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K E . R ENREE R, A EKELKHOREERERE
REBSHH LR R E,
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EIRAETRIKENTE Y S EHLRTE HE bgEst —F4
HBERBRT HE S XE FRHARYH, T HSERE g
ZHAAM2 TR ( Barnes &A, 1989 ). FHBEMH
RUAFE AEFR BAANHLENH, EHENFWIBEHERATR
BT #EFRKE N XHARTY EXGNEL. MR8 XH By,
RUFHEMLEEF L UERKER AN R BLENSE 20T
S& W% ( Fryer fo Maclogan , Eur.Jou.Pharmacol.,
139, 187-191(1987) ). ¥ KBASHFH
M EHEREAOER T UAEN ERT R HE N 2 KW
TR fort SRS T BT Ry K Ry tE A R 3.

P, BEAA, EHFWHEEENEHA 1 4060E RSN K
REAFARER CRERSFNMXEREF SN XRERLE. X/
RAEGEARFAENHBHR, EEARXENEE RRXREREL
AW THRERE RN AERERADM S, W YRARFES
MREGHNENRT 1+ ek ett, AEWNEFRNLXREREHEA
SR Emie T, XAAETAFAER,
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A )EUABR R ETUEEAT R ALY ¥ S E
WTHARAE (] ) WEEREZXETEENE. THEANK
GZRELZRBEAIETRE, ELYHRNPTFE LR, L. HHR.
L*k®. BER. TRR. HAnR. £9TR. AER. EIR. %
R, BB 3R S5R. 498, fFR. #ROFER. FER.
BAEXR,

BT L RNAMERY, TEIEMRYANLEREAT RS
., DRUASHEATRE4 OV ABEANLERA (] ) LeHs
TERWTHME FTREEIREL BT EHRY, AT AT LH
REBFR A %4,

Y, AL ) BRUEHHOBATERNE— N : ZHBE
Z#E5T%H#HEO. 01— 1ng, BFH0. 1 -0. 5mg, kg,
LR L, EASRAERESEMANELNE, ZMNEHAGEA
WER. REMRATIEA ERFELTARAHEELIA, AW,
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AEERRZAREE R,
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e P, ORAETURMERIFHED AN RIEN K
R BHEROXIBEHNBEHRKRELA. AFNXTHEAT RS
AR R FHE BN BRNLET R A,

EXLHEGT—FH CRETLERX(] ) L4HWRETHA
BTG RERBEN AL 0.

12



ERAXZAEEIHPEARR (] )LEDRETHR G
ZRAZATEA (] ) REWRETHRAND AR SHBTBIER
EMAERRRE PP NA,
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S (3. 51 )PWERFMN_AHELLEL (LD ) AN
EomPHER (36001, 1. 5M), 240G ERNEE
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ANRBEMARTRRETR REER AEATEE S, 6@
B AR EL S, BEH(2R 3'R)3-BE~-2—-(1H-
skt — 1 —& ) -2 -KEFRS ~2THEH, HEHENEY
(38. 6¢&, HE—RHEUTZEN44. 3% ). H—BIE*~
(108 )ETFE(CLIOODL ), ., REXAXRET, #
EHETAHO. 1MEZHK (3050l ), RKEMAN0. 1MEE
4 (305m1 ), REgeEERTALEW (6. 96,
68%), m-2.90-91T, (2] +7.6" (c=1%
L ),

é}ﬁ ...9..5.:-
SEEGE - c,63,53; H,7.06; N,11.73;
Cy gty 4N,05 - H 0 HipAg - C,63.49; H,7.01; N,11.69;

b)(28 3'R)3-FE-2-(1H-—pm—-1-%)~
2 —REWR3 -2 THAEBEIREY

WERR (e ) PHAERER ZEEE RHEAGERW2 S
AREMLEY, m-p- 143-145T, (217 —8. 8" (c=
1%, ¥ ),

s

SO : C,65.06; H,6.76; N,11.69;

C19H23N303.1/2 H,0 EE’L’ME. . C,65.12; H,6.90; N,11.99.
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l, 2, 4—=—1-E)A%3 A EHE_Hud

* N/N\ * b{N\
\— \—

b (i) LDA
EEZ%i;) (11) CH,0 (g)
(iii) HC1
N

#—-78CT M(2Rs, 3'R)2-FKE~-2~-(1H-
1, 2, 4-Zw—-1-B)LR3 - THEE (L2 )
(5. 868 )EWEHHE (1000l \PHEZEMAN_RFE

,
@ﬁ%‘—
z—

E£4£4(12. 77nl, 1. 5 MEERHER ). 2MHEFER
NEEFEAZTER, EhEE, EREMNFBERX(EIELEAR

PRASREE (108 ) AN ], REMNEMRMEAER,
HEEME % SREBEWE 1 0 BWKRFKERD TR TEEZH

4. AHERTBETE, FREAK FEES Y. HrEwE
HEREMAL A_fFR(nFE2-10%) AEREAMAFTHER

e ZRELHBHFHARTN (330 s ), FREHH—F
B RN Ak, B RO, LB =k FE(50:

