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B R H-CN mR(1 ME&

©XT % Y H-CH,—f R' Jy 238 4-1it32
R AR O (1 AW I B (a) S X
(O AEYS 2-R 4-ZHEMRER 2-Z 5%
e AT R AV ;

X THERKFI-CONH, IR H23-—F
FHoem—5s—EH (I ML EIRMAM R N
—-CONH, fi R' X %H okmi—s—R M1 )LEY:
Y3

(&) T #%& R H—CONH,Y ¥»-CH,~f R'
K 23— EHEF SRR 1,2~ E k-5
MR (1 LEH. ERA(VILEY,
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ger'y L 1 (0

R Fr BRI,
#1T LS R@)~ Q)25 TRARELA(L)
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2, RELAIER1 (a) MHE, HESEET
QN Br, Cl, I, C—C, I W M X, ERAH X,
B 2 = W R R LU B B B Y
MR R T 1T,

3. RENAER 207, RSEET QN
Cl, Br, I RXFEENE,

4, BRBOHER 2 W INFE, HEEET
REZEIHRN. KRP, RREIH. ZRE

y ZZERAR.

5. RIBRLAER 1 (a), 2RIMFE, R

#IE%F R 9—CONH,,Y X—CH,~HM R' B F=R

HH: o
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9. MIBHAER 1 (e) B, HBEET
KBRS R A E AL AT,

10. REFEFER 1-3 1 7-9 P{E—IHMF
i, AR EETHEEREESY - (R, §) -
5 3s-EX.

11, RBARER 40958, HSEETH
EhRG RN 3- (R, S) - 3s-JER.

12 RIBRFER SHFE, HFEETH
LR EES N 3- (R, 8) ~HIS-ER.

13. RIBMFMER 6 897, HEFEETH
BELEISFEKH 3- (R, S) - 3s-ER.

ARWY R 36 BRI LR G174 4.
ARAMLEYHIMERZ RSN, CIEH
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MM, XEERNABNERBECE. WER.
RER. ARWREFBLIR RS MR TR,
FRFARBR (1MW R AR,

QD
= Se —m
X N-CH,y

A Y B AR, -CH,~,~(CH,,~CH,0-R
—CHS—;

R X3—CN ®-CONH,;

R! TR RN — 4 %A:

o6y Lo

K XA X' F83% O B CH,;

m¥y1,283;

“Het" ML 0e 2, MEOR R 00 2.

R 847 9-CONH,,R J§ CN ML AW
ERBLHENAA —SEEAENEEAES
B Rk,

m 85 1,

R! 8e5F5%:

1
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/@‘(}:“Z)n T "Hee”

o X, X'\ m f“Het” X ( I )FE XL,
R! BiF%4:

= =~
i L3 [

Y B0 H B8R ~CH,~.

Y Wﬁ"c}lz‘.

“Het” BF At iR

A2V AHOHRERBEEBR TR (1)
&8N IR-EXA 3S-IB K, Wt SE T 3—
{5 B AA R 70 S KLFRLE W, 40, AR
FA(I ML AR 3R, SSNERER, A% 35
AOEHEN.

A1 MWy eT 2 Al ML A5 B AL fnik
ME AR Ae ARE R R E R
AR, Z ik KRR R, X DR
0, WML, ik, Ok Mk, F i R
AEARE. —THSXENTHANLN RS,
Mitm, the Journal of Pharmaceutical Sciences,
6%, H1M, 1-19" (1977461 ). &R
WM. i, SECHEA NN R N
FMZ BN, REHREWE R AN

4

0 ] R b R T A
A (1AW TEALFERRENE ] PR
%
ER A:
ﬁﬁﬁ\ﬂﬁ%‘iﬂﬂ'\":

::\ /@ 3 ey 0
[ + Q-CH-T-R ——>
e 2

(an 13411

Y.R #1 R' R 1)L XL,Q W LXH
Br,CLLC,~C, SR Bt & 2 (30 R Bt 4 2), A Bt
X, FERE RO A ERRER) R =R
M. LA QH ClL Br, I RBEWMREE.

AN B RS (RN, MR,
REW, RNEE, ZZERUBFET. £4E
AN MZ IS, R T ERE R T AT
RACEE Y 60-105C X RAEN, AERARE
ETHFRN—RETE, BRAESHMRT. &
REAZR T LIS YMRERT. WARRES
ENMEER, BHTEBES (DA RE
F U KR RSB BT LU E A7 M A SR Y
KR 49 ERLHIREHRREEE
ET#T. —FHRENFEREAEY (I) M
() AXRRENRREHEFETEZHT RN
W, =] E s RS,

HUEAESRES (1)K 3R,S-3R- 38—
A L5548 % (1)1 3RS-IR-B 35-E
.

A (DEHERTEER T ENTERED
PR A8, R (ISR Bl % 9w] A il
FEHENCALAY. AW, L8PHANEMN
FR (MEREN S b ERREE T EH
&4,

%% B:

R J3—CONH, B (L& Yy ny, B, Fk e
FTAUBK R GE % % H,SO, KB R)Ed MM
KA.

RAMBRE— R AE HSO BT R
80-98%H,S0, T #& F & 95%H,S0, #Z #
70~-110C B E Fm#Ake#1T. RE, AR E
WAL,

&8 C:

ERZBATFHME Y H-CH,-. R'H - 4-
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MEBER R ML ER B A L5 4, H T BN T
O L NSNS
S = e
SYy SUSNE
Iy e

RUMRAK(DFEN. BR, ZHELFEE
MEREIRRY 2—fY B, 4—{i.

BE A B 2SS A BRI aRb. %
fingy 60-110C, A PIHE T mok it
7. A EBERT, AR (BUFRRTEE
R R M AL N K = e[ “Triton B~
) EMEBEFHR C—C, BERYEARTTRBER
FiRg,

#% D:

R J}-CONH, fl R' H T REH

jg

MR(I TR RS R FLE

a O

j@gm
BRI AYEER &, REF R,
fign, A EASRET AEAES EA=T S
SRERES (W=ZEFEE) X7,

B AR RERS BN ENMZRPEKR
SEERAEY 60psi (413.6kpa) EHT., H
H,/ pd/ CHATRIRAL S AL Ty ¥:.

