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L —fZR-ZERENTE, BTEEEEER(MN-EERTEYS
HEXGENELEY, BROWBERTEYMEXONBELEYHIBHL
SR, FIBGER(E o -EEEMEY, EX()N:

0

RI\R\RZ
(1)

N
W/'\W

HRAREES 120 MRBEFHBRAT KRB MRS, & 720 Mg EFHE
RBERBRAHFRE, § 20 M REFHBRRBEKRBANFEMERFHH—4
#HA; RAFKERQBRH,

CH,X;., )

HP XAKRGEF, nfiROE2HEE SMEKXGHEA,
Q
IK (3)
Y
Hep Y ARBEHREE, FREE BRASRRANEEARMERH—1 %

B, PAPEan st RERTREAERPER, #RP NP HERFLE S
REERERFHER, B H:

3
2N
Al— R’ (4)
R4
HE R, RARZEHBTHAES 10 A RETHRARERANESE I8
EF, ##RR, RARGHES - FEARESIET EXON:
RSSO;H (5)

Ha ROMARE A S 1110 MREFHBRABRRRMRE, & 7-20 MREFHR
RERBAM T e, ME 20 MKEFHBRMABRBAM ST EHH— A,
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BH(6) N

R’OH (6)

He R7RRE 120 MREFHRASKRAMERMREE, HE 7-20 MRETF
BB BECR AR BE TR, BTN

OH

R! )
\H\R (7)

AN

1 2
5 P P

HesR', R*, P'HIPHEIE.

2. WMAFER 1| IR EFo-EEFEEMN T E, EPEXO)WBEBETEY
=R,

3. WALAIESR | & 2 TR Ro-EEFERM T, EFERE)MELE

10 PR_FEPRENXFHNE

4. WIRFER 1. 28 3 rdMERa-EEMREMN L, EFARXGONE
MBLEaYREA-_FTEER=ZRT ELE.

S, IAAIESR 1. 2. 384 FTRMERoa-BEEEN T E HFERER M
B 7E-20 CZE 30 CHYIRE T #H1THY.

15 6. WAXRFER 1. 2. 3. 4SRN EFo-BERENFE, KPFWT
BEFAX(DN-EEMTEY, EX@OWEVRLSYHAER 052 ER,
SMTFEESBERGONEINSBAEY. BRO)WBEBETAYHAERN 1-1.5 BR,
sTEEREXGOMANSELEY, BXO)HELSYRRHERN 2-4 ER.

7. WMAMER 1. 2. 3. 4. SEH6FRMNEFa-EEERMNFE Hy

20 TEBRIWo-EEBETEYT, PP HFH—IREETF TR —-ITELZALE
HEREM T R EERENERERIPEA.

8. WIRAER1. 2. 3. 4. 5. 6T AN ER-BHEEIENFEE,
He ey RESEEHEREREEEXERXNH - BEENTED.
9. WMAFER 1. 2. 3. 4. 5. 6. THSFARNT Ho-BEEEM S

25 ¥, EPEX(DMae-BERTEYEER @M a-BE K L EATAD:
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RIYK/X
(8)

AN

p! p?

HP XAERIET; RIUCEREE S 120 MR F OBAC SR BUL BB, & 7-20
TRETFHBRASCRBERMNSRE, §6-20 MRETHRARRRANISLE,
SEFFH— 2 PHPSARTIHARIETRELRER, H% P
P HRFAEARREETHER MER)Bo-EEEMEYEER ()
o-HE LB EY,

