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» (Vi) X EX®E.

tée€®Y (V) z2EERTHmELEY (V-a) &,

REFEREH (MRKREBE, THE) BFA FH &K

e 2wz,

(E)5 % E

t&® (V-a) s HBgSLEEw (V) ZHWEE
X iR EXRXME,

te&¥ (V-a2) 2HYE¥BIORAILEESEY (V) &,

REFERGSF (R ERE BME) B R B K

a2 mez.
(F)75 & F

tepw (XHxARBEAGSAEESY (V-2a) HHBRAL
N E . |

REHTERGHE (MRRERRE, BMF) 80 KK
, W EBRZ,

U EH ERNE2ENY T KT S EBER®SMN,
R, mB, 2LER. BER. WBH F.

A EBH22EMHNLAEY (I) RHANBERERXAWNAFTE
RHBR M BAEH®, ENWHESEENBAERENRBEHS
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AB A
&%Wﬁ@%ﬁﬁf&&ﬂ?ﬁi%ﬁ%iﬁﬂﬁiﬁﬂio
U R @ KETrypticase- A S RIS HRBAE (5 ol

108 & & # ) MU 8 IRBESENBERES® RS

MIORBHRERZE (HI-BRX) , 7E 37°C 1% % 20/

B, REOH & EULe/nlsF.,

HHALELEY - 2228 D.,

HBeER

BB E K HIC (u g/ml)

EREBEHRBE L
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=

.025

HERIEEY

(a) HBRLamA (EEH2 awm)

(b) RBRILEWB (EEH7T-5) (Lawy)

(c) HBRELEWMC (ERH L2 (L&)

(d) HB{ta®WD (EmH 18 &)

(e) HABRILEME (EHEH 19 (ay)
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A~ BB (A20)

(B) 4 it & (%5 T8166874% 2 B i i 11-8) 214 &%)

HO
CHs
N~/ C
0 H NH
CGOH
3. ABHBER [(MIC(ug/m1) ]
S8 E K £ E L& W AR n
ﬁﬁﬁiﬁ ff&] IAM 1895 12.5 50. 0
EEWNERHE < 0.025° 0.1
R BEE 1690 0.39 1.56
KEEBS2 6.25 25.0
KM IFEH 26 0.78 12.5
iéﬁ&%ﬁ,$§%2Eﬂﬁ4té%(I)&ﬁﬁﬁﬂ

BT LR ORI B8R Bgtewansamsy,
gnMERNEE, !&lﬁ‘ﬁﬁﬁﬁlﬂﬂﬁﬂiﬁﬁﬂ?ﬁ.

w4
X, BE,
® .

R H w9 o,
By, #%5.
., 2 =m®,

W e,

e R,
¥R,
ma M,

-44C-

oW W,

O®, ¥EBER4H., kMY I, BN, B
BB m R,
BRASTHE ™My,
?friiﬂﬁﬁﬁﬂ\%ﬁﬁlﬂgﬁﬂbm. T E M,
B E M osx
B,
& m,

R w., W, 9
oW
Bt., mm, Ex
EEMW, WmBwm, 7
ERTH-—® %,

P4(210X 297 = A)
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A~ RS (43

tE&Yw (I) 2HMBAKKRAZEDL, BR, WERF
HEte® (1) 2EBSHRE, @ -MBFHE1 ~ #4000
el £, ¥ E -MEHL, 10, 50, 100, 250, 500,
1000, 2000mex R I H MW MLAEW (1) G ALK BERE
S O

TEH 2 #MARKEMS®H = &H,

B 6 M 1-1)

BL-XRM X MT781. 4 BT R EUEKWILNAR K4 2
AZEB, ME200CHME FM&ERFNSBGSS nlll WK K
W03 F 2 W W . ¥ LI NaOHK 3 8 A & pH 10, 7 10°C
300 % ., mA&W, 5 B KBS L@ %W 8 ALk
1.58% , UZMZB6AARNHLU W K@, UlkmR
XE /R, REBEEME, SV-B A AP X -L-XMX®M 1690
T .

NMR (DMSO-ds, 6) :+ 2.48-2.78 (2H, m), 3.38 (1H,
br s), 4.25-4.38 (1H, m), 4.38-4.49 (2K, m),
5.10-5.34 (2H, m), 5.79-6.00 (1H, m), 7.52 (1H,
d, J=8Hz), 12.6 (2H, br s)

oo 1-2)

BN-% AR E-L- XM XB2.08 B €200l o
WHMO0.15ul, MBMI00CL.5/ B ., SHNETETHEHK, W=
ZHEO.9nlii BB . ¥ BEUAZBZ B 20nliT & % LL
WHIN, EXRMHAKRECBARERBRE, ULKBRSEESEN
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A~ FRBE (44

REBAM, BN-BARERE -L-KPFI XM= 82.28%

(-]

IR ) : 3350, 1710 em”t

NMR (CDCl,, &) : 1.25 (3H, t, J=4Hz), 1.27 (3H, t,
J=4Hz), 2.76-3.08 (2H, m), 4.09-4.28 (4H, m),
4.57-4.65 (3H, m), 5.18-5.38 (2H, m),

5.83 (1H, m), 5.88-6.00 (1H, m)

B o6 M 1-3)
WN-ﬁﬁﬁﬁi-L-iHXEZZE100%&#&2@
0.6 F , M E2CH & & & 16 8 31.9% £ 2°CH ¥ 3.5
B #®, UZBZE]I].ONAE®R, m Lo & WK (2.54
., 068 A Xx2) @, LU RMBEEE, BEaM, &
0.5 AWVWRBHEREHF (ECK : Z28MZ8B=1: 9~ 6§ : 4
v/v) |, BI-3-MAE W E -4-B X T®MZ &S50.5

% .

TROE ) 3320, 1710 em” !

NMR (CDC13, §) : 1.26 (3H, t, J=6Hz),
2.63 (2H, 4, J=5Hz), 2.78 (1H, br s),
3.60-3.80 (2H, m), 3.80-4.30 (3H, m),

4.35-4.68 (2H, m), 5.05-5.42 (2H, m),
5.42-5.65 (1H, m), 5.65-6.15 (1H, m)

8 @ M 1-4)
ﬁ(3S)-3-ﬂ3§ﬁﬁﬁ£-4-ﬁ£]‘§3$(12.8%)%

R WK 130ml, M E-20CH =2 W 8.50mlR B % @

¥ 4.50ml, 7£ 0°C HE # 1045 % , LZ®8ZBEB500nll W ,
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AN EHRA (45)

Mok OB OLL BB O(IN), BB M OK R RW KB U w®®
S EE, BRiawM, B(38)-3- BN E K E -41-9 B &

ST HMZMIT.12% ,

NMR (CDCl,, &) 1.27 (3H, t, J=6Hz),
2.67 (2H, 4, J=6Hz), 3.03 (3H, s),
4.05-4.44 (5H, m), 4.44-4.62 (2H, m),
5.15-5.60 (3H, m), 5.78-6.02 (1H, m)

B 4 M 1-5)

B (3S)-3- B AEREE 4-F RRBRETRZEIT. 1N
EAEN, N-Z B & 9 BK 1000l, imBALH4.425 B &
Wb 5.38% o EBOC M BM2.5/N B, LZMZ B 400
nl % B, ﬂﬁ‘iﬁﬁum (200mlx 4) R EW AXKBE, L®
M E R, RBREMN, B (38)-3- M AN EBRKE -4-8 K
X T BZMEI15.47T% ,

IR(HE ): 3320, 2100, 1720 cm™ ,

B P 1-6)

B (38)-3- B REBEE 1-BRXETRZE (15.4%
) BEMWBHKMWTI0l, TMH=%¥BI1T.34%, T8 R
S5 MNE %, M NH. OB (28%, 7.5m1) , 7 5 &8 # # 12
MR R, BBWOBE WA N 10001K K 100012 B
BWe RESTH WE R BMSFABC.4nld LI B 8 X B &
AHBPE 10, MU ZHBMZEIOOlI®WE, Rk LlA, W8
(1N), BN EBA KR AWM KER, LuBEER., B 5
ME1Snl BHEEH (EC K : 288 =5: 95~ 30
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TOv/v) , 8 (38)-3, 4-% (KAERBKE) THCZ
B5.13% ,

TR(H # % ) : 3370, 1730, 1680 cm™ !

NMR (CDCl,, &) : 1.27 (3H, t, g=7Hz), 2.59 (2H, 4,
J=6Hz), 3.39 (2H, t, J=6Hz), 3.85-4.33 (3H, m),
4.35-4.70 (4H, m), 5.00-6.20 (8H, m)

B A 1-7)

B (38)-3, 4-% (MR EBXEBE) TR Z®RS57.8TH
W 7 Z B 460m1i M 2N KOHAK 110ml. # % @ 8 # 3 /) B
B, mMZM12.00), WU Z®MZEBI1 XFHRKI.8 A F
BE. ?"TBMAKEWMSAELIOCHR, LZBMZE!I 2 H&
B, DoNS M B ApEM 1.5 , Y N E M Bl & @ K
ot . LLWE MR, BREBAM, 9 (35)-3, 4-% (%
AR BEX) THG63.97% ,

NMR (DMSO-ds, §) 2.05-2.30 (2H, m), 2.85-3.22 (2H,

m), 3.68-4.05 (1H, m), 4.25-4.60 (4H, m),

5-00-5.20 (4H, m), 5.78-6.02 (2H, m), 7.00-7.20
(2H, m), 12.1 (1H, br s) '

8 M 6 1-8)
M (35)-3, 4-% (M A EABEBRE) THMG63.95% B P
B Z & B £ 750m], I 5°C % % M MeldrumEK M 27.85%
—“WOERME = T K39.86%W B 4-= B B X% M oF 25.18
o EEEMM 12 H R, Gk LIS 2201, % %K
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E~Esy 47)

200ml % & 0 K 2001k B M0 B & , W E K A Z B 250m1

Bk 250mlz BWE , /i m M B ok 165t , BB EM. B

BEAEZHMZEmNE®RLUEDRBEHNKE W KR, B

KBEEE, RRAN. BEY\NEAMTE LR,

RE&HE, 8 (45)-4, 5-% (B HEHBEE) It -2-KW

31.0% .

TROE W 8 ) : 3310, 1710, 1680 cm™!

NMR (CDCly, &) : 2.16 (3H, s), 2.45-2.87 (2H, m),
3.30-3.45 (2H, m), 3.95-4.10 (1H, m),

4.50-4.60 (4H, m), 5.10-5.36 (5H, m), 5.50-5.80
(1H, m), 5.80-6.02 (2H, m)

B 1-9)

(45)-4, 5-% (B A E B K X) X -2-W29.67% & #
“ R B 300m], TAE-10C M N-Z % Mo 43.0018 =
FH B -"F EWHREOO.5m], ZEHMBMBE2.5(AKE, B
B8 (3R, 4R)-4-Z B & % -3- [ (IR)-1-%8 =T % — & %
Wik ZE) -2-W T of 44.99 T 8 — &/ 0 6 270ml12
BBRFE-10CMN-Z XM 21.50lk =M ¥ #8=m
BB 30.3ml, I EOCH B INB®R, B S M
94.4% , M EOC M #1 # W W . R7E T & W 8 3/~ 0 % ,
UZ®MZBI1.50ARBRKLIL.SAAZEBGHER, LLoNG 8
W2 1, EEBRMHEL ME®R, ST WE AT
s UMK T.5L4 A BE, LEBRE$N K HAEAPE T ., H M

)
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BLUARRMAKERBMUL GBMBEER%, RBoENM, B &
1.8 X AWRBEREW (ES 8K : Z2MZ8=1: 9~ 9: 1
v/iv) . 18 (35, 4R)-4- ( (48)-4, 5-% (B KR EP KX
) ~2-EM K E) -3-((IRM-1-LE=ZT E_H EXWLEH 2
¥ ) -2-®| 0 T oE17.1238 ,

IR (CH,Cl,) : 3430, 1760, 1720 cm~t

NMR (CDC13, ) : 0.07 (6H, s}, 0.87 (9H, s),
1.21 (3H, 4, J=6Hz), 2.50-3.10 (5H, m),
3.20-3.41 (2H, m), 3.90-4.21 (3H, m),
4.49-4.57 (4H, m), 5.10-5.40 (5H, m),
5.60-5.80 (1H, m), 5.80-6.00 (2H, m),
.39 (1H, br s)

¥ (38, 4R)-4-( (45)-4, 5-% (M A E X B X)) -2-
EXE) -3- ((IM-1-BL=ET E_R EWKAZE) -2

CEN T OE16.88% R ZZ B 9.2l TE =K F £ 140w,
M -20°C i A ¥ B B ® 6.5nl, 7 -20°C #l # 305 #%

 WAZCHBZE5000IR K500l B &, YA MMM

WA LK, EREMHNAKRAE KER. LKkBXE S,
RAE RN, BEAETRBM=2M8M19.80l, EMPX
T o # 90°C 2/ Btk , B BS5.45% B B ¥ 170ml, i
#ERAISHAE . SAEETHE, LBEBHA (10%
, 80mlx 5) , & K (80mlX 2) R AR M AK (80mlXx 2)
BB, LE®MECH, RREMN, £320 5 B B
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#Hh (ECfk : Z28MZ8=1: 9~3:17 v/v) , 18 (5R
, 65)-3-0((28)-2, 3-% (M A MEBEE) FHE) -6-
((R)-1-BZTE R EPVEEZ2E) -T-%-1-17 @
B O(3.2.0) B& -2-4% -2-78 B 4% P9 M 19.56%5

IR (CH,Cl,) : 3430, 1770, 1720 cm~ X

NMR (CDC1y, €) : 0.08 (6H, s), 0.90 (9H, s),
1.20 (3H, 4, J=6Hz), 1.80-4.35 (10H, m),
4.35-4.82 (6H, m), 4.95-5.60 (8H, m),
5.60-6.15 (3H, m)

B o 1-11)

BB 1-10)2 EH19.56E R Z M3.9Telil &£ MW & i
Wi 70ml, oMM AL T B KBEK (T0% , 25.9% )., %
Eﬁﬁkﬁl5’]‘ﬂ'§.?ﬁ. U Z#MZEl00ulis B, %L XK
(200mlx 4) RAW KB B, UEABUNSE, B EM
c MEEI IV EBHEEBNFHKF (EC K : 2HZE=2: 8
~10: 0 v/v) , # (5R, 68)-3-( (28)-2, 3-% (4% i/
ERBE) WE) -6-((IR)-1-BZ X ) -7T-% -1-1Y &
R (3.2.0) R-2-8 -2-B MM AMa.52%,

IR (CH,Cl,) : 3600, 3420, 1770, 1720 cm !
NMR (CDCl,, &) : 1.30 (3H, d, J=6Hz),

2.00-4.15 (11H, m), 4.18-4.82 (6H, m),
5.10-5.55 (8H, m), 5.85-6.10 {3H, m)

B fi A 2-1)
GHEEALI-DEEN-FFERE-D-XPM XM, &%

-51-
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8§2.0% ,
NMR (DMSO-ds, §) : 2.48-2.78 (2H, m), 3.38 (1H,

br s), 4.25-4.38 (1H, m), 4.38-4.49 (2H, m),
5.10-5.34 (2H, m), 5.79-6.00 (1H, m),
7.52 (1H, 4, J=8Hz), 12.6 (2H, br s)

B M 2-2)
GRMHAL-2)NFN-FFRERE-D-XP IR =-ZM
, E ¥ 89.1% .

IR (&) : 3350, 1710 cm !

NMR (CDCl,, &) : 1.25 (3H, t, J=4Hz),
1.27 (3H, t, J=4Hz), 2.76-3.08 (2H, m),
4.09-4.28 (4H, m), 4.57-4.65 (3H, m),
5.18-5.38 (2H, m), 5.83 (1H, m),
5.88-6.00 (1H, m)

s i1 1-3)8 48 (3R)-3- M RN ERKE -1-BR T 8

Z M., B ¥ 46.8% .
IR(# ) : 3320, 1710 em” !
NMR (CDCl,, 6) : 1.26 (3H, t, J=6Hz),
2.63 (2H, 4, J?SHZ), 2.78 (1H, br s),
3.60-3.80 (2H, m), 3.80-4.30 (3H, m),
4.35-4.68 (2H, m), 5.05-5.42 (2H, m),
5.42-5.65 (1H, m), 5.65-6.15 (1H, m)
8 M 2-4)
U7 B 1 1-4)81 19 (3R)-3-F N | B B % -4-57 B &
) BMZB, EXxz R,

_52_
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NMR (CDCl,, &) : 1.27 (3H, t, J=6Hz),
2.67 (2H, 4, J=6Hz), 3.03 (3H, s),
4.05-4.44 (5H, m), 4.44 -4.62 (2H, m),
5.15-5.60 (3H, m), 5.78-6.02 (1H, m)

Bl M 2-5)
i 8 # A 1-5)8 18 (3BR)-3-# A M B B X -4-B R XT
mZ®.
IR(# ) : 3320, 2100, 1720cm™ ,
B ol 2-6)

5 B W M 1-6)B 18 (3R)-3, 4-% (K F AR KE) T
MZB, EX55.9% (& (3R)-3-MAEBFHBE -1-8B X
T H#ZMHeu)

TROE W 8 ) : 3310, 1730, 1680 cm™L
MMR (CDCly, §) : 1.27 (3H, t, g=7Hz), 2.59 (28, 4,

J=6Hz), 3.39 (2H, t, J=6Hz), 3.85-4.33 (3H, m),
4.35-4.70 (4H, m), 5.00-6.20 (8H, m)

B A2 - 7)
8 A 1-T)8 18 (3R)-3, 4-% (K F AP K X) T
M, % X 95.6% .

NMR (DMSO—dG, §) = 2.05-2.30 (2H, m), 2.85-3.22 (2H,
m), 3.68-4.05 (1H, m), 4.25-4.60 (4H, m),
5.00-5.20 (4H, m), 5.78-6.02 (2H, m),
7.00-7.20 (2H, m), 12.1 (1H, br s)
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B M 2-8)
G 8L 1 1-8)8 18 (4R)-4, 5-% (A | B X)) &
‘Z’Ea’ E$72.9%o

IR(HE # B ) : 3310, 1710, 1680 cm™?

NMR (CDClB, §) : 2.16 (3H, s), 2.45-2.87 (2H, m),
3.30-3.45 (2H, m), 3.95-4.10 (1H, m),
4.50-4.60 (4H, m), 5.10-5.36 (5H, m),
5.50-5.80 (1H, m), 5.80-6.02 (2H, m)

Bl o M 2-9)

i 8L i 1 1-9)% 48 (3S, 4R)-4- [ (4R)-4, 5-% ( &
NERKE) -2-EX %) -3-( (IR)-1-B=T %
= F EWHREAZE) -2-®WNW T o, E%¥39.4% ,

IR (CH,Cl,) : 3410, 1760, 1720 cm™)
NMR (CDCly, &) : 0.07 (6H, s), 0.89 (9H, s),
1.20 (3H, 4, J=6Hz), 2.50-3.00 (5H, m)

’

3.35 (2H, t, J=6Hz), 3.90-4.25 (3H, m),
4.50-4.60 (4H, m), 5.10-5.40 (SH, m),
5.50-5.70 (1H, m), 5.80-6.00 (2H, m),
6.28 (1H, br s)

i 8 B 1-10)8 18 (5R, 65S)-3- ( (2R)-2, 3-% (4
AEBRKEE) A &) “6- ((IM)-1-LE =T %X - @ % p &
"RZE) -T-E-1-We® (3.2.0) R -2-/% -2-3% M 1%
A8, B X T77.9% ,
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IR (CH,Cl,) : 3430, 1770, 1720 cm

NMR (CDC13, §) : 0.06 (6H, s), 0.89 (9H, s),
1.22 (3H, 4, J=6Hz), 1.70-4.30 (10H, m),
4.30-4.90 (6H, m), 4.95-5.60 (8H, m)
5.60-6.12 (3H, m)

8 M A 2-11)
G W M B 1-11)% 18 (5R, 65)-3- ( (2R)-2, 3-% (#
FEBRBRKRYEY) AE) -6-( (1R)-1-B Z %] -7-% -1-W

o M (3.2.0) -B¢ -2-4% -2-MMEHAMN. B X 56.56% .

-1
IR(H/A W & ) : 3410, 3320, 1760, 1700 cm

NMR (CDC13, ) 4 1032 (3H, d, J=6HZ)0
2.00 -4.15 (11H, m),

4.15-4.82 (6H, m),
5.00"5 055 (BH, m)l

5.85-6 .10 (3H’ m)o

B 4 M 3-1)
$1, 3-“ % -2-BRAKIOE E E M EKM2000l R

Xl10ouwlz B BEMM=2Z B34l R R = B Mo =TH

-585-

(oot Pr s ot i e B (N B e 8 3 )

RALTER R 8 W b BB RAL R (CNS) W AREAR (210 % 297 2 48 )

)



1987xt

<>
oo

E~NBEREYE 44

51% .« EE @M Mpl12//BFH®, L2828 I4000lR K
4001V B ., AN LW ® (IN), EJEMNKEEE XK
Rk @, LB h, RBRENM. BBU ANZ282
BR350ml, M ZOC M =2 M 3901k H % & %K 10.30l, 7
0°CHt £ 3049 % . LK, INGE B, EFE#KLE WX
i, LM%, BREEMNM., ALY EMLUELCK
EE, 81, 3-% (E=ZTEHREE) - 2-FREBEEHFNK
3478

TR(H # 8 ) 3460, 3400, 1700 cm 2

NMR (CDCl,, &) : 1.44 (18H, s), 3.09 (3H, s),

3.15-3.60 (4H, m), 4.60-4.75 (1H, m),
5.20-5.40 (2H, m)

8 @ ol 3-2)

1, 3-% (EZTERBE) -2-F BB M A& 58.4%
& — B B 4T75ml, 1 m WA M 31 B, M MI0C 3
AW, SNEEBR, UZBMZMI.5AF R K58 F
R, AL KR R KW B R, Ll EE e,
AR EM, 83, 4-8 (E=TERKE) T W 26.5%

°

IR(E ¥ ® ) 3370, 2260, 1680 cm?!

NMR (CDCl,, &) : 1.44 (18H, s), 2.64 (2H, d,
J=6Hz), 3.20-3.44 (2H, m), 3.80-3.98 (1H, m),
5.00 (1H, br s), 5.50 (1H, br s)
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E~NBERHLA (3D

B 6 A 3-3)

3, 4-% (E =T HEHERBRE) TH 2.0 B £ M 10nl
meMSelk, MBK100C S5AH. sHEZBE, &
KR KZRASYI0OR FiomME EEKMWoel, £0 Cw
BOM M N BR1.5ml, 3 DLEKE OO Ok W ¥ ALHDPE 9, L

Bt Z BB 150m 185 B , UL R W Ok BE R . DLW MGk % &,

Brd M, E60nlW B EREH (ECK : Z®Z M8 =195
5~ 6: 4v/v) , B3, 4-% (HMFAEBEEX) TER

;N & > HA

B 1.90% ,

NMR (CDC13, 6) : 2.60 (2H, 4, J=6Hz), 3.38 (2H, t,
J=6Hz), 3.70 (3H, s), 3.85-4.35 (1H, m),
4.40-4.70 (4H, m), 5.03-5.60 (5H, m),
5.60-6.20 (3H, m)

!"ﬁﬂa_g!
B 1-T)8 83, 4-% (R EBRKEXE) T o,
#E X 96.7% .

