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T
Ra'—N ‘ /Ra"

9803472

o
OH (1)
ne Ra - BogeHb,
Ra' - BogeHb, (C3-Cg)ankeHin 3 npsmum abo

posranyXeHuMm ByrneuesuMm naHutoromM, 3-okco(Cs-
Ce)ankin, 3-okco(C4-Ce)ankeH-2-inbHa rpyna,
denin(C1-Ce)ankin, deHin(Co-Ces)ankeHin, rem-
andeHin(C+-Ce)ankin,  rem-gndenin(Cy-Ces)ankeHin,
R(+)-2-amiHonponioHin, S(-)-2-amiHonponioHin, N-(Co-

Ce)ankaHoin-R(+)-2-amiHonponioHin, N-(Co-
Ce)ankaHoin-S(-)-2-amiHonponioHin, N-
6eH3unokcukapboHin-R(+)-2-amiHonponioHin, N-
©eH3umnokcrkapboHin-S(-)-2-amiHoNponioHin, R(+)-

2,6-aiamiHo-n-rekcaHoin, S(-)-2,6-giamiHo-n-
rekcaHoin, N,N'-6ic-(C2-Cs)ankaHoin-R(+)-2,6-
giamiHo-n-rekcaHoin, N,N'-(C2-Cg)ankaHoin-S(-)-2,6-

AiaMiHO-n-rekcaHoin,
R(+)-2,6-giamiHo-n-rekcaHoin,
6eH3nnokcnkapboHin-S(-)-2,6-giamiHo-n-
rekcaHoinbHa rpyna;

abo Ra i Ra' pasom - deHin(C+-Ce)ankinigeHosa 4m
rem-gndeHin(C+-Ce)ankinigeHosa rpyna;

Ra" - BogeHb, (C1-Ce)ankineHa rpyna 3 npsmum abo
po3ranyXeHum Byrneuesum  naduiorom  (Cs-
Ce)umknoankin(Cs-Ce)ankin, deHin(Cs-Cp)ankin abo
deHaueTunbHa rpyna, deHinbHa rpyna abo rpynu,
Lo € npucyTHiMK y 3amicHmkax Ra, Ra' i Ra", wo €
He3aMileHNMN Y1 3aMilleHMMW aToMOM rarnoreHy
abo rigpokcy, (Cq-Cs)ankokcu, UiaHO, HITPO 4um
aueTUnbHO rpynamu, 3a ymoBwM Lo, skwo i Ra i Ra'
ABNAITbL cOb6o BoAeHb, Toai Ra" He € BogHewm, (Ci-
Cs)ankinom abo HesamilLeHnM B6eH3Mom;

abo opHiei 3 Moro dapMaueBTUYHO MPUAHATHUX
conen, ons NpUroTyBaHHS npenaparis Ans NikyBaHHS
KOTHITUBHMX 44  MHECTUYHMX  po3nagiB, Lo
cynpoBogKkytoTe  xBopobu LHC, ki BuknvkaHi
3MEHLLEHHSIM MMiUUHeprivyHoi nepegadi.

2. 3actocyBaHHsa 3a n. 1, Ae 3a3HayeHo XBOPOHOO
LUHC, wo BuMKIMKaHa 3MeHLUEeHHAM [MiLuHepriYHoi
nepegadi, € LUM30dpeHis.

3. 3actocyBaHHsa 3a n. 1, Ae 3a3HayeHo XxBOPOHOO
LUHC, wo BuWKMMKaHa 3MEHLUEeHHAM TMiLUHepriYHOi
nepegaui, € ayTusam.

4. 3actocyBaHHsa 3a Nn. 1, Ae 3a3Ha4vyeHo XBOPOHOo
LUHC, wo BuWKMMKaHa 3MEHLUEeHHAM TMiLUHepriYHoi
nepegaui, € xsopoba AnbLrenvepa.

5. BactocyBaHHa 3a Oygb-akum 3 nn. 1-4, ge
3a3HaveHe noxigHe R(+)-2-amiHo-3-
riZIPOKCMMPOMIOHOBOI KUCIMOTW BUOpaHO 3 rpynu, Lo
mMictute  N-[R(+)-2-amiHonponioHin]-R(+)-2-amiHo-3-
riApOKCUMNpPONIOHOBY KUCROTY | 11 dhapmaueBTUYHO
nNpuAHATHI  coni,  N-[S(-)-2-amiHonponioHin]-R(+)-2-

N,N'-6ic-6eH3unnokcrkapOoHir-
N,N'-6ic-
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aMmiHo-3-riapoKcUnponioHoBY KUCIoTy i i
dapmMaueBTUYHO  NPUWHATHI  coni, N-[2-[S(-)-
6eH3unokcukapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-riApOKCMNPONIOHOBY KUCMOTY i Ti hbapmMaueBTUYHO
NPUAHSITHI coni, N-6eH3un-R(+)-2-amiHo-3-
rigpOKCUMNPONIOHOBY KUCMOTY | 1 chapmaueBTUYHO
NPUAHATHI COni.

6. ®dapmaueBTMYHA KOMMO3WLisA, WO MICTUTb $K
Jitlounin - areHT (papMaueBTUYHO edeKTMBHY 03y
noxiaHoro R(+)-2-amiHo-3-rigpokcmnponioHoBol
Kncnotun coopmynu

Ul
Rb—N ‘ _Rb"

O

OH

(1)
ne Rb - BogeHb,
Rb' - BogeHb, (C3-Cg)ankeHin 3 npsmum abo
posranyXeHuMm ByrneuesuMm naHutoroM, 3-okco(Cs-
Ce)ankin, 3-okco(C4-Ce)ankeH-2-inbHa rpyna,
deHin(C1-Ce)arnkin, deHin(Cz-Ces)ankeHin, rem-
andeHin(C+-Ce)ankin,  rem-gndenin(Cy-Ces)ankeHin,

N-(C2-Cg)ankaHoin-R(+)-2-amiHonponioHin, N-(Cx-
Ce)ankaHoin-S(-)-2-amiHonponioHin, N-
6eH3unokcukapboHin-R(+)-2-amiHonponioHin, N-
6eH3unokcrkapboHin-S(-)-2-aMiHonponioHin, R(+)-
2,6-aiamiHo-n-rekcaHoin, S(-)-2,6-giamiHo-n-

rekcaHoin, N,N'-6ic-(C2-Cs)ankaHoin-R(+)-2,6-
giamiHo-n-rekcaHoin, N,N'-(C2-Cs)ankaHoin-S(-)-2,6-
piamiHo-n-rekcaHoin, N,N'-6ic-6eH3unnokcrkapboHin-
R(+)-2,6-giamiHo-n-rekcaHoin, N,N'-6ic-
6eH3nnokcnkapboHin-S(-)-2,6-giamiHo-n-
rekcaHoinbHa rpyna;

abo Rb i Rb' pasom - deHin(C+-Ce)ankinigeHosa 4m
rem-gudeHin(C+-Ce)ankinigeHosa rpyna;

Rb" - BogeHb, (C1-Ce)ankineHa rpyna 3 npsmum abo
po3ranyXeHum Byrneuesum  naduiorom  (Cs-
Ce)umknoankin(Cs-Ce)ankin, deHin(Cs-Cz)ankin abo
eHaueTunbHa rpyna, deHinbHa rpyna abo rpynu,
wo 3HaxogatTbcs B Rb, Rb' i Rb" 3amicHukax, €
He3aMileHNMN Y1 3aMilleHMMW aToMOM rarnoreHy
abo rigpokcy, (Cq-Cs)amkokcwn, UiaHo, HITpO 4m
aueTunbHOK rpynoto, 3a ymosn, skwo i Rb i Rb' e
BogHeMm, Togi Rb" He € BogHem, (C1-Cg)ankinom abo
He3aMmilLleHMM BeH3nHoM, i akwo Rb - BogeHb i Rb' -
He3sawmilleHnin 6eH3un, H-6eH3nnokcmkapboHin-R(-)-2-
amiHonponioHin, R(+)-2-amiHonponioHin abo S(-)-2-
amiHonponioHin, Toai Rb" He € BogHewM;

abo ofHy 3 1oro hapmaLeBTUYHO MPUAHATHUX CONen
y CymiLi 3 papMaLeBTUHHO NPUAHATHUM HOCIEM.