Pl

He X, R', P'FIPPHyE X0 L,

10. WAL ER 9 iRt Fo-BEFLN T, HPER@)Wo-EEF
EfTEMEE TRYRFPH—FF, FFEFEHNES)-(1-FEI-E2-ERFH)ER
HEBTE. R)-(1-FE3-H2-8RAH)EEPERRTE. (5)-(1-FE-3-5-2-
SRABEEFERPRE. R)-(1-FH-3-E-2-E AR E) & F R RS, (S)-(1-7F
E3-E2-EANE)EEFRIE. (R)-(1-F5-3-5-2- 200 772 ) 202 0 5 2 s,
(S)-(1-FE3-F2-ERARB)EEFRFE. R-(1-FE£3-E2-8AFH)EL£F
BRFEE. (S)-(1-FE-3-F-2-ERAE)E A PRI S vk m-3(S)- 28, R)-(1-F#
SR 2-EARE)EE PRS0k m-3(S)- 8. (S)-(1-FEmERE-3-E-2- 81K
E)BEFERFE. R-(I-EHEFEI-E2-ERFRE)EEFBER. (S)-(1-%
MEFEI-F2-ERRE)EEFRRTE. R-(1-FEREFE3-H2-E1FR)
FEPFENTE. S)-(1-FREFEI-F2-ERFE)EXFRPE. (R)-(1-E5
EREI-F2-ZRAE)EEFRFE. S)-(1-FREFEI-F2-ERRE)EE
FERLBE. (R)-(-FREPEI-F2-8RANE)EELPHRIE. N-{(1R)-3-8-2-
F-1-[(phenylsulfanil) F R E)-3-BH-2-PEFEFBIEM N-{(1S)-3-8-2-&
fX-1-[(phenylsulfanil) Ff T 3L} -3- B2 5 -2- 7 5 B .



98800734. 7 l‘ﬂ', HA :F'; H1/157

i R o- R EE B BY 77 ¥

5 7R % BA B4 49 5%
AEAH L - REEEMERa-EEBRTEY, LER«-EEXEMT
H B Tk

BEF=Y), Bo-BEEMEY, TEER-EEIRETEDRETAENEE
HULSPIN HIV(E %) E B BN A9 8 (A9 L 5 97(H & Kokai Publication
10 Hei-8-99959; H 7 Kokai Publication Hei-5-170722).

HEHEA
EEEHEEGUEYMRLUAZEROEMTRFEFERELEYR T
EHFEEMEAR, HACHERATENTEURREMFENRE. B, BRE
15 RFEEEN-EERTEYETEERELREREN-EEETEYHEARE
REEFSNTRESEFEREZL T, FEEXMERAREHE G- EEE
T ENI-HIV B EER R ER N,
“IRT BIRIE—FRME, HPEEIETSARET ENEEMRERAT
REXEE., ETXA, 2,1 ZL,AREROUEEBRS.

OH

ERa-BEHFMEYHIEFTEAGIWMERE AS{{"F T #5B(DIBAH).
SALEN. = T 2B S A4 (L-Selectride) K RI7E-78 CHIRE T &R o-HEE
fiite Yy (T & 44 5 (Tetrahedron Letters), 36, 5453(1995)] .
{# F§ DIBAH R RERMBEMBFNE EREFEN, FENT LAY
25 AEXRFBCR—EFERAMAFTE. SHABETHATERIEBEERN-EE
SREMTEY. 45 DIBAH 7£-78 C iR T B Brido-F B R CENT A4 P8,
AT AR 56 318 JE X B 5 4 & 1 B (diastereomer excess)# 75 % B FREL.
R, AAXBEMEFEE, IFHEER-78 CHIRENEE,
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£ B 4= Kokai Publication Hei-8-99959 ¥, &% T —M F A= EREEHRNT
TR 69 77 .

SR, ZEERBEYPEZOERERERET 50 CHBETMHURZS
RWEE, REIFEFEREN. X8, FRBARNAGEEFHERNEE,
FIMEARAETFHEERMARENYR. Ak, FE-FEZHANEAR, FETUER
MOEGTEIEERERERELEY, LTHELEEESEN-ERETTAYEE
TR o-BEENTEY.

7 & B Ry Bk
EFERFEBEHANE, FEAN-TBNRER-FERMOXGTER
o-BEEMEY, AEEB-EENAETEADHREBAESELREREEN-ER
BETTAEY), NHE-EEXABETEDHNITE.
FRAY R —HERo-BEFRTE, T EBHEHEX)W - BRI
EMSREXGNFIELEY. EXC)NBERINTEYHER(6)HBL & P
B EY RN, HRERX(NN o -BEEMEY. BN

He RIERE A S 120 MREFHBRATCRBASNRE, & 720 MHRETFHER
REKRBARF e, & 6-20 MRETFHRABABRANFTE, MEEFFH—
AR RAARERQMEH,

CH, X3 (2)

Hee XAEGEF, nREFOE2MEE AEXQ)HMEH,
0
{ (3)
Y
Heb v AREEREE, FREE BASRBANEENRRESH £

FH; PPAPEARTHARSETIEALRIEE, #HR P AP HERFAEA
RESBETFHER, BRE@)W:
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R3\