NMR (DMSO—dG, §) : 2.05-2.30 (2H, m), 2.85-3.22 (2H,

m), 3.68-4.05 (1H, m), 4.25-4.60 (4H, m),
5.00-5.20 (4H, m), 5.78-6.02 (2H, m), 7.00-7.20
(2H, m), 12.1 (1H, br s)

B M 3-5)
i 8L M 1-8)8 18 4, 5-% (MR EHREXEX) X -2-8
, BE X : 54.7% ,
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IR(H # % ) : 3310, 1710, 1680 cm~l
MMR (CDCly, &) : 2.16 (3H, s), 2.45-2.87 (28, m),
3.30-3.45 (2H, m), 3.95-4.10 (1H, m), 4.50-4.60

(4H, m), 5.10-5.36 (5, m), 5.50-5.80 (1H, m),
5.80-6.02 (2H, m)

!'!ﬁﬂs_ﬁl

7 B 1-9)% 8@ (38, 4R)-4- (4, 5-% (A &
BE) -2-f X %X)]) -3-((IM)-1-L=Z2T % - 87 %W &K
MZE)] -2-EMNY T, EE31.0%,

NMR (CDCly, &) : 0.07 (6H, s), 0.87 (9H, s),
1.21 (3H, d, J=6Hz), 2.40-3.10 (5H, m),
3.17-3.46 (2H, m), 3.80-4.25 (3H, m),
4.49-4.57 (4H, m), 5.05-5.40 (5H, m),
5.40-6.20 (3H, m), 6.40 (1H, br s)

i'!ﬁﬂ3_z)

8 4 A 1-10)% & B 8 (5R, 65)-3- (2, 3-% (4
RERBE) AE) -6-((IR)-1-BZTE=-B X WK
FZE) -T-6-1-WS® (3.2.0) B8 -2-4%-2-38 B¢ 1%
A
IR (CH,C1,) : 3430, 1770, 1720 cm™}

NMR (CDCly, &) 0.06 (6H, s), 0.89 (91, s),
1-22 (38, 4, J=6Hz), 1.70-4.30 (10m, m),

4.30-4.90 (6H, m), 4.95-5.60 (8H, m),
5.60-6.12 (3H, m)

B O 3-8)
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E~HRAEH )
5 81 # 6 1-11)8 18 (5R, 6S)-3-(2, 3-% (# % &
K X) N E-6-((IR)-1-BZ X)) -T-%® -1-1y % [
3.2.0) B -2-4F -2-M B W, EXG6T.1%,

NMR (CDC13, §) + 1.30 (3H, 4, J=6Hz), 2.00-4.35
(11H, m), 4.35-4.82 (6H, m), 5.00-5.60 (8H, m),
5.85-6.20 (3H, m)

;'!ﬁﬂg-])
e MAI-1)N- (2-BBZ %) X2 ®9.33%, #
BN-BAERE - N-(2-FBFREBRBRZIE) BEXZHEH,

W 80.9% .
IR (CH,Cl,) : 3440, 3300-2200, 1710 cm~)
NMR (CDCly, &) : 3.20-3.65 (4H, m), 4.11 (28, s),

4.45-4.75 (4H, m), 5.10-5.50 (4H, m),
5.60-6.30 (3H, m)

5 B #F B 1-8)81 8 3- ([ N-#B W E ¥ &% -N- (2- "R &
BB ZE) BEX) B -2-BB, E ®81.6% ,
IR (CH,C1l,) : 3430, 1700 cm™t
NMR (CDCly, §) : 2.17 (3H, s), 3.13-3.57 (4H, m),

4.07 (2H, s), 4.40-4.65 (4H, m), 5.00-5.60
(5H, m), 5.60-6.14 (2H, m)

B o A 4-3)
H3-(2- AW EHRE-V- (2-WMAREHEKZE) BXE
) K -2-8 11.40% @ 7F = ® B % 100ml, i 7£ -10°C =

-59-
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ZK12.3nlR Z M P M = F X K MKW15.5a1, 7O °C
1 NwEF, B (3R, 4R)-4-Z BE ¥ % -3- ( (1R)-1-

E _ R X W KEZE) -2-0W T g 11.54% & &

fc 60ml, i &£ -10C WM =2 K5.6mlk = F B4 @

WK B T7.76ml, FEO CH 1 /B, £0 Ch

il PR =P M= EWHAEI.0 nl, 0 CH

2 MNE R, LZBZEB5000lk K500ml88 B, i@ BL 6N

=

]

(e
w B MW
4

e B A

MEACH 1, EEBMME] AH %, LEXEMK
BADH T, YR AT L AW AR, LB
B, RBREM, BEEC MWBEH (FESK : 2 M
Z BE=1T7:3~0: 10v/v) , %% (35S, 4R) -4-(3- { N-
BAEARE V- (2-BARBBRZE) BE) 2-HFE
) c3- (IR -1-B = TE - REWRE B KE) -2-8 0

T o 11.8% ,

IR (CH,C1l,) : 3400, 1760, 1720 cm >
NMR (CDCl,, &) : 0.09 (6H, s), 0.89 (9H, s),
1.23 (3H, 4, J=6Hz), 2.55-2.90 (3H, m),

3.10-3.60 (4H, m), 3.80-4.35 (4H, m),

4.35-4.67 (4H, m), 5.00-5.50 (5H, m),

5.55-6.25 (2H, m), 6.30 (1H, br s)
El!ﬁﬂg_gl

i 8 o M 1-10)8 8 (5R, 6S)-3- ( N-4 A & % % -N-

(2- KA EREBRZE) BB E) -6-( (IR)-1-B=T %

“THEVWVHEEZIE] -T-F-1-MEE (3.2.0) B -2-4%

-60 -~
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-2-BMH AR, E X80.2%,

NMR (CDC13, §) : 0.06 (6H, s), 0.87 (9H, s),
1.19 (3H, 4, J=6Hz), 2.77 (2H, d, J=9Hz),

3.03 (1H, 4q, J=3, €Hz), 3.17-3.42 (4H, m),

3.88-4.30 (2H, m), 4.30-4.70 (8H, m),
4.70-5.50 (7H, m), 5.55-6.10 (3H, m)

B # 1 4-5)

8 M M 1-11)% 8 (5R, 6S)-3- ( N-#5 75 | M % -N-
(2- A EBEBZX) BWH E)] -6-( (IR)-1-8 Z %)
-T-|-1-NW W O(3.2.0) BB-2-48-2- MM A, B
¥ 62.1% o
NMR (€DCly, &) : 1.35 (3H, d, J=6Hz), 2.89 (2H, d,

J=9Hz), 3.18 (1H, 44, J=3, 6Hz), 3.26-3.50 (4H,

m), 3.98-4.40 (2H, m), 4.40-4.83 (8H, m),
4.83-5.60 (7H, m), 5.66-6.22 (3H, m)

B oM D

LA (R AKBMAE) §€ 0 EKMOO.01358 F ,
M7 -T8C M M T I (55)-8-4K -2-% % -1-0 -3-18 & %
(3.3.0) ¥fm?2.6% B WMol 2 WM. & -78C
IS HR, E-T8CHERERLI.3nl, LI R E
-20CHR, BAKKF, MO EWEXKHERD, 5»8F
#H, KLU ZMZERR, 40 FMEMmUKSMRE
e, BEmMEVYVERBEN (ECKk : 2MZ28=14: 1~
2: 1, v/v) , 8 (58, TS8)-7-4% /W % -8-% -2-%¥ % -1-
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WWo-3-M % l® (3.3.0) ¥h1.1% ,

IR(® ) : 1700, 1640 cm

NMR (CDC13, §) :+ 2.0-3.0 (5H, m), 3.41 (1H, t,
J=8Hz), 3.9-4.4 (2H, m), 5.0-5.2 (2H, m),
5.7"600 (lH, m)' 6032 (1[1' S)’ 7.2-7.4 (SI{' m)

mﬂiﬁ* ’ 15 (589 7R)-7-ﬁﬁ£ '8"“ ”2’*& -1"Y
-3-1E ¥ M (3.3.0) EHK1.3% ,

IR () : 1700, 1640 cm *

NMR (CDCl,, &) : 1.4-1.8 (1H, m), 2.0-3.0 (5H, m),
3.3-3.6 (1H, m), 4.0-4.3 (2H, m), 5.0-5.2 (2H,
m), 5.6-5.9 (1H, m), 6.32 (1H, s), 7.2-7.5 (5H, m)

8 # M 6-1)
(58, 78)-T7-48 " % -2-% % -8-% -1-0 -3- @ R
(3.3.0) F K 11.8R & &£ — K F £ 200nl, W W H K&
*H ®BI15.T% . EEH MM 12K, WKL & K K
BB xR aWM AR, EHETRE. BEEVRBREN (E
ek : 28 Z28E=2:1, v/v) , 8 (58, TR)- (2, 3-
RERAX) -8-W -2-%%-1-%WW -3- @S ® (3.3.0) ¥

fit 8.38% o
IR (##) : 1700 cm™ !
NMR (CDC13, 6) : 1.6-3.2 (8H, m), 3.5-3.7 (1H, m),

4.0-4.4 (2H, m), 6.32, 6.34 (1lH, each s),

7.2-7.6. (5H, m)
8] # M 6-2)

M (558, TR)-T7- (2, 3-ME AN &) -8-% -2-% & -1-
W -3-/ & ®| (3.3.0) &K 13.51% & € ™ 6 bk ¥ 300nm1
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E~ FHsY (61
, e EEI. O, MEBR] AEFE®, $8FE0C
mmeE Ml aBHARETR. REL AF®R, RBROTB.,
FRUOUOKBGEEZEMBE, 8 (25, 4R)-1-F &% -2-8 §
X -4- (2-B W %) ot w8 14% .
IR(® ): 3350cm™
NMR (CDCla , & ): 1.1-1.3 (3H,m), 3.1-4.0 (7TH, =
), 7.1-7.5 (5H, m),
B M M 6-3)

# (25 , 4R)-1-F % -2-8B B % -4- (2-B W %) W
B 14.0% & £ B BZ 300m1ifg M 10% Pd-C ( 50% #& , 5% )
s EEBRMBMMEL MBE, AR BEMRAE, BESFEN
£ 5 W 100ml18 XK 100012 R &, MEO CRMH K KM
¥ ® 7.1ml, ¥ LL AN NaOH{R # pH 9.0~ 10.0, R LA Z ®
MR MMRBR, EVEBEHBT (E2 K : 2828 =
12, v/v) , 8 (25, 4R)-1-B A E B X -2-8 B % -4-

(2-B AW %) MIEEI. IR,

IR (%) : 3400, 1630 cm *

NMR (CDCl,, §) : 1.20, 1.21 (3H, each 4, J=6Hz),
1.3-1.9 (3H, m), 2.1-2.4 (2H, m),
2.8-3.0 (1H, m), 3.5-4.1 (5H, m),
4.5-4.7 (2H, m), 5.1-5.4 (2H, m),
5.8-6.1 (1H, m)

(28, 4R)-1-H A E ¥ X -2- B H X -4- (2-B /" X))
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e W5 O 6. 34 ¥ 75 PGB 150ml, i 75 0°C M 2. 6ND N BL A

t0ml, O CHEL AB %, BBREE, BRBEEM, B

EEEZMZBT UM K@i, BRREM, B (25
R -1-BAERE -2-B% -4- (2-HKX) WW®®

7.0%
IR (¥ ) : 1680-1700 cm ™+
NMR (CDCl,, &) : 2.15 (3H, s), 2.4-2.8 (4H, m),

3.0-3.2 (1H, m), 3.8-4.0 (1H, m), 4.3-4.4 (1H,
m), 4.5-4.7 (2H, m), 5.1-5.4 (2H, m),
5.7-6.0 (1H, m)

B 6-5)
(25, 4R)-1-4%

AR -2-38 % -4- (2-M K" %)
BuE 7.0 B &E - & B &t 140ml, M fE 0 °C I f& Kk 1-% X

L

XM =M. 9K, —HF W MBE2.35% R 1-Z % -3- (3-
— R EA X)) R - S HS5.3ml, £ F @R HESDNE R,

LeemERBRAKKRER &« KEE, UW®BMNESH,

BH. IBz2HEYRBRBENR (ZDEHBIK: B8 =20

&R B

+ 1

V/V) . 8 (25, 4R)-1-F W W ® % -2- (N, N-Z B B

) -4- (2-|M W ) Mo 6.46%,

IR (¥ ) : 1700, 1650 cm™t

MMR (CDCly, &) : 2.13 (3H, s), 2.4-2.8 (4H, m),
2.95 (3H, s), 3.10 (3H, s), 3.8-4.0 (1H, m),
4.4-4.7 (34, m), 5.0-5.5 (24, m),
5.7-6.0 (1H, m)

B A 6-6)
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8L A 1-9)% 18 (38,

HOEORE-2- (N,

4R)-4- { 3-( (2SS, 4R)-1-4&

N-Z H B P B %) Moy -4-%] -2-

FRE} -3-((IN)-1-BE=ZTE_HREPVPHRAEZE) -2
-E W T R, E X 66.6%

IR (CH2C12)
NMR (CDC13, §)

B 7-1)

1750, 1700,

1650 cm !

0.06 (6H, s), 0.88 (9H, s),
1.19 (3H, -4, J=7Hz), 2.95 (3H, s),

3.08 (3H, s), 3.5-3.7 (1H, m),

3.8-4.0 (2H, m), 4.4-4.8 (3H, m),
5.1-5.4 (2H, m), 5.7-6.0 (1H, m),

6.11 (1H, br s)

i 8 B 6-1)8 18 (55,
nEx) -8-®-1-0I -3- %K (3.3.0) ¥, & FI9.3

% o

IR(® ) : 1700 cm~

NMR (CDC13, §)

3.43 (1B, dt, J=2,

1

78)-2-% % -7- (2, 3-%® &

1.4-3.1 (8H, m),

8Hz), 4.0-4.4 (2H, m),

6.32,6.33 (1H, each s), 7.2-7.5 (5H, m)

8 M B 6-2)% B M S (25, 45)-1-%F % -2-8 B K -4

1.1-1.3 (3H, m), 1.9-2.4 (3H, m),

-(2-B R E) M ¥,
IR(E ) : 3400 cm™ L
NMR (CDCl,, §)

2.7-2.9 (1H, m),

3.0-3.2 (1K, m),

3.3-3.9 (6H, m), 7.1-7.5 (5H, m)
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0B M B 6-3)8 13 (25, 4S)-1-4 A M B % -2-% B X

“4- (2-B R E) WMo, & X64.7% ,

IR (% ) : 3400, 1685 cm *

NMR (CDCl,, &) : 1.20, 1.21 (3H, each 4, J=6Hz),
2.3-2.7 (3H, m), 3.07 (1H, t, J=10Hz),
3.5-4.2 (S5H, m), 4.60 (2H, 4, J=6Hz),
5.1-5.4 (2H, m), 5.8-6.0 (1H, m).
’l! ﬁﬂz-g)
i B 6-4)B 13 (25, 48)-1-B R A M X -2-% % -4
-(2-|MAE) WK oE, EXT8.0%.

IR(E )t 1710 en?

NMR (CDC13, §) + 2.16 (3H, s), 2.2-2.8 (4H, m),
2.9-3.1 (1H, m), 3.8-3.9 (1H, m),
4.3-4.5 (1H, m), 4.6-4.8 (2H, m),
5.1-5.5 (2H, m), 5.8-6.0 (1H, m)

8 M T7-5)

i 84 M 4 6-5)88 18 (28, 4S)-1-4 " & % X -2- (N, N

IR () : 1700, 1650 cm™ L

NMR (CDC13, §) = 2.14 (3H, s), 2.95 (3H, s),

3.10 (3H, s), 3.8-4.0 (1H, s), 4.5-4.8 (3H, m),
5.1-5.5 (2H, m), 5.8-6.0 (1lH, m)

5‘! ﬁ ﬂ 1_6)
5 8 f o1 6-6)8 18 (35, 4R)-4- {3-( (2S5, 48) -1-

_66_

SRR BEE) -4- (2-AERE) Mo, EXRTT.TY .

KRR AN M B R AR (CNS) wAHBHR (2105 297 2 2)
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E~HERRA (69)
s KE-2- (N, N-= B f B &%) MBS g -4-%)
2-EAE) -3-((IM-1-HEEZT E - FEWHKEZ %)
SZ-ENW TR, EKB82.0% .

IR (CH,Cl,) : 1750, 1700, 1650 cm-l

NMR (CDC13, $) 0.06 (6H, s), 0.91 (9H, s),

1.19 (31, 4, J=7Hz), 2.98 (3H, s), 3.07 (3H, s)
3.8-4.0 (2H, m), 4.5-4.8 (3H, m),

5.1-5.4 (2H, m), 5.8-6.0 (1H, m),

6.05 (1H, br s)

L4

Bl M A 8-1)
U B A 1-4)e BB I1-E=TERE-3-FEES
BOR g g,
IR(E ) : 1700 cm” !
NMR (CDC13, ) ¢ 1.46 (9H, s), 1.6-2.2 (4H, m),

2.5-2.8 (1H, m), 3.01 (3H, s), 3.0-3.7 (4H, m),
4.0-4.4 (2H, m) '

B {5 4 8-2)

M1-8 =T SR £ -3-9 BB & % % Wt W8 of 243 i 7
— HEK200ml, MERREFBEBTHORAAHKIOE. &K
, 100CHMHMINER, UAZBMZBRAKZEBRD. &
BEUARERERKERERBTMBBRENE, EVEBEH
(Ed &k : B ZMEM=1:1V/V) , 81-£=2TH&E¥ X
-3-W OB O W FR o 17.0%

-67-
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A~ U seR (66)
IR (B ) : 2260, 1700 cm™ !
NMR (CDC13, §) : 1.46 (9H, s), 1.5-2.2 (2H, m),

2.4-2.7 (3H, m), 3.0-3.2 (1H, m),
3.2-3.8 (3H, m)

Bl # M 8-3)
BI1I-B=ZTERE-3- "W F XMW BEI7T.08 REZ WM
TOmlF: @ B M T0nl2 B & , 0 78 100°C # £ 3/ 0¥ % , H
ETRBREM. REBEKSOn]IR W & W 80nl2 B 8 ,
, W EOD CHF K ¥ B 4 W B 10.3m1, 3 LI 30% NaOHHE
¥ % pH 8.5, W #1045 %, LI INGE M3 8 2% pH 2.0, X
DZBZERR MU &® Kt @E, LRBEsR, B
BrE M, S8R ERE-3-R B LM 17.0%,
TR(# ) 1720 em™t
MR {CDCly, §) : 1.4-1.8 (1H, m), 2.0-2.2 (1H, m),

2.4-2.8 (3H, m), 3.0-3.2 (1H, m), 3.3-3.9 (3H,

m), 4.61 (2H, m), 5.1-5.4" (2H, m), 5.8-6.0 (1H
m) ' ’

iliﬁﬂg-gl
WM 1-8)8 8 1-48 7 & B X -3-(2-FF" %)
BuE, BE X66.0% .,

IR(# ) : 1710 cm™ 1

NMR (CDCl,, &) : 2.16 (3H, s), 2.4-2.7 (3H, m),
2.9-3.0 (1H, m), 3.3-3.8 (3H, m), 4.57 (2H, m),
5.1-5.4 (2H, m), 5.8-6.0 (1H, m)

~-68 -
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i?ﬁﬂﬁ-s!
P 8 # 6 1-9)8 18 (35, 4R)-4-(3- (I-B A E R B
Woe g -3-%) -2-EM A E) -3-( (IR)-1-FL =T & = &
EVWEEZE) -2-RIW T, EE55.9%.,

IR (i ) : 3400, 1700, 1755 cm ™t

NMR (CDC13, §) + 0.07 (6H, s), 0.94 (9H, s),
1.16 (3H, 4, J=6Hz), 2.4-3.0 (6H, m),
4.4-4.5 (2H, m), 5.0-5.3 (2H, m),
5.8-6.0 (1H, m), 6.07 (1lH, br s)

B 4 M 9-1)

W (28)-1-B =T K ¥ X -2-¥ % it 58 of 17.6% & 7 W9
£k ME200ml, M E-30CM=ZZ2HE13. el R EHEMRT
B 11.7ml, 7£ 0 CH # 307 % , BB &, W E @ A 1t
#T% OB K T0ml 0°C & W . 7£ 0°C H B 1 /N8B 8 , W & 1t
A "R EFEHEBIEER, RETMEVBRER (2K

BB =2:1~1:2, V/V) , 8 (2)-1-8=T %K
BOE -2 F K WK uE 14.67 ,

TR ) - 3400, 1700 cm t

NMR (CDCl,, &) : 1.47 (9H, s), 1.6-2.2 (4H, m),
3.2-3.7 (5H, m)

B M- 2)

08 H1-4)E B BB (28)-1-B =T AP X -2-07 @&
BE T OE R,

_69_
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2~ BB (68)

IR(H ) : 1690 cm™1
NMR (CDCl,, &) : 1.47 (9H, s), 1.7-2.2 (4H, m),

3.01 (3H, s), 3.35 (2H, m)

G 8 4 1 8-2)8 18 (28)-1-88 =T E ¥ X -2-W F & 1
B o , P X 88.8% .

IR (& ) : 2250, 1690 cm™t

NMR (CDCl,, &) : 1.47 (9H, s), 1.7-2.3 (4H, m),
2.5-2.9 (2H, m), 3.4 (2H, m), 4.06 (1H, m)

0 B 6l 8-3)B 13 (25)-1-B W | K E -2-3% 7 ¥ if g
e, E X 96.5% .

TR(# ) : 1700 cm”*

NMR (CDCl,, &) : 3.43 (2H, m), 4.1-4.3 (1H, m),
4.60 (2H, 4, J=5Hz), 5.1-5.3 (2H, m),
5.8-6.0 (1H, m)

7 8L 6 1-8)8 13 (28)-1-F R | B % -2- (2-MW " &

) MR ouE , E X 38.7% .

IR (# ) : 1700 cm 1

NMR (CDC13, §) + 2.21 (3H, s), 3.3-3.5 (2H, m),
4.1-4.3 (1H, m), 4.58 (2H, 4, J=5Hz),
5.1-5.3 (2H, m), 5.8-6.0 (1H, m)

B M 9-6)
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i 84 W A 1-9)8 &8 (3S, 4R)-4- { 3-( (28)-1-#% " &
M EM B oE -2-%) -2-MEF X} -3-( (IR)-1-LE =T %

—REWKEZE) -2-|WNY T, EX69.5% .,

IR (&) : 3300, 1760, 1700 cm +

NMR (CDCl,, &) : 0.03 (6H, s), 0.85 (9H, s),
3.34 (28, m), 4.4-4.6 (2H, m), 5.1-5.3 (2H, m),
5.8-6.0 (1H, m)

B A 10-1)

R MALI-4)E RBUE 1-8=TERE-3-5 B &
ENW TR (RI-BE=ZTEREX-3-BENT®) .

IR (CH,C1
NMR (CDCl

,) ¢ 1710 cm™}
30 §) : 1.44 (9H, s), 3.06 (3H, s),
4.0-4.4 (4H, m), 5.1-5.3 (1H, m)
B MAM10-2)
i 8 M A 8-2)8 8 1-86 =T ¥ X -3-M %0 7T o,
E K 80.0% .

IR(# ): 2250, 1700 cm™

NMR (CDCls , & ): 1.44 (9H, 8), 3.3-3.4 (1H, m),

4.0-4.3 (4H, m).
8o MAI10-3)
ih M Me-3)E R MEBI-8B=THERX-3-RXENT
ﬁ’
IR(E ): 1700 ca™

NMR (CDCls , & ): 1.44 (9H, 8), 4.0-4.2 (4H, n).

-71-
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2~ FRHEH (70
B oA 10-4)
HRMEAL-2)R1-3I)RBI-BE=ZTHERE -3- (8§
X) W T g, B X98.8%.,
IR(# ): 3400, 1680 cm™
NMR (CDCls , & ): 1.42 (8H, S), 3.7-4.2 (4H, u).
B4 10-5)
WA LI-4) ERMUELI-B=ZTEARE-3- (R HE
mHXE) NWT .
IR(% ): 1690 cm™
NMR (CDCls , & ): 1.44 (9H, S), 3.03 (3H, s),
3.9-4.2 (4H, m),
B W 6 10-6)
B 1 8-2)81 18 1-8 =T R E-3-(MEX) W
T o, B ¥56.6% .,

IR (&) : 2250, 1700 cm *

NMR (CDC13, §) : 1.44 (9H, s), 2.64 (2H, 4, J=7Hz),
2.7-3.0 (1H, m), 3.6-3.7 (2H, m), 4.0-4.2 (2H,
m) '
B & M 10-7)
R MAS-3)TERBRMNE 1-F AP X -3- (R FX)
Y T o »

IR(i ) : 1700 cm™t

NMR (CDCl,, &) : 2.68 (2H, 4, J=7Hz), 2.8-3.1 (1H,
m), 3.6-3.8 (2H, m), 4.1-4.3 (2H, m), 4.5-4.6
(2H, m), 5.1-5.4 (2H, m), 5.8-6.0 (1H, m)
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B 6 10-8)

i BL WM 1-8)81 18 1-48 N | W X -3- (2-"M A/ X) 1y
T g, B ¥ 53.6% .

