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OcyuiectBneH addekTnBHbIN acuMmmeTpudecknin  cuHtes  (S)-B-(4-(B-deHatun)-3-6yTnn-5-
TNOKCO-1,2,4-Tpnason-1-un)-a-anaHmHa nyTeM HyKneodunbHOro npucoeamHenns 4-doeHatnn-3-tmo-
5-6yTun-1,2,4-Tpuasona Kk anekTpodunbHoii C=C cesian gervapoanaduHa B Ni'-komnnekce ero
ocHoBaHwus LLndda ¢ xupansHbIM BcnomoraTenbHbIM peareHToM (S)-2-N-(N'-6eHannnponun)ammHo-
6eH3odeHoHOM (BPB) unu ero mopuduumpoBaHHbiM aHanorom (S)-2-N-[N'-(2-xnop6eHaun)npo-
nunjammHobeH3odeHoHoHoM (2-CBPB). Mocne pasnoxeHns cMecu AMacTepeoMepHbIX KOMMIIEKCOB
NpPOAYKTOB  HYKNeodunbHOro npucoeauHeHus 6Gbina BblAeneHa LeneBas reTepoumKnmyecku
3aMellleHHast ONTUYECKN akTuBHasA HebenkoBas aMMHOKUCIOTa C BbICOKOW 3HAHTMOMEPHOWN 4MCTO-
ToW (e€>98%).

Tabn. 1, 6ubn. ccbinok 13.

Ontuyeckn aKTUBHBIE O-aMHUHOKUCAOTEL, COAEepJKalllie HEeNPUPOAHBIE
3aMeCTUTEAU B OOKOBOM pAapUKane, SBASIOTCS Ba’KHBIMM KOMIIOHEHTAMH
MHOTUX (PapMaKOAOTMYeCKH aKTUBHBIX IIPelnapaToB M YCIIEIIHO NPUMEHSIOT-
Ccsl B MeApullMHe U (papMalleBTUYeCKOM NPOMBIIIAeHHOCTHU [1-3]. Cpepu Takux
COEAVMHEHUU OCOOBINM HMHTepeC IPEACTABASIOT TeTePOIMKAMYECKU 3aMeleH-
HBIe aHAAOTH 0-aMUHOKMCAOT [4,5]. Panee HaMu coo0O1marock 06 acUMMeTpU-
YeCKOM CHHTe3e DPsAd [B-TeTepOIUKANYECKM 3aMeIleHHBIX IIPOU3BOAHBIX -
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aMUHOKHCAOT (aAdHMHQ, IUCTEeWHAa) IIyTeM IPUCOEAMHEHHUS COOTBETCTBYIO-
mux HykKreodunroB K xuparbHomy Nill-kommaekcy ocnoamnums Iludda ae-
TUAPOAAAHUHA U XMPAABHOT'O BCIIOMOTATEABHOTO peareHTa (S)-N-(0eH3UAIpO-
amAa)amuHoOeH3odenoHa (BPB) [6-9].

