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(57) 1. CnonyKa (j)opmynm I)

ne R' - rigporeH, rigpokcun, ranoreH, NHINHUIA YK
posranykeHun (C1-Cq2)-ankin, niHiMHUA 4n posrany-
xeHun (Cq-Cio)-ankoken, 3amilleHUn 4n Hesamille-
HUW apunankin,

R? - rigporeH, ranoreH, MiHIMHWA Y1 pO3ranyxeHun
(C4-C12)-ankin, niHivHMA yn posranykeHun (C1-Cqz)-
ankoken, (Cq-Cq2)-ankaHoin, apoin, apunankaHoin,
3aMilLEHMI YN He3aMiLLEHWA apuiankin,

R%- riApOreH, 3amilleHWA Y He3aMilLEeHUI MiHIMHWA
yn posranyxeHun (C1-Cqz)-ankin, umknoankin, Lukro-
ankinankin, uvknoanketin, apun, (C+-Cq2)-ankaHoin,
apoin, apuvnarkin, apunankaHoin, OAHOBaneHTHUA
reTepouuKn, retepoapun, retepoapunankin, ankokc-

arnkin, ankokcnkap6oHin, apunokcukapboHin, ankina-
MiHOKapOOHin u apunamiHokapOoHin,

R*- rigporeH abo 3amilleHN Yn He3aMilLeHWA MiHin-
HUM 4n posranykeHun (C4-Cqz)-ankin, umkroarkin,
apwun, apunarkin, ogHoBaneHTHUIA reTepoLVKIl, rete-
poapun 4 reTepoapunankin,

Y - okcureH,

RS- rigporeH abo 3aMilLeHNI Y1 He3aMiLLEHWUI arkin,
ankeHin, uuknoarnkin, yukrnoaskinankin, apun 4 apu-
nankin,

Ar - 3aMmilleHnin Y1 He3amilleHU ABOBaneHTHUN de-
HineH, HadTUneH, nipuaun, xiHoniHin, 6eHsodypun,
aurigpobeH3odypun, 6eHsonipaHin, aurigpobeHsoni-
paHin, iHgonin, iHAoNIHIN, asaiHAonin, asaiHZoniHin,
nipaaonin, ©eH3oTia3onin Yn 6eH3okcasonin,

- -C(=8)-0, -C(=0)-0-, -C(=0)-S-, -C(=S)-0O-, -O-
(CHz)d- -NH-(CH2)¢-, me d 3HaxoauTbCH B |HTepBan|
1-4, -O-C(=O)-, -CR?=CR’-CH2-, ne R? 1a R® € ogHa-
KOBMMW 4YM pi3HUMM | Mo3HavatTt rigporeH um (Ci-
Ce)-ankin, abo X no3Hayae 3B'A30K,

R® - 3aMilLeHuit U1 HesamilLeHNi apunokcukapoboHin,
apunankokcukapboHin, ankinkapGoHinokeu, ankokev-
kapboHinamiHo, apwunokcukapboHinamiHo, apunanko-
KCVKapOOoHinamiHo, doriyopeHinmMeTokcuKkapboHin
(Fmoc), d)nyopeHmmeTOKCMKap60HmaM|Ho gN Fmoc)
-OSO,R®, -OCONR®R®, NR®COOR®, -NR COR®, -
NR®SO:R®, NRCCONRR™, -NR®CSNR'R?, -SOR®,

SOR?, SRS -SO2 NR8R9 so20F<8 -COOR®, “COR?
umn CONRR ne R R°ta R ¢ OHaKOBMMMU 4K
pi3HMMM | HEe3aneXHO no3HauvatoTb rigporeH abo 3a-
MilLEHUI YM He3aMilLeHW ankin, apun, apmnankln
ankoKkcukapboHin um apmnanKOKCMKapGOHm abo R°
nosHavae raporeH, siKLLO R’ 3HaxoauTbCsa Yy noro-
XKEHHi 3 peHiNbHOro KiNbud i He NO3HaYae rigporeHx,

R™ - rigporeH, ranoreH, HiTporpyna, LiaHorpyna, ami-
Horpyna, ranoigankin, rigpokcun abo 3amileHuin uu
He3aMilweHWn niHinHMA un posranykeHnin (C1-Cqo)-

(13) C2
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ankin, apun, apunarkin, retepoapun, retepoapurnarn-
Kin, oQHOBaNEeHTHWA reTepoUVKIliYHMIA paguvkan, an-
KoKcurpyna, moHoarkinamiHorpyna, giankinamiHorpy-
na, arnkokcukapboHin, apunokcukapoboHin,
apunankokcvkapOboHin, apunokcurpyna, apunankok-
curpyna, ankinkapGoHinokeurpyna, ankokcukapboHi-
namiHorpyna, apunokcukapboHinamiHorpyna, apwna-
nKoKcukapboHinamiHorpyna,
dryopeHinmeTokankapboHin (Fmoc), dnyopeHinme-
Tokcukap6BoHinamiHorpyna (N-Fmoc), -OSO.R®, -
OCONR®R®, NR°COOR®’, -NR°COR’ -NR°R’, -
NR®SO:R®, NR®CONRR™, -NR?CSNR®R®, -SO:R?, -
SOR?, -SR? -SO:NR’R®, -SO.0R®, -COOR?, -COR®,
-CONR®R?, ae RER°1aR e OOHAKOBUMU UM Pi3HM-
MW i He3anexHo Mo3HayalTb rigporeH abo 3amille-
HUM Y1 He3aMiLLeHWA ankin, apun, apunarkin, ankok-
cukapboHin  un  apunankokoukapboHin, n  mae
3HauyeHHs Big 1 4o 6 im mae 3HayeHHda Big 0 o 6,

Ta il TaytoMmepHi dopmu, ii cTtepeocizomepw, ii noni-
Mopdwm, ii dapmaLeBTUYHO NPUNHATHI coni, ii dap-
MaueBTUYHO NPUMAHATHI CONbBaTH.

2. Cnonyka 3an. 1, BubpaHa 3:
etnn-2-meTokcn-3-[4-{3-(4-
MeTaHCyrnbOoHinokcude-
Hin)nponinamiHo}deHin]nponioHaTty

4n Noro comnen y opMi OKpeMmx eHaHTioMepiB uyu
pauemary,

etun-2-etToken-3-[4-{3-(4-

MeTaHCynbdoHinokcudge-
Hin)nponinamiHo}deHinjnponioHaTty

yM 1oro conen y opmi OKpeMUX eHaHTIOMepiB un
pauemary,

etun-2-etokem-3-[4-{3-(4-

MeTaHCyrnbdoHinokcndge-
Hin)nponinokcukapboHinamiHo}-geHin]nponioHaTty

4n noro conen y opmMmi OKpeMmx eHaHTioMepiB uum
pauemary,

etun-2-etoken-3-[4-{3-(3-

MeTaHCynbdoHinokcnde-
Hin)nponinamiHo}deHin]nponioHaTty

4n Noro comnen y opMi OKpeMmx eHaHTioMepiB uyu
pauemary,

etun-2-etoken-3-[4-{3-(4-(tonyon-4-

CynbOHiNoK-
cn)peHin)nponinamiHo}deHin]nponioHaTty

4yM 1oro conen y dopmi OKpeMUX eHaHTIOMepiB un
pauemary,

etnn-2-etoken-3-[3-{3-(4-

MeTaHCynboHinokcude-
Hin)nponinamiHo}deHrin]nponioHaTty

4n NMoro comnen y opMmi OKpeMmx eHaHTioMepiB uyu
pauemary,

eTun-2-izonponoken-3-[4-{3-(4-
MeTaHCyrnbdoHinokcunde-
Hin)nponinamiHo}deHin]nponioHaTty

4n 1oro conen y opMi OKpeMuUx eHaHTioMepiB 4um
pauemary,

etun-2-etoken-3-[4-(4-
MeTUNCynbdOoHINoKcngeHeTUNami-
HO)dbeHin]nponioHaTty

4yn 1oro conen y opmi OKpeMUX eHaHTIOMepiB 4n
pauemary,

etnn-2-etoken-3-{4-[(E)-3-(4-
MeTUNCynbdOHiINokcndeHin)-2-
nponeHinamiHoldeHin}nponioHaTy
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4n noro conen y opMi OKpeMmx eHaHTioMepiB uyu
pauemary,

MeTun-2-eTokcun-3-[4-(4-
MeTaHcynbdoHinokcnbeHannami-
Ho)dpeHin]nponioHaTy

4YM 1oro conen y oopmi OKpeMUX eHaHTIOMepiB 4n
pauemary,

2-meTokeun-3-[4-{3-(4-

MeTaHCynbgoHinokcnde-
Hin)nponinamiHo}deHin]nponioHoBOT KNCNOTH

un i conen y popmi okpemmnx eHaHTioMepiB uu paue-
mary,

2-eTOKCn-3-[4-{3-(4-

MeTaHCynbdoHInokcnde-
Hin)nponinamiHo}deHin]nponioHoBOT KUCNOTH

un i conen y popmi oKpemmnx eHaHTioMepiB Yn paue-
mary,

2-eToken-3-[4-{3-(4-

MeTaHCcynbdoHinokcndge-
Hin)nponinokcukapboHinamiHo }ceHinlnponioHoBOT
KNCRoTn

un i conen y popmi okpemmnx eHaHTioMepiB un paue-
mary,

2-eTOKCn-3-[4-{3-(3-

MeTaHCcynbgoHinokcudge-
Hin)nponinamiHo}deHin]nponioHoBOT KUCNOTH

un i conen y popmi oKpemmnx eHaHTioMepiB Yn paue-
mary,

2-eToken-3-[4-{3-(4-(Tonyon-4-

CynbOHINOK-
cu)dpeHin)nponinamiHo}deHin]nponioHaTy

4y 1oro cornen y popmi OKpeMUX eHaHTIOMepiB 4n
pauemary,

2-eToken-3-[3-{3-(4-

MeTaHCynbdoHinokcnde-
Hin)nponinamiHo}deHin]nponioHoBOT KUCNOTK

yn i conen y popmi okpemnx eHaHTioMmepiB un paue-
mary,

2-i3onponokcu-3-[4-{3-(4-

MeTaHCcynbdoHinokcudge-
Hin)nponinamiHo}deHin]nponioHoBOT KUCNOTH

um ii conen y opmi OKpeMrx eHaHTIOMepiB 4K paue-
Mmary,

2-eTOKCn-3-[4-(4-

MeTaHCyrnbOHINoKcubeH3nnami-
HO)(heHiN]NponioHOBOT KMCNOTH

un i conen y popmi okpemmnx eHaHTioMepiB un paue-
mary,

2-eToKCn-3-[4-(4-

MeTUnCynbOoHINokcndgeHeTUNami-
HO)dpeHinjnponioHOBOTKMCNOTH

um ii conen y opmi OKpeMMX eHaHTIOMepIB 4K paLle-
Mmary,

2-eToken-3-{4-[(E)-3-(4-meTnncynb poHinokcmdeHin)-
2-nponeHinamiHo]deHin}nponioHoBoT KUCHoTH

un i conen y popmi oKpemmnx eHaHTioMepiB Yn paue-
mary,

eTun-2-etoken-3-[4-{3-(4-TpeT-6yTOKCUN-4-
MeTuncynbdoHamigode-
Hin)nponinamiHo}deHinjnponioHaTty

4y 1oro cornen y opmi OKpeMUX eHaHTIOMepiB 4n
pauemary,

2-eToken-3-[4-{3-(4-TpeT-OyTOKCMK-4-
MeTuncynbgpoHamigode-
Hin)nponinamiHo}deHin]nponioHoBOT KUCNOTK



5

um ii conen y dopmi OKpemMrx eHaHTIOMEepIB UM paue-
mary,

etun-2-meTokcun-3-[4-{(E)-3-(4-
MeTUNCYNbdOHINoKCUeHin)-2-
nporneHinamiHo}geHin]nponioHaTy

4yM 1oro conen y dopmi OKpeMUX eHaHTIOMepiB 4n
pauemary,

2-meTokcn-3-[4-{(E)-3-(4-
MeTUICYrNbdOHINoKCneHin)-2-
nponeHinamiHo}deHin]nponioHoBOT KUCNOTH

un ii conen y popmi okpemmx eHaHTioMepiB UM pade-
mary,

etun-2-meTokcun-3-[4-{3-(3-
MeTaHCyrnbdoHinokcnde-
Hin)nponinamiHo}deHin]nponioHaTty

4n 1oro conen y opMi OKpeMuUx eHaHTioMepiB 4um
pauemary,

2-meToKCKn-3-[4-{3-(3-

MeTaHCyrnbdoHinokcudge-
Hin)nponinamiHo}deHin]nponioHOBOT KNCNOTH

ym ii conen y dopmi OKpemrMx eHaHTIOMepiB un paue-
mary.

3. Cnonyka 3a n. 1, y sikii papmaLeBTUYHO NPUIHAT-
Ha Cinb BMOpaHa 3 rpynu, LIO CKIAgaeTbCs 3 CONen
Li, Na, K, Ca, Mg, Fe, Cu, Zn, A, Mn, N,N-
pdiaueTuneTuneHgiamiHy, 6eTtaiHy, KodeiHy, 2-
JieTunamiHoeTaHony, 2-guMeTMnaMmiHoeTaHony, H-
eTMnNMopdoniHy, H-eTUNNINepuavHy, rMKaMiHy, rio-
Ko3amiHy, rigpabaMiHy, i3onponinamiHy, MeTunrmo-
KamiHy, mopdoniHy, ninepasuHy, ninepuanHy, npokai-
HY, TeO6GpPOMiHY, BaniHony, aietunaminy,
TpueTunamiHy, TpUMETUNamiHy, Tpunponinamivy,
TpoOMeTaMmiHy, agaMmaHTunamiHy, gietaHornamiHy, mer-
nymiHy, etunexgiaminy, N,N'-audeHinetneHaiaminy,

82835 6

N,N'-gnbeHznnetuneHgiaminy, N-
BGeHaundeHineTMNamiHy, XoniHy, XomiHy rigpokcuay,
AvumKrorekeunamiHy, mMeTdopMiHy, OGeH3unaminy,
deHineTMNamiHy, Aiankinaminy, Tpuarkinamidy, Tia-
MiHY, amiHONipMMigNHY, aMiHONipUaMHY, NYPUHY, nNi-
pUMIAMHY, cnepMiavHy, ankindeHinamiHy, etaHona-
MiHy, (beHineTaHonamiHy, rMiUWHY, anaHiHy, BaniHy,
Nenuunny, isonevuuHy, HopnemnumHy, TMpo3nHy, uuc-
TUHY, UUCTEIHY, METIOHIHY, NPOIiHY, NAPOKCUNPONIiHY,
riCTUAMHY, OPHITUHY, Ni3VNHY, apriHiHy, CepuHy, Tpeo-
HiHY, deHinanaHiHy, HenpupoaHux amiHokucnoT, D-
i3oMepiB UM 3aMilLEeHNX aMiHOKMCIOT, COfleNn KMUCMOoT-
HUX aMiHOKMCIOT, BUBpaHKX 3 acnapariHoBO1 KWCNOTH
YA MYTaMiHOBOT KWUCMOTWU, TyaHiAWHY, 3aMilLleHOoro
ryaHiguHy, y sskomy 3aMicHUKM BMOpaHi 3 HiTporpynu,
amiHorpynu, arkiny, ankeHiny 4s arkiHiny, amoHiio,
3aMmilleHMX aMOoHieBMX cornen, cynbdartiB, HiTpaTis,
docdaTiB, nepxnopartis, Gopartis, rigporanoreHigis
(HCI, HBr, HI), aueTaTiB, TapTparTiB, ManeaTis, untpa-
TiB, CYKUWHATIB, ManbMoaTiB, MeTaHCYyNb(oHaTIB,
6eH3oariB, caniumnaris, rigpokcuHadgroaTis, 6eH30-
ncynboHarTiB, ackopbaTie, rniuepodocdaTisa  um
KeTornyrapaTtHoi coni.

4. dapMaueBTMYHa KOMMO3ULis, Ska BKITKOYaE Crony-
Ky dpopmynu (1)

1

oyt UL, ,

BU3HayeHy y 6yab-akomy 3 nn. 1-3, Ta qoapmau,eBTM-
YHO MPUAHATHUIA HOCIN, PO3PiMKYBay, EKCUMUMIEHT YN
conbBar.

[aHunii BUHaxig CTocyeTbca HOBUX aHTUAIiabeTny-
HUX, TiNONiMigEMiYHMX, FiINOXONeCcTepUHEMIYHNX CMO-
nyk Ta 3acobiB NpoTn OXMpPiHHA cdopmynn (l), TxHIX
NOXiAHWX, TXHiX aHanoriB, IXHiX TayTOMepHUX opm,
IXHiX cTepeoi3omepiB, ixHix noniMmopgis, iXHiX dap-
MaueBTUYHO MPUAHATHUX COMen, IXHiX hapMmaueBTu-
YHO MPUMHATHUX CONbBATIB Ta (hapMaLeBTUYHO Mpu-
MHATHUX KOMMO3WULLN, Lo TX MiCTATb.

KoHKkpeTHilwe, AaHWiA BUHaxig CTOCYETbCA CMOMyK
3aranbHoi opmynu (i), SKi € nepeBaxHO aroHicTamu
PPARaq, ixHix noxigHuX, TxHiX aHanoriB, ixHix TayTo-
MEpPHUX GOpM, IXHIX CTepeoidomMepiB, IXHiX NoniMop-
iB, iXHiX hapmMaLEeBTUYHO NMPUIHATHUX LUMEN,- iXHIX
dapmMaLeBTUYHO MPUMHATHUX CONbBaTiB Ta dapma-
LLEBTUYHO NPUNHATHUX KOMMO3ULN, LLO iIX MiCTATb

I? R 2 0
Ny Ar—\R
X (1
Sl Wm‘
R0

pe R' nosHavae rigporeH, rigpoKCurbHY rpyny,
ranoreH, MiHiNHMA 4n posranykenuin (C1-Ciz)-ankin,
NiHINHY yn posranykeHy (C+-C12)-ankokonnbHy rpyny,
3aMilleHy Y1 HesaMileHy apunankinbHy rpyngl abo
YTBOPIOE 3B'A30K Pa3oM i3 CyCiaHboto rpynoto R%;

R’ no3Hayae riAporeH; ranoreH, NiHifHWii Yn pos-
ranykeHun (Ci-Cq2)-ankin, niHiiHYy 41 posranyxeHy
(C1-C12)-ankokenneHy rpyny, (C+-C12)-ankaHoin, apo-

Rs

in, apmnanKaHom 3aMilLEHUIA 4K HeaaM|u.}ewa apu-
nankin, aéo R? YTBOPIOE 3B'1I30K pa3om 3 R

R3 nosHayae atom rigporeHy abo 3aM|u.|.eHi w
He3aMilleHi rpynu, BubpaHi 3 niHiMHOT YM po3ranyxe-
HOT (C1-C12)-ankinbHoi, umKnoankinbHoi, uuknoarnki-
narnkinbHOoi, LMKNoankeHinbHoi, apunbHoi, (Ci-C12)-
ankaHoinbHOI, apoinbHOI, apunarnkineHoi, apunanka-
HOIMNbHOI, O4HOBASNIEHTHOI reTepoUVKNiYHOI, reTepo-
apuIbHOi, reTepoapunarkinbHol, ankokenarkinbHoi,
anKoKCVKapOOHinbHOI, apunokcukapOOoHinbHOI, anki-
namiHokapOoHiNbHOT 4 apunamiHokapbOHINbLHOT
rpyn;

R* nosHauae rigporeH abo 3amileHi Y He3ami-
LWeHi rpynu, BubpaHi 3 niHinHoi un posranyxeHoi (C-
C12)-ankinbHoi, LmKnoankineHoi, apunbHoi, apunanki-
NbHOI, OOQHOBANEHTHOI reTepouuKNiYHOl, reTepoapu-
NbHOI 4n reTepoapunankineHoi rpyn; Y nosHavae
okcured abo NR” un N(RNO, ae R’ noswauae rigpo-
reH abo 3amilleHi Y1 HesamilleHi rpynu, BubpaHi 3
NiHivHOT Y poaranyxkeHoi (C1-C12)-ankinbHoi, apurbs-
HOT, apMnankinbHOI, rApPoKciarkinbHOI, ankaHoinbLHOI,
apoinbHOI, apurankaHoinbHoI, 0gHOBANEHTHOI reTe-
POLMKNIYHOT, reTepoapunbHoi, reTepoapunaskinbHor,
aJ'IKOKCI/IKapGOHIJ'IbHOI Y/ apuUIankoKCHMKapOOHINbHOT
rpym, R*T1a R’ pa3omM MOXYTb YTBOPIOBATU 3aMilleHy
Y He3aMilleHy 5- um B-UneHHy LUKMiYHY CTPYKTYPY,
WO MiCTUTb aTtoMu KapOOHy, aTOM HITPOreHy, ska
MOXe A404aTKOBO MiCTUTM OAMH YU KifbKa A404aTKOBUX
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retepoatomiB, BUOpaHMX 3 OKCUreHy, cynbdypy um
HITPOreHry;

R® nozHauae rigporeH abo 3amilleHi Y1 He3ami-
WeHi rpynu, BubpaHi 3 arkineHoi, ankeHinsHoi, uuk-
noankinbHOI, UuKnoarkinankinbHoi, apunbHOi, apu-
nankineLHoi, apoinbHOI Y/ aparnkaHoinNbHOI rpym;

Ar no3Hayvae 3aMilleHi Y1 HesaMilLeHi rpynu, Bu-
OpaHi 3 oBOBaNEHTHOrO PeHineHy, HadpTUneHy, nipu-
aunny, xiHonininy, 6eH3odypuny, aurinpobeH3odypu-
ny, 6eHsonipaniny, aurigpobeH3onipaHiny, iHgoniny,
iHOonNiHINY, asaiHgoniny, asaiHgoniHiNy, nipasoniny,
6eH3oTiasoniny, 6eH3okcasoninyi .M.,

X nosHavae -C(=0)-, -C(=S)-, -C(=S)-0O, -C(=0)-
O-, -C(=0)-S-, -O-(CH2)s¢-, -NH-(CH2)g-, -O-C(=0)-, -
C(0)CHz-, -CR?*=CR"-CHy-; -CR*=CR"-CO-, gie R® 1a
R® MOXYTb OyTM OOHAKOBMMW UM Pi3HMMM i No3HaYa-
toTb rigporeH un (CrCe)-ankin, d nosHavae uine ymcro
BiA 1 0o 4, abo X no3Hayae 3B'A30K;

R” nosHayae 3amilleHy 4/ HesaMilleHy rpyny,
BMOpaHy 3 apunokcukapboHiny, apunankokcukapbo-
Hiny, ankinkap6oHinokcnrpynu, ankokcnkapBoHinami-
HOrpynu, apunokcukapboHinamiHorpynu, apunarnkok-
cukapboHinamiHorpynu,
dryopeHinmeTokankapboHiny (Fmoc), cdonyopeHinme-
Tokcukap6BoHinamiHorpyn  (N-Fmoc), -OSO.R®, -
OCONR®R®, NR®*COOR®, -NR®COR’, -NR®SO.R’
NR®*CONR’R™, -NR®*CSNR®R?, -SO:R®, -SOR?, -SR?,
-SONR®’R?, -SO,0OR®, -COOR®’ -COR® un -
CONRSRQ, ne Rs, R® ta R" MOXYTb GYyTY OOHAKOBM-
MW Y4 PISHUMWU | He3anexHo no3HavalTb rigporeH
abo 3amilleHMIn Y He3aMilleHWn arkin, apwn, apu-
nankin, ankokcukapBoHin 4u apunankokcmkapboHin;
R® T1a Rg, KON BOHU 3HAXo04sATbCA Ha aTOMi HiTpore-
HY, MOXYTb pa3oM YTBOPIOBATU 5- UM 6-UNeHHy LuK-
NiYHY CTPYKTYPY, O MICTUTb aToMU KapboHy Ta OAuH
4M Kirnbka retepoaTomiB, BUOpaHMX 3 OKCUTEHY, CYrb-
dypy UM HiTpOreHy. R® nosHauae rigporeH, sIKLIO R®
3HaAxX04MTbCA Y NONOXEHHI 3 deHINbHOro Kinbus i He
no3Havae rigporeH;

R™ nosHauae rigporeH, ranoreH, HiTporpyny, uia-
Horpyny, amiHorpyny, ranoigarnkin, rigpoKkCurbHy rpy-
ny abo 3amilleHy 4u HesamilleHy rpyny, BubpaHy 3
niHinHoro um poasranyxeHoro (C1-C12)-ankiny, apwvny,
apunarkiny, retepoapuny, retepoapwnankiny, ofHo-
BaNleHTHOIO reTepoLMKNIYHOrO pajvkana, ankoKCcur-
pynu, MoHoarkinamiHorpynu, AiankinamiHorpynm,
ankokcukapOboHiny, apunokcikapboHiny, apunankok-
CMKapOOoHiny, apunoKcUrpynu, apunankoKCUrpymnu,
arnkinkapOoHINoKCUrpynu, arnkokcukapboHinamiHorpy-
nn, apwnokcukapboHinamiHorpynu, apunankokcukap-
GoHinamiHorpynu, driyopeHinmeTokcukapOoHiny
(Fmoc), cdnyopeHinmeTokcvkapboHinamiHorpynu (N-
Fmoc), -OSOR?, -OCONR°R’, NRP°COOR?®, -
NR2COR®, -NR°R’, -NR%SO,R’°, NR®CONRR™, -
NR’CSNR®R’, -SO:R?, -SOR®, -SR?, -SONRR’, -
SO,0R®, -COOR?, -COR?, -CONR®R®, ne R®, R’ Ta
R™ MOXYTb BYTY OAHAKOBUMMW UM PIBHUMU | HE3anex-
HO Mo3HavarTb rigporeH abo 3aMilleHUn YM Hesami-
LEeHWI arkin, apun, apunankin, ankokcukapOoHin umn
apunarkokcukap6oHin; R® Ta R®, konu BoHM 3Haxo-
OATbCSl HA aToOMi HITPOreHy, pa3soM MOXYTb YTBOpPHO-
BaTN 5- Y 6-UneHHY LUMKNiIYHY CTPYKTYPY, WO MICTUTb
aToMu kapboHy Ta OOQUH YM Kifnbka reTepoaTomis, BU-
OpaHux 3 okcureHy, cynbdypy 4v HiTpPOreHy; m no-

3Havae ujne ymucrno Bia 0 go 6 i n Nno3Havae Line 4ic-
no sig 0 go 6.

[daHun BnHaxig TakoX CTOCYeTbCHA crnocoby oge-
pXaHHS 3a3HayeHMX BULLIE CMOMyK, iXHiX aHanori.,
IXHiX IMoxigHUX, iXHiX TayTOMepHUX hopMm, iXHiX cTe-
peoizomepiB, ixHix nonimopdis, IxHiX dapmaueBTny-
HO MPUMNHATHUX COMEeNn, iXHiX hapMaLeBTUYHO NPUIH-
ATHMX CONbBaTIiB Ta hapMaLeBTUYHUX KOMMO3ULIN,
WO X MicTaTb.

[aHunn BnHaxXig TakoX CTOCYETBCA HOBUX NPOMDK-
HUX cnonyk, cnocobiB IXHbOro oAepaHHs, iXHbOro
BMKOPUCTaHHS y CUHTe3i cronyk copmynum () Ta ix-
HbOIO0 BMKOPUCTAHHA $IK aHTUAiabeTnyHux, rinonini-
AeMiYHUX, rinoxonecTepnHEMivYHUX CNonyk Ta 3acobis
NPOTU OXUPIHHS.

Cnonyku 3a JaHMM BUHAXO0OO0M 3HWKYIOTb [THOKO-
3y, TpUrniLepmnan, iHCyniH Nnasmu, 3HWKYIOTb 3aranb-
Hun xonectepuH (TC) Ta nmigBvWwytOTL ninonpoTeign
BMCOKOI rycTuHun (HDL) i 3HWwkytoTb ninonpoTeign Hu-
3bkOi ryctmHm (LDL), wo mae kopucHwWi edekT npu
iLeMiyHin xBopobi cepusa Ta aTepoCKkneposi.

Cnonyku 3a JaHUM BMHaxXo4OM € KOPUCHUMK O1s
3HWKEHHA Baru Tina Ta Ansa nikysaHHs Ta/abo npodi-
NakTUKN XBOpoO, Takmx SK aTepoCKepos, iHCYmMbT,
nepudepnyHi cyauHHI xBopobu Ta cnopigHeHi po3na-
an. Ui cnonykn € npygaTHUMKM Ans nikyBaHHA rinepri-
nigemii, rineprnikemii, rinepxonecrepuvHeMii, 3HWKeH-
HA aTeporeHHux ninonporteigis, VLDL (ninonpoTeign
ayxe Hu3bkoi ryctmHu) 1a LDL. Cnonyku 3a gaHum
BMHaXOLOM MOXYTb ByTW BUKOPWUCTaHI ANdA NiKyBaHHs
HUPKOBMX XBOPOO, BKMIOYAKUM [MOMepPYrNoHedpwT,
rMOMepPYNoCKNepo3, HeMPOTUYHUN CUHOPOM, rinep-
TEH3MBHUN Hedpocknepo3 Ta HedponaTito. Cnonykn
3aranbHoi cdopmynu (l) € Takox npugaTHUMKU A4
nikysaHHsa Ta/abo npodinakTMkM NenTUHOPE3NCTEHT-
HOCTI, MOpYLIEeHOI TONepaHTHOCTI O [MoKO3K, po3na-
[iB, CnopigHeHMX i3 cMHOPOMOM X, TaKUX 9K rinepTeH-
3is, OXWUPIHHA, iHCYNIHOPE3NCTEHTHICTb, illeMivyHa
xBopoba cepus Ta iHLWi cepueBo-CyauMHHi posnaau. L
CMONYKN MOXYTb TaKOX OYTU KOPUCHUMMU SK iHiBiTopK
anbAo30peayKTa3u, Ans MOominweHHs MisHaBanbHUX
YHKLIA npu  gemMeHuii, nikyBaHHs giabeTnyHnx
ycknagHeHb, posnagis, NoOB'A3aHUX 3 aKTUBALLED €H-
poTenianbHUX KMiTUH, nNcopiasy, CMHAPOMY MOfiKiCTO-
3HUX sevHmkiB (PCOS), 3ananbHUX xBOpob KULLEYHUN-
KY, 0OCTeonopoay, MIOTOHIYHOT ancTpodii,
naHKpeaTUTy, apTepiockneposy, peTuHonarTii, KcaH-
TOMU, po3nagiB xap4yyBaHHs, 3ananeHHsa Ta ans niky-
BaHHA paky. Cnomnykn 3a AaHWM BUMHAaxo4OM € TakoX
KOPMCHMMU MNpKn MikyBaHHI Ta/abo npodinakTnui Bu-
wes3ragaHux xsopob y kombiHauii/cynyTHO 3 oaHuM
uM Kinbkoma iHribitopamn HMG CoA-peayktasw, iHri-
B6iTOPOM BCMOKTYBaHHSA XONecTepuHy, 3acobom npotu
OXUPiHHSA, 3acoboM Ana niKyBaHHA ninonpoTeigHux
po3nagiB, finornikemiyHuM areHToMm, iHcyriHom, Giry-
aHigoM, Cynb@OHINCe4YoBUHOW, TiazonigMHOioOHOM,
noAgiviHnm aroHictom PPARa Ta y 4 iXHbO CyMiLu-
LLIkO.

ATepockrnepo3 Ta iHW nepudepuyHi  CyauHHI
XBOpOOM BNNMBaKOTb Ha SKICTb XMWTTA MiMbHAOHIB Mto-
aeni. Tomy 3HayHa yBara NPUAINSAETLCA BUBYEHHIO
eTionorii rinepxonecrepuHemii Ta rinepninigemii i
po3pobui edhekTMBHUX TepaneBTUYHUX CTpaTeril.

lNnepxonectepnHemis BU3HAYaETLCA SK piBEHb
XONECTEPUHY B MNasmi, SKUA NepeBuLLye 3HAYEHHs,



9 82835 10

OOBiINbHO Ha3BaHe "HopMarbHUM" piBHEM. Hewonas-
HO 6yno BM3HaAHO, WO "igeanbHi" piBHi XONecTepuHy B
nnasmi € HabaraTo HWKYMMM 3a "HOpPMarnbHWN" piBEHb
XONecTepuHy y 3aranbHiv nonynsauii, i Wo pusnk xso-
pobu kopoHapHux apTepin (CAD) 3pocTtae 3 nigsu-
LWEHHSIM PIBHIO XOnecTepuHy Bulle "onTtumarnbsHoro"
(abo "ipeanbHoro") 3HauveHHsi. IcHye 6e3CymMHIBHMI
NPUYMHHO-HACHIOKOBMA 3B'I30K MK rinepxonecrepu-
Hemieto Ta CAD, ocobnueo Ans ocid 3 YncneHHUMKU
dakTopamMu pusmnky. binblwa yvacTMHa xonectepuHy
3HaxXoAuTbCA Yy eTepudpikoBaHUX popmax 3 PisHUMMU
ninonpoTteigamun, TakuMK SK JiNONPOTEIAN HU3LKOT
ryctuHn (LDL), ninonpoTeign MpPOMDBKHOI TryCTUHM
(IDL), ninonpoTeign Bucokoi ryctuHn (HDL) i, yacTtko-
BO, NninonpoTeign ayxke Huabkoi ryctuHun (VLDL). Jo-
CNiIKEHHS 4YiTKO BKa3yloTb Ha HasiBHICTb 3BOPOTHOIO
cniseigHoweHHa mbk CAD Ta aTepocknepo3oMm i KOH-
ueHTpauigsmn  HDL-xonectepuHy y  cupoBaTLui
[Stampfer et al, N. Engl. J. Med., 325 (1991), 373-
381]. Pusnk CAD 3pocTae 3 nigsuLleHHAM piBHiB LDL
Ta VLDL.

Mpn CAD 3BM4YaHO cnocTepiratotbes "KUpoBsi
CMYXKN" Yy COHHIN, KOPOHAPHIN Ta MO3KOBIN apTepisx,
AKi CKNadalTbCsl NEPEBAXHO 3 BiNbHOrO Ta eTepudi-
koBaHoro xonectepuHy. Miller et al [Br. Med. J., 282
(1981), 1741-1744] nokasanu, WO NiABULLEHHS Kifb-
KOCTi yactTnHok HDL moxe 3MeHWwWnTK Kinbkicte ains-
HOK CTEHO3Y Y KOPOHapHWX apTepisx NoAMHA, a BUCO-
Kun pieeHb HDL-xonectepuHy Moxe 3anobiratu
poO3BUTKY  aTepocKreposy. [Picardo et al,
Arteriosclerosis 6 (1986) 434-441], nokasanu B eKc-
nepumeHTax in vitro, wo HDL € 3gatHum Bugansatu
XOonecTtepuH 3 KnituH. BoHu npunyctunu, wo HDL
MOX€E OYULLATU TKaHWHW Bif HAAMMWLKY BiflbHOTO XO-
necTtepuHy Ta NepeHoOMTN MOro A0 MeuiHKW, Lo Bi-
OOMO $K 3BOPOTHMIA  TPaHCMOPT  XONECTEPUHY
[Macikinnon et al, J. Bioi Chem. 261 (1986), 2548-
2552]. TakKMM YMHOM, areHTun, WO NigBULLYIOTb PiBEHb
xonectepuHy HDL, 6yayts Matm TepaneBTUYHYy 3Ha-
YyWicTb ANs NiKyBaHHA rinepxonecrepuHeMii Ta iwe-
MiyHoi xBopobu cepus (CHD).

OXUPpiHHA € XxBOpOOOt0, AYKe MOLUMPEHOID Y CYC-
ninbCTBax 3 BUCOKMM [OCTATKOM Ta Yy KpaiHax, Lo
pPO3BMBAIOTLCA, | € BAXIMBOK MPUYMHOK 3aXBOpPHOBa-
HOCTi Ta cMepTHOCTi. BOHO € CTaHOM HakoMU4eHHs1 B
opraHiamMi HagnMLWKOBOro XWpy. MPUUYMHN OXUPIHHA
TOYHO HeBigoMi. BBaxkaeTbcs, WO BOHO Ma€ reHeTuy-
Hy npupoay abo NpoMOTYETLCSI B3aEMOLIE MiX re-
HOTMMNOM Ta HaBKONULLHIM cepepoBueM. Hesanex-
HO BiJ MPWYUHW, pe3ynbTaToM € BiAKMAaAAHHSA XUpy
BHacnigok gucbanaHcy Mbk CNOXMBaHHAM eHeprii Ta
BUTPaYaHHAM eHeprii. YacTuHo Kypcy niKyBaHHSA
OXUPIHHA € gieta, i3nyHi BnpaBuM Ta MPUTHiYEHHS
aneTtuty. IcHye notpeba B edpekTBHIN Tepanii Ans
6opoTbOM 3 uieto xBOPoOOI, OCKiNbKM BOHA MOXe
CMPUYMHIOBATU iWeMiYHy xBopoOy cepus, gdiaber,
iHCYNbT, rinepninigemito, nogarpy, 0CTeoapTpuT, 3HKU-
XeHy epTUnbHicTb Ta 6arato iHWMX NCUXONOMYHNX
Ta couianbHUX npobnem.

[iabeT Ta iHCYNniHOPE3NCTEHTHICTb € IHLIOK XBO-
po6olto, WO CUMMbHO BINUBAE Ha SAKICTb XUTTA BENUKOT
KinbkocTi niogen y cBiTi. IHCYNiHOPEe3NCTeHTHICTb €
3MEHLUEHOI 34aTHICTIO iHCYNiHY BUABNATU CBOKO Oio-
NOriYHy Ail0 B LUMPOKOMY iHTepBarsi KOHLUEeHTpauin,
Mpn iHCYNiIHOPE3NCTEHTHOCTI  OpraHiaM cekpeTye

aHomarnbHO BMCOKY KirnbKiCTb iHCYNiHY Ans KoMneHca-
uii uboro gedekTy; MpM HECNPOMOXHOCTI [OCArTU
LbOro, KOHLEHTpaLis rnoko3n B Mra3mi HEMUHYHO
niaBMLLYETLCH Ta NPU3BOAMTL OO PO3BUTKY AiabeTty. Y
KpaiHax, WO pOo3BMBaOTLCSA, LYKPOBUIA AiabeT € ayxe
noLmMpeHo NpobnemMoto; BiH acouiioBaHUA 3 pi3HK-
MW aHoManigMu, BKMOYaUM OXMUPIHHA, rinepTeHsito,
rinepninigemito [J. Clin. Invest, 75 (1985) 809-817; N.
Engl. J. Med, 317 (1987) 350-357; J. Clin.
Endocrinol. Metab., 66 (1988) 580-583; J. Clin.
Invest, 68 (1975) 957-969] Ta iHWi HMpKOBI ycknaa-
HeHHs [naTteHTHa nybnikauis NeWO 95/21608]. 3apas
aepani Ginbworo BM3HaHHA HabyBae Aymka npo Te,
LLO iHCYNIHOPE3UCTEHTHICTb Ta BiAHOCHA rinepiHcyni-
HeMiq BigirpatoTb NEBHY POSb B OXKUPIHHI, rinepTeHsil,
aTepocknieposi Ta LykpoBomy aiabeTi Tmny 2. 3B'A30k
iHCYNiHOPE3NCTEHTHOCTI 3 OXWPIHHAM, riNepTeHsieo
Ta CTeHokapgielo OyB OnNUCaHMA $IK  CUHOPOM,
LleHTparnbHOK NaTOreHHOK NaHKOoK SKOro € iHCYmMiHo-
PE3UCTEHTHICTb - CMHAPOM X.

lNnepninigemiss € ronoBHOK MPUYNHOKO CEpLIEBO-
CyaMHHUMX 3axBoptoBaHb (CVD) Ta iHWMX xBOpo6 ne-
pudepnyHux cyanH. Bucokuii pusmk CVD nos'asaHui
3 MigBMLIEHUMY 3HaveHHAMu LDL (ninonpoTteign Hu-
3bkoi ryctmHn) ta VLDL (ninonpoTeign Ayxe H13bKoi
rYCTUHK), LWO. crnocTepiralnTbCca Npu rinepninigemii.
MauieHTn 3 HeCTeprHicTio o TTIOKO-
31/iHCYNiHOPE3NCTEHTHICTIO, HA AoJaToK Ao rinepnini-
aemii matoTb nigsuweHu pusvk CVD. YucneHHi go-
CNiMKEHHA Yy MWHYNOMY MoOKa3anm, WO 3HWKEHHS
TpuUrniuepnaiB Nnasvu Ta 3aranbHOro XOnecTepuHy,
3okpema, LDL ta VLDL, i nigBuLWeHHA xonecTtepuHy
HDL ponomarae 3anobiraHH CepLeBO-CYAMHHUX
xBopo6.

PeuenTtopu, akTvBOBaHi nponidepaTtopom nepok-
cucom (PPAR), € cupoTCbkuMu peuenTopamu, siki
HanexaTt 40 HaaciMencTBa CTepPOigHUX/PETUHOIOHNX
peuenTopiB niraHA4-akTMBOBaHUX haKTOPIB TpaHCKpU-
nuii [Wilson T. M. and Wahli W., Curr. Opin. Chem.
Biol., 1997, Vol.1, 235-241]. bynu Buginexi Tpu peue-
nTopa, WO aKTUBYIOTbCA npornidhepaTopom Mepokcu-
com (PPAR), Ha3BaHi PPAR-a, PPAR-y Ta PPAR-.
Lli PPAR perynioloTb €KCrpecito LjNbOBUX MEeHiB LLNS-
XOM 3B'A3yBaHHA 3 enemMeHTaMu MocnigoBHOCTEN
OHK.

Byno BnM3HaHoO, WO Aeski Cronykun, ki akTUBYIOTb
4M y iHWKIA cnocib B3aeMOoAitoTb 3 OOHUM YK Kirlbkoma
3 PPAR, 6epytb yyacTb y perynioBaHHi piBHiB Tpumi-
LepuaiB Ta XonectepuHy y TBAPUHHWX Mogensx [na-
TeHT CLUA NeNe5847008, 5859051 Tta nybGnikadii
PCTWO 97/28149, WO 99/04815].

IcHye BennyesHa KinbKicTb iHdopmaLyi npo BnmBs
aroHictie PPARa Ha npodinb cepueBoO-CyanHHOro
pU3uKy, Hanpuknag, crnonyku knacy dibpartis, aKi €
cnabkuvm aroHictamn PPAR-a, KOpurnytoTe ateporeH-
Hy gucninonpoTeiHeMito. Kinbka BunpobOyBaHb aHrior-
padiyHoro BTPy4aHHA MNPOLEMOHCTPYBaNN KOPUCHY
Ail0  uux nikiB Ha pO3BUTOK aTepOCKIIEPOTUYHMX
YLIKOPKEHb, @ pe3ynbTaTu BUNpobyBaHb 3 NEPBUHHOI
Ta BTOPVMHHOI NPOGINaKTUKN BUSIBUIM 3HWKEHHSA Yac-
TOTU cepueBo-cyanHHux seuw, [Ricote M. and Glass
C. K.; Trends in Phamacological Sciences; 2001;
22(9); 441443].

Hespakatoun Ha 1ol dhakT, wo dibpatm, sKi €
cnabkmvmn aktmBatopamu PPAR-0, 3HWKYIOTH pPiBHI
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Tpurniuepunais nnasMu i ogHOYacHo NiABULLYIOTE PiBHI
HDL-C, BOHM He € Kpawmmu nikapcekumu 3acobamm
yepes HM3bKY eeKTUBHICTb, WO noTpebye BUKOPUC-
TaHHS BENMKUX 003, MOXKIINBICTb BUHUKHEHHSI MiO3UTY
Ta HaABHICTb NMPOTUMOKa3aHb ANA NauieHTiB 3 nopy-
LUEHHSMMW HUPKOBOT Ta NEYiHKOBOI OyHKLiW i BariTHUX
Ta XIiHOK, LLO roaytoTb.

OpHak, BiabyBaBCs LUIBMAKWIA MPOrPeEC Yy PO3YMiH-
Hi poni PPAR-a npu pisHux natoqisionoriyHmx cra-
Hax, Ha goJdaTtok A0 Aobpe AOKYMEHTOBaHUX CNpUSAT-
nuenx edekTiB Ha ninigHMn npodinb. 3ananbHa
aKTMBaUis rmagkux KnituH M'asiB aopTu, sika € xapak-
TEPHOK O3HAKOK aTepPOCKNEPO3Y, NO-BUANMOMY, iHTi-
oyeTbcs pieto PPAR-a [Vamecq J. and Latruffe N;
Lancet; 1999; 354; 141-148].

HewonaBHo ogepaHi AaHi A03BOMSOTL NpUnyc-
™T1 pornb peuenTtopisB PPAR-a y noninwerHi yytnm-
BOCTI 00 iHcyniHy. Byno npogeMoHcTpoBaHO, WO 3a
paxyHOK 3HWKEHHs1 ninigiB y kpoBoobiry Ta m'asax y
iHCYNiHOPE3NCTEHTHUX MOAENEeN rPUsyHiB, Takmx K
wypw Zucker 3 OXMPIHHAM, MULLI, SKUX roAyI0Tb KOp-
MOM 3 BMCOKMM BMICTOM XXUpY, Ta LLYPU, AKUX FO4Y-
I0Tb caxapo3o-napdom, niraHam PPAR-a noninwy-
I0Tb YYTNMBICTb A0 iHCYMiHY Ta CTaH MpU OXMPiHHI.
Kpim Toro, 6yno BusBRNEeHO B3aeMOAi0 MiMia3HWKYBa-
NbHOT aKTUBHOCTI CTaTuHIB 3 peuentopamun PPAR-a
Ha JoJaTok 00 obMexeHoi OOCTYMHOCTI xonecTtepu-
Hy. [eski KniHiyHi BUNpobyBaHHA BUSIBANM NONIMLIEH-
HS1 MOKa3HWKIB YyTNMBOCTI 4O iHCYNiHY nNpu 3acTocy-
BaHHi iibpaTtiB [Guerre-Millo M, Rounalt C. and
Poulain P; Diabetes; 2001; 50; 2809-2814, Muoio D.
M., Way J. M. and Tanner C. J.; Diabetes; 2002; 51;
901-909, Ye J, Doyle P. J. and lIglesias M. A;
Diabetes; 2001; 50; 411417, Ta Roglans N, Sanguino
E. and Peris C; JPET; 2002; 302; 232-239].

Takum YnHOM, iCHYIOTb LiKaBi CBiAYEHHS TOrO, LU0
aroHict PPAR-a MoxyTb 6yt BUKOpPUCTaHi ANs KOH-
Tponto ninigis i, 3a OCTaHHIMWM JaHVMW, HaBiTb A5S
NONIMWEeHHS YyTNMBOCTI [0 iHCyniHy. OBMeXeHHs
icHytounx 3apa3s 3acobiB nikapcbkoi Tepanii y noea-
HaHHI i3 3poCcTalyMM MOLUMPEHHAM NiNigHMX aHoMa-
ni B YCbOMY CBiTi BUMaratoTs BMSBNEHHS GinbLu cu-
NbHoAilounx Ta 6e3nedyHmx aroHictiB PPAR-a. Y
NPOOOBKEHHA HalmX JocnigxeHb aroHictis PPAR
[mateHTn CLUA NeNe5885997, 6054453, 6265401;
3asieka PCT/IB02/04275] 3 MeTol 3a[0BOSIEHHS LMX
notpeb, 6yno cMHTE30BaHO P CMOMYK, sKi PO3KPUTI
y AaHOMY BUHaxon4i.