IR (¥ ) : 1700 em™ 1
NMR (CDCly, §) : 2.15 (3H, s), 2.7-3.1 (3H, m),
3.3-3.6 (2H, m), 4.0-4.2 (28, m),

4.5-4.6 (2H, m), 5.1-5.4 (2H, m),
5.8-6.0 (1H, m)

B ¥ 1 10-9)
i 8L 1 1-9)M 8§ (35, 4R)-4- (3- (1-H A E B =
W T o -3-%) -2-EAE) -3-((IR)-1-BL=T %X - &

XV REZE) -2-W T ug, EX26.1% ,

IR(® ) : 1760, 1700 cm™ !

NMR (CDC1,, $8) : 0.06 (6H, s), 0.91 (9H, s).,
.21 (34, 4, J=6Hz), 2.6-3.0 (6H, m),
.5-3.7 (2H, m), 4.0-4.3 (3H, m),
4.5-4.6 (2H, m), 5.1-5.3 (2H, m),
5.8-6.0 (1H, m), 6.04 (1H, br s)

w

B M M 11

BN ZEBEERESS O B®BERZIEI.5N, @i £0C5 A HCI
2.2% , M EMEICHREISH A, S BRFBIKRZ®
Z MW MWY.8TH,
IR(E W % ): 1680, 1650cm™ ,
B M 12-1)

BREeEMEZIH1I5.08, - MC XM= 68 B 36.4% ,

-73-
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W4 4ARE R =2 KR 24,6015 = K H £ 300m), 0 %
Z@EMBFI2IODRE®, BROBR. SEBRRNZTRSD, W&
WRBEH (ECHK : 2828 (6: 4~0: 10, V/V) 8
B PECZN16.09% .

TR(# ) - 1660 cm -

NMR (CDCl §) + 3.00 (3H, s), 3.08 (3H, s),
3.50 (2H, s)

3!

B OM M 12-2)

TR RZINLIS.ON FEZ B 7.85nl1R M5 10012
B H®, ®EO0C3 AHCl 4.88% , MiE 0OCH K 24/ B % ,
AL BTN ZEGEE, NZTEH, SR EAFESD K
Mz B MM W2T.I0% ., |

NMR (DMSO-dG, 8) = 1.36 (3H, t, J=THz), 2.86 (3H,
s), 3.00 (3H, s), 4.01 (2H, s), 4.50 (2H, q,
J=7Hz), 12.0 (1H, br s) '

B M 13-1)

e 4-W T H 350l, ¥ 175al% W of 35nl, i W & 70
C 5. BREGRMUZMES, 3B E &, 8 &t
4- (1- g X ) T N S5.T4%

NMR (DMSO-dc, §) : 2.00-3.00 (4H, m), 4.80 (2H, t,

J=7Hz), 8.00-8.35 (2H, m), 8.35-8.80 (1H, m),
8.95-9.32 (2H, m)

B A 13-2)
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E~guuan (73)
0% M 11 B BB M- (1-WE %) S BT M2
NN

NMR (DMSO-d., &) : 1.36 (3H, t, J=7Hz), 2.00-2.85
(4H, m), 4.43 (2H, q, J=THz), 4.60-4.80 (2H, m),
8.00-9.25 (5H, m)

BOf A 14

M 3-Mog X2 M5.08 FEZWM2.50m1% % 4530nl2
W, WEOCSH ANHCI 3.123 , E 0C L ¥ 12/ B % ,
BRERGERERMUZMES, ABREH/R, F3-M g X3 K2
MZEBEWHBWI12.857 ,

NMR (DMSO-dG, §) + 1.30 (3H, t, J=T7Hz), 4.26-4.70
(4H, m), 7.80-8.13 (1H, m), 8.35-8.62 (1H, m),
8.70-9.02 (2H, m), 10.5 (2H, br s)

B MM 15-1)
OWE P EI3.2elil M A -2 INS5.0% 2 M 20

pl, EXH B EISHAR &, BRSRTUFAERERZ MK
. ABE% &, ﬁﬁmS-ﬂﬁii-l-fﬁilﬂ;ﬁlﬂ.H%.o

NMR (DMSO-d,, &) : 4.37 (3H, s), 4.39 (2H, s),

8.10-8.25 (1H, m), 8.50-8.65 (1H, m), 8.95-9.10
(2H, m)

B MM 15-2)
WA 11E B SLE WL 1-9 % -3-@ HERZ 82
B W MW,
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E~NBERARA (74)
NMR (DMSO-d., §) : 1.00-1.50 (3H, m), 3.30-4.80 (7H,
m), 6.85-9.20 (6H, m)
B M 64 16-1)

BN-F & % 2 HB®I100 BB =2 K86.6nli i &
OBk W 1000ml, P -20~ -15C L1590 B MM B MR
TEB73.0ul8% , 7 -55~ -50°C Ll 305 m3-B % -1-F B
54.9mlEh MU S Bk W 50m1Z B M, MM A K2 4 R RUBUE
I AP, SMAEWMEMWKRKLINGE®R L 2AFH, LN
NaOH 1A A R KW K1 X AGKR, KR EWN, @N-F &
B EHBEBRI-BANKMNMI.K,

NMR (DMSO-d., &) : 1.54 (2H, tt, J=6.0Hz, 6.4Hz),
3.11 (2H, dt, J=6.0Hz, 6.4Hz), 3.40 (2H, dt,
J=5.3Hz, 6.0Hz), 3.57 (2H, d, J=6.3Hz), 4.43
(1H, t, J=5.3Hz), 5.03 (2H, s), 7.35 (5H, s),
7.42 (1H, t, J=6.0Hz), 7.81 (1H, t, J=6.0Hz)

B 16-2)

M ELEMHIT.OEMHERERTEEMWL.SAHA, M
ES~10CL220 & =MW -2 B 109 nl, @& M
H30p R, EIS5CLUISH MN-FE R EHBEBI-BXER
B 94.5% . EEE MM B %, f£5~ 10C/m ¥ WM 140
nl, EZEMMAE2 MEFEH®R, ES5~10Ch K500m1F % &
B X % 40.5m1, ¥ LL 1IN NaOHHE # 9.5~ 10.5, % 5~ 10
THRHEIT &R, DZBZE (124 FHXx2) B, i &K
DL INS B 500ml, 6 1 3 B8 B4 8% K 500m1 3 & W K 500m1

-176-
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E~FHsH (75)

@R, RBREMN, 20000l BEH (EE &K : 282
BB =5:56~1:9, V/V) , 84, 7-% (¥ B E) -4,
T-ZNWR-1-BR4, 7T-% (FEBE) -4, T-2WW % -
1-B#83.4% (3: 2) 2 8RREY.

IR(® B ) : 3750-3100, 1690 cm !

NMR (CDCl,, &) : 1.44-1.94 (2H, m), 2.90 (1.2H, s),
3.12-3.70 (8H, m), 5.03 (2H, s), 5.06 (2H, s),
7.26 (10H, s)

Bl 4 M 16-3)

M4, T-% (FERX) -4, T-Z N R-1-B KR 4, 1-
$ (FHEMRE) -4, T-Z0W ¥ -1-8 (#£89.4%) M ¥
WEAMLI000ml, W HEI O~ 40C M MW A M (2 67%
R H/ nl) 14001, B30 %, MBAWsSal, W&
Florisil(FloridinZ 5 ® & &% ) (100~ 200 % ) 300
Dl (2 BZ2®) , 83-(8-(FHEHBEX) -N-{2-
(FEHREX) 2 %) BE) FEEI-(N- (¥ERE
) -N-{2- (N-F AR E-N-FHX) Z2X) BEX] A @
894.5% (3:2) Z2REW.

IR(@ B ) : 3700-2700, 1690 cm !

NMR (CDC13, §) + 2.57 (2H, t, J=6Hz), 2.92 (1l.2H,
s), 3.10-3.66 (6H, m), 5.02 (2H, s), 5.05 (2H,
s), 5.60-6.55 (1H, br s), 7.25 (1l0H, s)

B O M 16-4)
M3-(N- (FEBRE) -N-{(2- (FHEREEXE) 2%
} BX) REBRER3I-(N- (FERE) -F-{2- (N-%F%4%&

-77-
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E~HERuH (79

#E-N-F R XE) Z2X) BEXE) A8 (#*94.5) & 10%
Pd-C (50% R ) 3"TR BB R EE1I AH, THEERNXT
REEME2.50R&, BEWEMTMKIAF, BRS5-10
CTHA A RN EKS500l, ¥ LA IN NaOHRE # pH9.5~ 10.5
o 5~ 10CH H 305 % , UZMZEB500mltk @ . B X
ERmZBMZE1 2R MUNEBRMABEAPE 2, > ILHM
imEBREMN, @3- (N-(HFRABEE) -N-(2-(®
AEXEKEXE) 2%} BX2) FERI-(N-(HAEABRE
) -N-{2-(N-B A ERE-N-FRE) 2%} BE)] R
M (3#58.8%) (3:2) 2RAEWY

IR(M® ¥ ): 3700-2750, 1690 cm™

NMR (CDCl,, §) : 2.55-2.76 (2H, m), 2.96 (1.2H, s),
3.24-3.66 (6H, m), 4.45-4.64 (4H, m), 5.10-5.40
(4H, m), 5.78-6.05 (2H, m)

8 W M 16-5)

#3- (K- (M AEBE) -F- {(2- (FRAMESE)
ZE) BE) FBREI- (K- (FHEAPE) -N- {2- (N
- HFEEABE - N-FRE) ZX) RE) RBENMHAIL-
)M B4- (K- (BAEBE) V- {2- (HFEARE X
) 2 %) B %) T -2-BR4- {N-H R E B B) -8- { 2-
(N-H R E-N-FRE) 2%) BXE) T-2-8 (£
11.0%) (3: 2)2RE 9.
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IR (CH,Cl,) : 1700 cm ™t

NMR (CDCl,, &) : 2.14 (3H, s), 2.62 (2H, t, J=8Hz),
2.91 (1.2H, s), 3.25-3.60 (6H, m), 4.45-4.70
(4H, m), 5.05-5.40 (4H, m), 5.62-6.13 (2H, m)

84 8 & 16-6)

Ma- (N- (PR EBRE) -N- {(2- (R EREBRE)
ZE) BRE) -T-2-BR4-(N- (HFREBRE) -N-{
2- (N- AR E-N-8 R X) Z%) BEE) T -2-8 (
#39.0%) R1-Z %X Moz 46.8nlilt B 8 & = & & £ 300
Rl, ME-20CM=ZM P HM=F EWHKBOEI.3nl, #
IcCHH¥2 MK (BFHRA) . 38 (3R, 4R)-4-Z2 BB ¥ =
S3-((IM)-1-B=ZT EX_H XV HEALZE) -2-®§N0T
B 75.3% B 1-Z % Moz 36.0mlif &£ — & W £ 300ml , 7
E-20CHm =M F 98 =9 %W KBMW50.6 nltk, 70 °C
m B L8118 O RE WA, MEZHMMEL.SARK. R
BUANZRZEB2.I2AAB KL AN A 2R K+, M 2L 6N
WM e AP 0.7%R, MHE1 DM, WU AN NaOEW %
Rl 7. P WMAWMBEmTIU & W KEK@E, JLRBMEEN
REEN. BEEVHVERE (2.50H) B (EFS &K : 2
MZB=4:6~2:8, V/V) , 48 (35S, 4R)- ( 4- ( N- (
mMAERRE) -V-{2-(HFEREE) 2% BE) -
2-|M T ) -3-((IM-1-BEZET E_F XV HRKEZ X))
~2-% W T g R (35, 4R)-4- ([ 4- ([ N-F A ®E ¥ %) -N-

-79-~
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E~#Awm (79

{2-(N- B R ERE-N-FRX) 2%} RE] -2-T7T
X)) -3-((IM)-1-BL=ZT E_-_HF XV REUAZE)] -2-%

W T e (#35.6%) (3:2) 2&ADY.

IR (CH,Cl,) : 1760, 1700 cm™t

NMR (CDCl3, §) : 0.07 (6H, s), 0.97 (9H, s),
2.54-3.05 (5H, m), 2.92 (1.2H, s), 3.20-3.70
(6H, m), 3.80-4.24 (2H, m), 4.42-4.71 (4H, m),
4.96-5.44 (4H, m), 5.63-6.35 (3H, m)

B oM Mi16-7)

8 (38, 4R)-4- (4- (N- (B A EBRE) -¥-{2- (8}
HEXBRE) %) BBX) -2-T %) -3-[((1R)-1-
E=ZTEXE_HF EPWREZE] -2-EN T@EE (38, 4R)
-4-(4-(N- (A EHE) -N- {2- (-8 | ¥ X -N

-F R E) 2%} BKX) -2-ET %) -3-1((1R)-

1-8 =

TE_ R EVPREKZE) -2-|07 T (#35.058) 45
B 1-10)8 8 (6R, 68)-3-(2- (N- (4% "W | B %X -\

-{2-(MAEBERE) 2X) BBE) 2 X)) -6-

( (1R)

SFI-E =T E_ SR EVKEZE] -T-%-1-W8R (3.2,

0) B -2-4% -2- M %AW R (5R, 658)-3-(2-(
AEHRE) -N-{2- (N-FF R EHE-N-07 & %)
BX) ZX) -6-((IR)-1-B=Z2T7T %X = B X ¥ &K

N- (5%
Z %)
%

] -7T-| -1-W @ B® (3.2.0)] BR-2-1% -2-F MM HABE (

#3I5.08) . M Z2RBRAEWEL.S AAVRBE W
: K BHEKE=0: 100~ 11: 89, V/V) , 8 (5R,

~-80-
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(2-(N- (P E B E) -N-(2-(HBFNEREEXE) Z
X)) BEX) Z2%) -6-((IR)-1-L=Z2T EXE_HF XV K &
S E )] -T-®W -1-WSE (3.2.0)] B -2-4%-2-B MR
B O(17.0%) .
IR(® B ) : 1780, 1700 cm~?t
NMR (CDCl,, &) : 0.07 (6H, s), 0.88 (9H, s), 1.24

(3H, 4, J=6.2Hz), 2.63-3.19 (5H, m), 3.25-3.60

(6H, m), 4.01-4.24 (2H, m), 4.45-4.83 (6H, m),
5.18-5.48 (6H, m), 5.79-6.04 (3H, m)

RBE RS (5R, 65)-3-(2-(N- (R A EXEE) -N-(
- (N-B A EBRE-N-FRE) %) BX) 2%) -6-
(IN)-1-FLE=ZT E_F EWHREAZ X)) -T-%-1-1W 8 N
(3.2.0) BR-2-4% -2-M MM AW (9.43%) .

IR(R B ) : 1780, 1700 em !
NMR (CDC13, §) : 0.07 (6H, s), 0.88 (9H, s),
1.24 (3H, 4, J=6.3Hz), 2.63-3.19 (SH, m),
2.92 (3H, s), 3.28-3.57 (6H, m), 4.00-4.27 (2H,

m); 4.49-4.84 (6H, m), 5.14-5.46 (6H, m),
5.81-6.05 (3H, m)

B M 16-8)

B M 1-11)8 48 (5R, 68)-3- ([ 2- ([ N- (4 W & 2
) -¥-{2-(ARAERRE) 2%} BE) Z %) -6-
((IR)-1-B Z2 %] -7T-® -1-W S K (3.2.0) B -2-4% -
- AE (8.13%) .

_81_
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IR(® B ) : 3650-2750, 1770, 1700 cm™t
NMR (CDCly, 6) : 1.34 (3H, d, J=6.2Hz), 2.67-3.63

(11H, m), 4.04-4.32 (2H, m), 4.48-5.05 (6H, m),
5.14-5.52 (6H, m), 5.80-6.05 (3H, m)

B oG M 16-9)

5% M 1 1-11)8 % (5R, 6S)-3- ( 2- ( N- (# /A % M
) -N-{2- (N-HARERE-N-FRX) 2 %) BE)
Z &) -6-((1R)-1-MZ %) -T-% -1-07W @ &K (3.2.0
) B -2-4% -2-M MM AE (3.68%) .

IR(® B ) : 3700-2800, 1770, 1690 omp-l
NMR (CDCly, &) : 1.33 (3H, d, J=6.3Hz), 2.60-3.67
(11H, m), 2.92 (3H, s), 4.04-4.32 (2H, m),

4.42-4.89 (6H, m), 5.13-5.52 (6H, m), 6.79-6.08
(3H, m)

Bl M M 17-1)
0 B4 16-1)B B N- (2-BZ %) -3- (HERXEBRX
) FEBR(124.7T% ).

NMR (DMSO-dG, §) :+ 2.26 (2H, t, J=7.3Hz), 3.01-3.42
(6H, m), 4.64 (1H, t, J=5.6Hz), 5.00 (2H, s),
7.23 (1H, t, J=5.6Hz), 7.34 (5H, s), 7.86 (1H,
t, J=5.0Hz)

BB 17-2)

MM 16-2)8883, 7T-8 (FTHRE) -3, T-= 8
BR-1-B R 3, 7T-% (FHEMX) -3, T-Z2WEX-1-B 8
€Y (H#F 145% ) (1: 1),

~-82-
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IR(® B ) : 3400, 1680 cm !
NMR (CDCly, 6) : 1.70-2.00 (2H, m), 2.85 (1.5H, s),
2.90-3.82 (8H, m), 5.12 (4H, s), 7.34 (10H, s)

5 4 M 17-3)

S 16-3)8 1@ 2- (N- (FHE R E) -N-{3- (%
LB E) RE) BEX) Z8BR2-(F- (FEHRE) -N
-{3-(N-F E M E-V-HRE) FE) BEX) 228
&% (F 1486%) (1: 1),

IR(M B ) :  3700-2550, 1690 cm™t

NMR (CDCly, 8) : 1.49-1.98 (2H, m), 2.86 (1.5H, s),
3.03-3.52 (4H, m), 3.99 (2H, s), 5.10 (4H, s),
7.27 (10H, s)

B i M 17-4)

i 8L M B4 16-4)8 8 2- ([ N- (M A | M E) -F- { 3- (
BAERERE) FE) BX) ZBR2- (K- (HF A
) -N-{3-(N- B AR EBE-N-FERXE) FE) B X)
ZEBzEEY (F100%) (1: 1),

TR(® B ) 3750-2450, 1690 cm!
NMR (CDCl,, &) : 1.62-1.95 (2H, m), 2.92 (1.SH, s),
3.08-3.53 (4H, m), 4.02 (2H, d, J=6.7Hz),

4.56 (4H, d, J=4.1Hz), 5.02-5.40 (4H, m),
5.40-5.65 (1H, br s)

i 16-5)8 @3- (N- (B AERE) -N-{3-(
A E MR E) AE) BEX) N-2-BR3-(F-(HKE

-83 -
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A~ ERun (89
EHE) -N- (3- (N-B AP E-N-FRXE) FHE) ®

xX] R-2-B2z28®&R AW (#*e61.458) (1: 1),

IR (CH,Cl,) : 1700, 1690 cm -

NMR (CDCl,, &) : 1.55-1.90 (2H, m), 2.14 (3H, s),
2.91 (1.5H, s), 3.12-3.43 (4H, m), 4.3-4.7 (4H,
m), 5.05-5.43 (4H, m), 5.66-6.10 (2H, m)

Bl M M 17-6)

i B #1 61 16-6)8 48 (3S, 4R)-4- (3-(N- (B F AW
%) -V-{3- (M A EAEKE) FE) BX) -2-G§F %
] -3-[((IRM)-1-B=ZT E_REPHERZE] -2-%WN
ToE R (38, 4R)-4- (3- (K- (AW X)) -N-{3-(
N-f& AR E-N-F X)) RE) BE) -2-H " X)) -3
-[(IR)-I-%ETvizﬁiﬁbﬁﬂZ£] ~2-W W T R
Z2®RAEY (H92.527) (1: 1),

'NMR (CDC13, §) : 0.07 (6H, s), 0.87 (9H, s),
1.21 (3H, 4, J=6Hz), 1.57-1.80 (2H, m),
2.52-2.93 (3H, m), 2.90 (1.5H, s), 3.17-3.29
(2H, m), 3.29-3.43 (2H, m), 3.88-4.26 (4H, m),
4.52-4.66 (4H, m), 5.13-5.39 (4H, m), 5.73-6.09

(2H, m)
B o M 17-7)

i 8 # M 16-7)8 8 (5R, 6S8S)-3-( (N- (M " Ep X
) K- {3- (M A EEREXE) HX) BEE) BE) -6-(
(IR)-1-FLE=ZT E_HF X W KA X)) -1T-% -1-v & %
(3.2.0) BB -2-4% -2- B & A" 8B » (5R, 68)-3-( ( N-

_84_
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(# A E B E-N-{3-(N-HAEAME-1-N-FB X)) K
X} BE) B ¥) -6-((1R)-1-B =T X - 5 X &K &
Z %) -T-% -1-0W R (3.2.0) B -2-#% -2-M MM K
MZ2REASY (#£59.13%) (1: 1),

IR(®MB): 1780, 1700 cm™ !

NMR (CDC13, §) : 0.07 (6H, s), 0.88 (9H, s),
1.23 (3H, 4, J=6Hz), 1.63-1.88 (2H, m),
2.73-3.40 (7H, m), 2.90 (1.5H, s), 4.02-4.84
(10H, m), 5.17-5.52 (6H, m), 5.78-6.07 (3H, m)

oM 17-8)

G % M 01 16-8)88 8 (5R, 6S)-3-( (N- (M F E M E
) N-{3- (HMAEABE) FE) BE) RE) -6- (
(1R)-1-% Z %) ~T-% -1-0 @& (3.2.0) B -2-4% -2-
W B M MR (5R, 65)-3-( (K- (M A MME) -N-
- (N-BFHAME -N-FBRE) RE) BE) FE) -6-
C(IR)-1-B Z %) -7T-8 -1-1Y @ ;W [ 3.2.0) B -2 -
-B MM ABZRAW (XT1.96%) (1: 1),

NMR (CDCl,, 6) : 1.33 (3H, d, J=6.3Hz), 1.60-1.94
(2H, m), 2.79-3.44 (7H, m), 2.90 (1.5, s),

4.07-5.08 (10H, m), 5.13-5.57 (7H, m), 5.79~6.08
(3H, m)

B M M 18-1)

2-(2-FRZEX) 2K 100 R EWN E MM S5000lR
K 500mlz B ¥ , ifi £ 10°C # Hu % 9 8 4% A & 230nl8 mm
€ B W 100m12 B W . ¥ LL AN NaOHYW B A & pH10, 7 10
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E~NHERHA (BY
CHRHEIZH, WMELEMRZBMZIE] X FH. 2R EHM
R M1 % #¢ L 1NN M 300m1, K 300m1f & © K 300mlg i@
MR BRER, ZREN, B3, 6-% (A ERE
) -3, 6-= W & -1-8 266.2% ,

IR(M B ): 13650-2700, 1680 cm t

NMR (CDC13, §) + 2.61 (2H, br s), 3.18-3.56 (6H, m),
3.67-3.86 (2H, m), 4.45-4.66 (4H, m), 5.07-5.38
(4H, m), 5.76-6.04 (2H, m)

B 4 A 18-2)

B3, 6-% (MR EMRE) -3, 6-=2NWE -1-8100.0
REE_KHPHKSIn]l, MEERME=ZT %X _-H XV K
X H58.1%m, =2 K56.3m1K 1, 8-=0Y ;W (5.4.0)
+ — R -T-48 5.5, 7E X & M B 18/ WK &, K& % Ll 1IN
NaOH 500ml, # #0 % 8% M & K 300ml1 % & W K 300nlit @
, U BMBER, RREM, #2 A AWEBREH (EC
% : Z®MZ M8 =95: 5~ 70: 30, V/V) , 83, 6-% (
FAERE) -1I-(BE=ZTE_HEVREE) -3, 6-
N E&K129.3% .

