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oooooooooooooboobooooooooTcOOODODOOOOTLCODDDODODOODOO
ODODOOMerckD DO OG60F2540 000000000000 0O0ONOODOCDOODODDOO
oooboooooooooboobooobooboobooboobooboobogabuy
ooooooooooooooboboobooooocobooooooooooooobobDbODODOao
MerckDOOOOOOOOOe0oODDODDDDODOOOOOODOOeGOINDDDOOCODODDODOODOGOO
OCoOoOsBw3sooD O OOODOODOODOOODODOOODOGDODUOCchromatoreD ONHO O O OO
ooooooooooooobobobooooocooooooooooooooboboDbODODOao
lHONMRO O DOODOODOODOODOODOODOODOODJEOLD OO JNMO LA
400 (400 MHz) DO OO ODODOOODDODODOODoUOOppmObODOOOCDOODODODDODODODOGO
oooooooooooboobbobooOoooooooooobosoooosobobo0bOnan
a

Dooooao
0000000000000 O0O0O0O0O0DO0OO0O0OoOaOn
J=00000000
Hz = 00O
s=000000
d=00000
t=000000
g=000000
m=0000000
br = 0000
00000
Dooooao

000000200000 00000000000000000
o00000O0D006.17 g (36.9 mmol)J THF (100 mL)D OO OO OO OOA4.04 nL (55.4

mmol) DO OONNODOOOODOODODODOUODMFO 135 mg (1.85 mmol) OO0 OO DOOODO
0000000000000 oD0DO0oDo0DO0Do0Do0o0Do0Do0Do0oo0DDoDO0o0DoDOo0DooOooODOoODO0OoOan
OD0O0O00D05.10 g (40.6 mmol) D0 OO ODOOODOS5.61 g (40.6 mmol)O O ( 35 mL)O O
0000000000000 o0D0D0O0oo00Do0o0oo0o0DU0Ooo0Do0DO0o0DOoOO0DOooOoOO00agiIN
0Ooo0o0ooDo0D0oooo0Do0ooooDo0o0ooDo0Doo0ooDoDo0DoooDoDo0ooDoODOoDoooODoOooOan
0Oo0oo0ooDO0O0oooDOo0DOooooDooooDooooDs.87g, ODO6GY)Y OO ODODOOO
ogoodilol0Di1040 000 0D0DDDODODOODODODODOOO

1H NMR (CDCI13) ppm 3.83 (3H, s), 4.3 (2H, d, J = 3.6 Hz), 6.39 (1H, br.s), 7.58

07.82 (3H, m), 8.16 (1H, d, J = 8.4 Hz).

EIOMS m/z : 239 (M+)

Oooooao

dodod2 020000 00bo0bobo0boboo0o0dodoooooodd
0o0oo0l0o0oooo0oooo200000000000000000D00O0000O0G5.87 g (

24.6 mmol)D 0O O OO (246 ML)OTHF (18 mL) DO O D OODODODODOOS %0000
gooogoe00 g bbb bobboobouoboobobbooboao
I I I e T A 6 6 A O A O M A M A M A
0000000000000 000000000D00D00D0O000D0O00b5.1 g000O99%

Yo oooodooano

00oo08s0870 00000000 ODO0ODUODUODUODODOUODODODODODOODOOO

1H NMR (CDCI3) ppm 3.81 (3H, s), 4.21 (2H, d, J = 5.6 Hz), 5.52 (2H, br.s), 6.57
(1H, br.s), 6.660 6.70 (2H, m), 7.21 (1H, m), 7.41 (1H, d, J = 8.0 Hz).

EIOMS m/z : 209 (M+)
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0000000000000 0O0D0D0O0000O087 ¥0ODOOODOOODO
00128012900 0000000000000 000

1H NMR (CDCI3) ppm 3.83(3H, s), 4.28(2H, d, J=4.8 Hz) , 6.36 (1H, s) , 7.510 7.
61(2H, m) , 8.07 (1H, d, J=8.4 Hz)

HRFABMS calcd for C,,HoN,05Cl 273.0278, found 273.0300

Dooooao

0004000000500 0000000000)000000000

000030 00000005000002000000000000000000000
002.15 g07.9mmol0 000000072 mI0O0000008mMIDOO0OOOODOOO
005.23 g (18.3 mmol)J 0 D080 000000000 O0DO0OO0DODOO0DOOOOOO
0000000000000 D000D000O0O00O0O0OO0O0O0O0O0O0OO0ODDO0O0O0O0O0OoaO
0000000000000 O000O000O000O000O000O000000000000
000000000000 1.67 g, 0087 000000000

Dooooao
00O050[20IO0OO0O00O0O00O0O0OO0D0)XO000O000O0]000000000
000020000000 02000000000000000000000001.7 g (8
16 mmol)J THF (70 mL) DO OO O OD0O0.79 mL (9.79 mmol)J OO0 O0D0OO0O0O0OOO0DO

O0D000D0o0DOODDODDODODODDODOODOI1.43 g (8.16 mmol)O THF (10 mL)O O O O
0000000000000 o00Doo2000000000000000D00000O00
OiINOODODODDODODOQODODO0DOoOoODO0DO0OO0DDODO0DO0DO0DOD0D0DO0OO0DO0DO0ODDODODOOoDDODDODODOO
0000000000000 ooDo0O0ooo0Doooo0DU0oooDo0DO0oDoDo0DooOooDOooOoOan
Oo0DO0O0o0o0DO0DO0ooo02.60 g, 0091%) 00O O0OOOO

OO0 l0l010400 000000 DO0DODDODODODDODODODODODODODODOO

1H NMR (CDCI13) ppm 3.81 (3H, s), 4.20 (2H, d, J = 4.4 Hz), 6.78 (2H, br.s), 7.18
(1H, t, J = 7.2 Hz), 7.3407.66 (6H, m), 8.82 (1H, d, J = 8.0 Hz), 11.4 (1H, br
.d,).

EIOMS m/z : 347 (M+)

oooooao

Doode0 20O 0ODODODODD)Y O0O0OOOOO]OOOOOOOOO
0000500000000 00D000O0OD0OODODOODODODOODODODODDODOOODODOOOO
Oo00O0ooOO00ooOooDo0ooooDoDOoooDOooooO78swoooooooOO
0016401660 0 0000 0O0ODODODODDODDDDODOOOO

1H NMR (CDCI3) ppm: 3.83 (1H, s), 4.27 (1H, d, J=4.8 Hz), 6.92 (1H, s), 7.16 (1H
, t, J=4.4 Hz), 7.470 7.64(5H, m), 8.04 (2H, d, J=3.6 Hz), 8.85 (1H, d, J=8.4 Hz

),12.02 (1H,s)

HRFABMS calcd for C,,H;;N,0, 313.1188, found 313.1193.

oooooao

Oo0DO0O00[20@OoOO0ODO0DO0ooOODO0DO0oOoOOoDO)Y O0DOoOoODOoOOoOOo]loooDooooOO

000050000000 0000000DO0DOODODODoOODODDODODODDOODDOOO

0o0oo0o0o0ooooooooooDoDoDoDoDoo0oo0o0Do0o0DUoUooUil10%YwOoooooood

OD1lol01020 0000 000DODOO0ODOOODOO

1H NMR (CDCI3)ppm 2.55 (3H, s), 3.79 (3H, s) , 4.18 (2H, d, J=5.6 Hz) , 6.83 (1

H, s) , 7.14 (1H, t, J=8.0 Hz) , 7.200 7.42(3H, m) , 7.490 7.67(3H, m) , 8.81 (1

H, d, J=8.0 Hz) , 11.35 (1H, s).

