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/ \

(4-F & A X H)(1-F A-1H-%%-2-4)- F &7

B—4% 5 %(0.06 £ F)N-F Lako8 & 13.3 %,(0.078
EHM-FEARFTEHAN 50 EA8KF R BERNER
PR —ERARBEREBRERSMBR - Ak
# 40 £ 20% 3-—F E AR/ EAEN H,O AL RE
MW A5 b4 - WA LR ERAMRAERA IN 2 HCL
NaHCO; > K » B KF R E 2 E (MgSO,) - # & & »n
EEPABER AT CETALELAR > 52368 14
B KB 66-68C ;
% 3#(CH,-Cl)m/z=216(M+1) ;
NMR(CDCl,)d 7.85(d, 2H) ; 6.9-7.1(d, s, 3H) ; 6.7(d, 1H) ;
6.15(d, 1H) ; 4.1(s, 3H) ; 3.9(s, 3H) ¢
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C H N
C,;H;;NO, Z. 3t & : 72.54 6.09 6.51
£ aE  72.59 6.06 6.43

K 1) 2

REZEH 1 288 FABTHTHARD 4-FAREA
RATHBA > TEARTHES
C-fEK)1-F A-1H-wt8-2-K)-F &8 : 58 A 55-57C
(1-F A-1H-wkw8-2- 55 )(4-24 R X K)-F 87 - 152 4 148-150°C
G-£F2A)1-FA-1H-wbo5-2-4)-Faa : #H¥A 115-116C
(0.04 Torr)

Cl
Ty S
Cl o T

54-— R X FEEA)-1,4-— F A -1H-0k o8 -2-5 B T 85
#—4F 50 %(0.276 ¥ F)1,4-— F K -1H-vk o5--2-B4 &%

LB R 64 #£(0303 EENA-—REFEHEAN 310 A=

FRZERNDNEA PR R msh 4 & AHk B—2F

-—FABARAR®N HO 2 20%ERMmALHHE 1 )

o MAMER IN 2 HCl X ABAERSKR » 385
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BE P RAESBER 32 7939 LAY P B EA 90-92C
% #% (C1-CH,)m/z=354(M+1) ;

NMR 300MHz(CDCl,)d 7.5(s, 1H) ; 7.3(dd, 2H) ; 6.0(s,

1H) ; 4.2(q, 2H) ; 3.9(s, 3H) ; 3.65(s, 2H) ; 1.6(s, 3H) ;
1.25(t, 3H) °
C H N
C,,H,,CLLNO, Z 3t H {8 : 57.64 4.84 3.95
KA 57.52  4.60 3.80

Cl

/ \ OH
c [ T
5-Q4-—f X FER)-1,4-— F A -1H-vh &8 -2- 5 &%
#—47% 2.38 £H#H(l.1eq)Zz IN NaOH 3% & ho 8] — 4
A 76.89 %(0.217 EH)5-Q4-— R EXFEHA)-1,4-=F %-
1H-vt o8 -2-B5 B T EBS(3)P 750 ZH EKLEBEZHRER
P o RAMMNE R T 20 24k o BRESEE N 2
HCUA T A — LB ER=ZKR - B AHKRHAK (AR) >
BRER > EHHEMeSO0,) HEEFHREHAR &
I-Bem BXhlBTELEER 53 63.05 LA
M . Y585 A 140-143C
% 3% (CI-CH,)m/z=326(M+1) ;
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NMR 300MHz(Me,SO-dg)d 7.8(s, 1H) ; 7.6(m, 1H) : 7.4(m,
1H) ; 6.0(s, 1H) ; 3.8(s, 3H) ; 3.75(s, 2H) ; 1.45(s, 3H) o
C H N
C,sH,;CLLNO, Z 3t B 44 : 55.24  4.02 4.29
K AE : 5547 3.84 4.29

Cl

(> Di- 208 3o o diba B N B b B o3 )

Sy U ——— sl ’._ !

