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ankokcwkapbonnn Cqg ankwn, amwHokapboHun, Cqg
ankunavvHokapbonwn, au Cis ankunamwHokapbo-
HWN, ranowg C1 s ankun, WNK NREeACTaBNaeT rpynny -
(CH3)p-, KOTAa OH LUKNU30BAH ¢ Ar, TAe P NpeacTas-
naeT 2 vnu 3,

Ri n R;, koTopue moryT BeiTs OfWHAKOBEIMU WIMH
pasnWyHEIMK, NPEACTABMAKRT HE3EBUCMMO BOAOPOA
WM C1 5 NMWHENRHBIA, WNW PA3BETEMNEHHBIA ANKWI, MK
BMecTe obpasylT rpynny -(CH2)q.-, B KOTOPOA n
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(57) 1 TMpouseogHue xwHonuHa chopmyns (I), ero
CONbBATH WY COMNK

Ry -O(CH3)-NT;, B kOTOpORA r npeacTaBnaeT 2, 3 unu 4,
N At u T npegcrasnseT sogopod MK Cig ankun, WNU oH
\R obpaayeT ¢ cocegHUM A3CTOM rpynny
']
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B KOTOpOWH
P Yo CHy)
Ar npepcTasnAeT HeobAzaTenebHO 3amMelWeHHY de- (0
HUNBHYIO, HapTUREHYR MNK Cs7 UUKNOANKAWEHWL- unm
HYK TRYNNY WK HeoDA3aTenbHO 3ameLleHHYo oau- vy
HapHYD  WINM  CKOHAEHCUPOBAHHYK  KOMbLEBYH
reTepoLMKNN-EcKyYIo TPYNNy, WUMEKLYID apomaTude- N

CKUIA XapakTep, cofgepxawyl oT 5 o 12 Konbyeewx
aroMoB W BKMOYAOWYIO 40 YETHPEX IETEPOATOMOB B
KOMbLUE WK KAX40M Konble, BulbpaHHex uz S, O, N,

K npeacTasnaeT NUHERAHBIA UNW pasBeTBAeHHBIA C1 5
ankun, Ci 7 ydknoaneun, Car UUKNOANKANAMNKKN, He-
obasaTtensHo 3aMelleHHHA heHUn unn deHun Cig
ankur, HeobAzaTensHO 3aMelleHHOe NETUYNEHHOoE
reTepoapoMaTHYECKOE KOMbLUO, BINOYaWLEe 40 Je-
Tolpex reTepcatomoB, BeIDpaHHex w3 O u N, rmgpo-
ko Cq g anknn, amMuHo Cy s ankvn, Gy 5 ankunamMuHo-
ankun, AW Cisg anKUNamMUHOaNKUn, Cis
ayunamuHoanrkun, Cqs ankorcuankwn, Cis ankun-

npefctaenseT 3, 4 unu 5, unu R4 Bmecte ¢ R cbpa-
3yet rpynny -(CH3)4-, B KOTOpOW q npeacTaenseT 2, 3,

4 vynwn 5,

R; v K4, koTopeie moryT ObiTe OOWHAKCBBIMK WNK
pPaznvuHBIMY, NPEACTABNAKT HE3aBWCHMO BOAOROM,
C1s NUHEAHBIA WNW pasBeTBNEeHHBIR ankin, Cyg an-
KeHun, apun, C1 s arNKoKcK, MTMAPOKCH, FAnoreH, HATPO,
ynaHo, kapBokcu, kapBorcamwngo, cynbdoHamugo,
Cis anrokcukapboHWn, TPWGTOPMETHIN, ayWNoKCK,
GTAaNMMKAC, 8MWHO, MOHO- MNK AW-C1 5 ankunaMyHo,

‘)\fCHgL

L
B KoTopod V 1 ¥V npegcTaenAlcT HE3aBUCHMO BORC-
po4 WIW KMCNOPCH, W U npeacTtaendeT 0,1 wnmn 2, -
O(CH:).-OW, B KoTopol s npeacTagnaeT 2, 3 unu 4,
u W npegctaenset eogopod Wnu Cq s ankun, rugpo-
MOHO- WK om-
ANKMNAMWHOSMKMN, ayunaMinHo, ankuncynedgoHnna-
MCOHO- WM AW-
ankMnaMUHoaUUNaMuHO, NPUUeM B XUHONMMHOBOM

KCHankinn, AaMHUHOANKKN,

MWHO, dMWHOaUWnNamMuHoO,

{13) C2
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Afgpe nNpucyTcTeyeT Ao YeThpex R: saMecTutened,
wnn Ry npeacraensaet rpynny -(CH2), korga oH uwk-
nusoeaH ¢ Rs B BUe apuna, B KOTOPOR t NpeacTae-
naet 1, 2 vnu 3,

Rs npegcTaBnsaeT NWHERHEA UK pa3BeTBNeHHEIR Cy
g ankun, Ci:; yuknoankun, Cy7 LUMKICANKANANKW,
HeoDA3aTeNbHC 3aMELLeHHBIA apun WK HeobaAsa-
TENbHO 3aMELWEHHY 0gWHARHY WK CKOHOEHCTHRO-
BAHHYKO KONbLEBYK rETEPOLUKITNUECKYO [Pynny,
UMEIOLLYH> apOMaTWYEcKUH Xapakrep, CogepXaluylo
or 5 go 12 KonbueBLX aTOMOB W BRIKOYAOWYK JO
YETBLIPEX TETEPOATOMOE B KONbUE WM B KaUKAOM
Konsue, Bebpaniex uz S, O, N,

X npegetaenaetr O, Sunm N-C=N

2 CoefjMHeHWe non 1, B KOTOPOM

Ar npegcraenaeT deHnn, HeoDA3aTeNBHC 3ameLLeH-
Held Ci s ankmnom WNw ranoreHoM, THeHWIBHYRO WIK
Cs 7 UMKNOANKAUESHUTBHYIO rpynny

3 CoepguHenwe non 1 wnu 2, B KOTOPOM

R npegcrasnseT Ci s anknn, G 5 ankokcukapboHun,
C1 s ankunkapSoHn nnn rmgpokck Cq 5 ankun

4 CoegwHerne ne nGomy g nn 1 - 3, B kotopom Ry
W R kaxaslid npeacTaenaeT Bojopol unu Cq g ankun
5 CoegwnHerue no nwboMy nz nn 1 - 4, B kKoTopom R;
NpegcTaBNaST Bogopog, rmaporck, ranored, Ci s an-
KOKCH Mni Cy ¢ ankun

6 CoegwHerne no nrGomy wz nn 1 - 5, B koTopoM R4
npenacTaBnAsT Bofiopof, Cis ankun, Cig ankokew,
MM POKCH, aMUHO, FAMNOreH, aMWHOANKOKCWH, MOHO-
UMW AW-AnNKWAMUHOANKOKCKH, MOHO- WM Ju-
anKUNaMUHOAaMNKKN, GTanounankokcy, MOHO- Unu gu-
ankunNaMuHOALUMIAMHUHO WMWY aUWuiaMinHO

7 CoegwHerne no nGomy m3 nn 1 - B, B koTOpOM Rs
NpencTaBNAsT MeHun, TUeHun, dypun, NUPPUn WM
THazonun

8 CoepwHeHwne cdopmyns () no n1 wiu ero cone
UMK COMLEBAT, B KOTOPOM

Ar npegcrasnAetr denwn, 2-xnopdeeHvn, 2-TueHwn
UIK YWKNOorekcanueHnn,

R npepctaenaset metun, atwn, H-nponun, -COOMe
unu -COMe,

R1 1 R: kg npeacTaenseT Bogopod WK MeTyn,
Rz npepgcTasnaeT BOAOpOA, METOKCH WK TMAPOKCH,
R4 npepcTaBNsSeT BOAOPOS, METWUN, BTUM, METOKCW,
MUMAPOKCH, aMUHO, Xnop, BpoM, AWMETUNAMUHOBTOK-
cu, 2-(1-cbranown)sTokcH, amMuHOITOKcH, 2-(1-

I'IP'IppO.I'IHﬂHHHJ'I}STOKCM, AWMETUNAMUHONPONORCH,
AVMETUNIAMWHOALETWINTEMWHO, alueTuiamuHO  Win
AVNMETUNAMWHOMETII,

Fs npefcrasnfer deHun, 2-TueHun, 2-cypun, 2-
NUPPUN, 2-TUA30MUN UMK 3-TUEHU, 1

X NpeAcTaBnAST KNCHOPog,

9 CoegwnHenne no nwbomy vz nn 1 - 7 wnu ero cone,
WK CoNnbBBaT, uMerowee opmyny (la)
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B KOTOpOWH

R, Rz, Rz n Ry uMeT 3HaueHuA, onpegeneHHLe gnsa
copmMyne () 8 nbom Mz N1 -7, u Y w Z, koTOpLIE
MOMYT BHITh OfMHAKOBBIMU UMK PASMUUHBIMKY, KA¥AbIA
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npefcTasnseT Ar, Kak oH onpepgened anAa $opMmynel
Henltwwm2
10 Coegunenuve no n 9 dopmynn (Ib)
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R, ({[)
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B KoTopod R, Rz, Rs; U Ry, ¥ n 2 nmerT 3HaueHUs,
onpeAeneHHele BN 9

11 CoeauHenwe no n 1, eebpaHHoe 13 rpynnel, co-
CTOALLEN W3

(R, 5)-M-( ow -meTunSensnm)-2-dreHnnxmHoNuH-4-
kapbokcamnaa,

{(+)-(5)-N-{ o. -MeTuNBeHaun)-2-heHUNXNHONUH-4-
rapbokcamMuia,

(-)-(R)-N-{ & -meTunbeH3un)-2-cbeHUNXMHONMWH-4-
rapbokcamMuia,

(R, S)-N-[ & -(MeToKkcUKapEoHUN)BeHawn)-2-
deHnmxMHonH-4-kapbokcammnaa,

(+)-(8)-N-[ & -(meTorkcukapboHwn)beHann)-2-
deHnmxMHonH-4-kapbokcammnaa,

{(-)-(R)-N-[ o -{meTokcukapBbonnn)beraun]-2-
deHumxmHonwH-4-kapbokcamnaa,

(R, S)-M-[ o -(meTokcnkapbonun)beH3wn]-7 -meTokCcK-
2-cbeHunxuHonmH-4-kapGokcamnga,

(R, S)-M-[ o -(meTokcnkapbonun)beH3vn]-7 -y pokcH-
2-cbeHunxwHonuH-4-kaptokcamnga,
xnopruagpaTaiR,S)-N-[ o -(kapbokcn)beHsun]-7-
MeTOoKCU-2-heHNNxXMHONUH-4-Kapbokcamuaa,

(R, S)-N-[ o. -(MeTunaMuHokapboHun)beHsun]-2-
dheHnNXUHoNWH-4-kapbokcamMuia,

(R, 8)-N-[ & -(MeTokcurapboHun)BeHaun]-2-(2-
TUEeHWN)XMHONWH-4-kapBokcamMnaa,

(R, 8)-N-[ & -(MeTokcurapboHun)BeHaun]-2-(2-
bypUnIxMHoNuH-4-kapbokcamuga,

(R, S)-N-[ o -{meTokcHrap6oHun)6enzun]-2-{4-
NUPUAUMIXMHOMNKUH-4-kapGokcamuaa,

(R, S)-N-[ o -{meToKkcHrapEoHUN)-2-TheHUNMeTI]-2-
deHumxmHonwH-4-kapbokcamnaa,

(R, 5)-M-[ o -(meTokcKKkapCoHunmMeTn)bensnn]-2-
dheHnnxnHonnH-4-kapbokcamnaa,

{-)-(R)-N-[ ot -{meTokcnrapbonwm)-1,4-
yuknorexcagned mnmetnn]-2-coeHUxmHonmH-4-
rapbokcamMuia,

UHAWBKAyareHoro Aaunactepeomepa (R S)-N-[o -(1-
Mg pokcnaTUn)BeHznn]-2-dpeHUnXMHONNH-4-
Kapbokcammnaa,

(R, S)-N-( o -sTMnBeHaun)-3-meTokcu-2-
deHumxmHonwH-4-kapbokcamnaa,

(R, 8)-M-( o -3Twnbenaun)-3-H-0yTun-2-
deHumxmHonwH-4-kapbokcamnaa,

(R, S)-M-[ o -(meTokcnkapbonun)benswn]Genso-1,3-
yuknorentagwedo[1,2-bxvHonuH-8-kapbokcamuga,
(R, S)-N-({ o -aTunbeHsun)-3-rekcun-2-
dheHnnxnHonnH-4-kapbokcamnaa,

(-)-(S)-N-( a0 -aTUNBeHsun)-3-meTnn-2-
dheHnNXUHoNWH-4-kapbokcamMuia,

(+)-(R)-N-{ o -sTunBeH3un)-3-meTnn-2-
dheHnNXUHoNWH-4-kapbokcamMuia,
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(R, 3)-N-[ o -(meTokcukapGoHnmbenann]-2-{2-
meTokcudeHN)XvHoNWH-4-kapbokcamuga,
(R, S)-N-( o -a3TUnBeHzun)-3-cheHun-2-
theHUnxXUHoNUH-4-kapbokcamMnaa,
(R, S)-N-[ o -(meTokcukapboHun)beHaun]-2-(2-
hTopheHUN)XMHONNH-4-kapbokcaMmmuaa,
{R,S)-N-[ & -(atun)-3,4-gvxnopbeHsun)-2-
theHUnxuHoNnH-4-kapborcaMnga,
{R,S)-N-[ & -(rugporcymeTn)beHaun]-2-
theHUnxuHoNnH-4-kapborcaMnga,
{R,S)-N-{ o -aTmn6eHsnn)-2-peHunxuHonny-4-
kapbokcamnaa,
{R,S)-N-[ & -(meTokcukapSoHwN)BeH3nn)-3-meTyun-2-
heHUNxMHoNnH-4-kapbokcaMnga,
(R, 3)-N-( & -s3Tvnberaun)-3-meTwn-2-heH MMXMHON H-
4d-kapBokcamupa,
(R, 3)-N-[ o -(meTokcukapGoHumbeHnann]-7-xnop-2-
theHunxuHonnH-4-kapbokcammga,
(R, S)-N-[ o -(meToKkcukapboHuN)beHaun]-6-meTun-2-
theHUnxXUHoNUH-4-kapbokcamMnaa,
{R,S)-N-[ & -(meTokcumeTUn)beHanmn]-2-
theHUnxXUHoNUH-4-kapbokcamMnaa,
{R,S)-N-[ & -(meTokcUkapBoHun)5eH3un]-6-xnop-2-
theHUnxuHoNnH-4-kapborcaMnga,
{R,S)-N-[ & -{meTokcukapGoHnn)BeHann)-3-3Tvn-2-
peHNMxMHonWH-4-kapbokcammnaa,
(R,S)-N-({ o -H-nponun6enzun)-2-deHnnxMHonH-4-
kapbokcammnaa,
(R, 5)-M-( oo -3Twnberaun)-3-aTun-2-beHUNXMHONKUH-
4-rapbokcamuga,
(R, 5)-M-( o -sTwnGeraun)-3-bTanuMmngo-2-
dheHnnxnHonnH-4-kapbokcamnaa,
(R, S)-N-( o. -aTunbeH3un)-3-H-nponun-2-
dheHnNXUHoNWH-4-kapbokcamMuia,
{-)-(S)-N-( o -aTUNBeHsun)-6-bpom-3-mMeTun-2-(4-
BpomdeHUn)XMHoNnH-4-kapbokcaMmmuaa,
(-)-(8)-N-{ &t -aTvNBeH3un)-6-6pom-3-mMeTun-2-
deHnmxMHonH-4-kapbokcammnaa,
(R, 8)-N-[ & -(MeToKkcUKapEoHUN)BeHaWmn]-68-MeToKCU-
2-tbeHUNXUHONWH-4-kapBokcamuga,
(R, S)-N-[ o -{meTokcHrap6oHun)6enzun]-2-(2-
G6eHzohypunxuHonuH-4-rapbokcamnga,
(R, S)-N-[{1,2-gncbernn)sTun]-2-deHUNXMHONNH-4-
kapbokcamnaa,
(R, S)-N-( o. -TpudhTOopMeTUNBEH3UN)-2-
dheHnNXUHoNWH-4-kapbokcamMuia,
(-)-(S)-N-( o -aTUNBeH3UN)-2-MeToKCH-2-
dheHnNXUHoNWH-4-kapbokcamMuia,
(-)-(8)-N-{ &t -aTvNBeH3un)-3-3TuN-2-cbeHUNXUHONUH-
4-rapbokcamMuga,
(R, 8)-N-[ & -(aTn)-4-xnopbeH3un]-2-peHUNXMHONUH-
4-rapbokcamMuga,
(R, S)-N-[ & -{meTokcurapEoHun)6en3nn]-N-meTnn-2-
deHumxmHonwH-4-kapbokcamnaa,
(R, 5)-M-[ o -(meTokcnkapbonun)bensnn]-2-(3-
TUEHWMN)XMHONWH-4-kapBokcaMnaa,
(R, S)-M-[ o -(meTokcnkapbonun)benswn]-5,6-
awrngpcbensolal-akpuanH-7-kapbokcammnga,
(R, S)-N-[ o. -(MeToKcuKkapboHun)BeHann)-2-(2-
nupRHUIIXUHONWH-4-kapbokcammga,
(R, S)-N-[ ¢ -(meTokcukapBoHun)beHaun]-2-(2-
TWUasonuN)xuHonuH-4-kapbokcaMnaa,
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(R, S)-N-(1-nHAaHWM)-2-beHVNNXWHOMWH-4-
rapbokcamMuaa,

(R, 8)-N-{ GL-H-ByTHNEeH31N)-2-heHUNXUHOMUH-4-
Kapbokcamunaa,

(R,8)-N-[ & -(meTokcukapBoHun)Bexsun]-2-(4-
MeTWNgeHUn)XMHONUH-4-kapbokcaMnaa,

(R, S)-N-({ G -rentunBeH3un)-2-heHUMXNHONUH-4-
kapbokcammnaa,

(R, 5)-N-[ &t -{(meTokcUKkapBoHnm)BeHann)-2-(2-
MeTUNheHuN)xXUHoNMH-4-kapborcaMuaa,

(R,5)-N-[ ¢t -(meTokcukapboHnn)bensun]-2-(4-
METOKCHDEeHW ) XMHONWH-4-kapEokcamnga,
N-{1-tbenmnynrnoneHTun)-2-peHUnxnHonuH-4-
rapbokcamMuaa,

(R,8)-N-[ & -(meTokcukapBoHun)Bexsun]-2-(4-

g porcneHUn)xMHoNuH-4-kapbokcaMnaa,
(R,8)-N-[ & -(meTokcuHrapBoHUN)BeHaun]-2-(3,4-
MeTWNeHA noKkcUheHUN)XUHoNUH-4-kapbokcamuaa,
N-{OL O -auMeTUnGeH3nn)-2-peHUNXMHONH-4-
kapbokcamnaa,

(R, S)-N-[ & -(aTun)-4-meTnnberaun]-2-
deHnmumHonvH-4-kapbokcamnaa,

(R, S)-N-[ ¢ -(meTorcukapBoHnn)benaun]-2-(3-
nuppun)xuHonnH-4-kapbokcamnaa,

(R,8)-N-[ & -(meTokcuHrapBoHUN)BeHaun]-2-(3,4-
JWaopgreHur)XUHCNH-4-rapbokcamiaa,
(-)-(R)-N-[ &t -(amMuHomeTnm)BeH3un]-2-
beHuNxMHONUH-4-rapBokcamuna,

(-)-(S)-N-( @t -sTNBeH3UN)-3-amnHo-2-
peHUNXMHONWH-4-kapbokcamupa,

(-)-(S)-N-( €t -sTNBeH3UN)-3-xnop-2-peHUMNXMHOMH-
4-kapborcaMuaa,

{(-)-(S)-N-{ ¢, -TNBeH3nN)-3-6pom-2-deHMNXMHONMUH-
4-kapbokcammaa,

(R,S)-N-{ ¢ -n30-nponnnben3nn)-2-beHnNXMHONUH-4-
kapbokcamuga,

{(-)-(S)-N-{ . -aTNSen3nN)-2-heHunxuHonuH-4-
kapbokcamuna,

{(+)-(R)-N-{ L -aTnnbeHsun)-2-heHUNXUHOMNH-4-
kapbokcamuna,

(R,3)-N-[ & -(MeToKcHKapBoHUN)BeH3nn]-6-hTop-2-
beHuNxMHONUH-4-rapBokcamuna,

(R,S)-N-[ & -(MeTokcuKkapEoHun)BeHann)-2-
LWKNorekcunxMHonuH-4-kapborkcamunaa,

(R,S)-N-[ & -(MeToKcUKkapEoHun)BeHann)-2-(3-
xnopdeHnn)xMHonH-4-kapBokcamuaa,

(R,)-N-[ & -(MeTokcurapBoHun)6ensnn]-2-(2-
xnopdeHnn)xMHonH-4-kapBokcamuaa,

(R,S)-N-[ & -atMn6en3un)-3-rnapokcu-2-
deHnNXHONWH-4-kapbokcamua,

(R, 5)-N-[ & -(meTokcukapBoHun)beH3wr]-8-
aUeTUNoKCK-2-heHNMXMHONWH-4-kapbokcamua,
(R,S)-N-[ & -(meTokcnKapBoHuN)GeH3nn]-8-rma pokewn-
2-theHunxuHonmH-4-kapborkcammnga,

(R,3)-N-[ &L -(MeTokcUKapboHun)BeHann]-2-(2,4-
JwaopdeHwrxMHenuH-4-kapbokcamiaa,
XNoprufpara {-)-(R)-N-[ CL -{MeTokCHKapBOHKM)-4-
rvapokcubensun]-2-peHunxuHonud-4-kapborkcamnaa,
N-anpeHUNMETUN-2-heHUNXUHONUH-4-
kapbokcamuga,

(-)-(S)-N-{ O -3TNBeH3nN)-3-rng poKkcK-2-
deHnNXHONWH-4-kapbokcamua,
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{(H)-(R)-N-{ &L -aTunBeHznn)-3-rng pokcn-2-
theHunxuHonnH-4-kapbokcammga,

{-)-(R)-N-[ OL -{MeTokcukapboHun)BeHaun]-3-

U pokcK-2-peHrnxMHonH-4-kapbokcamuaa,
(-)-(R)-N-[ AL -(aumeTunaMmuHoMeTUN)BeHaun]-2-
theHUnxXUHoNUH-4-kapbokcamMnaa,

{R,S)-N-[ ¢ -(gnmeTunaMnHokapboHun)benHznn]-2-
theHUnxuHoNnH-4-kapborcaMnga,

{R,S)-N-[ ¢t -(amnHOKapboHun)BeHznn]-2-
theHUnxuHoNnH-4-kapborcaMnga,

{R,S)-N-[ ¢ -(1-nupponnauHunkapbonHun)bexsun]-2-
heHUNxMHoNnH-4-kapbokcaMnga,

XMoprugparta {-}-(R)-N-[ & -(rapBorcu)beHznn]-2-
heHUNxMHoNnH-4-kapbokcaMnga,

(R, 3)-N-[ ¢ -{meTokcnkapbonmn)benaun]-2-(4-
xnopteHnmxuHonuH-4-kaptokcamnga,

{(R)-N-[ ¢ -(meToKcukapBoHwnn)-4-meTokecnbeHsnn]-2-
theHunxuHonnH-4-kapbokcammga,

XnoprugpaTa (R,5)-N-[ ¢ -{meTokcnkapboHun)- ol -
{meTnn)beHsun]-N-metun-2-heHUnXMHoNuH-4-
kapbokcammnaa,

{R,S)-N-[ ¢t -(MmeTunkapBoHwN)GeH3un)-2-
theHUnxuHoNnH-4-kapborcaMnga,

{R,S)-N-[ ¢t -(2-rnaporcnarun)6ersnn]-2-
heHUNxMHoNnH-4-kapbokcaMnga,

XNOPTHAPETA (-}-{S)-N-{ &L -smnGenznm)-3-(2-
METUMAMWHOATOKCHW)-2-beHUNXUHONMH-4-
kapbokcamnaa,

{(-)-(S)-N-( ¢ -aTunBeH3un)-3-aueTunamMuHo-2-
dheHnnxnHonnH-4-kapbokcamnaa,

xnopruapaTa {(-)-(S)-N-( ¢, -aTunBeHaun)-3-(3-
AUMETUNAMUHONPONOKCH)-2-heHUNXUHONUH-4-
Kapbokcammnaa,

xroprugparta {-)-(8)-N-{ Gt -sTun6eHaun)-3-[2-(1-
dranoun)sTokcn]-2-hbeHWMHONH-4-
kapbokcammnaa,

xnoprugpara {-)-(S)-N-( ¢4 -aTvnberaun)-3-(2-

AMWHOITOKCH)-2-heHnnxuHonuH-4-kapbokcammnga,
xnoprugpara {(+)-(8)-MN-{ O -arunCenanm-3-[2-(1-
NUPROMWAMHWN)STOKCH]-2-CeHUNTXMHONNH-4-
rapbokcamMuia,

(-)-(8)-N-{ Gt -aTnBeHaun)-3-
{AMMeTUNAaMUHOALETUNAMUHO)-2-DEeHUNXUHONUH-4-
Kapbokcammnaa,

N-{ O, G -aumeTunBeH3nn)-3-rug porcn-2-
deHumxmHonwH-4-kapbokcamnaa,

N-{CL Ol -gumeTunGensnn)-3-amMuHo-2-
dheHnnxnHonnH-4-kapbokcamnaa,

{(-)-(S)-N-( ¢ -aTunBeH3un)-5-meTun-2-
dheHnNXUHoNWH-4-kapbokcamMuia,

(R, S)-N-[ & -(1-rngpokcuasTin)beHaun]-3-meTun-2-
dheHnNXUHoNWH-4-kapbokcamMuia,

(R, S)-N-[ ¢ -{(MeTunkapboHun)BeHaun]-3-meTun-2-
deHnmxMHonH-4-kapbokcammnaa,

(R, S)-N-[ & -{aTun)-4-nupugmunmetun]-2-
deHumxmHonwH-4-kapbokcamnaa,

(R, S)-N-[ & -{3Tun)-2-TneHnnmeTun]-2-
deHumxmHonwH-4-kapbokcamnaa,

xnoprugpara {(+)-(S)-N-({ O -aTunGenznn)-3-
AWMETHUNIAMUHOMETUN-Z-CDEHUNTXMHONNH-4-
kapbokcamnaa,

(S)-N-( ¢ -3T1UNBeHann)-3-MeTun- 7 -MmeToKcH-2-
dheHnNXUHoNWH-4-kapbokcamMuia,
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(S)-N-( ¢4 -aTunbeH3un)-3-aMuHo-5-MeTN-2-
dpennmxmHenvi-4-kapbokcammnaa,

(S)-N-( ¢L -aTUNBeEH3MI)-3-MeTOKCH-5-MeTun-2-
deHnmumHonH-4-kapborkcamuga

12 Cnocob nonyyeHwa coefwHeHns opmyne (1),
onpegeneHHoro B Mobdou u3 Nn 1 - 11, unNu ero conb-
BaTa, UMK COMW, KOTOPHIA BKIKOYAET peakyuko coegm-

HeHva dopmynel (1)
1I1'2
RN SRA" i
Ry
B koTopod R', Ry, R'z n Ar' umeroT 3HaveHna R, Ry, Rz
u Ar, onpegenenHble AnNA dopMyns (), wnu npea-

CTaBMSKCT rpynNny UNK aToM, npeepaliaemsle 6 R, Ry,
Rz v Ar, c coegMHeHnemM dopmynel (1)

an

WK ero aKkTUBHEIM NPOWIBOLHEIM, B KOTOPOW R's, R4,
R's n X' vwetot snavenns Ri, Ry, Rs n X onpepenen-
Hee gna copmynel (), UNKW NpeACTAENAKT rpynnel,
npeepalacMiie B Ra, Ry, Rs 1 X, ¢ nonydeHnem co-
eavHeHva dpopmynl (Ic)

e
X! N R’

Ar
\ék‘;

Rl

= N 4

R's |
\\ \
N R's
{Ic)

M nocne STorc HeoBR3aTenbHO OCYWECTBNAKT O4HY
Ny Bonee W3 cNegyowmx cTagui

(@) vorpa R, R'1 - R's, Ar' n X' aBnAKTCA MHBIMU, YEM
R, R1 - Rs, Ar v X, npeBpaweHue Nwboro ogHoro va
R, Ry -Rs, &r u X' B R, Ry - Rs, Ar v X ¢ nonyueHu-
em coeguHeHrs dopmynel (1),

(b) korga R', R'1 - R's, Ar u X npepcraenawt R, Ry -
Rs, Ar v X, npeepaweHne nwboro ogrora na R, Ry -
Rs, Arm X B vHou R, Ry - Ks, Ar n X ¢ nonydyeHuwem
coefMHeHns chopmynsl (1),

{c) oBpazosaHue conu WUNW CoNbBaTa NONYYEHHOro
coefuHeHuA dpopmynkl {Ic)

13 Cnocof no n 12, B KOTOPOM AKTMEHBEIM COEgWHE-
Huuem chopmynel (II) SBNAETCA ranoMAaHIMARWE K1-
cnoThl

14 QapMaleBTUYECKaA KOMNO3NLUNSE, OTNHYaKLWan-
cd TemM, YTO BKIHOHMAET COefiMHEeHUs dopMynul (1],
cnpepgenerdsle B noGom u3z nn 1 - 11, wnw ero conu,
MNY conbBaTel W bapmMalUeBTUHMECKN NpUeMNeMBIiA
HOCWTENb
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15 CoepuHenus dopMynb (I}, cnpepeneHHele B nio-
Dom vz nn1 - 11, WM vx conbBaTtel, WK COMNMW ANA
MCNOMNEB30BaHUA B KaYeCTBE aKTURHOMO TepanesTuue-
CKOTO BelleCcTBa

