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R\, 2B ( Toyooka, K. et al. Heterocycles. 1989, 29,
975-978) AT H MK

FTREENABRTEYZCEBEAL TR -

0
o ' 0
' : 4 R
S -0
0] )'\ (0] v
N .
/ST I ol
o . Boc (o)
(4)

(1a; R=CH,Ph, P=Alloc

(1)b; R=CH,-4-CICgH,, P=Cbz

(1)e; R=2- gy Bes  P=Cbz  Alloc= R ESHEE
(1)d; R=CH3(CHy)s, P=Chz Cbz= Tt HESHLE

v Boc=F=THESEHRHE

(7)a; R=CH,Ph
(7)b; R=Ph

e - £ZE 24§ %% - ¢H BT K (DHQD) ,AQN 1%
BEXBERERRBETLAA - R EL WAL T M -5 2B
WTEY  #lM Me—Q~ Me— QD> Bn— Q> CH,= CHCH,— Q- Et
— Q~HC=CCH,—Q* t-Bu0,CCH,— Q- MeOCH,CH,— Q- HC=CCH,
— HQ~ HC=CCH,— CD* MeC=CCH,— Q- i-Pr0,CCH,— Q" o-
MeOC4H,CH,— Q* 0-C1C4H,CH,— Q~ 2-PyCH,— Q* 2-FurCH,—
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Q> 2-ThCH,— Q> Me,C= CHCH,—- Q ~ H,NCOCH,— Q - Et,NCOCH,
— Q> NCCH,— Q> cyclo- C;H;CH,— Q~ PhC=CCH,— Q- MeCOCH,
— Q> 0-Q-CH,C¢H,CH,— Q> Q- ( CH,) ,-Q~ Q-CH,C=CCH,— Q
K HC=CCH,— QD> LA & &I 6 A -

B ERAEBESLCCHEBNERE 2% —46£%%
KFAJET > It B AEE A4 5 EHF#H (DHQD) ,AQN -

R 'H NMR B9 53 07 » 75 X 2 5 &1 K FE BT 09 M I 19 1L 2 #
BEE—-FE KL 99%

Mo L@ ENERE QD RTXBERE > Q BF % > DHQ ®
B &S £%E > (D B ¥ W BT (Kacprzak, K. et al.
Synthesis, 2001, 961-998.)

W-EBRUTEYHE RGO TR - £ 4080 - & B
MEWATANHAERFEETE R -

O-FHZE=E (Me—0) WA
EEBLEAMARIBRET  USKEFE®R 0.52g & 1

(13mmol, HEW P # 5> 60% ) %% I 50ml DMF W B R & o
W 3.24¢ 2% (llmmol) P EHMEH M A B BK B
EREBREREOCOZHBRZIAMBESR 2/ % £ 0CHE T
Al e K 1.42g BEM (10mmol) B MA K » (&
REBRBEEZREESR | B - BERKERE R 0CE T
wal o EEMmEA SOnl MK - WEH I S0ml BOE o 45 B K
Bt LR FE L (15mlx 3 XD > WK HER (20mlx 5 K
) BERXAMCERE  FAHARBMTETSEE - RWET
EELIRBR RAEAREEHGQRE (TDE:FHR: = Z
95
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B=25:25:1) ARGy HEEEFEBEBRRKY 0-F
ZZ® (1.62g, EKFE 44% ) - 1% 'H NMR 89 45 4 - Me
— QW EHE KRR 99% -

'"H NMR ( CDCly) & : 1.45-1.60 (m, 1H) |, 1.70-1.80 (
m, 4H), 2.20-2.30Cm, 1H), 2.55-2.80(m, 2H), 3.05-3.15

(m, 2H) , 3.31 (s, 3H) , 3.35-3.45 (m, 1H) ,3.94 (

s, 3H) , 4.85-5.00 Cm, 3H) , 5.65-5.80 (m, 1H) , 7.31
(d,J=2.7Hz,1H),7.37(dd,]=9.2,2.7Hz,1H),7.41

(d, J=4.6Hz, 1H) , 8.04 (d, J=9.2Hz, 1H) , 8.76 .
(d, J=4.3Hz, 1H)
O-HFEZFPE (Me— QD) & K

RTREBZELAREREZHN > BT Me— Q 094 W AH
R RFETER  HEFCHEBARERNY 0-FEERBE (
L.76g, [ HE 52% ) - R 'H NMR B9 5 47 » Me — QD 9 1k
2ME R 99%

'H NMR ( CDCl;) 6 : 1.10-1.25(m, 1H) |, 1.40-1.60 ( .

m, 20H), 1.70-1.80Cm, 1H), 2.00-2.35(m, 2H), 2.70-3.05
(m, 4H) , 3.25-3.35 (m, 1H) , 3.32 (s, 3H) , 3.93
(s,3H) ,5.05-5.12(m, 3H) , 6.02-6.15(m, 1H) , 71.29
(d,]=2.7Hz,1H),7.37(dd,]=9.2,3.0Hz,1H),7.42
(d, J=4.3Hz, 1H) , 8.04 (d, J=9.2Hz, 1H) , 8.75
(d, IT=4.6Hz, 1H)

O-FHF%E (Bn—-0) W&

RTRFEMEABFTER LN > ETR Me— Q0 WA K
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HRNBEFETER  HEEGHEFEERRY 0O-FTEEHE (
2.69g, [E XK 65%5 - fR¥E 'H NMR B9 5 #7 > Bn—Q M 1k
2 E KRR 99%

'"H NMR ( CDCl5) 6 : 1.40-1.90 (m, SH) , 2.15-2.32(
m, 1H), 2.50-2.70Cm, 2H), 3.00-3.20(m, 2H), 3.30-3.50
(m, 1H) , 3.91 Cs, 3H) , 4.37-4.48 (m, 2H) , 4.88-
5.20(m, 2H) , 5.20(Cd, J=1.5Hz, 1H) , 5.67-5.83 (
m, 1H) , 7.28-7.41 (m, 7H) , 7.47 (d, J=4.6Hz, 1H
) , 8.06 (d, J=9.2Hz, 1H) , 8.76 (d, I=4.3Hz, 1H
) e

0-# P % % % (CH,= CHCH,— Q) K & i

RTHFEMREXASBERNERZISN > BTN Me—Q WA
REARABNRBEETER  HEECHPBERY O-HAES
2 (2.84g, E WX 78% ) - R#HE 'HNMR # 4 47 » CH,= CHCH,
—QH L2 M E KRR 99%