50 :5:5)%h, ZERELHERDAMQMLE CREFERLE

G FEBAREAEY HEEARFEER
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EXBFENE y ( KKk rRE, tlc) (110 mg, 2.8%):

Jh-N.M.R. (300 Miz, cDC1;), &= 1.2-1.8 (m, 4H); 2.1 (m, 1H);
2.6-2.9 (m, 5H); 3.25 (m, 1H); 4.4-4.7 (m, 2H); 5.0 (m, 1H);

7.2-7.5 (m, 5H):; 7.98 (s, 1HM); 8.07 (s, 1H) ppm.

R

e (M) = 342,

FHRFIWE 11 b re, w0 (50 mg, 3.89):

1H-N.M.R. (300 MHz, 1), & =1.2-1.8 (m, 4H); 2.1 (m, 1H);
2.6-2.9 (m, 5H); 3.25 (m, 1H); 4.4-4.7 (m, 2H); 5.0 (m, 1H);
7.2-7.5 (m, 5H):; 7.98 (s, 1H); 8.07 (s, 1H) pom.

¥ m/e (M+) = 342,

* A B— MR BEEREA 2 RIIEAE, H—41EH2 S
AR,
% fl 3
(2R, 3'R)®(2s, 3'R)3-BE-2-FE-2-(1H
~1, 2, 3—-Z%-1-Z)FR3 - ETAIH_ARL

N,
* N/X§N * N/‘§N
\__/ \__/

C=0 4 (gr,s) C=0 * (R s)
!) (i) LDA /THF HO w

N
4
| (iii) EHC1
\/’h

N




wEp 2 iR, ForRERAEE(5. 16nl, 1. 5NFE
ME T e ) PEFRBA (48 ) 5ENEERH (601 ) F
W(2RsS, 3'R)2—%%£E-—2—-(1H-1, 2, 3—=m—1
~£) B3 -2 HEH (BAHE3 ) (2. 18 ) KE HF
YRR EATAN, AIRCE (R UK/ FE(50:
50:5:5 )%k, ZAEYHEIARAME CHERLEE,
BEATAFECLY HEEFEBEE LHEAF kR
HWAEA 2 Rk, H—1EH2 s b,

EAERMEI (BARL, tic)(155m8, 11.2% ):

LH-N.M.R. (300 Miz, oCl,) § = 1.2-1.8 (m, 4H); 2.1 (m, 1H);
2.6-3.0 (m, 5H); 3.3 (m, 1H); 4.5-4.9 (m, 2H); 5.1 (m, 1H);

7.2-7.5 (m, 6H); 7.8 (s, 1H) ppm.

R ¥ e (M+) = 342

3?3?%%‘*‘,3@1 IT (&/]\ Rfs tlc) (80 mg 5.8%):

LH-N.M.R. (300 Miz, oxl,), § = 1.2-1.8 (@, 48); 2.1 (m, 1H);

2.6-3.0 (m, SH); 3.3 (m, 1H); 4.5~4.9 (m, 2H); 5.1 (m, 1H);

7.2-7.5 (m, 6H); 7.8 (s, 1H) ppm.

R n/e (M+) = 342.
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= of 4
(2Rs,3*)S~%£—2—%§—2—(1H—%@—1~
) AR 3 =T EHE _{RY

©\*( N\ ? * N’N\
\

—

c =0 (x5
i) LDA /THF H “:‘0 * (R,S)
N
[ e @ 7 o
! i1i) HC1
N

W 2 ik, F-RWEEEL(3. 03m1l, 1. 58
EE A ) FBA (2. 48 ) 5ENEHRE (30m1 )HH
(2Rs, 3'R)2—FKE-2—-(1HE——1~-%)7ZH3 -
ZraieE (50844 ) (1. 186 ) KM, /EMESH, 2
EEER Qb E CRERAEE, REFANE Y (EXRAL
WEEH ), AAEREEER(L1. 338, 85%).

J5NM.R. (300 MHz, COCL,), & = 1.2-1.8 (m, 4H); 2.1 (m, 1H):
2.6-3.0 (m, SH): 3.25 (m, 1H); 4.4—4.8 (m, 2H); 5.1 (m, 1H); 6.3

(s, 1H); 7.15 (s, 1H); 7.2-7.5 (m, 5H); 7.65 (s, 1H) pem.