/ \

Cl N

(2A-—fFXH)A35-=Z=FA-1H-1%5-2-%)-F &7
B — 4K 62.69 #%(0.18 XF)5-Q4-—RAXFaEKX)-
1,4-= ¥ A& -1H-wt o8- -2-85 B (4)% 550 £ ABZBERNE
AP BB R > RBEBEKRY - BERA_CLRER=
R oo MEEERELM NaHCO,» KA RBAFE % » ¥ 3%
(MgSO,) - REZTHERAH  FE-—BEBER KX
MPRABOLRTELLHER BB A 96-98°C ;
% 3# (C1-CH,)m/z=282(M+1) ;
NMR 300MHz(CDCl,)d 7.5(s, 1H) ; 7.35-7.2(m, 2H) ; 5.8(s,
1H) ; 3.9(s, 3H) ; 2.25(s, 3H) ; 1.6(s, 3H) -
C H N
C,H;;CL,NO z 3t H 14 : 59.59 4.64 4.96
FRE :59.79  4.39 4.92
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K56
2-f-1-[5-(2,4-— R X F 8K )-1,2,4-= F A -1H-ab % -3- K |-
Y|

#— 4K 48.65 %(0.17 EFH)24-—R KX K)(1,3,5-=
FRA-IH-wkwg-2-K)-FEHG)MN 480 £ 12-—RILKZE
RS KB P 3 it 4% 53.5 %,(0.425 B F)z AICL, 5 @ Kk fu
A o —fr 335 40425 EF)RCEHBAEFMmMA - B
RKSEHRENERTRIFE 3 DEF - wA 10 53 AICL, 2
Ot REEFBR - FREAMEIZ IN 2 HCl/KF &
BABR - BLARKERA—RFRERAR - BAEHKRY
A Bt 3% A K > NaHCO, » kK » & B K #F %k » 3 2 k%
MgSO,) - WEEZFTHBERABREIRATHFTEARIRT
BELSER 2 5350 A4 B A 100-102T ;

% 3#(C1-CH,)m/z=358(M+1) ;
NMR 300MHz(CDCly)d 7.55(s, 1H) ; 7.4(s, 2H) ; 4.4(s,
2H) ; 3.7(s, 3H) ; 2.5(s, 3H) ; 1.9(s, 3H) -

C H N
C,H,NO,z 3+ B 4 : 53.58 3.93 3.91
B8 ¢ 53.48 3.81 3.93
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Cl. N

1-[5-2,4-— R X F 8 A)-1,2,4-= F & -1H-0 % -3- % ]-2-(1-

N Ak X)L
#—4% 8.0 %(0.022 ¥ F)2-f-1-[5-Q4-—R KX F &

$£)-1,2,4-= F A -1H-%-3-£1-Z 8 (6) & 4.64 & #(0.066
FE)NA RN 130 B 2-REZIFERAERF 1.5
N o REAIFLENEZTHERAE - BEREN=C
Bt R KZ P ot A#ERA IN 2 HCl FRM\ K - #
BEEBREBEBFERARKE AN T URIL - BREY
Aol ERIEFRERAK S BB KFRL R
MgSO,) - REZFH BB AR  HADBLALAKE
tdh 2-ABETHERLER FE 597 A BEA
177-179C ;
% 3£ (C1-CH,)m/z=393(m+1) ;
NMR 300MHz(Me,SO-d¢)d 7.85(s, 1H) ; 7.6-7.5(m, 2H) ;
4.7(s, 2H) ; 3.8(s, 3H) ; 3.6-3.4(m, 2H) ; 3.2-3.0(m, 2H) ;
2.6(s, 3H) ; 2.0(br s, 4H) ; 1.8(s, 3H) °

C H N

-20-
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A7
B7
B~ BB (1)
CH,,CLLN,O, Z 3t B f& : 55.22 5.87 6.05
TR - 55.06 5.89 6.05
Kl 8
ERER 1| 2BRIKABEHFEARERETFERE
QA4-—fHEA)1,3,5-ZFA-1H- k&8 -2-£)-FHABEH
V-REBERAARSRCEEAATHETIAMHB-1 £ 8-9):
i
R? l——(CHz)
NTI N~ R®
0 g
R Ar R R2 RS n
8-1 p-CIPh CH3 H H 1
8-2  p-CIPh CH3 CH3 CH3 1
8-3  o-CIPh CH3 H H 1
8-4  p-CH30Ph  CH3 H H 1
8-5  p-NO2Ph CH3 H H 1
8-6  m-ClIPh CH3 H H 1
@ 8-7  p-CIPh H H H 1
a 8-8  p-CIPh CH3 H H 3
" 89  pcCl CH3 CH3 CH3 4
7t
A
A
|
T RBP4 TF
#
/a\
1
i