HRFABMS calcd for C,3H;¢N,0, 327.1345, found 327.1346

oooooao

0008 [fUO0DO000(0000000000ODOO0O)Y DO0O0DOODODOO]OODOOOO

Ooao

0000500200000 000000000000000D0D0OO0DODOOECODOOODO
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000000000000 0C0D00D0D0O0OCODO0DNDOONODONDNDOOOODODODDOOO
00000000000 00098 %¥0O0OO0OO0OO0O000O0

00 1330134000000000000000000

1H NMR(CDCI3)ppm 2.54 (s, 3H), 3.81 (s, 3H), 4.19 (d, 2H, J=5.6 Hz), 6.71 (s, 1H
), 7.210 7.42(m, 2H), 7.36 (m, 1H), 7.450 7.62(m, 3H), 8.81 (d, 1H, J=9.2 Hz), 1
1.20 (s, 1H).

HRFABMS calcd for C,4H;gN,0,Cl 361.0955, found 361.0956

oooooo
O0D090[20(200000000)I140000044H00000003000]100 00O
0o00O

000050000000 ([20RO000O0O0O0000000)00000000]000O
00O0O00002.08 g6 mmol)D0D0O00C0DO(5 nl)D 000000000000 38
ML (276 mmo)D 0O D ODODDOOCOODOODDOOO 11.4 ni(l22 mmol)D 0O D OO ODO
000640 0000000000000 D00COO0O00D0O0OODOO0DINDDODODODOO
00000000000 0000D00000D000000D00000000000
000000000000 (@O0D0O0S5 g, 000000000003:1)000
000000000000 000D0O00000O0O01.49, 0071 %)00000

[ Ry |

O
930 940 O O0O0O0DODODODODODODODDDODODOODRO
H NMR (CDCI3) ppm 3.67 (3H, s), 4.12 (1H, d, J=17.6 Hz), 5.14 (1H, d, J=17.6 Hz
, 7.370 7.60(5H, m), 7.740 7.85(2H, m), 8.35 (1H, d, J=7.2 Hz).
RFABMS calcd for C;;H;4N,0;Cl 329.0693, found 329.0694

OoD0ooo
gl10 0D 200000040000 04HO000000030D00)00 ODODODODOOO
Ooo020 0000 DO0DODODODODOOD)Y)YDOODOODODO]JDOODDODOOOOO
OoDO0OdoeiO0D[20(OOCDOO0DOO0D)YDODO0DOODODO]DOODDODODODDOOO
gooogdeoooo0o0O0O0oO0oUoogooooooooooDoDoDDoDoOoOsg?7 ¥Ooood

O 0Ooo0oooao

OO0 oooooT~™eOoOoOooogaog

a
u
O
a
O
g

13701380 000D D0DD0DO0ODO0ODO0OO0OOO0DO0DO0DOO0O0Oo(@o*0O00O0O 1170 1180 )O *O
00002100 M. Susse et al., Monatshefte fuer Chemie, 117, 4990 509 (1986))

1H NMR (CDCI3) ppm 3.76 (3H, s), 4.66 (2H, s), 7.480 7.59(6H, m), 7.81 (2H, d, J
=4.4 Hz), 8.33 (1H, d, J=7.6 Hz).

HRFABMS calcd for C;;H;5N,0; 295.1082, found 295.1073.

Oooo0o0o
000110 [20(200000000)04000004H000000030007]100 OO
00000

0000902020 000000000000)I000O0OO0O00N]00000000O000
0000000700020 (O00C0000O000000)00000000]000000
0000000000090 00000000000000000000000042 %0
Ooooooooo

00 10201030 00000000000000000

1H NMR (CDCI3) ppm 2.28 (3H, s), 3.70 (3H, s), 4.28 (1H, d, J=17.6 Hz), 4.83 (1H

, d, J=17.6 Hz), 7.230 7.47 (4H, m), 7.500 7.60(L1H, m), 7.730 7.87 (2H, m),.8.35
(1H, d, J=8.0 Hz).

HRFABMS calcd for C,gH;,N,0, 309.1239, found 309.1239

Dooooao
000120[20(200000000)04000004H000000030007]00
000090000000 20(OIOONON0ON0N0)I4000004H0000O000300
0D0]J00 0DO00O0O00O001.4¢9 (4.26 nmol)D0 000003 ml)DODINDDDODOODO
00000 (@5n)0000000100000000000INDODOOOOOSPH O01.000
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uobobooboobooboobooboobooboobooboobooboobad
ooooooooooooooboboboobooooboooo0ooooooooooooooDbnDboar.
27 g, OO0 95 wOOOOODODDODDODDODOOOOOOOOOOO0O0O0O0O0ODDDODOGDODRO

ooao
B0 ROOD 000040 00004H0000O00DO300O00)00O
D120 [20200000000)H)04000004H0O00000DODO30 007100 O
0o0oo0ooooooooloDoDbDoDoDo0D0@UUU0DU0UO0U400000D4HO0 0O OO
3000)oDO DODODODODODODODOODO0DODODODO1200000000000000
000000000 Oos8e wOooooooooOoao
0024702490 00 0*0000 25500 (*0000070L. Legrand et al., European
Journal of Medicinal Chemistry, 14, 3570 362 (1979)0O
1H NMR (CDCI3) ppm 4.68 (2H, s), 7.430 7.59 (6H, m), 7.720 7.84 (2H, m), 8.33 (
1H, d, J=7.2 Hz).
oooooao
000140 [20(200000000)04000004H00000O00O300O0O]O0O
0000120202000 00000)04000004H000000OO300O0O0]700 O
O
O

OoOoo0oooaoo
Ooo0o0ooood
O0Ooo0oooao

00000000000 000110000000[20@O0CO000000)0400000
40 0000003000100 00000000000 000001200000000
000000000000 000D0058 000000000

002190 2210

1H NMR (CDCI3)ppm 2.25(3H, s), 4.30(1H, d, J=16.4 Hz), 4.81(LlH, d, J=16.4 Hz),
7.200 7.36(3H, m), 7.41(1H, m), 7.55(1H, m), 7.730 7.86 (2H, m), 8.33 (1H, d J=7

.2 Hz).

oooooao

OO0015 [20OO0CO0OO0O0OO0OO0O)04000004HOO00COOOOB3MODO]O0
OooO0s0o000000 [20OOCOOOOOOOOOOO)Y DOOO0O0O0O0O0O0]00
OO0O0OOO0OO0O00200 mg (0.578 mmol) DD OO0 ODO(L.7mML) DO 00000 00O0OO
OOoo0OQ@.7a)0o0so0018. 5000000000000 0D0OD0ODOD0ODODODODOINODO
OO00OpH O20000000000DOU0ODU0ODUODODUODUODODUDUDUOUDUODUODUODO
ocooooooooooOooUoOUOUODODUODODUODODUODUODODUODUODUOUDUODUODUODO
OOoo0o0o0O0o00148 mgOOO77%)0O00OO0OO0OO

00 18801900 000000000 O0D0O0O0DOO0O0DO0OO0O0O0OOO0O

1H NMR (CDCI3) ppm 4.13 (1H, d, J = 17.6 Hz), 5.11 (1H, d, J = 6.78 Hz), 7.400 7
.59 (5H, m), 7.7807.82 (2H, m), 8.34 (1H, d, J = 7.2 Hz).