. m/e (M+) = 341,

52 % 5
(2R, 3'R)fw( 28, 3'R)3—EFEE~2—-FE-2—-(1H



—H—1-8)AR3 -7 HEH

N
@V SN . N
\= \—f

I " NaH/THF, H ‘l:"‘° * (R f1 5)

7
N
N

EZET, ¥EM4 (23 ne, 8 0%tk ) mE
(2RS;, 3'R)2—%k&F—-2-(1H-m—~1~-%)7ZK3 -
ZTHEE (SAHE5 ) (0. T8 ) MERTE (8T g )&
MEsk® (20nl ) FHBEHFE. 0. 500G MAGEREL
HARER, RERARNE RS, REA LR IBEERASXAYY. A
NERTBRETR AEREXZRGAREY, TR LA-_EFE
(WHEE2—>10% ) HEBRARTHEEHAEL. ZERELHEMR
Wa R/EANMREACED. REBREF— PR HAEEH 2 RafAd
¥, B—PFAE 2 s Lt

EMRRHE 1 Kk re, Qo) FEBRY (2,

5.4%):
LR, (300 MHz, CDCL,) S=1.2-1.8 (m, 4H); 2.1 (m, 1H):

2.6-3.0 (m, SH); 3.3 (m, 1H); 4.7 (m, 2H); 5.05 (m, 1H); 7.2-7.6

(m, SH); 8.9 (s, 1H) ppm.
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B ik

m/e (M+) = 343.

EFHRRWE 1 (g e, v BEEREHA @

™y, 2.5%):

Y-NOMLR. (300 MHz, ODCL,) § = 1.2-1.8 (m, 4H): 2.05 (m, 1H);
2.6-2.9 (m, SH); 3.2 (m, 1H): 4.7 (m, 2H); 5.1 (m, 1H); 7.2-7.6
(m, 5H):; 8.85 (s, 1H) ppm.

R#

m/e (M) = 343.

£ # 6
(2R, 3'R)M (285, 3'R)3-BK—-2—(1H~tkrf—1
—E) -2~ (ER-3-&)FR3 ST TEHB 48D

-
A ¢
% N 2 . BAN

vz

c=0 ':;R . \—/
| i) NaH/THF, H ‘I:‘O * (RF1 S)
0 N
(R) V4
(CHZO)H {R)
ii) HC1
’ N

ISP S ik, HEEEKRE (2001 ) F4§ (2RS,3'R)
2—(1H—%k—1-F)-2—-(ED—-3-%)LEB3 -7
FEE(SEL4HE6 ) (1. 08 ) FEEFH (0. 128), &
UM (3 1m s ) REGEM™, ¥iZE-HEaB bR L8 T



B OB WEE/ZUKE(50:50:10:5 ) hibifstiae
Wi, ZXBELWER B HA QA TREALE, 53 ME
e, ARRTEEEMS REZETHLE

EXMBEREE 1 (K rRE, tic) (220 mg, 33%):

JHN.M.R. (300 Miz, cocl,) § = 0.8-1.8 (m, 4H); 2.0 (m, 1H);

2.4-2.8 (m, SH); 3.25 (m, 1H); 4.3-4.6 (m, 2H); 4.95 (m, 1H);

7.0-7.8 (m, 6H).

ﬁ % e (M) = 347.

X ME (R Rre, tic) (280 mg, 27%):

H-N.M.R. (300 Mz, crcl,) S = 0.8-1.8 (m, 4H); 2.0 (m, 1H);
2.6~2.8 (m, 5H); 3.2 (m, 1H); 4.3-4.6 (m, 2H); 5.0 (m, 1H); 7.0

(m, 3H); 7.4 (m, 2H); 7.7 (s, 1H).

R & n/e (M) = 347.

X B 7
(2Rs, 3'R)2—(4—-fAXxE)-3-H5FE-2—-(1H -
Ww—1-%)AR3 —ZrREBR _IBP
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?go *(R,S)
o i) LDA, THF

i1) CH,0 (g)
.£ 1ii) HCl

mEF 2R, F_RWEEEE (1. 6211, 1. 5MNE
HEKHFRER ) PFER(1. 48 ) 5FWE+ ( 2501 )
HE (2RSS, 3'R)2—(4-FEE)~-2~- (15—~ 1
—% ) L83 —ETFHEE (ZAHE£7 ) (0. 738 ) KM, &
B0, WM EER LR AFE (0~10% ) RER
(0>10% ) W_EFENERAMITHERSh. ZRELH
A R LA TEE A, FERAENEY (EHBRBEARAK
WREd ), NEEREMEHSR (0. 598, 61% ),

1p N.M.R. (300 MHz, CDC1,) S = 0.8-2.2 (m, SH); 2-6-3.6 (m, €H);

4.2-4.6 (m, 2H); 5.0 (m, 1H); 7.0-7.8 (m, 7H) ppm.

ﬁ___i_%__ m/e (M+) = 359.

