.

Mac-cnekTp: (M+H)"'=459/461 (i3oTonu xnopy).

Mpwuknag 54

1-[(4-xnopdpeHin)amig]-2-[(2-meTun-1,2,3,4-

TeTparigpo-5-asai3oxiHoniH-7-in)amig, (2R,4R)-4-
meTokcuniponiaunH-1,2-amkapboHoBoi Kuncno-
T™-CF3COQH
O’CH3
Cl
H N Q
HCxy, N o}—u

2-meTun-7-amiHo-1,2,3,4-tetparigpo-5-
a3ai30xiHOMIH  OAepXylTb aHanoriyHo npukriagam
52a T1a 526 3 1-metun-3,5-guHiTponipmgoHy Ta 1-
MeTunninepuanH-4-oHy W aHanoriyHo npuknagy 14r
NepeTBOPHOIOTL HA 3a3HAYEHY B 3aronoBKYy CrOMyKy.

3HadveHHs R 0,99 xB (MeTog B).

C22H26CINs03 (458,94)-CF3CO2H.

Mac-cnekTp: (M+H)"=444/446 (isotonu xnopy).

Mpuknag 55

1-[(4-xnopdpeHin)amial-2-[(1,2-aumeTnn-1,2,3,4-
TeTparigpo-8-a3aisoxiHoniH-6-in)amig, (2R,4R)-4-
MeTOoKCUNiponianH-1,2-ankapboHoBOT Kucno-
™1-CF3;COOH
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CH,

1,2-gumeTnn-6-amiHo-1,2,3,4-teTparigpo-8-
a3ai30oxiHOMiH oAepPXylTb aHanoriYyHo npuknagy 52a
3 1-meTun-3,5-auHiTponipnaocHy Ta 1-
OyTOoKCMKapOOoHiNninepuanH-2-meTun-3-oHy 3 HacTyn-
HUM BigLenneHHssM GyToKcuKapOOoHinbHOI rpynu o6-
pobkoto TOOK, peakuieto NlenkapTta-Bannaxa aHano-
riyHo npuknagy 116 i BigHOBNEHHSAM HiTpOrpynu
aHanoriyHo npuknagy 526 i noTiM aHanoriyHo npwuk-
nagy 14r nepeTBOpPIOOTb Ha 3a3HA4YeHy B 3arofioBKy
CMOnyKy.

3HaveHHsa Re: 1,07 xB (meTopa bB).

C22H28CINsO3 (457,96)-CF3CO2H.

Mac-cnekTp: (M+H)"=458/460 (i3oTonu xnopy).

Mpuknag 56

1-[(4-xnopdpeHin)amig1-2-[(2-meTun-1,2,3,4-
TeTparigpo-8-meTokcukapOoHinizoxiHoNiH-6-in)amig,
(2R,4R)-4-meToKCHNiponianH-1,2-AnkapboHOBOI  KM1C-
notu

o-CHs
Cl
n N ( }
N
N O
H,C”
0" o
|
(a) 2-metun-1,2,3,4-teTparigpo-8-

MEeTOKCUKapOOHiNi3oxiHOMIH

2-6yTokcukapbonin-1,2,3,4-teTparigpo-8-
MEeTOKCUKapOOHiNi3oxiHOMNiH 06pobnATL MeTaHOMb-
Hoto HCI gna BuMpaneHHs 3axvcHoi rpynu 1 notim
MEeTUMyTb aHanoriyHo npuknagy 116.

3HauveHHs R¢: 0,84 xB (meTop b).

Mac-cnekTp: (M+H)"'=206.

(6) 2-meTtun-6-HiTpo-1,2,3,4-TeTparigpo-8-
MEeTOKCUKapOOHINi3oXiHOMIH i perioisomepu

Cymiw i3 1,04 r (5,0 mmonb) 2-metun-1,2,3,4-
TeTparigpo-8-MeToKCUKapboHiNi3oxiHONiHy Ta cipya-
HOi kucnotu npu -7°C noBinbHO 3MmiwytoTb i3 0,57 r
HIiTpaTy Kanito Ta nepemiwytoTb npotsarom 15 xB npu -
7°C, a notim npoTtarom 1 rog npu KiMHaTHIN Temnepa-
Typi. MMicnsa yboro NOBINBHO 3NMBaOTb Y CyMill BOAM 3
neopgoM Ta nignyrosytoTe NaOH. Kpucrtanu, wo Bu-
nann B ocap, BiAMINLTPOBYOTL i cywaTb. Takum
LLUMSIXOM OAEPXYI0Thb CyMiLll perioisoMepis.

3HaveHHsa Ri: 0,87 xB (meTop b).

Mac-cnektp: (M+H)'=251.

(8)  1-[(4-xnopdbeHin)amigl-2-[(2-meTun-1,2,3,4-
TeTparigpo-8-meTokcukapOoHin-i3oxiHoniH-6-in)amig
(2R,4R)-4-meTokcuniponiamH-1,2-ankap6oHOBOI  Ku1C-
notm
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3asHaueHy B 3arofioBKy CMOMyKy OAEPXYHTb i3 2-
MeTun-6-HiTpo-1,2,3,4-TeTparigpo-8-
MeToKcukapOoHinisoxiHoniHy (y cymiwi 3 perioisome-
pamu) LUNSIXOM BiAHOBMEHHS HiTporpynn Ha Pd Ha
BYFiNMi A LWMASXOM HacTYnNHOro amifiHOro Crofy4YeHHs
2-meTun-6-amiHo-1,2,3,4-TeTparigpo-8-
METOKCUKapOOHINi3OXiHONIHY aHanoriyHo npuknagy
14r.