Byrno onucaHo Aekinbka arnkinkapOoHOBMX KUC-
noT, iXHiX NoXigHUX Ta TXHiX aHanoris, NpuaaTHUX Ang
BMKOPUCTaHHS Yy NiKyBaHHi rinepriikemii Ta rinepxo-
necrepuHeMii. leski 3 TakmMx cnomnyk, oNMCaHuX y Bi-
OOMOMY PiBHi TEXHIKW, BKa3aHi HDKYe:

i) [Mat. CLIA Ne5306726, WO 91/19702], pos-
KpmBatoTb Kiflbka NOXigHMX 3-apui-2-oKkCUnponioHoBOT
KucnoTu 3aransHux dopmyn (lla) ta (lib) sk rinonini-
AeMiyHi Ta rinornikeMivHi areHTn.
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Mpuknagm umx cnonyk npegcrasneHi gopmyna-

mu (lic) Ta (Iid)
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i) [MixHapogHi nybnikauji NeNeWO 95/03038 Ta
WO 96/04260] poskpusatoTb crionyku dopmynu (lle)
COOH

CHy %
7 VocHR? (lle)

R'“'Pil\/'\o
Mpviknag uMx Cronyk MpeacTaBneHun OpPMYIioH
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) [MixxHapogHi nybnikauii NeNeWO 94/13650,
WO 94/01420 Ta WO 95/17394] po3kpuBatots Crnony-
Ku 3aranbHoi dpopmynu (lig)
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iv) [MixxHapogHa ny6nikauis NeWO 00/49005]
po3kpvBae cnonyku 3aransHoi cpopmynm (lli)
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Mpuknaa umx cnonyk npeacraBneHnin opmynoro
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v) [MixHapogHa nybnikauigs NeWO 94/12181]
po3kpvBae cnonyku 3aransHoi popmynm (llk)
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vi) [MixxHapogHa nybnikaujia NeWO 93/16697 Ta
nateHT CLUA Ne5227490] poskpusaloTb CNOMyKW 3a-
ranoHoi gopmynu (lim)
1

R\ R?
Ej/j<ﬂz (Ilm)
—
Z—-Y—-X/ COoR®

Mpuknaa umx cnonyk npeacraBneHnin opmynoro

(lin)

COOC,Hs
HND—(CHZ).,om (lin)
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vii) [MixHapogHi nybnikauia NeWO 99/62871]
pO3KpuBae cnonyku 3aransHoi dopmynu (llo)

o (CH)y—CH;-O \._
ow@/ @ B (Ilo)

Dl‘
D’
ne A 3HaxoouTbCs Yy OpTO-, MeTa- 4u napa-
NOJSIOXKEHHI | NO3HaYae

R? R!

| 1 3 i
—C—C—COR 4y T %

éq 'qu —C=C—CCR

Mpuknag umx cnonyk npeacTtaBneHnin popmyroro
(llp)

,©/\/ ° QCats
Me0,$0 O (IIp)
)

viii) [MixxHapogHa nyb6nikauis NeWO 00/64888]
pOo3KpuBae cnonyku 3aransHoi dopmynu (llq)

R R R® R’
t,—A %a-8~&|)d—ﬁ-z (llq)
R? RS e . R

Mpwvknag umx cnonyk npeacraeneHnin opmynoto

(Itr)

C(N\IJOUO\A/?LOZ\ (i)

ix) [MixHapogHa nybnikauis NeWO 99/62872]
po3kpuBae cnonyku copmynu (lIs)

o J
S0 5B (Is)
“Fo H
[+]

X) [MixHapogHa nybnikauigs NeWO 00/63153]
po3skpuBae cnonyku dopmynm (lIt)
AL .A?

4
(GH 5
o) R, O (lit)
m(Q—=Ar YR®

M
Mpuknag unx cnonyk npeacTtaBneHnin opmMyrnoto

(llu)

»
L 7 (Ilu)
S- Q’r\f

xi) [MixHapogHa nybnikauigs NeWO 01/55085]
po3kpuBae cnonyku gopmynu (Ilv)
11

i
= R' .0 (Iv)

{CHan G
miCj——Ar or

Mpwvknag umx cnonyk npeacraeneHnin opmynoto
(llw)
/@/\(COOH
° (Ilw)

Bynn onwucaHi kinmbka noxigHux (B-cbeHin-o-
rigpoKcM3amMilLeHOi MPOMIOHOBOI KMCMOTH, IO BUKO-

pucToByBanuca SK MPOMDKHI CMONyKU AN CUHTE3Y
LinboBunx Mmonekyn. [leski 3 TakMx cnomnyk, onnucaHmnx y
BiJOMOMY PiBHi TEXHIKW, BKa3aHi HWKYe:

i) [EBponeicbka naTeHTHa 3asiBka EPO 816316]
po3KpuBae cnonyky dopmynm (va)

R'\ ? Coor®

ﬂ = - (va)
A

R?

Cnonyky cdopmynu (va) gani nepeTBOploOTb Ha
1,2-eTaHgionbHe noxigHe dhopmynu (vb)

R! 0
pes " ()
ﬂ// OH

RZ

Li 1,2-eTaHAionbHi NOXiAHI € KOPUCHUMUN MPOMDK-
HUMW cnonykamu Ang dapmaLleBTUYHNX Ta CiNbCbKO-
rocrnogapcekmx ximikaTiB.

ii) [MaTeHTHa 3aseka Anonii JP 10017540] pos-

KpuBae crnonyky copmynu (vc)
NH,

(ve)

HO™ ™C0,Bz
Cnonyky copmynu (vc) gani nepeTBOPOOTL Ha

cnonyky dopmynu (vd)

-~
NS

N H
Boc 0~ ~cOo,8z2l

(vd)

MeTolo gaHOro BMHaxody € CTBOPEHHS HOBUX
crnonyk 3aranbHoi oopmynu (1), ki MaoTe nepeBax-
HO PPARQG-aroHiCTM4HY akTUBHICTb 3 ICTOTHO 3HWXe-
HOK  TOKCMYHICTIO, acouinoBaHoio 3 PPARy-
aKTUBaUi€elo, NPUOATHUX ANt 3HWKEHHS TTIH0KO3U Kpo-
Bi, PIiBHIB ninigiB, 3HWKEHHS XONECTEPUHY Ta 3MEH-
LEeHHA Baru Tifla 3 KOPUCHUMU edeKTamun npu niky-
BaHHi Ta/abo npodinakTiui xBopob, MoB'A3aHUX 3
nigBuLeHMKN piBHAMM NinNigiB, aTepockneposy, 3a-
XBOPIOBaHb KOPOHApHOI apTepii, cuHapomy X, nopy-
LLEeHOT TONepPaHTHOCTI 0 FMOKO3U, iIHCYNiHOPE3NCTEH-
THOCTI, iHCYNiHOPE3UCTEeHTHOCTi, WO NpUBOAUTL [0
niabety TMny 2 Ta 1noro giabetMyHux ycknagHeHb,
Ans nikyBaHHs XxBopo6, naTtodisionoriyHUM MexaHis-
MOM SIKUX € iHCYNiIHOPE3UCTEeHTHICTb, Ta ANs NiKyBaH-
HS rinepTeHsii, 3 KpaLlo edPeKTUBHICTIO, OiEBICTIO Ta
MEHLLOK TOKCUYHICTIO, ANsi YOro MU 30Cepeansv Hali
OOCNiMKEHHS1 Ha po3pobui HOBMX crnonyk, edekTuns-
HUX Ans niKkyBaHHS BULLe3ragaHux xsopob. 3ycunns
B LbOMY HanpsiMKy MpvMBerM OO CTBOPEHHS ClOMyK,
Lo MatoTb 3aransHy hopmyny (I).

Takym YMHOM, FONTOBHUM aCMeKToM 4AaHOro BUHa-
Xo4y € CTBOPEHHS HOBMX ankinkapOoHOBMX KUCNOT
3aranbHoi dopmynu (I), ixHix noxigHWMX, ixHiX aHano-
riB, IXHiX TayromepHux opm, ixHix cTepeoisomepis,
IXHi X noniMopdiB, TXHIX hapMaUeBTUYHO NPUAHATHUX
conen, ixHix dpapmaueBTUYHO NPUARHATHUX CONbBaTIB
Ta hapmMaueBTMYHUX KOMMO3MLIM, WO iX MiCTATb, 4K
IXHiX cymiLLen.

[HLWMM acneKkToM OaHOro BUHAXOAY € CTBOPEHHS
HOBUMX ankinkapboHOBUX KUCMOT, iXHiX MOXIOHUX, TXHiX
aHanoris, ixHix TayToMepHux dopm, ixHiX cTepeoiso-
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MepiB, IXHiIX noniMopiB, IXHiIX dapmaueBTUYHO Npu-
NHATHUX comnen, ixHiX hapmMaueBTUYHO MPUNHATHUX
conbBaTiB Ta drapMaLeBTUYHMUX KOMMO3WLUIN, WO iX
MiCTATb, UM iXHIX CYMilLen, S9Ki MOXYTb MaTu aroHic-
TUYHY aKTUBHICTb MO BigHOWeEHHIO Ao PPARa Ta/abo
PPARYy i, Heobos'askoBo, iHribygatn HMG CoA-
peaykTasy, Ha OOAATOK A0 HasiBHOCTI aroHiCTUYHOI
akTMBHOCTI no BigHoweHHio Ao PPARa Ta/abo
PPARY.

Lle iHWMM acnekToM AaHOro BUHaxody € CTBO-
peHHs cnocoby ofepkaHHs ankinkapboHOBMX KUCMOT
dopmynu (l), ixHiX moXigHMX, TXHiX aHanoris, ixHix
TayTOMepHUX ¢opm, ixHiX cTepeoizomepiB, iXHiX No-
nimopdis, IxHiX dapMaLeBTUYHO NPUMNHATHUX COMnen
Ta IXHiX dpapmMaLueBTUYHO NPUNHATHUX CONbBaTIB.

LLle iHWMM acnekToM OaHOro BMHAxo4y € CTBO-
peHHs bapMaueBTUYHUX KOMMO3ULIN, WO MICTaTb
crnonyku 3aranbHoi copmynu (l), ixHi aHanoru, ixHi
noxigHi, ixHi Taytomepu, ixHi cTepeoisomepwu, ixHi
nonimopdwm, IxHi coni, CoMbBaT Y ixHi CymiLLi y KOM-
GiHauii 3 NnpMaaTHUMK HOCISMMK, PO3YNHHUKaMK, PO3-
pipKyBayaMn Ta iHWMMUW cepedoBULLAMM, 3BUYAWHO
BMKOPVUCTOBYBAHUMMW ANl BUTOTOBMEHHS TaKUX KOM-
No3uLin.

[HWMM acnekToM AaHOro BUHaxody € CTBOPEHHs
HOBUX MPOMDKHMX CMOMYK, cnocody ixHbOro opep-
YKaHHS Ta BUKOPUCTAHHSI NMPOMDPKHUX CMOMYK Y CNOCO-
bax ogepxaHHa ankinkapboHOBMX KUCIOT hopmynu
(I), TxHiX noxigHuX, ixHiX aHanoriB, iXHiX TayTomepis.,
IXHi X CTepeoi3oMepiB, Ta IXHE BUKOPUCTAHHA 9K aHTU-
aiabeTnyHumx, rinoniniaeMivyHuX, rinoxonecTepuHeMmiy-
HUX CNONYK Ta 3acobiB NPOTU OXMPIHHSA.

Hosi B-apun-a-okcmsaMilleHi NPOTOHOBI KNCMOTK
3aranbHoi popmynu (1)

rM 1]25 R1R’ &
i e T SR
B8 y m RB-O YR

IxHi moxigHi, TxHi aHanoru, ixHi TayTomepHi dop-
MW, iXHi CcTepeoizomepw, ixHi nonimopdmn, ixHi dap-
MaueBTUYHO MNPWNHATHI coni, ixHi dhapmaueBTMYHO
NpPUUHATHI conbBaTn, Ae: R’ no3Havae rigporeH, rig-
POKCUIBHY rPYMy, ranoreH, MNiHINHWUA 4n posranyxe-
HUn (C1-C12)-ankin, niHinHy un posranyxkeHy (C1-Cqy)-
ankoKCcuUrpyny, 3amilleHy Y4 HesamilleHy apuvnanki-
NbHY rpyn%/ 3620 YTBOPIOE 3B'A30K PasoM i3 CYCiAHbLOI
rpynoto R®; R® no3Havae rigporeH, ranoreH, niHinHWA
un posranyxkeHmii (C+-Cq2)-ankin, niHiiHY 41 posra-
nyxeHy (Cq-Cq2)-ankokcurpyny, (C1-Cq2)-ankaHoin,
apoin, apunankaHoin, 3amileHUn 4Yn He3aMmilleHWU
apunarkin, abo R? YTBOPIOE 3B'A30K pas3om 3 R, R®
nosHavae aTtoMm rigporeHy abo 3amilleHi Yn Hesami-
LWeHi rpynu, BubpaHi 3 niHinHoT Y1 posranyxeHoi (C+-
C12)-ankinbHoi, umKnoankineHoi, LMKnoankinankinb-
HOT, LMKIIoankeHirnsHof, apunbHoi, (C1-C12)-
ankaHoinbHOI, apoinbHOI, apunankineHoi, apunanka-
HOINbHOI, OOQHOBAaNEHTHOI reTepoUVKIivyHOI, reTepo-
apunbHoOI, reTepoapunankinbHoi, ankokciaskinbHOoT,
arnKoKCVKapOOHINbHOT, apuioKCMKapOOHiNbHOI, arki-
namiHokapboHINbHOT 4 apunamiHokapboHiINbHOT
pym,

R* nosHauae rigporeH abo 3amileHi Y1 He3ami-
LeHi rpynu, BubpaHi 3 niHinHoi yn posranyxkeHoi (C+-
C12)-ankinbHOI, UMKroarnkineHoi, apunbHoi, apunanki-
NbHOI, OQHOBANEHTHOI reTepoLMKIIivYHOI, reTepoapu-

NbHOT 4M reTepoapunarkineHoi rpyn; Y nosHavae
okcured abo NR” un N(R)O, ae R’ nosHauae rigpo-
reH abo 3amiweHi 4 HesamiweHi rpynu, BubpaHi 3
niHiHOT yn posranykeHoi (C1-C1z)-ankinbHoi, apunbs-
HOIi, apunankinbHoi, rigpokcarkinbHoi, ankaHoiNbHOT,
apoinbHOi, apunankaHoinsHoi, 0gHOBaNEHTHOT reTe-
POLUMKNIYHOI, reTepoapurnbHoOi, reTepoapunarkineHor,
ankokcuKapOOoHINbHOT YK apunankokcUkapOOoHINbHOT
rpyn; R*ta R’ pasoM MOXYTb YTBOPIOBATU 3aMilleHy
YN HesaMilleHy 5- 4n B-YneHHy LMKIiYHY CTPYKTYPY,
WO MiCTUTb aToMU KapOOHY, aToM HITpOreHy, sika
MOX€e [0OaTKOBO MICTUTU OLMH Y KiNbka J0AaTKOBUX
retepoatomiB, BUOpaHMX 3 OKCUreHy, cynbdypy um
HITpOreHy; R® nosnauae rigporeH abo 3amilleHi uu
He3aMilleHi rpynu, BubpaHi 3 arnkinbHoi, ankeHinbHoi,
LMKNoankinbHol, uukroarnkinankinbHoi, apuibHOI,
apunarnkinbHoi, apoinbHOi Y/ aparnkaHoinbHOI rpym;

n Ta m € yinumn yicnamm B iHtepsani 0-6;

Ar no3Hayvae 3amilleHi Y HesaMilleHi rpynu, Bu-
OpaHi 3 gBoBaneHTHoOro dheHineHy, HadpTMneHy, nipu-
avny, XiHoniHiny, 6eH3odypuny, aurigpobeHsodypu-
ny, 6eHsonipaHiny, avrigpobeH3onipaHiny, iHgoniny,
iHOoNiHINY, asaiHgoniny, asaiHAoniHiny, nipasoniny,
6eH3oTiasoniny, 6eH3okcasoniny i T.n. 3amMiCHMKM Ha
rpyni, no3HayeHin Ar, MOXyTb GyT1 BUGpaHi 3 NiHiNHO-
ro 4n poaranyxeHoro, Heo60B'13K0BO, raroreHoBaHo-
ro (C+-Ce)-ankiny, Heo6oB'A3k0BO ranoreHoBaHoi (C1-
Cs)-ankokcurpynu, ranoreHy, auuny, Takoro sk aue-
mmn, COC2Hs, GyTaHoiny, neHTaHoiny, nponioHiny,
OeH3oiny i T.n., amiHorpyn, auunamiHorpyn, Takux siK
NHCOCH3, NHCOC2Hs, NHCOC3H7 and NHCOCsHs
i T.N.; Tio- Y1 KapOOHOBUX YK CYNbGOHOBUX KUCNOT Ta
iXHiX noxigHux. MoxigHi kapbGoHOBOT KMCNOTU Ta Cy-
NbGOHOBOIT KUCIIOTU BKIOYaOTb amian, Xnopaxrigpun-
an, cknagHi ecbipn Ta aHrigpuan kapboHOoBOI KUCNOTK
Ta cyrnbOHOBOT KNUCINOTU.

X nosHavae -C(=0)-, -C(=S)-, -C(=S)-0O, -C(=0)-
O-, -C(=0)-S-, -O-(CH2)¢-, -NH-(CH2)4-, -O-C(=0)-, -
C(O)CHz-, -CR?=CR"-CHy-; -CR*=CR"-CO-, ge R® Ta
R” MoxyTb Oyt ogHaKOBMMMU YM Pi3HUMM i MO3HaYa-
toTb rigporeH 4un (C1-Ce)-arnkin; d mae 3HayveHHs Big 1
0o 4; abo X no3Hayae 3B'I30K;

R® nosHauae 3aMilleHy 4/ HesamilieHy rpyny,
BMGpaHy 3 apunokckapboHiny, apunankokcukapbo-
Hiny, ankinkapOoHinokcurpynu, ankokcmkapOboHinami-
HOrpynu, apunokcukapboHinamiHorpynu, apvnarnkok-
cukapboHinamiHorpynu,
dnyopeHinveTokankapboHiny (Fmoc), dnyopeHinve-
TOKcuKapGoHinamiHorpynu (N-Fmo%), -OSOR® -
OCONR®R?, NR®*COOR®, -NR®COR?, -NR®SO:R’, -
NR®’CONR’R™, -NR®CSNR®R?, -SO:R?, -SOR?, -SR®,
-SONR®R?, -SO:0R? -COOR®, -COR?®, -CONR®R?,
ne R% R? 1a R moxytb 6y oaHaKOBAMM UM pisHU-
MW i He3anexHo no3Ha4yalTb rigporeH abo 3amille-
HUW YN He3aMiLLEeHWA ankin, apun, apunarnkin, ankok-
CUKapOOHIN YM apunankoKkCMKapOOoHis; R® ta R®, korm
BOHW 3HaxoAATbCA Ha aToMi HITPOreHy, pasoMm Mo-
XYTb YTBOpIOBaTU 5- UM B-UNEHHY LMKMIYHY CTP YKTY-
py, WO MIiCTMTb aToMun kapOoHy Ta OAMH 4YM Kinbka
retepoatomiB, BUOPaHMX 3 OKCUreHy, cynbdypy um
HiTporeHy. R” nodHa4vae rigporeH, skwo R 3Haxo-
ANTbCS Y NONOXEHHI 3 peHinbHOoro Kinbus i He No3Ha-
yae rigporeH.

R™ nosnauae rigporeH, ranorex, Hitporpyny, ui3-
HoOrpyny, amiHorpyny, ranoigankin, rigpoKkcunbHy rpy-
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ny abo 3amilleHy 4n HesamilleHy rpyny, BubpaHy 3
niHinHoro um posranyxeHoro (C1-Cq2)-ankiny, apuny,
apunarkiny, retepoapvny, retepoapwnankiny, ofgHo-
BaNEHTHOrO reTepoLMKiYHOrO pajvkana, ankoKCcur-
pynu,  MoOHoarKinamiHorpynu, giarkinamiHorpynu,
ankokcukapboHiny, apunokcikapboHiny, apunankok-
cvKapOOoHiny, apunoKCUrpynu, apunankoKCUrpymnu,
ankinkapboHinokcurpynu, ankokcukapboHiny, amiHo-
rpynu, apurokcukapboHinamiHorpynu, apunankokcu-
kapboHinamiHorpynu,  dnyopeHinmeTokcukapboHiny
(Fmoc), dnyopeHinmeTokcvkapboHinamiHorpynu (N-
Fmoc), -OSO.,R® -OCONR®°R®°, NRPCOOR®, -
NR®COR®, -NR®R®, -NR®SO.R’, -NR®’CONR’R™,
NR®CSNR®R®, -SO.R?, -SOR? -SR®, -SONR°R’, -
SO0R?, -COOR?, -COR?, -CONR®R®, ze R®, R® Ta
R™ MOXYTb OYTM OOHAKOBMMMW UM PI3HUMU | He3anex-
HO MO3HavalTb rgporeH abo 3amilleHUIn Yn HesaMi-
LWEeHWIA arkin, apun, apunankin, ankokcukapboHin ym
apunankokcukapboHin; R® 1a Rg, KON BOHW 3Haxo-
OATbCSl HA aToOMi HITPOreHy, pa3oM MOXYTb YTBOPHO-
BaTW 5- UM 6-YNEHHY LMKIIiYHY CTPYKTYPY, WO MICTUTb
aToMu kapboHy Ta OOQUH YK Kifbka reTepoaToMmis, BU-
OpaHunx 3 okeUreHy, cynbypy 4m HITPOreHy.

MpwuaatHi rpynu, npeacrtaeneHi R, Moxytb Gytu
BMOpaHi 3 rigporeHy, rigpoKCUrpynu, ranoreny, niHin-
Hoi un posranyxeHoi (C+-Ciz)-ankinbHoi rpynu, kpa-
we, (Ci-C6)-ankinbHUX rpyr, Takux 9K MeTun, eTurn,
nponin, idonponin 4x TpeT-0yTnn; NiHiNHOI Y1 posra-
nyxeHoi (C1-Cq2)-ankokeurpynu, kpatle, niHinHOI Ymn
poaranyxeHoi (Ci-C6)-ankokcurpynu, Takoi sk MeToK-
curpyna, eTokcurpyna, nponokcurpyna, i3onponokcm-
rpyna i T.n.; 3amilleHOoro 4n He3aMmilleHOro apunanki-
ny, Takoro sik 6eH3unn, eHetTnn i T.n., abo R’ pasom 3
R? MOXYTb YTBOptOBaTM 3B'A30K. Apunarnkin moxe
6ym  3amiweHum  (Ci-C6)-arkinbHoto, (CrC6)-
anNKOKCUIBbHO YK FAPOKCUITbHO MPYMOL0.

MpuaaTHi rpynn, npeacraeneHi RZ, MOXYTb Oyt
BMOpaHi 3 rigporeHy, ranoreHy, NiHiMHUX 41 posrany-
XeHux (C+-Cq2)-ankinbHux, Kkpawe, NiHIHWX Y1 po3-
ranykeHux (C+-Ce)-ankinbHuX rpyn, Takmx sk Metun,
eTun, nponin, i3onponin 4 T-6yTum; NiHINHUX Y1 pO3-
ranykeHux (C1-C1z)-ankokonrpyn, kpaile, MiHiiHAX Yu
poaranyxkeHux (C+-Ces)-ankokcurpyn, Taknmx sk MeToK-
curpyna, eTokcurpyna, nponokcurpyna, i3onponokcu-
rpyna i T.n.; (Cq-Cq2)-ankaHoiny, Takoro sk auetun,
nponaHoin, 6yTaHoin, NneHTaHoin i T.n.; apoiny, Takoro
sk 6eH301N i T.M.; apunankaHoiny, Takoro sk eHina-
uetun, deHinnponaHoin i T.n. abo 3aMileHoro uu
He3aMilleHOoro apunankiny, Takoro gk 6eHsun, deHe-
n i T.n., a6o R? pasom 3 R’ MOXYTb YTBOPlOBaTU
3B'A30K. Apunankin moxe 6ym 3amiweHum (C+-Ce)-
ankinom, (C+-Ce)-anKoKCUrpyrnow 4u rgpoKCUIbHO
rpyrnoto.

MpuaatHi rpynun, npeacTaeneHi R?, MOXYTb Byt
BMOpaHi 3 rigporeHy, 3aMilleHOi Y/ He3aMilLeHOI,
niHivHOT uM posranyxeHoi (C1-Cq2)-ankinbHoi rpynu,
Takoi K MeTun, eTun, H-Nponin, idonponin, H-0yTun,
i306yTnn, T-6yTMN, NEHTWN, rekcun, renTun, oKTUN i
T.N., 3aMmiWweHoi  uu HesamiweHoi  (C+-C12)-
ankaHoinbHoi rpynn, kpauwe, (C2-Cg)-ankaHoinbHOi
rpynu, TKOT AK aueTun, nponaHoin, 6yraHoin, neHTa-
HOIN i T.n.; apoinbHOi cynu, Takoi sik GeHsoin i T.n.,
AKa Moxe OyTn 3aMmilleHol0; apunankaHoinbHoI rpy-
nu, Takoi sk dpeHinaueTun, deHinnponaHoin i T.M.,
sika Moxxe Oytn 3amiweHoto; (Cz-Cr7)-umknoarnkinbHoi

rpynu, Takoi SK LMKIONPOonin, LMKNoOyTun, LMKNoMneH-
TUM, UUKMAOrekcun, i T.n., NPpUYOMY LMKIoarkinbHa
rpyna MOXe oy 3aMiLLeHOIo; (C3-Cy)-
LMKnoankinankineHoi rpynu, Takoi SIK LMKrorekenn-
METUI, LMKIOreKCMneTun, UMKIOreKCUnnponin, uUvK-
norekcundymwmn i T.n., sika Moxe OyTn 3amilleHolo;
(C3-Cr7)-umknoankeHinsHoi rpynu, Takoi sk LMKIonpo-
NeHin, UMKNoBYTeHIN, LMKMNOMEHTEHIM, LMKNOCEKCEHIN
i T.N., MPUYOMY UMKIIOANKeHiNnbHa rpyna moxe 0yt
3aMiLLEHOL0; apuIbHOT rpynun, Takoi sk deHin, HadTmn
i T.N., NpyyoMy apurbHa rpyrna moxe Oyt 3amille-
HOW; apwrankiny, Takoro sk ©6eH3un, deHeTun,
CeHsCH2CH2CHo, HacbtunmeTvn i T.n., npuyomy apwm-
nankinbHa rpyna mMoxe 06yTM 3amilieHolo; rpynu oa-
HOBAIIEHTHOTO reTEPOLUKIIYHOIO pagukana, Takoro
K a3upuauHin, niponiagnHin, ninepuauHin i T.n., npu-
YoMy rpyna OAHOBANEHTHOIO reTEepPOLMKIIYHOIO pa-
avkana Moxe 6yt 3amilleHO; reTepoapubHOI rpy-
nu, Takol AK Nipugun, TieHin, dypun i T.n., IpU4omy
retepoapusibHa rpyna Moxe OyTM 3amilleHo; reTe-
poapunarnkineHoi rpynu, Takoi sk ypaHmeTvn, nipu-
OVHMETWI, OKCasonMeTws, okcasonetun i T.n., npu-
YoMy reTepoapunankinbHa rpyna Moxe Oy
3amiweHoto; (C1-Ce)-ankokci-(C1-Ce)-ankinbHoi rpynu,
TaKoT SIK METOKCUMETUN, eTOKGMMETUI, MeTOKCieTus,
eToKcunponin i T.N., NPUYOMYy ankokciarnkineHa rpyna
moxe 6y 3amileHoto; (C+-Ce)-ankokcukapOoHiny,
TaKoro ik MeTokcukapboHin, eTokcukapboHin, npono-
KCuKapOOoHin i T.N., Ak Moxe Byt 3amilleHuM; apu-
nokcvkap6boHiny, Takoro sik ceHokcnkapboHin, Had-
TUNOKCUKAPOOHIN i T.M., AKNA MOXe ByTn 3aMilleHUM;
(C1-Ce)-ankinamiHokapboHiny, Takoro sik MeTunamiHo-
KapboHin, eTMnamiHokapOGoHin, nponinamiHokapGoHin
i T.N., AKUN Moxe Byt 3amilleHVM; i apunamiHokap-
6oHiny, Takoro gk PhNHCO, HadtmnamiHokapOoHin i
T.N., AKMA Moxe OyT 3amilweHnm. 3amiCHUKN Ha rpy-
ni, npegcraBneHin RS, MOXYTb 6yt BUGpaHi 3 rasno-
reHy, fapoKCUIBbHOIT rPYNU, LiaHOrPYNu Y HITPOrpynu
abo 3amilleHMx un HesamiweHux rpyn, snbpaHux 3
ankiny, uuMkrnoarkiny, ankoKCUrpynu, LMKMIOankoKcur-
pynu, Takoi ik UUKIonponinokenrpyna, umknobytmno-
KCurpyna, UMKnoneHTUIIOKCUIpyna, LUKIOrekCuioken-
rpyna i T.n.; apunankokciarkiny, Takoro sk
6eHaunokcn-CHo-, 6eHannoken-CH-CHs,, Hadtmnok-
cn-CHz-, 2-cbeHetunoken-CHo-i 1.n.; apwny, apvnan-
Kiny, o4HOBANEeHTHOro reTepouuKniyHoOro paaukana,
retepoapury, retepoapunarkiny, auuny, aunrokcur-
pynu, Takoi sk OCOMe, OCOEt, OCOPh i T.n.; rigpo-
Kciarkiny, amiHorpynu, auunamiHOrpynu, Takoi $K
NHCOCH3, NHCOC:Hs i T.n.; apunamiHorpynu, Takoi
sk HNCeHs, NCH3(CeHs), NHCeH4CH3, NHCsHs-Hal i
T.N.; aMiHoarKiny, apunoKcurpynu, ankoKkCuKapOOHi-
ny, ankinamiHorpynu, Takoi sk NHCHs, NHC2Hs,
NHC3H7, N(CHaJ2, NCH3(C2Hs), N(C2Hs)2 i T.n.; anko-
Kciarkiny, ankinTiorpynu, Takol sk MeTunTiorpyna,
(eTVIJ'ITiOprI'Ia, nponinTiorpyna, isonponinTtiorpyna i
T.N.; Tioankiny, Takoro sik TioMeTun, TioeTun, Tionpo-
nin i T.n.; KapGoHOBOI KMCMOTM W i noxigHMx abo
cynbOHOBOI KMCNOTY YK ii NnoxigHux. MoxigHi kap6o-
HOBOT KMCIOTW Ta Cynb(OHOBOT KUCIOTK BKIOYaTb
amign, xnopaxrigpuan, cknagHi edipy Ta aHrigpumm
KapOOHOBOI KNCMNOTU Ta CYNb(OHOBOT KUCMOTH.
MpugaTHi rpynu, npeacrtasreHi R4, MOXYTb OyTn
BMOpaHi 3 rigporeHy, 3amilleHOoi Y1 HesamilLeHoi ni-
HiHOT 4n posranyxeHoi (C1-Ciz)-ankinbHoi rpynu,
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Takoi SK MeTun, eTun, H-Nponin, isonponin, H-6ytnn,
i3006yTnn, neHTun, rekcun, rentun, oktun i 1.0.; (Cs-
C7)-umknoankiny, Takoro Ak LMKMonponin, uuknoneH-
TUN, UMKINOrekcun i T.N., NPUYOMY UMKNoarkinbHa
rpyna moxe OyT1 3aMmilleHO; apunbHOI rpynu, Takoi
AK eHin, Had™n i T.N., NPUYOMYy apurbHa rpyna
Moxe ByTM 3amilleHOoto; apunankinbHoi rpynu, Takoi
Ak 6eH3nn Ta peHeTUN, NpUYoOMy apunarkineHa rpy-
na moxe OyTM 3aMmilleHO; rpyrnM OOHOBANIEHTHOMO
reTepouUMKNiYHOro pagukana, Takoi SK asvupuavHin,
niponiguHin, ninepuavHin i T.n., npMyoMy rpyna ogHo-
BaNeHTHOrO reTepoLUMKNiYHOro pagukana moxe 6yt
3aMilLEeHOl0; reTepoapuribHOT rpynu, Takoi sK Mipu-
Avn, TieHin, dypun i T.N., NpU4YoMy retepoapusbHa
rpyna moxe OyTn 3amilleHo; reTepoapunankineHoi
rpynu, Takoi Sk doypaHMeTus, nipuaMHMeTns, OKCaso-
nMeTun, okcasoneTun i T.n., Npu4oMy reTepoapunan-
KinmbHa rpyna Moxe O6yTn 3amilieHot. 3amicHnkamm
Ha rpyni, NnpeacTaBneHin R4, MOXYTb ByTV Taki rpynu,
AK  UMKIONponinokeurpyna, LMKNnooytunokeurpyna,
LMKMONeHTUNOKCHrpyna,

uuKnorekcuriokeurpyna i T.n.; apunankokciankin,
Takmn sk BGeHsmnokcn-CHo-, 6eHsunokan-CHx-CHo,
Hadpmnokeun-CHo-, 2-dpeHetnnoken-CHe- i 1.n.; apun,
apunarnkin, ogHoBaneHTHUA reTepouMKIiYHUN pagu-
Kan, retepoapun, reTepoapunarkin, auun, aunokem-
rpyna, Taka sk OCOMe, OCOEt, OCOPh i 1.n.; rigpo-
Kciarkin, amiHorpyna, auunamiHorpyna, Ttaka $K
NHCOCH3, NHCOC:Hs i T.n.; apunamiHorpyna, Taka
K HNCeHs, NCH3(CeHs), NHCsH4CH3, NHCgH4-Hal i
T.M.; aMiHoarKin, apumokcurpyna, ankoKcuMkapOOHin,
ankinamiHorpyna, taka sk NHCH3, NHC2Hs, NHC3H7,
N(CHsJz, NCH3(C2Hs), N(C2Hs)2 i T.n.; ankokdiankin,
ankinTiorpyna, Taka ik MeTunTiorpyna, etTunTiorpyna,
nponinTiorpyna, idonponinTtiorpyna i T.n.; Tioarkin,
TakU sk TiomeTun, TioeTun, Tionponin i T.n., kap6o-
HOBa KucnoTa um ii noxigHi abo cynbgoHoBa KMcnoTa
un i noxXigHi.

MpwaaTHi rpynun, npeacraeneHi R®, MOXYTb OyTn
BMOpaHi 3 rigporeHy, 3amilleHoi Y1 He3amillgHoi ni-
HiiHOT 4m posranyxeHoi (C1-Cie)-ankinbHoi, KpaLle,
(C1-C12)-ankinbHOI rpynu, Takoi ik MeTun, eTun, H-
nponin, idonponin, H-6ytmn, i306yTMn, neHTUn, rek-
CUI, renTun, oKTUN i T.MN.; 3aMiLlLleHOro Yn Hesamille-
HOro niHiiHOro 4 poasranyxkeHoro (C2-Cg)-ankeHTy,
TaKoro sk eTeHin, H-NponeHin, H-6yTeHin, i30byTeHin,
H-MeHTeHin, rekceHin, renteHin i T1.n.; (C3Cv)-
LMKnoankinbHOT rpynu, Takol AK LUKAonponin, LuKro-
OyTVn, UMKNONEHTWA, iLMKNOrekcun i T.n., Npuyomy
uuknoarkineHa rpyna moxe 6ytm 3amiweHoto; (Cs-
C7)-umnknoankin-(C1-Cro)-ankinbHoi rpynu, Takoi sk
LIMKITOreKCUIMeTUn, LMKIOreKCcuneTun, UMKIorekcur-
nponin, uvknorekcundymn i 1.0., gka moxe 6ymm 3a-
MiLLEHO0; apurbHOT rpynu, Takoi Sk deHin, Hadpmmn i
T.M., NPUYOMY apuribHa rpyna moxe 6yt 3amilleHolo;
apunarkiny, Takoro sk  ©OeH3un,  deHeTun,
CeHsCH2CH2CHa, HadpTnmeTvn i T.1., npuyomMy apu-
nankinbHa rpyna moxe 6yt 3amillgHoto; apoiny,
Takoro sk 6eH30in i T.N., 9Kun moxe ByTn 3amilieHnV;
aparkaHoiny, Takoro sik dpeHinauyeTtvin, deHinnpona-
HOIN i T.N., 9K Moxe Byt 3amiweHuM. 3amicHuKM
Ha rpyni, npeacTaBneHin R5, MOXYTb OyTn BMGpaHi 3
ranoreHy, rigpoKCUnbLHOI rpynu, , HITpOrpynu, ankiny,
LUMKIoankiny, ankokCUrpynu, apumy, apunarnkiny,
apunarnkokciankiny, Takoro sk CegHsCH2OCH2-,

CsHsCH20OCH2CH>-, CsH5CH2CH20OCH2CH2-,
CeHsCH2CH2OCH»2- i T.n.; ogHOBaneHTHOro reTtepo-
LMKNIYHOro paavkana, rerepoapuny Ta amiHorpynu.
MpugaTHi rpynu, npeacTasneHi Re, MOXYTb OyTn
BMOpaHi 3 He3aMilLeHOT Y1 3aMilLeHOT apunoKcukap-
OOHINLHOT rpynu, Takoi Ak deHokcukapboHin, HadTh-
nokcukap6boHin i T.M.; apunankokcMkapboHinbLHOI rpy-
nm, Takoi K GeH3nnokcukapboHin,
deHeTUNoKCcrKapOoHin, HadTUIIMETOKCUMKapPOOHIn i
T.M., ika Moxe Byt 3amilleHoto; ankinkapboHinoken-
rpynu, Takoi sik MeTurnkapOoHinokcurpyna, etunkap-
6oHinokemrpyna, nponinkapboHinokeurpyna i T.n., Aka
MOXe ByTV 3amilleHO; ankokckapboHinamiHorpynu,
Takoi sk MmeTokcukapboHinamiHorpyna, etokcukap6o-
HinamiHorpyna, nponokcukapboHinamiHorpyna, 6yro-
KcvkapOoHinamiHorpyna, T-
OyTokcukapGoHinamiHorpyna i T.n., Aka moxe 0Oyt
3aMmilLeHO; apuokcukapOoHinaMmiHorpynu, Takoi sk
NHCOOCegHs, N(CH3)COOCeHs, N(C2Hs)COOCeHs,
NHCOOCeH4CH3, NHCOOCsH4sOCH3 i T.n., Aka mo-
Xe OytM 3amilleHolo; apunankokcukapboHinamiHor-

pynu, Takoi K NHCOOCH:2CgHs,
NHCOOCH2CH2CeHs, N(CH3)COOCH2CeHs,
N(C2Hs5)COOCH2CeHs, NHCOOCH:2CeH4CHs,

NHCOOCH2CsH4sOCH3 i T.n., sika moxe 6ytn 3ami-
LeHoto; dnyopeHinmeTokcukapboHiny (Fmoc), dny-
opeHinvetokenkapboHinamiHorpynn  (N-Fmoc), -
OSO:R®, -OCONR®R?, NR®COOR®, -NR®°COR® -
NR®SO.R®, NRECONR®R™, -NR®CSNR®R®, -SO:R?, -
SOR®, -SR?, -SO.NR®R?, -S0,0R®, -COOR?®, -COR®
un -CONR®R®. R® noshnauae rigporeH, skwo R™ 3Ha-
XOONTbCA Y NONOXEHHI 3 deHiNbHOro Kinbus i He no-
3Havae rigporeH.

Axkwo rpynu, npencraeneHi RG, € 3aMileHnmMn,
3aMiCHUKM MOXYTb Gyt BUOpaHi 3 ranoreHy, rigpo-
KCUMbHOT rpynu, HITpOrpynu, ankiny, uukroarnkiny,
anKoKCUIpynu, apuny, apunarkiny 4nm amiHorpyrnu.

MpuaaTtHi rpynu, npeacTtasneHi R™, MOXYTb OyTU
BMOpaHi 3 rigporeHy, atoMa ranoreHy, Takoro sk
drntoop, xnop, 6Gpom uM 1oA; rigpPOKCUNbHOT rpynu,
aMiHorpynu, HiTporpynu, uiaHorpynu abo Hesamille-
HOT YM 3amilLeHOi NiHiHOT Y po3aranyxkeHoi (C1-Cqy)-
ankineHoO1 rpynu, Takoi Sk MeTun, eTun, H-1ponin,
izonponin, H-6ytun, i306yTnn, T-6yTUN, NEHTUN, rek-
cun, renTun, OKTUA i T.N., ranoigankiny, Takoro sk
Tpudpntoopmetmn i 1.n.; (C1-Ce)-ankokeurpynum, Takoi
SIK MEeTOKCUIpyna, eTokeurpyna, npornokcurpyna i T.n.,
sKa MoXxe GyTy 3aMmilleHo; apuibHOT rpyNK, Takoi sk
deHin, HapTMn i T.N., NPpUYOMY apuslbHa rpyrna Moxe
OyTM 3amileHol; apunarnkiny, Takoro Ak 6eH3un,
deHetnn,- CeHsCH2CH2CH2, HadptunmeTun i 1.0,
npuyoMy apunarkineHa rpyna mMoxe Oymm 3amille-
HOIO»; reTepoapurbHOI rpynu, Takoi K nipuaun, Tie-
Hin, dypun, niponin, okcasonin, Tiaszonin, imigasonin,
okcafiasonin, Tetpasonin, GeHaonipaHin, 6eH30dy-
paHin i T.n., Npu4yoMy reTepoapurbHa rpyna Moxe
Oy 3amilLueHo; retepoapunarnkinsH1x rpyr, Taknx
Ak dypaHMeTun, NipUuAMHMETUN, OKCa30NMeTU, OK-
casonetmn i T.n., NpU4OMy retepoapunarkineHa rpy-
na moxe OyTM 3aMilleHO; rpyn OOHOBAaNIEHTHOIO
reTepoUVKIiYHOro pagukana, Takmx sk asvupuavHin,
niponignHin, mopdoniHin, ninepnauHin, ninepasuHin i
T.N., MPMYOMY Ipyna OAHOBAaNEHTHOIO reTepOoLVKIIiY-
HOro pagvkana Mmoxe 6yt 3amilleHOw; MOHoarKina-
MiHorpynu, Takoi sk NHCHs, NHC2Hs, NHCs3Hy,
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NHCeH13 i T.n., 9ka Moxe OyTn 3amilieHoto; Aianki-
namiHorpynu, Takoi gk N(CHs)2,, NCH3(C2Hs),
N(C2Hs)2 i T.0., sika Moxe Gyt 3aMilleHOt0; ankoken-
KapOoHiny, Takoro sik MeTOKCUKapOOHin, eTokcukap-
OOHIN, nponokcukapOoHin, OyTokcukapOboHin, T-
OyTOKCUKAPOOHIN i T.N., AKMIA MOoxXe ByTVM 3aMilLeHuM;
apunokcukapboHinLHOI rpynu, Takoi sik deHokcukap-
OoHin, HadTMnokcukapOoHin i T.n., sika Moxe Oy
3aMilLeHOo; apunankokecnmkapboHinbHOI rpynu, Takoi
Ak 6eHannokemkapboHin, deHeTunokcrkapborin, Ha-
pTMNIMETOKCMKapOoHin i T.n., ska Moxe 6yt 3amille-
HOI0; apuUroKCUrpynu, Takol sk heHokcurpyna, Had-
TMnokecurpyna i T.n., NPU4YOMYy apunokearpyna Moxe
Oy™ 3amilLeHOoo; apunankokCurpynu, Takoi sk GeH-
3unokcurpyna, deHetTunokenrpyna, HadTMnMeTUIIoK-
curpyna, deHinnponinokcurpyna i T.n., NpMyomMy apm-
nankokcurpyna MOXe oym 3amiLLeHOolo;
ankinkapGoHinokcurpynu, Takoi sik MeTunkapOoHinok-
curpyna, etunkapboHinokcurpyna, nponinkap6oHino-
Kcurpyna i T.n., sika Moxe GyTV 3aMmilleHO0; ankokcu-
KapboHin amiHorpynu, Takoi AK
MeTokcukapboHinamiHorpyna, eTtokcukapboHinamiHo-
rpyna, nponokcukapboHinamiHorpyna, 0yTokcukap6o-
HinamiHorpyna, T-6yTokcukapOoHinamiHorpyna i T.n.,
sika MoxXe GyTv 3aMilLeHOoto; apunokcukapboHinamiHo-
rpynu, Takoi sik NHCOOCeHs, N(CH3z)COOCeH:s,
N(C2Hs5)COOCeHs, NHCOOCeH4CHs,
NHCOOCeH4OCHs i T.1., sika moxe OyTn 3amilLeHOto;
apunarnkokcvkapboHinamiHorpynu, Takoi SK
NHCOOCH2CsHs, NHCOOCH2CH2CsHs,
N(CH3)COOCH2CeHs, N(C2H5)COOCH2CeHs,
NHCOOCH2CsH4CH3, NHCOOCH2CeH4OCH3 i 1.1,
fKka Moxe Oytn 3amilleHoto; dryopeHinmeTokcukap-

60Hiny (Fmoc), cpnyopeHlnmeTOKa/lKap60H|naM|-
HOr (N-Fmoc), = -OSO:R®,  -OCONRR?,
COOR9 NRPCOR’, -NR'RY, -NR’SO:R’,

NRSCONR R™, -NR®CSNRCR’, -SO,R®, -SOR?, -SR?,
-SONR®R?, -SO20R? -COOR?, -COR?, -CONR®R®.
Akwo rpynu, npeactaBneHi R13, € 3aMilleHnmuU,
3aMiCcHUKM MOXYTb Oyt BUOGpaHi 3 ranoreHy, rigpo-
KCUMbHOT rpynu, HITPOrpynu, ankiny, uukroankiny,
ankoKCUrpynu, apuny, apunarkiny 4m aM|HorpynV|
MpupaTHi rpynn, npeacraBneHi R® R% R'™ wmo-
XyTb O6yTM BuOGpaHi 3 rigporeHy, He3amilleHol, MiHii-
HOT un posranyxkeHoi (C1-Cq2)-ankinbHoi rpynu, Takoi
K MeTWUn, eTun, H-Nponin, isonponin, H-6ytnn, i306y-
™R, T-0yTNN, NEHTWUM, reKCUn, oKTUM i T.N.; apunbHOI
rpynu, Takoi Sk dpeHin, Hadptmn i T.0., Nnpuyomy apu-
nbHa rpyna moxe Oymm 3amiweHoto; apunarkiny, Ta-
koro sik 6eH3un, geHetun, CeHsCH2CH2CH», HadTn-
nveTvin i T.N., NpUYOMy apunarkineHa rpyna Moxe
Oy™ 3aMmilueHO; ankoKeMKapOOoHinbHOT rpynu, Takoi
Ak T-6ytmnokcukap6oHin (BOC) i 1.n.; apunankokcm-
KapbOoHINbHUX pyn, Takux AK GeH3nnokcrkapOoHin
(CBZ) i 1.n. R® 1a Rg, KOJNMM BOHU 3HaxoOATbCA Ha
aToMi HITpOreHy, pa3om MOXYTb yTBOptOBaTU 5- Un 6-
YNEHHY UMKNIYHY KiNbLeBy CUCTEMY, LLO MICTUTb aTo-
MW KapOOHY, LLIOHaWMeHLle OAWH HiTporeH i, Heobo-
B'A3KOBO, OAMH 4M Kifnlbka reTepoaTomiB, BUOpaHMX 3
OKCUTeHyY, Cyrnb OypY Y HITPOreHy, MPMYOMY LUKITivHa
KinbLueBa cuctemMa MOXe MIiCTUTU OAWH 4YM ABa Mo-
OBilHUX 3B'A3KiB abo moxe ByTun apomaTMquro 3a-
MiCHUKM Ha rpynax, npeacraBneHunx R% R% ta R™
MOXYTb OyTK BMOpaHi 3 ranoreHy, rigpoKCUNbHOI rpy—
nu, ankoKCUrpynu, uiaHOrpynu, HITporpynu, arkiny,

LuKnoarnkiny, apuny, apunarkiny, auuny, aLumnokcur-
pynu, rigpokdarnkiny, amMiHOrpynu, apuriokcurpynu,
ankinTiorpynu 4un TioankinsHoi rpynu.

