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Oil; 'H NMR(DMSO) 7.50 - 7.29 (m, 11 H),7.17(d, 1 H, J = 8.4Hz), 7.05
(d, 1 H,J =24Hz),7.02 d, 1H, J = 2.4Hz), 6.93 - 6.85 (m, 2 H), 6.75 - 6.65 (m,

4H), 5.14 (s , 2H), 5.13 (s, 2H) , 5.07 (m, 2 H), 392 (t,2H,

J = 59Hz), 2.55

(t,2H,J = 59Hz), 2.42 - 2.29 (m , 4 H), 1.94 (s , 3H), 144-140(m,4H), 1.38

- 1.34 (m, 2H).

Bl RM133 3- | -2-(4-F 3 -% #)-1-

(4-(2-

off B OgE -1-% -Z KB )-F &)

(s, 4 H); IR (KBr) 3400, 1625, 1475, 825 cm~1; MS eI m/z 462 (\

mE kM REIMFTFER .

~1H-05 % -5-§ (HCL)

Mp = 233-235°C; 'H NMR (DMSO) 10.50 (s, 1 H), 9.88 (s, 1 H), 9.01 (s, 1 H), 7.30

- 7.20 (m, 3 H), 6.90 - 6.80 (m, 7 H), 6.68 (dd, 1 H, J = 2.4, Hz,

8.8 Hz), 5.20

(s,2H),422 (1,2 H,J = 4.8 Hz), 3.47 (1, 2 H, ] = 4.8 Hz), 3.10 (bm, 4 H), 1.90

Cxw Hxy CIN2 03 +1 HCl+.75H2 02 CHNEf & ¢
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Mp= 207- 209°C ; * H NMR(DMSO0)10.10
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A

(bs, 1 H),9.86 (s, 1H), 9.07 (s, 1 H), 7.26 (d, 2 H, J = 8.6 Hz), 722 (d, 1 H,J =
8.8 Hz), 6.87 (d,2H,J = 8.6Hz), 6.81 - 6.78 (m, 5 H), 6.65(dd, 1 H,J =8.8

Hz,J =2.2 Hz), 520 (s, 2 H), 4.27 (t ,2H,J = 5.0Hz),3.44 -3

37 (m, 4 H), 3.00 -

2.85 (m, 2 H), 1.81-1.60 (m , 5H), 1.41 - 1.26 (m ,1 H); IR (KBr) 3350, 1470
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j |

B M K 1685
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PRI RO H o - 53

A7
B7

BB (o)

EBI P TAERSRTIERARBELURFTREES &
CERARBEITZR, BHREZ2LED. BFTRAMNE

WM B 1272 R EHE 49,

W EHE4a
NH3+Cl-
Bn
DMF, ElsN | N
Bf + g /
OBn OBn
CAS# [20886-03-7] CAS #[51388-20-6]

AN

Rz -4 B A A EBZRKE (CN,

A\
N
! 0Bn

H
+ RiEG R T

o

CAS# [99847-87-7]

NaH | DMF

Bn
‘\@;&Q
) OBn

‘S 'K e 1 43 B 58

Cl

Cl)z w3 0%

WaM = &FEMMAI-RERREBE% 14 A E ., 1

% % # M & T (Fisher) i,
CASYR 8% [ 54696-05-87 0 4-% & # ¥ & m ¢
-h8-blZ2 M A EH . BB 1405 B R 7

_17_

MATEBI-TERXZEH

ASH Bk [51145
v EH

AUEREAAFTEBEARR (CNS ) ABLE (210X 29704 )
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A7
B7

PRT P RO M e e S e

B BB (k)

FLEHRUEEFRBEZWHIRE N 141, H &

£ HE S5,
i EHES

O
o~ )N s~
NH,

CAS# [51145-58.5]

B i 68RO 140

S-EB LAY 2ZERBEHERORRK 134,

AcOH 8
Example No. 140 ——
ZnClp

CAS# [54696-05-8)

EtOH, H+

I~

B e 6 4R 5% 141

4

g
4

% :l“-l

OBn

o

NH

® e G RO 140

am T

WEEGE TR, SARBEES 2B 03 %% 1414 % 8 N-
WMok P2 3-| IR (L1427 R

T -—EREL.
B3 s REED Z2HLURR.