7. ®dapmaueBTnyHa komnosuuis 3a n. 6, AOe
3a3HaYeHWn filYnMin areHT BuOpaHui i3 rpynu, LWwo
MiCTUTb 2-0KCO-2-cheHineTunoBui edip R(+)-2-amiHo-
3-riapoKcMnNponioHoBOI Kuenotu i noro
dapmaueBTU4HO NPUAHATHI coni,
LIMKMONpPOninIMeTUNOBUIA edip R(+)-2-amiHo-3-
riApOKCUMPOTOHOBOI KUCMOTU i Moro dpapmaueBTUYHO
NPUIHATHI coni, 4-aueTtundeHinosun edgip R(+)-2-
aMiHO-3-TiAPOKCMMPOMIOHOBOI ~ KUCMOTU | KOro
dapmaueBTM4HO NpuiHATHI  coni, N-[2-[R(+)-2,6-
AiamiHorekcaHoin]-R(+)-2-amiHo-3-
rigpoKCUNpPOoNioHOBY KUCROTY i 11 dhapmaueBTUYHO
npuiHATHI - coni,  N-[2-[S(-)-2,6-giamiHorekcaHoin]-
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R(+)-2-amiHo-3-rigpokcmnponioHoBy ~ kucrioty i i
dapmaueBTUYHO NPUAHATHI coni, eTunosun edip N-
[S(-)-2-amiHonponioHin]-R(+)-2-amiHo-3-
riApOKCUNPONIOHOBOI KMCMNOTW i MOro chapmaueBTUYHO
NPpUAHATHI  coni, wmeTunoBu  edip  N-[2-[S(-)-
©6eHaunokcmkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-rigpoKcmnponioHoBOI Kuenotu i noro
dapmaueBTUYHO NPURHATHI coni, eTunosun edip N-
[2-[S(-)-6eH3unokcmkapboHinamiHo]nponioHin]-R(+)-2-
aMiHO-3-TiiPOKCMMPONIOHOBOI ~ KUCMOTU | 1Oro
dapMaueBTMYHO  NpunlHATHI  comi,  N-[2-[R(+)-
©6eHaunokcmkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-rigpoKcMNponioHoBY KUCNoTy i Ti hapmaueBTUYHO
NpurHATHI  coni, ™meTtunosu edip  N-[2-[R(+)-
6eHaunokcmkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-riapoKcMNponioHoBOI Kuenotu i noro
dapmaueBTuiHO npuHATHI coni, N-[2-[S(-)-N,N'-6ic-
©6eH3unokcrkapboHin-2,6-giamiHorekcaHoin]-R(+)-2-
aMiHO-3-TiPOKCUMPOMiOHOBY Kncnoty i iT
dapmaueBTUYHO NPUAHATHI coni, MeTunosuin edip N-
[2{R(+)-N,N'-6ic-6eH3nnokcukapboHin-2,6-
AiamiHorekcaHoin]-R(+)-2-amiHo-3-
riApOKCUNPONIOHOBOI KMCMNOTY i MOro chapmaLeBTUYHO
NpuAHATHI coni, meTunosuin edip N-[2-[S(-)-N,N'-6ic-
©6eH3unokcrkapboHin-2,6-giamiHorekcaHoin]-R(+)-2-
aMiHO-3-TiiPOKCMMPOMIOHOBOT ~ KUCNOTU | 1Oro
dapmaueBTUYHO NPUAHATHI coni, eTunoBun edip N-
[2{R(+)-N,N'-6ic-6eH3nnokcukapboHin-2,6-
AiamiHorekcaHoin]-R(+)-2-amiHo-3-
riApOKCUNPONIOHOBOI KMCNOTY i NOro chapmaLeBTUYHO
NPURHATHI coni, etunoBuin edip N-0eH3un-R(+)-2-
aMiHO-3-TiPOKCMMPOMIOHOBOT ~ KUCNOTU | 1Oro
dapmaLeBTUYHO MPUNRHSATHI COTi.

8. MMoxigHe  R(+)-2-amiHo-3-rigpoKCMNponioHOBOI
kncnotn coopmynu 1l
I
RliN ‘ /RII
o
OH

» (1IT)
ne R - BoaeHb;
R' - BogeHb, deHin(Cx-Ce)ankeHin, rem-audenin(Cs-
Ce)ankineHa rpyna, BigMmiHHa Big OeHsrigpuny, rem-
AndeHin(Cx-Cg)ankeHiny;
abo R i R' pasom npuiimatots copmy deHin(Cs-
Ce)ankinigeHoBoi un rem-gucpeHin(Ci-
Ce)ankinigeHoBoi rpynu;
R" - BogeHb abo (C+-Cg)ankin, (Cs-Cs)umknoankin(Ci-
Ce)ankin, oeHin(Cs-Cy)ankin abo deHaueTunbHa
rpyna;
deHinbHa rpyna 44 rpynu € HesamiweHumn abo
3aMileHnMn aToMom rarnoreHy abo rigpokcu, (Ci-
Cs)ankokcm, LjiaHo, HITPO Y/ aueTuUrbHOK rpynoto, 3a
ymoBu, skwo i R i R' € BogHem, Toai R" He € BogHewMm,
(C1-Ce)ankinom abo HesamilLieHUM BeH3NHOM;
abo opHa 3 Moro apMaueBTUYHO MNPUAHATHUX
cornen.
9. lMoxigHe  R(+)-2-amiHo-3-rigpoKcnnpomnioHOBOI
kncnotn copmynu lll 3a n. 8, ge R' - o -andeHin(Cy-
Cs)ankinbHa rpyna.
10. R(+)-N-(4,4-gudbeHin)oyTmn-2-amiHo-3-
riipoKcmnponioHoBa kucnoTa abo ii hapmaueBTUYHO
NPUAHATHA Cinb.
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11. R(+)-N-[(4,4-gndeHin)-3-0yTeHin]-2-amiHo-3-
ripokcmnponioHoBa kucnoTa abo ii hapmaueBTUYHO
NPUAHATHA Cinb.
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12. R(+)-N-[ o -hbeHin-(2-rigpokcn)oeH3nnigeH]-2-
amiHo-3-rigpokcunponioHoBa  kucnota  abo i
¢apmMaLeBTU4HO NPUAHATHA Cinb.

[danun  BuHaxif, CTOCYETbCA  3aCTOCYBaHHA
NoXiaAHMX R (+)-2-amiHo-3-riapoKCMNpPOonioHOBOI
KACMOTM  ANA  BWIOTOBMIEHHA  MpenapaTtiB  And
nikyBaHHA XBOpoO UeHTpanbHOi HEPBOBOI CUCTEMMU
(LUHC), ski obyMoBreHi 3HWXKEHOW TNiLUHEPTiIYHO
nepegadveto, apmaueBTUYHUX  KOMMNO3WLiR, Lo
BKMOYaloTb Y SKOCTI Oilo4MX areHTiB HoBi moxigHi R
(+)-2-amiHO-3-rigPOKCMMPONIOHOBOI KMCMOTKW, a TakoX
HOBUX MoxigHux R (+)-2-wiHo-3-rigpokcnnponioHoBOI
KUCMOTMW.

Micna  BigkpuTTA  rMiLMHOBOrO  canTy, WO
3B'A3aHUN 3 N-metun-D-acnaptaT-peyentopom
(NMDA-peLentopom) Ha pieHi LIHC, npunyuieHo, wo
HegoCTaTHICTb MiLUHEPriYHOI i/4M rroTamiHepriYHoi
nepenadvi Ha pisHi NMDA peuenTopa - ogHa 3 NpuymnH
XBOpPOO, WO BKMOYATL KOTHITUBHI  po3naau i
po3nagn nam'aTi, Taki SK ayTu3Mm, MOopyLleHHA
HaBYeHOCTi y [iTel, wWM3odpeHito i xBopoby
Anburenmepa.

PeyoBuHM, WO 3gaTHi NiACMNUMTU rRiLUHEpPTiYHY
nepegayy, TakMM  YMHOM, 34aTHi  MONerwmTy
KOTHITUBHI Ta MHECTUYHI po3naaw, o
CYNpPOBOSXKYIOTb Lii XBOPOOW.

Bigomo, Wwo rniuMH - oaMH i3 camMmx CUMNbHUX
aroHicTiB rniumHoBoro canty NMDA peuenTopa, i Wo
iHWi D-amiHokucroTn, Bkntovatoun D-cepuH, € ayxe
rapHMMM aroHictamu, amne 3 Oinbw cnabkoto
CMOPIAHEHICTIO, Y4M A0 mMiunHy. IHdopmaLis 3 aaHol
npobnemun 6yna [onybnikoBaHa B CNS Drug Reviews,
1995, 1(2), 227-260].

TakoX BiAOMO, WO HeratuBHi | KOrHIiTUBHI
po3nagn Lwmn3odpeHii MOXyTb nikyBaTuUCA MiLUHOM
abo woro nonepegHWKamu, HaBiTb aHTaroHicTamm
3BOPOTHOTO  3axonfieHHs rmiunHy. 3okpema, [y
nateHtax CLUA 5837730 i 5854286] nokasaHo, Lo
AyXe BUCOKi nepoparnbHi go3u (>30r/aeHb) rmiuuHy
abo cronyk, WO BUKMUKalTb nigsueHHs B LIHC
piBHA MMILKHY, i WO AitoTh SIK NoNepegHUKX rmilnHy Yn
34aTHi 3aMiCTUTK MiLKH Ha rniguHoBomy canTi NMDA
KOMMMEeKCy, LWo npuMBOAWTb [0 O300POBMEHHSA
HeraTUBHMX CUMMNTOMIB Y XBOpPUX LUM3OMPEHiEt0.
Cepepn Takux CMonyk maTeHTW 3ragyloTb rhiuuHamig,
TPEOHiH i D-cepuH.

[Y natenti CLIA 6228875] nokasaHo, LWO
NMCUXOHEBPOSONiYHi XBOPOOW, SKi XapakTepuayloTbCs
HepocTaTHicTio Hewponepegadi NMDA peuentopa,
MOXyTb OyTW MoneriieHi 3a AOMOMOrow KOMMOo3uuii,
wo Agie 49K aroHict rniuMHoBoro canty NMDA
peuentopa. Cepen TaKMX aroHicTiB, 3a3Ha4YeHWN
nateHT 3ragye D-cepuH, edipy D-cepuHy, ankinosaHi
D-cepuH abo nonepenHukn D-cepuHy. MNMaTeHT onncye
NoABINHUIA KOHTPOMbHWUIA Adocnig, y sikomy D-cepuH
yBOAATb [J03010 2r/deHb, Wo edpektmBHO Ans
NiKyBaHHA LWN30MpeHii, HaBiTb Yy XBOPUX, AKi MaloTb
HEeBENnuKYy peakuito Ha TpaguuinHe niKyBaHHS
HelponenTtukamu. PesynbTatv [JOCHIMKEHHS, WO
onucaHi B LUbOMY MaTeHTi, NpMBOAATb OO BUCHOBKY,
wo D-cepuH, He3BaxawuM Ha HasBHICTb OinbLu

HU3bKOI CMOPIAHEHOCTI B MOPIBHSIHHI 3 MiLWMHOM,
KNiHIYHO akTMBHMIM Y #03i B 15 pasiB Ginbl cnabkoi,
4MM nepegbaveHo Ansa MiuuHy, €, 6e3CyMHIBHO, He
TiNbKW NPOCTUM 3aMiCHUKOM FAiLUHY.