®# E:

R BAXME R ¥-CONH,, Y X
-CH,~R' % 2,3-" SR Hkmi—5—Hf 1,2-—5
feehi-5—RmX (1 MEY, EABRTALEYHIE
JRAR Y

= , =x
R [\ P e
~ 4 fl eI L]
-~ oo
o C TR
LU " 2
U

6

RER'Y 77y = O

AP BERRMIBE.

ERRE APl bRk D Bk kit
7. YRR FOR— AN, SRR SR R R
AN e - S—- 2k 2, 3 — (AU,

BFHEEREMBABNMIRP. BT
R 40—60psi (275.7-413.6kpa) HIE T HHA4TF
RICEHREE (WA H,/ pt/C). BKFH (IV)
TR #A EwFE 18 R 19 SR &,

= RPLSPEN R ERIEH A R AT
THIE.

W HEERARLATE, BULE. 8. Bk &
LHEBREFTRBKANN 13, BEXN R2CHA
95%0, fl 5%CO, A WERLKP. HEKHE
¥t (M) RERE®RS (BRASE) LA
B BERMSEAOREHRR. NEKICROBET
LK R sh A U B I A ST 2.

B 1-5 5r8h a0 B phad 8] 2P s Ml a8 — A R
Wtz miam (B f+Eag (RE. Bk
AOE) MAR-FEM% ARABIRKXE. &
LHFEFBRIROBEFEFEATRERBRRARLS
WA KRR, R ESYSHLERE 20
sreb, REEFHWEHHAMNRE-REME, B
BBARARN. HEESERPHORK, EHEA
FRMRENRBASHOEREKER, EX
ERER, —RE AL R A RREN K
BieY.

W52 515 7= A B #) SR ) B TR R BE A% A9
R &4 % K (pA, f —Arunlakshana and
Schild(1959),Brit,J.Pharmaco), 14,48—58). R I if
SHTER, W WEERS RS N AR R,

FH BRI 00 0 W 2 5.0 AR AR 1 L AR 6 SN B R
SR ESBERE B R B R ENNEE. R
BRI LaYYt, Bl O BRALESERE
REShHEMITE FI SR RO TR 15 £

H kA Y o] e Bk SR R B R 4 /D BUR PRI
AR AR G AIER S . ATIRES IR
HFL AR B AT B Ak ML IR 51 R A B R
R S0% MMM ER.

LA SRR TS B, S5-I A R sh R
/ BRI B MBS N A B o7 - AE
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BEN. RER. XEREFARNEERME Y
BN, HRAEMA (0kg FHER, LAWN
ORI SEX 3.5-350mg. XM —RRIER
AXR, REARNRBTREERREABNTH
ORIk PAH 1-250mg KA AW. TENGE
—RAEN— ARSI RS NRRE KRS
WEE. BPREHRERERRNERGE—REE
B 035-35mg. XisL, MBETFREMANLIN
RIS EMEERE, THRENANEN. T
BEHNE. PRNERMNTHNZAMNEHAN
LM, MR RECWRETRR, SR RENNE
EWERY R, XSMEERBNENA.
BASRRN, X (1AW THAMRE,
HARRENSRANENREERAN—RE
FXBRERNHWRAEANERELSHERS
B, Am,ENTUARENDERDRAEN A
Fom, TURHNRSRIERGESHER
EHEREARH, ETUSHMKNREE
MR REERNBE. CNTRESK N
&, Ptn, BRES. IAEHRETESN.
PSR BEHed, CARGFUTHRERE
B, KPS HREYEOREMNERWHMN
LA B0 5 i A6 3
AREMB—HWRAT —HEWALY. K
FATA (IHEAWRETH A O HLY
RRRR R,
ZRAEGER (I MEAWRHTHAMYE
10 B 4 00 B 06 W R 7E 00T B I 4 A 5E
]
ERABAFER (ISP RHTHHME
W& W h a8 AL BT R B R8T S5l L
MBBSHHER / BUR T AVBUER R OB B Mt
AR, BER. RAK. SURBFBESH
REFRES R,
ARABRCERX (MM FPEEK SR
IR, S-FMERERM 3SR, LR X (V) ¥ P E
k.
TP ARERAERY.

B 1
(A) 3- (R, §) - I-HHFEE-1, 1-°X%X

EPE) -1-2-(2,3-_EXHKW-5—%)Z %]
WESEH &

comy 2
m -+ o X005
| —_—
™ W R acn
[ 1]
2 -
" SO
rh

HE RS- EHARE-1,1-— ¥ AP X)
MY 52(0.33z—8 R0 & 8),5-(2-MZ X)-2,3-—
AEHM0.25s—5 R M & 13). T A RMIP(0.39)
ZMomDM WA WMMEIN 2 At KRS
WHE_HMBLHE (50m) M 0% MWW AN
(10ml) ZHBITHAE, HRB. FHAKRH_KH
K O(x2mDRNK. AN _KERRENTHR
(MgSO )3 N2 TS BB BRI Xk
TR LA TMO0%ERE 8% )M = SN R
U#ITHERNE. SHSF-PRNEs NS TEk
%, ABMRY, ARWRER (SBRXAHER
Bt =Y, >R 0.17g, mp.131-132C.,

Y%~

SLH{4:C,78.90;H,7.70;N,6.28;

HWAH:(C,H,N,0,)C,78.84;H,7.90;N,6.57.

'"HN.m.r.(CDCl;)8 =7.50-7.20(m, 1 1H);7.00(s, 1
H);6.90(d, 1 H);6.70{d, 1 H);5.45-5.30(brs, 1H);4.60—
4.50(t,2H);3.60~3.45(m, 1H);3.25~3.15(1,2H);3.05—
2.50(m,8H);2.10—1.95(m,2H)ppm.

(B 3—(S)~(-)-(1 - S F Bt 1, 1- M i
B AE(1.952~% WM& 10(B)FF 86, BHET L
R FTEMHMBEER -S)(-)(1-BPME
—1L1-Z KK P R 12-Q2,3-Z E ¥k mM-5-
)7 e bz, =R 1.9g,[«]*-20.6 °

(C1.0,CH,Cl,).