MpuaaTHi rpynu, npeacraenexi R’ MOXYTb oymm
BMGpaHi 3 rigporeHy abo 3aMilLeHOro Yv He3amilleHo-
ro, niHiiHoro um posranyxeHoro (C+-Ci2)-ankiny;,
apurbHOI rpynu, Takoi sk deHin, HadpTin i T.n., Npu-
YoMy apwusibHa rpyna mMmoxe 6yt 3amilleHoto; rigpo-
kci-(C1-Ce)-arnkiny, akum moxe Oyt1 3aMilwieHumM; apu-
nankinbHoi rpynu, Takoi sk 6eH3un Ta deHeTun i T.n.,
sAKka Moxe OyTn 3amilleHo; rpynu OOHOBANEHTHOrO
reTepouUVKNiYHOro pagukana, Takoro sk asvpuavHin,
niponiguHin, ninepuamHin i T.n., aka moxe bytn 3ami-
LUEHO0; reTepoapurbHOi rpynu, Takoi sk Mipuaun,
TieHin, dpypun i T.N., 9ka Moxe Oyt 3amilleHoto; re-
TepoapurankinbHol rpynu, Takoi SK dypaHmMeTun,
nipuaMHMeTUn, okcasonMeTusn, okcasonetun i T.n.,
sKka Moxe OyTn 3aMilleHo; NiHINHOT Y1 po3ranyxe-
Hoi (C2-Cg)-ankaHOoinbHOI rpynn, Takoi SK aueTun,
nponaHoin, GyraHOin, NeHTaHoin i T.N., fKa Moxe
Oy™ 3aMilleHo0; apoinbHOI rpynn, Takoi Sk 6eH3oin i
T.N., slka Moxe OyTn 3amilleHoto; apunarnkaHoinsHol
rpynu, Takoi K deHinaueTvn, derinnponaHoin i T.n.,
Aka MOXe Oyt 3amilleHO; anKoKCMKapOOHINbHOT
rpynu, Takoi sik T-6ytmunokcukap6oHin i 1.n.; apunan-
KOKCVKapOOHINbHMX pyn, Takux K 6eH3VIJ'IOKCVIKap-
GOHIN i T.N. 3amicHuKN rpynu, NpeacTasneHoi R’, Mo-
XyTb Oyt BUOGpaHi 3 ranoreHy, rigpoKCUIbHOT rpynu,
ankoKCUrpynu, uiaHorpymnu, HiTporpynu, ankiny, uuk-
noarkiny, apuny, apunankiny, auuny, auuroKcurpy-
nu, rigpoKciarnkiny, aMiHOrpynu, apuroKcurpynu, an-
KinTiorpynu ym TioarnkinsHoi rpynu.

MpungaTHi Kinbuesi CTPYKTYPU, YTBOPEHi R* 1a R’
pa3oM, MOXYTb OyTv BMGpaHi 3 miponiguHiny, ninepu-
AVHINY, MopdoniHiny, ninepaswHiny, okcasoniHiny i
T.0.

MpupatHi  3amicHWKN Ha, LMKJ'IILIHIVI CTPYKTYPI,
yTBOpPEHii B3sTUMK pasom R* ta R’, moxytb Gytn
BMOpaHi 3 rigpoKCMIBLHOT rpynu, arkiny, okcorpynu,
apunarkinyi T.n.

MpuaaTHi rppynu, npeactaeneHi Ar, MOXyTb OyTn
BMOpaHi i3 3amilleHOol Yn He3amilLeHOT 4BOBANEHTHOI
hbeHineHoBoi, HadTMNEHOBOI, GEeH30YPUNbHOI, iH-
JONiNbHOI, iHAONIHINBHOI, XiHOMHINMBbHOI, asaiHgoni-
NbHOI, azaiHgoniHiNbHOI, 6eH30Tia3oniNnbHOT Y1 OeH-
30KCa30ninbLHOI rpyn, SKi MOXYTb OyT He3aMileHUMM
YM 3aMilUEHUMIN anKiNbHUMMW, ranoigankinbHAMK, Me-
TOKCUITbHUMMW Y1 ranoigankokCUbHUM U rpynamu.

MpuaaTHi N Ta M € UinMMn Yynucramum B iHTepBarsi
3HaveHb 0-6.

MpuaaTHi X nosHavatots -C(=0)-, -O(CH2)q (oe d
nosHadae uine uicno Big 1 go 4), -C(=S)-, O-C(=0)-,
-C(O)CH2-, -CH=CH-CH2-, -CHNCH-CO-, a6bo X no-
3Hayvae 3B'A30K.

Kpawvmu cnonykamu 3a JaHVM BUHAaxXo[oOM € Ta-
Ki cnonyku coopmynu (1)1 y sikux:

R’ nosHavae rigporeH, MiHiHY 4n po3aranykeHy
(Cs- Cz) ankinbHy rpyny abo yTeopioe 38'330k 3 R,

R® nosHavae rigporeH, MiHiAHY 4n posranyxkeHy
(Cs- Ceg ankineHy rpyny abo yTBOptoe 3B'A30K 3 R,

no3Hayae rgporeH, NiHIMHWA 4n poaranyxke-
HUA  (C1-Cqz)-ankin, (Cs-C7)-umknoankineHy rpymy,
apurbHy rpyny, Taky sik deHin, HadTun, abo apunan-
KiNbHY rpyny.
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R* nosnavae rigporeH, NiHIMHWA Y1 posranyxe-
HUM (C1-Cro)-ankin, (Cs-C7)-umknoankinbHy rpyny,
apunbHy rpyny, Taky sk deHin, HadTun, abo apunan-
KinbHY rpyny.

R® nosHauae rigporeH, (C1-Crz)-ankinbHy un (Cs-
C7)-umKknoankinsHy rpyny.

R® nosHavae dnyopeHinveTokcukapboHin
(Fmoc), dnyopeHinmeTtokcukapboHinamiHorpyny (N-
Fmoc), -OSO:;R®, -OCONR®°R’, NR®COOR®, -
NR®COR® un -NR®SO.R’.

R® nosHavae rigporeH, NiHIMHWA 41 posranyxe-
Hui (C1-Ce)-ankin abo apuneHy rpyny, sika moxe 6yt
3aMilleHoto.

R’ nosnauae rigporeH, NiHIMHWA 4n posranyxe-
Hu (Cq-Cehankin, T-6yTMNOKCUKapOOHinbHY Y GeH-
3MMOKCKKapOOHINbHY rpymny.

R" nosHauae rigporeH un -OSOR®.

X nosHavae -C(=0)-, O-C(=0)-, -O(CH2)a (e d
nosHadvae uine yucro Big 1 go 4), -C(=S)-, -CH=CH-
CH2-, -CH=CH-CO-, abo X no3Ha4ae 3B'A30K.

Y nosHauae okanreH un NR'.

R’ nosHavae rigporeH, 3amilUeHNn YN He3amille-
HWIA, NIHIRHUA Y posranykeHuin (C1-Ciz)-ankin abo
apurbHy rpyny, NPUYOMY apusbHa rpyrna Mmoxe Oytm
3aMmiLLeHOL;

d no3Hayvae uine yncno B iHTepaani 14.

m no3Havae uine 4vcno Big O o 1.

n nosHavae uine yncno Big O oo 2.

Llle kpawwmmm cnonykamu 3a JaHUM BUHaxodoM €
Taki cnonyku cpopmynu (1), y akux:

R’ nosHavae rigporeH abo yTBOpto€e 3B'I30K 3 RZ

R? nosHauae rigporeH abo yTBOpIOE 3B'A30K 3 R

R® nosHauae rigporeH, MiHiHYy Yn po3aranyxeHy
(C1-Crp)-ankinbHy rpyny.

R* nosHauae rigporeH, NiHINHY Y1 posranyxeHy
(C1-C12)-ankinbHy rpyny.

R® nosHauae rigporeH un (C1-C12)-ankinbHy rpy-
ny.

R® nosHauae -OSO-R® un -NR®SO:R’.

R® nosHauae niHiiHWit 41 poaranyxeHmit (C1-Ce)-
ankin abo samilleHy apunbHy rpyny, y AKii 3aMmicHUK
€ niHiHo uM posranyxkeHoto (C1-Ce)-ankinbHot rpy-
noto.
R® nosHauae niHiftHWit un posranyxkenuit (C1-Ce)-
arnkin, T-6yTMrnokcukapOOoHinbHY uYi GeH3MnoKcukap-
OOHINbHY rpyny.

R™ nosHauae rigporex un -OSOR®.

X nosHauae -C(=0)-, O-C(-0)-, -O(CH2)q (d popi-
BHoe 1-4), -CH=CH-CH2-; -CH=CH-CO-, abo X no-
3Havae€ 3B'A30K.

Y no3Ha4ae OKCUreH.

dapmaueBTUYHO NPUAHSTHI CONi, LLO YTBOPIOIOTb
YacTMHY AaHOro BUHaxo4y, BKIOYaTb COSi, yTBOpe-
Hi HeopraHiYHMMKM ocHoBamK, Takumu sk Li, Na, K, Ca,
Mg, Fe, Cu, Zn, Al, Mn; coni opraHi4HuX OCHOB, TakuXx
ak N,N'-giauetuneTmnengiamid, 6etaiH, kodeiH, 2-
pietTmnamiHoetaHon, 2-gMMeTMnamiHoeTaHon,  H-
eTMnMopdoniH, H-eTUNNiNnepuavH, rMoKamiH, MoKo-
3amiH, rigpabamiH, i3onponinamiH, MeTURrnoKaMiH,
MopdoniH, minepasuH, ninepugunH, npokaid, Teobpo-
MiH, BaniHon, gieTunamiH, TpyueTMnamiH, TpumeTMna-
MiH, TpunponinamiH, TpoMeTaMiH, agamaHTUNaMiH,
AdieTaHonamiH, MermnymiH, etuneHgiamiH, N,N'-
andeHinetuneHgiamid, N,N'-anbeHsnnetuneHgiamiH,
H-6eH3nndeHineTMnamiH, xoniH, xoniHy rigpokcug,

anuuknorekcunamii, MeTgopMiH, 6eH3nnamiH, deHi-
neTMnamiH, giarkinamiH, Tpuarnkinamid, TiamiH, ami-
HOMIPUMIOWH, amiHONipUAWH, NYPWH, NIpUMIOUH, cne-
pMigMH i T.N.; XipanbHUX OCHOB, TaKkuUX $K
ankindgeHinamiH, eTaHonamiH, deHineTaHonamiH i
T.N., CONi NPUPOAHUX aMiHOKUCIIOT, TaKMUX SK TMiLUnH,
anaHiH, BaniH, NelumH, i30nenumH, HopnenyuH, TMpo-
3WH, LUMCTUH, UUCTEIH, METIOHIH, NPONiH, rigpoKcnnpo-
NiH, FiCTUANH, OPHITUH, Ni3NH, apriHiH, CEPUN, TPEOHIH,
deHinanaHiH; HeNnpMpoaHWX amiHOKMCMOT, Takux SK
D-isomepu un 3amillieHi aMiHOKMCROTK; COMi KUCNOT-
HUX aMiHOKUCINOT, Takux §IK acnapariHoBa KucrnoTa,
rmyTamiHOBa KMCMOTA; yaHiaWHY, 3aMilLeHOro ryaHi-
OVIHY, Oe 3aMiCHUKWN BUOpaHi 3 HITpOrpynu, amiHorpy-
nu, ankiny, ankeHiny, ankiHiny, amoHieBUX 41 3aMi-
LLEHMX aMOHieBmx conei. Coni MOXyTb BKIOYaT Y
HanexHx BuUMNaAKax KUCNOTHO-aAUTUBHI COni, SKi
MOXYTb OyT¥ cynbdatamu, HiTpaTamu, docdaTtamu,
nepxnopaTtamu, 6opatamu,' rigporanoreHigamu (HCI,
HBr, HI), auetatamu, Taptpatamu, Maneatamu, UuT-
patamu, CyKuMHaTtamu, nanbMoaTtaMy, MeTaHCYNb-
doHaTtamu, GeHzoaTamu, caniunatamu, rigpoOKCu-
HadproaTamn, 6eHsoncynboHaTamu, ackopbaTtamu,
rniyepodpocatamu, ketornytapatamu i 1.n. Papma-
LEeBTMYHO MNPUIHATHI ConMbBaTM MOXYTb Oytn rigpa-
TaMu abo BKMNoYaTK iHWI PO3YMHHMKKN KpucTanisauii,
TakKi 9K CnupTu.

Oco6nuBO KOPUCHI CNONYKM 3a AaHWM BUHaxo-
OOM BKIOYaOTh:

etnn-2-meTokcu-3-[4-{3-(4-
MeTaHCyrnboHinokcude-
Hin)nponinamiHo}deHrinjnponioHat 4/ Moro coni vy
dopMi OKpemMmunx eHaHTioOMepiB UM pauemMarTy,

etnn-2-etoken-3-[4-{3-(4-
MeTaHCynbdoHinokcnde-
Hin)nponinamiHo}deHin]nponioHaT 4M Woro coni Yy
dopMi OKpemMmnx eHaHTioOMepiB UM pauemarty,

eTun-2-etToken-3-[4-{3-(4-
eTaHcynboHinokecde-
Hin)nponinokcukapboHinamiHo}deHinl-nponioHaT 4K
noro coni y opmi okpeMmnx eHaHTiomepiB un paue-
mary,

etun-2-etoken-3-[4-{3-(3-
MeTaHCcynbdoHinokcude-
Hin)nponinamiHo}deHin]nponioHat 4M WMoro coni Yy
dopmi OKpeMmnx eHaHTIOMEPIB Y1 pauemary,

eTun-2-etoken-3-[4-{3-(4-(tonyon-4-
cynboHinokcu)eHin)nponinamiHo}deHin]-
nponioHaT YM Moro coni 'y opMi OKpeMmX eHaHTioMe-
piB uM pauemary,

etun-2-etokem-3-[3-{3-(4-
MeTaHCyrnbdoHinokcndge-
Hin)nponinamiHo}deHinjnponioHat 4 Moro coni vy
dopMi OKpeMMX eHaHTIOMEPIB YM pauemary,

eTtun-2-izonponokcv-3-[4-{3-(4-
MeTaHCYrbOoHINokcndeHin)nponinamiHo}deHrin]-
nponioHaT Y1 Woro coni'y opMi OKpeMmnx eHaHTioMe-
piB un pauemarty,

etnn-2-eTokcn-3-[4-(4-
MeTUNCYNbGOHINoKCUeHeTUNami-
HO)dbeHin]nponioHaT 4 1oro coni y dopmi OKpeMmx
eHaHTioMepiB un pauemary,

etnn-2-etoken-3-{4-[(E)-3-(4-
MeTUNCcyrnbdOHinokcndeHin)-2-
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nponeHinamiHo]deHin}-nponioHaT 4u 1horo coni y ¢o-
pMi OKpEMMUX eHaHTIOMEpIB YM pauemary,
MeTun-2-eTokcun-3-[4-(4-
MeTaHcynbdoHinokcnbeHsnnamiHo)cpeHinjnponioHar
4n Oro cosii y opMi OKpeMmnx eHaHTIOMepiB YK pa-
uemary,
2-meToken-3-[4-{3-(4-
eTaHcynbdoHinokcnge-
Hin)nponinamiHo}geHin]nponioHoBY KMCIOTY un ii coni
y bOpMi OKpeMUX eHaHTIOMEpPIB YM pauemary,
2-eToKCn-3-[4-{3-(4-
MeTaHCyrnbdoHinokcndge-
Hin)nponinamiHo}deHin]nponioHoBY KMCNOTY 4 ii coni
y bOpMi OKpeMUX eHaHTIOMEpPIB YM pauemary,
2-eToken-3-[4-{3-(4-
MeTaHCynboHinokcude-
Hin)nponinokcukapboHinamiHo}deHin]-nponioHoBy
KMCNOTY 4m ii coni y dopMi oKpeMnx eHaHTioMepiB 4un
pauemary,
2-eToKCn-3-[4-{3-(3-
MeTaHCyrnbdoHinokcunde-
Hin)nponinamiHo}deHin]nponioHOBY KMCROTY Y i1 coni
y bOpMi OKpEMMX eHaHTIOMEPIB UM pauemMarty,
2-eTOKCN-3-[4-{3-(4-(TONYON-4-
cynboHinokcu)deHin)nponinamiHo}geHin]nponioHaT
4n noro cori y opMi OKpeMUX eHaHTIOMepiB 4n pa-
uemary,
2-eTOKCN-3-[3-{3-(4-
MeTaHCynbdoHinokcudge-
Hin)nponinamiHo}deHin]nponioHoByY KMCNOTY 4 ii coni
y bOpMi OKpEMUMX EHaHTIOMEpPIB YM pauemary,
2-izonponokcu-3-[4-{3-(4-
MeTaHCynbdoHinokcudge-
Hin)nponinamiHo}deHin]nponioHoBY KMCNOTY 4K ii coni
y bOpMi OKpEMUX eHaHTIOMEpPIB YM pauemary,
2-eTOKCN-3-[4-(4-
MeTaHcyrnbdoHinokcnbeHannami-
Ho)cbeHin]nponioHoBY KMCroTy 4M ii coni y copmi
OKpeMMX eHaHTIOMEpIB Y paLemarty,
2-eTOKCN-3-[4-(4-
MeTUNCyrnbdOoHINoKcngeHeTUNami-
HO)(beHin]nponioHoBy KUCMOTY u4u ii coni y copMi
OKpeMMX eHaHTIOMepiB 4 paLemarty,
2-eToken-3-{4-[(E)-3-(4-
MeTUICYrNbGOHINOoKCUeHin)-2-
nponeHinamiHo]eHin}-nponioHoBY KUCNOTY um ii coni
y bOpMi OKpeMUX eHaHTIOMEepiB UM pauemary,
eTnn-2-eToken-3-[4-(4-
MeTUICYrbOHINOKCUBeH3NNKap-
6okcamigo)deHin]nponioHat 4u noro coni y dopmi
OKpeMux eHaHTiOMepiB Y/ pauemary,
2-eToKCn-3-[4-(4-
MeTUNCynbdOHINoKkcnbeHsnnkap-
6okcamigo)eHin]nponioHoBy KUCROTY 4uM i comi y
dopMi OKpeMmnx eHaHTIOMepiB Y1 pauemarty,
etTun-2-eTokcn-3-[4-{3-(4-TpeT-0yTOKCN-4-
MeTuncynbdgoHamigodeHin)nponinamiHo}-
deHin]nponioHaT Y1 NOro coni y popMi okpemMunx eHa-
HTiOMepiB 4M pauemary,
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2-eToken-3-[4-{3-(4-TpeT-OyTOKCUN-4-
MeTuncynboHamigodeHin)nponinamiHo}dpeHin]-
NPONiOHOBY KUCMOTY 4K ii coni 'y opmi oKpemmx eHa-
HTiOMepiB 4M pauemary,

etun-2-etoken-3-(4-[(E)-2-(4-
MeTuncynbdoHinokcndeHin)-1-eteHinkapbokcamigol-
deHin}nponioHaT unM noro coni y doOpMi OKpeMmx
eHaHTioMepiB un pauemary,

2-eToken-3-{4-[(E)-2-(4-
MeTuncynbgoHinokcndeHin)-1-
eTeHinkap6okcamigoldeHin}-nponioHoBy KUCMOTY 4n
ii coni y popmi okpemux eHaHTIOMEpIB 4u pauemarty,

eTun-2-eToken-3-[4-(4-
MeTUNCcynbdOoHinokcndeHeTUKap-
6okcamigo)deHin]nponioHat 4nM noro coni y dopmi
OKpeMmnx eHaHTIOMepIB 41 pauemary,

2-eTOKCN-3-[4-(4-
MeTUMNCynbOHINOKCUdEeHEeTEHIN-
kapbokcamifo)deHinjiponioHoBy KMCNOTy uM ii coni y
dopMmi OKpeMMX eHaHTIOMEPIB Y1 pauemary,
etun-2-meTtokcu-3-[4-{(E)-3-(4-
MeTUMNCYrnbdOHINoKCUdeHin)-2-
nponeHinamiHo}deHinl-nponioHaT 4u horo coni y ¢o-
pMi OKPEMUX eHaHTIOMEpIB Y/ pauemary,
2-meToken-3-[4-{(E)-3-(4-
MeTUncynbdoHinokcndeHin)-2-
nponeHinamiHo}geHin]-nponioHoBY KMCMNOTY Ym ii coni
y popmi Okpemumx eHaHTIOMepiB Yn pauemary,
etun-2-meTokcn-3-[4-{3-(3-
MeTaHCyrnbdoHinokcndge-
Hin)nponinamiHo}deHinjnponioHat 4 Moro coni vy
dopMi OKpeMMX eHaHTIOMEPIB YM pauemary,
2-meToKkCun-3-[4-{3-(3-
MeTaHCyrnbdoHinokcndge-
Hin)nponinamiHo}deHin]nponioHoBY KMCNOTY 4 ii coni
y OpMi OKpeMUX eHaHTIOMepiB Yx pauemary,
etun-2-etoken-3-{4-[(E)-3-(4-
MeTUICYrNbdOHINOKCUEHIn)-2-
nponeHin(deHin)kapbokc-amigoldeHininponioHat un
noro coni y gopmMi okpeMux eHaHTiomepiB UM paue-
mary,

2-eToken-3-{4-[(E)-3-(4-
MeTUNCynbgoHinokcndeHin)-2-
nponeHin(deHin)kapbokcamigol-deHinlnponioHoBy
KMCNOTY M ii coni y opMi OKpeMnX eHaHTIOMEpPIB 1M
pauemary,

MeTun-2-meTtokcn-3-{4-[(E)-3-(4-
MeTuncynbdoHinokcndeHin)-2-nponeHin(deHin)-
kapbokcamifo]deHrinjnponioHaT uu noro coni y dopmi
OKpeMUX eHaHTIOMEpIB Y pauemarty,

2-meToken-3-{4-[(E)-3-(4-
MeTUNcynbdoHinokcndeHin)-2-
nponeHin(deHinkapbokc-amigo]ldeHininponioHoBy
KMCMOTY 4m ii coni y popMi oKpemMux eHaHTiomepis yn
pauemary.

3rigHO 3 JaHUM BMHAxXo4oM, crionyka 3aranbHoi
dopmynm (1), se R', R> R® R* R*>,R®, R"™® X1 Y,n,m
Ta Ar MalTb BKasaHi BuLUe 3Ha4YeHHd, moxe Oymm
ofepkaHa Oyab-gKUM 3 TakuX LUNSAXiB, 300paxeHux
Ha CxeMi | HkyYe.
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LWnax (1): Peakuia cnonyku 3aransHoi opmynu
(Ila), y akin BCi cCMMBONKM MatoTb BKa3aHi BULLE 3Ha-
YeHHs, 3i cnonykoto dopmynu (llib), y skin Y mae Bka-
3aHi BULE 3HauYeHHs!, 3a BuHaTkoM NH, R' nosHavae
NiHiHWA yn posranyxkeHnin (C+-Ce)-arkin, a BCi iHLLi
CMMBOMNMU MaloTb BKa3aHi BWLLEe 3HA4YeHHsi, 3 opdep-
XaHHAM cronyky 3aransHoi gopmynu (1), ae Y mae
BKa3aHi BULLEe 3Ha4YeHHs, 3a BUHATKOM NH, a BCi iHLwi
CMMBOMN MaloTb BKa3aHi BULLE 3HAYEHHS, MOXe OyTn
npoBefeHa Yy NPUCYTHOCTI OCHOBW, TaKoi K rigpuam
nyxHux metanis, Taki sk NaH un KH; niTiiopraHiyHi
cnonyku, Taki Ak CHasLi, Buli, LDA, TMEDA i T.n;
ankokcuoy, Taki sk NaOMe, NaOEt, K'BuO i T.n. um
ixHi cymiwi. Peakuis moxe 6ytn npoBegeHa y npucy-
THOCTI PO34YMHHUKIB, TakuX SK gieTunosui edip, TI O,
giokcaH, OM®, OMCO, DME (gumeTtunosun edip
eTUNeHmMikon), Tonyon, 6eH301 i T.N. YM ixHi cymiLui.
AK cniBpo3UMHHUK Moxe Oyt BukopuctaHuin HMPA
(rekcameTundgocdopamin). TemnepaTypa peakuii
MOXe 3MmiHloBaTucs B iHTepBani Big -78°C go 50°C,
Kpalle, B iHTepBani Temnepatyp Big -10°C go 30°C.
Peakuis npoxoantb Ginbl edekTMBHO Yy 6e3BOAHUX
ymoBax. Cnonyka 3araneHoi cdopmynun (lllb) moxe
Oy opepxaHa 3a peakuieto ApGysoea (Annalen.
Chemie, 1996, 53,699).

3a iHWMM BapiaHTOM BTiNEHHs, crnonyka opmy-
nn (I) moke Gyt ogepkaHa LINSAXOM MNPOBEAEHHS
peakuii cnonykn dopmynu (llla), y skin Bci cumBonm
MaloTb BKasaHi BULLE 3HAYeHHs, 3 peareHTamMu BiTTi-
ra, Takumm sik Hal'PhsP*CH-(OR*)COR?, 3a peakiit-
me YMOB, aHanoriYyHMx 4o onucaHux euue, ae R” Ta
R* MaloTb BkasaHi BULLE 3HAYEHHSI.

LWnsax (2): Peakuis cnonyku chopmynu (llid), ge R®
Mae BKa3aHi BULLE 3HAYEHHS, NRBRQ, Y mae BkasaHi
BULLE 3HAYeHHS, 3a BUHATKOM NH, a Bci iHLWi cumBonn
MatTb B|<a3aH| BULLIE 3HAYEHHS, 3i CIONYKOK dopmy-
nm (llic), pe R® Mae BkasaHi BULLE 3HAYeHHS, 33 BUHS-
TKOM rigporeHy, a L' nosHaudae BigxigHy rpyny, Taky
SIK aToM ranoreHy, n-TonyoncynbgoHaT, MeTaHCymb-
¢oHaT, TpudnopmeTaHcynsdoHaTt i T.N., 3 oaep-
XaHHaM crnonyku dopmynu (l), moxe 6ytn nposepe-
Ha y NPUCYTHOCTI PO3UYMHHUKIB, TaKMUX SK AieTUNOBUN
edip, Tro, AM®, AMCO, DME, Tonyon, 6eH3on i T.n.

Moxe nigTpumyBaTCs iHepTHa aTMocdepa LUSXOM
BUKOPUCTaHHA iHEPTHUX rasis, Takux sik N2, Ar, He i
T.n. Peakuis moxe Gyt npoBeaeHa Yy MPUCYTHOCTI
ocHoBw, Takoi sik KOH, NaOH, NaOMe, t-BuOK",
NaH, KH, LDA, NaHMDS, K>COs3, Na2COs i 1.n. Mo-
xe byt BMKOpUCTaHW KaTanisaTop ¢a3oBoro nepe-
HECEHHSl, TaKU sIK ranoreHian 4v rigpokcnaun yum Gi-
cynbatv TeTpaankinamoHito. TemnepaTypa peakuii
MoxXe 3MiHoBaTucs B iHTepsani Big -20°C go 200°C,
Kpalle, B iHTepBani Temnepatyp Big 0°C pgo 150°C.
TpuBanicTb peakuii Moxe 3miHoBaTucsa Big 1 oo 72
roavH, kpawe, Big 1 go 12 rogmnH. Peakuia moxe Ta-
KOX OyTn npoBefeHa 3 BUKOPUCTaAHHAM arkinyBanb-
HUX areHTiB, TaKUX K AiankincynsdaTv, Hanpuknag,
aietuncynbedat um gumeTtuncynbdart; ankinranorexi-
4iB, Hanpuknazg, meTunnoamay, MeTunépomiay, eTun-
noguay, etunépomiayi T.n.

Wnsax (3): Peakuis cnonyku 3aranbHoi doopmynum
(Illa), y akin BCi cumBONM MarTb BKa3aHi Bmme 3Ha-
YeHHs, 3i cnonykoto cdopmynun (llle), ge R? nosHauae
atom rigporeHy, Y Mae BKasaHi BULLE 3HaYeHHs, 3a
BuHATKOM NH, a BCi iHWI cMMBONM MaloTb BKasaHi
BUMLLE 3HaAYeHHS, MOXe OyTn npoBedeHa Yy NPUCYTHOC-
Ti ocHoBW. [NMpupoda OCHOBM He € * KpUTUYHOK. Moxe
Oy BuKOpucTaHa Oyab-fKa OCHOBA, LU0 3BUYANHO
BMKOPUCTOBYETLCA ANA peakuii anbAonbHOT KOHAEH-
cauii; MoxXyTb OyTW BMKOPMCTaHI Taki OCHOBM, K Tid-
pua meTtany, Hanpuknag, NaH, KH, ankokevan meTta-
niB, Taki sk NaOMe, 1-BuO'K', NaOEt, amign
MeTanis, Taki gk LiNH2, LiN(iPr)2. MoxyTte 6ytn Buko-
pUCTaHi anpoTOHHI PO3YMHHUKK, TaKi sk TFD, gietn-
noswui edip, giokcaH. Peakuis moxe 6ytv npoBeaeHa
y iHepTHin amocdepi, gka Moxe niaATPMMYBaTUCH
LNAXOM BUKOPUCTAHHSA iHEPTHUX rasis, Takmx sik No,
Ar un He, npuyomy peakuis npoxoantb GinbLu edpek-
TUBHO Yy 6e3BoaHUX yMoBax. Moxxe Oyt BUKOpUCTaHa
Temnepatypa B iHTepBani Big -80°C pgo 35°C. Opgep-
XaHUM crnoyaTky p-rigpoKcUroBaHWn NPOAYKT MOXe
Oy perigppaToBaHU Npu 3BUYAVHWX YMOBaX Aeria-
paTauii, Takmx Ak 06pobka n-TSA y pO3UMHHMKAX,
Takux sk 6eH3on un Tonyon. MNpupoaa po3ynHHUKa Ta
areHTa pJerigpatauii € HekputuuHumn. Moxe ©Oytn
BMKOpUCTaHa TemnepaTtypa B iHTepsani Big 20°C go
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TEMMepaTypyu KUMiHHA 3i 3BOPOTHUM XOIOAUITBHUKOM
BMKOPUCTAHOIO PO3YMHHMKA, Kpalle, TemnepaTypa
KWMiHHS 3i 3BOPOTHAM XONOAWUSBHUKOM PO3YUMHHUKA,
npu Ge3nepepBHOMY BUAANEHHI BOAWM 3a AOMOMOIO
BOAsIHOrO cenapaTopa [iHa-Ctapka.

LWnax (4): Peakuis crnonyku dopmynu (lllg), oe
RG, R13, X, n MaloTb BKasaHi BULLE 3Ha4YeHHs, i L' no-
3Hayae BigXigHY rpyny, Taky sik aTom rarnoreHy, Ha-
npviknag, xnop 4v 6pom uu 1nog, n-tonyoncynb oHar,
MeTaHcynbdoHaT, TpudnopmeTaHcynsdoHaT i T.M.,
Kpawe, atoMm ranoreHy, 3i cnonykoto gopmynu (llIf),
ne R' 1a R? pasoM Mno3HayaloTb 3B'A30K, @ BCi iHLUi
CUMBOJSIN MatoTb BKa3aHi BULLE 3HAYEHHS, 3 YTBOPEH-
HAM cnonyku cdopmynu (1), BU3Ha4YeHoi BuLLE, MOXe
Oy npoBefeHa y NPUCYTHOCTI anPOTOHHUX PO3YUH-
HUKIB, TaKuX sk gieTunosun edpip, TTre, AMP, AMCO,
DME, Ttonyon, 6eH30n, aueToH, aueToHITPUI i T.N. 4K
ixHi cymiwi. Peakuis moxe Oyt npoBegeHa y iHepT-
Hi aTMocdepi, ska MoXe MiATPUMYBATUCS LUNSXOM
BMKOPUCTAHHS iHEPTHUX rasie, Takmx sik No, Ar, He i
T.n. Peakuis moxe O6yrM nposedeHa Yy MPUCYTHOCTI
ocHoBM, Takoi sk KoCOs, NaxCOsz un NaH abo ixHi
cymiwi. TemnepaTypa peakLii MOXe 3MiHIOBaTUCA B
iHTepeani -20°C - 120°C, kpalue, B iHTepBani Temne-
paTyp 0°C - 120°C. TpmBanicTb peakuii MOXe 3MiHIO-
BaTMCs Big 1 00 48 rogvH. Moxe Gyt BUKOpUCTaHWIA
KaTanisaTop (pa3oBOro nepeHeceHHsi, Takum K rarno-
reHigm um rigpokcuam um GicynbgaTtn TeTpaankinamo-
Hito.

Lnax (5): Peakuia cnonykn 3aransHoi doopmynu
(Ih), ae R®, R™, X, n matoTb Bka3aHi BULLE 3HaYEHHS,
3i cronykoto 3aranbHoi opmymu (llli), ae R' Ta R?
pa3om rnosHa4valoTb 3B'30K, R® nosHavae rigporeH, a
BCi iHWi CMMBONM MaloTb BKas3aHi BULUE 3HAYEHHS,
Moxe 6yTM npoBedeHa 3 BMKOPUCTAHHAM MpUAaTHUX
areHTiB CMONYMEHHs1, Takux sk i3o6ytnnxnopdopmiat
un  emunxinopdopmiaT/EtsN, nisanoinxnopmna/EtsN,
AVLMKIIOreKcMnceYoBmHa, Tpnapwundoc-
diH/piankinasagmkapbokennar, Hanpvknag,
PPhs/DEAD i T.n. Peakuis moxe 6ytm nposegeHa y
NMPUCYTHOCTI PO34YMHHWKIB, Takux Ak Trd, DME,
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CH2Cl2, CHCIs, Tonyon, aueToHiTpun, 4otmpuxmnopu-
™n Byrmeub i T.n. Moxe niaTpumyBaTUCa iHepTHa
aTtMocdepa LUNAXOM BUKOPUCTaHHA HEPTHWUX rasis,
Takux sik No, Ar, He i T.n. Peakuis moxe 6yt npoBe-
AeHa y npucytHocti DMAP (gumeTunamiHonipuamH),
HOBt (rigpaT 1-rigpokcnbeH3oTprasony), ki MOXyTb
6yTn BUKOpUcTaHi y KinekocTi Big 0,05 oo 2 eksiBare-
HTiB, Kpalle, Big 0,25 go 1 eksiBaneHTa. TemnepaTy-
pa peakuii moxe 3Haxogutucsa BiHTepsani Big 0°C goo
100°C, kpawue, B iHTepeani Big 20°C go 80°C. Tpuea-
nicTb peakuii moxe 3miHoBaTucs Big 0,5 oo 48 roauH,
Kpawle, Big 03 0o 24 roguH.

Wnax 6: Peakuia cnonykn copmynm (Illi), y akin
BCi CMMBONW MaloTb BKasaHi BULLE 3HAYEHHS, 3i Crno-
nykoto cpopmynu (lllj), e Y nosHayae okcureH, R*=R*
i MalTb BKasaHi BULLE 3HAYEHHS, 3a BUHATKOM Figpo-
reHy, 3 yrBOpeHHaM cnonyku copmynm (1), ge R'1a
R? pa3om Mo3HavyawT 3B'A30K, Y no3Hayae aTtom
oKkcureny, moxe bytn npoBefeHa 6e3 po3BefeHHs y
NPUCYTHOCTI OCHOBU, TaKOi SIK rigpuaM NykKHUX MeTa-
nie, Hanpuknag, NaH, KH, un niTinopraHiyHi peareH-
1, Hanpwknag, CHsLi, BuLii 1.n., 41 ankokcuam, Taki
ak NaOMe, NaOEt, T-BuOK" i T.n., un ixHi CymiLui.
Peakuis moxe Oyt npoBegeHa y NpPUCYTHOCTI anpo-
TOHHUX PO3YMHHUKIB, Takux gk T ®, giokcaH, OM®,
OMCO, DME i T.n. un ixHi cymiwi. AK cniBpO3YNHHK
Moxe bytn BukopuctaHun HMPA. TemnepaTypa pea-
KUii Moxe 3miHoBaTMCA B iHTepBani Big -78°C pgo
100°C, kpawe, B iHTepsani Big -10°C go 50°C. Tpu-
BanicTe peakuii moxe 3MmiHioBaTMCA Big 1 0o 48 ro-
OVH.

3a wWe iHWK1M BapiaHTOM BTINIEHHS JAHOrO BUHA-
o4y, cnonyka 3aransHoi copmynu (1), ge R" nosHa-
Yae aTtoMm TriJporeHy, rapOKCUNbHY rpyny, ankokcur-
pyny, TranoreH, HWKYMA arkin, 3amileHy uu
HesaMilleHy apunarkineHy rpyny; R? nosHavae rigpo-
reH, ranoreH, HWKYMIA ankin, ankaHoin, apoin, apuna-
TNIKaHOIT, 3aMilLeHNI Y He3aMilLeHUI apunarkin; R3,
R* R® R® R™, X, Y, Ar, m Ta n MmaloTs BkasaHi BULLE
3HayeHHs1, MoxXe OyTn ofepxaHa O4HMM YK Kinbkoma
crnocobamu, 306paxeHnMn Ha Cxemi Il Hkue.
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Lnax 7: BigHoBneHHs cnonyku dopMynu (2IVa),
sika no3Ha4vae crnonyky cdopmynu (1), ge R'ta R pa-
30M MO3Ha4alThb 3B'A30K, Y NO3HA4Ya€ aTtoM OKCATEHY,
a BCi iHWI CMMBONMM MalTb BKa3aHi BULLE 3HAYEHHS,
ofepxaHoi, 9k onucaHo suwe (Cxema 1), 3 yrBopeH-
HAM cnonyku 3aranesHoi dopmynu (1), ge R' ta R?
nosHayvaloTb KOXHWUA aToM rigporeHy, i BCi CMMBOM
MalTb BKasaHi BuULUE 3HA4YeHHs, moxe Oyt npose-
AeHe y NPUCYTHOCTI ra3onofibHOoro riaporeHy Ta Ka-
TanisaTopa, Takoro sk Pd/C, Rh/C, Pt/C i 1.n. MoxyTb
Oy BUKOpPUCTaHi cymiwi kaTanizaTtopis. Peakujsa mo-
Xe Takox OyTv mpoBefeHa Yy MPUCYTHOCTI PO3YMHHM-
KiB, TaKMX AK OjOKCaH, ouTOBa KMCroTa, eTunaueTar,
CnuUpT, TaKNW SK MeTaHor, eTaHon i T.n. Moxe Oyt
BUKOPUCTaHUM TUCK BiJ aTMOCepHOro TMcky oo 276-
552kMa (40-80psi). Katanizatopom moxe 6ytn, kpa-
we, 5-10% Pd/C, a kinbkicTe BMKOpPUCTAHOrO KaTani-
3aTopa MoOXe 3Haxogutuca B iHTepsani 5-100%
Mac/mac. Peakuja moxe Takox OyTv npoBefeHa Lns-
XOM BiJHOBMEHHA MeTanoMm Yy PO3YMHHUKY, Hanpu-
Knag, marHiem 4s camapiem y cnupTi abo amansra-
MO0 HaTpito y cnupTi, Kpawe, metaHoni. [igpyBaHHs
MoxXe OyTm npoBedeHe Y MPUCYTHOCTI MeTaneBux
KaTanisaTopiB, WO MICTATb XipanbHi niraHgn, Ans
ofepxaHHs crnonyku dopmynu (I) y onTMYHO aKTUBHIN
dopmi. MeTanesun katanisaTtop MOXe MiCTUTU pogin,
pyTeHin, iHain i T.n. XipansHi niraHam MoXyTb, KpaLle,
Oy xipanbHuUMKU dochiHamK, TakuMK SK OMTUYHO
yncTi eHaHTiomepun 2,3-6ic(andeHindocdiHo)byTaHy,
2,3-izonponinigen-2,3-gurigpokcn-1,4-
Bic(andeHingocdiHo)byraHy i T.n. Moxe 6ytn BuKo-
pucTaHuin 6yab-akuii NpUOATHUIA XipanbHWA KaTanisa-
TOp, SKkunin 3abesnevye 6axkaHy ONTUYHY YNCTOTY NpPO-
AykTy (1) [amB.: Principles of Asymmetric Synthesis,
Tetrahedron Series, Vol.14, pp.311-316, Ed. Baldwin
J.El.

Lnax 8: Peakuis cnonyku cdopmynu (IVb), oe R®
Mae BKasaHi BULLE 3HAYEHHS; R* mae Bka3zaHi BULLIE
3HA4YeHHs!, 3a BUHATKOM TigAporeHy, a BCi iHLWi CUMBO-
NN MaloTb BKa3aHi BULLE 3HAYEHHS i L' nosHavae BiA-
XiOHy rpyny, TaKky SK aTOM ranoreHy, Hanpuvknag,
xnop, 6pom um 1od; MeTaHcynbdoHaT, n-
TonyoncynbdoHat, TpudnioopmeTaHcynbdoHaT, 3i
cnupToMm 3aranbHoi dopmynm (IVc), ae R® mae Bka-
3aHi BYLUE 3HAYEeHHS, 3@ BUHATKOM rigpoOreHy, 3 yTBo-
peHHsm cnonyku copmynu (I), BU3HaYeHOI BuLle,
Moxe OyTn npoBefeHa Yy MPUCYTHOCTI PO3YMHHUKIB,
Takux sk gietmnosun edip, Tre, AMo, AMCO, DME,
aietTunosui edip, Tonyorn, 6eH30n i T.N. Y1 IXHi Cymi-
wi. Peakuis moxe GyTM npoBeaeHa y iHepTHin aTMo-
cbepi, AKa MoxXe NiATPUMYBATUCS LUMAXOM BUKOPUC-
TaHHA iHepTHUX rasie, Takmx sk Nz, Ar, He i T.n.
Peakuis moxe 6ytv npoBeaeHa y NPUCYTHOCTI OCHO-
Bu, Takol sk KOH, NaOH, NaOMe, NaOEt, T-BuO'K”,
NaH, KH umn ixHi cymiwi. Moxytb 6yTM BUKOpUCTaHI
KaTanisaTopu ¢a30BOro NepeHeceHHs, Taki sk rano-
reHign, GicynbdaTtn uM rigpokcuMamn TeTpaarkinamo-
Hito. TemnepaTypa peakuii Moxe 3HaxoguTUCs B iH-
TepBani Big 20°C pgo 120°C, kpawe, B iHTepBani Big
0°C po 100°C. TpmBanicTe peakLji MOXe 3MiHIoBaTKH-
cqaBig 1 0o 48 roguH, kpawle, Big 1 4o 24 rogunH.

Lnax 9: Peakuis cnonyku copmyrnu (lllg), Bu3Ha-
YeHoi paHiwe, 3i cnonykoto copmynu (IlIf), y Akin BCi
CMMBOIN MaloTb BKa3aHi BULLE 3HAYEHHS!, 3 YTBOPEH-

HAM cnonyku dopmynu (1), BUSHaYeHoT BULIE, MOXeE
Oy™ npoBeaeHa y NPUCYTHOCTI PO3YNHHVIKIB, TAKUX AK
adietunosun egip, Tre, AMe, AMCO, DME, Tonyon,
©eH30r, aueToH, aueToHITPUI | T.N. 4 IXHi cymiLui.
Peakuisa moxe 6ytn npoBegeHa y iHepTHIN aTMocde-
pi, SKy NiATPUMYIOTb LUMSIXOM BUKOPUCTAHHS IHEPTHUX
rasie, Takmx 9k No, Ar, He i T.n. Peakuia moxe 6yt
npoBedeHa y NPUCYTHOCTI ocHoBW, Takoi sk KoCOs,
Na2COgz, NaH i T.n. um ixHi cymiwi. TemnepaTypa pea-
KUii MOXe 3miHtoBaTUCA B iHTepBani Big -20°C pgo
120°C, «kpawe, B iHTepBani Temnepatyp 0°C -
120°C. TpuBanictb peakuji Moxe 3MiHOBaTMCS Big 1
0o 48 roavH, kpawe, Big 1 0o 24 roguH. Moxe 6ytm
BUKOPUCTaHMI KaTanizatop ¢ha3oBOro nepeHeceHHs,
TakKWN 9K ranoreHignm 4m rigpokcnam TeTpaaskinamo-
Hit0.

LWnsax 10: Peakuia cnonyku 3aranbHoi dopmynm
(Illh) BU3Ha4eHOT paHille, 3i cnonykoto 3ararnsHoi ¢o-
pmynu (llIf), ge BCi cumBONM MawTb BKa3aHi BULLE
3Ha4YeHHs1, MOXe Oyt npoBefeHa 3 BUMKOPUCTaAHHAM
npuaaTHUX areHTiB CNOMYYeHHs, TakuX siK i300yTunXx-
nopdopmiat, etunxnopdopmiat/EtsN un niBanoinx-
nopua/EtN, anumknorekcinceyosunHa, Tpuapundo-
cohiH/giankinasagnkapbokeinar, Hanpwknaa,
PPhy/DEAD i T.n. Peakuis moxe 6y nposegeHa y
NMPUCYTHOCTI PO3YMHHKKIB, Takmx gk TIred, DME,
CH2Cl,, CHCI3, Tonyon, aueToHiTpun, 4Yotmpuxnopum-
M Byrmeub i T.n. Moxe nigTpymyBaTUcsa iHepTHa
atMocdepa LWAXOM BUKOPUCTAHHSA HEPTHUX rasi.,
Takux sk N2, Ar, He i 1.n. Peakuis moxe 6yt npose-
aeHa y npucytHocti DMAP, HOBt, ski MoxyTe 6ytn
BMKOpUCTaHiI Yy KirnbkocTi Big 0,05 0o 2 ekBiBaneHTiB,
kpawe, Big 0,25 go 1 eksiBaneHTa. TemnepaTypa
peakuii moxe 3HaxoguTtuca B iHTepsan Big 0°C go
100°C, kpaLue, B iHTepeani Big 20°C go 80°C. Tpuea-
NicTb peakuii moxe 3miHoBaTucs Big 0,5 4o 48 roauH,
Kpalle, Big 6 0o 24 roauH.