IR(® B ) : 3500-3100, 1680 cm~t
NMR (CDC13, ) 0.05 (GH, s), 0.89 (9H, S),
3-26-3-54 (GH' m), 3065—3083 (ZH’ m)’

4.59-4.63 (4H, m), 5.14-5.48 (3H, m),
5.82-6.05 (2H, m)

il!ﬁ]g_:i)
M Nall (60% 4 #t FA Bk #h ) 18.16% B i R W & s M

-86 -
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E~N BB (85)

800ml R N, N-— H X H R KR 4000l &£ & , i 7 5~ 10°C
ke N ®R25.10l, B3, 6-% (MR EHRX) -1-

(E =T EXE_ 8B X W iExEEX) -3, 6-—-IW2K11T7.05

kM 100nlR N, N-Z F X R BEIONIZEN. &
Mo 30 %, M3 % WER K., 27MHMEMmE &
BKsSo0ml & @ K 500mlE @ , LI B EX 28, BRKB

M, E2 A ABDRBEHR (ECK : 2BZEB=195: 5§~
80: 20, V/V) , B4, T-% (HMAERX) -9- (8=
TX_ R EWHGEFEE) -4, T-ZNW F-1-% 107T.1% ,

IR (CH,Cl,) : 3350-3150, 1690 cm™

NMR (cnc13, §) : 0.04 (6H, s), 0.84 (9H, s),
2.20 (1H, s), 3.26-3.40 (2H, m), 3.46-3.56 (4H,
m), 3.60-3.76 (2H, m), 4.00-4.17 (2H, m),

4.49-4.61 (4H, m), 5.11-5.34 (4H, m), 5.77-6.03
(2H, m),

B 4 1 18-4)

i, 1-8 (MEFERE) -9-(EBE=ZT X -8 XV &K
®E) -4, T-= 0 F -1-$49.40% , K@K (0) 5.19
% , Florisil (W & & , 100~ 200 A ) 17T.3 R R Wk B
1.76m188 ¥ 5 W & % W 500m1% K 100ml, W 7 50°C #t #
5 /nBf t , £ Florisil 500l # (2 ®M 2B ) W * &

BH, BEEL. LA ADRBREN (ECK : 2828 =

70: 30~ 0: 100, V/V) , 8 3-(N- (A ®E B X) -N-

(2-{N- B A EHEXE-N-(2-BZ%) BRE} 2%) K

..87-
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) A-2-B26.81% .

IR (CH,Cl,) : 3700-3250, 1690 cm™t

NMR (CDCly, &) : 2.13 (3H, s), 3.35-3.58 (6H, m),
3.64-3.84 (2H, m), 3.96-4.18 (2H, m),
4.43-4.67 (4H, m), 5.12-5.42 (4H, m),
5.75-6.06 (2H, m)

B 0 1 18-5)

5 B4 W &4 18-2)8 8 3- ([ N- (B N ¥ X) -N-(2-¢
N- R E R E-N- (2-B=ZTEXE_HFEWVWVREZE) B
X)) X)) BX) W -2-88 (12.84%)

IR (CH,Cl,) : 1690 cm -

NMR (CDCl,, §) : 0.04 (6H, s), 0.88 (9H, s),
2.14 (3H, s), 3.28-3.57 (6H, m), 3.64-3.83 (2H,
m), 3.96-4.14 (2H, m), 4.49-4.67 (4H, m),
5.12-5.42 (4H, m), 5.67-6.06 (2H, m).

% M M 18-6)

i B M O 16-6)% 18 (35, 4R)-4- (3- { N- (S W E B
%) -N-(2-{N-BF A ¥ & -N- (2-28 =T % _ § % p
EZE) BX)} Z2%X) BX) -2-S " %) -3-((1R)
S 1-E =T X _F XV HEEZE) -2-BW T g 18.50% ,

IR (CH,Cl,) : 1760, 1690 cmt

NMR (CDCl3, §) : 0.03 (6H, s), 0.07 (6H, s),
0.87 (9H, s), 0.88 (9H, s), 1.17 (3H, d,
J=6.2Hz), 2.48-2.88 (3H, m), 3.24-3.52 (6H, m),
3.61-3.77 (2H, m), 3.89-4.24 (4H, m), 4.48-4.61
(4H, m), 5.10-5.36 (4H, m), 5.71-5.99 (2H, m)
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E~NHFABA (8))

9 M 18-7)

5% M $916-7)8 18 (5R. 65)-3- (N- (M A & ¥ %)
N-(2-(N-RAEEE -N- (2-HEZTE-FE B &K K
Z%) RX) Z%) B%E) BE-6-( (1R)-1-% =T %
“REWRRZE) -T-W-1-0W SR (3.2.0) B -2-48
2-HMAEE (14.40%)

IR (CH,Cl,) : 1780, 1700 cm™t

NMR (CDC13, §) : 0.04 (6H, s), 0.07 (6H, s),
0.88 (18H, s), 1.22 (3H, 4, J=6.1Hz), 2.68-3.12
(34, m), 3.04-3.82 (8H, m), 4.04-4.33 (2H, m),
4.52-4.97 (8H, m), 5.15-5.52 (6H, m), 5.80-6.08
(3H, m)

B4 4 64 18-8)

i 8L 5 4 16-8)B 18 (5R, 6S)-3- (N- (# H & % %)
“N-(2-{N-B A EHRE-N-(2-BZ X)) BX) 2 %)
W%k ] B X -6-((1R)-1-BZ %) -7-®-1-/w @ W (3.
2.0) B -2-#% -2- MM AW (4.74% ),
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IR (CH,Cl,) : 1780, 1690 cm ™t

NMR (CDCl,, &) : 1.33 (3H, d, J=6.1Hz),
1.57-2.15 (3H, m), 2.68-3.88 (10H, m),
4.08-4.32 (2H, m), 4.32-4.91 (8H, m),
5.14-5.54 (6H, m), 5.79-6.11 (3H, m)

B o4 M19-1)

R OEWI3.5al B EEN N-Z B X2 B K 350alifi
E-200mM (BR)-3-BAMBEKRE 4-BRETHZES2.0
R, @R A @ 2 EB Nall 10.5% , M#2 Mgk, A KK
G ANRAE(IPEDIAAR K1 AL H ., P N E #F
» X B LLIPE (350m1X 2) MW, & 0t H W W M W i L
X (500m1XxX 4) RAEWMA (500mlX 1) %%, Ll B2
H, REEN, SHMZ BR-3-(N-(RKFAERE
) -N-F B E) -4-BRETHMZES0.7TH ., ft FEBEY
T - K E.,

NMR (CDC13, §) + 1.30 (3H, t, J=6.0Hz), 2.5-2.8 (2H,
m), 2.93 (3H, s), 3.20-3.75 (2H, m), 4.16 (2H,
q4, J=6Hz), 4.0-4.35 (1H, m), 4.40-4.73 (2H, m),
5.0-5.46 (2H, m), 5.60-6.20 (1H, m)

M (3R)-3- [ N- (B A EHE) -N-F R E)] -4-8 &K

ETHMIHB0.RAERBM K- ZMZM600onl,

-90 -
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E~HRHE (89)

MmEFERSL.0K ., WA ®R, MoK250nlim oA ™MW
BEAr 1.5, 2 AN, KENUZ2HMZE (100nlx 2
) W . K H R oM MRk W 200ml, K H S WEOICH,
M B MMM 12.4013 L\ NaOHM 8 2 H pH 9, Ll Z M
ZMT50n] M, WEL K, 1IN ®R, 00 EKEBH K
REW AR, UMW MELH®, RBREM, 8 (3R)-3-
(- (M A EARE) -N-FRE) -4- (HBFEAREE)
TMZMEMS50.7T% .

NMR (CDCl,, &) : 1.27 (3H, t, J=7.2Hz), 2.45-2.74
(2H, m), 2.85 (3H, s), 3.19-3.30 (2H, m), 4.10
(2H, q, J=7.2Hz), 4.40-4.70 (5H, m), 5.18-5.40
(4H, m), 5.80-6.05 (2H, m)

B # M 10-3)

# (3R)-3- (N- (M AWM E) -N-F R %E) -4- (&
AEERBRE) TEHZEBS50. TR MEBTAEZES50001M
2N NaOH 161ml, E X @ MHE2 P&, RBREN, U
Z®MZEB1500lR K300l B, Mo REBE. KNFL
ZBMZE100nlm B MW B NERPE 1.5, 2MAEMR
MU a® K@, LKBMIXTHR, REETN, &
(3R)-3- (N- (B A EH E) -N- B R E)] -4- (R X
BEE) TH 46.6 % °

-91 -
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NMR (CDC13, §) : 2.47-2.80 (2H, m), 2.86 (3H, s),
3.20-3.60 (2H, m), 4.40-4.70 (4H, m),
5.15-5.40 (4H, m), 5.75-6.05 (2H, m),
7.4-8.4 (1H, br s).

B M M 19-4)

B (3R)-3-(N- (M A B E) -N-8 B X)) -4- (8%
AR EBE) THAI6.67 It kB F R _-MP &K 4501,
M #E 5°C% % mMHeldrun X M 25.6% , — M C X B = &
B 36.7T% R 4-— B M % 0t o 21.7% . & & @ B # 10/ B
% ., W R LLINWE B 100m]l, % K 100ml1R & W & 100m1¥
@, REEM, REDUSIO% ZHB50001 W, fi & 70C
AE10hRE, REEMN. HHEHENEUZEBZEG00
RlF ., R KLU EE RN KR & KR, W
BMELZLE, RRENM, BEEZI0OEVEREF (EC K :
CMIM=9:1~6:4) , 8 (4R)-4-(N- (B R EN
) -N-F B X)) -5- (MAEREKEE) X-2-M4.37%

NMR (CDC13, 6) : 2.08 (3H, s), 2.38~2.85 (2H, m),
3.74 (3H, s), 3.0-3.38 (2H, m), 3.85-4.30 (1H,
m), 4.30-4.60 (4H, m), 4.70-5.30 (4H, m),
5.54-6.04 (2H, m)
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AERE (4R)-4- (N- (B AENKE) -N-FREXE) -5
-(HAERBRE) -/R-2-F4.37T% , Nal 0.22% R =
ZEI.T5n1R Z M 100n]l, MEZHEAMEK=F EW &K
8.30ml, EEZERMHA]! PR &, REEMN, WMECKSO
LH, RBRER. FABENZRGT UL ZBMZHB50018
We, EE@EE AN (3R, 4R)-4-Z B %W % -3- ( (1R)-1-
E=ZTE_REVKEEZE) WTR-2-H5.03% , &
AEHIIRRZBMZBM5IZRBAD T, MHES NI
#®, @A KSOnl , LIONW M E¥DHrE 1.5, M &2
MR ®, PMEBE, WRKULI0% EHX BN KSR &
Wk (50mlx 1) @, JLDRBBRER, RBREMNEL00
RO BEH (EEBfKk : 2MZ8=9: 1~0: 10) , 4§
(38, 4R)-4- [ (4R)-4- {N- (M A EM B X) -N-F B X
} -5- (M EBREE) -2-MKE) -3-((1R)-1-%8 =
THE - R EWHRKRZE) -2-|0 T 1.93%,

NMR (CDC13, §) : 0.6 (6H, s), 0.85 (9H, s), 1.17
(3H, 4, J=6Hz), 2.60-2.86 (7H, m), 3.13-3.43
(2H, m), 3.76-4.30 (2H, m), 4.33-4.65 (5H, m),
4.96-5.40 (4H, m), 5.56-6.10 (2H, m)

81 #f M 19-6)

# (35, 4R)-4- ( (4R)-4- {N- (M A E M X ) -N-H
BEXE)} -5-(RAEEBRE) -2-C X %) -3-((1R)-1-
E=ZTEX_HF X VWHEREZE] -2-0NT®1.81 B =
CEBO nlMBHBFE_RF RIS E-20CMAER X

-93-
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E~NERARLA (92)
HEXO0.68n]l, @ EMHEIDIPH, A8 ZEEIr]
BAKA4OnldF , P M AMEWREKLK, ERBH KRR
Wk @E, DRENER, RBRAN, BE B ETEH®
Z=Z81.7Ta]l, MAEIOCH RN THR 2 PE®, MY
Bo68agR H X 200]l, MMBMBEHRI.AFMSVEZTE®
» B2 B ZBEG60alHM, WK LL30% K MM XK (30mlx
5) R MKk (30mlx 1) i@, UK EBAESR, BEBS
M, ZE20 WRBREW (ECSK " Z28MZ8=19/1~1/3)
B (5R, 68)-3-( (2R)-2- { N- (W A & ¥ %) -N-H
B X} -3-(#FRERXEE) AE) -6-( (1R)-1-% =
TXE_-_ R EPHREZE) -T-H-1-/Y$®|W (3.2.0) B -
2-1% -2-B MM AB2.2% .,

NMR (CDCl,, &) : 0.06 (6H, s), 0.90 (9H, s),
2.45-3.45 (5H, m), 2.75 (3H, s), 3.71-4.23 (3H,
m), 4.23-4.76 (6H, m), 5.10-5.43 (6H, m),
5.73-6.10 (3H, m)

B 4 M 10-7)

# (5R, 65)-3-((2R)-2-{N- (M A EME) -N-H
EXx) -3-(HMAMWHEBEE) RE)] -6-((IR)-1-% =
TE-_F EWHEEZX) -T-§-1-WeX (3.2.0) B -
2-% -2-RBMRBAE (2.28) RZEBO.Snlft K EDN
£ 5 W 20ml, 7 nT0% M6 T X OKEK (3.5%)

c EEEMHMHISARE, AAZBMZHE0IR K 60nle

-94-
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E~NBFRHRH 93)
o S M H MR W OW W L K (20mlx4) , EBEEE K IO
Rlx 1) R R KE#, U@ es, RBoEN, &
tonl BB H (EC KK HZBMZE) , 8 (50, 65)-3-
C(2R)-2- {N- (M A H X) -N-F R X) -3- (HRK
EREE) BE) -6-( (1R)-1-BZ %) -7-%-1-1Y &
M (3.2.0) BR-2-#-2-3 M # W M (600mg),

NMR (CDCl,, &§) : 1.32 (2H, 4, J=6Hz), 2.30-3.46 (5H,
m), 2.78 (3H, s), 3.80-4.96 (11H, m), 5.0-5.53
(6H, m), 5.60-6.18 (3H, m)

B M M20-1)

M OH X R19.2al B EEN, N-— B X B B K 300ml,
MEOICH (38))-3-F A MBERXE-+-BNEXETHZHE
44.5R %, EHE 2> ENal 11.9% , MH2 MEHR, B
KESTANZBRZEBL.2ZAARKOO.IXFH B, P NH
MAE. KELLZ®MZE (3000lx2) RN, @O0 A ME
m oW Lk (300mlx 4) R & W K (300mlx 1) % @,
DRBBREE, REBEOAM, 580 % (35)-(N-(HFAMW
BE) - N-FRE) -4-BRNEXETHMZIE48.6 ., H 7 &

AERUNS®T K E.

NMR (CDCl,, &) : 1.30 (3H, t, J=6.0Hz), 2.5-2.8 (2H,
m), 2.93 (3H, s), 3.20-3.75 (2H, m), 4.16 (2H,
q, J=6Hz), 4.0-4.35 (1H, m), 4.40-4.73 (2H, m),
5.0-5.46 (2H, m), 5.60-6.20 (1H, m)

B A 20-2)
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E~NEWsA (99
9 8 B 19-2)89 48 (3S)-3- (N- (M A E®) -N-9

BE) 4-(RAERE) THZHE
NMR (CDC1l,, &) : 1.27 (3H, t, J=7.2Hz), 2.45-2.74

(2H, m), 2.85 (3H, s), 3.19-3.30 (2=, m), 4.10
(2H, q, J=7.2Hz), 4.40-4.70 (5H, m), 5.18-5.40
(4H, m), 5.80-6.05 (2H, m)

B M 20-3) »
78 M 19-3)88 18 (35)-3-(N- (A ERE) -N-
FRE) 4- (M EABERE) TH

NMR (CDC13, §) : 2.47-2.80 (2H, m), 2.86 (3H, s),
3.20-3.60 (2H, m), 4.40-4.70 (4H, m),
5.15-5.40 (4H, m), 5.75-6.05 (2H, m)

B 4 20-4)
O B M B 19-4)B1 18 (45)-4- (N- (A I M %) -N-
FEXE) -5-(MHRNEREE) £-2-8
NMR (CDCly, &) : 2.08 (3H, s), 2.38-2.85 (2H, m),
3.74 (3H, s), 3.0-3.38 (2H, m), 3.85-4.30 (1H,

m), 4.30-4.60 (4H, m), 4.70-5.30 (4H, m),
5.54-6.04 (2H, m)

B @A 20-5)

i B4 W P 19-5)84 48 (3S, 4R)-4- [ (4S)-N- (M A &
RE) -N-FEREXE) -5- (HMAEREE) -2-% /% %)
SF3-((IM-1-BL =T E_RF EWKREZE) -2-N T
g

_96-
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E~NBRRH O5)
NMR (CDCl,, &) : 0.06 (6H, s), 0.88 (9H, s), 1.18
(34, d, J=6.0Hz), 2.60-2.86 (7H, m), 3.13-3.43
(2H, m), 3.76-4.30 (2H, m), 4.33-4.65 (5H, m),
4.96-5.40 (4H, m), 5.56-6.10 (2H, m)

B H20-6)

5 B % 61 19-6)8 18 (5R, 6S)-3- ( (18)-1- { N- ( 4%
AERE) -V-BRXEX) -2- (B FEPKEE) 2X) -6
SR -1I-B=ZT E R E WKW E) -T-®-1-17 @
R (3.2.0) B -2-4% -2-B M B KM

NMR (CDC13, §) : 0.07 (6H, s), 0.88 (9H, s),
2.45-3.46 (5H, m), 2.75 (3H, s), 3.80-4.96 (11H,
m), 5.0-5.53 (6H, m), 5.70-6.03 (3H, m)

B B M20-7)

i 8 M 19-T)B 48 (5R, 6S)-3- ( (18)-1- { N- ( ##
RERE) -N-FRE) -2- (BMAEARKE) 2X) -6
-L(R)-1-B Z %) -7-% -1-0W @K (3.2.0) B -2-48
“-RMAEE

NMR (CDClB, §) : 1.31 (2H, d, J=6.5Hz), 2.30-3.46
(5H, m), 2.75 (3H, s), 3.80-5.00 (1H, m),
5.0-5.60 (6H, m), 5.60-6.18 (3H, m)

B A 21)
MERREZHMT.2TRMHEBRE= KT &K 1400l % 0°C
B MEEBERMLIT.I6R . EOCRMBEIND %, BB &

B, RBEEM. BEEI0nlWBEFNF (Z®/ T K : KA

M =10:0~4:6, V/V) , {9 f &5 9 & %X 2 ¥ 8.29% ,

IR(E % ®):2230 o™t

RALIER A5 M o 8B RAR(CONS) W 45838 (210 % 297 2 98)
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B~ A (96)

NMR (CDC13, §) : 2.85 (3H, s), 3.67 (1lH, 4, J=16Hz),
3.87 (1H, 4, J=16Hz)

oM M22)

MR ZW3InlR 1-F % -5-9 % % m @ 5.500 @t # &8 &
“EHBEKI0nl, MEOCHM=Z B 130l, FEOCHEL M
B, NDZMZEI00 W, BB &H. BNEKEUE
B, 6NTE B , 30% MR M KR &M KA, KBS E
B O RBREM, S65-WF WXE-1-F % /mmps5.660,

NMR(CDCQ 5 , & ): 4.01 (3H, s), 4.17 (2H, 8).
B O M23-1)

PHEA2THE (2-BZWKX) ZH4.47T% .,

IR(E # & ) : 3350, 2240 cm™ !

NMR (CDC13, §) + 2.42 (1H, s), 2.92 (2H, t, J=6Hz),
3.42 (2H, s), 3.90 (2H, t, J=6Hz)

MO 23-2)

B (2-BZ W %) Z 4. 46 B B &E - K ¥ &K 30m1,
MEICH M BANB=KZERI{.50l, EXHMRM¥IH
%, WZEZRE, i WA\ B E 1000l , i W Anberlyst
15 (W & &% , Rohm & Haasit &) (H ¥, ¥, 40%)
e MM B K16/ Kt , BBREE, BREAM. B& &
10l B & (EC K : 2 BMZE8=9: 1~17: 3,
V/V) , 8 (2-REBEZKE) ZHK5.32%,

TR(% w W) : 3470, 3320, 3250, 3200, 2250, 1690 cm !
NMR (CDCl,, &) : 3.00 (2H, t, J=6Hz), 3.40 (2H, s),
4.32 (2H, t, J=6Hz)
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E~#Bam (99
8 M M 24-1)

B2--N, N-Z HFEZRBEKIO.ORNBRRZM MFS.26
PERIWI00n], WMEZEMBE] N R, BRAR
s RBEREH, W AZBMZEm100nl, Ll & W K 8 &,
DB esh, REEN, §2-2RBKX-N, N-=— %
ZBEBRT.14%,

NMR (CDCls , & ): 2.39 (3H, s), 2.98 (38, s),
3.10 (3H, s), 3.82 (2H, s),
M 24-2)

Me-Z W E-N, V- HEZBET.T{IR R EHMNS0
Rl, W EOCH mNaOH/” B BB ¥ % (4.8K, 10ml) , #
-15CH #1559 % , 0 CMH A Z W 3.04n1, 7 0°C #t B
303 B, REEM, REUAZBMZE1000lM0 Sl &
K 10mldE & , Lok M 6% % M . R B A M. B & 160m1
WEBRE# (ECK :Z28Z28=9:1~3:17, V/V) ,
B22- (MHPFKE) -N, - HXZEBRT.0OK,
IR(FH Wi 4 ) : 2250, 1630cm™
NMR (CDCls , & ): 3.00 (3H, s), 3.10 (3H, s),

3.30-3.70 (4H, m).
8 W M 25-1)

W 1l-7 B X -2-F 2 HRIT.T4W A EN, N-— &
EF BB 140nlfi MR Z B HI5.7TK . M MT0C 2/ B
%, WA K300RIRZMZET00nl2RESD, 4 RHEMW
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E~NHARY (99
iU K (150m1X 4) B k@ K@, LW # % &
%, RN, BEEI IR (ECHK : 28
Z B =10: 0~94: 6, V/V) , # 1-Z Bk % -2-8 % %
Z %% 3.62% ,
NNR (CDCls , & ): 2.35 (3H, s), 3.09 (2H, t, J=
6Hz), 3.35 (3H, s), 3.52 (24,
t, J=6Hz).

B 4 A 25-2)
BI1I-CERKX-2-FHBZ2KES55.TTRIEHEHFE I3,
MECH mME RN BE (4.8, 8.96rl) , FEOCH
30 &, EOCH W ZIMM2.7T401, 7E OC R B 309 82 ,
UZzBZEB22000l B, DS KRR, UKSBIMES
AEBEMNM. BREEInlWBEWHNW (E2 K : 28 2
B=10: 0~9:1, V/V) , 8 (2-HEZKX) 2N

2.52% .

IR(E W & ): 2250 cm™

NMR (CDC1s , & ): 2.90 (2H, t, J=6Hz), 3.36 (3H,
8), 3.41 (20, s), 3.69 (20, t,
J=6Hz) .