BusiBneHo, wo noxigHi D-cepuHy, a came noxigHi
R (+)-2-amiHO-3-rigpOKCMNPONIOHOBOI  KUCIOTK,  LWO
OuiHIOBanM B  MNPOTHOCTMYHMX  Aocrigax  Ha
NOMInNwWeHHs1 aKkTMBHOCTI rAiLuMHepriYHol  nepeadi,
nigTBepaunu nepesary Hag D-cepuHom.

HoknagHiwe, BusiBneHo, wo R (+)-2-amiHo-3-
riApOoKCUMNpPOIrioHOBa KUCMOTa, WO 3aMilleHa no a3oTy
(Cs-Ce)ankeninom, 3-okco(Cs-Ce)ankinom, 3-okco(Cs-
Cs)ankeH-2-inom, eHin(C+-Cs)ankinom, denin(Cq-
Ces)ankeHinom, rem-gudeHin(Cq-Cg)ankinom, rem-
andeHin(Cq-Cg)ankeHinom, (Cq-Cg)ankaHoinom, 2-
aMiHOMpPOMiOHINoM, Lo HeoboB'A3koBO N-3aMmilLeHniA,
2,6-giamiHo-n-rekcaHoinoMm, wWwo Heobos'ssakoBo N,N'-
nBo3amiHeHuit, ¢eHin(Cq-Cg)ankinineHom abo rem-
ondeHin(C+-Cg)ankinigeHoBoW rpynoto, He3BaXkaruu
Ha i Ginbw Hu3bkuin BMicT y D-cepuHi, 3gaTHa
NoNinNWWTU riLWMHEPriYHy nepegavy, y XBOPWX, LLO
cTpaxgatoTb xBopobamu LIHC yHacnigok 3HWKeHHs
rniuuHepriyHoi nepefadi, ocobnuBo y nauieHTiB, WO
CTpaxgaloTb ayT3MoM, LUM3odpeHieto Yn xBopoboto
Anburenmepa, npu Habarato Oinblw cnabknx gosax,
UMM Ti, SKi 3acTOCOBYWOTbCA Ans MMiUMHY, | npu
Hanbinblie BWUCOKMX, SKi 3acTocoByloTbca ansa D-

CepUHy.
Takox ©Oyno, o6rpyHTOoBaHe Te, LWO cepen
3a3HaY4YeHnX NoxiaHWX R (+)-2-amiHo-3-

riApoKCUMNPONioHOBOI KNCNoTu, HeobOoB'I3KOBO
etepucbikoBaHa R (+)-2-amiHo-3-rigpokcunponioHoBa
kucnota, wo N-3amilweHa ankineHow rpynoto, i Lo
Mae, MpUHaMMHI, OOWH (PeHinbHWUIA pagukan, sKui
HeobOB'A3KOBO 3aMilLieHWI, BUABMSE BinbLl BUCOKY in
ViVO aKTUBHICTb, UMM aKTUBHICTb D-cepuHy i noro
ankinoBaHuX NoxigHux.

TakMm 4MHOM, BIAMOBIAHO OO0 OAHOrO 3i CBOIX
acnekTiB, JaHWA BWHaxig CTOCYETbCH 3acCTOCYyBaHHSA
noxigHoro R (+)-2-amiHO-3-rigpoKcMnponioHOBOI
Kkncnotn coopmynu |

Ra 0

Ra— N Ra"
0 ~

OH

ne Ra - BogeHb,

Ra' - BogeHb, (Cs-Cg)ankeHin 3 npsaMum uu
posranyXeHuMm ByrneuesuM naHutoroM, 3-okco(Cs-
Ce)ankinbHa um 3-okco(C+-Ce)ankeH-2-inbHa rpyna,
deHin(C1-Ce)ankin, deHin(Cx-Ce)ankeHin, (Co-

Ce)ankaHoin, rem-gudeHin(C+-Cg)ankin, rem-
andeHin(Cx-Ce)ankeHin, (Cs-Ce)ankaHoin, R(+)-2-
amiHonponin, S(-)-2-amiHonponioHin, N(C»-
Ce)ankaHoin-R(+)-2-amiHonpoToHin, N-(C2-
Ce)ankaHoin-S(-)-2-amiHonponioHin, N-

©eH3unokcrkapboHin-R(+)-2-amiHonponioHin, N-
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6eH3nnokcnkapboHin-S(-)-2-amiHOMPONioHiIn, R(+)-
2,6-agiamiHo-n-rekcaHoin, S(-)-2,6-giamiHo-n-

rekcaHoin, N,N'-6ic-(C,-Cg)ankaHoin-R(+)-2,6-
giamiHo-n-rekcaHoin, N,N'-(C2-Cg)ankaHoin-S(-)-2,6-
fiamiHo-n-rekcaHoin, N,N'-6ic-6eH3nnokcmkapboHin-
R(+)-2,6-giamiHo-n-rekcaHoin, N,N'-6ic-
6eH3unnokcukapboHin-S(-)-2,6-giamiHo-n-
rekcaHoinbHa rpyna;

abo Ra i Ra' pasom - ¢eHin(C+-Cg)ankinigeHosa
yn rem-gadpeHin(Cq-Ce)ankinigeHosa rpyna;

Ra" - BopgeHb, (Ci-Cg)ankin 3 npsasmMum 4u
posranyxeHuMm  Byrneuesum  naHuiorom,  (Cs-
Cs)uuknoarnkin(C+-Ce)ankin, deHin(Cq-Cz)ankin,
eHaueTunbHa Yn peHinbHa rpyna, geHinbHa rpyna
abo rpynu, wo 3Haxoastecas B Ra, Ra' i Ra"
3aMiCHMKaX, i WO € He3aMileHNMM YN 3aMilLeHNMU
aTomoMm ranoreHy abo rigpokcu, (C4-Cs)ankokcy,
niaHo, HITPO 4M aueTUMbHOK [PyMoto, NpuM yMOBa,
akwo i Ra i Ra' e BogHem, Toai Ra" He € BoaHem,
METUMOM YU ETUIOM;

abo i dapmaueBTU4HO NPUIAHATHOI coni, Ansi
BUIOTYBaHHS npenapaTiB Ans MikyBaHHSA KOTHITUBHUX
YA MHECTUYHMX PO3NnagiB, LWO CyNnpOBOSXKYIOTb
3axXBOpPIOBaHHS LHC yHacnigok 3HWXKEHOI
rmiuMHeprivHol nepegadi, 3okpema, AN NikyBaHHA
ayTusmy, wm3odpeHii i xBopodbu AnbLrenmepa.

Cepen cronyk copmynn |, ge Ra' - rewm-
andenin(Cq-Cg)ankinsHa rpyna, Ti, y gkux Ra' - w-
andeHin(Cy-Cs)ankinbHa rpyna, ocobnmeo
nepeBaxHi.

AKTMBHICTb LMX cronyk 6Oyna ouiHeHa 3a
AOMOMOro  MPOrHOCTUYHOrO  Aocnigy Ans  OUiHKK
pyxoBOi aKTMBHOCTI TBapuHW. Voro nposogunm Ha
rpynax, wo cknagammca 3 10 mMuwen, aKkum
nepopanbHO BBOAWM CMOMyKW, WO BunpobysBanucs,
(8mr/kr) 3a 15 xBunMH [o iH'eKuii deHINUMKNigMHY
(4mr/kr).  TBapuHuM  MicTunIMCca  Ha  "BigKpuUTy
nnowaaky", Wo po3sadineHa Ha 9 piBHMX kBagpartis. 3a
AOMOMOrold  Kamepu 3anucyBanum X aKTUBHICTb
NpoTArom 25 XBWUWH, PyXoBa aKkTUBHICTb BUpaxarnacs
SIK KINbKICTb NepecideHnx KBagpaTiB Y XBUMUHY.

Cepen BuwesragaHvux noxigHWX Taki  Bigomi
cnonykn 3 peecTpauiiHum Homepom 3a Chemical
Abstracts Service (CAS No.), Wo aaHui y gyxkax,

ionponinosui ecip R(+)-2-amiHo-3-
rigpokcunponioHosoi kucrotn (CAS No.117426-05-8)
i noro dhapmaueBTU4HO MPUAHATHI comi, 0cobGnMBO
rigpoxnopug (CAS No.104055-30-3),

©eH3mnoBui edip R(+)-2-amiHo-3-
rigpokcunponioHosoi kucrotn (CAS No.133099-79-3)
i Mmoro chapmaueBTUYHO MPUAHATHI comi, 0coBGnMBO
rigpoxnopug (CAS No.151651-44-4),

N-[R(+)-2-amiHonponioHin]-R(+)-2-amiHo-3-
rigpokcunponioHoBa kucnota (CAS No.61427-68-7) i
1T (bapmMaueBTUYHO NPUNHSATHI COni,

N-[S(-)-2- amiHonponioHin-R(+)-2-amiHo-3-
rigpokcunponioHosa kucnota (CAS No.1115-50-0) i ii
dapmaueBTUYHO NPUNHATHI coni,

N-[2-[S(-)-6eH3nnokcukapboHinamiHo]nponioHin]-
R(+)-2-amiHo-3-rigpokcunponioHoBa kucrnota (CAS
No.17460-58-1) i ii dhapmaLeBTUYHO NPUAHATHI Cofi,

N-auetun-R(+)-2-amiHo-3-rigpokcunponioHoBa
kucrota (CAS No.152612-69-6) i ii dpapmaneBTU4HO
NPUAHATHI coni,
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N-6eH3un-R(+)-2-amiHo-3-rigpokcunponioHoBa
kucrnota (CAS No.106910-77-4) i ii dpbapmaneBTUYHO
NPUAHATHI coni,

etunosun  edip  R(+)-N-[(1-meTun-3-okco)-1-
6yTeH-1-in]-2-amiHO-3-rigpOKCMNPONIOHOBOI KUCMOTY |
noro chapmaLeBTUYHO NPURHSTHI COoni,

R(+)-N-(3-gheHin)nponin-2-amiHo-3-
oKkcunponioHoBa kucnota i 11 ¢hapmaueBTUYHO
NPUAHATHI coni,

etunosun edip R(+)-N-(3-deHin)nponin-2-amiHo-
3-riapoKCUNPOTOHOBOT Kncnotu i noro
dapmaLeBTUYHO MPUNHSATHI Coni,

€ 0COOnMBO NEpPEBaXHVMU AN NPU3HAYEHOro
3aCTOCyBaHHS.

