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1 MNponssogHele NneHema obweil dpopmyns (1)
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A, A
Vo
Ry N0,
rae R — Cy-Cgs rmapoKkcuankun,
R; — kapBokcuneHan rpynna vnv stepuduyUpoBaH-
Hasd kapBokcuneHaA rpynna, Nerko akTuBUpyemas
IN VIVQ, WK KapBOKCHNAT-aHMOH,
Rz = H, C4-Cy ankwn, HeobA3aTenbHO 3aMeweHHbIn
kapbokcnamMuAHOR rpynnow,
Ry — H, C1-Cs ankun, HeobazaTensHo 3aMeLleHHbIld
therunom, Ci-Cp aMWHOANKArN, WK
R: n R4, ceAzaHHbe BMecTe, obpasyloT NUpponuMau-
HOBOE, MWUNEPUAWNHOBOE WINKW 23MPWIWHOBOE KOMbUGC,
HeobA3aTenbLHC 3aMelleHHoe TWAPOKCWNBHOR Tpyn-
NoA, AMKAHOWMOKCUrpyNNod W KapbamMoWNoKcurpyn-
nowu,
Rs n Rg, HesaBucumo apyr ot apyra, - H, C-Cs an-
kN, Cq1-Cs ankmnkapbokcramug, wnw, B3ATHE BMe-
cTe, obpasyoT 4-MeTHNNUNepasuH,
n - yenoe Yucno, pasHoe 1, 2 unu 3,
UK Mx dapmMaleBTH-eck NpUeMnemsle conm
2 lMNpowussogHele neHema no n 1, MverwWwme KOHpK-
rypayuio SR, 68

2

3 MpowseogHHe neHema Mo N 2, ¥ KOTOPBIX Ry -
anbharnpokcnartuiosan rpynna, W ancdga-atom
ymepoga B STWNOBOW TRYNNe UMeeT KOHPHUIypaunio

4 [lpowseofHuie neHema no n 1, BubpaHHee W3
rpynnel, BRAKKYAKWER
(5R,85)-2-((N-(2-ayeTammnao)-N-
MeTUmaMmimHoMeTnm)-6-[(1R)-1-rugpokcnaTun]-
neHem-3-kapboHoBYIO KNCNOTY,
(5K,65)-2-((M-nponuHamMmuao)-metun)-6-[(1R)-1-

M A POKCUATUN]-NeHemM-3-kapBoHOBY IO KMCNOTY,
(5R,85)-2-(N-meTnndpeHunanaHuHaMUa0)-MeTUN-6-
[(1R)-1-rnapokcusTun]-neHem-3-kapBoHOBYIO  KUCNO-

TY,

(5R,65)-2-(3'-kapbokcrnamugo-nunepngnd-1"-un)-
MeTun-8-[(1R)-1-rugpokcnaTun]-neHem-3-
KapBOHOBYIO KMCIOTY,
(5R,65)-2-(N,N-grnayetammgo)-amuHomMeTun-6-[(1R)-
1-rugpokcnaTun]-neHem-3-kapBoHoBYIO KMCNATY,
(5R,85)-2-(N-metn-MN-(3"-nponvornamnac))-
aMUHOMETUN-B-[(TR)-1-rnApoKcUaTH]-NeHeM-3-
KapBOHOBYIO KMCIOTY,
(5R,85)-2-(N-meTnn-N-(4'-MeTun-1'-
nunepasuH)}ammngokapbokcHMETUT-aMHOMETH-6-
[(1R)-1-rngpokcuaTun]-neHem-3-kapboHOBYID  KMCMO-
TY,

(5K,65)-2-(N-a1un-N-({2"-ayeTaMu 10)}-aMUHOMETHM-
6-[(1R)-1-rugpokcnaTun]-neHem-3-kapBoHoByko  KM-

C‘nOTy:
(5R,65)-2-(N-meTnn-MN-({N',N'-gnmeTnniaueTamngo)-
amMuHoMeTun-6-[(1R)-1-rnapokcnatun]-neHem-3-
KapBOHOBYH KMCNOTY,
(5R,85)-2-(2'-kapborcrnamugo-nunepugnH-1'-un)-
meTun-6-[(1R)-1-rugpokcuatun]-neHem-3-
KapBOHOBYIO KMGNOTY,
(5R,65)-2-(4'-kapbokcrnamugo-nunepngnd-1"-un)-
MeTun-8-[(1R)-1-rugpokcnaTun]-neHem-3-
KapBOHOBYHO KMGMOTY,
(5'-meTun-2'-okco-1',3'-gnokconeH-4'-unj-
meTun{5R,65)-2-(N-nponwHamngo)meTn-6-[(1R)-1-
rMAPOKCHATHN]-NeHem-3-kapbokechnar,
ayetokcumeTun-(5R,65)-2-(MN-meTun-N-(2-
aletamMufo))-aMrUHOMeTUN-6-[(1R)-1-ruapokcuaTun]-
neHeM-3-kapbokcwnar,
(5R,65)-2-(2'-kapborcnamupo-aaupuanH-1'-un)-
MeTun-B-[(1K)-1-rmgpokcnaTun]-neHem-3-
KapOCHOBYIO KMCIOTY,

{13) C2
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{5R,65)-2-(N-(D-nponuHamugo))-metnn-6-[{1R)-1-
TMAPOKCHaTHI]-NeHem-3-kapboHOoBYI KMCNOoTY,
(5R,65)-2-[N-MeTun-(MN'-rnuuuHaMu A0)-rnuywun]-
aMUHOMeTUN-6-[(1R)-1-r1uf pokcnaTun]-neHem-3-
kapboHoBYHO KUCMOTY,
{5R,65)-2-(N-meTnn-N-(2-ayeTamnao))-aMuHoMeTN-
B-[(1R)-1-rmgpokcuaTun]-neHem-3-kapbokcunar  Ha-
TRHS,
ayetokcumMeTun-(5R,65)-2-(N-nponuHaMuao)-MeTun-
8-[(1R)-1-rugpokcuaTn]-neHem-3-kapboKkcunar,
{5'-meTun-2'-orco-1',3'-guokconen-4'-un)-
meTun (SR 65)-2-(N-(2-ayeTtamng)-N-meTnn)-
aMuHoMeTUN-B-[(1R)-1-rng pokcnaTun]-nesem-3-
kapbokcunart
{5R,65)-2-[(2'5 4'R)-2'-kapbokcuamMngo-4'-

MME pPOKCUNUPPONUAgUH-1'-un]-metun-6-[(1R)-1-

A POKGHITUN]-NeHeM-3-kapboHOBYIO KMCNOTY,
(5R.639)-2-(N-(29)-2-nponuoHamug-N-meTun)-
aMUHOMeTUN-6-[(1R)-1-r1uf pokcnaTun]-neHem-3-
KapBOHOBYHO KMCMOTY,

NUBANCUNOKCHMETHIN-(SR, 6S)-2-(N-nponwHamugo)-
meThn-6-[{1R)-1-rugpokcnatin]-neqem-3-
kapbokcunar,

nueancunokcumeTn-(5R 638)-2-(M-ayeTamngo)-N-
meTun-6-[(1R)-1-rugpokcuaTun]-neHem-3-
NHBANCUNOKCMMETHNKApBoKCHNaT,
{5R,65)-2-[N-(2'R)-2'-nponnoHamwngo-N-meTvn]-
amuHomMeTn-6-[(1R)-1-rngpokcuatun]-neHem-3-
kapboHOBYO KMCNOTY,
(5R,65)-2-[(2'R,4'R)-2'-kapbokcnamujo-4'-

MME pPOKCUNUPPONUAgUH-1'-un]-metun-6-[(1R)-1-

TME POKCHITUN]-NeHem-3-kapboHOBYIO KWCNOTY,
{5R,65)-2-[(2'S, 4'5)-2'-kapbokcuamngo-4'-
MAPOKCHNUpRonuauH-1'-unl-wmetnn-6-[{(1R)-1-