3HaveHHs Ri: 1,18 xB (meTog b).

C25H29CIN4Os (500,98)-CF3CO2H.

Mac-cnekTp: (M+H)"'=501/503 (i3otonu xnopy).

Mpuknag 57

1-[(4-xnopdpeHin)amig]-2-[(2-meTun-4-meToKcu-
1,2,3,4-TeTparigpoizoxiHoniH-6-in)amig (2R,4R)-4-
mMeTokcuniponianH-1,2-ankapboHoBOI KMcnotu (cymiw
isomepiB)

(a) N-meTun-N-(4-HiTpodeHinmetun)-2,2-
OuMeTOoKcieTunamiH

Cywmiw i3 1,56 r N-meTnn-N-(4-HiTpobeHaun)amiHy
B 40 mn TP amiwytoTs i3 2,85 mn 45%-BOro posuvHy
2,2-avmeTokciaueTtanbaerigy B TpeT-
6yTunmeTtunosomy edipi. Motim gopatTe 24 Mr n-
TsOH-H,O i 1,12 Mn nboasHOi ouUTOBOI KMCMNOTU 1
nepemiwytoTe npotsrom 2 rod. licnsa uboro nopuismm
popatotb 1,81 r uianboporigpuay HaTtpilo 1 nepemi-
WYKTb LWe npotsarom 2 rog. dani 4o cymiwi gogarTb
5 mn Boaw, micns 4oro KOHUEHTPYTb 40 3aULLIKOBO-
ro o6'emy, sk gopisHioe npndnnsHo 30% Big novaT-
KOBOro 00'eMy, 3anuLIOK 3MilLYIOTb i3 BOAOK N Tpudi
ekctparytoTb EtOAc. OG'egHaHi opraHiyHi dasm cy-
waTtb Hag Na;SO4, KOHUEHTPYIOTb | CUPUI NPOAYKT
ouMlaTe xpomaTtorpadieto (anokc, neTponenHui
edip/EtOAC y cniBBigHOLWEHHI 8:2—7:3).

3HaueHHs Ri: 2,2 xB (MeTog ).

Mac-cnekTp: (M+H)"=255.

(6) 6-HITpO-4-MeTOKCU-2-MeTUN-1,2,3,4-
TeTparigpoi3oxiHOMiH

B oxonopgHin 6aHi i3 cyxoro nboay/eTaHony npu-
rotoBnsAlTe  cymiw i3 0,83 r  N-metun-N-(4-
HiTpodpeHinmeTnn)-2,2-gumeTokcietTunamivy ta 3,0
M TpUdTOPMETaHCYNb(POHOBOT KMCROTW, NOTIM MNo-
BINbHO HarpiBaloTb ii 40 KiMHATHOI TemnepaTtypu 1
nepemiwytoTb npotarom 18 rog. Oani cymiw 3nvBa-
I0Tb Yy CyMmiWl BOAW 3 NbOAOM, MiANyroBYKTb 2H.
NaOH, Ttpuui ekctparytotb EtOAc, opraHiuHi dhasm
cywatb Hag NaxSOs4, KOHUEHTPYWTb | ouyMwalTb
WwnsixoM 6aratopa3oBoi xpomartorpadii.

3HadeHHa Ry 1,7 xB (meTtog IN).

Mac-cnekTp: (M+H)"'=223.

(8) 6-amiHo-4-meToKcu-2-meTnn-1,2,3,4-
TeTparigpoi3oxiHoMiH

Cymiw i3 70 ™Mr 6-HiTpo-4-MeTOKCU-2-MeTU-
1,2,3,4-TeTparigpoisoxiHoniny, 25 mr Pd Ha Byrinni Ta
5,0 mn MeOH npotdarom 9 rog rigpytoTb nNpu TUCKY
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BoAHto 3 6ap. MNicna uboro iNbTPyOTb | KOHUEHTPY-
0Tb.

Buxia : KinbKicHMA.

3HaveHHs Ry 0,75 (RP-8, metaHon/5%-Buin pos-
yunH NaCl y cniBBigHOLLEHHI 6:4).

Mac-cnekTp: (M+H)"'=193.

(r) 1-[(4-xnopdeHin)amian]-2-[(2-meTun-4-
meTokeu-1,2,3,4-TeTparigpoisoxiHoniH-6-in)amig,
(2R,4R)-4-meToKCHniponiamH-1,2-AnkapboHOBOI  Kn1c-
notu (cymiw isomepiB)

3a3HayeHy B 3arofoBKy CMOMyKy OAEPXYyoTh i3 6-
aMiHo-4-mMeToKeK-2-meTun-1,2,3,4-
TeTparigpoi3oxiHoniHy Ta (2R,4R)-1-(4-
xnopdeHinkapbamoin)-4-meTokcuniponignH-2-
KapbOHOBOI KNCNOTW aHanoriyHo npvknagy 44.

3HaveHHsA R 2,8 xB (meTtoa IN).

