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dd, 1H), 4.39 (dd, 1H) ; EI/MS 404 m/e(M*) O

[

[

[
O

CF.
¢l O . 3
YW O O v

N
/CI

0Do0O0O00oo
000D00O0O0D0O0O0O00000 NMR (300 MHz, CDCIZ)3 8.62 (s, 2H), 7.84-7.49 (
m, 8H), 5.60 (dd, 1H), 4.95 (dd, 1H), 4.41 (dd, 1H); EI/MS 437 m/e (M)O

goooano
goooano
gooooao

g 0

N Z#

O

20

ci

000000
0000000000000 0O00m 153-157 ° C ;%H NMR (300 MHz, CDCI5)3 8.61 (s,
2H), 7.60-7.39 (m, 8H), 5.58 (dd, 1H), 4.94 (dd, 1H], 4.40 (dd, 1H); EI/MS 404 m
/e (MY O

gogooan 30
gooooaad
gogooano

cr o
XN CFa

N. =
Ci

0DO00oo0o

0000000000000 O0O0000000 ;% NMR (300 MHz, CDClZ) & 8. 62 (s, 2 40
H), 7.75 (s, 1H), 7.57 (d, 1H), 7.49 (br, 5H), 5.60 (dd, 1H), 4.95 (dd, 1H], 4.4

5 (dd, 1H); EI/MS 470 m/e(M*) O

goooao
gooooao



(24) JP 2012-136524 A 2012.7.19

Oododao

al
a o
v
A )
N '
2
OoO00oognoaod

0000000000000 D0D0O0O0D0DO0O000O0 ;*H NMR (300 MHz, CDCI3) 6 8.61 (
s, 2H), 7.49-7.28 (m, 8H), 5.59 (dd, 1H), 4.95 (dd, 1H], 4.45 (dd, 1H); EI/MS 40
4 m/e (VD) O

goooao
goooooaon
ooooDao

000000

0000000000000 000000000mp 98-103 O ;*H NMR (300 MHz, CDCly)
5 8.61 (s, 2H), 7.61 (d, J= 8.42 Hz, 2H), 7.48 (d, J= 8.06 Hz, 2H), 7.42- 7.36 (
m, 2H), 7.31-7.27 (m, 1H), 7.07-7.02 (m, 1H), 5.58 (dd, J= 9.52,9.89 Hz, 1H), 4.
94 (dd, J=10. 25,8.42 Hz, 1H), 4.41 (dd, J =8.42,8.42 Hz, 1H) ; EI/MS 387 m/e (M
0

goooano
gooooao
gogooan

Cl

Cl O
VS
I = N
N
= cl
gooooao
0000000000000 0000000000 ;YH NMR (300 MHz, CDCI3)d 8.61 (s,
2H), 7.62-7.33 (m, 8H], 5.58 (dd, 1H],4.94 (dd, 1H),4.40 (dd, 1H) ; EI/MS 404 m
/e (WMD) O

goooano
gooooao
goooano

¢ 0 '

| X SN Qli;b <li9> F
N

2

goooooaon

10

20

30

40

50



(25) JP 2012-136524 A 2012.7.19

0000000000000 00000000OCOmp 146-149 O ;XH NMR (300 MHz, CDC
1,)5 8.61 (s, 2H), 7.59-7.52 (m, 4H), 7.46 (d, J=8.42 Hz, 2H), 7.16-7.10 (m, 2H)
, 5.57 (dd, J = 10. 25,8.79 Hz, 1H) , 4.93 (dd, J = 10. 44,8.79 Hz, 1H) , 4.40
(dd, J=8.61,8.79 Hz, 1H) ; EI/MS 386 m/e (M*) O

goooao
gooooao
goooao

CF,

Dooo00oo
0000000000000 00000000000O0mp 97-98 ;%H NMR (300 MHz, CDClg
) & 8.61 (s, 2H), 7.75 (d, J=7.69 Hz, 1H), 7.56 (t, J=7.42 Hz, 1H), 7.49- 7.42 (
m, 4H), 7.37-7.30 (m, 2H), 5.58 (dd, J= 9.61,10.16 Hz, 1H), 4.95 (dd, J=10.16,8.
52 Hz, 1H), 4.45 (dd, J=8. 79,8.79 Hz, 1H), EI/MS 436 m/e (M*) O