Al— R’ (4)
R4

H4 R, RAAMR EEBIHAERES 1-10 MREFHRRBERBRAH IR, =
SFEF, &HER, RARPHEZ-IEARREEF BROM:

R°SO,H (5)

5 HPRAREER 0 TMBRETFHRASIRBANKE, & 720 MHRIEFHIR
RECRRRBITRE, T 6-20 M BRIEFHBACSORICAY 5 2 B9 — 2 H,
18 3(6) 8

R’OH , (6)

He RTMUEE 120 MR FROBARBRBA AR MRS RE 720 MRIETF
10 #BBRABARBRROBEDAFTRE, EXT)H:

OH

Rl
Y\Rz (7)

N

HdR', R?), P HIPHEXWL.

Rt B Y 17 S 15 B
15 B 1 BiLASER 2 KIB09EEF A NMR EHE.

Zy A R R TR
THE, X7 kBAEFELERER,
KA K AHLERo-FEEM T &, FTUANERDB o-FEEFTAE D H 1F
20 BRI -EEEBHLEY.
EAZABHEZEF, ERXOMo-EEBETEYRER@)o-BE X RETA
7
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0]

N\T/l\/x
(8)

N
PV/~\ﬁ

CHA XARIET: RRES 120 M REFHRRBCRBIKEE, §7-20
PMEEFHOBRASCRRANFTRE, & 620 MREFHRAERBRANTE, K
fFF: PHPSARIHREREETRELERPERD, HK P M P HERIE
EERBERFHER), TUREBEABERT)H - BEETEYHER ()R 0-
REXREMEDY,

OH

w\TA\/x'
ﬂ/ﬂ\ﬁ (9)
(H$ X, R', PPAIPRIEXINED .,

BROOWo-BEENMTEYFERO)N-EENRETEVMETRAEES L
Y EEB L EY.

(FBRADH-EXRTEYTERG) - EEFTREATEY, R {LEE
Ma-BEBRNMARELREHHEEROME, SO ITX M H Mo FEE IR
B BERATEM NG, XETRES 120 ARETHRRERRRMNE
£, 720 MREFHRRZIRBAHFTRE, & 6-20 MRIEFHBRAZERRE
RNFE, HERT.

EFARME LWBAEFASRRTEMSENHE, BEEENHET. &
EEEE LERE 23FRPHEE. FE HE UREBEE EBRENLKRE.
MG F AU AT SR BRAE.

iR e 120 MRIETFRBRARKBRAMEEFARBR TR EMFE, E
CEEFENRE. X RFRE OTE HTE ERE ZEHFE FREFE
FEREFRE., IREARITHEE 1-10 MRET.

FriRE 720 MREFHBRAERBANFT REF SRR TEMFENH
%, HEaFENEE HEETE NPEEFTEHCEZE. TREHEITFH
B8 7-15 MRETF.

FTRE 6-20 MRIETFHBRARBABRHOFSEF SRR T EAFEMFHE, B
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THENFRE. ZE MEERE NHEHEFXEMXNEEE. WRAEARGHE
& 6-15 NIRRT

¥FERX(Me-EEFHEY, ROAELRBRQBEANK LRERG)A
A,

XFAEKXKQBER, XARXKEF nfAFROE2HBIE

FRGEFHARRTEAFENME, BEEaF0EEF BREF. BUE
FHEEF. BEFHVERERET.

BRQWVEAHARBETEMAFENHE, BERENERE. —E€FE
SHEPE RPHE CRPE ZRPE AFE —FFE ZHEHFE @A
E.OCHPEM=ZMPAE, Hi, EFE —_SFEM=EFEERF.

AFEXRQ)WEHR, Y RFHEER. FREE. BRSEKRBRMEESE
i E.

FREEEFARRTEMIFEME, BEEENFEE. ZEEMMT
E. REARFHEE 1-10 MKRET.

FIRFGEREFARBTIEMIFENTE, BEEQFEITEEMIHEETE
. ORERARFHEE 7-20 MKRIEF.

AR ARBRAHEEHFARBRTEMEFENME, ELaBnEEm_
A&,

R EmEFARBRTRMAMFFENFE, EHEaEmP nEMERE.