'H NMR ( CDCl,) &6 ¢ 1.45-1.65 (m, 2H) , 1.70-1.87 (
m, 3H),2.19-2.35Cm, 1H), 2.55-2.73Cm, 2H), 3.06-3.20
(m, 2H) , 3.35-3.53 (m, 1H) , 3.80-4.02 (m, 2H) ,3.93
(s, 3H) , 4.88-4.98 (m, 2H) , 5.13-5.34 (m, 3H) ,
5.67-5.80 Cm, 1H) , 5.88-6.02 (m, 1H) , 7.31 (d, J
= 2.3Hz, 1H) , 7.37 (Cdd, J=9.2, 2.6Hz, 1H) , 7.44
(d, I=4.3Hz, 1H) , 8.04 (d, J=9.2Hz, 1H) , 8.75
(d, J=4.3Hz, 1H) -

O-2 B ZFE (Et—0) BEH K
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rRT R FEMEUABZEBR N > TR Ne—Q By

op

5%
(
2.04g, EHEKR 58% ) - R 'H NMR B9 5 #F > Et— Q 9 1k

MAMWBFEETAER  HEBEAEBERRKY 0-28%

g

2AE R 99% -
"H NMR ( CDC1,) 6 +1.24(Ct,J=6.8Hz, 3H) , 1.45-1.60
(m, 2H) , 1.70-1.90 (m, 3H) |, 2.20-2.34 (m, 1H)

b

2.55-2.80 Cm, 2H) , 3.05-3.16 (m, 2H) , 3.36-3.52 (
m, 3H) , 3.93 (s, 3H) , 4.86-4.97 (m, 2H) ,5.06 (d, J
=3.6Hz, IH) , 5.66-5.79 (m, 1H) , 7.31 (d, J=2.3Hz,
1H),7.37(dd,]=9.1,2.8Hz,1H),7.44(d,J=4.3Hz,
1H) , 8.03 (d, I=9.1Hz, 1H)

)

, 8.74 (d, J=4.3Hz, 1H

0-F# %% (CH=CC H,—0) M AR
BRTREFERERSFERZI > EFT Me—Q 1

op
5

HENBRFETAR  HBECEBARKY 0-FEZS

o

2.47¢, BEIYZE 62% ) - R#HE 'H NMR 94 #7 » CH=CC H,—
QHI L 2 5 B KK 99% -

'"H NMR ( CDCly) & : 1.42-1.82 (m, SH) , 2.20-2.33 (
m, 1H) , 2.46 (t, I=2.4Hz, 1H) , 2.56-2.72 ( m, 2H
) . 3.04-3.24(m, 2H) , 3.35-3.50 (m, 1H) , 3.87-3.95
(m, 1H) ,3.94 (s, 3H) , 4.22 (dd, I]=15.9, 2.4Hz, 1H
) ,4.89-4.99Cm, 2H) ,5.33(d, J=4.3Hz, 1H), 5.69-5.82
(m, 1H) , 7.36-7.43 (m, 3H) , 8.04 (d, J=29.7Hz, 1H
) , 8.76 (d, I=4.6Hz, 1H)
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- (BT S ERERE) £

L

BT HEAEEREABEBRETEL 2 ETH Me—
O WERMHEMNBRFETER  HEBECHEBAHERY 0- (
BZTEERERE) 2% (2.36g, @K 49% ) « 18
B 'H NMR 89 4 #7 > t-Bu0,CCH,— Q By fk 2 %l B kX B 99%

'"H NMR ( CDCly) 6 © 1.40-1.95 (m, 4H) , 1.44 (s, 9H
) ,2.20-2.32(m, 2H) , 2.55-2.80 (m, 2H) , 3.03-3.23
(m, 2H) , 3.45-3.60 (m, 1H) , 3.75(d, I=16.2Hz, 1H
) ,3.94 (s, 3H) ,3.96(d, J=16.2Hz, 1H) , 4.90-4.99
(m, 2H) , 5.21-5.35 Cbrs, 1H) , 5.69-5.82 (m, 1H) ,
7.30-7.47 (m, 3H) , 8.04 (d, J=9.5Hz, 1H) , 8.75 (
d, IT=4.6Hz, 1H)

0- (2-FEHEZE) %5 (MeOCH,CH,— 0) K & B

RTHBPEMESUR 2-8CFEEZ2E 24 ETM Me
—QWERMERANBHEETER  HEFCHEBARMRY O-
(2-FaEZLE)EE (2.14g, B E 51% ) - R "HNMR
B 5 A7 > MeOCH,CH,— Q HY fb 2 #1 & K 5 99%

'"H NMR ( CDC15) &6 : 1.45-1.85 (m, 4H) , 2.05-2.33(
m, 2H), 2.55-2.75Cm, 2H), 3.06-3.14( m, 2H), 3.32-3.60
(m, SH) , 3.36 (s, 3H) ,3.94 (s, 3H) , 4.87-4.98 (
m, 2H) , 5.13 (Cd, J]=23.2Hz, 1H) , 5.67-5.79 ( m, 1H
), 7.33Cbrs, 1H) , 7.37(dd, J=8.9, 2.7Hz, 1H) , 7.47
(d, J=4.6Hz, 1H) ,8.03 (d, J=9.2Hz, 1H) , 8.75 (
d, J]=4.6Hz, 1H)
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0-Fift % = 4 % % (CH=CCH,— DHO) M & [

RTRHRAEMRAARWNRER  ZEFUB LK E 2
S HEAITH Me—Q WERMEAMWRERT AR > HE®EE
MWK O-FWREZ-GZEE (2.84g, MK X 71% )

R4 'H NMR B9 2 47 - CH=CCH,— DHQ A9 1k 2 #i & K F> 99%

'"H NMR ( CDCls) & : 1.42-2.00 Cm, 10H) , 2.30-2.35
(m, 2H) , 2.46 (t, J=2.4Hz, 1H) ,3.04-3.24 (m, 2H
) , 3.35-3.50(Cm, 2H) , 3.87-3.95(m, 1H) , 3.96 (s,
3H) , 4.22 (dd, J=15.6, 2.4Hz, 1H) , 5.69-5.82 (m, 1H
) , 7.36-7.43 Cm, 3H) ,,8.04 (d, J=9.7Hz, 1H) , 8.76
(d, J=4.6Hz, 1H)

0-79 4 % 5 ] B 7T (CH=CCH,— CD) # &

RTREFEMEXABARER  ZEEFXRBFEFTRBITZ
b EITH Me—-Q WERMAMWBREETAR » 88 8EE
MTEWNE O-WHREFARIT (2.56g, EBWKE 70% )
R¥E 'H NMR 89 2 #F » CH=CCH,— CD B 1k 2 #li B K 5 99%