HepaBHO OBIAM TIOAYYEHBI MOAMMHUIIMPOBAHHBIE AHAAOTH XHPAABHOTO
BCIIOMOTAQTeABHOTO peareHTa BPB myTeM BHeppeHUs B (PeHUABHYIO TPYIIY
N-0eH3UATIPOAMHOBOI'O OCTATKA PA3AMYHBIX DA€KTPOHOAOHOPHBIX U 3AEKTPO-
Hoakuentopueix 3amectutreren (CI, Br, F, CHjs, NO, u ap). Mcneiranue
KOMIIA€KCOB Ha OCHOBe 3THX MOAU(UIIMPOBAHHBIX XHPAABHBEIX BCIIOMOTA-
TEABHBIX PEareHTOB B PEaKIUIX aCUMMEeTPUYEeCKOr0 CUHTe3a 0-aMHHOKUCAOT
IIOKA3aA0 OTHOCUTEABHO BBICOKYIO CTeIleHb aCHUMMETPHUYECKOUW WHAYKIIUHU
Kak B peaknuax C-aAKUAUPOBAHUS aMUHOKHUCAOTHEIX, TaK W IPUCOEAVHEHUS
HyKAeo(puroB K C=C CBA3U AETHAPOAMUHOKHCAOTHBIX OCTATKOB KOMIIAEK-
coB [10-12]. CaepyeT OTMETUTH, YTO HAUAYYIIINE PE3YABTATHl OBIAM 3aDUKCU-
POBaHBI B CAydYae MCIOAB30BaHMS KOMIIAEKCOB Ha OCHOBE MOAUMHUIIMPOBAH-
HOT'O BCIIOMOTATEABHOI'O PeareHTa, COAep’Kalllero aToM XAOpa B MOAOKEHUH
2 (penuabHOU rpynnel N-OeH3UATIPOAMHOBOIO ocTaTka (2-CBPB).

B Hacrog1el padoTe coolilaeTcss 06 aCUMMETPUYeCKOM CHUHTe3e HOBOU
TeTEePOIMKANYECKH 3aMellleHHON 0-aMUHOKUCAOTHI — (S)-B-(4-(B-dbensTun)-3-
OyTHA-5-TUOKCO-1,2,4-Tpra3on-1-1n)- a-araHWHA. B KauecTBe MCXOAHOTO aMU-
HOKUCAOTHOTO CHHTOHA C aKTUBHOMN 5AeKTpoduAbHOM C=C CBS3bIO OBIAU
MCIoAb30BaHbl KoMmnaekchl nona Nill ocrosanms [udda aermapoaranuna ¢
XMPAABHBEIMA BCIIOMOTaTeAbHBIMU peareHtamu (S)-BPB m (S)-2-CBPB [Nill-
(S)-BPB-A-Ala (1) u Nill-(S)-2-CBPB-A-Ala (2)]. B kauecTBe TeTEpOIMK-
ANYECKOTO HyKAeo(duaa OBIA HCIOAB30BaH 4-PeH3THUA-3-THO-5-0yTHA-1,2,4-
Tpuaszoa (3), CHMHTE3MpPOBAHHBIM Ha Kadeppe opraHudeckor xummu EIY
(cxema).

CxeMma
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° ©

3
X = H, Ni'-(S)-BPB-A-Ala (1)
X = ClI, Ni'-(S)-2-CBPB-A-Ala (2) MeCN / K,COs
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ee>98% ii Ky-2x8 H*, 8%NH4OH ° (%), 95%
jii EtOH/H,0 (1/1)
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Peakmusi HyKA€O(UABHOTO ITPHUCOEANHEHUST UCCAEAOBAAACEH B PA3AMYIHEBIX
YCAOBHUSX (OCHOBaHHE, Cpepd, TeMIlepaTypa), OAHAaKO, KaK M B CAydae IIpH-
COEAVHEHUS K KOMIAEKCY 1 ApyTuX HYKAeO(UAOB, HAMAYUIIHEe pe3yAbTaThl
KaK II0 BBIXOAY, TaK M IO CTEPEOCEAEKTHUBHOCTHM OBIAM 3a(UKCHUPOBAHLI B
cpepe CH3CN B npucyrctBuu KoCO5 pr KOMHATHOM TeMIlepaType.

3a XOAOM peaKIUU HYKAeO(UABHOTO IPUCOEANHEHUS CAEAUAN METOAOM
TCX. OcHOBHBIE AVACTEPeOM30MEPHI IPOAYKTOB IpucoepmHenus (4,5) c
MeHBIIUM 3HadeHHeM R; Ha SiO, OBIAM BEIAGAEHBI C IIOMOIIBIO IAACTUHOUY-
HOM xpoMmaTtorpadum [SiO,, 30 x40 cu, CHCIl3-CH3COCH; (3:1)] u oxapak-
TEePU30BaHbl (PU3UKO-XUMUUYECKUMU METOAAMH aHaAM3a (CM. 3KCII. 9acCTh).

