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ACUMMETPUYECKHI CUHTE3
(9-B-(3,4-AUMETUIIOEHNI)-a-AJTAHMHA

PazpaboTtan BICOKOA((PEKTUBHBIN METOA acHMMETpHUECKOro cuHTesa (S)-B-
-(3,4-muMerHndenmn)-o-anannHa myTeM C-ankminpoanus Ni'-KoMrmekca oc-
HoBanus Indda raumuaa 1 XupaabHOTO BCIIOMOTATENbHOTO peareHTa (S)-N-(2-
-0em3omndennn)- 1 -(2-xopOeH3 ) THpponuaAnH-2-kapookcamMuia  3,4-IUMeTHII-
oemsmmxinopuoM. C TOCIEOYIONMM pa3lIoKEHHEM CMECH JHACTEPEOMEPHBIX
KOMIUICKCOB BBIJICJICHA IleIeBasl ONTHYECKH aKTHUBHas aMuHOKuciora. Crepeo-
CENIeKTUBHOCTH peakuun C-aJKuianpoBaHus npessimaer 91%, a onTnyeckas 4uc-
ToTa BbIAEIeHHOTO (S)-3,4-ntumeTiidennnanannia — 99%.

OnTHYECKH aKTUBHBIC HEOECIKOBBIE O-aMUHOKHCIIOTHI SIBIISIOTCS Ba)KHBIMH
KOMIIOHEHTaMH MHOTHX (PH3MOJOTHYECKH aKTUBHBIX TpemnapatoB [1, 2]. B psmy
9THX 0-aMUHOKHUCIJIOT OCOOBI MHTEpeC MPEICTaBISAIOT MPOU3BOAHBIE [-(heHHI-0-
-aJJaHWHA, O0aNaloIue CIJIBHOH aHTHTHUIIEPTCH3UBHOH, AHTHCENTHYCCKOW U
MPOTHUBOOMYX0JIEBON akTUBHOCTMHU [3—5]. Ciemyer OTMETHTH, UTO, IO JTAHHBIM
MEINKO-OMOJIOTUUECKUX HCCIeAOBaHUN, (pu3nonornyecku M (apMaKoJIOTHYECKH
AKTUBHBIMH SIBIISTIOTCSl OTAENbHBIC ONTHYECKH AaKTHBHBIE DHAHTHOMEPHl aMHHO-
KHCJIOT W, KaK NpPaBWJIO, MPHUMECh ONTHYECKOTO aHTHIOoAa (HapMaKoJIOTHYECKH
aKTHBHOTO Tperapara OKa3blBaeT HeraTHBHOE (hapMakoJorHueckoe AercTaue [0].
B cBs3u ¢ 3THM CHHTE3 HOBBIX ONTHYECKH AKTHUBHBIX aHAJIOTOB (peHMJIATaHWHA
SIBIISIETCS AKTYaJIbHBIM.

Jng npousBoacTBa HEOETKOBBIX aMUHOKHUCIIOT B MUpPE YCIIEITHO pa3BHUBaET-
Cs1 HampaBlieHHME aCUMMETPUUYECKOTr0 XMMHUYECKOI'0 CHHTE3a, TaK KaK TPaauIHOH-
HBIE MAUKPOOHMOIOTHYECKUE W SH3UMATHIECKHE MEeTOAbI Hed((EKTUBHBI IS TTOIY-
YEeHHUs] UX ONTHYCCKH aKTHBHBIX HEOCIKOBBIX aHAJOTOB M3-3a HEOOBIYHOTO CTpOE-
HUsI CyOCTpaToB.