C24H29CIN4O4 (472,96)-HCO-H.

Mac-cnekTp: (M+H)"=473/475 (i3oTonu xnopy).

Mpuknag 58

1-[(4-6pomdbeHin)amia]-2-[(2-meTun-5,8-gudTop-

1,2,3,4-TeTparigpoizoxiHoniH-7-in)amig (2R,4R)-4-
MeTokcuniponianH-1,2-aukapboHoBoi Knucno-
Tm-HCOOH
o-CHs
Br

P on N /©/

HC N )/«-ﬁ
0
F
(a) 2-metnn-5,8-gudptop-1,2,3,4-

TeTparigpoi3oxiHoniH

3a3HayeHy B 3aronoBKy CMOSyKy OAEpXyTb i3
5,8-andTop-1,2,3,4-TeTparigpoi3oxiHoniHy aHanoriy-
Ho npuknagy 116.

3HaveHHs Re: 1,6 xB (meTtoa IN).

Mac-cnekTp: (M+H)'=184.

(6) 2-metun-5,8-gudTop-7-Hitpo-1,2,3,4-
TeTparigpoi3oxiHoniH

OxonopxyBaHy nbogoM cymiw i3 0,94 r (5,1
MMOJb) 2-meTun-5,8-gudptop-1,2,3,4-
TeTparigpoisoxiHoniHy Ta 2,8 mn koHu. H,SO4 nosi-
NbHO 3MiWwytoTh i3 0,36 Mn 65%-BOi @30THOI KMUCNOTW.
Micns uboro npotarom 2,5 rog nepemiwyTe npu
OXOMNOPKEHHI NbOAOM i MOTIM CyMill 3NUBaKTb y Cy-
Miw Boau 3 nbogom. Oani nignyrosytote NaOH, Tpnyi
ekcTparytoTb EtOAc, opraHiyHi cdasu cywatb Hafj
Na;S04, PINbTPYIOTL | KOHLEHTPYIOTb.

Mac-cnektp: (M+H)"'=229.

() 1-[(4-6pomdbeHin)amin1-2-[(2-meTnn-5,8-
andrtop-1,2,3,4-TeTparigpoidoxiHoniH-7-in)amig,
(2R,4R)-4-meToKCHNiponiamH-1,2-AnkapboHOBOI  KM1C-
notm-HCOOH

3asHayeHy B 3arofioBKy CMOMyKy OAEPXYHTb i3 2-
MeTun-5,8-gudTop-7-HiTpo-1,2,3,4-
TeTparigpoi3oxiHOMiHy LUMSAXOM WOro nepeTBOPEHHS
aHanoriYyHo NocnigoBHOCTI CMHTE3Y B Npuknagax 526,
14r.

3HaueHHs Ry 0,25 (cunikarenb, Auxnopme-
TaH/eTaHon/amiak y cnieeigHowweHHi 95:5:0,5).

C23H25BraN4O3 (523,36)-HCOH.
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Mac-cnekTp: (M+H)"=523/525 (isotonu 6pomy).
AHanoriyHo onNMcaHMM y HaBEeAEHWX BULLE MPUK-

nagax metogaMm CuHTesy, BIiAMOBIAHO, aHanoriyHo

BiJOMMM 3 niTepaTypy MeTodaMm cuHTe3y, abo 3 ofe-

pP>XXyBaHMX aHamnoriyHo BigoMUM 3 niTepaTypu MeTo-
AaMm CUHTe3y aHiniHiB i NOXiAHUX NPONiHY MOXHa oae-
p>XaTu HacTyMHi CNOMyKU:

[pukn. | CtpykTypHa ¢popmyna  |Buxin na |Ilik(-u) | TIIX/BEPX
OCTaHHi# |Mac-
cramii CIIEeKTpy
17 o 11% (M-H) = |3uauenns R;: 2,65 x8 (Metozx B)
7 Cl
HC Hﬁ NQ 470/472
N H
H(%j/ °° (izoTomnu
XII0pY)

[-[(5-xnopmipuauH-2-in)aMig]-2-(2,4,4-tpuMeTHn-1,2,3,4-TeTpariapoizoxinonin-7-

imamin (2R,4R)-4-merokcuniponiaun-1,2-1uxap6oHoBOT KHCIOTH

XIopy)