goooao
oooooDaD
gooooao

F
a0
-0
L0
N/CI

0Doo0Oooo
000000000000 000O000000000000000000000): mpol
-93 ° C;'H NMR (300 MHz, CDCl;)d 8.61 (s, 2H), 7.61-7.58 (m, 2H), 7.49-7.41 (m,
2H), 7.36-7.29 (m, 2H), 7.24-7.12 (m 2H), 5.59 (dd, J=10.25,8.79 Hz, 1H),4.94 (d
d, J=10.25,8.42 Hz, 1H), 4.42 (dd, J= 8.61,8.42 Hz, 1H) ; EI/MS 386 m/e (M*) O

gogooan
ooocooao
goooano

CF,
a0
oY,
2 AYav
y

ol CF,

l
N

OoooQoO
0000000000000 00000000000 ;% NMR (300 MHz, CDClL) & 8.62 (s
, 2H), 8.02 (broad m, 4H), 7.86 (broad m, 1H), 7.68-7.64 (m, 2H), 7.56-7.53 (m,
2H], 5.62 (dd, J=10.25,8.79 Hz, 1H) ; 4.96 (dd, J= 10.44,8.79 Hz, 1H), 4.40 (dd,
J=8.62,8.79 Hz, 1H) ; EI/MS 504 m/e (M*) O

10

20

30

40

50



(26) JP 2012-136524 A 2012.7.19

goooan
ooocooao
goooano

N
/C!

OooooQ0O
0000000000000 0000000000mp 78-810 ;*H NMR (300 MHz, CDCly)
5 8.61 (s, 2H), 7.44 (d, J=8.0Hz, 2H), 7.37 (d, J=8.0Hz, 2H), 7.28-7.21 (m, 4H),
5.58 (dd, J=9.1, 10.2Hz, 1H), 4.95 (dd,J=8.6, 10.4Hz, 1H),4.45 (t, J= 8.6 Hz, 1
H), 2.28 (s, 3H); EI/MS 382 m/e (M*) ; Co,H,sCIN,00 0000000000 ¢: C, 65
.81; H, 4.21; N, 7.310 000 : C, 65.67; H, 4.26; N, 7.360

goooan
gooooaad
gooooao

N
/GI

0OO0oooo
0000000000 0000000000OOmp 88-91 ° C ;*H NMR (300 MHz, CDClg
)5 8.61 (s, 2H), 7.59 (d, 2H), 7.46 (d, 2H), 7.29-7.22 (m, 3H), 5.57 (dd, 1H), 4
.93 (dd, 1H), 4.40 (dd, 1H), 2.31 (d, 3H): EI/MS 400 m/e (M*) O

goooano
gooooaad
goooano

e 0
Sy
A

N/CI

0Doo0o0oo
0000000000000 0D000000000O0mp 84-87 ;%H NMR (300 MHz, CDCly)

5 8.61 (s, 2H), 7.62 (d, J= 8.4 Hz, 2H), 7.46 (d, J= 8.0 Hz, 2H), 7.41- 7.31 (m,
3H), 7.17 (d, J=7.3 Hz, 1H), 5.58 (dd, J= 8.7,10.2 Hz, 1H), 4.94 (dd, J=8. 4,10
. 2 Hz, 1H), 4.42 (dd, J=8.4,8. 7 Hz, 1H), 2.43 (s, 3H): EI/MS 382 m/e (M*) O

goooan
gooooaad

10

20

30

40



27) JP 2012-136524 A 2012.7.19

goooao
a0
Sy
L A~O-C)
==

N
Cl

OooooQ0O
0000000000000 000000000000000000000GC0mp 141-143
° C;TH NMR (300 MHz, CDCl;) & 8.61 (s, 2H), 7.62 (dd, J=7.3,9.5 Hz, 4H), 7.49-
7.36 (m, 5H), 5.59 (dd, J= 8.7,10.2 Hz, 1H), 4.94 (dd, J=8.4,10.2 Hz, 1H), 4.42
(dd, J=8.4, 8.7 Hz, 1H); EI/MS 368 m/e (M*) O

goooao
gooooao

goooao

a0 CFy
B =N O F
NP
Ooooo0oOoaod

0000000000000 O0OO00O0000O0O0YH NMR (300 MHz, CDC|3)5 8.61 (s, 2H
), 7.63-7.49 (m, 6H), 7.32 (m, 1H), 5.60 (dd, J= 8.8,10.4 Hz, 1H), 4.95 (dd, J=8