RUGRREERA ¥ BB RAZHE (CNS)A4 #4# (210 x 297 M%)

(o b s o i decoke e (B e e 155 O )

e @ mmm e
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B
)

A0 P SR Oou 3 HOme o e 3 o ol 9% 3

A7
B7
B~ BEAGREA (1 20)
RAS O IEEs j: Ie£2 X, E A/
. °c A FaME
8-1 163 68.1 C14H11CI2NO2  C,56.78; H,3.74: N,4.73
C,56.63; N,8.82; N,4.63
8-2 141-143 31 C16H15CI2NO2  C,59.28; H,4.66; N ,4.32
C,59.32; H,4.73; N,4.33
8-3 121-124 91 C14H11CI2NO2 C,56.78; H,3.74: N,4.73
C,56.72; H,3.66; N,4.70
8-4 157-159 90 C15H14CINO2 C,61.76 H,4.84;N,4.80
. ' C,61.51; H,4.70; N,4.69
8-5 173-176 60 C14H11CIN204 C, 54.83; H,3.61; N,9.1
C,55.11; H,3.70; N,9.10
8-6  116-119 67 C14H11CI2NO2  C,56.78; H,3.74: N,4.73
C,56.87; H,3.83; N, 4.77
8-7 196-197 91 C13H9CI2NO2 C, 55.35; H,3.22;: N,4.96
C,55.76; H,2.84; N,4.86
8-8 95-97 39 C16H15CI2NO2  C,59.28; H,4.66; N,4.32
C,59.44; H,4.24; N4.24
8-9 60-65 79 C19H21CI2NO2  C,62.30; H,5.78; N,3.82
C,62.35; H,5.74; N,3.75
x#9
RAKH T 2 BREAKR W E 1-(5-% 8 Aok 53 1)-
B R A 2--1-[5-24- = RA FEEK)-1,24-Z F &-
IH-wt 2% -3-K - B A @ g e BARE XN Abr > T4F 2
T A EMO-1 £ 9-38) :
HRALT
22-

AEIRREBA FBBERERE (CNS)AL A& (210 x 297 2% )
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o
~

BT PV % oo 0 e I e TP e o 9 3%

A7
B7
F o~ ZREARER (21)
O R4
2 | —N’
R _(CHz)n \R5
Ar 7\
N~ R®
O é1
5% 78 R1 R2R3 R4/RS Ar
9-1 CH3  H/MH D p-CIPh
9-2 CH3  CH3/CH3 /—\O p-CIPh
\__/
93 CH3 CH3/CH3 C p-CIPh
CH,CH,
9-5 CH3  CH3/CH3 (:‘ p-CIPh
96 CH3  CH3/CH3 /cN p-CIPh
2
9-7 CH3 CH3/CH3  H/ p-CIPh
CH,
CH,
9-8 CH3  H/H / \O p-CIPh
__/
-23-

AEGRRZER P FAZE (CNS)A4 #.46 (210 x 297 %)

( >of-Di- 2k B4 S ik ale ¥ (N B s 1R S )

ey e



562797
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)

HED R O>om B H Ome I e P o of 9 3§ 3

A7
B7
B~ BERWER (22)
9-9 CH3  CHg/CH3  CH4/ p-CIPh
9-10 CH3  H/H C  0-CIPh
9-11 CH3  H/H Q p-CIPh
9-12 CH3  H/MH (] ' o-CIPh
0-13 CH3  H/MH CH, p-CIPh
\_<O
CH,
9-14 CH3  H/MH -4 o-CIPh
9-15 CH3 HMH p-CIPh
EOH
9-16 CH3  H/MH p-CIPh
9-17 CH3 HM /=N p-OCH3Ph
&
9-18 CH3 HH /\———> p-OCH3Ph
-24-

AEFRREBA A B RAZE (CNS)A4 45 (210 x 297 %)
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e
A