16 CoepuHeHus bhopMyne (I}, cnpepeneHHse B Mio-
Bom muz nn1 - 11, MK vx conbeaTul, AW conu ANA
WCNOMNB30BAHKUA NMPU NEYEHNH NEroYHBIX PACCTRONCTB
(acTMbl, xpoHUYecKnX ODCTPYKTWBHBIX NErouHbIX 3a-
Boneganwid -COPD-, runeppeakTMBHOCTU fbIXaTenNb-
HEIX NYTed, KaLns), KOKHEIX HapylWeHWd U 3yaa uiu
YECATKU (HanpuMep aToNWYECcKOro ASpMaTHTa M KOX-
HBIX BOMABIPEA, U KpacHoro gepmorpadusma), Hew-
poreHHore BocnaneHwa W paccrpoicte LUHC (Cones-
HW lNapkuHCcoHa, HapylweHWiA LBUraTENLHOR
cnocobHocTH, BecnokoRcTBa MNW CTpaxa W NcUxo3a),
KOHBYNEGUBHEIX PACGCTPONCTE, SMUNENCHH, NOUEHHBIX
pPaccTpOACTB, HeAdepXaHWA MQYW, MasHLIX Bocnane-
HWA, BOcNanuTenbHelx Coneid, pacCcTpPOWCTE Npuema
MUK (TOpMOXEHUE NPUEeMa NULLK), anneprudeckoro
PUHWUTA, HeRpofereHepaTUBHbIX PacCTPOACTE (Ha-
npumep BonesHn AneureiMepa), ncopwuasa, BonesHu
X@HTUHITOHA W penpeccun

17 CoepguHenwa copmyne (), onpegenexHbie B Mto-
Dom n3 nn 1 - 11, WKW X CoNbBaTH, WV COMKW Kak
HenenTUAHbIE aHTAroHWCTH peuenTopa NK; Ana uc-
MONE30BAHUA NpW MNEeUYSHUW KOHBYMbGHBHBIX pac-
CTPOWCTB, 3NUMNENcUy, NOYeyHLIX PaccTPoWcTs, He-
AepHraHua MoYK, rnasHblix BOCNZNSHUA,
BocnanvTenesHelx Sonen, pacCcTPOWCTE NPUMEMA MWK
(TOpMOXKEHWe NpWeMa NWLLM), annNepriuyecroro PUHKU-
Ta, HelpoAereHepaTBHLIX PacCTPOWRCTE (HanpuMmep
BonesHn Aneyredimepa), ncopwaza, SonesHW XaH-
TWHITOHE W ASNPECCHA

18 CoepguHenwa copmyne (I}, onpegenexHbie B Mto-
o M3 NN 1 - 171, UK WX COMBBATH, UMW COMWU Kak
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HenenTuaHLe aHTaroHucTel NK: peuentopa gna wc-
Nonb30BaHNA NP NEYEHNN BTOPWYHbBIX RACCTROWCTB
19 Cnocob neveHUs Uinnu NpodUNakTUEY NerouHbIx
PACCTPORCTE (ACTMEI, XPOHWYECKWX OBCTPYKTUBHEIX
neroyHex 3abonesanuil -COPD-, runeppeakTMBHOCTH
AbIXETeNEHLIX NyTeW, Kawns), KOXHLX HapyLWeHWA |
3YAR WK YEeCOTKM (Hanpumep aTOHWYECKOTO AepMa-
TWT@ W KOXHBIX BONABIREW, W KPACHOTO Aepmorpa-
dn3ma), HeldporeHHOro BOCNANEHWA W PACCTPOWUCTB
UHC {6onesHn MNapkWHCOHA, HApYLIEHWA ABUraTenk-
HoW cnocoBHocTh, HecnoKORCTBa MK cTpaxa M Ncu-
X03@), KOHBYMbCWBHLIX PaccCTPOACTB, SNHUNENCHY,
NMOYEYHbBIX PECCTPOWCTBE, HEASPKAHWA MOUW, MA3HBIX
BOCMANEHWA, BOCNANUTeNbHLIX BONed, PacCTPOWCTB
npueMa nuwu (TopMoXeHwe Npvema nuwM), annep-
rMYeCKOro  PUHWTA, HeApofereHepaTUBHEIX  pac-
cTpoWcTe (Hanpumep GonesHn Ansureimepa), nco-
pvaza, OConesHn XaHTMHITOHA W  Jenpeccun  y
MMEKOMNUTAICLUMX, KOTOPHIA BKNOUYAET HasHAUYeHUue
MMEKONUTAICLLIEMY, HYXAAKLEeMyca B TakoM nede-
HUW WnyW npodunakTuke, steKTMBHOMO KonMWYecT-
Ba coegMHeHns dopmynd (I}, onpegenenHoro B n 1,
WK €0 COMNbBATE, WK CONK

20 Cnocob neverns wivnuv npodunNakTuEn KOHBYb-
CMBHbLIX PACCTPOWCTE, SNUNENCWM, MOYEeYHbIX pac-
CTPOWCTBE, HEAePKAHUS MOUM, MA3HEIX BOGMANEHWH,
BOGNaNUTENBHBX Boneld, paccTpoicTe NpueMa nuwM
(TOpMOXEHVE NPHEMa MWL), aNNepruyYeckoro pUHK-
Ta, HEAPOAEreHEPaTUBHBIX PACCTPOWCTE (Hanpuwep
bonesHy Anburedmepa), ncopuasa, BonesHW XaH-
TUHITOHA U AenpPeccuMd ¥ MNEKONUTAKOWMNX, KOTOPbIA
BKMIOUAET HAIHAYeHUEe MMEKONMTaLEeMy, HyxLak-
WemMycAa B TaKOM nedveHun w/mnwn npodunakTuke,
3 CEeKTUBHOD KONWYECTBA COoeguHEHNA hopmynul |
no n1 Kak HenenTUAHBIX aHTaroHWcToB NK: peuen-
Topa

HacTosiwee wsobpeTeHWe OTHOGWTCH K HOBHIM
NpoN3BoAHLIM XWHOMWHA, K cnocoBam wx nonydeHmns
U WX MCMNOMb30BEHWI0 B MeguLuHe

MNentug MnekonuTarowmx HedpokuHud B (MKB)
nNpuHaANexuT K cemMeRcTBY nenTuia TaxXWKWHWHA
(TK), koTopoe BKMouaeT Takxe Beuwecteo P (SP) u
HedpokuruH A& (NKA) dapmakonorudeckue n mone-
KynApHo-Buocnorndeckne CBWASTENLCTBA MOKa3ANM
cywecTeosaHue Tpex nogrtunoe TK peuenropa (NK,
NK: 1 NK:z), n NKB cBRabiBaeTcs npegnoyYTuTensHO ¢
NK; peLenTopom, XOTS OH Tak¥e PACMosSHAeT U Apy-
rve fAea peyenTtopa ¢ Bonee HM3KMM CPOACTBOM
{Magg et al, 1993, J Auton Phamacol , 13, 23 - 93)

lapecTHB CeneKTMBHLIE NenTUAHLIE SHTaroHW-
cTel NK3 peuentopa (Drapeau, 1890 Regul Pept, 31,
125 - 138) 1 HaxoAKN UMW OTKPEITWA, CBASAHHLIE ©
nenTUAHBIMKW aHTaroHucTaMn NK; peuentopa, npea-
nonarakeT, 4to NKB nytem akrueupoeaHwa NKs pe-
LenTopa WrpaeT KNYeByld ponb B MOgynsuwk Hes-
PanLHore BXO4A B BEpPXHWE [AbiXaTerbHBle NyTH,
KOXY, CNWHHCW MO3M W HUIPO-CTPMATANLHEIE MYTW
{(Myers and Undem, 1993, J Phisiol , 470, 665 - 679,
Counture et al , 1993, Regul Peptides, 46, 426 - 429,
Mccarson and Krause, 1994, J Neurosci, 14(2), 712
- 720, Arenas etal, 1991, J Neurosci, 11, 2332-8)

OgnHako, nemmnaHo-NogobHLIR XapakTep W3BecT-
HbIX AHTATOHWCTOB 3aCTABMNAET WX, BepoATHO, EBHTE
CriwromM nabunbHelMM ¢ METabONUUYECKOR TOuKK
3peHNA, YTODB CNYXUTE B KAYECTEE MPAKTUYSCKHMX
TepaneBTUHECKWX areHToB

B HacTosWee Bpema UachpeTaTeny obHapy¥unu
HOBLIA KNAcC CeneKTMBHLIX He-nemmuaHeix NK; aHTa-
rOHWCTOB, KOTOpLie ABMAKTCA ropaigo Gonee cra-
6UNbHBIMK ¢ METa00NUYECKOR TOUKM 3pEeHNs, Yem
W3BECTHbIE NenTuaHble aHTaroHncTel NKz peuenTopa,
M MPeACTARNAT MOTEHUWANBHYHKD TepaneBTUUECKYHD
None3HOCTE UMW NPMMEHUMOCTE NpY NMEYeHWW Nerou-
HbIX PACCTPOUCTE {ACTMH, XPOHUUeCKMX OBCTpYKTWE-
HblX neroyHbex 3abonesannid ~-COPD-, runeppeakTue-
HOCTH  AblXaTenbHbBIX NyTeH, KawnaA), KOMHBIX
HapyWweHWA 1 3yaa WM 4ecoTKW (Hanpumep, aToHM-
YECKOTO AepMaTuTa U KOXHBIX BonabIped u KpacHoro
AepMorpachuama), HelporeHHoro BOCMAaneHus W pac-
ctpoicte LUHC (Bone3nw lMapkvHcoHa, HapyweHWR
aeurarencHoln  cnocobHocTw, GecnokoucTBa WK
cTpaxa W ncwxosa) HaHHbie pacCTPCOWCTBa WKW Ha-
pyleHVa Aanee 38Cb HA3LIBAKT NEPBMUHBLIMK HA-
PYWEHWAMU UM PacCTPORCTBAMK

Hoeble aHTaronmcTel MK: HacToAwero wsobpe-
TEHUA NPEACTABMNAKT TaKKE NOTeHUWanbHyl Tepa-
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NEBETUYECKYIC NONE3HOCTE NPW NEYeHW KOHBYNBECUB-
HEIX RPACCTRPOWCTB (HANPWMEPR, NUNEencumn), NoYeuHbex
pPaccTpPOACTB, HefepXaHUMA MOUU, MasHbX BOCnare-
HWA, BOCNanuTenbHelX Bonel, paccTpoOUCTE npuema
nUWM (TOPMOXEHMA NpUeMa NUWKW), annepruHeckoro
PYHWTZ, HEeAPOREreHEePaTHBHLIX pPaccTpolcTe (Ha-
npumMep, SonesHn Ansyreimepa), ncopuasa, bonesHn
XAaHTWHITOHA W penpeccuyn (farnee Ha3sbBaeMblxX
3f€Cb BTOPHUUHBLIMK HAPYLIEHUAMM)

ComacHo HacTosweMy W3cbpeTeHWlo npegoc-
TaBNANTCA COEfMHEHNA, UNH MX CONbEATH, WM COMK

opmynsl (1)
U]

B KOTOPOW

Ar npegcraenaeT HeobAzaTeNnbHO 3aMEeLLEHHYHD
heHUNbHYID, HadTUNBHY wnr Cs» LWENoankgne-
HUMEBHYKO TPYNNY WNW HeobasaTeneHO 3amMelleHHYIo
OAWHAPHYIO WM CKOHASHCUPOBAHHYKY KOMBLEBYK
reTeEPOUMITTMYECKYd TPYMNY, WUMEILWYID apoMarhye-
CKWW XapakTep, COAepawyt oT 3 A0 12 KoNbUeBbIX
ATOMOB W BKITIOUAOLLYI A0 UETHIpPEexX reTepo-aToOMOB
B KONbLE WUMW B KAXAOM KonbUe, BeibpaHHbix U3 S, O,
Na

R npeacTaBnsAeT NWHERHBIA WK Pa3BETBNEHHBLIA
C1 g anknn, Cz7 yuknoankmn, Ca 7 LMKNOANKUNAnEn,
HeOBAZaTENLHO 3aMelLeHHBA heHun un heHnn C
§ ANKUN, HeobasaTensHo 3aMelleHHoe NSTUYNEHHOS
reTepoapoMaTudeckoe KomnsUo, BKNHaWwes o de-
Thlpex reTepo-aToMoB, BalBpaHHuix 13 O n N, rmgpo-
ke Cq g ankin, amuHo Ci g ankun, C s ankMnaMuHo-
ankun, An Cig ANKWNAMUHOANKAMN, Cis
ayunamuHoankun, Cqg ankokcnankwn, Cig ankun-
kapborun, kapbokcw, Cis ankokcukapbBonun, Cig
anKoKcWKapGoHun-Cq ¢ ankun, amuHokapBonun, Cig
ankunaMuHokapBoHn, aw Cqs ankunaMuHokapbo-
Hwn, ranong Ci s ankwn, WNu NpegcTaBnaeT rpynny -
{CHs)p-, KOrfa oH UWKNWaoBaH ¢ Ar, rae p npeacTae-
naeT 2 vunu 3

R3 n R2, kotopele MOryT BEITE O4WHAKOBEMW UMK
PasMUYHLIMK, NPEACTABIAIT HE3aBMCUMO BO[OPCA
WK C1 5 NUHERHBIA WNW PA3BETEBNEHHBIW ankur, WK
emecte obpasyioT rpynny -(CH:), ., B KOTOROW n npeg-
cTaenqaeT 3, 4 unu 5, unn K, emecte ¢ R obpaayet
rpynny -(CHz)q, B koTopo#l q npeactaenset 2, 3, 4
unu S

R: 1 Ry, koTopbie MoryT BeiTe OfMHAKOBEIMH WITH
pPasNUYHBIMKW, NPEegcTaBNAT He3aBUCUMO BOAOpOd,
Ct s NUHERHBIA UMK paseeTBNeHHBId ankun, Cog an-
KeHun, apun, C1 s ANKOKCH, TMAPOKCH, FarnoreH, HWTPo,
unaHo, kapbowrcw, kapBokcamugo, cynedoHaMWpo,
Cis ankorcukapboHWN, TPUETOPMETWN, AUWIOKCH,
HTaNMMUE0, aMHUHO, MOHO- UMK AW-Cq 5 aNKNNaMWHO,
-O{CH2)r-NT,, B voTCpCl r NpeacTasnAeT 2, 3 unu 4,
u T npepcTaBnaeT sofiopos unn Ci g ankun, wnu oH
obpasyeT c cocegHUM a3OTOM Tpynny

Y, v,

N wtg N
v’l\ () \/J\(cmz
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B KOTOpoA ¥V W V| NpepgcTaBnalT He3aBUCHMO
BOAOPOA WM KMCNOPOAK, W U npegctasnset 0, 1 mnw
2, -O(CH-).-OW, B KOTOpOW S NpefcTaBnAeT 2, 3 unn
4, W npeacTaenaet gojopoa wnu C, ¢ ankun, rua-
POKGUANKWN,  aMWHOAMKWN, MOHO- WNU  AH-
ANKUNaMUHOZMKMA, aunnaMnHe, ankuncynsdoHuna-
MHHO, aMUHOAUNNEMWHO, MOHQ all An-
ANKUNAMUHOBLWINZMWHO, TRPUYEM B XWHOITMHOBOM
aape npucyTCcTeYeT A0 ueThipex R samecTutenen,
unn R4 npeactaenaet rpynny -{CHa)t, korga oH yuk-
nu3zosaH ¢ Rs B Bae apwna, B koTopold t npepgcTas-
nAeT 1, 2 vnn 3,

Rs npeacraBnAeT NUHERHBW WA pa3BeTBMEH-
HeIR Cyg ankun, Car yuknoankun, C.; LUKNOANKW-
nankun, HeobaAsaTeneHO 3aMelleHHLIA apun WK
HeobaAzaTeneHO 3aMelEHHYI0 OAUHAPHYI0 UMW GKOH-
ASHCUPOBAHHYIO  KOMLUEBYIO  [ETEPOLMKNNYECKYIO
rpynny, VMEWyw poMaTWYeCKVn XapakTep, co-
Aepxawyo oT 5 oo 12 KonblesklX aTOMOB U BKNIO-
YALWYIO 0 YETHIPEX reTepo-aTOMOB B KONMbLe UNW B
Kaxgom konsue, BebpaHHex U3 S, O, N,

X npegctaenaAet O, S vunu N-C=N

Mpumepamn Ar AsnatoTcs deHrn, Heobszatenk-
HO 3aMELEHHBIA TMAPOKCH, rancreHom, Ci s ankoKkeh
unn Cyg ankunom [MNpuMepamu ranoreHa ABMNSAKOTCA
xnop 1 doTop, NpUMepomM C1 g aNKOKCH ABMSETCA Me-
TOKGH, M NpuMepoM Cq ¢ ankuna - MeTun

MpumepamMn Ar kak reTepoUMKIMYEcKOR rpynnbl
ABMAKTCH THEHWUN U NNpUAWn

MNpumepaMn Ar kak Cs: UMKNOANEAWEHUNEHOR
rpyNnel ABMASTCS LUKNOrekcagueHwn

Mpumepamn R aenaworea cnegyowme

Cig @nNKWN METWA, 3TUM, N-MROMWUNM, M30MRONUN,
n-Gytun, renrTvn,

theHun Cqs ankdn Bexaun,

ruapokcn C.g ankun -CHOH, -CH.CH;QOH,
CH{Me)OH,

aMuHo Cq s ankun -CHaNH:,

an Cq s ankmnamuHoankmn -CHaNMes,

Cy s ankokcrankun -CH.OMe,

Cy s ankdneapbodun COMe,

C1 s ankokcukapbonun COCMe,

C1 s ankokcukapBonnn €1 s ankmn CHLCOOMe,

C1 s anknamuHorapGoHun CONHMe,

an Cqs ankunamuHokapbonmn CONMe,, CO(1-
NUPPONWANHWNY,

ranoreH Cq s ankun TpyudpTopMeTHr,

-(CH3)p , roraa ynknnsoeaH ¢ Ar

MpumepoM Ry 1 R; B BUAe C1 5 ankuna aenaeTcs
MeTun, npuvepoMm Ry Bmecte ¢ R, oBpasylowmmn
rpynny -{CHaJ)q , ABNAETCA cnupoyuKnoneHTaH

Mpumepamn Rz 1 Ry aBNaoTCA MeTWn, 27w, n-
nponun, n-ByTWN, METOKCYU, MMLPOKGH, aMWHO, XNop,
dTop, BpoM, aueTUNoKCH, 2-{AUMETUNAMHMHO)3ITOKCH,
2-(1-dbTanoun)sTokcn, AMWHOSTOKCH, 2-(1-
NYPRONWANHWN)STOKCH, dOTANCUN, AUMETHNAMHWHO-
NPONOKCH, AWMETHIAMHUHOBLETUNAMWHO, aueTuNa-
MWHO, AUMETUMAMUHOMETMN U heHun

MNpuMepaMn Rs ABNAKKTCHA LWMKNOTEKCU, eHun,
HeoBazaTeneHO 3aMelleHHEBIR, KaK STO ONpefeneHo
BulWe gns Ar, npuMepamn Rs B BUAE reTepoluknu-
YECKOW TpYNNEl ABNAKTCA Oypun, TWEHWN, NVPRA,
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Twasonwnn, GeHsodypun U NMpUAKN

MpeganoYTUTENBHOA TPYNNoOW CcoeguHeHvd dpop-
MyNet () ABNAKTCA COSMHEHUA, B KOTOPLIX

Ar npeacTaenaeT deHnn, HeobAsaTenbHo 3ame-
WeHHbIA Cy g ankMnoM WM ranoreHom, TMEHWN WK
Cs 7 UMKNOANKAUSHWUNBHYIO TRYNNY,

K npeacTaenaeT Cq s ankun, C1 s ankokcukapbo-
HuN, Cq s ankMNKapBoHWN, TMARCKCK T4 ¢ ankwn,

1 1 Kz npegcTaenanT Kaxauld Bogopod unu C,
g ANKun,

R: npegcTaenAeT BogOpOA, TMAPOKGH, ranore,
C1 s @ANKOKeK, T 5 ankwn,

Ry npegcraenseT sogepes, Cis ankun, Cqis an-
KOKCWM, TMMAPOKCH, aMUHO, ranoreH, aMWHOAMKOKCH,
MOHO- UMW AW-ANKWNAMUHOANKOKCH, MOHO- WMW Au-
ANKUNAMUHOANKWN, PTANOUNANKOKGH, MOHO- WMWK AW-
ankMNaMMHoaLMNaMuHO U auunamMuHo,

Ks npegcraenaer dpeHun, TveHun, gpypun, nup-
pyn 1 THasonun

JonornHUTENBHYK  NPeAnouUTUTENBHYK  rpynny
coefUHeHVA dopmynsl (I} COCTAaBNAKT cosgUHEeHUs,
B KOTOPBIX

Ar npegcrasnaer denvn, 2Z-xnopdeHun, 2-
TUEHWUN UMK HUKNOTEKCaANeHN,

R npepcTagnaer mMeTWN, STWM, n-nponun, -
COOCMe, -COMe,

Ri n Rz kaxabld npeacTaBnAeT BOJOPOL UMK Me-
™R,

K: npepgcraBnaeT BOAOROH, METOKCH WM TMARO-
KCH,
R4 npeacTaenseT BoAOpOA, METHM, STHM, METOK-
GW, TMAPOKGH, aMHWHO, xnop, Epom, AUMETUNaMWHO-
atokcH, 2-(1-cbTanown)sTokcn, amuHosToKch, 2-(1-
NMPPOIHAWUHWT)STOKCH, OWMETUNAMUHONPOTOKCH,
AUMETUNAMWHOALETUNAMWHO, aLETUNAaMUHO W UMe-
TWNAMWHOMETMN,

Rs npegcraenaeT deHun, 2-TueHun, 2-dypun, 2-
nuppUn, 2-Twasonun K 3-TheHun, » X NpegcTaBnaeT
Kncnopog

MpednoyTUTENbLHYIC NOATRYINNY COEAWMHEHWA B
obvere cdopmynel (I}, NpeacTAaBNEHHOW Bbille, CO-
CTaBNAKT coeguHeHUsa dopmynsl (1a)

¥
N G2
X,
W H (12)
rrag .
R3
N Y
B KOTOPOWR
R, Rz, Rz U Ry UMeKT 3Ha4eHwa, onpepeneHHsle
AnA dopmynsl

{1}, v ¥ n Z, koTopble MOryT ObiTe OfWHAKOBEIMK
UNU PasnNUUHBIMK, KAXABIA NpeacTaBnaeT Ar, Kak OH
onpefeneHd ANA dopmynel (1)

OcobeHHo NpegnoYTUTENBHOR rPyNNod coegu-
HeHWA ¢hopMynbl (&) ABNAKTCH coegUHEHUA DOPMY-
nel {Ih), B KOTOROA rpynna K OpweHTWpOBaHa B Ha-
npasnedmu BHu3, 1 H - BBEPX

(Ib)
R, i
NTY
CoeguHeHusa dopmynsl () vnw wvx conu unu
conbBaTH NpPeACTaBNeHb NPejnodTUTENBHO B thap-
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MaLEBETUYECKN MPUEMNSMOA WM NQ CyWESCcTBY YWC-
TOW ¢opme [Mog apMaleBTUYECKH NPHUEMITEMON
GopMOR COSMHEHWA WMETCA B BUAY, Hapafay C
ApYTUMN, coeauHeHua dapmaleBTUYEcKd NPUeMne-
MOro YPOBHA YUCTOTH, UCKNOYasa obbidHble dhapMa-
uesThuyeckne aobaBkd, Takue kak pasbasutenn w
HOCWTENW, W HE BRIOYAKWME BEWECTBa, CYWTAN-
WHecH TOKCUYHBIMW NpW ODBIYHBIX  JO3MPOBOMHBIX
yposHAX [lo cywecTBy 4YucTaa dopma obkbuHo co-
OepXWUT, No KpalHed mepe, S0% (nckntouasn obbYHEE
dapmayepTHyeckne  gobaekM), NPefnoOYTUTEMNEHO
75%, Bonee npegnoutuTencHo 80% W ewe Gonee
npeanovTuTensHe 95% coefwHenns dopmyne ([)
MKW ero conu unu conteata OAHY W3 NpeanouTH-
TenbHblX hapmayesTieckd npveMneMelx  dopMm
COCTABMSAET KpucTannuyeckas copMa, BKIOYas Ta-
kyto cpopmy B papMaUeBTMHECKOW KOMMNO3UUMK B
crnyJae coren n CoMnbBaTOB ACNOMHWTENBHBIE YaCTh -
MOHHAA W PAcTBOPUTENS TakKe AOMN¥Hb BuITk HETOK-
GUUHBIMK

Mpumepel dapMaleBTUHECKN NPUEMMEMBIX CGO-
nel coeguHeHns copmynul ([} BrKIOYAIOT KMCNOTHO-
aAANTHBHblE CONW € ODbIMHBIMK hapPMaLEBTHYECKN-
MW KNCNOTAMMK, Hanpumep, MarevMHOBOW, CONAHoM,
bpomueToBoAopoaAHOR, hocOpHOR, yKeyCHOR, doy-
MaPOBOK, CaNVUWIMOBOA, NMIMMOHHOR, MOMOYHOR, MWUH-
JarnbHOW, BMHHOR, AHTapHOW, GeH3oWHOW, ackopbw-
HOBOW KUCMOTEMH N METAHCYNBOHOBOW KUCIOTOR

Mpumepbl  drapmaueBTHYeckn  NPMEMNEMbIX
COMBBATOB coefuHeHus dopuynsbl ([} BKNOYAKT rua-
paTh

CoepuHerus dopmynel () MOryT umeTe, No
KpalHeld Mepe, OfWH acMMMETPHYSCKMA LEHTP W No-
3ITOMY MOTYT CYWecTBoBaTE B Donee, yem OAHOW,
crepeousomepHol copme [HaHHoe wuzobpeTeHue
OXBATHIBAET BCE Takne opMbl U UX CMECH, BKMKOYAs
paueMaTbl

HaHHoe wu3obpeTeHwe npegocTaBnAeT TaKKe
cnoced nonydeHns coegwHeHwn dpopmynsl (), koTo-
Pl BRIOHAET peakuno coeguHenua dopmyne (1)

H'N\(__ A am

B koTopod R', R'y, R'; n Ar' npegecraenawTt R, Ry,
Rz v Ar, kak oHW onpepeneHel ana gpopmyns (1), Wnin
rpynny nnu atom, cnocobHele npespawarecd B R, Ry,
Ra, » Ar, ¢ coeguHeHnem chopmynet (1)

X' -OH

AR, (1
Rz o
NT R
WK ero akTUBHBIM NPON3BOAHbLIM, B KOTOPOR R's,
R's, R's 1 X' npefcraenaeT Rz Rs, Rs u X, kak oHW
onpejenens Ana ¢opmynel (), uNv rpynny cnocob-
Hylo npespawartecs B Rs, Ry, Rs U X, ¢ nonydeHnem
coegWHEHUA :B‘Opmynu {Ic)

12 R
X N\<..A:'

R (Ic)
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W HeobAzaTentHoe BLINOMHEHWE NOcne JToro
OOHOW Ny Donee K3 cnegyrowmnx cTagui

(a) voraa R, R'y - R's, Ar' n X' ABNAIOTCA UHbIMW,
yem R, Ry - Rs, Ar 1 X, npespawerue nwboro ogHoro
s R, Ry'=Rs, Aru X' B R, Ry — Rs, Ar v X ¢ nonyue-
HUeM coegnHeHus chopmynsl (1),

(b) korpga R, R4 - R's Ar' n X' npeacragnanT K,
Ry = Rs, Ar u X, npeepawenwe noboro ogHoro us K,
Ry —Hs, Art X B wHoii R, Ry = Rs, Ar v X ¢ nonyue-
HUeM coegnHeHus cbopmyns (1),

(c) obpasopaHne conu W/MNKW conbeaTa NONyYeH-
Horo coeguHeHna copmynsl (Ic)

NoaxoaAWKNMK  BKTMBHBIMKY  NPCW3BCOAHBIMK CO-
eauHeHud hopmynet {Il) ABNAICTCA ranouaaHrnaApuaL
KWCNOT (NpegnoYTUTENBHO XMNOpPaHrMApWAH), asuasl
KWCNOT WNW aHMMAPWASLN KMCnoT Ele ogHUM nopxo-
AALWMM NPOW3BOAHLIM SBMAETCA CMELWAaHHLIA aHrng-
pua, oOpazoBaHHbIA MEXAY KWCNOTON W ankunxiop-
hOPMUATOM, eLle CAHWM NOAXOAALIMM NPOUSBOJHEIM
ABMAETCA AKTUBWPOBAHHBLIA CHCHHBIA adup, TakoH
KaK LUUaHOMETUINOBEIN, THoheHWNOoBLIA, n-
HUTROMEHUNOBEIA, N-HUTROTMOMEHWNOBLIA  bWPHI,
2,4.6-Tpuxnopenvnoesin  xbup, neHTaxnopdeHu-
noBbld, neqTadTopdreHvnoBelid a¢npbl, N-rmgpokcK-
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rnapokc-6eH30TPHa30NoBEIA abup, WNKM KapBokcK
rpYNNa MOXKeT akTUBAPOBATLCH € WCMONb3IOBaHWeM
kapboavumuaa nnuw N N'-kapboHUnuumMuaazona

Hanpumep, ©OrNacHO CTAHASPTHHEIM METOAAM,
XOpOLWO U3BECTHREIM CNeuvanicTaM B gaHHoW obnac-
TH, coeauHeHuA dopmynel (1) MoryT coveTaTecA

(a) ¢ xnopaHMAPMAOM KWCNOTH B MPWCYTCTBUK
HEOPIAHWHYECKOIO UMY ORPIraHMYEeCKOD OCHOBAHWA B
NoAXOAALEM aNPOTCHHOM PacTBOPUTENE, TAKOM Kak
aumeTundopmamng (DMF unu AM®), npu Temnepa-
Type B uHTepeane ot -70 go S0°C (npegnodTvTEnk:HO
B MHTepeane o1 -10 po 20°C),

{(b) C KMCNOTOA B NPUCYTCTBMWM NOAXOAALLENC
KOHAEHCUPYIOWLEro AreHTa, TaKkoro Kak, Hanpumep,
N,N'-kapboHnnguumugason (GDI) unwn kapboguumna,
Tako# kak guynknorekcunkapbogummung (DCC) unwn
N-gumeTnnaMuHonponun-N'-aTtunkapboguummng n N-
rmapokcnbenscTprazon (HOBT), and gocTuxeHwd
MaKCUManbHLIX BLIXOLOB W Ana Toro, utcbel nibe-
¥aTe npoueccoe pauemMusanun (Synthesis, 453,
1972) B anpoTOHHOM pacTBOpUTENE, TAKOM KaK CMeCh
ayetoHuTpuna (MeCN) w TeTparmgpodypara (TGF
wnn TIP) B cootHowerun ot 19 go 7 3 cooTBETCT-
BEHHO, Npu TemnepaTtype B uHTEepsane ot -70 go

dTanumuao  sdup,  N-ruapoKcHNUNepUaUHOBLIA 50°C (npegnoutuTensHo B WHTepeane oT -10 o
amp, N- rmmapokcucykUHUMUOHBIR  xpup, N- 25°C) {(cMoTpu Cxemy 1)
Cxema 1
Oy OH , .
F R 7 cooma Oag N Lar
23 t + H'N a
R" R" Dm.HOBT R‘, = ’ ﬂ" !
MeCNTHF 2.7
o20C N TRy
(i o
fte)