£ f#l 8
(2RSS, 3'"R)2—-(2-RA%KE )-8 —8F-2-(1H—%
-1 %) AR T AEE AR
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F

o NNy "
E:I;/EJ \—/

=0 *(R,S) ” C=0 * (R,S)
3 i) LDA, THF |

>~
@) i1) CH,0 (g) 4 (®)
iii) HC1
X N

HRERT AN TE M(2RS, 3'R) 2~ (2%
B)—2-(1H—vd—1-%X) 7R3 -7 EE (5145
8)(0. 96¢ ). —RFWEEEENTRABRARBMLEY, ¥
BEEENMEEK (0. 518, 40. 5% ),

BH-N.M.R. (300 Miz, COC1;) § = 1.2-1.8 (m, 4H); 2.0 (m, 1H);
2.5-3.0 (m, 5H); 3.25 (m, 1H); 4.3 (m, 2H); 5.0 (m, 1H); 6.8-7.3

(m, 6H); 7.9 (s, 1H) ppm.

B me (M) = 359

£ # 9
(2RSy 3'R)3—BE -2 (1H~-%kmk—4 (5)—-%£) -
2 -FEVR3 - ETrALHE_LRH

0L

€=0 »(r,s)

L 1) LDA / THF

®) D oo (@ 7 -
iii) HC1
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wEM 2R, F_RrPEEEEZ (2. 4501, 1. 5M@
ERBAER)PFER (1 ) 5ERNERF (1601 )Fd
(2RS, 3'R)2-FFE—-2-(lE-%km-4(5)-%)7
B3 -2rHhEE (£04%£9) (0. 528 ) K, BEME~4,
VN ERR LA MES 2 0% FBEHN PR, HEX
(80:1) BEEMHAATENMife ZXEYHUEMNTL HAEK
RE TRERAE, REFELEY (EXRRWESESY ), K
ke EBEA (17308, 23%).

15-N.M.R. (300 Mz, mso-os)S =1.4-2.3 (m, SH); 3-3.3 (m, SH);

3.6 (m, 1H); 4.2-4.5 (m, 2H); 5.1 (m, 1H); 7.2-7.6 (m, 6H); 9.1

(s, 1H) ppm.

i e (M+) = 34l.

5 # 10
(2RSS, 3'BR)3~-FE—-2-FE—-2—-(1H —wpst—4 —
£ )FR3 T EE_L4BRE

/N\
* lee

C=0  «(g,s) C=0 * (R,S)
l i) LDA, THF
(R) 11) CH,0 (g) R

1i1) HCl

X h

TRELEI AU E, (2R S, 3'R) 2 —KE—
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2—(1H - —4—-%)7ZE3 -2 LB (£08410)
(0. 9¢ ) REAFAEMEN (EMBRFUENELT ), AXEH
Eﬁ.@ﬁ:(ZQOmg, 24% ),

*ﬁ/ﬁ %:_
SEEE - ¢,55.27; H,6.50; N,9.90;
C gHy N0, 2001 FIRE ¢ c,55.08; H,6.08; N,10.14.

= o 11
(2RSS, 3'R)3—£H-2-FE—-2—-(1H -k~ 3(5)
—% ) AR —2THERE_ERD

NH
*\Nl *

C=0 *(R,S) C=O * (R,S)
| i) LDA / THF

(R) 11) CH,0 (g) R
111) HCl
N N

EREEFORBEUHFE A (2RS, 3'R) 2 —%FH—
2~(1H—%%—3(5)—%)L@3—§?%£%(5ﬁﬁé

1) (0. 71e ) REFANLEGS (EXARTAENREY ),
AEAEFEEEAKR (5008, 53%),

S 5

SE3bE - C,53.53; H,6.03; N,9.46;

€, oH,5N50,- 2101 1/2 HoO FEIPME @ ¢,53.91; H,6.19; N,9.52.
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Tk B & LB VLA T LR s v b0 e b OB BB £
#l & 1
(2RS, 3'R)2—(1H-%u~1-F)FXELH3 -2FH

g
[::::]\\I/’ N 0?)
N7 SN R ~
x _N N
I S

Cc=0

OMe |
Toluene 0

(R)

* (R,S)

N

VR PRGN EAN (4. 68, 80%MPHKE) WEE
BFHx(2. 51 )¥W(R) -3 -—£EFHE(100. 88 ) (#
Ringdahl & Af Acta.Pharm. guec., 281, 1 6,
197 9Pk fE ) (RS ) 2~ (%t~ 1-F ) XELRF
B(ELHE12(1328)W, BRAWER 20, FTH
HEREFEL S FEHMAFNTIER mAETLA EAEFX 4
AEEWEAZMNBEARPTIRUEZIFLNER. $LRUEMFTERER
WARRmBRE TR REER SHEEY FANELER
Bewhn(152. 28, 82% ),

JH-N.M.R. (300 MHz, CDC1,) $=1.2-1.8 (m, 4H); 2.0 (m, 1H); 2.75

(m, S5H); 3.3 (m, 1H); 5.0 (m, 1H); 5.95 (s, 1H); 7.25 (s, 1H): 7.3

(s, 1H); 7.4 (m, 5H); 7.6 (s, 1H) ppm.