AGcoArOTHasE KOH(Urypanus O-yTA€POAHOTO aTOMa aMUHOKHCAOTHOTO
OCTaTKa KOMIINeKCOB 4 U 5 ompepensiaach MO 3HAKYy ONTUUYECKOTO BpallleHUs
IpU AAMHE BOAHBI 589 mm, KaK 3TO OBIAO CAEAQHO paHee AAS KOMIIAEKCOB
QHAAOTHMYHOMN CTPYKTYpPHI [9-12]. [ToAOKHUTEABHOE 3HAUYeHUE yTAa OINTHYeCKO-
rO BpallleHUsI OCHOBHBEIX AMACTEpPeOM30MepOB KOMIAEKCOB 4 u 5 cBupe-
TEABCTBOBAAO 00 (S)-abCOAIOTHOM KOHQUIYPAIUU O-YyTAEPOAHOTO aToMa WX
aMMWHOKHUCAOTHOTO OcCTaTKa [(S,S)-AuactepeoMephi)].

Cootnomtenue (S,5)- u (S,R)-amacTepeon3zoMepoB KOMIAEKCOB 4 U 5 OBI-
AO ompepeAeHO MeTOAOM xupanbHoro I'’KX. Pe3yabTaThl IpUBEAEHBI B Tal-
AUTIE.

Tabnuya

Pe3yabTaTnl NPUCOEAMHEHHS 3aMeIeHHOr0 TPHAa30J1a 3 K XHPaJIbHbIM
KoMILIeKkcam Aeruapoananuna B cpene CH;CN/K,CO3; pu 25°C.

Ne HNcxopHbIN ITpoaporsxu- ITpoAYKT TpUCOepANHEHUS
mn/m KOMIAEKC TEeABHOCTb komi- | (S,5)/(SR),| Brixoa,
AeTvApOaraHUHA peaxIiuu, mMuH AEKC %" %"
1 | Nill-(S)-BPB- A -Ala 120 4 93.76 / 67
(1) 6.24
2 | Nill-(S)-2-CBPB- A - 150 5 95.64/4.36 65
Ala (2)

*

— cooTHoteHue (S,S)- u (S,R)-aAuacTtepeomMepoB KOMNOAEKCOB 4 u 5 ompe-
AEAEHO Ha OCHOBAHMM AQHHBIX XHUpaAbHOro BOJKX aHaam3a aMHUHOKHCAOTHI,
BBIAGAEHHOW U3 KMCAOTHOTO THAPOAM3aTa AMACTEPEOMEpPHOM CMeCU KOMII-
AekcoB 4 u 5 (A0 XpomaTtorpadupoBaHusd); ** — OOIIUN XUMUYECKUM BBIXOA
AMacTepeOMepHBIX KOMIIAEKCOB Ha CTapuHd HYKA€O(UABHOTO IPHCOEAUHEe-
HUS.

Kak BHAHO M3 AQHHBIX TAOAUIIBEL, IIPHUCOEAVHEHHE TeTepOIIMKANYECKOI'o
"Hykreodpura 3 K C=C cBga3u dparMeHTa AeTHAPOAraHMHA CPaBHUTEABHO
3aMepAsIETCST B CAydae MCIIOAB30BAHMS MOAUMUIIMPOBAHHOIO KOMIIAEKCA 2,
OAHAKO IIPH 3TOM HaOAIOAQETCS YBeAMYeHUEe CTepPeOCEeAeKTUBHOCTU aCUM-
MeTpHUYeCcKOU peaknuu. [Topo0HOe HAOAIOAAAOCH TAKXKE B CAydYae IIPUCOEAU-
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HEHUS APYIUX HYKA€OMDUAOB 1,2,4-TpHMa3oAbHOrO pspa K MOAUMDUIIMPOBAH-
HOMY KOMIIAEKCY 2, UTO, IO-BUAMMOMY, SIBASIETCS CAEACTBUEM CTEPUYECKHUX
daxTopos [13].

