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000O000000125000000(0O000THFO0OOOO)00000O016000
00000000000 0000D000000D000000D000000O0000O0
O0O0OOOTHFOOOTHFOOOODOOOOOOO0O0O0OO0OO0O0O0000O0O0000O0
(14.8 g)0D0O00OO0ODO0O0OO

O

O
a
O
g
a
O
a
u
O

ooogoad
oooooooooooooooan
O0ODO0O0O00O00D0 .20 mmol, 62.0 mg)D OO DO 1OMIDOODOOODODOON-O00O0

o0o000ocoogfoooogoooooooo(@)yoooooooooooDOoOoD1IOn

10

20

30

40

50



(12) JP 2005-255672 A 2005.9.22

OoOO0O00D0 .61 mmol, 61.6 mg)D O OODDODOOOOODOOCDODODODODDODOODDODOOQ
.01 mmol, 86.2 M) ODODDOODOODOODOODODOODODODODOODOOODOODODODROA4O0
mlOOOQOo.0lmol/LOODOODOODODODODODOODOODODODODODODOOODOO
OCoOoOooo0ODO0O0OO0O0O0 (mol)do0.203 mmol

cl

O

(mol)DO 0.01 mol/Lx £(1.00)x 19.0 mI(OD O O ) /1000 0.190 mmol
00O (O0)do0.190/0.203x 1000 940
Oo00o00dg(mmol/g)d 0.190 mmol/62 mgd 3.07 mmol/g
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O000(0.19 mmolOd23.5 mg0 1.000)0000-0000000000O0O00O0.41 mmol
041.7g00000000CO00O0)D00O0O0ODODDODOOOOOODOR2000000
0000000000000 0000000000-0000@:1) 0000000000
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0000000000000 000000000000-00000@O0)doooan
00000000 TLC00O0D0DO0DO0D0DD0DO0O0DDoDO0OO0O0ONW-DL-1-0000000-3-0000
00O0O0000)I000044.2mg000000O0DO0DO00O0OAO0
mp 50-510 O IR (KBr, cm™ ) 32600 16460 15570 ‘H NMR (CDCI;) & (ppm):1.40 (d, 3H)
02.46-2.50 (m, 2H)O 2.97 (t, J=7.5 Hz)O 5.10 (q, J=7.2 Hz)O 7.16-7.32 (m, 10H)
O LC/MS (m/z)0 254 [(MO 1)7]
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1.4 HfL A F L 1.2 I 52

: 1.5 AL AF L 1.2 22 52

: 1.6 F R RnTS 2.1 3 64

: L7 S RSENDTTY 2.1 22 58

: 1.8 FhFE FRTIL 3.9 21 89

: 1.9 A AH )= 3.9 2] 76

[ 1. 10 * 3.2 21 87

[ 111 FEf: — F L 2.1 3 45

: L 12 T b= bUL 2.1 3 61
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0000000 ((20.0 gd108.5 mmol)D O OTHR(S8 mI)0 0 D0 O0D0O0ODOOODOOOD
00000000 (5.76 g054.2 mmol)DOONN-O000O0D0D0D0DOCOOOO(14.0 gO
108. smmol) DD OTHF(Z7 MO D O0OODDO0DODDOODDOOODOOODODODODODODOODO
0000000000000 00000000000000000000000000a0
000-00000(@MO0)000O0O0O0D0D0DO0O0O0O0O0O0O0oooDOoOoOoOooooaon
00000000000 @8.1¢g) 0000000 OGOn

oooooao

mp 82-830 O *H NMR (CDCI;) & (ppm)O 3.90-3.3.93 (m, 2H), 4.63-4.65 (m, 2H); LC
/NS (m/z)0393(0 000 0O)Y(MO1)'], 415[(MONa)"]; DO OO O OO (C,eHgCl,Ng
05): C; 29.88, H; 2.01, N; 20.90, Cl; 35.270 0 00O : CO 29.80, H; 2.13, N; 21.16
cl; 35.35
0,00000000000000000D0,000000(@)0000000000O00
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oooaQgao

Oogao
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0000000000 (8.95 g046.1 nmol)DODONN-O00O0D0D0DCOOOOOODOL
.9 gd92.2 mmol)OTHR(6 MO0 D0 DDO0DO0DD0OODOR000000000D00O00O0DN
0000000000000 00000000000000000000000000a0
0000000000000 -00000(@OO0)00O0O0o0oo0o0DoOoOoOooooan
0000000000000 0000000(@8.8¢g)00000O0DODOODN

oooooao

"H NMR (CDCI;) & (ppm) 3.64-3.70 (m, 4H), 3.86-3.88 (m, 2H), 4.65-4.67 (m, 2H);
LC/MS Om/zO O 481(0 000 0OO)(MO1)'], 485(0 0000 00)MOL)], 507[(M
0 Na) ']

0000 O00O0C(C,4H¢CI,NgO5): C; 34.31, H; 3.29, N; 17.15, Cl; 28.930 000 ¢C
34.12, H; 3.39, N; 16.96, Cl; 28.72
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OoDooooooooao
ooooooooooao
24.6 mg)O DL-1-0 O O
(0.74 mmolO 74.6 mg)O