U pOKCUITUN]-NeHem-3-kapBoHOBYIO KUCNOTY,
(5R,65)-2-[(2'R,4'S)-2' -kapbokcuaMnao-4'-

MME pPOKCUNUPPONUAgUH-1'-un]-metun-6-[(1R)-1-

A POKGHITUN]-NeHeM-3-kapboHOBYIO KMCNOTY,
(5R.69)-2-[(2'S 4'R)-2'-kapbokcnammngo-4'-
kapbamownokcu-nupponvaud-1'-mnl-metun-8-[{1R)-1-
U pOKCUITUN]-NeHem-3-kapBoHOBYIO KUCNOTY,
nuBanocunokcHMeTHn-(5R 6S)-2-[N-(D-
npanvHamMuao)metun-8-[(1R)-1-rugpokcuzTin]-
neHem-3-kapbokcunar,
(5-meTun-2-okco-1,3-guokcon-4-un)-meTnn-(5K,65)-
2-[M-{D-nponuHamu o) metun-e-[(1R)-1-

MME POKCHITUN]-NeHem-3-kapboKkeunar,
auetokcwMeTn (SR, 63)-2-[N-(2'3)-2' nponvoHamua-
N-meTun]-amuHomeTn-6-[(1R)-1-rmgpokcuaTun]-
nexem-3-kapCokcunar,

nueancunokcumeTnn-(5R 65)-2-[N-(2'S)-2'-
nponuoHamMuao-N-MeTun]-aMmuHomeTun-6-[(1R)-1-
MME POKCHITUN]-NeHem-3-kapboKkeunar,
{5-meTun-2-okco-1,3-guokcon-4-un)-metun (SR, 6S3)-
2-[N-{2'S)-2'-nponwoHamn g-N-meTunlammHomeTnn-6-
[(1R)-1-rngpokcnatun]-nedem-3-kapbokcunar,
nueanounokcumeTnn-(5R 65)-2-((2'S 4'R)-2'-
kapborcwamugo-4'-rngpokcunvpponuguH-1'-
un]metn-6-[{1R})-1-rngpokcuaTun]-neHem-3-
kapborcwnar,
(5-meTun-2-okco-1,3-guokcon-4-unimetTvn-(5K, 65)-2-
[(2'S 4'R)-2'-kapBorcHuaMngo-4'-

Mg pokcunupponuguH-1'-un]merun-6-[(1R)-1-

MME POKCHITUN]-NeHem-3-kapboKkeunar,
yniiorercunkapborHunorcnmeTnn-(5R 63)-2-

[(2'S 4'R)-2'-kapbokcnamngo-4'-
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rugpokcnupponngrd-1'-unjverun-6-[{1R)-1-
rMAPOKCHATHN]-NeHem-3-kapbokechnar,
1-(4uKnorekcunokcukapboHunokcuyaTun-(5R,65)-2-
[(2'S,4'R)-2'-kapborcnamMuao-4'-

g porcunupponuguH-1'-un]merun-6-[{(1R)-1-

rMA POKCHITHI]-NeHem-3-kapbokeunar,
1-{[{1'S,2'R,5'S)-2'-usonponun-5'-metnn-
yuknorekcad-1'-wnjokcukapSonvnokcutaTvn-(5K, 639)-
2[(2'S,4'R)-2'-kapbokcuamufo-4'-

g porcunupponuguH-1'-un]merun-6-[{(1R)-1-

rMA POKCHITHI]-NeHem-3-kapbokeunar,
nueanounokcuMeTun-(SR,65)-2-[(2'S 4'R)-2'-
kapbokcwamugo-4'-kapbamonnokcunupponngns-1'-
WnMeTun-6-[(1R)-1-rugpokcuaTun]-neHem-3-
Kapbokcunar,
1-nusanownokcusTn-(5R,65)-2-[(2'5 4'R)-2'-
kapbokcuamugo-4'-rugpokcunupponngmui-1'-
nnmeTnn-6-[(1R)-1-rmgpokcnatvn]-neHem-3-
kapbokcunar,
1-(UuknorekcunkapboHunoken)aTun-(5R,65)-2-
[(2'3,4'R)-2'-kapbokcnamngo-4'-
rugpokcnupponngrd-1'-unjverun-6-[{1R)-1-
rMAPOKCHATHN]-NeHem-3-kapbokechnar,
{5-TpeT-ByTun-2-0kco-1, 3-guokcon-4-un)-MeTun-
(5K,65)-2-[(2'S, 4'R)-2'-kapbokcnamn go-4'-

g porcunupponuguH-1'-un]merun-6-[{(1R)-1-

rMA POKCHITHI]-NeHem-3-kapbokeunar,
1-(waanponunkapGoHunokcu)atun-(5R,65)-2-
[(2'S,4'K)-2'-kapbokcnamngo-4'-
rmapokcunupponuauH-1'-unjmeTun-6-[(1R)-1-

rMa pPOKCUSTUM]-NeHem-3-kapbokcunar,
1-nuesanownokcuaTun-(5R,65)-2-[N-2-aueTammngo-N-
MeTun]amMuHomeTn-6-[(1R)-1-rugpokcnsTin]-neHem-
3-kapCokcwnar

5 lNpouseofHulie neHema no n 1, obnagawouue au-
TUBaKTepUanbHbIMW CBORCTBA MM

6 Cnocob nonyveHns Npou3BofHEX NeHema oblweid
dopmynsl {|) no n 1, cTnMYaWMWACA Tem, YTO npo-
M3BOAHOE  Z2-TWAPCOKCUMETUNIAMELLEHHOIO NEeHEeMa
obwen dpopmynsl (I

R, \\ S CHzoﬂ
.
4

le] cooY ()
rae Ry nweeT 3HadeHns, npueepeHHele B N 1, a Y —
ITepuduuMpyowan rpynna, nNoABeprareT B3anumo-
NeRCTBUIO C COOTBETCTRYIOUUMM NPOWUSBOAHEIM CYMb-
GMOHNMUIIOPUSIA B NPUCYTCTBMM OPraHWUECKOre OCHO-
BaHWS B UHEPTHOM OPraHWYeCcKOM PacTBOpHTENns npw
TeMnepaType o7 -70°C go +20°C, v nonyyeHHoe npw
aTOM CyMbOHUN-NpousBofHoe obled dopMynbl

V)
R /S\TCHZOSOZZ
l

pomerrre i
7
¢ cooY (V)
rae Ry U Y onpegeneHsl BeHWe, a Z — ankwn WnW
apwn, NoABEPraloT B3aMMOAeicTBUIO C COEAUHEHNEM
obwen dpopmynsl (V)
dCH4CO N’HS
H-——N—((ii -}gi -N
Hd

Re
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rae Ri, Ry, Rs, R 1 n MMEIOT 3HAYEHNS, YKa3aHHLIS B
n 1,

B OPraHWYecKOM pPacTBOpPWUTENe Npw TemnepaType oT
-20°C pgo +20°C ¢ nocnegyowmm npecbpazoeaHnem
Nony4yeHHoro NPOWIBO4HOMO neHema obwen dopmy-

nel (V1)
Ry Rs
R‘l\\ 8 cn,-al:—cu-ﬁ:o-m’:
A
0/ coay , (V1)

rae n, Y, Ry, Ra, Ry, Rs u Rs onpegeneHsl BHwe, B
coeAuHeHwe obwel dpopmynel (), nocpegcTeoM rug-
pornnaa, rMARoOreHornu3a win JARYTMMH W3BECTHBIMW
cnocobau

7 Cnoco® nonyyeHUa NpoW3BOAHLIX NeHema obulel
dhopmynel {I} no n 1, cTnvdalowridca TeM, 4To npo-
u3asogHeie cynedgoHuna dopmynsl (V)