KucAOTHBIM TUAPOAM3 aMUHOKUCAOTHEI 6 M3 AMACTepeOMEpHBIX CMecewn
KOMIIAEKCOB 4 m 5 m ee HOHOOOMEHHASI OYMCTKA IIPOBOAMAUCH IO CTAHAAPT-
HOl MeTopuKe [10-12]. IToayueH HOBBIM ONTHYECKU aKTUBHBIM TeTepOIUKAU-
YecKH 3aMeIleHHBIM IPOU3BOAHBIM (S)-araHWHA C OOIUM XUMWUYECKHUM BHI-
x0A0M 40% ¥ 3HAHTHOMEPHOM YUCTOTOU (ee) >98%. I'lpu aTOM MCXOAHBIE XU-
parbHBIe BcmoMoraTeAbHBbIe peareHTHI (S)-BPB u (S)-2-CBPB koAudecTBEHHO
pereHepupyioTcs B BUAe rupapoxaopupa (90-95%) ¢ HOAHBIM COXpaHeHHEeM
UCXOAHOU ONTUYECKOM aKTUBHOCTHU, YTO IIO3BOASIET UX MCIIOAB30BaTh MHOTO-
KpPaTHO B PeaKIUAX aCUMMETPUYECKOTO CUHTEe3a aMUHOKMCAOT.

TakuM o6pa3oM, B HACTOAIIEW paboTe C MCIOAbB30BAaHUEM paHee paspa-
OOTaHHON METOAOAOTHMH OCYIIECTBAEH aCHMMMETPUYEeCKUH CHHTEe3 HOBOH
SHAHTHOMEPHO OOOTallleHHOM TreTepOLMKANYEeCKH 3aMellleHHOW HeOeAKOBOH
aMUHOKUCAOTEL  —  (S)-B-(4-(B-densTHA)-3-6yTHA-S-THOKCO-1,2,4-Tprazon-1-
nA)-a-araHuHa (6) (ee > 98%).

3KC1’[epI/IMeHTaJIbHaﬂ 4acTb

Crnektpul IMP 'H perucrtpuposaaucs Ha mpubope Varian “Mercury —
300". OmTuueckoe BpallleHUe OIpepeAsAr Ha moaspumerpe “Perkin Elmer-
341", TeMnepaTypy NAaBA€HUSA U3MepdaAUd Ha npubope “Melting point Stuart
SMP30".

OHAHTUOMEPHYIO YMCTOTY aMHUHOKHUCAOT OIIpeAeAsaAr MeTopoM BOJKX
aHaAm3a Ha npubope “Waters separations module 2690" ¢ npuMeHeHUEM XU-
parbHOU a3wl Tumna “Diaspher-110-Chirasel-E-PA 6.0 mxm 4.0x250 mm”.

HcxopHBIe KOMIIAEKCHL AerHApoaraHuHa 1,2 OBIAM CHUHTE3MPOBAHBI CO-
TAQCHO paHee pa3paboTaHHOUW MeToAuKe [6,12].

O0mas MeToUKA NpHUCOeIHHEeHNs HyKIeodnaa 3 k kommiaexkcam 1,2. B 15 aun
CH3CN pactBopsaau 5.1 2 (0.01 mozna) xomnaekca 1 (mam 5.4 2 KoMImaekca 2),
poGaBasiam 2.8 2 (0.02 mons) KoCO3z m 3.7 2 (0.015 mons) myrreodmaa 3.
PeakInoHHyI0 CMech NepeMelnBaAr MPU KOMHATHOU TeMIlepaType AO HC-
Ye3HOBEHUSI CAEAOB MCXOAHOTO KommaeKca 1 (uam 2) coraacuo TCX.