Cronykn copmynu |, ocobnuBo Ccnomyky, LWo
3rafjaHi Bule, BBOAATb MNalieHTam, siki noTpebyoTb
36inbLUEHHs rMiLMHepriYHoi nepeaadi, B 4000BIN 403,
o He nepesuLlye HOr/giHb i cknagae nepeBaxHo Big
200 po 7500mr i Gimbw nepeBaxHo Big 250 po
5000mr. MepeBaxHi fosu, Big 500 go 3000mr abo Big
750 no 2000mMr, O3BOMAOTL NOCUIUTU MMILUHEPTiIYHY
nepegady i TakoX MOMErWMTW HEeraTMBHi CUMMTOMM
LWmn3odpeHii, cumnTomm xBopobu Anburerimepa i
MOPYLLUEHHS NOBEAIHKN NPY ayTU3Mi.

0Ons BBedeHHA naujieHTam  CNOMyKkW, WO
3aCTOCOBYIOTLCA K fjtodi areHTU Ans 36inbLueHHs
rniuMHepriyHol nepegadi, BKMOYeHi y hbapMaueBTUYHI
KoMMo3uuii, cdopmoBaHi B nikapcbki dopmu, WO
Mictatb Big 10Mr go 1200mr, nepesaxHo Big 50 go
1000M™r gitoyoro areHTa.

3rigHO OO HacTynHOro acnekTy, AaHWi BUHaXif
CToCyeTbCA papMaLeBTUYHOI KOMMO3WLi, WO MICTUTL
y SIKOCTi Ailo4Ooro areHTa papmMakonoriyHo eekTuBHy
posy noxigHoro R(+)-2-amiHo-3-rigpokcmnponioHoBoI
kncnotn coopmynu |l

P o

RO—N Rb" I
o~ (In

OH

ne Rb - BogeHb,

Rb' - BogeHb, (Cs-Ce)ankeHin 3 npsaMum un
posranyXeHuMm ByrneuesuMm naHutoroM, 3-okco(Cs-
Ce)ankinbHa abo 3-okco(Cas-Ce)ankeH-2-inbHa rpyna,
deHin(C1-Ce)arnkin, deHin(Cx-Ce)ankeHin, (Co-
Ce)ankaHoin, rem-gudeHin(C+-Ce)ankin, rem-

andeHin(Cx-Ce)ankeHin, (Cs-Ce)ankeHoin, N(Cx-
Ce)ankaHoin-R(+)-2-amiHonponioHin, N(C--
Ce)ankaHoin-S(-)-2-amiHonponioHin, N-
©eH3onokcmkapboHin-R(+)-2-amiHonponioHin, N-
©eH3umnokcrkapboHin-S(-)-2-amiHoNponioHin, R(+)-

2,6-,aiamMiHO-N-rekcaHoirn, S(-)-2,6-giamiHo-n-
rekcaHoin, N,N'-6ic-(C2-Cs)ankaHoin-R(+)-2,6-
giamiHo-n-rekcaHoin,  N,N'(C2-Cs)ankaHoin-S(-)-2,6-
aiamiHo-n-rekcaHoin, N,N'-6ic-6eH3nnokcrkapboHin-
R(+)-2,6-giamiHo-n-rekcaHoin, N,N'-6ic-
6eH3nnokcnkapboHin-S(-)-2,6-giamiHo-n-
rekcaHoinbHa rpyna;

abo Rb i Rb' pasom - deHin(C+-Ces)ankinigeHosa
abo rem-gndpenin(C+-Ce)ankinigeHosa rpyna;

Rb" - BogeHb, (C1-Cg)ankineHa rpyna 3 npsimum
Yn  posranyxeHum ByrneueBum nadutorom  (Cs-
Ce)umknoankin(C+-Ce)arnkin, deHin(C+-Co)ankin,
eHaueTunbHa abo deHinbHa rpynu,
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beHinbHa rpyna 4m rpynu, Wo 3Haxoasatbcsa y Rb,
Rb' i Rb" 3amicHMkax, WO € He3aMileHUMM 4K
3aMilleHumMmn atoMoM ranoreHy abo rigpokcu, (Cs-
Cs)ankokcu, LiaHo, HiTpo abo aueTunbHoi rpynoto, 3a
ymoBu, skwo i Rb i Rb' - BogeHb, Toai Rb" He €
BOAHEM, METUIIOM, €TUIOM YU  He3aMilleHUM
OeH3unom, i akwo Rb - BogeHb i Rb' - HesamileHun
6eHaun, N-6eH3nnokcnkapboHin-S(-)-2-
amiHonponioHin, R(+)-2-amiHonponioHin un  S(-)-2-
amiHonponioHin, Togi Rb" He € BogHeM;

abo noro capmaueBTUYHO MNPUNHATHA Cinb, 3
JoaaBaHHSAM hapMaueBTUYHO MPUNHATHOMO HOCIS.

Cepen cnonyk dopmynu |l, ne Rb' - rem-
AncbeHin(Cq-Ce)arkinbHa rpyna, Ti, y sikux Rb' - o-
andeHin(Co-Ce)ankinbHa  rpyma, €  0cobnveo
nepeBaKHUMM.

Cepeqn BuLe3ragaHnx Lil04nX areHTiB hopmynu
Il

2-okco-2-cheHinetunosun edip R(+)-2-amiHo-3-
ri4pOKCMNPONIOHOBOI KUCMOTU i MOro chapmaueBTUYHO
NPUAHATHI coni,

uuknonponinvetunosun  edip  R(+)-2-amiHo-3-
ri4pOKCMAPONIOHOBOI KUCMOTU i MOro chapmaueBTUYHO
NPUAHATHI coni,

4-aueTtundeHinosui edpip R(+)-2-amiHo-3-
riapoKCMNPONiOHOBOI KUCINOTU i MOro chapmaueBTUYHO
NPUAHATHI coni,

N-[2-[R(+)-2,6-aiamiHorekcaHoin]-R(+)-2-amiHo-3-
rigpokcunponioHoBa kucnota i i ¢hapmaueBTUYHO
NPUAHATHI coni,

N-[2-[S(-)-2,6-aiamiHorekcaHoin]-R(+)-2-amiHo-3-
rigpokcunponioHoBa kucnota i i ¢hapmaueBTUYHO
NPUAHATHI coni,

etunosun edoip N-[S(-)-2-amiHonponioHin]-R(+)-2-

aMiHO-3-TiAPOKCUNPONIOHOBOI ~ KUCIOTU | 1Oro
chapmMaueBTUYHO MNPUNHSATHI coni,

METUITOBUN edip N-[2-[S(-)-
©eHaunokcrkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-rigpoKcUnpomnioHoBOI KMCIoTK i noro
chapmMaueBTUYHO MPUNHSATHI Cconi,

€TUNoBUN edip N-[2-[S(-)-
©eHaunokcrkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-rigpoKcMnpomnioHoBOI KMCIoTK i noro

dapmaLeBTUYHO MPUNHSATHI Coni,

N-[2-[R(+)-6eH3unokcukapboHinamiHo]nponioHin]-
R(+)-2-amiHo-3-rigpokcunponioHoBa kucnota i i
hapmaLeBTUYHO NPUAHATHI coni,

METUITOBUN ecip N-[2-[R(+)-
©eHaunokcrkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-rigpokcunponioHoBoi KMCIOTK i noro

dapmaueBTUYHO MPUNHATHI Coni,

N-[2-[S(-)-N,N'-6ic-6eH3nnokcrkapboHin-2,6-
aiamiHorekcaHoin]-R(+)-2-amiHo-3-
rigpokcunponioHoBa kucnota i i
NPUAHATHI coni,

METUITOBMNA edip N-[2-[R(+)-N,N'-6ic-
6eH3nnokcrkapboHin-2,6-giamiHorekcaHoin]-R(+)-2-
aMiHO-3-TiAPOKCMNPONIOHOBOI ~ KUCMOTU | 1Oro
dhapmaueBTUYHO MPUNHSATHI coni,

METUITOBUN edip N-[2-[S(-)-N,N'-6ic-
6eH3nnokcrkapboHin-2,6-giamiHorekcaHoin]-R(+)-2-
aMiHO-3-TiAPOKCMNPONIOHOBOI ~ KUCIMOTU | 1Oro
dhapmaueBTUYHO MPUNHATHI Coni,

€TUIoBUN edip N-[2-[R(+)-N,N'-6ic-
6eH3nnokcrkapbomn-2,6-giamiHorekcaHoin]-R(+)-2-

dapmaLeBTUYHO
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aMiHO-3-TiAPOKCMNPONIOHOBOI ~ KUCIMOTU | 1Oro
dapmaueBTUYHO NPUNHATHI coni,

etun N-6eH3un-R(+)-2-amiHo-3-okcunponioHaT i
noro chapmaLleBTUYHO MPURHSTHI COoni,

etunosun  edip  R(+)-N-[(1-meTun-3-okco)-1-
6yTeH-1-in]-2-amiHO-3-rigpOKCMNPONIOHOBOI KUCIOTH i
noro chapmaLeBTUYHO MPURHSITHI Coni,

R(+)-N-(3-cheHin)nponin-2-amiHo-3-
rigpoKCUNpOTOHOBa kucroTta i 11 ¢hapmaueBTUYHO
NPUAHATHI coni,

etunosun edip R(+)-N-(3-ceHin)nponin-2-amiHo-
3-rigpokcmnponioHoBOI Kncnotn i noro
dapmaueBTUYHO NPUNHATHI coni,

€ 0COBNMBO NPUNHATHUMU AiOYUMU areHTamMu.