K nanbonee MpOAyKTHBHBIM METOAAM CHHTE3a O.-3aMEIIEHHBIX O.-aMHUHO-
KHCJIOT OTHOCSITCS JUACTEPEOCEIIEKTHBHEIE ANKIINPOBAaHUS XUPAIbHBIX CyOCTpa-
TOB, coaepamux akTuBHbIe CH-kucIOTHBIE ocTaTkm aMUHOKHUCIOT [7]. Cpenn
M3BECTHBIX METOJOB HambOoiee NPAaKTUYHBIMH W TEXHOJOTHYHBIMH SIBISIOTCS
METOJIbl, OCHOBAaHHBIC HAa KCIIOJIb30BAHUU XUPAIBHBIX KoMIuiekcoB mona Ni(Il)
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ocHoBauuil Illupda aMMHOKUCIOT ¢ XUPAJTBHBIM BCIIOMOTATENBHBIM PEAareHTOM
(8)-2-N-(N’-6en3unmnpomi)amuaooen3odenonom ((S)-BPB) [8].

HenaBHo Hamu ObLT MOTUGUIIMPOBAH XUPATbHBIA BCIOMOTATENBHEIN pea-
reaT (S)-BPB myTeMm BKIIIOUEHHS TOTOTHUTEIBHBIX 3aMECTHTENICH B €T0 ()eHMIIb-
Hyto Tpynny. [onyden (S)-N-(2-6enzoundennn)-1-(2-xmopOeH3MI)THPPOTUINH-
2-kapookcamug ((S)-2-CBPB) u (S)-N-(2-6enzomndennn)-1-(3,4-mumernnoOeH-
3mn)-niupponuaun-2-kapbokcamuna ((S)-3,4-DMBPB). Ha npumepe acuMmeTpu-
YECKOT0 CHHTE3a OL-3aMEIEHHBIX O.-aMMHOKHCIIOT OBbLIa MOKa3aHa OTHOCHTEIHHO
BBICOKAsl CTCIICHb aCHMMETPHUYSCKOW WHAYKIWU MPU ATKWIMPOBAHUN aMHHOKHC-
JIOTHBIX OCTAaTKOB B KOMIDICKCAX Ha OCHOBE 3THX XHPATbHBIX peareHToB [9—11].

B Hacrosmieir paboTe cooOmaeTcss 0 CHHTE3¢ HOBOH Ol-3aMEIICHHON OL-aMH-
HOKHCJIOTEI METOJIOM aCHMMeTpHueckoro C-alKimIupoBanHus runuHa B Ni' komi-
nekcax ero ocHoBanus llludda ¢ xupambHBIMU BCIIOMOTATENFHBIMUA peareHTaMu
(S)-BPB, (5)-2-CBPB u (S)-3,4-DMBPB (Ni'-(S)-BPB-Gly (1), Ni"-(S)-2-CBPB-
Gly (2) u Ni'-(5)-3,4-DMBPB-Gly (3)). ATKUIHpOBaHHE IPOBOIMIOCH B YCIOBH-
sIX OCHOBHOT'0 Kartanuza B cpesie [IM®PA ¢ ucnosib30BaHHEM B Ka4ECTBE OCHOBAHUS
NaOH npu KoMHATHOM TemmepaType (CM. cxemy).

KonTtpons 3a xogom peakmuu ocymiectsisuiia MetogoM TCX (Si0,, CHCls:
:CH;COCH; = 3:1) o uCYe3HOBEHHIO CJIEIOB HCXOMHBIX KOMIUIeKcoB 1-3 u ycra-
HOBJICHUIO TEPMOIMHAMUYECKOTo paBHOBecus Mexnay (S,5)- u (S,R)-nuacrepeo-
M30MepaMU MOAYKTOB alIKHITUPOBAHHSL.