Aine S CHOS0,Z
]

s
& cooyY )
rae Ry, Y u Z onpenenensl Brille,
NojBepraloT B3aUMOJEACTBMID G  HEeOPraHW4ecKUM
ranuaoM ¢ nonydeHueM COOTEBETCTBYIOWMX ranvwjos

cpopmyne (Vi)
R .s\l{/cae-x

|

/_N
c COOY  (viy
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rae Ry n Y onpegenelel Bollwe, X BHbUpatoT u3 rpyn-
nel, BKOOYawwed xnop, 6pomM, Wog, ¢ nocnegyrowmm
B3auMofleAcTBUen coefuHeHua dopmyne (Vi) ¢
coeuHeHuem chopmynel (V1)

By Ry
HCO-N
H-N-ﬁ% FOO-N

Rs ? o
roe Rs, Ry, Rs, Rg 1 h onpegeneHsl Beille,
B OpraHMYecKomM pacTBOpUTEne fnpu TeMNepaType oT
-20°C go +20°C ¢ nocnegytownM npeobpasobaHnem
nony4yeHHOro NPCU3BOAHOMO NeHema cbueld dopmy-

net (VI

f R
R, S CH i H O-N/
™~ "N'? HEON
l R, R
—_—
0/ coay (VI

rae n, ¥, Ry, Rs, R4, Rs u Rs onpegensHH BHILE,

B coefWHerne obweid dopmynel (), nocpeacTeom
rMApoONK3a, MTMAPOrEHoNU3a UMW ARYTMMA W3BECTHH-
Mk cnocobamn

8 dapmalesTudeckana Komnozvuua, obnajakowan
aHTUBaKTEpUansHOA aKTUBHOCTEID, ANS NepopanbHe-
ro WNK NapeHTepPankbHOro UCNoNLIOBAHWA, GopepHKa-
WasA aKTWBHLIA areHT U dapvalesTndecku npuemne-
MBI HOCUTENb, OTNWYARLWEARCH TEM, YTO BIIOYAST B
KAuecTBEe AKTWBHOIO areHTa coeguHenue no n 1 B
acpbeKTMBHOM KonUuecTee

HacToAwee n3obpeTeHne OTHOCHTCA K NPOM3BO-
AHBIM MEHEMOB, COOTBETCTBYIOWMWM oblen hopMyne

0
Q
R
4
Se2 CH{*N-&Clthg—N\

s—s'l/ | & B ()
ST

K> BoIDVpaKOT W3 rpynnbl, copepxawen kapbok-
CUMBHYID TRYNNY, CBOCOOHYI WK 3TEePUdHUWPOBaH-
HYKO MpW NMOMOLLY TPYNMbI, NErke akTUBMPYEMOR Ih
VIVO, UMK KapBoKCHNaT-aHWUCH,

Rz BuIBMpatoT W3 rpynnel, cogepixawen H, G - Cq
ankun ¢ 3aveleHuAMK unn Bes,

K4 BuIDMpatoT Kz rpynnel, cogepxawed H, C —
Ce ankun ¢ zamelleHUamMu nnu Besz, C, - Cp rugpo-
KCUANKWN ¢ 3aMelleHnaMn unw 6es, Cy - C; Mepkan-
Toankun © 3ameweHus MU unu 6es, C; - Cs amwHoan-
KW © 3aveweHuAamn wnn Bes, C - Cp ankmn,
COAEPHALNA YETBEPTUHHYIO aMMOHNAHYIO Tpynny, Ty
- Cg vapbokcHankun ¢ samelleHUamMd unun Bes, Cy —
Cs yuknoankun, Cg — Cyg apun, Cg — Cip apnCi—
Ceankwn, retepounknnn-Ci—Csankun ¢ 3ameweHns-
MK unu Be3, BoKoBYD LENovKy NPUPORHBLIX anbda-

r °

EMWHOKMCIMOT, HAacHILEHHBIA UMK HeHackllWweHHA Ty —
C; reTepouwnkn, reTepoaTomMel B KOTOROM - 310 M, O,
L

unu ¥e Rz U Ry, CBASAHHBIE OfUH C APYTUM, ob-
pasylT reTepolUKnUHeckos KoNeUC U3 3 - 7 YNeHos,
¢ 3aMeleHnAMd unv 6e3, HacbWEHHOE WKW HeHa-
ChIWEeHHDe, cojepXalles, BOIMOXHO, W APYrUe reTe-
poaTtomul, kpome O, N, S,

Fs 1 Rg HE3aBUCUMO OWH OT Apyrore seibupatot
M3 rpynnsl, cogepxawed H, C; — Cs anwn, Cy — Cs
rmgpokcrankur, C1 — Cy mepkanmmoankun, Ci — Cq
aMmuHoankmn, C; — Cs ankeHwn, Cz — C7 UMKIoankun,
Cs — Cuw apun, Cg - Cqio apn-CiCrankmn, C—
Crankun-Cg-Cyoapun, reTepounknun-Ci-Ceankun, Cy-
Cgankun-kapbokcuamuy, roe ankun npaMoi unu pas-
BeTBNeHHBl# (B cocTae nwboid Wa sTUX rpynn MoryT
BXOAWTL 3aMecTUTENN),

wnn *e, Rs n R, B3AThle BmecTe, oDpasylT re-
TePOUWKITUYECKOe KOMbUO M3 3 - 7 YIEHOB C 3aMelle-
HUAMK UMK Bes,

n-ato1, 2wnn 3,

W K nx chapmMaleBTUHEcKH NPUEMNEMBIM COMNAM

CoeMHEHWA, W3IBECTHLIE NOA Ha3BaHWeM NeHe-
MCB, NPEACTAaBNAKT MHOMOYMCIEHHBIA Kiacc Be-
wecTe, obnanawwux aHTWBakTepUanbHeIMKM CBORCT-
BaMH
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Mockoneky ¥ BakTepuid BLEICTPO pasBUMBAETCA CO-
NPOTUBMASMOCTE NC CTHOLEHWO K MRUMEHAEMBIM
NpOTUE HUX CPefCTBaM, HeobxoAuMOo paspaboTaTe
HOBLIE cOBAMHEHUA, UTOBLI YAORMNETROPUTL CNPOC HA
MeLWKAMeHTH, 3MMdEKTUBHEIE NpOTWE  WHCPEKUWA
(y>xe W3BECTHLIX M €WEe HEeW3BECTHbLIX), MMelLne
BLICOKYI CTaBUINBHOCTL, HW3KYH TOKCHYHOCTD M T 4

Onucanwe nsobpeTerns

HacTofiulee wzobpeTeHWe Aa8T BOSMOXHOCTb
NoNy4uTe HOBLIE COBAMHEHWSA KNacca MEHeMOB ¢
BaKHBIMU PapMaLeBTUYSCKUMK CBORCTEaMU

CoeguHeHUA-NpegMeTEl HacToAwero u3obpete-
HWA COOTBETCTBYIOT hopmMyne

8, 9 R

é ! -)-g-—N/ 3

Rin B g CHNAGH -
& sl I X g {n

ST N

rae Ry, Ra, Rs, Re, Bs, Rg 1 n onpeaeneHs Boille

I3 npueegeHHoid Briwe dopmynsl (I} BUAHO, UTO
coefUHEHWA-NpegMeTHl  HacToAwera w3obpeTeHwA
MOTYT CYLECTBOBATE B BUAE PA3NUYHBIX OMTUYECKUX
W TEeOMETRUYECKNX W3OMEPOB N NX CMECEH, KOTOopLIe
TaKkKe ARMNAKTCA NPefMEeTOM HacToslero usobpete-
HHA

Cpegun coeaWHeHWA, onwucaHHex ¢ropmynon (1),
NpeAnCYTUTENLHEIMK ABNSIOTCS TE, YTO UMEKT KOH-
turypaumo (SR, 65)