3a X0AOM peakiuu caepmau mMetopoM TCX [SiO,, CHCIl3-CH3COCH;
(3:1)]. Tlocae 3aBepllleHUS peaKInMU CcMeCh (DUABTPOBAAM, OCAAOK IIPOMBI-
BaAM alleTOHUTPHUAOM, (DUABTPAT YHapUBaAM AOCyXa (mopa BakyymoM). He-
OOABITYIO YacTh PEeaKIMOHHOM cMecHu (~1 mz) mopBeprarn XxpoMmaTorpadupo-
BaHUiO [SiOy 20x30 cm, CHCIl3-CH3COCH;3 (3:1)], ocHoBHEIE (S,S)-pmacTe-
peomnzoMepbl KOMIAEKCOB 4 U 5 OBIAU BBIAEAEHBI U UCCAEAOBAHBI (PU3UKO-
XUMUYECKUMH METOAAMU.

Kommaexe (S,S)-4. Borixop 67%. T.ma. 126-128°C. Hatipeno, %: C 65.48; H
5.61; N 11.00. Cy4oH4NgNiO3S. Brramcaeno, %: C 65.36; H 5.70; N 10.89.
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[o]2 = +1130.0° (c= 0.05, MeOH). Cnekrps SIMP 'H (CDCl; 8, m.a., TY)
0.79 (3H, 1, J=72, CH;3); 1.17 (2H, », CH,CHj3); 1.33 (2H, », CH,CH,CHjy);
1.93 (2H, M, a-CH,, Bu); 2.7 (1H, M, 6-H, Pro); 2,.7 (1H, M, y-H, Pro); 2.52
(1H, M, B-H, Pro); 2.81 (1H, M, B-Hy, Pro); 3.04 (2H, m, NCH,CH, Ph); 3.46
(1H, aa, 3J=10.7, 3J=6.0, a-H Pro); 3.55 (1H, a, 2J=12.7, NCH, Ph); 3.60
(1H, a, 8-Hy Pro); 3.75 (1H, ™, y- Hy Pro); 3.99 (1H, ar, 2J=13.6, 3J="7.1,
NCH,CH,); 4.12 (1H, at, 2J=13.6, 3J=7.1, NCH,CH,); 4.39 (1H, a, 2J=12.7,
NCH,Ph); 4.42 (1H, aa, 3J=7.7, 3J=6.2, NCH,CH); 4.59 (1H, ap, 2J=13.4,
3J=6.2, NCH,CH); 5.06 (1H, aa, 2J=13.4, 3J=7.7, NCH,CH); 6.60 (1H, ™,
H-3, CgHy); 6.63 (1H, M, H-4, CgHy); 6.99 (1H, a, 3J=7.6, H-2, CgHs); 7.09-
7.15 (3H, M, H-arom.); 7.16-7.41 (8H, M, H-arom.); 7.45-7.56 (2H, M, H-arom.);
8.05 (2H, m, H-2.6, Ph); 8.15 (1H, ap, 3J=8.7, 4J=1.0, H-6, CgHy,):