Wnax 11: Peakuis cnonyku dopmynu (llld), ska
nosHavae cnonyky cgopmynu (l), oe Bci cumBonu ma-
I0Tb BKa3aHi BMLUE 3HAYEHHS, 3i Cronykow opmynu
(lllc), me R® mae Bkasai BULLE 3HAYEHHS, 3a BUHAT-
KOM TiApOreHy, i L" nosrauae BiOXiAHY rpyny, Taky siK
aToM rarioreHy, Hanpuknaga, xnop, 6pom w vopa; me-
TaHcynbdoHaT, n-TonyoncynsdoHart, Tpudrioopme-
TaHcynbdoHaT i T.N., Moxe OyTn npoBeaeHa y Npucy-
THOCTi PO3UYMHHUKIB, TaKUX SIK Aietunosuin edip, TI P,
OMe, IMCO, DME, Tonyon, 6eH30n, aLeToH, aleTo-
HiTpun i 7.n. Moxe nigTpumyBaTuca iHepTHa aTMOC-
depa LWNSAXOM BUKOPWUCTaHHA iHEPTHUX rasiB, Takux
sk N2, Ar, He i 1.n. Peakuia moxe 6yt npoBegeHa y
npucytHocTi ocHoBw, Takoi 9k KOH, NaOH, NaOMe,
t-BuO'K", NaH, KH, LDA, NaHMDS, K2CO3, Na2COs i
T.n. Moxxe 6yt BUKOpUCTaHMI KaTanisaTop asoBoro
NnepeHeceHHs!, Takni SIK ranoreHign Yv rigpokenau yum
OicynbdpaT TeTpaankinamoHito. TemnepaTtypa peak-
uii moxe 3miHoBatuca B iHTepsan Big -20°C pgo
200°C, kpale, B iHTepBani Big 0°C go 150°C. Tpuea-
NicTb peakuii Moxe 3miHloBaTUCA Big 1 A0 72 roanH,
Kpawe, Big 1 0o 12 rognH. Peakuia moxe Takox Oytn
npoBefeHa 3 BUKOPUCTaHHAM arkKifnyBanbHUX areHTiB,
Takux K Aiankincynbdati, Hanpuknag, gieTuncyrnb-
daTt um aumeTuncynbdat; ankinranoreHian, Hanpu-
Knag, metunioang, metunbpomia, etmniogung, etun-
Gpomig i T.n.
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LWnax 12: Peakuia cnonykn 3aranbHOi hopmynu
(INa), Bs3HayeHOi paHiwe, 3i cnomnykow dopmynm
(Ille), pe R? nosHauae atom rigporeHy, Y Mae BkasaHi
BULLE 3HAYeHHS, 3a BUHATKOM NH, a Bci iHLWi cumBonn
MalTb BKasaHi BULUE 3HA4YeHHs, moxe Oyt npose-
AeHa B 3BMYariHMx ymoax. Moxe 6yt BukopucTaHa
Oyab-sika OCHOBa, L0 3BMYAWHO BUKOPUCTOBYETHCSH
Ona  peakuii anbAoNbHOT KoHAeHcalyi, Hanpuknag,
rigpna metany, Takun sk NaH un KH; ankokenam me-
Tanie, Taki sk NaOMe, T-BuO'K" un NaOEt; amiam
meTanis, Taki sk LiNHz, LiN(Pr)2. MoxyTe 6ymm Buko-
pUCTaHi anpOTOHHI PO3YMHHUKMK, TaKi Ak TT P, M um
gietunosuin edip. Moxe 6yTn BMKOpuMCTaHa iHepTHa
aTMocaepa, Taka sk aproH, NpMyoMy peakLisi Npoxo-
anTb Ginbw edekTmBHO y 6e3BoAHMX ymoBax. Mo-
XyTb OyTM BUKOpUCTaHa TeMnepaTtypa B iHTepBani Big
-80°C po 25°C. (B-TigpokcmnoBaHUM anbAoSbHUA
NpoaykT MoXe OyTV AeriApOoKCUNoBaHWUA 3BUYaAHNMMA
MeToaamu, 3py4HO, 3 BUKOPUCTaHHAM MeTony iOHHO-
ro rigpyBaHHs, Takoro K Wnsaxom obpobku Tpuankin-
CUNAHOM Y NMPUCYTHOCTI KMCMOTU, TaKOi K TPUGIOO-
pouTtoBa Kkucrnota. Moxe ©OyTM BUKOPUCTaHWIA
pO34nHHMK, Takmn sik CH2Clo. Kpalue, peakuisi npoBo-
antbes npu 25°C. AKWo peakuisi NpoxoauTb NOBINb-
HO, TO MoXe OyTM BMKOpUCTaHa BuLla TemnepaTypa.
[eriopokcnnioBaHHs MoXe Takox OyTv npoBefeHe 3
BMKOPUCTaHHAM Mpouedypy [OEOKCUMIeHyBaHHSA 3a
BaptoHom (Barton) [gmB.: D.H.R. Barton et al., J.
Chem. Soc, Perkin Trans. |, 1975, 1574; F.S. Martin
etal., Tetrahedron Lett, 1992, 33, 1839].

LWnax 13: [lMepeTBOpeHHA crnonykn dopmynu
(IVd), y skin BCi cMMBOMM MaloTb Bka3aHi BULLE 3Ha-
YeHHs, Ha cnonyky dopmynu (l), e Y nosHavae atom
OKCUreHy i BCi iHLWI CMMBOMM MawTb BKasaHi BuLLe
3HayeHHs, Moxe Oyt nposefeHe Yy NPUCYTHOCTI Oc-
HOBW YX KUCMOTU, NPMUYOMY BUBIP OCHOBM YK KUCMOTH
He € kpuTuyHuM. Moxe 6yt BukopucTtaHa Oyab-aka
OCHOBa, LIO 3BMYaAMHO BWKOPUCTOBYETLCHA ANSA TiApo-
ni3y HiTpUNy A0 KWUCMOTW, Hanpukrag, rgapokcumm
MeTanis, Taki sk NaOH un KOH, y BogHOMY po34uH-
HUKY, abo moxe 6yt BukopucTtaHa bynb-ska Kucro-
Ta, WO 3BMYANHO BUKOPMCTOBYETLCA AN MAponisy
HiTPUNY Ao cknagHoro eduipy, taka sk HCI, y Hagnu-
LUKy CMMPTY, TAKOro SK MeTaHOr, eTaHoM, NponaHon i
1.0. Peakuis moxe 6ytm npoBeaeHa B iHTepBani Tem-
nepatyp Big 0°C fo TemnepaTtypu KWUniHHA 3i 3BOPOT-
HUM XONMOAMIMbHUKOM BUKOPUCTAHOIO PO3YUMHHIIKA,
Kpalle, B iHTepBani Temnepatyp Big 25°C go Temne-
paTypy KWUMiHHS 3i 3BOPOTHMM XONOAWIBHVKOM BUKO-
PUCTaHOrO pO3YMHHWKA. TpuBanicTb peakuii moxe
3miHtoBaTuca Big 0,25 go 48roa.

LWnax 14: Peakuiga cnonykm dopmynu (I\Ve), oe
R* mae mkazaHi BMLUE 3HAYEHHS, 32 BUMHSTKOM [igpo-
reHy, i BCi CMMBONM MatoTb BKa3aHi BULLE 3HAYEHHS, 3i
cnonykoto cdopmynu (IVc), ne R® mae Bka3saHi BuLLe
3HaYeHHs, 3a BUHATKOM TriOpOreHy, 3 YTBOPEHHSAM
cnonykn dopmynu (l) (3a peakuieto BKIMHEHHSA, Mefi-
noaHo kapbeHoigoM pogjto) moxe byt npoBeaeHa
y npucyTHocTi conew pogito(ll), Takux sik aueTaT po-
aito(ll). Peakuisa moxe 6yt npoBeaeHa y NpUCYTHOCTI
PO34YMHHUKIB, TakuxX ik 6eH30n, Tonyon, AiokcaH, gie-
Tmnoeun ediip, TP i 1.n. 4 ixHA kKombiHauis abo,
AKWO Ue MOXNUBO, Y NPUCYTHOCTI R30OH sk PO34MH-
HMKa nNpu Oydb-sKin TemnepaTypi, Wwo 3abesneuvye
3pYYHY LWIBMAKICTb YTBOPEHHSI OakaHoro npoaykTy,
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3aranom, npu nigBuLIeHin TemnepaTypi, Hanpuknag,
npu TemMnepaTypi KWMiHHA PO3YMHHMKA 3i 3BOPOTHUM
xonoguneHvkom. Moxe nigTpuMmyBaTUCA iHepTHa
atMocdepa LWAXOM BUKOPUCTAHHSA HEPTHWUX rasi.,
Takmx sk N2, Ar, He i 1.n. TpuBanictb peakuii moxe
amiHtoBatuca Big 0,5 po 24ron., kpawe, Big 0,5 go
6roa.

Wnax 15: Peakuisa cnonyku dopmynn (IVg) 3i
crnonykoto copmynu (IVf), ne G'ta G’e Pi3HUMM i
He3anexHo nosHavawts NHz un CHO, q nosHavae
uine umcno B iHTepeani 0-6, a BCi iHWI cMMBONM Ma-
I0Tb BKa3aHi BULLE 3HAYEHHS!, 3 YTBOPEHHSAM CMOSyKU
dopmynu (I), ge R® nosnauae rigporeH, a BCi iHLLi
CUMBONU MatoTb BKa3aHi BULLE 3HAYEHHS, MOoXe ByTn
npoBefeHa y ABi cTafii, NepLoto 3 SKUX € YyTBOPEHHS
iMiHY, @ NOTIM BiAHOBMNEHHSA. YTBOPEHHS iMiHY MOXe
Oy npoBefdeHe y pO3uYMHHUKaX, Takux sk MeOH,
EtOH, i-PrOH i T.n. Peakuisi Moxe 6yTv npoBefeHa y
npucytTHocTi ocHoBM, Takoi ik NaOAc, KOAc i T.n. un
ixHi cymiwi. TemnepaTtypa peakuii Moxe 3miHoBaTUCA
B iHTepBani Big KiMHaTHO| TemnepaTypu Ao TeMmnepa-
TYPU KUMiHHSA 3i 3BOPOTHMM XONOAWUIBHUKOM BUKOPUC-
TaHOro PO34YMHHMKA. Yac peakuii MOXe cknagatn Bif
2rop. po 24ropn., kpawe, Big 2rog. o 12roga.

IMiH MOXe ByTn TakoX ofepKaHWI 3a peakLieo
cnonyku 3araneHoi doopmynu (IVg) 3i cnonykoto cop-
mynu (IVf), oe G'taG%e Pi3HUMMU | HE3ANEXHO MOo-
3Havatotb NH2 un CHO, g nosHavae uine uncrno B
iHTepBani 0-6, a BCi iHWI CUMBOMM MakTb BKa3aHi
BULUE 3HAYEHHS, 3 BUKOPUCTAHHAM PO3YMHHUKIB, Ta-
kux sk CHoClo, CHCI3, xnop6eHson, 6eH3on, TIP, y
NPUCYTHOCTI KaTanisaTtopa, Takoro K n-
TonyoncynbgoHOBa  KWCMOTa, MeTaHCyNb(oHOBa
kucnota, TFA, TfOH, BF3-OEt; i T.n. Peakuia moxe
TakoxX OyTM mpoBefdeHa y NPUCYTHOCTI aKTMBOBAHMWX-
MorneKkynsapHux cut. Temnepatypa peakuii Moxe 3Mi-
HioBaTUCA B iHTepBani Big 10°C go 100°C, kpawe, B
iHTepeani Big 10°C go 60°C. Yac peakuii moxe ckna-
pat Big 1roa. oo 48rog.

OpepxaHui, sk oNMcaHo Bulle, iMIHOBUI Mpo-
OYKT Moxe OyTm BigHOBNEHWA 3a [OMNOMOIOH
Na(CN)BH3-HCI [guB.: Hutchins, R. O. et al. J. Org.
Chem. 1983, 48, 3433], NaBH4, H>-Pd/C, H2-Pt/C, H2-
Rh/C i T.n. y pO34nHHMKAX, TaKUX K MeTaHON, eTaHonN
i T.N.

Cnonyka copmynu (1), ge R® nosHauae rigporeH,
Moxe Oyt TakoX ofepxaHa 3a [ONOMOroH OOHO-
cTafinHoT npoueaypy 3 BUKOPUCTaHHSAM CRONyku ¢o-
pmynu (IVg) Ta (IVf), oe BCi cMmBONM MatoTb BkasaHi
BMLUE 3HAYEHHS, LUNSXOM BiAHOBHOIO aMiHyBaHHS 3
BMKOPUCTaHHAM rigporeHy sk BigHoBHuUKa. Cnonyku
dopmyn (IVg) Ta (IVf) npu koHAaeHcauii nig TMCKOM y
NPUCYTHOCTI MApOreHy MOXyTb YTBOPIOBATU CMONYKY
dopmynu (). Tuck moxe 3miHlOBaTUCA B iHTepBani Big
69 po 620kMa (10-90psi), "kpawe, Bia 138 no 414kMa
(20-60psi). Ak po3unHHUK Moxe Byt BUOpaHWUN OaWH
3 MeOH, EtOH, EtOAc, giokcaH, Tonyon i 1.n. Tem-
nepaTtypa Moxe 3MiHIOBaTUCS B iHTepBari Big KiMHaT-
Hoi Temnepatypu go 50°C, kpalle, B iHTepBani Bia
KiMHaTHOI TemnepaTtypu o 40°C. Moxe 6yt BuKO-
puctaHum kaTtanisatop, Takum 9k Pd/C, Rh/C, PY/C i
T.0.

Cnonyka 3aranbHoi dopmynu (1), ae R* nosnauae
aTtoMm rigporeHy, Moxe Oyt ofepXKaHa LUMAXoM rig-
poni3y, 3 BUKOPUCTAHHAM 3BUYAHUX METOAIB, CMONy-
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ku cdopmynu (1), oe R* nosHauae BCi BU3HaYeH paHi-
Wwe rpynu, 3a BUHATKOM rigporeny. ligponia moxe
Oy nposedeHW y MPUCYTHOCTI OCHOBM, TaKoi SK
Na2CO3, K2COs3, NaOH, KOH, LiOH i T.n., Ta npngat-
HOro PO34YMHHUKA, TaKOTO SIK METaHOI, eTaHOoM, BoAa i
T.M. 4 ixHi cymiwi. Peakuia moxe 6yTv npoBegeHa B
iHTepsani Temnepatyp 20 - 120°C. Yac peakuji moxe
cknagaTv Big 2 go 48roga., Kpawde, Big 2 ao 12rog.

Cnonyka 3aranbHoi ¢oopmynu (1), ge Y nosHavae
okcureH i R* nosHavae rAPOreH UM HWKYYy ankineHy
rpyny, moxe 6yTM nepeTBopeHa Ha cnonyky gopmynm
(), ne Y nosHavae NR7, 3a peakuieto 3 BignoBigHNMU
aminamu coopmynn NHR'R’, ne R* Ta R matoTb Bka-
3aHi BYLLUE 3HAYEeHHS, 3 YTBOPEHHAM Cronyku opmy-
nu (I), ze Y no3Havae NR7, a BCi iHLWi cMMBONN MalOTb
BKasaHi BMLIE 3HA4YeHHA. 3a iHWMM BapiaHTOM BTi-
neHHs, cnonyka cdopmynuy (1), ae YR nosHauae OH,
Moxe 6yTM nepeTBOpeHa Ha ranoigaHrigpugkucnom,
KpaLle, YR4=CI, LUNAXOM MPOBELEHHS peakLuil 3 Big-
NOBIAHMMMW peareHTamMmu, TaKUMKU siK OKcaninxmopua,
TioHiNXxmopua i T.N., 3 HacTynHow o6pobkoto amiHamm
dopmynu NHR4R7, ae R* ta R” maloTb BKasaHi BULLIE
3HayeHHs. 3a HWMM BapiaHTOM BTifIEHHS, 3MilLaHi
aHrigpuan MoxyTb Oyt ogepxkaHi 3i cnonyku cop-
mynu (I), pe YR* nosHauae OH, a BCi iHWi cMMBOMM
MalTb BKasdaHi BuWLUE 3HAYEHHs!, LWASAXOM 06pobku
ranoigaHrigpugamyM KucrnoT, TakKumy siK aueTunxio-
pua, aueTunbpomia, nisanoinxnopua, anxnopbeHs3oi-
nxnopwmg i 1.n. Peakuis moxe 6yTn npoBeaeHa y npu-
CyTHOCTI nipnauvAy, TpUeTUnamiHy,
giisonponineTMnaminy i T.n. Ons akTvMBauii KMcrnot
MOXYTb BYTW TaKOX BMKOPWUCTaHI areHTU CMOoNy4eHHs,
Taki sk DCC/DMAP, DCC/HOBt, EDCI/HOBT, etun-
xnopdopwmiar, izobyrmnxnopdopmiat. Moxyte 6yTu
BMKOPUCTAHI PO3YMHHUKMW, TaKi SIK ranoreHoBaHi Byr-
nesofHi, Hanpwuknag, CHCI3 un CH2Cly; ByrnesoaHi,
Taki 9k 6eHson, Tonyon, kcunon i T.n. Peakujsa moxe
OyTM npoBefeHa B iHTepBani Temnepatyp Big -40°C
po 40°C, kpawe, npu TemnepaTtypi B iHTepBani Big
0°C po 20°C. lNanoigaHrigpMg KNCAOTW YM 3MmillaHui
aHrigpua Y akTMBOBaHa KucroTta, ofgepXaHa 3a [o-
NMOMOTIOK areHTiB CMOJTYYEHHS, SK OMMWCaHO BULLE,
MOXYTb OyTM 06pobneHi aani BignoBigHMMM aMmiHamMu
dopmynu NHR4R7, ae R* ta R” maloTb BkasaHi BULLIE
3HaAYeHHs, 3 YTBOPEeHHAM crnonykn gopmynum (1), oe Y
nosHauyae NR’, a BCi iHLI CMMBONMM MaloTb BKa3aHi
BULLE 3HAYEHHS.

Lle iHWMA BapiaHT BTINEHHA AaHOro BWHaxody
nepenbavae HoBy NPOMiKHY crionyky coopmymu (llla)

RS

U
™ x-Nyy Ar—CHO (Ina)
O
R

il noxigni, ii aHanorn, ii TaytomepHi dopmu, ii

cTepeoizomepwm, ii coni, ii conbBaTtn, e R° no3Havae
rigporeH abo 3amilleHy 4n HesamilleHy rpyny, BuO-
paHy 3 arnkinbHOoi, ankeHinbHOI, UMKNoarnkinbHol, LMK-
noankinankineHol, apunbHOi Y1 apunarnkinbHoi rpyn;
n Ta m € uinumun Ymunamm B iHTepsarni 0 - 6; Ar no3Ha-
Yyae 3aMilleHi uM He3amilleHi rpynu, BubpaHi 3 OBo-
BaneHTHOro eHineHy, HadTuneHy, nipuanny, XiHo-
niHiny, GeH3odypuny, aurigpobeHsodypuny,
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OeH3onipaHiny, aurinpobeH3onipaHiny, iHgoniny, iH-
OoniHiny, asaiHgoniny, asaingoniHiny, nipasoniny,
6eH3oTiasoniny, 6eHsokcasoniny i T.0.; X nosHavyae
C=0, C=S, -C(O)CH2-, -CH=CH-CH>-; -CH=CH-CO-
abo X nosHauvae 3B'A30Kk; R” no3Havyae 3amilleHy um
HesaMmilleHy rpyny, BuGpaHy 3 apurokcukapOOoHiny,
apunankokcvkapboHiny, ankin kap6oHinokcurpynu,
ankokcvkapboHinamiHorpynu, apwurnokcukap6oHinami-
HOrpynu, apunankokcukapboHinamiHorpynu, duyope-
HinmeTokemkapboHiny (Fmoc), dnyopeHinmeTokcvka-
p6oHinamiHorpynu (N-Fmoc), OSOzRS, -OCONRSRQ,
NR®COOR?, -NR®COR®, -NR*SO:R®, NR®CONR°R™,
-NR®’CSNR®R?, -SO:R?,. -SOR?, -SR?, -SONRR?, -
SO,0R®, -COOR?, -COR® un -CONR®R?, ne R®, R% 1a
R™ MOXYTb BYTY OQHAKOBUMMW UM PIBHUMMU | HE3ANEX-
HO MO3HavalTb rgporeH abo 3aMilleHUIn Yn HesaMi-
LUEeHWW arkin, apun, apurankin, ankokcmkapOoHin ym
apunankokcukapOboHin; R® 1a Rg, KOMN BOHW 3Haxo-
OSTbCHA Ha aTOMi HITPOreHy, MOXyTb Pa3oM YTBOPHO-
BaTW 5- UM 6-YNEHHY LUKITiYHY CTPYKTYPY, WO MICTUTb
aToMu kapboHy Ta OAUH YK Kifnbka reTepoaToMmis, BU-
OpaHuX 3 OKCUTEHY, cynbcbyp%/ yn HiTporeHy, abo R®
nosHavae rigporeH, sikwo R' sHaxoguTbcs y norso-
XKEHHi 3 hiHINMbHOrOo KiNbus | He No3Ha4aE rigporeH.

R™ nosnauae rigporeH, ranorex, Hitporpyny, uia-
HOrpyny, amiHorpyny, ranoigankin, rigpokcun abo
3aMilleHy YM HesaMmilleHy rpyny, BubpaHy 3 niHiiHOro
un posranyxeHoro (C+-Cqz)-ankiny, apuny, apunanki-
ny, retepoapuny, retepoapwunankiny, oAHOBareHTHO-
ro reTepouMKIIiYHOro pagukana, arnkoKCUrpynu, Mo-
HoarkinamiHorpynu, aiankinamiHorpynu,
ankokcukapOoHiny, apunokevkapboHiny, apunankok-
CMKapOOHiny, apunoKCUrpynu, apunankokcurpynu,
ankinkapboHinokcurpynu, ankokcvkapboHinamiHorpy-
nn, apwnokcukapboHinamiHorpynu, apunankokcukap-
GoHinamiHorpynu, doriyopeHinmeTokcukapOoHiny
(Fmoc), dnyopeHinmeTokckapboHinamiHorpynu (N-
Fmoc), -OSO:R®, -OCONR°R’, NR®COOR® -
NR®COR®, -NR°R’, -NR%SO,R’°, NR®CONRR™, -
NRPCSNRR®, -SO:R?, -SOR?, -SR?, -SONR’R?, -
SO,0R®?, -COOR?, -COR?, -CONR®R®, ne R®, R’ Ta
R MoxyTb GyTM OJHAKOBUMM UM PI3HUMMU | He3arex-
HO MO3HavalTb rigporeH abo 3amilleHUn Yn HesaMi-
LEeHWIA arnkin, apun, apunankin, ankokcukapOoHin yuun
apunankokcukapOoHin; R® ta R®, konu BoHW 3Haxo-
OATbCS1 HA aTOMi HITPOreHy, MOXYTb pa3oM YTBOPHO-
BaTW 5- UM G-UYNEHHY LUKIiYHY CTPYKTYPY, WO MICTUTb
aToMu kapboHy Ta OQUH YK Kifnbka reTepoaToMmis, BU-
OpaHunx 3 okeureHy, cynbypy 4m HITPOreHy.

3amicHyku rpyn, npeacraesneHux Ar, R5, R6, Rs,
R9, R" 1a R13, MaloTb 3HAYEeHHs, BKa3aHi Anga crony-
kun cbopmynm (1).

m no3Ha4ae uine 4micno Big 0 go 6, i N no3Ha4vae
uine ymicno Big 0 go 6.

3a We iHWK1M BapiaHTOM BTINIEHHS JAHOrO BUHA-
xoay, cnonyka cdopmynu (llla), oe R® nosHauae rigpo-
reH; X nosHayae C(O)CH2-, -CH=CH-CH2-; abo X
nosHavae 3B'a30k; m gopisHioe O, Ar no3Havae de-
Hin, a BCi iHWi CMMBONM MaloTb BKasaHi BuLle 3Ha-
YeHHs, MoxXe OyTn ogepkaHa y Crnocib, onmcaHui Ha
Cxemi lll HMxye:
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Cxema lll

Peakuist cnonyku copmynm (lllk), ae Bci cumBomm
BM3Ha4eHi BuLle, 3i cnonykoto doopmynu (Il 1), ne R™
nosHa4vae rigporeH um (Cq-Ce)-ankineHy rpyny, 3
yTBOpEeHHAM cronyku dopmynu (llim), y akin Bci cum-
BONMM MaloTb BKasaHi BuLLe 3HAYeHHs, moxe Oytn
npoBefeHa y ABi cTafii - NepLlo CTagieln € yTBo-
PEeHHs iMiHY, @ NOTiM BiOQHOBMNEHHS. YTBOPEHHS iMiHY
MoXe Oyt npoBefeHEe Y PO3YMHHMKAX, TakuUX $K
MeOH, EtOH, i-PrOH i 1.n. Peakuisa moxe ©6ym npo-
BeZleHa y NpUCYTHOCTI npomoTopa, Takoro sik NaOAc,
KOAc i T.n. un ixHix cymiwen. TemnepaTtypa peakuii
MOX€e 3MiHIOBaTUCA B iHTepBani Big KiMHaTHOT TeMne-
paTypu OO TeMnepaTypy KUMiHHA 3i 3BOPOTHMM XOI1O-
AVMNbHAKOM BUKOPUCTaHOMO po3dMHHMKA. Yac peakuii
MOXe cknagaTtv Big 2rod. go 24rof., Kpalle, Big 2rog.
no 12roga.

IMiH MOXe OyT TakoX OAEepPKaHWM 3a peakuiero
crnonyku 3aranbHoi cdopmynu (llk) 3i cnonykoto dhop-
mynu (lll 1) 3 BUKOPUCTAHHAM PO3UYMHHUKIB, TAKUX AK
CH2Cl, CHCI3, xnop6eHson, 6enson, TFP, y npucyr-
HOCTI KaTarnisaTtopa, Takoro sik n-TonyoricynbgoHoBa
KMCroTa, MeTaHcynbdoHoBa kucnota, TFA, TfOH;
BF3-OEt2 i T.n. Peakuis moxe Takox 6yt npoBeaeHa
Yy NPUCYTHOCTI aKTMBOBaHUXMOINEKYNAPHUX CUT. Tem-
nepaTypa peakuii Moxe 3miHIoBaTUCA B iHTepBani Big
10°C po 100°C, kpawe, B-iHTepBani Big 10°C po
60°C. Yac peakuii moxe cknagamm Big 1rod. Qo
48rof.

IMiHOBWA MpPOAYKT, OAEepKaHW, SK OMMCaHO BM-
we, Moxe Oy BiOHOBNEHWIA 3a [JOMOMOIOI0
Na(CN)BH3-HCI (gus.: Hutchins, R. O. et al., J. Org.
Chem. 1983, 48, 3433), NaBH4, H2-POYC, Hr-P¥/C,
Hr-Rh/C i T.n. y po3uyMHHUKAX, TakuMx SIK MeTaHon,
eTaHon i T.n.

lpponia cnonyku cdopmynm (llim), y skin Bci cnm-
BOMM MaloTb BKa3aHi BULLE 3HAYEHHS, 3 YTBOPEHHSAM
cnonykn copmynu (llla), moxe GytM npoBeaeHuit y
NMPUCYTHOCTI OCHOBW 41 KUCNOTU, Npu4oMy BMOGIip oc-
HOBW YM KUCNOTa He € KPpUTUYHUM. MoxyTb Byt Bu-
KOpUCTaHi Taki OCHOBW, K figpokenan MeTanis, Ha-
npuknag, NaOH u1 KOH, y BOOHOMY PO3YMHHUKY YK
KucnoTtax, Takmx sk BogHa HCI un TFA y po3umHHK-
kax, Takmx ak CH2Clpy, TT'®, auetoH, meTtaHon, eTa-
Hon, nmponaHon, Boda i T.4. Peakuis moxe 6ytn npo-
BefeHa B iHTepBani TemnepaTyp Big 0°C po
TeMnepaTypu KUMiHHA 3i 3BOPOTHMM XONOAUIIBHUKOM
BMKOPUCTAHOrO PO3YMHHMKA, Kpalle, B iHTepBani Te-
mnepaTyp Big 0°C oo TemnepaTtypy KuMiHHA 3i 3BOPO-
THAM XONOAMWIMbHUKOM BUKOPUCTAHOIO PO3YMHHUKA.
Tpueanicte peakuii moxe 3miHoBaTMca Big 0,25 po
48ron.

3a wWe iHWK1M BapiaHTOM BTINIEHHS JAHOrO BUHA-
xoay, cnonyka cdopmynu (llla), oe R® nosHauae rigpo-
reH 4u arnkineHy rpyny; m gopisHioe 0, a BCi iHLWi CuM-
BONMM MaloTb BKkasaHi BULLEe 3HAYEHHs, Moxe Oytn
ofilepxaHa y cnocib, Skun BKMoYae NpoBeaeHHs pea-

Kuii cnonyku coopmynum (lllg)

1
Ri“@/ﬁ;x"- (Illg)
REZNF

Ae BCi CUMBOMM MatoTb BKasaHi BULLE 3HAYEHHS,
3i cnonykoto doopmynu (llin)
ORTZ

R OR™ (llin)
H-N
m

ne R"™ nosxauae rigporeH Yn ankinbHy rpyny, i R®
Mae BkasaHi BULLE 3HAYEHHS, m Nno3Havae Ljne Y1cro
BiHTepBani 0 - 6.

Peakuis cnonykn dopmynn (lllg) 3i cnonykoto
dopmynu (llin) moxe GyTM npoBeneHa y NPUCYTHOCTI
PO34MHHUKIB, Takmx sik TP, OMP, IMCO, DME, To-
nyon, 6eH30n, aueToH, aueToHITPU i T.M. YM IXHIX
cymiwen. Peakuia moxe 6ytv npoBefeHa y iHEpPTHIn
atMocdepi, SKy NiATPUMYIOTb LUASIXOM BUKOPUCTaHHS
iHepTHMX rasis, Takux sk No, Ar, He i 1.n. Peakuis mo-
Xe Oym npoBefeHa y NPUCYTHOCTI OCHOBW, TaKoi SK
K2oCOs, NaxCOgz, NaH i 1.n. um ixHix cymiwen. Temne-
paTypa peakuii MoXe 3MiHIOBaTUCA B iHTepBani Bifg
20°C po 120°C, kpawe, B iHTepBani 30°C - 80°C.
TpuBanicTb peakuii Moxe 3MmiHoBaTucsa Big 1 oo 24
roavH, kpawie, Big 1 4o 12 roauH.

MpomikHa cnonyka (llif) 3a gaHum BUHaxoooM Ta
cnocib ii ogepxaHHA € npegMeToM Halloi [3asBku
PCT NePCT/IB02/04274].

Mepenbayaetbes, Wo B Gyab-sikin i3 3a3HaYEHUX
BULIE peakuii, Oyab-ska peakuiHo3gaTHa rpyna vy
Monekyrni cybctpata moxe OyTv 3axuLieHa 3rigHo Ao
3BUYaMHOI XiMiYHOT NpakTUKK. MNpuaaTHUMK 3aXUCHU-
MW rpynamu y Oyab-SKii i3 3ragaHux BuLLE peakuin €
TPET-0yTMNaUMETUNCUNIN, MEeTOKCUMETUr, TpUdeHi-
nmetun, 6eHsunokcukapborin, THP i T.4. ana saxuc-
Ty rigPOKCUIBHOT Y PEHOMBHOT MiAPOKCUIBHOT rpynu;
H-Boc, H-Cbz, N-Fmoc, 6eH30deHoHIMIH i T.4., Ans
3aXMCTy aMiHOTPYNM YM aHiniHorpynu, aueTarnbHuA
3axUCT Ans anbaerigy, KeTanbHUn 3axXMCT AN KETOHY
i T.n. Cnocobu yTBOpPEHHs Ta BUAANEHHS TaKMX 3aXu-
CHUX Tpyn € 3BUYalHUMKM crnocobamu, sKi 3anexatb
BiJ, MONeKynu, LWo noTpebye 3axucTy.

dapmaueBTMYHO MNPURHATHI  COMi  OJepPXKYI0Tb
LNSIXOM NpoBeAeHHs peakuii cnonyku copmynm (1) 3
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1 - 4 ekBiBaneHTaMn OCHOBM, TaKol SK fgpokeva Ha-
Tpito, METOKCMA HaTpito, rigpua HaTtpito, rigpokevia
Kanito, T-6yrokcua kanito, rigpokeva Kanbuito, rigpo-
KCWA MarHito i T.n., y po34mMHHMKaX, Takux K gietmno-
B edpip, TI'P, metaHon, T-OyraHon, AiokcaH, i30-
nponaHosn, etaHon i 1.4. Moxyte GyTM BUKOpUCTaHI
CyMiLLi pO34MHHUKIB. MOXYTb BYTV BUKOPUCTaHI TaKoxX
OpraHiYyHi OCHOBMW, Taki siK Ni3WH, apriHiH, gieTaHona-
MiH, XOniH, NyaHiguH, TPOMeTaMiH Ta ixHi noxigHi i T.4.
3a iHWMM BapiaHTOM, y HanexHux Bunagkax ogep-
XYIOTb KWUCMOTHO-aQUTUBHI COMi  WNAXOM 06pobKM
KMUCMOTaMu, TakKUMW K XIMTOPUCTOBOAHEBA KWUCIOTa,
OpomuncToBOAHEBA KMCMNOTA, a30THA KUCIOTa, CipyaHa
KucnoTa, docdopHa kucnota, n-tonyoncynsgoHoBa
KMCroTa, MeTaHCcynboHOBa KUCIoTa, OLTOBa KUCro-
Ta, MIMMOHHAa K1crnoTa, maneiHosa kucroTa, hymapo-
Ba KWCnoTa, caniuunoBa KUCMOTa, OKCUMHaTOMHa
KucnoTa, ackopbiHoBa KMcCnoTa, nanbMiTMHOBA KuUC-
nota, 6ypwTtnHoBa kucroTa, 6eH3olHa KucnoTa, beH-
305cynbOHOBa KMCMOTa, BMHHA KucnoTa i T.n., Yy
PO3YMHHUKAX, Takux $K eTunaueTaTt, AieTUNnoBun
eduip, cnuptn, aueTtoH, TIP, giokcaH i T.0. MoxyTb
Oy™ BMKOPUCTaHI TaKOX CyMiLLi PO3YMHHMKIB.

CTepeoizoMmepy Cnomnyk, WO YTBOPKKTE YaCTUHY
4aHOro BUHaxodZy, MOXYTb Oyt ogepxaHi LUnsxom
BMKOPUCTaHHS Y cnocobi, SIKLLO Lie MOXIMBO, peareH-
TiB Yy pOpMi OKpeMux eHaHTiomepiB, abo LWMIsxoM
NpoBeAEeHHA peakUii Y MPUCYTHOCTI peareHTiB 4n Ka-
TanizaTopiB y ¢opmi ixHiX OKpeMux eHaHTiomepis,
abo WnaAXoM po3dineHHs CyMilli cTepeoi3oMepiB 3BU-
YaHUMKN meTogamu. [leski 3 Kpalmx MeTOAIB BKIHO-
YalTb BUKOPUCTAHHS MIKPOBHOro po3aineHHs, po3agj-
NeHHs1  [iacTepeoMepHUX Cconen, YTBOPEHUX 3
XipanbHUMK KMCMOTamu, TakuMu siK Murganesa Kuc-
nota, kamdopcynb(oHOBa KUCMOTa, BUHHA KUCMOTA,
MOJIOYHa KMCroTa i T.N., AKWO ue MoXnuBo, abo 3
XipanbHUMW OCHOBaMU, TakuMu siK OPYLUH, ankanoi-
an XiHHOro gepeBa Ta ixHi moxigHi i T.n. 3BMYaniHO
BMKOPMCTOBYBaHi MeToau onucati [Jaques et al. y
kHu3i "Enantiomers, Racemates and Resolution"
(Wiley Interscience, 1981)]. KoHkpeTHiwe, cnonyka
copmynu (1), ae YR nosHauae OH, moxe Gytn ne-
petBopeHa Ha 1:1 cymiw giacTepeomepHuX amigis
Lnsaxom obpobkn xiparbHUMKM amiHamu, amMiHOKUCIIOo-
TaMu, aMmiHoCUpTaMmu, NOXiIAHUMU Bif aMiHOKUCHOT;
ANsi NepeTBOPEHHS KUCMOTM Ha amig MOXyTb OyTu
BMKOPUCTaHI 3BMYalHi yMOBU peakLUii; giacTepeomepu
MOXYTb OyTM po3aineHi 3a gonomorow gpakuiiHoT
Kpuctanisadii un xpomatorpadii, i cTepeoisomepu
cnonyku copmynun (I) moxyte 6yTm opepxkaHi wns-
XOM Figponi3y YMCToro giactepeomMepHoro amiay.

Pi3Hi nonimopdm cnonykn 3saranbHOi copmynu
(I), wo yTBOPKKWTL YACTUHY AAHOrO BUHaxody, Mo-
XyTb OYyTM ofdepXaHi LWNaxoM KpucTanisauii cronyku
dopmynu (l) B pisHnx ymoBax. Hanpwknapg, Bukopuc-
TOBYIOTb ONA nepekpucTanisauii 3Bu4anHO BUKOPUC-
TOBYBaHi PO3YMHHUKM YK iXHi CyMiLli; NpOBOAATb Kpu-
cranisauito npu Pi3HUX TemnepaTypax;
BMKOPUCTOBYIOTb Pi3HI PeXvWMU OXONOMKEHHS, B
AyKe LBMAKOIO A0 AYKE MOBINlbHOrO OXOJIOMHKEHHS
nia vac kpucranisauji. Monimopdm moxyts Byt ofe-
pXXaHi TaKoX LUNSXOM HarpiBaHHS 44 nnaeniHHA cro-
NYKN 3 HaACTYNMHUM MOCTYNMOBMM YM LUBUAKMM OXOSO-
AXeHHam. [MpucytHicTe nomimopdiB  moxe 6yTu
BM3HayeHa MeTodamu  TBepgodasosoi  AMP-
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cnekTpockonii, I4-cnekTpockonii, AndepeHuinHoi cka-
HYIO4OT KanopumeTpii, MOPOLUKOBOi PEHTreHiBCbKOT
andppakuii um iHWMMn nogibHUMKN meTogamu.

[daHun BuHaxig npornoHye dapMaueBTUYHY KOM-
nosuuito, WO MICTUTb CMOSyKM 3arasnbHoi cdopmynu
(I), BU3HayeHoOT BULE, iXHi NOXigHI, iXHi aHanoru, ixHi
TayToMepHi copmu, ixHi cTtepeoizomepn, ixHi noni-
Mopdm, IXHi hbapMaLeBTUYHO MPUNAHATHI CONi YM TXHI
dapmMaLeBTMYHO NPUAHATHI conbBaTK y KOMBIHaUIT i3
3BUYaHUMK hapMaleBTUYHO 3aCTOCOBHMMMU HOCIA-
MW, po3pipKyBayamu i T.n., npugaTHy Ans niKyBaHHS
Ta/abo npodinakTuky xBopob, TakmMx sk rinepTeHsis,
ilwemiyHa xBopoba cepus, aTepOCKNepo3, iHCYMbT,
nepudepnyHi CyanHHi 3axBoploBaHHA Ta CrnopigHeHi
po3nagu. Ui cnonykn € npuaaTHUMKU Ans niKyBaHHA
ciMelriHOI rinepxonectepuHemii, rinepTpurniuepunae-
Mii, 3HWKEHHs aTteporeHHux ninonpoteigis, VLDL Ta
LDL.

Cnonyku 3a JaHUM BMHaxo4OM MOXYTb GyTv BU-
KOpUCTaHi anga nikyBaHHA OEeAKMX * HUPKOBUX 3aXBO-
ploBaHb, BKMOYaKO4U rromepynoHedpuT, rmomepy-
NoCcKNepo3, HePOTUYHUIA CUHOPOM, FfiNEePTEH3NBHWN
Hedpockrnepos, HedponarTito. Crnonyku 3aranbHoi
dopmynmn () € TakoxX NpuaatTHUMKM ANs  NiKyBaH-
HA/npodhinakTvky  iHCyniHope3ancTeHTHOCTI  (giabeT
ny 1), nopyweHoi TonepaHTHOCTI O [MOKO3u, ner-
TUHOPE3UCTEHTHOCTI, Aucninigemii, po3nags, Noe'sa-
3a@HUX i3 CMHAPOMOM X, TakuUX SK riNepTeH3ia, OKNPIH-
HSl, iHCYNMiHOPE3UCTEHTHICTb, iWweMiyHa xBopoba
cepus, Ta iHLMX cepLeBO-CyaQUHHUX po3nagis.

Cnonykn 3a gaHuMM BMHAXOAOM MOXYTb TaKOX
Oy KopucHMMK SK iHrGiTOpK anbposopeaykTasw,
ANS noninweHHs nisHaBanbHUX YHKLUIA Npu AeMeH-
Lii, Ak 3ananeHi areHT\, onga nikyBaHHA giabeTu4HMX
yCKnagHeHb, po3nagis, NoB'a3aHnX 3 aKkTMBALE eH-
goTenianbHUX KMiTUH, Ncopia3y, CMHAPOMY MOfiKiCTO-
3HUX sedHukiB (PCOS), 3ananbHux xBopob KuLLEeYHU-
KY, 0CTEONnopo3y, MIOTOHIYHOT anctpodii,
naHkpeaTuTy, peTuHonaTii, apTepiockneposy, KcaH-
TOMU Ta AN NikyBaHHS paky.

Cnonykn 3a AaHMM BUHAxo4OM € MnpuaaTHUMK
ANs nikyBaHHS Ta/abo npodinakTyku BKkazaHux BU e
xBOpob y KOMOGIHALi/CynyTHO 3 O4HMM 4M KinbkOMa
iHribitopamm HMG CoA-penyktasu; iHribitopamm
BCMOKTYBaHHS XOnecTepuHy; 3acobamu ans nikyBaH-
HA OXUPiHHA; 3acobamu Anda nikyBaHHA ninonpoTeia-
HUX pO3nagaiB; rinornikeMiYHUMM areHTaMK: iHCYNiHOM;
GiryaHigom; cynbdoHincevoBuHow; TiasoniaMHaio-
HOM; noaBiHMMKM aroHictamyn PPARa Ta y uM iXHbOH
cymiwio. Cnonykn 3a gaHum BUHaxogoMm Yy kombiHa-
uii 3 iHribitopamm HMG CoA-pepykTasu, iHribitopamm
BCMOKTYBaHHS XOnecTepuHy, 3acobamu ans rnikyBaH-
HA OXMWPIHHA, TINOMMIKEMIYHUMW areHTaMm MOXYTb
BBOAUTUCS OOHOYACHO YW NPOTArOM Takoro nepiogy
Yacy, Wo6b 3abe3neyunTu iXHI0 CUHEPTiYHY Aito.

[aHuni BuHaxig NPOMOHYE TaKOX hapMaueBTUYHY
KOMMO3uLito, ika MiCTUTb CMOMYKW 3ararnsHoi hopMy-
nm (1), BU3HayeHoi BuLLe, iXHi NOXiAHi, iIXHi aHanoru,
IxHi TaytomepHi dopmu, ixHi cTepeoizomepw, IxHi
nonimopdm, ixHi papmMaueBTUYHO NPUNHATHI COMi Yn
IXHi hapMaLEeBTUYHO NPUMAHATHI CONbBaTW Ta OAMH YK
Kinbka iHribitopie HMG CoA-peayktasu; iHribiTopis
BCMOKTYBaHHSI XONecTepuHy; 3acobiB NpoTM OXMPiH-
HS; 3acobiB AnA NikyBaHHS MiNnonpoTeigHUX po3nagis;
rinornikeMivyHMx areHTiB; iHCyniH; GiryaHig; cynbdoHi-
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nceYvoBuHy; TiazoniaMHaioH; noasinHi PPARa Ta y un
ixHlO cymiw y kombGiHauii i3 3Bu4anHuMun dapmaves-
TUYHO 3aCTOCOBHUMMW HOCISIMW, PO3pigKyBavamu i T.n.
dapmaueBTUYHA KOMMNO3ULIS MOXe 3HaxoaUTUcs
y 3BMYalHO 3aCTOCOBYBaHMX cpopmax, Takmx sk Tab-
NeTKW, Kancynu, NOpPOLLKN, CUPOMU, PO3YUHU, CYCNEH-
3ii i T.N., MOXXe MICTUTM CMaKOBi areHTU, NigCoNOMKY-
Baui i T.4. y npugaTHUX TBEPAMX UM PiOKUX HOCISX 1M
po3pipKyBavax, Yn y npuaaTHOMY CTEPUIIbBHOMY ce-
penoBuLL AN YTBOPEHHSI PO3UMHIB UM CYCNeH3in and
iH'ekuin. Taki komno3uuii TMNOBO MicTATb Big 1 A0
20%, kpauue, Big 1 0o 10% mac., akTMBHOI CrOMYyKK, a
pewTa KoMMno3uuii ckrnagaetsca 3 hapmaueBTUYHO
NPUIHATHUX HOCITB, PO3PiHKYBaYiB Y/ PO3UYUHHUKIB.