2T R T o) B0 H w3 e TP gl o 9 3%

A7
B7
FBHERHE (B)
9-19 CH3 H/H 7\ o-CIPh
O
\/
9-20 CH3 H/H /\ p-NO2Ph
o}
\_/
9-21 CH3  H/MH D p-NO2Ph
9-22 CH3 HH p-CIPh
o
CHj;
9-23 CH3 H/MH C> m-CIPh
9-24 CH3 - H/H G m-CIPh
9-25 CH3 HH /\ m-CIPh
)
\_/
9-26 H H/H (j p-CIPh
9-27 H H/H /\ p-CIPh
0]
\_/
9-28 CH3 H/H H/CH,CH, p-CIPh
9-29 CH3 HH CH,CH 4/ p-OCH3Ph
CH,CH,
9-30 CH3 H/H (:l p-ClIPh
-25.-
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#E-D P >l 3 H om0 e 3 of K S

A7
B7
F o~ AR ()
9-31 CH3 HMH I—:’ p-CIPh
9-32 CH3  CH3/CH3 CH,CHy/ p-CIPh
CH,CH,
9-33 CH3  H/MH (:' p-OCH3
9-34 CH3  CH3/CH3 CH,CH 4/ 2,4-diCIPh
‘ CH,CHj,
9-35 CH3 CH3/CH3 CHj/ 2,4-diCIPh
CH,
9-36 CH3 H/H CH, p-CIPh
)=N
2
9-37 CH3  CH3/CH3 CH,CH 4/ p-CIPh
CH,CH,4
9-38 CH3  CH3/CH3 :> p-CIPh
9-39 CH3  CH3/CH3 G 2,4-diCIPh
9-40 CH3  CH3/CH3 H/CH,CH, p-CIPh
-26-
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B
)

D P obom 3 mo Jo e S g o 2% 3

A7
B7

B~ AR ()

HRAwTF -
3 b5 X,
KA °C

HEAE/
£ R

NAZ

Rxn "'& Hl]

9-1  114-116 C19H21CIN202

9-2 96-98 C20H23CIN203

9-3 102-104 C21H25CIN202

9-4 182-185 C18H21CIN202-
HCI

9-5 115117 C20H23CIN202

9-6 195-197 C19H18CIN302

9-7 210-213 C26H29CIN204-
HCI

9-8 131-135 . C18H19CIN203

9-9 155-156 C24H25CIN202-

C2H202**

9-10 169-171 C19H21CIN202-
C4H4q04*

27-

66.18, 6.14, 8.12
66.45,6.12,7.9

64.08, 6.18, 7.47
64.14, 6.16, 7.38

61.62, 6.40, 6.84
61.58, 6.67, 6.64.

58.54, 6.01, 7.51
58.57, 6.00, 7.66.

66.94, 6.46, 7.81.
67.10, 6.40, 7.76.

64.14, 5.10, 11.81

64.02, 4.99, 11.75.

61.78, 5.98, 5.54
61.70, 5.92, 5.48

62.41, 5.53, 8.09
62.44, 5.91, 8.05.

62.59, 5.45, 5.54
62.56, 5.62, 5.61

59.94, 5.47,6.08
59.68, 5.40, 5.98

i-PrOH

EtOH

EtOH

i-PrOH

i-PrOH

i-PrOH

i-PrOH

i-PrOH

i-PrOH

RUERRZEHA FEHBEEEE (CNS)AL R (210 x 297 %)
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(o i 2 o it e ok |6 (B e e 1 O )