{c) co cMewaHHbIM aHFMAPUACM, NONYYAEMBIM
Ha MecTe (MHCUTY) U3 KMCNOTH W ankun (Hanpumep,
u3onponunixnophopMUaTa B NogXoJdaWeM anpoToH-
HOM PacTBCOpHUTENe, TakoM KK AUXMOPMETaH, npw
TeMnepaType B WHTepeane ot -70 go 50°C (npefnou-
TWTeNBHO B MHTepeane ot -20 go 20°C)

OueBnaHO, NOHSTHO, YTO GoeaWHeHWe POPMYNEl
{lc) moxeT npeppawarscs B coegnHeHne opmynsl
{I), wnm ogHo coepguHenwe dopmynsl (I} MoxeT npe-
BpalWLaTLCA B Apyrce coefuHeHue dopMynel (1) ©
MNOMOLLBI B32UMONPEBPALLEHWA NMOAXCASILNX BaMe-
cTuTened Takum obpasoM, HEKOTOpHE COoeAWHEHUS
popmynul (I} 1 (Ic) ABNAKTCA NONE3HBIMU NPOMEXY-
TOUHBIMY COEAUHEHWAMKW MPpK ODpPasoBaHKM ApYrvX
CoegWHEHWIA HacTOSLLEro n3obpeTerna

HanpuMep, R's MCHeT NpeicTaBNaTk BOAOPOA W
npeBpalatecsl B Ry ankuneHylo rpynny, Hanpumep,
METHMEHYIO, © MOMOLWLK OBDWENPUHATHIX Npoueayp
amugHoro ankmnuposalmns (Zabicky, The chemistry of
amides, Interscience, London, 1970, ctp 749) Korga
X' NpeAcCTABRNAET KWCMOPOA, OH MOXET NpeBpallaTh-
A B X cepy ¢ NOMOWbLIK CTAHAAPTHBEIX peareHToB
obpazoeaHns TMOAMUEOB, Takux kak P:5; (Chem
Rev, 61, 45 1961 ww Angew Chem, 78, 517,
1966) wnw peareHt Lawesson (Tetrahedron, 41,
5061, 1885) Korpa Ar wnu R's npeacTasnseT me-
TOKCU-3aMelleHHBIA eHUn, OH MOXET MpespallaTh-
ca B MHOR A'r unn R's rMgpokcH-3ameleHHEIA dheHun
G NOMOLUBIO CTAHAAPTHLIX NPHUEMOB ASMETUNWpOBa-

HWA G WCNOMNB30BAHWEM KWCNOT [lbOUGCa, TaKWX Kak
TpexbpomucTeld Bop (Synthesis, 249, 1983), wnm
MHWHEPaNEHEIX KUCNOT, Takux kak Gpomuctosofopoa-
HaA W WoawctosogopogHasa kucnote HKorpa R
npefcTaBnaeT ankoKCWKapBOHWNBHYK Tpynny, Ha-
npUMep, MEeTOKCHKapBoHUMBHYID, OH MOXET npespa-
WaTscH B MHOW R, Takoi kak sTokcuKkapBoHun ¢ no-
MOLLBIO CROKHOW TpaHcaTepudnkaLmnmn
COOTBETCTBYIOWMWM CNWPTOM NpW TEMNEepaTtype B WH-
Tepeane oT 0 go 120°C, kapBokcH ¢ NOMOLWLID TWAa-
ponu3a B KWCNOW UMK OCHOBHOR cpefe, aMUHOKapbo-
HWn, ankvnaMuHokapborun MK
AuankunamuHorapboHun ¢ NoMoLble TpaHCamWuA K-
POBaHWA BMMWAKOM, NEPBUYHBIM AMWHOM WKW BTO-
pPVWYHBIM AMWHOM B METAHOMNE B KAYecTBe pacTBOPU-
TEend Npw TemnepaType B UHTepsane oT 10 go 120°C,
HeoBazaTeneHO B MNPUCYTCTBMM  KaTanUTHYECKOro
karuuectea NaCN (J Org Chem, 52, 2033, 1987)
MMM C NOMOLLBKY WCNONb3OBAHWA TPUMETUNAMIOMH-
HwA (MesAl) ("Tetrahedron Letters, 48, 4171, 1977),
MMAPOKCUMETUN ¢ NOMOLLBID CEMneKTMBHOrS BOCCTa-
HOBMNEHWA TWAPWACM METANNA, TAKOro KaK BOGCCTAa-
HoeneHue GoprugpwaoM nutua (Tetrahedron, 35,
567, 1979) unu eoccTaHoBneHne GoprugpuACM Ha-
Tpwa 8 cmeck TP + MeQH (Bull Chem See Japan,
57, 1848, 1984 vnu Syntn Commun , 12, 463, 1982),
ankunkapBoHWN - ¢ Nomollble obpasoBaHua auvn-
XNnopuaa W nochnedylowed peakyuu ¢ anKWNMarHui-
ranoreHnaamn B TI'd B kayecTee pacTEOPUTENS NpPH
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TeMneparype B WHTepBane ot -78 po 30°C
(Tetrahedron Letters, 4303, 1979) wnu ¢ ankwnkag-
MUAranoreHWAaMn UNu AVANKUNKaIMUEM B MNPUCYT-
cteun MgCl; nnu xnopuaa nutua (J Qrg Chem | 47
2590, 1982), Ewe opHa rpynna R' kak MeToKCHKap-
BOHWN MOXET NpPeBpaLlaTbcA B 3aMELLeHHoe reTepo-
umiKnyeckoe Konsuo, Takoe kak okcagwaszon (J Med
Chem, 34 2726, 1991), reTepoapomarwyeckoe

Cxems 2

O,
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Karbyo, Takoe kak okcaguason (J Med, Chem , 34,
27286, 1991)

Cxema 2 CyMMUPYET HEKOTOPHIE W3 ONUCEHHBIX
BbILUe NPWEMOB MNPEBPALLEHUA COBAMHEHUS hopMy-
ne {Ic) unwn (), B KoTopoR X' NpegfcTaEnseT KUCMo-
poa, R' npeactasnaer COOMe, Ar' n R'4-R's umeror
3HAYEHWA, onucaHHble gna dopwmynel (1), B gpyroe
coegurHeHwe dopmynul (1)

? CO0Me
At
R,

LA

CoeguHenua dopmynel (I) MoryT npeepawarsca
B WX DapMaLUeBTHYSCKW NPUEMINEMBIE  KUCMOTHO-
afAWTUBHEIE COMKM C NOMOLLBIO PEaKUUKM ¢ Nogxogs-
LMMA WY CCOTBETCTBYIOWUMIY OPraHNYECKUMU UMK
MUHEPANBHEIMA KWCNOTaMK

Coneeatel coegwHeHwid cpopmynsl (I} moryT ob-
Pa30BLIBATLEGA € MOMOLWLK  KPUCTAMTIM3aLMM UMK
NEPEKRUCTANNNZELMH U3 COOTBETCTBYIOWETD PacTBo-
puTena Hanpumep, rugpaTel MOMYT MONYYaTbLCA ©
MNOMOLBI KPUCTANMW3aLMKM WNW NepekpucTannusa-
LMK M3 BOAHLIX PACTBOPOB, WK PacTBOPOB B OPraHu-
YECKWX PACTBOPUTENAX, COASPXALLWNX BOAY

Conu unun coneeaTl coegnHeHwd dopmynel (1),
KOTOPBIE HE SBNATCA (hapMayeBsTUYECKn NPUeM-
AeMbIMU, TakKe MOryT BBITh NOMesHBIMU B KayecTse
NPOMEXYTOMHEIX COSOMHEHUA NpW nonydeHun dap-
MaUeBTWYECKW NPUeMneMblX coned W COonbBaTOB
CoQTBETCTEEHHO TaKWe COMW W COMbBATEl TAKKE CO-
CTaBNAKT YACTb AaHHOIo u3obpeTeHua

Kak ynoMWHaNoch Bellle, coegWHEHWA hopMYIkl
{I) moryT cywecTeoBaTh B Bonee, ueM OAHOW, CTe-
peonzoMepHoil chopme, U Npouecc gaHHOro Waobpe-
TEHVA MOXET AaBaTb PalUeMaTbl TAKKS, KaK W 3HaH-
THOMERHO YncTele opMbl [NA NONy4YeHns YNCTBIX
IHEHTWOMEPOB  COCTBETCTBYIOWLME  3HAHTHOMEPHO
YKCTblE NEPBUUHBLIE UMW BTOPWYHLIE aMWHBI HOpMY-
nsl {l11d) unm {llle)

al ’
* 2 ‘!:? rE‘ z A
HONPA 1N
R, R,
(W) i

NOABEPralTea Peakuun ¢ cosAvHeHWAMU op-
Mynel (I} ¢ nonydeHuem coeguHeHuid dropmynel (I'd)
wnn ('e)

Rk? 1 RI?
x F:l\{z. Ar X h\% Ar
= R, k¢ = Rl‘ 1
R ; By 1
Ry NT TR
ra e}

CoepuHeHua dopmynsl {I'd) unu {I'e) moryT BRO-
CNefcTBMW NPEBPALATECA B COSAWHEHMS (OOPMYNE
(Id) wnwn (le) ¢ noMmowkblo METOAQEB NpPEBPALLEHHA,
YNOMAHYTHIX BLille
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(1) {ie}

CoeguHenua dopmyndl (I} ABnATCH M3BECTHH-
MW WM MOTYT NONYyYaThCA U3 M3BECTHEIX COSAVHEHWI
C NOMOLLBKY M3BECTHLIX CNOCoboB

HanpuMep, coefwHerne dopmynsl (I}, B koTo-
poii X' npegctaensaeT kucniopog, R's, R's u R's npea-
CTaBNAKT Bogopod, onucaHo B pabote Pfitzinger, J
Prakt Chem , 38, 582, 1882 v B paCote Pfitzinger, J
Pralkt Chem , 56, 283, 1887, coefuHeHue hopMynkl
{1}, B xoTopoi X' npeacTasnaeT kncnopod, R's n R's
npegcTaenawT sogopog W R's npegcrtaenser 2-
nupuaun, onwcaHo s pabote Risalit, Ric Scient, 28,
561, 1958, coegunenus dopmynel (1), B koTopown X'
npegcraender kmcnopog, R's v Ry npegcrasnsawT
sofopch, u R's npeacTaengaeT o-, M- K N-xnopdeHun,
o-dropdeHun v 3,4-auxnopceHun, onnucaHe B pabo-
Te Brown et al J Am Chem Soo, 68, 2705, 1946,
coeauHeHwe dopmynel (), B kotopoi X' npeacTae-
naet kuenopog, R's m Ry npegcraBnaT BO40R0H, W
F's npeacTaenaeT, n-meTokcudyeHun,

onwcaHo B pabore Ciusa v Luzzatto, Gazz Chim
tal, 44, 64, 1914, coegnHeHne dhopmynel (I}, B KO-
Topon X' npegctaenAeT kucnopog, R's m R's npea-
cTaenawT Bogopes, W R's  npeacraenfer M-
TpudpTopMeTundeHun, onucaHo B pabote Shargier U
Lalezan, J Chem Eng Data, 8, 276, 1963, coeguHe-
Hue copmyns {Il), B KoTopoid X' npepcTaenseT Ku-
cnopog, R's w R's npegcraenaT sogopog, v R
npepcraenaeT n-propdennn, onucado B pabote Bu
Hor et al, Rec Trav Chim, 68, 781, 1949, coegure-
Hue copmynel (I}, B KoTopod X' npepcTaBnAeT EW-
cnopog, R's w R's npegcraenstr Bogopop, U R's
npepcTaenAeT n-MeTWndeHun, onucaHo B pabore
Prevost et al, Compt Rend, Acad Sci, 258, 954,
1964, coegunHenmne dopmynol (I}, B KoTopor X' npeg-
cTaBnaeT kicnopof, R's U1 R's npefcTtasnswT soao-
pea, M R's npegcraenseT n-GpomdpeHun, onucaHo B
pabote Nicolal et al, Eur J Med Chem , 27, 977,
1992, coepgunenne dopmynel (I}, B kKoTOpoR X' npeg-
craendaeT kmcnopod, R's v R's npepcrasnsawT sogo-
poAa, u R's npefcTasnaeT 6-MeTUN, ONUCAHO B paboTe
Buchmann and Howton, J Am Chem Soc, 68,
2718, 1948, coegnHeHwne dopmynel (Il), B koTopoi X'
npepgcTaenAeT kucnopog, R's u R's npegcrasnswT
gogopcs, v R's npegcraBnAeT 8-HUTPO, ONWCZHO B
paboTte Buchmann et al, J Am Chem Soc, 69, 380,
1847, coeaunHeHne dopmynsl (I}, B KoTopol X' npef-
cTaBnaeT KUcnopog, R'4 npefcrasnnet Bogopon, R's
npegctaenfer 6-xnop, R's npeacraenser n-
xnopdeHun, onucado B pabore Lutz et al, J Am
Chem Soc, 68, 1813, 1846, coegnHeHve hopMyni
{1}, B xoTopoi X' npeacTaBnaeT kucnopod, R's n R
npegcTaensalwoT Bogopod, W R's npepgctaenset 2-
TWaA30MWM, ONUCAHO B SBPONEACKOR NaTeHTHOR 3ane-
ke EP 112776, coegurenua dopmynd (II), B koTOpOR
X' npegcraendAeT kucnopon, R's npeacragnaer 8-
TpucbTopmeTun, R's npefactasnAeT esofopos W R's
npeacTaenaeT deHun, o- W n-dpTopdeHun, 3.4-
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AuxnopdeHnn, n-meTokcudpeHWn, onucLBaKTCA B
pabote Nicolal et al, Eur J Med Chem, 27, 977,
1992, coeauHeHua cdopmynel (), B KOTopol X' npef-
cTaBnaeT kucnopofd, R'; npepacTasnaeT €-bpom, R's
npefcraesnseT eogopod W R's npegctaenaet deHUn
vnn n-propcpeHnn, anucoiBatoteA B pabore Nicolal et
al, BEur J Med Chem, 27, 977, 1992, apyrue co-
efuHeHns copmynel () ONWCLIBAOTCH B HEMELUKOW
BbiNOXeHHOW 3a8eke DE 3721222 U B eBpONERCKOR
naTeHTHOW 3aaske EP 384313

Coepurenna dgpapmyn (11}, (llid) v (llle} senacTca
NPOMBILNEHHO AOCTYNHEIMKY COSAWHEHUAMN UKW MO-
iyt ObiTb NONYYeHbl M3 W3BECTHBIX COSAWHEHWH C
NOMOLLBI W3BECTHHIX CNocoBOBR (Hanpumep, coepu-
HeHwa dopmynel (lll), B koTopoid R' npeacraenser
ankokcvkapborun, Ry v R's npefcrasnakT Bogopog
M Al MMeeT 3HaueHWA, onpefeneHHBe AnNA CoefuHe-
HWiA cpopmynel (), onuceBaroTca B Liebigs Ann der
Chemie, 523, 199, 1936)

AKTUBHOCTL coefuHeHui dopmynel () B KauecT-
Be aHTaroHucToB MNK: peyenTopa B CTaHJapTHEIX
MCNEMaHWAX YKa3biBasT Ha TO, Y4TO OHU WMEKT no-
TeHUWarnbHYK TEPaneBTUYECKYID NONE3HOCTE NpK
NEeYEHVN KaK MEePBWYHbIX, TaK W BTOPWYHBIX pac-
CTPOACTB, Ha KOTOPHIE 3eCk paHee AaBanack cobin-
kKa OBHapyXeHWe Toro, Uto aHTaroHucTel MNKs peyen-
Topa NpPefCcTaBnsoT noTeHunanbHyLo
TepaneBTHYeCcKyd NOMNEIHOCTL NP NeYeHWH BTopuY-
HblX PACCTPOWCTB, ABMAETCA HOBLIM, W B COOTBETCT-
BUM CO CNEAYIOLIMM aCNeKToM HacToslero hiobpe-
TeHUn NpeRocTABNATCSH UCNOMNbL30BaHUE
aHTaroHWcToe NK: peuyentopa npu neveHWH BTOPUM-
HelX paccTpolcTs [pefocTaBnaeTca Takke Wononb-
30BaHWe aHTaroHwcTos NK; peuerropa npw npows-
BOACTBE Me[MKaMeHTOB Ans neueHua nwoboro w3
BTOPUUHBIX PACCTPOACTR

HacTosee wioBpeTeHre Takke NpefocTaBnaeT
coeguHeHuA gopmynel () unu ux dapMayeBTUHECKH
NPMEMNEMBIE COMW WM COMNbBAaTH ANA MCNONbB30Ba-
HWA B KBYECTBE &KTWBHBIX TEPANEBTUYECKUX Be-
LecTs

HacTosee uzobpeteHne panee npefocTaBnaeT
bapMaLeBTHYSCKUE KOMMNO3WUMKY, BRAKYAWMe Go-
enwHeHne dopmynsal (I) vnu ero dapMayeBTUHECKH
NPHEMNEMYLIO COMb NINW COMbBAT U (PAPMELEBTHYECKN
npueMnemMeliil HocuTens

HacTosee niobpeTeHWe NpefoCTABNSET Takke
UCMOMB30BAHNE COSOUHEHUWA dopMynel {1} WnKm ux
bapMaLeBTHYSCKU NpHeMNeMBX coneldl N conbBa-
TOB B NPOW3BOACTBE MEAWKEMEHTOB ANA NeqYeHus
NepBUYHBIX U BTOPUYHLIX PACCTPOACTE

Takve mMeaukameHTH W KOMNO3ULMW J3AHHOrO
nzobpeteHnss MoryT BbiTe NONyY4eHEl © NOMOLWBLLD
CMelleHns coefWHeHns un3obpeTeHnA ¢ CooTBETCT-
Byrowiv Hocutenem OrHW moryT copepxare obuie-
NPUHATEIE pasbaBuTeny, CBASYIOWLWE, HanonHuTeny,
OEe3UHTErPUPYIOLLUE areHTHl, BKYCOBBIE WM apoMa-
TUIUPYIOLWE areHThl, KPacsWMe areHThl, GMa304HHE
MMH KOHCEPBWPYIOLLWE areHThHl

HaHHble obWwenpuHATEIe SKCUMNMEHTEI ABNAKTCA
TakWMK, KaKk Te, YTO MOTYT NPUMEHATECA, Hanpumen,
NpPM NONYYEHNH KOMNOZUUWMA G USBECTHLIMW areHTamu
ANs NedeHus yKasaHHbIX GOCTOAHHIA

MpegnoytuTeneHo dapMaleBTUYecKas KOMMo-
3uUuA u3cbpeTeHns HaxoauTcA B opMe egUHUYHOR
J03b W B hopme, NpremMnemMon AnNa NCronb30BaHus B
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MELWUMHCKOW MKW BeTepuHapHod obnactax Hanpu-
mMep, Takuwe npenaparsl MoryT GBTb B yNakosBaHHOW
thopMe, CONPOBOXAAEMOA HAMWUCEHHBIMW WAW CTne-
YATAHHBIMU WHCTPYEUMAMW NO WCTIONB3OBAHWID B Ka-
HeCTBe areHTa NpW NeYeHUU YKasaHHbIX COCTOSIHUA

MHTEpBaN nOAXOAAWMX AO3 ANA COEAWMHEHWA
n300pPETEeHNA 3aBUCUT OT NPUMEHSEMOI0 COBgUHEHUA
W OT COCTOSHWA nauverTa OH 3aBUCWT TaKXKe OT CBA-
31 AKTUBHOCTU UMK CUMEBl AeACTBMS M CNOCOBHOCTH K
MOMOWEHHKD M YacTOTEl W cnocoba HasHadyeHws K
npuemy npenapara

CoeguHeHue unu komMnosnywa n3obpeTeHns Mo-
YT OeiTe W3rOTOBNEHLI B BuAe NpenapaTvBHon dop-
MBI ANA Ha3HaueHWa Nbeiv cnocobom, U npeanou-
TUTeneHO B opMe edUHUHHOR FO3sl UMK B opMe,
KOTOPYI YENOoBeK MOXET CaMm MPHHAT: B BUAS A03H
Ha oauH npueM KoMmnosuwuus ¢ yenexom moxeT BuiTb
B (hopMeE, NOAXOAAWEA ANA ORaNBHOIO, PEKTANBHO-
ro, TOMMUYECKOrO WNU MECTHOro, NapeHTeparnsHore,
BHYTPUBEHHOTO MMM BHYTPWMBLILIEUHOMD NPUeMa
MpenapaTel MOMYT NPOU3BOAWTBECA TakWM obpasoM,
yTobbl obecneymBaThe MeAneHHoe BulcBoDOXAEHWE
aKTWBHOIO MHIPEJWEeHTA

Komnoswyum mMoryt Owimb, Hanpuwep, B copme
TabneTok, Kancyn, cawle, ¢dnakoHos WUNM NpoBupotr,
NOPOLUKOB, [PaHyn, nenewek, PEeKOHCTPYUPYeMblX
UMW NEepecacTaBNAEeMbIX NOPOLWKOB UMK KUAKWX npe-
NapaToB, HANPUMER, PACTBOPOB MMV CYCNEH3UA, UMK
B (DopME MEINLUNHCKNX CBEYEW UMK CYNNOIUTORWUA

KoMnosuyuw, Hanpumep, Te, UTo SBNAKTCA NOA-
XOASIWWMK ENSl OPanbHOrO HAa3HAYUEHWUS, MOMYT CO-
AepiaTe OBLENpWHATEIE 3KCUMNWEHTH, TaKWe Kak
CBA3YIOWMWE areHTHl, HaNpUMep, CHPQM, KaMeds aka-
UkKn, Xenatud, copbur, TparakaHT Wnw NonvBUHWIM-
MUPPONMAOH, HAaMOMHUTENW, HanpuMep, NaKTosy,
caxap, KykypysHeli Kpaxman, dochat Kaneuyua, cop-
BUT WNKW FMWYKH, TABNeTOUHEIE CMA3OUHEIE areHTH,
HanpuMmep, cTeapaT MarHua, A[esUHTErpupylowme
areHThbl, Hanpumen, Kpaxman, NOrvMBHHWI-
NUPPOIMACH, HETPWAKPaXMANIIIMKONST WKW MWKRO-
KPUCTANNUYECKYD LEennionosy, WUnu dapMayesTiue-
GKW NPUEMNeMBE areHTEl BNS SACTRIBAHWA, TAKWE Kak
naypwncynsdaT HaTpa

Teepable KOMNO3UUMKW MOMYT NONYY&TLCA G NO-
MOLBIO ODLENPHUHATHX METOL40B CMELeHNs, 3anon-
HeHWs, TabneTUpoBaHUA UMW aHanoruuYHblx [MoBTOp-
HEle OMepaudl CMELWIEHHWS MOryT WCMOMb30BATLCA
ANA pacnpejensHUsa WKW PACNPOCTRAHEHUA AKTUBHO-
ro areHTa B TeX KOMMNO3MUMAX, B KOTOPBIX NMPHUMEHS-
KOTCH OIROMHBIE KonuuecTsa HanonHwTenen Korpa
KOMNO3WLUA HaxoAuTcA B dopmMe TabrneTku, nopoLlka
WU Nenewky, MOXeT MCNONb3IOBaTHLCA NBOA HOCK-
Tenk, nogxodawvid ana obpazoeaHns Teephbix dap-
MALUEBTUYECKUX KOMMQ3WUMA, NPUYEM, NpUMEpamu
ABNAKCTCA CTeapaT MarHva, kpaxman, mokosa, nak-
TO3a, Caxaposa, pucosas Mmyka w men Tabnertkn Mo-
ryT NOKPLIBATHCA B COOTBETCTBUM €O GNocoBamum,
XOpOLWO W3BECTHEIMK B 06HYHOW dapMaleBTUIeCKor
NpakTuke, B YACTHOCTH 3HTEPMYECKUM NOKPBTMEM
Komnoznyua moxeT 6uiTe Takke B doopMe npornars-
BAEMOW  KANCynel,  HANPWMER, W3  XenaTwH-
cofepHaLlero COELUHEHUA, NPU KenaHuKW, ¢ HOCUTe-
neM UK ApYruMy SKCLWNUeHTAMN

KomMnosuyuw Ans opaneHoro HasHaqYeHus B Buge
Hupkocte MoryT BuiTe B doopMe, HANPUMER, 3MYTIb-
CHi, CHPONOB WK 3NEKCH-POB, WKW OHW MOTYT Dbtk
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NpeacTasneHbl B BUAE CYXOro NpoAyKTa, NpegHasHa-
UYEHHOT0 ANA PEeKOHCTUTYWPOBaHWA C BOAOW WMWK ApYy-
MM NOAXOASL MM HOCHMTENeM Nepefl MCNoMb30BaHK-
em Takue MUAKWE KOMMO3UUWMM MOTYT COAEepXAaTb
obbluHEle AgobaBkn, Takme Kak CcycneHAUpyoWuWe
areHTLl, HanpwMep, copbwT, crpon, MeTUNYennono-
3y, XeNaTvH, MTMAPOKCUITUIUENNIONOo3y, kapbokcume-
TUNUENMONO3yY, alNloMUHWACTEaPaTHEIW renb, rmapn-
pOBaHHBIE ChbenobHble XWpbl, BMYNbrUpyollUe
areHTsl, Hanpwmep, NeUWTUH, copbUTaHMOHooneaT
WK KEMEeA W akalWuK, BOgHBIE UMW HEBOLHBIE HOCHUTE-
N1, KOTOpLIE BINOYAKT cbedobHble Macha, Hanpw-
MEP, MWHIJANbHOE MACN0, MPaKUWOHUPOBAHHOE
MaCNO KOKOCOBRbBIX OPEeX0B, MAaCcNAHLIE CNOXHBE 3¢hu-
pbl, Hanpumep, CNoXHele adoWpel MWLEPHUHA WK
NPONUNEHITIMKCIST MW STWIMOBEIA CIVPT, MUYEPUH,
BOAY WNW 06LIYHBIA PU3NONOrMYECKMA UNi coneBoil
PacTBOP, KOHCEPBUPRYIOWMWE areHTH, Hanpumep, Me-
TWM- MY NpONUA-N-rnapokcnbersoaT unn ackopbu-
HOBYKD KMCMOTY, W, NpU ¥enaHwu, oblienpuHsThe
BKYCOBLIE UMW KpacsiLUMe areHTH

Komnosnyun gaHHoro m3obpeTeHna MoryT Takxe
Ha3Ha4YaTbLCA ANA NpUemMa HeopanbHelM cnocobom B
COOTBETCTEMW C OObIYHBIMKM  (DapMaUeBTUYSCKIMHK
npouefypamMy, KOMNO3SUUUW MOryT hOpMUPOBATHLCA
ANS PeKTankHOro Ha3HaYeHWs B BUAE MeOWLUHGCKUX
ceeyeld COHW MoryT Tawke POPMWPOBATLCA WU Co-
CTABMNSTECA ANA NPeACcTaBNeHUWA B WHBEYWMPyeMon
¢dopmMe B BOGHOM WM HEBOLHOM PacTBOPE, CYCneH-
34N UNK BMYNBCKMU B (hapMayeBTUUECKH NPUEMITEMONR
HUEKOCTW, HanpumMep, cTepuneHol, ceobogHol oOT
NYPOreHCB BOAE UMW B NapeHTepansHo NpMemnemom
Macne WK cMeck ¥uarkocTel KuakocTb MOXET co-
Jepx¥atb aHTuGaKTepnanbHele areHTbl, aHTUOKCUAaH-
T WNWU Fpyrue NpefioxpaHarlMe areHTH, Bydeph
UMW PacTBOPEHHbLIE BEU|eCTBa ANA MpUAaHUs pac-
TBOPY W3COTOHMYHOCTH MO OTHOLUSHWIO K KPOBM, 3ary-
WAOWWE AMEHTH, CYCNSHANPYIOWNE areHTsl Unu Apy-
rve cdoapmauesTnyeckn npuemnemseie gobaskn Takve
hopMEl NPEeACTABNAITCH B (hopmMe e4MHUMHON H0O3b,
Takol Kak aMnynbl WKW pasoBble U3Aenqa ANS UHb-
eKUWUA UNK B popMe MHOTHMX [O3, TAKHMX KaK ByTeInod-
Ka Mnw ¢nakoH, W3 KOTOpBIX MOXET BHITL B3ATa COOT-
BETCTBYIOWAA Jo3a, WM TBepgas dopMa Win
KOHUEHTPaT, KOTOPbIE MOTyT WCMOMb30BATHCHA 4MA
NPUroTOBMEHWS UHBELMPYEMBIX FOTOBLIX hopmM

CoepuHeHus1 AaHHOro W3oBpeTeHra MOryT Takke
Ha3Ha4aTLCH C NOMOLLEK WHFANALWW Yepes HOC WK
poT Takoi npueM NekapcTBa MOXET OCYWECTBMAThL-
CA C NOMOLWbBH MOTOBOW (OOpPMbl B BUAS CNped, BRIKO-
4aKLWEro coefiUHeHWe U30BpPEeTeHUa W NoAxXocAAWMA
HOGCUTENb, HeobA3aTenbHO CYCNEHOWPOBAHHbIE, Ha-
npuMep, B YINeBOFOPOAHOM PEAKTUBHOM TOMMUBHOM
BellecTBe

MpegnoutuTencHele rOTOBble (POPMBI B BHAE
cnpes BKIIYAKT MenbYyanwwe (MUKPOHW3WPOBAaH-
Hbl&) YaCTULBI COBAWHEHWA B COMETaHWM C NOBEPXHO-
CTHO-aKTUBHEIM areHTOM, PacTBOpWTerneM WNN guc-
NEPrupyloWMM  areHToM  ANA  NpefoTEpaleHus
ocepgaHuA cycneHAnpoBaHHbIX 4YacTuy Paswvep uac-
TWU COSJMHEHWA COCTaBNAST NPeAnovTUTENBHO NPK-
MepHO oT 2 o 10 MUKPOH

HononHuTenkeHe i cnocob HazHadYeHna coefnHe-
HWiA U30BpeTeHUs BKMOYAET TpaHCAEpPMankEHyK AoC-
TaBKy C MCNOMNL30BaHMEM FrOTOBORN hopMBl Npenapara
B BMAE HaKOHHOMO nnacteipd [pegnodTuTenbHan