B pesynbrare ankunupoBaHusi komiuiekcoB 1-3  oOpasyertcst cmech (S,5)- u
(S,R)-nracTepeon3oOMepHBIX KOMILUIEKCOB C BBICOKUM H30BITKOM (S,S)-mmacrepeo-
U30Mepa, CoAepKAIIET0 aMHHOKHCIIOTY (S)-abcomoTHo# KoH(purypammuu. O6pazo-
BaHUE TUX KOMIUICKCOB SBJISICTCS KHHETUYCCKH U TEPMOAMHAMUYCCKH KOHTPOIIH-
pyeMbIM miporieccoM. CTepeoceleKTHBHOCTh CHHTE3a 3aBHCHUT KaK OT OTHOCHTEIb-
HOW CKOpPOCTH aTakH aJKMJIMPYIOLIEr0 areHTa Ha MpOXUPATIbHBIN KapOaHHUOH ¢ re-
WIH Si- CTOPOHBI TuIockocTh ocHaBaHus Iludda (kuHETHUECKas cTepeocemex-
TUBHOCTB), TaK W OT TEPMOJWHAMHYECKON YCTOWYMBOCTH OOpPa30BaBIIMXCS AHA-
CTEpEOU30MEPOB (TepMOAMHAMHYECKAs CTEPEOCEIeKTUBHOCTE). B mponecce anku-
JTUPOBaHUS MOJUPHUIIMPOBAHBIX KOMIUIEKCOB 2 U 3 YCTAaHOBIICHHE TEPMOJUHAMHU-
4yeckoro paBHOBecust Mexnay (S,5)- u (S,R)-amactepeon3oMepaMu MPOUCXOIUT
JlocTaToyHo ObIcTpo u MeTogamu TCX u '"H SIMP HeB0o3MOKHO MPOCIIEIUTE 3a
Tpanchopmanuen (S,R)-muactepeonzomepa B (S,S)-mmactepeomszomep. 1O, II0-
BUJMMOMY, SIBJIIICTCS CJCICTBUEM BBICOKUX TEPMOJIMHAMHYCCKUX (HAaKTOPOB
KOMIUIEKCOB Ha OCHOBE MOJW(HIIMPOBAHHBIX XHpalbHBIX peareHToB 2-CBPB u
3,4-DMBPB.

OCHOBHBIE AMACTEPEON30OMEPHl NPOAYKTOB ANKHIMPOBaHUs (4—6) OblaH
BEIZICIIEHBI METOIOM TIperrapaTuBHOM Xxpomartorpaduu (SiO,, CHCl;:CH;COCH; =
=3:1) u oxapakTepu30BaHbl HU3UKO-XUMUIECKUMHA METOIaMU aHaimu3a. AOCOIIOT-
Hasi KOH(UTYpaIyst 0.-yTJIEPOJHOTO aTOMa aMUHOKHCIIOTHOTO OCTaTKa JuacTepeo-
M30MEPHBIX KOMIUIEKCOB 4—6 Obllla yCTaHOBJIIEHA METOAOM IMOJIIPUMETPHUISCKUAX
u3MepeHuid npu juHe BOJHBI 589 mm (Na-nmuuus). Panee ObIIO MOKa3aHO, YTO
AQHAJIOTUYHO MOCTPOEHHBIE KOMIUIEKCHI (S)-0-aMHHOKHCIIOT HpU 3TON JJIMHE BOJI-
HBI UMEIOT IOJIOKUTENIbHBIM 3HaK BpallleHus], & KOMIIEKCH (R)-0-aMUHOKHCIOT —
orpuriarenbHbiil [12]. [lomoxuTenbHOE 3HAYCHHUE ONTUYECKOTO BPAICHHS KOMII-
JIeKCOB 4—6 CBUACTENHCTBYET 00 UX (5,5)-a0CcoNM0THOW KOH(DHUTYpaIIHH.
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CooTtHomeHue TPOAYKTOB ankuinupoBanus (S,5)- u (S,R)-auacrepeonso-
MepoB ObuT0 ompegeneno myteM 'H SIMP-aHammsa cMecH IHACTEPEOM30MEPHBIX
KOMIUIEKCOB (JI0 XpoMaTorpadupoBaHus) MO0 COOTHOIICHUIO 3HAYCHUI WHTETPAJIOB
CUTHAJIOB METHIIEHOBBIX MPOTOHOB N-OSH3WINPOIMHOBOTO OCTaTka B WHTEpBaje
2,55-4,40 m.1. KpoMe 3TOro, COOTHOIIEHHE TUACTEPEOM3OMEPHBIX KOMILIEKCOB
JIOMOJIHUTENBHO OMpEAENsioch MeToIoM xupaiibHoro I KX-ananuza cmecu aMu-
HOKHUCJIOT, TMOJYYEHHOM MOCIE KHUCIOTHOTO Pa3OKEHUS CMECH JTHACTEPEOU30-
MEPHBIX KOMIUIEKCOB M MOHOOOMEHHOTO BBIJENICHUs. Pe3ynbTaThl MpHUBEIEHBI B
Ta0JIHIIE.
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Kak cnenyer u3 npeicTaBicHHBIX B TaOJMIIe AAHHBIX, MOAH(DHUIIMPOBAHHBIC
XupalbHble BcioMmorarenbHeie peareHTsl (S5)-2-CBPB u (S5)-3,4-DMBPB B peak-
USX acuMMeTpudeckoro C-alKHIUpOBaHMs 0OECIIEUNBAIOT BBICOKOCEICKTHBHBIIN
1 OBICTPBIN acuMMeTpHdeckuii cuHTe3. CBEpXBBICOKHE TOKa3aTeIN OBLIH 3a(uK-
CUPOBaHbBI B CIyyac aJKUIMPOBAHMS KOMILICKCA TIHUIMHA HA OCHOBE XHPAIBLHOTO
BcIoMoraresibpHoro pearenra (S)-2-CBPB.