Dooooao
00D0160(600000400000200000004H00000003000)00
000080 OCOODOCOO[S0000020(OIOCOO0OOONCOOOCOO)OO00OO0O
0D]000000O000O000O0000015000000000000000000000
000009 »0 00000000

1H NMR (CDCI3) ppm 2.25 (3H, s), 4.31 (1H, d, J=17.6 Hz), 4.81(1H, d, J=17.6 Hz)
7.200 7.47 (4H, m), 7.73(2H, s), 8.29(1H, s).

00000

0017 [(4000000200000000000000000000)000]000
00000000000

NO CbzO O O O 500 mg (2.39 mmol)O THF (10 mL)D OO CODMFO 100000000 O
0D0000.270 nL (3.11 mmol)J 00 ODDOCOODOCOOOOODODOODDOODOOODOOD
OOODOTHF (10 ML) D0 OCOOCOOCOOTHFOOOOOCOOOOOD400000
2000000000000000.370 mL (2.87 mmol)D 0000000 O0.430 mL (3
1 mmol)DOOTHF (10 mL)DDODO0OODODCOODODCOOOOOOOOODODODODOOOOOO

Ooooooog-e
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Uoooooooooo0oThFO 00 Ooooo450000000OD0O0O0000OS8O0O0OO0O000
ooooooooooooobboboooooooooooooooooobobDbODbODOao
goimNoooooooobooobooobooboobooboobooboobooobao
coooooooobboOoooboboooobo(@uoooboDb0g, ODOOODOODODDOO
ooo0oo0ogds:1-1:1) 0000000000000 ooobDbDbDD348 mg, OO39%)00
gooaoan

ogd 102010400 0C0C000000O00O0O00O00O00O0O

1H NMR (CDCI3) ppm 4.04 (2H, d, J = 4.4 Hz), 5.12 (2H, s), 5.41 (1H,s), 7.260 7.

34 (7H, m), 8.110 8.16 (2H, m).
EIOMS m/z : 371 (M+)
oooo0oo

00018020 0000N0 00000020000 0000000000)000000
0000170000000 [(400000020000000000000000000

0)IODO]0ODODOO0ODOODO0OOOO0OOOODOOS301 mg (0.813 mmol)D OO O OO (10 mL)
00O0050000000030mO0000000O000O000O0000000000000

oooooooooooooobbooboobob0oooooooooooonaiss mg, OO
98%)0 OO O O DO
ocoO0oo91poes00ob0obo0oobDO0ooDbODO0ooDobObOoooooonon
1H NMR (CDCI3) ppm 1.65 (2H, s), 3.52 (2H, s), 7.240 7.35 (2H, m), 8.38 (1H, dd,
J =9.2, 4.4 Hz), 10.1 (1H, br.s).
EIOMS m/z 237 (M+)

oooogo

0DD0190ND [(A000000200000000000000000000)0000°2
0Do0ooDo0ooo0ao

o00D0D00O0D00113 mg (0.677 mmol)O THF (10 mL)D OO ODMF (10)0 00000
0.075 mL (1.02 mmol)0 0008000 O0D0CO0OCOODOOOOODODDODOOOOOOO
DO0DOODOOTHF (6 nl) 00000 OOC0OOOOTHFOOODODOOOOOOOOODOO
OTHFOO OOOODO180000000200000N0@O00O000O020000000
00O0000)DO000O0D00160 mg (0.677 mmol)D 000 CO0D00OD0O0O0.125 mL (
.88 mmol)OTHF (4 ML) DO DOCOODDOCO200000000000000000000O2.5
0000000000000 O000O000O000O000O00000000000000
O0O0DINODDDOOODDOODOOODODOODOOOODDOOODOOODDOODDOONDOOO
0000000000000 O000O0O00O0O0O0O0D0O0O00000000159 mg , OO6
100000000

00021002130 000000000000000000000000

OoODed0oooooogoaog

1H NMR (CDCI3) ppm 4.22 (2H, d, J = 6.4 Hz), 7.320 7.40 (2H, m), 7.640 7.79 (4H,
m), 8.06 (1H, d, J = 8.4 Hz), 8.90 (1H, br.s), 9.18 (1H, br.s).

EIO MS m/z 386 (M+)

oooooao

ooo20200000N 400000 D02000000000000000D0ODCO0OO

yooo]joooooao
000D0190000000NDO[40000002000000000000000000
00)0O0O0D0200000000007 140 mg (0.363 mmol)D O OO OD0 (5 nL)D OO
00O0(@.4n)000000000O00222mg (1.17 mmol)D 0007000000000
0000000000000 D000D00D0OO00D0OO0O0OO0ODOO0ODOODDOONODOOoodaO
0000000000000 O000O0O00O0O0O0O0O0OO0O0O0O0O0O0O0O0D0DO0O0D0DO0O0OaO
0000000000000 O000O000O000O000000000000094 mg , O
073%)00000000

00 120012200 00000001450146 0000000000000 0000000O

oooooooooao
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1H NMR (CDCI3) ppm 4.26 (2H, d, J = 6.4 Hz), 5.61 (2H, br.s), 6.670 6.72 (2H, m)
, 6.78 (1H, br.s), 7.260 7.42 (4H, m), 8.11 (1H, q, J = 8.8, 4.4 Hz), 8.40 (1lH,
br.s).

EIOMS m/z : 356 (M+)

gooogoao

0o0ol0 20RO O0OoDO0O0OoDOOOoODOOO)Y oNO @GOODODOODODO200000000
OoO0oo0oooDO0OooooOo)yoooljoooooao
oodood000000o0200000ON 4000000200000 000000000
0000000)DO0D0]0O00D000D080 mg (0.225 mmol)D OO OO 21.5 mg (0.272 m
mol)OTHF (4 mL) DO ODODODODOODODODooDODODODODODODDODDODODODODOA41.4 mg (0.236
mmol)OTHF (1 M) DO DODODODO0DODODOODODOODO4.500000000000000
000000000000 ooDO0oO0OIINODODOD0O0QOD0DO0OOoODO0DOOoDDODODOoDOoDOoODODOOn
0 I I e 1 I 0 A O A O N A MV A B A
0oooo0ooDoooDooooo9r.5mg , OO87TRY) DO O DOOODOO

OO0 le80 17000000000 D0DODODODODOODODODODDOODODOO

1H NMR (CDCI3) ppm 4.26 (2H, d, J = 5.6 Hz), 7.10 (1H, br.s), 7.160 7.45 (6H, m)
, 7.580 7.65 (3H, m), 8.00 (1H, br.s), 8.0308.06 (1H, m), 8.82 (1H, d, J = 8.4
Hz), 11.4 (1H, br.s).

EIOMS m/z : 494 (M+)

oooooao

0002220 20000000 0OO)ONO@QOODOOODO2000000000000000
oooooo)yYooojJoooooad

00002000 0000200000NO[40D000D0O2Q00000000000000
0000000 )oOo]l]oOoOoOoOOdDODOa150 mg (0.422 mmol) D OO DO ODODOODODOOGEGT.