23

roToeas npenapaTvbBHaA opMa BrIKYAET coeguHe-
HWEe W3COpeTeHus, AWCNEeRPrMPoBaHHOE B JYBCTBUW-
TEeNbLHOM K AaBMeHWo agresvuee, KOTOpeIA npununaeT
K KOXe, NO3BOMNAA TeM CamblM coefuHeHuo audxby-
3WpOBaTe W3 AAre3UBa 4Yepe3 KOXy AN AOCTABKM
nayneHty [ns NocToAHHOA CTEneHW WMNK GKOPOCTH
abcopbuynn JYepes Koy MOIyT WCMNOoNb30BATHCH YYB-
CTBUTErNbHbIE K AABMEHWIO AAresvBLl, U3BECTHbIE B
A2HHOW oBNacTWH TexXHUKKN, Takue Kak NPpUpPOAHLIA Kay-
YYK WMK GHMUKOH

Kak ynoMmuwHanochk BelWwe, 3ddeKTMEHaA Jo3a
COEAWHEHWA 3ABUCWT OT KOHKPETHO NPWMEHAESMOro
COEgWHEHWA, OT COCTOAHNS NAUNEHTE U OT YacToThl M
cnocoba HasHauyeHwAa EAMHWUHAA A03a obeIuHO coO-
aepxuT or 20 go 1000mr, U npegnoYTUTentHo ot 30
Ao 500uMr, B uacTHocTh 50, 100, 150, 200, 250, 300,
350, 400, 450 wrm 500Mr Komnoswyma MOXET Ha-
3HavaTbCA ANA Npvema ofvH hnv Donee pas B CYTKM,
HanpumMep, 2, 3 n 4 paza B AeHb, W 0bUlag AHeBHaA
033 ANA B3pOCNOro yenoeeka eecom 70K obeiuHO
cocTaenaeT B uHTepeane ot 100 go 3000mMr Anetep-
HaTWBHO eAMHWYHAS Ao3a CORepxMT or 2 Ao 20Mr
AKTWBHOMO MHIPEAWEHTA W NPUHUMEETCA MHOTQKPET-
HO, ecrnn Heobxognmo, yTobr AaTh YKa3aHHYK gHEeB-
Hyl0 A03Y

B cnyuae coegvHeHWA nacBpeTeHun, Korga oHM
NPUHUMEITCR B COOTBETCTEBMW G M306peTEHHEM, He
OMMASETCH HWKEKUX HEMPUEMNEeMblX TOKCUKoNoruye-
ckux acpcperToB

HacToaulee nzoBpeTeHne Takke npenocTasnAeT
cnocob nedeHns wunu NpoNakTVKY NepBrUYHEX W
BTOPUYHBIX PACCTPOWCTE ¥ MINEKOMHMTAWMY, B 4acT-
HOCTU NIoASH, KOTOPLIA BRNKYEET HA3HayeHWe Mmne-
KONWTAKWENMY, HYXABOWEMYCA B TEKOM JEYeHWM
wunn npodpunaktTike, ahdekTUBHOrO KonWdecTea
coeuHeHUa dopmynel (1) unu ero apmMalesTUYeck
npyeMneMoil Gony UNW conbBaTa

MsobpeTeHve ganes npegocTaBrnAeT cnocob ne-
YeHna Wnu NPOUNAKTUKKM BTOPUYHBIX PACCTROWCTE
¥ MNekonuTarwux, ocobeHHo nwged, KoTOopbIK
BEMKOYAET HAZHAUSHUE MMEKCMUTAKLIEMY, HYXAA-
LiemMycsl B TaKOM NeyYeHWd W/MnK npodunakTuke,
adpekTVBHOIO kKonuyecTea aHTaroHucta NK; peuen-
Topa

AKTWBHOCTE COegWHEHWH HacToAwero usobpete-
HWA B KadecTse nuraHaos NK; onpepensercs no ux
cnocoBbHOCTM WHrWBUpOoBaTE CBA3LIBAHWME PAfWOoaK-
TWBHO MedeHBIX NuraHaoe NK;, [125” - [Me-PheTJ—
NKB unu [3H]-Cemcruna, c NK; peyenTopamu Mop-
CkWUx CBMHOK W yenceeka (Renzett et al, 1991 Neu-
ropeptide, 18, 104 - 114, Buell et al, 1992 FEBS,
288(1), 80 - 95, Chung et al, 1994, Biochem Biophys
Res Commun, 198(3), 967-972) WcnoneayeMele
aHanW3bl CBR3BIBEHWA MO3BONAT ONPeASrUTL KOH-
UEHTPELUMI0 COTAENBHOTO CoeAnHeHnn, Tpebyemyro
;Elsﬂ CHIWKEHUS Ha 50% csrleunc,’cmuecn(oro CBA3LIBAHWA
[ “1]-[Me-Phe -NKB u ["H]-CeHkTuga ¢ NK3 peyen-
TOpOM B ycroBusx pasHoeecks (ICsy) AHanusel ces-
3blBAHMA 40T ANA KEXKAQT0 WUCTBITAHHOMC coeguHe-
HUA CpegHIol BenudnHy ICss oT 2 - § oTgenbHbIX
JKCMNEPWMEHTOB, BbIMONHEHHBIX C ABYEPATHBIM WK
TpexkpaTHeIM nosTOpeHWem Haubonee aKTMBHbIE
CoefUHEHWA HacTOAWero W3oBbpeTeHUsa NoKasbIBaKT
Benu-uHel ICsy B WHTepeane 1 - 1000HM, B YacTHo-
CTW, B ONLITE G KOPOR MONOBHATO MO3ra MOPCKUX CBU-
HOK C 32MEeWeHWEM (BbiTeCHEHWEM) [SH]-CeHKrM.ua
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coeguHeHuA Mpumepos 22, 47, 48 n 85 nokasoiBalcT
K.S (HM) cooTBeTcTBEHHO 56, 88, 120 M 48 (n=3)
MNK3-aHTArOHWCTHUECKAA AKTUBRHOCTE COEAUHEHWA
HacToALero U3obpeTeHa onpeaenAeTcs No WX Cno-
coBHOCTH MHMMEWPOBATE BHI3BAHHO® CEHKTUHOM CO-
KpalleHne MOAB3ACWHON KWLWKN MOPCKOH CGBWHKK
{Magg et al, 1990, Br J, Phamacol, 101, 986 -
1000) W M3CNVpPOBAHHOW CHWHKTEPHOW MBILWILUL pa-
Ay¥HoAd oBonoukk kponuka (Hall et al, 19891, Eur J
Pharmacel, 169, @ - 14} v onocpegyemyio MKs-
peuenTopamn Ca’~ moBunusaymio (Mochizula et al
1994, J Biol Chern, 268 9651 - 9658) ®yHkymo-
HalNbHbl€ AHATM3bl WH-BUTPO H3 MORCKMX CEWHKSX W
Ha Kponukax AalT ANA KAKAOIC WCMbLITHBASMOro
coefgUHEeHUs cpeaHcko BenudnHy Kg oT 3 - 8 otgene-
HbIX 3KCMEepWMeHTOR, TRe Kg NpeacTaensieT KOHUEeH-
TPaUMlo WHAWBUAYaNLHOrC coeguHeHudA, Heobxopgu-
MY ANd MNonydYeHUa 2-KpaTHOrC caeBura BrpaBo Ha
KPUBOA CEHKTWAA KOHLEHTPALUS-OTBETHAA peakus
OYHEUMOHAMNBHBIA AHANU3 C peuUenTopaMu YernoBeka
No3BOMNSST ONPefenWTs KOHUEHTPAYWKo WHAWBWAY-
anbHoro coeAMHeHWs, HeoBXOFMMYID ANA yMeHbLle-
HnA Ha 50% (BenwuvHbl ICsp) Ca' moBunmsaymm,
nHAYUnpyemon antaroHuctom NKE B gadHHom ana-
nuWse COBAMHEHWA HACTOSLIEro W3COpeTEeHWA BeAyT
ceba KaK AaHTAroOHUCTH

TepaneBTU4ECKWA NoTeHUMan coegwHEHWA Ha-
CTOAWErNO W306pPETEHMA NpU NMEYEeHWH YRa3aHHBIX
COCTOAHWA MOXeT OblTb OUEHEH C WCMONb3OBaHWEM
Mofilenen 3aboneBaHna Ha rpbIZyHax

Crnepywoline Huke OnucaHUa WNNICCTPUPYICT
nony-eHue NPoMeXyTOYHBIX COeAMHEeHWHA, Toraa Kak
Mpumepsl WNMIKCTPUPYIOT NONyMEHWe coeaWHEHWUH
HacToAWwero usobpeteHnd CoegvHEeHWA NpuBedeH-
HbIX NpUMepoB NpeacTasneHsl B Tabnuyax 1-6

OMMCAHWE 1

XnopaHrugpwd  2-heHWNXUHONUH-4-kapboHoBOR
kucnotel 11,7Mn (136,3Mmana)  okcanumaopuga
pacTBopAnoces B8 150mn meTwnewxnopuga PacTeop
oxnaxaanca npw -10°C, » nopuvamu gobapnanock
20r (80,2MmMonNA) NPOMBILINEHHO AOCTYNHOW 2-
deHun-XxMHoNWH-4-kapBoHoBOW kMCnoTe  PeakyWoH-
Haf CMechb OCTaBNSMNack Ha Hodb MNpU KOMHaTHOW
TeMnepaType, a 3aTeM BeNapusanack Jocyxa, 4aBas
22r yKasaHHOro B 3arofoBke COE4WHEHWA, WCMorb-
ayemoro 6es panebHellled oUWCTr

CisH1CING

M B =267,76

OnucaHue 2

7-METOKCW-2-(heHVNMXMHONWH-4-kapboHoBaa  KK-
cnota ar (282Mmonsa)  G-meTokcuUuaaThHa, 4mn
(33,8Mmonga) auetodeHcHa n 5.2r (82 6mmona) rug-
POOKMCH Karnusi pacTeopsnock B 22,9mMn abcontoTHo-
ro 3taHona, W cycneHswa Harpesanace npu 80°C B
TeveHve 42 vacce locne oxnaxgeHna peakyWoHHON
cMmecw goGaenanoce S0mMn BoAb, M pacTBOpR JKCTRA-
rmpoeancs S0MN-Mu AusTUnoeoro aupa Oxnax-
AeHHas NegoM BoaHan chasa nogkucnsnace fo pH 1c
noMowsto 37% HCI, n ocagok cobupanca dpunstpo-
BaHWeM W NpoMbiBancsa sofgoli MonydeHHoe Teepgoe
BELWEeCTBO Cywwnock B Bakyywme npw 40°C, gapas
7,0r ykasaHHOro B 3aronoBKe Co8WHEHUS

Ci7H1sNOg

T nn =226-228°C

MB -278,30

SNeMeHTHBIA aHanus
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BeiuucneHo C7311, H 4 69 N5 01
HaikgeHo C7207, H 4359, N 490
VK (KBr) 3420, 1630cm '
OnucaHve 3

XnopaHrugapng  7-MeTokcH-2-hbeHWNXMHOMKWH-4-
kapboroBoi KMenoTH

2,8mn (32,3MMoNA) OKCATMIUIOPKAA PacTBOPA-
noce B 50mMn meTuneHxnopwga PacTeBop oxnaxgan-
ca npW -10°C, WM nopyusMn pobasnanoce &r
{19,0MmMoneit) 7-MeToKCN-2-cheHMNXWHOMUH-4-
kapboHosoi kucnoTel PeakynoHHaa cwmeck ocTabna-
N2ack HA HOYL NPV KOMHATHOW TEMNEPaTYPE , & 3aTeM
BeINapMBanacs Jocyxa, AaBan 7T YKasaHHOIo B 3aro-
MOBKe coeMHeHUa, ucnonesyeMoro 6es gancHedwed
OYUGCTKM

Ci7H12CINO: M B - 297,74

Onucanve 4

Mapowogug
KapHboHOBOW KMWCNOTHI

1,51 (5 4mMMong) 7-MeToKCU-2-heHUNXNHCNUH-4-
kapboroBoA kucnoTH aobaenAnocs NopUWEMU K
50mn 57% Bogrora HI PeakywoHHaa cmeck Harpe-
Banack ¢ OOpPETHBEIM XONOAWIBHUKCM W 3HEPTUYHO
nepemellBanacs B TeyeHue 5 uacos, zartem oHa
BEIMNAPUBANACL B BaKyyme Aocyxa, AaBad 2,1r yka-
33HHOTO B 3aronoBKe CoeAUHEHMNS

CisH11NO3 HI

MB =38317

WK (KBr) 3120, 1650, 1620cm '

OnucaHue &5

2-(2-TneHun)xuHonuH-4-kapboHoean kucnota 5r
{34,0MmMona) maatuHa, 4,4mn (40 8mMons) 2-ayetun-
TwocbeHa w 6,3r (112,2mMmona) rmgpockwck Kanus
pacTeopAnocs B 40mn abconkTHoro ataHona, v cyc-
neHsua Harpesanacs npd 30°C B TeyeHue 16 yacor
lNocne oxnaxaeHWs peak WoHOW cmecu nobaena-
nock 50mMnN Boge, W pacTeop IKcTparuposanca S0mn-
MK ansTUnoBoro admpa OxnaxgeHHas NbAoOM BOA-
Haa ¢pasa nogkucnanace Ao pH 1 ¢ nomowpb 37%
HCI, n ocagok cobupanca duneTRpoOEaHWEM U NPOMBI-
BaNcA BOAOA [loNyyeHHBIA ChIPOA NPOAYKT CYLUWNCA
B BakyyMe npu 40°C u pacTupancs ¢ 3TWUNaUeTaToMm,
Aapaa 4 8r ykasaHHOro B 3aronosKe CoeanHEHUA

CraHNO-S

Tnn =181-183°C

MB =25529

WK (KBr) 1620cm '

300MMy 'H-AMP (OMCO-dg) & 8,60 (g, 1H),
8,45 (¢, 1H), 810 (M, 2H), 7,78 (m, 2H), 7,68 (T,
1H), 7,22 (m , 1H)

Onucanwve 6

2-(2-cbypyn)xvHonuH-4-kapboHoBasA KUCNoTa

5r (34,0mmona) wsatuHa, 4vn (40,8mmond) 2-
ayetundy-paHa n 6.3r (112,2MMONA) AL POCKUCH
kanua pacteopsnick B 40,8Mn aBconkoTHoro ataHo-
na, W cycneHswa Harpeesanacs npu 80°C B TedeHve
12 vacoe [Mocne oxnamgeHns peakyUoHHOR CMECH
aobaenanccs S0mMN BOAB, W PAcTBOR IKCTPATMPO-
gancya S0mn-vmu guatwnoBoro adguvpa OxnaxgeHHas
nsaoM BogHaa daza nogkwcnsnack Ac pH 1 ¢ no-
Mokl 37% HCI, u ocapok cobupanca dwneTposa-
HMEM W npoMbieancs Bodod [MonyyeHHBIA coipod
npogykT cywunca B earkyyme npu 40°C, pasaA 8,5r
YKE3aHHOIO B 3aronoBke CoeguHeHWs

Cr4HgNGy

MB -23923

7-rnaROKCH-2-eHNIMXMHONKUH-4-
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Onucanue 7

XnopaHrugpva
KapboHOBOW KUCNOTHI

52mn (60 dMMons) okcanunxnopuaa pacTeopa-
nock B 70MN meTunenxnopwga PacTeop oxnaxgan-
ca npn -10°C, w nopuuavn AcBaenAanoce 8,51
(35,5mmoner)  Z2-(2-pyprnmxuHonnH-4-kaptoHo-Bor
KWCNoThl PeakynoHHan cmeck OCTaBnanach Ha Houb
NpWM KOMHATHOR TeMnepaType, a 3aTeM BhiNapuea-
nack AOcyxa, RaBasd 9,2r yKasaHHOro B 3AlOMoBKe
coefgWHeHUA, ncnonb3yeMoro 6e3 ganbHeAwed odm-
CTKM

C1aHsCING:

M B =25778

OnucaHue §

HXnopaHruapwa
KapBoHOBOR KNGNOTEI

5r (34,0mmona) wzatura, 4,5mn (40 8mmonsa) 4-
aletun-nupuainHa U 6.3r (112 2mMona) ruapookucu
Kanua pacTeopAnock B 40Mn abCconwTHOro aTaHona,
M cycneH3ns Harpeeanacs npu 80°C B TeusHue 12
yacos [locne cxnaxaeHWA peakUWOHHOW cMeck fo-
Oapnancce S0MN BOALI, W PACTBOR IKCTParnpceanca
S0mMn-mu gusTnoeoro apupa OxnaxaeHHas Negom
eoAHan ¢rasa nogkucnanace fo pH 1 ¢ noMouwsio
37% HCI, u ocagok cobupanca dwneTpoBaHueM W
NpPoMbIBENGA BOAOM

BogHuli pacTBOp BLINEPUBANCH B BAKYYME JOCY-
¥a, OCTETOK PRcTHRANcH ¢ 3TAHOMNOM W OTgWNbTPo-
BbIBANCA BeinapweaHwe pacteopwTens jaeano 6,0r
GHIPOrO YKaIaHHOMO B 3aronobke cosgWHeHUsa [aH-
Held NpoAykT oBBeAWHANCA G NOMYYeHHbIM paHee
ocagKkaM W NepekpuCTaNNU3OBHIBENGA W3 TOMyona,
cogepxallero cnegs meTaHona, gasad 4,5r ykasaH-
HOTO B 3aronoBke COEJUHEHUS

CisH1gN20O; HCI

Tnn -297 - 301°C

MB =28672

WK (KBr) 1705, 1635, 1610cm

300MIMy 'H-HMP (IMCO-dg) & 8,90 (5, 2H),
870 (m, 2H), 8,50 (c, 2H), 8,28 (g, 1H), 7,89 (a1,
2H)

OMNMCAHKWE 9

Xnoprufpat XnopaHrugpuaa 2-{4-
NYPUAUMXMHOMNWH-4-kapBo-HOBOW KUCNOTSI

1,3mn (10,4mMons) okcanwnxnopuga pacTBopA-
noce B 60Mn meTunexxnopwga Pacreop oxnaxgan-
ca npu -10°C, » nopuwamu gobaenanocs 3,0r (14,4
MMONA)  xnopruAapata  2-(4-nupuaKnnN)xXUHO-NUH-4-
KapBoHoBOW KMCNOTH PeakuuoHHas cMeck ocTaens-
nack Ha 72 4aca NpW KOMHAaTHOR TemnepaType, a
3aTeM suinapueanace focyxa, Aasasa 4,0r ykasaHHoro
B 38I0IOBKE COBAWHEHWA, wcnonsayemore Ges fans-
HeALWeR O4HCTKI

C15sHgCIN,O HCI

M B =30522

Mpumep 1

(R, S)-N-(a-MeTunBeHsun)-2-heHunxnHenuH-4-
kapbokcamung  1,2mn (Q4mwmonsy  (R,S) o-
MeTunBeHsunamuHa v 1.6mn (11,7MMONA) TpUaTK-
namwHa (TEA) pacteopsnock B aTtMocdepe a3oTa B
50Mn 1 1 cMeck cyxoro metTuneHxnopuga v CH;CN
K oxnaxpeHHoMy NbAcM pacTeopy amwHos aobaena-
nock no kannam 2,0r (7,3Mmona) 2-theHunXuHonnH-4-
kapboHUnxnopura, pacTropeHHoro B 50Mn 1 4 cmecn
cyxoro metuneHxnopuaa n AMO, n peakuuoHHa[

2-(2-hyprn)xmHONuH-4-

2-(4-npruAUNIXUHONUH-4-
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cMeck xpaHunace npu 0-5°C B Teverue 1 vaca w oc-
TaBNANAcL Ha HOYb MPW KOMHETHOW Temneparype
PeakuMoHHasa cMech BHNapYBAanack B BakyyMe A0Cy-
Xa, OCTATOK PacTBOPAMNCS B STUMNALETATe U NPoMb-
BaNcs ABaXAH HACHLWEHHHM pacTBopoM Bukapbo-
HaTta HaTpna OpraHwyeckWA CcrNod  OTRENANcH,
CYWHNCA Hag CyNbdaToM HETPWA, UNBTROBANCA M
BbiNapMBanca 5 Bakyyme gocyxa OCTaTOYHCE Macno
KpUCTaNNU3oBanock W3 aTunayeTtaTta, Aasaa 1,1r
Leneecro coefiMHeHWs B sufe Benoro Teepaoro Be-

LWecTea

Ca4H20N20

Tnn -156 - 157°C

MB =358243

SnemMeHTHH W aHanus
Beluncneno C 81,79 H5,72 N 7,05
HaigeHo C 81,99 H 5,69 N 7,89

WK (KBr) 3240, 1645cm

300 MMy 'H-AMP (OMCO-ds) 3 9,20 (a, 1H),
8,32 (g, 2H), 813 (a, 1H), 8,13 {c, 1H), 8,06 {n,
1H), 7.81 (paa , 1H), 7,68-7,52 (m, 4H), 7,47 (5, 2H),
7,39 (an, 2H), 7.27 (an, 1H), 5,30 (ake, 1H), 1,52
(a,3H)

MC (El, ucrounuk 200°C, 70B, 200MA) 352
(M+,), 337, 232, 204, 77

Mpvmep 2

S-(+)-N-{o-meTunBeHanmn)-2-deHnNXVHOMUH-4-
kapborcammng

Monyqanca, kak B npumepe 1, w3 1,2vn
{9,4mmons))  S-(-)-a-meTunBeHsnnaMuHa, 1,8mMn
{11,7Mmonz) TEA, 20r (7 8mmMons) 2-
theHunxuHonnH-4-kapbornnxnopuga B 100mMn cMeck
meTuneHxnopuaa, CH:CN v AAME ObpaboTea peak-
LUMOHHOW CMEecH OCYWEeCTBMANAck TakiM Xxe obpa-
30M, Kak onucaHo B npumepe 1 OcTaToyHoe macno
KpUCTannu3oBanock W3 aTunayeTaTa, gasaa 1,1r
UeneBoro CoefnHEHNS

CogHzoN20

Tnn =161-162°C

MB -35243

[a102°=+25q0=0,5 AM®) VK (KBr) 3240, 1645cm '

300 MMy H-AMP (OMCO-ds) 3 €,29 (n, 1H),
8,32 (g, 2H), 813 (g, 1H), 8,13 (c, 1H), 8,06 (g,
1H), 7,81 (aan , 1H), 7,68-7.52 (m , 4H), 7,47 (n , 2H),
7,39 (g 1H), 7,27 (an, 1H), 5,30 (gke, 1H), 1,52
(a,3H)

MC cnekTp 6bin ngeHTHYEH cnekTpy npumepa 1

Mpvmep 3

R- {-}-N- (e-MeTunGeHsnn)-2-¢eHummHonH-4-
kapbokcammng Monyyancs, kak s npumepe 1, u3 1,.2mn
(9, d4mmonq) R-{+)-o-meTunBeHsunaMuHa, 1,6mn
{11,7Mmonz) TEA, 20r (7 8mmMons) 2-
heHnnxMHonnH-4-kapboHnmaopuga B 100Mn cMecH
meTwneHxnopnga, CHCN n AM® Qbpaborka peak-
LUMOHHOA CMECH OCYLLECTBNANAch TakuM xe obpa-
30M, Kak onucaHo B npumepe 1 OcTaToyHoe macno
KpUCTannu3oeanock W3 aTunayeTaTta, gasaa 1,1r
LeneBoro coefMHeHNS

Ca4HzoMNz0
Tnn =158 -160°C
MB =358243

EG.]DEO = -25(0-0,5 AM®) WK (KBr) 3240, 1645¢cu’

H-AMP 1 MC cnektpsl 6uind WAEHTHUHBIMK
cnekTpam npuMepos 1 U 2

MNpumMep 4
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(R, 3)-N-[a-(meTokcukapboHnmbeHnann]-2-
dheHnmmHonH-4-kapbokcamug

2,0r (8,0mmMoneR) 2-beHUNMXVHOMKUH-4-
KapboHOBOR KUCNOTH PacTBOPANOCE B arMmocdepe
azcora B 130mn cyxorc TP w 100mn CH.CN HoCae-
nanoce 2.0r (8,9MMonsA) xnoprufipata (D,L) meTun-
deHunmuymanara U 1,5mn {(10,7mMmonn) TEA, v pe-
AKUWOHHAA cvecs oxnaxganack npu 5°C lNo kannam
goGaenAnoce 2,5r (12, 1mmonA) gMUMKNorekcurkap-
Sogumvnga (DCC), pacteopeHHoro s 10MNn cyxoro
METUNEHXNCPUAS, W pPacTBOPY AaBanack BO3IMOX-
HOCTb AOCTWYL KOMHETHOW TemnepaTyphl, pacTBOp
nepeMeLlUBancs B Te4YeHUe S 4YacoB M OCTABNANGCA
Ha Houb Brinaswan s ocagok AWUWMKNOreKGHNMoYe-
BWHa OTRMNBTPOBBIBANACL, M PACTBOR BLINApMBancy
B Bakyyme pgocyxa OcTaTol pacTBOpArcA B MeTH-
NeHxXNopuae, a 3aTeM NpoMblBanca sofol OpraHu-
YeckWid Crnoll oTgenancs, cyluncs Hap cynbcatom
HaTPWMA U BLINA@PWBANCA B BakyyMme AOCYXa, AaBas
6,0r celporo npogykTa, KOTopblii pacteopAnca B 20mn
METUNEHXNOPWAZ W OCTABINANCA Ha HoUb Ewe Heko-
TOpOe KOMWYECTBO AWLUKNOTEKCUNMOYEBWHH BhINa-
Aano B 0CaJok U oThUNETPOBRIBANOCE

PacTeop BeiNapveancs B Bakyyme [OCYXa, U OG-
TaTok nopgeeprancA dpnewxpomarorpagun Ha 230 -
400mew cunwkarerne, ¢ 3NKMROBAHUEN CMECHID Tek-
caHfaTunaueTaT 3/2, copepkawen 0,5% ruapookucu
aMMoHUs  [MonyyeHHoe ChipOe WM HEeOUWLLEHHOE
TBEEPACE BELIeCTBO PACTWPanock G TennbM JWU30-
NpPonWNosbiM acbupoM, OTUNETPOBLEIBANOCE, MNpo-
MBIBAIOCL W CYLWWNIOCk, gasad 1,1r yenesoro coegn-
HeHWA

CosHzNE; Oy

Tnn -170-172°C

MB - 396,45

SnemMeHTHEIA aHanus
BriyvcneHo c73,74 H 5,09
HaliaeHo C 75,88 H512

WK (Hyiion) 3240, 1750, 1670cm '

300MMy 'H-AMP (IMCO-ds) & 9,72 (g, 1H),
828 (an , 2H), 8,20 (aa , 1H), 8,13 (na, 1H), 8,11 (¢,
1H), 7.83 (aan , 1H), 7,66 (paa, 1H), 7,60-7.50 (m,
SH), 7,47-7,37 (m, 3H), 5,78 (a , 1H), 3,72 (¢, 3H)

MC (El, wctounuk 200°C, 70 B, 200 wA) 396
(M+), 337, 232, 204

MNpumep 5

{+)-(S)-N-[o.-(MeTokcnkapboHun)BeHnznn]-2-
dheHnnxnHonH-4-kapbokeamuy

2,0r (8.0mmMmoneid) 2-peHUNXUHONWH-4-
KapBboHOBOW KUCNOTH PacTBOPANoOCcs B atMmocdepe
asota B 70mn cyxoro TTd v 30mMn CH:CN doBaena-
noce 1,7r {(8,4mmonsA) xnoprugpata (L) meTunde-
HUAMWUWHATA, 1, 1N {9,9Mmona) N-
MeTunmopdonuHa KW 2 1mn (155mmoned) N-
rmapokcubeHacTpuasona (HOBT), U peakyuoHHasa
cMmeck oxnaxganace npu 0°C Mo kannam gobaens-
noce 185r (90wmmMonen) DCC, pacTEOpeHHOro B
10Mn MeTUNeHXNopKUAE, U pacTeop xpaduncsa npu O -
5°C B TevyeHue 1 yaca, a 3aTeM NpPW KOMHATHON TeM-
nepaType B TeueHue 2 yacoe Brinaswas 8 ocapnok
OULMKNOTeK-CUNTMOMEBUHa OTOUNETPOBRIBANACE , W
pacTeop BHINapuBancs B Bakyyme pocyxa QcTaTok
pacTBOpPANCE B METWMNEHXNORWAE M MPOMEIBANCA
BOAOW, HaCbiWEHHBIM pacTBOpoM OwkapbonaTa Ha-
TpuA, 5% NUMOHHOW KMCNOTOW, HACHILEHHEIM PAC-
Teopom BukapBoHaTa HATPUS W HACLILEHHbIM pac-

N 7,07
N 7,06
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TBOPOM XNopuia HaTpua OpraHMdecknid crod oTge-
NANCA, CYWWNCA Hay CyNbdaTom HAaTPUS 1 BEINApKu-
BAaNCA B BakyyMe [OCYXa, OCTAaTOK PACTBOPANCA B
20MN METUNEHXNoPWAZ N OCTABNANCA Ha Houe Ewle
HEKOTOPOE  KOMUUECTBO  AWLUKNOrEKGHNMOYEBUHE
BoiNagano B ocajok W oTdunbTpoBblBancce Pac-
TBOP BBINAPRWBAINCH B Bakyyme [OcyXa, WU Nonyyanoch
2,60 CHIpOro NPOAYKTA, KOTOPBIA pacTupancd c net-
ponedHbiM  3hUPOM, PACTBCPANCH, NPOMBIBANGCH
AWU3ONPONUNOBLIM 2tbUPoOM, @ 3aTeM neperpucTan-
nwsoeLiBanca w3 70Mn u3onponaHona, gasaAa 1,7r
LieneBoro coeMHEHNS

CosHapMN0: TMMN =180-131°"CM B - 396,45

WK gHyﬁon) 3300, 1750, 1640cm '

[edo = +42 (C-0,5 MeTaHom)

H-AMP »n MC cnektpel Ceild MAEHTHYHBIMK
cnekTpam npuMepa 4

MNpumMep 6

(-)- (R)-N- [o- (metokcukapbouwnn) OeHzwn]-2-
heHUnxMHoNnH-4-gapborkcamMug

Monydancs, kak B npuMepe S5, us 2,0r (8,0 mmo-
newd) 2-pbeHunxwHONWH-4-kapboHoBoW rMcnaTHl, 1,7T1
{8,4mmonzA) xnoprugpara (D) metvndeHunrmuynHa-
T2, 1.1mn (9,9 wmmona) N-metwnmopdonuHa, 2,1r
(15,5mMmonen) HOBT w 1.85r (8,0Mmonen) DCC s
70Mn cyxoro TMP v 30mn CHi:CN OBpaboTka peak-
LMOHHOW GMEecCH OCYLLeCTBNANAack TakWM ke obpa-
30M, K8K ONWCaHO B NpuMepe 5 [MonydeHHBIA colpod
npogykr (3,51 pacTupanca geaxgbl ¢ TenneiM AWW-
30NPONUNOBEIM Bhupom, DUNETPOBANCS, NpoMbIBan-
€A, a 3aTemM NepeKpucTannU3oBLIBancs us 80Mn uso-
nponaHona, faean 2,3r Uenesoro coeguHeHns