VcxonHplii KOMIUIEKC Bpewms, S.8), % Boixog*,
TIIULAHA MUH (S,R), % %
Ni'-(S)-BPB-Gly (1) 95 89,22 /10,78 85
Ni"-(S)-2-CBPB-Gly (2) 45 95,57/ 4,43 82
Ni"-(5)-3,4-DMBPB-Gly (3) 75 92,18/7.82 80

*— 061L[I/Iﬁ XUMUYCCKUAN BBIXOJ AUACTCPECOU3OMEPHBIX KOMIUIEKCOB Ha CTaAUU AJIKUJIUPOBAHUA.

[Tocne paznokeHUus TUACTEPEON3OMEPHO YUCTHIX KoMmIuiekcoB 4—6 8 CH;0OH
pactBopom 2N HCI nieneBasi aMHHOKHKCIIOTa ObLiIa BBIJCIICHA M3 TUAPOJIU3ATOB 10
CTaHNIAPTHOHN MeTonmuke [8] ¢ MpUMEHEeHHEM KaTHOHOOOMEHHBIX CMOJ M KpUCTAll-
JMU3alid U3 BOJHO-CIUPTOBOTO pacTBopa. B pesympraTe Obul momydeH (S)-3,4-
-TAMEeTII()EeHNITaIaHH C ONTHYECKOH YUCTOTOW ee >99% (10 MaHHBIM XHpPalb-
Horo I7KX-anamuza). IIpu 3TOM MCXOAHBIE XUpaIbHBIE BCIIOMOTATENIbHbIE peareH-
THI (S)-BPB, (5)-2-CBPB 1 (5)-3,4-DMBPB perenepupoBanuch B BUaE THIPOXIO-
PHUIOB C KOTMIECTBEHHBIMUA XUMHYECKUMH BhIxogamu (>90%) 1 moTHBIM cOXpaHe-
HHEM MCXOJHON ONTHUYECKON YHMCTOTEHI.

Takum 00pa3oM, B HacToslIeH paboTe pa3paboTaH BBICOKOCEICKTUBHBIA H
CKOPOTEUHBIA METOJ] ACHMMETPHUIECKOI0 CHHTE3a HOBOTO MPOH3BOIHOTO (S)-f-be-
Hu-o-ananuHa — (S)-p-(3,4-numernndenun)-o-anaHiHa — ¢ ONTHYECKOW YUCTO-
Toit ee 299%.