4 mg (0.479 mmoH)D OO ODODOOOR100000D0OODDODOODDODOODDODOOOOODOGO
Oooooo01177mg , O091%)00CDOO0OOO

o0 1690171000000 000DO0ODODODODODOO0ODDODOODOOOOOO

1H NMR (CDCI3) ppm 4.26 (2H, d, J = 5.6 Hz), 7.16 (1H, t, J = 7.2 Hz), 7.2307.3
2 (2H, m), 7.470 7.58 (4H, m), 7.82 (1H, d, J = 8.0 Hz), 7.94 (1H, dd, J = 12.0,
5.6 Hz), 8.020 8.03 (2H, m), 8.71 (1H, br.s), 8.84 (1H, d, J = 8.0 Hz), 8.88 (1

H, br.s), 12.3 (1H, br.s).

EIOMS m/z : 460 (M+)

oooooao

000230 [202000000000000)OND@MUODODODODOD2200D0000000
Oo00DO0ooDO0OooooO)yYoOoo]l]oooooao

00002000 0000200000NO[40D000D0O22Q00000000000000
0O0o0oooo)yooo]oooDODODOO150 mg (0.42 mmol)DJoO0 O OO ODOOOOOGOO
O0DO0O0o0o0O0Ob57 mg, 0.42 mmolO OO ODOOODOTY6 mg (0.63 mmol)d THFO OO O OO
0o00oo0oO00oooo00oOo2 0000000000000 oDo0DO0oDoODOoDoooODoODOooOn
00124 mg , OO0 64%) D0 0O OO

OO0 1900190.50 00000000 O0DO0OO0DODODODODODODODOODOOOO

NMR (CDCL3)ppmO 2.55(3H, s), 4.27(2H, s), 6.98(1H, s), 7.170 7.34(4H, m),

7.380 7.62(3H, s), 7.96(1H, s), 8.84(1H, d, J=8.0Hz), 11.36(1H, s)

oooooao

00024030 Q0000000 O)YD2HOO000O0DO0OOI000O0
Oo0DO0DO0oo0DO0DO0ooo02.8g9 (27-7 mmol)OTHF (40 ML) DO D ODODODODODOOOOODO
Oo0DO0O0o0oo0oDO0DOoooooOo(Q@.6e0 M) (19.0mL)OODODODOQODODODD20000000O
00000 ooog3000000D078000000ONNDODDDODOOO20000D0D0D0O000OO
05.3 g (27.7 mmol)JTHFO 40 MLO OO 02500 0000000000 0ODO0O0O0OO0ODO
1000000000780 000000000000 0DO0O0ODOS3.83 g (27.8 mmol)O THF
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4omb)ODOO02OO000O0D00O0D0OCODOOCODOIDOODOOODOOO1I0ODO0OO0O0OO0
0000000000000 00D00D00D0DD0DU0D0D0DD0D0DO0D0DD0DU0DD0DD0ODDoD0ODODODO
0 I I e e e A O A O A A M A B A
03.73 g, 00O52%) 00000000

0d 211021300000 0bo0obobboobobb0dddo0oooooodd

1H NMR (CDCI3) ppm 6.62 (1H, s), 7.380 7.71 (1H, s), 8.42 (1H, d, J = 8.4 Hz), 8
.84 (1lH, s).

EIOMS m/z : 256 (M+)

gooogogao
O0020[30RODOD0OD0OD0O0O0O0O)DI00000HO0ODOODOODOOR2000]10000
gooaoad

O00O000000(@0%0000) 100 mg (2.50 mmol)JDMF (10 ML) OO OO OOOO
00011 000000030 @ODIODDODO0O0O0OD0O0O) 2000000001000 0O581 mg
27 mmo) 000 00OCODDOOODDOOODOOC400 0000000 O0D0OO0OOOOOOOO
O00000.330mL (2.98 mmol) I 000400000000 DO0ODOODDOODOODDODOO
gooooooooogooogooogooogooooobogooDooboo@@oooOoio g,
0o0oOo0o0ooDoooDoo0s:1-3: )0 0000000 o0o0Do0oo0oDoooDooOobDogan (364
mg, 0047%) 000 [30RUDODODOCOOODO))YDODODODODOOD1000000]0000A0
O0o0DOo0oDoo0obOooD413 mg , OOB O ODDODODODDODODODODOODDODODODOODOOOO
Oo0oooo

gdooilo3gloe0 00D b bobboboboobooooaoad

1H NMR (CDCI3) ppm 1.17 (3H, t, J = 7.2 Hz), 3.99 (1H, d, J = 17.6 Hz), 4.030 4.
15 (2H, m), 5.14 (1H, d, J = 17.6 Hz), 6.46 (1H, s), 7.330 7.37 (lH, m), 7.4207
.45 (2H, m), 7.490 7.54 (3H, m), 7.68 (1H, t, J = 7.6 Hz), 8.46 (1H, d, J = 8.0
Hz).

EIOMS m/z : 342 (M+)

[30 (R0 0000 O0DO)YOODDODODODOD10ODOoDOOOoD]J]oooOooDOoOoOoDOoOoOooDOooOoOoao
O0oooooooo

1H NMR (CDCI3) ppm 1.24 (3H, t, J = 6.4 Hz), 4.24 (2H, q, J = 6.4 Hz), 5.11 (2H,
s), 7.270 7.82 (8H, m), 8.37 (1H, d, J = 8.0 Hz).

EIOMS m/z : 342 (M+)

gooaoad

0020 30200 000000)D100000HOOODODOODODO20007]00
00020000000 ([B0RODODOCODOODOOD)II0D00OO0O0OHOOOOOODOO?RX
0010000000000 246 mg (0.720 mmol)DJ 0O D OO (11 mL)O OO O 1IN NaOH
00(.9m) 0004000000000 O0O0OO0DOODOODOODODINDCODOOOOOOO
0 I I e 3¢
4 mg , DO93%O0 0O OODOO0OO

000231023700 00000000000 O0OODODOODOO

1H NMR (CDCI13) ppm 4.07 (1H, d, J = 17.2 Hz), 5.07 (1H, d, J = 17.2 Hz), 6.50 (1
H, s), 7.370 7.54 (6H, m), 7.69 (1H, t, J = 7.6 Hz), 8.43 (1H, d, J = 8.4 Hz).
EIOMS m/z : 314 (M+)

gooogoad

00027030200 000000) 0000000000
0000000000800 O30279362) 00 000 00D0D0OODODOODOODOGO ON,N,NT
N'ODODODOOoDOoOoOooDoooDoooo2.75 mL (18.3 mmol)d THFE (25 mL)O O O O 780 O
O000On0000O0O0O0O0OO0DO0OO0OO0OO0OO (1.60 M)11.5 mL (18.3 mmol)0 OO O OO
0 I I I 3 I e 0 A I 0 Y I O\ A N O N O A
O0200000000002.5¢g (13.1 mmol)ITHF (20 mL)D0 DO D2000000000O
0000500000000 000000000002.02 g (14.4 mmol)O THF (15 mL)
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gsgooooooooboilooooooooooooan

oooooooooooboobbboooboooooao
OCoOO0O0ooOO0OooooooooO0o20([20@OO0O0

1N NODODDOOODODDODOODODDODOODODOOODA4.29 gO
OoOo@¢Gonm)DCOOO0OO0OO0OO0OOOOOOJonesO O (6.8
il0f2000000000C00000000D0 (20 mL)
O oooooooooooooobobobbo0ooao
o220 [2000CO0CO0OO0DO0OO0OO)yb20000000