(C) W3- (R) - (+) - (I-XHMKE-1,
I-ZREPE) neEk (28-S RME 1) F
th, BARRLTF LROOTEE, BOMEKR - (R) -
(+) - (1-EHBRE-), I-_XXPHE)
- 1=[2—(2,3-Z E R 3F ok M —5—-26) Z M 0g 52, 7=
B 1.7g,[a)¥+18.1 ° (C1.0,CH,CL,).

L/ 2

(A) 3- (R, 8) - (I-HHHE-1, I-—X%
EFRE) —1-2-(1,2-= "k -5-%) 7 Emtek 5
ok F 3

buds] e,
™ LI
Vi e cnes
rw LS 3
br

<110
m A K\IT/\*)
Ve Y Y
m L/
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WA 3-(RS)-(1-KHME-1,1-—KXTE)
Mok 520.6-8 L& 8).5(2-NZE)1,2-" %
LEi(0.495-F R & 14), A RN (0.65)R Z K
QomDAYM AW AEI MK 125 /H, WEARESW
£ 10% MM A BN(10ml) F_HHR(S0m)Z
RARASRIFB_APR (3x100a)RBKE.
AN _NPRERE TR (MgSO NS TR
ERAARRE. KFERRGWERRLHAHN
O%ERF 6% )N ST SRR ELEATH R ITH
. SHAFWNRTHNZTHRE. BREHEIR
e,k 0293.

5%

FKRN:C,80.59;H,7.99;N,6.11;

HIAH:(CpH;;N,0,y,H,0)

C,80.33;H,7.67;N,6.46

'HN.m.r.(CDC\,)é = 8.00—7.70({brs, | H);7.50—
7.20(m, 10H);7.15(d,1H);7.05(s,1H);6.95(d,1 H);5.45
~5.30(brs,1H);3,55—3.40(m,1H);3.00—2.60(m,12H);
2.60~2.40(m,1H);2.15—1.90(m,3H)ppm.

B 3-E)(-)(1- X I E—1,1-—F3H
W)MEPK 5(0.64g—5 W W & 10(B))FF M, AR
ERB 3-S-(-)(-mPRE-1I-—_%k%H
X) -1-2-(12-Z e -5—K)Z X o b, 7=
& 0.34g,[2)5—-10.4 ° (C1.0,CH,Cl,).

xH3

3- (R, §) - (I-HFRE-1. I-—XRF
) ~1- (3, -EF_KEXE) HEENEE

conn
P z
2
" o+ cl/\@O >
el
L ©.co,
conn, cues.
m.ﬂ\‘t\‘
Th - = Q.
A
e

#Ha&3- (R, 9 - (I-KFME-1, 1-—F
EHXE) MeEEE (0.75z-BAHl% 8). 3. 4-LH
“HEFREN (0.51g-HEMER), TABRRE
(0.75g) MZM (30ml) WMEPWEZERTRH
WM. BBRREYE 0%RRBKER
20ml) RM_EHPR (S0m) ZFELE. FRHA
ZERAR GxSm)RBRARAFHG_EPRR
B TRMESO)HTRZETRESHBMWHR
%, HFENKRWERKIATHAR (0%ERE

6

10

10%) H_KPRERUETERTML. &3
XEPOBSHTFRSTRIG, RBNEREE
. ™& 0.53.

2% -

LW C,74.15:H,6.26;N,6.56;

AN :Co H o N,05.1 / 4H,0:

C,74.53;H,6.38;N,6.69.

'HN.m.r.(CDCl,)é = 7.45—7.20(m, 1H);6.80—
6.65(m,3H);5.95(s,2H),5.60~5.50(brs, 1H);3.60-3.4
0(m,3H);2.90~2.70(m,2H);2.70—2.55(m, 1 H);2.50-
2.40(m, 1H);2.05-1.90(m,2H)ppm.

LHa

3- (R, 8) - (I-XHRE~-L, 1-—XEF
%) -1- 3, LR _EE¥XE) ZREWELSN
&

#¥E 3~ (R, 8) - (1-HFEE-1, 1I-—%F
REE) MRS (0.3z-BRME8), 3, LW
“HEEXZER (0.247g-5 RBE 16), LAKEK
M (0.4g) MZBE (10ml) MRSWMAE R 3
B, WHRRSWREER. ERPMAKIA_
FHE GOxSom)RNARSY. SHN_EHKR
RBEETRMSO P TRZETHRE. @BEE
MK, HENKEEERELASTFE (%ER
£ 6%) H_RFRKRLUBITHRRAML, §3F
AR HTRITRE, BAXGEEKRER
-, ™&027g,

S Ye:—

FER{H:C,73.44H,6.46;N,6.62;

HRAA:CHH,N,0, » 1/ 3CH,Cly:

C,73.69;H,6.48;N,6.29.

'HN.m.r.(CDCl,)é = 7.80~7.60(brs, 1 H);7.50—
7.15(m,10H);6.75~6.60(m,3H);5.95(s,2H);5.45-5.3
5(brs,1H);3.55-3.40(m, 1 H);3.00—2.40(m,8H);2.10—
1.90(m,2H)ppm.

8 5

3~ (R, 8) - (I~-EHAKE~1, I-_F%H
) —1-2-(2-ntee ) Z Xt SR &
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W& 3- (R, S) - (I-XHABE-1, |-_%
R X)) miegsE (1.0g—F LW 8) 2-ZMEnk
B2 (0.5g) M 1,4-—sH2 (10ml) MIBASWNHE
B 20 e, BHEKEETMIEE S H BN
R (100m)B R, 28 /5 A — 8 5 £5(3 x SomU)iR K.
AFH 0 NP IRIRBNE TRMSONH FRET
WS, BBFANMRY, HIEMRYERRLAY
HE QUERL 10%) H_HPERBLSTH
B, 8HATWNRIHTHESTHRE, &
X GMEKRFETY, ™R 0.31g.

A %:—

LR(H:C,71.10;H,6.84;N,9.95;

H8:C,H,,N;0.H,0.1 / 4CH,Cl;:

C,71.39;H,6.99;N,9.89.

'HN.m.r.(CDCl,)5 = 8.50(d, 1 H),7.60(t, 1 H),
7.50—7.10(m, 13H),5.80~5.65(brs, 1 H)3.75-3.60(m,2
H);3.30—2.80(m,7TH)2.45-2.25(brm, 1 H)2.15-2.00
(m,|H)ppm.