.8, 10.4 Hz, 1H), 4.42 (dd, J= 8.8,8.8 Hz, 1H): EI/MS 455 m/e (M*) O

gogooan
gooooaad
gogooan

OO0

RN
N

Z el
DoooQoO
0000000000000 00000000COCOmp 123-1280 ;XH NMR (300 MHz, CDC
1,) & 8.61 (s, 2H), 7.61 (d, J= 8.0 Hz, 2H), 7.53 (d, J= 8.0 Hz, 2H), 7.46 (d, J
= 8.4 Hz, 2H), 7.31 (d, J=8.4 Hz, 2H), 5.57 (dd, J= 8.7,10.2 Hz, 1H), 4.93 (dd,
J =8.4,10.2 Hz, 1H), 4.40 (dd, J = 8.4,8.7 Hz, 1H), 2.96 (h, J = 6.9 Hz, 1H),1.2
9 (d, J=6.9 Hz, 6H); EI/MS 410 m/e (M*) O

O

gagano
ooooao
goooao

a0
Sav,
N AYaW

O

goooooaon

10

20

30

40

50



(28) JP 2012-136524 A 2012.7.19

0000000000000 000000000mp 98-99 O ;*H NMR (300 MHz, CDCly)
5 8.61 (s, 2H), 7.66-7.57 (m, 4H ), 7.51 (d, 2H), 7.31(t, 1H ), 5.60 (dd, 1H), 4
.96 (dd, 1H), 4.42 (dd, 1H); EI/MS 454 m/e (M%) O

Oooooao
OO00oo0o
Oooooao
F
Cl
1 S N 1!ii> *Qiib CFa
N
N
000000

0000000000000 0D00D0D00000 ;Y™ NMR (300 MHz, CDCI3)d 8.61 (s, 2
H), 7.61-7.13 (m, 7H), 5.60 (dd, 1H), 4.96 (dd, 1H), 4.42 (dd, 1H); EI/MS 455 m/
e (MY O

ooooano
ooocooao
gooooao

LA—=0-0)

N
Z ¢
oooooao
000000000000 0000 M NMR (300 MHz, CDCIL)3 8.60 (s, 2H), 7.56 (d,
2H), 7.45 (d, 2H), 7.34-6.99 (m, 3H), 5.58 (dd, 1H), 4.94 (dd, 1H), 4.41 (dd, 1H
), 2.39 (s, 3H); EI/MS 400 m/e (MY) O

goooano
gooooao
goooano

CF,

o o

N Y qlil» 1!ii>

NP F

ogooooao

0000000000000 DO00D0O000000 ;*H NMR (300 MHz, CDCl3) 6 8.58 (s,

2H), 7.68 (d, 1H), 7.55 (m, 3H), 7.48 (d, 2H), 7.22 (m, 1H), 5.55 (dd, 1H), 4.90
(dd, 1H), 4.38 (dd, 1H); EI/MS 455 m/e (M)O

goooao
goooogao

10

20

30

40



(29) JP 2012-136524 A 2012.7.19

goooano
¢l 0
~

LA~
N._ = .

cl
Ooo0o00ooao
000000000 b0D0oo0DobO0obOoDo0DOoDbOO0oODb00dmp 170-173 O :TH NMR (300 MHz, CDC
1;,)5 8.61 (s, 2H), 7.61 (d, J=8.4 Hz, 2H), 7.53 (d, J= 8.4 Hz, 2H), 7.46 (d, J=
8.4 Hz, 2H), 7.33 (d, J= 8.4 Hz, 2H), 5.57 (dd, J= 8.4,10.3 Hz, 1H), 4.93 (dd,
J= 8.4,10.3 Hz, 1H), 4.41 (dd, J= 8.4,8.4 Hz, 1H), 2.53 (s, 3H), ; EI/MS 415 m/e

MO

goooano
gooooaad

goooao
cl 0
.

| ol

A
N #

cl
0Doo0Oooo
000000000000 000O00000O000mp 153-156 ° C;1H NMR (300 MHz, CDCI
2)d 8.61 (s, 2H), 7.73 (m, 4H), 7.65 (d, J= 8.4 Hz, 2H), 7.50 (d, J= 8.4 Hz, [2H

). 5.60 (dd, J= 8.8, 10.1 Hz, 1H), 4.95 (dd, J= 8.8,10.1 Hz, 1H), 4.41 (dd, J= 8
.8,8.8 Hz, 1H), 2.77 (s, 3H); EI/NMS 431 m/e (MO

gogooan
goooooaon
gogooano

¢t 0

N Y Q O SCH,F

N
/CI

Dooo0QoO
0000000000000 00mp 135-138 ° C ;MH NMR (300 MHz, CDCl3)d 8.61 (s,
2H), 7.61 (d, J= 8.1 Hz, 2H), 7.57 (s, 4H), 7.48 (d, J= 8.4 Hz, 2H), 5.76 (d, J,
_£=52.7 Hz, 2H), 5.58 (dd, J= 8.4,10.3 Hz, 1H), 4.94 (dd, J= 8.4, 10.3 Hz, 1H),
4.41 (dd, J= 8.4,8.4 Hz, 1H), ; EI/MS 433 m/e (M*)O