18 o 68% (M-H) = |3unauenns R;: 1,12 xB (Meton B)
Ci
. &@F ? el 457/459
il o ob—”
(izoromm
XI0py)
1-[(4-xnopdenin)amin]-2-(1,2-nuMeTnin-1,2,3,4-terparigpoizoxinomin-7-in)amia
(2R,4R)-4-meTokcuniponinui-1,2-nmukapbonoroi kucnot * CF;COOH, cymim
cTepeoizoMepiB
19 o . 33% (M+H)" = [3nauenns R;: 0,99 xs (MeTon B)
H 4
”scwq:/)\:@/“ N)'NQ 458/460
o
° (izoTonu
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IIpukn. |CrpyktypHa dopmyna |Buxin na |Ilix(-u) |TIIX/BEPX
ocTaHHiil |Mac-
cranii CIEKTPY
1-[(5-xnopnipuany-2-im)amin]-2-(1,2-aumernn-1,2,3,4-rerpariapoizoxinonin-7-
im)amin (2R,4R)-4-meTokcumipomniaus-1,2-1ukaponoBoi kuciotu * CF;COOH,
CyMilll cTepeoizomepiB
20 o _ [18% (M+H)" = |3uauenns R;: 1,11 x8 (Meron b)
H
eled
H’C“'&D’N g?:?'ﬁ 447
1-[(4-etunindenin)amin]-2-(1,2-mumetnn-1,2,3,4-reTparigpoizoxiHomin-7-in)amin
(2R,4R)-4-meTokcumniponimu-1,2-mukapbonoroi kucnoti * CF3COOH, cymim
cTepeoizoMepiB
21 s . |5% (M+H)" = [3nauenns R;: 1,11 xB (MeToa B)
Bl L) 472/474
H_,C'qj o’ (izoronu
! XJjiopy)
1-[(5-xnopnipuaur-2-inyaminl-2-(1,2-qumernn-1,2,3,4-Terparigpoizoxinonia-6-
un)amin (2R,4R)-4-MeTOKCH-2-MeTHINIponiguH-1,2-1uKapOOHOBOT KHCIIOTH *
CF;COOH, cymim crepeoizoMepis
22 < . 4% (M+H)" =
H ( P;%HQ 458/460
H,c-"?hg (isoTonn
XJ10py)
1-[(5-xnopmipuann-2-im)amin]-2-(1,2-gumerun-1,2,3,4-reTpariIpoizoxiHoiiH-6-
imamin (2R,4R)-4-meTokcuniponiaun-1,2-mukap6onosoi kucioru « CF;COOH,
cyMiI crepeoizoMepiB
23 o . 8% (M+H)" = |3uauenns Ry 0,72, cumikarens,
' },f\f 458/460 | CH,Cl/EtOH/NH,OH y
H,c]‘/V\IEr e (isotonu |cnispigHoImeHHi 80:20:2
x10py)
1-[(5-xnopnipuaun-2-im)amin]-2-(2,3-numerun-1,2,3,4-rerpariapoizoxinonia-6-
imamin (2R,4R)-4-MeToKcHIiponinuH-1,2-muKkapboHOBOT KMCIOTH, cTepeoizomep 1
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ITpukn.|CrpykrypHa dopmyna |Buxin Ha |Ilik(-u) | THIX/BEPX
OCTaHHIif |Mac-
cranii CIEKTPY
24 o . |18% (M+H)" = |3uauenns R: 0,96 x8 (meton B)
C@’n éﬂﬂ 488/490
He M (i3oTonu
6pomy)

1-[(5-6pomnipuaun-2-in)amin]-2-(2-metuin-1,2,3,4-Terpariapoizoxinomnin-6-

im)amiz (2R,4R)-4-meToxcumiponiaus-1,2- mukapboHOBOT KUCIOTH

25 o™ ga’ 70% (M+H)" = [3nauennsa R 1,13 xB (MeToa B)
gL 487/489
H,C'(:@/ ° A (izotonu
Gpomy)
1-[(4-Opomdenin)amin]-2-(2-metui-1,2,3,4-reTpariipoizoxiHomniH-6-im)amin
(2R 4R)-4-meTokcuniponign- 1,2-1ukapOboHOBOI KHCIOTH
26 . ﬁ gu 54% (M+H)" = |3nauenns R,: 1,12 x8 (Metoa B)
s
H!C’C@r 5 d 411/413
(izoTonu
Xj10py)
1-[(4-xnopdenim)amin]-2-(2-metni-1,2,3,4-TeTparifapoizoxinonin-6-im)amin (2R)-
3,4-perinpomiponigun-1,2-nukapbonosoi kucnoru * CF;COOH
27 o 2 16% (M+H)" = |3nauenns R;: 1,09 xB (Meton B)
HCJCE:]’E é HQ/ 433
1-[(4-eTunindenin)amin]-2-(2-merun-1,2,3,4-rerparigpoizoxinonin-6-im)amin
(2R, 4R)-4-meToxcuniponigun-1,2-mukapbonosoi kucnoru * CF;COOH
28 o L |25% (M+H)" =
“=°A‘®’n ( Z)FQQ 457/459
(izoTomu
x10py)

1-[(4-xnopdenin)amin]-2-(2-etnun-1,2,3,4-TeTparigpoizoxiHonin-7-ur)amin

(2R,4R)-4-meToxcunipomigun-1,2-1ukapOoHOBOT KHCIOTH
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Ilpuxn. | CrpykrypHa dopmyna  |Buxin ma [ITik(-u) | THIX/BEPX
OCTaHHi# | Mac-
cragii CIIEKTPY
29 o . 5% (M+H)" = |3nauenns R¢ 0,75, cuikarens,
- H ( T}‘Hg 511/513 |CH,CL/EtOH/NH,OH y
C[E: (izoronn |cniBBigxomenHi 80:20:2
XJ10py)