ubobd4.14gu0000b0obocoboooboad
lopooooooobobObOoOOoOOoOOoOOoOOoOooOooOoOgao
goboooboooboobooboooboobao
oooooooooooooobobobono O1.12

ooogz2s000d
oooooooad
gooaaiNnooano
ocooo)oa2o0Oo
goooooooao
mLb) Do oood
ooooi1oo0d

a

u

Oooooooodg

OooooooQgoQgao
Oooooooodg

OooooooogoQgao

OoooooooQooooao

O 0Ooooo

gooooan

OooooooQogoQgaQg
OooooooogoQgQg

10 N,NO O O 000
0 (17 mL)O O OO (17 mL)O

a
u
O
ooooooooooooaoaan
O
g
a

O0Ooo0oo0ooao
O0Ooo0oo0oo0oao

OooooooDoooooao
, 00 36wy O ooooood
0O 11401180 000000000 O0OODO0OOOOO0DOODOO*O0O00O?1210 1220 0 (*
OO0OO0OO0O0O0O8 ON. H. Rama et al,. Indian Journal of Chemistry, 37B, 3380 341 (199
8)O
1H NMR (CDCI3) ppm 6.99 (1H, s), 7.350 7.40 (2H, m), 7.480 7.58 (3H, m), 7.7207
.78 (2H, m), 8.35 (1H, d, J = 7.6 Hz).
EIOMS m/z : 257 (M+)
oooooao
00028 2030 000000 OoOo)yY os3snoooooODl10O0O0O0O3, 40000001
HOOODOOODODODO2000]0NO (A0DO0O0O0CDOO200000000000000)Y000
ooo
00001400 0000030((20 0000 000)) 0000001000 0O0O300mg (1.1
7mmol) D 00200 000N (A0 000D O02200000000000000O0)YD00O0
O0DO0O00OD0O1801.1 g(4-68 mmol) D00 DOO(.OML) DO0DO0DODODOO3Y0O0DOOOO
ooooodogooooooooooooDoDoooooo(@@ooooO 409, ODOODO O
0000 =3:1-2:1) 00000000000 0CDOD0OO0ODODOO0ODOO?Z226 mg, O0O39 %
000000000000 ooo0o0oo0oooDo0ooooDo0DoooOoollocoDo0ooo0Oao
1H NMR (CDCI3) ppm 3.15(1H, d, J=16.8 Hz), 3.59(1H, d, J=16.0 Hz), 4.12(1H, d, J
=16.8 Hz), 4.83(1H, d, J=16.0Hz), 6.30(1H, s), 7.210 7.54(8H, m), 7.79 (1H, br.s
), 7-97(1H, dd, J=9.2, 4.8Hz), 8.09(1H, dd, J=2.0, 7.6 Hz), 8.17 (1H, dd, J=0.8,
8.0 Hz)
oooooao
gogde0300000000U200p0DO0DO0O0O0O0DU0OoDoOoOod
0300000000 02.0g (14.6 mmol)O THF (50 ML) DO O ODMF(20)0 OO OOO
04.3 mL (59.0 mmol) 000100000000 O0OODODODDDDODDODODOOOOODODOOO
OOOTHF (O ML) OO OODODODODODODODODODODOODODODODODOODODOODOZL1.70 mL (16
3mmol) D0 D0DO0ODDODODODODOOOS8.1mL (8. 4mmol) 000 O00DOODM4000000O0OO
0000000000000 oDoDo0O0o0oo0DO0Do0oo0o0Do0DU0Do0oo0DoDo0DO0o0DOoDO0oDooOooODOooOoOan
0oo0oo0ooo0oooo0Do0DooDO0O0ooDo0Do0oooODoDo0Do0oo0DoDO0oDoODOoDOoOoDoODOoDOoDOan
oOoDOo(@UoooD40 g, ODOOD:O00D0O0O0 =1:1-1:2-1:5) 0000000000
ooooooooooooonoz2.12 g, 00 75%)0000O0O0Ood
1H NMR (CDCI3) ppm 1.08 (3H, t, J = 7.2 Hz), 1.29 (3H, t, J = 7.2 Hz), 2.33 (3H,
s), 3.15 (2H, q, J = 7.2 Hz), 3.60 (2H, q, J = 7.2 Hz), 7.20 (1lH, dd, J = 8.4,
4.4 Hz), 7.54 (1H, d, J = 7.2 Hz), 8.42 (1H, d, J = 4.8 Hz).
EIOMS m/z : 193 (M+)
oooooao
OoOo30060O0ODOOCDODOODO)O7HO[L,7]0 0000 O0OS8ODOO
O0DO0DO0O0D0ODO0D0O0OO00O011.62 mL (11-.4 mmol)OTHF (15 ML) DO O DODODOOOODOOOO
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000000000 00C(1.60 M) (7.
0000000000 00300000
020000000000000 2.0
ooo0D010000000007800
ol)DTHF (15 ML) DO O2500000

0

0

m) DD ODOO0OODDODD0DO0ODO0O0O0O0O0020000

0D07800000000003000000000

(10.4 mmol)O THF (15 mL)D OO 250 00000
00O0o00O0O0O0D0O0O0D0O0O1.43 g (10.4 mm
0000000000000 D0O0O0D0250000
0000000000000 O0O00O0O0O0O000
0000000000000 O0O00O000O00l1.

gco3ooooooooooood
ocoooooODOooooOOoooo0oo
34 g, 00500 0000000
OO0 25202400 0000000000000 0O0C0CDOO0ODOO

1H NMR (CDCI3) ppm 6.56 (1H, s), 7.390 7.47 (2H, m), 7.500 7.55 (2H, m), 7.590 7
.62 (1H, m), 7.95 (1H, dd, J = 1.6, 8.4 Hz), 8.91 (1H, dd, J = 1.6, 4.8 Hz), 8.9
6 (1lH, br.s).

EIOMS m/z : 257 (M+)

O0OO0OoOowe e

oooo0oo

000310[60((200000000)08000008HO[1,7]0 000000700010
Ooooooooo

000000000 (60%0000) 206 mg (5.14 mmol)ODMF(20 mL)D D D OO OO OO
00060 (200000000 )I7HO[1,7]000000080001.2 g (4.67 nmol)O
0000000000000 D0300000000000000000O0.620 mL (5.60 mmo
HDOO0D0D020000000000000000000000000000000000
0000000000000 00D0O0000OO0ODO00DOOO0ODO0ODOoOOOoOoOo(@Oon