DkenepuMenTanbHas 4acth. Crektpsl 'H SIMP perucTpupoBatnch Ha
npubope Varian Mercury—300. OnTuueckoe BpalleHue U3MEPsUTH Ha MOJISIpUMETpe
Perkin Elmer-341. B paGote wucmnons3oBamuch peareHTel (pupm «Aldrichy m
«Peaxum». DHaHTHOMEPHBIN aHAJIN3 AMUHOKHUCIIOT MPOBOIWIA METOJIOM XHpPallb-
Horo [)KX-aHanmu3a ¢ UCHOIB30BAaHHEM BBICOKOTEMIIEPATYPHON XMPAIBHOU MOJH-
CUJIOKCAHOBOHM TUaMHIHOW HemoaBrokHOU ¢asbl Thma «ChirasilValy. AmuHOKHC-
JIOTHl AHAIM3WPOBAIU B BHIE N-TpH(PTOPALETHIEHBIX MPOU3BOIHBIX H-TIPOIIHIIO-
BBIX 3()MPOB Ha KBapIleBOW KaNMWUIAPHOW KOJOHKE ¢ anuHoi 40 v (BHYTpeHHUI
muametp 0,28 am) 1 TommumHoi mnenku 0,12 mxm, Temmeparypa 125°C, nerextop
— 1aMeHHo-noHu3anmoHHbIH (Carlo Erba), raz-Hocutens — remmid.

Hcxomupie komiieksl 1-3 OBUTM CHHTE3WPOBAHBI MO M3BECTHOW METOJIHMKE
[8, 9].

Obwas memoouxa ankunuposanus komniexkcod 1-3. K 9,38 mmons rmmmm-
HOBOro komruiekca 1 (2, 3) B 15 mr IM®DA npu KOMHATHOU Temrmeparype 100aB-
s 1,76 2 (44 mmonwv) NaOH u 1,18 mz (9,38 mmons) 3,4-TUMeTUIOSH3MIXIIOPH-
na. 3a xomoM peakiun creamu metogoMm TCX (SiO,, CHCI;:CH;COCH; = 3:1)
M0 MCYE3HOBEHHUIO CIIeOB McxomHoro komiuiekca 1 (2, 3). Ilocme 3aBeprneHus
peakiuu cMech HEUTPaTU30BBIBATHN JIESTHOW YKCYCHOM KHCIIOTOH, pa30aBisuin
BOJIOM M DKCTParupoBalld MPOMYKTHI ANKHUIUPOBaHUS Xxiopodopmom (3x 50 ).
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X10poOpMHBII PacTBOp yMapHBald W CYIIWIM TOJA BakyymoM. [l momyde-
HUSl YUCTBIX KPUCTAIUIOB I (DU3MKO-XMMHUYECKUX aHAIHM30B HEOOJBIIOE KOJH-
YeCTBO MPOAYKTOB ATKHIMPOBAHMS XpomaTorpapupoBamn Ha SiO, (20x 30ca?,
CHCl;:CH;COCH;=3:1).

Xumudeckne BBHIXOABI W cooTHomenus (S,R)- u (S,S)-auacrepeonzomepos
MIPEJICTABIICHBI B TAOIUIIE.

Ni"'-(S)-BPB-(S)-3,4-DMPhe (4). T,,=257-259°C. [0] 3 =+2286,67" (¢=0,06;
MeOH). Haiineno, %: C 70,25; H 5,86; N 6,54. C;sH35N3NiOs. Beraucieno, %:
C 70,15; H 5,72; N 6,82. '"H IMP (CDCls, 8, m.1.): 1,68 M (1H, B-H Pro); 2,15 m
(1H, B-H Pro); 2,22 u 2,32 ¢ (6H, 2Me); 2,78 m (1H, y-H Pro); 3,0 m (1H, y-H
Pro); 3,24 u 3,42 an (2H, CH,C¢Hs(CHs),, 2J=13,5 I'y, *J=6,2 I'y); 3,28 M (1H, 8-H
Pro); 3,31 m (1H, 6-H Pro); 3,48 u 4,28 nx (2H, -AB NCH,CcH,Cl, 2J)=12,7 Ty);
421 ax (1H, o-H Pro,’J=10,5 I'y, *J=6,8 I'y); 4,38 T (1H, NCH-aMHHOKHCIIOTHI,
31=6,2 I'y); 6,28 — 8,61 M (17H, Ar).