MpeanouTUTENbHEIMW ABMAKTCA TAKKE Te, ¥ KO-
TOpbIX

Ri = aneda-rmgporcnatn, B YacTHOCTH, Te, ¥
KOTOPBIX 3Ta rpynna WMeeT koHdurypayuo 1R, 17 e
Te, Y KOTOpbIX anbga-gToM yrnepoga ITUNOBOK
rpynnel UMeeT KoHurypauno R

H; - aTa kapbokcwnaT-aHUOH UNKU KaPBOKCUNEHAA
rpynna, ceobogHas wnW sTepudbuUUpoBaHHan rpyn-
Noi, NeErko aKTWBMPYIOWEACA IN VIVO U OTHOCALWEHCA
K YMCNY COSAMHEHWHA, ONWCaHHBIX OBLMMU DOPMY-
namm (a) u (b),

—C00-CH

-COO—?’H—OCO (o )nR s
B, \]_/
o

{a) {b}

rae Ry v Ks eeibnparor vz rpynnel, cogepxawen
H, Cy — Cg ankun, Cy — Cg aneerun, Cy — Cp YUKNO-
ankun unu yuknoankenwn, Cg — Cip apun uWnu
C1CranknCs-Cipapun, a m paero O wnu 1

K yvcny rpynn, Nerko akTUBUPYIOWMXCA IN VIO,
OTHOCHATCA, HANpWMep

-aueTokchumeTnn [(a) Ry = H, Rs = CH3, m = 0],

-nponaHounokcuMeTun [(@) Ky = H, Ry =
CH:CHz, m = 0],

-nueanounokcumerun [(a) Ry = H, Rz = C(CHa)s,
m = 0],

-1-ayetokcuatvn [(@) Ry = CHs, Rz = CHs, m =
al,
-1-ayerokcunponun [(a) Ry =CH:CHz, Rs = CHs,

46698 8

m = 0],
-1-uuknorekcunkapBonvnokcnaTvn [(8) Ry =CHa,
Rg = yurnorekcun, m = 0],

-BbeHzownokcumeTun [(8) Rr = H, Ry =
Ph{cherun), m=0Q],

-1-6enzonnokcustin [@) Ry = CH: Ry =
Ph{cdernn), m = 0],

-meTokcukapboHrnnokeumeTwn [(a) Ry = H, Kz =
CHaz, m = 1],

-1-meTokcukapborunokcuaTin [(a) Ry = CHa, Rs
=CHz, m=1],

-u3onponunokcukapGonunokcumetin [(a) Ry =
H, Rs = CH{CHz)2, m = 1],

-1-uzonponuncokcukapboHunokcuatTnn [(a) Ry =
CHs, Ra = CH{CHz)2, m = 1],

-yMKnorexcunokcukapboHunokcumeTun [(a) Ry =
H, Rs =yuknarekcun, m =1,

-UMIIOTEKCMITMETIITOKCUKARBOMNH MNOKCUMETUN
[(d) R:=H, Rs= unknorekc-CH,, m = 1],

-1-yuenorercunokcukapboHnnokcuaTin [(a) Rr =
CHz, Rs = yuknorexcun, m= 1],

-(2-okco-1,3-auokcanen-4-nmmetun [(B) Ry = H,
RS = H]:

-(5-meTun-2-0kco-1,3-4 MOKConeH-4-un)-MeTun
[(b) Re=H, Rg=CHg],

-(5-Tepu-6ytun-2-okco-1,3-gnokconeH-4-
wnimetun [(b) Ry =H, Rg = C(CHa)4],

-(5-beHunn-2-okco-1,3-guokconcH-4-un)-meTun
[(b) R7=H, Rz = Ph{denun)]

MpepnouTUTENEHEIM ARNASTCA CNyJal, Koraa

Rz - 3To MeTWN WNW 3TN C 3aMeleHVaMU UK
bes,

R4 - H, Cy — Cs anmn ¢ 3ameweHnamn vnn Ges,
Cq — Cs rugpokcwaniun, Cr — Cs mepkanTeankun, Cy
- Cg amuHoankun, C, — Cp kapbokcuankun, apun ¢
samMelleHnami unu Bes, apunankun (HanpuMep, Gen-
aun), Ci — Cg ankun, cogepxawWid YeTBepTUYHYIO
aMMOHWIAHYK  Tpynny, reTepouyniinn-C—Ce-ankun
i  DokoBad  uenouka  NpupogHon  anoda-
AMUHOKMCNOTH

Koraa R: n Ry coeuHeHel fpyr ¢ ApyromM, oHW
obpasyloT Konbyo U3 3 - 7 YNeHoB, ¢ 3aMeLleHUsMK
vnu 6es, B KOTOPOM MOTYT NPWCYTCTBOBATE M Apyrue
reTepoaTomMy, KPOMe  a3oTa,  HanpuMep 1-
NUPROMWAWH, 1-a3eTAWH, 1-rawepugmH, 4-
MopdOnNUuH, 1-NUNepasuH, 4-MeTun-nunepasuH

Rs n Rg - 310, B NpegnodTuTensHoM chiyqae, H,
Ci — Cg arkwn, Cs — Cin apwn, Cs-Cipapun-Cs-
Crankun, Ci-Ceankun-Ce-Crpapun, C1 — Cs ankun-
kapboKcwamug, BMecTe OHW obpasyrT reTepoLukIu-
yeckoe KOMbUo W3 3 - 7 UNEHOB, G 3amMeLleHVAMI UK
bes, Hanpumep, 1-asmpuanH, 1-azeTuauH, 1-
nupponuguH, 1-nunepugwH,  4-mopdsonmH,  1-
rawepasvi, 4-MeTA-NUNepasiH

Cpegy BO3MOMHBIX 38MECTUTENEH MNpepnodTu-
TernbHBIMW ABMAKTCA METWN, 3TN, nponwun, Gytun,
MEHTUMN, UAKNONEHTUN, YUKNorekcun, coenun, BeHaun,
OH, Ci — Cs ankokcwn, kapbokcuaMng (c 3amelle-
HuaMU v 6es), rapbokcuadomp (cnoxHuli), kapba-
MOUNOKCUN

K uncny chapwmayesTHeckn npuemnemMbelX Conen
cOoeUHEHWH, COOTBETCTBRYOWWX dopmyne (1)
NPefnoMeHHBX HacToAWMM WzoBpeTeHueM, OTHO-
GSITCA Te, KOTOpble 0BLYHO MCNONLIYIOTCA AMNA NEHKW-
LWNNWHOB U Uedbanocnopukos, Hanpumep, conK, of-
pa30BaHHbLIE € HEORIAHWYECKWMKW  OCHOBEHWAMM,



9

TEKUMKU KaK TMAPOKCHAL LWENOYHBIX U LWEeMoYHOo3e-
MenbeHeX MeTannoe (npegnodTuTensHo NaDH, KOH),
M C OPraHWYeCKWMW OCHOBAHMAMU, B TOM 4ucne, ¢
AMWHOKMCNCTAMWN, Hanpumep, MW3WHOM, K dapma-
LeBTUYeCKN npueMneMelM CONAM B paMKax HacTos-
wero n3obpeTeHns OTHOGATCH TAaKKEe BHYTPEHHWE
conm (C ampoTepHUMKM HOHEMM)

BewectBa, NpeanoxeHHele HacToAWnmM n3ctpe-
TEHWeM, MOXHO NPUMEHATE KaK B YUCTOM BUAE, TAK U
B COYETAHWW ¢ HANOMHUTENAMW, NPUMEHASMEIMHM AMA
Nony4YeHWA COCTEBOB © NEHMLUMNIMHaMKU 1 yedanoc-
NOpUHaMK, nNpeAHa3Ha4YeHHBX ANA NepopansHoro
WK NaPEHTEeRaNbHOMO BBEAEHWNS, 8 TAIKE B CoueTa-
HWW C UZBECTHLIMW AHTUBUCTUKAMKY MNW MHIMBUTOpPA-
MU BeTa-nakramazel