'H NMR ( CDC1,) & : 1.42-1.82 (m, 5H) , 2.20-2.33(
m, 1H) , 2.46 (t, J]=2.2Hz, 1H) , 2.56-2.72 ( m, 2H
) ,3.04-3.24 (m, 2H) , 3.35-3.50 (m, 1H) , 3.91 ( dd,
J=16.2, 2.4Hz, 1H) , 4.23 (dd, J=16.2, 2.2Hz, 1H
), 4.89-4.99 (m, 2H) ,5.48-5.50(m, 1H) , 5.69-5.82
(m, 1H) ,7.43-7.59 (m, 3H) , 8.14-8.18 (m, 2H) , 8.91
(d, J=4.1Hz, 1H)
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0- (2-TH%E) % (MeC=CCH,— Q) ) & W

BRTREEMERS |-BE-2-THRZH - ETH Me— Q
MERMEENBREET AR HEECHEBRR1AN 0- (2-
THRE ) =% (3.23g, BEWZE 78% ) - R#E 'H NMR 9 4
1> MeC=CCH,— Q WUk 2 #i F K 99%

'H NMR ( CDC1,) & : 1.30-2.30 (m, 6H) , 1.83 (s, 3H
), 2.56-2.72 (m, 2H) , 3.04-3.24 (m, 2H) , 3.35-3.60
(m, 1H) , 3.87-3.95(m, 1H) ,3.95 (s, 3H) , 4.16 (
dd, J=15.9, 2.4Hz, 1H) , 4.89-4.99 (m, 2H) ,5.30-5.40
(m, 1H) , 5.69-5.80 (m, 1H) ,7.36-7.43 (m, 3H) , 8.03

(d, I=10.0Hz, 1H) , 8.75(d, JT=4.6Hz, 1H)

0- (RANEAEBEFHE) 2% (i-Pro,CCH,—0Q) WA K

RTHRAREMREASERNEREZEBE 24 » ET 0 Me
—QOWERHEANBEETAR B ECHEBRREKY 0-
(ERWNEERERE) 2% (2.33e, @HKE 50% ) I8
% 'H NMRBI 2 #7 > i-Pr0,CCH,— Q B9 1k 2 & B K H 99%

'"HNMR (CDC1,) 6 : 1.21 (d, J=1.9Hz, 3H) ,1.24 (d,
= 1.6Hz, 3H) ,1.42-1.82 (m, 5H) , 2.20-2.40 (m, 1H
) ,2.56-2.72 (m, 2H) , 3.04-3.24 (m, 2H) , 3.35-3.60
(m, 1H) , 3.85(d, I=16, 1H) , 3.96 (s, 3H) , 4.05
(d, J=16, 1H) , 4.90-5.00 (m, 2H) , 5.02-5.10 ( m, 1H
) ., 5.20-5.35(m, 1H) , 5.69-5.82 (m, 1H) , 7.30-7.43
(m, 3H) ,8.04(d, J=9.7Hz, 1H) , 8.76 (d, J=4.6Hz,
1H)
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O- (# -HEELTEHE) &=

‘{Eg}

(o-MeOC(H,CH,— Q) B9 & B

T RHAFEMEFABN -FEEFTERLY 4 0 #£TH
Me- QW ERMERMNBFEETER HESEAHBERARN O-
-HEEFTEDEE(3.56g, EHME 73% )R IE "HNMR

B9 5 » 0-MeOC4H,CH,— Q B9 1k 2 1 & & A 99%

'"H NMR ( CDCly) & : 1.42-1.82 (m, 5H) , 2.20-2.40 (
m, 1H), 2.56-2.72(m, 2H), 3.04-3.24(m, 2H), 3.35-3.60
(m, 1H) ,3.71 Cs, 3H) , 3.93 (s, 3H) , 4.48 (s, 2H
) ,4.88-4.97 (m, 2H) , 5.20-5.30(m, 1H) , 5.69-5.82
(m, 1H) ,6.84 (d, J=8.4, 1H) ,6.98 (t, J=7.6, 1H
) , 7.36-7.4(m, SH) ,8.05(d, I]=9.7Hz, 1H) , 8.74
(d, J=4.6Hz, 1H)

0- (8 -G EFH) =% (0-CICHCH,—0) W& &

RTRHREAFEBREARME - FER LW ZHN 0 ETM Me
—OMERERARNBFEETER  HERGAHBRRY O-
(M -®REFTE) 2FE (4.49g, EHE 91% ) - R#HE "HNMR
B 73 41 > 0-CICGH,CH, — Q Y fb 2 # B K 1Y 99%

'"H NMR ( CDCly) & : 1.42-2.40 (m, SH) , 2.20-2.30 (
m, 1H), 2.56-2.72Cm, 2H), 3.04-3.24(Cm, 2H), 3.35-3.60
(m, 1H) ,3.95(Cs, 3H) , 4.48-4.59 (m, 2H) , 4.90-5.00
(m, 2H) , 5.20-5.35(Cm, 1H) , 5.69-5.82 (m, 1H) ,
7.30-7.43 (m, 7H) ,8.06 (d, J=9.5Hz, 1H) , 8.76 (d,

J=4.6Hz, 1H)

0- (2-W %) =% (2-PyCH,~0) M &K
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fRTHEEMENR 2-AEFEMESERALY 24 - &
T Me—Q WERMERANBEET A K > W15 EEKHEK
ARHE) O- C2-mbme F 2 ) 2% (3.65¢, E MK 80% ) - #8
#& 'H NMR B9 4 47 - 2-PyCH,— Q 89 1k 2 #i & K 1\ 99%

'"H NMR ( CDCls) 6 : 1.42-1.98 (m, S5SH) , 2.20-2.30 (
m, 1H), 2.56-2.72Cm, 2H), 3.04-3.24(m, 2H), 3.35-3.50
(m, 1H) ,3.94 (s, 3H) ,4.57 (s, 2H) , 4.90-5.00 ( m,
2H) , 5.20-5.35(Cm, 1H) , 5.69-5.82 (m, 1H) , 7.30-
7.65(Cm, SH) , 7.73 (Ctd, J=8.1, 1.6, 1H) , 8.05 (d,
J=9.5Hz, 1H) , 8.53(d, I=4.6, 1H) , 8.74 (d, J=
4.3Hz, 1H)