Y 3asHaveHVx papmaueBTUYHUX KOMMNO3ULiAX
Ana  nepopanbHOro, Nig'sa3uy4Horo,  MigLWKipHOro,
BHYTPILUHBOM'A30BOr0,  TpaHcaepmanbHoro  abo

peKkTanbHOrO  BBEAEHHHA, [Lilo4MA  areHT  MoXe
BBOOAWTUCA TBapuMHaM | nogsam y  HanbinbL
NPUAHATHIN ~ Mikapcbkin  ¢opmi B cymiwi 3
TpaguuiitHuMm dapmaLeBTUYHUMHU HoCisiMU.

MpurHATHI nikapcbki hopmn BKIIOYAOTL NepoparnbHi
dopmn, Taki fAk, TabneTku, Kancynu, MOPOLLKM,
rpaHynu i nepopanbHi po34MHM abo cycneHsii,
nig'asnyHi i 6ykanbHi, NnapeHTepanbHi abo pekTanbHi
dopmu BBEOEHHS.

BignosigHo 00 HaCTymHOro 3i CBOIX acnekTis,
AaHWA BMHaxig CTOCYeTbCA HOBMX noxigHux R(+)-2-
aMiHo-3-ripoKcmnponioHoBol kucnotu doopmynu i

T oo
R'—- N R"
0 / (1
OH
ne R - BoaeHb;
R' - BogeHb, deHIN(Cy-Ce)ankeHin, rem-

andeHin(C1-Cg)ankin, 3a BUHATKOM BeH3rigpuny,
rem-gndpeHin(Cx-Cg)ankeHiny;

abo R i R' pasom - deHin(C+-Cs)ankinigeHosa ym
rem-andeHin(C+-Ce)ankinigeHosa rpyna;

R" - BogeHb abo (C4-Cg)ankin, (Cs-
Ce)umknoankin(Cs-Ce)arnkin, deHin(C+-Co)ankin,
eHaLeTunbHa Y oeHinobHa rpynu;

deHinbHa rpyna abo rpynn € He3amileHUMUN Ym
3aMileHuMn aToMom rarnoreHy abo rigpokcu, (Ci-
Cs)ankokcwm, niaHo, HITpO YK aueTuIbHO rpynamu, 3a
yMOBMU, AKWwo i Ri R'- BofeHb, Togi R" He € BogHewm;

i ix dbapMaLeBTUYHO NPUIHATHI COni.

Cepen cronyk dpopmyrm 1ll, y skux R' - rem-
andeHin(Ci-Ce)ankinbHa  rpyna  BigMiHHa  Big
GeHsrigpuny, T, y sakux R' -  o-gudeHin(Co-
Ce)ankinbHa rpyna, ocobrmBo nepeBaxHi.

Cepeg cnonyk coopmynu Il

R(+)-N-(4,4-andeHin)oytun-2-amiHo-3-
rigpokcunporaoHoBa kucnota i 1i hapmaueBTUYHO
NPUAHATHI coni,

R(+)-N-[(4,4-oudpeHin)-3-6yTeHin]-2-amiHo-3-
rigpoKCUNpPOTOHOBa kucroTta i 11 chapmaueBTUYHO
NPUAHATHI coni,

R(+)-N-[(a-dheHin-(2-rigpokcun)b6eHannineH]-2-
aMiHO-3-TiAPOKCUMNPOTOHOBA Kucnota i Ti
dhapmaueBTUYHO MPUNHSATHI coni,

0CcobnMBO NepeBaxHi.
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Cnonyku 3a BMHaxo4oM, WO € noxigHummn R (+)-
2-aMiHO-3-ripoKCMNPOMNIOHOBOT KNCIOTN, o
3amilleHi no as3oTy, abo ix cknagHumu edpipamm i ix
dapmaLeBTU4HO NPUAHATHAMMA consmu,
CUHTE3YyI0TbCA BIiAMNOBIOHO A0 TPaaWUINHUX MeTOaAMK
OLEpXaHHs CcKragHux edipiB amiHokucnotn abo
NOXiAHWX aMiHOKMCMOTK, WO 3aMilleHi no asoTy, i ix
cknagHux edipi..

CknagHi ecpipn R (+)-2-amiHO-3-
riAPOKCMNPOMIOHOBOI KUCIOTU MOXYTb OyTW OTpUMaHi,
peakuieto (pyHKUiOHanLHoro noxigHoro D-cepuHy 3
eTepucpikoBaHum  cnuptoMm  4n  deHoroMm  abo
OMWUIMEHHAM Yy TMOMoXeHHi 4 metunosoro abo
etunosoro edipy (R)-3-TpeT-0yTokcmkapboHin-2,2-
AnmMeTunnokcasonigmH-4-kapboHoBOI KWUCIOTW,
etepudikauieto  (R)-3 -TpeT-OyTOKCMKapOOHIn-2,2-
avmMeTunnokcasoniguH-4-kapboHoBOi  KMCroTM  3a
JornomMoroto peakuii Ti yHKLiOHanbLHOro noxigHoro 3
eTepudikoBaHMM  CMPTOM  4u  beHornoMm  y
MPUCYTHOCTI MPOTOHHOrO  akuenTopa, Hanpwvkiag
TPETUHHOT OCHOBMH, Takoi K 4-
anmeTunamiHonipuanHy, MeTUNMoponiHy,
eTunmMopdoniHy 4u AdiisonponinamiHy, i OMUNEHHAM
ckrnagHoro egipy TpeT-0yTuny 3 TpudTOpPOOLTOBOK
KMCMOTO, WO ofgHo4acHo 3abesnevye posknagaHHs
UMKy okcasoniguHy i ¢opMyBaHHSA  LifbOBOro
CKIagHoro edipy R(+)-2-amiHO-3-
riApOKCUMNPONIOHOBOI  KUCNOTU Yy  chopMi  cori
TP TOPOOLITOBOI KMCINOTHU, SIKa, Y CBOIO Yepry, Moxe
OyTu HewTpanizoBaHa Y NepeTBOpPEHa B iHLY Ciflb.
CkrnagHi edbipu, WO OTpPMMaHi TakMM YMHOM, MOXYTb
O6yTn nepetBopeHi B ix noxigHi N-3amiweHHs iy ix
chapmMaueBTUYHO MPUNHSTHI COMi.

N-moHO3amilweHHss Moxe OyTm  npoBedeHo
LWnsAXoM peakuii cknagHoro edipy R(+)-2-amiHo-3-
ri4pOKCMNPONIOHOBOI KUCIIOTW 3 rarnoifHOK CMOMyKO
copmynu:

Ra'-Hal (IVa), Rb'-Hal (IVb) abo R'-Hal (IV),

e Ra', Rb' i R' maioTb 3Ha4yeHHs, Lo 3ragadi
BULLE, Y MPUCYTHOCTI OpraHiYHOl TPETUHHOI OCHOBW,
Takoi fK 4-guMmeTunamiHonipuguH, 4-metun abo 4-
eTunmopdoniH, abo HeopraHiYHOi OCHOBW, TaKOi SK
riagpokapOoHaT HaTpito.

Konu Ra', Rb' i R' - ankaHoinbHi rpynu, LWo
HeoDOOB'A3KOBO  3aMillieHi, BiANOBIAHMIA auunranig
MOXe OyTu 3aMiHEHWA [HWKMM  YHKLiIOHANbHMUM
NoXiAHWM, TakMM §IK 3MillaHWW aHrigpua, akTUBHWUIA
ckrnagHun  ecpip abo BiMbHa KMCNoTHa  dhopma,
BignoBigHO aKT1BOBaHa, Hanpuknag,
avumknorekcunkapboamimigom. AKWo  ankaHoinbHa
rpyna 3samiwieHa no arnkiny amiHorpymnow, OCTaHHA
Oyae BIignNoOBIOHO 3axulleHa OfHie 3i 3BUYANHMX
3aXMCHWX rpyn nentuay, Hanpukniag
©€eH3MoKCHMKapOOHINbLHOK rpynoto.

MopibHUM uYmHOMm, ranigw, WO 3ragaHi Bulle, Y
akux Ra', Rb' abo R' € BigMiHHMMM Bif ankaHOINbHOI
rpynu, MoXxyTb ByTU 3aMiLLeHi cnonykamu hopmyrnm

Ra'-X (IvVa'), Rb-X (IVb') abo R-X (IV'),

ae X aBnsie coboto rpyny, Lo 3amilLlyeTbCH, TaKy
AK ankaHcynb@OHINOKCUNBHUNA,
MeTaHCY b OHINOKCUNBHUNA abo
6eH30nCcyNbGOHINOKCUNBHUIA  paguKkarn, OCTaHHIn €
He3aMilWweHM 4u  3amilleHum no 6eH3onbHoMy
KiNbLO NepeBaXXHO MeTanbHOK rPyMolo, Takow SK p-
TONyoncynb(OoHiNoKcunbHa.
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Cnonyku copmynum |, 1l abo Ill, e Ra, Rb abo R -
BOZeHb, i Ra', Rb' abo R' He € ankaHoinbHO rpynoto,
MOXYTb TakoX OyTM oOTpuMaHi BigHOBMIOBaAHUM
aMiHyBaHHAM 3a [OMOMOrol peakuil anbaerigy um
KeToHa, Wo BignosigatTb cnonyui Ra-H, Rb'-H un R'-
H, 3 D-cepuHoMm, nepeBaxHO y popMi 0OHOro 3 1Moro
cknagHux edipiB, y NPUCYTHOCTI BiAHOBHWKA, Takoro
K LiaHobopriapua HaTpito. AKWwo cknagHun edip mae
royny, LWo 34atHa pearyBatm 3  BiZHOBHWKOM,
Hanpwvknag KeTOHOM, LS rpyna BignoBigHO 3axulieHa
SIK KeTanb Yun edip eHorn 1oro.