Ni"-(S)-2-CBPB-(S)-3,4-DMPhe (5). T,,=272-274°C. [a] 3} =+2118,52° (¢=0,06;
MeOH). Haiineno, %: C 66,92; H 5,62; N 6,14. C;34H3,CIN;NiO;. Berumcineno, %:
C 66,44; H 5,27; N 6,46. 'H IMP (DMSO, &, m.1.): 1,78 m (1H, B-H Pro); 1,82 m
(1H, B-H Pro); 2,24 u 2,28 ¢ (6H, 2Me); 2,68 m (1H, y-H Pro); 3,08 m (1H, y-H
Pro); 3,16 u 3,24 nn (2H, CH,CoH3(CHa),, *J=13.6 I'y, *J=6,3 I'y); 3,32 m (1H, 5-H
Pro); 3,41 m (1H, 3-H Pro); 3,74 u 4,18 nn (2H, NCH,CcH,Cl, J=12,6 Ty); 3,82 nn
(1H, a-H Pro,2J=10,6 I'y,J=6,9 I'y); 4,28 T (1H, NCH-amMuHOKHCIOTEI, “J=6,3 I'y);
6,22 — 8,48 m (16H, Ar).

Ni"-(S)-3,4-DMBPB-(S)-3,4-DMPhe (6). T,,=241-243°C. [a]3 =+1954,19°
(c=0,06; MeOH). Haiineno, %: C 70,43; H 5,98; N 6,67. Cs;3H39N3NiO;.
Berancieno, %: C 70,82; H 6,10; N 6,52. 'H SIMP (DMSO, 5, m.1.): 1,66m (1H,
B-H Pro); 2,26 m (1H, B-H Pro); 1,95 ¢ (3H, Me); 2,08 ¢ (3H, Me); 2,21 ¢ (3H,
Me); 2,31 ¢ (3H, Me); 2,68 m (1H, y-H Pro); 2,83 m (1H, y-H Pro); 3,14 u 3,22 nn
(2H, CH,C¢H3(CHs),, *J=13,6 I'y, *J=6,1 I'y); 3,21 m (1H, 3-H Pro); 3,28 m (1H,
8-H Pro); 3,4 u 4,06 nn (2H, NCH,CcH,Cl, *J=12,6 I'y); 4,12 mn (1H, o-H
Pr0,2J=10,5 Ty, 3J=6,6 Ty); 4,18 T (1H, NCH-aMHUHOKHCIIOTHI, 3J=6,3 Iy); 6,34 —
8,49m (15H, Ar).