BROVEAALSRBTRAFENHE, BEEFENREAERE. 8%
BRE, FEERE NTEEREMEETRE. Hb, PEREREMIEER
BEEEFN. 2FEROW-BEXERTEYNERG)Noe-BEX RETEY, P
MP &AM IAREERFHEERPER, B P A PHRFAEZEERES
[RF RO,

FIREERPERAFRARBRTEMFENHE, REEELERMFREE K
PFEERENTE]. YENBIF, TR X AIF Theodora W. Green £ “HILEHFH
1% 47 2 (Protective Groups in Organic Synthesis)”, 55 2 ik, John Wiley & Sons,
1990, pp. 309-384 FETAKIIRLRIER, i EERE. PEEKRE.
TEEHE, FERERE JHME PREBRENERRE. RIFZHOLEER
BN, BEEFPERES T RIE B MER B EH(oxazolinone) BY KE mk ik —
(oxazolidinone)¥F, (3S)-IUE kM EERE, -BE2-FEFFBREMAMNHE
AdERFEANEFEEA.
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XTFEROPNo-EERIAETEY, XAERZIRETF.

R BEFHRNRRTIEAFENME, BEEEFBNEET. BET. #E
FHEEF. Hb, EEFERTHN.

BR(o-BEHEVTEVHABRTEMAFENE, HEGEW 1(S)-F
H2EFRII-ZEAREEFRATE. IR)-FE2-FER3-ZERNEEER
BRAUTEE. 1(S)-FE-2-HRIIZEREEERFENTE. 1(R)-FE-2-A1
SICSERNEEREFBRNTE. 36)-N-FTEEREEE)2-ER4-FEETE
A 3(R)-(N-FEERERE)-2-ER4-FETRPE.

BRE)No-BERXRETAEYHFARRTREMAFEOMNE, EEaFEmEE
EHERE)-(1-FE3-E2-ERRE)VEEFRMTEE. R)-(1-FE3-8-2-8R_K
H)EEPRBMTE. (S)-(1-FEI-E2-8ANE)EEPERFE. R)-(1-FE-3-
F2-ERAE)EEFRFE. O)-(1-FE3-FH-2-ERARNE)EEPRIE. R)-
(I-FE3-F-2-EARE)EERRIE. )-(1-FE3-H-2- 8RB EEF BT
BE. R)-(1-FE3-E2-8ANE)EEFEFE. (5)-(1-FE3-F-2-8RFE)E
3 BS DO E Bk M -3(S)- 2 BE . (R)-(1-F ££-3-F-2- B E) & & F 8L 00 £ vk iE-3(S)-
HEE S)-(I-FREFEI-F2-ERAREDEERFETE. R-(1-FHERE-3-
F2-ERAWE)EEFETE. S)-(I-FHEFEI-E2-EAREHEEFBRMT
fs. R)-(1-EREFEI-E2-ERARB)VEEFBRMTEE. (S)-(1-FHi P H-3-
F2-ERAEH)EEPRFE. R-(1-FHEFEI-H2-ERRBEERTRT
Be. (S)-(1-FEEREI-E-2-ARAAE)EEPRIE. R)-(1-FREPE-3-H-
-ERREB)EEFRZE. N-{(1R)-3-8-2-E ft-1-[(phenylsulfanil) F ZE A £} -
3-E2 B2 B L FE B BE AR RN N-{(18)-3-8-2-F ft-1-[(phenylsulfanil) P 2L )77 3} -3- 5
E-2-BF R AR,

(FERGBENEMLSY, R, RIARZAMIHAES 1110 TMRE
FHBASEABRMANRE HEEF, £HER, RARHPHELS—AEMAR
REEF.

R 1-10 MRBETF OB SR ERBRRAREEFARR TIEMFENMHE, B
CAEMNFRE X FRE RREMRTE. Hd, Z2EMNRTERRT®.

BROWENELEYHFARBTEAFEHHE, BEEEENEH-RT
EB. ZRTERN=CZEEB. H¥, SHRTEEN=RTEZBEEFH.

(FAERC)WHERTEY, REAERE 1-10 MREFHBRRECRBRAN R
B, & 720 MREFHBRRIKBRMLHFRE, HE 6-20 MREFHBMADR

10
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Ay 5 &

iR g 110 M mEFRBRARSERRROEEHFR SRR T EAGEHME, B
TEHENRE. 22 FRE ETENZ=ZEFE. HFf HEREEFH.