OpepxaHHsa cnonyk coopmynm |, Il abo lll, ge Ra i
Ra', abo Rb i Rb', abo, BignosigHo, R i R', pa3om,
yTBOptotoTb  dpeHin(C1-Ce)ankingieHoBy rpyny, LWO
oTpMMaHa peakuieto D-cepuHy 4 noro cknagHoro
edipy 3 eHin(C4-Ce)kapbokcanbgerinom  npu
yMoBax yTBOpeHHs1 ocHoB Llnda. MogibHnm YnHom,
crnonyku cdopmynu |, Il abo lll, pe Ra i Ra', abo Rb i
Rb', abo R i R' pasom yTtBOpIOIOTL rem-gudeHin(Cq-
Ce)ankinigeHoBy rpyny, ogepxaHi peakuieto D-cepmHy
4YM OOHMM 3 OrO ckrnagHux edipiB 3 6eH30¢EHOHOM,
SAKLO LinNbOBUA NPOAYKT peakuii mae dopmyny |, Il
abo Ill, gpe Ra i Ra', abo Rb i Rb', abo R i R' pasom
YTBOPIOIOTb rem-gudenin(C+)ankineHy
(amdpeHinmeTunbHy) rpyny; abo 3 rem-gudenin(Co-
Cs)kapbokcaneaerigom, sKWO LinboBUiA NPpOAYKT Mae
dopmyny |, Il abo lll, ope Ra i Ra', abo Rb i Rb', abo R
i R' pasom yTBOpIOIOTE rem-gudeHin(Cz-Ce)ankinsHy
rpyHy, BignoBiaHO 0O YMOB YTBOPEHHS OcHOBWM LLnda.

TepmiH "dbeHin", Wo 3ragaHvn BuLLEe B ONUCI, Mae
Ha yBasi byab-aKy eHinbHy rpyny, sika Moxe OyTu
He3aMiLLEeHOI YM 3aMmilLleHo aTOMOM raroreHy abo
rinpokcy,  (Cq-Cgz)ankokcy,  UiaHO, HITpO  4M
aueTUmnbHO rpynamu.

Konn metunoBun abo etunosun ecip D-cepuHy
3aCTOCOBYIOTb SK noyaTtkoBy cnomnyky, N-3amiwieHe
noxigHe, ske ofgepXaHo TakuMm crnocobom, €
MPOMIKHOK ~ MaHKOl, WO  OMWIIOETBCA,  Mpu
onepxanHi cnonyku copmynu |, 1l abo lll, ge Ra", Rb"
abo R" € BogHeM, Toai sik N-3amilleHe noxigHe, Wwo
ofepXXaHo Taknm crnocobom, € MPOAYKTOM peakLii, Ae
SK Mo4aTKOBY PeYOBMHY 3acTOCOBYIOTb edip, Lo
BiAMiIHHWI Big METMUMOBOrO YN €TUNOBOro eqipy.

MoxigHi R(+)-2-amiHo-3-rigpokcrnponioHoBOT
KMCNOTU MOXYTb BYTW BUAINeHi y BinbHin oopmi abo y
dopmi X XiMIYHO 4M hapMaKOmoriYHO MPUNHATHUX
conew. 3 ornsigy Ha amdOTepPHY BMAcTUBICTb CMOSYK
3a AaHUM BMHAXO[oM, COMAMU MOXYTb OyTw Ti, WO
YTBOPIOIOTLCA ~ MiHepanbHMMu  abo  opraHiyHMMM
OCHOBaMW, Hanpuknag rigpokcuaom HaTpilo  uu
TpoMeTamoriom, abo MiHepanbHUMK YX OpraHiYHNMM
Kucrnotamu, TakuMM  SK  XJl0poBOAgHeBa  abo
TpudTOpaueTatHa. Y Bunagky crnonyku dopmynu |,
ximiyHO abo dapMauEBTUYHO  MPURHATHI  comi
BKMIOYEHi y BuWHaxig. Bupas "XiMiyHO NpUAHATHURA"

BigHOCUTLCA [0 coren cnonyk dopmynu |, wWo
3aCTOCOBYIOTLCS AN BULIMEHHS Y/ OYMLLIEHHS] HOBUX
NPOAYKTIB.

HacTtynHi He obmexytoui nNpvknagu inocTpyoTb
BUHaxia.

Mpuknag 1

lgpoxnopua umknonponinMeTunoBoro egipy 2-
(R)-amiHO-3-rigpoKkcnnponioHOBOT KACTOTH

Do umknonponinkap6iHony (15mn), Lo
oxonogkeHun pgo 0°C, ponunu auetnn  xnopug
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(1,37mn). TMicns 306oBTyBaHHs npoTsrom 10xB. npu
0°C, poganu D-cepuH (750Mr) i po3umH HarpiBanu 3i
3BOPOTHMUM  XOMOAWMBHUKOM NPOTATOM 2 TOAWH.
PeakuinHy cymiw 3ryctunu, BiQHOBMIM HacU4YeHUM
po3umMHOM  kapboHaTy Kamito i eKkcTparysBanu
etunauetatom. OpraHiyHy dasdy BucywMnuM Ha
MgSOs4, npodinbTpyBanm i 3ryctunu. [pogykTt
BiAHOBWUMY MiHiIMyMOM MeTaHony i goganu 1N po3uuH
XrNOpOBOAHEBOI  KMCNOTM B edipi. PO34MHHMK
BUMApUNU y BakyyMi i oTpymanu LinboBUN NPoayKT Y
BAMMAQi  KOPWYHEBOI TBepOoi pevoBuHU  (250Mr).
TemnepaTypa nnaeneHHsi: 112-118°C.

AnepHo MarHiTHuit Pesonatc (IMP) 'H (CDsOD)
d 4,07 (m, 5H); 1,18 (m, 1H); 0,64 (m, 2H); 0,37 (m,
2H).

Mpuknag 2

TpudptopauetaT 4-auetundeHinosoro edipy 2-
(R)-amiHo-3-riApooKCMNPONiOHOBOI KNCNOTH

(@) metunosun edip 3-TpeT-OyTOKCHMKapOOHIn-
2,2-gumeTunokcasonignH-4-(R)-kapboHoBoi kucnotu

[MpoayKkT oTpMMaHuii 3a MeToaoM, [LLO onMcaHun
B ctatti P. Garner, J. M. Park, J. Org. Chem. 1987,
52, 2361-2364].

(b) 3-TpeT-6yTOKCUKapbOoHIn-2,2-
avmMeTnnokcasonignH-4-(R)-kapboHoBa kucnora

Metunosun edip 3-TpeT-6yToKCUKapOOHIN-2,2-
JimetunokcasoniguH-4-(R)-kap6oHoBoOI KncnoTu
(3,0r) posumHunu y cymiwi TetparigpodypaHy (Tr®) 3
H2O (3/1; 30mn) i goganu LiOH-HO (684wmr). Micns
300BTYBaHHA MNpOTArOM 3 rogvH Mpu  KiMHaTHIN
TemnepaTypi, peakuiiHy cymiw nigkmcenmnm 1N
NMMOHHO KkmncnoToto (11mn). TFP 3ryctunu i BoasiHy
asy ekcTparyBanu etunauvetatoM. OpraHiyHy casy
Bucywmunun Ha MgSQOy, npodinbTpyBanu, Bunapunu n
ofepXanu UinboBUA MpoOAyKT Yy BUrNsSdi B'A3KOl
»oBTorapsyoi onii (1,36r).

(c) 4-aueTnndeHinosun edip 3-TpeT-
OyTokcukapboHin-2,2-aumeTtunokcnsonignH-4-(R)-
KapbOOHOBOI KUCIOTH

Mpu 0°C 3-TpeT-6yTOoKCUKapOOHIN-2,2-
anmeTnnokcasonignH-4-(R)-kap6oHoBy kucnoty (1,0r)
po3dynHunM B etunauetati (25mn), noTim goaanu
Avumknorekcunkapboguimia (OUK; 1,26r), peakuinHy
cymiw 36oBTyBanu npotsrom 45 xeunvH npu 0°C.
MocnipoBHO godanv avmeTtunamiHoTpuamH (OMATIT;
100mr) i 4'-rigpokcuavnetodeHoH (565mr), peakuinHy
CyMill  3anuwmnu  Ans  OOCArHEHHs  KiMHATHOI
Temnepatypu. llicna 5 rognH 360BTyBaHHSA, CyMill
npodinbTpyBanu, inbTpaT MPOMUIIM  HACUYEHUM
po34YMHOM  rigpokapboHaTy  HaTpito, notim -
HacM4yeHUM pPO3YMHOM Xxropudy HaTpito. OpraHiuHy
azy Bucywmnm Ha MgSOs, npodineTpyBanu i
sryctunn. OTpumaHy >XOBTOrapsidy Ofit0 OYUCTUMM
XpomaTtorpadieto Ha ABOOKUCI KPEMHIilo i oTpumanmu
LinbOBUIA NPOAYKT Y BUrnsaAi npo3opoi onii (940mr).