1-[(4-xnopdenin)amin]-2-(2-mMernn-5-tpudropmernn-1,2,3,4-

Terpariapoizoxinonin-7-in)amiz (2R ,4R)-4-metokcumiponiaus- 1,2-nuxkapboroBoi

kucinora * HCOOH

30 /\Q 31% (M+H)" = |3nauennsa R,: 1,36 xB (Meton b)
a
e Q 5 19/521
H!C,,@/ oo " (izoTomnn
X1nopy)
1-[(4-xnopdenin)amin]-2-(2-metun-1,2,3,4-TeTpariapoizoxinonin-6-im)amin
(2R, 4R)-4-6eusunokcuniponigus-1,2- 1ukapbOHOBOT KHCIOTH
31 O/\@ 33% (M+H)" = |3uauennsa R;: 1,44 xB (MeTon b)
o
e g 519/521
H,c’@/ CICH (izoTomnn
XJ10pY)
1-[(4-xnopdenim)amin]-2-(2-metun-1,2,3.4-terparinpoizoxinonin-6-in)amin 4-
OeH3IIOKCHITIpONiAMH-1,2- TMKapOOHOBOT KHCIIOTH, CTepeoi3oMep CIIONYKH i3
npuknary 30
32 o | 1% (M+H)" = |3uauenns R,: 1,40 xB (MeTon B)
H Nb*ﬁ@/ 511/513
Hac’@ 0 e (izoTonH
Gpomy)
1-[(4-6pomdenin)amin]-2-(2-meTun-1,2,3,4-TeTparigpoizoxXiHomiH-6-1im)amizg
(2R,3a,8a)-okrarigponuknorental b|mipon-1,2-aukapboHOBOT KUCIIOTH
33 o 42% (M+H)' = |3nauenns R;: 1,01 xB (Metoa b)
K ( '}_ﬁQ 409

H,C’N: :
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Ipuxn. | CrpykrypHa Gopmyna |Bumxin Ha |Ilik(-u) | TIIX/BEPX
OCTaHHIH | Mac-
cramii CIIEKTPY
1-beninamin-2-(2-metun-1,2,3,4-rerparinpoizoxinonin-7-in)amin (2R,4R)-4-
MeTOKCHTIiponiuH-1,2-1trkapbonoroi kucaoru « CF;COOH
34 o _ [31% (M+H)" = |3nauenns R 1,01 xB (Merox b)
f(é Q/ 447
1-[(4-eTunindenin)aminl-2-(2-metun-1,2,3,4-rerpariapoizoxiHonin-6-in)ami
(2R,4R)-4-MeTokcH-2-MeTuniponiguH-1,2- TKkapboHOBOT KHCIOTH
35 i a 9% (M+H)" = | 3uauenns Ry 1,09 xB (Metozn B)
' @,H ( ';H’Q/ 427/429
e (izoTonm
XI10py)
1-[(4-xnopdenin)amin]-2-(2-metun-1,2,3,4-terparigpoizoxinonin-6-it)amin (2R)-
4-okcomiponignn-1,2-1ukapOoHOBOT KHCIOTH
36 i e |9% (M+H)" = |3uauenns R;: 1,12 xB (Meton b)
! “%ﬁg 471/473
”=°'w o (izotonu
Gpomy)
1-[(4-Bpomdenin)amin]-2-(2-metun-1,2,3,4-rerparigpoisoxinonid-6-in)amin (2R)-
4-oxcomipomiauH-1,2-1uKkapOoHOBOT KHCIOTH
37 ENE o |3% (M+H)" = |3nauenns R;: 1,17 xB (MeTon b)
@“é Q 473/475
he” (izoTomu
xj1opy)
1-[(4-xnopdenin)amin]-2-(2-metun-1,2,3,4-terparinpoizoxinonin-6-in)amizn (2R)-
4.4-mumernnokcuniponignn-1,2-nuxap6bonoroi kucnoru ¢« CF;COOH
38 00T o |5% (M+H)" = [3nauennsa R 1,21 xB (meTox b)
O(j ( }FQ 517/519
me” (i3oTonu
Gpomy)
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ITpukn.

CrpykTypHa (opmyna

Buxin na | ITik(-1)
OCTaHHiH | Mac-

craxii CIEKTPY

THIX/BEPX

1-[(4-6pomenin)amin]-2-(2-merui-1,2,3,4-reTpariapoizoxinonin-6-in)amin (2R)-

4,4-maMetunokcuniponiauni- 1,2-nmukapbonosoi kucinotu « CF;COOH

39 I . 31% (M+H)" = | 3nauennsa R¢ 0,17, cunikarens,
,C@’n 1{?:}_”@ 5.15/5 17 CfllzC.lsztOH/I\i.[H40H y
M (izorony |cmiBigHomenni 90:10:1

opomy)
7-[(4-6poMdenin)amin]-8-(2-metnn-1,2,3,4-reTparinpoizoxinomin-6-im)amin (8R)-
1,4-niokca-7-aza-cnipo[4.4|uonan-7,8-1ukapbonosoi kucnotu * HCOOH

40 - | 64% (M-H) = |3nauenns Ry 0,49 (RP-8,
(D/n ( Z}'H’@ 471/473  |meranon/5%-uit po3uun NaCl y
e (isotonmu | cmiBBigHOIECHH] 6:4)

Gpomy)
1-(4-6pomenin)amia-2-(2-merui-1,2,3,4-TeTpariapoizoxidonin-6-in)amia
(2R,4R)-4-rinpokcuniponiaun-1,2-1HMKapOOHOBOi KUCIOTH

4] Q/F 52% (M+H)" = | 3nauenus R;: 1,27 xB (MeToa b)
e Qc‘ 523/525
. mf" Wa (izoronu