CoegWHeHUA, NpPefnoOXeHHble HACTOAWMWM K30-
BpeTeHneM, UMEKT WHWPOKWA cnekTp aHTubakTepu-
anbHOrO AEUCTBMA M MOTYT NMRUMEHATLCS B 033X W1
cnyyasx, NpeayCGMOTPEHHBIX hapmMakoneed AnNa aHa-
AOMYHBIX NEHULUMITMHOB U APYTUX aHTUOMOTUKOB

CoegWHeHUA, NpPefnoOXeHHble HACTOAWMWM K30-
BpeTeHveM, MOXHO NPUrOTOBWTE U3 COCTBETCTBYIO-
LMX THE POKCUMETUIT-COBANHEHWUI, CNNCaHHLIX (op-
mynon (Il) {(Cxema 1), rge R, yxe onpegeneHo
{(NpeanoyTUTENEHO, aneda-rugpokcnaTun), a 'Y - a1o
aTepuUdULMpYIOWAaa rpynna, HanpuMep, annun WK p-
HUTROGEH3UN

CoeguHenusa, cooteeTcTeyiowme dopmyne (l1),
W3BECTHEI WU MOMYT BbiTh nonyveHsl (Cxema 1) u3 age-
TUAUHOHOB (I} UMK NPOWU3BOAHEIX NPUPOAHEIX NEHU-
yunnuHee (1Y) wa3eecTHEIMKU cnocobamu [Hanpumep,
E Fontana et al, J Lab Corp Radiopharm, 24, 41
{1986), Al Corraz et al, J Med Chem, 35, 1828

(1992)]
Crepa ]

Ry OCOHH,

o N
A, 5. CHLH

HyN 3
F/ T o o cooY
w3 “COUH
R CH, 050,
e | S\ﬂ/ o > H4CO N’Hﬁ
HAQHIEON
= coov B, 4y P

—

f a
& cHz-iLGi-HCO—N/ :
""‘ ):C!I L
) CCCY
ugpokcumeTunineHemsl () npeobpasyioT B8 co-
OTBETCTBYIOWME cynbdoHnnpousecgHele (), rae Ry

U Y onpegencHel BoiWe, a Z - 31O ankum WiW apun
(NpegnoJTUTENEHO, METHM WX P-TONWUN), NyTEM Npo-
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BeAeHWA peakyun coegureHni (I} © coTeeTcTByHO-
WKW CYNbGOHW XNORHACM B NPWCYTCTBWK OpraHu-
UYECKOr0 OCHOBAHWA, HanpuMep, TPUSTUMaMUHA UMK
M, N-AWM3CNPONUNSTUNAMUHA, B WHEPTHOM OpraHu-
YeCKOM pacTBOpWUTENe, HanpyMep, AWXNOpMETaHe
vnK xnopocpopMe, Npu TeMneparype ot — 70°C go +
20°C  CynedoHunnponisogHee (V) nogeeprakT
peakuMm ¢ COBOMHEHWAMM, CMNCAHHEIMK BOPMYIION
(VD), rae n, Rs, R4, Rs 1 Ry onpeaenels BoilWe, B Op-
raHM4eCcKOM PacTBOpHTEnNe, HanpuMep, AWMETWN-
cynedokcuge, AMMeTUndopMamMuae, AUOKcaHe, TeT-
parngpodbypaHe unu aTUNaueTaTe, NpW TemnepaType
oT - 20°C go + 20°C, peakynic MOXHO NPCBOLAWTL KaK
C ChIPbIMWA, TaKk U ¢ CYULWIEHHBIMK BewecTBaMKU (V)
Kpome Toro, CMHTE3 MOMHO OCYLWECTEUTE NyTeM npe-
obpasoeaHwa cynsdoHun-npousecgHex (V) B cooT-
BETCTBYIOWME ranoreHugs (VIIN),

Ry $ CH,~X
™ 2
N Vil
O/ CooY

rae X - 3To xnop, Bpom AW uos, NyTeM npose-
OEHWUA PeaKUWMK G HEOPTaHMYECKUMU TanoreHnamMm, B
NPe[NOYTUTENEHOM Cry-ae, ranoreHaami KaneLmus

CoepunHeHns, cooTBeTCTBYIOWME obler dopmy-
ne (VI moxHo nonydwte u3 ranoreHngoe (VIID no-
CPeAcTBOM peakuvn ¢ coeguHeHnamun coctaBa (VI),
roe n, Ra, Ry, Rs U Rg onpegenens Buile, B opraHu-
YEeCKOM pacTBOPUTENe, HanpuMmep, AWMETUN CyrMb-
dokcuge, gumeTundopMmamnge, AWoKcaHe, TeTpa-
rugpodypaHe WNW aTunueTare, Npu TeMNepaType oT
- 20°C po +2 0°C, B 9TOM Clny4Yyae peakuwir Takxe
MOXHC MPOBOAUTE KAK ¢ GhIPBIMU, TAK U C OYWLLEH-
HeiMK ranoreHngamn (V) Mo okoH4YaHWW peakuun
neHeMtl (Vi) BHIAENAKT U ONpegqensT MX CBOWCTEA
cTaHAapTHEIMU cnocobamu

Ecnn Ry - 370 rmgpokcnankun, To nocnegosa-
TENbLHOCTL peakyUi OCYLLECTBNAETCA NOCNe 3aLUTH
ANKOroNBEHORA (hYHKLUMOHANEHOW pymnsl NPy NOMOLLLM
CTAHAAPTHBIX  3aWMTHEIX  TRPYNN, Hanpuwep, p-
HuTpobeHsnnokcukapboHyna, annunokcukapboHuna,
t-OyTngwmeTnncuwnuna wny Tpumetuncwnuna o
OKCHYEHWH NOCNE[0BATENEHOCTY PEaKL i 3alLUTHbIE
rpynnel YyAanawT Takke MOXHO NPOBOAUTE PEaKUWID
C EBYXaTOMHEM NpouzeogHbiM (|I) 6e3 sawutel (R =
CH:CHQOH-)

CoepunHeHns, cooTBeTCTBYIOWME obler dopmy-
ne (1), nonyJyaT U3 CooTBETCTEYIOWMX acupos (VII)
NOCPEACTBOM M PONU3a, TMAPCreHONN3a UMK fpyrux
npoyefyp

CoepnuHeHus, cooTBeTCTBYloWMWe obeld dopmy-
ne (I}, oBnagawT ropasge Gonee cuneHBEIMK aHTHBaK-
TepwarnoHEIMM CBOWCTBAMW M0 CPABHEHWIO C yXe
MMEOLLUMUCA BeTa-NAaKTaMHBIMU AHTUBUOTUKAMU W
BOSAIEACTBYIOT KaK Ha rPaMnonCHUTeNBHBIE, TAK U HA
rpaMmoTpUUaTenkEHEE, a Takke W Ha aHaspobHble
MHMKPOOPraHu3mel, solpabaTtuisanwme M He Boipaba-
TeiBaKOWMWe DeTa-nakramasy

Mpumep 1

Annun (5R,865)-2-(N-(2-ayeTamua)-N-mMeTun)-
aMmuHomeTun)-6-[(1R}-1-
TepUBYTUNAUMETUNCHITMIOKCHSTMN]-NeHEM-3-
kapbokcunar

32mn (23.2mmone) TpwaTMNamuHa v 1,8mn
(23,2MmMoNk) meTaHoynegoHUN xnopufa fobasunn
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npu 0°C B asoTHoOW aTMmocdepe K pacTeopy Or
{(1Smmone) annvn (BR, 63)-2-rngapokcumeTun-6-[(1R)-
1-TepUbyTUNAUMETUN-CUNUNOKCUN-3TUN]-NeHem-3-
kapbokcunata s 150Mn GeapoAHOrO METUNEH ABYX-
nopuaa Cweck nepemewveany npw 5°C B TedeHve
30 MuHYT XOMOAHLIA pacTBOP NPOMBINK Bogol, 5%
NaHCO:; v cHoBa BOZCH 3aTtem pacTBOR BLICYLIMIW
npw noMowy MazS0Os; v BRNAPWITK, NOMNYYNB KEMThIW
0cajoK