A7
B7
B~ AR (%)
9-11  195-198 C20H23CIN202- 60.08, 6.18, 7.01, i-PrOH
HCI-0.25 H20 H201.13
60.02, 6.16, 7.01,
H201.29
9-12 113-116 C18H19CIN202- 58.87,5.49, 7.63 i-PrOH
HCI 59.02, 5.53, 7.58
9-13 258-260 C20H23CIN203- 58.40, 5.88, 6.81 i-PrOH
HCI 58.17,5.85, 6.76
9-14 248(d) C24H27N202- 63.79, 6.36, 6.20 i-PrOH
HCI-0.25H20 63.79, 6.31, 6.10,
H200.25
9-15 87-88 C19H21CIN203- 57.93, 5.28, 5.87 i-PrOH
0.8C4H404-2/3 57.46, 5.54, 5.83,
H20* KF4.43
9-16 211-213 C21H25CIN202- 60.95, 6.45, 6.77 i-PrOH
HCI-0.25H20 61.13, 6.51, 6.90
9-17 136-138 C18H17N303 66.86, 5.30, 13.00 i-PrOH
66.90, 5.31, 12.87
9-18 190-192 C20H24N203- 63.74, 6.69, 7.43 i-PrOH
HCI 63.55, 6.66, 7.34
gi
}i} -
e 9-19 125-127 C18H19CIN203 62.34, 5.52, 8.08 i-PrOH
4o
3 62.57, 5.49, 8.04
7t
% 9-20 141-143 C18H19N305 60.50; 5.36; 11.76 i-PrOH
B .
I 60.59; 5.24; 11.67
W
z 9-21 225-227 C19H21N304 58.24, 5.66, 10.72 i-PrOH
i HC 58.20, 5.79, 10.52
£
) -28-
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A7
B7
B FEAEHA (27)
9-22 105-107 C21H25CIN202 67.64, 6.76, 7.51 i-PrOH
67.67,6.74, 7.58
9-23 190-193 C19H21CIN202- 59.85, 5.82, 7.35 i-PrOH
HCI 59.92, 5.85, 7.41
9-24 243-245 C18H19CIN202- 50.13, 4.67, 6.50 B4
HCIO4 50.21, 4.65, 6.50
9-25 198-200 C18H19CIN203- 56.41, 5.26, 7.31 i-PrOH
HCI 56.49, 5.24, 7.30
0-26 242-245 C17H17CIN202- 48.94, 4.35, 6.71 i-PrOH
HCIO4 49.01,4.38,6.72
9-27 173-176 C17H17CIN203 61.35, 5.10, 8.42 i-PrOH
61.21, 5.13, 8.59
9-28 259-262 C16H17CIN202- 55.58, 5.39, 8.10 i-PrOH
HCI-0.25H20 55.93, 5.56, 8.07
9-29 165-168 C19H24N203- 62.55, 6.91, 7.68 i-PrOH
HCI 62.25, 6.93, 7.60
9-30 118-122 C18H19CIN202 65.35, 5.79, 8.47 B
65.29, 5.85
9-31 173-1%5 C17H17CIN202- 56.10, 4.71, 6.89 i-PrOH
C2H204 55.71, 4.68, 6.82
9-32 176-178 C20H25CIN202 58.31,5.91,5.18 i-PrOH
1.5C4H404 57.96, 5.85, 5.18
0.1EtOH*
9-33 114-115 C1gH22N203- 61.07, 6.53, 7.50 i-PrOH
HCI-0.6H20- 60.74, 6.83, 7.29
-29.
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Farol BIHE

T P S O B2 H w2

A7
B7
A~ BEBAIEA (2%)
9-34 165-168  CpoH24CIoN2O2-  56.37, 5.52, 5.48 i-PrOH
C4H404* 56.34, 5.70, 5.43
9-35 119 C18H20CIoN20 51.75, 5.48, 6.55. w3
HCI-0.75H20 H203.71
51.77, 5.44, 6.71,
H003.31
9-36 218219  C1gH{16CIN3O2 63.25 4.72, 12.29 i-PrOH
63.20, 4.82, 12.27
937 71-73 C23H31CIN202 68.56, 7.75, 6.95 B
68.52, 7.86, 6.90
9-38 177-178  Cp4H31CIN2O2-  63.33, 6.64, 5.28 i-PrOH
C4H404* 63.25, 6.67, 5.23
9-39 177-179  CogH22CIoN20-  55.22, 5.87, 6.05, i-PrOH
HCI-0.4H20 H20 1.55
55.06, 5.39, 6.05, 1.56
H20 1.56
9-40 259-262  CqgH{7CIN202.  55.58, 5.39. 8.10, MeOH/
HCI-0.25H20 H20 1.30 EtOH
55.93, 5.56, 8.07,
H20 1.39
K4 10
cl [\
N
0 |
-30-
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A7
B7

AT P S oo 3 H Ome e B e o 9% BN

B BRBARHA (P)

#£-1-(1-F & -1H- 8 -2- % )- 2 &

#—42A 15 5x(0.186 EHF)N-F A8 R 192 £
(0.186 ¥ E)R T & A7 600 £ &K THF Z B RN EHK
PhHBEER —RRARCRERERLESMBR - Ak
HAEBMA K IN 2 NaOH » K » & B K F % & 3 #E
(MgSO,) » B A% > 38 312 L2 % EB 8 B (H
#2) % 280°C ;