0- (2-Wmg R E) =% (2-FurCH,— Q) & B

BRTHPFREMERR 2- A ERBEEBESE M &7
Me— QW EHEBRMWBFEET AR HESECEBERRD O-
C2-mKkm &) % (0.44g, BB X 10% ) - R\ 'H NMR
)2 47 » 2-FurCH,— Q B fL 2 5 B K N 99%

'"H NMR ( CDCI5) 6 ¢ 1.42-1.98 (m, 5H) , 2.20-2.30 (
m, 1H), 2.56-2.72(m, 2H), 3.04-3.24(m, 2H), 3.35-3.50
(m, 1H) ,3.93 (s, 3H) ,4.29 (d, J=13Hz, 1H) ,4.46
(d, JT=13Hz, 1H) ,4.90-5.00 Cm, 2H) , 5.20-5.25 ( m,
IH) , 5.69-5.82 (m, 1H) ,6.22 (d, JT=3.3Hz, 1H)
6.31-6.32 Cm, 1H) , 7.30-7.49 (m, 4H) , 8.05(d, ]
= 9.5Hz, 1H) , 8.77(d, I=4.6, 1H)

0- (2-mEwy AR ) % (2-ThCH,— Q) B & K
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BRTHREFEWMERS 2-#0W FEAREE 2 4 0 %170
Me—Q BY & AR B R IEEIT AR - 8 1E % &6 E KRR
B 0- (2-BWHEE) ZHE (0.46g, BEKR X 10% ) - 12
'H NMR B9 43 47 > 2-ThCH,— Q 9 b 2 & fE K& fA 99% -

'H NMR (CDCl;) 6 ¢ 1.42-1.98 (m, SH) , 2.20-2.30 (
m, 1H), 2.56-2.72Cm, 2H), 3.04-3.24(m, 2H), 3.35-3.50
(m, TH) ,3.92 (s, 3H) ,4.51 (d, J=12Hz, 1H) .4.65
(d, 7=12Hz, 1H) ,4.90-5.00 (m, 2H) , 5.20-5.25 ( m,
IH) ', 5.69-5.82 (m, 1H) ,6.88 (d, J=3.0Hz, 1H) ,
6.95-6.98 (m, 1H) , 7.30-7.49 (m, 4H) , 8.05 (d, J

=9.2Hz, 1H) , 8.78 (d, I=4.3 Hz, 1H)

0- (3-B & 9-THHE) =% (Me,C=CHCH,—0) M & &
BRTHRERERS -G£ -3-FE 2.THZH - £5

Mo Me—Q MIARMAMWBIEET SR > WE%EEEHR

REY O- (3-F & -2-THE) 2% (2.80g, EKE 65% )

‘{Hf}

» IR 'H NMR B9 5 47 > Me,C= CHCH,— Q BI{k 2 i ¥ K< A 99
Y% o

"H NMR( CDC1,) 6 ©1.50Cs, 3H), 1.77Cs, 3H),1.42-1.90
(m, 5H) , 2.20-2.30 (m, 1H) , 2.56-2.72 (m, 2H) ,
3.04-3.24 (m, 2H) , 3.35-3.50 (m, 1H) ,3.92-4.01 (m,
2H) , 3.94 (s, 3H) , 4.90-5.00 (m, 2H) , 5.10-5.25
(m, 1H) , 5.34-5.39 (m, 1H) , 5.69-5.82 (m, 1H) ,
7.30-7.43 Cm, 3H) , 8.04 (d, J= 9.5Hz, 1H) , 8.75 (
d, J=4.3 Hz, 1H) o
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O[3 MM T %% (NH,COCH,— 0) 8 & &
BRTHFERERS 2. R EZBEBE 2 £ Me— 0

MERBAMBEETER  NAREEEEERG 0- 1

EMEFEEE (0.42g, EIHE 10%) - BE 'H NUR B

L

7 #1 » NH,COCH,— Q By fb 2 # B K 1 99%

'"H NMR ( CDCl;) & : 1.42-2.40 (m, 4H) , 2.20-2.30 (
m, 1H), 2.61-2.82(m, 3H), 3.04-3.14(m, 1H), 3.20-3.41
(m, 2H) , 3.88 (s, 2H) , 3.94 (s, 3H) , 4.90-5.00
(m, 2H) , 5.10-5.20 (m, 1H) , 5.69-5.78 (m, 1H) ,
7.30-7.43 Cm, 3H) , 8.06 (d, J=9.2Hz, 1H) , 8.76 (
d, J=4.3Hz, 1H) -

0- (N, N-Z Z B #EHERHE) &5 (Et,NCOCH,— Q) B &K

BRTHBPEMERS 2-8&-N, N—Z ZHZEEZH
ETH Me—Q WARMENBELET AR » BB %K HFEGH

MBAMRE O- (N, N-Z Z B EHREFE) TE (4.61

=

uQ

2

Wk 96% ) < R 'H NMR 8 5 47 > Et,NCOCH,— Q By b 2 #f
B R 99%

'"H NMR ( CDCI5) 6 : 0.99 Ct, J=17.3,3H) ,1.10(Ct, ]
=6.8,3H) , 1.42-2.10 (m,6H) , 2.20-2.30 (m, 1H) |,
2.61-2.82(m, 2H) ,3.07(Caq, J=7.0Hz, 2H) , 3.04-3.50
(m, 2H) , 3.40(Cq, J=7.0Hz, 2H) ,3.86-3.91 ( m, 2H
), 3.96 (s, 3H) ,4.90-5.00(m’, 2H) , 5.10-5.30 ( m,
IH) , 5.73-5.86 Cm, 1H) , 7.36-7.45(m, 3H) , 8.04
(d, J=9.2Hz, 1H) , 8.76 (d, J=4.3Hz, 1H) -
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0-#F F P H %% (NCCH,— Q) WA K

BRTHRFEBRELABAELZIBEZN > ETM Me—Q BB
AR BRBEETER  REREFOHEFERRY 0-6 £ F
EZE®E (1.24g, BB E 30% ) - R 'HNMR B9 5 #F > NCCH,
— QBT B M E KK 99%

'"H NMR ( CDCl5) 6 ¢ 1.42-1.82 (m, SH) , 2.20-2.33(
m, 1H), 2.56-2.72(m, 2H), 3.04-3.24Cm, 1H), 3.35-3.50
(m, 2H) , 3.96-3.98 (m, 1H) , 3.96 (s, 3H) , 4.30
(d, T=16Hz, 1H) , 4.95-5.02 (m, 2H) , 5.28-5.35
(m, 1H) , 5.69-5.82(m, 1H) , 7.26-7.43(m, 3H) , 8.06

(d, I=9.2Hz, 1H) , 8.78 (d, J=4.1Hz, 1H)