(d) TpudTopaueTaT 4-aueTundeHinosoro edipy
2-(R)-amiHo-3-rigpoKcHnponioHOBOI KUCIIOTH

B atmocdepi a3oty 4-auetundeHinosun egip 3-
TpeT-0yToKCUKapOOHIN-2,2-oUMeTUNOKCa3onianH-4-
(R)-kapboHoBoi  kmcnotu  (440Mr)  po3uMHUIM Y
anxnopmeTaHi (15mn) i goganu TpudbTOopoOLITOBY
kucnoty (T®K; 8mn). Micnsa 36oBTyBaHHA npoTsirom 1
roouHW peakuinHy cymiw 3ryctunu i goganmu
aieTnnosun edip. Ocag, o  YTBOPWUBCH,
npodinbTpyBanu,  MOTIM  LWIMAAXOM  BakKyyMHOrO
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CYWIiHHA OTpumManu UuinbOBUA NPOAYKT Yy BUrNsAi
6inoro nopowky (280wmr). TemnepaTtypa nnaBReHHSs:
115-118°C.

AMP "H (CDs0D) d 8,12 (d, 2H); 7,39 (d, 2H);
4,49 (m, 1H); 4,25 (dd, 1H); 4,08 (dd, 1H); 2,56 (s,
3H).

Mpuknag 3

ETunosun edip N-[2-[3(-)-
©eHaunokcmkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-riapoKCMNpPonioHOBOI KNCIOTH

Mpn 0°C  N-GeHannokcukapOoHin-S(-)-anaHiH
(3,0r), rigpoxnopug edipy R(+)cepuny (2,28r), rigpaTt
1-rigpokcunbensoTpuaszony (HOBt.H.O; 1,82r) i N-
etunmopdoniH (1,69mn) posunHunu y Trd (30mn).
MoTim oo cymiwi goganu avumknorekcunkapboamimig
(OUK) (2,91r), cymiw 3anuwmnn anst OOCArHEHHS
KiMHaTHoi  TemnepaTypu. [licna  360BTyBaHHS
nNpoTAroMm 5 TroAWMH, PO34YMH  MpodinbLTPyBanu,
dinbTpat npomunu  TI® i 3sryctunn. 3anuiok
BiJHOBUMM  AOUXIIOPMETaHOM, | opraHiyHy dasy
MOCMi4OBHO  NPOMWMM  HACWMY4EHUM  PO3YUHOM
kapboHaTy HaTpilo, BOOOK i HAaCM4eHUM PO3YMHOM
xropuay Hatpito. OpraHiyHy a3y BUCyWWMAM Ha
MgSOQOs4, npodinbTpyBanm i 3ryctunu. OTpumany
TBEPAY PEYOBMHY O4MCTUIM Xpomatorpadieo Ha
OBOOKUCI KPEMHIil0 i oTpyManu UinboBUMI NPOAYKT Y
Burnsai 6inoro nopotuky (2,5r).

Mpuknag 4

lNgpoxnopng  etunosoro  edipy  N-[S(-)-2-
amiHonponioHin]-R(+)-2-amiHo-3-rigpokcunponioHoBoT
KMCroTu

ETtvnosun edip N-[2-[S(-)-
6eHaunokcmkapboHinamiHo]nponioHin]-R(+)-2-amiHo-
3-rigpokcunponioHosoi kucnotu (1,0r) oTpumanu sk
onMcaHo y npuknagi 3, po3YuMHUNM B E€TUIIOBOMY
cnupTi  (25Mn) i godanu  HacuYeHu  PO3YMH
xrnopoBogHeBoi kucnotn (0,25mn) i nmanagin  Ha
Byrneui (150mr). PeakuinHy cymiw nomictunn B
aTmocdepy BogHio (P=1,3bar) Ha 30 xBunuH, noTim
npodpinbTpyBanu Kpisb UeniT. dinbTpat BUNApUNK i
oTpMManu UinNnbOBUIA MpOAyKT y BUMMsdi GexeBoro
nopowky (635mr). Temnepatypa nnasneHHs: 163-
168°C.

AMP "H (CDs0D) d 4,55 (m, 1H); 4,21 (q, 2H);
4,05 (m, 1H); 3,9 (m, 2H); 1,54 (d, 3H); 1,28 (t, 3H).

Mpuknag 5

ETvnosun ecdip N-[2-[R(+)-N,N'-6ic-
©6eH3unokcrkapboHin-2,6-giamiHorekcaHoin]-R(+)-2-
aMiHO-3-riApOoKCUMPONiOHOBOI KUCMNOTH

Mpn 0°C  N,N-6ic-6eH3nnokcmkapboHin-R(+)-
nisavH  (2,51r), rigpoxnopug etunosoro  edipy
R(+)cepuHy  (1,03r), HOBt-HO (0,82r) i N-
etunmMopdoniH (0,76mn) po3unHunu B TId (30mn).
Motim pomann [OUK (1,31r) i peakuiiHy cymiw
3anMwnny nNpy KiMHaTHIn TemnepaTtypi Ha 4 roguvHu.
PeakuinHy cymiw npodinbTpyBanu Yepes kepamiyHum
GinbTp, npomunu TIP, noTiMm inbTpaT BUNapunu.
3anuwok BiAHOBWIN eTUNALIETAaTOM i opraHivHy dasy
NPOMWAN HaCM4YEeHUM PO34YMHOM kapboHaTy HaTpito,
NOTiM HacvyYeHVM PO3YMHOM  XIopugy HaTpilo.
OpraHiyHy asy BUCYLLNMU Ha MgSOs,
npodineTpyBanu i Bunapunu. OTpumaHy TBepay
PEYOBMHY OYUCTUMM XpomaTtorpadieto Ha [BOOKMUCI
KPEMHil0 i OTpUManu UinboBUM NPOAYKT Yy BUrnagi
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6inoi TBepmoi peyoBuHM (1,14r). TemnepaTypa
nnaeneHHs: 133-136°C.

AMP "H (CDCl3) d 7,28 (brs, 10H); 6,94 (brs,
NH); 5,55 (brs, NH); 5,11 (s, 2H); 5,08 (s, 2H); 4,99
(brs, NH); 4,62 (m, 1H); 4,22 (q, 3H); 3,96 (brs, 2H);
3,21 (m, 2H); 1,72 (m, 6H); 1,27 (t, 3H).

Mpuknapg 6

Metunosun edip R(+)-N-(4,4-gndpeHin)bytnn-2-
aMiHO-3-TiAPOKCUNPONIOHOBOI KUCNOTH

(a) 1,1-andeHin-4-6pombyTeH

Mpu 0°C umknonponin-andeHin-kapbiHon (10,0r)
posunHunn B 48% po3uuHi GpomosogHio (40mn).
Micns 36oBTyBaHHA npoTsrom 5 roguH npu 0°C,
peakuiHe cepegoBuwle po3baBunM  BOAOK i
ONXNopMeTaHoM, NOTiIM opraHiyHy dasy npomMunu Tpu
pa3u Bogoto. OpraHiyHy dasy Bucywmnnm Ha MgSOs,
npocpinbTpyBanu, 3ryctmnu 1 OTpuManu LinboBui
NPOAYKT y BUrnsAAi kosTorapsyoi onii (11,89r).

(b) 1,1-andeHin-4-6pombyTaH

1,1-andeHin-4-6pombyteH (10,0r) po3uuHunu B
abcontoTHomy etunosomy cnupTi (100mn) i goganu
nanagiv Ha Byrneui (400mr). PeakuinHy cymiw
nomictunu B atmocdepy BogHio (P=3,3bar) Ha 6
roavH. Cymilw npodinbTpyBanu Kpi3b LeniT, ginbTpat
3rycTunu i ogepxanu LUinboBUMW MNPOAYKT Yy BUrNSAI
»XoBToraps4oi onii (9,24r).

(c) metunosuii edpip R(+)-N-(4,4-gudpeHin)oytvn-
2-aMiHO-3-riApOKCMNPONIOHOBOT KUCNOTU

lpopoxnopua etunosoro edipy D-cepuHy (1,5r)
po3unHunu B gumetundopmamigi  (OM®; 20mn),
pofanu rigpokapboHat Hatpito (1,78r) i 1,1-gndeHin-
4-6pombyTaH (3,35r), wo posvnHeHun y AMP (5mn).
PeakuinHy cymiw sutpumanu npu 85°C npotsrom 1
rOAMHW, MOTIM 3ryCTUIM Ha BaKyyMi. 3anuiiok
BiAHOBWUMM eTunaueTaToM i BOAO, NOTIM OpraHiyHy
a3y npoMunM TpU pasn HACMYEHUM PO3YMHOM
xnopuagy HaTtpito. OpraHiyHy a3y BucywnnM Ha
MgSO., npodhinbTpyBanu i 3rycTunu Ha BaKyyMi.
Ouunctunn xpomatorpadieto Ha ABOOKUCI KPEMHIO i
ogepanu UinboBUn NPOAYKT Yy BUrNAAi PiaKol )KOBTOI
onii (1,38r).

Mpuknag 7

lopoxnopua R(+)-N-(4,4-oudpeHin)oyTun-2-
amiHo-3-rigpokcunponioHoBoi  kucnotu  [pu  0°C
metunosun  edip  R(+)-N-(4,4-gudpeHin)bytun-2-
aMiHO-3-TiAPOKCMNPONiOHOBOT Kncnotm (600Mmr)
posunHunu B cymiwi TF®/HO (3/1; 20mn) i goganu
5N posuuH rigpokeuay Hatpito (0,7mn). [Micna 15
xBunuH npu 0°C peakuiiHy CyMmill 3anuwmnnm npu
KiMHaTHIn Temnepatypi. [licna 45 XxBunuH, cymiw
3HoBy octygunu pgo 0°C, poganm 1N  po3uuH
XINOPOBOAHEBOI KMCNOTU (4M11), NOTIM CyMiLLl 3ryCTUIN
Bakyymom. OTpumaHy TBepdy PeyOBMHY pO3Tepnu B
MOPOLLUOK Y KUMNMAYOMY i30NpPOMinNoBoMy CrvpTi i
rapsumm npodinbTpyBanu. [licns  BunaproBaHHA
dinbTpaTy UiNbOBWIA NPOAYKT OTpMManu y BuUrnsgi
npo3oporo xoBsToro nopowky (303mr). TemnepaTypa
nnasneHHs: 70-75°C.