%O M 26)

i 8 M A 2T 189 8 = T Rk %X Z I 10.603%
IR(F WM & ): 2240 cn™
NMR (CDC1s , & ): 0.92 (9, s), 2.78 (20, s).
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E~NHERAHEHA (99
BWHM 2T

KR ZM2.80lR 2-FA M -1-WEWI.onlMBBTE=R
it 40nl, MEOCCM=Z B6.Tul, EOCHH?2 MK
# , LZ®BMZEB2200 ]l W, e&eW AKER, LK MM
CHETRE, BEEIOIRBRENR (E2k : 282
M =95:5~2:1, V/V) , @ A KEZM2.11% ,
NNR (CDCls , & ): 2.20 (2H, s), 2.32 (28, d, J=

7Hz), 5.00-5.40 (2H, m), 6.45-
6.00 (1H, m).
B MM 28)

W 2-0 % X -1-5 % bk e 10.0% M HEFAE KB KO
Rl EO0CHM =2 K28.3n1lRR W ZWS5.54nl, # 0°C IR #
6/ R, LZEBMZEBI0n1E®R, EEBRRERB, XNZR &
, BEHMZ1-FE-2- (MBWE) BBI4IR, KX
ERmBEHT -XE.,

NMR (DMSO-de¢ , & ): 3.66(3H, s), 4.11 (2H, s),
7.04(1H, d, J=1.2Hz), 7.35 (
18, d, J=1.2Hz).

B M M 20)

MR EZINEBMWI0.0% M & E_- KB & 20001,
M5 & Mmoo 20.101R B A XS.7T9n]l, HREN, B
BEIANFAVBEHRK (2828 : 8 =10: 0~ 9: 1,
V/v) , 8 (R M EBERX) Z2K13.32% .
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NMR (DMSO-dg , & ): 3.01 (3H, s), 4.18 (2H, s),
7.96 (1H, brs).
B M A 30)

XMW MW 0 MEFEK200 01Kk N K
W 300wl B ¥, M ZEO0C W Z B W 39al, ¥ LL 4N NaoH
MEXIDrE 9.5, REEME, LIBMIE (1 2%HX
2) R MM AMERE, 8 (Z2BRBRE) Z K 25.78% ,
NMR (DMSO-de , & ): 1.88 (3K, s), 4.10 (2H, d,

J=6.2 Hz), 8.57 (1H, brs).
B 4 A 31)

MEEZEWEEB WL 0 E K40l W & M 10al
2 B8B®E, MESICHBEVNHEIAGCLER ., MMS50C 3/ H
%, ES50CH M INGE B 20ml, T M MAS50CI0OH . TR
B & M %, UHE EII®EIWZ X, MBREN, 8 (K
HE) WR4.29% .

IR(FE ¥ & ) : 3400, 2260, 1660, 1610 cm™ .

NMR (DMSO-dg , & ): 4.00 (2H, d, J=5Hz), 5.88
(2H, brs).

8O M 32)

BB X ZIF S MO 10% M P iF £ K 100mlk M &K B M
150wl B % , MW E 0°C % ¥ 8 % 8 10ml, 3 Ll 4N
NaOHM B S pif9 8.5, EOCHMHMHIOH®R, REBEMMmU
ZMZBM500mIR I, BRBREM, § (FARBE) T
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NMR (D¥SO-de , &6 ): 3.61 (3H, s), 4.08 (2H, d,
J=6Hz), 7.90 (1H, brs).

Bl #f M 33)

MI-BEAMS.nlHEE_K®P LI, 1 &EDH
I CHE WM ENMBM=2KZIENEI5.00l, £ % @l B 309 %
, R B Wm % NHE150ml%, X W Anberlyst 15 ( BHE ,
%, 6.0 ) MMM HEFKS NI, EKiERK, KIS
. I —TEHERER, BSI-ER RS XAINIL.04,
NMR (DMSO-dg¢ , & ): 2.82 (2H, t, J=6Hz), 4.08

(28, t, J=6Hz), 6.68 (2H,
brs).

Bl M Al 34)

M ENBZEBI.T5I® E - K B &£ 300, @ 7 0C
HREZM3.00l, EZHB M EAIAODEE R, M M40°C 2/
H. SERXRKRAENMNRERSIBK2EEZNK, 8 (N-2BRHBE
HE) ZW4.44% ,

NMR (CDCls , & ): 1.16 (3H, t, J=THz), 3.00-3.44
(2H, m), 4.70 (2H, s), 5.01 (
1B, brs).

81 # M 3656-1)

B OREZRI. IOREERRI.Tal, Tin P E N/
M (4.88, 0.20]1) . EZXHBEI2 NH®R, W28
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0.055 mlifi M ZERF . BE WA= BP0l B B & B
, REBREM, SHE P I EBTIRZEBENE (28525%

BHE) 1.02% , t T A MM U ET -5 K,
IR(# ): 3250, 1650 cm™ .
NMR (CDCls , & ): 2.83 (3H, s), 3.56 (2H, s),
3.74 (3H, s).
R MHAI-1)UETALES.
B M M 35-2)
(1-F XA ®-5-ERX) TRZHMZENEN
NNR (DMSO-de , & ): 1.28 (3H, t, J=THz), 4.00

(

3B, s), 4.46 (2H, q, J=THz),

4.47 (2H, s).
84 M 35-3)
FREBRZMZERNEN
NMR (DMSO-de , & ): 1.41 (3H, t, J=THz), 2.26
(38, s), 3.73 (2H, s), 4.
(28, q, J=7THz).
8 1 35-4)
(2- B HBEZRE) SR ZBZEEBWN
NMR (DMSO-de , & ): 1.39 (3H, t, J=THz), 2.89
én, t, J=6Hz), 3.78 (2H,
4.06 (2H, t, J=6Hz), 4.48

2, q, J=THz).
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% M A 35-5)
(N, -2 IR PR RE) SRZMZENEW
NNR (DMSO-de , & ): 1.38 (3H, t, J=THz), 2.84
(3H, s), 3.01 (3H, s).
3.20-3.85 (4H, m), 4.45
(20, q, J=THz).
8 #f A 35-6)
(2-F L Z X)) SRMZHMZEEEWN
NMR (DMSO-de , & ): 1.35 (3H, t, J=THz), 2.82
(20, t, J=6Hz), 3.23 (3H, s)

, 3.49 (2H, t, J=6Hz), 3.75

B M M 35-7)
(B=ZT HE) TRZIEMZIEBETY W
NMR (DMSO-ds , & ): 1.00-1.50 (12H, m), 3.81 (28
., 8), 4.48 (20, d, J=THz).
5 M M 35-8)
(AR E) SRZMZERDWN
NMR (DMSO-ds , & ): 1.39 (3H, t, J=7Hz), 3.35
(28, d, J=THz), 3.68 (2H, s)
, 4.50 (28, q, J=THz), 4.80-
5.40 (2H, m), 5.45-6.05 (1H,
mn).

-105-
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(1-F 3 Dk M -2-% B %)

TR MZIBEE M

NMR (DMSO-de , & ): 1.14 (3H, t, J=THz), 3.84 (
3B, s), 4.06 (2H, q, J=THz),
4.29 (28, s), 7.74 (1H, d,
J=1.2H0z), 7.85 (1H, d, J=1.2
Hz) .
B8 8 M 35-10)
(R B EREE) SRZEB ZNED B D
NMR (DMSO-des , & ): 1.36 (3H, t, J=THz),
3.04 (3H, s), 4.20 (2H, d,
J=6Hz), 4.50 (28, q, J=THz),
8.14 (1H, t, J=6Hz).
B # M 35-11)
(ZERBRE) GRZEZEI B D
NMR (DMSO-de , & ): 1.37 (3H, t, J=THz), 1.91 (
3H, s), 4.13 (28, d, J=5.5
Hz), 4.50 (2H, q, J=THz),
8.78 (1H, t, J=5.5Hz).
8 i # 35-12)
B EDHRZIBMZIBEBERB
IR(H #h 8% ) : 3350, 1680cm"
8 M 35-13)
-106-
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(FEEEBRE) TR ZBZEBEE B W

(1H, t, J=6Hz).
% # M 35-14)
IR RS I R ZENRS

B # M 35-15)
I-RP NG RARMZERN MW

2H, q, J=THz).
6 M 35-16)
EETBEIMZIERMW

HE

3

I-R S BEAAEM ZERAEW

-107-

PO N s R £

NMR (DMSO-ds , & ): 1.34 (3H, t, J=THz), 3.59
30, s), 4.09 (28, d, J=6Hz),

4.50 (2H, q, J=T7Hz), 1.

NMR (DMSO-ds , & ): 1.36 (3H, t, J=7Hz), 2.
(28, t, J=6Hz), 4.20 (2H,

J=6H0z), 4.42 (28, q, J=THz).

NMR (DMSO-de , & ): 1.35 (3H, t, J=THz), 2.89
28, t, J=6Hz), 3.25 (3H,

3.50 (2H, t, J=6Hz), 4.44

NMR (DMSO-de , & ): 1.39 (3H, t, J=THz), 4.36

2H, s), 4.54 (2H, q, J=THz).

NMR (DMSO-ds , & ): 1.40 (3H, t, J=THz), 2.80

KR AT BB RALE(CNS) w4845 (210 % 297 2 9%)
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20, t, J=6Hz), 3.73 (2K, t,
J=6Hz), 4.48 (2H, q, J=THz).
8 M 6 35-18)

ERBESSHEZHEZEBEW

NMR (DMSO-dg¢ , & ): 1.38 (3B, t, J=THz), 4.55
(28, q, J=THz), 4.86 (2H, s)
% M M 35-19)

(V-ZEAEEE) SRZBMZENEMN

NMR (DMSO-de , & ): 0.85-1.566 (6H, m), 2.80-3.20
(24, m), 3.90-4.95 (4H, m).
B OM M 35-20)

FESBRZRAZEWNEW
IR(FH®): 1660cm™ ,

% oM M 36-1)

(25, 4R)-1-BETEARE - B=TEXE-F XK
WA -2-0 K KM K 5T AL M MW 2800] RE E
B Z M 19wlRk MA@ T %W (330m1, 1M/V0 4K B W)

MHe NHR, BANZHMZERAXZERT., H8E
MWL N e, MU E R BN R R KK ®E ., N R E R
R R . W (25, AR)-1I-BET R ME -4-8B %K -2-
PO R WM W 3473 . |
IR(# ): 3400, 1675cm™

NMR (CDCls , & ): 1.37 (9H, s), 1.8-2.1 (2H, m),

-108-
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- 3.25% (3H, s), 3.3-3.6 (4H, m),

3.8-4.1 (1H, m), 4.2-4.4 (1H,
n).
B M M 36-2)

HEBR 2P E_-_FKHEK, ME-78 CHR M= W&
iR 20mltl — ¥ P IX 2 K. 7 -78 CHHBEI109 %, @& Mm
(25, 4R) -1-B=ZT MR E -4-B % -2-57 % & % Wt 95
I3 R - Z2EH. £-78 CHREL0H %, @M
ZSZET]l, MEICHE. K. LIKkEBIE N,
RE&M, EVRBEFN (ECK : Z2BZEB=2: 1~1

1, V/V) , 8 (28)-1-8 =T | ¥ % -2-9 % F %X -4-
® oMk BE20.05% ,

IR(#® ) : 1760, 1690 cm !

NMR (CDC13, 6) :+ 1.49 (94, s), 2.4-2.8 (2H, s), 3.31
(34, s), 3.39 (1H, 44, J=2Hz, 9Hz), 3.5-4.0 (3H,
m), 4.3-4.5 (1H, m) '

8 8 M 36-3)

M NaB (60% , 4.9%) BER_SB ®Z &k, W & o B

MIM=2ZM8M24.101, MEHEI109%, EF0 CREXT
(23)-1-as_=.'ram£-z-wﬂ$;-4—§-w-&u&19%&
“THEZIRKRzZ2BEHR.. EAEBERE] PR, BEAMN.,

BREFEIBZE. FMMERKL IVH®, #0EXS
HrRaeMk@%, REMA (28)-1-8E=T A Y¥ X -2-

FEFEHMBE -0 ¢« -Z8MZ2H8H20.3%,

-109-

KRR Al M B R R (CNS) 7458450210 % 2972 9)

(ool Db e o4 5k i e B N B e B O Sk)



19874«

=>
oo

B

i

2D H o m R &

A~ HERE A0§

IR(HE # B ) : 1690 oL
NMR (CDCl,, 6) : 1.2-1.4 (3H, m), 1.48 (9H, s),

4.0-4.4 (3H, m), 5.6-5.9 (1H, m)
B4 36-4)
M (28)-1-BM=ZT E R X -2-5 % F X Mg ogg -4 «+ X -
lHMZEB20RBEZE . MEZETEH XHNETL10% Pd/C
(5 ", 50% ) Lt M2 Pk, EHREETGS
%, 8 (28)-1-BM=ZT ERXE-2-DHAPE-4-(ZHER
%) WM e 19% .

IR () : 1730, 1690 cm~ 1
NMR (CDCl,, §) : 1.25 (3H, t, J=THz), 1.46 (9H, s),
3.34 (3H, s), 4.13 (2H, g, J=7Hz)

B M 36-5)

B O2S)-1-BM=ZT AR E -2-F P X -4-(Zz2HpH
%) MM o 18% & & Z B 200ul, 7 m6NSE B 4001,
H2 Bé, AKEN, BEAENEWMBAKILH, @
#WnEEBAEPABS.6nl, ¥ KR O0°CL 30% NaOHK B 8B 2%
PE 10, EFZHMH2 NKh, REAN, BE >8R
MR X, KNS BBEBLE, LZBMZEBRXNKmH
2., B (2S)-1-M A ERE-2-FHEBE-4- (BRPX)
WM BE ug 19.08% .

IR(# ): 1680-1T7T10cm™ .
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NMR (CDC13, 8) : 3.34 (3H, s), 3.3-3.8 (3H, m),
3.9-4.2 (2H, m), 4.59 (2H, d, J=5Hz), 5.1-5.4
(2H, m), 5.8-6.0 (1H, m)

B i 6 36-6)

M (28)-1- A MM E-2-7 &8 X -4- (BF X)) W
Mot 1. 08 I E K W X 2000l, MEO CM IS
Bt = T K16.8% , Neldrum K M 11.7TH B 4-— B B X
Mo 9.9%8 . EEEMAH24 P&, BRER. BB
INNEERER®E, REZRE., BEBEZHMZE00IH X
8o0mlz BB M B R 1 PR &, REEEN. BEUAZE
EMUBMNERREN KR K@, DLW ™ g &
c RB %, EWEBREHNH (ECHKk : 2BHZE=2:1,
V/V) , 8 (28)-1- W M R & -4- (2- W K" X&) -2- (W
£ HE) MBoE12.4% ,

IR () : 1680-1700 cm™ !

NMR (CDCl,, 6) : 2.04 (3H, s), 2.2-3.0 (5H, m),
3.34 (3H, s), 3.3-3.8 (3H, m), 3.8-4.1 (2H, m),
4.58 (2H, m), 5.1-5.4 (2H, m), 5.8-6.0 (1H, m)

8 #8 M 36-7)

M (3R, 4R)-4-Z B ¥ % -3- [ (IR)-1-E =T X — H®
AWK EZE) -2- BN TR I5.48 R N-Z X W6 7.2n1
BE-_HRFHK1000]l, ME-6OCHMETW=M S @B =
B X W KBBI10.401, EFO0OCH B3IV (BAHKA) . B K
(25)-1-H A E B E -4- (2-WM R E) -2-5 % 0 % W W
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BE 11.4% R N-Z E NG 7.2l £ — % B 42 1000, fi &
CEICRETHM=ZMAF AR XEWEEI.5nl, 7O C
30 %, £0 CHEMEREAEHRAR=ZMKM ¥ HE=H
EWHARBEBI.0nl, FOCHMPBIL I INER, WAZBZER
AKZ2B®, MEZAMHE?2 M, UERBH AKNEA
HpE 6.5, P M AMETU W KEBE, LKBEE
. O MRZEZRE, BEECVERBEW (EC &K : 2828
=1:2, V/V) , 48 (35S, 4R)-4-(3- { (28)-1-#% W &
BE-2- (BEPX) KR -4-%) -2-MAXE) -3-(
(IRM)-1-BETE-_F EWKERNZE) -2-"N T o

13.76% .
Bl M 37-1)
s #MA6-3)/WBI-FERE-0+ 2 -Z2MZHEH.
IR(E ) : 1715, 1655 cm L
NMR (CDCl,, &) : 1.26 {3H, t, J=7Hz), 2.32 (2H, t,

J=6éHz), 2.53 (4H, t, J=6Hz), 2.99 (2H, t,
J=6Hz), 3.54 (2H, s), 4.12 (2H, q, J=7Hz), 5.63
(1H, s), 7.2-7.4 (5H, m)

B ¥ M 37-2)
WI-FERE -4 ¢+ a -2 MUB(50% ) & % 2 B 400
nlff WM Pd/C 9% , EERETMHAELI MPER, SBSEK
NERSE. BEBREK20001F /W& B W 200m)2 B ¥%
, MW R OF AR 22.401, ¥ R OCLL30% NaOHX
HAEARApH 8.0-9.0, EEEMM2 PR, BREEMN,
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B S ERZMEK, ZHMBRZRE ., 5 1-%5% %N

¥ -4-(ZEBRF X)) Rugs50% ,

IR ({ : -
(#) 3450, 1730, 1695 cm 1

NMR (CDC13, §) + 1.23 (3H, t, J=7Hz), 2.24 (2H, 4,
J=7Hz), 2.85 (2H, m), 4.1-4.3 (4H, m), 4.5-4.6
(2H, m), 5.1-5.4 (2H, m), 5.8-6.0 (1lH, m)

B #i 1 37-3)
R MMA1I-T)R 36-6)M @\ 1-B R AN E-4- (2-M K

x) Wk uE

IR(E ) : 1690 cm—l

NMR (CDC13, ) : 1.0-1.3 (2H, m), 1.6-1.8 (2H, m),
1.9-2.1 (1H, m), 2.14 (38, s), 2.38 (2H, 4,
J=7Hz), 2.6-2.9 (2H, m), 4.0-4.2 (2H, m),
4.5-4.6 (2H, m), 5.1-5.4 (2H, m), 5.8-6.0 (1H,
m)

B O A 37-4)

i 81 A 36-7)81 48 (35S, 4R)-4- (3- (1-#H A E B X
ot -4-%2) -2-M AR %] -3-((IR)-1-B=T X _H %
PWEEZE) -2-HN TR
IR (& ) : 3300, 1750, 1700 cm !

NMR (CDCl,, §) : 0.07 (6H, s), 0.86 (9H, =), 1.0-1.3
(5H, m), 2.37 (2H, d, J=THz), 2.4-3.0 (5H, m),

3.8-4.0 (1H, m), 4.0-4.3 (3H, m), 4.5-4.6 (2H,

m), 5.1-5.4 (2H, m), 5.8-6.0 (1H, m), 6.09 (1H,
br s)
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Mo(28, 4R)-1-B AU B X -2-B W E -4- (2-B K X
) W3 SR EOCHEE - RBE R Tl M=2 B 2.4
2l, BEETE-F E WK EH2.280 B 4- (= B K £ )
MouE TOmg, FE E B M E 12/ B, D INMEM, B0 E R
MERAE KR, BREAN, EHBEH (E2&K :
ZBMZE=2:1V/V) , 8 (25, 4R)-1-% A B M X% -2-
EZTE "B EWHEEPRE-4- (2-BAE) W W 3.3
%
IR (&) : 3400, 1690 cm !
NMR (CDC13, 6§) + 0.87 (9H, s), 1.2-1.3 (3H, m),

1.4-1.8 (4H, m), 2.1-2.3 (2H, m), 2.7-2.9 (1H,

'm), 3.7-4.0 (5H, m), 4.5-4.6 (2H, m), 5.1-5.4
(2H, m), 5.8-6.0 (1H, m)

B 4 4 38-2)

s 61 36-6)B 13 (25, 4R)-1-H A M M X -2-% =
TE_HEHRKEP X-4- (2-MKX) W%
1

IR(& ) : 1700 cm”
NMR (CDCl,, &) : 0.87 (9H, s), 1.5-1.7 (1H, m), 2.15

(3H, s), 2.2-2.8 (5H, m), 3.6-4.0 (4H, m),
4.5-4.6 (2H, m), 5.1-5.4 (2H, m), 5.8-6.0 (1H,
m)

81 4 f4 38-3)
i 8L W A 36-7)88 48 (35, 4R)-4- (3-{ (28, 4R) -
1- A EHE-2-(E=ZTEXE_REBEEFX) -1 KB
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W -4-% )} -2-E " E) -3- ([ (IR)-1-B=T X _ 8 XW
KEZ X)) -2-®"NY T o,

IR(# ) : 3300, 1750, 1700 cm 1

NMR (CDCl,, 6) : 0.87 (18H, s), 1.22 (3H, 4, J=6Hz),
3.6-4.0 (5H, m), 4.0-4.3 (1H, m), 4.5-4.6 (2H,
m), 5.1-5.4 (2H, m), 5.8-6.0 (1H, m), 6.02 (1H,
br s)

Bo#Mm30-1)

i WA3c-2)NB 1I-FERE-3-"ENT & 23K ., ¥
i ER F¥2000], AMI- (ZEXERIHMX) T -2-825
R, m@E9IIC., MHE2 MKk, AKEN. REEVR
BH (ECk :Z28Z8=1:1, V/V) , #1-% & #
EW T -4 2.4%2-8T i 14.5% .

IR(E # ) 2 1900, 1645 cm?

NMR (CDC13, 6) : 1.08 (3H, t, J=7Hz), 2.48 (2H, q,
J=7Hz), 4.6-4.7 (2H, m), 4.9-5.0 (2H, m), 5.16
(2H, s), 6.16 (3H, t, J=2Hz), 7.2-7.4 (5H, m)

8 M 39-2)

U 8 M 61 36-7)81 48 (35, 4R)-4-( (1-F MR EEWT
®) -A 3.3 - (1-F ¥ -2- "W W E) -3-((1R)-1-8 =
T _REPEEZ X)) -2-ENWT®

IR (CHZClz) : 1750, 1710, 1650 cm_1

NMR (CDC13, §) + 0.84 (9H, s), 1.1-1.3 (6H, m),
2.4-2.9 (2H, m), 4.6-4.7 (2H, m), 4.8-4.9 (2H,
m), 5.23 (2H, s), 6.0, 6.05 (1H, each br s),
6.1-6.2 (1H, m), 7.2-7.4 (5H, m)
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B A 39-3)

8 % 61 37-2)8 48 (35, 4R)-4- (3- (1-BH R E P X%
W T o -3-%) -1-f % -2- AW E) -3-((1R)-1-% =
TXE - R EWKEEZE) -2-0 T &

IR (CH,Cl,) : 1765, 1705 cm™!
NMR (CDCly, &) : 0.08 (6H, s), 0.80 (9H, s), 1.1-1.3
(6H, m), 2.5-3.0 (5H, m), 4.4-4.5 (28, m),

5.0-5.3 (2H, m), 5.8-6.0 (1H, m), 6.05 (1H, br
s)

S M B 40-1)
WI-E=ZTERE 2-FHEBEE-I-WILBES THE
MWk N 100mlR 2 B 80l B, ifi &£ -50°C W E {4
#O0.62% , EAHBEMBEIN %, REAMNGEAAZ B 2
MR AKZREST. BMEHEL INGE R, BOERBR N
REWMAG RE ., REAM, BE2HENBEE-F %
PR KSR M =T X B EWHEEKC. 4 B B
L EEHEMBEL AR R, BAZBZERKZE RS,
HWME AR X%, RESEM, 5 1-S=TaARE-3-
FE=ZT X = B X W i M X -2-8 5 % % MM aE11.4% ,

IR (CH,Cl,) : 1735, 1680 cm™!

NMR (CDCly, &) : 0.02-0.03 (6H, m), 0.82 (9H, s),
1.23, 1.33 (9H, each s), 1.8-2.0 (2H, m),
3:2-3.4 (1H, m), 3.60 (3H, s), 3.4-3.7 (1H, m),
4.1-4.4 (1H, m), 4.4-4.6 (1H, m)

B MM 40-2)
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BI-E=ZTERE -I-E=ZTE-_FEPHERE-2-8
WM KM 263 W EZ M 300ml, T -30C W K L=
IR . EABABHE1L.5ARBR, TRMAOBGERIBR K.
Motk REN, EVBRF (ESK ./ Z2HMZH8)
BLI-B=ZTEARE-3-BE=T X _FEHREAE -2- (8
B ) MK 13.6% .