3

RS)A(I-HFBRE-LI-—XEHE)
—1-2-(1,4-%3}# — Bk -6 1) Z 5| a0 B &

!'.:'.'.ﬂ) l ’:Ii)',!.‘

e o O\
o coi, /(J/ )
rhig/“ s

#a I-RS)- (-HFRE-LI-ZFEH
X) MEELT(0.3z-8 0 % 8),6—(2-RZH)-1,4-
¥ B (0.26g—8 N W& 21), T AKBRBIF(0.4g)
AZRMOOm)MBAWMAEINR 3 /Nof. RRNEE
BE. FRAWPMAK (40ml) FHH_EHLE

12

Ox30m)ERESHN _EFTRRREE TR
(MgSOVH FRETHRIBERBINEKR® BN
KRWEERK LR SPRO%ERE 10%)H_K
PR USITHERTAL. SHAFNNRAH
TRETHS. ABLEAMEKREE"Y. ™R
0.21g.

S %:—

LR{E:C,72.87;H,6.72;N,5.88;

ﬂ"ﬁi(CanNzoa * H,0)

C,73.01;H,6.95;N,6.08.

'HN.m.r.(CDC,)d = 7.50~7.20(m, 1 1H),6.80—
6.75(d,1H),6.70-6.60(m,2H),5.45—5.35(brs,
1H);4.25(s,4H),3.60~3.45(brs,1 H);3.00—2.60(m,
8H),2.10-1.90(m,2H)ppm.

LH7

I-(S)-(-)-(1-E F R —~1,1-— % 35 &)
—1=[2=(KF kI ~5—2) 7, 3 W S04 T A

comk
bl 2 €
i Yy
he:d
3
1,0, l iy
COsIL. 0,
» 2
&
-~ ¥

BE-OrC-(-BPmRE-1,1-—¥EH
HE)nieg 52(1.79g—2 L& 10(B)),5(2-RZE)¥
(2,365 mi(1.2g—2 W& 1), EARRN(3p)
FZBGom)AIIR A %A E R 30 25k, H#HixR
AR ZIREOm)A 10% %R A E M (30mI)
ZEARAEAKBHZBZE 3xS5omMRK.4
FHNZBRIKBELTRMSOVFTRETEREE
BRAFORRY EZERGERELA YT
Q)N SR RERUBITERN L. S#S
EHNESFTESTRE, BBIRKRRE™
¥, =& 14g.

% —

W{H:C,75.65;H,6.54;,N,6.25;




90 1

13

HIEAH:(C,H,N,0, + 1/ 4CH,Cl,)
C,75.44;H,6.33;N,6.28.

'H-N.M.R.(d*DMSO0)é = 7.85(d,1H),7.45—
6.90(m,15H),6.80(s,1H),3.65—3.50(m,1 H),3.55-3.2
0(brm, 1H),2.90-2.75(m, 1H),2.70—2.55(m,2H),2.55
=2.25(m,3H),1.95—-1.70(m,2H),1.55~1.40(m, 1 H)pp
m.

8

R et N P TRl 3 R:P
122,33~ Mok —S—) Z X w52 A
HECTHELN 1(B)

F S (-BHKE-1,1-— Xk XF
) —12-CFHokm-5-2%)7 B 52(0. 13-
REH NEZRCu)PABRP M A
10%pd / C(10mg) W R A WE WCHMKSENTF
1k 6 het. WMbiAEMEN, MK (20ml) k.
Y& 0 MR RS B B 5 RS, A
A4 (20mg), MA 10% EEKALMA BRI
BREW. 2. KBR#E—FPH_HHKR 3x
0ml) RW. 2HMH_HFRRIELTR
MgSOTFRETHREE, BBXEEE Wi
BAARERELHASRE (4%) H_EF %R
HTHRTRL. §HATWNESHTHE TR
., BB LARWRNFEESY. ™R 0.048g,
SxMETESEM 1 (B) M=wHR.

'"H~N.M.R.(CDC,),8 = 7.50-7.20(m,1 L H);
7.00(s,1H),6.90(d, 1H);6.70(d, 1 H); 5.45—5.30(brs,
1H),4.60—4.50(t,2H);3.60~3.45(m, 1H);3.25-3.15(t,
2H);3.05~2.50(m,8H);2.10—1.95(m,2H)ppm.

8
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xH9
ISy(-(1-8 H M X -L,1I-Z ¥ X §
H)-1-2-2,3-ZEH kg —5—3) Z KoL es br sy
WA ERRD M ECTELH 1(B)F 8)

#3-O)-(-AHERME-LI-ZXXEPE)
—1-{22,3- = B 3 ok N —-5—2)-2— % Z Bt wy
btk iR (300g—% W& 19),50%pd / C(30g)F1Z.
B (3000m)i9 1B & W 7 50psi(344.7kpa)Fl 90T &
748, RERBESYIRHTRETRE. &
Ry, BEMRYE_EFHR (1500ml)
K (1500ml) ZE#ITHE. HERLHKE B
(5N) BLRAYUREREY. RESE. TR
STRBFIHEABMRYER. XM RY &
BER LB & B/ 0.880NH,.H,0(10:1)(0% ~
15%)MZMZ R RLUEITTH NS, 43S
YW HTRS THRE, @RXNEEREENOR
sy, B 17,

HAaEnHNE (171g) FTHM (855ml)
. H 49%HBr B (66g) ALEE. M4 BMT
i, TREGIKFELEY. & 99.5z m. p.
229TC, [a]5-30.3 ° (C1.0,CH,CL,).

Y-

FR{:C,66.48;H,6.29;N,5.54;

H WA :(C,3H, N, 0,Br)

C,66.27;H,6.61;N,5.52.
'"H-N.M.R.(CDC1,)3=17.5-7.2(m,
10H),7.0(s, 1H),6.9(d, 1H);6.7(d, | H);6.1-5.4(m,2H);
4.6—4.5(t,2H);4.0~2.7(m,11H);2.4-1.9(m,2H)ppm.

LR S E LIRS LA BT A AR
BN NWE.

&

3- (R) = (=) —REArERiL el &
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[# . chemistry Letters,1986,893.]