-18-

AR LB TRERARE (CONS ) A4 (210X2970% )

(3mf P 255 ot bl il B N Brbesh B ok sk )



PRE P RO H w2 -

A7
B7

Ao~ BBRHEA (7))

oo s

B A RM 141

et

B f SR 134

S-WMEBL YD bR EEEIZER 1410 ET
s HAEBEBMRBR I RARBEERBE 2 R

.

TEE W 156 B G . Ml EH BB DINF
EAEBBRUEEFH YR IST, RiERHE4
PRI E AR % EYR®K 138,
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O@/—

Ci

BnO NCS BnO X
OBn — \[ \ OBn
N CHCly F f}l
H

H

HE B

Z/O
o
X

® Fror e
& B E M A

ZSCEBEEIS-REBGER IS, AR E LR S EE R
B THEH CASE SR ( 111728-87-1) 2 %% % B # {5 % & 4t

Ll gk
Z B

R WO 142
B R E 3
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PRI R D H o b P 6 R

A7

B7
Ao~ BB (5 )
B MR KT
0
BnO. 1Ch#m@o o CN
o OO~
" et | ' OBn
; H
1508r, /-—@-o
o N
HO/_Q_ R THF o ol
[111728-87-1P] B R OM 156
NaH
DMF
CN oN
" - BnO
mogE R E 45 K
oZ ;
O g

B AR 138

FEHZLaDHEEHN B EFAAER
VAEBER FTEEEMNE M. RELEY F

=B REH WA,

B MBSO 157

MR
2 EL A
SR

MENHEVEERABYEE TS AE T 28 55 2,
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A7
B7

A BB (1])

HERIAFLEDIHEEE.E, HOARGERHEN S
ABEMBEEIRZT (EELHUHEDBROEME PR
HRHZERRKRBRERE . HATFERARBEHFTER

PR N w2 S

BELIUFENBRRC A S NE, By
ERBH & F,

AREALAYHEHAREEREBESE SO Y
fEARATHEBFEER, BELap T AR

BHEARRBAZBEARZFTER 2 W,

B, AAREX, FRE, B, TER
mMEXK, #F, FEEREKRREL®R,
T HREEN R AR KDL AR T M
FRZRKBH S HEES R BT,

FEHALEED A ATHAREER %S 2B %
HRAXTRRBEBHF A& ERR 25 4
ARHE B, MEFERERE., KEEE Y

R, RIREERBLR, E2TWEUB G L,
=2

REYERZROBHMEETIEBRBLEE &,
BE, RERKEGRE. SRBEES/KE
BRECLITERSABH LS, BEEH,

BrREZEEABFHER . HEASEY,
2O, BELEDTARBEEERER, O
THLE, BEAE, FENBEE, 2 848
EAHBABEAETEBENRERR ., kA
MBEBREBHBFE AR TR SE S 4B

-21-

RRAFEAHEH

=R
HRHFZH
(2
BE, OR
L (v
#BE 2

wR o, B
g (08 W
MRk
E % E
W B E T
9Bk 2
B & WK
B f % 1
EHE R,
oW R H
58 1 B W
Y —-EW
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PR R RO H O IR S -

A7
B7

Z~ BB (>°)

BAZRHULEYHHER LTESH, 20 CEE8HE
L2UHRY, B - EHLZEARPALADR /R HEES
LAigEZHERN -~ BRI ERSLTEIHA, BEMN
%

BETEHNEISELEDZ2HE. REABREERER
EXBROERBOR, BOEMARRE . &£ 068
BERF BRI BEAXTALEY. REHMAHRER
BRHBARAL.