ggoano
gogobooogooboiodd—00000b0000o0bboogooobooooobooooooan
gooan

goooooao
oooooDnoD

10

20

30

40



(30) JP 2012-136524 A 2012.7.19

OoooQoO
0000000000 —00000000000000000000000000000
0000000000000 00000000O0D00000000000000 go000
00Omp 84-86 ° C;TH NMR (300 MHz, CDCl3)d 8.49 (s, 2H), 7.72 (d, 2H, J= 8.4 Hz
), 7.06 (d, 2H, J= 8.4 Hz), 5.45 (dd, 1H, J=10.3,8.8 Hz), 4.85 (dd, 1H, J= 10. 3
, 8.4 Hz), 4.29 (dd, 1H, J= 8.8, 8.4 Hz); EI/MS 386 m/e (M*) ; Cy,HoF,N,00 O O

000O0O0OO0D0O0: C, 43.55; H, 2.35; N, 7.25; 000 : C, 43.46; H, 2.40; N, 7.17

ooocoobOoooooooooooan
gooooo0ogooooofd—00000bb00g0goobboogoooboogoooboooooan
gogobboooobob—00b0boogooooooobbofodd

ooao
oo

0
NN CF3

F

oooooo
0000000000000 000000000000000000000000000
00000000000 mp 136-138 ° C;*H NMR (300 MHz, CDCl3)d 8.50 (s, 2H), 7.69

(s, 4H), 7.62 (d, J= 8.4 Hz, 2H), 7.43 (d, J= 8.4 Hz, 2H), 5.56 (dd, J= 8.4,10.
1 Hz, 1H), 4.92 (dd, J= 8.4,10.1 Hz, 1H), 4.39 (dd, J= 8.4,8.4 Hz, 1H) ; EI/NS 4
04 m/e (MY)O
oooooo

0000000000000 00000000000000000

goooan
gooodaad
goooano

F O

Dooo0QoO
0000000000000 000000000mp 92-95 ° C;*H NMR (300 MHz, CDCly)
5 8.50 (s, 2H), 7.60-7.57 (m, 4H), 7.40 (d, J= 8.1 Hz, 2H), 7.28 (d, J= 8.1 Hz,
2H), 5.55 (dd, J= 8.4,10.2 Hz, 1H), 4.89 (dd, J=8.4,10.2 Hz, 1H), 4.38 (dd, J=8.
4,8.4 Hz, 1H); EI/MS 420 m/e (M*Y)O

goooooobobooooobooogoooan

10

20

30

40

50



(31) JP 2012-136524 A 2012.7.19

oo[poooooooo—googoooopooooooooooooD—00g0oo0ooog
oog0go00jpooooogoogooooogoogoogooodg

|
O

00000000 —00000000000000000000000000000a0
Ooo0o0O0oO0oQgooao
Oooo0O0o0Ooaod
OoO0o00a0o
OH
c Q
[y N
N/GI Br
gooo0oOoaod
oooo(@oooo)H)oooooooboOoUoooDoDUoooboDoUOoobDoDooooao
gfdooooooogogo0oouogopooooogo0poboDotyo oo oD ooy oD ooooOoDoao
gooooQ0ooooo0ooooooootooooooD oo ooOopoD oo oooooao
go0doo0og0oooogggogoooyggoooyggyggooyygpoD ooy ooy oo ogooao
gofdooooooogogooouoygotooooogogoboooyo oD ooy oD ooy oo ooooOooao
oooobObOO0OO0DO0oooooobObObOb0oO0ooooooobDDbOb0OO0OO0o0OonanbceHCO 00
gooo00o0LLOooooooooo0oooooooo oo oo ooboboooooaoao
goooo000o0ooao NaZSO4D oboobDDbDCHCO,00000000000000000
ooocooDbOOO0oDOooEeEt,O0000DODO0DO0O0O00O0OOOODODODOOODOOOOOoDoODDOO
0000000 D000mp 192-194 ° C ; ;1H NMR (DMSO-Dg) 6 2.45 (s, 3H), 3.88-3.97