B E  weow)=m
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#H & 2—11
¥BRERHE 1RO T E, ERRPULELANRLNA
(R ) -3 —2THEPEYHIREAIERETAR TN THRE
ABghEd4y -

Ar Het

*

C=0
b . (R,5)

HE9. 1081 1FHIREKNEARFLERAR L BHELHA
WE10W, AZRTARMEARRCCHEMA_ERENEE
—%. LEH, APV R AR LA R S AT BAT S
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TI€ = (+) a2/ TH o

(HT ’s) s5°L ¢{HS ‘'w) g*r~2°L
‘'s) €9 !(HT ‘s) 2°S {(HT 'w)
S(Ht ‘w) 2°¢ !(HS ‘W) 6°Z-9°2
:En:s 0'z {(Hb 'w) 8°T-2'T
= Q ("Tom ‘zHW 00€) a.mw..%..l.z.z..mH

=k

Y = o
[- -]
<r

HOSH 30742

+%D

eIE = (+#) s/t T
wdd

(¢ ‘W) 8°L-0°L {(HT ‘S) ¥*9 ¢ (HT ‘w)
2'S {(HT ‘w) G*¢ !(HS 'w) p°'g-8'2
“Eﬂn;s gz {{HY ‘w) 0°2-¥'T
= ¢ (10 ‘zHW o0o€) TN

-

HOOH 30T 4—2
+ ‘%

ZTIE = (4) a/u T B Huw_\.....
*wdd (HT ‘s) sT°8 {(HT 's) 0'8g
{(HS ‘S) G6°L ¢{(HT ’s) 2'9 {(HT ‘w)
G6'v ¢(HT ‘w) g2'¢c !{(HS ‘w) 0°'¢c-~9°'2
..E#.s 1°2 {(Hy ‘w) 8°T-2°T
= 8 ("om ‘zI 00¢) TR NH,

HOSH ¥ &~0

+ ‘Do

R

e

I°H

£WE M
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62€ = (+d) /Mt~ ”ﬂe %

‘wdd (He

‘u) 8°L-0°L {({HT ’S) s6°S ¢ (HT ‘w}
g6'% {(HT ‘w) 2°'c !(HS ‘w) 0°€c-9°2
.;E..n.é T2 {(HY ‘w) 9°71-8°0

= Q (“TX1® ‘zHW 00f) “H" N,

HOSH 3ST 40

+ “10%m

8

<

81¢ = () a/u TH

udd (H9

‘w) g°L~0°L {(HT ‘s) 60°9 ! (HT ‘w)
g6'Y {(HT ‘w) ¢'¢ {(HS ‘w) 0°t-9°2
Iﬁn;& 0z {(HY ‘W) 8°'T-2°1

=g (1o ‘zHK 00t) W ;l..l..z...Tzﬁ

WEH L FE¥

¢

*wdd (HT ’‘s) 6°8 ! (HS

‘w) 9°L-g*L {(HT ’'S) 2°9 !{(HT ‘W)
60°G {(HT ‘w) €€ !(HS ‘w) 0'g-9°'C
..::m..& T°z {(HY ‘W) g 1-2°T

= Q ("To ‘ZHW 00¢) “T'W'N-H WN-H

W L3k

XUy

[celid:)

I°H

WEH
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*PTOT’N {80°9’'H {80°G65°‘D
: BJLEE one fotntutls

06°6'N 205°9°H {L2'ss's HITHIE

TG

0T

i

‘wdd (HY ‘s)} 974 ¢{Hg ‘w) G L-T°L
P(HT ‘s) 6'9 {(HT ‘S) €9 {(HT ‘w)
0°'G {(HT ‘W) Z°'¢ ¢{HS ‘w) 6'2~5°Z
:Emé o'z {{HY ‘w) g'1-2°'1
= Q (“1o ‘ZHW 00f) .il..l..m.:.zuf

et = (W0 3/M BT
wdd (HT ‘s) 904 ¢ (HO
!(HT ’s) 2'9 ! (HY ‘w)
) z°¢ ‘(HG ‘w) 6'2~G°Z
¢ ) 0°2 {{HY ‘W) 6°T-2'T
= Q ("1om ‘ZHN 00€) THHNH,

‘w) G L-0L
0°G {{HT ‘u
${HT. 'w

HO9W $ST€-0

+ ‘%o

1 Ul

hie T Uy

ISH
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wid (Hz ‘8) 9°L (HG ‘w) €L

{{HT *S) €°9 {(HT ‘s) 0°G ! (HT ‘w)
68V ! (HT ‘w) 2'¢ !(HS ‘W) 8'Z-9°C
(T ‘W) 0%z {(Hb ‘W) §°1-2°1