CasH20N20

Tnon -180-181°C

ME -39645

WK gHyﬁon) 3300, 1750, 1640cm '

[ao ¢ = .42,0 (C=0,5 meTaHon)

H-AMP 1 MC cnektpsl 6uind WAEHTHUHBIMK
cnekTpam npuMepos 4 U 5

MNpumMep 7

(R, S)-N-[o-{meTokcnkapbonmn)benaun]-7-
METOKCH-2-theHUNXUHONNH-4-Kapbokcamun

1,0r (5,0mmonei) xnoprugpara (D,L) metunde-
HUNMWYWHETA PacTBopAncA B aTmocdepe asoTa b
30mn cyxoro AM® deobasnanocs 2.5r (18, 1mmons)
BessogHoro kapboHara Kanwa, v pPacTBop oxnaxgan-
cqa fo 0°C lNo kannam fobasnanoce 0,71 (2, 3MmMoNa)
coefUHeHWa OnucaHwa 3, pacTBOpeHHOro B 25Mn
cyxarao AM®, u pacteop xpaHunca npu 0 - 5°C B Te-
yeHwe 1 4aca W npy KOMHATHOW TeMNepaType Ha
NPOTAXEHVN HOYW PeakynoHHas cMmeck BhINapwea-
nack B BaKyyMe [OCYXa, W OCTATOK pacTBOPSMCS B
ITUNaLeTaTe U NPOMEIBANCA ABaXAE BORoW Opra-
HU{eCcKWiA cnoi oTAernanca, CyWwnnes Hag cynedaTom
HaTpWs, UNETROBANCA M BHINAPUBENCH B Bakyyme
Aocyxa CQcraToyHoe wmacno nogeeprancck donew-
xpomaTorpadud Ha 230 - 400 Mell cunukarene npu
BNOUPOBAHNM CMECHK reKkcaHa W aTvnayetata 3 2,
cofiepxawel 0,5% ruapookuck aMmmoHus, gasas 0,1r
ChIPOra NPOAYKTa, KOTOPLIA pacTUpanca c AUM30MNpPo-
nunoeeiv acpmpom, fasaa 0,08r yeneporo coegure-
HKA

CosHaaN2 0y
Tnn -187 -190°C
MB = 426,48

WK (KBr) 3220, 1750, 1660, 1620 cm '
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300MMy 'H-SIMP (CDCl;) & 8,13-8,08 (M, 3H),
780 (c,1H), 7,55 -738 (m, OH), 7,21 {ga, 1H), 7,02
(4 wwpokui, H), 5,88 (g, 1H), 3,87 (c, 3H), 3,80 (¢,
3H)
MC (El, nctounwk 200°C, 70 B, 200 wmA) 426
(M+)), 367, 262, 234, 191, 77

Mpumep 8

{R,S)-N-[o-(meTokcukapboHrn)benaun]-7-
rmapokci-2-heHun-xMHONWH-4-kapBokcamug

Monyuancs, Kak B npuMmepe S, u3 2,11 (5,3Mmons)
coeguHeHus Onucanwa 4, 1,08r (5,3Mmons) xnop-
rmgpata (DL} wetundenwnrnvgunata, 1,5mn
{10, 7mmona) TEA, 1,71 (12.5vmmoneid) HOET nw 1.2 r
{5.8mmons) DCC e 70Mn cyxoro TTO W 30mn CH:CN
ObpaboTka peakyUOHHOA CMECH OCYILEecTBNANACH
TakuM XKe obpasom, kak onucaHo B npumepe S Mony-
YEHHBIA CHIPOW NPOAYKT PacTUpancA © AMU3ONPONK-
NOBbIM 3hUPON, @ 3aTEM NEeREeKPUCTANIN30BLEIBANCH
ABaxsabl w3 wsonponaHonz, gaeas 0,06r uenesoro
coeuHeHus

CasHzoN204

Tnn - 256 - 257°C

MB =412 45

WK (EBr) 3270, 1750, 1650, 1620 cu '

300MIMy 'H-AMP (OMCO-ds) 8 10,30 (¢ wupo-
kwn, TH), 9,64 (g, 1H), 822 (g, 2H), 8,04 (g, 1H),
7,85 (c. 1H), 7,60-7,34 (m, OH), 7.21 (ap . 1H), 5,74
(a, 1H), 3,71 {c, 3H)

MC (El, wectounurk 200°C, 70 B, 200mA) 412
(M+)), 353, 248, 220, 77

Mpumep 8

Xnoprugpat (R,S)-N- [w- (kapbokcu)beHsun]-7-
METOKCH-2-heHNNXMHONWH-4-kapBokcamng

0,18r (0,4MmMonA) npogykTa npumepa 7 pacTeo-
panoce B 10Mn 10% HCI w Swvn gwokcana Peakyw-
OHHaA CMeCk Harpesanacs ¢ 06paTHBIM XONOLNMBHU-
KOM W NepeMellWBanack B Te4eHWe 3 Yacoe, a 3aTeM
BeINApMBaNnack B Bakyyme gocyxa Celpod npogykr
pacTupanca ¢ TennkeIvM sTMnauyeTaTom (copepxalium
HECKONBKO Kanene 3TaHona), fasad 0,16r yenesoro
coeuHeHus

CasHzN20O4 HCI

Tnn =228 -230°C

MB =448 91

WK (KBr) 3180, 1735, 1655, 1630cm '

300MIy 'H-AIMP (IMCO-dg) 3 9.6 (a, 1H), 8,26
(aa, 2H), 8,14 (g, 1H), 7,98 (c, 1H), 7,63-7 52 (w,
6H), 7.46-7.36 (m, 3H), 7,33 (pa, TH), 5,66 (g, 1H),
3,98 (c, 3H)

MC (El, uctounur 200°C, 70B, 200mA) 412
(M+,), 368, 262, 234, 191, 77

Mpumep 10

(R, S)-N-[a-{meTnnaMuHokapboHun)tensun]-2-
dheHnmmHonH-4-kapbokcamug

0,45r (1,1MMonA) npogykra npumvepa 4 pacTeo-
panoce B 40mMn cwecn 33% MeMNH/EtOH, goGaensa-
Nock karanuTudeckoe konwudectso NaCN, n peakuu-
OHH2A cMeck Harpesanack npun 70°C B TeyeHue
yaca B annapate [lappa BHyTpeHHee paeneHue
nogHumvanoce go  40byHT /KB ALOHM (2,812Rr!cru|2)
Pacteop Boinapusancs B BaKyyMe AOCYXAa, U OCTATOK
pacTupanced ¢ BOAOW, (vNbTPOBANCA W Nepekpn-
CTaNMU30BLIBANCA U3 cMeck MaonponaHona (S0Mn) u
sTaHona (30mn), gaeaa 0,2r yeneeoro coegUHEeHUs

CasHz1N2 02

Tnn =261 -283°C
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MB = 385,47
SnemeHTHBW aHanus
BeluvcneHo C 7583 H 5,35 N 10,63
HahaeHo C 7565 H 5,34 N 10,55

WK (KBr) 3300, 3270, 1660, 1635cm '

300MMy 'H-AMP (OMCO-dg) & 9,48 (n, 1H),
8,33-825 (v, 3H), 8,18-3,10 (m, 3H), 7,80 (apn,
1H), 7,68-7,50 (M, 6H), 7,40-7,28 (m, 3H), 5,75 (o ,
1H), 2,63 (g, 3H)

MC (El, wcrounnk 200°C, 70 B, 200 wmA) 395
(M+), 337, 232 204, 77

MpuMep 11

(R,S)-N-[o-(meTorcwkapBboHun)BeHaun]-2-(2-
TUEHUM)XUHOMNUH -4-KapBokcamus

MNonyyancA, kak B npuMepe 5, U3 2.0r (7,3MMong)
2-(2-TveHun)xmHonvH-4-kapboHoBold  kucnaTel,  1,7T
{8,4mmons) Xroprugpata
(D,Lyimetundeenvnrnuuyunara, 1,1mn (10mmoneld) N-
meTunmopdonuua, 2,1r (15,3mmonen) HOBT w 1,85r
(9,0mmoneird) DCC B 70mn cyxoro TI®, 30Mn meTUn-
ynaHuga v 10Mn MeTuneHxnopuaa ObpaboTka pe-
AKLUWOHHOW CMECH OCYLIECTBMANECE TakuMm xe obpa-
30M, K8K ONWCaHO B NpuMepe 5 [MonydeHHBIA colpod
NPOAYKT KPMCTANITN3CBANCH W3 3TUNALeTaTa, @ 3aTeM
nepekpUcTanIM3oBHIBANcA U3 aBCONKTHOrO BTaHoNa,
Aaean 0,9r yeneeoro coegUHEHUA

CaH1aN20:S

Tnn -178-180°C

MB = 402,47

ONeMeHTHBIA aHanua
BeluvcneHo C 68,64 H 4,51 N 6,96
HaihgeHno C 67,50 H 4,99 N 7,43

WK (KBr) 3300, 1745, 1645 cm '

300MTy 'H-AMP (IMCO-dg) & 9,70 (f, 1H),
8,12 (n, 1H), 8,08 (c, 1H), 8,04 (g, 1H) 8,02 (g , 1H),
719 ¢, 1H), 776 (a, 1H), 7,62 (v, 1H), 7,53 (a,
2H), 7.48-7.37 (m, 3H), 7,3 (ma . 1H), 368 (a, 1H),
3,68 (c, 3H)

MC (El, vctounuk 200°C, 70 B, 200 mA) 402
(M+), 343, 238, 210, 77

MNpumep 12

(R,5)-M-[a-(meTokcHKkapboHun)beHsun]-2-(2-
hypUnxMHONUH-4-kapbokcamua

MNonydanca, Kkak B npwmepe 1, w3 7.2r
(35,5mmonen) xnoprugpata (DL) wmetwndenwnmu-
umnata, 12,4mn (888wmonedy TEA w  91r
(35,5MMonen) ceiporo 2-(2-hypun)xUHONUH-4-kap6o-
HUNxnopuga B 350MN cvecy MeTWNeHxXMopuaa, Me-
TunyuaHuga n AM® Ob6paboTka peakyMoHHOR cMecH
QCYWEecTBNANAch TaknM Xe obpa3oM, KaK onMcaHo B
npumMepe 1 TNonydeHHBI CoipOW NPOAYKT pacTupan-
€A ¢ METAHONOM, AaBad 3 3r Ueneecro coegUHeEHUS

CazHisM204
Tnn -178 -180°C
MB = 386,405
SnemMeHTHBA aHanus
BeluvcneHo C 71,49 H 4,70 N 7,25
HahaeHo C 71,67 H 4,74 M717

WK (KBr) 3300, 1750, 1650cmM '

300MMy 'H-AMP (AMCO-ds) 5 9,72 (g, 1H),
8,12 (g, 1H), 8,06 (o, 1H), 7,96 (aa, 1H), 7,92 (c,
1H), 7,80 {(paa , 1H), 7,62 (goa , 1H), 7,52 (ag, 2H),
7,45-735 (m, 4H), 6,73 (an , 1H), 5,77 (g, 1H), 3,74

MC (El, wcrounnk 200°C, 70 B, 200 wmA) 386
(M+)), 327,222 194, 77
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Mpumep 13

(R, S)-N-[a-(meTokcukapboHun)beHaun]-2-(4-
NUPUAUIMIXMHONUH-4-kapGokcamua

Monywarnca, kak B npumepe 1, us  3,4r
{16, 7mmoneid) xnoprvwagpata (D,L) meTwndennnmw-
yuHaTa, 3,9Mn (27 8mmona) TEA n 3,0r (11, 1Mmmona)
2-(4-nvprnaun)XUHONUH-4-kapBoHUNxno-puaa B
100Mn cMecH METWNMeHXopWaa, METUNUUaAHWAa W
AM® ObpaboTka peakyWoHHOR CMECH ocyLlecTBMA-
nack Takum xe obpaaomM, Kak onucaHo B npumepe 1
lNonyJyeHHLIA ChIpoW npoayKT nepekpuc-
TANNU3OBLIBANCA TPU pasa U3 STUNaleTaTa, Aasas
1,9r yeneeoro coefMHeHUs

CaaH1gN203

Tnn -172-174°C

MB =39743

SNeMeHTHBIA aHanu3
BriuvcneHo C7253 H 4,82
HalgeHo C 71,87 H 4,87

WK (KBr) 3240, 1750, 1670cm "

300MIMy 'H-AMP (IMCO-dg) & 9,74 (5, 1H),
8,79 (pa, 2H), 8,27-8,17 (m, SH), 7.89 (gaa, 1H),
774 (nan, 1H), 7,54 (an, 2H), 7,47-7,38 (m, 3H),
58, 1H), 375 (c, 3H)

MC (El, wctouHwk 200°C, 70 B, 200 mA) 387
(M+), 338, 233, 205, 77

Mpumep 14

(R, S)-N-[a-(meTokcukapBoHun)-2-TheHnnmeTn]-
2-tbeHUNXU-HoNWH-4-kapbokcamug

Monywarnca, kak B npumepe 1, w3 1,94r
(9 4vmonen) xnoprmgpara (D,L) meTundernnrnuym-
HaTa, 2, 7m0 (19,.5Mmmonein) TEA v 2,0r (7,8mmona) 2-
deHnNxXUHoNWH-4-kapboHumanopua & 100MnN cMmeck
METWNeHXNopNAa, MeTunymaduga n AMd Ob6pabot-
Ka peakyUoHHOA CMEecH OCYLLIECTBNAMNACE TaKUM Xe
obpasom, kak onucaHo B npumepe 1 MonyyeHHBRA
CHIPCH NPOJYKET NEPeKpicTann3oBLIBanca TpY pasa
W3 aTUNaueTaTa, Aaeaa 0 E6r uenesoro coeuHeHUa

C2sH1sN2045

Tnn =144 -145°C

N 10,57
N 10,44

M B = 40247

SnemMeHTHBA aHanus
BriyvcneHo C 68,64 H 4,51 N 6,96
HaliaeHo C 68,81 H 4,46 N 6,96

WK (KBr) 3205, 1745, 1640cm

300 My 'H-SIMP (AMCO-ds) 3 8,25 (na 1 1H),
822 (aa 1H), 817 (an, 2H), 7,95 (¢ 1H), 7,78
(asa, 1H) 7,60 (app, 1H), 7,56-7,45 (m, 3H), 7,35
(ana , 1H), 7,20 (a, 1H), 7,05 (ap, 1H), 7,05 (c, wwpo-
kui, 1H), 6,22 (g , 1H), 3,9 (c, 3H)

MC (El, wcrounnk 200°C, 70 B, 200mA) 402
(M+), 343, 232, 204

Mpumep 15

{R,S)-N-[z-(meTokcukapSoHnnmeTn)GeHaun]-2-
deHnNXNHo-NUH-A-kapbokcamug

Monyuyanca, kak B npumepe 5, us 1,39r
(5,60Mmana) 2-cbeHunxuHonnH-4-kapboHoBor KUCNo-
T, 1,2r (5,60Mmana) xnoprugpara (R,S) metwn-3-
amMuHo-3-hernnnponnonata, 0,78wmn  (-5,60mmons)
TEA, 1,591r (11,2mMmona) HOBT u 2 31r (11,2mMmona)
DCC B 10mn TTd, 4Mn CH:CN v 7Mn MeTUNeHxno-
prae OBpaboTka peakyWoOHHOR cMecH ocyWwecTens-
nack Takum xe obpasoM, Kak onucaHo B npuMmepe S
MonyJyeHHsIA CHIPOA NPOOYKT PACTBORANCH B METH-
NEHXNCPUAE WM OCTABMANCH HA Houe nNpv 0°C Beina-
0ano B CCAf0K eLlle HEeKOTOPOe KONWYECTBO [ MNLMKMC-
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rekcunMoYeBrHel W OTdWNETROBEIBaNOCE  PacTeop
BhINapuUBaNcH B BakyyMe Aocyxa, W nony4anoce 1,4r
CHIPOro MPORYKTA, KOTOPHIA pacTUpancd co CMechio
Avuuzonponunoeorc acbuvpa W auUeToHa 99 1, pasaq
1,2r uenesoro coeguHeHns B Buge Genoro Teepgoro
BeLeCTBa
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HaiigeHo C7577 H538 N694
WK (KBr) 3295, 1755, 1645, 1590, 1530 cm '
300MMy 'H-AMP (OMCO-ds) & 9,40 (a, 1H),

829 (an, 2H), 8,14 (n, 1H), 8,07 (4, 1H), 804 (c,

1H), 7,83 (ang, 1H), 7,66-7,52 (M, 4H), 7,50 (a , 2H),

7.40 (a4, 2H), 7,31 (apa. 1H), 5,80 (aT, 1H), 3,65

CosHzaN20s {c, 3H), 3,40-2,83¢ (M, 2H)
Tnn =156 -158°C MC (El, uctoynuk 200°C, 70 B, 200 wmé) 410
MB = 410,47 (M+ ), 337, 233, 205
JNeMeHTHBIA aHanus
Bbluncneno C 7607 H 540 N6 82
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foe coeguHeHuil (1) v amuHos (IIl), NoKasaHHLIX B
Tabnwue, W criedya npouegype cUHTE3a, ONUCAHHON
B Mpumepe 1 AuuNxNopwgbel CMHTE3MPOBAaNAGCL, WUC-

XOASA W3 coaTBeTCTRYOWEHR knenotel dopmynsl () n
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47 51623 48
TAGPMUE & AHAMWTAHOIRME 1t CREKTROSKGRNMECKAE BAHHD e COeRUHEHUA
ApHMEpOs 16-G2
T = — - e L}
HS {LT, weTouw 20070 H MSCH
T Srementren ananse | IRIKBrlewl 20 a¥; 200 gAY 363 hHz *HE NMR {DMSO), 303 K
3240, 1759, 398 (M4 ), 232, 204 G400, 1Y, 8 M (40,268, 8 L6 10Ty, B 13 (6,00, B 1)
16 1640, §595, {s,bE3}, 7 B3 fad EET}, 7 56 {8d,1H), 7 63 7 53 (mn 3H),
1545 SB7 e tw 1KY, 570 (e, 268) 5 12{¢ LMD, 3 80 (5,380}
292 240 fm 81y
Caled 7858, H580, 9,732 | M60, 3000, 137 -CoH D), 9 Mréd 10, B 31 (d.21) 814014, BDB{s (M) B 04
17 | Found © 7627, H.5 53, 87 34 | 1640 1585, 232, 204 (@, 11}, 7 82 (A&, LHY, 7 64 7 51 (e A1), 7 47 (2 2H),
1532 T AT (dd B 7 X7 4dd,TH), S 1D (dd LD, 4 BL {4,tH),
413609, )38, 118 (d W)
Caled C,7876, H 4 16, N7 67 | 3260, 3220 0 (N 3 67, 62, 219 | B A G R, R OF L 1M, 7 9V (M T TG 7 TG
B8 i Pound C7360 H608 Moo | 1632 1550 * {m IR}, 762 7 53 (m S, 7 46 (d,2H), 7 39 (dd,21D,
T 29 (ud, LH), § 10 {dt,1H), 3 52 (s, 3H), 1 §2 {iq 1),
1,08 (.3H)
Cated €82 43, H7 16, N 663 3240, 1630, 423 (MHN * (153 K) B 39 br IEH), 8 00 (d 1H), 7 70 (dd EEE;, 7 60
19 1 Poued€ 8231 H 720 N6 48 | £540 7 42 {en 9H), 7 36 (49, 2H). 7 28 ¢dd, 3y S i3 {di,1HD,
2 66 {m,2H), 1 90 fadq, 288, F 50 {im, 24D, 100 41,3H)
G 85 {(m3H) G 57 @ be 3H)
Cated CF7 04, B,5 54, 19,6 42 § 37290, 160, 436 {30, 377, 304 270 ) €353 K O S04 1K), B 08 {d,1H), 7 §B £ 1H) 7 80-
30§ Found C.76 81, H.5 54, N,635 | 1645, 1590, T2 (e, 2HL, T 60 (dd 1H), 7 52 ¢dd 26} 747 730
1532 (643, § 90 {dAH), 2 60 ¢ 2HY, 2 57 {1 2H), 2.26-1 04
{0, 2600)
T [, 1]
MC i
Moui §  Znewestrwl ananus TR (KBr}, crard (i;e\:i;;:} 7007 300 MMs I NME (BMS03, 303 K
Caled CR263, 17 61, HA22 {3270, 1635, A50 {bd+ 5, 424, 316 QT3 871 (@t EE), T 99 0, (203, 7 70 (m280) 7 42
21 [ Eound G52 84,157 64, M6 16 | 1350 * 7 A% {mSHEL 7 3T (dd, 2K, Y 37 ¢dd, 1 H), 5 12 (1 HD,
2 67 fdd,2H), k91 ¢ddg, 260D, | 36-0 26 (m3H) 1 E2
£ 924 2683, 1 99 (L34, 1.00_0.50 (m 4H), 076 (53H) |
Caled C.82 07, H,6 36, 4,7 36 | 3260, 1630, B0 {M+ ) 351, 246, 2iR [ {353 KY 300 (d e, 1H)y B 03 d 1H)-7 72 (84, TH), 765
22 | Pound CREDS, BE13, M7 | 1935 ek b, JHD. 7 60 7 49 G 660 7 46 (0,200, T 38 {ehé2H)
T 24 ¢ud, EH), 5 12 00L1HD, 2 30 {53K), 98178
(0, 283, © 99 ¢ 305
Coled 82 07, H 6 36, N7 26 | 3260, 1639, 380 {M-+ }, 351, 246, 118 | (353 K} B 90 (d b, 1M, 6 01 ¢, 3HD, 7 72 (dd, 1K), 7 65
23 | Foent 8180 H637. M7 30 | 1535 (4 b, LE], 7 60~ 49 {68, 7 46 (4,2H), 7 38 (44 2d)
T 24 (A4, L), 5 12 (de, 11, 230 {3,3H), L 95 198
{m,2H), 0934 1H)
Coled C,7322, H520, N6 57 | 3282 1750, 426 (M+ ), 367, 277 965 (L), BB (d, LED), B 1 {d,1H). 7 25 (4 111}, T B3
24 Found C,72 88, .5 25, N6 44 EE40, 1530 (i, 180, 7 &1 (ddt 112), 7 66 (dd, 1H), 7 54-7 44 (m,2H),
748 7 33 {m, M5, T 22 061D, T 13 {04, 100), 5 80
id, 1M}, 3 87 {5,380, 3 71 {5363}
Caled CB4 17 H3¥2,N613 | 3250, 1630, AQZ M+ ), 413, 308, 280 | B 85 0. (H), § 13 {d, 113} 7 33 (d4,1H}, 7.71-7 59
25 | Pound CE2 28, (1586, N6 1o | E345 (v 2HY, 7331 04 Gm, JIED, ¥ 54 £ b, 2H), 415 {de L),
i 55-1 42 (m,20): ¢ 83 (1 b, 3H)
Caled CT245, 134 62, N6 76 | 3320, 1145, A4 (M+ ), 355 250, 222 | & V0 {d 1H}, B 2L (8,1H), 8 16 ¢d, 1IN, § U7 {dd 1H), 7 50
26 | Found C72 19, H466 Nso | k650, 1595 ¢, LERD, 7 86 Gdd. 1H), 772 (dd,1H}, ? 54 7 55 (m, TH),
7 51 (i, LHD; 7 45-7 34 ¢m 4H), 5 80 (d, 1), 3,75
{31
T I
s vm ANAHENTHHN AHAR4S 1R (KBr), enrl L E;; th:;;::Li} oo% 3006 Mz 112 NME (DM5S0), 303 K
Caled C 6303, H4A 62 N6 44 | 1250, 1653, 434 {id+ ), 405, 32, 204 § ¥ 5006d, FED, B 31 (dd 20D, B L5 (d B4, B B0 (5, 1K) 500
27 | Foond,6897, H4 63 Ng 43 | 1584, 1550 (L EH), T {dd, 1H) 7 72 {d,1H), 7 66 {d. 1K}, 7 64
7 52 (m 4R}, 7 46 (dd VED), 4 FE (6, EED, 1 B (ag, 2H),
R o]
Caled €78 24, M3 4T, N7 60 | 3260, 1645, A58 (M+ 3, 337, 232 204§ 9223, TH). B 39 (4 2H), B (8 (afF), £ {34 2F), T HL
28 | owndC.78 4, 556 N7 41 | 1990, 1550 (4 1), T €4-7 31 i, 4By, 7 46 {4,280 7 3T (d 3D
28 ¢Ad BEdy, 524 (AL EED, 805 {t 1), 3 71 (dd 2H)
Calcd €3] 93, HE05, N7 64 | 3260, 1650, 366{MF 3, 337, 232,204 | 9 24 {4,365 8 3D (A21), B [4 (4, 1HL 3 09 (5, 1H), 802
2 | Bonmd 0,81 19, H,6 08, N7 52 | 1595, 1550 {d LH), 7 32 (dd, 11}, 7 63 7 31 (m4H) 746 (d 2H)
T 38 (dd, 2H), 7 24 (0, 1), 7 14 (L IH), 195 £ 78
fiw: 283), 6 O (¢ 3H)
Cated C7608, H5 40, N 683 | 3260, 1755, 410 (84+ ) 351, 261; 9 TG ¢ 1HE), 8 02 {0 0B, 7 74 idd, 1HY, 7 70 7 47
3t | Pound €75 88, K337, N 708 | 1735, 1640, 246,317 (ma ¥H), 7 47 734 (m,3H), 6 82 (d,J0), 3 75 (s 3H) 233
1580, 1530 5 b 3H}
Caled C82 08, HE 36, N7 36 |71220, 1630, 350 {0 3, 250, 248, 21T | (A3 K 900 (3,08, B G (4,11, T 37 fad 1HF 760
21 | roungem g2, M8, N5 [ 1999 748 {m,TH}, T 45 (d,2H}, T 38 {dd,2H), 7 2 (0. IH),
3104 IHE 228 (5 3[—!?, 200 1RO {my 24, 00 {0 3K
Caled C,6969, H 4 43 N6 50 | 3270, 1750, 430 (M4 ), 371,266, 298, | 378 (o, 1H), B 20 ¢d.2H), 8 24 (d,1H), 8 10 4d IM) £ 16
32 | roundC60 58 M A48 N4 1678, 1595, 03 (& TH}L 7 72 {dd, |H}, 7 61-7 45 {m, 3H), T 47 7 36
1520 (308, 5 B0 (0,1 E), 3 70 €3 3H}
Cated C76 4%, HE 40, NG B2 | 3240, 1780, AER (M), 3512246, 218 | F D¢ IHD, 8 26 (. 2H) B 08 fa 16 B0 (6 1H1) 796
33 | Bound C7674, HL5 40, N5 88 | 1663, 1590, s, 0H), 7 68 (dd,1FD, 7 60 7 50 0m.S5H) 748 738
1510, 1500 (o, 3H}, 5 B0 (0 1K), 379 (5,35}, 3 50 (s 3K