FrideE 7-20 PREFHRAIKRBRANFTREFTRR T EMEEN M
%, BEEEWFEMI-FE-1-WE. FFREARGFHEE 7-15 MBREF.

FrRE 6-20 MRIEFHRAERBRAMFTEFA LSRR TSN, |
CEENERE MHEERE NHEFE MEFENSEE TREARFHE
& 6-15 MRIRT.

BROMWBERTEYHARRTFEMARFENFE, ETEENRHEE. ¥E
B2, FRBBRAMERBER. 4 FHREREH.

XFHERO6)NBEEAEY, RTAES 120 MBREFH RS FB 8 A
B, B8 7-20 MRIE FRYRASCRBC B Bk 55 e .

Frid s 1-20 MRIEFABRASIRBEANBER P EEFARNBRTEMEEY
M BEEENBRE. 22 FRE #fTE. FESEM 24-"FHEI-KE,
IR ERRFHEE 1-10 MEEF, FERFEMGFTRELT,

FRRE 7-20 MREFORRBKBRAMNES S REFARRTIEMASEE
R, HEEBEMTFRE FTH FERE. o FRZEFFEEFLE.
FrREREIFHEE 7-1SIBWETF, HEZEKFEFL.

BROWBEAEYHTRBRTEMGENFTE, BCREBENRRE. % E
FRE, MTEAXCE. Hb, FRBEN__ERPERET.

FRUAFAMERENTEIREXGONENELEMSBRG)WERTE
) T8 (6) R B AL & 4 B2 N 1 75

AR ERBEFIEFTSOERGEE, FEFTUEAFTEMREAL ZRIKEE
HMBMEAGTHUIEF BN LIEEREESc-EERTEY - EEIRFTEY
REREELEY Na-BERRERa-FEZEE. |

AEFEFENER(DONRELEY, FFEEMEXGOMEISELEY,. A
EEMEXC)BERITEY, MEBEMEX(O)NBEILEY. &l & & RN AR EN
i F R ER AL BRE L IEFERGNFIELEDHMAE, EXC)HWHEE
MEHMAZFEROG)WELEDHMAE. R, BREHEMTHFARNLLY
BEAEEITHIRLEMAE.

XE, DGER()MRELESDIEET, BRXONFNELEYHNAER
¥4 0.5-2 BE/RM &,

11
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BRI ANELE v EETT, BXONERTEYVORHAERT R 1-
15 BE/RYE, BFiF N 1-12ERIE.

LLERX OB E VAL AR ET, BXOMEASHERT b 24 B
RYE, FEHRN224FRYE.

EAEZBROEETES, Mt EARERERE TAXMHERERNTRESER

7
RO\

Al— QSO,R®
/7

R’O

LXK, ROARTAYE N L.

EREBENEIEYHI%E S E (degree of association) RN KT 3 BiEEREIR
VAR EAZARBHEEMNERHESEREENERZ—.

FEALEFoa-BEREMFERAWATRETARTRX#T. ZEFNTETRFE
15 BABERONENELSYSEXCONERMTEDEBENNBE, FH{
“HEFE20CE30C, BEH-I0CE2ZS CHBRETIRA, RAENMAZEHE
FEEANER(OMBEILEY, FERRHE.

2%, BERO)Wo-BEBEMTEYMARMNEZR S, BHESYUETERX
(W o-BEETMEYHEERN. FA—EEH LR ESWHIMAIRFRE A E
BEOFF, ERIEBRAFRAWER, ZIUFAT LI, REERFA-20 C
%30C, EHFH-10CTE25C,

B -BERITEVIENERYH THE M AFESR. Fla, #&X(E)
Fla-BEXETEY — BT ELKFa-BEERTEY No-BERIESTE Na-R L
B% )% BE 8 (a-chloroacetic acid magnesium enolate)(WO 96/23756) & L #1435 .

BALKH, EAFERKEBEXEEBHEMZGFTAIUE Ra-EREETAE
H1, FETDESE Y EEEERPER, SGEIEFERXG)RNERSEN(6)
HIEEALS YIRS T IR IEE & B S R B .