AECHZEHEARFAUDO.IER / XEH1,000%
R/AHZHMBET. B, BFTBRH 1B / XFY
600 % /KR, FHEAHDIEFHCOIER [X, R E—
MEBEX —ERUL2y M B, S8BT EEE RS
BHtewEBEREORPZ2EASFRART . BEO0E.
HEA, FEBE (RS, WA, BEERNOKE FTEH).
Bl ., RE, REKR. AFBFT2HN, TTROHEE XK
BRPFEEMARTHEBSBZIEREE LA WM BE S
CEEBREOANE. AR TFUEALABHLEY, K
£RELUBEZHUAR. AF . B, FE. 225K,
BB REE (EBRBE)E G,

SABHERLCED2ORES T QE @Y wEE
MEX, BEad, BE, EM8RX, B8, RAE O
REE. BEURBEEHERAHERHEE | SHE™MA
mWERLEUEZRYL WAUONEXR. ESEXZAZRY),
BH, ATHKE, PREL ST, AL S MM 8
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PR PR O S o B R S

A7
B7

£ BB ()

., Mb, UEBE, B, 5%, SHAZEAMESTUE R
BaG, BARNNAEAUNFTERNERAAER L ET

BEM., oM, WEE, BHA,
fmEARWE, EEBE, EFE®, &4,
M, WRBEER, BPFEELEES ., B2
e s8R, MNBE, =48, B &
MW, KBRS, BB, WK, B, It

%, mEMme, B, gt HE®E, B iH,

RERLTEM, B

HHE & & ®

LA

M, BEW
BB, &=
wa,

Rl BH. REOREFTARELET E X B HE
BEGULABERLAD 2B U, RAR A ORBEYD

B, e allE, 80 AFMEN%%H
HuWe. FPAOFERBKEHREME, flng & 5
gy I

Aldrich Sure Seal™ A M , & A ¥ & it

T MEE., B
r FR 2R Z

— % # AL,

AR K XA RN E SRR A Aldrich {t 8 A F ., A

REHETRRARET. # B 230-400H W
60, Aldrichit B AT VSR BB & # .
ScienceZ2 W B 60Fxy RMSTK BB &2 G &

B (%R %
H % B EM
o TE

Brucher AM-400% Bruker DPX-3004 2 R D SOH 18 8
"HNMRAE H R AL B AL B R G B pon, KB B E R Thomas-
Hoover@® & H X 8 R F . IR¥ ¥ 32 % ¥ Perkin-Elmer

B 5 X W % Perkin-Elmer7843% ¢ . B H

2 kratos

MS 508 Finnigan 8230%F ¥ & . 7t E D WK A B Perkin

“Elmer 2400 EH H BB . BIERY B

-23-
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A7
B7

A~ BBAFE ()

Z2CINREE M LELBAZ2HEREBNI. A%
# M Beilstein Autonon™ & X & K .
a BBz 4 K

Hika

a - B2 RS EHRBEERXEBRBEERZ B (0.05

SOIIMEBERESR, BE M ALLE B

AW, fLleBzmB

ZBSEH . KE A

HTlC B EBYHEZZHEE . UKBEH KA HRESE

10% s W BR 8 K B W E S R K B,
AERBELE. RERAGY2Z2RG

LLBE K|k ¥ 2 B T8
BEELEREFEX

R#EEZEMR. BMUAEXE (BEHLRTH))MEA

BT — % 8B,
3-H R Mg
i F e 8

1-Et 2 N,DMF

Q
x-@— NHy*Cr +®—I§_
2-8 I 2

Br
CAS# [51145-58-5]

+5

x* B

Q
_|_

B i B R 1-20
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P P RO e 5 H o 3mSR

A7
B7

~BBA (>3)