49 51623 50
T T
[EEY AnemMeHTHE 4 RHANWE 1R (XBr); e 1MC ¢ F'J:l ei::;l;::l) 2647 0 Mz TH NMR (DMS0), 303 K
Caled CI8 AL HS 79, N7 32, {3220, 1740, 3B2AM4 ). 337, 232, 204 | 9 35 ¢4, EB), 8 32 (.2H), 8 4 (d,1H), 8 1 (4, |HY. B 10
34 | Foumd C7R 78, H 578 M123 | 1695, 1535 (s EH), 7 B4 (06,7H), 7 64 (dd IFLL 7 61 7 54 (m,3H],
7 55 ¢d,2H), 7 4t (dd 2H), T 30 (e, (Hy, £ 4 (cfr 1H)
3173 360 (mHy, 3 36 (3
Cajcd C 6969, Hd 45, N6 50 £ 324D 1750, 430 (b ) 3TE, 266, SRR LML BIFCIZHY 827 (I B20 {5.16) B 16
35 | Fousd G037 H4 46, Me45 | 1670 1590 238, X3 {d [H}, T B0 (KLEEE), 7 & 751 (i, 5H), 7 48 7 38
L3360, L5EH) fm 3H), 5 %0 (0. 1HY 375 (3.3H)
Calkd €,7640, H,5 70, N6 60 § 3140, 17640, 415 {MHH T (353 K) 9 52 (0,1H) R O1 {d,1H), 7 99 {z b, |H} 774
16 Foetnd C 76 44 HS 72 N& 62 1640 1540 (ed,1H), 7 60 ¢dd LH) 7 54 T 46 (o, TH), 7 44 733
(0 3H), 4 86 G, EFTY 378 (3,3H), 2,912 68 (e 2H) 091
.38
Calcd (B2 08 H6 36, N7 76 | 33060, 1635, 334 (M= 1,337, 232, 204 | 9 28 (4, EH), 8 14 (d JH), B 57 (s.1H), § 01 d EHER, 7 82
37 | Fourd C.82 21, Hi6 39, 17 94 | 1590, 1545 {dd VBT, T 64 7 51 (m 4k, 7 d64d 26y, 7 39 (U, 263
T (dd, LH} S ES ([dt,120), 194 1 69 fm 2H} (54 | 29
{m 280, 0.95 {534
Calcd C.3220, H6 54, N7 10 | 1249 1640, 393 Mk, C o 522 (353 K3 B9 ¢d 1H0L B 004d 1HD 771 (o 1H) 768
A8 | Found © 8234, HA64, N7 (7 | 1550 RearelT tetek, TAR (o0, 7H) 7 45 (0,2H), 7 39 (285, 7 20 (dd $3
o uTopp wcrols 150 |5 by or 1), 278 262 th 2 290 1 84 20, § 00
g1 3R, ) S0 € br 3E)
Caled CTT48 H4 93, NE2E | 3330 1790, 51E (M ), 482 377, (353 K H9C {d,1H), § 20 {d.1H), 7 94 dd, {H}, 788
W | PoundC,7725 W49, N,807 | {THEL 1663, 343,321 690 {m 51,714 (00 60 (B 1H), F 4R T 4D
J#:0] (i, 2H), 736 731 {mIH) TI5-7 20 (m 2M), T IR 7 48
{280, 4 B3 {di, 1), | 73 (ies, 1H), 0 &2 (1, 3H)
LI [ T
ﬂam\% —— T (F17 Tmeteun  zoow, 300 MHz 14 NMR (DMS0), 303 K
BPEMEHTHEA AHAA 4T {EBz}; emim 70.e¥; 200 uA
Caled € 8232, 691, N6 86 | 3250 1635, 408 (M+ ), 379, 289, (3T K] 372 (d, 1M}, B 00 (d 5E), 7 78 (dd,VH), 7 55
20 | poundc gz 02 mees, nevo | 1550 274, 246 ¥ 42 (n 989, T 98 (3d 2H), T 28 (0L 1Y, 5 15 (U0, IED),
2466 (a4 2H), | 94 adda 2H5, 1 33 (m 263, 1 61 (030D,
£ 56 1,38)
Caked B2, 14 12, M 320, | 2250, 16540, FITASIH5AL M) {35353 895 4d 1H}. T 9G (4,150, 7 B} Gid 1HL, 7 76
4 Be, 22 69 1340 {d LHY, T 7L {d2H}, 7 55 4. 2H). T 45 {dd 286}, 7 39
Hound 5% 14, H 4 18, N 5 22, (hi2LE), 7 30 (dd,1EE), 5 R0 (e 116), 2 92 (s,388), 1 30
Bri3 44 {5.3HD, T 88 fddg 28), t 01 4 31)
Chivd C 6798, H 504 N6 1D, { 3260, E640, 455/462 (MH+) * (I5IE) 394 ¢ DA, 7 98 1,14, 7 BL {dd 1HG, 776
Al Bri7 3% 1540 (G0 H), 7 60 7 49 (m ALE;, 7 4% (d 21, T 40 okt 209),
Found C.68 04 H 5 02, N6 05, T 30 (d THY, 3 16 (o, 11, 2 20 (3,263), | B2 (didg,2H),
81,1726 100 (8}
Coled 7352, 0320, N6 47 | 3200; 1750, A26 (b4 ), 36T, 262, 234 § 0By {d, FH), § 24 (i, 2H), § OB {s,1H), 8 0% (d 1H), T8
8 | Found C73.45, B8 99, NG 6F | 1665, 1620, {493, 7 587 35 {m OH), 3 B0 (d.1H), 3 B0 2,31}, 3 74
1520 {1 30
Caled C74% HA62,N642 [3200, 1750, {436 (M2 )33V, 270244 1 930 (d, 1), 8 12 (0, 130, § 11 (4130, 8 09 (s $E, T 0
44 | FoundC,74 28, H4 51, Ng 41 | 1660, 1590, 3k Hp, 787 (dd, 1H), T B0 (4. 1K), T 77 (,418), 7 67
1550, 1525, {dd,1H), 7 34 (4, 2HD), 7 4T 7 31 {m SH): § 8O (L, 1FD,
560 378 {a,3H)
Caled C,84 08 7,5 65, N6 54 | 3520, 1635, WY (M O, 232, FI2{ABXY,IH), § 22 {d 2H]. B 09 ¢d 1), 7 TR
45 | Found 8413, 1565, Ns 51 | 1599, 1530 04 91 04, 13£), 7 TF {5 LH), T 64-7 52 Om 6H), 7 50 T 28
(98, 5 53 {ABXY 11}, J 20 ABXY,1H} 316
{ABXY,1H)
H ]
4 1
S I up—— (F1 worows 2000 300Mis HINMR BUS0) 0 %
Caled 7091, H 422, K6 59, | 310D, 1685, 406 (M+ ¥, IB6, 233, 204 | 10 15 {4 1K), B 30 {dd 2H), B & (d iH;, & 24, iH),
45 F.i4 02 1550, 1540, 795 (¢ 1H), 7 B6 (dd FEY), 7 75-F 42 (1 9H), 6 21
Fouad C,70 86, H4 i7, Ne 32, | 1500 £m 18}
Fi338
Coled €874, H,6 10, N7 06 | 3258, 1635, 306 €M+ 3, 367, 262, 219 | 0 24 (. 5H) B 07 (0,115 7 97 (d 265, 7 76 7 7D
47 | FourdC 7872 He 10, N7 o1 | 1550, 1500 (o A1), T62-7 51 (m SEN), 7 46 {3,206, 7 3% (dd 2H)
T 2% (A4, 158, 5 1O (de 1HD, 3 S2ER3HY 1 B2 (4 20
10605
Coled €82 18, B 6.64 N 7 ) | 3258, 1630, 394 M+ 3, 365, 278, 260 § (159 K 890 {(d br, 1HD, & O0 (2 1HD), 7 70 {id 151} 7 56-
a8 Fouml G893, H 664, N7 05 1448, 1500 T 42 (i SH), 738 d, 2, T ¥ {dd 1), 5 13 (4L 1k,
272 4m 2R & 90 4ddg 2145, 108 {8 3, 090 (1 br 3H)
Coled C 74 90, H,5 28, N6 99, | 3270, k645, 400 (34 5. 371, 232, 204 | 9 20 {d.1H3, B 32 {(d,2H1), § 08 ¢dd 2H), B §6 (5,1P), 7 82
49 | Fourd C,7467 0555 M7 03 145940, 350, CLEED, T 657 40 (in,2H), 5 00 (LB 1931 73
14935, 7710 € 268, € 98 .3
Caled C 7608, H 540, M6 32 | 1750, 1640, ALE (ME+), 232, 24" | 832 (d,2H), B 16 ¢d, 1HY, & 10 (s, FEL 7 BE G0 SEY #H
55 | Found C.76 16, H,5 43, N6 84 | 15951550 {dd, 18y, 7 60 742 (m 9‘?}, 386 {5,3H), 256 (3 3H}
Caded C,68 64, H 4 51, N6 96 | 3290, 1740, 402 (M4 3, 343, 238, 216 | 572 (4, 1H), B 47 {0&,1H), B L5 (d JH), R 07 (4,1H), 8 05
51 [ Found C 68 52, M453, Nz 9q | 1640, 1590, €5 LE}, T 96 (i, BH), 7 81 (eld, LHY, 7 71 (o, £, 7 62
1537 {dd 143, 7 53 (,2H), 7 46 7 36 (m I}, 3 78 W, TH),
338 (83H)
Caled C76 76, H5 15 Ng 62 | 325D, 1750, 422 (W14 }, 358, 230 90 (d,1H), B 45 {dd,IH) B IB{d 1M}, 7 R0 7 38
53 | Feond o 76 30, H,524 M5 5% | 1660 1550, {1101, 4 B3 4d 13, 3 79 (3,310, 3 202 B0 {8 brAH}
1520




51 51623 52
T ]
M {EE 1
M BNEMGHT W aHanus IR{KBr; om © ”e'i::(;i:‘;;) 200 300 MEz 11 NMT (DMS0), 303 K
Celed C,71 68, 114 97, WAGT0 § 3440, 3250, RS (), 220, 123 1 68 s b, £, 971 (L 1H3, § 17 (4,010, 799 (4,1H),
55 | Found ©1 39, A 65, N 10 &1 § £740, E478, 7 86 (s, LR}, 7 66 {dd,E0Y), 7 3.7 35 (i, 6H), T 001
160G+ br2V0), 6 22 (s br, LHY $ 75 44,190, 3 T3 (334
Caled C55 50, L4 25, N, 1642 | 3300, 1155, Fe4 (M CODCHY)+, G B2 (o, 1H), B 28 (o, 11, § 1942, 1H), & 14 (0 AH), B30
54 | Fousd €65 45, B 422, N,10 38 1443, 1525, 238, 218 {d,Lif), B OO (d 119}, 7 B& (dd, 1H): 7 72 ¢cbd 1H}, 7 53
1330 ek 25}, 7 437 36 (m, 3HT), 8 80 (d, 130), 3 78 (5 3t}
Calod 32,38, H3 53, K769 § 1240 b640, IG5 (BT * Q06 IH), B (dIEL BT A IH) GG 1HY B 14
55 1 Found C,82.31 H352, N 765 | 1390 548 (d, L), 7 A5 (8d LEL), 7 68 (dd, kM), 7 62.Tod6 (0, AEL),
7327 13 {mIH), 5 69 (dL1H), 3 68 2 B5 (m,2H), 2 64
152 (s [H), 2 19-1 %6 {m,H)
Caledl C 8220, H.6 64, N7 1 | 3270, 164D, 94 4+ ), 33T, 232, 204 { 9 E24d IH), 8 30 4d 2K, § 14 (4. EEE}, § OT7 £ (M), 802
56 | Found L8229, H 666, N7 05 | 1550, 1540 G, 8EE}, 7 B2 {dd i1}, 7 547 52 {ma,4£1), 7 46 (4,2H],
T 39 (.21, 7 18 (dd,1H), 5 I3 (L1 T 95 174
i, 2H) 1 AB-1.27 {m 4H), 6 % 6,3
Caicd ©,7608, 1 540, 4,682 | 3300, 1752, | 410 B4+ ), 351,245, | 974 G 115), 320 (240, 6 18 {0, 1ED), & 12 ITH) B OR
st | Pounu 7592, 15 44, 8 7y | 1642, 1590, 28, 1003 €2, H}, F 82 (dd, LHY, 7 64 (Ad, 15}, 7 54 {d 253, 7 47
1330 7736 (9,8, 5 8 (4 1H), 319 (5,36}, 2 40 (5,34
1 —
pME {51, uoTous  200% 204 Mtz 1 MMR (DMBO), 303 K
Mgt BNMAHTHL M BHATMHS IR (KBrY, oo eV, 200 )
Caled C,B2 53, H,7 39, H642 | 326D, 1650, 337 M C9H sk, 249, 15 28 (4, 1), § 29 (4,2H), 8 14 (0, LH), 897 (s tH), B OZ
58 | FowntC,62 59, H745 K439 | 1990, 1550, 232,204 {d, EEEY, 7 B2 (0 HE, T 6d-7 52 {m 4HD), T 46 (5 2H),
1540 T 38 (i, 2H), 7 28 {dd,iH), 5,14 (dt, 14}, o8 | 78
JH), | T 20 (e, ). ¢ br.3H.
Caled C7608, M5 4G NaB2 | 3HD 3180, 410 ¢Mi+ ), 261, 218 970 (4.0}, 8 22 (d 1H), 8 10 & LH), 7 B4 (&2,01), 7 20
5 Eourid 0,76 21, 1.5 40, N6 79 143, 1665 {4d TH}, 7 67 (3, 80), 7 56 61 1HY, F 500 2H}, ¥ 45
1590, 1530 7 33 ¢m, 51, 5 B0 4, 1H), 3 78 (s.3H), 2 42 {3, 3H)
Caled C¥322, B30 Mg 5T § 3300, 1750, 45 {M+ ), 367, 763 G T2, 10, B 25 (d,258), B §7 408, B 0 . 50D, 507
5 | Pound 7289, H 530, M6 48 | 1645,1590, 234,219, 191 {RAHI T B (LM, 7 62 (3d,1H), 7 54 (L 2H), T 44
1520 T 36 €, 34, T 12 (0 280, 30 (4,1, 3 89 {e 31}, 373
(2. 3H)
Caled C,82 62, H6 16, N7 14 {3230, 1540, 392 (B4+ ), 249,232, 204 | 9 00 {s.LH), § 32 (3d. 200}, 8,3 (G, LH), B 03 G5,1H) 793
61§ Pound 225 K6 .7 19 § 1590, 350 * {d, V8, 7 8F (dd FED, 7 647 32 (m. 68D, 7 39 (dd,2H),
T 26 {dd.1H}, 2 60 250 (m2H), 2 10 260 (m,2H} 209
175 {mAH)
Caled C280, HABS, N679 35003600, | 41200+, 353, 248,220 990{s‘m},970(d,m},g 14 (4,28} § B4 (4,115 206
62 | FoundC.7285, M1 Ma7s | 1750 1670, G, 4ED), & 04 8 1303, 7 75 (d6 1), T 60 (04, LER), T 53
1640; 1590 (dd, 215, T.46-7.35 {m 3H), G 94 L 3H), 5 80 7 e,
373 {538
Catod C7050, HA S8, A6 | 1390, 1735, | 440 (M), 381, 296, 268 | 9,70 ¢, 1), B 17 (0,1H), 5 65 40, 1F), & OF 4s, 1H) 7 88
63 | Tound 071 HASSH, G 3S | 1695, 1590 ¢ 1), 7 83 {04,1KD, 7 B0 (e, LEL], 7 62 (dd,10), T 42
(23, 7 467 36 (m 30y, 7 L0 64,2003, 6 13 {8 2HD,
$734d.1H) 373 (3 3H)
} i
Mt BNOMeHTHEY SHARUE m (Kg,);“rl""c (i‘;;":;;;;i) 2000 300 MEEz HH NMR (DBMS0), W01 K
Caled CEL 94 1,605, N7 64 | 32006, 1640, 366 (bd+ j, 351,248, 9 Gt (5 r,18), 8,34 (dd 2H), B 15 {5,413, 8.13 {d, 1H);
44 Fouwed C 52 02, H 607, N7 60 1590, 1545 232,204 B &1, 1My, 7 BL g, BE), 7 66 7 52 (a6, 7 39
(dd 2H5, ¥ 23 (1B
Caled C 5207, H6 36, N7 36 § 3320, 1640, 3B0 {M+ }, 351; 232, 204 | 3 20 (¢ 1H}, B T9 (dd 2H), 8 14 {4, EE), B 06 (¢ IH) 0]
65 | Fownd C32 15 H416, N7 41 | 159G, 1530 {4, 1H), 781 (ad LH) 7 6d 7 50 (m 4H), T 34 (2 2H),
T 19 06,203 500 Gl THD, 2 30 (834 1 93-1 T {m,2H),
P08 [ IH
Taled C 7168, HA9?, NG SO § 336D, 3240, 385 (8 ), 325, F2E, 193 | 11 2045 br,148). 9 65 (d, 1) 8 05 (AIF), 793 6,56
66 | Foand C 7042, B4 99, 110 %6 | 1750, 1630, 77 5,08y T 0 L A H ¥ 57 (m kHL TSI T M
1600, 1560 (m GHY, € 87 (m, 1H), 6 BO {m AR}, 6 77 (d 1H}, 375
)
Cated €64 33, H,2.00, N,6.02, | 3200, 1755, 464 (E+ 3, 405, 200, $ 70, 1H), B 55 (0, TH), 3 30 €dd, 1), B 2264 IWL B 28
&7 CL15 24 1633, 1590, 72,287 (5,1 56), B 17 (d,038), 7 B5 (dd,1H). 784 ¢ IHY. 7 79
Found C.64 59, BA05, 1N,5 4, | 1535 (i, 1H), 7 54 (dd,2H), 7 477 36 (e, IHY, 5 78 {d 1H)
C1,1503 374 (2,3H)
A0, 1835, 338,337,255, 233, 232, |9 18 [ddr,1#), 8 35 {d 2H), £ 204z |H), § 13 {d IH)
68 L5940, 15346, W04 B0V (4 LE), T B (dd kD, T 63 7 S (ra, 4D, T 44
L4958, 779 {d,250), 7 38 {dd 21, 72028 §cd, 1H), S OB ot be, tHD), 2 59
{4,240, 2 50 e he 21
Caled C 7871, HA6.08, K114 | 3400, 3088, RN W+ 3, 352,247, 920 (d, (M), T 87 (m 1D, P H{4,2H) 759 T 20
59 | Found C.72 45, 6 10, 4,10 96 | 3260, 1635, ER, 218 {m 1140, 5 C8 (0, LH), 4 86 {= br, TH) 2 81 (dg.2H)
1600 095 {13H)
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L] lq:
Maum FnemaHTHEA Avense | IR KB, cm“Mc (i:}e‘;:;:;:} 7oo%, 360 211z 13 NMR (DMS0), 303 K
Cafed £,74 00, H5 28, N6 99, | 3730 1340, 400 (v 3 371 268, 37t 1TH}, B (9 €d 1H), 7 85 {dd 1H}, 775 735
0 CEed 155G 28 M3 (e, E2HY, 307 (d, 13, BG adg 20, 098 (136D
Tound 74 88, H 525, 1.6 95,
clgm
Caled €67 42, HATS N6 29, | 3240, 1640, 4447446 (M~ 3, ARATT, | 935 {d 1H) § 1O {dAHD 7 85 (dd br.iHE). T 7 7 30
ET Br,i7 94 1545 IHNI2, 2N (e, 220 5 0% (db 13D, 131 {dg.2H) 099031
Fourd C.67 57, HdA 80, N 631,
Be, 1200
Cakd G207, H,6 35,17 36 | 3246, 3B e, TSR 924 (d, 1H), § 25 (1£2H) 8 L4(a 1H) § 0t {6 105} 796
72 | Found C 8200, K636 1,753 | 1630,1590 ‘é’éb“-‘l /:’L‘gmﬁ‘{— {d LD 7 81 G LE0), T 60 7 51 (m,dMh 747 736
1345 Tk o0 R BAD 5 |00, T 29 (0d,LHY, €93 (dd, LEL 2 19 202
LiT, 1ca04h 20070 | H)1 08 (d3H) G 30 (0.3
Caled CBE 94,101,605, N¥ 64 | 3320, 1635, 366 (hE 3, 337, 232, 204 § 0 24 (d,EFH), $ 30 (d,2H) § 14 (4,11), 894 (5,15), 8 (2
73 | Pound G793, HSE2, N3¢ i 1590, 1533 o, 145, T 82 (dd, LH}, 7 &3-T 51 {m 43, 7 46 £0,2H3,
TIRINY, T 24 ¢dd TH). 5 14 (dt,1HL 195 £ 76
£ 2HY, @ 98 (L3H} i
Ceked CRESE, WG085, N7 64 | 328D, 1637, 366 {04+ ), 337; 232, 204 | 3 24(4, 1K), # 30 {204, 14 (1K), 809 (0, (H), 5 02
74 | Fonsd C,82 08, Hi 08, 147 59 § 1390, 1540 o, L), 7 82 {80, | H), ¥ 837 S1 {m 4H), T 46 {d TH),
738 {dd 2H3, T 24 (ded, 1H), 5 14 {dt, 14}, 1 35 £ 7R
{m. 2, 8 98 A3
Calcd C72.45, H 462, N,676 | 3280, 1740, 414 M3, 355,250, 222 4 75 (3,4 D, 28 (04, 2H), B 21 (I, 1H) B2 s, IH) 795
75 | Found €72 28, 1.4 59, 14679 | 3630, 1630, {9, 1), T 77 (8dd, 1M}, T 617 50 {m, 524}, 7 47 7 36
1330 {m. 258}, 3 20 (d.TH), 3 74 {3 313
T A e
Npita BNSMEHT R ARSNIME IR (KB ci; ol #e o i;.v?;:&;x} 20040, 308 MHz Tt NMR (0M50), 303 K.
Calod C%4 60, H 6 51,696 1 1740, 1665, AN (M43, 238, 210 S 61 44,00, B 11 (81K, 7 99 (4. 6B, 7 75 (. 1D, 7 59
76 | FoundC,74 32, H 6 50, N.6 50 1595, 1938 ok FER), % S0 (20, 7 47 7 5% (2, 504 (08,
372 4e 30} 200 e iH), 200 120 {m, 1O
Caled €59 69, H,4 43, N6 30 § 3200, 1745, 431 (MH * 971 4d,iH), & 37 (2,14}, § 36-8 15 (m,3H), 7 &5
77 Tourt 69 81 H & 45, N6 54 1650, 1640, {dd, 118}, 7 69 (8, LHY, T 63-7.38 (m BED), 5 79 (R4H)
1585, 1530 314 (s.3H)
Calod €69 60 H 444 N650 3200, 1743, 431(MH), TSP, ¢ 703,180, 8 24 (6,14, B 14 ( ¢, 1H) 7 87 (dd,1H),
98 | Hound Cgo 00, 1.4 42 Ne Sy | 1660, 1630, AURTAT BMwaMua (0 T §FTT7 (e LH), 736 T 62 (mIHY ¥ 5B-7 48 (m,4H), 7 44
MfayeTouuTpun G2 40
20 BANEHT  HETOUH 250.,07ﬂ{m,!l—l},jﬂﬂ[:!.lm,S?!{a.’iH)
Calcd C78 51, H,5 80, M7 32 | 3310, 3110, I%2 (B4}, 353, 264, 9 80 (a.EH), T 21 {d EHY, 8 08-7 92 (m,3H), 7 61.7 42
79 | Bosnd O.96 55, 582, N7 oG | 1645, 1575, 247,249 (m 8H), 7 38 (dd, 2H), 7 28 {dd, 14), 584 {dt tH), [ 52
1535 Gdg,2Hy, D97 {3
Caled C.71 38, 11,4 B9, N6 16 | 3320, 1760, 435 (MH)I OFa (d,1H), 3 24 (def 2H), & 17 ¢n LHE), § O8 (dd 1K,
30 | Found C,71 %9, .4 88, M 17 | 1735, 1850, TH 736 (m,TH), 746 T35 (m3H) $74(diHLI TS
[Lx]] (5,3H),
Caled C,72 80, H 4 B9, N6TF | 3268, 3300, 1% {MHH* 965 {d LH), 9 68 {S,IH),‘B 49 (d 2H) 8 12 (g kH), 764
81 | Feand G774, 1 500,06 42 | 1745, 1850, 7 35 (10K, 7 1B (0, 1HY, 5 72 (4, IH3, 3 TF (6. 359)
1608, 1560,
Caled C,64 53, 1,3 90, 4003 | 3240, 1740, 464 (M+ ), 405, 304, HY 68 W NHY, B 25 (L EH) B 14 (4, FH), 7 B8 4dd iH,
2 | Fowndcigd 71 n3gENEnn | (645, 1505, 1 zi20ny 182 (3, 110), 7718 (8,110), T T4 £dd, 1H), 7 74 {d, 138}, 7 62
1550 (e, 1H), 7 54 {0,200, 7 44 7 33 (m, 34, 6 78 (0, 1H)
374 {3,360
E) T
i
Rptin TRAMEMTHEN AHAMLS 1R (K IMC {1 WoTows 200, 360 MHz IH MMR (DMS0), M3 K
" (KB, e TGV, 208 gAY
Caled C,56 89, Hd 72, N6 24; | 3180, 1750, 412 {M+ 1, 355, 232, MM | S 62 (d LEH, 9 28 (. 2H), B 22 (& [H). 8 16 64 LH) S 1k
¥ 5790 EGG0, 3545, {5, LH), 7 BS (de, 1K), 7 68 (dd I}, 7 61 7 51 {m, 36}
Foond C 66 53, H.4 74, N.6 10, | 1610, 1535, 7 340 (d 2H), 6 B0 (D 2HY, 5 60 (d 1H} 371 (3 38}
C1748 1510
Cakd <8403, HS535,M¥5676 | 3210, 1646, 414 (M4}, 337, 232, MM | 979 [l HH), B 30 (dd,26), B 1565 135, 8 12 (4 F1E), B 02
84 | Foend L8327, H.564, W7 05 | 1990, 1523 1d.1H), 7 81 £6d, 1), T 637 26 (ms, |45}, 6 52 (d1H)
Caled C,78 51, H5 80 N7 33 | 2370, 1625, BB (M 3, 264, 247, 219 | 9 B0 1M, O HL {4045, R OO 724 (m,205), T 61 T 42
85 | Fousd 7B 49, 1,584, M7 26 [ 1929 {m B4, T 3% (Ad 2}, ¥ 28 dd, {HD, 5 06 (0 1H), | 82
L 20} 057 (1 )
Calud €78 51, H,5 50, 8,7 33 | 3210, 1650, BE2 (Wi ), 204, 247 209 {9 B (11, 7 L1 (B, EH), B 007 94 (e, 3H), 7 61 7 a2
86 | Found € 78 55, H S 54, 107 36 | 1630, 1570, (oA, 738 cdd 23, 7 28 (ad 1H) 5 06 ¢de 114y, { 82
1533 {chd 2H), 9 97 {1,3H)
Coted C 7286, H 488, 1679 {3365, 1735, 412 0+ ), 353, 248, 219 3 9 B (5,10}, 963 (0 br. (H) 7 97 {m,3H), 7 B2 {d br LH},
87 | Pound C72 12, 13,4 88, N6 63 | 1625, 1530 762 734 (m, 10H), 375 (d,1H% 3 76 (5,3H}
Celod C.T8 96, K637, .10 62 | 3320, 1640, 295 tMe. ) 232, 264 9 15 {d,1H), 330 (d.2H), 9 18 (44, 2H). § 06 {z,IH),
88 [ Found C.78 63 K539, .10 65 | 1950, 1525, FRE (LI, T 76T 20 (in, THY; 5 30 (a1, 3, 275
70 (dd EHY, 2 45 (3,14), 2 70 (5,663
Coled C,76 26, 5,3 66, 1,10 25 | 3280, 1660 ADF (e 1337, 200, 241 9 40 {d 1H), 8 26 (4 25, ¥ 22 (6,1H), 8 22 (4,1E), 8 03
59 | Found ©. 7594, KLY 66, N, 10 08 | 1635, 1590 (s, 1H), 7 81 {dd,LH), 7 62 (3d, tH), T 59 ¥ 49 (m 35D,
2439 33 (m, 3H3, 6 13 (@, 01), 300 (3.3H) 2
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T . SABMEHTHEN BHEAWA

HE (KEr); em-]

MG (€T WOTOUR, 200%,
70 eV; 200 4A)

308 MUz T NMR (DMS0], 303 K

Caled. C75.57; 1,502 N,1102 | 33607 300;

90 | Fount 5 2% $,5.62: N, 10 88 :ggg;mso;

SR MY BER 200 204 ] 940 £ THD; B30 (0200 6,06 (5 EHD, RS (400D, 2,12

(0D T 81 (O LY 7.78 (5 br 3 T 64-7.50 (a0 BHY
A7 38 Cn ), 723 {6 b, I, 5 7 {d, )

Caleth C,7.22; H.5.79, N9 65 | 2220; 1660;

BARGHT ;

436 (1) TSP,
] Found C,76.91; 1,9 §4; K. 96 | 1620 1390 AUETAT 2umObMA (D ¥ | ¢ 145 £.02 (0d,1H); 7 63 (84,151 7 60-7 58 (m,5H),

W/ alleTORNTRUR 60 80 . :
HETOYM 250“:1)‘5-?33 can 34), 5,52 (tl,lﬂ). +82:371 {m, 14y 3.53-

QA% o, 1 .27 {d.2H% .20 (¢, H 812 (L, 1H: B 06

3.26 (e 2H); 3. £6-3.08 (e 1HY; 1981 68 (i A1),

Caled, C68 82, HAST; ML6.60 ] 1740, 16T

3BT A1) 33T; 204

9.64 {d,11); $.28 (d,2H); 8.22 (o, 1H); 8,16 (d,1H); 8.13

4 €18 46 §635; 1610; (51H); 7.84 {0, EHY; 7,66 (¢d.1HR 7 62-7.31 (s, 3E);
tound C,68 42; HA60, M.6 56, | 1546 F.46-7 34 (m3HY 570 (d, 1HL
Cla3z
¥ AL nacTa, * EAZ FOS, THORAWMLES HOWSE WAT, e, e T, gheV,
B0 L0 AR
MpuMep 93 0092 mn (1 SMmona) METUNACAWAS, U CMEeCh Harpe-
(R, 5)-N-[o-(meTorcukapboHun)benann]-2-(n- Banack ¢ oBpaTHLIM XONOAMMEHUKOM B TeHYeHWe fo-

®nopdreHUN)xu-HonuH-4-kapbokcamug

2r (7 Ommoned)  2-(n-xnopdeHUmxnHoNUuH-4-
kapboroeod wkucrnotel W 1 7mn (15 dmMons)  N-
METUNMapdOnUHa pacTBopPANKcE B aTMmoctepe aso-
Ta B S0Mn cyxoro TM® Pacrteop oxnaxganca go -
20°C, n gobaendanoce O 91mn (7 Ommonein) uzoby-
Tunxnopdopmuata Yepes 20 muHyT A0BaBNAnoch
212r {10 SmMons) XNOprugpara METHIN
(R, S)penunnrnuyuHara w1 3mn (11 Smmons)  N-
METUNMOPGONWHA, pacTeopeHHeEx B 30Mn cyxoro
TMP, v peakynoHHaA CMECH NepemMelLvBanack Mnpq
KOMHaTHOW TeMnepaType B TedeHWe Houd 3aTem
aobaenanoccs Smn H:O, U peakyWoHHas CMeck BHI-
napueanack B Bakyyme pocyxa OCTaToK pacTBOPAn-
cAa B ELO, npoMmbiBancs HacblWEHHBIM PacTBOpoM
NaHCOs;, oTaenanca, cywwncs Hag cynbdaToM Ha-
TPUS U BEINAPWBANCA B Bakyyme focyxa QOcTaTouHoe
MACMN0 NOABEPranock MIHOBEHHOR dhrewl XpoMaTo-
rpadovd Ha cunukareneHoW KonoHke 230-400 wmew
NPy SMIOHMPOBAHUN CMECLID FerRcaH/M3cnponunoBLIA
acpwp 7 3, fasasd 0 Or HEOUWLEHHOIO NPOAYKTa, KO-
TOPbIA NEPEKPUCTATN3CBLIBANCA TPW pasa CMeCkH
uszo-PrOofTonyon, fasas 0 5r yenesoro coejuHeEHWS

Ca5H1aCINZ O

Tnn -170172°C

MB =430090

SnemeHTHBW aHanus
BeluvcneHo C, 69 72, H, 4 45, N, 6 50
HaihgeHno C, 69 82, H, 4 47, N, 6 48

1[(1 K {KBr) 3280, 1740, 1670, 1635, 1590, 1530
CM

300MIMy 1H-AMP (AMCO-ds) 971 (g, 1H), 832
(a 2H), 821 (g, 1H), 813 (g 1H), 813 (c, 1H), 7 85
(an, 1H), 767 (ap, 1H), 7 83 (p, 2H), 7 53 (aa, 2H),
7 46-7 38 (M, 3H), 579 (n, 1H), 374 (¢, 3H)