MpuaaTtHi  dapmaueBTMYHO  MPUMHATHI  HOCIT
BKJ1I0YalOTb TBEPAi HAMOBHIOBaui YM po3pipKyBadi Ta
CTepwrbHi BOAHI YM OpPraHiyHi Po34uHU. AKTUBHWNA
iHrpedieHT BxoAMTb OO0 cKnaay Takux dapmaueBTuy-
HUX KOMMO3WLiN y KinbkKocTi, JocTaTHIN ans 3abesne-
YeHHA OakaHoi J03u B yKasaHOMY BULLE iHTepBari
3HayeHb. Tak, AN oOpanbHOro BBEAEHHsi, Cronyka
dopmynu (I) moxe 6yTn noegHaHa 3 npuaaTHUM TBe-
PAMM YW PIOKMM HOCIEM 4K po3pimKyBavyeM 3 YTBO-
peHHAM Kancyn, TabneTok, NOpOLUKiB, CUpoMiB, po3-
YMHIB, cycneHsin i T.n. dapmaueBTUYHi KOMMNO3ULi
MOXYTb, SKLWO GaxaHO, MICTUTM OOJATKOBI KOMMOHe-
HTW, Taki 9K CMakoBi areHTW, NigconomKysadi, ekcum-
nieH™ i T.n. Ana napeHTepansHOro BBEAEHHH, CNony-
KW MOXYTb OyTVM noegHaHi 3i cTepunibHUM BOAHUM Y
OpraHiyHMM cepefoBuLLEM ANS OAEPXKaHHA PO3UMHIB
4M cycneHsin ong iH'ekuin. Hanpuknag, MoxyTts 6yt
BMKOPUCTaHi PO3UYMHN Y KYHXXYTHIN YM apaxicoBin onii,
BOAHOMY MpPOMiNeHrnikoni i T.N., a TakoX BOAHI po3yn-
HUW BOAOPO3YMHHUX (papMaLEBTUYHO MPUNHATHUX
KWCNOTHO-aAMTUBHUX COMEeA 4/ CONEN OCHOBHUX
dopM Cnonyk. Y po3umHax Ans iH'ekuii MOXyTb TaKoX
Oy™ BMKOPUCTaHi BOAHI PO34YNHU 3 aKTUBHUMM iHrpe-
OIEHTOM, PO3YMHEHVMM Y MOMIMAPOKCUIIOBaHIN pUUm-
HOBIN onii. Po3unHn ans iH'ekuin, BUTOTOBMEHI y Ta-
KMM  crocib, MoXytb Oy noTim BBeeHi
BHYTPIiLLHbOBEHHO, BHYTPIiLLHbOYePEBUHHO, NiALIKIPHO
YM BHYTPILUHbOM'A30BO, NPUYOMY KpawwmmM And nogen
€ BHYTPiLUHbOM'sI30B€E BBEAEHHS.

[ns HaszanbHOro BBEAEHHS, MpenapaT Moxe Mic-
TUTU CMONYKM 3@ JaHVWM BWHAaxXo4OM, PO3YMHEHI 4u
cycneHAOBaHi y piAKoMYy HOCIi, 30Kkpema, y BOOHOMY
HOCIT, AN aepo30fbHOro 3acTocyBaHHA. Hocih Moxe
MicTuTM OobaBku, Taki sk contobinisatopu, Hanpu-
Knag, nponifeHrnikosns, NoBepxHeBo-aKTUBHI peyvoBu-
HUK, 3acobu, WO NOCUNIOKTb BCMOKTYBaHHS, TaKi K
neunTvH (cpocaTMAMNXOMiH) Y4  UUKNOOEKCTPUH,
abo KoHcepBaHTK, Taki sik napabeHu.

Ocob6nueo npugatHuMu Ans 6yab-Akoro opanb-
HOro 3aCTOCYBaHHA € TabneTku, gpaxe uYn Kancynu,
WO MICTATb 3B'A3YI0YMIA HOCIA Ha OCHOBI TarbKy
Ta/abo Byrnesopy i T.n. Kpaule, Hocii gna tabneTok,
Opaxe 4n Kancyn BKIYalTb NaKTO3Y, KYKYpya3sHUM
Kpoxmarnb Ta/abo kapTonnsHui kpoxmane. Y Bunag-
Kax, Konm Mmoxe 6yt 3acTOoCOBaHW MiACONODKEHMWIA
HOCIi, MOXYTb OyTV BUKOPUCTaHi CUPON YK ernikcup.

Cnonyky (cnonykun) copmynm (l), BM3HayeHoi
BUMLLE, KNiIHIYHO BBOASTL CCaBLAM, BKIOYAOYM Moam-
Hy, opanbHVM 4YM NapeHTepanbHuUM Wwnaxamu. Kpa-
MM € BBEAEHHS OpalbHUM LUMISXOM, SiK OinbLu 3pyy-
He Ta Take, WO [03BOJSIE YHUKHYTM OGono Ta

NoApasHeHHs, MOXImMBMX Npu iH'exudii. OgHak, aKWo
nauieHT He MOXXe MPOKOBTHYTU fiKapCbkuiA 3acido abo
npu MOPYWEHOMY BCMOKTYBaHHi Micrns opanbHOro
BBEJEHHS, HanpvKnaa, BHAcnigok xeopobu un iHwoi
aHomanii, nikapcbkuii 3acié mae Oytn BBEegeHWIA na-
peHTepansHo. [pu Oyab-sKOoMy LINAXY BBEAEHHS,
403y, WO 3Haxoantbes B iHTepBani Big 6nmsbko 0,01
po 6nuabko 100mr/kr Baru Tina cyb'ekta Ha o0y, uu,
Kpawe, Big 6nmabko 0,01 go 6nmsbko 50mr/kr Barm
Tina Ha [oby, BBOAATL SK pasoBy YM KpaTHi [03W.
OpHak, onTyMarksHy CXeMy J03yBaHHS AN KOXHOIO
cyb'ekTa, WO OTPUMYE fiKyBaHHS, BU3Ha4vae ocoba,
BignosifanbHa 3a nNiKyBaHHSA, MNPUYOMY 3BUMYANHO
cnoyaTtKy BBOASATb MEHLi 403K, SKi NOTIM NOCTYNOBO
30iNMblWyoTh AN BU3HAYeHHA Hanbinbw npuaaTHOT
0o3Mu.

Cnonyku 3a AaHUM BUHAXO40M 3HUXYIOTb PiBEHb
LYKpY KpOBi Yy OOBINbHUIA MOMEHT Yacy, Tpurniuepum-
an, 3aransHui xonectepwH, LDL, VLDL i nigsuwytoTb
HDL 3a aroHicTM4HUM MexaHiamom. Lle moxHa npo-
OEeMOHCTpYBaTU eKCcrnepMMeHTaMn Ha TBapuHax sk in
vitro, Tak i in vivo.

BuHaxin nosicHoeTbcs geTarnbHile y HaBedeHUX
HWKYe NpuKnagax, aki AalTbea mwe ang inoctpauii
i TOMY He NMOBUHHI TNYMaYMTUCS $K TakKi, O 0OMexy-
10Tb 0OCAr BUHaxoay.

CuHTes 1 4-(3-
MeTaHcynb doHinokevnponin)deHinveTtaHcynsgoHaT

Cragis (i)

0 .0

.82
o)

Me”

Ho cycneHnsii LAH (22,1r, 2,5ekB., 583mmorb) y
cyxomy Tr® (1,0n), gogalTs NO Kpanmsx PO3ywH
meTun-3-(4-rigpokcudpeHin)nponioHaty (21r, 1,0exs.,
116Mmonb) y TT® (50mn) npu KiMHaTHIA Temnepary-
pi. PeakuinHy cymiw HarpiBatloTb 40 KMNIHHA 3i 3BOPO-
THUM XONoAauIbHUKOM npoTsarom 4 - 5roa. ii goonpa-
LibOBYIOTb LLUMNSAXOM FaCiHHS HaAMMLLKOM eTunaueTtaTty
3 HacTymHuMm popaHHam Boau (23wmn), 15%-Horo
BoAaH. NaOH (23mn) Ta Bogn (70mMn) Npn KOHTPONLO-
BaHOMY MnepemillyBaHHi Ta NiATPUMYBAHHI KiMHaTHOT
Temnepatypu. [Jo AoonpaubOBaHOi Cymili goAakTb
koHu. HCI ana poeegerHHa pH go 7,0. MoTim i pinbT-
pYlOTb Kpi3b LeniT Ta NpomuBaloTb eTunaueTaToMm.
O6'egHaHui ginbTpaTt ocywatTs (NaxS04) Ta KOH-
AeHcytoTb. OpgepXXaHuii 3anuLwok nigaaroT xpomaTo-
rpadii  (etmnauetat/rekcaHu), ogepxyoun  3-(4-
rigpokevdeeHin)nponanon (17r, 100%) y surnsagi 6inoi
TBEPAOT PEYOBUHM.

T.nn.: 52-54°C.

'H AMP (CDCl3, 200Mry) &: 1,78-1,86 (M, 2H);
2,63 (1, J=7,9T"u, 2H); 3,67 (71, J=6,3I'y, 2H); 6,74 (4,
J=8,8I'u, 2H); 7,05 (@, J=8,8I'y, 2H). |4 (uncTa pevo-
BMHa) oM 3485, 3029, 2940, 1505. Maca m/z (Cl)
(ximivHa loHizauis): 152 [M+1].

Cragis (ii)

o posunHy 3-(4-rigpokcudpeHin)nponanony (17r,
1,0eks., 111,8Mmonb), ogepxaHoro Ha ctagii (i), Ta
TpuetnnamiHy (93,3mn, 6,0exB., 670,8mMmornb) y AXM
(550mMn) popakTe MO Kpannsax MeTaHCynbdOoHInxmno-
pug (26mn, 3,0ekB., 335,4mmornb) npu 0°C. Peakuin-
HY CyMill nepeMilyloTb NpW KiMHaTHIA TemnepaTypi
npotarom 16roAd., nicna 4Yoro i AoonpauboBYIOTb
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Naxom possedeHHa Hagmmwkom [OXM Ta npomu-
BaHHA opraHiyHoro wapy po3e. HCI, Bogot Ta poas-
conom. OpraHiyHuii wap ocywatoTs (NaxSO4) Ta KOH-
LeHTpyloTb. BaxkaHnin npoaykT ounLLalTs 3 CUPOBOIT
Macwu nepekpucTanisadieto 3 giisonponinosoro eqipy.
PelwTy maTtoyHoro posuvMHy KOHOEHCYIOTb Ta nigda-
10Tb Xpomartorpadgii (eTmnauetaTt/rekcaHun), ofepxy-
HO4YM JoOaTKOBY KinbkicTe GaxkaHoi cronyku (3ararnb-
HU Buxig 20,8r, 61%) y Burngaai 6inoi TBepaoi
pPEYOBUHM.

T.nn.:60-62°C.

H AMP (CDCl3z, 200Mru): & 2,00-2,18 (M, 2H);
2,77 (1, J=7,8l"y, 2H); 3,00 (c, 3H); 3,13 (c, 3H); 4,23
(T,J=6,3"y, 2H); 7,22 (apomaTtuyHe aapo, 4H):

IY (4mcTa peyvoBuHa) em™ 3029, 2935, 1504.

Maca m/z (Cl): 309 [M+1].

CuHTes 2

3-(3-

MeTaHcynb dhoHinokevnponin)dpeHinveTtaHcynbgoHaT

Me, O 0,‘8‘30
Oé S‘ o] Me
[s]

OpepxytloTb  3a  TUMOBOI npoueaypoto CuHTe-
3y 1.
Cragis (i)

3 meTun-3-rigpokevdpeHiNnponioHaTy OAepPXyloTb
3-(3-rigpokcudpeHin)nponaHon y Burnsai pigkoi mac
(100%).

'H AMP (CDCl3, 200Mr'L): & 1,80-1,88 (M, 2H);
2,64 (1, J=7,9My, 2H); 3,49 (wwmp.c, -OH); 3,67 (T,
J=6,5I"u, 2H); 6,65-6,76 (apomatudHe sgpo, 3H);
7,09-7,17 (apomatnyHe agpo, 1H).

I4 (ucTa peuoBuHa) cM: 3353, 2932, 2859,
1590. Maca m/z (Cl): 152 [M+1].

Cragis (ii)

3 3-(3-rigpokcndpeHin)nponaHony (900w,
1,0ekB., 5,92vmork), ogepxaHoro Ha cTagii (i), oge-
PXYI0Tb 3-(3-
MeTaHCcyrnbdoHinokcunponin)dpeHinmeTaHcynbdoHaT
(52%) y Burnagi 6inoi TBeppoi pedosuHu. T.nn.: 60-
62°C.

'H AMP (CDCl3, 200Mry): & 2,00-2,18 (M, 2H);
2,79 (7, J=7,8I'y, 2H); 3,00 (c, 3H); 3,15 (c, 3H); 4,22
(T, J=6,4T'y, 2H); 7,10-7,20 (apomatnuHe sapo, 3H);
7,21-7,40 (M, 1H). |4 (wcra pevosuHa) cm": 3030,
2941,1586.

Macam/z(Cl):309[M+1].

CuHTes 3

4-(3-(Tonyon-4-
cynbdoHinokcu)nponin)dpeHintonyon-4-cynsgoHat

o .0

)

[o po3unHy 3-(4-rigpokcudeHin)nponaHony (2,5r,
1,0ekB., 16,44mmornb), ogepxaHoro Ha cragii (i) Cun-
Tesy 1 y OXM (82mn) ta Tpnetunamidi (11,4mn,
5,0ekB., 82,2mMmorb ), 4OoOal0Th NO Kpannsax Tonyon-4-
cynbdroHinxnopng (9,4r, 3,0eks., 49,3vmonb) npu
0°C PeakLjiiHy cymill nepeMiwyloTe Npu KiMHATHIRA
Temnepatypi npotarom 16roA., nicnsa Yoro ii goonpa-
LbOBYOTb LUMAXOM po3BedeHHs Hagnuwkom OXM Ta
NPOMMBAHHS OPraHiyHoOro Lapy BOAOK Ta PO3COSIOM.
CupoBUI  3anULLOK, OAEPKaHUM MiCNA  CYWiHHSA

(Na2S0s4) Ta KOHAEHCYBaHHSA, NigAaloTb XpomaTorpa-
Qii (eTnaueTat/rekcaHun), ogepxytoum baxaHy cno-
nyky (5,1r, 67,7%) y Burnsgi B'a3koi piamHu.

H amP (CDCls, 200MIy): & 1,90 (kBiHTET,
J=79"y, 2H); 2,44 (c, 6H); 2,61 (T, J=6,8I"Ly, 2H); 3,98
(t, J=6,3lMu, 2H); 6,83 (a, J=8,8I'y, 2H); 6,97 (4,
J=8,8I'y, 2H); 7,32 (1, J=7,5T"y, 2H); 7,67 (g, J=8,3I'y,
2H); 7,76 (g, J=8,3'u, 2H).

4 (uncta pevoBuMHa) cm™: 2926,1597, 1502,
1364.

Maca m/z (Cl): 461 [M+1].

CuHTes 4

2-(4-HitpodpeHokcn )eTnbpomig

,©,0\/\Br
ON

Cymiw 4-HiTpocbeHony (1,0r, 1,0eks.,
7,19mmornb),  1,2-pmbpomeTany  (3,85mn, 6,0ekB.,
43,1Mmork) Ta 6GessogHoro KoCOs (3,0r, 3eks.,
21,5MMorb) y cyxoMy aueToHi (36M1) nepemilyioTb
npu KiMHaTHI TemnepaTypi npoTtarom 16roa. Peak-
UinHY cyMiw inbTpyoTb | inbTpaT KOHAEHCYIOTb.
KoHaeHcoBaHy Macy 3HOB PO3UMHSAIOTL Yy eTunaueTaTi
Ta NpoMMBalTb BOAH. po3unmHom OikapboHaTy Ha-
Tpito. OpraHiynmin wap ocywatotb (Na2SOs KoHAeH-
Cyl0Tb i 3anuuwok niggatoTs xpomartorpadii 3 BUKOpU-
CTaHHAM eTunaueTaTty Ta T[eKCaHiB, OAepXyloun
Ha3BaHy y 3arofioBKy CMoOMyKy y BUrnaai TBepaoi pe-
4YoBuHU (540mr, 32%).

T.nn.: 168°C.

'H AMP (CDCls, 200Mru): & 3,67 (1, J=6,1Tw,
2H); 4,38 (71, J=6,1Tu, 2H); 6,97 (g, J=8,7Tu, 2H);
8,20 (@, J=8,7Tu, 2H).

IY (ucTa peuoBuHa) cMm
1330.

Maca mi/z (Cl): 245 [M("Br)], 246 [M("Br)+1],
247 IM®'Br)], 248 [M(*'Br)+1].

CuHTes 5

ETun-2-etokcn-3-(4-amiHodpeHin)nponioHaT

@,\rcozst
HoN OEt

Cragis (i)

oTytoTb Cinb Bittira 3 Tpuetnn-2-
eTokcudocoHoaueTaty (26,5r, 1,5ekB., 99,3MMOIb)
ta NaH (50% y macni) (5,3r, 2ekB., 132,4Mmonb) y
Tro (350mn) npu 0°C. OopatoTb A0 Hei nopuisiMu
TBEPAUW 4-HiTpoGeH3anbaerig (10r, 1ekB.,
66,2mmorb) npu 0°C | ogepkaHWA pPO3YvH nepemi-
LWyOTb NPW KiMHATHIA TemnepaTtypi npoTarom 16roA.
PeakuinHy cymilw po3BogaTe eTunaueTatoMm Ta npo-
MuBatoTe BogHUM NH4Cl. CnpoBuiA NpogyKT MicTUTbL
eTun-n-HiTpo-2-eTokcMumHamaT y dopmi Z- T1a E-
ctepeoizomepis (11r).

Cragis (ii)

ETun-n-HiTpO-2-eTOKCMLMHAMAT, OfepXaHuh Ha
ctagii (i), rigpytoTe 3 BuKkopuctaHHam 10% Pd-C - H2
(414xMa) (60psi) (11r) y etunauetaTti (150Mn) npu
KiMHaTHI TemnepaTypi Ta niggatoTb xpoMmaTorpadii 3
BMKOPUCTaHHAM eTurnaueTaTy/rekcaHy, OAepXyH4n
Ha3BaHy Yy 3arofioBKy Cronyky y BUrMsiAi B'A3K0i Mac-
nsiHucToi piamHun (9,41r, 60%).

'H AMP (CDCls, 200Mru): & 1,16 (1, J=7,0lw,
3H), 1,22 (1, J=7,0ly, 3H), 2,90 (g, J=6,3My, 2H),
3,30 (wmp.c, 2H, NH2), 3,35 (m, 1H), 3,55 (m, 1H),

2925, 15692, 1511,
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3,94 (7, J=6,3I'y, 1H), 4,15 (xB. J=7,0l"y, 2H), 6,62 (g,
J=8,3I'y, 2H), 7,03 (g, J=8,0Ty, 2H).
IY (41cTa peyoBuHa) cM: 3372,1738.
Maca m/z (Cl): 238 (M+1), 192 (M - OC 2Hs).
CuHTes 6
MeTun-2-etokcn-3-(4-aMmiHodpeHin)nponioHaT

/@/\‘/C%Me
OEt
H,N

Cragis (i)

[oTyi0Tb Cinb BitTira 3 TpueTun-2-
eTokcndocdoHoaueTaTy (34,3mn, 2ekB., 132MMOrb)
Ta NaH (50% y macni) (6,28r, 2ekB., 132MMOrb) Y
Tro (350mn) npu 0°C. OJopatoTe OO Hei TBepAvi M-
HiTpoOeH3ambaerig (10r, 1ekB., 66MMONb) nopuiaMu
npun 0°C. OgepkaHnin PO34MH NEPEMILLYIOTb NPU KiM-
HaTHIn TemnepaTypi npoTdarom 16roA. PeakuiiHy cy-
Mill pO3BOAATL eTuraueTaTtoM Ta NpoMMBaloTb BOA-
Hum NH4CIl. CnpoBuin NpoaykT MiCTUTb €TWUM-N-HITPO-
2-eTokemumHamaT y copmi Z- Ta E- crepeoisomepis
(15r, 86%).

Cragis (ii)

Cuposy cnonyky (15r, 1ekB., 56,6mMmorb), ogep-
XaHy Ha cTagii (i), po34uHsatoT y meTaHoni (250mn).
Hopatotb o Hei dopmiaT amonito (35,6r, 10eks.,
566mmornb) Ta 10% Pd-C (40r) i peakuiiHy cymiw
nepemilyloTe NpU KiIMHATHIA TemnepaTypi NpoTArom
16rog. KaTtanisatop BigokpemmowTb Ha inNbTpi i
dinbTpaT KOHOEHCYIOTb Ha 00epTOBOMY BUMAPHWKY.
3anuLok po3BOAsTb eTunaueTaTtoMm Ta NpoMMBaTbL
BOAO i po3coriom. CMpoBy Macy niaaatTb XpoMaTo-
rpadii, ogepxytoun eTnn-2-eTokCcu-N-amiHounHamar y
dopwmi (E)- Ta (Z)-isomepis (10r, 75%).

Cragis (iii)

Etun-2-etokcn-n-amiHoumHamat  (10r, 1eks.,
42 5Mmornb), ogepkaHui Ha cTagii (i), o6pobnsaioTb
marHiem (20,4r, 20ekB., 850Mmorb) Ta cyxuMm MeTa-
Honom (500mn). PeakujinHy cymiw HarpisatwoTb [0
KWMiHHS 3i 3BOPOTHMM XONOAWUINBbHUKOM MPOTArOM 2-
3roA., Ta 3anvwatoTe Npu NepemillyBaHHi Npu KiMHa-
THi TemnepaTtypi npotarom 16roa. PeakuiiHy cymiw
pO3BOAATL eTunaueTaToM Ta racsaTb XONoAHUM BOA-
HUM XNOPWAOM amoHito. OpraHiyHWiA Wap npomMuBa-
10Tb BOAOK Ta po3COroM. 3anuLloK niagarTs Xpoma-
Torpadii 3 BUKOPUCTaHHAM eTunaueTaTty Ta rekcaHy,
OLlePXYIOUM Ha3BaHy Yy 3arofloBky CMonyky y BUrnagi
B'A3K0T1 pianHun (8,06r, 80%).

'H AMP (200Mry, CDCls): & 1,64 (T, J=6,8IL,
3H), 2,90 (g, J=6,3I"y, 2H)1 3,22-3,42 (m, 1H), 3,42-
3,65 (m, 2H), 3,70 (c, 3H), 3,96 (T, J=6.8I'y, 1H), 6,61
(m, J=8,3I'y, 2H); 7,00 (g, J=8,3I, 2H).

I4 (4ncTa peyvoBuHa) cm™: 3350 (wmp.), 1735.

Maca m/z(Cl):224[M+1]

CuHTtes 7

ETtun-2-etokcn-3-(3-amiHodeHin)nponioHaT

HoN CO,Et
U

MounHatoum 3 3-HiTpobGeH3anbAerigy Ta BUKOpUC-
TOBYIOUM TMNOBY npoueaypy CuHtesy 5, ogepxyloTb
Ha3BaHy Yy 3arofioBKy Cnonyky y BUrMsdi B'A3Koi Mac-
NsHUCTOT pianHKn (60% Ans oBox ctagin).

'H AMP (200MI'y, CDCla): & 1,17 (T, J=7Tw, 3H);
1,22 (1, J=7Tu, 3H); 2,91 (g, J=6,7T"u, 2H); 3,30-3,48
(m, 1H); 3,48-3,62 (m, 1H); 4,00 (1, J=6,7T"u, 1H); 4,17

(kB, J=7Tu, 2H); 6,50-6,70 (apomaTuyHe agpo, 3H);
7,06 (1,J=7,5I"y, 1H).
I4 (ucta pevosuHa) em™:
1606.
Maca m/z (Cl): 238 [M+1].
CuHTes 8
Emnn-2-isonponokcu-3-(4-HiTpodpeHin)nponioHat

Q/YCOQ Et
O,
oy

Cragis (i)

4-HitpodeHinanaHin (5r, 1eks., 23,788mMonb)
[OJ4alTb MNOpUisSiMM [0 PO34YMHY CyXOro eTaHony
(50mn) Ta TioHinxnopuay (5mn) npu -5°C. Cymiw ne-
peMmilyloTb Npu Ui TemnepaTypi NPOTArom Lie rofu-
HU, a NOTIM NepeMiLLyloTe NPKU KiIMHaTHIN TemnepaTypi
npotarom 16rof. PeakujiiHy cymill KOHAEHCYIOTb Ha
obepToBOMY BUMNAPHWKY, MigAaloTb a3eoTPOMNHin ne-
peroHLi 3 TonyonoMm, a noTiM BUCYLLYOTb 3a AOMNOMO-
rOK BMCOKOBAKYYMHOT MOMMU, OOEPXKYOUM XITOPUCTO-
BOOHEBY Ciflb eTUNoBOro cknagHoro edipy 4-
HiTpodbeHinanaHiHy y surmsaai 6inoi tBepaoi pevosu-
HU (KiNbKiCHUIM BUXiA).

Cragis (ii)

XnopuCTOBOAHEBY Cinb  €TUITOBOMO CKMagHOM
eqipy 4-HiTpodbeHinananiny (2r, 1,0eks., 7,28Mmorb),
ofdepkaHy Ha ctagii (i), po3unHalTL y eTunauyeTari
(150mn). Oopatote oo Hei Na2COs (386mr, 0,5ekB.,
3,64mmornb) i nepemiwytoTe npotarom 15x8. Peakuin-
Hy cymiw npomuBatoTb BoaH. NaHCOs. OpraHiyHuii
wap ocywatloTb KiMHATHIN TemnepaTtypi npoTarom 3 -
4roa. BaxkaHnn nNpooykT BAAINATL nicns dinbTpauii
peakuiHOi cymiwi Ta KOHUEHTpyBaHHA dinbTpaTty
npu 3HWKEHOMY TUCKY. XpomaTorpadis Ha KONOHL
CMpPOBOi Macv 3 BUKOPUCTaHHAM eTunaleTaTy Ta rek-
caHiB gae G6axaHy cnomnyky eTun-2-i3onponokcu-3-(4-
amiHogeHin)nponioHat (1,16r, 3aranbHUN BUXA
86%).

H AMP (200Mry, CDCIs) &: 0,97 (a4, J=5,8Tu,
3H)1 1,15 (g, J=5,8y, 3H), 1,23 (1, J=7,0l"u, 3H),
2,80-2,95 (v, 2H), 3,49 (kBiHTeT, 1H), 3,98 (o4, J=8,1
Ta 57Ty, 1H), 4,16 (KB, J=7,0l'y, 2H), 6,61 (g,
J=8,3I'uy, 2H), 7,03 (g, J=8,3I"y, 2H).

I4 (uncTa peuyoBuHa) cM : 3455, 3371, 2975,
2929,1737,1626, 1519.

Maca.m/z (Cl): 252 [M+1].

CuHtes 10

4-MeTaHcynbdoHinokcmbeHsanbaeria

CHO
o‘sﬁo 0
Me” ©

Cymiw 4-rinpokenbersanbaerigy (5,0r, 1,0eks.,
40,98vmornb), 6essogHoro KoCOs (17r, 3eks.,
123mMMonb) Ta MeTaHcynbgoHiInxmopuay (4,76mn,
1,5eks., 61,37vmorne) y cyxomy AM® (200mn) nepe-
MillyoTb  NpM  KIMHATHIA  TemnepaTypi NPOTSAroMm
16roa. PeakuiHy cymilwl po3BogaTe eTunauetaTtom
(200mn) Ta NnpommBatoTb BoAOK i podconom. OpraHi-
YHun wap ocywatTs (NazxS04), KOHOEHCYIOTh, | ofe-
pXKaHuA 3anuLUoK NiggatT XpomaTorpadii 3 BUKOpU-
CTaHHSAM eTunauetaTy Ta TreKCaHiB, OOEPXKYH4M
Ha3BaHy y 3aronoBKy CNonyky y Burnaai 6inoi eepaoi
peyoBuHU (2,0r, 25%).

T.nn.: 60-62°C.

3374, 2978, 1738,
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'H AMP (CDCls, 200Mry) &: 3,21 (c, 3H); 7,45
(a, J=8,8I'y, 2H); 7,95 (g, J=8,8I"u, 2H); 10,01 (c, 1H).

4 (uucta peuoBuHa) e 3024, 2932, 1701,
1591, 1502.

Maca m/z (Cl): 201 [M+1].

CuHTtes 11

2-(4-T'ippokcndpeHin)-1-etTaHon

“Cis
OH

Po3unH meTtun-2-(4-rigpokcmdeHin)aueTtaTty (3,0r,
18,07mmorb) y TF® (20mn) gogatoTs 40 nepemilly-
BaHoi cycneHsii LAH (0,89r, 23,49mmonb) y TI®
(20mn) npu 0°C. lMepeMiwwyBaHHS NPOAOBXYIOTL MpU
KiMHaTHiIN TemnepaTypi npoTtsarom 4rog. Haanwuwok
LAH racsatb HacuyeHum po3umHom NaxSQOsi ocag, Wwo
YTBOPIOETLCA, 36upatot Ha GinbTpi. PinbTpaTt ekcT-
paryioTb eTunaueTaTtoMm i OpraHiYHWA eKCTpaKT npo-
MMBaloTb po3conioM, ocywatTs (NazxSQs) Ta ynapto-
I0Tb A0 Cyxoro 3anuwiky. OuMLleHHs Ha KOMOHUi 3
BMKOpucTaHHaM 50% eTunaueTaTy-neTponenHoro
edipy gae Ha3BaHy Yy 3aronosky cnonyky (1,1r, 44%)
y Burnagi 6inoi TBepaoi pevoBuHN.

T.nn.: 88-92°C.

'H AMP (200Mry, CDCls+AMCO-ds): & 2,75 (T,
J=7,1T'u, 2H); 3,75 (1, J=6,3I"'y, 2H); 6,75 (A, J=8,3lu,
2H); 7,03 (g, J=8,3u, 2H).

Maca m/z (Cl): 138 [M].

CuHTes 12

4-(2-
MetuncynsdoHinokcieTnn)deHinvetaHcynbgoHaT

Me\S’o
0" pe

HasBaHy y 3aronosky crnonyky (2r, 94%) ogep-
Xyt 3 2-(4-rigpokcudpeHin)-1-etanony (1,0,
7,25mMmornb), ogepxaHoro y CuHtesi 11, y OXM
(20mn) 3 BUKOPUCTaHHSAM TpueTunamiHy (2,52mn,
16,1Mmorb) Ta MeTaHcynbdoHinxnopuay (0,83mn,
15,9Mmonb) Npu KiMHaTHIM TemnepaTypi NpPOTAroM
2roA. y BignoBigHOCTI 4O Npoueaypu, aHanorivyHol Ao
onucaHoiy CuHTesi 1, ctagisa (ii).

'H AMP (200Mru, CDCls): 8 2,91 (c, 3H); 3,08 (T,
J=6,8I"y, 2H); 3,15 (c, 3H); 4,42 (7, J=6,8Iu, 2H);
7,20-7,34 (m, 4H).

Maca m/z (Cl): 199 [M- OSO2Me].

CuHTes 13

MeTun-2-(4-metuncynboHinokcudeHin)aueTtat

0,0 /©/\ COOMe
Me” o

HasBaHy y 3aronoeky cnonyky (1,7r, 77%) ogep-
XyloTb 3 meTun-2-(4-rigpokcudpeHin)auetaty (1,5r,
9,04mmorb) y OXM (20Mn) 3 BUKOPUCTAHHAM Tpu-
etunaminy (3,14mn, 22,59MmMornb) Ta MeTaHCcynbgo-
Hinxnopuay (0,84mn, 10,84mmonb) npu KiMHaTHINA
TemnepaTypi npoTaroMm 2roj. y BignoBigAHOCTI A0 Npo-
uenypu, aHarnoriyHoi go onvcaHoi y CunTesi 1, ctagis

(ii).

'HamP (200Mr'y, CDCl3): 6 3,14 (c, 3H); 3,64 (c,
2H); 3,71 (c, 3H); 7,24 (n, J=8,8I'u, 2H); 7,34 (g,
J=8,8I"u, 2H).

Maca m/z: 244 [M].

CuHtes 14

82835 48

2-(4-MeTtuncynbdoHinokcudeHin)outosa Kucno-

Ta
o, 0 /©/\ COOH
Me’S\O -
Oo PO3YMHY meTun-2-(4-
MeTUICyrnbdOoHINoKCndeHin)auetaTty (0,95r,

3,89mmonb), ogepxkaHoro y CuHTtesi 13, y meTaHoni
(10mn) pogatote Na2COsz (2,06r, 19,48Mmornb) y Bogj
(5mn) i peakLjiHy cymill nepeMilyloTb Npy KiMHaTHIlA
Temnepatypi npotarom 24rof. MetaHon ynaprowTh i
3anuvLoK po3BoadATs y BOAI Ta NpoMuMBaloTL eTunae-
TaTOM ONS BMAANEHHS 3 HbOMO JOMILLOK, SIKLLIO BOHM
€. BogHun wap nigkucniooTe go pH -2, nicns 4oro
BMAINATE HadBaHy y 3aronoeky cnonyky (0,55r,
61,4%) y Burnsagi 6inoi TBepaoi peqoBuHM.

T.nn.: 158-162°C.

'H AMP (200Mru, IMCO-de): & 3,32 (c, 3H);
3,62 (c, 2H); 7,28 (g, J=8,9y, 2H); 7,37 (g, J=8,6Iy,
2H).

Maca m/z (Cl): 231 [M+1]; 230 [M].

CuHTes 15

MeTun-4-HiTpounHamat

,©/\\_,coow|e
ON

Po3unH 4-HITPOKOPNYHOT KMUCnoTu (3r,
15,54mmonb) y MeTaHoni (50mMn) oxonomkyloTb [0
10°C, nosinbHO goAaTb kKoHU. HoSO4 (1Mn1), a noTim
HarpiBatTb A0 KUMIHHS 3i 3BOPOTHUM XONOANIBbHUKOM
npotarom 30rog. MeTtaHon ynapoTe NpU 3HWKEHO-
My Tucky. logatoTe Ao 3anuuky etunauetat (150mn)
i po3uMH NpoMMBalOTL BOAOK, HACWMY. PO3YMHOM
NaHCOs3, Bogoto Ta poscorsom, BignoBigHo. OpraHiy-
HuUM wap ocywatTe (Na2S04) Ta ynaptotTb, oaep-
XYI0uM HasBaHy y 3aronoBky crnonyky (3r, 93%) vy
BMrmMsAi 6inysatoi TBEpAOT PEHOBUHMN.

T.nn.: 158-160°C.

'H AmP (200Mry, CDCl3): 6 3,84 (c, 3H); 6,56
(@, J=159ry, 1H); 7,64-7,78 (m, 3H); 8,25 (g,
J=8,9Iy, 2H).

Maca m/z (Cl): 208 [M+1]; 194 [M - CH3].

CuHTes 16

Metun-3-(4-amiHodbeHin)nponioHaT

/©/\,COOM9
H:N

[o po34ynHy MeTun 4-HiTpoumMHamarty, ogep>KaHo-
ro y Cuntesi 15 (1,5r, 7,25Mmmonb), y AiokcaHi (25mn)
pogatotb 10% Pd-C (0,6r) Ta rigpytoTb Npu KiMHaTHIWN
Temnepatypi npu 414kMa (60psi) npotarom 20roA.
PeakuiiHy cymiw pinbTpyloTh Kpisb LENIT Ta KOHLEH-
TPYIOTb MpPU 3HWKEHOMY TUCKY. CUPOBMIA 3amnuLLIOK
ounalTb XpomaTorpacdiieto Ha KOJSIoHLi 3 BUMKOpUC-
TaHHam 50% EtOAc-neTponeriHoro edipy, ogepxyto-
4Aa uYACTYy HasBaHy Yy 3aronoeky cnonyky (1,07,
82,5%) y Burnsagi 6inysatoi TBepA0i pe4oBMHM.

T.nn.: 142-144°C.

'H AMP (200Mry, CDCl): & 2,57 (1, J=7,5IL,
2H); 2,85 (1, J=7,8Tu, 2H); 3,66 (c, 3H); 6,64 (A,
J=8,3I'y, 2H); 7,00 (g, J=8,3I"y, 2H).

Maca m/z(Cl): 180 [M+1].

CuHtes 17

3-(4-AviHoeHin)-1-nponaHon
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/@(\/\OH
HzN

2!
XonogHum pPO34MH MeTun-3-(4-

amiHodeHin)nponioHaty (0,48r, 2,7Mmornb), oaepxa-
Horo y CuHTesi 16, y TT® (10mn) noBinkHO Aogatb
no kpannsx go cycnewsii LAH (132wvr, 3,49mmonb) y
Tr® (10mn) npu 0°C i nepemilytoTe NPOTATOM HOMi
npu KiMmHaTHIK TemnepaTypi. HenpopearoeaHmm LAH
racate Hacoy. po3dumHoMm NaxSOs4 Ta inbTpyoTh
Kpi3b LeniT, a wap inbTpytodoro matepiany peTens-
HO NMpoMuBaloTb eTunaueTaTom. PinbTpaT Ta NpomMu-
BHY piAnHy 06'€AHYIOTb i OpraHiyHWiA Wap ocylakwTb
(Na2S04) Ta ynaptoloTb. 3anuliok Aae nicrsa oyn-
LLEeHHS Ha3BaHYy y 3aronoBky cnonyky (0,27r, 66,7%) y
BUMALI TBEPAOT PEHOBUHW XOBTOIO KOSbOPY.

T.nn.: 54-56°C.

'H AMP (200Mry, CDCls): & 1,88-1,92 (m, 2H);
2,60 (1, J=7,5Tu, 2H); 3,66 (T, J=6,3I'y, 2H); 6,63 (A,
J=8,1T'y, 2H); 6,99 (g, J=8,1T"y, 2H).

Maca m/z (Cl): 152 [M+1].

CuHTes 18

3-(4-AmiHo-4-TpeT-0yTOKCUEHIN)-1-NnponaHon

OH
Boc,
N

H

Oo oxonomxeHoro (0°C) posuwHy  3-(4-
amiHogeHin)-1-nponaHony, ogepxaHoro y Cuntesi 17
(0,5r, 3,3mMmorb), y amxnopmeTaHi (15mn) gogatts
EtsN (1,4mn), a notivm Boc-aHrigpug (0,84mn,
3,64MMoOrb) i cymilW nepemiwytoTb NpoTArom 72rofa.
npw KiMHaTHIN TemnepaTypi. PeakuiiHy cymiw po3so-
asate XM (50mMn) i opraHiyHWiA wap npoMuBaloTb
BOAOM Ta po3conom, ocywatoTs (NazS04) Ta ynapto-
I0Tb A0 CYXOro 3asnuLiky. Xpomatorpadis 3anuuky Ha
KOMOHLUi Aae Ha3BaHy Yy 3aronosky cnonyky (0.4r,
48%) y Burmsiai 6e3bapBHOi MacnsHUCTOT pianHA.

H AMP (200MI'y, CDCls): 6 1,44-1,53 (m, 9H);
1,78-1,93 (m, 2H); 2,64 (1, J=7,6l'y, 2H); 3,64 (T,
J=6,6l"u, 2H); 6,41 (wup.c, 1H, D2O-06MiHHUR); 7,10
(m, J=8,3I'y, 2H); 7,25 (g, J=8,3Iy, 2H).

Maca m/z (Cl): 252 [M+1]; 152 [M - Boc].

CuHTes 19

3-(4-TpeT-byTokcn-4-
MeTuncynbdoHamigogeHin)nponinveTaHcynbgoHaT

g
S

(2
Bm\ ,g\/——

o oxonogxeHoro (0°C) po3umHy 3-(4-amiHO-4-
TpeT-OyToKCUdeHin)-1-NponaHony, ogepxaHoro Yy
CuHTesi 18 (0,5r, 3,3Mmonb), y auxropMeTaHi (10mn)
popatote EtN  (1,4mn), a notim mesunxnopug
(0,27mn, 3,5MMoOMb) i Cymill NepemilyioTb NPOTArom
4roa. npu KiMHaTHIN TemnepaTtypi. PeakuiiHy cymiw
po3BogAaTe OXM (50mMn) i opraHiyHMi Wwap npomuBea-
I0Tb BOOOK Ta po3conom, ocywakTs (NaxSOs) Ta
ynapiolTb A0 CYXOr0o 3as1LLKy, OAEPXKYIOUN Ha3BaHy
y 3aronosky crnonyky (0,61r, 94%).

'H AMP (200Mru, CDCl3): & 1,50 (c, 9H); 1,95-
2,10 (m, 2H); 2,68 (1, J=7,5"u, 2H); 2,97 (c, 3H); 3,13
(c, 1H); 3,66 (c, 2H); 4,19 (7, J=6,3I'y, 2H); 7,08 (g,
J=8,3I'y, 2H); 7,27 (g, J=8,3I"y, 2H).

Maca m/z (Cl): 329 [M- SO2Me].

CuHTtes 20
MeTun-4-rigppokcnunHamart

H0\©\/\
F~CO0Me

HasBaHy y 3aronoBky Cnonyky ogepXytTb Y BU-
rnsagi TBepAoi pevyoBUMHN KOPUYHEBOTO KONbopy 3 4-
OKCVKOPWUYHOT kucrnotn (2r, 12,18MmMorb) 3 BUKOpUC-
TaHHAM MeTaHony (25mn) Ta koHu. H2SOs4 (0,8mn)
npotarom 20roA. 3a Takokw came npoueaypotlo, K
onucaHo y CunTtesi 15.

T.nn.: 144-146°C.

'H AMP (200Mry, CDCls): & 3,80 (c, 3H); 5,69
(wmp.c, D20 obminHUR); 6,30 (g, J=15,8Ty, 1H); 6,85
(n, J=8,6I'u, 2H); 7,43 (m, J=8,6I'y, 2H); 7,64 (g,
J=16,1T"u, 1H).

Maca m/z (Cl): 179 [M+1].

CuHTes 21

(E)-3-(4-T'igppokcudpeHin)-2-nponeH-1-on

HO.
o

Po3unH metun-4-rigpokcuumHamary, ogep>KaHoro
y CunTtesi 20 (1,5r, 8,43mmorb), y TT® (15mn) pona-
10Tb MO Kpannsx ao cycneHsii LAH (416 mr) y cyxomy
Tr® (10mn) npy 0°C i peakuiiiHy cymill nepemiLLyioTb
npu KiMHaTHIA TemnepaTypi npoTarom 2rod. Hapmm-
wok LAH racate Hacmy. po3umHoM NaxSOs. Cymiw
diNbTPYIOTb Kpisb Wap uenity i dinbTpaT ocywarTb
(Na2S0s) Ta ynapiooTb 40O CyXOro 3anuiuKy. 3anuLuok
ounwaTbe XpoMaTorpadieto Ha KOMOHLi, BUKOPUCTO-
Bytoun 20% EtOAc y neTponentHomy edipi, oaepxyto-
4n HasaHy y 3aronosky cnonyky (0,4r, 31,6%) y Bu-
rmsai 6inyBaToi TBEpAOT PEYOBUHMU.

T.nn.: 116-118°C.

'H AMP (200Mry, CD3OD) &: 4,17 (g, J=5,9Iy,
2H); 6,15 (g, J=5,9 T1a 15,8I"'y, 1H); 6,50 (g, J=5,9"y,
1H); 6,71 (@, J=8,3I'y, 2H); 7,23 (g, J=8,6Iu, 2H).

Maca m/z(Cl): 151 [M+1].

CuHTe3 22

4-[(E)-3-Xnop-1-
nponeHinjdeHinveTaHcynsoHaT
O,

Py
o A~_-Cl

HasBaHy y 3aronoeky cnonyky ogepxywots (0,47,
64%) 3 (E)-3-(4-rinppokcndpeHin)-2-nponeH-1-ony,
opepxaHoro y CuHtesi 21 (0,36r, 2,4mmonb), OXM
(10mn), EtsN (0,83mn) Ta meTaHcynbgoHinxnopuay
(0,41mn) y Takui came cnocib, sk onncaHo y CuHTe-
3i 19.

'H AMP (200Mru, CDCls): & 3,14 (c, 3H); 4,24
(@, J=7,0l"u, 2H); 6,21-6,4 (v, 1H); 6,65 (A, J=15,8L,
1H); 7,25 (g, J=8,6l"u, 2H); 7,43 (8, J=8,8Iy, 2H).

Maca m/z (Cl): 247 [M+1].

CuHTes 23

(E)-3-(4-MeTuncynbdgoHinokcundeHin)-2-
nponeHoBa KncrnoTta

&)

£ O
o”s'\‘o

HasBaHyy 3aronoBky cnonyky ogepxytotb (0,53r,
36%) 3 (E)4-okcukopuyHoi knucrnotn (1,0r, 6,1Mmorns),
OXM (20mn), EtN (2,12mn, 15,24mmonb) Ta meTa-
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HcynbdoHinxnopuay (0,57mn, 7,32Mmonb) y Takui
came cnocib, sk onucaHo y CuHTesi 19.

'H AMP (200Mr'u, CDCls): & 3,20 (c, 3H); 6,51
(@, J=15,8I'y, 1H); 7,36 (g, J=8,6l'u, 2H); 7,64 (g,
J=8,3I'y, 2H); 7,81 (g, J=15,8I"u, 1H).

Maca m/z (Cl): 243 [M+1].

CuHTes 24

3-(4-MeTuncynbdoHinokcudeHin)nponioHosa Ku-
croTa

COOH
E /©/\_/
o*\o

HasBaHy y 3aronoBky cnonyky ogepxytoTb (1,02r,
69,4%) 3 3-(4-rinpokcncbeHin)nponioHoOBOT KUCNOTH
(1,0r, 6,02mmonb), OXM (15mn), EtN (2,1mn,
15,06mMmonb) Ta MeTaHcynbdgoHinxnopugy (0,56mn,
7,23MMoOrb) y TakuiA came cnociod, sik onncaHo y Cun-
Tesi 19.

'H AMP (200Mr'y, CDClgz): & 2,74 (71, J=74Tuy,
2H); 3,00-3,09 (m, 2H); 3,14 (c, 3H); 7,14-7,37 (M,
4H).

Maca m/z (Cl): 245 [M+1].

CuHTes 25

Etnn-(2S)-3-(4-amiHoeHin)-2-eTokcunponioHat
Ta etnn-(2R)-3-(4-amiHodeHin)-2-eTokevnponioHaT

o o
OEt Q/\S)L OEt
Et
HoN OEt HoN
Crapis (i): Emn-3-(4-gubeHavnamiHodeHin)-2-

eToKcun pOI'IiOHaT
N COOCHs

O~ 7 La

[lo OXONnomKEHOro po34YuHy eTus-2-eToken-3-(4-
amiHodeHin)nponioHaty (2,0r, 8,44mmornb), ogepxa-
Horo y CuHTesi 5, y cyxomy OM® (30mn) gopatom
NaxCOs3 (2,68r, 25,3MMornb) i nepemilLytoTb NPOTSAroM
15xB. MoTiM 4O pO34MHY AodarTb MO Kpannax 6ex-
3unbpomig (2,0mn, 16,88mmornb) i peakuiiHy cymill
nepemiwyloTe npoTarom 16rod. Npu KiMHaTHIN TeM-

O~ o?
Q—/N—< %:WJLZES o]

iiia

[o oxonomKeHoro po3uvmHy Cronyku, ogepxaHoi
Ha cragii (i) (1,0r, 2,57mMmonb), y cyxomy OXM po-
JatoTb 5-rippokcnbeHsoTpuraszon (172mr,
1,286mMmomb)  Ta  1-(3-(AMMeTunamiHo)nponin)-3-
etunkapbogiivig (EDCI) (592wr, 3,08Mmonb) i peak-
LiviHy cymiw nepemiwytoTs npu 0°C npotarom 30xa.
(Mokn BoHa He cTaHe NpPo30opuM po3dnHoMm). [logatot
ao pPO34NHY 2-L-cheHineTaHonamiH (0,37r,
2,69Mmorb) | nepemilyloTb Npu KiMHaTHIN Temnepa-
Typi npotarom 16roa. PeakuiviHy cymiw po3BogsTb
OXM (25mn), npomusatoTs BoAoto (3x25mn), ocywa-
toTb (Na2S0O4) Ta KoHUeHTpyOTL. [liacTepeomepu

nepatypi. PeakuiiHy cymiw po3soasats Bogoto (50mn)
i ekctparyloTe eTunauetatom (3x50mn). O6'egHaHi
OpraHiyHi Wwapu npoMmMBalTb PO3COJSIOM, OCYLIAITb
(Na2SQO4) Ta ynapiotoTb 40 CYXOro 3anuLiKy, OOepXxy-
HOYM Ha3BaHy y 3arofloBKY CMOMYKY y BUMMAAi KOBTOT
MacnaHucToi pianHu (3,42r, 97%), SKy BUKOPUCTOBY-
I0Tb HA HACTYMHIN cTadii 6e3 OUNLLEHHS.