X10py)
1-(4-xnopdenin)amin-2-(2-metun-1,2,3,4-rerparinpoizoxinonin-6-in)amia (2R .4R)-
4-(4-bropdeninokcn)-miponinuu-1,2-nqukapbonosoi xucnoru « CF;COOH

42 [32% (M+H) =
K Nk‘ﬁg 545/547
H,C’N(\:©/ e (izoTomun
opomy)

1-(4-6pombenin)amin-2-(2-metui-1,2,3,4-terpariapoizoxinonin-6-im)amiz (pay)-2-

Oensmntiponiaun-1,2-aukapbonoroi kucnord « HCOOH
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IMpuxn. | CTpykTypHa dopmyna |Buxin na |[lik(-u) | TIIX/BEPX
OCTaHHiif | Mac-
crapii CIIEKTPY
43 ? Qm 39% (M+H)" = |3nauenns Re: 0,12 (RP-8,
HCJO@’H 01 H 469/471 |metanon/5%-Buii po3unH NaCl y
(izoTomnm | cmiBBijHONIEHH] 6:4)
opomy)

3-(4-6pomdenin)amin-2-(2-metun-1,2,3,4-rerparigpoizoxinonin-6-in)amiz 3-

azabinukno[3.1.0]rexcan-2,3-qukapbonosoi kucaotu * HCOOH (cymim

cTepeoi3zoMepiB)
44 a 31% (M+H)" = |3nauenns R;: 3,0 x8 (Meton I)
() 7
(VN 501/503
e o e (isoromu
opomy)
1-[(4-6pomdenin)amin]-2-(2-metun-1,2,3,4-terpariapoizoxinomnin-6-in)amin
(2R.4R)-4-meToKkcH-2-MeTunmnipomniaus-1,2-nukapbonosoi kucnoru * HCOOH
45 . 30% (M+H)" = |3nauenns R: 3,1 x8 (Meton I)
Br
~>FNQ, 519/521
H,c"OQ/ o e (izoTonu
Gpomy)
1-[(3-drop-4-Opompenin)amin]-2-(2-meTnn-1,2,3,4-rerparigpoizoxinomin-6-
in)amiz (2R,4R)-4-MeToKCH-2-MeTHNIpOTiHH-1,2- 1HKkapOOHOBOT KHCIIOTH *
HCOOH
46 . 25% (M+H)" = |3nauenns R: 3.1 xB (meton I')
ne Cl
oo N),NQF 475/477
o " .
H,c'”CO/ ? (izoTomu
XI10py)

1-[(3-dTop-4-xn0pdenin)amin]-2-(2-metun-1,2,3,4-rerpariapoi3oxiHoin-6-

in)amizn (2R, 4R)-4-MeTOKCH-2-MeTHIIiponianH-1,2-1MKapOboHOBOT KHCTIOTH *

HCOOH
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Ipukn. | Crpyxrypua gopmyna |Buxin wa |Ilik(-u) | THIX/BEPX

ocTaHHi#i | Mac-

cTajii CIeKTpy
47 o . [42% (M+H)" = (3navenns Ry 0,60;

i NH:Q:F 461/463 |cunikarens:CH,Cly/EtOH/NH,OH
H,c'm o e (isotomn | = 80/20/2
XJI0py)

1-[(3-trop-4-xnopdenin)amin]-2-(2-metun-1,2,3,4-rerparinpoizoxinonin-6-

im)amin (2R,4R)-4-meTokcuniponignn-1,2-nukap6onosoi kucinotu * HCOOH

48 e . |50% (M-H) = |3nauenns Ry 0,62, cunikares,
H N%nﬂ’ 503/505 |CH,Cl/EtOH/NH,OH y
AT (isotonn  |cnieinmomenni 80:20:2
Gpomy)
1-[(3-drop-4-Opombenin)amin]-2-(2-metun-1,2,3,4-TeTparifpoizoxinoniy-6-
im)amin (2R,4R)-4-meTokcumipomnigns- 1,2-nnkapbonosoi kucioru « HCOOH
49 o . [61% (M+H)" = | 3nauenns R¢ 0,52 (RP-8,
(D’n ( :,HQ 427 MeTanol/5%-suil posunn NaCl y
me™ criBBifiHOLIEHH] 6:4)
1-[(4-drop-deninyamin]-2-(2-merni-1,2,3,4-rerparinpoizoxinomnin-6-in)amin
(2R 4R)-4-metokcuniponiauu-1,2-aukapbonosoi kucnotn * HCOOH
50 - L |9% (M+H)" = 3nauenns R,: 3,1 x8 (Meton I')
y N}/_HQ 505/507
H,c’N(:@:F v e (izoTonu
Gpomy)
1-[(4-6pombenin)amin]-2-(2-metun-7-drop-1,2,3,4-Terparigpoizoxinonin-6-
inm)amin (2R,4R)-4-MeTokcumipomigns-1,2-nukapbonosoi kucrnotu « HCOOH
51 o . |23% (M-H) = |3nauenns Ry 2,67 xB (Meron I)
g ~HQ 457/459
ne™ ° (izoronu
X710py)

1-(4-xnopdenin)amia-2-metun-2-(2-metun-1,2,3,4-rerpariapoizoxinonis-6-in)amin

(2R, 4R)-4-metokcuniponiaun-1,2-aukapbonosoi kucaord * HCOOH
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[puxn.