Pasznoscenue xomnnexcos u evioenenue yenesoti amurokuciomsl. Cyxoi
octatok komrurekca 4 (5, 6) pactBopsmu B 50 mr CH3;0H u MemieHHO 100aBIISIIH K
50 mn Harperoro 1o 50°C pactsopa 2N HCL. Ilociie HCYe3HOBEHHS XapaKTEpPHOIl
JUTS KOMIUIEKCA KpPACHOW OKPAacKU PacTBOP KOHIIEHTPHUPOBAIH IOl BAKyyMOM,
noGasisii S50mz BOABI ¥ (QUIBTPOBAIU MUCXOIHBIA XUPAIBHBIA BCIIOMOTATEIBHBII
pearent (S)-BPBxHCI ((S)-2-CBPBx HCl, (S)-3,4-DMBPB x HC1). 13 BoaHOTO
CJI0Sl ONITHYECKU aKTUBHYI0 aMUHOKHCIIOTY BBIIEISIIA HOHOOOMEHHOU COpOIHe U
necopbrmeii ¢ mpuMeHeHneM kaTuonuta Ky-2x8 B H'-opme, ucrmomssys B
KadecTBe amoeHTa 5% Bomublii pactBop NH,OH. Dmroat kKoHIEHTpUpOBaNHu mMoj
BaKyyMOM ¥ KPHUCTAJUTM30BBIBAIA aMHHOKHCIIOTY U3 BOJHO-CIIMPTOBOTO PacTBOpa
(1:1). DHaHTHOMEpHAS YUCTOTA BBIACICHHONH aMHUHOKUCIOTHI (S)-B-(3,4-numeTr-
(henmn)-a-anannHa (7) mpesbimaet 99% mno ganHeM XupanbsHOro [ XK X-ananmmsza.

(S)-f-(3,4-oumemungpenun)-o-ananun (7). Toy =218-220°C. [a]p"=+8,25°
(c=0,4; 1N HCI). Haiineno, %: C 68,86; H 7,25; N 7,29. C;;H;sNO,. Brraucieno,
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%: C 68,37; H 7,82; N 7,25. Criextp SIMP 'H (DMSO + CF5COOD, §, m.1.): 2,18
u 2,22 ¢ (6H, 2Me), 3,04 m (1H, CH,Ar); 3,12 m (1H, CH,Ar); 4,12 kB (1H, a-H
Phe); 6,96 m (1H, Ar); 7,02 m (1H, Ar); 7,12 m (1H, Ar).

Kagheopa papmayesmuuecxou xumuu Tocmynuna 20.10.2008
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U. . m6Srnusuy

(S)-B-(3,4-9%bUGODPLDGLHL)-0-ULULhUh
UUhRUGSLhU UhLEGAL

Udthnthnid

Uulpty t (S)-B-(3,4-nhibiphlilipy)-a-wqwlhGh wupdtnphl uhGptiqh
wpyniGwytiv - dhpny  (S)-N-(2-ptlGqnhyptbhy-1-(2-pinppblghpuwhpnihnh-2-
-Juppopuwnihny phpwjwjhl odwlnuy ntwqtlnh L gihghGh Chdh hjniph htn
Ni(Il)-hnGh wnwowgpwd hwpp-pwnwlyniuwjhl Yndypup wihGuppyuwjhl
dGwgnpnh wuhdbnphy C-wyppiwl tnuluwyny: Opuybu wyhnn wqbln
Yhpwnyby t 3,4-nhdtphiptlGghipinphgp: Ghwumbptindtn Yndutpultph fjuwn-
(impnh wGihowlwl puwjpwjiwdp whowwnyl & Gywunwlwjihl oymhjuwytiu
wliumhy wdhGuppnil: C-wyphpiwl ntwlyghwjh umbpbnubbunhympninp
gtipwqugnud £ 91%-p, huy wiowmywo wihGwppyh owyumhyuwlwl dwpnpni-
pynilpn’ 99%-n:
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Summary

An efficient method of asymmetric synthesis of (S)-N-(2-benzoylphenyl)-1-
-(2-chlorbenzyl)pyrrolidine-2-carboxamide via asymmetric C-alkylation of Ni(Il)-
complex of Schiff’s base with glycine and chiral auxiliary reagent (S)-N-(2-
-benzoylphenyl)-1-(2-chlorbenzyl)pyrrolidine-2-carboxamide by 3,4-dimethylben-
zylchloride with following decomposition of the diastereomer complexes and
isolation of the target optically active amino acid has been developed. The
stereoselectivity of the C-alkylation reaction exceeds 91% and the optically purity
of the isolated target a-amino acid — (5)-3,4-dimethylphenylalanine — 99%.
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