'H AMP (200Mry, CDCls): & 1,06-1,32 (m, 6H),
2,89 (g, J=6,4T'u, 2H); 3,28-3,48 (m, 1H); 3,52-3,70
(m, 1H); 3,95 (7, J=6,6I"u, 1H); 4,12 (kB, J=7,0l"U, 2H);
4,63 (c, 4H); 6,67 (g, J=7,0l"u, 2H); 7,03 (g, J=8,3I'y,
2H); 7,15-7,43 (m, 10H).

Maca m/z (Cl): 418 [M+1].

Crapia (ii): 3-(4-OnbeHsnnamiHo®eHin)-2-
€TOKCUNpOomnioHOBa K1cnoTa

O~
Q_/ OC;Hg

[o posunHy cnonyku, ogepxkaHoi Ha ctagii (i)
(0,5r, 1,2mmornb), y wmetaHoni (10mn) poparTs
Na2COs (380mr, 3,6Mmonb) y BoAi (2mMn) i peakuinHy
CyMiLl MepeMilyoTb NpOoTAroM 3 AHIB Npy KiMHATHINA
Temnepartypi. MNoTiMm MeTaHON BUAANAOTb | peakLiHy
cymiw po3BoadaTb Bogot (10mn). BogHnii wap ekcr-
panyioTb eTunaueTatoMm Ans BuaaneHHs Oyob-AKuX
HebOaXaHUX HenonspHuUx Aomiwok. [MoTiM BoAHWMIA
wap nigkncnioTs 3a gonomoroto 2H posunHy HCI go
pH ~4 Ta ekctparytotb eTtunauetatom. OB6'egHaHi
eTunaueTatHi  Wwapu  NpomMBalOTb  PO3COSIOM
(3x10mn), ocywatTs (NazSOs) Ta KOHUEHTPYIOTb,
O,Elep)KYIOHVI Ha3BaHy y 3aronosky cnonyky (0,340r,
74%). 'H AMP (200MI'y, CDCl3): 6 1,17 (1, J=7,1Twu,
3H); 2,82-3,05 (v, 2H); 3,29-3,67 (M, 2H); 3,97-4,09
(m, 1H); 4,63 (c, 4H); 6,67 (g, J=8,8Iy, 2H); 7,03 (o,
J=8,3I'y, 2H); 7,13-7,42 (v, 10H).

Maca m/z (Cl): 390 [M+1].

Cragis (Ill): N1-[(1S)-1-®Peninnponin]-(2S)-3-(4-
anbeHsmnamiHodpeHin)-2-eTokennponaHamig (iiia) Ta
N1-[(1S)-1-Peninnponin]-(2R)-3-(4-
anbeHannamiHodeHin)-2-eTokcunponaHamizg (iiib)

N / COCH

O :
N—O—\)L OH
!
OCaH5

iiib

pO34ifAloTe Ha KOMOHLiI 3 cunikarenem, BUMKOPUCTO-
Bytoun 10-45% etunauertaTy y netponenHomy eqipi.

Buxig iiia: 420mr (32%); 6ina TBepga pedvoBuHa,
T.nn.: 110-112°C.

Buxig iiib: 380mr (29%).

iia: 'H AMP (200Mru, CDCl): & 1,18 (T,
J=7,1Tu, 3H); 2,74-3,12 (m, 2H); 3,46-3,64 (m, 2H);
3,87 (o, J=5,4I"u, 2H); 3,98 (oA, J=6,9 Ta 3,7T"u, 1H);
4,64 (c, 4H); 4,93-5,05 (m, 1H); 6,64 (o, J=8,4T"u, 2H);
7,02 (g, J=8,3l"'y, 2H); 7,12-7,46 (m, 15H).

Maca m/z (Cl): 509 [M+1].

iiib: 'H AMP (200Mruy, CDCI3): & 1,13 (T,
J=7,6l"uy, 3H); 2: 80-3,16 (m, 2H); 3,39-3,68 (v, 4H);
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3,96 (oA, J=3,9 1a 5,5y, 1H); 4,64 (c, 4H); 4,85-5,00
(m, 1H); 6,67 (g, J=6,8Iu, 2H); 6,97 (g, J=6,8Ty, 2H);
7,06 (g, J=8,3T"u, 2H); 7,12-7,42 (v, 13H).

Maca m/z (Cl): 509 [M+1].

Cragia (iv): (2S)-3-(4-OubeHsnnamiHodeHin)-2-
eToKCuNponioHoBa kucnoTa (iva)

N 0
N
OO
OC;Hs

[o po3uuHy cnonykwu iiia (410mr, 0,8mmonb) y Ai-
okcaHi (6mn) gogatote 1M H2SO4 (4mn) i peakuiviHy
CyMill HarpiBalTb [0 KUMNiHHS 3i 3BOPOTHUM XOnoau-
NbHUKOM npoTsroMm 24roa. [iokcaH BuaanawTs npu
3HWKEHOMY TUCKY | 3arMLOoK pOo3BOAATb BOJOHD
(10mn). BogHun wap ekcrpanyioTb eTunauetaToM
(3x25mn) i obG'egHaHi opraHiyHi Wapy NpoMuMBalTb
poscornom, ocywatoTe (Na2SOs) Ta ynaptowTs A0
cyxoro 3anuuky. CupoBy Macy ounLwaloTe Ha cuika-
reni, sukopuctoBytoun 40% eTvnauetaty y netpo-
neviHoMy edipi, OAEepXYl4M Ha3BaHy Yy 3arorioBKy
CMonyky g‘ISOmr, 58%).

LG]DZ =1,8° (¢ 0,5, MeOH).

H AMP (200MI'y, CDCl3): & 1,16 (T, J=7,6Tu,
3H); 2,80-3,07 (m, 2H); 3,43-3,68 (m, 2H); 4,16 (aA,
J=7,3 1a 4,4I'y, 1H); 4,61 (c, 4H); 6,65 (g, J=8,3I'y,
2H); 7,04 (g, J=8,8I'y, 2H); 7,12-7,39 (m, 10H).

Maca m/z (Cl): 390 [M+1].

(2R)-3-(4-OubeH3nnamiHogeHin)-2-
eToKcunponioHoBa kucnoTa (ivb)

O~ :
N"Q—\)k
acting)
OC,Hs
Cnonyky ivb ogepxytote (152mr, 60%) 3i cnonyku
iiib (0,5r, 0,98mmonb), BukopuctoBytoun 1M H2SOs
(5mn) y pgiokcaHi npyW KUN'ATiHHI 3i 3BOPOTHUM XOrO-
ANNBHUKOM NPOTAroM 24rof. 3 BUKOPUCTaHHSAM Takol
came npoueaypu, sik onMcaHo AN CUHTE3Y CMOSyKu
iva.
'H AMP (200Mr'y, CDCl3): & 1,18 (71, J=7,0lyu,
3H); 2,83-3,05 (m, 2H); 3,40-3,67 (m, 2H); 4,03 (oA,
J=7,3 1a 4,3y, 1H); 4,63 (c, 4H); 6,67 (g, J=8,6I'L,
2H); 7,03 (g, J=8,6"u, 2H); 7,15-7,40 (M, 10H).
Maca m/z (Cl): 390 [M+1].
Cragis (v): ETtun-(25)-3-(4-
anbensmnamiHo®eHin)-2-eTokcmnponioHaT (va)

i o 9

N

Sl
OC,Hs

[o oxonogxeHoro po3yuHy cnomnyku iva (1,2r,
3,08mMmornb) y cyxomy OMd (30mn) gopatote KoCO3
(1,277r, 9,25Mmonb) | nepemiwytote npoTarom 15xs.
npu HU3bKiM  Temnepatypi. [opatoTs eTvniomva
(0,75mn, 9,25MMoMb) i peakLiHy Cymill 3anuwiaTb
npv nepemillyBaHHi Ha 3rod. NPy KIMHaTHIN Temenpa-
Typi. JopatoTe BOAY i peakuiiHy Cymill ekcTpanyioTb
eTunauetatom (3*30mn). OB'egHaHi OpraHiyHi Lapm
npomuBatoTe (po3eon), ocywatTe (NaxSOs) Ta KOH-
LEHTPYIOTb, OAEPXKYIOYN Ha3BaHy Y 3arofoBKy CNnony-
Ky (1,1r, 85%).

'H AMP (200 3Mru, CDClg): & 1,09-1,30 (M, 6H);
290 (m, J=6,5Ty, 2H); 3,27-3,67 (m, 2H); 3,96 (T,
J=6,7T'u, 1H); 4,14 (xB, J=7,3u, 2H); 4,63 (c, 4H);
6,65 (g, J=8,6Iy, 2H); 7,03 (g, J=8,3y, 2H); 7,15-
7,42 (m, 10H).

Maca m/z (Cl): 418 [M+1].

Emin (2R)-3-(4-AvbeHsnnamiHo®eHin)-2-
eTokcunponioHar (vb)

O, 0

OC,Hs

Cnonyky vb (120mr, 74%) ogepXytoTb 3i COMyk1
ivb (150mr, 0,39Mmmons), KoCOs (156mr, 1,17MMonb),
etmnioamay (0,09mn, 1,17mmorns) y cyxomy OM® 3
BMKOPUCTAHHAM TaKOi came npouenypu, sik onMcaHo
ANs CUHTe3y va.

'H AMP (200Mry, CDCls): & 1,08-1,30 (m, 6H);
2,89 (p, J=6,4I"y, 2H); 3,28-3,67 (m, 2H); 3,95 (T,
J=10lu, 1H); 4,13 (kB, J=7,0T'u, 2H); 4,62 (c, 4H);
6,64 (o, J=8,6Iy, 2H); 7,02 (g, J=8,6I'y, 2H); 7,19-
7,40 (m, 10H).

Maca m/z (Cl): 418 [M+1].

Crapia (vi): Emmn-(2S)-3-(4-amiHobeHin)-2-
eTokcunponioHaT (via)

o]

OEt

QE
HaN :

Jo posumny va (1,0r, 2,4mmonb) y MeTaHori
(20mn) popatotb 10% Pd-C (0,2r, 20% mac/iac.) i
cymiw rigpyloTb y rigporeHizatopi Parr npu 414kMNa
(60psi) npoTarom 24rof. npw KiMHATHIA TemnepaTypi.
PeakuinHy cymiw ginbTpytoTb Kpisb LEMiT Ta npomu-
BalOTb iNbTpyBanbHUN Wap metaHorom. O6'egHaHi
Lapun ynaprowTb A0 CYXOr0 3armLLKY i 3afIMLLIOK O4U-
WaTh Ha cunikareni 3 BukopuctaHHam 20% EtOAc y
neTponenHomy edipi, ogepXytouM Ha3BaHy y 3aroso-
BKY crnionyky (300mr, 53%).

'H AMP (200Mry, CDCls): & 1,17 (1, J=6,8IL,
3H); 1,23 (1, J=7,0ly, 3H); 2,91 (g, J=6,8My, 2H);
3,25-3,79 (m, 2H); 3,95 (7, J=6,8y, 1H); 4,13 (s,
J=7,6I"y, 2H); 6,62 (g, J=8,3I'y, 2H); 7,03 (g, J=8,3I"y,
2H).

Maca m/z (Cl): 238 [M+1].

Emun-(2R)-3-(4-amiHoDeHin)-2-
eTokcunponioHaT(vib)

o]

QEt
Et

[» 18

Cnonyky vib ogepxyote (1,6r, 84%) 3i cnonyku
vb (1,6r, 3,89mmonb), Bukopuctosytoum 10% Pd-C
(0,32r, 20% mac/vac.) y metaHoni (20mn) npoTarom
24rof. 3 BUKOPUCTaHHAM Takoi came nmpoueaypu, sk
OMNMCaHOo ANSA CUHTE3Y CMOYKU Via.

H AMmP (200Mr'y, CDClg): & 1,17 (71, J=7,0ly,
3H); 1,23 (1, J=7,0l"y, 3H); 2,90 (g, J=6,7Tu, 2H);
3,25-3,80 (m, 2H); 3,94 (1, J=6,7Tu, 1H); 4,16 (xs,
J=7,1T"u, 2H); 6,61 (a, J=8,3"y, 2H); 7,03 (g, J=8,1T"L,
2H).

Maca m/z (Cl): 238 [M+1].

CuHTes 26

(S)-ETun-2-etokcmn-3-(4-amiHoeHin)nponioHat
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g\{COZEt
HoN H OEt

Crapgis (i)

0o po3unHy (S)-(4-HiTpodbeHin)rmiumHy (10r,
47 ,6mmonb) y cymiwi Bogm (50mn), H2SO4 (1M, 60mn)
Ta aueToHy (150mn) npu -5°C gopatoTb No Kpannax
npu nepemillyBaHHi po34uH HiTpUTy HaTpito (9,85r,
142,8umornb) y Boai (40mn) npotsarom 30xe. Peakuin-
HY CyMill mepemiwyioTe Npu TemnepaTypi Big -5 Ao
0°C npoTsarom we 1,5rog., a NOTiM NepemillyloTe Npu
KiMHaTHIN TemnepaTtypi npotarom 16roa. ALeToH BU-
AansioTb, a peakuiiHy cymiw pos3sogdate 500mn etn-
nauetaty. OpraHiyHUin Wap NpoMUBaOTb PO3COSIOM,
ocywatoTb Hap 6e3sogHuM NaxSOs4 Ta KOHUEHTPY-
t0Tb. CMpPOBY Macy ounLalTb KpucTanisauieto 3 i30-
nponinaueTtaty (9,0r, 96%).

T.nn.: 134-136°C.

;G]D: -25 °(c 1,0, MeOH).

H AMP (CDCls): 6 3,04 (oo, J=14, 7,84, 1H),
3,24 (pn, J=14, 4y, 1H), 4,39 (an, J=7,3, 4,1y,
1H), 7,42 (o, J=8,7Tu, 2H), 8,16 (g, J=8,7T"u, 2H).

4 (umcta pevoBuHa) em™: 3485, 3180, 2927,
1715, 1515, 1343.

Maca m/z(Cl): 212 (M+1).

Cragis (ii)

(S)-2-Okcm-3-(4-HiTpodheHiN)NponioHOBY KUCIOTY
(9,0r, 42,6mmornb), ogepKaHy Ha cTagii (i) Buwe, pos-
YnHATL y cyxomy EtOH (300mn). o uboro po3unHy
pofaTb KoHu. H2SOs (326 mkn, 5,9Mmonb), Ta ku-
N'aTaTh 3i 3BOPOTHVMM XONOAWUSIbBHUKOM MPOTArOM 5-
6roa. PeakuinHy cymil HenTpanisyloTs BOgHUM Gika-
p6oHaToM HaTpito. ETaHON KOHAEHCYIOTL Ha obepTo-
BOMY BMMapHWKY, i 3a/rMLLUOK PO34YMHAIOTL Y eTunaue-
Tati. OpraHiyHmn wap npoMuMBaKTb  BOAHUM
GikapboHaTOM HaTpito, BOOOK, PO3CONOM, a NoTiM
ocywatoTb Hap 6e3sogHuM NaxSO4 Ta KOHUEHTPY-
10Tb. BaxkaHnin NpoayKT ogepXylTb 3 CUPOBOI Macv
Kpuctanisauielo 3 giidonponinosoro edipy (8,0r,
78,5%).

T.nn.:74-76°C.

LG]DZ—13° (c 1,0, MeOH).

H AMP (CDCl3): 6 1,30 (1, J=7T"u, 3H), 3,06 (a4,
J=14, 7,l'u, 1H), 3,25 (an, J=14, 4,3u, 1H), 4,25 (ks.
J=7Tu, 2H), 4,25 (pa, J=7, 4,3y, 1H), 7,42 (4,
J=8,7T"u, 2H), 8,16 (a, J=8,7Ty, 2H).

4 (umcta pevoBuHa) em™: 3432, 2924, 1736,
1518, 1347.

Maca m/z (Cl): 240-(M+1).

Cragis (iii)

Oo cymiLi (S)-etun-2-rinpokeu-3-(4-
HiTpodpeHin)nponioHaTy (4,77r, 19,95mmonb), onep-
XaHoro Ha ctagii (ii) Buwe, MonekynspHux cut (4A)
(5,0r) Ta nopowkonogibHoro  Ag0  (13,8r,
59,8Mmorb) y cyxomy aueToHiTpuni (100mn) gonatoTs
emunnoang (6,4mn, 79,8MMonb) npyu KiMHaTHIA TeM-
nepatypi. PeakuiinHy cymiw HarpiBatote npu 60°C
npotarom 16rof. PeakuinHy cymill ginbTpytoTb Kpisb
uenit Ta koHueHTpytoTb. CwupoBy Macy nigaawTb
xpomaTorpadgii 3 BMKOPUCTaHHAM eTunaueTaty Ta
rekcaHiB, odepxyloun OGaxaHun NpoaykT y BUMALi
B'A3KoT pianHu (3,5r, BuXxig okpemoi ctagii 67%). Bu-
OobyBaloTb HenpopearoBaHuin BUXIOHWMIA MaTepian
(900mr), AKUN MOXe ByTM BUKOPUCTaAHMIN MOBTOPHO.

[a]p: -26° (c 1,0, MeOH).

'H AMP (CDCls): & 1,15 (1, J=7T"y, 3H); 1,26 (T,
J=7,1T'uy, 3H); 3,10 (a, J=3,8Mu, 1H); 3,13 (c, 1H);
3,16-3,35 (m, 1H); 3,45-3,65 (v, 1H); 4,03 (aa, J=7.5,
5,4y, 1H); 4,21 (kB. J=7,2l"u4, 2H); 7,43 (n, J=8,6IL,
2H); 8,15 (g, J=8,6I"u, 2H).

I4 (uicta pevosuHa) em™:
1521, 1347.

Maca m/z (Cl): 268 (M+1).

Cragis (iv)

(S)-Etun-2-etokcun-3-(4-HiTpodpeHin)nponioHaT
(6,0, 25,3mMmonb), ogepxaHu Ha ctagii (iii) suwe,
pPO34MHAOTb Yy cyxoMy MeTaHoni (100mn). o uboro
po3uuHy gopatote 10% Pd/C (2,0r) i rigpytoTb 3 BMKO-
puctaHHaM rasonopibHoro BoaHto (138klMa, 20psi)
npotarom 3 - 4roa. PeakuinHy cymiw ¢inbTpyioTb
Kpisb LeniT i hinbTpaT KOHUEHTPYIOTb, OAEPXYHouM
cupononodidHy macy. MpoaykT oaepKyloTb 3 KinbKic-
HUM BMXOZOM.

[alp:-14,2° (c 1,0, MeOH).

XipanbHa BEPX: e.H. (eHaHTiOmMepHui Hagnu-
wok) >98%.

'H AMP (CDCls): & 1,16 (T, J=7,0ry, 3H), 1,22 (T,
J=7,0l"y, 3H), 2,90 (g, J=6,3y, 2H)4 3,30 (wup.c, 2H,
NH2), 3,24-3,42 (m, 1H), 3,50-3,70 (m, 1H), 3,94 (T,
J=6,3l'y, 1H), 4,15 (kB. J=7,0lu, 2H), 6,62 (g,
J=8,3I'y, 2H), 7,03 (g, J=8,0T"y, 2H).

4 (uncTa peyoBuHa) cm: 3372, 1738.

Maca m/z (Cl): 238 (M+1), 192 (M - OC 2Hs).

CuHTes 27

(S)-ETun-2-meTokcu-3-(4-amiHodeHin)nponioHat

/@/\_{CC)zEt
HoN H OMe

Cragis (i)
Ho cymii (S)-emn-2-rigpoken-3-(4-
HiTpodpeHin)nponioHaTy (12,51, 52,3mMmonb ), ogepxa-

2980, 1747, 1604,

Ag20 (36,3r, 157mMMOMb) y CyxoMy aueToHITpuni
(260mn) popatote metun oang (13mn, 209,2vmorns)
npu KiMHaTHIN TemnepaTypi. JlogaoTs akTMBOBaHIMO-
nekynsipHi cuta (4A) (12,5r), a noTiM peakLinHy cy-
MiLl NepemillyioTb NPY KIMHaTHIN TemnepaTypi NpoTs-
rom 16rog. PeakuiriHy cymiw inbTpytoTe Kpidb LeniT
Ta KOHUeHTpytoTb. CMpOoBY Macy nigaatTs xpomaTor-
padii 3 BUKOpPUCTaHHAM eTunaueTaTy Ta rekcaHis,
OofepXKyroun baxxaHui NPOAYKT Y BUMMAAi B'A3KOT pian-
HK (10,0r, 75%).

!cx]o:-30,1 °(c 1,0, MeOH).

H AMP (CDCls): 6 1,24 (1, J=7,1T"u, 3H); 3,09 (g,
J=5,4T"'y, 1H); 3,12 (g, J=2,7Tu, 1H); 3,35 (c, 3H);
3,96 (am, J=7.5, 51Ty, 1H); 4,19 (k8, J=7,1T"y, 2H);
7,39 (g, J=8,6I"y, 2H); 8,13 (g, J=8,6I"u, 2H).

4 (umcta pevoBuHa) oM 2995, 1747, 1604,
1521, 1343.

Maca m/z (Cl): 254 (M+1).

Cragis (ii)

(S)-ETun-2-meTokcu-3-(4-HiTpodpeHin)nponioHaT
(8,0, 31,6mMmonb), oaepxkaHu Ha crTagii (i) suwe,
PO34YMHAIOTL Yy CyXxoMy MeTaHon (200mn). Qo uboro
po3unHy gopatots 10% Pd/C (2,5r) Ta rigpyoTe 3
BMKOPUCTaHHAM rasonogioHoro BogHk  (138klla,
20psi) npotarom 3 - 4rof. PeakuiiHy cymill ¢pinbTpy-
I0Tb Kpi3b LENIT Ta KOHLUEHTPYIOTb 40 cupononofibHoi
Macu. licna xpomaTorpadii Ha KOMOHUi 3 BUKOpPUC-
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TaHHSAM eTunaueTaTy/rekcaHiB BUAINA0Tb GaxaHun
NpoaykT y BUMmMAAI B'A3koi pignHn (7,0r, KinbKiCHWA
BMXia).

[a]p:-14,1° (c 1,0, MeOH).

XipanbHa BEPX: e.H. >98%.

'H AMP (CDCls): 8 1,23 (T, J=7,2I'y, 3H), 2,91 (a,
J=6,1T"y, 2H), 3,30 (wwup.c, 2H, NH2), 3,34 (c, 3H),
3,88 (1, J=6,2I'y, 1H), 4,17 (xB, J=7,2I'4, 2H)1 6,62 (g,
J=8,3I'y, 2H), 7,01 (g, J=8,1T"y, 2H).

4 (uucta pevoBuHa) cm " 3372, 2985, 2932,
1739, 1627, 1519.

Maca m/z (Cl): 223 (M), 234 (M+1), 192 (M -
OMe).

CwuHTes 28

(S)-ETun2-etokcun-3-(4-amiHodpeHin)nponioHat

/@/\{C02E‘i
Ho H OEt

Crapis (i)

(S)-Etun-2-rinpokeun-3-(4-HiTpodpeHin)nponioHat
(9,6r, 40,1MMmorb), oaepkaHnui Ha cTagii (i) Cuntesy
26, po3unHsoTe Yy etunauetati (250mn). o uboro
po3unHy gopatotb 10% Pd/C (7,0r) Ta rigpytoTe 3
BMKOPUCTaHHSAM rasonofibHoro BopgHioo (138kMa,
20psi) npotarom 3 - 4roa. PeakuiiHy cymiw cpinbTpy-
I0Tb KPi3b LieniT Ta KOHLEHTPYIOTb, OAEPXKYHOUN CMPO-
nonogdibHy macy. lMicna xpomaTorpadie Ha KOMOHLj 3
BMKOPUCTaHHSAM eTunaueTaTty/rekcaHiB  BUAINsoTb
OaxaHun nNpoaykT y BuMAAi B'A3Koi piguHu (6,1,
72%).

gq]o: +6,5° (c 1,0, MeOH).

H AMP (CDCls): 6 1,25 (7, J=7,2I'y, 3H), 2,83
(am, J=14, 6,5y, 1H), 2,98 (oa, J=14, 4,6y, 1H),
3,35 (wup.c, 2H, NH»), 4,17 (kB, J=7,2I'y, 2H), 4.33
(am, J=6,5, 4,6I'u, 1H), 6,58 (o, J=8,4I'u, 2H), 6,97 (g,
J=8,1T"u, 2H).

I4 (ucTa peuoBuHa) cM: 3372, 2985, 2932,
1739, 1627, 1519.

Maca m/z (Cl): 209 [M]41 210 [M+1].

Cragis (ii)

Cymiww (S)-etun-2-rinpokcn-3-(4-
amiHogeHin)nponioHaTy (4,0r, 19,1Mmonb), ogepxa-
Horo Ha ctagii (i) Buwe, 6eH3unbpomigy (4,7mn,
40,19mmormb) Ta  6Ges3BogHoro  Na2COs  (6,07r,
57,3mmornb) y cyxomy AM® (100mn) nepemiyiots
npu KiMHaTHIN TemnepaTypi npoTsarom 16roa. Peak-
UinHYy cymiw pos3Boaat etunauetatom (300mn),
npomuBatote 10%-HOO BOOHOK FMMOHHOK KUCHO-
Toto, ocywatoTb Haa 6e3BogHUM NaxSOs Ta KOHLEHT-
pytoTb. Micnsa xpomatorpadii Ha KOMOHUi 3 BUKOPUC-
TaHHAM eTunaueTaTy/rTeKkCaHiB BUAINSATb OaxaHun
NPOAYKT Y BUrMAAI B'A3KOT piavHn (4,51, 61%).

gcx]o:-12° (c0,1, MeOH).

H AMP (CDCl3): 6 1,25 (T, J=7,2I'yy, 3H), 2,16 (c,
OH); 2,84 (pm, J=14, 6,5,l'u, 1H), 2,99 (aa, J=14,
40ru, 1H), 4,19 (ks, J=7,2l'y, 2H), 4,314,37 (m, 1H),
4,62 (c, 4H), 6,66 (g, J=8.8H2, 2H), 7,01 (g, J=8,8IL,
2H); 7,21-7,35 (apomaTtnyHe Fl}J,PO, 10H).

4 (umcta pevosuHa) cm : 3497, 3062, 3028,
1733, 1615, 1521.

Maca m/z (Cl): 390 [M+1].

Cragis (iii)

(S)-ETtun-2-rigpokcn-3-(4-

anbeHsnnamiHodeHin)nponioHaT (4,5r, 1,0ekB.,

11,57mMmornb), ogepxaHuii Ha cTagii (i) Buwe, rigpo-
nisylots y MeOH-TI ®-Boai 3a gonomorot LiOH-H20O
(972wr, 2exB., 23,1MMOrb) NpM KiMHATHIN Temnepa-
Typi. PeakuiiiHy cymill KOHUEHTPYIOTb i JOBOASATL A0
pH3. BaxxaHa knucnoTa BuNagae oo ocagy, Sk noTim
36upatoTb Ha inbTpi (4,0r, BUXig 96 %).

T.nn.: 114-116°C.

'H AMP (CDCls): & 2,83 (na, J=14, 7Ty, 1H);
3,09 (ag, J=14, 3,5y, 1H), 4,35-4,44 (m, 1H), 4,62 (c,
4H); 6,68 (g, J=8,3l"u, 2H), 7,03 (g, J=8,3u, 2H);
7,21-7,35 (apomatunyHe agpo, 10H).

4 (uicta pedvoBuHa) em™: 3450, 3028, 2923,
1725, 1615, 1521.

Maca m/z (Cl): 362 [M+1].

Cragis (iv)

o pPO3UMHYy (S)-2-oken-3-(4-
anbeHsnnamiHodeHin)nponioHoBoi  kucriotm  (4,0r,
11,1Mmornb), ogepkaHoi Ha ctagii (jii), y cyxomy OMD
(56mn) popatote nopuiammn NaH (60% y macni, 886w,
22,2MMorb) npu KiMHaTHIA TemnepaTtypi. OgepxaHy
cymiw nepemiwytots npu 50°C npotsrom 2roa. Peak-
LiNHY CyMiLL 3HOB OXONODKYOTb A0 KIMHATHOT Temne-
paTypu i gogatTs emnvoang (2,67mn, 33,3mMmorb).
OpepxaHy Cymill NnepemiytoTe NpU KiMHaTHIN Tem-
nepatypi npoTtarom 16rog. PeakuinHy cymill po3Bo-
OSTb eTunaueTaToM Ta NpoMMBalOTb BOOOK Ta po3-
conom. OpraHiyHnii Wap ocywawTe Hag 6e3BogHUM
NazSOs4 Ta KOHLUEHTPYIOTb. 3anuLoK o4MwaTs Xpo-
MaTtorpadi€eto Ha KOMoHLj 3 BUKOPUCTaHHAM eTunade-
TaTy/rekcaHiB, oAepkylun GaxaHun NPoOJyKT y BU-
rmsai B'A3Koi pignHu (2,65r, Buxia 57%).

!a]oz-3,5° (c 1,0 MeOH).

H AMP (CDCl3): 6 1,18 (1, J=7,0ly, 3H), 1,20 (T,
J=7,3l'y, 3H), 2,91 (g, J=6,7T"y, 2H), 3,30-3,48 (M,
1H), 3,52-3,70 (m, 1H), 3,97 (7, J=6,7T'u, 1H), 4,15
(kB, J=7,2I'y, 2H), 4,62 (c, 4H), 6,67 (4, J=8,3y, 2H)1
7,04 (g, J=8,0lu, 2H), 7,23-7,36 (apomaTuyHe sapo,
10H).

I4 (ucTa peuoBuHa) cM: 3027, 2978, 1744,
1616, 1521.

Maca m/z(Cl): 418 (M+1).

Cragis (v)

(S)-ETtnn-2-etokcmn-3-(4-
anbeHsnnamiHodeHin)nponioHaT, oJepkaHui  Ha
ctagii (iv) Buwwe, rigpytote 3a gornomoroto Pd/C (10%)
Ta rasonogibHoro BogHto (138-207k[lMa, 20-30psi) y
eTunaueTatTHOMy PO3YMHHWKY npoTaromMm 3 - 4rop.
BaxkaHu NpoayKT ofepXKyiTb 3 peakuinHol cymili
KOHUEHTpYBaHHAM hinbTpaTy oapasy nicns Bigokpe-
MIeHHS KaTanizaTopa dinbTpauieto.

[a]p:-14,2° (c 1,0, MeOH).

XipanbHa BEPX: e.H. >98%.

'H AMP (CDCls): 8 1,16 (T, J=7,0ry, 3H), 1,22 (T,
J=7,0l"u, 3H), 2,90 (4, J=6,3I"u, 2H), 3,30 (wup.c, 2H,
NHz), 3,24-3,42 (m, 1H), 3,50-3,70 (m, 1H), 3,94 (T,
J=6,3I'y, 1H), 4,15 (k8. J=7,0ly, 2H), 6,62 (g,
J=8,3I'u, 2H)4 7,03 (@, J=8,0Ty, 2H).

IY (41cTa peyoBuHa) cm: 3372, 1738.

Maca m/z (Cl): 238 (M+1), 192 (M - OC 2Hs).

Mpwknag 1

(S)-Etun-2-meTokcun-3-[4-{3-(4-
MeTaHCynbOHINoKCUgeHin)nponinamiHo}-
deHinjnponioHaT
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CO,Et
0°S°0 Of\/\ y

Me” ©

Cymiw 4-(3-
MeTaHCYnbOHINOoKCUNpo-
nin)cgpeHinMeTaHcynbgoHaTy (5,5r, 1,0ekB.,
17,.9vmonb), ogepkaHoro y Cuntesi 1, (S)-etmn-2-
MeTokcmn-3-(4-amiHodeHin)nponioHaty (4,0r, 1,0eks.,
17, 9mmornb), ogepxaHoro y CunTtesi 27, TeTpabytm-
namoHinbpomigy (2,8r, 0,5ekB., 9,0Mmornb) Ta 6e3B0-
aHoro KoCOs (7,4r, 3,0ekB., 53,7MMOrb) y cyxomy
Tonyoni (90Mn) HarpiBaloTb Npu nepemillyBaHHi O0
90°C npotarom 7-9rof. PeakuiiHy cymiw po3BoasTs
etunauetaTtom (300mn) Ta npoMuBaOTs BOAOHK i pO3-
conom. OpraHiyHmii wap ocywatTb (Na2SOs), KOH-
OEHCYIOTb | 3anuLWoK nigdaloTs xpomaTtorpadii 3 Bu-
KOPUCTaHHSM eTunauetaTy Ta rekCaHiB, OOepKyHun
Ha3BaHy y 3arofoBKy CMONyKy y BUrMsAi B'A3KOi pign-
HU (3,41, 44%).

ga]25o:-6,5°(c1 ,0, MeOH).

H AMP (CDCls, 200Mry): & 1,26 (7, J=7,0ly,
3H); 1,98 (kBiHTeT, J=7,2l'4, 2H); 2,75 (T, J=7,60U,
2H); 2,93 (g, J=5,9"y, 2H); 3,02-3,22 (m, 5H); 3,37 (c,
3H); 3,91 (1, J=6,4T"u, 1H); 4,20 (kB, J=7,0"u, 2H);
6,65 (g, J=8,0ru, 2H); 7,08 (g, J=8,3I'y, 2H); 7,15-7,3
(apomaTnyHe agpo, 4H).

4 (umcta pevoBuHa) em™: 3405, 2934, 2934,
1739, 1617, 1522, 1367.

Maca m/z (Cl): 435 [M], 436 [M+1].

Mpuknapg 2

ETtun-2-etokcmn-3-[4-{3-(4-
MeTaHCyrnbgOoHiNnokcndpeHin)nponinamiHo}deHrin]-

nponioHat
/@/\fmﬁ
OEt

°+S'° D/\/\z
Me” O

MounHatoum 3 4-(3-
MeTaHCYrbPOHINoKCUNpo-
nin)deHinmeTaHcynbgoHaTy, ogepxxaHoro y CuHTesi
1, Ta emun-2-etokcun-3-(4-amiHodeHin)nponioHary,
opepxaHoro y CuHTtesi 5, ogepXyloTb Ha3BaHy y 3a-
rOfIOBKY CMONyKY Yy BUMAAI B'A3KOi pignHu (BUXIA
40%) 3a npoueaypoto MNpuknagy 1.

H AMP (CDCls, 200MI'u): & 1,16 (1, J=5,8I'y,
3H); 1,21 (1, J=5,8Iu, 3H); 1,91 (kBiHTeT, J=7,2lL,
2H); 2,72 (7, J=7,3Tu, 2H); 2,88 (g, J=6,3I"u, 2H);
3,02-3,18 (m, 5H); 3,22-3,42 (m, 1H); 3,42-3,62 (m,
1H); 3,93 (1, J=6,5T"u, 1H); 4,15 (kB, J=7,3U, 2H);
6,51 (@, J=8,3Iy, 2H); 7,10 (g, J=8,3y, 2H); 7,15-
7,24 (apomatuyHe a4po, 4H).

4 (umcta pevoBuHa) cm™: 3400, 2978, 2934,
1738, 1616, 1502.

Maca m/z (Cl): 449 [M], 450 [M+1].

Mpwvknag 3

(S)-Etun-2-etokcun-3-[4-{3-(4-
MeTaHcyrnbdoHinokcndeHin)nponinamigo}-

deHinjnponioHaT
CO,Et
0, .0 B
0

me” O

3 4-(3-
MeTaHCyrbOHINOKCHMpo-
nin)dgeHinMeTaHcynbgoHaTy, ogepxaHoro y CuHTtesi
1, Ta (S)-eTun-2-eTokcmn-3-(4-amiHodeHin)nponioHary,
ogepkaHoro y CuHTesi 26, ogoepkytoTb HasBaHy Yy
3aronoBKy cnonyky 3a npoueaypoto MNMpuknagy 1.

!q]z%:-(s,s" (1,0, MeOH).

H AMP (CDCls, 200MIu): & 1,16 (1, J=5,8I'y,
3H); 1,21 (1, J=5,8'4, 3H); 1,91 (kBiHTeT, 7,2, 2H);
2,72 (7, J=7,3l'uy, 2H); 2,88 (p, J=6,3y, 2H); 3,02-
3,18 (m, 5H); 3,22-3,42 (m, 1H); 3,42-3,62 (m, 1H);
3,93 (1, J=6,5Tu, 1H); 4,15 (kB, J=7,3T"u, 2H); 6,51 (4,
J=8,3I'u, 2H); 7,10 (g, J=8,3I'y, 2H); 7,15-7,24 (apo-
MaTu4He sapo, 4H).

I4 (uicTa peuoBuHa) cMm:
1738, 1616, 1502.

Maca m/z (Cl): 449 [M], 450 [M+1].

Mpwknap 4

Emun-2-etokcn-3-[4-{3-(4-
MeTaHCyrbdOHINOKCUEHIN)NpPoninoKcu-
kapboHinamiHo}deHinlnponioHaTt

o m%ﬁt
o, GOICr\/\C"L“.‘ e
S0 H

HasBaHy y 3aronoBky Cnonyky oAepXyloTb SK no-
OiYHMIM NpoAyKT nig Yac cuHTe3y 3a [lpuknagom 2
(BMXiF, 20%).

H AMP (CDCls, 200MIy): & 1,14 (7, J=7Tu, 3H);
1,22 (1,J=7Tu, 3H); 1,98 (kBiHTET, J=7TU, 2H); 2J2 (T,
J=8l'u, 2H); 2,95 (g, J=6,1T"y4, 2H); 3,10 (c, 3H); 3,25-
3,45 (m, 1H); 3,50-3,70 (m, 1H); 3,97 (1, J=6,4T"u, 1H);
4,05-4,24 (m, 4H); 6,68 (c, NH); 7,10-7,30 (apomatu-
YHe 54po,<8H).

4 (uicta pevoBuHa) em™: 3357, 2978, 1730,
1530.

Maca m/z (Cl): 494 [M+1].

Mpuknag 5

ETtun-2-etokcn-3-[4-{3-(3-
MeTaHCynbdoHiNokcndeHin)nponinamiHo}deHin]-

nponioHat
CO,Et
Me;S:O\O/\/\‘]‘mt
Qo H

3 3-(3-
MeTaHCYnbOHINoKcUNpo-
nin)dgeHinMeTaHcynbgoHaTy, ogepxaHoro y CuHTesi
2, Ta emn-2-eTokcu-3-(4-amiHogeHin)nponioHaTy,
opgepxaHoro y CuHTesi 5, ogepXkytoTb Ha3BaHy y 3a-
ronoBKy CNonyKy y BUrMsAi B'A3KOT pianHu (44%) 3a
npoueaypoto MNMpuknagy 1.

'H AMP (CDCls, 200Mry): & 1,19 (1, J=7,0rw,
3H); 1,25 (71, J=7,0ly, 3H); 1,91 (keiHTeT, J=7,3UL,
2H); 2,78 (1, J=7,8T'y, 2H); 2,92 (g, J=6,7Tu, 2H);
3,02-3,20 (m, 5H); 3,22-3,42 (m, 1H); 3,42-3,62 (m,
1H); 3,97 (1, J=6,7Tu, 1H); 4,19 (kB, J=7,2I'4, 2H);
6,58 (g, J=8,4'u, 2H); 6,64 (n, J=8,4I'y, 2H); 7,00-
7,20 (apomatunyHe agpo, 3H); 7,22-7,40 (apomaTtnyHe
aapo, 1H).

I4 (uwcTa pedyoBuHa) com: 3379, 2978,
2934,1739, 1616, 1521.

Maca m/z (Cl): 449 [M], 450 [M+1].

3400, 2978, 2934,
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Mpwknag 6
ETtun-2-etokcn-3-[4-{3-(4-(Tonyon-4-
cynboHiNnokecu)eHin)nponinamiHo}-

deHin]nponioHaT

/O/YCOQEt
GQ 400/\/\1:1 OEt
Josagl

3 4-(3-(Tonyon-4-
cynbdoHinokcu)nponin)dgpeHintonyon-4-cynsgoHarTy,
ofgepxaHoro y CwuHTesi 3, Ta etmn-2-etokcu-3-(4-
amiHodeHin)nponioHaTty, ogepxaHoro y CuHTesi 5,
OLlEPXYIOTb Ha3BaHy Yy 3arosfloBKy CMONyKy y BUrMALi
B'A3K0T1 pianHwn (77 %) 3a npoueaypoto MNpuknagy 1.

'H AMP (CDCls, 200Mry): & 1,16 (v, J=7,0ly,
3H); 1,22 (1, J=7,2I'y, 3H); 1,88 (kBiHTeT, J=7,3IU,
2H); 2,43 (c, 3H); 2,67 (1, J=7,4T'y, 2H); 2,89 (g,
J=6,4I"u, 2H); 3,08 (1, J=7,0ly, 2H); 3,25-3,45 (m,
1H); 3,45-3,65 (M, 1H); 3,94 (1, J=6,7T"u, 1H); 4,15 (T,
J=7,2l'u, 2H); 6,48 (g, J=8,3I"'y, 2H); 6,87 (g, J=8,3I"L,
2H); 6,95-7,15 (apomatnuHe sgpo, 4H); 7,28 (g,
J=8,3I'u, 2H); 7,68 (A, J=8,3I"y, 2H).

4 (umcta pevoBuHa) em™: 3407, 2927, 1741,
1616, 1521, 1502.

Maca m/z (Cl): 526 [M+1].

Mpwvknag 7

ETtun-2-etokcn-3-[3-{3-(4-
MeTaHcyrnbdoHinokcndeHin)nponinamiHo}deHin]-

nponioHat
c:S,:o/ON\S oo
Mg ©

3 4-(3-
MeTaHCYrnbOHINOKCUNpo-
nin)geHinveTaHcynboHaTy, ogep>xaHoro y CuHTtesi
1, Ta emnn-2-etokcn-3-(3-amiHodpeHin)nponioHaTy,
ofepxaHoro y CuHTesi 7, ogepyioTb Ha3BaHy y 3a-
rOMNoBKYy CNOMyKy y BUrMsAi B'A3koi piamHu (35%) 3a
npoueaypoto MNpuknagy 1.

'H AMP (CDCls, 200Mry): & 1,16 (1, J=7,0rL,
3H); 1,22 (1, J=7,0ly, 3H); 1,92 keiHTeT, J=7,3IL,
2H); 2,73 (1, J=7,6l'y, 2H); 2,92 (a4, J=6,5Iu, 2H);
3,02-3,22 (m, H); 3,22-3,42 (m, 1H); 3,42-3,62 (m, 1H);
4,00 (1, J=6,5T'y, 1H); 4,16 (xB, J=7,0l'y, H); 6,40-
6,62 (apomatnuHe agpo, 3H); 7,00-7,30 (apomaTtunyHe
aapo, 5H).

4 (umcta pevoBuHa) em™: 3406, 2978, 2934,
1740, 1606, 1503.

Maca m/z (Cl): 450 [M+1], 449 [M].

Mpwvknag 8

ETun-2-isonponokcn-3-[4-{3-(4-
MeTaHCcyrnbdoHinokcndeHin)nponinamiHo}-

deHinnponioHaT
lg/\rcoz&:t
o
N
0, 0
:siom & T

3 4-(3-
MeTaHCyrbdOHINOKCHNpo-
nin)dgeHinMeTaHcynbgoHaTy, ogepxxaHoro y CuHTesi
1, Ta eTun-2-isonponokcu-3-(4-
amiHogeHin)nponioHaTy, ogepxaHoro y CuHTesi 9,
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O[lEePXYIOTb Ha3BaHy Yy 3arosfloBkKy CrMoOnyKy y BUrMsaAi
B'A3K0T pianHu (47 %) 3a npoueaypoto MNpuknagy 1.

H AmP (CDCls, 200MI'u): & 0,99 (g, J=6,0ly,
3H); 1,16 (g, J=6,3Iy, 3H); 1,24 (1, J=7,3l"y, 3H);
1,93 (kBiHTeT, J=7,3I'Y, 2H); 2,74 (1, J=7,8I"u4, 2H);
2,80-2,90 (m, 2H); 3,02-3,20 (m, 5H); 3,50 (yaBHWUNR
kBiHTeT, J=6,0l"u, 1H); 3,99 (aa, J=7,8 Ta 5,3y, 1H);
4,17 (kB, J=7,3T"y, 2H); 6,52 (g, J=8,3I'y, 2H); 7,05 (g,
J=8,3I"y, 2H).

I4 (umcta pevosuHa) em™:
1739, 1616, 1522.

Maca m/z (Cl): 464 [M+1].

Mpwknag 9

Emnn-2-etokcn-3-[4-(4-
MeTuncynbdoHinokcndeHeTMNamiHo )deHin]-
nponioHaTt

Me. O COOEL
%
" OEt

H

3406, 2974, 2939,

Cymiww eTun-2-etToken-3-(4-
amiHodeHin)nponioHaty (ogepxaHoro y CuHTesi 5)
(0,3r, 1,27mmonb) Ta 6e3BogHOro kapboHaTy kanito
(0,437r, 3,16Mmornb) nepemiwytoTs y Tonyoni (10mn)
npu KiMHaTHIN TemnepaTypi npoTtsarom 30xB. JoaaioTb
00 3a3HayeHo| BULLUE peakuinHOol Cymilli No Kpanmsx
4-(2-metuncynbpoHinokcieTnn)-
deHinmeTaHcynbdoHaT (0,484r, 1,65Mmonb), oaep-
XaHun y CuHTesi 12, y Tonyoni (5mn), a notim Tetpa-
OytmnamoHindpomia (81mr, 0,25Mmonb). PeakuiHy
cymiw nepemiwytotb npu 90°C npotarom 30roa. Pea-
KUINHY CyMill OXONOMKYI0Tb A0 KiMHATHOI Temnepa-
Typu i po3BogATb eTunauetatom (50mn) Ta npomu-
BalOTb  BOAOK. BogHmnm wap  ekctparyioTb
etnnauetatom (2x50mn). O6'eaHaHi opraHiuHi Lwapu
npomMmumBatoTe po3cosioMm, ocywatoTs (Na2SQOs) Ta KOH-
LEeHTPYTb. 3anuLLIoK OYMLalTb Ha KOMOHUI 3 curi-
karenem 3 BukopuctaHHam 20% eTurnauetaty y net-
ponenHomMy edqipi, o4epXyloum HasBaHy Yy 3arofioBky
cnonyky (0,24r, 44%) y Burnagi MacnaHUCTol piavHn
CBITINO-)KOBTOIO KOJIbOpY.