O-FBANHEHELEE (cvyclo- CHCH,—0Q) B A&

BRTHRIAFEMFURBREFEBRBRAIKEZH - ETF Me— Q
WERMBRNBFESTER  HEBERECEBERRKN 0-1
WEHFEZEE (4.07g, HIKE 98% ) - R#E 'H NMR B9 &
1 > cyclo- CyHsCH,— Q M9 1k 2 # B K 1 99Y%

'H NMR ( CDCl;) 6 : 0.12-0.18 (m, 2H) , 0.49-0.53 (
m, 2H),1.42-2.40(m, 6H), 2.20-2.30(m, 1H), 2.56-2.72
(m, 2H) , 3.04-3.25(Cm, 4H) , 3.35-3.50(m, 1H) , 3.94
(s, 3H) , 4.90-5.00 (m, 2H) , 5.00-5.23 (m, 1H) ,
5.69-5.82 Cm, 1H) , 7.30-7.43 (m, 3H) , 8.03 (d, ]
=9.2Hz, 1H) , 8.75(d, I=4.3Hz, 1H)

0- (3-FH -2-WHRHE) % (PhC=CCH, - Q) WA K

BRTRFPEVRFLR 1-RE-3-FE 2H"RZ2H4 - T
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M Me—Q WARMAWBELET AR  HEKREOKEHEK

&
KRB 0- (3-FE-2-WHRE) 2% (3.23g, HHEXR 78% )

K
- R 'H NMR B O #F > PhC=CCH,— Q B9 1k 2 #i E K 99%

'"H NMR ( CDCl;) &6 : 1.30-1.80(Cm, 5H) , 2.21-2.30 (
m, 1H), 2.56-2.72C(m, 2H), 3.04-3.24(Cm, 2H), 3.35-3.60
(m, 1H) , 3.89(Cs,3H) , 4.15(d, J=15.6Hz, 1H) , 4.43
(d, J=15.6Hz, 1H) , 4.89-4.99 (m, 2H) , 5.30-5.40
(m, 1H) , 5.69-5.80(Cm, 1H) , 7.26-7.36(Cm, 7TH) , 7.438
(d, J=4.3Hz, 1H) , 8.04 (d, J=9.2Hz, 1H) , 8.77
(d, J=4.6Hz, 1H)

0- (2-¥ HPFH) %% (MeCOCH,— Q) M H K

% 228mg (0.63mmol) A O-WH HE EE (HC=CCH,— Q)
VSR 0.5g B9 20% BB - A 9.1mg ( 0.042mmol) & 1k
Ko EZEBETHER I8 - BN 70CHER 2/ KE®HE
0C>» EEMMH®T 3ml B9 2N NaOH- S EEBEHE > K g Al X
20m] BEEETEN  HAEBREBESMH - L 3nl BIKIFH 0 AL
FRARBEETER BEZRREBEEEEREBRAEHE
maEEk (kW ZZK=25:25"1) IR BE » &
BEAEBERERNRG 0- (2-RERE) 2% (194ng, EH UK

&

R 81% ) - iR ¥ 'H NMR B9 5 47 » MeCOCH,— Q By fb 2 # K K
R 99%

'H NMR ( CDCl,) & : 1.40-1.82 (m, 5H) , 2.17-2.33(
m, 1H) , 2.19 (Cs, 3H) ,2.55-2.71 Cm, 2H) , 3.04-3.25
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(m, 2H) , 3.33-3.50(m, 1H) ,3.87-3.95(Cm, 1H) , 3.93
(s, 3H) , 4.22(d, I=16.3Hz, 1H) , 4.89-4.98 ( m, 2H
),5.31Cd, I=4.4Hz, 1H), 5.70-5.82(m, 1H), 7.36-7.43
(m, 3H) ,8.04(d, J=9.8Hz, 1H) ,8.75(d, J=4.6Hz,
1H)

0-F fk # % B % (HC=CCH,— 0D) ¥ & i

BRTHFEBRERSAREBR A - ETHM Me— QD 19 &
RHERANBREET SR  BEEE0EBRRKN O-ARE S
B (2.47g, E K E 62% ) - fR#H "HNMR 89 4 # » HC=CCH,
—QDEg L B M E KK 99%

'"H NMR ( CDCls) 6 ¢ 1.20-1.40 (m, 1H) , 1.43-1.60 (
m, 2H), 1.72-1.83(m, 1H), 2.00-2.13(m, 1H), 2.18-2.34
(m, 1H) , 2.46 Ct, J=2.4Hz, 1H) , 2.70-2.97 ( m, 3H
) , 3.04-3.16 (m, 1H) , 3.21-3.35(m, 1H) , 3.87-3.95
(m, 1H) ,3.93 (s, 3H) , 4.24 (dd, I]=16.0, 2.3Hz, 1H
), 5.05-5.16(m, 2H), 5.36(d, ]=4.0Hz, 1H), 5.05-5.16
(m, 2H) , 5.36 (d, J=4.0Hz, 1H) , 6.02-6.17 (m, 1H
) . 71.33-7.45(m, 3H) , 8.03(d, J=9.8Hz, 1H) , 8.77
(d, J=4.5Hz, 1H)

W -EETEE _FE (0—Q0-Xyv—-0) WERK

BT R FEMELS 875mg (Snmol) # -%F = B &£ = &
Wz sH > ETH Ne—Q WERMBRANWBEET S K > &
FHRROHERROB -EETEH ZFF (565ng, [E U

=

4

15% ) « R#E 'H NMR B9 47 > o— Q— Xy—Q B 1L 2 #i & Xk
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R 99%

'"H NMR ( CDC15) 6 : 0.80-1.90 ( m, 10H) , 2.10-2.30

(m, 2H) , 2.47-2.60(m, 4H) , 2.93-3.28 (m, 6H)

(s, 6H) , 4.36 (s, 4H) , 4.87-4.95 (m, 4H)

(brs, 2H) , 5.61-5.75 (m, 2H) |, 7.27-7.48 ( m,

) , 8.04 (d, J=9.2Hz, 1H) , 8.69 (d, J=4.1Hz

fe (Q— (CH,) ,—0) WA K

3.88

5.05

10H

2H

e
BRT K HEME LS 1.23¢g (Smmol) 1,4-T 5 — 2 & H

BEEZN ETHM Me-Q WERMEAMWBEET S K

HERROCERARRY 1 4-mE T4 (0.35¢, H I
B O10% ) o MR 'H NMR B9 4 #7 > Q- (CH,) ,-Q By 4k 2 # f&
R 99%

'"H NMR (CDCl,;) 6 : 1.42-1.62 (m, 4H) , 1.71-1.89 (

m, 10H), 2.20-2.33(m, 2H), 2.56-2.72(m, 4H), 3.04-3.24

(m, 4H) , 3.31-3.52 (m,6H) ,3.94 (s, 6H) , 4.95-5.02

(m, 4H) , 5.02-5.18 (m, 2H) , 5.64-5.71 (m,
7.18-7.40 (m, 6H) , 8.03 (d, I=9.2Hz, 2H) ,
d, J]=4.1Hz, 2H)