CrpyktypHa popmyna

Buxix na
OCTaHHI}

crazuii

ik (-u)
mac-

CIIEKTpY

THIX/BEPX

59

S CRta

32%

(M+H) =
515/517

(i3oTonu

Opomy)

3navenns Ry 0,42 (RP-8,
MeTaHon/5%-puit po3unn NaCl y

cniBBiHOLIEHH] 6:4)

1-[(4-6pomdenin)amin]-2-(1,1,3-tpumernn-1,2,3,4-TeTparigpoizoxiHomiH-6-

inmamin (2R,4R)-4-meTokcuniponiany-1,2-1ukapdonosoi kucnoru * HCOOH

60

_CH,
]
F. i : NQ/
JCSATE

27%

(M+H)' =
464/466

(izoTomu

XJIopy)

3nauenHs Ry 1,64 xB (Metox b)

1-[(4-xnopdenin)amin]-2-(2,2-gudrop-1,2,3,4-Terparinponadranin-7-in)amin

(2R,4R)-4-merokcuniponiun-1,2-1ukapOoHOBOT KMCIIOTH

61

Br
éz:r“éﬂ@

1-[(4-Opomdpenin)amin]-2-(2,4-numerun-1,2,3,4-reTparigpoizoxiHoniH-6-in)amiz

(2R,4R)-4-meTokcuitiponiani-1,2-1nkapOoHOBOT KHCJIOTH

62

) l (~]
o 3

1-[(5-xnopnipuaun-2-im)amin]-2-(2,4-numernn-1,2,3,4-TeTpariapoizoxiHonid-6-

imamin (2R,4R)-4-meTokcunmiponiant-1,2-1ukapOoHOBOT KHCIIOTH

63

Wé”g&

1-[(4-Opomdpenin)amin]-2-(3-merni-1,2,3,4-rerpariapoizoxinonin-6-in)amin

(2R,4R)-4-meTokcuniponiauu-1,2-1nkapOoHOBOT KHCIOTH

64

-
cl
“
|
nﬁNQ




83 96757 84
[Mpuki. |Crpyxrypua dopmyna | Buxin na |Tlik(-n) | THIX/BEPX
ocCTaHHiit | Mac-
cramii  |cmexTpy
1-[(5-xnopuipuaun-2-in)aminl-2-(1,2,3,4-rerpariapoisoxinonin-6-in)amiz (2R,4R)-
4-merokcuniponiaus-1,2-1uKapOoHOBOT KHCIOTH
65 g .
ceatand
66 - o
67 g .
4
Joomts
68 g Br
i ( :?"E/@/
69 g o
Nl
somts
VN
70 g Br
H,C. N N}-H’Q/
POCAAL
71 {"C{ o
H,Cm,n < '}_u/@
N
72 -CH,
Geentind
73 g
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Ilpukn. | CrpykrypHa popmyna | Buxia na
ocTaHH1}

cramii

Mix(-u) | TIIX/BEPX
Mac-

CHEKTPY

7 4 ° OtentButyl
Br

(MHH)" =
587/589
(i3oTonu

Opomy)

75 ™

P ar
H N /©/
N, N N
(Ijr ° D)_H

N ZN

Y HaBefeHVX HWxYe Mpuknagax onucaHo opep-
XaHHA nikapcbkux opM (hapMaueBTUYHUX KOMMO-
3uULin), SKi MICTATb SK Ailody peyoBUHY OyAb-aky i3
cnonyk 3aranoHoi popmynu |.

Mpuknag A

Amnyna i3 cyxum npenapartoM, sika MiCTUTb 75 mr
Aito4oi peqoBuHU Ha 10 mn

Cknag;

Jito4a pevoBnHa 75,0 mr
MaHIT 50,0 mr
BoAda Ans iH'eKuin 0o 10,0 mn

OpepxaHHsa: [itoyy pevyoBMHY i MaHIT pPO34MHSA-
t0Tb Yy Bogi. [icna po3dacoByBaHHS B amnynun po3ynH
cylwaTb BUMOPOXyBaHHSAM. [OTOBWMI AnsA 3acTocy-
BaHHS PO34YMH MPUrOTOBMSATE PO3YMHEHHSM CYXOro
ckragy y Bogi Ans iH'ekuin.

Mpuknag b

Awmnyna i3 cyxum npenapatom, gka mMicTuTb 35 mr
[i0Y0i PEYOBMHM Ha 2 MnN

Cknag:

Jitoya pedoBuHa 35,0 mr
MaHIT 100,0mr
Boada ANs iH'eKkuin no 2,0 mn

OpepxaHHs: [iloyy peyoBUHY W MaHIT pO34MHS-
0Tb Yy Bogi. [icna po3dgacoByBaHHs B amnynun po3dnH
cywaTb BMMOPOXYBaHHAM. [OTOBMW ANsA 3acTocy-
BaHHS PO34MH MPUrOTOBMSIOTb PO34YMHEHHSIM CYXOro
cknagy y BoAi Ans iH'ekuin.