Kommieke (S,S)-5. Beixoa 65%. T.ma. 215-217°C. Hatipeno, %: C 62.52; H
5.39; N 10.39. Cy4pHy3NgNiO3SCI. Breruucaeno, %: C 62.59; H 5.34; N 10.43.
[0] 2 = + 1848.0° (c=0.25, MeOH). Cnekrps IMP 'H (CDCI3 8, M.A., T):
0.81 (3H, T, 3J=7.2, CHj3); 1.13-1.25 (2H, M, CH,CHj;); 1.30-1.40 (2H, w,
CH,CH,CH3); 1.92 m 198 (1H m 1H, ar, 2J=16.3, 3J=72, CH,CH,
CH,CHgy); 2.02-2.13 (1H, M, 6-H, Pro); 2.16-2.27 (1H, ™, y-H, Pro); 2.56-2.71
(1H, M, B-H, Pro); 2.97-3.09 (1H, M, B-Hy Pro); 3.05 (2H, br. T, 3J=7.1, CH,
Ph); 3.52 (1H, ap, 3J= 10.6, 3J=6.6, a-H Pro); 3.51-3.57 (1H, M, §-Hy Pro);
3.68-3.85 (1H, M, y- Hy, Pro); 3.85 (1H, a, 2J=12.9, CH,C¢H,Cl); 4.02 u 4.13
(1H u 1H, at, 2J=13.7, 3J=7%.1, NCH,CH,Ph); 4.43 (1H, ap, 3J=7.5, 3J=6.1,
NCHCH,N); 4.45 (1H, a, 2J=129, CH,CgH,C); 4.61 (1H, aa, 2J=13.5,
3J=6.1, NCH,CHN); 4.99 (1H, ap, 2J=13.5, 3J=7.5, NCH,CHN); 6.62-6.69
(2H, M, H-3,4, CgHy); 7.01 (1H, br. p, 3J=7.7, H-2, CgH5); 711-7.43 (1H, ™,
Ar); 7.47-7.58 (2H, M, Ar); 8.10 (1H, br. a, 3J=8.6, H-6, CgH,); 8.25 (1H, an,
3J=7.9, 4J=1.6, H-3, CgH,Cl): Cmekrpsr IMP *C (CDCL3) 13.8 (CHg); 22.2
(CH,CHgy); 24.0 (y-C, Pro); 24.6 (CH,CH,CH,CHj); 27.5 (CH,CH,CH3); 30.9
(B-C, Pro); 34.0 (CH, Ph); 46.6 (NCH,CH,Ph); 51.3 (NCH,CHN); 57.6 (5-C,
Pro); 59.8 (CH,CgH4Cl): 68.0 (NCHCH;N); 71.1 (a-C, Pro); 120.6 (C-4,
CeHy); 123.9 (C-6, CgHy); 126.8, 127.0 (CH); 127.2 (CH); 128.9 (2 CH); 129.2
(CH); 129.2, 129.2 (2CH); 129.9 (CH); 130.4 (CH); 130.5 (CH); 131.4, 132.5
(C-5, CgHy); 133.7 (C-3, CgHy); 134.3 (C-3, CgH4CI); 135.9, 1379, 143.0,
151.2, 168.0, 172.0 176.0, 179.4:

Pa3inoxkeHue KOMILUIEKCOB 4 W 5 W BblJeJieHHe LeJIeBOH aMHHOKHCJIOTHI 6.
CyXxoM OCTaTOK CMEeCH AMACTepPEeOM30MEPHBIX KOMIAEKCOB (ITOCAe (PUABTPa-
UM U yHNapuUBaHUA PeaKIHOHHOM cMecmu) pactBopsau B 50 mr CH3;0H u
MepreHHO pAoOaBagau K 50 ma 2N pactsopy HCI, Harperomy apo 50°C. Tlocae
MCYEe3HOBEHUSI XapaKTEPHOM AAS 3TUX KOMIIAEKCOB KPACHOM OKpACKU (MpH-
MepHO uepe3 15 mun) TUAPOAM3AT KOHIIEHTPUPOBAAM IIOA BAaKyyMoOM, AOOaB-
AdAu 50 m BOABL M OTOUABTPOBBIBAAU UCXOAHBIN (S)-BPB (uau (S)-2-CBPB)
B BHAE THAPOXAOPHAOB. 3aTeM (PUABTPAT IIPOIYCKAAU udepe3 KOAOHKY CO
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cvonont Ky-2x8 B HT-hopme, aMMHOKMCAOTY 3SAKOAUPOBAaAM 8% BOAHBIM
pactBopom NH,OH. AMMUAUYHBINA 3AI0AQT KOHIEHTPUPOBAAU IIOA BAKYyMOM,
IIeAeBYI0 aMUHOKMCAOTY 6 KPUCTAaAAM30BBIBAAM M3 BOAHO-CIUPTOBOTO PaCT-
Bopa (1:1).