ZEINEFE RN EEFEE MTREERIPEIHETER. EdERKR
FEBEMPEEBE. NTEERESCERERES T REERBENFTEEK
EEDEERPER, TUELRERNURAERENEEEERHLT.

X, BlinEAPBERENBERCHEERE, —FERFEENEX(6)RFEL
&4, TURERNTF 97 % WIEFEBHIEXBREBRIETEG. e )KRER(S)-(1-FFE
S-E2-EARRE)AEFBRMT .

12
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mE, EdFRAZEEREMENES)-(RTEEREEE)2-ER4-FET
BB X Mo-BEEFENEY, TUMBERE RERBHMALFEEN
a-$2 .

XAE, AT A GE R (1) B o- EE BR 17 4 9 DA oR B B Mg (AR 3R A0 ST iR e 3 M 3K 18
BT -FEENTEY. SEXO)N-EEFRTEDER@)Wa-EEX

- EAfTAEYE, AR R R R N ERX (DB o- BEETEYHER (9 o-

HETETEYRFEFIE.
REXEAEEATUBEE HIV ZEE M &5 A E&(H 4 Kokai
Publication Hei-8-99959 ; H Z< Kokai Publication Hei-5-170722).

LA K AR B ET X
TREMEIHE—L BT AS L H., R, ENRARE & LBHHEE.

S 1
HB[I(S)-FE20)-BE3-FEREIEEFERETEQD

OH

Cl

CO,t-Bu (1)

FO0SSMB=BTEENCHEBK(12.7ml; 12.1 mmo)F A 1.277 g(13.29
mmol) & ER, EZIR THFIREY 2 /DB, KRG, A 1.566 g(26.06 mmol)F
B, BHMEMESY 1 /e,

X RE 5 AR A R DA 2.99 g(10.04 mmol)[1(S)-F&-2-Ff-3-E ]
BEFRMTERT 13.9ml FFE ML 5.6 ml MEEMAER, 7 25 CRBHIR
a4 4 NEF, B 10 % MEREOKEE, BAZBZERER, TR*wEE KB 3.13 ¢
SRERTE

Frigfyda{k% HPLC BT, FitBE-RMEREE.

HPLC 5+ #7 & 14

H: YMC-ODS A-303, 4.6 x 250 mm

REhHE:  CH;CN/H,0=45/55

TEEE: 1.0 ml/min

13
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BE: 30T

REBATIE]: (1S, 28)8I-17 434k (1S, 2R)EI-21 4344,

A E L RFETHINAETRER.

[1(S)-FE-2(S)-EE-3-RNEIEEFERMNT B 2.829 g(9.44 mmol); =
94.0 % .

[1(S)-FE-2R)-BRE-3-EREIEEFERMTHE: 0.059 g(0.20 mmol); =
2.0 %.

WM (1S, 28)E!/(18, 2R)EI=98.0/2.0

SC ) 2

H B [1(S)-FH-28)-BE--FRE|EEFBRRTEQ

Aeml BEBE0ISMM=ZRTEEBMNHKEFR(.05 ml; 1.0 mmol), RF
FIA 100 mg(1.04 mmol) FIEER, AZER THHIRESY 30 548, RE, A 393
mg(2.13 mmol) TR P, HHABIRESY 30 74,

FEXBEHI 1B BB ER 0 A 298 mg(1.0 mmol)[1(S)-F #-2-Ft-3-E R E &
EPEBRATE, 7£25 CHHEHIESY 16 /NBt. A IN B BKER, FZBRZES
ER, THHHE, K15 300 mg B EA&HE,

FRG R RTEEHE ) | Fr AR LG T A& HPLC S B4, HITE~ERM
ae B 548 T RS R

[1(S)-FE-2(S)-FE-3-FNE)EEFEMT B: 278 mg(0.927 mmol); =%
92.6 % .

[1(S)-FEH2QR)-ZEE3-BEREIEEFERMTE: 3.1 mg(0.01 mmol); =&
1.0 %.