NMR 300MHz(CDCl;)d 7.05(d, 1H) ; 6.95(s, 1H) ; 6.2(m,
1H) ; 4.5(s, 2H) ; 3.9(s, 3H) «

K 4 11

Cl

c /

—Z

2-F-1-[4-4- A X FaaAK)-1-F K-1H-9k8-2-K]- L &
B—4HF 30 £(0.19 3 F)2-F-1-(1-F &-1H-w o5 -2-
K)-2 8 (10)%» 180 £ 1,2-= R TR (DCE)Z B &7 & |
SE PR RSP A EL K 60 5T AICL(0.45 ﬁﬂ)ﬁa
o I 10 péEfL 0 -S4 A 24 £F(0.19 EF)M-AXK
FEERN 110 24 DCE ZBERZ BN - FARKEHBHRILE

HRENERFHBR - FRESE AN IN 2 HCIK ¢ 34
-31-
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A7
B7

22 23 e 356 H oo 2 e B e ot 98 3 S

pEaty

B BRHFA (30)

SABRA_RTRER=ZRKR - BFEBRBERSH > AK - IN
Z NaOH: Kk > REXKF%k » £ EMgSO,) > A E P
HEBAR R -—BEB HXhBRBRCLE/FARIK
TAESER 152 2767 LB BB A 130-1327C
NMR 300MHz(CDCl,)d 7.8(m, 2H) ; 7.6-7.4(m, 4H) ; 4.5(s,
2H) ; 4.0(s, 3H) °
C H N

C,H,CLNO, 23+ 14 : 56.78 3.74  4.73

FRME 5672  3.76  4.73

K 1 12

Cl

C/N / \

—Z

1-[4-(4-F X FagA)-1-F A -1H-wb o5 -2- K ]-2-(1- X %"
%)z

#—ah 4 7(0.013 EF)2-F-1-[4-(4-R K F 8k &)-1-
FA-TH-w%-2-£]-28(11)& 4.08 £#(0.039 ¥ F)x &
e 60 BH 2-REZERNBD AP 1 heF o R ERE
EPRAEBABERAEN _CE/THF PRR - A K>
REBAKRFR > LHEMgSO,) - BEB AL F2—BE

_32-
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#E-T P T Ol 3 H O 3 e D G o SR

A7
B7

B BB (1)

Elig > #xd 2-AETYHLEHER 532 365 124
Mt ¥EE A 129-130C
H 3 (C1-CH,)m/z=345(M+1) ;

NMR 300MHz(CDCly)d 7.8(m, 2H) ; 7.6(s, 1H) ; 7.45(d,

2H) ; 7.35(s, 1H) ; 4.0(s, 3H) ; 3.6(s, 2H) ; 2.5(br s, 4H) ;
1.6(m, 4H) ; 1.4(m, 2H) o
C H N
C,oH,CLLN,0, Z s B 14 : 66.18 6.14  8.12
K AME 6625 6.16  8.08

K#13
EEEN 12 282 FREEBRAENA®E > T
WETHAEY:

Cl
o {( * HCI
N/ N

1-[4-(4- F K T 86 R )-1- F S - 1Heott 25-2- 3 ]-2-(1-7 78 o L )-

LB 8RB B (13-1)
Y5 25 % 264-267C -

C H N
C,sH oCLN,O, Z 3+ B 4 : 56.41 5.26 7.31
=8| 56.14 5.50 7.17

-33-
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A7
B7

P w3 H w3 e 3 s of 9% 34 iy

25

B~ BB ()

0

Cl

C/N / \ * HCI

N
o |

1-[4-(4-f X F oA )-1-F A -1H-ab o5 -2- 4 ]-2-(1- X A% =

A)-T 8 & f B B (13-2)
¥ 8 A 265-267°C ©

C H N
C,sH,,CIN,0, « HCl Z. 3+ B {4 : 58.87  5.49  7.63
A8 : 58.83  5.66  7.54

K 4] 14

* HCI

/

4-(b B og-1-2)-1-[5-(4- B ox-1- X X FaE£)-1-F £ -1H-

ks -3-K]-TER QA8 B

# 10 #(0.03 FE E)4-&-1-[5-(4- A KX FEEH)-1-F K-
-34-

AHIRREEA P BB RAZE (CNS)AL 4% (210 x 297 %)
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A7
B7

B BEHBA ()