MC (E1, wctouHur 200°C, 70 2B, 200 wmkA)
430(M+ ), 371, 266, 238, 203

Mpumep 94

{R)-N- [ex- {mMeToKCUKapPBOHWM)-4-
meTokcubeHsnn]-2-dhennnxn-nonuH-4-kapbokcamng

0 62r (1 Smmona) (R)-M-[o-(meTokcukapboHun)-4-
Mg pok-cubeH3nn]-2-beHuNXuHoNMH-4-
kapbokcammnga (coeguHenve Mp 83) pacTBopAnocks B
30mn cyxoro aueTtoHa W 2mn cyxorc AMO, zartem
aobaenanoce O 14r (O 75Mmona) KaCO4, » peakyu-
OHHas CMeck NepemMellnBanacs B TedeHre 30 MUHYT
Mpu koMHaTHOR TemnepaType pobasnsnoce 0 093mn
{1 SmmonA) meTMniogMaa WM PEaKUMOHHAA CMeCh
Harpeeanacek npw 40°C B Teuenwe 4 yacoe 3aTem
cHoga Aobaenanock 0 104r (0 75mmMona) K:CO3 u

nonHUTensHLX € vyacos CTMeck BoiNapueanace B
BaKyyMme pocyxa, pacreopanace B EtOAc v npoMbl-
Banack BOAOA OpraHw4ecknin CNoOW CyWwwnca Hag
CcyNbthaToM HAaTpUa W BLINAPWBANCA B BakyyMe [OCY-
xa OcTaTok nepekpucTannusoeeiBanca 13 Et:O, ga-
Bas 0 45r yenesoro coegHeHWs

CaeHzaN204

Tnn -160-162°C

MB -426 48

SNeMeHTHBIA aHanu3
BriuvcneHo C, 7322 H, 5 20, N, 8 57
Haligeno C, 73,01, H, 5,20, N, 6 48

MK (KBr) 3210, 1750, 1635, 1625, 1590, 1530,
1515 cm '

300MIMy 1H-AIMP (OMCO-ds) 965 (g, 1H), 8 28
(g, 2H), 821 (g, 1H), 8 14 (g, 1H), 810 (c, 1H), 7 84
(aa, 1H), 767 (ap, 1H), 7 61-7 42 (M, 3H), 7 44 (a,
2H), 698 (g, 2H), 470 {8, 1H), 379 (¢, 3H), 376 (c,
3H)

MC (E1, uctouHunk 200°C, 70aB, 200 mkA) 426
(M+), 367, 232, 204

Mpumep 85

Xnoprugpat (R,S)-N- [x- (meTtokcukapOoHun)- o

- (MeTun) 6HeHaun]-H-MeTVN-2-beHUNXUHONUH-4-
kapbokcamuga
050r {1 3mmona) (R.S)-N-[ex {-

{MeTokcukapboHun)BeHann]-2-heHumxmHonH-4-
kapbokcamuga (coeguerwe lNp 4) pacTsopanock B
10Mn cyxora OM® B atMocdepe asora PacTteop
oxnaxaanca Ao 0°C w  pobasnAnoce 0052r
{1 2mmons) Nal (60%), cnyera 20 MWHYT npu 0°C,
TeMnepaTypa NOJRHUManNack A0 KOMHATHOM, W gobas-
nanoce 0 09un (1 4mmons) Mel PeakywoHHas cmeck
nepeMellMpanact NpU KOMHAETHOW TemnepaType B
TeYEeHWe HOouM, 3aTem npouedypa NoBTORANACH NpW
AoBarneHud fAononHuTensHex 0 052r (1 3mmond)
MaH (60%) v 0 1mn (1 Bumona) Mel Yepes 6 yacos
npW KOMHaTHoW TemnepaType gobaensnoce 10mn
HacbiweHHoro pacteopa NHiCl, w peakynorHHas
CMeChb BbiNapweBanack B BakyyMme gocyxa QcTarok
pactBopancs 8 CH.Clo n npombiBanca Bogon, opra-
HUYECKWIA CMOK OTAENANCH, CYLWWNCA HaA cynbgaTom
HaTpWs ¥ BbINAPMBANGCA B BakyyMe gocyxa OcTaTod-
Hoe Macno MoABEPranock MrHOBEHHOW XpoMaTtorpa-
duM Ha cunuKarensHoW KonoHke 230-400 wmew,
AMNKOWPOBaN0OCE CMECHID rekcanfaTunauetar 3 2, co-
Aepxawen 05% rkoHy NH4OH, gagaa O 18r Heoun-
WEeHHOro NPoAYyKTa, KOTOPEIA pacTeopancs B EtO wu
obpabatueanca cmeceto HCI/ELO, gaeaa O 15r ue-
NeBoro CoefMHEHNS
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CorH24N205 HCI

ME -460 96

WK (KBr) 1745, 1640, 1610cm "’

MC (E1, neTounuk 200°C, 70sB, 200meA) 424
(M+), 365, 232, 204

MNpuMep 96

(R,5)-M-  [a- (meTunkapboHun)
theHunxuHoNnH-4-kapborcamMng

0 27wn (3 1mmonsA) okcanumaopyuaa pacTeopa-
noce B 2 3Mn cyxorc CH-Cl: 8 atmocdepe azota
PacTeop oxnaxfanca go -55°C, u no kannam aobae-
nanock 0 22mn (3 Tmmona) AMCO, pacTBOpPEeHHOro B
0 7mn cyxoro CH:Cl;, ¢ nogaepxaHueM Temnepary-
pul HUXe -50°C PeakuywoHHaa cMmeck nepeMellvea-
nace nNpv -55°C B TeyeHuwe 7 MUHYT, 3aTemM fobaena-
nock 097r {2 SmmMmona) (R, S)-N-[a-(1-
rngpokcnsTin)beqsun]-2-beHnnxMHONMH-4-
kapbokcammnga (coeguHerue MNp 17), pacTEOPEHHCOIO
B 25mn cyxoro CH-Clz, ¢ nogaepxaHven TeMnepany-
pel mexay -50 n -55°C Yepes 30 mMuHyT npu -55°C
aobaenanoccs 1 9mn (13 6mMona) TEA Bez npesw-
weHuA -40°C, 3aTeM peskyYMoHHOR CMECH JaBanoch
AOCTHYE KOMHETHOW TEMNEPETYRH W OH& NepeMelln-
Banack JONONHWTensHole 15 MuHYT PeakywcHHaA
cMech racunace 5Swmn BOAB W 3KCTPATMpPOBRaNach
CHCl;, opraHudeckdd criod nNpoMBIBANCA BOAOH,
20% NWMOHHOW KUCNOTON, HACEIWEHHEIM PACTEOPOM
NaHCO; 1 conepkiM pacTBOpOM, ORraHMYECKMA Cror
OTAENANCH, CYWWINCH Hap CyNbMharom HaTpUs 1 Boi-
napueanca B Bakyyme paocyxa OQcTaToyHoe Macno
noABepranccs MrHOBEHHOW XpoMaTorpacdiM Ha Cu-
nvKarensHoR KonoHke 230-400 Mew, 3nuWpoBanock
cMecblo  rekcaHfaTunagetat 7030, cogepxawed
0 5%koHy NH4OH, gaBaa 0 64r neounweHHore npo-
AYKTa, KOTOPLIA PACTUPancs C TEeNnoh CMECLK W3-
Pr;Q/mz0-PrOH 2 1, duneTpoeanca W CcyllUNcq, aa-
Bas 0 5r yenesoro coeguHeHUA

CasH20N20-

Tnn -160-161°C

ME =38045

SnNemMeHTHRIA aHanus
Beluncneno C, 7893, H, 530, N, 7 36
HaiigeHo C,7901, H,531, N, 727

11/1 K (KBr) 3400, 32(35, 1725, 1660, 1640, 1592
CM

300MTy 1H-AMP (AMCQO-dg) 960 (n, 1H), 8 28
(n, 2H), 817 (n, 1H), 814 (a, 1H), 812 (¢, 1H), 7 82
(ag, 1H), 7 65 (ag, 1H), 7 61-7 51 (M, 5H), 748-7 36
{m, 3H), 219 (c, 3H)

MC  (El, wcrounmk 200°C, 7028, 200MKkA)
38O(M+ ), 337, 232, 204

MpumMep 97

(R,S5)-N-[o-(2-rmaporcwaTun)bensnn]-2-
heHUnxMHoNnH-4-gapborkcamMug

07r {1 7mMmons) (R,S)-N-[o-
{meTokcukapboHrnnmeTwmbeHaun] -2-
theHunxuHoNuH-4-kapbokcamnaa  (coeguHeHne [lp
15) pacTeopanock 8 50mMn TpeT-BuOH u Z2mn MeCH B
atMocdoepe azota K kunsAwemy pacTeopy B TeYeHve
15 MuHyT pgobBasnAnoce 80mr (1 Bmmona) NaBH,
PeakymoHHad cmech Harpesanack ¢ oDpaTHbiM X0-
NOAWNBHUKOM B TeueHwe 6 4acos, racunack SMn Ha-
chilleHHoro pacteopa NH4Cl U 3aTeM BeiNapuBanach
B BaKyyMe focyxa Octartok pacteopsanca B CH:Cl:
NpPoMbIBANCS COMNEBLIM PAcTBOPOM, OPTraHUYECKNA
GMoi OTASNANGA, CYWWNCH Hag CynbthaToM HaTPUA K1

beHaun]-2-
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BEINapuBEancA B BaKkyyMe jocyxa HeouwlleHHBR
NPOAYKT NOABEPrariCA MrHOBEHHOW xpomartorpadvi
Ha cunukareneHold konoHke 230-400 mew, snronpe-
eanca Et,0, copepx¥awum 0 5% rkoHy NH;OH, W 3a-
TeM Kpwctannuaceancs wa w3o-PrOH, paeaa O 19r
LEeneBoro CoegnHEHNA

CasHzN2 O

Tnn =167-169°C

MB =38247

3nemMeHTHBIA aHanus
Buiuvcneno C, 7852, H, 5,80,
HalgeHo C, 78 49, H, 579,

WK (KBr) 3360, 1650, 1592cm

300MIy 1TH-AMP (AMCO-ds) 8 30 (g, 1H), 8 31
(g, 2H), 813 (g, 1H), 810 {c, 1H), 8 03 (a, 1H), 7 81
(aa, 1H), 7 84-751 (m, 4H), 7 46 (g, 2H), 7 39 (na,
2H), 729 (gp, 1H), 530 (gT, 1H), 461 (7, 1H), 3 61-
341 (M, 2H), 2 11-1 86 (m, 2H)

MC (El, uctounnrk 200°C, 70aB, 200mrA) 382
(M+), 337, 232, 204

Mpumep 98

Xnoprugpatr  (S)-N-  (e-aTunGCensun)-3-  (2-
AUMETUNAMUHOSTOKCH)-2-heHUNXUHOMWH-4-
Kapbokcamuga

062r {1 6mmons) (3)-N-(a-atmunBeHznn)-3-
Mg pokcu-2-peHUNXHONUH-4-kapbokcamuga {co-
efnvHeHne Mp 85) pacTeopanccs B 30mMn cyxoro
AM® Batem gobasnancck 0 58r (4-OmmonsA) xnop-
rmapaTa  gumetunamuHozTumxnopmaa w0 36r
{4 Ommons) KoCO4, W peakyioHHaa cuech Harpesa-
nack ¢ 0BPATHBIM XONOAUNBHUKOM B TeueHwe 20 ua-
cob K;CO; oThMnbTPOBRIBANGS, M CMECh BeIMapWBa-
nack B BakyyMe gocyxa, pacTeopanack 5 AcOEL w
npomMeBanace Bogod W 20% NWMOHHOW KWCINOTON
BoaHuld cnod nogwenauveancs 2 Hopm NaQOH w
skcTparnpoeanca EtOAc, opraHduyeckdi crnoi npo-
MLIBANCH COMEBHIM PACTBOPOM, OTAEIANCS, CYLWWNCs
Hag cynbdaToM HETPUA W BHNAPUBANCH B BaKyyme
docyxa OcTaTok nogbepranca MIHOBEHHOR XpomaTo-
rpachn Ha cunukarensHoW konoHke ¢ 230-400 ot-
BepCTUAMY, anoupoeancd cmecsls CH:Clo/MeQH
98 2, cogepxawen 0 4%koHy NH4OH, 1 3atem cme-
ceto CH;:Cl:/MeOH 86 10, cogepxawen O 6% koHY
NH4OH, gapas 85Mr HeocuMWEeHHOro NPOAYKTE, KOTO-
pei pacTeopanca s EtOAc n obpabarwiBanca cme-
cbro HCIYELO ana nonyueHus 7HMr Leneeoro coefun-
HeHWua

CagHz1Nz05 HCI

T nn =70°C pasnox

MB =490035

WU K (nyion) 3600, 3100, 1650 1550 cm '

300MIy 1H-AMP (OMCQO-d6) 1028 {uvp ¢,
1H}, 950 (g, 1H), 8 10 (g, 1H), 7 96 (aa, 2H), 7 78 (m,
1H), 7 67-7 61 (M, 2H), 7 61-7 51 (m, 3H), 7 49-7 39
(M, 4H), 733 (g8, 1H), 508 (gT, 1H), 390 (1, 2H),
286 (gr, 2H), 2 48 (c, 6H), 1 83 (M, 2H), 0 87 (1, 3H)

MC (FAB POS , THornuuepuHoBaa MaTpula, Xe
raz, 8 KsB, uctounuk 50°C) 454 (MH+)

Mpumep 99

(S)-H-(¢-3TunGenznn)-3-ayeTnnaMmuHo-2-
eHNMmMHo-NWH-4-kapBokcamng

040r (105 wmmons) (5)-M-{c{-aTunGeHann)-3-
aMUHO-2-he-HUNXMHONWH-4-kapbokcaMnaa  (coegm-
HeHve Mp 69) varpesanock B 25MN YKCYCHOIMC aH-
mapuna npy 70°C B TeueHde 1 yaca W 3aTem Npu
100°C B TeueHWe AONOMHUTENBHEX 3 yacos Peak-

N, 7 32
N, 729
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LMOHHaA CMEeCk 3aTeM BbinapWvsanack B BaKyyme
Aocyxa, W ocTatok pacTsopancA B EtQAc, pacreop
NpoMbIBANCS  BOAOA, HACLIWEHHLIM  PACTBOPOM
NaHCO;, coneebiM pacTBOPOM, CYLIWNCA HAJ CyNb-
chaTomM HaTpWsa M BRINAPWUBANCA B BaKyyme ROCyxa
Heounwennui npogykr (0 39r) ounwanca ¢ nomo-
Wbl MIHOBEHHOW Xpomatorpadny Ha curuKkarenb-
HOW  KOMOHKE,  2MOMROBANcA  CMEChblo ek-
can/EtOAcikeHy NH4OH, 70 30 0 5, cOOTBETCTBEHHO,
aaean O 2r yncToro coegUHEHWS, KOTOPOE NepeKpu-
CTannMU3oBLIBANOCE U3 aleToHa, gasad 0 14r yerne-
BOTQ COSAMHEHNA

CarHzsMNz 02

Tnn -268-269°C

MB =42352

3NemMeHTHEWA aHanus
Buiuvcneno C 76,97 H 5,95 N 8,92
HaiigeHno C7633 HS,98 N 9,90

MK (I{Bq 3230, 1670, 1640, 1555, 1525 oM |

300MTy H-AMP (OMCO-dg) 9,65 (c, 1H), 9,05
{a, 1H), 8,10 (a, 1H), 7,80 (T, 1H), 7,70-7,50 {m,
4H), 7,45-7 20 (m , 8H), 5,08 (g7, 1H), 1,85 (m, 2H),
1,60 (c, 3H), 0,97 (1, 3H)

MC (El, wctounnk 200°C, 702B, 200mMkA) 423
(M+), 381, 334, 289, 261, 247, 218

MNpumMep 100

Xnoprugpat (- (S)-N- (o-aTwnberaun)-3- (3-
AWMETUNAMWHO-NPONOKCH)-2-PEHUNXWHONUH-4-
kapbokcamnga
1,2r {3, Tmmons) {(-)-(5)-N-{ot-aTunBeHzmn)-3-
U pokcK-2-peHrnxnHonuH-4-kapbokcamuaa {co-
eauHeHne Mpumepa 85) pacTteopanock B 15Mn cyxo-
ro Tre AcGaenaAnca 1,0  (8,2mmonza)  3-
AVMETUNAMWHONRONUNXITOPVAA, PACTBOPEHHOIO B
10mn ERQ, 1.3r (8,dMmona) K:CO= n 0,16r KI, v pe-
AKLVOHHAA CMEeCh NepemMellBanach Npy KOMHATHOM
TeMnepatype B TedeHue 30MUHYT W 3aTeMm Harpesa-
nack ¢ oBpaTHLIM XONOA4WNEHWKOM B TeYeHue 2 Ja-
coe [Hanee rkaxawe 12 vacoe pgobBasnsnock O,77T
(8,3mmona), 1,0r (8,2mmongd), 0,6r (4,9Mmona) u go-
NoMAHUTENEBHO 0,6r {4,9mona) 3-
AUMETUNAMWHONPONWUNXNOPWAA, KKABIA pas pac-
TeopeHHoro & 10mn EtO, u HeMHoro K, 1 peakuucH-
Has cwmeck Harpesanack ¢ oBpaTHbIM XoNogWNBHU-
KOM KeCO;  oThoMnbTpOBRIBANCH, W CMECH
BEINAPMBANACL B BAKyyMe J0OCYXa, pacTBoOpAnach B
EtOAc n npomeiBanack BoAgod U 20%, NMMOHHOR EU-
cnotoi# BoaHei cnoll nogwenauveancs 2 HOpM
NaOH w akctparmpoeancs EtOAc, opraHwdeckuid
CNOM NPOMbIBAINCH COMNEBBIM PAacTBOPOM, OTAENANCH,
CYLWHWNCH HaA CyNbaToM HETPWS W BHINAPWBANCH B
Bakyyme fiocyxa (QCTaTok NoABeprancs MrHOBEHHOR
xpoMmaTorpacpvd Ha CUNMEAreneHoR koroHke 230 -
400 mew, antonposancA cMecklo CHCl/MeOH 895 5,
cofeprawein 0,5% koHy MNHsOH, pasas 0,9r He-
OUMLLEHHOIO NPOAYKTA, KOTORBIA PACTBORANCHA B
EtOAc n obpabaTeiranca cMmecsike HCIVELO, aaBaq
0,62r ueneeoro coegMHeHWA

CaoHz2H20: HCI

Tnn -108°C pasn

ME -504,08

[0]™ =-16,0 (c - 0 5, MeOH)

WK (KBr) 3400, 3080, 1655, 1545¢cm '

300Mry 'H-5IMP (AAMCO-ds) § 10,55 (wup ¢,
1H), 9,35 (o, 1H), 8,09 (o, 1H), 7,92 (pa, 2H), 7,76
(aga, 1H), 7,65-7,51 (m, S5H), 7,48-7,40 (u, 4H),
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731 (ag, 1H), 510 (gr, 1H), 3,72-3,62 (m, 2H),
2,75-2,60 (m, 2H), 2,58 (n. 3H), 286 (g, 3H), 1,90-
1,67 (M, 4H), 1,00 (T, 3H)

MC (El, uctounur 180°C, 70 B, 200mA) 487
(M+), 466, 395, 58

Mpumep 101

Xnoprugpart (-)- (S)-N- (o-aTUnbeHsun)-3- [2- (1-
dranoun) ITOKCH]-2-heHUNXUHONUH-4-
kapbokcamuga

1,90  (5,0MmoneR)  (-)-(3)-N-(e-3TUNBeH3UN)-3-
rmapok-c-2-cbeHunxuHonuH-4-kapbokcamuga  (co-
enwHeHne Mpumepa 85) pacteopanocs B 20mn cyxo-
ro TIrP 3atem pobasnanoce 3,8r (14,9mmonsa) 2-
dTanuMuaosTUNGpoMIaa, pacTeopeHHore 8 15mn
T, 20r (14,5mMons) KGO0z v 0,251 Kl W peakyu-
OHHasl CMeCk NepeMellUBanack Npy KOMHATHOR TeM-
nepaTtype B TedeHve 2,5 yacos W 3aTeM Harpesanach
C oDparHbiM XONOAWNBHAKOM B TedeHne 2 4yacos
3arem gobaenancce 1.9r (7.4 wmmonA)  2-
GTAaNMMKUA03-TUNBPOMUAA U HEMHOMC KI, W peakyn-
OHHafl CMeCk Harpesanacs ¢ obpaTHEIM XONOLMMEHK-
KoM pgononHuTeneHo 3,5 waca CHoea pobaenanock
0,5r (2,0mmongs) 2-TanumugostunbpomMnaa W He-
mHoro Kl n cmecb HarpesBansck ¢ obpaTHbIM Xono-
AUNBHUWEOM B TeueHwe 5 uacoe K;COs oTdunbTpo-
BEIBANCH, U GMeCk BHNAPWBANAack B BaKyyMe A0CYXa,
pacteopsanace 8 CH:Cl: M npoMeiBanace sogoid Op-
rAaHWYECKWA CMOA CYWWNCA Hag Cynegarom HaTpua U
BeINApWBancy B BakyyMe gocyxa OcTatok nopsep-
ranca MrHOBeHHOM xpomaTorpachbi Ha CUnMKarenk-
HOR KornoHke 230 - 400 mell, 2noKpoBanca cMeckio
rekcaH/EtOAc 8020, copepxaweil 0,5% koHy
NHsOH » 3zaTtem cmeckro rekcad/EtOAc 60 40, co-
aepxawen 0,5% koHy NH,OH, gaeas 2,6r ounwen-
HOTC MPOAYKTA, KOTOPLIM PAacTWpancs ¢ uso-Pr0,
Aagaq 2,51 Uenerore coeuHeHus

CasHzgN20y

Tnn =172-175°C

M B - 555,64

[0]57°=-18,3 (c-0,5 MeOH)

MK (KBry 3280, 3080, 2960, 1780, 1715, 1660,
1530 cm '

300MMy 'H-AMP (IMCO-dg) & 9,27 (5, 1H),
803 (g, 1H), 7,92-784 {(m, 4H), 7,78-7,68 (m, 3H),
7.60-7.53 (m, 2H), 7.46-7,38 (M, 4H), 7.27 (pa , 1H),
7,13-7,04 (m, 3H), 4,96 (gT, 1H), 3,92-3,78 (M, 2H),
3,72-355(m,2H), 1,78 (g ks , 2H), 0,83 (T, 3H)

MC (El, uctouynuk 180°C, 70B, 200mA) 555
(M+), 526, 421, 174

Mpumep 102

Xnoprugpat (-) - (S) -N- (x-3TunBeHsnn) -3- (2-
SMWHOITOKCH)-2-heHNNXMHONWH-4-kapBokcaMmnaa

22r (3 9vmonga) xnopruagpata  (-)-{S)-M-(a-
sTunGeH3nn)-3-[2-(1-dpranoun)sTorcn]-2-
deHumxmHonH-4-kapbokcamnaa (coeguHeHune [pwm-
mepa 101) pacrBopAnock B 150mn 96% EICH, wn k
KMNALLEMY pacTBopy gobasnanock 0,38mn
{7 .8MMONSA) rTMApasMHIMAPATA, W PACTBOP Harpesanca
¢ obpaTHblM XONOAWNEHWKOM B TeveHWe 4 Jacos
fdanee Jyepes kaxauie 12 yacos gobaenanoct 0,4mn
(8,2mmMong), 0,2mn (4 1wmmMons), 0,2mn (4, 1mmons),
0.4mn (8,2mmonsd) v 0,4mn (8, 2mMona) rngpasvHrng-
paTa WM peakUyWoHHAs CMeCh NOfAepHuBanack NpPu
HarpeeaHw ¢ obpaTHBIM XONOAWNEHWKOM Peakuym-
OHHafl GMeChL 3aTeM BhiNapvBanack B BaKyyMe [OCY-
xa, pacrteopsnack B 20Mn BoALl, oxnawjanacb W
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nogrucnanace 10mn koHy HCl Cumeck kunaTunack B
TeueHne 1 yaca u oxnaxganace, oranrngpasng or-
uneTpoBbiBancs BoAHbld cnoi npoMelisanca EtOAc
W 3aTeM nogwenadyusanca 2 HopM NaOH u akcTpa-
rupoeancs EtOAc, opraHw-eckmid cnoil npomelBancs
CONEBHIM PACTBOPOM, OTAENANCcHA, CyWWrcA Hag
CynugaTom HaTPVA ¥ BLINAPMBANCSH B BaKyyMe 4OCY-
%a Qcrarok nogseprancd xpomarorpadnn Ha cunu-
karensHoW konoHke 230 - 400 mel, antouposancd
cMecki EtOAC/MeOH 96 4, cogepxaweid 1,2% koHy
NHsOH, gapas ouMLiEHHBIA NPOAYKT, KOTOPHIA pac-
TeOopsrncA B EtDOAc w obpabatuiBanca cmecho
HCI/ELQ, nasas 1,2r yenesoro coegvHeHva

CoH»Nz 05 HCI

Tng = 119°C pasn

MB =46200

[0]p™’=-19,4 (c=0,5MeQH)

WK (KBr) 3400, 3080, 1640, 1545cm '

300MMy 'H-AMP (OMCO-dg) & 9,45 (n, 1H),
8,09 (n, 1H), 8,00 (pa, 1H), 7,94 (wup ¢, 3H), 7,78
(aaa, 1H), 7,657,51 (M, 4H), 7,48-740 (M, 3H),
7,31 (48, 1H), 5,09 (g, 1H), 3,83 (1, 2H), 272 (m,
2H), 1,93-1,80 (m , 2H), 0,99 (1, 3H)

MC (FAB POS, TvormuyepnHosas wmatpuuya, Xe
ras, 8 KaB, UCTOUHUE 5000) 426 (MH+)

MNpwumMep 103

XaoprugpaT {(+)- (5)-N- (x-zTvnBen3nn)-3- [2- (1-
NUPPONUAUHUN)STOKCKH]-2-deHUNXUHONUH-4-
kapbokcamnga

2,0r  (5,2ummona)  (-)-(S)-N-{et-aTMNOEH3MN)-3-
U pokcK-2-peHrnxnHonuH-4-kapbokcamuaa {co-
eauHeHne Mpumepa 85) pacTteopanock B 25wMn cyxo-
ro Tr¢ HOobasnanmce 1,0r (7,5uMmonza)  2-
nupponuguHosTUIXiopuaa wu  2.2r  (159umonsA)
K2C0s, v peakynoHHas cveck nepemeLwneanacs Npwn
KOMHATHOW TemnepaType 8 TeueHue 30MUHYT WU 3a-
TeM Harpepanack ¢ OBPATHHM XONOOWUNBHUKOM, K
KnnAwemy pacteopy gobaensanocs 1,1r {8,2mMmons)
2-NUppoNUAUHOITUNXIOPUAR, W PACTBOR HarpesancA
¢ o0paTHEIM XONCAWNBHWEOM B TeMeHne Houn KaCO,
OThPMNBETPOBLIBANCA, U CMECH BHINAPUBANAack B Ba-
Kyyme Aocyxa, pacTeopAnack 8 EtOAc u npoMesa-
nace Bogoil W 20% NUMOHHOK KWcnoToW BogHslR
cnol noguwenadmeanca 2 Hopym NaOH w akcTparu-
poeanca EtOAC, opraHud4eckmi crnol NpombesancH
CONEBHIM PaCcTBOPOM, OTAENANCH, CYWWNCH Haj
cyNaToM HATPWA U BHINAPUBANGCSH B BakyyMe [OCY-
xa OcCTaToK NoABEepranca MrHOBEHHOW XpomaTorpa-
un Ha cunwkarene 230 - 400 mew, snrouposancs
cMecblo CH.Cl/MeOH 97 3, copepxawen 0,5%
koHY NHsOH, gasas 1.8r ouYWWEHHOIO NpoayKTa,
koTopeid pacTsopanca B EHOAc u cbpaBatnisanca
cMeckl HCI/ELO, pagaa 2,0r yeneeore coeguHeH WA

Cai1Hz2N202 HCI

Tnn=110-115°C (pa3n )

M B =51608

[0]o=+4,5 (c-0,5 MeOH)

WK (KBr) 3400, 3080, 1655, 1545¢cm '

300MMy 'H-IMP (AMCO-ds) 5 10,50 (wmpc,
1H), 8,50 {n, 1H), 8,10 {a, 1H), 7,96 (pa, 2H), 7,78
(aga, 1H), 7,68-7,30 (m, 10H), 5,10 (gT, 1H), 3,90
{m, 2H), 3,20 (m, 2H), 3,00 (m, 2H), 2,65 (m, 2H),
1,95-165 (M, 6H), 1,94 (7, 3H)

MC (El, wcrounnk 180°C, 70 B, 200 mA) 479
(M+), 478, 383, 97,84

MNMpuMep 104
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(-)- (S)-N- (o-aTMNCeHznn)-3- (GUMETUNaMWUHO-
alETUNAMWHO)-2-theHWNXMHONWH-4-kapbokcamun

1,11 (2,8mmona)  (-)-(S)-N-(a-atmunBenzun)-3-
aMUHO-2-cheHUNxuHonuH-4-kapbokcaMnaa (coefuHe-
Hre [Mpuwvepa 689) pacteopsnoce B 10MnA Tennoro
Tonyona B atMocdepe asota K pacTteopy no kannam
JoBaensAnoce 0,96r (5,6MMONA) XNOPYKCYGHOrO aH-
rMARUAE, PECTBOREHHOIO B Swmn Tonyona, w pacTeop
Harpeeanca ¢ cbpaTHLIM XONOAUMEHUKCM B TeueHue
1 yaca PeakywoHHas cMech BHINapUBanack B Ba-
KyyMe gocyxa, cycneHguposanacs s 10mn CH:Cls u
no KkannsM BnNMBanack B SMN OXNaKASHHOW Nbaom
cMmecwk 28% Me:NH/EIOH Pacteop nepemewmsanca
NpPM KOMHaTHOW TEMNEpaType B TEUEHNE HOUW, 3aTEM
AobBarnanock 15mMn cmeckn 28% Me:NH/EICH, 1 pe-
AKUWOHHAA cveck Harpesanacs npu 60°C B annapare
Mappa Cmeck BbiNapuBanact B Bakyyme [OCYXE,
pacTBopAnace B 20% NMWMOHHOW KWCIOTE W MPOMbI-
Banace EQAc BogHwid cnol nogwenadueancs 2
Hopm NaOH W akctparvuposanca EtQAc, opraHuue-
GKWi# CNOA NPOMLIBANCH COMEBLIM PACTBOPOM, OTHE-
NANCA, CYLUIMNGA Hag cyNbchbaToM HETPUA U BHINapu-
BancsA B BaKyyme [ocyxa, fasas 1,4r HeounweHHoro
npogykra [aHHbid Npodyer pacTURancs ¢ Tennbim
u3o-Pr;Q, nasas 0,86r yenesoro coefuHeHWa

CaHzoNsO2 TTIN = 189-161°C M B - 466,39

[ao™=-63,1 (c=0,5 MeOH)

M K (KBr) 3230, 3180, 1670, 1630, 1540 om '