'H AMP (200Mru, CDCly): & 1,17 (7, J=7,1Ty,
3H); 1,24 (1, J=6,4T'y, 3H); 291 (g, J=6,8My, 2H);
2,93 (1, J=7,1Tu, 2H); 3,15 (c, 3H); 3,32-3,44 (m, 3H);
3,50-3,67 (m, 1H); 3,96 (1, J=6,6I"L, tH); 4,18 (kB,
J=7,3l'uy, 2H); 6,59 (g, J=8,3I"y, 2H); 7,08 (g, J=8,3I"L,
2H); 7,19-7,30 (m, 4H).

Maca m/z (Cl): 436 [M+1].

Mpwknag 10

(S)-ETun-2-etokcmn-3-[4-(4-
MeTUNCynbdOoHINoKcngeHeTuNamiHo )deHin]-

nponioHaTt
Me._.O COOEt
IS\
Cymiw (S)-eTnn-2-eTokem-3-(4-

amiHodeHin)nponioHaTy, ogepxaHoro y CuHTtesi 26
(2,5r, 10,55mMmonb) Ta 6e3BogHOrO KapboHaTy kanito
(4,37r, 31,65Mmornb) nNepemiwytoTs y Tonyoni (20mn)
npu KiMHaTHIN TemnepaTypi npoTtsarom 30xB8. Joaaiotb
no Kpanmsx A0 3a3HayeHoi BULLE peaKUiHOT CyMmiLLi
4-(2-meTnncynbdoHinokceTnn)-

deHinmeTaHcynbdoHaT (4,03r, 13,71Mmonb), oaep-
XaHui y CunTesi 12, y Tonyoni (10mn), a notiM TeT-
pabytmnamoHinbpomia (0,34r, 1,055mMmonb). Peak-
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UiHy cymiw nepemiwytots npu 90-100°C npoTarom
30ron. PeakuiiHy cymMill OXOnomXytoTb A0 KiMHATHOT
Temnepatypu i po3BoaaTs eTunaueTatom (100mn) Ta
npomMuBaoTe BOAOH. Boanuii wap ekcrparytote eTu-
nauetatom (2x50mn). O6'egHaHi opraHiyHi Wwapu
npomuBalTb po3cosioM, ocywarTe (Na2SOs) Ta KOH-
LEeHTPYIOTb. 3anuLLOK OYMLLA0TbL Ha KOMOHLUi 3 cuni-
karernem 3 BukopuctanHaMm 20% eTunaueTaty y net-
ponevHoMy edipi, oAepXytoun Ha3BaHy y 3aronoBkKy
cnonyky (0,31r, 6,7%) y Burnagi MacnsaHUcToi pianHn
YKOBTOIO KOSbOpYy.

'H AMP (200Mru, CDCls): & 1,17 (T, J=6,8IL,
3H); 1,26 (7, J=7,0ru, 3H); 2,88-3,02 (M, 4H); 3,15 (c,
3H); 3,28-3,3,45 (m, 3H); 3,50-3,70 (m, 1H); 3795 (T,
J=6,6l'u, 1H); 4,17 (KB, J=7,2l'y, 2H); 6,67 (g,
J=8,3I'uy, 2H); 7,10 (g, J=8,0l"y, 2H); 7,18-7,30 (m,
4H).

Maca m/z (Cl): 436 [M+1].

Mpwuknag 11

ETtvn-2-etokcn-3-{4-[(E)-3-(4-
MeTUNCyrnbdOHINOKCNMEHiN)-2-nponeHin-
amiHo]deHin}nponioHaT

0::8’0
o AN
CQOEL

HassaHy y 3aronosky cnonyky (150mr, 28,4%)
OLlepXYloTb y Takui came cnocib, sk onucaHo y MNpu-
Knagi 9, 3 4-[(E)-3-xnop-1-
nponeHinjdeHinMeTaHcynboHaTy, OAEepPXaHoro Yy
CuHresi 22 (0,43r, 1,41Mmonb), Ta €TUN-2-eTOKCK-3-
(4-amiHodpeHin)nponioHaTy, ogepxaHoro y CuHTesi 5
(0,28r, 1,18mMmonb), 3 BYKOpUCTaHAM KapboHaTy Ka-
nito (489wmr, 3,54mmonb), TeTpabytmnamoHinbpomigy
(38mr, 0,118vmonb) Ta Tonyony (25Mn) npoTarom
30roga.

'H AMP (200Mru, CDCls): & 1,17 (1, J=7,1Ty,
3H); 1,22 (1, J=7,1Tu, 3H); 2,91 (@, J=6,3I"u, 2H);
3,14 (c, 3H); 3,26-3,44 (m, 1H); 3,51-3,68 (m, 1H);
3,93 (g, J=6,3I'y, 2H); 3,95 (T, J=6,6"u, 1H); 4,16 (kB,
J=7,1T"u, 2H); 6,23-6,39 (m, 1H); 6,56-6,64 (m, 3H);
7,07 (g, J=8,3I'y, 2H); 7,22 (g, J=8,3I"u, 2H); 7,40 (g,
J=8,3I"y, 2H).

Maca m/z (Cl): 402 [M+1-OEt].

Mpuknag 12

(S)-ETun-2-etokcmn-3-{4-[(E)-3-(4-
MeTUICYrNbGOHINOoKCUeHin)-2-
nponeHinamiHo]deHin}nponioHat
MO e

CO

HasBsaHy y 3aronosky crnonyky (5,2r, 31,8%) one-
PXYIOTb Y TakMi came cnocib, sk onncaxo y Mprknagi
10, 3 4-[(E)-3-xmop-1-
nponeHinjdeHinMeTaHcynboHaTy, OAep>XXaHoro Yy
CuHTtesi 22 (15,90r, 52,immomb), Ta (S)-etun-2-
eTokcu-3-(4-amiHodbeHin)nponioHaTy, OAepXaHoro y
CuHTesi 26 (9,51, 40,1MMonb), 3 BUKOPUCTaHHAM Kap-
6oHaty kanito (16,6r, 120,25Mmonb) Ta TeTpabytu-
namoHinbpomigy (1,29r, 4,01mmonb) i Tonyony
(150mn) npoTtarom 24rop.

'H AMP (200Mr'u, CDCls): & 1,17 (1, J=7,2y,
3H); 1,22 (1, J=7,3Tu, 3H); 2,90 (@, J=6,4T'u, 2H);
3,13 (c, 3H); 3,26-3,44 (m, 1H); 3,51-3,68 (m, 1H);

3,90-4,00 (m, 3H); 4,26 (KB, J =7,2I'y, 2H); 6,28 (Ta,
J=5,4 1a 16,1y, 1H); 6,57-6,64 (m, 3H); 7,06 (4,
J=8,3I'uy, 2H); 7,21 (a, J=8,6I"y, 2H); 7,39 (g, J=8,6IL,
2H).
)Maca m/z (Cl): 448 [M"+1]; 402 [M+1-OEHt].

Mpwknag 13

Metun-2-etokcu-3-[4-(4-
MeTaHcynbdoHinokcnbeHannamiHo)deHinl-nponioHat

mcone
o, ,O’O/\u OEt
Me"s‘C‘

Cymiww 4-meTaHcynbgoHiNnokenbeHsanbaerigy
(500mr, 1ekB., 2,5Mmorb), oaepxaHoro y CuHTesi 10,
MeTun-2-eTokcmn-3-(4-amiHodeHin)nponioHaty (557wmr,
1ekB., 2,5Mmonb), ogepkaHoro y CuHTesi 6, akTmeo-
BaHUxMonekynsapHux cut (4A) 1a n-TsOH (43wr,
0,1ekB., 0,25Mmorb) y cyxomy XM (15mn) nepemi-
WyOTb NpW KiMHATHIA TemnepaTtypi npoTarom 16roA.
PeakuinHy cymiw po3soaaTte etunauetatom (100mn),
npomMunBailoTb BoAH. GikapboHaTom HaTpito, ocylwaoTb
(Na2S0s), koHOeHcytoTb (06epToBMIA BUNAPHUK) Ta
BMCYLIYIOTb Mif BMCOKMM Bakyymom. CupoBy macy
pPO3UMHAIOTL Yy cyxoMy MeTaHoni (15Mn) i gogatom
koHy. HCI (250mkn) npu 0°C, a notim NaB(CN)H3
(188wmr, 1,2exB., 3,0mmornb) nopuismu. PeakuinHy
cymiw nepemiwytote npu 0°C npoTtarom 3rof., nicrnda
yoro il po3BogaTe etmnauetatom (100mn,). OpraHiy-
HUIA Wap npomuBalTb BOAH. GikapboHaToM HaTpito,
ocywatTb (NaxSO4) Ta KOHOEHCYIOTL. 3anuLIoK nig-
AaloTb xpomaTorpadii 3 BUKOPUCTaHHSAM eTunaueTta-
Ty Ta reKkcaHiB, OAEepXyluM HasBaHy Yy 3aronoBKy
CMONYKYy Yy BWMAAI B'I3KOT MacCnsAHUCTOT  PignHKU
(950mr, 37%).

'H AMP (CDCls, 200Mru): & 1,16 (1, J=6,9Iw,
3H); 2,90 (g, J=6,8I'y, 2H); 3,14 (c, 3H); 3,22-3,41 (m,
1H); 3,44-3,62 (m, 1H); 3,70 (c, 3H); 3,97 (T, J=6,6I"u,
1H); 4,33 (c, 2H); 6,54 (g, J .= 8,3y, 2H); 7,04 (4,
J=8,3Iy, 2H); 7,25 (g, J=8,3I'y, 2H); 7,41 (g, J=8,3I'y,
2H).

4 (uncra pevosumHa) em™: 3412, 2932,1744,
1616, 1522, 1503.

Maca m/z (Cl): 408 [M+1], 407 [M].

Mpwvknag 14

(S)-2-MeToKCK-3-[4-{3-(4-
MeTaHCynbdoHInoKkcndeHin)nponinamiHo}deHin]-
nponioHoBa KncrnoTa

COH
N ,O/E(C)Me
o, 0 ’Of\/\ y

s

(S)-Etnn-2-meTokcu-3-[4-{3-(4-
MeTaHCynbdoHinokcndeHin)nponinamiHo}deHin]-
nponioHat (3,4r, 1,0ekB., 7,8MMorb), ogepxaHun y
Mpwknagi 1, rigponiayloTe  WNsAXoM  06pobGKM
LiOH-H20 (492wmr, 1,5ekB., 11,7MMOrb) y CyMiLli po3-
yHHKKiB MeOH-TI ®-Boga npu KiMHaTHIN Temnepa-
Typi npoTtarom 3 - 4roa. PeakuiHy cymill KOHAOEHCY-
10Tb, PO3BOAATL BOAOK Ta nigkucnoTe (8o pH3) 3a
ponomoroto BogH. HCIl. BaxaHa kucrnota Bunagae 3
BOAHOMO LWapy Ao ocady, SKuh noTiM 36upaloTb Ha
dinbTpi. AKWO KUcroTa, WO BMnNana Ao ocay, € He
AO0CUTb uMcToto 3a gaHumum TLUX, To i niggatoTb Xpo-
maTorpadii 3 BUKOpUCTaHHAM sk entoeHTiB MeOH Ta
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CHClz, ogepxyroun 4mcTy kucnoty y Burmsagi 6inoi
TBEPOOi pevoBuHU (2,51, 79%).

T.nn.: 90-92°C. [a]p:-16° (¢ 1,0, MeOH).

'H AMP (CDCls, 200Mry): & 1,25 (c, 1H, N-H);
1,94 (kBiHTeT, 7,24, 2H); 2,72 (T, J=7,8I"U, 2H); 2,82-
3,02 (m, 2H); 3,02-3,18 (m, 5H); 3,38 (c, 3H); 3,97 (T,
J=4.8I'y, 1H); 4,90 (wmp.c, CO=H); 6,58 (a, J=8,1Tu,
2H); 7,05 (g, J=8,3I'y, 2H); 7,15-7,24 (apomaTtunyHe
ﬂﬂp%4H).

C AMP (CDCls, 50Mry) 6: 29,53, 32,34, 37,15
(2C), 46,48, 57,58, 82,07, 116,31, 121,90, 129,75,
130,39, 140,57, 142,48, 147,33, 175,87.

4 (umcta pevoBuHa) cM: 3046, 2932, 1732,
1615, 1520, 1365.

Maca m/z (Cl): 408 [M+1], 407 [M].

Mpuknag 15

2-Etokcn-3-[4-{3-(4-
MeTaHCyrnbdoHinokcndeHin)nponinamiHo}deHin]-
npomnioHoBa K1ucnoTa

mcoﬂ-l
o, 'Q‘O/-\/\E o
Ml’atﬂ :

HasBaHy y 3aronoBKy CMosyKy oOepXyoTb LUMsi-
XOM rigponisy etnn-2-etoken-3-[4-{3-(4-
MeTaHCyrnbOoHinokcude-
Hin)nponinamiHo}deHinjnponioHaty, oAep>KaHoro vy
Mpwknagi 2, 3 BukopuctaHHsMm LiOH-H2O 3a npoue-
aypoto, onucaHoto y MNMpuknag 14.

T.nn.: 120-122°C.

'H AMP (CDCls, 200Mry): & 1,18 (1, J=7,1TL,
3H); 1,25 (c, 1H, N-H); 1,93 (kBiHTeT, 6,9'U, 2H); 2,74
(T,J=7,5I"y, 2H); 2,80-3,02 (m, 2H); 3,02-3,18 (M, 5H);
3,40-3,62 (m, 2H); 4,03 (oa, J=6,9, 4,4Ty, 1H); 4,07
(wmp.c, COH); 7,05 (g, J=8,3ly, 2H); 7,22 (A,
J=8,3I'uy, 2H); 7,15-7,24 (apomaTnyHe a4po, 4H).

4 (umcta pevoBuHa) em™ 3389, 2925, 1616,
1502.

Maca m/z (Cl): 422 [M+1].

Mpuknag 16

2-Etokcn-3-[4-{3-(4-
MeTaHCynbdoHiNokcndeHin)nponinokcukapboHin-
aMiHo}deHin]nponioHoBa kucnoTa

o O/YCOZH
o, p/@f\/\ol’;‘ OEt
Me” 0 H

HasBaHy y 3aronoBKy CMosyKy o4epXYoTb LUMs-
XOM rigponisy etun-2-eToken-3-[4-{3-(4-
MeTaHCynbdoHinokcunde-
Hin)nponinokcukapboHinamiHo}deHin]nponioHarty,
ogepkaHoro y [puknagi 4, 3 BUKOPUCTAHHAM
LiOH-H20 3a npoueaypoto, onucaHoto y MNpuknagi 14,
y BUMNAAi B'A3KOT pignHN.

H amP (CDCls, 200MI'w): 8 1,19 (1, J=7Ty, 3H);
2,01 (kB, J=7Tu, 2H); 2,75 (7, J=7,5'y, 2H); 2,90-3,10
(m, 2H); 3,13 (c, 3H); 3,35-3,55 (m, 1H); 3,55-3,75 (m,
1 H); 4,08 (ogm, J=7, 4,8y, 1H); 4,21 (7, J=6,3I"y, 2H),
6,85 (wmp.c, NH); 7,10-7,35 (apomatnuHe agpo, 8H);
8,4 (wmp.c, -COOH).

I4 (uicTa peuoBuHA) cM
1723, 1528.

Mpwknag 17

3334, 3021, 2935,
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(S)-2-ETokcn-3-[4-{3-(4-
MeTaHCyrnbdoHiNokcndeHin)nponinamiHo}deHin]-

nponioHoBa kucnoTa
COH
S m
O:StO’O/\/\ﬁN
Ms” ©

BaxaHy cnonyky cuHTe3yloTb 3 (S)-etun-2-
eTokcu-3-[4-{3-(4-

MeTaHCcynbdoHinokcudge-
Hin)nponinamiHo}deHinjnponioHaty, ofep)XXaHoro vy
Mpwknagai 3, wnsxom rigponidy LiOH-H20 3a npoue-
aypoto, onucaHoto y Mpuknag 14.

!cx]D%: -16° (1,0, MeOH).

H AMP (CDCls, 200Mry): & 1,18 (7, J=7,1Ty,
3H); 1,25 (c, 1H, N-H); 1,93 (kBiHTeT, 6,9, 2H); 2,74
(T, J=7,5I'y, 2H); 2,80-3,02 (m, 2H); 3,02-3,18 (M, 5H);
3,40-3,62 (m, 2H); 4,03 (a4, J=6,9, 4,4Ty, 1H); 4,07
(wmp.c, COH); 7,05 (m, J=8,3luy, 2H); 7,22 (g,
J=8,3I'y, 2H); 7,15-7,24 (apomaTtuyHe sapo, 4H).

4 (uucta pevosuHa) em™: 3389, 2925, 1616,
1502.

Maca m/z (Cl): 422 [M+1].

Mpwvknag 18

2-EToken-3-[4-{3-(3-
MeTaHcyrnbdoHinokcndeHin)nponinamiHo}deHin]-
nponioHoBa kucnoTa

COH
Me:s,O\O/\/\N/O/\(')’Et
(oo )
3 etnn-2-etokcn-3-[4-{3-(3-
MeTaHCyrnbdoHinokcndeHin)nponinamiHo}deHin]-
nponioHaty (245wmr, 1,0ekB., 0,54MMo0rb), ogepxaHo-
ro y MNpuknaai 5, ogepXkyloTb HasBaHy y 3arofioBky
Ccrnonyky y BUrmsaai B'a3koi piamHn (73%) wnaxom ria-
ponidy LiOH-H>O 3a npoueaypoto, onucaHoto y Mpu-
knagi 14.

H AMmP (CDCls, 200Mru): & 1,19 (v, J=7,1Ty,
3H); 1,25 (c, 1H, N-H); 1,90-2,02 (kBiHTeT, 6,91, 2H);
2,76 (1,J=7,9I"y, 2H); 2,80-3,05 (M, 2H); 3,05-3,20 (M,
5H); 3,40-3,62 (M1 2H); 4,03 (a4, J=6,9 T1a 4,4y, 1H);
4,60 (wvp.c, CO2H); 6,58 (o, J=8,3I"y, 2H); 7,00-7,20
(apomaTnyHe sigpo, 5H); 7,22-7,29 (apomaTtnyHe s4-
po, 1H).

I4 (umcta pedyoBuHa) em™: 3406, 2931, 1613,
1521.

Maca m/z (Cl): 422 [M+1].

Mpwknap 19

2-Etokcn-3-[4-{3-(4-(Tonyon-4-
CcynbdoHiNnokcu)deHin)nponinamiHo}-

deHinjnponioHat
O/\(cozﬂ
OEt
Ot\ ’O ';I
H

3 etnn-2-etokcu-3-[4-{3-(4-(tonyon-4-
cynbdoHiNnokcu)deHin)nponinamiHo}-
deHinjnponioHaty (450mr, 1,0ekB., 0,85mMmons), oage-
pxaHoro y MNpuknag 6, ogepkyloTb Ha3BaHy Yy 3aro-
NOBKY cnonyky y Burmsgi 6inoi TBepaoi pevoBuHU
(310mr, 72%) wnaxom rigponidy LiOH-H20 3a npoue-
aypoto, onucaHoto y Mpuknag 14.

T.nn.: 98-100°C.
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'H AMP (CDCls, 200Mry) &: 1,16 (1, J=6,8IL,
3H); 1,88 (kBiHTeT, J=7,3I'U, 2H); 2,42 (c, 3H); 2,66 (T,
J=6,9I"uy, 2H); 2,80-3,30 (v, 4H); 3,35-3,65 (m, 2H);
4,01 (pao, J=7,1, 4,4y, 1H); 4,40 (wmp.c, OH, NH);
6,53 (g, J=8,3I'u, 2H); 6,86 (n, J=8,3Iu, 2H); 7,00-
7,10 (apomatunuHe agpo, 4H); 7,28 (g, J=8,3Iy, 2H);
7,68 (@, J=8,3I"u, 2H).

IY (uwcTa peuoBuHa) cMm
1618, 1525, 1502.

Maca m/z (Cl): 498 [M+1].

Mpuknag 20

2-Etokcn-3-[3-{3-(4-
MeTaHCyrnbdoHinokcndeHin)nponinamiHo}deHin]-
nponioHoBa kucnoTa
o, ’,O/O/\/\':J CO,H
Me’S‘O H

3 etnn-2-etokcn-3-[3-{3-(4-
MeTaHCynbdoHinokcndeHin)nponinamiHo}deHin]-
nponioHaty (800mr, 1,0ekB., 1,78MMorb), ogepxaHo-
ro y MNpuknagi 7, ogepXyloTb HasBaHy y 3aronoBky
cnonyky y Burmsagi B'askoi piamnm (500mr, 67%) wns-
xoM rigponi3y LiOH-H20 3a npoueaypoto, onMcaHoro
yMNpuknagi 14.

'H AMP (CDCls, 200Mry) &: 1,16 (1, J=7,0ly,
3H); 1,92 (keiHTeT, 7,3, 2H); 2,73 (T, J=7,6IL, 2H);
2,90 (pa, J=14 1a 7,5Tuy, 1H); 3,08 (aAa, J=14, 4,3l'y,
1H); 3,02-3,20 (M, 5H); 3,32-3,50 (m, 1H); 3,50-3,68
(m, 1H); 4,07 (pm, J=7,5, 4,3y, 1H); 4,16 (s,
J=7,0lu, 2H); 6,42-6,62 (apomatudHe sigpo, 3H);
7,00-7,30 (apomaTtnuHe agpo, 5H).

4 (umcta pevoBuHa) em™: 3500, 3021, 2936,
1723, 1607, 1504.

Maca m/z (Cl): 422 [M+1].

Mpuknag 21

2-I3onponokcu-3-[4-{3-(4-
MeTaHCyrnbgOoHiNnokcndpeHin)nponinamiHo}deHrin]-

nponioHoBa kucnoTa
O/\rcozH
0
o, 0 N
XI008 T
Me” O

3 etnn-2-izonponokcu-3-[4-{3-(4-
MeTaHCyrnbdOHiInokcndeHin)nponinamiHo}-
deHin]nponioHaty (300mr, 1,0eks., 0,65mMMonb), ofe-
pxaHoro y lNpuknagi 8, ogepXkyloTb Has3BaHy Y 3aro-
NOBKY CMonyKy Yy Burmsgi 6inoi TBepaoi pevoBuHU
(74%) wnaxom rigponisy LiOH-H>O 3a npoueaypoto,
onucaHoto y Mpuknagi 14.

T.nn.: 143-145°C.

'H AMP (CDCls, 200Mru) &: 1,04 (n, J=6,3u,
3H); 1,16 (g, J=6,0Tu, 3H); 1,25 (c, 1H, NH); 1,93
(kBiHTET, 7,3IU, 2H); 2,74 (T, J=7,8lU, 2H); 2,87 (a4,
J=14,2 ta 7,9y, 1H); 3,01 (aa, J=14,1, 3,4y, 1H);
3,05-3,20 (v, 5H); 3,55 (yaBHun kBiHTET, J=6,0lU,
1H); 4,07 (o4, J=7,9 1a 3,4y, 1H); 4,17 (kB, J=7,3lL,
2H); 4,90 (wmp.c, COzH); 6,52 (g, J=8,3I'y, 2H); 7,04
(@, J=8,3I"y, 2H).

IY (ucTa peuyoBuHA) cM
1739, 1616, 1522.

Maca m/z (Cl): 436 [M+1].

Mpwknag 22

3411, 2925, 1731,

3406, 2974, 2939,

2-Etokcn-3-[4-(4-
MeTaHCyrbOHINoKcUbeH3nnami-
HO)(beHin]nponioHoBa KucnoTa

l@/\rCOZH
OEt
o,s,o ,O/\ﬁ

Me” ©

3 MeTun-2-eToken-3-[4-(4-
MeTaHCyrnbOHINoKcubeH3nnami-
Ho)beHin]nponioHaty (500mr, 1,0ekB., 1,2mMMmorb),
opepxaHoro y lMpuknagi 13, ofepxyloTb Ha3BaHy y
3arofioBKy Cronyky y Burmsagi B'3koi piguHu (400mr,
83%) wnaxom rigponisy LiOHH20 3a npoueaypoto,
onucaHot y MNpuknaai 14.

'H AMP (CDCls, 200Mry): & 1,16 (1, J=6,8IL,
3H); 2,87 (am, J=14,1 T1a 7,3y, 1H); 2,99 (a4, J=141
Ta 4,4y, 1H); 3,11 (c, 3H); 3,28-3,62 (m, 2H); 4,00
(ap, J=7,3, 4,4T"y, 1H); 4,30 (c, 2H); 5,23 (wmp.c,
NH); 6,53 (g, J=8,3I'y, 2H); 7,03 (g, J=8,3Iy, 2H);
7,22 (g, J=8,3I"u, 2H); 7,39 (4, J=8,3I"u, 2H).

IY (ucTa peuoBuHa) cM: 3397, 2977, 2932,
1730, 1615, 1522, 1503.

Maca m/z 393 [M].

Mpuknaa 23

2-Etokcn-3-[4-(4-
MeTUnCynbdOoHINokcngeHeTMNami-
HO)dbeHin]nponioHoBa kucnoTa

Me-.s.«o COOH
(s
N OEt

H

o PO34YMHY eTun-2-eToken-3-[4-(4-
MeTUncynbdoHinokcndeHeTMnamiHo -
deHin]nponioHaty (0,22r, 0,51MMmonb), ogepxaHoro y
Mpwknagi 9, y meTaHoni (10mn) gopaTe kapboHaT
HaTpito (268mr, 2,53MMorb) y Bogi (5mn) npu kiMHaT-
Hi TemnepaTypi Ta nepemiwyloTe npoTarom 36roA.
npu KiMHaTHIN TemnepaTypi. Me TaHoN ynapowTb Npu
3HWKEHOMY TUCKY | 3a/MloK po3BOAATb BOOH
(20mn). BogHui wap npomuBalTbL eTunaueTaTom
(50mn). BogHwn wap nigkmMcniooTs 3a gonomoroto 2H
HCl po pH ~4 T1a ekcrparyioTb eTunauetTaToMm
(2x50mm). OpraHiyHUR Wap NpoOMMUBaKTb PO3COSOM,
ocywatTb (Na2S0s) Ta KOHUEHTPYIOTb. 3anuuiok
ounwalTL xpomaTorpadieto Ha KOJOHLi 3 BUKOpUC-
TaHHAM 50% eTunaueTtaty y neTtponenHomy edipi,
O[EPXKYIOUM HasBaHy Yy 3aronoBky cronyky (80wr,
39%).

H AMP (200MI'y, CDCl3): & 1,19 (7, J=6,8Iy,
3H); 2,82-3,05 (m, 4H); 3,15 (c, 3H); 3,40 (T, J=7,2I'y,
3H); 3,45-3,62 (m, 1H); 4,014,10 (m, 1H); 6,63 (4,
J=8,3l'uy, 2H); 7,08 (A, J=8,4I'y, 2H); 7,18-7,30 (m,
4H).

Maca m/z(Cl): 408 [M+1].

Mpwvknag 24

(S)-2-ETtoken-3-[4-(4-
MeTuncynbdoHinokcndeHeTMNamiHo )deHin]-
nponioHoBa kucnoTa

Me., S,":) COCH
N OEt

H
HasBaHy y 3aronoBky CMOMyKYy OOEPXYOTb
(180mr, 56,6%) 3 etnn-(S)-2-etokcu-3-[4-(4-
MeTuUnCynbdOoHINoKcngeHeTuNami-
Ho)dbeHin]nponioHaty (0,34r, 0,78Mmonb ), ogepxaHo-
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ro y Mpuknagi 10, wnaxom rigponidy y meTaHor
(5mn) 3 BuKOpUCTaHHAM kapboHaTty HaTpito (414mr,
3,91Mmornb) y Bogi (5Mn) npu KimHaTHIN TemnepaTypi
npoTarom 24roA. 3a Takok caMme Mpouenypoto, sik
onucana y lNpuknagi 23.

'H AMP (200Mry, CDCls): & 1,19 (1, J=7,0lw,
3H); 2,84-3,03 (m, 4H); 3,14 (c, 3H); .3,39 (1. J=7,0lu,
3H); 3,42-3,61 (m, 2H); 4,04 (aa, J=4,4 Ta 7,1T'u, 1H);
6,55 (g, J=8,3I'u, 2H); 7,05 (g, J=8,3Mu, 2H); 7,22-
7,27 (m, 4H).

Maca m/z (Cl): 408 [M+1].

Mpuknag 25

(S)-2-EToken-3-{4-[(E)-3-(4-
MeTUNCYrNbdOHINoKcndeHin)-2-nponeHinamiHol-
deHin}nponioHoBa kucnoTa

0.0
1’8\ O\/\/H
T oL
CcooH

HasBaHy y 3aronoeky CnonyKky CUHTE3YloTb LUMs-
XOM rigponisy etun-2-etoken-3-{4-[(E)-3-(4-
MeTUNCynb@OHINokcndeHin)-2-
nponeHinamiHoldeHin}nponioHaty, ogepxaHoro Yy
Mpwvknagi 12 (4r, 8,95mMmonb), y meTaHoni-TT ®-Bogi
(45:4:9, 58mn) 3 BUKOPUCTaHHAM TiApPOKCMAY MiTito
(563mr, 13,42MMOrb) 32 TakOK came npouenypoto, Sk
onucaHo y MNMpuknagi 14 (1,2r, 32%).

[010®=-18° (c 0,1, MeOH).

T.nn.: 156-158°C.

'H AMP (CD3ODs 200MrL): & 1,11 (1. J=6,8IL,
2H); 2,74-2,98 (m, 2H); 3,19 (c, 3H); 3,25-3,70 (M,
2H); 3,88-4,02 (m, 3H); 6,36 (Ta, J=16,1 Ta 54IU,
1H); 6,62-6,75 (m, 3H); 7,02 (g, J=7,8T"u, 2H); 7,24 (g,
J=8,3I'uy, 2H); 7,45 (g, J=8,8I'L, 2H).

Maca m/z (enekTpoposnunioBaHHs, ES): 420
[M+1].

Mpuknapg 26

ETtun-2-etokcn-3-[4-(4-
MeTUNCyrnbdoHINokcnbeHannkapbokcamigo))deHinl-

nponioHat
N
Me” O COOE!
[o OXONOKEHOrO PO34YMHY 2-(4-

MeTuncynbgoHinokendeHinjurosoi kucnotm (0,53r,
2,3mmornb), ogepkaHoi y Cuntesi 14, y XM (25mn)
popatoTb nosinsHo HOBt (311mr, 2,30Mmorb), a no-
TiM 1-(3-ommeTnnamiHonponin)-3-eTunkapbogiimig
(EDC) (442mr, 2,30MMonNb) i Cymill nepemilyoTs
npotarom 10x8. [logatoTb 4O 3a3HAYEHOI BULLE peak-
LinHoT CyMiLui PO3YNH eTnn-2-eTokcu-3-(4-
amiHodeHin)nponioHaty (601mr, 2,535mmons), oaep-
XaHoro y CunTtesi 5,y XM (5Mn) i nepemiwyote npu
KiMHaTHiIN TemnepaTypi npotarom 18rod. PeakuinHy
cymiw possogate XM Ta npomMuBaOTb HaCUYEHUM
po3unHom NaHCOs, Bogoto Ta po3conoMm, OCyllatoTb
(Na2S0s) Ta KOHUEHTPYIOTb. 3anuvLloK OuULLAaTb
XpomaTorpacdieto Ha KOJIOHUi 3 BUKOPUCTAHHAM €TU-
nauetaty-netponenHoro edipy (1:3), ogepxywumn
Ha3BaHy y 3aronosky cnonyky (710mr, 69%).

'H AMP (200Mr'u, CDCls): & 1,13 (T, J=7,1Ty,
3H); 1,23 (1, J=7,1Tu, 3H); 2,95 (g, J=5,9I"u, 2H);
3,16 (c, 3H); 3,21-3,41 (m, 1H); 3,51-3,67 (m, 1H);
3,71 (¢, 2H); 3,95 (1, J=6,6I"u, 1H); 4,16 (kB. J=6,8IL,
2H); 7,09-7,43 (m, 8H).

Maca m/z (Cl): 450 [M+1].

Mpwvknag 27

2-ETtoken-3-{4-[(E)-3-(4-
MeTUNCYrNbdOHINOKCUEHIN)-2-nponeHinamiHol-
deHin}nponioHoBa kucroTa

0,
357°
o P
COOH

HasBaHy y 3aronoeky Cronyky CUHTE3YIOTb LUMs-
XOM rigponisy etun-2-etoken-3-{4-[(E)-3-(4-
MeTUNcynbdoHinokcndeHin)-2-
nponeHinamiHo]deHininponioHaTy (140wmr,
0,313mmornb), ogepkaHoro y MNpuknagi 11, y metaHo-
ni-sogi (2:1, 6Mn) 3 BUKOPUCTAHHAM TigpoKeuay MiTito
(17wmr, 0,407vMmMornb) 3a Tako caMe Mpoueayporo, K
onucaHo y Mpuknagi 14 (40mr, 30,5%).

T.nn.: 146-148°C.

'H AMP (200Mr'u, CDCls): & 1,12 (7, J=6,6IL,
3H); 2,72-3,00 (m, 2H); 3,20 (c, 3H); 3,25-3,42 (w,
2H); 3,50-3,68 (m, 1H); 3,88-4,00 (m, 2H); 6,30-6,48
(m, 1H); 6,60-6,70 (m, 3H); 7,04 (m, J=7,3Iy, 2H);
7,25 (n,J=7,8Iy, 2H); 7,47 (g, J=8,3I'y, 2H)..

Mpwvknag 28

2-Etokcn-3-[4-(4-
MeTuncynbdoHinokcnbeHannkapbokcamigo)deHin]-
nponioHoBa kucnoTa

o, 0 mﬁmt
S o]
me” O COOH

HasBaHy y 3arornoBky CMONyKY OOEPXYOTb
(220mr, 33,5%) y Burnsagi 6inoi TBepaOi pe4OBUHU 3
eTun-2-eToken-3-[4-(4-
MeTUncynbgoHinokcnbeHsunnkapobokc-
amigo)deHinnponioHaTy, ogepxaHoro y Npuknaai 26
(0,7r, 1,56Mmorb), WNAXoM rigponisy y MeTaHori-
BoAi (3:1, 20mn) 3 BMKOpUCTaHHAM KapboHaTy HaTpito
npotarom 60rofd. npu.KiMHaTHI TemnepaTtypi 3a Me-
TOoAMKO, onucaHot Yy MNpuknagi 23.

T.nn.: 162-164°C.

'H AMP (200Mry, CDCIs+[MCO-de): & 1,14 (T,
J=7,0lu, 3H); 2,84-3,10 (m, 2H); 3,15 (c, 3H); 3,25-
3,40 (m, 1H); 3,55-3,67 (m, 1H); 3,70 (c, 2H); 3,95
(@, J=4,7 Ta 7,9Tu, 1H); 7,18-7,52 (m, 8H).

Maca m/z (Cl): 422 [M+1].

Mpuknag 29

Emun-2-etokcun-3-[4-{3-(4-TpeT-6yTOKCN-4 -
MeTUncynbgoHamigodeHin)-
nponinamiHo}deHinjnponioHat

COOEt
N

Boc, ,©/\/\H

N

o”sﬁo

Emun-2-etokcu-3-(4-amiHodeHin)nponioHat
(0,29r, 1,22mMmorb), ogepkaHmin y CuHTesi 5, Ta kap-
6oHaTt kanito (506mr, 3,67MMOrNb) nepemiwyioTb Y
Tonyoni (20mMn) Npu KiMHaTHI TemMnepaTypi NPOTAroM
30xe. Hopgatts no kpannsax 3-(4-tpeT-6yTokcn-4-
MeTuncynbdoHamigodeHin)nponinveTaHcynsdoHaT
(0,6r, 1,47mmorb), oaepxkaHuit y CunTesi 19, y Tony-
oni (10mn), a noTim TeTpabytunamoHini Gpomig, (39mr,
0,122mmornb). PeakuiHy cymilw nepemilytote NpoTs-
rom 40roa. npm 90-100°C. PeakuinHy cymill oxoro-
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OXYI0Tb OO0 KiMHATHOI TemnepaTypu i possBogsaTb
EtOAc (100mn) Ta npomuBatoTe BoAo. BogHui wap
eKkcTpanioTe etunauetatoMm i ob'egHaHi opraHiyHi
wapy npomuBalTb po3conioMm, ocywakTb (NaxSOs)
Ta ynaplTb. 3anuwok ouMwalTb Ha cwurikareni,
O[EPXKYIOUM Ha3BaHy Yy 3aronosky cnonyky (190wr,
28,3%). '"H SAMP (200Mru, CDClL): & 1,16 (T,
J=6,8I"y, 3H); 1,26 (1, J=7,2ly, 3H); 1,50 (c, 9H);
1,64-1,82 (m, 2H); 2,59 (T, J=7,6roa., 2H); 2,84 (c,
3H); 3,02 (g, J=6,7Tu, 2H); 3,26-3,42 (m, 1H); 3,55-
3,70 (m, 3H); 4,02 (1, J=6,6l"u, 1H); 4,19 (kB, J=6,2I"L1,
2H); 6,39 (wwup.c, 1H, D20-06miHHMIA); 7,00 (A,
J=8,3l'y, 2H); 7,20-7,34 (m, 6H).

Maca m/z (Cl): 548 [M].

Mpuknag 30

2-ETokcn-3-[4-{3-(4-TpeT-6yTOKCU-4-
MeTUncynbdoHamigodeHin)-
nponinaviHo}deHinjnponioHoBa kucnoTa

COOH

|
o"?‘*o

ETtun-2-etokcmn-3-[4-{3-(4-TpeT-6yTOKCU-4-
MeTuncynbgoHamigodeHin)nponin-
amiHo}deHin]nponioHat (180mr, 0,33mMmornb), oaep-
XaHui y Mpuknagi 29, rigponisyloTb WNsSXoM 06po6KM
LiOH-H20 (18mr, 0,43MMOfb) y CyMilli PO3YMHHMKIB
MeOH-Boga (2:1) (6mn) npw KiMHaTHIA TemnepaTypi
NpoTAroMm Houi. PeakuiliHy Cymill KOHOEHCYI0Tb, PO3-
BOOATb BOAOMO Ta nigkucnot Ao pH ~4 BoagHoto
HCI. 3pewuToto, CMpoBY KMCNOTY eKCTparylotb etuna-
uetatoM. ETnn auetaTtHuii wap ocywatote (Na2S0s),
KOHAEHCYI0Tb Ta niggatoTe XpomaTtorpadii 3 BUKOpUC-
TaHHAM eTunauetaTty - neTtponewHoro edipy (1:1),
ofepxytoumn 6axkany cnonyky (140mr, 82%) y Burnsagi
6inoi TBepAOoT peyoBMHMN.

T.nn.: 78-80°C.

'H AMP (200Mru, CDCls). & 1,21 (1, J=6,8y,
3H); 1,51 (c, 9H); 1,70-1,88 (m, 2H); 2,60 (T, J=7,3IL,
2H); 2,85 (c, 3H); 3,00-3,22 (v, 2H); 3,38-3,70 (m,
4H); 4,084,20 (M, 1H); 6,48 (wwvp.c, 1H, D20O-
00OMiHHMI); 7,97 (g, J=8,3I"y, 2H); 7,20-7,35 (m, 6H).

Mpwknag 31

ETtun-2-etokcn-3-{4-[(E)-2-(4-
MeTUNCcynbdOoHiNokcndeHin)-1-eTeHin-
kapbokcamigo]deHininponioHat

COQEt
PR
OEt
e
o’s\“o

HaseaHy y 3aronosky cnonyky ogepxywots (0,24r,
2522%) 3 (E)-3-(4-vetnncynboHinokcudeHin)-2-
nponeHosoi kucnotu (0,5r, 2,07Mmornk), ogepxaHoi y
CuHTesi 23, HOBt (279wmr, 2,07mmorb), EDC (396wmr,
2,07mMmorb) Ta eTnn-2-eTokcu-3-(4-
amiHodeHin)nponioHaty (539wmr, 2,273vmMons), oaep-
XaHoro y CuHTesi 5, 3 BukopuctanHam OXM (25mn)
npu KiMHaTHIn TemnepaTypi npoTtarom 48rof. 3a Ta-
KO came npoLeaypoto, sik onucaHo y Mpuknagi 26.

'H AMP (200Mr'u, CDCls): & 1,17 (1, J=7,0ly,
3H); 1,27 (1, J=7,1Tu, 3H); 3,00 (@, J=6,2I'u, 2H);
3,19 (c, 3H); 3,28-3,45 (m, 1H); 3,55-3,70 (m, 1H);
4,01 (1, J=6,6u, 1H); 4,16 (kB. J=6,3I"L, 2H); 6,54 (A,
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J=15,3l'u, 1H); 7,20-7,35 (m, 4H); 7,50-7,60 (m, 4H);
7,72 (g, J=15,6"y, 1H).

Maca m/z (Cl): 462 [M+1].

Mpuknag 32

2-ETokcn-3-{4-[(E)-2-(4-
MeTUncynbdoHinokendeHin)-1-eTeHinkapbokc-
amigo]deHinjnponioHoBa kucnoTta

COOH
o /@/\’/
OEt
'DohE
o;s\\o = e -

HasBaHy y 3aronosky CrMomnyky OAepXyloTb y BU-
rmagi 6inoi TBepaoi pevoBuHu (35mr, 18,6%, T.Nn.:
178-180°C); wnaxom rigponidy etun-2-eTokcu-3-{4-
[(E)-2-(4-meTnncynbdoHinokcmdeHin)-1-
eTeHinkapbokcamigo]deHininponioHaTty, ogep»aHoro
y Mpuknagi 31, y metaHoni (10mMn) 3 BUKOPUCTAHHAM
kapboHaTy HaTpito (230mr, 2,17mMmonb) y Boai (5mn)
npu KiMHaTHIA TemnepaTtypi npotarom 48rof. 3a Ta-
KO0 came MeToauKo, sk onucaHo y Mpuknagi 23.

'H AMP (200Mry, CDCls): & 1,15 (1, J=7,0ly,
3H); 2,84-3,10 (v, 2H); 3,22 (c, 3H); 3,22-3,42 (M4
1H); 3,565-3,72 (m, 1H); 3,97 (aa, J=4,8 1a 8,0y, 1H);
6,80 (g, J=15,6I'y, 1H); 7,20-7,35 (m, 4H); 7,50-7,70
(m, 5H).

Maca m/z (Cl): 434 [M+1].

Mpwknap 33

ETun-2-etokcun-3-[4-(4-
MeTUICYnbOHINoKCngeHeTUIKapbokcamigo)-
deHinjnponioHat

COOEt
o
H
o*\o

HasBaHy y 3aronoBky CrosfyKy OAepXylTb y BU-
rmagi 6inoi 1Beppoi peyosunm (0,51, 52,7%, 1.nn.: 90-
92°C) 3 3-@-
MeTuncynbdoHinokcndeHin)nponioHoBoT KMCIoTU
(0,5r, 2,049Mmmonb), oaepxaHoi y CunTesi 24, HOBt
(277wmr, 2,049vmonk), EDC (393wmr, 2,049vmornb) Ta
eTun-2-etoken-3-(4-amiHodeHin)nponioHaty  (534wr,
2,254mmonb), opepxaHoro y CuHTesi 5, 3 Bukopuc-
TaHHam OXM (25mn) npu KiMHaTHIn TemnepaTypi npo-
TAarom 20rog. 3a Takol came npouenypoto, sik onuca-
Ho y Mpuknagai 26.

H AMmP (200Mry, CDClgz): & 1,15 (7, J=7,0ly,
3H); 1,24 (1, J=7,5I'y, 3H); 2,64 (1,J=7,5I"u, 2H); 2,96
(@, J=6,4T'y, 2H); 3,07 (71, J=7,5I"u, 2H); 3,12 (c, 3H);
3,25-3,42 (M, 1H); 3,52-3,66 (My 1H); 3,<97 (T,
J=6,4I"u, 1H); 4,17 (kB, J=7,2I'y, 2H); 7,18-7,42 (m,
8H).

Maca m/z (Cl): 464 [M+1].

Mpuknag 34

2-Etokcn-3-[4-(4-
MeTUNCynbdoHiNokcndeHeTeHin-
kapbokcamifo)deHin]HponioHosa kucnoTa

COOH
R LT
OEt
o’s\“o

HasBaHy y 3aronoBky CNofyky OAepXyloTb Y Bu-
rmsagi 6inoi TBepaoi pevosuHu (70mr, 23%, T.nn.: 164-
166°C) wnsaxom rigponisy eTun-2-eTokcu-3-[4-(4-
MeTUNCynbOHINOKCUdEeHeTEHIN-

— =0
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kapbokcamigo)deHinjiponioHaty, ogepxaHoro vy
Mpwknagi 33, y meTaHoni (10Mn) 3 BYKOPUCTAHHAM
kapboHaTty HaTpito (372mr, 3,51Mmons) y BoAi (5mn)
npu KiMHaTHIN TemnepaTypi npoTtarom 24rof. 3a Ta-
KO came MeToAMKOLo, 9K onucaHo y Mpuknagi 23.

'H AMP (200Mry, CDCls): & 1,13 (1, J=7,1Tw,
3H); 2,54-2,70 (m, 2H); 2,88-3,10 (m, 4H); 3,12 (c,
3H); 3,22-3,40 (m, 1H); 3,52-3,72 (m, 1H); 3,94 (og,
J=49T1a 7,8, 1H); 7,12-7,50 (M, 8H).

Mpuknag 35

ApriHiHoBa Cinb
MeTaHCyrnbdOHINoKcUdeHin)-
nponinamiHo}deHin]nponioHoBOT KNCMOTH

2-eTokcKn-3-[4-{3-(4-

COH

©
O’ iy A
OEt 2
23 Ol oMy
S H

Me

2-Etokcn-3-[4-{3-(4-

MeTaHCyrnbOoHinokcude-
Hin)nponinamiHo}deHinjnponioHosy kucnoty (100mr,
1eks., 0,237mmonb), ogepxaHy y MNpuknagi 15, Ta L-
apriHiH (41,2vr, 1ekB., 0,237MMornb) po3BOASATE Yy
cyxomy MeTaHoni (3mMn) i nepemiwyloTb Npu KiMHaTHIR
Temnepatypi npotarom 2 - 3rod. Po3uMHHMK BUugans-
10Tb Ha 06epTOBOMY BUMAPHUKY i 3a/MLLOK NigdaTb
a3eO0TPONHI neperoHui 3 6eH3050M. 3anuLLIOK BUCY-
LWYIOTb 3a AOMOMOrOK BMCOKOBaKYyMHOI MOMNKM, ofe-
PXYIOUM Ha3BaHy Yy 3arofoBKYy CMONyKYy y BUIMsAAi Bi-
NbHO TeKy4yoi TBepAoi peyoBnHU (Buxig 100%).

T.nn.: 85-87°C.

'H amP (AMCO-ds, 200MI'): & 1,02 (T, J=6,8IL,
3H); 1,24 (c, 1H, N-H); 1,50-1,90 (m, 6H); 2,55-3,22
(m, 10H); 3,32 (c, 3H); 3,42-3,65 (m, 2H); 6,43 (g,
J=8,1l"u, 2H); 6,92 (g, J=8,1T"y, 2H); 7,24 (g, J=8,6IL,
2H); 7,32 (g, J=8,6l"u, 2H); 8,18 (wmp.c, D2O-
0OMiHHNR).