£ O1(&)
B WO
No. 3 OBn H
No. 4 OBn 4’-OMe
No. 5§ OMe 4’-OMe
No. 6 OBn 4’-QEt
No. 7 OBn 4’-OBn
No. 8 OBn - 4’-F
No. 9 OBn 3’-OMe,4’-OBn
No. 10 OBn 3’,4’-OCH,0-
No. 11 OBn 4’-O-iPr
No. 12 OBn 4’-0-Cp
No. 13 OBn 4’-CF;
No. 14 OBn 4’-CH,3
No. 15 OBn . 4’-Cl
No. 16 OBn 2’-OMe 4’-OMe
No. 17 OBn 3’-OBn
No. 18 OBn 4’-OBn,3’-F
No. 19 OBn 3-OMe
No. 20 OBn 4’-OCF,
BB i f BT 2 K1

S- R EHE -2-(4-F EH-FH)-3-F K -1H-

[ 0%

WA-F K B X W B W CASE % (51145-5
0.238 H ),

66414-19-5) (21% , 0.0668 H )R 50% F D
Mk, RERMAREI ISE, RELSMNFE

Bl Bt 250 F EtOAcHfI 1002 H IN HCI (K & W&
(K & & )R B K % # EtOAck £ NgsS0.4 & 17 ,
_25_

8-5) (45%

P'-FTREBE-2-BEXEEXEXFEMCASE S, (

MFPE Bl & 8
E i, XR&o
)o .U\NBHCOS;

IR

ABSER AR PRBFEAERL (CNS ) ALK (210X 2970 % )

(' Sl D 3o 3o o) o B N B el B 03 )



TR TR O 1 2R S S

A7
B7

A~ BABER (>4 )

REBEBRBMMNCI, Cl  H M AC KM
HEE. SERBEBENRCI.Cl, R EB
HCHELL, /2 f% (125)/@ # BLEE 4 9.2% ¥

(33% ) : Mp=150-152°C; '"H NMR (DMSO) 10.88 (s,

B 265 2
L#®%, H
bR & 1E B

1H),7.56 (d,2H,J =8.8 Hz), 7.48 (d, 4 H, ] = 7.9 Hz), 7.42{7.29 (m, 6 H), 7.21

(d,1H,J=70Hz),7.13(d,2H,J=88Hz), 7.08 (4, | H, J = 2.2 Hz), 6.94 (dd,
H); IR (KBr) 3470,

1H,J =88, 2.4 Hz), 5.16 (s, 2 H), 5.11 (s, 2 H), 2.33 (s, 3
2880, 2820, 1620 cm™; MS el m/z 419.

™ B PR T k2

(B om It iR Eg)
MER 2 BME k1 BE,

2=z, BRESR®K (66414-19-5)

BRRA Mk b O

(560.0% ,

0.168 H )R 200%F J DMFA DL % K& 5 B8 5% CASSE % [

51145-58-5] (44% , 0.228B H)p K & b &

w0y &

o MANZZ K (54.68F )R K BER120C i 8 2 /B,

TLC #7 (EtOAe /B R IE T BB Y E B R &
K. B RERSGASAMRMNEI 2 18% %
KERISOCmE 2 NE . I ANBH 25 73
FRls0Chm#h B 2300 8., FRERS Y

REEFANEHLSAZ AU 2 A 22 B
MERENEERLULEN B ZEAR .,
P AR, BAKBE®R, REZEK
s . BEA M E N E e, XEE @
—~ERERBRE. RBHERUZ8BZRE —
. BREEPRENMZBTERIETEI AL &
RBEL MEARET 2BBENEY, KEE

~9f =

NaOHK & & .