Mpuknan B

TabneTtka 3 50 Mr gjto4oi peyoBnHU

Cknag;:

(1) airoya pevosuHa 50,0 mr
(2) nakTo3sa 98,0 mr
(3) KyKypyA3sHUI KpOXMarb 50,0 mr
(4) nonigiHinniponigoH 15,0 mr
(5) cTeapat marHito 2,0 mr

215,0 mr
OpepxaHHs: IHrpedieHT (1) aMmiwytoTb i3 iHrpegi-
eHTamun (2) Ta (3) i cymiw rpaHynioTb i3 BUKOPUC-

TaHHAM BOOHOrO pPO34uHy iHrpeaieHta (4). Jo Bucy-
LIEHOro rpaHynaTty AOMiWyoTe iHrpedieHT (5). 13 uiei
CyMiLLi NpecyloTb ABONMOCKI TabneTkun i3 ABOCTOPOH-
HbOIO haceTko Ta OOHOGIYHOK AiINWUMbHOK Haciy-

KOt0.
OiameTp Tabnetkn: 9 mm.
Mpuknag I
TabneTka 3 350 Mr gito4oi pevoBMHU
Cknag;
(1) pitoywa pevosuHa 350,0 mr
(2) nakTo3a 136,0 mr
(3) KyKypyA3sHUIA Kpoxmarb 80,0 mr
(4) nonisiHinniponigoH 30,0 mr
(5) creapaT marhito 4,0 mr

600,0 mr
OpepxaHHs: IHrpegieHT (1) amiwytoTb i3 iHrpeai-
eHTamn (2) Ta (3) i cymiw rpaHynolTh i3 BUKOPUC-
TaHHAM BOOHOro pPO34uHy iHrpeaieHta (4). o Bucy-
LLIEHOro rpaHynaTy AOMIWYOTh iHrpedieHT (5). 13 uiei
CyMiLLi MpecyloTb ABONMOCKI TabneTku i3 ABOCTOPOH-
HbOIO paceTko Ta OAHOGIYHOK AiINWUMbHOK Haciy-

KOH0.
OiameTp TabneTku: 12 mm.
Mpuknag O
Kancynu 3 50 Mr gito4oi pevoBuHM
Cknag;
(1) pitoya pevoBuHa 50,0 mr
(2) kyKypya3sHU kpoxmMarnsb, BUCYyLeHnin 58,0 mr
(3) nakto3sa, nopoLukoBa 50,0 mr
(4) cTreapat marHito 2,0 mr

160,0 mr
OpepxaHHs: IHrpegieHT (1) po3TvpalTb pasom 3
iHrpepieHTom (3). o uiei ogepxaHOi poO3TUPaHHAM
CyMiLi Npy iHTEHCUBHOMY MNepeMillyBaHHi oAaloTb
CyMmill iHrpegieHTiB (2) Ta (4). Ha 3aBeplueHHsa U
NMOPOLUKOBY CyMill po3dpacoBYOTb Y MalUWHi Ans 3a-
NOBHEHHS Karncyn y TBepAOXKeNnaTUHOBI PO3HIMHI Kan-
cynu po3mipom Ne3.
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Mpuknag E Mpuknag C

Kancynu 3 350 mr gito4oi peyqoBuHu CynoauTopii 3 100 Mr gitoyoi pe4oBUHM

Cknag; Cknag 1 cBiYKku:

(1) pitoya pevoBuHa 350,0 mr Jiloya pevoBuHa 100,0 mr

(2) kyKypyA3sHUI KpOXmarb, BUCYLLEHUn46,0 mr nonietunexrnikons (MM 1500) 600,0 mr

(3) nakTo3a, nopoLukoBa 30,0 mr nonietunexrnikons (MM 6000) 460,0 mr

(4) cTteapat marHito 4,0 mr copbitaHMoHocTeapat nonietuneHy  840,0 mr

430,0 mr 2000,0 mr

OpepxaHHs: [HrpepieHT (1) po3TupatoTb pas3om 3 OpepxaHHsa: [MonieTuneHrnikonb po3nnaensaioTb
iHrpegieHTom (3). [o uiei ogepxaHoi po3TUpPaHHAM pasom i3 copbiTaHMoHOCTeapaTom nonieTuneHy. Mpu
CyMmilWi npu iHTEHCUMBHOMY nNepeMillyBaHHi AoAalnTb 40°C B ofepkaHii po3nnaBneHin mMaci roMOreHHo
CyMmil iHrpegieHTiB (2) Ta (4). Ha 3aBeplueHHs L0 avcnepryiotb  nogpibHeHy gitovy pedoBuHy. [licns
NMOPOLUKOBY CyMilll po3hacoBYIOTb Y MalUWHi Ans 3a- LbOro po3nmnaBfieHy mMacy oxonoaxyiTb Ao 38°C i
MOBHEHHS Karncyn y TBepAOXenaTWHOBI PO3HIMHI Kan- po3nMBaloTb Y NonepeaHbo 3rerka OXonoaxeHi dop-
cynu posmipom NeO. MU ANs CynosmTopiiB.

Komm'toTepHa BepcTka E. ManoHeHko MignucHe Tupax 23 npum.

HepxaBHa cnyxba iHTenekTyanbHOi BNacHoCTi YkpaiHu, Byn. Ypuupekoro, 45, m. Knie, MCI1, 03680, YkpaiHa

A0 “YKkpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. na3yHoBa, 1, M. Kuis — 42, 01601