(m, 2H), 5.40-5.46 (m, 1H), 6.66 (d, 1H, J= 7.0 Hz), 7.21-7.39 (m, 3H), 8.50 (s
, 2H); EI/MS 404 m/e (M*)O

ooppooooooob—0o0oooooooooboo ,00boo00—-00g0o0oooboao
ooo0oogolooooooooooogooooooood
gooodaad

gogooan

N =
I Br

00000
CH,CO , 0000000000 [0O0000O000—0000000000000000
000000000000 00000000000000000000000

000000000000 000000000000000000000000
0000000000000 00000000O0000000000000
00000000000 ,0000000000000000000000¢0

CH,CO ,00 0000000000000 0000000000000000

0000000000000 00000000O0000000000000
0000000000000 0000000000,00000000000
0000000000000 000000000000000000000mp 93-
95 0 ;*H NMR (300 MHz, CDClg) & 2.32 (s, 3H), 4.17 (dd, 1H, J=8.7, 8.7 Hz), 4.9
4 (dd, 1H, J= 8.4,10.4 Hz), 5.65 (dd, 1H, J=9.7j 9.7 Hz), 7.32-7.39 (m, 3H), 8.6
0 (s, 2H); EI/MS 386 m/e (M"); 0 ,.0,,0001, 0, ,000000000000000

OoOooo0ogoao

O 0Oo0oooo
O 0OoOooo

a
O
O
g
u
O
g
a
O
g

Oooo0oogoood
Ooo0oo0Oo0Ooood

10

30

40

50



(32) JP 2012-136524 A 2012.7.19

gfdooooooogogooouooggtooogoggpoDooyo b ooy ooy oo ooooOoDoao
oooao
gfo0dooouooouougoggooboouogoodo
godpooogoooogogogoouogogpooogoogoopobotooyo b ooy pDbD oo o ooooOoDoao
gooooo0ooooooooto0—0O0O0oDOooooooooooooao
Ooo0o00ogadg
Oo0o00ao
I )

ad

NP
OoooO00Ooaod
gfdooogogooogoggoouUooyggoooyggyggooyUyggpoD ooy ooy oo oouogDooao
goooooooogogooouoggpooooogoopobotooyo b ooy Doyt oooo0oDoboao
ooocooObObOoooo,0os0b0b000000o0oocoobObobobooooooooobooOoan
go0doo0og0oooogggogoooyggoooyggyggooyygpoD ooy ooy oo ogooao
Ooo0o0o0ooggao 3D 4D godooouooooogogpoouogoggoooouoggpoooouooooogao
gooo0o0Q0ooooo0oooooo0oouUooooooD oo oOooOoooooao
oooobObOO0OO0DO0oooooocHCh,00o0bObLLcoobboboooooooooboan
Ooo0ooogOoooggao CHZCD ZD 000wt ooggpoouoogooououogoooogDbao
Ooo0o0o0ooOogoao Na2304D gfodooo0ooooouogopoouogoponooouoguopoDouoogooodg
ooocoobobobooooooooobbbooooo,oooooooooooooooobooao
gfdooogogooogoggoouUooyggoooyggyggooyUyggpoD ooy ooy oo oouogDooao
0 T 41 J 22 s I ¢ M C;l

H NMR (300 MHz, CDCl3) & 2.46
H, J=8.2, 10.4 Hz), 5.78 (dd,

1 (dd, 1H, J= 1.8, 8.0 Hz), 7.

; CooHisClLFaN,00 000000
8.54; H, 3.35; N, 6.170

gogboboocoooboboooooan

gooooao
gooooao
goooano

gooooao

O\/

(s, 3H), 4.28 (dd, 1H, J=8.2, 9.0
1H, J= 9.0, 10.4 Hz), 7.45 (d, 1 H, J=1.8 Hz), 7.5

Hz), 5.01 (dd, 1

59 (d, 1H, J= 8.0 Hz), 7.70 (s, 4H), 8.63 (s, 2H)

ooooz:C, 58.55; H, 3.35; N, 6.210 000 :C, 5

ugoooooobboaod

0000000000000 00000000mp 127-1290 ;*H NMR (300 MHz, CDCIy)
& 1.45 (t, 3H, J= 7.0 Hz), 2.43 (s, 3H), 4.08 (q, 2H, J= 7.0 Hz), 4.28 (dd, IH,
J= 8.6,8.6 Hz), 4.98 (dd, 1H, J=8.2, 10.4 Hz), 5.65 (dd, 1H, J= 9.2,10.2 Hz), 6.

10

20

30

40



(33) JP 2012-136524 A 2012.7.19

96 (d, 2H, J= 8.8 Hz), 7.40-7.47 (m, 3H), 7.51 (d, 2H, J= 8.8 Hz), 8.62 (s, 2H);
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