(28, 4R)(-) 4B X -2- MR SR (405—
TEER), EAFCH (200m) M 2-FCH
—1-M (2ml) 7 154C—E Mk 4.5 /e, SaHR
SWEANHE. WEZE, MARANLRZBEE
(150m1), WHFENEREEK, RZRZE 2
x50ml) Hk. HRFAHEGRE®K, BBXE
AREFEEASY, =R 19.153, m.p.104-108T,
[x]5-8.0 ° (C3.45,CH,0H).

'HN.m.r(d* DMS0),5 = 10.00—8.60(brs,2H);
5.55-5.20(brs,1H);4.40—4.25(brs, 1 H);3.25-2.90(m,
4H);1.95-1.75(m,2H)ppm.

&2

I-FXBRBER-I- (R) - (-) -BEMELE
W&

OH

H OH
% 1
-,
% n,c 50,C
re
HC1 'ﬂl"/i

”
H Is

"‘Clg“‘m

F£OCTF, Fi3- (R) - (=) —3-REngs
HmEE (1g-ZRE& 1) EXKME (10m) F
BB PR MANEXHRRE (1.54). KRS
HEHFEEE, W16/, FRETERBRE
B, HERBWE_EFH (20m) MK
(1om)) ZMEZER. 4B, KRRA_EPHx (2x
15ml) B, SHN_KFRRNER 2M £8
2x 15ml) 1 10% WEAFKER (2x15m) %
%, RETHR (MBSONHTFRETREB/BE
k. HZBMESERE, BIXARKRORE™

16
%, >~ &/ 05gmp.108-112C ,[a}5-6.7°
(C1.0,CH,C,).
BHYe:—
L WM:C,54.69;H,6.23;N,5.78;
i %4H:(C, H,,;NO,S)

C,54.77;H,6.27;N,5.80.
+HN.m.r.(CDCl,)é = 7.80~7.70(d,2H);7.40-
7.30(d,2H);4.45-4.35(m, 1 H),3.50%-3.35(m,3H);3.30
~3,25(m,1H);2.45(s,3H);2.05~1.80{m,2H);1.75~1.7
0(m, | H)ppm.

&3
1-FEHRE-I-(S)(-)F X Rt W Anteg
b &

H OH st
= Ph.P, TsOMe
3 —
>
N

“DEAD", THF R

]
Ts

EOCT, T I-FXBME3—(R-(-)-BX
Mg E(49g-2 AW & M=K R(Teg)EX KN L
ok M (700m1) =0 8 #F P 43 ik A X R S R P
(54g). MIZBEYRE-20T, M 30 H4WmeE
E_HRM_ZK (589-*DEAD"), XM, BEF
BETF-10C. YMEE, WRSHBHAZZRN
B 6/, RERMBRAYTAS TRE, 83
Bk, BEREREERLHAST MR (50%)
RMEHEEBRLHTERT AL, 2F3-YNEs
FTFRETHS, BIMRY. B 1-ANER
B, BRxGERMFEELSY. ™R 56g. m.
p. 110T, []¥-5.2° (C1.0,CH,C,).

%

TIRMH:C,54.62;H,5.46;N,3.14;

HAH:(C,4H,; NOS,)

C,54.66;H,5.35;N,3.54.

'"HN.m.r.(CDCL,),5 = 7.75-7.65(m,4H);7.40—
7.30(m,4H);5.00—4.90(m, 1 H),3.55-3.35(m,3H);3.3
0~3.20(m, 1H);2.50(s,3H);2.45(s,3H);2.10-1.90(m,2
H)ppm.

&4

1-FEBRBE-3-(R)—~(+)-F XM B

9
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" y ot
2 @.so c1 ’4?
et SLIE

E 0CF, ¥ 3—(RH-)-3-£§lItIEﬁHI!ﬁ
(1958 R4 & 1)TETANUE(200mY) WM P4
HMAM BERMEGL.5g). WEMAWRREE
B 16 ), FRETHRGERE, HHH
BEEE_KER (300m) Mk (200ml) 2ZMH
SR, 22, XKRBAZ-AFHR (3x100m) #
B, WRHFH_EPREBKA INER (2x
100ml) 0 10% EHLWMER (2% 100ml) Bk,
AETM (MgSOFTRETIRE, BBMRY.
52— EWNE. #SBEK, € I-HNEE
i AYXABERMAFESY. ©R 335z m.
p. 111-112T€, [}¥+5.3 ° (C1.0,CH,C,).

%

LRE:C,54.29;H,5.39;N,3.59;

HAE(C, H,; NOS,)

C,54.68;H,5.35;N,3.54,

'HN.m.r.(CDCL,),8 = 7.75-7.65(m,4H);7.40—
7.30(m,4H);5.00—4.90(m, 1 H),3.55-3.35(m,3H);3.3
0~3.20(m, 1H);2.50(s,3H);2.45(s,3H);2.10-1.90(m,2
H)ppm.

&S

1-F PR E—3~(R,S)—F R B R AL 5%
) F-

EOCT T, F I-(RS)-BREMBEL(152E LK
Uit B (200m1) 9 AY ¥ L A 2 2t AL RT B % 8t 4K
(68.8g). HEBAWERKETEEIFNH 16 /~at,
HIXERTRETREEAFERN—¥, R5E
ZHHEK (500ml) MK (300ml) ZMESFRE. 5
B, HFHARA_EHE 3x100ml) R, #
BHHE_EPRERKME 2M £ (100ml) A

10

18

0% MEAHAEM (100ml) %3k, A5 TH
(MgSOFTRZTHREAAMRY, A_EF
%/ ZRERE, ABNREKROEELSY.
71 28.3g, m.p.119-12iC,

'HN.m.r.(CDCl,),8 = 7.75-7.65(m,4H);7.40—

7.30(m,4H);4.95(m,1H),3.55-3.35(m,3H);3.30
~3.20(m,1H);2.50(s,3H);2.45(s,3H);2.10-1.90(m,2
H)ppm.