= ¢ ("Tom® ‘zW 00€) "W R-

1t

HR U

e S

I8H

W e
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#WOo& 12
(RS )2—(%—-1—-%)-2-FKETHBTE

o SN

\_:—J * N =
% BT > \—/

* (R,S)
C=0

¢=0 K,C0,/ P HH i % (R,S)
| OMe
OMe

¥B(RS )2-R-2-FEXTHBFE(171. 756¢e ). %
(1028 )PRBE(227. T8 )ERH(1. 751 )
#WH6 0/, WEE, M LFER ZUARAVEESGLE BE
AR, REMAT LR TET, EREE SKER2 NEBER
Wke EHRERA, A LEREAE, AERBRRERL, REAS
10%CEUEWFEARR, ANERARGRETE, KEREL
Ky HETBMMAEY, HECHEKHL (1328, 82%),

N M.R. (300 Miz, COCL,) S =3.85 (s, 3H); 5.95 (s, 1H); 7.05

(s, 1H):; 7.1 (s, 1H); 7.2-7.5 (m, 5H); 7.6 (s, 1M) ppm.

#l % 13
(Rs)2—-FKE-2-(1HE—-1, 2, 4~-=Z—1-%)7H
¥ B

H
)
N
« _Br LN’ » K,C04 x NN
e
* (R,S) e o

_ N
0 CH,C | * (R,S)

OMe

Q0

Me
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B(RS)2-R-2-FELEFE (258 ). 1, 2, 4
~Z (8. 288 )MHBMH(16. 58 )L LAK(200m1)
Py BE YR 3 N, B, REEXR ABWAEWETE TE
1 OUKBEERLE SR BENRRAEHAALSE, HA2MER
BEWE R, HEAAWENER (RS BR BERRB A wi, #$A
(R UERI. BAILRBRAARRETSR KBEREER FEHA
e, hEEHERW(10. 28, 43%).

Li-NJLR. (300 Miz, CDCL,) = 3.85 (s, 3H); 6.2 (s, 1H)7 7.45 (m,

5H); 8.0 (s, 1H); 8.15 (s, 1H) ppm.

¥ & 14-109
H¥BERHE 1231 3 4R FaE, AR YHRABPERA
(H-—Het)ZETHRPHTHNTREARME D -

OMe * (R,S)

AEEBFHRMERTEY TR LFW, EEREATEHE
BRHEATRR LR BAT 4,
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wdd (HT ‘s) 8°'s
;mm ‘u) goL {{HY ‘B) 9°9 {(HE 'S =

W3 H(¥

F\

: N M
("1000 ‘zm4 00€) AW'N-H; {D,86-96 . \ <y o
RS orn o e FE R & 1 17 T
‘udd ( ‘8 —
9°¢ ! {H9 ‘uw) %4. “WEM mmv WMMMWMMW %Wﬁﬁ EM.N \z= /@
! ‘¢ f{HE ‘S) 8°€ = ¢ =~
wm,_mmmwﬁ wmﬁ.z.f Gy BHE L €1 SR HL N ST
R T S RS 1. 1 k74 A
DoEh L0 Hag 's) 6t = §(TTOW S A o
e oon) RN MYkl H
[ 3I%]
: L
B W ooy Fe 1y VLT - o LW SM
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‘wdd (HY ‘s) 9°¢L
(B9 ‘w) g°L-0°L {(HT ‘B) 2'9_ ! (HT

[ g ! 'g) e o= ﬁm o i
R s I L :
‘wdd (HT ’‘s) 9L f(HZ ‘w) —
T} Gors t i 18) g6ec = (C1aD AL N @
‘zi0 00c) TTRR, [ Vk U 2 N ot
Wh% S
«~C+XHE= =\ HIU
‘wid (Ho ‘w) £'i-L ! (HT WHRBHE S M 4 S /
‘s) go*9 !(HC ‘s) g8'¢c = ¢ ("TOW® AuOONME%v
‘2 00¢€) ﬂﬂdmun.ﬁ ﬁ%ﬁ@«ﬂ. 2 1S RERY LY
’ e
8% 1y Hong Flth YL M

IeH-H
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"&£ 20
(RS)2—(1H-—wkk—4(5)—&)~-2-FFZLBRERE

H H
)aq N
MeOH/HC1
oL == QUL
* N
o *R.S) =0 ¥R

NH OMe

N

ERAEAATH (RS )2~ (1 H—vkidk—4 (5 ) %)
~2-FRELBKR(ZELHE27 ) (1. 3 & )EFE(25m1)
PR THE 1. 50, REEXR REECLRCEN] 0 %HKR
FARBERZIFLE. AIERARBRE TR REEXX FHAREHA
CEEH, REAEBERGTAELEN(830me, 59%),
m.p. 96 -987T,

_j}ﬁ %
SLEeg - c,66.52; H,5.57; N,12.97;
N c,66.65; H,5.59; N,12.96.
C,,Hy 505 M
"o & 21
(RS )2—-%KE—-2—-(1H-wyu—4—-%) TEFE
- 'Y
\. l &\
. ‘ N MeOH/HC1 *
f=o > C|=0 *(R,S)
oM
NH,, €
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RS HE20MRMENIFE, A(RS )2 —%FFE—-2—
(1TH-—4—-F ) LBt (50428 ) (1. 98 ), k&
ERETA TR, FEEEEERFELAM (1. T4 &,
85%), m-2.100-103%C,

A s
SLIE - C,66.54; H,5.63; N,12.90;
€y H) N0 T IpE - C,66.65; H,5.59; N,12.96.