IR(& ) : 3350, 1660 cm 1

NMR (CDC1l,, 6) : 0.03 (6H, s), 0.81 (9H, s), 1.37
(9H, s), 1.6-1.9 (2H, m), 3.2-3.8 (4H, m),
4.2-4.4 (2H, m)

MI-BE=ZTERE-I-BE=ZTE_-_REPHEEE-2-(
KR E) WS oE 14.0% H M E N OE KW 1400, T
0 °Cm B % W 10m1k Nall (60% Z&E MW, 2.0 ) , £ & &8
BHEIH®E, BANKIOINIRZBMZE 400012 B K. &
A WMEmWRIAN® (1N, EXEHEAREAW KGR

DB H, RREM, §1-E=THE®X-3-1%
ETE_H EWRAE-2- (REEE) WM 15.4% ,

{n

IR(i% ) : 1695 cm™

NMR (CDCl,, 6) : 0.02-0.04 (6H, m), 0.88 (9H, s),
1.46 (9H, s), 1.6-2.0 (2H, m), 3.31 (3H, s),
3.2-3.8 (5H, m), 4.3-4.4 (1H, m)

B A 40-4)
i MA36-1)R 36-2)R\F I-FE=ZTERE-2-8 &
HOE-3- W s o
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IR(E) : 1760, 1690 cm~ 1
NMR (CDC13, 6) :+ 1.49 (9H, s), 2.5-2.6 (2H, m),
3.28 (3H, s), 3.5-4.1 (5H, m)

B oM A 40-5)
G 8 i 1 36-3)8 B 1-B=THERE-2- (P ELFXE)
W -4 3. -Z2@MZH8

IR (1% ) : 1690 cm~!

NMR (CDCly, &) : 1.2-1.3 (3H, m), 1.47 (9H, s),
3.30, 3.33 (3H, each s), 3.4-3.8 (3H, m),
5.7-5.9 (1H, m)

B4 M 40-6)
R MMI-4)N T 1-B=TEARE-3-Z8ERF X -
2- (B & 8/ %) WK g

IR (%) : 1720, 1690 cm™!
NMR (CDCl,, 6) : 1.2-1.3 (3H, m), 1.44 (9H, s),

3.28, 3.31 (3H, each s), 4.1-4.2 (2H, m)

oA 40-7)
O BL M 61 36-5)8 8 1-48 N E B X -3-B R %X -2- (%
R E) e

IR(H% ) : 1680-1700 cm™

NMR (CDCl,, &) : 3.29, 3.34 (3H, each s), 4.0-4.1
(1H, s), 4.5-4.7 (2H, m), 5.1-5.4 (2H, m),
5.8-6.0 (1H, m)

B M 40-8)
0 B M 61 36-6)8¢ 18 L-#8 N & M % -3- (2- % %) -
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IR(# ) : 1690 cm™ 1

NMR (CDC13, 8) + 2.14 (3H, s), 2.3-2.8 (3H, m),
3.2-3.6 (4H, m), 3.27-3.32 (3H, each s), 3.9-4.1
(1H, m), 4.5-4.6 (2H, m), 5.1-5.4 (2H, m),
5.8-6.0 (1H, m)

B4 1 40-9)

U5 88 M 1 36-7)8 4§ (35, 4R)-4- (3- {1-HW A E W %
“2- (P M) MG -3-%) -2-MAE) -3- [ (1R)
SI-ESTE B XWEEZKE) -2-MN T g

IR (%) : 3300, 1750, 1700 cm™ !

NMR (CDC1l,, 6) : 0.03 (6H, s), 0.87 (9H, s), 1.21
(3H, d, J=6Hz), 3.2-3.7 (6H, m), 3.9-4.0 (1H,
m), 4.0-4.2 (2H, m), 4.5-4.6 (2H, m), 5.1-5.4
(2H, m), 5.8-6.0 (1H, m), 6.0-6.2 (1H, m)

B M A 41-1)

i %L W 61 36-2)R 36-3)% 1§ 1-8 =T A WX -3- (3-
®-1-T #% %) 195 g ‘
IR(i#$# ): 1680, 1620cm ™ .

NMR (CDC13, ) : 1.74 (9H, s), 1.6-2.3 (2H, m), 2.26
(3H, s), 2.8-3.7 (5H, m), 6.14 (1H, 4, J=16Hz),
6.71 (1H, dd, J=16Hz, 7.6Hz) '

B 4 f 41-2)
G 8Lt 64 36-4)84 18 1-% = T ¥ % -3- (3-®M7T %)
Mo o
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IR(H ) : 1700, 1690 cm™ !
NMR (CDCly, &) : 1.45 (9H, s), 2.15 (3H, s),

2.47 (2H, 4, J=7Hz)

B M41-3)
i WA 36-5)M M 1-% R AME-3- (3-T %) i
% o

IR(®): 1700, 1690 cml ,

NMR (CDCly, 6) : 1.3-2.2 (5H, m), 2.15 (3H, s),
2-48 (2H, t, J=THz), 2.93 (1H, 44, J=10Hz, B8Hz),
3-2-3.4 (18, m), 3.4-3.6 (2H, m), 4.5-4.6 (28,
m), 5.1-5.4 (2H, m), 5.8-6.0 (1H, m)

B A41-4)

B W 61 36-T)8 18 (35, 4R)-4- ( 4- (1-# 7 % B X

SO -3-%) -2-MT E) -3-((IR)-1-BL =T %X — @ %
WiREZE) -2-"ENY T g

IR(Z ) : 3250, 1750, 1690 cm
NMR (CDCl,, &) : 0.06 (6H, s), 0.86 (9H, s), 1.20

(3H, d, J=6Hz), 2.47 (2H, 4, J=8Hz), 2.5-3.0

(4H, m), 3.2-3.8 (3H, m), 3.9-4.0 (1H, m),

4.1-4.2 (1H, m), 4.5-4.6 (2H, m), 5.1-5.4 (2H,

m), 5.8-6.0 (1H, m), 6.08 (1H, br s)
B oMo 42-1)

MR EZ NS M O E = B P L 160m], i TE

0ICH FMEBR¥FHMI9."T ., EOCMHELEID®, BB
w#l, B ERERBEI9.7TH EZE @ H 15/ 6 8 ,

UZMZBI50nlB ™, LM HFAK (30%, 40m1)

1
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. BROBTRE. BER-—EPLBELR. 5S8R
BZKT7.55% ,

IR(E M 8 ) : 2260, 1320, 1140 cm=
NMR (DMSO-dg ,8 ): 3.23 (38, s), 4.94 (2H, s8).
Bl A 42-2)

E M M- F REZ WAL 0R NS S E 2
BT B (24 15% B W) 4.87%

NMR (CDCls , & ): 3.00 (3H, s), 3.78 (3H, s).
3.90 (2H, s).
B4 43-1)

oM R ZMZ M2 TR S EZ B 120nl, i 45
TREBABAES "R, RRAMN., T RAMEBEY, &
- (=2 M A K E) Z2®MKI15.83% ,

NMR (DMSO-de , & ): 3.49 (28, s), 7.35 (1H, t,
J=56Hz),
B A 43-2)

M2- (=M ¥ W X) ZBMI15.69% iN % Mo 80m1l,
MEZAMSMZ B 19.6nl, R B %, BEUAZ o 2
M o150ml, M W% Bl INBI M , B M 8 KR & B X & i@
., REBEBEM, C20001DBEH (EFCK : 2828
=95:56~4:1, V/V) , @ (Z M PAKXE) 2K 12.0%

L]

IR(H wh % ) : 2250 cm™?
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NMR (CDCl1s ,8 ): 3.59 (2H, s), 6.96 (1H, t, J=

56Hz).
B A 43-3)
MM MA3I5-1)M B (KM P RKE) TR ZBZEW
]

NMR (DMSO-de¢ , & ): 1.35 (3H, t, J=THz), 4.14

2H, s), 4.50 (2H, q, J=THz),

7.54 (18, t, J=56Hz).
BoMMAa4-1)
GHMALI-1)HE (FRZBERRE) Z M
NMR (CDCls , & ): 3.32 (3H, s), 3.89 (28, s),

4.13 (2K, d, J=5.5Hz), 8.61

(18, brs).
B 44-2)
R MAI-1)NE ((FEFRE) TRZBZEW
] '

NMR (DMSO-de , & ): 1.33 (3H, t, J=THz), 3.33

(

(38, s), 3.92 (2H, s), 4.21

(28, d, J=5.5 Hz),
4.51 (28, q, J=THz), 8.58

(1H, brs).
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o COoOH CH4

H

# (5R, 68)-3-((28)-2, 3-% (BN EREX) K
) -6-((IR)-1-BZ %) -7-"-1-/W ¥ ® (3.2.0)
B-2-1% -2-BR A AEBSI. AR MBEBZEHEKE TR

ZE26al2Z2 B, MAEG&BM=Z¥K1.13%, @ 7 R 6.04

%, Z2HMO0o.61nlR B (=F%8) #(0) 1.00% , =&
MBS %, UZBMZE 20BN . BER BT KD
DZMZERE KSRGS ®, WAL RHMEEK (

PH 7, 250ml) , MR 2CH B ERMZIBMZI BN MWT.39

Yoo d LA 30% BK MO K B ® A peH 8.5, i E pH 8.5# B
30 o RUINE B W B RJrl ", LU EHNE, 282
BB (3: 7, V/V, 200m1lx 5) %@, MNZTRE., BE
TEFEBE T B M HE Diaion HP-20 (=S Mt T M B 2 # &
%, T00ml) W4 (K : Z W =100: 0~ 97: 3 V/V) ,
HESENH 2B rTREROER, FEZW, KEALE

ZBREK, MESInIH BEHKT (ZHK : K =100: 0~7: 3

V/V) . U EBEWHWY 28D m ML, B (5, 65)-3- [
{(48)-2-F % -2-0K B W -4-% ) B %) -6- ( (1R)-1-
BZE) -T-®-1-WS8 R (3.2.0) B&-2-4% -2-3R M

0.49% .
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IR(H MW @) : 3500, 1760 cm™ L

NMR (D20, §) + 1.28 (3H, 4, J=6Hz), 2.20 (3H, s),
2.43-3.42 (5H, m), 3.45-4.80 (5H, m)

el 1 @8 (5R, 68)-3-( ( (4R)-2-9 % -2-0K B W -
4-%) B X)) -6-( (IR)-1-BZ %) -7-% -1-1V ¥ & [

3.2.0) BB -2-4% -2-%R M , # X 23.3% ,

IR(E # %) : 3200, 1760 cm *

NMR (D20, §) : 1.28 (3H, 4, J=6Hz), 2.21 (3H, s),
2.88 (4H, 4, J=8Hz), 3.32 (1lH, 44, J=2, 6Hz),
3.42-4.75 (5H, m)

M 3-1)

COOH 3
i 1 8448 (5R, 68)-3-( (2-90 2% -2-0K B k -4-%
) B X ] -6-( (1R)-1-BZ %) -7-% -1-Y ;| (3.2.
0] B -2-4% -2-¥0 M, & ¥ 38.8% .,
IR(HE W % ): 3200, 1750cm™
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NMR (D2 0, & ): 1.25 (38, d, J=6Hz), 2.05-2.30

(3H, m»), 2.40-4.70 (10H, m).
A 3-2)

WMo, 8 (5R, 68)-3-0 (2-WKBEM -4-%) B X)) -6
~((IR)-1-BZ %) -7T-"W-1-W X (3.2.0) B¢ -2-4%
-2- B, E ¥ 42.3% .

IR(E # ® ) : 3250, 1750, 1630 cm *

NMR (DZO' §) : 1.25 (3H, 4, J=6Hz), 2.40-4.80 (10H,
m), 7.70-8.20 (1H, m)

#4-1)
OHy g
A
N N
_/
0 COOH

1, SRR SRS TR BUEW
MW, £ (5R, 65)-3-(N-HAEBXE-N-(2-85FK &N
BEZE) BB XE) -6-((IR)-1-BZ H) -7-% -1-1Y &
B O03.2.0) B -2-4% -2-B M AWM 1.38% 848 (50, 68

-125-~
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J-6- [ (IR)-1-B Z %] -3-( (2-BKM M -1-%) F %
) -T-®-1- MW (3.2.0) B -2-%%-2-B M 150mg,

IR(H &) - 3300, 1760, 1640 cm~

NMR (D,O, &) : 1.29 (3H, 4, J=6Hz), 2.92 (2H, 4,
J=9Hz), 3.40 (1H, ad, J=3, 6Hz), 3.91 (4H, s),
4.03-4.70 (4H, m), 8.15 (1H, s)

1

A4-2)

0 COOH

Hae-1), UM BEHREETEMRZM, WE (58

65)-6-( (1R)-1-¥8 Z % ) -3- ( (2-0 % -2-BK B W - 1
“E) PE) -T-H-1-0W S K (3.2.0) BE-2-4-2-B @
, E X 15.0% .

IR(HE ¥ &) : 3300, 1750 cm™ 2

NMR (D)0, &) : 1.27 (3H, d, J=6Hz), 2.24 (3H, s),
2.90 (2H, &, J=9Hz), 3.39 (1H, dd, J=3, 6Hz),
3.84 (4H, s), 4.00-4.70 (4H, m)

A 4-3)
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HAe-1), HUBPFRSIBZNM ZENBUARE S B
CBMZEWMMNIEG (50, 65)-3-( (2-B B @ W X -2-
WK RE W -1-2% ) BOX) -6-( (1R)-1-M Z %) -7-% -1-

WS ® (3.2.0) B8 -2-4% -2-10 8 , & %8.4% .

IR(HE ¥ @ ) : 3250, 1760, 1690 cm *

NMR (D,0, &) : 1.25 (3H, 4, J=6Hz), 2.90 (2H, 4,
J=9Hz), 3.35 (1H, dd, J=3, 6Hz), 3.95 (4H, s),
3.90-4.85 (6H, m)

4-4)

(0] COOH

GAe-1), L 2- (1-F X -3-gX) THRZMZ
BRI RACHYRBTIRZRMZENS NS (5, 65)
“6- (C(IR)-1-8 Z %) -3- (2- (1-9 % -3-0 ¢ ¥ % )
C2-BE MR -1-2% B X ) -7-% -1-0Y W (3.2.0) BE -2-
m-l-R MWy, EX13.1%,

TROE W B ) : 3300, 1750 com™?

NMR (D20, §) = 1.23 (3H, 4, J=6Hz), 2.70-4.80 (13H,
m), 4.30 (3H, s), 7.90-9.00 (4H, m)

fl5-1)
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O % M B 1-10)88 48 (5R, 68)-3- [ (25, 4S)-1-#% 7
R E-2- (N, N-—“_H EBEFBEX) MWW GE-4-%F %
) -6-((IR)-1-BET E B EWH KM %) -7-% -1-

WX (3.2.0) BB -2-t%h-2-B M7 EE ., E XX64.7% o

IR(E ) : 1780, 1700, 1660 cm 1

NMR (CDCl,, 6) : 0.07 (6H, s), 0.85 (9H, s),
2.97 (3H, s), 3.05 (3H, s), 4.3-4.8 (5H, m),
5.0-5.5 (4H, m), 5.8-6.0 (2H, m)

Al 5-2)

CON (CH,)
/j_._'/:( ncoo/V

coo/\v

8 W 1-10)% B M@ (5R, 685)-3-( (28, 4R)-1-
BAEME-2- (N, N-— B X B H B X)) MWK -4-%
X)) -6-((IM)-1-B=ZTE_HF EVWREZE) -7-

£ -1-WME®W (3.2.0) R-2-4%-2-A MM WM.,

IR (% ) : 1780, 1705, 1650 cm *

NMR (CDCl,, §) : 0.07 (6H, s), 0.90 (9H, s),
2.95 (3H, s), 3.08 (3H, s), 4.4-4.9 (5H, m),
5.1-5.6 (4H, m), 5.8-6.0 (2H, m)
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0

Mt *5 oE -3-% B &) -6- ( (IR)-1- =T X - X W K
WZE) -T-®-1-WEH (3.2.0) B -2-48% -2- @&

A .
IR(H# ) : 1710, 1780 cm~1
NMR (CDCl,, 6) : 0.08 (6H, s), 0.91 (9H, s),

3.0-3.2 (2H, m), 3.3-3.9 (3H, m), 4.5-4.9 (41,
m), 5.1-5.4 (4H, m), 5.8-6.0 (2H, m)

coo” vV
coo\y

05 % # 1 1-10)8 48 (5R, 6S)-3-( (28)-1-# K & ¥
X g -2-% P X ) -6-( (IR)-1-E =7 % — 5§ %X ®
R ZE)] -T-®-1-WER (3.2.0) & -2-48%-2-% ™
R EB, EX80.9%.
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A6
B6
~gRnn ¢
IR(# ) : 1785, 1700 cm™ !
NMR (CDCl,, &) : 0.03 (6H, s), 0.85 (9H, s),

4.4-4.8 (4H, m), 5.0-5.5 (4H, m),
5.8-6.1 (2H, m)

A S5-5)
|
+Tl$ § g
/j:—i/m NCOOM
N—\
o coo”’V

0 -3-% B %) -6- ([ (IR)-1-BL =T X _ R EWPWREZ
) -7T-®-1-WW R (3.2.0) BB-2-%%-2-B @RS
, BE X 99.0% ,

IR(% ) : 1780, 1710 cm *

NMR (CDCl,, §) : 0.03 (6H, s), 0.91 (9H, s),
2.8-3.1 (4H, m), 3.6-3.8 (2H, m), 4.5-4.8 (4H,
m), 5.2-5.5 (4H, m), 5.8-6.1 (2H, m)

#e-1)

CON (CH,) ,,

R WH1-11)% 148 (5R, 68)-3-( (25, 48)-1-#% A
MR E-2- (N, N-Z B XA MEE) B -4-% F %
] -6-((IR)-1-BZ %) -7-%-1-0Y ¥ X/ (3.2.0) B
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a~gRun ¢35
~I--l-BR MR e, E X81.9%,
IR(¥ ): 1780, 1700, 1650 cmn™
NMR (CDCl1s , & ): 2.96 (3H, s), 3.10 (3H, s8),
4.4-4.8 (5H, m), 5.1-5.5 (491,

), 5.7-6.0 (2H, m).

HO
H <i:iff CON (CH,) ,
Ncoo” YV

coo\v

T;%nwm
/

i 8L WA 1-11)% 18 (5R, 68)-3-( (258, 4R)-1-#8 A
| E-2- (N, N-Z— B B P EE) Mg -4-% 5 %
] -6-[(IR)-1-BZ %) -7T-%® -1-"W ;M (3.2.0) B

- -2-BMB TR, EOE20.7%,

IR( ) : 1780, 1700, 1650 cm ™}

NMR (CDC13, §) + 2.16 (3H, 4, J=7Hz), 2.96 (3H, s),
3.07 (3H, s), 3.6-4.3 (3H, m), 4.40-4.9 (5H, m),
5.1-5.6 (4H, m), 5.7-6.0 (2H, m)

Ae-3)

HO

E 4

O.
fo o]
2 v1ee I3

e

Ncoo” Y
coo”’Y
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B -3-% B X ) -6-( (1R)-1-WZ %) -7T-® -1-7W & %
(3.2.0) g -2-18 -2-B MMM AWM., & X90.0%.,
IR(E ): 1780, 1710 cn™

NMR (CDC1s ,6 ): 3.2-3.7 (3H, m), 4.5-4.9 (4H,

R), 5.1-5.4 (4H, m), 5.8-6.0 (

cooN\e

o 8 A 1-11)84 18 (5R, 6S)-3- ( (28)-1-B /" E P
XM -2-% 8B X) -6-((IR)-1-BZ2 %) -7-% -1-

IR(H ): 3450, 1780 cm™
NMR (€DCls , & ): 2.5-3.6 (7H, m), 4.4-4.8 (41,

m), 5.0-5.5 (4H, mn), 5.8-6.1

(2H, m).

R MM 1-11)8 148 (5R, 68)-3- (1-#6 7 & M X% 8

WS xE (3.2.0)] R-2-#%-2-RMMMNME, EX57.9%,

AR AR BB RAZE(CNS) w4845 (210X 2972 9%)

(ot Dr 2k s 3 o) -k o Bl N B B BB o)




F > H mIRFEFEEHE

AL
E
%

1987

i
o

z\:‘

eel g
o™

£~ #Fusn 3%

1 84 i 1 1-11)8% 48 (5R,

65)-3- (1- AWM ENY T

B -3-% B %)

-6-( (1R)-1-8 Z % )

-T-®-1-Y 8 ;W

(3.2.0) B8 -2-4% -2-B M X 7 B .

B X 83.0% ,

i

IR(CH2 C12 ): 1770, 1700 cm™
NMR (CDCls , & ): 2.8-3.2 (4H, m), 3.7-3.9 (2H,
m), 4.4-4.9 (4H, m), 5.2-5.5
(4H, m), 5.7-6.1 (2H, nmn).
H7-1)
CON (CH,)

o ' COOH

el zw B %@ (5R,
SR ERBR P RBE) MEGE-4-X B X )

68)-3-( (28, 48)-2- (N, N

-6-(C (1R)-1-%,

Z X)) -T1T-% -1-W S W (3.2.0) H -2-4%-2-®% , &
¥ 22.8%
IR(H ¥ & ) : 1750 cm™ .
NMR (Do 0, & ): 1.26 (3H, d, J=6Hz), 2.99 (3H, s)
, 3.06 (3H, s).
H71-2)
CON(CH3)2
///,,G{;
COOH
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i~ gusn 3%

W 7-1)8 48 (5R, 68)-3-( (285, 4R)-2- (N, N-Z=
HEBRPREX) Mo -4-%2F %] -6-((1R)-1-8 Z
X ) -T7-% -1-0% & W (3.2.0) B8 -2-4%-2-b %, & %X
26.0% ,

IR(A WM M ): 1750 cm™ .
NMR (D2 0, & ): 1.25 (3H, d, J=6Hz), 2.96 (3H,

s), 3.03 (3H, s8).

1 NH

COOH

HAT-1)ME (5R, 68)-6-( (IR)-1-BZ %] -7-% -
3- (M B -3-XH5 %] -1-WW X (3.2.0) B8 -2-48% -2
-B M, EXT73.0%,

IR(A WM B ): 1750cm ™
NMR (D2 0, & ): 1.1-1.4 (3H, m).

A T7-4)

w7-1)M 148 (5R, 68)-6-( (IR)-1-B Z %) -T-% -
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3- ([ (28)-Wp M5 g -2-% W X ) -1-0 WM (3.2.0) B -2

H-2-B M, B ESG6.2%,

IR(G W @) : 1770cn "

NMR (Do 0, & ): 1.28 (3H, d, J=6Hz), 1.5-2.4 (4H
mn).

R¥: (M* +1) 281

NH

0 COOH

e T-1)8 4@ (6R, 68S)-3- (I T g -3-%H X) -6-
((IR)-1- 2 %) -7T-%®-1-W ¥ X (3.2.0] B&R -2-4% -
- 8, E X68.4% .

IR(FE W & ) : 1740cn™
NMR (D20, &6 ): 1.25 (38, d, J=6Hz), 2.3-3.4 (51

, m).

CON(CH3)2
””/r,
N NH

v

H

HO g

fos]

o .
Z 1

COOH

in ¢ 8-2)8 @ (5R, 68)-3- ( (28, 4R)-2- (N, N-Z=
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FEKPEE) -1-THRFBEXMBE-4-X8F %] -6-
((IR)-1-8 Z %] -7-8 -1-0y @ W (3.2.0) B& -2-48 -

- M, E X 46.4% ,
IR(FH W 8 ) : 1750cm™

NMR (D2 0, & ): 1.26 (3H,
3.04 (3H,
e-2)

HOy gy

d,

J=6Hz), 2.96 (3H, s)

s), 7.81 (1H, brs).