0040 g, OO0 ODODODODODOODO11:2-1:451:7) 00000000000 0O0O0O0O0OO
ooood1l1.17¢g , 00O 73%) 000 O00C0O0O0O0
1H NMR (CDCI3) ppm 1.17 (3H, t, J = 7.2 Hz), 4.00 (1H, d, J = 17.2 Hz), 4.030 4.
14 (2H, m), 5.29 (1H, d, J = 16.8 Hz), 6.40 (1lH, s), 7.340 7.53 (4H, m), 7.59 (1
H, dd, J = 4.4, 8.4 Hz), 7.88 (1H, dd, J = 1.6, 8.0 Hz), 8.92 (1H, dd, J = 1.6,
4.4 Hz).
EIOMS m/z : 343 (M+)
oooooao
0032 [0 (20000000 0)o80 O OOO8HO[L,7]0 0000007000700
000310000000 [e00000000OO0O)O8OO0OODOS8HOT[L,7]0000OC0O
0700010 000000000O01.0g9 (2-92 mmol) D OO DODODOE5 mL) DOooooanQ
Oo0O0O0INDDODOOODODODOODODO0D (1.7 ML)DO0DO0O0OOCDODOOOOOOODO40000
0000000000000 0O00O0O0D0D0D0OO0DO0DU0ODD0ODO0DO0ODO0DDOO0DODODQPH =40
0o0oo0ooooooooooooDoDoDoDoDoOoo0DO0oDooT784 mg, OO 8% O oood
oo
0o26802700 0000000000 D0O0OOCOOOOOOO
H NMR (CDCI3) ppm 3.98 (1H, d, J = 17.2 Hz), 5.19 (1H, d, J = 17.2 Hz), 6.41 (1
, S), 7.340 7.41 (1H, m), 7.440 7.53 (3H, m), 7.60 (1H, dd, J = 4.4, 8.4 Hz), 7
.91 (1H, d, J = 8.4 Hz), 8.90 (1H, dd, J = 2.0, 4.8 Hz).
EIOMS m/z : 315 (M+)
OoD0ooo
00330 dggoo3oo0odgog200o0o0ooo0od
2,30 00000000015 g (89.8 mmol) D OO DO (19 mL) DD O O130003000
000000 ooooooooooooD@omb)yD00o0200000000O0O00O00O00
000000000 oDo0Do0DooOoDooooDoDoo0DoODOoDOooODse.60g , OO53%)0 000
ooo
OO0 1240127 00000 O0ODODODO0DOOODODODOOODODOOODOOOOO
1H NMR (CDCI3) ppm 3.98 (3H, s), 7.48 (1H, dd, J = 4.8, 8.0 Hz), 8.26 (1lH, d, J
= 6.4 Hz), 8.74 (1H, dd, J = 1.6, 2.8 Hz).
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EIOMS m/z : 182 (M+)

OoD0ooo

O034030tert0 00000000 OOOODODOODOO20000000000000
000330000000 oooO0o,3000000020000000002.049 (11.
mmol)Od tert0 0O OCOO 4 ML) DDODDDODOOOODODODODODOOOOOOOOOO
03.64 g (13.2mmol) 000000 OO0ODOOOOOOOODOZL1.54 mL (11.0 mmol)O O
00000100000 ooDOo200300000000000D0OD0OD0DODODO0DOODOOOO
0000000000000 oo0o0o0oo0ooD0o0o0D0D0o0Do0DO0DU0oo0OoDO0oDo0oOoDoODoOoOan
0Ooo0ooooDo0o(@OooDOo40 g, DOODD:0D0DO0O0D0 =1:1-51:2) 00000000
Oo0DO0O0ooDo0oDooooDoo02.039g, 00 73%) 00000000

O 9209000000000 O0OO0DOoOoooooano

1H NMR (CDCI3) ppm 1.54 (9H, s), 4.03 (3H, s), 7.45 (1H, dd, J = 4.4, 9.2 Hz), 8
.35 (1H, d, J = 4.4 Hz), 8.87 (1H, d, J = 8.0 Hz), 10.2 (1lH, br.s).

EIOMS m/z : 253 (M+)

OO ooOoogoeoogoag

oooooad

goo3s030oo0o0ooo0oooz200b00000000000
Uooos34000000030terti 0000000 D0ODODODOOOCOCOOO20000000
OoDo0oOooo0D001.95 g (7.79 mmol)DODDOOOODOOOODOODDODO (9mL)oo0O2
ooooooboooobooobooooboooboobooboobooboobooboobao
ooooooooooooooboboobooooocobooooooooooooobobDbODODOao
oooooooooooooobobooboofoobooooOoOooog11.rg, OO 93%)
goooaoooaoaao

oad

1

15701580 000D DODODODOOCCOOOO0OO0DO0DUO0UOOoOoOooOoooo
H NMR (CDCI3, 400 MHz) ppm 4.01 (3H, s), 5.78 (2H, br.s), 7
8.8 Hz), 7.26 (1H, dd, J = 4.0, 8.4 Hz), 8.11 (1H, dd, J
I0MS m/z : 153 (M+)

ooood
oOod3s03000CCO0O0DO0DUUogog)yooco
Oo0og3s0000a0 300 o0oooooao?2o
.57 mmol)O0 OO OO 0.6 mL (7.42 mmol)O O
ooooooooao 1.15 g (6.57 mmol)0O O
ooooooooao ooooooooooao Oo0oooooooooooooao
oooogooooao oooogooooooao ooooooogooooooooao
(boboboo 3¢9, O O:000000 1:1-1:3)) 0000000000 O0ooOoooao
oooogd1l1.77 g, 00 9200000000

OO0 1301800000000 gguooooooao

1H NMR (CDCI3) ppm 4.03 (3H, s), 7.380 7.51 (3H, m), 7.58 (1H, dd, J = 4.4, 8.
Hz), 7.69 (1H, d, J = 7.2 Hz), 8.50 (1H, d, J = 4.8 Hz), 9.31 (1H, d, J = 8.0 Hz
), 11.5 (1H, br.s).

EIOMS m/z : 291 (M+)

.09 (1H, dd, J
1.6, 4.4 Hz).

1
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0 000ooooooooaon
Oooooooooono 1.09 (
OoO0O0@sm)D00oo0DoobO
oooz20000C0O00000

OooOgoeoQgoQg m--
O 0Ooo0ooo

O
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O
g
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Oo0Ooo0oooao
O0Ooo0o0ooao

ugoodaoan

ooDOo37y030@bOO0O0ooOO0O0OoOO0OO0DO0O)YooOOoOo20000000
OoO0O03e000000030kooO0O0oO0ooOoOooooo)yoooo20000000
OCoOO0O0O0001.71 g (5.8 mmol)DODOOODO (S0mL)DOOOCDOOOOODOOINDO
oooooooooo1lr.emk (7.6 mmol) DO ODODODODD30O0CCOCOCOO300000T
oooooooooooooboboDbDDoOOoOOoOOocO0OO0O0OpH=4.000000000000000
OO0 O1.61 g, OO0 99%)0O0O0O0DOOOO

oo 2040 205000000000000000000000

1H NMR (CDCI3) ppm 7.420 7.53 (3H, m), 7.670 7.73 (2H, m), 8.44 (1H, d, J = 4.8
Hz), 9.31 (1H, d, J = 8.0 Hz), 12.1 (1H, br.s).



EIOMS m/z : 277 (M+)
oooooao

JP 2007-176809 A 2007.7.12

0003803020 00000000000)000002000000 [(40000002
0000000000000 O0O00O000O0)0O00]1000

0000370 00000030((0OO0O0OO000O0N00O00)I00DD0200000002
00 mg (0.723 mmol)O DMF(7.0 mL)O O O THF(4.0 nL)D D OO0 D200 00 ONO (400

0000
YO 10 O
0oo00
0000
0000

2000000000 DODO0O0OO0DO)) Y DODO0O0O0DODDOODODOI180171 mg (0.723 mmol
Oooo0oo0oooooooo0oo0on19 mg (0.881 mmol)D 10D OO OO30@ODOOO
OoO0O0) oOoooDOoOooDODO0OO0OD0215 mg (1.12 mmol) D OO OCDOOO16000
ooooooooooooooobobooboooooboboooooooooooooao
ooooooboooboooboooboooboobooboobooboobooann
ocooooo0OO0z2e0mg , OO 72%9) 00000000

oo 19301960 000000000000 000O0OODO0OODOO0ORDO

1H NMR (CDCI3) ppm 4.27 (2H, d, J = 6.4 Hz),
m), 7.66 (1H, m), 8.14 (L1H, m), 8.22 (1H,br.