300MMy 'H-AMP (OMCO-ds) 59,41 (¢, 1H), 8,97
(a, 1H), 808 (a, 1H), 7,81 (pa, 1H), 7.70-7,.59 (4,
4H), 7,49-7,26 (m, 8H), 500 (a7, 1H), 255 (c, 2H),
197 (¢, 3H), 1,901,865 (M, 2H) 0,93 (T, 3H)

MC (El, uctounur 180°C, 70 B, 200 wmA) 486
(M+), 331, 58

Mpumep 105

N- (o, c-gumeTnnoeHsun)
dheHnmmHonH-4-kapbokcamug

2,0r (7,5Mmoneil) 3-rugpokcn-2-heHWDMHOMNWH-
4-rapboHo-BOW KMCNOTH B aTMocdepe a30Ta pac-
TBOPANCCE B 70MN cyxoro TP v 30mn CH:CN 3a-
Tem fobasnanock 1,02r (7.5Mmona) kyMunamMuHa W
1.12r (3.2mMMonsA) N-rnapokchbeHacTpuasona
(HOBT), U peakyMoHHas CMeck OXMaXAanack Npw -
10°C Mo kannam gofaenancce 1,71r (8,3mMmonsA)
DCC, pacreopenHoro B 20mn CH-Cla, u pacTsop Bl
Aep*uvBanca npwn -5°C B TedeHne 2 4acos, a 3aTeM
NpM KOMHATHOW TemnepaType B TedeHue Houn QOca-
HAEHHAA AVLWKNOreKCUNMOUEBUHA OTUIETPOBEIBA-
nack, W pacTsop BbINAPWBANCH B BaKYYME JOCyXa
Ocrarok pacteopsnca B CH:Cl; w npomuieancs eo-
A0W, HackWeHHBIM pacTBopom NaHCO:, 5% numon-
HOA EMCMCTOW, HachIWEHHEIM pacTsopoM NaHCO: u
coneeklM pacTeopoM OpraHuYeckid crnoidl oTaensn-
GS1, CYLLMNGA HAA CyNbdaTOM HAaTPUA W BEINAPUBANGCS
B BaKyyMe AOCYXa, ocTaToK pacTeopanca s 20mn
CH2Cl2 v ocraenanca Ha Houe Ocaxpanoch ewe
HEKOTOPOE KOMUYECTBO AWLUKMOrEKGUMMOYEBUHE W
oTUNETPOBRBANOCs PacTeop BhINApPWBANcs B Ba-
KyyMe pocyxa, FaBas 1,4r HeouMWeHHOro NpoaykTa,
KOTOPLIA Nojgeeprancs MrHOBeHHOW XpoMaTorpadun
Ha cunukarene 230 - 400 mew, 2NOVPEBANCA CHaua-
na cmeckio rekcan/EtOAc 9 1, a satem cmecso rek-
can/EtOAc 8 2, pagam 0,4r QUULIEHHOro NPOAYETA,
KOTOPBIA NeperpucTannM3oBEIBANGCA ABaMALl U3 U3O0-
PrOH, gaeaa 0,15r yenesoro coeguHeHna

CstzzNzOz Tnn = 166 - 169°C Pazn MB -

-3-rmgpokecn-2-
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382,47

WK (Hyiion) 3200, 1650, 1580, 1535cmM '

300MMy 'H-AMP (AMCO-ds) 8 9,56 (c, 1H),
8,92 (wmp c, 1H), 8,00-7,94 (m, 3H), 776 (wwvp 4,
1H), 7.63-7,45 (m , 7H), 7,36 (g . 2H), 7,24 (ag , 1H),
1,72 (c, 6H)

MC (El, vctounnk 180°C, 70 B, 200 mA) 382
(M+), 264, 247 219, 119

MNpumep 106

N- (o, @  JAUMeTUnBeHann)
heHUNXUMHONWH-4-kapbok-caMng,

2,0r (7,6MmonA)  3-aMWHO-2-beHWNMXWHOMUH-4-
kapOOHOBOWM KMCNOTEI B 28TMOCChepe a30Ta pacTeops-
nock 8 70Mn cyxcro TID U 30mn CHLCN 3atem po-
Basnanocs 1,02r (7,6MmMona) kKyMunamwHa W 1,12r
{8,3mmonst) N-ruapokcubeHszotpuasona {HOBT), w
peakynoHHaA cmeck oxnaxpanace npu -10°C o
kannam gobaenanoce 1,72r (8,3mmona) DCC, pac-
TOpeHHoro 8 20mn CHLCl2, W pacTBOp BRAEpHKMBAN-
cq npu -5°C B TeueHWe 2 YyacoB W 3aTeM NPU KOMHAT-
HOW TeMnepaType B TeqeHue Houud OcaympeHHan
AVLMKNOIEKCUNMOUSBWHE  OTUNLTPOBLIBANACh, M
pacTeop BhiNapwBancs B BakyyMe Aocyxa OcTaTok
pacTeopAncAd B CH2CIZ v npombiBanca BogoK, Ha-
ChilleHHbIM pacTBopom NaHCOs; 5% NUMOHHOW EW-
CNoTOW, HacHLWEHHEM pacTeopoM NaHCO: w corne-
BBIM pacTeopoM OpraHuyeckmid crnol oTgensncs,
CYLWHMMCS Hap cynbdaToM HaTpPWA W BLINapWBancs B
BaKkyyme [OCyXa, OCTaToK pacTtBopAncAa B 20mn
CH:Cl; n octaensancAa Ha Hous Ocaxjanock elle
HEKOTOpOE KCMUYECTBO AWLMKNOreKCUNMOYeBUHEl K
oThMnETPOBEBaNockE PacTeop BhINapueancs B Ba-
Kyyme fpocyxa ¢ nonydeHnem 2Z0r HeounweHHoro
npoAaykTa, KOTOPbIH NOABERrarncs MrHOBEHHOW Xpo-
maTtorpacpmm Ha cunukarene 230 - 400 mew, anku-
poeanca cveckio rekcan/EtOAC 6 4, copepxawlen 1%
koHy NHsOH, gaesas 0,9r ounweHHoro npogykra,
KOTOPBIA NEepekpUCTanu30BEIBANCE W3 CMecK rek-
can/EtOAc 11 wn 3atem U3 wn3o-PrOH, gaeaa 0,45r
LEreBoro Coef nHeHNS

CasHazNag

Tnn =166 -168°C

MB -38148

MK (nyhon) 3460 3360 3220, 1667, 16035,
1527cm

300MMy "H-AIMP (OMCO-dg) & 9,05 (c, 1H),
7,87 (aa , 1H), 7,74-7 68 (m, 3H), 7,60-7 42 (m , 7H),
737 (na ., 2H), 7,24 (gp , 1H), 474 (¢, 2H), 1,71 (c,
BH)

MC (El, vctounnk 180°C, 70 B, 200 mA) 381
(M+), 263, 218, 119

MNpwmep 107

{-}- (S)-N- (c-aTMNBeH3uN)-5-meTnn-2-
theHunxuHoNnH-4-kapborcamMng

0,8r (3,04mmons) S-meTun-2-cbeHWNXMHONMUH-4-
kapOOHOBOWM KMCNOTEI B 28TMOCChepe a30Ta pacTeops-
nock B 30mMn cyxoro TP n 12mMn CH:CN HoBaens-
noce 0,43r {3,20mMmonsa) (3)-(-)- o-sTMnNBeH3unaMuHa
w 078r (5,78mmonda) M-rmgpokcvbeHscTprazona
(HOEBT), v peakyucHHaAA CMechk oxnaxaanack npu -
10°C Mo kannsM gobaenanock 0,69r (3,34mmons)
DCC, pactBoperHoro B Smn CH:Cl;, v pacTeop BHI-
aepxwmBancsa npu -5°C 2 yaca W 3aTeM NPW KOMHET-
HOW TeMNepaType B TeueHne Houw OcaxgeHHas au-
UMKIorekCMNMoYeBIHE  OTdWNbTPOBLIBANacsL, M
pacTeop BbINapWBancs B BakyyMe Jocyxa OcTaTok

-3-amMUHO-2-
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pacteopAncs B CHCl: 1 npoMbiBancA Bogol, Hackl-
WeHHBIM pacTeopom NaHCOQ:, 5% nwuMoHHOW Kucne-
TOW, HACHIWEHHEIM pacTBOpoM NaHCO; n coneswm
pacTecpor OpraHWYeckMid cNod OTAENANCA, cylun-
¢l Had CyNehaToOM HATPWA W BhINAPWBANCH B BaKyy-
Me pocyxa, octaTok pacteopAncA B 10mn CH.Cl: u
OCTEBINANCH HA HOWb QCaXARNOCH elle HEeKOTORPoe
KONUYECTBO AMUMIKNOreKCHITMOMEBHHEI M OTUNBTRO-
BbIBANOCE PacTBOP BHINAPWBANGA B BaKyyMe AOCYXA
¢ nonydeHvem 1,15 r HeOUULWEHHOTO NPORYKTA, KOTO-
peld nopgBeprancs MIHOBEHHOR xpomatorpadun Ha
cunukarene 230 - 400 Mmew, 3NKMPOBANCA CMECHLID
rekcan/EtOAc 6 2, cogepxawen 0,5% koHy NH4OH,
Aagaqa 0,477 OUULLEHHOro NpoAayKETa, KOTOPHIA nepe-
KpMcTannusoBeBanca W3 u3o-Pr0, cogepxalero
Heckonbko Kanens EtOAc, gasas 0,36r yeneeoro
coeAnHeHUA B suge Genoro nopoLlka

CazsHzaNz0O
Tnn =188 -192°C
MB = 38049

[o)o™=-3,8 (c-0,5 MeOH)

MK (KBrj) 3280, 2070, 3020, 1635, 1545¢cm

300MMy 'H-AMP (IMCO-ds) & 9,20 (g, 1H),
823 (@, 2H), 7,93 (. 1H), 7,78 (c, 1H), 7,20-7,70
(M, 10H), 5,00 (a7, 1H), 2,38 (wmp ¢, 3H), 1,70-1,80
(M, 2H), 095, 3H)

MC (El, uctounur 180°C, 70 B, 200 wmA) 380
(M+), 246 218

Mpumep 108

{(R,S)-N- [o- (1-ruppokcusTn)BeHsun]-3-metun-
2-cbeHUNxuHo-NWH-4-rapbokcamung

MonyyeHo, kak onucaHo B [MNpumepe 1, ncxoga vz
11,08r (38,33MmMond)  HeoYWWEeHHOro  3-MeTun-2-
deHNmMHoNH-4-Kapbo-HUmdopuaa, 4.87r
(32,20mMons) 1-cbeHUN-2-rngpoKCUnpPonuna-MuHa u
10,33mn (74,14mmona) TEA B 150Mn cmecn 11 cy-
xoro CH.Clz v CH:CN QcaxgeHHslid xnoprugpar
TEA oTdUNeTPOBRIBANCH, U PUNLTPAT KOHLEHTPUPO-
BanNcA B BaKyyMe AOCYXa, OCTATOK pacTBOPANCA B
CH:Cl; (100Mn ) W NpOMEIBANCA HACHIWEHHEIM pac-
TEOPOM NaHCO; 20% NWMMOHHOW KWCINOTOW U cone-
BbiM PaCTBOPOM ODpraHwyeckmin CnoW cywvnca Hag
CyNbaToM HaTPUA W BbiNapyBanca B Bakyyme focy-
xa, Aaaeaa 13,23r macna, KOTOpoe KpUCTannuacea-
nock 2 u3o-PrO2 (100Mn), cogepxawero 6mMn Uso-
PrOH, gaesas 8,14r yeneboro coeAMHEHNA B BURE HE
coecem Benoro Teepforo BelecTsa

CzsHzaNz0;

Tnn =182 -185°C

M B =396 49

W K (Hyiton) 3400, 3260, 1635, 1580 cM '

Mpumep 109

(R, S)-N- [o- (1-MeTuUnkapboHum) BeHann] -3- me-
TUN-2-peHUNXUHO-NUH-4-kapbokcamug

Monywanca, kak onucaro B MNpuvepe 96, nexopsa
w3 3,23r (2560Mmona) okcanwnxnopwaa, 3,881
(49,66mMons) AMCO, 8 2r (20,68MmMons) (R, S)-N-[a-
(1-ruapokcrsTNBEH3NM]-3-MeTUN-2-hEeHUMTXMHOMWH-
d-kapbokcamunga (coeguHeHve [pumepa 108) w
15,72mn (112 76uMmona) TEA B8 230mn  cyxoro
CH:Cl; PeakyuoHHas cMeck racunacs 40Mn BOgHL, W
opraHu-eckuid cnol oTgenanca v npomeizanca 20%
FIUMOHHOR  KWCMOTOR, HacCbIWEHHbIM  PacTBOROM
NaHCQ: v coneBrim pacTeopom QpraHudecknid crnon
CYWWINCA HaZ CyNbdaToOM HATPWA W BbiNapneancy B
BaKyyMme [ocyxa, fasas 9,4r HeOUMLLEeHHOro Leneeso-
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ro coegwHeHwa B supe Macna [daHHoe ocTaTcyYHoe
Macro NOABERranocs MrHOBEHHOW Xpomarorpadonu
Ha cunukarene 230 - 400 MeLl, sNOUPOBANOCE CMe-
chio rekcaH/sTunayetat 7030, copepwawed 1%
koHy NHsOH, gaesas 7,7r ouMweHHoro npogykra,
KOTOPBIA KpucTannuioeanca s cmeck EtOAc/rexcan
13 cooTBeTcTBEHHO, aBasd 6,0r yucroro yenescoro
CoeguUHEeHWA

CosHzaN2 04
Tnn =156 -158°C
MB = 384,48

MK (nydon) 3270," 3180, 1735, 1725, 1660,
1630, 1527, 1460cm '

300MIy 'H-5AMP (IMCO-ds) 58,53 (a, 1H), 8,01
{a,1H), 7,73 (aa , 1H), 7,62-735 (m , 12H), 5,97 (o,
1H), 2,30 (wup ¢, 3H), 2,18 {c, 3H)

MC (El, uctounwk 180°C, 70 B, 200 mA) 394
(M+), 352, 351, 248, 218, 217

MNMpuMep 110

(R, S)-N- [ot- (aTvm)-4-nupuaunmeTun]-2-
theHuNxuHoNnH-4-kapbokeamng

412r {16,52mmMonsA) 2-heHUNXUHONWH-4-
kapboHOBOR KMCNOTH pacTeopsAnock B aTMocdepe
asora B 40mn cyxoro CH:Cl; n 30Mn TMe Jobaens-
nock 1,50r (11,01 amonz) 1-(4-nupwgun}-n-
NPONWUNaMnHa 7] 2.23r (16,52mMmongA) N-
rufpokcuberaoTpyasona (HOBT), v peakynoHHas
cMeck oxnaxaanack npd 0°C (o kannsM pobaena-
noce 3,41r {16 52mmona) DCC, pacTBOpeHHoro B
26mn cyxoro CH2Clo, n pacTBop BEAEPKMBANCA NPH
0°C B TeveHve 2 yacoB W 3aTeEM NepeMeLMBancs Npwn
KOMHaTHOW TeMmnepaType B TeyeHwe 35 vacoe Oca-
HAEHHAR AWLMUKIOrekcUNMoUeBUHa OThUNETPOBRIBA-
nack, W PacTBOP BEINAPWBANGCS B BaKyyMe AOCYXa
OcTtaTok pacreopanca e 100mMn CH2Cly u npombiean-
cA sogon, 10% HK-COi, 5% nWMOHHOR KMCNCTOR W
COMNEBLIM PACTBOPOM QpPraHWYecknid Crnon oTgensan-
€A, CYWNNCH Hapj cyNbhaToM HAaTPUS M BRINAPWBaNCH
B BakyyMe [OCyXa, ocTaTok pacTeopsncs B 30mn
CH:Cl: n octaenanca Ha Hous Ocaxganock eule
HEKOTOPOE KOMWYECTEQ AULMKNOrEKCHNMOYEBUHE K
oThpuneTReBEBanocs PacTsop Bhinapweancs B Ba-
Kyyme aocyxa, AaBaa 3,57 HEOUWLLEHHOMo NpoayKTa,
KOTOPBIA NepekpucTanM3cBLIBANca TPW pasa U3 U3o-
PrCH, gaeas 0,91r yenesoro coegvHeHns

CaqH21N2 D
Tnn =218-219°C
MB = 367,45

1|/| K (KBr) 3260, 3060, 1648, 1595, 1545, 1350
CM

300MMy 'H-AMP (OMCO-d9) & 9,33 (a, 1H),
8,53 (n, 2H), 8,33 (pna . 2H), 815 (n, 1H), 8,14 (c,
1H), 8,03 (g, 1H), 7,82 {na , 1H), 766-7,52 (m, 4H),
7,47 (g, 2H), 505 (AT, 1H), 1,85 (axs , 2H), 1,00 (T,
3H)

MC (El, wcrounnk 180°C, 70 B, 200 wmA) 367
(M+), 338,232 204

MNpumMep 111

(R,5)-N-[o- (3TvN)-2-TMeHUNMeTWN]-2-
theHUnxuHoNuH-4-kap-HokcamMmng

1,40r (8,00mmoneid) xnopruapaTta 1-(2-TneHun)-
n-nponunaMuHa 1 2 45mn (17,60Mmons) TEA B aT-
Mocchepe asora pacTsopanock B S0Mn cyxoro
CH-Clz w 30mn  CHCN  dobasnanoce  2,0r
(8,00MMoNeR) Z2-peHUNXMHONWH-4-KapBOHOBOW  EU-
CNOTHI n 1,30r {9,60mMongA) M-
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rugpokcbensotpuasona (HOBT) Mo kannaw pobae-
nanoce 2,48r (12,0mmonen) DCC, pacTBOPEHHOro B
30Mn cyxoro CH:Cl;, v pacTBOp nepemellnBanca
npu KOMHATHOW TemnepaType B TedyeHue 36 uacce
Barem pobaensnoce SOMn 10% HCI, w pacTteop po-
nonHuTensHo nepemewreanca 2 vaca OcaxgeHHas
JWUWKNOTEKCUITMOYEEWHA  OT(PVNBTPOBLIBANAcE, W
opraHn4ecknid cnoid npomoiBancs 10% nWMOHHOW
kdcnotod U 10% KGOy OpraHndeckwid cnod oTge-
NSNcs, CYWWNcs Hag cynbchaToM HaTPMs W BHINAPU-
Bancs B BakyyMme focyxa HeoudweHHBIR npogykT
nofgeeprancs MrHOBEHHOR XpoMmaTtorpadui Ha CUru-
karene 230 - 400 mew, 2NOVPOBANCH CMECHID Tek-
can/EtQAC/CH-Cl; 801505, pnasas 2,0r xenvoro
Macrna, KOTOpoe KPUCTANNMW3cBanocs M3 CMECH TomMy-
on/rekcaH, gaeas 0,9r yncToro Ueneeoro coeguHeHus
B BUge BenbiX KpucTannos

CzHxN-08
T =134 -137°C
MB =37249

MK (KBrj) 3230, 3060, 1630, 1590, 1545¢m '

300MMy 'H-SMP (AMCO-ds) 5 9,33 (g, 1H),
830 (ag, 2H), 8,15 (m, 1H), 8,13 {g, 1H), 8,08 (c,
1H), 7,84 (gpa , 1H), 7,68-7.51 (m, 4H), 7,44 (go,
1H), 7,11 (g, 1H), 7.02 (a4 , 1H), 5,33 (g7, 1H), 2,10-
1,88 (m, 2H), 1,05 (1, 3H)

MC (El, uctounuk 180°C, 70 B, 200 mA) 372
(M+), 343, 232, 204

Mpumep 112

Xnoprugpar (+)-(S)-N-(o-a3TunBenzun)-3-
AUMETUNAMUHOME-TUN-2-PEHUNXUHONKUH-4-
Kapbokcamuga

5,60r (21,27vMmona) 3-meTnn-2-eHUMMHONMH-
4-kapboHO-BOM KMcnoTel pacTeopdAnccs B 100mn gw-
xnopatana Hobaenanoce 7,60r (42 50mmona) N-
bpomecykymHuMuga W 0,52r (2,00mMMona) nepekucu
AubeHzonna, W pacTeop Harpeeancs ¢ oBpaTHBIM
XOoNoguneHWKoM 24 yaca PeakyWoHHaA cMeck BhINa-
pvBanack B BaKyyMe BOCYXa, CYCNeHAWpoBanack B
100mn cmecu 33% Me-NH/EtOH v nepemewnsanace
B TEUEHWE HOUYW MpY KOMHATHOW TemnepaType Pac-
TBOP BHNAPWUBANcs B Bakyyme [OCYXa, PACTBOPANCS
B S0mn 20% K:CO; v cHoBa BHNAPWUBANCA B BaKyyMe
docyxa K octatky gobasnsnock SO0Mn sopdl, W pac-
TBOR, NoAKNcrneHHen 37% HCIl, Boinapweanca B Ba-
Eyyme pocyxa HeouuweHHein octatok u 10,8mnN
(77.20mmons) TEA pacteopanuce 8 50mn CH-Cly,
S50Mn T w 100mn CH:CN HOobBaenanoce 3,00r
(22,20mmons)  (S)-(-)-  o-sTnbeHaunamuia, 0,781
(5,78mMmona) N-rugpokcubensorpuazona (HOBT) u
11,9r (57,90mmons) DCC, w pacTeOp Nepemelivean-
CA MpW KOMHETHOW TeMnepaType B TEeYEHWE HOYW
OcaxpeHHas AVUMKIOreKcunmMoYeBnHa oTdMnsTPO-
BblBANACL, W OPraHWYecKWA Croid BeNApWBancA B
Bakyyme nocyxa KopuuHesel MACNAHUCTEIA OCTATOK
pacteopsancs & 100mn CH.Cls, u ocagok ordounsTpo-
BelBANCA QCUNLTPaT IkcTparnposancA Tpyu pasa 40%
NUMOHHOKR kucnoToW BopHuli cnod, nogwenodet-
Hbl TBEpAbM K.CQs, akctparmposanca CHLCls, op-
raHWYeCcKUA CNor CYLWWNCA HAA cyNbMATOM HaTPWA W
BEINApWBANCcA B Bakyyme gocyxa, gaeas 10r kopuud-
Heeoro Macna HeouuweHHHIR NpogyKT nogeeprancs
MIHOBEHHOR xpomatorpacpv Ha cwunukarens 230 -
400 mew, 2anwupoBanca cMecsl w30-ProQ/CH-Cls
91, pasas 2 5r Benoro TeepJoro BellecTBa, KOTOpoe
pacTBOPANOCHL B TONMYOMNE WM OCTABNANOCH HA HOUb
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Ocaxpgernana DCU orduneTpoBbiBanach, U pacTeop,
obpaboTanHuid aTaHonbHOW HCI, BRINapweancs B
Bakyyme Aocyxa HeouWweHHBIR NpoaykT nepekpu-
CTAaNNU30BRIBANCA W3 cMecd Tonyon/EtOH, pasaq
0,7r JucToro Ueneeoro coegvHeHvs B Buge becuseT-
HbBIX KPUCTaNNos

CogHazeMzg HCI

Tnn =164 -167°C

M B - 46002

[a)o=+25,3 (c=1, MeOH)

MK (KBry 3440, 3150, 3020, 2560, 2460, 1650,
1540cM

300 MMy 'H-AMP (OMCO-ds, 353 K} 3 970
(upc, 1H), 8,10 (a, 1H), 7.85 (na, 1H), 7.80
(wipc, 1H), 7,70-7,10 (m, 12H), 5,15 (aT, 1H),
4,38-4 20 (m, 2H), 2,30 {c, 3H), 2,22 {c, 6H), 2,10-
1,82 (m, 2H), 1,00 {1, 3H)

MC (El, wertounmk 180°C, 70 B, 200 MA) 423
(M+), 380, 2838

MNMpuMep 113

(B} -N- {x-aTunbensun) -3-meTvn-7-METOKCH-2-
heHUnxMHoNnH-4-gapborkcamMug

MNony4ancA, Kak onucaHo B [Npumepe 1, nexoas
s 127r (4,09MMons) HeoudlWeHHoro 3-MeTwn-7-
METOKCU-2-heHNNXMHONKUH-4-kapboHnmaiopuaa,
0,551 (4,09MmonA) (S)-(-)- a-3TUNBeH3UNaMUHA |
1,71Mn (12, 27mmonn) TEA B 24mn cyxoro CH:Cly w
imn OM® ans cnocobcTeEoBaHMA PacTEOPHMOCTH
PeakuymoHHaa cMmech NepemeLlnBanach Np1 KoMHaT-
HOW TemnepaType B TeyeHue 12 vyacce [locne KoH-
LUEeHTPUPOBAHWA B BakyyMe JOCYXa OCTATOK PACTBO-
pancs B CH;Cl: (30Mn) 1 npomeieanca 10% NaHCO;,
5% nUMOHHOK KWCNOTOR, W CONEBBIM PacTBOPOM
OpraHnudeckWd cnoid cywunca Hag cynbdpatom Ha-
TRWA W BRNAPWBaNCA B BakyyMe aocyxa, gasas 1,871
HEOUULLEHHOTO NPOAYETA, KOTCPHIA NOABEprancs
MrHOBEHHOF ¥pomartorpadun Ha cunwkarene 230 -
400 mew, anwoupoBanca cMeckl rekcad/EtOAc
70 30, gapanA 0,35r xenToro Mmacna

CarHzeM202

MB = 41051

W K (KBr) 3240, 29685, 2930 1635, 1535
1220cm '

MNpwmep 114

(S)-N-{o~-2TUNBEH3UN)-3-aMUHO-5-meTnN-2-
heHUNxUHONNH-4-kapbokeamung

075r (2 64mmons) 3-amMuHo-5-meTun-2-
heHUNXUMHONWH-4-ka pOOHOBON KMCNOTH, B aTmocce-
pe ascTa, pacTteopanock B 30Mn cyxoro TI® W 10mMnN
CH:CH  Aobaensnoce 0 38r (2 83mmona) (3)-(-)- o-
atunGensvnammia v 069r (5 18mmona)  N-
rufpokcuberaoTpyasona (HOBT), v peakynoHHas
cMeck oxnaxfanack npu -10°C Mo kannam aoBae-
nanoce 0 681r (2 97mmona) DCC, pacTBopeHHoro B
5mn CH:Cl2, v pacTeop BRIASP)RMBaNCA nNpw -5°-0°C 2
yaca, Harpesancsa npw 50°C 4 vyaca v 3aTeM Bolgep-
XWBENCHA NpPY KOMHATHOW TEMMNEPETYPE B TEuYeHWe
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Houn OcakAeHHas AWYMINOrekcunMoYesHa  oT-
OUNETROBLIBENACL, W PACTBOP BbiM2pUBANCA B Ba-
kEyyme focyxa OctaTtok pacTteopancs B CH:Cl w
NPOMBIBANCA  BOAOHA, HACHILEHHEM  PACTBOPOM
NaHCC:, 5% nWMOHHOW KUCMOTOW, HaCHIWEHHBIM
pacteopom NaHCO: w coneeniM pactsopoMm Opra-
HWYECKWI CMOW OTHENANCH, CyWWICA Hag cynbdpatom
HaTPWA U BbINapUBarcH B BakyyMe AOCYXA, OCTATOK
pacteopancs B 10mn CH;Cl; 1 0cTaBNANCA HA HOUL
Qcaxpanock ele HeKOTOpoe KOMWYecTBO AMLMKNO-
rekcUnMoqesuHEl 1 oTduneTpoBLEiBanoce Pacteop
BEINapUEaNcA B BakyyMme gocyxa ¢ nanydeHwem O 86r
HEOYUWEHHOMD NPOAYKTa, KOTOPbIA  nojgseprancs
MFHOBEHHOW xpomaTtorpadud Ha cunuearene 230 -
400 mew, sntovpoeancA cMeceko CH:Cl:/MeOH/koHy
NH4OH, 90 100 5 cooTeeTcTBeHHO, faeas 0 41r ye-
NeBoro CoefMHEHNS B BUAE Macha

Cstzsto MB =395 50

MK (KBr) 3480, 3280, 3230, 3020, 1635, 1615,
15450M-'

Mpumep 115

(S)-N-{¢-3TunGeH3nN)-3-MeTOKCH-B-MeTun-2-
dheHnmmHonH-4-kapbokcamug

1 20r {4 40mmons) 3-meTokcn-5-metun-2-
GDEeHWTXMHO-NWH-4-kapBoHOBOA  KWCNOTEI, B aTMO-
cchepe azora, pacTsopanock B 40Mn cyxoro TIP w
20mMn CH:CN Aeobaenanocs O 63r (4 B2mMong) (9)-(-
- a-sTunGeHsunamuHa w1 13r (8 36mmona) N-
rmapokcnberscTprazona (HOBT), W peakynoHHas
cMeck oxnaxaanace npy -10°C To kannsM aobae-
nanca 1 0r (4 8AMmona) DCC, pacTeopeHHOro B Smn
CH:Clz; n pacTeop Beigepxveanca npu -3°-0°C B Te-
YyeHue 2 yacoe, HarpesancA npu S50°C 4 vaca n 3ateMm
OCTEBMNANCH HA HOYb MPW KOMHATHON TEMNepaType
OcaxaeHras AVUAKNOreKCAIMoOYeBIHa OTgWNBTPO-
BbIBANACH, M PACTBOP BHINAPUBANCA B BAKyyMe JOCY-
xa Ocrarok pacteopsanca B CH:Cl; W npombisanca
BOAOW, HacbeHHBIM pacTeopoMm NaHCO; 5% nu-
MOHHOW  KWGNOTOW,  HacHIWEHHEM  pacTBOPOM
NaHCQ: v coneBrim pacTeopom QpraHudecknid crnon
OTHenAncs, CyLWUNCA Hayf cyNathaToM HaTPWA W Bbl-
napyeancs B BakyyMe AOCYxa, OCTATOK PACTBOPANGCH
B 20mn CH:Cl: 1 ocTaenanca Ha Houe Ocaxganock
ellle HEeKOTOPOE KOMUYECTBO AWLMKNOreKGHNMOYEBH-
Hbl W OTRUNETROBLIBENOCE PacTBOp BHINARWBAIGCA B
BakyymMe focyxa, fAasas 2 45r HeouulleHHore npo-
OyKTa, KOTOPEIA NOABEPrancs MrHOBEHHORW XpOMaTo-
rpacvn Ha cunukarene 230-400 Mew, anwwvpoeancs
cMmecbto rercan/EtCAc 7 2, cogepxawen O 5% Koy
NH4OH, aaBaa 0 Z8r yenesoro coeguHeHWs B BULE
macna

Ca7H2eN203

MB =41052

MK (KBr) 3270, 3020, 1635, 1535cm '
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