AMP "H (CDsOD) d 7,18 (brs, 7H); 7,05 (m, 3H);
3,88 (m, 2H); 3,83 (m, 2H); 3,00 (m, 1H); 2,08 (m,
2H); 1,61 (m, 2H); 1,24 (m, 2H).

Mpuknag 8

MeTunosui edip R(+)-N-[(4,40udbeHin)-3-
ByTeHin]-2-amiHo-3-rigpoKCUMNPONIOHOBOI KUCNOTH
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lNpopoxnopug metunosoro edipy R(+)-cepuHy
(1,0r) posuvHunu B gumetundopmamigi (OM®P) i
popanu rigpokapboHaTt HaTtpito (1,08r) i 1-(4-6pom-1-
eHinbyT-1-eHin)6eH3on (2,03r). Micna 360BTyBaHHSA
NPOTAroM HOYi NPV KIMHaTHIN TemnepaTypi peakuinHe
cepefdoBuvlle 3rycTUnNM Ha  Bakyymi. 3anuwiok
BiJHOBWUMM eTunauetTaTtoM, MOTIM oOpraHiyHy dasy
npomuniv  Tpu  pasu Bogot. OpraHiyHy dasy
Bucywmnnu Ha MgSOs, npodinbTpyBanum i 3ryctunm.
LlincoBuin npogykt ogepxanu y Burnsagi  Ginoro
nopotuky (600mr).

Mpuknag 9

Mgpoxnopug  R(+)-N-[(4,4-andeHin)-3-6yTeHin]-
2-aMiHO-3-TiApOKCMNPONIOHOBOT KNCNOTH

Mpu 0°C wmetunosui edip R(+)-N-[(4,4-
AndeHin)-3-6yTeHun]-2-amiHo-3-rigpoKCUMNPOLLIOHOBOI
kmucnotun (600mr) po3unHunm B cymiwi TIFP/HO (3/1;
20mn), notim goganu 5N po3ynH rigpokcuay HaTpito
(o6'em 700mkn). lMicna 360BTYyBaHHA npoTtsrom 15
xBunuH npu 0°C peakuiiHy CyMmill 3anuwmnnu npu
KiMHaTHIn TemnepaTtypi NpoTAaroM 45 XBUNWUH, i NOTIM
po34nH 3HoBy octyaunu go 0°C. Joganu 1N po3ymH
XINOPOBOAHEBOI KMCMNOTW (4Mn) i cyMmill 3rycTunm Ha
BakyyMmi. OTpumaHy 6iny TBepay peyoBUHY PO3Tepnu
B MOPOLUOK Yy KUMMSYOMY i30MPONiNoOBOMY CrUPTI,
notim  npoginbTpyBanu. [licna  BunaproBaHHs
dinbTpaTy, UiNbOoBUMIN MPOAYKT OAepXanu y BUrnsAi
nposopoi  xoBToi niHn  (303wmr). TemnepaTypa
nnasnexHs: 130-135°C.

AMP "H (CD30D) d 7.31 (m, 3H); 7.15 (m, 6H);
6.00 (t, 1H); 3.79 (m, 3H); 3.08 (m, 2H); 2.44 (m, 2H).

Mpuknag 10

Etunosun edip R(+)-N-(3-cenin)nponin-2-amiHo-
3-riApOKCMNPONiOHOBOI KNCIOTH

lgpoxnopug  etunosoro  ediipy  R(+)-cepuHy
(1,0r) npuBenu y cTtaH cycneHsii B 06e3BogHOMY
MeTaHoni, fopanyu MornekynspHe couto (4A) i
uiaHoOoprigpug, ~ HaTtpito  (NaBH3CN,  267wmr).
36oBTyBanM npotarom 15 xBunuH, pgopjann  3-
deHiniponioHanbaerig  (705mkn) ogHielo nopuieto.
IMicnsa 360BTyBaHHA npoTArom 3 roguH 30 XBUNWUH Npu
KiMHaTHI Temnepartypi, peakuiiHy cymiL
npodpinbTpyBanuM uyepes kepamiyHuA  QinbTp i
dinbTpaT 3rycTunu. BigHoBMNeHy B'sA3Ky Npo3opy onito
(1,95r) oumctnnnm xpomatorpadielo Ha [OBOOKMCI
KpeMHilo | ogepxanu pigky npo3opy >XOBTY Ofito
(900wmr). Banuwok BiAHOBWNU 3 MiHIMyMOM edipy i
goganu 1N po3ymH XrOpPOBOAHEBOI KUCMOTK B edipi
(6mn). Ocag, wo yTBOpmMBCH, NpodinbTpyBanu, nNoTim
BUCYLUMMM | OTpUManu UiNb0BUA NPOAYKT Yy BUrMsgi
TBEpaoi Ginoi pedvoBnHu (990mr). Temnepatypa
nnasnexHs: 102-107°C.

AMP "H (CDs0D) d 7.25 (m, 5H); 4.30 (q, 2H);
11 (m, 1H); 3,.9 (m, 2H); 3.29 (m, 1H); 3.08 (m, 2H);
71 (t, 2H); 2.05 (m, 2H); 1.38 (t, 3H).

Mpuknag 11

lgpoxnopug R(+)-N-(3-denin)nponin-2-amiHo-3-
riApOKCUMPONIOHOBOI KACIOTU

Etunosun edip R(+)-N-(3-cenin)nponin-2-amiHo-
3-riApoKCMNPONioHOBOI  KMCNOTK 3a npuknagom 10
(600Mr) posdmHunu B cymiwi TFP/HO (3/1; 20mn) i
popganu LIOH-H2O (175mr). Ticna 360BTyBaHHS
NpOTArOM HoYi NpW KiMHaTHIK TemnepaTypi, TI®
sryctun i goganv 1N po3unH XrOpOBOAHEBOI
KMCnoTn (2mn). Ocag, wo YTBOPUBCH,

4.
2.
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npodinbTpyBanu, NPOMUNK y BoAi, NOTiM BUCYLUNAN Y
BaKyyMHI CYLUMIbHIA  Wwadi nApoTAroM Houi i
OTpMManu LinboBui NpoaykT y BUrnsAi 6inoi Teepaoi
peyoBuHu (290Mmr). TemnepaTypa nnaerneHHsa: 190-
196°C.

AMP 'H (pietuncynbdokena) d 7.25 (m, 5H);
3.73 (m, 1H); 3.62 (m, 1H); 3.20 (m, 1H); 2.85 (m,
2H); 2.58 (t, 2H); 1.90 (t, 2H).

Mpuknag 12

Etunosun  edip  R(+)-N-[(1-meTnn-3-okco)-1-
6yTeH-1-in]-2-amiHo-3-rigpoKCMNPONiOHOBOI KNCNOTK

lNpopoxnopua etunosoro ediipy  R(+)-cepuHy
(3,0r) posunHunu B metaHoni (150mn), goganu 5
wnatenis  monekynmapHux cut  (4A) i noTim
auetunaueToH (2,55mn) i cymiw HarpiBanu 3
3BOPOTHUM XOMNOAWIBHUKOM NPOTArOM Houi. Po3uuH
npocinbTpyBanu Kpisb LeniT, NpoOMUnM 3 MeTaHOMNoM
i inbTpaT BWNapunu. 3anuwok BiAHOBUNM 3
eTunauetaTom, goganun edip, cinbTpat po3Tepnun B
nopoLwoK, npodinbTpyBanu i 3ryctunu. OuucTnnm
XpomaTtorpadieto Ha OBOOKWUCI KPEMHIl0 i oTpumanmu
LinboBUiA NpoayKT y BUrnsgi 6inoi TBepaoi peyoBuHU
(1,21r). TemnepaTypa nnaeneHHsi: 78°C.

AMP "H (CDCls) d 11.00 (d, 1H); 5.00 (s, 1H);
4.23 (m, 4H); 3.94 (m, 2H); 1.95 (m, 6H); 1,27 (t, 3H).

Mpuknag 13

R(+)-N-[a-deHin-(2-rinpokcn)oeH3uniaeH]-2-
aMiHO-3-riApoKCMNponioHoBa KucnoTta

B armocdepi asory R(+)-cepyn (1,0r), o-
okcnbeHsodeHoH  (940mr), meTaHonaT  HaTpito
(512mr) posumHunu B etaHoni (50Mn) i peakuiiHy
CyMilWl HarpiBanuM 3i 3BOPOTHUM XOMOAMMBHUKOM
npotsarom 3 rogvH. CyMmiw 3ryctunu BakyyMoOM i
BiAHOBWNMK edhipoM. [logany KOHUEHTPOBaHUN PO3YMH
NIMMOHHOI  KUCFOTU | BOAsHY a3y ekcTparysanu
aietunosum edpipom. OpraHiyHy ¢hasy BUCYLUMNN Ha
MgSOs4, npodinbTpyBanuM i 3ryctunun. 3anuiok
BiAHOBWMM MiHIMyMOM AieTunoBoro eqipy, postepnu
B MOPOLLUOK, NpodinbTpyBanu i ogepxanu UinboBui
NpoaykT y BUIMA4i >KOBTOro nopowky (610mr).
TemnepaT¥pa nnasneHHs:: 170°C.

AMP 'H (CD30D) d 7.58 (m, 3H); 7.34 (m, 3H);
6.95 (m, 1H); 6.82 (m, 1H); 6.67 (m, 1H); 4.17 (m,
1H); 3.95 (m, 2H).
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