7.230 7.32 (2H, m), 7.350 7.57 (4H,

8.32 (1H, d, J = 4.8 Hz), 9.04

(1H, t, J = 6.4 Hz), 9.34 (1H, m), 12.3 (1H,br.s).

EIOMS m/z : 495 (H+ )
oooooao
Ooooooao

O20[20OCDODOO0O0O0O)D400000D0D000000003000]0NO(,600

oooooooo)yoooooao
gooaao

Cl
o
N MeQ
ool@
H
MeO

L T e T e T e T e T e T e B e |

0000150000000 ([20QO0000000)D4000004H000000 030
0010000100 mg (0.304 mmol)IDMF (2.0 mL)D O O02,60 00000000056 mg
(0.456 mmol)0 10 0000300000000 O0O00OO00O0)ID0OOOOOOOOO 9
0.1 mg (0.470 mmol)0 00 OCOD0160000000000000000INDDODODOO
0000000000000 O000O000O000O000O000O000000000000
0000000000000 D000O000O000O00000000OS82.5 mg, OO0 60%)

goooaoooaoaao

o0 23702410000 00000000O0O0O0O0O0O0OO0OODODDODDODODODOO

1H NMR (CDCI3) ppm 3.73 (6H,s), 3.990 4.22 (1H,
2H, d, J = 8.0 Hz), 7.17 (1H, m), 7.4307.55 (5H,

1H, d, J = 6.4 Hz).

EIOMS m/z : 450 (M+)
O00000OC,4H,qCINgO,

gooogc, 64.07 ; H, 4.48 ; N, 9.34
gooogc, 63.61 ; H, 4.62 ; N, 9.05
Oo0o0oooao

gooooao

br), 5.020 5.41 (1H, br), 6.54 (

m), 7.680 7.81 (3H, m), 8.35 (

ONO (,60000000000)0200000020000000000C0OD00O00D0O0O3

ocoOojooooo0oao
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ooooao
[ Me
[
[ N\
[
o) N
[ H
[ MeO
0

0000 WMOOOOODOO[20QRIO0O0O0O000)D4000004H0000 000 30
001000 59 mg(0.20 Omol)0 2,60 0000000000 mg)00O00000O010
0000000000000 00O0000000025mg, OO0 29 %)00000000
00 2430244 0000000000000 000000000
1H NMR (CDCI3) ppm 2.28(3H, s), 3.73(6H, br.s), 4.20 5.1(2H, br), 6.53(2H, d, J=
8.0Hz), 7.10 7.6(6H, m), 7.79(2H, d, J=2.8Hz), 8.35(1H, br)
O000O0O00C,sHysN50,0 1/72H,0

OooOOC, 68.46 ; H, 5.52 ; N, 9.58

OooOoCc, 68.81 ; H, 5.50 ; N, 9.46

Oooo0o0oo

oooooo

02060 0000400000200000000000000003000)0N0(2,60
000000000 )I00O000

O0O0gano
[
Me
[
[ AN
[ N o MeQ
‘ Cl \_4(
9] HN
[
[ MeQO
]

0000160000000 DODO0OD400000200000004H0 00000 DO 30
OO0)ODDODOS33 mg(0.10 mmol)dJ 2,600 00000000 mg)D 0000 O0OOloO
0Oo0oO0O0ooODO00oo0oDo0DooooDooooDOooos3smg, 0O 75 )0 0000000
00 26002620 0000000000 OOOOODODODODOGDODO
1H NMR (CDCI3) ppm 2.26(3H, s), 3.72(6H, br.s), 4.20 5.1(2H, br), 6.53(2H, d, J=
8.4Hz), 7.10 7.6(5H, m), 7.70(2H, s), 8.30(1H, br.s)
O000O0OdOdC,5H,,CINg O,y

oooogc, 64.73; H, 4.78; N, 9.06

oooogc, 64.40; H, 4.90; N, 8.70

Ooooooao

oooooao

020 [202O0OCOC0CO0O0OO0OO0O)YD4000000000D0O0O0O0O0S3000]0ND(2,400
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gdogoao
Cl
50
NJ\ F\

0000150000000 ([20QO0000000)D04000004H000000 030
0010000100 mg (0.304 mmol)J OO OO O OO (6.0 mL)DDMF (0.1 mL)O OO 2,6
0000000000157 mg (1.22 mmol)0 100000300 00000000000
Y0OOOOOODDOOODODO 168 mg (0.879 mmol)010 0000000000000 O0A49 mg
(0.365 mmol)D 0000006000000 00O000O000O0D0OO00DO0O00OOO
000000000 INDDOODDOCOODDOCOODOCOODOOODOOODDOODDOODDOOOO
0000000000000 O000O0O00O0O0O0O0O0O(OO0O0DO010g, OO0DO00:000
0D00=2:1-1:1)000000000000000000092mg, 0O071%)000000O
00
00 19702000 000000000000 00O000
1H NMR (CDCI3) ppm 4.29 (1H, d, J = 15.6 Hz), 5.10 (1H, d, J = 15.6 Hz), 6.790 6
.85 (2H,m), 7.410 7.65 (2H, m), 7.790 7.86(2H, m), 7.91(1H, br.s), 8.08 (1H, g,
J = 15.2, 9.2 Hz), 8.37 (1H, d, J = 8.4 Hz).
EIOMS m/z : 426 (M+)
000000 C,,H,4CIF,N;0,
Doooc, 62.05 ; H, 3.31 ; N, 9.87
Oooooc, 61.93 ; H, 3.57 ; N, 9.79
Dooooao
Dooooo
D20[20(200000000)4000004H00000003000]0ND@O0O00000O
D200000000000100000)0000000
00000

L T e T e T e T e T e B |

O

Ci
e
NJ\ F
H
CF5

0000150000000 ([20(O00000000)04000004H000000 030
00]O00 00100 mg (0.304 mmol)I THF (2.0 nL)D D D0 D40 00000200000

0000000000 O064.9 mg (0.336 mmol), 10 0000000000000 0O 49.
mg (0.365 mmol), 10 0000303000000 000000)I000O00O0OO00O

70.1 mg (0.366 mmol) D0 00O O0D015000000000000000000000

000000000 INDDODOODOOODDOOODOOODOOODOOODOOODOOOOOO0O

0000000000000 D000D0O00O0O00O0O00O0D0DO0O0DO0DNDOONOoOOaon

123 mg, 0083%)00 000000

OO0 182018400 0000000000000 O00O0
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1H NMR (CDCI3) ppm 4.10 (1H, d, J = 15.2 Hz), 4.49 (1H, d, J = 16.0, 7.2 Hz),
55 (1H, d, J = 16.0, 7.2 Hz), 4.98 (1H, d, J = 15.2 Hz), 6.14 (1H, t, J = 6.4 Hz
), 7.180 7.36 (4H, m), 7.430 7.58 (4H, m), 7.770 7.84 (2H, m), 8.34 (1H, d, J
8.4 Hz).
EIOMS m/z : 488 (M+)