1H-wt o8- -3- K - TER X 4k S A B] 18 £ #(0.216 ¥ H)up ok og

FEBRAOMN AT s 4 N RAEFHER RS
BHEER ELO BH - 52 AWBE B R B ASE R A& ;
) HCl £32/3% — 8 - & CH,CN + B& 2 H & > 433 4
1.18 % (9% % £)% & B 2% : 2 % 203-206C o g
'HNMR (Me,SO-d,)d 1.85-2.05(m, 10H) ; 2.87-3.05(m, 4H) ; s
3.1-3.15(m, 2H) ; 3.3-3.4(m, 4H) ; 3.45-3.55(& s, 2H) ; %
3.9(s, 3H) ; 6.62(d, 2H) ; 6.96(s, 1H) ; 7.72(d, 2H) ; 7.92(s, 2
1H) - i
C H N i

C,,H;;N;0, - HC1 0.4CH,CN z 3+ £ 14 : 66.73 7.50 10.67

ER4E : 66.34 7.43 10.33

K Bl 15
H

o= |

Cl Q N—<

O i

]\

o)

2-[(M-F 88 K ) K- 1-[5-(4- K F 8 A)-1-F A-1H-54 % -
3-%1-T 8

#—4A 10 £(0.034 ¥ F)2-f-1-[5-(4- K T 6 &)
1-9F & -1H-wt8-3-X]-28 & 3.8 %(0.04]1 ZEF)—_F &L

-35-
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D P o oOom B H omo Ju e P o o 9 3§

A7
B7

I~ BB (3)

BRI 80 EACHZARMNERAT D M mMABR ° iv
ANBIE 2.0 AAHZ_FEHABBMIEEZLER AR 1.5
B REZYHEBAER HATRBE-HAZEW
Bo3:1 Tk AFE 21 S AEF) 53 618 %
Z BB - 58 A 279-282°C -

260C 4% -

% 3% (Cl-CH,)m/z=333(M+1) ;

NMR 300MHz(CDCl,)d 9.0(s, 2H) ; 7.8(d, 2H) ; 7.55(s,
1H) ; 7.45(d, 2H) ; 7.1(s, 1H) ; 4.85(s, 2H) ; 4.1(s, 3H) -

X 1 16

/\ * HCI

N
|

2-BR R -1-[5-(4- B X FEEA)-1-F A-1H-%-3-K]- 2 8 &
88

% 6.18 %(0.0186 3 F)2-[(* 7 & 4 )i & ]-1-[5-(4- &
XFEBA)1-FA-1H-8-3-A]- 2 8#» 5%HCI/EtOH +
BH IR K05 2GR HCl m AN BB RE BT
2 R-BBEXUERR BEHUNADRZFETR#EL
EBEIRERZHEREEZEZ - BERANEZEERD
AL WEBRR  AABOTEAERR  F3 4

.36-
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A7
B7

B BERARA ()

A4 e A 290C (2 M)
H 3 (CH,-Cl)m/z=277(M+1) ;
NMR (Me,SO-d¢)d 8.2(br s, 4H) ; 7.85(d, 2H) ; 7.6(d, 2H) ;
7.2(s, 1H) ; 4.3(s, 2H) ; 4.0(s, 3H) ©
C H N
C. HsCIN,O, - HCl 3+ £ {5 : 53.69  4.51 8.94
FAME 5391 441 876

(o Pi- 2k B4 B ke % (VB b R O )

F -0 P oo 3 H w3 e 3P o o 3 1R

-37-
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TR O ¢ H om0 2 e X S S

AS
B5
W PXEAEE (A2 ANSERNEBRERZI FHBARERLLSE )
#a
AERAGLHN B ELEFRAN LR R ERZ F AR
Btk 48 HOFEN LB RBRERBZAR o
RXHENHE (BRZILAE )

Aroyl aminoacyl pyrroles for use in the
treatment of neuropathic pain

ABSTRACT OF THE INVENTION

Aroyl aminoacyl pyrroles are pharmaceutically useful in treating

neuropathic pain, which includes utility for the treatment of neuropathic pain. .. .-

2.

St g9

R
i

!

I T :13: T‘ﬂi
pi s e
{
‘f;»,w\)

AR IR RUE 8 B B RARME ( CNS ) ALK (210X 2972 % ) 89074(9ORTMH)
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