WM (1S, 2S)E/(1S, 2R)EI=98.9/1.1

LR 3
#il B [1(S)-F H-2(S)- B E-3-BEAE)EXE PR P AL D

OH

~ Cl

COgMe ( I )
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AiIsm BEHEREOOISMU=ZFTELNC KB M]2.6 ml; 2.47 mmol), A&/E
A 250 mg(2.60 mmol) FEER, EZER THHERSW 30 8. AR5, MMA 317
mg(5.27 mmol) R AEE, WHETBENREEY 30 44,

e REHI B R BRI R AA 620 mg(2.43 mmol)[1(S)-FH-2-E1L-3-EHE)
EEPREPRE, £25 CRHEHIESY 16 /M. A IN BEBKE, FAZRIES
EH, THFHFWYE, 18 631 mg B BGIE.

iSRS IEELER] | FTRMRIRERMG TS HPLC E &4 17, FFitE~FM

AR ITA L TRER.

[1(S)-TF&-2(S)-BE-3-HRNE|EEPHRPBE: 580 mg(2.27 mmol); =%
93.6 %.

[1(S)-FEH-2R)-BEI-FNEEEFEFB: 22 mg(0.08 mmol), =Z 3.5
%

B (1S, 29)EI/(1S, 2R)EI=96.4/3.6

Ll 4
B & 1R)-FERE P E-2S)-BE-3- AR E ) S E FRFEJIND
QH
: Cl
NH

|

A 15ml FEBE 0.ISMM=FTEENCHIBF]2.6 ml; 2.47 mmol), R/5
A 242 mg(2.52 mmol) PEEER, AZERTHHBEBESW 3048, R/E, A 2%
mg(4.93 mmol) R A EE, TWHNBHIREY 30 /4.

TE X RE H 1B B9 R R R AN A 662 mg(2.42 mmol)[1(R)-ZF 5 & B E-2(S)- B &-
SENEEE PR, 7625 CEHHIREY 16 /MET. B IN WERKE, H
ZERZBEFER, TIRFHUW4E, K15 784 mg IRE B abiA.

FRi8 M SRS 1 FTRAMNREIHAG TS HPLC E &4, FitESEN
IR TS BT RS R,
[IR)-FEFEFE-2(S)-BE-3-ARE|EEFERFE: 625 mg(2.27 mmol);

15
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F=393.7 %.
[I(R)-F B2 F E-2R)-BE-3- AW E|EEFEFE: 26 mg0.09 mmol);
E3.9%.

BEBEM: (IR, 2S)EY/(IR, 2R)E!=96.0/4.0

SLHEH 5

H B [1(S)-FE-28)-BE-I-FEREIEXPFERRTEE®D

F6ml HERE0.ISMM=FTELMDHIFRK.05ml; 1.0 mmol), KF
TIA 101 mg(1.05 mmol) FE4ER, EERTHILIREGY 30 08, RIF, A 124
mg(2.07 mmol) AR, WHETEAIREY 30 404,

FEX 1 15 B9 B R P DA 298 mg(1.0 mmol)[1(S)-F & -2-AL-3- BN & 14
ERRRTE, 725 COHEHIRSY 16 /Mot R IN WEEKEE, HZ&®
LEEEBR MRS

Prige@ AL dl | Fr M EFE ST 4 HPLC B4, FHitE™EM
BRI TIRER.

[1(S)-FE-2(S)-FE3-FEREIEEFRMTE: 290 mg(0.967 mmol); F==
96.8 % .

[1(S)-F&E-2R)-RE3-FRE|EEFEMNTE: 5.5 mg0.02 mmol); =
1.8 %.

EHEM: (1S, 29)E!/(1S, 2R)%EI=98.1/1.9

SLREf 6

FBS)-FE2S)-BEI-EREIEEFEAT QD

F 6 ml BFERBRE 095 MK =FT EEHCHEM(1.05 ml; 1.0 mmol), RE
A 202 mg(1.06 mmol)¥t R ZEFEE KA, EZR THIFIESY 30 4048, K5,
A 135 mg(2.25 mmo) R ABE, WATEBAIREHY 30 4.

TEXFEHI R B ER A 299 mg(1.0 mmol)[1(S)-F HE-2-EH-3-BERE])E
HEEBTE, 725 CREHESY 16 /M. EF IN MEE/KEE, FAZB
ZEEERRLIRE Y.

Fri@ R RIESSIES] | BT AR RIRESAMHE T4 HPLC EB 44T, HitE =R

16
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HRBI AT TR R,

[1(S)-FEH-2(8)-BEI- TR XEFERMTE: 208 mg(0.69 mmol); =3
68.9 %.