1.4- 8 HFHEH-2-THR (Q0-CH,C=CCH,—0) W& K

BT R EBMERS 1.21g (Smmol ) 2-T 4 -1,
EHFBEEE N ETR Me—Q WA RMEEWIEREE

2H)

8.74 (

mi

/ N
=

R REREAHBERMRN 1,482 E -2-TH (0.23¢,

Bl % 3% ) < R4 'H NMR B9 4 4 > Q-CH,C=CCH,—

_39_
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2HERRK 99% -

'H NMR ( CDCl1y) 6 ¢ 1.45-1.66 (m, 10H) , 2.20-2.33
(m, 2H) , 2.76-2.84(m, 4H) , 3.10-3.29 (m, 6H) , 3.96
(s, 6H) , 4.10-4.80 (br, 4H) , 4.94-5.05(m, 6H) |,
5.72-5.82 (m, 2H) , 7.36-7.42 (m,4H) , 7.66 (d, J=
2.7Hz, 2H) ,8.04(d, I=9.2Hz, 2H) , 8.74(d, J=4.3Hz,
2H)

i A A il

EAEEEER (K) 8 LC-6A% & HKE@LE (HPLC
) B BB T ¥ (M) 8 Chiralsel AS~ 0J & OD & # (250
x 4.6mm) WEZHRGBEBYLE > B> B TFTARBXEHM
E(HEBEBEYBFE)

REGEERBYWRFE ce (%)

={[(HBEBYR) - (BBBEEYS) INBHE /I
(REEBYWR) + (HHEEYW S) 1) x 100

ERAEEHER (K) 8 GC-14A R E -HBEGELE (
GLC) K % Bl Hewlett-Packed 22 & & HP-5 & % ¥l & # (L =
(c)

MREBETAKRLE N EHOXBELE ZRNEEE s # -

s=k (fast) / k (slow)
=1In [ 1—c(l+ee) ] /
In [ 1—c(1—ee) ]

(c=WAXR  ce=HGEBYWRRE - FE - BEERM

AR RENEGEN —BEX2ESEHZETEY (B) - #l
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MEF @1 WEeEMWLBEEEEBE (R-22) REH 2-33 &
FEd il 1~9 BB W ERE - EH 34 REBEM 10 HE
M ES (S-5) ~ WEM 35 RL#w Bl 11 HEME (S-8a) Y
EaEEBYAERE)

sERAK ZHEBYEELEARS

2o REH 3637 RIL®E 12 BE OB EDE
/S A EE (S-8b) Ky s EEEKRE > HEE L EEE (S-8b)
M EME > FAAILLRBEGEBYEER
FRHEBAEFESBES (B) 8 GSX270 # FT-NMR % E # ®
Z 'HNMRWEHKBEMNIAHAY (FERBERRTLZSMD)
WE FLHE BERHTREBDRMBREIAZME -
(EBH 1)

CEEY o - BEBR - - FXEABRBROTELEON-HGARAE
FOOR MR -4-F E -1,3-mEeok -2,5-2 MR (EH (1) a;
27.5mg, 0.1mmol) X EXKE (4ml) HW (RE * 25mmol /
1) i m4sS FE 4A (10mg) » WHAIE — 60C > M A Me-QD ®
(13.5mg> 0.4 BE8) L #@#H 5 8% HEHEHSREE
MR 5% MoKk ZEE/ MWW (S50upl; ZBE 0.6 HE)
RERBSWELBETEB® 30 %K BN 0.2N B KK
W (Sml) IR IERE -GFEEEZRLESDERE R
ERA - ZB (2x2nl) EMBEERE - -FHRAEKAEMES
MW EBRBEZEREZ  BREZXBERENBAE HEHBEFH
m o20% Kk / HEEKBE®R (Sml) » EEEBTHES K -
BB RE BRBEEMEZBE (3ml) - LU 1IN BB OK
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G (2x 3nl) EWM M BB B - Bk (Inl) W% E B E
e BREARBMES LS BEBECAREHR N
B E KRB R M (R-2a, l144ng, B E 52
W) - RPLCH A MEBEOBEGLEMMBR %S
81% ee (s fH = 49)

PR EE G KR o bl ON BB kS W B R pHI - B E
S 7 B (2x 2ml) T o Bl fE K BB G0 R B B R %
R G E B ET AR c BB R oL B R
CE S WEEEE (S-3a, o0me, EME 6% ) - R upLc @
AN MEBMENHERBWAEHNES 0% cc-

bE BB R EM R (1) B -

> Me—QD '
R EtOH - ] W
. 60°C - N
: N . 0, #x(1)
>/ P ‘ ' ‘ NHP - >/'/ \p
. 0 ' .
. .0
(Da | . (R-2a) " (S-la) @
: _ . .
L J H+/]'Izo
o .
\\\\\R
HO™ ™~
NHP
© (S-3a)
EHREEIKNE 3 6 %

99%e_e
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REBRMBHE L INGELMIABRBEEHNER B R
B pHIO B HEE B ZE (2x 2ml) #17ZB > ME KR
MW ABELZRE  BEREEZBREDMBEE > %45 Me-QD
(12.7mg, [E B K 94% )R "HNMR B9 5 # > [H U 89 Me-QD
Wy 1k 2 KR 99% -

BO 1| PHOREHR KEGSE KEZRESHNE 1 k&

2 7R -
(L # B 1)

BTHBE KEGRGZSERBSOE | Firszi
MEG ARG ER BREWNE 2F T

(B H 2~33- tE& B 2~9)

BRTHRRKER KREGBGSESERBOE 1| iRz %
THE  HEAGREZER  HREWMEX 2HT -

X 1 BERLEAMEE (1) a> (1) b (1) ¢~
(1) d> & 2% - BBEFREEF 1 8 REE (R-22) Y
€2 S EIES (S-2a~ S-2b~S-2¢c~S-2d) @ BEMFEHEE
Bl 1Ry SEIZEB(S-3a)HEZ REEM(R-32>R-3b
* R-3c~ R-3d)

( B Bl 34)

RTRKER REGHESERS WE 1Fﬁ77<29+’r’§

THESN 1 HAGGEZEER > BERWME 2FHFR -
BO R EMSX (2) Frox o
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.IBUOZCCHz-Q

o~ EtOH

4¢L\ 60C

O N Me

N

Boc

4)

(EE& B 10)

0.
EtO
BocHN ‘.l'I//)/ Me
(8-5)

BMHECE 4 6o

71%ece

Boc
(R-4)

l~H+/HZO |
.