0000000000000
(0.49 mmolOd 391 mg)D3-0 000000000 (0.16 mmol,
00000 (0.16 mmold 19.9 mg)J O ON-OO0O0D0D0DOODO
0000000000 000210000000000000
Oo0O0O0O0O0O00oO0OO O00-0000@:1)00000000000000000
00000000000 00000000000 000O0O0D0000O0O00O0O0O0O
MDODODDODOODODDODOOOODODODODOOOOODOOOOOODO0O0O0OO0OO0O0O00000O000

O 0Ooo0oo0ooao
Oo0Ooo0oooao

oooooooooooooooboobooboobooobobobooo-0bbbOboDoOo@@ooOo)yboood
ocooooooOoTLCcOOoODODO0oOoOODOoOooODODOOW-DL-2-0000O00DO-3-0000
OoODO0O0oo0o0O0030.5mg)00O0O00D0OOD0
00000O0'0-00000000000000000000000

oooooad

gooad

o,0o0coooooogooooooooogo,0oooooooDooo@oo)y D0 Ooo
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O0ODO0O0O00O0O0O0O0O00OD0(@4.10 g010.2 mmol)DODOTHF(8 m) DO OO ODOO(2-0
Ooodog)oOooO (.00 g06.8mmol) DOONN-ODDODODOOCOCOCOOOOO (.27 gO
40.8 mmol) D OO THFZ2 m)OO DO -400000DDDDOOCO1I0DO0DO0DODODDDDODOORO
ocopooOOOQO11.500000DO00O0OCDOl.000DO0O0OO0DODODODODDODOOODOGO
OO0O0O4OOdTHFO O -ODODDODODDODDODOOTHFOOODODDDDOOOODODODODOOO
OoO0O0ooO0O0oooOo0DooooDo0ooo0Do0@.03 oo ooOOoDUooooDOoOoo
oooooogogooooooooooooDoDoooooOooo2rogoooooooano
.26 mmol/gOd0 OO OO

o,0o0oDoDoDoDo0o0o0o0o0O0U0U0U00U00UoU0,00000D 0000 OoOo(@oo)yoan
ooooogoooooooooao
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;go00ggogooooooobbbooobo,0ooobboDbDooobo@ooH)yod
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0o0o0ooooooooe3.o07 gde-26 mmol)O OO THR(4 mI)D OO0 OOODO((2-0
OOoO0)obDDO(O.61 gO4.18 mmol)DOONN-OOODOOOOOOOODOOC(3.24¢g
5.1 mmol)DOOTHF2 m) DO O -400 00000000010 00DO000O00Q0ODODOOO
gooobODOOO1.500000DODODO1.S00000O0DODDODDODDODOOCOOCOODODOOO
OO0O0O0OOOOTHFO O -ODDODDDDODOOOOTHFOODODDDDDOOOODODOODOOO
ooo0ooooOo0OooooOooooOoooDO0(.1sgyoooooooooooOoO
ooooogoooooooooobobboDboDooOooboOOoOoDOoogy7soooooooao
2.91 mmol/gO0 0 O OO
,000o0ggogooooooooooooooc,0o0o0ooooDoooo@ooOo)yaod
ooooooooooooooao

oooad

od

ooooooooooooooooobobbDboDooOoao
oo70o00O0O0CDoODO0O0O@OoOoOOODo.47 mmolOd 160 mg)D O3-000O0000O0O

OO0 o0oooo0o0o0o0oooooo0 oo oDooooooDoDooo = oOo0ooao

e [ A L [ [ R o

(23.3 mgd 0.16 mmol)O DL-1-0 000000 000 (18.8 mgd 0.16 mmol)O O O N-
000000 @7.1mgd0.47 mmo)0 00 0C0ODO0DO0OOODOODOO1900000
00000000000 D0O000D0O0000O0D0-0000(:1)000000000
00000000000 0000D000000D000000D00000000000
MJODDOOOODODODDOOOODODOOOODDODDOOOODO0D0OO0OOO0DO0O0OoOOoOoOO0Oo0aOo
00000000000 0000D000000D00000000000000 (N-DL-
-0000000-3-00000000000032.2mg) 0000000000
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000000000000 O000O003.07nmol/g0 402 mgd 1.23 mmol)d THFE(L0 mL
00O000-00000000 (399 mg, 3.94 mmol, 3.2eq)0 00000000000
0000000000000 O000O0O00THFOOODODOODODOOODOOOOOOOO

-00o0cooo0oooououoo432.5mgbO0O0ODODODOOOO
;00o0oooboooobobooooboboooob(@o)bboobO-ocOb0DO0DOobODbDOOO

a
O
g
a
O

ooooooooooooaoadan
oad

ooooooooooooooobobobooboDooan
OCoOO0O0O00O00DO(0.285 mmolD 121.7 mgD OO OO0ODOOODODO2.34 mmolD O

yoo3-oooooDDDDOOoO(0.150 mmolD 22.5 mg)ODL-1-000D0DODODOOAO

O
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O

O0Ooo0oooao

0D,000000000O000O000O0O00O0D0,00000000000C@O) (4,0
0D,0101)0000000
0000000000000 (4.00 g08.16 mmol)DOOTHF(4 mI)0 00000 OOODO