[1(S)-FH-2R)-BEI-EHRNAIEEFERMTE: 12.1 mg(0.04 mmol); F=E
4.0 % .

M (1S, 28)E!/(18, 2R)EI=94.5/5.5

SE itk ) 7

HIEIS)-FH-20)-BEI-ERE1EEFERNTEQO

Feml RERBE ILOIMASAZRTERMNFEER(.0ml; 1.01 mmol),
RIEMA 97.2 mg(1.01 mmo) FHAER, AZER THHREESY 3028, A5, WA
125 mg(2.08 mmol) R NEE, WHTBHIEEY 30 réh.

TEXAEH B H R ER FHIA 301 mg(1.01 mmol)[1(S)-F&-2-Ef-3-HAHE)
HEFERMTE, 725 CRHEFESY 16 /i, A INHEBRKER, FZ

RZBERIMESY.
FRSRB TE L] | BT AR RERER G T2 HPLC E B4, FHitE~RM
BRBI S TA T RER,

[1(S)-FHE28)-BEI-EREIEEFBRMTE: 289 mg(0.96 mmol); =&
95.4 % .

[1(S)-FZ-2R)-BE-3-ERE|EEFMMTEE: 5.9 mg(0.02 mmol); ==
1.9 %.

HEEM: (1S, 2S)E/(1S, 2R)EI=98.0/2.0

SEHE ] 8
#1428, 38)-3- (BT EERDHEE]2-BEAFETRPEIV)
OH
©/\‘/\000Me
N (1v)
COOt-Bu

Alm FERER 1LOMAEA-F T HSMFEERO.5 ml; 0.5 mmol), 7
KRS HBRBRIR, RIEMA 50.8 mg(0.52 mmol) FHEER, HIREY 30 48, R
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J&, MA 295 mg(1.56 mmo) —¥EFE, EHEAVEEFRE, HHEREY
30 4144,

TEXAEHBHRER A 81.0 mg(0.26 mmol)(3S)-[(F T EHIKE)EE]-
-FR-4-FERTEHRPE AZRTHARESY 5/, £ IN fVERK#EE,
B BRERR MRS

B MR RIESLIER) 1 BT AR RIEEA4T £ HPLC E B4, FitE-RA
BRAITA B TRER.

(2S, 3S)3-[(MTEEBRE)VEE]-2-BE4-FRETERPE: 533 mg(0.17
mmol); =% 66.3 %.

(2R, 38)3-[(MTEEHZ)EE]2-BE4-FETERFE: 3.4 mg(.0l
mmol); FEE 4.2 %.

WM (28, 3S)E/(2R, 38)%1=94.0/6.0

Z%14] 1

S & [1(S)-FH-20)-BEI-AREIEEFRRTE®D

Fi 6 ml FHERE =S KN EE45(200 mg, 0.98 mmol). ZEEF A 285 mg(0.96
mmol)[1(S)-FHE-2-FMR-3-EREIVREFRMNTE, 725 CEHEHRED 16 /)
B, R IN W E/KRE, FACBRZEEREMRESY. 8 ERELES 1
BT A& T2 HPLC B4, FHitE =M.

BRHTIAEETRER.

[1(S)-FHE-2(S)-BE£I-ERX|EEFMMTE: 17 mg(0.06 mmol); =

6.0 %.

[1(S)-FHE-2R)-BE-3-FAREEEFBRMTE: 1.2 mg(0.004 mmol); =3
0.4 %.

[1(S)- ¥ H-2-Ff-3-FRE)EEFEMTE: 246 mg(0.83 mmol); [
86.3 % |
WM (1S, 2S)E!/(1S, 2R)H=93.4/6.6

SEfF| 2

ERETHHREAZSETESOM HCHERK: 1 ml, Immol). ZAESE
RE, A2m fAHEERBRRER, BIMA 0.064 mi(1 mmol) FEEER. 40 774

18



98800734. 7 oM P ZE15/156m

J&, TOA 0.23 ml(3 mmol)®REE, KMBAEEN. 1 /etdE, Mz ERHT
'H-NMR Gl 248, WmKERE 1 FiasE.

AR BRR

5 BERAERARMFZATUERMAZGTHEEXNRITED UG
kB H AR REZ LS Y & e R 2 BT EY.

19
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