HO™

~ BocHN | Me

(R-6)

BRI 3 8 %
86%ece

frRTHRBEE REGHESERXRWNE 1| iz d o #1T

MEMMERGHCER  HRORKX 2T -

(' B 35)

BRTHRER  KEGHEFEXRUOEXE 1| Rz > #
THEMN  HERFCER > BERWOEK 2 AR -

LEEANKEMDMA (3) Frxm e
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0 tBu0,CCH,-Q o

R | 0
CH,=CHCH,OH R
-78°C ' . R
° ——> H,C=HCH,CO" . + O % (3)
o) : : 5
. OH o
0 : 3

Ma . (S-8a) (R-7a)
) B R 0,
J H'/H,0
0
R
H.O

A OH
(R-92)
EREIRE 3 5 %

97%ece

ClE#&pl 11)

BRTHEBE REGHAFEXRROER 1| Iz > #17
MEM GSHEHEKEZCER  KEBEHNENXBHEAHER
Wk 2 AR
( & B 36)

BRTHKER KREGFGSEEXIRALER 1 IR 0 &
THEYN I HEGEFCER  BRWUOX 2AH K -

' AR K EWMX (4) FToR -
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0 tBuO,CCH,-Q _ |
o)
R CH,=CHCH,0H
5 . -78°C ) V ‘\\\\H
' 5 ‘ ™~ HyC=HCH,CO ® (4)
A . -

(b | ' (S-8b)
R=CiH; o BIBEELE 7.0 %

90%ece

CEB 3T HEH 12)
o

BRTHEHBE RKREGKGESERBOXR | fimz 4 o #E17
MEG 6HEAGRHEZER » @EME 2 AR -
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25

CH,=CHCH;0H(1.2)

%1
2E | wm | 2R i BB S | R
BEE (G53) (8 R | EE
' - | [romolf1] . — [ﬁfﬁj} ['C]
wiEEl1 | (Da | BHO | 25 Me-QD(0.4) EtOH(0.6) 30 |-60
g5 2 | (Da | B0 |25 Me-Q(0.4) EtOH(0.6) 30 . |-60
T EBEH3 | Ma | ELO |25 Bn-Q(0.4) EtOH(0.6) 34 -60
| EEI4 | (Da | B0 | 25 CH,=CHCH,-Q(0.4) | EtOH(0.6) | 40 -60
N EHEEs | (Qa | ELO | 25 Et-Q(0.4) EtOH(0.6) 33 |-60
| EHEBIe | a | ELO |25 . CH=CCH-Q(0.4) EtOH(0.6) 30 .|-60
| Ems 7 | a | ELO |25 Bu0,CCH,-Q(0.4) EtOH(0.6) 33 -60
A EmEE 8 | Da | ELO |25 MeOCH,CHz-Q(0.4) | EtOH(0.6) 37 -60
| EREEl9 | (a | B |25 Me-Q(0.4) ‘ _EtOH(0.6) 20 -60
EiEE 10 | (Da | FE | 125 ‘Me-Q(0.4) EtOH(0.6) 24 -60
| BRI 11 | (Da | B0 | 125 Me-Q(0.4) EtOH(0.6) 34 60
| EEsl 12 | (Db | Et,O | 25 ‘1 *Bu0,CCH;-Q(0.4) MeOX(0.6) 27 -60
551 13 | ()c | BLO | 25 ‘Bu0,CCH,-Q(0.4) CH,=CHCH,0H(0.6) |25 78
B 14 | (1)d | Et,0 | 25 - ‘Bu0,CCH,-Q(0.4) CF,CH,0H(0.6) 41 -60
HHEH 15 | (Da | ELO |25 HC=CCH,-HQ(0.4) | EtOH(0.6) 35 -60
gHEE 16 | (Da | ELO |25 | HC=CCH,-CD (0.4) | EtOH(0.6) 30 -60
gHEp 17 | (Da | ELO-| 25 MeC=CCH,-Q (0.4) | EtOH(0.6) 37 -60
BB 18 | Da | ELO | 25 Pr0,CCH-Q(0.4) EtOH(0.6) 30 -60
wHEH 19 | (Da | Et,0 | 25 0-MeOCH,CH;-Q(0.4) | EtOH(0.6) 27 -60
B 20 | (Da | Et,0 | 25 0-CIC¢H,CH-Q(0.4) | EtOH(0.6) 30 -60
| EEHI 21 | (Da | ELO |25 2-PyCH,-Q(0.4) EtOH(0.6) 29 -60
| Em#emI 22 | (Da | E,O | 25 2-FurCH;-Q(0.4) EtOH(0.6) 37 -60
[ EHEH123 | (Da | ELO |25 2-ThCH,-Q(0.4) EtOH(0.6) 30 -60
EHEBI 24 | Da | B0 | 25 ‘Me,C=CHCH;-Q(0.4) | EtOH(0.6) 30 |-60
TG 25 | (Da | ELO |25 _H;NCOCH-Q(0.4) EtOH(0.6) 31 -60
EHEF 26 | (1)a | ELO | 25 Et;NCOCH;-Q(0.4) EtOH(0.6) 27 )
EHEBI 27 | (Da | ELO | 25 NCCH,-Q(0.4) EtOH(0.6) 133 -60
| Emwem 28 | (Da | Et,0 | 25 cyclo-CsHsCH;-Q(0.4) | EtOH(0.6) 33 -60
BB 29 | (Da | B0 |25 PhC=CCH-Q (0.4) | EtOH(0.6) 30 -60
EHF 30 | (Da | ELO | 25 MeCOCH-Q(0.4) | EtOH(0.6) 28 -60
EHEFI31 | (Da | ELO | 25 0-Q-Xy-Q(0.2) EtOH(0.6) 30 -60
EHEFI32 | (Da | B0 | 25 Q-(CH,)4-Q(0.2) EtOH(0.6) - 28 -60
| EHEBI33 | (a | FE | 125 HC=CCHQD (0.4) | EtOH(0.6) 31 -60
BRI 34 | 4 Et,0 | 25 ‘Bu0,CCH-Q(0.4) | EtOH(0.6) 130 -60
BHEHI35 | Ma | BEt,0 |25 'Bu0;CCH,-Q(0.2) | CH,=CHCH,0H(1.0) |20 78
EHEFI36 | (Db |ELO |25 | ‘Bu0,CCH;-Q(0.2) CH,=CBCH,0B(1.2) |23 18
H P 37 ELO Q-CH,C=CH,-Q (0.2) 217 -60