#l £ 22
(Rs)2—-FE-2-(1H—-w—-3(5)—%) LEFH

/
o ~ Ym
* AN *
MeOQH/HC1
-

C=0 /7 (l:=0 *(R!S)

I\Hz OMe

KREHE2 RS FE, A(RS ) 2 —%%E—~2—
(1HE-—ww—~3 (5) %) TER(ZLHE£29) (2. 08)
REAFRBELESY, BIA CEAH, GaaeBE&(1. 6 g,
74% ), m.p. 83 -85%T,

I T

SLIRAE - ¢,66.60; H,5.59; N,12.95;
C,66.65:; H,5.59; N,12.95.

€y N0 HWRE :
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W & 23
(Rs)2-#-2-(%E%-3-%) LR¥HE

s

/ OH PPh., CBT \ x BT

=0 MeCN l
OMe OMe

¥(Rs)2-R2E-2-(%%—-3-%) B¥FE (ZLH
£24) (4. 498 ). ZHXH (8. 218 ) FEHEMHK
(10« 48)ETHK(100n1 ) PHBSHER2 Dot %3,
WANFNHZFE (2. 5 ) PMEEALK(3e ), KAEBLLEHE
W2/, BHE, TRR—Fadk, BZBREUEEATHEL T
H,

#l & 24

(Rs)2-%F-2-(E%—-3-%) LRV

S / S
« 0 e, k)00, W
i:=o wWE C=0
OH (lane

B(Rs)2-%E-2—-(En—-3—%) e (Faxiv.
Kemi ., 58, 519, 1957 HHRFEHE) (6. 32¢).
MER (178 ) PEBRH (68 ) ERET WRESWER2 NN,
BREELR BREPELRLEMAZFALIR. AIRREAGRET
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BEHZK RIAFELEN NEEHRM (4. 498, 67%),

1l .
~-H-N.M.R. (300 MHz, (11313) § =3.85 (m, 3H):; 5.35 (m, 1H); 7.15

(4, 1H); 7.35 (m, 2H) ppo.

# & 25
(RS )2-8~-2—-(4-f%X%) LRYHE

F F
@ D \Q’/Br
-~ *
W *(RS)

7
Lag L1y SOCL,/MeOH (i,o

|
OH OMe

Ba-FELKR(30. 68 ). ZR8h#E (28 ) g
(366 )EX(100n1 )FEK2R, AHE, WATHEER
(478 )N, N—_WEFRK(0. 28 ). BREREHE
W1 /hE, A, MAFE(100n 1), ¥ZEAHMEKO. 5
N, KW, REE K WAREWHATERE, FHETALEY HE
Bk (358, 71% )y, b-p. 104T_~2 nnlg,

Li-N.M.R. (300 Miz, CDCL,) § = 3.8 (3H, 8); 5.35 (s, 1H): 7.1 (m,

2H); 7.55 (m, 2H).

wW £ 26
(BES)2-R-2-(2-3%KE) LRTHE
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F F
@ 1) PC1,/Br, ]
P %
ii) SOClleeOH *(RS)
fgo C=0

OH OMe

FHE20RFTENE2 —HEXLR(30. 68 ), HE&F
e, AEZEFRHEE(288, 57% ), p-P. 90-92T/
2 mmig,

1N.MR, (300 MHz, CDCL,) g = 3.85 (s, 3H); 5.75 (s, 1H); 7.0-7.8
(m, 4H).

W & 27
(Rs)2~(1lE—%%—-4(5)—-&)-2-FELEK

H !
QL = QL
R 4 37N *(RS)
Cc=0
CN ‘sz

¥(RS)2—-(1H k-4 (5)-&F)-2-FELHE
(ZRE%E£30) (1. 698 )EXKHE (621 )FTOCTH
#1 8/, ANOHH S OREERSAKEZRL HKEHAELKUT
BENIBCERI, AIERAGRETRERAELZR AREHA LR
LB 45, ZilaeERNERLEH (1. 368, 73. 5% ),
m.p. 146—-1477C,



ﬁ‘.’fﬁ. %
SLIbE . C,65.05; H,5.43; N,20.76;

C11H11N3° fi‘i‘ﬁﬁ: C,65.65; H,5.51; N,20.88.