000000 Cy,H,qCIF,N;0,

Doooc, 58.85 ; H, 3.29 ; N, 8.58

Doooc, 58.96 ; H, 3.44 ; N, 8.68

Dooooao

Do0oooao

D20[20 (200 000000)04000004H00000003000]ONDO@O0O000CO
00200000000000000)0000000

00000

Cl
o
N ~_F
e,

SN

L T e T e T e T e B e |

L
OCo00210000000[20@OoOoOCOoDO0O0oOoDODO0OO0OOoOO0O)oND@@OOODOOO?20
Ooo0oo0oooO0ODO0ooooOooobDOoOoooO)YoDO]oOoOoO0ODOOB80 mg (0.162 mmol)D
oooooog¢Gmn)yboooobbbobooboboO01.05mL (7.5 mmol) DO 0O0O0DOOO
Ocooooo00O0o.31mk (2. 43 mmo) D0 0O0O0O0OCDOOOCODOO160D000000O0O
ooooooooooooobobobooooooooooaiNoOooooobobDbDODOaOo
ocoooooOoOoooOoOooooooooooooDOooooDooooooooooE@mo
OobOO010g9, 0O O0O0O0ODOOOODOO3:2-1:1) 00000000 O0OO0OCDOODODOOS
3.1mg, ODDO6G8W)Y DO OOOOOO

o0 20802100000 00O0O0OO0oOooooooooooboDbOODOOO

1H NMR (CDCI3) ppm 4.31 (1H, d, J = 15.6 Hz), 5.08 (1H, d, J = 15.6 Hz), 7.2107
.63 (7H, m), 7.800 7.87 (3H, m), 7.93 (1H, br.s), 8.39 (1H, d, J = 8.4 Hz ).
EIOMS m/z : 474 (M+)

O000D0O00C,3H 4CIF,N;0,

Oooooc, 58.06 ; H, 2.97 ; N, 8.83

ooooc, 57.84 ; H, 3.23 ; N, 8.63

oooooo

oooo0oo

ONOD (4D O0O000D0200000000000000)020@0000020000004
HOODODOOODO3WO0OO0)ODO0O0OOO
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ocoooooO0OoooOOoOoOo)ooo]lJoooOooDO100 mg (02218 mmol) DO O OOO
OoOe0OO0O0OO0ODOODODDODDOODODODDODODOODOODODO®G8.1 mg, ODDO71%)00DOOODO
oo

oo 270279 000O0O0O0O0OOO0OOODODOODOODODDODDOOODOGO

1H NMR (CDCI3) ppm 4.79 (2H, s), 7.230 7.28 (1H, m), 7.320 7.35 (1H, m), 7.4707
.57 (4H, m), 7.620 7.65 (2H, m), 7.760 7.83 (3H, m), 8.33 (1H, d, J = 8.0 Hz), 8
.92 (1H, br.s).

EIOMS m/z : 442 (M+)

OO000O0O0D0C,3H5F,N;0,

oobooc, 62.59 ; H, 3.43 ; N, 9.54

oooogc, 62.48 ; H, 3.68 ; N, 9.45

ocooooao

ocooooao
ONOo@oOooooo2000b0oooooooooOoO)y20@4ooooo200000
0004000000030 00H)000000

OoOooo
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o
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CF5
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[

23000000 [2002000000000000)OND@OOCOO00200
0000000000 0000)000]000000 ( 80mg, 0.17mmol )OO
OO(5nl )DOODODOOOOODOOOO0O(0.33ml, 2.61lmmol) 0000000
.09ml, 7.83mmol ) DO ODOODODODOODODDD4000000000000000O
0000000000000 00O0O000O0ONDDOOOOOODOOOODOn
00000000000 D0O00O0D0O0D000O0D0O00O00OO0O00DOoOoOOOoan
O 0000000000000 D0D0) 000000000000 O0OOODO0an
(12mg, 15%) 0000000 O

001450 146.50 0 0 0000000000000 0000O00000

NMRO (CDCL3)ppmO 2.27(3H, s), 4.410 4.47(1H, m), 4.85(1H, d, J=14.8Hz),
6.71(1H, s), 7.230 7.44(5H, m), 7.57(1H, t, J=7.2Hz), 7.790 7.84(3H, m), 8.00(1H
, s), 8.38(1H, d, J=7.2Hz)

oooooo

oooo0oo
0D20[20(200000000)01000001H0000000020007]0N0 (2,400
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0O0O0]000100 mg (0.319 mmol)IDMF (1.0 mL)D O OO O ODOO (4.0 mL)DOO2,4
0000000000123 mg (0.953 mmol),10 000000000000 O00E65.3 mg (
0.483 mmol)J 10 00 0D030(30 00000000000 )IO0O0D00O0000O0O?203
mg (1.06 mmol)J 000000200 00000000000000000000000O000
DO0D0INDDODODDOOODDOODDOOODDOOODODOCOODOOOOOODDOOODDOODDOOOO
0000000000000 O000O0O00O0O0O0O0O0OO0O0O0O0O0O0O0O0D0DO0O0D0DO0O0OaO
0091 mg (0.215 mmol, OO 67%)0 0000000

00018101830 0 0000000000000 O0D0OO0O0DOO0O0O0DOO

1H NMR (CDCI3) ppm 4.29 (1H, d, J = 15.6 Hz), 4.97 (1H, d, J = 15.6 Hz), 6.55 (1
H, s), 6.780 6.84 (2H, m), 7.380 7.58 (6H, m), 7.72 (1H, t, J = 7.2 Hz), 8.0708 10
.13 (1H, m), 8.48 (1H, br.s), 8.50 (1H, d, J = 8.0 Hz).
EIOMS m/z : 425 (M+)

000000 C,sH,5CIF,N,0,

Doooc, 65.03 ; H, 3.56 ; N, 6.59

Doooc, 65.08 ; H, 3.86 ; N, 6.51

0000000

Dooooao
D20[30(200000000)01000001H000O000O002000]0N0 (2,600
0000000D0)D00000

00000 20

X
e

o

L e T e T e Y e B e

H OMe

[

000020000000 ([30(0000CO0000)D1000001H000000002

00 O0]0 0100 mg (0.319 mmol)D ODMF(L.5 mL) DO D 2,60 00000000098 mg 30
(0.640 mmol),10 00000000000 O000S52 mg (0.385 mmol)D 10 00 O O 30 (3
00000000000 0)I00000000O0092 mg (0.480 mmol)D DO O ODODO1
40 0000000000000 O0D00O000O00INDODDDODODODODODOOODOOOOOn
0000000000000 O000O000O000O000O000000000000000
0000000000000 O000131 mg, 0091%)00000000

0001780 1820

1H NMR (CDCI3) ppm 3.73 (6H, s), 3.940 4.14 (1H, br), 5.070 5.41 (1H, br), 6.48
06.56 (3H, m), 7.13 (1H, m), 7.360 7.70 (8H, m), 8.49 (1H, d, J = 6.4 Hz).
EIOMS m/z : 449 (M+)

0O0O0D00OC,sH,,CIN,O, 40
DooOoOcC, 66.89 ; H, 4.72 ; N, 6.24

Doooc, 66.62 ; H, 5.01 ; N, 6.18

0000000

Dooooao

D20[30(200000000)01000001HO00O0O00DOD02000]0N0 (4000
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