Amunokuciaora 6. T.ima, 222-224°C. Hanpeno, %: C 52.39; H 6.38; N 15.31.
C16H24N4O5Sy. Beruncaeno, %: 52.17; H 6.52; N 15.21. [OL]ZD0 = -14.00 (c=0.5,
6N HCl), ee>98%.

Cnektp AMP 'H (DMSO/CF3COOD, §, m.a., Iy): 0.85 (3H, T, 3] =7.3,
CHj); 1.28 (2H, m, CH,—CHjs); 1.50 (2H, M, CHy—CH,CHg); 2.31(2H, »,
CHy); 3.00 (2H, T, J=%4, CH,CH,CH,CHj3); 3.74 (1H, aa, N-CH); 3.74
(aAr1H, J;=10.4, J,=3.6, NCH); 4.12 (2H, M, CHy); 4.21 (1H, apa, J1=14.4,
J,=10.4, CH,CH); 4.61 (apa, 1H, J;=14.4, J,=3.6, CH,CH); 7.20-7.35 (M, 5H,
Ph).

Hacrogiiee mnccaepoBaHHE BBIIIOAHEHO IIpU (DMHAHCOBOM IHOAAEPIKKE
I'KH MOH PA B paMkax HayuHoro npoekrta Nel6 AA-07.

(S)-B-[4-(B-HE LER-DL)-3-2NFSPL-5-R-hOYUN-1,2,4-SPPUQNL-1-PL]-0-
ULULPULD WUPUESLPY UPLREEQ

N. UL UpUaL3uL

Ppulyutigdby & (S)-2-N-(N"pligfympmpy) wifbupbigndbunt phpopuypb odubipul
nbughlunfs b Gpu dngfpflhuydws dwbulf (S)-2-N-[N'-(2-pynppblgfy)-upnypy | wdp-
luplign$lunbfs Shan qhSfypnmpubfif wnwdugpns Chh Sfpdpbph Bplbpuypb fnd-
tbpubbpp C=C junypli 4-plubfdfy-3-[Fhn-5-prvnpy-1,2,d-mpfugnip wofulbaphl dpug-
dusts nlwlgpusts: Upignipnd ufbfligyly §(S)-Owpulplfy gpuiljuton [yl d5 §hljup-
qpfws unp Sbmbpnghlyply wbywlupfws Sdwbwl  (S)-B-[4-(B-lubdfy)-3-pneupy-5-
Pholyun-1,2 d-unpfrusgny-1-fy[-a-wympls 98%-fy puspdp Suubfdfndbpuypls duwppn Fyudp:
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ASYMMETRIC SYNTHESIS OF (S)-B-[4-(B-PHENETHYL)-3-BUTYL-5-
THIOXO-1,2,4-TRIAZOL-1-YL]-a-ALANINE

H. M. SIMONYAN

Yerevan State University
Institute of Pharmacy
1, A.Manoukyan Str, Yerevan, 0025, Armenia
Fax: (374-60)710410; E-mail: hayarpisimonyan@ysu.am

The efficient asymmetric synthesis of (S)-B-[4-(B-phenethyl)-3-butyl-5-thioxo-
1,2 4-triazol-1-yl]-a-alanine through the nucleophilic addition of 4-phenethyl-3-thio-5-
butyl-1,2,4-triazole to the electrophilic C=C bond of dehydroalanine in Ni" complex of
Shiff’s base with chiral auxiliary (S)-2-N-(N'-benzylprolyl)aminobenzophenone or its
chiral analog (S)-2-N-(N'-2-chlorobenzylprolyl)aminobenzophenone was carried out. As
a result the target heterocyclic substituted analog of alanine not described in literature
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has been synthesised with high optical purity (ee>98%). The comparative growth of the
synthesis stereoselectivity in case of using modified complex of dehydroalanine was
observed.
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