W6

(A)3—(R,S)—(1-N( X~1,1-— X X)-1-H§
Aol ol 52 0 ) 2

CN
0Ts Ph

U Ph,CHCN
S
> Ph
N Nal, T ~-1Ts

!
Ts

FEAN4e ETIHPH 0% BER)EL
KEEQSOMDPHMBEENBRRRPMA_FEE
ZH(7.1g) KRR S mAR K 2 et B
EZRE, SHMA I-PXRBKEE-I- (R, 9)
-PREMAEMELR 28~ REE 5). HiEF
ZRAYMMBERK 3N, HBAYAPE
(150m}) B, B S ERALWHKER (2%
100ml) M EL K (1S0ml) ¥ %, R T #

(MgSONH TRETHRE.BRE®KY, SHH—
EEHLEA, BB LARABRROFRELESY. ™
& 18g,m.p.186-187TC.

‘HN.m.r.(CDCl,),é = 7.75(d,2H);7.50-7.25(m,
12H);3.60-3.30(m,4H);3.10~3.00(m, 1 H);2.50(s,
3H);2.00—-1.80(m,2H)ppm.

(B)AA 1-1H R Bt -3—(S)~(—)-H XM
B ErE BE(S5g—~2 LB & 3)FF G MM LB
8 3-S)(HN-(1-KE-LI-—EXPR)-1-PHE
BOM X W R 49.5gap+17.2°
(C1.0,CH,C,),m.p.180-185TC,

(OM - XM B3R+ XBRt H At
M- 2 LHE OF B EHMUTEBE
3(RIA-r—(1-N X~ |- %K F ) 1-FHRHE M
Mg 52 > & 19.7g,m.p.165-178T ,[a)5-17.0 °
(C1.0,CH,Cl,).
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w7
3R, S)~(1-M%~1,1-Z 2% F X 42 19
L

o CN
Ph Ph
HBr (aq)
Ph h-Ts  ————2pp
PhOH

# 3-(R,S)-(1-ME—1, 1~ ¥ 35 ) 1-5
EMMER LR (215-8 RWE (ANMERQ213)
e 48% SL IR 2K WY W (240m1) = #) 17 3 ot 25 51 3 2
/A, EXBPRERSHRNEOC, REES
AN A 50% BAILWANER (280ml) HITHIL
(PH12), MAEE (10ml), HWRSWEH 159
#, MERAK (300ml) HEE., H_EHRE (3x
200ml) REREY. BEHNRBE TR
(MgSOTRESTHE.ABMRY. HEWR
WWT 1:1 B4R/ PXE (500ml) P, F 0.5M #
B (3x500ml) ¥k, HFKREES5RRSYIESS
H— SRRy —EFEEALMER (128 %
20ml K$) #ik (pHI2) FA_KHEE (3x
150ml) RE. SHN _MFARRBUBEETR
(MgSOFRZTHRE GIMRY. HEMR
WERKLHAAEN (0%ERE 10%) H_HH
S BUTEH BRI AML, SHATINERSHTH
STHE, SAMREE~W, ™K 10g.

'HN.m.r.(CDCly),é = 7.55-7.25(m, 10H);
5.45(brs, 1H);3.55-3.40(m, 1 H);3.35-3.10(m,2H);3.
05-2.90(m,1H);2.65-2.40(m,1H);2.10-2.00(m, 1 H);
1.95~1.80(m, | H)ppm.

s

3I-(R,S)—(1-2% B Bt 3 —1,1- 352 B 06 ot g
SN E

CONH

CN
Ph 2
Ph .
95% HZSO‘
Ph H o 5 Ph
NH

$# 3—(R,S)—(1-2—1,1- 262 B K )b i 4%

20

(30g—$ . M&E T 95% MM 210m)P FH 3%
BAWEKHT T 85C iidh 9 A METF 100C
30 5reh. SEUNRA SN BRI SIB K
(2Kg)b. EXBRYTALTHMOAR AL
¥ (340g) %K (500ml) FESMMEMILIR S
. #ARRAWA_ETR (3x30m) KK
AHHBRMTR (MeSOVHFFRETRES. B
Bl R 16.4.

'HN.m.r.(CDC1)é = 7.50—7.10(m, 10H);7.10-
6.90(brs,0.5H);5.90-5.30(brm, 2. 5H); 3.60~3.40(m, |
H);3.30-3.00(m,3H);2.95-2.60(m, H);2.45-2.20(m
,1H);2.05~1.85(m, [H)ppm.

HE9
(A)3~(S)—~(+)—( - A1, 1- Xk 1 2 )t o
R E
e [ Ph v
o HBrIHZO h
Pho TS m——————3 gy, "
PhOH
HE 3-OE)(-KE-LI-—_FXEH

) |5 R R N X IR 1% (4988 L 4 & 6(B)).
8% EEMAKER (500ml) ¥R (508) MR
Sy mAER 1.25 /M7, REVZEER. HER
AWAMZ M (Soml) RKBRELEOEEMR
., AEHK 21 28/ 25K (150ml) RK. #HK
BH_KH5E (4x100m)i@R, 8 KPR
¥, R 10%ERLAKER (3x50ml) Bk,
RETHR (MgSONHTRETHERI MIRY.
BERNZBRIETRZ THREESBMRY,
BEBRYE T _®EKE (100ml) ., A 10%E
FALBAKEH (3x50ml) Pk, W_EHARER
F# (MgSONHTRZTHSES., HBWRY,
HiE R 5 B8 & P R R B PR M AR
NEH. RERGHOIMRIBTF_EF KR
(200ml) H3HH 10% EEAWMAKBH (2% 50m))
Vedk., ¥ _EHREETHR (MgSOMFFRET
waE. [EMRY. BEMRBEEN L AXIEN
(0% ER/E 10%) H_EKHRERELUEITHE
Hik. SHATYHELATRETHRIE. ABNK
K RFEETH, =& 24 3g[h+60°

11
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(C1.0,CH,Cl,).
5%~

LRA:C,78.09;H,6.70;N,9.93;

HAMAC,,H | N,.1 7 SCH,Cly)

C,78.24;H,6.63;N,10.03.

(B) A3~ (R) - (-) -1-K¥~-1, I-2%
EEE) —1-FAEPMERRN (19.5-8 LML
6 (C)) F# KHpMlE, 88 3 (R) -
=) - (Q-WE-1, |I-Z—XXPE) HER, >
& 9.5g. [a]5-9.8 ° (C1.0,CH,C,).