(Mb
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=118
EH | upy | ER IR el KIE | RIE |
RE (F8) (%) R |
[mmol/1] : (] | [C]
e 1 [ a | ELO |25 QD(0.4) EtOH(0.6) 28 60
(EEfl2 | (Da | ELO |25 Q(0.4) EtOH(0.6) 29 .60
LHEH3 | (Db | EO |25 Q(0.4) MeOH(0.6) 35 0
KB4 | D | ELO |25 Q(0.4) CH,=CHCH,0B(0.6) {30 [.78
HEHls | ()d | ELO |25 Q(0.4) CF,CH,0B(0.6 - |43 |60
HEH 6 | (Da-| ELO |25 HQ(0.4) FtOH(0.6) 29 160
g7 | (Da | EHO |25 CD(0.9) EtOH(0.6) 36 ] -60
s s | (Wa | FE | 125 QD(0.4) EtOH(0.6) 29 60
Egl9 ((Ma | B [ 125 (DEQD); AQN(0.2) | EtOH(0.6) 33 60
teEsgii0 |4 [ELO |25 Q(0.4) | EtOH(0.6) _ 39 ] -60
| HEA 1| (Da [ELO |25 Q(0.2) | CH=CHCH,0H(1.0) |27° |-78
He#ed 12 | (b | ELO |25 Q(0.2) | CH,=CHCH,0H(1.2) |24 |-78
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_49__

%2
sk | B irié-2074 R

(%) et_:%_ s & ee% AR | B | EIRE

(ELBER %) (BB %) | i ge Wi

() | (%) (%)
EHE®I1 |55 - |[R-2a|81(52) |49 [S-3a [9936) [>99 94 >99
HwHEE2 |51 S-2a | 87(46) |45 (R-3a [91(42) |>99 92 >99
B3 | 55 S-2a | 78(49) |30 |R-3a |96(38) |>99 95 >99
HHfl4 | 54 S-2a [ 83(47) |46 |[R-3a [97(38) [>99 96 >99
HHpIs |56 S-2a | 77(47) 34 R-3a | 98(37) >99 94 >99
BHigl6 | 53 S-2a | 85(47) |48 |R-3a [97(38) |>99 94.. >99
BHEEI7 | 54 S-2a | 84(46) |56 | R-3a |99(38) |>99 91 >99
HHEg8 | 53 S-2a [ 82(46) (33 [R-3a [9337) |>99 96 >99
HiEg 9 | 54 S-2a | 81(49) |35 |R-3a |9537) [>99 - |97 >99
BB 10 | 55 S-2a [76(48) |24 |R-3a [93(38) |>99 [96 >99
| EMEBI 11 | 58 S-2a [ 65(47) |14 |[R-3a [90(36) |>99 96 1>99
BRI 12 | 54 S-2b | 84(48) {56 |R-3b [99(38) [>99 90 >99
B 13 | 52 S-2c | 88(46) |59 |R-3c [96(36) |>99 91 >99
HHEB 14 | 53 S-2d {86(46) - |55 | R-3d [96(36) |>99 92 >99
HEiEH 15 | 52 1S2a | 86(48) |45 |R-3a |94(40) |>99 94- >99
R 16 | 58 S2a | 70(50) |22 |R-3a.[98(38) [>99 94 >99
g 17 | 51 S-2a [ 86(45) |40 |R-3a |90(40) |>99 95~ |>99
B 18 | 52 S22 | 86(47) |45 |R-3a |95(39) |>99 93 >99
EHEB] 19 | 55 S2a [79(47) |34 |R-3a |94(37) [>99 94 >99
HHeH] 20 | 55 S-2a | 78(47) |30. |R-3a [94(38) [>99 96 >99
EHeH] 21 | 57 S-2a {74(48) |30 | R-3a |99(38) |[>99 96 >99
Hitg) 22 | 58 S-2a |72(51) ({34 |[R-3a |99(34) [>99 96 >99
HHEB 23 . | 57 S-2a |75(49) |39 |R-3a [99(34) |>99 94 | >99
EHeH 24 | 57 1S-2a [75(d48) |39 |R-3a [99(33) [>99 95 >99
R 25 | 56 S-2a | 78(50) |44 | R-3a -|99(36) [>99 96 | >99--
EHEB 26 | 56 S-2a | 76(48) |29 | R-3a [98(35) |>99 92 >99
HHig 27 | 53 S-2a | 84(46) [42 | R-3a |96(40) |[>99 91 >99

| BRI 28, | 57 S-2a [74(48) |30 |[R-3a |98(36) |>99 |95 >99
EHeB1 29 | 53 S-2a [ 84(47) |42 |R-3a |[95(44) |>99 |94 | >99
EHEB 30 | 52 S-22 | 85(d6) |40 [ R-3a |[92(38) |[>99 92 | >99
EHef31 | 57 S-2a" | 74(51) 30 R-3a | 99(35) >99 94 >99
HHEH 32 | 58 S-2a | 72(48) |34 R-3a |98(35) |>99 |98 >99
BEHEBI33 | 55 R-2a [ 80(47) |40 |S-3a [99(38) |>99 96 >99
| EHER 34 | 54 S-5 | 8247 (40 |{R-6 |97(38) |>99 90 >99
EHEFI35 |52 . [ S-8a [ 88d6) |59 | R-9a |97(35) |>99 92 >99
| EHERI36 | 100 S-8b {.90(70) |- - - >99 91 >99
EHE5137 | 100 S-8b | 95(70) | - - - >99 95 >99
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The present invention provides a kinetic optically resolution
method for carboxylic acid derivatives using specific optically active
catalyst. The optically active nucleophile derivatives of formula (B)
produced by reacting the racemate or diastereomer of carboxylic acid
of the formula (A) with nucleophile under the optically active catalysts
coexist. The catalysts thereof are the optically active compound
represented from formula (C) or (D) [In formula (C) and (D), R' is
substituted or non-substituted, saturated or wunsaturated, chain,
branched or alicyclic type, and alphatic hydrocarbon which may having

hetero-atom, R? is ethyl or vinyl, R’ is H or methoxyl].
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