R (5R, 68)-6-( (1R)-1-8 & X ] -7-9 -3- (W »§ o0&

-3-X B &) -1-WW & XK (3.2.0)

B -2-#% -2-38 M 600mg

ZHEBEMOOCER P B TEHEN®RWNO.T3%W, ¥ LL30%
NaOHKX 88 B A plH 8.5, ZFH A MBI, UINE M E
g RpH 6.5, LZBZEB&E,
LI LNTF2ESB) BH (
B 2®ymRE. & (58,
68)-3- ( 1-55 B W B & Wit #8 o -3-% W % ) -6- ( (1R)-1
-BZ %) -T-®-1-We X (3.2.0) B -2-4-2-% @

# g "Diaion HP-20" ( =

IR A AK) . U EH

360mg,

IR(E & ): 1750cu™
NMR (D2 0, & ) : 1.21

brs).

(3, d,
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HOy g
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N
N
COOH
i M 8-2)M 18 (5R, 68)-3- ( (25)-1-53 B2 B B& X% ot »8
o -2-% F %] -6-( (1R)-1-BZ %) -7-%® -1-W & R
(3.2.0) BR-2-#%-2-8 @ , E X61.5%
IR(EF W B ): 1760cm™ |
NMR (D2 0, & ): 1.26 (3H, d, J=6Hz), 1.5-2.4 (41

, m), 7T.7-7.9 (1H, n).

R : (M* +1) 308

éle-2)M 4 (5R, 6S)-6-( (IR)-1-B Z X ) -7-% -
3- ((28)-1- (N-B % &5 Bt W B %) M MSof -2-% F %)
-1-0Y &R (3.2.0) B¢ -2-48% -2-30 B , B X 41.7% .
IR(G Wi ) : 1750cn™
NMR (D, 0, & ): 1.27 (3H, d, J=6Hz), 1.6-2.3
(48, w), 3.03 (3H, s), 7.71 (1K
, brs),
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i 8-2)8 148 (5R, 6S)-3- (1-35 Bk W B %0 T g -3-
X P X) -6-((1R)-1-BZ %) -7T-M-1-"v ¥ & (3.2.
0) B& -2-#% -2-3R M , B X 68.1% .

IR(EH & ): 1740ca ™
NMR (D2 0,& ): 1.25 (3H, d, J=6Hz), 2.3-3.4 (6H,

m), 7.69 (1H, brs).

Mo
‘ z \/\\JH
N ‘ N=
0 coon CH,CONH,

il 4-3)8 8 (5R, 65)-3-( { (4R)-2-Bt F @ % ¥ X%
-2-BFk B W -4-%) B X%X) -6-( (1R)-1-BZ %) -7-% -
1-0 @ 3 (3.2.0) B¢ -2-4% -2-3 8 330mg, & X 23.4%
IR(EM ¥ ): 3150, 1750, 1695, 1620, 16570cm™
N¥R (D2 0, &6 ): 1.28 (3H, d, J=6Hz), 2.70-3.12

(4H, w), 3.31 (1H, dd, J=3.6 Hz)
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, 3.45-4.80 (7H, m).

10

CH,CON(CH,) ,

2

e, KL _REBRBESRZRBRZENEER
BERMZIBMZIENBENEG (50, 68)-3-0( { (4R)-2- (
N, N-“ R EBE A B X) § X -2-5K B K -4-%) B X)) -
6- C (1R)-1-BZ %) -7-%® -1-W @ %’ (3.2.0) B -2-
®-2- ™, E X 30.5%,

IR(HE # ¥ ) : 3250, 1750, 1640, 1570 cm *

NMR (D,0, §) : 1.25 (3H, d, J=6Hz), 2.72-3.20 (10H,
m), 3.32 (1H, dd4, J=3.6Hz), 3.45-4.80 (7H, m)
11
i1 8\ (5, 65)-6-( (1R)-1-8 Z %) -3- ( (
(4R)-2- {3- (1-Moof %) W X ) -2-0K MW -4-%] H
) -1-®-1-WeR (3.2.0) R-2-16-2-BBXW, &
 E 18.3% .

IR(E % % ) : 3250, 1750, 1570 cm L
NMR (D,0, &) : 1.26 (3H, d, J=6Hz), 2.00-3.05 (10H,
m), 3.20-4.85 (6H, m), 7.90-9.00 (5H, m)
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12
el 1 M@ (5R, 65)-6-( (1R)-1-% Z %) -3- ( {

(4R)-2- ( 3-Whof B % ) -2-mk o B -4-% ) B %) -7-4

-1-0W W (3.2.0) Fe-2-4% -2-B @ , & XK 27.2% ,

IR(G ¥ & ) : 3200, 1760, 1580 cm +

NMR (D,0, &) : 1.26 (3H, d, J=6Hz), 2.60-3.10 (4H,
m), 3.20 (1H, dd, J=3Hz, 6Hz), 3.41-4.80 (5H,
m), 4.00 (2H, s), 7.30-7.56 (1H, m), 7.68-7.90
(1H, m), 8.30-8.60 (2H, m)

A 13

i 6 1 , # UL Amberlyst A-26 (Cl1- % , Rohnmn &

HassA A M & %) 250l (A KB ) REBVEBEWRK, &
(5R, 65)-6-( (1R)-1-8 Z %] -3- ( [(4R)-2-‘{ (1-
B -3-0ug %) B X ) -2-mbk M -4-%) B X)) -7-4
-1-0 SR (3.2.0) R-2-#% -2-B K, B X 28.2% ,

IR(H W B ) : 3250, 1750, 1580 cm?
- NMR (D20, §) 1.26 (3H, 4, J=6Hz), 2.65-3.10 (4H,
m), 3.31 (1H, dd, J=3Hz, 6Hz), 3.45-4.80 (7H,

m), 4.40 (3H, s), 7.80-8.20 (1H, m), 8.26-9.00
(3H, m)

14

&9 B8@® (5R, 65) -3-( {(48)-2-i P BB & B %
-2-DK WMk -4-% ) B X ) -6-( (1R)-1-BZ %) -7-% -

1- W (3.2.0)] B -2-4%-2-3M , B ®X19.0% .

IR(A W & ) : 3150, 1750, 1690 cm™
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NNR (D2 0, & ): 1.26 (3H, d, J=6Hz), 2.50-3.50 (
5H, m), 3.50-4.85 (6H, m).

15

(5R, 68) -3-0 { (4R)-2-F B9 B& % §0 % -2-Dk & W -
4-% ) R X)) -6-( (IR)-1-WZ %) -T-® -1-W ¥ X (
3.2.0) BR -2-#% -2-¥ M 0.18% H £ W M W N & % 6n
(pl 6.86)R ZC M 20lZ2 BB, MESWEOCHR , Wind
B 0.101n]l, REE P MR B F KIURKFEIHS.5. W 5%
L E#%, fEpHE8.5, 0CH I NKF., RUINBHEHED
pH TH® , AR EBABREN, BEE 201D BEEH (
Z W : K =100: 0~70: 30, V/V) ., ¥ S HBW 2
BHrmmwE , & (5R, 68)-3-( { (4R)-1 (R 3-) -Z @&
E-2-B 0BRGP K -2-Dk MW -4-X) B %K) -6-( (1R)
-1-B 2 %) -T-®|M-1-WW MR (3.2.0) BR-2-4%-2-20 M8
200g .
TR(E ¥ ® ) : 3300, 1750, 1650, 1580 cm™!
NMR (D,0, §) : 1.26 (3H, 4, J=6Hz), 1.80-2.30 (3H,

m), 2.65-3.05 (4H, m), 3.00-3.40 (1H, m),
3.45-4.85 (5H, m)

16

# (5R, 65)-3-((2R)-2, 3-@ (M A MAERBRE) A
] -6-((IR)-1-WZ2 %) -T-®-1-WE¥ X (3.2.0)
B -2-% -2-B BMEANEBO.TR R Z ¥R O0.15% M ¥ & &

-141-

RER AW+ B R AR (CNS) WALEFR (210 % 2972 4F)

#

B

3
#

o N B

E

i e

R
3R

P

(oof - 24




£t

o HOm R

¥
4t
Ep
4

188751

=
oo

E~ Ay (149

HEKMINIR ZBEIIZAEK, MENNCEKEMNZ®
0.5mlR Bt (= % B) 8 (0)0.14% , 7EF30CHM M5 & %
, MEALE=ZET X8 1.60l, &£ FHMB 1508, 8K
ik, MUZBMZEB®ES, W AREBNEE®K (I 6.86
, 50ml), REEHE M P S MBS KRB FMI.2%, %
DokE#& X (10%)8 8 % & pH 8.5, @ i pH 8.58 # 2
MR, DLDINE M AR Sl 7, TREBESI al, LW
Rl C Bl B, 100l B REH (Z W : X =10
0~ T7: 3, V/V) MO®®%E ., 9 (5R, 68)-6-( (1R)-1-1%
S E] -3-0 ((4R)-2- ( H S8 B B | 2% ) -2-1K Bk W -4-
2} FE)] -T-8-1-WS R (3.2.0) F-2-4%-2-¥0 @
222mg,

IR(FH M & ) : 3150, 1750, 1570 cm !

NMR (D20, ) «+ 1.27 (3H, 4, J=6Hz), 2.85 (3H, s),
2.65-3.10 (4H, m), 3.31 (1lH, 44, J=3.6Hz),
3.50-4.90 (5H, m)

A1 ABTIALEY

17

(5R, 68) -6-( (1R)-1-M Z %] -3-1[( { (4R)-2- (
1-% 2% M pg -5-2% 5 B %X ) -2-bk B W -4-%) B %X ) -7-
L-1-we® (3.2.0) B -2-4% -2-2 B
IR(H ¥ 8 ) : 3200, 1750, 1570 em~1
NMR (D,0, 8) : 1.28 (3H, d, J=6Hz), 2.65-3.05 (4H,

m), 3.32 (1H, dd, J=3Hz, 6Hz), 3.45-4.95 (7H,
m), 4.05 (3H, s)
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(5R, 68) -6-( (1R)-1-8 Z %X ) -3-( { (4R)-2- (
PR FE) -2-KEEH-4-%) F %) -7T-®-1-M ¥ X (

3.2.0) BB -2-% -2- @

IR(FH ¥ @ ) : 3250, 1750, 1570 cm ©

NMR '(DZO, 6) + 1.26 (3H, 4, J=6Hz), 2.16 (3H, s),
2.70-3.15 (4H, m), 3.32 (1H, dd, J=3Hz, 6Hz),
3.45-4.85 (5H, m), 3.53 (2H, s)

19

(5R, 68) -3-( ((4R)-2-{ (2-BH BEZ %) &
X} -2-BKBe M -4-%) H X)) -6-( (1R)-1- Z %)

-T-%|M-1-0Y @S W (3.2.0) BR-2-4F -2-¢ @

IR(H ¥ ® ) : 3150, 1750, 1700, 1570 cm !

NMR (D,0, &) : 1.28 (3H, 4, J=6Hz), 2.60-3.10 (6H,
m), 3.32 (1H dd, J=3, 6Hz), 3.40-4.80 (7H, m),
3.66 (2H, s)

20
(5R, 6S) -3-[ [ (4R)-2-{ (N, N-— B % B § B

Hoa %) B %} -2-Dk oM -4-%) B X)) -6-( (1R)-1-

BZE)] -T-®-1-WEX (3.2.0) FR-2-48% -2-¥®.

IR(%E M ® ) : 3500, 1750, 1600 cm~ 1

NMR (D)0, §) : 1.26 (3H, d, J=6Hz), 2.55-3.18 (10H,
m), 3.30 (1H, ad, J=3, 6Hz), 3.40-4.80 (7H, m),
3.55 (2H, m)
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(5R, 68) -6- ( (1R)-1-%® Z % ) -3- [ ( (4R)-2- {
(2-F 2K X)) B X} -2-KMHHK-4-%) 8 %] -7-
M -1-0 W R (3.2.0) BR -2-4% -2-3% @™
IR(HE ¥ ) : 3050, 1740, 1560 cm !

NMR (D20, ) :+ 1.26 (3H, d, J=6Hz), 2.70-3.10 (6H,
m), 3.24-3.48 (4H, m), 3.50-4.90 (9H, m)

a2

(5R, 68) -3-( ( (4R)-2- (B =ZT W W %) -2-BK
W -4-% ) B X)) -6-((1R)-1-BZ %) -7-% -1-0
R (3.2.0) R-2-#% -2-0 @

IR(H ¥ %) : 3200, 1760, 1580 cm~ !

NMR (D,0, 8) : 1.28 (3H, d, J=6Hz), 1.34 (9H, s),
2.60-3.20 (4H, m), 3.33 (1H, 4d, J=3, 6Hz),
3.45-4.85 (5H, m), 3.65 (2H, s)

w23

(5R, 68) -3-( { (4R)-2- (M A ®K ¥ %) -2-1K I
W -4-%) P E] -6-( (IR)-1-BZ %) -7T-®H-1- %
W (3.2.0) B&R-2-%% -2-0 M8

IR(E ¥ ® ) : 3750, 1750, 1580 cm +

NMR (DZO’ §) :+ 1.29 (3H, 4, J=6Hz), 2.60-4.80 (1l4H,
m), 4.95-5.40 (2H, m), 5.50-6.20 (1H, m)

24
(5B, 68) -6-( (1IR)-1-® Z %) -3-( ( (4R)-2- {

-144-

K3 R A 5 W & BB SARME(CNS) w42 (210 % 2972 4%)

(Semi D 3k i o0 o o e e N B TS 2R -3




L H O £ SN

E|
ﬁi

198724

E~ERsE
(1-F 2 DK B -2-2 ) % B % ) -2-BKBE M -4-X ] -F X%
) -T-f -1-0 S W (3.2.0) B -2-4% -2-3% M
IR(E ¥ ® ) : 3150, 1750, 1580 cm *
NMR (D,0, §) : 1.27 (3H, 4, J=6Hz), 2.60-3.10 (4H,
m), 3.31 (1H, dd, J=3, 6Hz), 3.40-4.80 (7H, m),

3.76 (3H, s), 7.11 (1H, 4, J=1.2Hz), 7.29 (1H,
d, J=1.2Hz)

fA 25

(5R, 68) -6-( (1R)-1-8 Z %) -3-( ( (4R)-2- {
(R MERXE) B X} -2-BkKM-4-%2) 8 %) -7-4 -
1-W %K (3.2.0) BB -2-0%-2-%W @

IR(E ¥ ® ) : 3150, 1750, 1570 cm™ L}

NMR (D,0, §) : 1.25 (3H, d, J=6Hz), 2.74-3.05 (4H,
m), 3.12 (3H, s), 3.32 (1H, 44, J=3Hz, 6Hz),
3.45-4.85 (SH, m), 4.24 (2H, s)

B 26

# (5R, 6S)-3- ((2R)-2, 3-% (WM A EBKE) KF
) -6-((1R)-1-BZ %) -7T-®M-1-/W 8 ® (3.2.0)
BR-2-% -2-R MM ANI.20T R =%¥RBK0.11EMBEE
MEEKNINIR ZESnlZ2 R K, MENCEHEMZ®
0.86m1, BB (= ¥ B) 8 (0) 0.23% R E L =F T % &8
2.70ml, EZ@EAMBISH &, LZBMZEB2001HE. &
SR BEULZMZEBRFR, AL RREEG K
(pB 7, 100ml) , MEOICHEF (ZHEEX) SKRZ®
LB WO0.91% , ¥ LL30% KM O OK W BASHPIY
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8.5, @M pH 8.5M#H 307 %, LLING B N 8D pH 7,
mo ek 2828 (3:7 V/V, 100mlx 4) ¥
, RMZERE, MU EHFMFT RMKWMEMWDiaion HP-20 (
BATIRATZ2ESRE) 12001FH (K : Z W =100:

~ 9 1, V/v)o

&

(il

REG#®h, EBBXETEKRZIMNZ2BH, 750018

BRE#H (2K : xk=100: 0~7: 3, V/V) , M & &,

## (5R, 68)-3-( {(UR)-2- (Z B %) H X -2-K M
W -4-%) B X)) -6-( (IR)-1-BZ %) -7-® -1-M &

R (3.2.0) BB -2-18-2- M O0.27T% ,

IR(F ¥ @ ) : 3200, 1750, 1570 cm 1

NMR (D,O, §) : 1.26 (3H, 4, J=6Hz), 2.50 (3H, s),
2.70-3.10 (4H, m), 3.33 (1H, dd, J=3, 6Hz),
3.40-4.90 (5H, m), 4.24 (2H, s)

w27

i1 ®E (5, 68)-6-( (1R)-1-B Z %) -3- ( {
(4R)-2- (R B %) -2-DK BE W -4-%) B %) -7-4 -1-

e xX (3.2.0) R -2-#%-2-®0 @,

IR(H ¥ ® ) : 3250, 1750, 1660, 1580 cm~ 1
NMR (D,0, §) : 1.28 (3H, 4, J=7Hz), 2.70-3.02 (4H,
m), 3.33 (1H, 4d, J=3, 6Hz), 3.42-4.80 (7H, m)

28

il 168 4@ (5R, 65) -6-( (1R)-1- Z %) -3- [

{(4R)-2- { (B | B B X)) ¥ X ) -2-pk B K -4-%)
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B X)) -7-®€ -1-W S 3 (3.2.0) B -2-4% -2-8 8 .

IR(G ¥ & ) : 3150, 1750, 1720, 1570 cm *

NMR (D,0, §) : 1.27 (3H, d, J=6Hz), 2.65-3.10 (4H,
m), 3.32 (1H, dd, J=3, 6Hz), 3.45-4.90 (TH, m),
3.69 (3H, s)

o1 s TAHLEESY .
W29
(5R, 6S)-6- ( (1R)-1-® 2 %X ) -3-( { (4S)-2-% &

) -2-BE MW -4-%) B X)) -T-%-1-1W X (3.2.

0) B -2-4% -2-% B

IR(E ¥ ® ) : 3150, 1750, 1570 cm *

NMR (D,0, 6) : 1.29 (3H, 4, J=6Hz), 2.50-3.23 (4H,
m), 3.32 (1H, dd, J=3Hz, 6Hz), 3.42 (3H, s),
3.55-5.00 (5H, m), 4.40 (2H, s)

Ml 30

(5R, 68)-3-( {(4R)—2-(2-m$E§Z£) -2 - Bk
B W -4-% )} B X ) -6-( (1R)-1-%B Z %) -7-4 -1-¥0
® X (3.2.0) Bf-2-4%-2-8 M
NMR (D,0, 6) : 1.26 (3H, 4, J=6Hz), 2.60-3.05 (6H,

m), 3.31 (1H, 44, J=3Hz, 6Hz), 3.40-4.80 (7H, m)
@31

(5R, 68)-6-( (1R)-1-8 Z %] -3- ( { (4R)-2- ( 2-
REZE) -2-K B WH-4-%) 8 X)) -7-%-1-T @ W [
3.2.0) BB -2-1% -2-p¢ @
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IR(E # ® ) : 3200, 1750, 1570 cm™ >

NMR (Dzo' ) + 1.25 (3H, 4, J=6Hz), 2.60-3.03 (6H,
m), 3.28 (1H, dd, J=3Hz, 6Hz), 3.35 (3H, s),
3.40-4.75 (7, m)

M 32
(5R, 68)-6-( (1R)-1-2 Z %) -3- ( { (4R)-2- (%
M) -2-DEBEWE -4-% ) B X ) -7-8 -1-0W W (3.2.
0) B -2-4% -2-38 M
IR(E ¥ @& ) : 3200, 1750, 1590 cm *
NMR (D,0, &) : 1.29 (3H, d, J=6Hz), 2.70-3.03 (4H,
m), 3.33 (1H, 4d, J=3Hz, 6Hz), 3.45-4.85 (5SH,
m), 4.52 (2H, s)
M 33
(5R, 6S8S)-6- ( (1R)-1-B Z %X 3 -3-( { (4R)-2- ( 2-
BZE) -2-BKBE W -4-%) B X ) -T-% -1-/Y X (3.
2.0) BB -2-4% -2-% B
IR(H ¥ ® ) : 3200, 1750, 1580 cm *
NMR (DZO' §) + 1.28 (3H, 4, J=6Hz), 2.50-3.10 (6H,
m), 3.32 (1H, dd, J=3Hz, 6Hz), 3.43-4.85 (7H, m)

34

(5R, 68)-3-( { (4R)-2- (B 9 B ® W %) -2-BK W
M -4-%}) H X)) -6-((IR)-1-B Z2 %) -T-®-1-W &
M (3.2.0) R-2-%-2-2 M
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IR(E % 8 ) : 3250, 1750, 1620, 1580 cm *

NMR (D20, §) + 1.28 (3H, 4, J=6Hz), 2.75-3.10 (4H,
m), 3.32 (1H, 44, J=3Hz, 6Hz), 3.45-4.80 (S5SH,
m), 4.95 (2H, s)

Al 35

(5R, 68)-6-( (1R)-1-% Z %) -3-( { (4R)-2- ( N-
ZERE R BERE) -2-KEK-4-%) 8 %] -71-% -1-

WM (3.2.0) BE-2-4F -2-38 M

IR(HE w1 ® ) : 3200, 1750, 1730, 1580 cm™t

NMR (D,0, &) : 1.10 (3H, t, J=7Hz), 1.28 (3H, d,
J=6Hz), 2.75-3.09 (4H, m), 3.16 (2H, g, J=7Hz),
3.33 (1H, dd, J=3Hz, 6Hz), 3.45-4.85 (5H, m),
4.94 (2H, s)

i 36

(5R, 68)-3-0 {(58)-2-9 M H % -1-§ % -2-1k Bt ¥

-5-%) R X)) -6-((1R)-1-BZ %) -7T-®M-1-1V & %
(3.2.0) BR -2-#% -2-8 ®

IR(HE ¥ M ) : 3300, 1750

MR (D,0, §) : 1.27 (3H, 4, J=6.3Hz), 2.76-3.13 (4H,

m), 3.06 (3H, s), 3.23-4.30 (5H, m), 3.48 (3H,
s), 4.47 (2H, s)

A 37

(5R, 68)-6-( (1R)-1- Z % ) -3-( { (4R)-2- ( ®
Mo X)) -2-DEBEM -4-%X) B XK ) -T-%4-1-1W R (3.