Cripodi npogykT pPacTBOPWUNM B AUMETUNCYNb-
corcmge (150Mn) n poBasunun K Hemy pacTtsop 2,41
{19,3MMonb) caproswHaMug rmgpoxnopuaa [npwuro-
ToBnexHore no Marvel et al, J Am Chem Soc, 68,
1685 (1946)] u 2,8mn (20, TMMONE) TPUATUNAMUHA B
40Mn guMeTwncynedokcnga K pacteopy gobasunu
2,8vn {20,1MMons) TPUSTUIAMUHA U NepeMelluBaniy
NP KOMHETHOW TemnepaType B TeueHue 4 yacos
CMech ocTaBwny Npy 3TOW TEMNEeRaATYPe Ha HOub, a
3aTeM BMUMKW B BOAY GO NbACM W ABamAb SKCTparu-
poBann B aTvnayetaT OpraHWYecKkMe dKCTPaKThl
NpPOMbINY BOFOW, BHCYWWMK NpyW nomMowu Na:SO, u
BLINAPKIN PacTBOPUTENE B BaKyyme

CHIpO#A NPOAYKT OYMCTUNW NOCPEACTBOM KOMOH-
HOW xpomaTorpadpun (Cunukarens, aTwnayeTar / ynk-
norekcaH 70 30 oBbeM Kk obbemy) U nonyuunu Gne-
AHO-¥EeMNToe TBEpOOe BEeLWEeCTBO, TOYKA NNABNEHUA
118 -119°C

MNpumep 2

Annwn (5R,B65)-2-(N-[Z-ayeTamug)-N-meTun)-
aMuHoMeTUN)-8-[(1R)-1-rugpokcnaTun]-neHem-3-
kapbokcwnar

YrcycHylo kucnoTy, 2,9mn  (50,7Mmonk), v TeT-
pabyrunammMonna gtopug (1M pacTeop B TeTparup-
pothypaHe, 25vn, 2SmMonk) gobasunn Npu KOMHET-
HO@ TeMnepaType K pacTeopy annun (5R,65)-2-(N-(2-
ayetamua)-N-metun)-aMuHomeTnn)-6-[(1R)-1-
TepybyTvn-4VuMeTUNCUIMINOKCUSTHIT]-NeHeM-3-
kapborcwnara (4r, 8,5Mmarb) B TeTparngpopypare
(200mn) Cwmecs nepemewveany B TedyeHwe 24 yacos
NpW KOMHATHOW TeMnepaType, 3aTeM CKOHLEHTPWpPO-
eanu Ao 50Mn, pasbasunn aTUNaLUeTATOM, MPOMEINK
Bofcl U 5% NaHCQO;, eHcywynu W BeiNapunu

Ocagok KpucTannu3ceany M3 atunoeora acupa,
NpoMeinU Ha bUNbTPe ITUNOBLIM S¢hUPOM 1 BLICY-
wwunu B BakyyMme [Monyuwnn xenmoe Teepjoe Bewe-
CTBO, TOUKa NnaeneHus 83 — 85°C

MNpumMep 3

(3R, 6S8)-2-(N-(2-auetamug)-N-
meTun)aMuHomeTun)-6-[(1R)-1-rugpokcnzTin]-
nexHem-3-kapboHoBasA kucnoTa

80mr (0,30mMmons) TpudreHundocduHa, 335Mr
{0,29MmMonNek) TETPakUc(TpudeHundocdUH)-
nannagua(0) v 0,24mMn (4,2MMOMNE) YKCYCHOR KMCHOTH
aobaeunn npu 35 — 40°C B a30THOW aTmocdepe K
pacteopy 1r (2,8vmone) annwn (5R,B5)-2-(N-(2-
ayeramug)-N-metwn)-amuHomeTnm-6-[(1R)-1-
rufpokcuaTun]-neHem-3-kapborcunata 8 50mn bes-
BOfHoro TeTparnapocdypaHa W 80mn GespogHoro
METHMNEH AWXOpUAa

CMeck nepemellnBsany Npy ToA Xe Temneparype
OKOMNC Yaca 3aTeM ee CKOHUeHTpwpoBany go 50mn
W, nomelnean, Ao0BABMAW K HEeR ATUNOBLIA adup
Ocapor oTduneTpoBanNWM B aA30THOA aTMmocdepe,
NPOMBLINU STUNCBEIM 3ChUPOM W BHICYLUWNA B BaKyy-
me Chipoid NPOAYKT OY4WCTMNM nocpepgcTeom obpa-
weHHo-pazHoR xpomarorpadonmn B KOMNCHHE
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LiChroprep RP-18" (sopa / ayeToH 95 5 obbem K
obbemy)

Benoe Teepfce BelecTEBO, ToUuka NnNasneHua 92
- B5°C, MonekynApHans macca 315,15

Mpumep 4

Annwn (5R,88)-2-((N-nponuHamMua) MeTwnm)-6-
[(1R)-1-TepubyTn-g WMETUNCUINICKCATHI]-NEHEM-
3-kapCokcwnar

1,0m0  (7.2MMONB)  TpUsTUNamMKHA W 06mN
(7, 7MMonb) MeTaHcynsdoHUn xmopwga pgobasunu
npu 0°C B asoTHOW aTMocdepe K pacTBopy 2r
(Smmone) annun (SR 6S)-2-rugpokcumerun-6-[(1R)-
1-TepubYTINA MMETU-CUINWNOKCUIT-3TUN]-NeHem-3-
kapbokcunata 8 60Mn BezsoAHOrc MEeTUNEeH AUXNO-
pvaa

Cmeck nepemellveani B TedeHne 30 MUHYT npu
5°C, sarem npomuiny sopgoi, 5% NaHCO; n cHoea
BOA0W PacTBop BBICYWHIW NPW NOMOWKW MNa:S0,,
BBINAPUNY W NOMYUYUNK KENTHIA OCaA0K

Cripoid NpOAYKT PacTBOPMNU B AWMMETUNCYMb-
dokcuge (60mn) AobGaewnu 0,71 (BMMoONs) NponvHa-
Muga n 0 7mn (SMmonb) TPUSTUNMAMKWHA W NepeMe-
WHBANKM NpY  KOMHETHOR Temneparype 2 uaca
OcTaBunv Npu TOW Xe TeMnepaType Ha Houb, 3aTeM
BFWMW B BOAY CO NBAOM W ABAXALI SKCTPArMpOBanu B
sTUnayetat QOpraHudecKkWe SKCTPAKTE COeaWHWNY,
NPOMBINK BOZOW, BEICYLUIMMKA NpK noMowy MNaxS04 n
BLINAPWNK B BaKYYME

CHIpoW NPOAYKT O4WCTWITN NOCPEACTBOM Xpoma-
Torpachu B KONOHHE (CUNUKarens, ITWNaueTaT) u
nony-unn BnegHo-¥enTHA BOCK

Mpumep S

Annwn (5R,88)-2-((N-nponuHamua)-MeTinn)-6-
[(1R)-1-rnapokcun-atunl-neHem-3-kapbokcnnar

0.9m0 (15,7MMONB) YKCYCHOW KWCNOTH W 2.5r
(7 .OvmMmone) TeTpabyTunaMMmoHua dTopuaa TpUrua-
pata gobaBuny Npw KOMHATHOW TemMnepaType K pac-
TEOPY annun (SR,63)-2-((N-nponwHamua)-meTinn)-6-
[(1R)-1-TepubyTn-g WMETUNCUINICKCATHI]-NEHEM-
3-kapbokcwnata (1,3r, 2.62Mmone) B TeTparngpody-
pade (70mMn) Cmecs nepeMellvBand NpW KOMHATHOR
TeMmnepatype B TeueHue 16 4acos, pa3baBunwn sTun-
ayeTaTtoM, npombiny Bogod u 5% NaHCO;, euicywu-
MK ¥ BeINapunn