% 10

(A) 3- (S5) - () -~ (I-HFME-1, -
ZEEFR) MR L- (+) MAMENME

COZE

CONH

" | o
Ph 7 o ‘952 H,50, Ph%
¥ —_— u HO-
COZH
¥3-(8) - (+) - (1-ME-1, 1-—%H
X) Mt (245-BRHE9 (A)) BT 9S%H
B (21oml) P, REMRSYERHT T 85CH
MAS/AN, FERAWRHEER, REHBIK
(500g) L. EXBOHTTFRRESYWPLHMA
Wi, EEILW (335g) ZEK (500ml) PHNE
AT (pHI2). MEGA_H®E L (4x
200m!) B, AHMORREESTHR (MgSOY3H
FRZETRE[BXARERMBRBIELIRE
4,7k 8.5z — B MERTHSSHFTZ
MSOmDP, MA L~+-HARCIERANZ B
GomD)h e, REERNEE, APNES
s, BXEHROIEEBL- (+) -BERE, =
& 68, m.p.180-185C, [«}5+16.3 ° (C1.0,H,0).
it Ye:—
XWH:C,61.21;H,6.25,N,6.45;
HAH:(C,H,N,0.C,HOp)
C,61.38;H,6.09;N,6.51.
'HN.m.r.(d*°DMSO0),5 = 9.00-7.50(brs,4H);
7.40—7.10(m, 1 1H);6.90-6.80(brs,1 H);3.90(s,2H);3.
90—3.70(m, 1H);3.50-3.35(m, 1H)3.25-3.00(m, 1 H);
2,75~2.60(m,1H);2.55~2.40(m,2H);2.15~2.00(m,
H);1.40~1.30(m,1H)ppm.

12
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(BB—(S)(-)(1-R A B E-1,1-— R X T H)
ML £ 0 9

AR A)PBRN IAS-(H-(1- KT
E)-LI-ZEEPEMER L-(+)—BE R
(0.95g)"¥ F /K (40ml) s, iE L W i 10% & /L #1K
WREITMAL(PH12), BAWA _HP5K (2x
SomD) RE. SHFRME. TH* (Na,SONHTR
FTRS QR L aRER TR, =R 0.642.

'HN.m.r (CDC,)é = 7.50~7.20((m, 1 1H);6.35—
6.20(brs, 1H);5.90—5.75(brs, 1H);3.55-3.45(m, 1 H);
3.25-3.10(m,2H);3.05-2.95(m, 1 H);2.95-2.85(m, 1
H);2.15-2.05(m, 1H);1.90—1.80(m, 1 H)ppm.

ik

AR AH(I-E R B E-1,1- 5 Bt
e do 4 Al £

CR CONH

Ph Ph
z, >L4

™ 951 1,50, Ph
—_—
" ol u4 NH

3 3-(R)~()—(1-WE-1, |- R 5P E)meeg
£2(9.2g—% WL % IB)AFT 95% B M (80m)P 3§
BEDIE 80T fnfh 4 /N RIS FE 0T MM 1 /A
B, FHAMAK (1kg) FmMARS. HELWH
(120g) ¥ K (100ml) = &) % B A 47 0 1k
(pH12). HEMASWA_EHR (4x100ml) #
B, HERBETHR (MgSO)RETHESTK
%, BENKRY. HEMERYERKLEAEH
B (0%ERE 10%) H_EWHERRBUSITER
e, §HIEPNALS. HTRETHRE. 8
BuKRIEEEY., & 4.5 L5+169°
(C1.0,CH,C,).

"HN.m.r.(CDCl,),8 = 7.45~7.20((m,10H);6.10
—5.90(brs, 1H);3.20-3.10(m, 1 H);3.05-2.95(m, 1 H);
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2.90~2.65(m,3H);2.10-2.00(m, 1 K);1.95~1.75(m,2
H)ppm.
W& 12
5—(2-RAZ¥)-2,3-

/m LiALH,

. EOCTHQI-ZEXEHrW-S—K%)Z 8
(4.9g—$ . EP—A—132130)7E 75 /K I % 5% M (50m1)
PEOM AR 10 53-bbad B Wi 3] LB A(1.579) &
FoK I gk (S0ml) P Ay I HEE A WP, R
AWERBTEE; N | e, TP/

K (1L.5ml), HEMA 10%% WAL W KSR
(L5SmDBEMAK (4.5ml). SREREWHAZ
MZE (2x50ml) WREUIE., 430K %
BETRETTHR, SIMRKEE~Y, ™R
33z.

'HN.m.r.(CDCL,)é = 7.10(s,1H);7.00(d, | H);
6.75(m,1H);4.65—4.55(m,2H);3.90~3.75(m,2H);3.3
0-3.15(m,2H);2.90—2.80(m,2H);1.85~1.75(brs, 1H)
ppm.

w13

5~(2-RZH)-2,3- B HH M HI &

SRRy

g Qe

Br
> g
Q CCl,‘

F S(QRBREZE)2-_EEHEM
(0.612g—% W% 12)7 K EALBROm)F HE B+
MAZ R HBO.37g) H RS HMMBER I A
. WEZERRE, HRAWE 10%BERMKER
Qoml) M_EPK (0m) ZEHE. F2B. K
BA_EHK 2x10ml) K. SHH_KPK
REEETHR (MgSOFTRZETRE,BEIMWR
Y R EER,R 0.584g,m.p.60-62TC.

'HN.m.r.{CDCl,)6 = 7.10(s, 1H);7.00—6.95(d, ]
H);6.80—6.70(d, 1H);4.65—4.55(t,2H);3.60—3.50(t,2
H);3.25-3.15(t,2H);3.15-3.10(t,2H)ppm.

24

HE 14
5—(2-MZ%)-1,2-— B HNPE

F 5S-REZ E)>12-- A 4 &
(14.0g)(FR-A-2139628)7E P { (LR (100m) P i) %
HPRMm=REMG.5ml). BERESWTZERT
B 0.5 e, REMME R 2 /e, IBAXK
(100g), HZMASWE_EBLEM 10%RREK
BRZEGR, 72, KRH %P2 x 100m])
R, 24O _KAKRUNETR (MgSO)H
FRESTHRE AT WERE. HEMROEER L
RSP RRERSITHEERNE. §Fawns
5 TRETHRSE, #BLanRizErEy.