40000000 ((2-000000)000 (0.48 g03.26 mmol)D OO0 OO0 O0DOOO (0.20g

03.26 mol)DOONN-O00O0O0O0O0O0OODOOO(3.24 gd25.1 mmol)Dd O O THF(L0
m)DJODOOODO00O0O0010000000000000000000001.500000
0D1.5000000000000000000000000000000THFOO-0
O0O0OODOOTHFODOODOOOODOOOOODOOOOOODOOOOODOOOOO
00(.56 g)000630000000000000000000000000000
000000000090 0000000003.83mmol/gd 0000000000
00026100000
,00000000000000000000,00000000000@0) (3,
,0101)0000000000000000000

0000

000
0,0000000000000D000000D0,00000000000(@O) (0,0
0,0301)0000000

0000000000000 (2.00g04.08 mmol)DOOTHF(2 mI)DODOO0O0O000ODO
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OCoOO0oO0oooOO0O0oO0s100oooOooooOo4.08mmol/g0 0 0D0O0OOCDOOO
go3s3030o0O0nan

mmol)J OO O O0O0OODO(0.16g
05 g 8.16 mmol)O O O THF(5 m
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,0000000000000D000D0DO0o0D,000O000O00O0O0o(Go) (d,
,0301)00000000000000000000

000000000000 DDOO0O0O0O0OO0O0DOD

DOO0D0DDO0OO0O00000(0.383 mmol0 100 mgD 00000000 DO3.83 mmolDd OO
YOO3-0000O000000(0.191 mmold 28.7 mg)ODL-1-000000000D0O(
mmolD 23.2 mg)0O
OooDDOoOO0OO0aDn
OooDDD0OO0OO0aDn
OooDDOoOoO0an
O (N-DL-1-0 0 O
oooo'o-o00
0

0

0

0

goooobooobooisoooooobooobooobao
u-oboboobooboobooboobooboaadd
ooooooooooooooovdooooooooano
goboboobooboooboobooobooboobao
-3-00000O0ooDbD0o0oo) 42.8 mgd 00880000
goooooboooobooobooboo

O 0Ooo0ooo

a
u
O
g
O
g

O 0Ooo0goooo
O 0Ooo0goooo

OO00DD0DO0O0O000000O0ODDOO0OO0O0O0O0O

OO0DDD0OO0O000(0.383 mmold 100 g0 00000000 DO3.83 mmolDd OO
0D03-0000000000(0.153 mmold 23.0 mg)IDL-1-000000000D0O(
mmolO 18.5 mg)0O
OooDDOO0a0
OoooDoooao
OooDDOoOO0ao
(N-DL-1-0 0 O
ooo'o-o00

ooooooooooowoooboobooobobobooooo
o-oooooOooocooooooooooooooao
goooobooboobooovwooboboobooao
gboboooboobooobooboobooboobao
-3-00000000000) 34.1mgb0 0880000
goooooooobooobooboao

O 0Ooo0oooo
O 0Ooo0oooo
O 0Ooo0oooao

O 0Ooo0ooo

ooobooooboooboooboobooobooboao
OCoOO0O0O0O0O00D0(.383 mmolO 100 mgO OO OOODOOODO®S3.83 mmolO0ODO
OO0O000(0.191 mmolD 23.4 mg)dDL-1-O00000O00O0OOO(C0.191 mmolO 23

ooooooooooyooooobooboobooboboOooobooooooodg
-oooooooooooooooooobboDbOOoobobobooooOoao
gooboooboooboooboovwobooobooboobooboaoano
I o o o A 0 A Q' 0 ] B
OoODooo00D) 4.3 mgODO8OOODOOODODOOODOGO 'D-000
oooooooooad

ooooobooonNN-O00O0O0O0O0CODOO0OO0ODOO0OOOO0OO0OOO0OO00OAO
ooad

0000000 (7.56 mg038.3uymol)D 000000000 (L11.01 mgd 38.3pu m
000000000000 (100 mgd 0.383 mmol)J DD OO0 OO0 OO (40.6 mgd o0
mmol) D 00000000000 ODO0O0OOOO0ONN-000O000OO0(L1.21 mg)O

000000000 (11.61 mg)D 001050000000

0000000000000 O000O000O0O0O0ONMROOOOOOOOOODY9000

gooobooobooooboooboooNN-ODOO0DOODOO0ODODOODODOODODOODOOO0
uobobooobooboooboad

N,.N-ODDOOO0ODDOOD0D(@8.02mgO37.6pmol)DODOO0OOCDOODODODO(C10.1 mg
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O037.6pymol)000O0000-2-000000(80201 m)0000O00O0O0000O0DDO
000000 (100 mgd0.38 mmol)J 0 OO0 DO0O00D0O0 (39.8 mgd 0.38 mmol)D O O O
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