CoefJMHEeHNEe OYWNCTWITK MOCPEdCTBOM XPOMATO-
rpadpii B KOMOHHE (CUNUKarens, aTUNaueTaT)

Kerroe Macno

Mpumep &

{5R,65)-2-({(N-nponuHamung)-metum)-6-[(1R}-1-
NMpPCKCU3THIM]-NeHemM-3-kapborosaa kncnoTa

130mr (0,50mMmons) TpudeHundocduHa, SE0Mr
{0,48MmonNk) TeTpakuc(TpudenunhoctuH)-
nannagual0) w  yrcycHoyiwo  kucnoTy  (0,27mMn,
4 7mMone) o6aBUNK NPW KOMHATHOR TeMnepaTtype B
a3cTHOW aTmocdepe K pactBopy (5R.65)-2-((N-
nponnuHamng)-metwm-6-[(1R)-1-rugpokcuaTvni-
neHeM-3-annun kapBokcunata (0,93r, 2, 4Mmonk) B
100mn Be3eogHoro TeTparngpodypaHa

CMeck nepeMellBani Npu ToR Xe TemnepaType
30 mMuHyT, 33TeM pasbaBunK STUMOBLIM IPHUPOM,
ocagok OThuNbTROBANKM B  A30THOW artmocdepe,
NPOMBINKU STUNOBLIM 3PUPCM U BHICYLLMMIN B BaKyy-
Me

CrIpod NPORYKT OYMMCTMNU nocpedcTeoMm obpa-
WeHHo-basHOW  xpomaTtorpachMM B KOMOHHE
LiChroprep RP-18" {sopa / ayetoH 95 5 obbem kK
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oBsemy)

Eenoe TBeppoe BewecTBo, TOWKa NNABMNEHWA
133 - 135°, monekynapHaa Macca 241,38

MNpuMep 7

{(3'-meTun-2'-okco-1' 3'-guokconeH-4'-un)-
mcThn(SR,88)-2-(N-(2-aueTamuna)-N-metn)-
aMuHomMeTnn)-B-[(1K)-1-rmgpokcnatun]-neHem-3-
kapbokcwnar

106mr (1,0mMons) BesrogHoro HaTpua kapboHa-
Ta AoBaBunKM NpW KOMHATHOA TEMNepaType B a30T-
HoiW aTmocthepe K pacTeopy 261wmr (0,83Mmonb)
{5R,65)-2-(N-(2-ayeTamng)-N-meTun)amMmuHomeTun)-
B-[(1R)-1-rugpokcuaTvn]-neHem-3-kapboHOBOK KM-
CcNoTH B AumeTUundopmamMiuae (15mn)

CMeck 3 daca nepemewwMnsany NpW KOMHATHOW
TeMneparype, oxnagunu o 0°C u gobaewnu Kk Held
192mr (1,0mmMone) 4-6pommerun-S-metnn-1,3-
AVNOKCOMNEH-2-0Ha W OCTABUITW PearvpoBaTh NPW KOM-
HaTHOA TemnepaType Ha 2 yaca Pasbasunn sTuUn-
ALETATOM, NPOMBINK BOACH, BHICYLLIWMAKW NPW NOMOLLM
Na;S04 1 Beinapunu

OcTaTok oCagunu n3 xnopodop-
maluuknorekcanda, pacTeopiiv B Boge W nuodgunu-
svpoBanu

MpPOAYKT OYNCTUNKM MOCPESCTROM XWAKOCTHOM
XpoMaTorpadoMd BEICOKOTO paspelleHns B KOMOHHe
Hypersil 10 ODSR, 10MKM, 25Ccm x 20MM, NOZBMKHAA
thaza soga / ayetonuTpun 40 / 60, cropocTe NOTOKa
10mn/ve Nonyuwny 105Mr (Beixog 30%) Moneky-
nAapHaa macca 427 43

MuarocTHasa xpomartorpadHs BhICOKOMC paspe-
WeHUs {aHanuTuueckas) konoHHa Hypersil S ODS",
5MmrM, 25cmMm x 4,6mmM, geTekTop ynbTpadWoneToBoOro
wanydqerna 220 u 3204M, nogswxHaa daza Boga /
ayetoHutpun 40 / 60, ckopocTs NOTOKA 1MN/MWH,
BpeMAa npoxoxaeHus - 5.8MUH, NaAMBAa maKkcum -
325HM

MNpumep 8

Hatpua  (OR.63)-2-(N-(Z-aueTammng)-N-meTtun)-
aMuHomMeTnn)-B-[(1K)-1-rmgpokcnatun]-neHem-3-
kapbokcunart

35ur (0,13mMons) TpudpeHundoccbuHa, 145Mr
{0,12MmMonb)  TeTpakuc{TpudenundgocuH) nanna-
ana@ wn 326 wmr (1,96 mMwmonb) HaTpuA 2-
aTwnrexcaHoara gobaBnnu npw KOMHATHOW TeMnepa-
Type B a30THOW aTMocdepe K pacTeopy 450mr
{1,26MMone) annun  (5R,65)-2-(N-(2-ayeTtamug)-N-
MeTHU)aMuHoMeTun)-6-[(1R)-1-rugpokcuaTin]-
neHem-3-rapbokcunaTa B 10Mn GessogHoro TeTpa-
rmgpoddypara Cmech nepemewvBani Npw KOMHaT-
HO@ TeMnepaType B TeueHue 30MUH

PacTBOP CKOHLEHTPUPOBANMU W NOMYUYUNK HOROE
BeLEeCTBO, KOTOPOE OHYUCTHMW MOCPEACTBOM XUAKO-
CTHOW XpowmaTorpadui BbiCOKOrC Pa3spelleHWs B Ko-
noHxe Hypersil 10 ODSF, 10MkM, 25¢cm X 20Mm, nog-
enxHad ¢pasa soga / ayetonutpun 90 / 10, CrOpoCTL
notoka 20mn/muH [Nonyuunu 235mr (Beixon 54%)
MonekynapHaa macca 338,34

MuarocTHaa xpomartorpadHa BoICOKOrC paspe-
WweHUA (aHanuThyeckas) konoHHa Hypersil 5 oDSsF,
5MKM, 25cM x 4 6mM, geTekTop ynbTpadvoneToBoro
wanydeHus 220 W 320HM, noaBuxHaa dasa eoaa f
auetoHuTpun {95 f S5), cropocTe noToka 1MI/MUH,
BpeMsa npoxoxgeHus - 4,0MuH

B cooTBETCTBUM C npoueaypaMKi, onucaHHLIMK B
npumMepax 3, 6, 7 1 8, ¢ NICNOMNb3IDBaHWEM COOTBETCT-
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BYIOLWMWX peareHToB 6N nonydYeHbl crnegylolwue
coenHEHus

(5R,65)-2-(N-meTun-peHnanaHuHaMua)-MeTun-
6-[(1R)-1-rufpokcnaTun]-neHem-3-kapboHoraq KK-
cnoTa

MoneKynApHaa macca 405,47

macc-cnekrp (FAB) m fz 406 (M+H")

narocTHaa xpomarorpadva BeICOKOIO paspe-
weHus (KXBP), daza sofa f ayeTtoHuTpnn (80 f 20},
BpeMs NpebuBaHva MaTepuana B KONoHHe 5 7MuH

{S5R,65)-2-(3'-kapbokcnamung-nunepugH-1'-nn)-
MeTun-8-[(1R)-1-rugpokcuatun]-neHem-3-kapboHoeaa
KWcnoTa