=R 10.5g.

'HN.m.r.(CDCl,)6 = 7.30—7.00(m,3H);3.60(m,
2H);3.20(m,2H);3.00—2.85(m,4H);2.20-2.05(m,2H)
ppm.

H& 15

34-TH _EARZMNWNE

0P
<H%\I

CH 2COOH

‘l, LiAle

(o
H
Hz
0 CH.CH_OH

272

B 30 46088 34T 4R Z. M (18.09)5
Ht B 1L 48 € (4.0g)7E Z, ¥ (400m1) P &) B 4
0. KRHBRET. HRBAWEZRE TR 2
AN, DOCIIARRRLEAKRRGETING,. RE
k. B 10%BRMMKEIIEREE. AR
TRERE, BBRRGaWREE™H (15.01g,
90%), f'H-n.m.r ifELE.

'HN.m.r.(CDCl,)é = 6.69—6.83(3H,m);5.98(2
H,s);3.82(2H,dt,J = 7and6Hz);2.81(2H,t,J = THz)an
d1.44(1H,t,J = 6Hz,7] 5 D,0 3#)

13
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W& 16
3L4-FR _NEEZERHME

jes
Va3
BrCH,CH o

2

T A 30 PP =M. 17 R ALK
GomD) PR MB 34-FEF _HBXEZN
(15.0gX$ 1. - 15)7E P WAL E(200m)) P 49 W
P HBERSWMABRK 3 At EKAK (B
). SM EMEWMAKRAT ALK FHURET
SRR, TR BT A SR T AR R AT RE
Bintife. B4, MR, BARRLM
RFELEY (8.3g, 40%), h'H-n.m.r ¥
.

'HN.m.r.(CDCl,)8 = 6.80(1H,d,J = 8Hz),6.75(
1H,s);6.73(1H,d,T = 8Hz);6.00(2H,s);3.56(2H,t,J = 7
Hz) and 3.13(2H,t,J = THz).

& 17

5—Q-RZ.XE)HH{2,3- v # &

-
0
o

(PhCO,) 0, €1,

H¥E S-Q-RZE)-2,3-"EXEH(2,3-bjskm
Ce-S A& 13). HEAKLH N-RANKHM
TR (2.37g). SIRAEEPR (0.03g FomLR /L
HESYmAER 2/, BEERE. WAK
(100m)) FATEHMM (1g), 4B, XRH_K
iR (3x50ml) RW. FREFHENRRE
(MgSONHTRETHRE ABMRY. HXMR
WEERLASTE (5%) HERKBKFEITE
Bk, SHATONRS, FTRETKRE, 8
By, & 1.25.

'HN.m.r.(CDCl,)8 ="17.70(d,1H),7.55-7.45(m,

14

26

2H),7.25-7.15(d, 1 H),6.80(s, 1 H), 3.70-3.60(t,2H),
3.35-3.25(t,2H)ppm.

Hi& 18

S~ ZME-2, - E RN P&

o]

(t@ AICl; , CICOCHLCl <Ij/k/a'
° .

B EZMER(10.39)8 T — KB HQSm)FP H#
E-ISTH EBENBIKLBO220)E —HF IR
Gom)FRIME P, MAZEXHkM (10g) 7
ZEEE (25ml) PAER. AEH 20 Ak
BHRERZTER. HRERSHMBIK (700g)
L. AP (2x200m)) BIEKR. FKE
FEHPACERE, T#H MgSO)HFAET
., EFER (11m) PBAKFHEG
(11g), B LEME FEHES. IREARAGE
EARORBLEY, R 212 mp.

85-87C,

% —

SLR{A:C,60.75;H,4.67;

R AH:(C,(H,Cl0,)C,61.08;H,4.61.

'"H-N.M.R.(CDCl,)5 = 7.9(s,1H);7.8(d, 1 H);
6.85(d, 1 H);4,7(t,2H),4.65(s,2H);3.3(t,2H)ppm.

& 19

-S)(-E R ME-LI-—XKXHE)
=1-{2-2,3- = M FH vk M50 ) 2 2 Bk ng
AN ANE

CONH, CONH,

Ph Ph
o o]
N N
a H <rj)\/ :
Po} Q

FEET . S-KZME-23-"E%Hkm
(176.2s- R# & 18). 3- (8) - (I-HFHE
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-1, 1-Z%%HFE) Mg (335.08-8 0%
% 10 (B)) FIHMM (3352) MMAWETLLH
BB PRE 18 /00, RETFRESTERE. ¥
AMBEAKE_FHEL (2, 500ml) MK (2,
500ml) ZM4SE, HTEESTREAIHEENRR
W, BEMRYETZRZE (3, 350m) ¥,
HEMBTRANSP O BEE (180 6ml,
24%w/V) Rk, DdE,. SBRREK, >R
467g.

RS T Wit — 5 s TR B T34 9 b,

& 20

6~ -BRZE) -1, 4-FH_

(L
0 CHZCOOH
L LiAlHa
1L
(¢}
cu ZCH ZOH

ZAL A YR R B —6— %) RICH 3,4-
THOEEEZRIEH & 1S IR EHE. &
LA MARIFEN S 4(19.82,92%), 8 ' H-n.m.r i
£,

'"H-N.M.R.(CDCl,)é = 6.84(1H,d,] = 8Hz),

6.77(1H,d,J=2Hz),6.73(1H,dd,] = 8 and
2Hz);4.28(4H,s);3.59(2H,t,J = THz) and
3.08(2H,t,J= THz).

& 21

6—2-RZH)-1,4-%3 "ol

4]
L CH,CH,OH
[0 :©
0 CH , CH, Br

28

BEAWA (B M) 14K Tk
(BRBE 0B 3 - EF _NEXZHERE
16 FRMHEME. BRROHAROFELS
¥ (21.4g. 80%). Hi'H—anmrifEE.

'"H-N.M.R.(CDC1,)5=6.83(1H,d,J = 8Hz);
6.77(1H,d,J = 2Hz);6.72(1H,dd,J = 8and2Hz);4.28(
4H,5);3.59(2H t.J = THz) # 3.10(2H..,J = THz).

ESRREXNTRHFALSWENNEN
ZUERRARAATAANERGARANARNE
HfER.
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