2.0) B& -2-9% -2-¥8 ™
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IR(F # # ) : 3200, 1750, 1570 cm~ 1

NMR (D,0, §) : 1.27 (3H, d, J=6Hz), 2.70-3.10 (4H,
m), 3.31 (1H, dd, J=3Hz, 6Hz), 3.43 (3H, s),
3.47-4.60 (5H, m), 4.41 (2H, s)

A 38

# (5R, 68)-3-(2- ([ N- (PN E ¥ X)) -N-{3- (1
AEBEEX) RE) BX) 8 %-6-((1R)-1-8 Z %)
-T-% -1-0 | (3.2.0) BB -2-4% -2- M I "N B R (5R
65)-3-(2-(N- (B R LB XE) -N-{3-(N-BFAK
BE-N-F R X)) BX) BKEX) B %]-6-( (1R)-1-8 Z
%) -7T-|-1-W X (3.2.0) R-2-F-2-a@miM MM
(F17.47% ) M # & £ 0 EkW21001 R 28 "00l2 B
W, Mk hn==%BK3.70, $FR19.78% , 2 #&
2.0201 R B (Z %K) B(0) 3.26%% , ZEHMHEIOH
c BRENMB, ME®LULZBZER_-_EKBER&tRE., %
A RERS®EH (pE 7, 40001), ME2CHL B THEK S
MZEWEBWI3.08%, ¥ LL30% R# M KMABHAHDPHS.S
o MK pPH 8.5 IS H, LIV M RBAPE 7, MM
LKW/ Z28BZE (3/7, V/V, 30001XxX5) @, M=%
RE. BEE?2 AAFKTRKHEEDiaion HP-20 (
#itLTXAE /L) MW (K ZMW=100: 0~ 96: 4
V/V) . B & (5R, 68)-6-[ (1R)-1- Z %) -3-(
(2-89 % -1, 4, 5, 6-/0 B WEoE -1-%) H X)) -7-4 -1
-y $® (3.2.0) B-2-1%-2-B 8 (UTFTHEMUELSH A)

(4
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B EB2Z (58, 65) -6-( (1R)-1-B 2Z %) -3-( (2,
3-— F & -1, 4, 5, 6-M & -1-WogF X) BRE) -T-% -1
- S E (3.2.0) BE-2-48 -2-B M8 (LTHMMLELSY
B) 2 8o lUERiMEANK. BEXBESLEY A
ZHXIIRBEZHRAKRZAER, ME2200IHBREH
(Z B : A =100: 06~ 70: 306, V/V) , W& L2 A
RBZBS LN UE., HlrBITERILAHBIZHE
1.7T% , B2 LAMARBEZES. aatesmAaz
B4 M W %, 49 (5R, 6S5)-6-( (IR)-1-% Z £ ) -3- (
(2-8 % -1, 4, 5, 6-/ & Wog -1-%) F &) -7-4 -1
-0 SR (3.2.0) BE-2-4-2-MMMO0.89% . &0 RLE
mB22HrMME, B (5R, 65) -6-( (1R)-1-B Z %
) -3-( (2, 3-= @ X -1, 4, 5, 6-/M0 € -1-0 ¢ & )
HE) -7T-%-1-0W K (3.2.0) f-2-#% -2-B MM
0.22% ,

t&®mA:

IR(E W %M ) : 1760 cm

NMR (DZO' §) «+ 1.27 (3H, 4, J=6Hz), 1.79-2.17 (2H,
m), 2.24 (3H, s), 2.90 (2H, 4, J=9Hz),
3.21-3.56 (5H, m), 4.00-4.96 (4H, m)

it &P B
NMR (DZO' §) + 1.26 (3H, 4, J=6Hz), 1.80-2.15 (2H,

m), 2.28 (3H, s), 2.88 (2H, 4, J=9Hz), 3.17 (3H,
s), 3.25-3.58 (5H, m), 4.00-4.93 (4H, m)

1
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£~ HAsm (15P
39
i ¢ 3848 6- ( (1R)-1-B Z %) -3-( (1, 4, 5, 6-
MO -1-%) BOE) -T-®-1-W SR (3.2.0) B -2
-% -2-B B (LUTHAEAHMC) R6-( (IR)-1-BZ X%
] -3-( (3-98 % -1, 4, 5, 6-/9 & -1-0¢ g X ) § %)
-T-®W-1-WE R (3.2.0) BR-2-#-2-BM @M@ (UTH
it&a&¥®»mD) .
it &9y C
IR(%E # & ) : 3200-2500, 1750 cm L
NMR (D,0, &) : 1.27 (3H, 4, J=6Hz), 1.84-2.22 (2H,
m), 2.86 (2H, d, J=9Hz), 3.21-3.53 (5H, m),

4.03-4.79 (4H, m), 7.95 (1H, s)

it& %D

NMR (DZO' §) + 1.27 (3H, 4, J=6Hz), 1.87-2.24 (2H,
m), 2.86 (2H, 4, J=9Hz), 3.10-3.49 (5H, m), 3.19
(3H, s), 4.00-4.82 (4H, m), 7.96 (1H, s)

BRI BTALEY.
W40
(5R, 68)-6- ( (1R)-1-B Z %) -3- (2- (2-F % -2-
KRS B -1-%) Z %) -7-% -1-1 W (3.2.0) B -2-
W-2-8% 8
NMR (D2 0, & ): 1.27 (3H, d, J=6Hz), 2.25 (3H,
s), 2.67-3.90 (11H, m), 3.98-3.37

(20, m).
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a1
(5R, 65)-6-( (1R)-1-% 2 %) -3- (2- {2, 3-= &
X-1- (2-DKIE W X) ) Z %) -7-%-1-0W & (3.2.0
) B -2-4% -2-B MM
NMR (D> 0, & ): 1:27 (3H, d, J=6Hz), 2.15 (38, s)
2.75-3.66 (11H, =m), 3.78 (3H,
s), 3.93-4.26 (2H, n).
a2
(5R, 65)-6-( (1R)-1- 2 %) -3-( {(3- (2-% 2
£) -1- (2-BKB K X) ) BE)-T-%-1-V SE (3.2.0
) B -2-4 -2-B MM

IR(%E i ® ) : 3600-2500, 1750 cm '

MMR (D0, &) : 1.26 (3H, 4, J=6Hz), 2.89 (2H, 4,
J=9Hz), 3.39 (1H, 4d, J=3Hz, 6Hz), 3.45-4.76
(12H, m), 8.13 (1H, s)

f 43-1)

3 (35, 4R)-4- (3- ( (28)-1-H A MM X -2- (F &
BXE) MM g -4-%) -2-® R E) -3-( (1R)-1-8 =T
X _ QP XY HENZE) -2-0NY Tgl13.76 , R =2 E
T.9wli £ = ® W & 100nl, M & -20C M E T I &8 75 %
HEE5.2% . £-200MB09%. BAKRZBMZ M
ZEB. PRAEMBE WKL K, TKBNKER W K ®
B, DR MBAER MRS, BRERE @ X150l Mo
M =2®814.8al, ERXM X T M MIOC 154 B 130°C 2
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hE®, REEM, TEVYBENW (ECK : MM
= 4:1, V/V) , 8 (5R, 6R)-3-( (28)-1-F AU ¥ X
-2- (R E B X) Wwg-4-%)] F X -6-( (1R)-1-8 =
TX_-_H EPpEEZX)] -T-W-1-WEHXK (3.2.0) B -
2-1% -2- B AW I5.2%

IR (i ) : 1760, 1690 cm 1

NMR (CDC13, 6) : 0.08 (6H, s), 0.89 (9H, s), 2.4-2.8
(4H, m), 2.8-3.1 (1H, m), 3.26 (3H, s), 4.4-4.8
(4H, m), 5.0-5.6 (4H, m), 5.8-6.0 (2H, m)

BAMas-1) B THRALED .
A 43-2)

(5R, 65)-3- (1-HF A M HERE -4-%] B X -6- (
(IRM)-1-B=Z=T E_H EXEP KV E)] -T-/-1-W R XK

(3.2.0) BB -2-1% -2- B MR A M

IR(E ) : 1780, 1700 cm™ !

NMR (CDCl,, 6) : 0.03 (6H, s), 0.90 (9H, s), 2.4-2.9
(S5H, m), 3.0-3.1 (1H, m), 4.0-4.3 (4H, m),

4.5-4.8 (4H, m), 5.1-5.5 (4H, m), 5.8-6.0 (2H,
m)

Al 43-3)
(5R, 68)-3-( (28, 48)-1-B AN MWW X -2- (=T
R EW K E P E) Mg -4-%) B % -6-( (1R)-1
S EZTE_ R EWHEENZE) -T-"H-1-IW ¥R (3.2.0
] B-2-F-2-B MR AE
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IR (i% ) : 1775, 1700 em™ 1
NMR (CDCl,, &) : 0.84 (18H, s), 3.6-4.0 (4H, m),
4.5-4.8 (4H, m), 5.1-5.5 (4H, m), 5.8-6.0 (2H,
m)
M 43-4)

(5R, 6S)-3- ( 1-#F P9 4 2 % W T uf -3-%) H % -6-
((IR)-1-BET E_F EBHERLZE) -4-8 % -7-% -
1-0 S ® (3.2.0) BB -2-4% -2-30 M 4% 75 B8

IR (i ) : 1770, 1700 cm 1

NMR (CDCl,, &) : 0.06 (6H, s), 0.81 (9H, s), 1.1-1.3
(6H, m), 2.5-2.8 (1H, m), 2.9-3.1 (2H, m),
3.2-3.4 (1H, m), 3.5-3.7 (3H, m), 4.4-4.8 (4,
m), 5.0-5.4 (4H, m), 5.8-6.0 (2H, m)

A 43-5)

(5R, 68)-3-(1-M A MM X -2- (B WFX) It 95
-3-% ) B E-6-((IN)-1-FE=ZT X _F EXWKEAZ X
] -T-|-1-WS X (3.2.0) FR-2-486-2-MMIERE

IR(% ) : 1780, 1700 em™ !

NMR (CDC13, 8) : 0.03 (6H, s), 0.88 (9H, s), 2.7-2.9
(2H, m), 3.29, 3.33 (3H, each s), 4.5-4.8 (4H,
m), 5.1-5.5 (4H, m), 5.8-6.0 (2H, m)

fA43-6)

(5R, 65)-3-(2-(1-AMBEMBE-3-2) 2%
] - 6 - (OQRM)-I-BEZT EXE_F EWKREZ X)) -7
-E-1-W MW O (3.2.0) B-2-B-2-MMAERE
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IR (% ) : 1770, 1700 cm™ i
NMR (CDCl,, &) : 0.06 (6H, s), 0.86 (9H, s), 2.4-2.6
(1H, m), 2.6-3.0 (3H, m), 3.1-3.7 (3H, m),
4.4-4.8 (4H, m), 5.0-5.4 (4H, m), 5.8-6.0 (2H,
m)

A 44-1)

# (5R, 68)-3-( (28)-1-F AN ¥ M X -2- (H & § %
) M MENE-4-% ] B X -6-( (IR)-1-B =T %X = F X ® &
LX) -T-%-1-7V W H (3.2.0) B8 -2-4% -2-32 B 4%
WEI15.2R E W AW T00l, MLEOICHK FTIMZ M4L.6
1R M AL W T E | O(T0% F M OE BB W) 30nl, X
#RET PRRESC 14 B H, U AZHBRZER K2
BEH. MUEBREMAAKEAERAODPE 7, 2 MEME WK
WUAAXKREREREXKER. DRBRES®R, BRRKEMN, &
VREHK (E2&K : 2828=1:2, V/V) , 8 (5R
» 68) -3- ([ (28)-1-# A W M % -2- (F W HEX) WK
B -4-% ) B % -6-( (IR)-1- Z %) -7-% -1-IY & X%
(3.2.0) B -2-4% -2- ® &% /A B 1058 ,

IR(# ) : 3400, 1770, 1700 cm *
NMR (CDCl,, §) : 2.7-2.9 (2H, m), 3.1-3.2 (1H, m),
3.34 (3H, s), 4.5-4.8 (4H, m), 5.1-5.6 (4H, m),

' 5.8-6.0 (2H, m)
HHl 44-1) RF TR
#l44-2)
(5R, 68)-3- (1-H A MM E Mo -4-%) F X% -6-(

(IR)-1-B Z %) -7-% -1-0W &% (3.2.0) B&-2-48 -2-
REMEAE
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IR(#% ) : 3400, 1770, 1690 cm™*

NMR (CDCl,, §) : 2.3-2.9 (5H, m), 3.0-3.2 (1H, m),
4.0-4.3 (4H, m), 4.5-4.9 (4H, m), 5.1-5.5 (4H,
m), 5.8-6.0 (2H, m)

M 44-3)

(5R, 68)-3-( (25, 4S)-1-F A W M X -2- (B B %
) MM oE -4-% ) B X -6-( (1R)-1-8 Z %] -7-% -1-
S ®(3.2.0) B&-2-#%-2- M KNBB

IR(#® ): 3400, 1700, 1700 cm™

NMR (CDCl,, &) : 2.5-3.0 (4H, m), 3.15 (1H, 44,
J=3Hz, 7Hz), 4.5-4.9 (4H, m), 5.1-5.5 (4H, m),
5.8-6.0 (2H, m)

A 44-4)

(5R, 68)-3- (1-BAAREN TR -3-%) FE-4-
B E-6-0(IR)-1-BZ %] -7-%®-1-W WM (3.2.0}
B-2-%-2-ABAAM

IR (CH,Cl,) : 3400, 1760, 1700 cm™*

NMR (CDCl,, &) : 2.4-2.6 (1H, m), 2.6-2.8 (1H, m),
3.0-3.2 (2H, m), 3.2-3.4 (1H, m), 3.6-3.8 (3H,
m), 4.5-4.8 (4H, m), 5.2-5.5 (4H, m), 5.8-6.0
(2H, m)

M 44-5)

(6R, 68)-3-(1-# A & %X -2- (F & # %) W& ot
-3-% ) B % -6-( (IR)-1-B Z %) -7T-8 -1-W & ;| (
3.2.0) R-2-% -2- B M AN
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IR(# ) : 3400, 1770, 1700 cm™t
NMR (CDCl,, &) : 2.6-2.9 (3H, m), 3.28, 3.32 (3H,

each s), 3.2-3.7 (4H, m), 4.5-4.9 (4H, m),

5.1-5.5 (4H, m), 5.8-6.0 (2H, m)
A 44-6)

(6R, 68)-3-(2- (1-48 N W M X0t 8 ug -3-%) 2 %

] -6-( (IR)-1-B Z %) -T-% -1-0Y | (3.2.0) g8 -
2-% -2- B MM AN

IR(® ) : 3400, 1770, 1700 cm™ !

NMR (CDCl,, &) : 2.8-3.0 (3H, m), 3.1-3.2 (1H, m),
3.2-3.4 (1H, m), 3.4-3.6 (2H, m), 4.5-4.8 (4H,
m), 5.1-5.6 (4H, m), 5.8-6.0 (2H, m)

#45-1)
WO(5R, 6S)-3- ((28)-1-M N E M % -2- (5 & 0 %
) WK B -4-%) B K -6-( (1R)-1-% 2 %) -7-4 -1-
WEK (3.2.0) R -2-# -2- R MREAMT. 2N S ENE
KM TONIR ZE30mlz B E, MAEM=XEM0.8%,
5, 5-= H X -1, 3-WME -8 (W HM) 4.6, R B (
SHEK) B(0)1.8% ., EEHEMBE] AB®, B8 ER
MU MM, FMEREYB R (ZW: K=
T: 3, V/V) , # (5R, 68)-6-( (1R)-1-M Z %) -7-4
S3-((28)-2- (MMM %) MBE -4-%) F X -1-17 &
M (3.2.0) g8 -2-4%-2-2 8 1.6%5 ,
IR(% # @ ) : 1750cn™
NMR (D2 0, & ): 1.28 (3H, d, J=6.5 Hz), 3.41 (31
, 8)
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WO o: 325 (MY +1)

Wbt E W L EPLCE B (kK : Z M =29:1, V/V) , #
WM T84 (£ 185RE2HB5) .

185 :

(5R, 68)-6-( (1R)-1-¥® Z %) -3-( (25, 48)-2-
(R P %) WMo -4-%) B % -7-% -1-/W @K (3.2
L0) BB -2-9% -2-% B
IR(F & ): 1750cnm™
NMR (Do 0, & ): 1.28 (3H, d, J=6.5 Hz), 1.3-1.86

(1H, m), 2.2-2.4 (1H, m), 2.,4-

3.1 (58, =m), 3.41 (3H, s), 3.3-

4.0 (6K, m), 4.0-4.3 (2H, m),
®2 8%y

(5R, 65)-6-( (1R)-1-¥® Z %) -3- ( (25, 4R)-2- (
HE R X) Mo -4-%) F %-7T-K-1-eX (3.2.0
) B -2-4% -2-B M
IR(EH M ): 1750cm ™
NNR (D2 0, & ): 1.28 (3H, d, J=6.5 Hz), 1.8-2.0

(20, m), 3.41 (3H, s), 3.9-4.3 (
3H, n).

BAas-1)M BT HALE WY
A 45-2)

(5R, 68)-6-( (1R)-1-5 Z %X ) -3- (M ug -4-%) ®
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X -7-%® -1-WS R (3.2.0) B -2-4% -2-¥0 @

IR( ) : 1750 cm !
NMR (D,O, &) : 1.28 (3H, d, J=6Hz), 1.2-1.6 (2H, m),
1.8-2.0 (3H, m), 2.3-2.5 (1H, m), 2.6-2.8 (1H,

m), 2.8-3.1 (4H, m), 3.3-3.6 (3H, m), 4.1-4.4
(2H, m)

$#l 45-3)
(5R, 68S)-6-( (1R)-1-B Z % ) -3-( (28, 48)-2- (

B HE) MEE-4-XF %] -7-%-1-W®®E (3.2.0]

B-2-4% -2-B @

IR (%5 ¥ % ): 1760 cm L

NMR (D,0, &) : 1.28 (3H, d, J=6Hz), 1.4-1.6 (1H, m),
2.2-2.4 (1H, m), 2.5-3.0 (5H, m), 3.3-3.6 (2H,
m), 3.7-3.9 (3H, m), 4.0-4.3 (2H, m)

A 45-4)
(5R, 68)-3- (N T g -3-% 8§ %) -6-( (IR)-1-% 2
X ) -4-H§ X -T7-% -1-W ¥R (3.2.0) B -2-1%-2-0 @

IR (% ¥ & ): 1755 op” L
NMR (D,0, §) : 1.22 (3H, d, J=THz), 1.28 (3H, d,

J=6Hz), 2.5-2.7 (1H, m), 3.0-3.4 (2H, m),
3.7-4.4 (3H, m)

Al 45-5)

(5R, 68)-6-( (1R)-1- Z %) -3- [ 2- (H & B %
) Moo B -3-% B X ] -T-%-1-W M H® (3.2.0) PR -2-
- 2 - BBk
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IR (FH ¥ % ):1740 cm™ 1 |
NMR (DZO' §) : 1.28 (3H, 4, J=6Hz), 2.8-3.0 (2H, n),
372-4.0 (6H, m), 3.40 (3H, s), 4.1-4.3 (2H, m)

A 45-6)
(5R, 68)-6-( (1R)-1-® Z %) -3-(2- (M ®§ & -3-
%) Z2%) -T-®-1-7W ¥ X (3.2.0) B&-2-48-2- ™

IR (G # & ):1750 cm}

NMR (DZO' §) « 1.28 (3H, 4, J=6.5Hz), 1.3-1.8 (3H,
m), 2.1-2.5 (2H, m), 2.8-2.9 (2H, m), 3.1-3.6
(4H, m), 4.0-4.3 (2H, m)

M 46-1)

B (SR, 65)-6-( (1R)-1-% 2 &) -7-% -3- [ M 5 -
L% ) B K -1-N @ W (3.2.0) B -2-46 -2-38 M 600
NES B M EOCH G R T M FE MW 1.0%, W H30%
NaOEK M R A pH 8.5, AWM M30H k., UINMMEAR A
bH 6.5, LZMZMEK®E, NZMG. BREXMT R
Kt M6 Diaion HP20 (S MM T A B W& &) WH (3%
ZHWA) . UMAEHBMY 2 WY WME ., @ (68, 65)-
3- (N-FEMEBERG -4-XF %) -6-( (1R)-1-8 2
£) -T-®-1-"W @K (3.2.0) B -2-% -2-M M 220mg,

IR (& W ) 1750, 1710 cm }
NMR (D,0, §) : 1.28 (3H, d, J=6Hz), 1.2-1.6 (2H, m),

1.7-2.0 (3H, m), 2.8-3.0 (1H, m), 3.1-3.2 (1m,

m)' 3.3-3-6 (2H' m)' 307-400 (ZH' m)' 401_4-3
(2H, m)
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M 46-2)

45 % W M 46-1)84 18 (5R, 6S)-3- ( 2- (N-9 B &5 K %
M *s o -3-%) Z %) -6-( (1R)-1-WZ %) -7-% -1-
S m (3.2.0) R -2-4%-2-20 M.

IR (&= W ®): 3750, 1700 om™?
NMR (D,0, 6) : 1.28 (3H, d, J=6.4Hz), 3.3-3.9 (5H,
m), 4.1-4.3 (2H, m)

A 47

# (5R, 68) -6-( (1R)-1-B Z %) -7-% -3- ( K o
-4-% ) B X -1-W X (3.2.0] R -2-46-2- M 500ng
BEK200IR = B ix 8nl2z2 &, MEOICH MM _ M
2ml, 3 LI IN NaOHW % A pH 9.0, M & 1 W, BN
WEMARAIE 6.8, MUZMBMZIZBEKER, RERE. B
& 7 JERE F R M 6§ I8 Diaion HP-20 (= Mt T A T & &
) M#H (3% 2 K) . UK SBEOH2HWHim®E,
# (5R, 68) -3- (1, 1-= F % -4-WRug %) B % -6- (
(IR)-1-Z %) -7T-|-1-W WX (3.2.0) B&-2-4%-2-
MR 150ng,

IR (% ¥ & ):1750 cm™ 2

MMR (D,0, &) : 1.28 (3H, 4, J=6Hz), 2.3-2.5 (2H, m),
2.6-2.8 (1H, m), 2.8-2.9 (2H, m), 3.08 (3H, s),
3.14 (3H, s), 3.1-3.6 (5H, m), 4.0-4.4 (2H, m)

i 1688 8 FRLAE Y.
fA 48

4
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(5R, 68)-6-( (1R)-1-% Z %) -3- ( { (4R)-2- ( =
BEERE) -2-BKBH-4-%) FE) -T-®-1-IY & &

(3.2.0) B& -2-48 -2-8 @

IR (% ¥ % ):3250, 1750, 1560 cm *
NMR (D,O, &) : 1.26 (3H, d, J=6Hz), 2.80-3.15 (4,
m), 3.27 (3H, s), 3.15-4.80 (6H, m)

49

(5R, 68)-3-( {(4R)-2- (= M B & H %) -2-9K 0¥
W -4-%) B E) -6-( (IR)-1-BZ %) -7-%-1-V &
B (3.2.0) B&-2-18-2- @

NMR (D20, ) : 1.28 (3H, 4, J=6Hz), 2.80-3.06 (4H,
m), 3.34 (1H, dd, J=3Hz, 6Hz), 3.90-4.25 (4H,
m), 4.50-4.70 (1H, m), 7.15 (1H, t, J=55Hz)

A 50

(5R, 68)-6-( (1R)-1-¥ Z %) -3-( { (4R)-2- (@
RZEmE %) -2-Bkm M -4-%) B X)) -T-%-1-1 %

B (3.2.0) B -2-4%-2-1 M

IR (& ¥ % ):3150, 1750, 1670, 1580 cm-1

NMR (D20, §) : 1.26 (3H, 4, J=6Hz), 2.65-3.10 (4H,
m), 3.20-4.80 (6H, m), 3.42 (3H, s), 4.05 (2H,
s), 4.31 (2H, s)
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1-0 & H [3.2.0 16 -2-4% -2-3 &
tem
IR E R R R R Y EE L E L

, Rl 0
R
g (1]
N_/
(0]
R1

A AFR REE, B R EE KR EM,

R2 2 % K f/t & 5t & & % X K f&x &,

R R0 T of & , Ot b8 of 2 , DK B B X, I K & oF
X, o X, 01, 1-Z 6 X 0w X, 3-8 K X -1- (2-
bk B oMk K ), 3- (B EK E ) -1- (2-BK BB XK) HI-
e £ -1, 4, 5, 6-8 6 -1-0F of & ; H AP & ¥ERET
#-Ad LtEENRKE,

RY R 8 5% K &t & ,

A RE KX,

BEHR? REHRMWB o EH, R°R &,

Wit D AF L& e B ORE PUHEI o Ry g = B 00165077
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1-AZABICYCLO (3.2.0)HEPT-2-ENE-2-

@ EXAAME (RAIEM L CARBOXYLIC ACID COMPOUNDS

A compound of the formula :

) RlO
R
AN
. [1]
N/
(@]
Rl
in which R1 is carboxy, protected carboxy or
carboxylato,
2

R” is hydroxy(lower)alkyl or protected
hydroxy(lower)alkyl,

R3 is azetidinyl, pyrrolidinyl,
imidazolinyl, tetrahydropyrimidinyl,
piperidyl, 1,1-di(lower)alkyl-
piperidinio, 3-(lower)alkyl-1-(2-
imidazolinio), 3-[hydroxy(lower)-
alkyll-l1-(2-imidazolinio) or
3-(lower)alkyl-1,4,5,6-tetrahydro-1-
pyrimidinio;
wherein each heterocyclic group may be
substituted by one or more suitable
substituent(s),

Rlo is hydrogen or lower alkyl, and
A 1is lower alkylene,
provided that )
when R3 is lower alkylpyrrolidinyl,
then R10 is hydrogen,

or a pharmaceutically acceptable salt thereof.
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