MoneKkynapHaa macca 355,412

[Monyuwnu pea auactepeownsoMepa - (A) U (B),
uX pazfenunu nocpefcteom HOXBP (nogrotosutent-
HoH), dasa sopa / ayetoHuTpun (95 / 5), KonoHHa
Hypersil 10 ODSR, 10mem, 25cM x 20Mm, CKOPOCTE
notoka 20mMn/muH) XBP (aHanWTWueckan) eBpems B
konoHHe {(A) - 8,2MuH (B) - 9,9MuH

{5R,65)-2-(N,N-gnayetamug)-amuHomeTnn-8-
[(1R)-1-rnapokcusTun]-neHem-3-kapBboHoBas  KMCNO-
Ta

MonekynapHad macea 358,37

macc-cnekTp (FAB) m/z 359 (M+H")

PCAMP {SOMIly, D:O) & (MnH 1) XapaKTepUCTU-
yeckue curHansl 56,0 61,1, 66 8,691, 74,0

(5R,65)-2-(N-metun-N-(3'-nponuoHamun)-
aMuHomeTun-6-[(1R)-1-mgpokcnsTun]-neHeM-3-
kapboHoBas KMCNoTa,

MonekynapHad macea 329,37

MXBP Bpema B konoHHe 5.0muH, nAambaa mak-
o = 314 H

{5R,65)-2-(N-meTun-N-(4'-meTnn-
1’'nunepasnH)aMngokapboKCUMETUN-aMUHOMETIUN-6B-
[(1R)-1-rnapokcusTun]-neHem-3-kapBboHoBas  KMCNO-
Ta,

MoneKkynapHaa macca 398,48

Tc avpP {SOMIy, DO} & (MnH 1) XapaKTepUCTU-
veckue curHanu 46,3, 47,4, 59,9, 67,9, 69,0, 74,6

(5R,65)-2-(N-aTuN-N-(2'-ayeTamMna)-
aMuHomeTun-6-[(1R)-1-mgpokcnsTun]-neHeM-3-
KapBoHoBas KWCNoTa,

MONeKynApHaa Macca 329,37

MXBP Bpema B rkonoHHe 4,8muH, nambaa mak-
ot = 310HM

(5R,6S)-2-(N-meTun-N-((N'N'-
AWMeTUN)ayeTaMug)-aMuHomeTun-6-[(1R)-1-
rMA POKCHATHI]-NeHem-3-kapEoHoBaA KNCNoTa,

monekynapHad macea 343,40

MXBP Bpema B konoHHe 9, 1muH, naAmbaa mak-
o = 315HM

{5R,65)-2-(2'-kapbokcnamu g-nunepugunH-1'-un)-
MeTun-8-[(1R)-1-rugpokcuatun]-neHem-3-kapboHoeaa
KUCNOTA,

MonekynapHaa macea 355,411

[Monyuunu ABa AnacTepeousoMepa - (A) U (B),
MX OTASnunW Fpyr oT gpyra nocpefcteoM HOXBP
(noaroToeuTensHoR), dbasa Bopa / ayeToHwuTpun {99
/1), rononna Hypersil 10 ODS", 10mkm, 25cm x
20mMmM, cropocTe notoka 20mn/mun] HXBP (ananurw-
yecKkaq) Bpemda B KONoHHe - (A) 9, Tmun  (B)
11,0M1H

{5R,65)-2-(4'-kapBokcnamung-nunepugH-1'-unj-
MeTun-8-[(1R)-1-rugpokcuatun]-neHem-3-kapboHoeaa
KWcnoTa
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MorerynapHan macca 355,412

To4ka nnaeneHwa 136 —137°C

(5'-meTun-2'okco-1",3'-auokconen-4'-uny-metun
(5R,65)-2-(N-nponuHamua)metun-6-[(1R)-1-

MME pPOKCHITUN]-NeHem-3-kapboKkeunaT

MorerynapHan macca 453,470

macc-cnekTp [El} m/z 453 (M")

HXBP dasa sopa / auetonutpun (20 / 80),
BpeMa B KCNoHHe 4.2MuH, nambaa Makcum = 325Hm

AyeTokcumeTun (3R, 6S8)-2-(MN-meTun-N-(2-
auetamug))-amuHomeTun-6-[(1R)-1-rugpokcuzrun]-
neHem-3-kapbokcunat

MONeKynApHas macca 387,41

HXBP dasa sofa / auetonutpun (50 f 50),
BpeMsa B konoHHe 3,0MuH

macc-cnekTp (TS) m/z 388 (M+H"),

(SR 68)-2-(2'-kapbokcuamna-aaupugnH-1--nnl-
meTun-6-[(1R)-1-rngpokcnatvn]-neHem-3-kapboHoBas
KucrnoTa

monekynapHaa Macca 313,33

HXBP d¢aza sopa / ayetoHuTpun (98 / 2), epe-
MA B KONOHHE 1,8MuH, Nambaa makcum = 306mH

macc-cnekTp [FAB) m/z 314 (M+H")

(5R,68)-2-(N-(D-nponuramug))-meTnn-6-[(1R)-1-
U pOKCUITUN]-NeHem-3-kapBoHOBAaA KMCNoTa

MonekynapHan Macca 341,38

HXBP dpasza sopa / ayetonuTpun (95 / 5), Bpe-
MA B KONOHHE 4, 4MUH

macc-cnekTp [FAB) m/z 342 (M+H")

(5R 65)-2-(N-meTun-(M'-rnuyuHamug)-
rmuyyun]amuHoMeTun-8-[(1R)-1-rugpokcuaTin]-
neHem-3-kapboHoBan KMCNoTa

MonerynAapHan macca 372,40

HXBP pasa sopa / ayetonwTpun (95 / 5), Bpe-
MA B KONOHHE 3 4MUH, NAMBAa Makcum = 308wmH
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macc-cnektp (FAB) mfz 373 (M+H")

ALETOKCHMMETWIN (5R.63)-2-(N-nponvHamng)-
MeTun-8-[(1R)-1-rugpokcnaTun]-neHem-3-
kapbokcunaT

MOMeKkynsapHaa Macca 413,449

HXBP dasa soga / auetonwtpun (50 / 50),
BpemA B koroHHe 11, 1vuH, nambga makcum = 328HMm

macc-cnektp (IS) m/z 414 (M+ H")

(5R,65)-2-[(2'S 4'R)-2'-kapBokcnamug-4 -
g porcynupponnguH-1'-un)-Metun-6-[(1R)-1-
TMA POKCHITHI]-NEeHeM-3-kapboHoBaA KMCNoTa

MONeKynApHaa Macca 357,38

MXBP dbaza Boga (100%), Bpems B KONOHHE
3,0muH, nambaa makcum = 306MH

macc-cnekTp (FAB) m/z 358 (M+H.)

{5R,65)-2-(N-{25)-2-nponucHamug-N-metvn]-
aMuHomeTun-6-[(1R)-1-rngpokcnatn]-neHem-3-
kapboHoBas KkMenoTa

MoneKkynapHaa macca 3291

Touka nnasneHua 105°C (nec)

MueanounokcuMeTn {5R,65)-2-(N-
nponuHamua)MeTvn-6-[(1R)-1-rugpokcrsTn]-neHem-
3-kapCokcwnar

monekynapHad macea 455,17

Touka nnaeneHua 51 —55°C

MueanocunokcumeTin  (SR,6S)-2-(N-auetamug)-
N-metnn-6-[(1R})-1-rngpokcuaTun]-neHem-3-
kapbokcunar

monekynapHad macea 429,16

Touka nnaeneHua 50 - 53°C

Yonoewa HO(BP (aHanwTudyecko#), ecnv He yka-
3aHO WHoe, TakoeH KornoHHa Hypersil S0 oDs”,
Smrm, 25cm x 4,6MM, geTekTop yneTpaduoneToBoro
nanydenwna 220 u 230Hm, doaza soga / aueToHuTPMN
(95 / 5), CKOPOCTh noToKAa TMR/MuH
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