Mpuknag 36

ApriHiHoBa Cinb
MeTaHCYNb(OHINOKCUEHIN)-
nponinokcukapboHinamiHo}deHinlnponioHoBOi Kucro-
™

2-eToKCN-3-[4-{3-(4-

COH

Q
CO2™  H;N

i mt 2 Y“\/\)\N!ﬁ
o, °D,O/\/\c) r;; @NHy
eS0 H

HasBaHy y 3aronoBky CMOMyKy OAEpPXylTb 3 2-
eTokcn-3-[4-{3-(4-
MeTaHCyrnbOoHinokcude-
Hin)nponinokcukapboHinamiHo}ceHinlnponioHoBOT
KucnoTun, ogepxaHoi y MNpuknagi 16, Ta L-apriHiHy 3a
npoueaypoto MNMpuknaay 35.

T.nn.: 180-82°C.

Mpuknapg 37

ApriHiHoBa Cinb
MeTaHCYIb(OHINOKCUEHIN)-
nponinamiHo}deHin]nponioHoBOT KNCMOTK

coe H
TOHNG N A
Me.\s,o ” OEt IH Mg
oo &0\©/\/\#‘ @ '2

3 2-eToKCKn-3-[4-{3-(3-
MeTaHcyrnbdoHinokcndeHin)nponinamiHo}deHin]-
npomnioHoBoi kucnotn (95mr, 0,22Mmonb), ogepKaHoi
y Mpuknaai 18, ta L-apriniHy (39,3mr, 0,22mMmonb)
OLlepPXYIOTb Ha3BaHy Yy 3arofioBKy CMOMyKy y BUrMALi

2-eTokcmn-3-[4-{3-(3-

BiNMbHO Tekydoi TBepAo pevosunHu (100%) 3a npoue-
aypoto Mpuknaay 35.

T.nn.: 80-82°C.

'H AMP (OMCO-ds, 200MrLy): 5 0,99 (T, J=6,8Mw,
3H); 1,50-1,90 (m, 7H); 2,55-3,30 (M, 10H); 3,35 (c,
3H); 3,42-3,65 (v, 2H); 5,36 (wwup.c, D20-06MiHHWI);
6,43 (o, J=8,1Tu, 2H); 6,92 (g, J=8,1"y, 2H); 7,10-
7,30 (apomatnyHe agpo, 3H); 7,30-7,40 (apomaTtnyHe
aapo, 1H); 8,18 (wmp.c, D20O-06MiHHMI).

Mpwknap 38

ApriHiHoBa Cinb
MeTaHCyrnbdOoHiNokcnbeHannamiHo)-
eHin]nponioHOBOT KMCNOTU

2-eToKCU-3-[4-(4-

COIZH HaN H COzH
O e
o, 0 /@/\ N NH

Me’S\O

3 2-eToKcn-3-[4-(4-
MeTaHCyrnbOHINoKcubeH3nnami-
Ho)dbeHin]nponioHosoi kucrotn (140mr, 0,35mMmorb),
ofdepxaHoi y [puknagi 22, ta L-apriHiHy (68mr,
0,35MMOrb) OepPKYIOTb Ha3BaHy y 3arofoBKy CMoy-
Ky Y BUMAAi BiNbHO TEKy40i TBEpAOi peyoBuHn (BUXia
100%) 3a npouegaypoto Mpuknaay 35.

T.nn.: 138-140°C.

'H AMP (OMCO-ds, 200Mrut): & 0,98 (T, J=6,7I"w,
3H); 1,42-1,82 (m, 4H); 2,55-3,60 (m, 8H); 3,34 (c,
3H); 4,23 (c, 1H); 4,26 (c, 1H); 6,06 (wup.c, 1H); 6,45
(@, J=8lu, 2H); 6,90 (a, J=8,1T'u, 2H); 7,28 (4,
J=8,6l"u, 2H); 7,45 (g, J=8,6l'y, 2H); 8,18 (wmp.c,
D20-06MiHHMI).

Mpuknag 39

ApriHiHOBa Cinb 2-eToKCn-3-[3-{3-(4-
MeTaHcynbdoHinokcndeHin)nponin-
amiHo}dpeHinnponioHOBOT KMCHOTH

i COH
OB

Ma’s"o 1 L
3 2-eToken-3-[3-{3-(4-

MeTaHcyrnbdoHinokcndeHin)nponinamiHo}deHin]-
nponioHoBoi kucnotn (200mr, 0,475mMmonk), ogepxa-
Hoi y Mpuknag 20, Ta L-apriHiHy (83mr, 0,475MMornb)
OLEpPXYIOTb Ha3BaHy Yy 3arofloBky CrMonyky y BUrnagi
BiNMbHO Teky4oi TBepAoi pevosunHu (Buxia 100%) 3a
npoueaypoto Mpuknaay 35.

T.nn.: 162-164°C.

Mpuknag 40

MarnieBa Cinb 2-eTOKCN-3-[4-(4-
MeTUncynbdOoHinokcndeHeTMnamiHo -
deHin]nponioHOBOT KMCNOTU

Me._..O [o{elon
’15\‘
o I T 5 |
A

2

Oo PO34YNHY 2-eTOKCN-3-[4-(4-
MeTuUNCynbOoHINoKcngeHeTMNamiHo JdpeHin]-
nponioHoBoi knucrotn (70mr, 17 1MKMOIb ), oAepKaHoi
y MNpuknagi 23, y meTtaHoni (5mn) gopatots Mg(OH)2
(5Mr) Ta kMN'ATATb 3i 3BOPOTHVMM XONOAMMBLHUKOM
npotarom 24ron. MeTaHon ynaptooTb | 3anuLiok
NpOMMBaIOTL TOMNYOSIOM, OAEPXKYIOUM Ha3BaHy Yy 3aro-
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noeky cnonyky (50mr, 68%) y sumsgai 6inoi TBepaoi
peYoBUHM.

T.nn.: 130-134°C.

'H AMP (200Mry, CD;OD): & 1,10 (T, J=6,8IL,
3H); 2,70-2,96 (m, 4H); 3,18 (c, 3H); 3,22-3,40 (M,
3H); 3,50-3,66 (m, 1H); 3,78-3,91 (m, 1H); 6,58 (g,
J=8,3I'y, 2H); 7,05 (g, J=8,3I'y, 2H); 7,23 (g, J=8,8I'y,
2H); 7,32 (g, J=8,3I'y, 2H).

Mpuknag 41

MarHiesa cinb (S)-2-eTokcn-3-[4-(4-
MeTuUnCynbdOoHINoKcugeHeTUNamiHo )-
deHin]nponioHOBOT KNCAOTH

Me., s,O Co0~
oo \[:L/\ O/\r "
" OEt | mg

2

Oo PO34uHYy (S)-2-eTokcn-3-[4-(4-
MeTUNCYNbOHINOoKCUeHeTUNamiHo JdbeHin]-
nponioHoBoi knucnom (170mr, 418mkmornb), oaepxa-
Hoi y lMpuknag 24, y metadoni (10mn) popakts
Mg(OH)2 (12mr) Ta kKMn'aTaTb 3i 3BOPOTHUM XONOAU-
nbHukom npoTsarom 20rog. MetaHon ynaprowTb i 3a-
NWLLOK MPOMUBAIKOTL CTPYMEHEM TOMyony, O4ep>Kyto-
Y/ HasBaHy Y 3aronoBky crionyky (135wmr) y surnagi
Ginoi TREpAOT pe4OoBUHM.

T.nn.: 134-138°C. [a]p**=-26,8° (¢ 0,5, MeOH).

'H AMP (200Mry, CDsOD): & 1,10 (T, J=7,0lw,
3H); 2,70-2,95 (m, 4H); 3,18 (c, 3H); 3,22-3,40 (m,
3H); 3,50-3,70 (m, 1H); 3,78-3,90 (m, 1H); 6,57 (g,
J=8,1'y, 2H); 7,05 (g, J=8,3I'y, 2H); 7,23 (g, J=8,6I'L,
2H); 7,32 (g, J=8,3I'y, 2H).

Maca m/z (ES): 837,2 [M+1].

Mpwknag 42

(S)-Etun-2-metokeun-3-[4-{(E)-3-(4-
MeTUNcynbdOoHinokcndeHin)-2-
nponeHinamiHo}deHinnponioHat

mCWEt
= OMe
N7,
O\\S,’O @/\/\ y
Me” "o

HasBaHy y 3aronoBky CMoOMyKy ogepXyloTb 3a
npoueaypoto Mpuknagy 9 Wnsxom NpoBeAeHHsS pea-
Kuii cnonyku, opepxaHoi y CwuHTtesi 22 (892wmr,
2,91Mmorb) Ta (S)-emn-2-vietokcn-3-(4-
amiHodeHin)nponioHaTy, ogepxaHoro y CuHTtesi 27
(500mr, 2,24MmMoONb) 3 BUKOpUCTaHHSM KoCOs (928wmr,
6,72mmornb) Ta TeTpabytmnamoHinbpomigy (72wmr,
0,22mMMOrMb) Npy  HarpiBaHHi y TOMyoni MpOTSAromM
16roa. (Buxig 300mr, 31%).

'H AMP (200Mr'u, CDCls): & 1,23 (T, J=7,2ly,
3H); 2,91 (g, J=6,4"u, 2H); 3,13 (c, 3H); 3,52 (c, 3H);
3,82-3,98 (m, 2H); 4,03-4,21 (m, 3H); 6,30 (14, J=5,4
Ta 15,8y, 1H); 6,54-6,65 (m, 3H); 7,05 (g, J=8,3y,
2H); 7,22 (g, J=8,9I'y, 2H); 7,40 (g, J=8,6Iu, 2H).

Maca m/z (Cl): 434 [M+1].

Mpwknag 43

(S)-2-MeTokcu-3-[4-{(E)-3-(4-
MeTUncynbdOHiNokcndeHin)-2-nponeHin-
aMiHo}deHin]nponioHoBa kucnoTa

/Q/YCODH
™ OMe
0,0 /@/\/\ N

A% H

Me’

HasBaHy y 3aronosky Crosyky OAepXylTb Y BU-
rmsgi TBepAoi peyoBMHWU Ori0-KOBTOrO KOMbOpy 3i
cnonykn, ogepxaHoi y [puknagi 42 (300wmr,
0,69vmmornb), 3 BukopuctanHHam LiOH-HO (44w,
1,04mmornb) y meTaHoni-BoAi (3,5Mn) npu KiMHaTHIRA
TemnepaTypi Ha NpoTA3i 5roA. 3a npoueayporo, onu-
caHot y Mpuknagi 14 (620mr, 51%).

T.nn.:116-118°C.

H amP (200Mr 'y, AMCO-de): 6 2,75 (T, J=7,3I"L,
2H); 3,20 (c, 3H); 3,34 (c, 3H); 3,75-3,92 (M, 3H);
6,40-6,63 (m, 4H); 6,92 (g, J=8,3u, 2H); 7,28 (g,
J=8,6Iy, 2H); 7,51 (g, J=8,6I"y, 2H).

Maca m/z (ES): 406 [M+1].

Mpuknag 44

(S)-Etun-2-meTokcun-3-[4-{3-(3-
MeTaHCYynbOHINoKCUgeHin)nponinamiHo}-
deHin]nponioHaT

Me,S,O N
04 ) )
o H

MounHatoum 3 3-(3-
MeTaHCynbOHINOoKCUNpo-
nin)deHinveTtaHcynsgoHaty (911mr, 2,95mMmorb,
1,1ekB.), ogepxaHoro y CuHTesi 2, Ta (S)-etnn-2-
MeTokcu-3-(4-amiHodbeHin)nponioHaTty (600mr,
2,69mmorb, 1,0ekB.), ogepkaHoro y CunTtesi 27, oge-
P>XYIOTb Ha3BaHy Yy 3arofioBKy CMOMyKY Y BUIMSAAi B'A3-
Kol pianHn (220mr, 35 %) 3a npouenypoto, ONMCaHo
yMNpuknagi 1.

'H AMP (CDCls, 200Mru): & 1,23 (1, J=7,2ly,
3H); 1,92 (kBiHTeT, 7,0y, 2H); 2,75 (T, J=7,0l4, 2H);
2,90 (g, J=6,7Tyu, 2H); 3,02-3,20 (m, 5H); 3,34 (c, 3H);
3,89 (7, J=6,7T"u, 1H); 4,17 (k8. J=7,2I"u4, 2H); 6,50 (g,
J=8,3I'u, 2H); 7,02 (g, J=8,3I'y, 2H); 7,10-7,40 (apo-
MaTu4He sapo, 4H).

4 (umcta pevoBuHa) cm ™’
1615, 1376.

Maca m/z(Cl): 436 [M+1].

Mpwknap 45

(S)-2-MeToKCK-3-[4-{3-(3-
MeTaHCYrnbdOoMiNoKkcugeHin)nponinamiHo}-
heHin]nponioHoBa KMcnoTa

H OMe
Ma,S,O N

L )

(o) o] H

(S)-Etun-2-meTokcu-3-[4-{3-(3-
MeTaHCynbdoHINokcndeHin)nponinamiHo}deHin]-
nponioHat (220mr, 1,0ekB., 0,50MMonb), ogepxaHun
y Mpuknagi 44, rigponi3ayloTe 3a Npoueaypot npu-
knaay 14, ogepxytoun 6axkaHy kucnoty (170mr, 83%)
y BAMAAI B'A3KOT PigMHM Nicns OYMLLIEHHST 3 BUKOpUC-
TaHHAM MeToay XpoMaTorpadii Ha KOMOHL.

H amMP (CDCls, 400Mru): 6 1,94 (kBiHTET, 7,0l U,
2H); 2,75 (1, J=7,0ly, 2H); 2,92 (aa, J=14, 7,3y,
1H); 3,03 (om, J=14, 4,3I'y, 1H); 3,10-3,18 (m, 5H);
3,40 (c, 3H); 3,96 (na, J=7,3, 4,3Tu, 1H); 4,40 (wmp.c,
NH, CO2H); 6,53 (g, J=8,3I'y, 2H); 7,04 (g, J=8,3IL,
2H); 7,11-7,35 (apomaTtnyHe agpo, 4H).

COEt
i OMe

3405, 2935, 1739,



77 82835 78

M4 (uicta pedvoBuHa) em™: 3380, 2924, 1739,
1611, 1522, 1364.

Maca m/z (ES): 408 [M+1], 430 [M+Na'], 815
[Ma+1].

Mpuknapg 46

ApriHiHoBa Cinb (S)-2-meTokcmn-3-[4-{3-(3-
MeTaHCYrNb{OHINOKCUEHIN)-
nponinamiHo}deHin]nponioHoBOT KMCMOTH

©; COH
€O

Me, o & "oMe H:NYH\A)\NH;’
obseo \O/\/\z EHNH

HasBaHy y 3aronoBky Crnosnyky oaepxyoTtb 3 (S)-
2-meTokeun-3-[4-{3-(3-
MeTaHCyrnboHinokcude-
Hin)nponinamiHo}deHinjnponioHoBoi kucrnotn (170mr,
1eks., 0,41mmonb), ogepxaHoi y Mpuknagi 45, Ta L-
apriHiHy (73wmr, 1ekB., 0,41MMonb) y BUrMAAi BiNbHO
Tekyqoi TBepaoi pevosmHu (Buxig 100%) 3a npoue-
Aaypoto, onucaHoto y MNpuknagi 35.

T.nn.: 110-112°C.

Mpwuknag 47

(S)-Etun-2-etokcun-3-{4-[(E)-3-(4-
MeTUMNCYrNbdOHINOKCUEHIN)-2-nponeHin-
(deHin)kapbokcamigoldeHininponioHat

J@r\rGOOEt
e %=1
N
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Oo posunHy (S)-etnn-2-etokcn-3-{4-[(E)-3-(4-
MeTUMNCYNbdOHINoKCUeHin)-2-
nponeHinamiHo]deHininponioHaTy (0,2r,
0,447vmornb), ogepxkaHoro y MNpuknagi 12, Ta kap6o-
HaTy kanito (0,185r, 1,34mmornk) y cyxomy AM® (3mn)
npu KiMHaTHIM TemnepaTtypi godalTs MO Kpannax
O6eHzoinxnopug (62mkn, 0,537MmMonk) i NnepemiwytoTb
npoTtarom 20rof. PeakuinHy cymill po3BoasiTe BOAOHO,
eKkcTpanoTb eTunayeTaTtoMm, NPOMUBaKT BOAOH,
po3corioM, ocywatoTb Haj cynbdaToMm HaTpito Ta
ynaprowTb. 3anuuwok nigaalt xpomatorpadii Ha
cunikareni 3 BUKOpUCTaHHaM cymii 20% etunauera-
Ty-neTponenHun edip, ogepXyioun HasBaHy y 3aro-
nosky crnonyky (0,2r, 81%).

'H AMP [200MI'u, CDCl3): & 7,41-7,05 (M, 11H),
6,94 (no, J=8,3y, 2H), 6,45-6,34 (m, 2H), 4,65 (g,
J=5,4Tu, 2H), 4,11 (kB, J=6,8T"y, 2H), 3,89 (oA, J=5,2
Ta 7,9y, 1H), 3,68-3,46 (m, 1H), 3,35-3,19 (m, 1H),
3,13 (¢, 3H), 3,02-2,85 (m, 2H), 1,18 (1, J=12I"y, 3H),
1,06(t,J=7,0l"y, 3H).

Maca: m/z (Cl): 552 (M"+1,100).

Mpuknag 48

(S)-2-ETtoken-3-{4-[(E)-3-(4-
MeTuncynbdoHinokcndeHin)-2-nponeHin-
(cbeHin)kapbokcamigo]deHininponioHoBa kucnoTa

H
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Oo posunHy (S)-etnn-2-etokcn-3-{4-[(E)-3-(4-
MeTUMNCYnbdOHINoKcneHin)-2-
nponeHin(deHinkapbokcamigo]deHin}nponioHaTy,
opgepxaHoro y lNpwuknag 47 (0,2r, 0,363mmornb) y

MeTaHoni (4mn) goaarTb Mo Kpannsx po3dmH kapbo-
HaTy HaTpito (0,192r, 1,82vmonb) y Bogi (2mn) Ta
nepemilyloTb NpW KiMHaTHIA TemnepaTypi NpPoOTArom
72ron. MeTtaHon BMAansAwT MPU 3HWKEHOMY TUCKY.
3anuLoK po3BOAATb BOAOK Ta eKCTparyloTb eTuna-
uetatoM. Boghui wap oxonomkytote ao 0°C, nigku-
cntotoTb 3a gonomoroto 2H HCI go pH ~2, ekctpary-
10Tb etunaueTatoMm. OpraHiyHMI Liap NpoOMMBaKTL
po3cornoMm, ocywalTb Hag cynbdatom HaTpilo Ta
ynaptotoTs. CupoBy macy nigaatoTe Xxpomatorpadii
Ha cunikareni 3 BUKOPUCTaHHAM Cymili 2% meTaHo-
ny-xnopodopM, OAEPXKYUM Ha3BaHy Yy 3arofioeKky
crnonyky (100mr, 53%).

'H amP [200MI'y, CDCl3): & 7,40-7,04 (M, 11H),
6,96 (o, J=8,3Iy, 2H), 6,46-6,37 (m, 2H), 4,66 (g,
J=5,6l"u, 2H), 4,02-3,92 (v, 1H), 3,60-3,41 (m, 1H),
3,39-3,20 (m, 1H), 3,13 (c, 3H), 3,05-2,80 (m, 2H),
1,06 (1,J=7,0u, 3H).

Mpuknag 49

MarHieBa Cinb (S)-2-eTokcmn-3-{4-[(E)-3-(4-
MeTUNCynbdoHinokcndeHin)-2-
nponeHin(deHinkapbokcamMigo]deHin}npoLoHoBoi
KNCMOTH

,@/\rcow
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Oo pPO34KHY (S)-2-eTokcun-3-{4-[(E)-3-(4-
MeTUNCYnbdOHIN-oKkcndeHin)-2-
nponeHin(deHinkapbokcamigoldeHin}nponioHoBoi
kmucnoTu (70mr, 0,134mmorb), ogepxaHoi y Mpuknagi
48, y meTtaHoni (5Mn) pogatoTb rigpokcua MarHito
(4mr, 0,065MMOMb) Ta KMN'ATATL 3i 3BOPOTHUM XOJIO-
OVNBbHAKOM MPOTAroM Houi. MeTaHon ynaptotoTb npu
3HWKEHOMY TUCKY, [ABiYi NPOMUBAIOTbL CTPYMEHEM
Tonyony Ta TPUTYpYIOTb 3 neTposierMHum edipoMm,
OfepPXKYylouM NPOAYKT y BUMAQI TBEpAOl PeyvOBUHU
(65mr, 89%); T.nn. >250°C.

'H AMP [200Mry, CD3OD]: & 7,44 (n, J=8,6w,
2H), 7,35-7,10 (m, 9H), 7,04 (g, J=8,1T'y, 2H), 6,50-
6,39 (m, 2H), 4,66 (o, J=5,4Iu, 2H), 3,78-3,68 (w,
1H), 3,60-3,40 (m, 1H), 3,19 (c, 3H), 3,18-3,02 (m,
1H), 3,00-2,84 (m, 1H), 2,82-2,65 (m, 1H), 0,94 (T,
J=7,0ru, 3H). Maca: m/z (ES): 1069 (M", 24).

Mpuknag 50

(S)-Metun-2-meTokcun-3-{4-[(E)-3-(4-
MeTUMNCyrnbdOHINoKCUeHin)-2-
nponeHin(deHinkapbokcamigo]deHin}nponioHaTt

COOMe
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Po3unH (8)-eTnn-2-vetokcn-3-[4-{(E)-3-(4-
MeTUMNCYrnbdOHINoKCUeHin)-2-
nponeHinamiHo}deHinjnponioHaTy (0,650r,
1,50mmornb), ogepxaHoro y Mpuknaai 42, Ta kapbo-
HaTy kanito (0,621r, 4,50mmorb) y cyxomy [OM®
(10mMn) nepemiwyloTe NpU KiMHATHIN TemnepaTypi
npotarom 20x8. [logatoTe No kpanssx 6eH30inxnopua
(0,21mn, 1,80MmMoOrb) Ta NepemMilyloTb NpU KiMHaTHIA
Temnepatypi npotarom 16roa. PeakuiiHy cymiw pos-
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BOAATb BOAOI Ta eKcTparyloTb eTvnaleTtatom, npo-
MWBalTb BOAOK, pO3COSIOM, OCYLATe Hag cynbda-
TOM HaTpilo Ta ynaptooTb Ha 06epTOBOMY BUMapPHUKY
0O CyxOoro 3anuuky. 3anuwiok nigaarTs xpomaTtor-
padii Ha cwurnikareni 3 BuKopucTaHHaM cymiwi 20%
eTunauetaTy-neTponenHui edip, ogepXKyroum Hasea-
HY y 3aronosky cnonyky (372mr, 47%).

'H AMP [200MIy, CDCly]: & 7,48-7,18 (M, 9H),
7,10 (g, J=8,3I'u, 2H), 6,98 (g, J=8,3Iu, 2H), 6,52-
6,32 (M1 2H), 4,69 (g, J=5,4Tu, 2H), 3,91 (7, J=6,4T,
1H), 3,65 (c, 3H), 3,32 (c, 3H), 3,16 (c, 3H), 3,02-2,88
(m, 2H).

Maca: m/z (Cl): 524 (M"+1).

Mpwvknag 51

(S)-2-MeToKCUK-3-{4-[(E)-3-(4-
MeTUICYrb(OHINOKCUEHIN)-2-NponeHin-
(dbeHin)kapbokcamigoldeHininponioHoBa kucnoTa

COOH
\ m&
o‘ / ON\
b )#D
O‘S‘O

[o po3unHy (S)-metun-2-metokcu-3-{4-[(E)-3-(4-
MeTUNCynbOHINokcndeHin)-2-
nponeHin(deHin)kapbokcamigo]deHin}nponioHaTy,
opepxaHoro y Mpuknagi 50 (0,318r, 0,608mMMorb) y
MeTaHoni (5Mn) gogatoTb MO Kpannsix po3yvnH kapbo-
HaTy HaTpito (0,322r, 3,04mmonb) y Bogi (1mn) i ne-
peMilwyioTb Npu KiMHaTHIA TemnepaTtypi NpoTAroM
18roa. MeTaHon BMAansOTe NPU 3HWKEHOMY TUCKY i
3anuvLWwoK po3BOAsTb BOOOK Ta eKCTparyloTb eTuna-
uetatoMm. Boghui wap oxonomxytote ao 0°C, nigku-
cniotoTb 3a gonomorot 2H HCI go pH ~2 Ta ekctpa-
ntoTe etunauvetratoMm. OpraHiyHui WwWap NpoMuBaTb
BOAOI, PO3COMOM, OCYyWAKTb HaA cynbdatom Ha-
TPil0 Ta KOHUEHTPYIOTb. 3anuLok nigaatTs XxpomaTo-
rpadii Ha cunikareni 3 BukopucTaHHaM cymiwi 40%
eTunauetaTy-neTponenHui edip, ogepKyroun HasBea-
HY Yy 3aronosky cnonyky (220mr, 73%).

'H AMP [200MI'y, CDCl3): & 7,44-7,20 (m, 7H),
7,16 (g, J=7,5T'y, 2H), 7,08 (g, J=8,3I"y, 2H), 6,96 (g,
J=8,1l"uy, 2H), 6,50-6,28 (m, 2H), 4,66 (g, J=5,6IL,
2H), 3,92 (an, J=4,2 1a 7,44, 1H), 3,31 (c, 3H),3,13
(c, 3H), 3,10-2,85 (m, 2H).

Maca: m/z (Cl): 510 (M"+1).

Mpwknag 52

MarHiesa  cinb  (S)-2-meTokcu-3-{4-[(£)-3-(4-
MeTUncynbdoHinokcndeHin)-2-
nponeHin(deHinkxapobokcamigo]deHin}nponioHoBoi
KNCRoTn

o pPO3UMHY (S)-2-meTokCn-3-{4-[(E)-3-(4-
MeTUNCcynbdOHiInokcndeHin)-2-
nponeHin(deHin)kapbokcamigo]deHin}nponioHoBol
kucnotn (0,175r, 0,354mmornb), ogepxaHoi y [Mpu-
knagi 51, y metaHoni (3mn) gogatm rigpokeng mar-
Hito (10mr, 0,175Mmonb) Ta KMN'ATATL 3i 3BOPOTHUM
XONnoAunbHUKOM npoTsirom 16roa. MetaHon Bupans-
I0Tb MPU 3HWKEHOMY TWUCKY Ta [ABidi NMpoMuMBalOTbL
CTPYMEHEM TONyony i 3anuWwoK TPUTYpyloTb 3 NeTpo-
neviHum edpipom, opepxyrodn npoaykt (180mr, 99%);
T.nn. >250°C.

'H AMP [200MrL, CDsOD]: & 7,40 (m, J=8,8Iu,
2H)4 7,36-6,96 (M, 11H), 6,44-6,24 (My 2H), 4,62 (g,
J=5,4T"u, 2H), 3,27 (c, 3H), 3,16 (c, 3H)1 3,12-2,99 (m,
2H).

Maca: m/z (ES): 1041 (M*+1).

HemoHcTpauia edekTnBHOCTI cnonyk A) In vitro:

a) BusHaueHHs akTuBHocTi hPPARQ

JliraHg-3B'asytounin gomeH hPPARa 3nuBsatots 3
OHK-3B'asytounm  gomeHom dhakTtopa TpaHcKpunuii
apbkokie Gal 4 B eykapioTM4HOMY BEKTOPI eKcnpecii.
KnitnHn HEK-293 niggatoTe TpaHcdekuii uieto nnas-
Migol0 Ta penopTepHO Nnasmigoto, Wo MiCTUTb reH
noumncepasn, keposaHui GAL4-cneundivyHym npo-
MoTopoM, BukopuctoBytoun  Superfect (Qiagen,
Germany) gk peareHT ans TpaHcdekuii. Cnonyky
JodalTb Y Pi3HUX KOHUeHTpauisx nicna  42rog.
TpaHcdekUii i NpoBOAATE iHKYOYBaHHSA NPOTATOM HOMi.
AKTMBHICTb Moumdepasun sk yHKLio 30aTHOCTI CMo-
nyku o 3B'a3yBaHHA/akTMBauii PPARa BuMiptoloTh 3a
JonomMmorot aHanitmyHoro Habopy Packard Luclite
(Packard, USA) y Top Count [lvan Sadowski,
Brendan Bell, Peter Broag and Melwn Hollis. Gene.
1992. 118: 137-141; Superfect Transfection Reagent
Handbook. February 1997. Qiagen, Germanyj.

b) BusHaueHHsi aktmusHocti hPPARyY

JliraHg-3B'asytounin gomeH hPPARy1 3nuBatoTh 3
OHK-3B'asytoumM goMeHoM dpakTopa TpaHcKpunuii
apbkmpkie GAL4 B eykaploTM4HOMY BEKTOPI eKcrnpecii.
BukopucTosytoumn ninodpektamin (Gibco BRL, USA) sk
peareHT onga TpaHcdeKyBaHHs, NPOBOAsTE TpaHcde-
kuito knitnH HEK-293 uieto nnasmigoto 1a penoprep-
HOM NNa3migoto, WO MiCTUTb reH noumndepasu, kepo-
BaHu GAL-4-cneuuncpiyHum npomoTopom. Cnomnyky
aonatTb y KoHueHTpauii 1MkM nicnsa 48roa. TpaHc-
dekuii Ta iHKYOYI0Tb NPOTATOM HOYi. AKTUBHICTb mio-
uundpepasm sk pyHKLi0 34aTHOCTI Nikapcbkoro 3acoby
0o 3B'i3yBaHHsA/akTMBauii PPARy1 BuMiptoloTh 3 BU-
KOpUCTaHHAM aHaniTmyHoro Habopy Packard Luclite
(Packard, USA) y npuctpoi Packard Top Count [lvan
Sadowski, Brendan Bell, Peter Broag and Melvyn
Hollis. Gene. 1992. 118: 137-141; Guide to

\
Ose/ ’@]/\/\ o Mg™ Eukaryotic Transfections with  Cationic  Lipid
"0 dﬁ Reagents. Life Technologies, GIBCO BRL, USA].
2
Mpuknag Ne KoHueHT pauis PPARa KoHueHT pauis PPARy

Mpuknag 14 50mMkM 9,4 TMKM 0,7

Mpuknag 15 50mkM , 1MKM 0,7

Mpuknag 27 50mMkM 8,5 TMKM 0,8

c) BuaHauyeHHs iHribytoyoi aktmeHocTi woao HMG
CoA-penykTasu

PepykTasy, 3B's3aHy Mmikpocomamu neuiHku, oae-
PXYI0Tb 3i LWYPiB, AKUX roayloTb 2% xonectmpaminy, y

.cepeavHi  uMkny TempsiBu. CnekTpooTOMETpUYHI
aHanisn npoeogatb y 100mM KHoPOs, 4mM DTT,
0,2vM NADPH, 0,3MM HMG CoA T1a 125Mmkr mikpo-
comarnbHoro depMeHTa nediHku. 3aranbHuii 06'em
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peakuifHOT cymiwi NigTpUMYyloTb piBHUM 1Mmn. Peak-
uito posnowHawTe gogasaHHam HMG CoA. Peakuin-
Hy cymiw iHKyGytoTb npu 37°C npoTarom 30xB. Ta
pPEeECTPYIOTb 3MEHLLEHHSI ONTUYHOT NYCTUHWN Ha 340HM.
PeakuiHy cymiw 6e3 cybctpaTy BUKOPUCTOBYIOTL SIK
xonocmn pgocnig [Goldstein, J.L. and Brown, M.S.
Progress in understanding the LDL receptor and
HMG CoA reductase, two membrane proteins that
regulate the plasma cholesterol. J. Lipid Res., 1984,
25; 1450-1461]. TecToBi cnonyku iHriGyioTb chepmMeHT
HMG CoA penykTasy.

B) In vivo

a) EpekTUBHICTb y reHeTMYHNX MoAensaxX

MyTauii y konoHiax nabopaTtopHux TBapuH Ta pi-
3Hi YYTNUBOCTI 4O PEXUMIB rogyBaHHsi 3pobunm Mox-
NMBUM PO3POOKY TBAPMHHUX MOAENEN 3 iHCYNiHHe3a-
nexxHum giabetom Ta rinepninigemieto, acouinoBaHo
3 OXKWPIHHAM Ta iHCYNiHOPEe3UCTEHTHICTIO. Pi3HMMK
nabopaTtopisMu 6ynn CTBOpPEHi reHeTUYHi Mogeni ans
pO3yMiHHS naTodisionorii xBopobu Ta BUNpobyBaHHs
€(PeKTUBHOCTI HOBUX aHTUAiabeTUyHMX Cromnyk, Taki
sk muwi db/db Ta ob/ob [Diabetes, (1982) 31(1): 1-6]i
wypn zucker faffe [Diabetes, (1983) 32: 830-838;
Annu. Rep. Sankyo Res. Lab. (1994). 46: 1-57]. To-
MO3UroTHi TBapuHn - muwi C57 BL/KsJ-db/db, BuBe-
AaeHi Jackson Laboratory (CLUA), € oxupinumu, rinep-
rMiKeMivHnmu, rinepiHCyniHEMiYHUMM Ta
iHcyniHopeaucTteHTHUMK [J. Clin. Invest., (1990) 85:
962-967], Toai SIK reTepo3nUroTHi € TOLLMMU Ta HOPMO-
rnikemiyHumun. Y db/db-mogeni y muwew 3 Bikom no-
CTYNOBO PO3BUBAETLCS IHCYMNIHOMEHIA, Ika € 03HaKO10,
Lo 3BMYAMHO CroCTepiraeTbCs Ha Ni3HiX cTagiax Aia-
ety muny Il nogMHU npu HegoCTaTHBOMY KOHTPOS
piBHIB LYKpPY Yy KpoBi. CTaH niglwnyHKoBoi 3ano3un Ta
nepebir npouecy 3MiHIOITLCA Y 3aneXHOCTi Bif Mo-
aeni. Ockinbky ua Moaernb Haragye LyKkpoBui aiabet

mny Il, cnonyku 3a gaHuMm BMHaxodoMm OyaoyTe BU-
npobyBaHi Ha 34aTHICTb 3HWKYBaTU LYKOP KPOBi Ta
Tpurniuepunan.

[na ekcnepuMeHTy BWKOPWUCTOBYBanM camLiB
Mmuwen C57BL/KsJ-db/db y Biui Big 8 0o 14 TwkHiB, 3
Barowo Tina B iHTepBani Big 35 go 60 rpamis, sikux
po3BOOATE Yy TBapuMHHOMY po3nnigHuky Dr. Reddy's
Research Foundation (DRF). Muwu opepxyBanu
ctaHgaptHun kopm (National Institute of Nutrition
(NIN), Hyderabad, India) Ta nigkucrneHy sogy ad
libitum. Ona BunpoGyBaHb BWKOPUCTOBYIOTb TBAPWH,
Ak MatoTb BinbL Hik 350Mr uykpy/an kposi. Kinbkicts
TBAPWH Y KOXHI rpyni JOPiBHIOE 4.

TecToBi cnonyku cycneHayoTb y 0,25% kap6ok-
cumeTunuentonosi i BBOAAT AOCHiAHIA rpyni B [03i
Big 0,1mMr go 30mr/kr nepopanbHO 3a LOMOMOIOH
LUNYHKOBOrO 30HAY npoTsarom 6 AHiB. KoHTpombHa
rpyna ogepxye Hocii (gosa 10mn/kr). Ha 6-n geHb
BiAGMpaloTb 3pasku KpoBi Yepe3 OaHy roauHy nicns
BBEEHHS TECTOBOI CMONYKU/HOCIA ONS BU3HAYEHHS
6ionoriyHOT aKTMBHOCTI.

PiBHi LyKpy Yy KpOBi Ta TpMMiLepuaiB y AOBINbHUNA
MOMEHT Yacy MOXYTb OYTV BUMIPSHI LUNSIXOM Y3ATTS
kpoBi (100mkn) yepes opbiTanbHMIN CUHYC 3@ JOMOMO-
rol renapuHizoBaHoro kaninspa go npo6ipok, Lo
MicTaTe EATA, aKi noTiM LEeHTpUdyryioTs, oaepxyto-
4n nnasmy. PiBHI rMOKO3KW Ta Tpurnilepuais y nnasmi
MOXYTb OYTW BUMIpsiHi CMEKTPOMETPUYHO, 38 METOAU-
KaMu 3 BUKOPUCTAHHSIM [HOKO300KCMaa3un Ta depme-
HTa  miuepon-3-POs-okcnpasu/nepokcugasn  (Dr.
Reddys Lab. Diagnostic Division Kits, Hyderabad,
India), BignosigHo.

AKTUBHICTb TECTOBUX CMOMYK LLUOAO 3HWKEHHS Lly-
Kpy Ta TpurniuepuaiB KpoBi o6umcrniolo 3a GopMy-
1noto.

Cnonyka [osa (mrkr) BigHOB neHHs pB Hs1 roko3n y kpoBi (%) 3HwKeHHs TpurniuepuaB (%)
Mpuknag 16 3 15 39
Mpuknag 39 3 56 36
Mpuknag 42 3 63 56

* pesynbrarunyepes 6 gHB

b) AKTMBHICTb LWIOAO 3HMXEHHS Tpurnivepuas
nnasMmmn Ta XonecTtepuHy y rinepxonectepuHemiyHmx
LLYPAYMX MOAENSIX

CamuiB wypie Sprague Dawley (niHis NIN) pos-
BOAATL y po3nnigHuky DRF. TBapuH ytpumytoTs 3 12-
FOAVHHMM LMKIIOM CBIiTNoO-TeMpsiBa Npu TemnepaTypi
25+1°C. nsa ekcnepuMeHTy BUKOPUCTOBYIOTL LLIYPIB 3
Baroto Tina B iHTepeani 180-200 rpamis. TBapuH pob-
NATb riNepXonecTepuHEMiYHUMY LUNAXOM rogyBaHHSA
cTaHgapTHUM  nabopatopHum  kopmom  [National
Institute of Nutrition (NIN), Hyderabad, India], 3miwa-
HUM 3 2% xonectepuHy Ta 1% xonaTy HaTpilo, NPoTs-
rom 6 gHie. MNpoTarom nepiody ekcnepuMmeHTy TBapuH
YTPUMWOTb Ha OAHOMY 1 TOMY caMoMmy pauioHi [Petit,
D., Bonnefis, M. T., Rey, C, and Infante, R. Effects of
ciprofibrate on liver lipids and lipoprotein synthesis in
nomo- and hyperlipidemic rats. Atherosclerosis.
1988.74:215-225].

TecToBi CMONYKM MOXYTb BBOAUTUCHA OpasbHO B
posi Big 0,1 go 30mr/kr/noby npotarom 3 AHiB. KOoHT-

ponbHa rpyna ogepxye camun nuwe Hocin (0,25%
kapbokcumeTunuentonosa; gosa 10mn/kr).

3pasku Kposi 36upaloTs y HarofoBaHOMY CTaHi
Yepes 1 roguHy nicns BBeAEHHS NikapCbkoro 3acoby
B AHi 0 Ta 3 Kypcy BBeAeHHs crnonyk. Kpos 6epyTb 3
peTpoopGiTanbHOro crHyca Yepes renapuHi3oBaHWiA
Kaninap Ao npobipok, wo mictam EOTA. Micnsa
LeHTpudyryBaHHs, 3pasok nnasmMu nojindwTs Ans
NpoBedeHHs aHani3iB Ha 3aranbHUN XONecTepuH,
HDL Tta tpurniuepnan. BumiptoBaHHs Tpurniuepnais
nnasmu, 3aranbHoro xonectepuHy ta HDL 3gincHio-
10Tb 3 BUKOPUCTAHHAM KOMepUinHUX Habopie peareH-
TiB (Dr. Reddys Laboratory, Diagnostic Division,
India). 3HayeHHs xonectepuHy LDL Ta VLDL obunc-
MNoITb 3 AaHUX, OTPUMaHUX AN 3aralfbHOro xonec-
TepuHy, HDL Tta TpuriuepuaiB. 3HWKEHHSA Pi3HUX
JOCnipKyBaHMX NapameTpiB obuncnioTs y Bignosia-
HOCTi A0 POPMYMK.
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Cronyka [lo3a (Mrkr) SHWKEHHSA 3ararboHoro SHWKeHH_ﬂTOpmrnlue- I'Il_p,B VLLeHHS nlnonpOToel- 3HV|>KeHHf_| J'IIFIOFIpOTfI,D,IB
xonectepuHy (%) pugis (%) [iB BUCOKOI rycT uHM (%) HW3bKOI rycT MHn (%)
Mpuknag 43 1 53 55 77 56

* pesynbTrarunyepes 3 gHi

C) AKTMBHICTb LWOAO 3HWKEHHA Tpumiuepuas
nnasMm Ta 3aranbHOrO XONMecCTepVHy Yy MULen-
anb6iHociB Swiss

CamuiB muwen-anbbiHociB Swiss (SAM) opep-
xytoTb Big4 NIN Ta ytpumytotb y poannigHuky DRF.
Bcix unx TBapMH YTPUMYIOTL NpU 12-rOAMHHOMY LMK
cBiTNO-TempsiBa npu TemnepaTtypi 25+1°C. TBapuHu
ofepxyloTb cTaHaapTHUN nabopaTtopHuii kopm (NIN,
Hyderabad, India) Ta Bogy ad libitum. BukopucroBy-
toTb SAM 3 Baroto Tina B iHTepeani 20 - 25r Ta mop-
Cbkux cBMHOK 3 Baroto Tina 500 - 700r [Oliver, P.,
Plancke, M.O., Marzin, D., Clavey, V., Sauzeres, J.
and Frachart, J.C. Effects of fenofibrate, gemfibrozl
and nicotinic acid on plasma lipoprotein levels in
nomal and hyperlipidemic mice. Atherosclerosis.
1988. 70:107-114].

TecToBi cnonyku BBOAATb MepopanbHO MULaM-
anbbiHocam Swiss y posi Big 0,3 go 30mr/kr/noby
NpoTArom 6 AHiB. KOHTPOIbHI MULLI 0AepXKyioTb HOCIN
(0,25% kapbokcumeTunuentonosa; gosa 10mn/kr).
TecToBi cnonyky BBOAATb NepopanbHO MOPCHKMM
cBuHkam y gosi Big 0,3 po 30mr/kr/goby npoTsirom 6
OHiB. KOHTponbHi TBapuHu ogepkytoTe Hocil (0,25%
kapbokcumeTunuentonosa; gosa Smn/kr).

3pasku kpoBi 6epyTb y HarogoBaHOMY CTaHi ye-
pe3 1 roguHy nicns BBeAeHHs Jikapcbkoro 3acoby B
AHi 0 Ta 6 Kypcy nikyBaHHs. KpoB BiabupatoTts 3 peT-
poop6iTanbHOro CuHyca 4Yepes renapuHi3oBaHWn kKa-
ningp fgo npobipok, wo wmictam EAOTA. TMicna
LUeHTpudyryBaHHa BigbupaloTb 3pa3ok nrasmu Ans
npoBefeHHa aHanisy Ha Tpurmiuepuam [Wieland, O.

Methods of Enzymatic analysis. Begemeyer, H. O.,
Ed., 1963. 211-214; Trinder, P. Ann. Clin. Biochem.
1969. 6: 24-27]. BumiptoBaHHsa Tpurniuepunais nnasmm
30iNCHIOTL 3 BUKOPUCTaHHSM KOMepLUiiHMX Habopis
peareHTiB (Dr. Reddys Diagnostic Division,
Hyderabad, India).

Cnonyka [o3a (mrkr) SHUKeHHs (Toj) l;m'ueme
0
Mpvknag 19 1 39
Mpuknag 30 3 41
Mpuknag 38 1 41

* pesynbraruyepes 6 gHB

d) EdeKT 3HWKEHHA Bary Tina y XOM'sykiB, SKUX
rooyloTb xonectepmHom Camui CUPINCbKUX XOM'AuKiB
o6ynu npugbani y NIN, Hyderabad (lHgia). TeapuH
yTpumyBanu y po3a3nnigHnky DRF npu 12-roguHHomy
LUMKni cBiTNo-TempsaBa npu Temnepatypi 25+1°C 3
BiNIlbHUM JOCTYNOM [0 KOpMY Ta Bogu. TBapuHu ofe-
pXyloTb cTaHgapTHun nabopatopHun kopm (NIN),
AKUA MicTTb 1% XONecTepuHy, 3 OHs NoYaTKy 3acTo-
CyBaHHS nikapcbknx 3acobis.

TecToBi cnonyku Moxytb Oyt BBEeAeHi nepopa-
nbHO y ao3ixBig 1 go 30mr/kr/aoby npotarom 15 gHis.
KoHTposnbHa rpyna TBapuH ogepxye Hocin (Boga Mill
Q, posa 10mnkr/go6y). Bary Tina BUMiptolOTb KOXHO-
ro 3-ro gHs.

Cnonyka Ho3a (mrkr) (%)

BHKEHHST 3ararbHOro XOnecT epuHyf

SHWKeHHs Tpurniuepnas (%) SHWKGH?;O?EW Tina

Mpuknag 16 3 63

77 19

®Popmynu AnsA po3paxyHKis:

1. MpoueHT 3HWKEHHA LIyK-
py/Tpurniuepuais/3aranbHOro XonecTepuHy y Kposi
o6umncnoTL 3a GOPMYIOLo:

TT/0T
“TCc/oC

OC = 3HayeHHs AN KOHTPOSbHOI rpynu B HY-
NbOBUN OEHb

OT = 3HayeHHs 4na JOChiAHOT rpynu B HYNbOBUIA
AeHb

TC = 3HayeHHs ONSA KOHTPOMbHOI rpynn B AeHb
NpoBeAeHHs aHarnisy

[pOLEHT 3HWKEHHS (%)=[1 }100

TT = 3HayeHHs Ana gocnigHoT rpynu B A€Hb Npo-
BEAEHHS aHani3y

2. PiBHi xonectepuHy LDL Tta VLDL o6uucnioiots
3a oopmynamu:

XonectepuHLDLymr/an=[3aranbHui1 xonectepux-

Tpurniumpuam

-XonectepnHHDL- Imr/an

Xonectepun VLDL y mr/gn=[3arancHun xonec-
TEPUH-
-XonectepuH HDL-XonectepuH LDLImr/an.

Komn'lotepHa BepcTka T. YeneneBa

MignncHe

Tupax 26 npvm.

MiHicTepcTBO OCBiTM i Hayku YKpaiHu

[epkaB Hui fenaprameHT iHT eneKTyanbHOI B acHoCTi, By . Ypuubkoro, 45, m. Kui, MCIT, 03680, YkpaiHa

O “YkpaiHCbKuiA iIHCTUT YT NPOMMCIIOB Oi BNAacHocTi”, Byn. [NasyHoea, 1, M. Kue — 42, 01601