# % 28
(RS )2-KE-2—-(1H -k —4 %) 0B

*
\ NH

I
*

CRAAE2TRHEUNFTER (RS ) 2 —%£ -2 —
(1H-wd—4 -E)ZHK(2. 148 ) (EN4%53 1 )55
RAKEY HAEEBEH (1. 942, 82. 5%), m.p.
193-195¢C,

_ﬁﬁ____ __%;—
SEEME C,65.40; H,5.47; N,20.96;
C1Hy N0 FEpE - C,65.66; H,5.50; N,20.88.

Wl & 29
(RS )2~%E-2—-(1H-nprk—3 (5)-%) 2
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HBGHEZ Vit E R(RS )2 -FE-2—
(1HE-w—-3(5;-%)7H(3e ) (ZNHE32)4H
et B W FEAHE, FHgeBEA(2. 338, T1%),

mop“ 65‘““)@”?’(‘:

LI WY

AW 5
BB C,64.00; H,5.38; N,20.08;
¢, Hy N,0.1/4 H,0 M €,64.21; H,5.63; N,20.42.
#l & 30

(Rs)2—(1H—%e~4(5)~FE—-2-%ETLH

i R
N i) socl,
Oy 2 LD
x AN ) . N
} 1i) NEf,CN (35
OH CN (

HZOCTH(Rs)1—-(1E-%M—-4(5)—-F)—-1-
FEFE(SAHE£33 ) (3. 748 ) wETHBEER ( 35m1 )
H, 4509 REREZXBRHBREES. WARF (30
ml), RE#EK AEENFEE-—K SELEOCTHAE_LFK
(150 )HFWRAEZEE(11. 148 )RABE_EFK
(50m1 )YWEEH. TOCT1544MERT 3 044G,
EXEN, REPE LR LB EMRRENAERZELR, A
ERRBET®R ZRE BERUVERK LA CROENRREA®
TR, ERELHENBLFA LR (BERE, FEFEL
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4, MEEBEER(1. 698, 51. 4% ), m.D. 124 -
12670,

ﬁ)‘ﬁ -
SEOGH - C,71.94; H,4.89; N,22.94;
C N, TR - c,72.11; H,4.95; N,22.94.

# & 31
(R )2-%XE-2—-(1H-w—-4-%)7THK

=N i) $0C1 ’N}H
z
i —~ ,_.____..._..-_..-}- *
11) NEt,CN * (RS)

oH «

RB5HE3 0k apiey rk, (RS ) 1-FK£—-1-
(1HE—wpk— 4~ )¥E(#%Bull.Soc.Chinm.France ,
2764, 7, 197 2WERFE®E) (38 ) FEKELEY,
EREEEACER /ZAFR(50: 50 ) HRMHENE, REE
gEE(2. 28, 60% ), m.P. 124-1277T,

T a-
%;ﬁﬁ: C,72.00; N,4.95; N,22.86;
Cy1HgN, I c,72.11; H,4.95; N,22.94.

# & 32
(RS)2—-FKE-2—-(1H-—ww—-3(5)—~-X)LHE
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- i) SOC].2 —
N H

Y N}m ii) NEI:ACN - s 1
OH o *(RS)

BBEHESIOFFRMABN FE, A(RS )1 -%E -1 -
(1H —wpb—3 (5 )—-%F) FE(%Bull.soc.Chim.
France, 2764, 7, 19729k &EH%E£) (3. 8¢)
KE(RSs ) (1H—wkk-3 (5)—%) XV, FIAFRALSE
M, ZEHKERCE —8F%(50:50 ) HEBANERE,
#EeeEEK (38 7T5%), w.p. 57T—-60T,

A 5.
SIb{E . C,71.94; H,4.87; N,22.96;
¢y HgN, FEPAE = C,72.11; H,4.95; N,22.94.

Wl % 33
(RS )1 —-(lH—vk—4(5)—-F)-1-FEFEdn

N
\ 2
/E‘) + PhMgBr —_ Ph \*{[\'\>
- y
CHO g 4
OH

FEOCT, WHEMEXH(180m1 ) Peyskek—4 (5 ) —
¥® (#%J-Pharm.Soc.Japan 76, 1101, 1956HH

*(RS)



RFEHE) (2. 9¢ ) WHENEAH (4001 ) PEBELE
x4 (23. 6ml, IMETZEBFWIERL) F. 18/ HE, WA
HREEAER, HEBEHA LB UERR. ANER MBS T
B, XRE, RUMTRELAMMO-2%FEHN 8T R HEM
FHTHELBAL, ZRBYHERS»FHEAE CHERLRE
B, BEFHLeM(3. 18, 58%), m-p. 1467TC,

ST %:—
SCInE - C,56.73; H,5.13; N,12.99;
€] oH oNo0-HCL EHE . ¢,57.01; H,5.26; N,13.29.
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