& B w o
BB O R,

& B R R E

cTHMEER
CME RO,

Hi1 # 2z 1w
BMETwER
502 A B B
R R A
kB H MY
k36w E Y

(34 D I o o it B N Bl BB ol )
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FR T 5 H 2 B S

A7
B7

&~ BEABEA (>5)

Ml wE 2 ¥ BB

TA-BEBE(RRI-FSHR20BEBEREE2 F 8

HFEZHER, AAMES 2 SRR ER (0 LM H)D
(B ¥ EAEE, Aldrich )# A 85 &S K.
B 6 SRl 2-% & -3-8 & -1H-93 13

Mp =90 -94°C; 1H NMR (DMSOQ) 11.13 (s, 1 H), 7.68 - 7.64 (m, 2 H), 7.54 - 7.46
(m, 3 H), 7.37 - 7.32 (m, 2 H), 7.12 - 7.06 (m, 1 H), 7.03 - 6.97 (m, 1 H), 2.40

(s, 3 H); MS el m/z 207 (M+).

BRI la 5-MM -2-(4-F G & -F H£)-3-

B -14-

naf Wk
Mp= 143-146°C

BAE G2 2-(4-F FHE-FHK)-3-8 K -]

H-baf nf

Mp = 118 - 120°C; IH NMR (DMSO0) 11.03 (s, 1 H), 7.57

(dd, 2 H, J = 2.0 Hz, 6.6 Hz), 7.48 - 7.46 (m, 3 H), 7.44 - 7.28 (m, 4 H), 7.18 -

7.11 (m, 2 H), 7.08 - 7.03 (m, 1 H), 7.0 - 6.95 (m, 1 H), 5.16 (s
(s, 3 H); MS el m/z 313 (M+). :

BH W% D-F R -2-F K -3-F K --

2 H), 2.36

3l ng

Mp = 141-144°C; 'H NMR(DMSO) 10.98 (s, 1 H), 7.65-7.61 (m|
(m, 4 H), 7.42-7.28 (m, 4 H), 7.23 (d, 1 H, J =28.8Hz), 7.10 (d,
6.80(d, 1H,J= 6.0Hz), 5.10 (s, 2 H), 2.36 (s, 3 H); MS el n/

Bl Wk s 5-FEHE-2-4-F G & -% %)

2H),7.51-7.44
1 H, ] = 2.5Hz),
z 313 (M+).

-3-H &

- 1H-a oR

Mp =158°C; 'H NMR 10.85 (brs, 1 H), 7.56 (d, 2 H,J=88Hz),748(d,2H,J=

8.3 Hz), 7.45 - 7.36 (m, 2 H), 7.34 -7.28 (m, 1 H), 7.21(d, 1 H,
7.04 (m, 3H),6.79 (dd, 1 H,J = 8.8 Hz), 5.11 (s, 2 H), 3.80 (s,
H); IR (KBr) 3400, 2900, 1610 cm™; MS el m/z 343 (M+);
Cos Hon NO o +0.25H2 022 CHNZ & {8 .

- 2 7 -

J=8.6 Hz), 7.09 -
3H),233¢(,3

AU R AR T RBERE (CONS ) ALK (210X 2970 % )

(3} D2 o0 i B N Bn ok R S )
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A7
B7

A~ BB (b))

B E -1H-m3 0

B SEM®S 5-8 G R -2-(4-5 % -% &

kRl -

-1H-03 1}

Mp = 139 - 142°C; '"H NMR (DMSO) 10.85 (s.1H), 7.57(d,2H,J =88 Hz),
719(d,1H,J=86Hz),7.04(d,2H,J=68Hz), 695, |H,J=22 Hz),

6.71 (dd, 1H,J =85Hz,J =2.4 Hz),3.80 (s, 3 H), 3.76 (s ,
MSelm/z267T M+); C» Hay NO» 2 CHNEF & (§ .

ERMAEE 5-F EH-2-(4-2 G 5% -% % )

3H), 2.33 (s, 3 H);

-3-H K

-1H-# #%

Mp = 143-145°C;'"H NMR (DMSO0) 10.86 (s, 1H), 7.54 (d , 2 H, ] = 8.5 Hz), 7.46
(d,2H,J =73 Hz), 7.41-7.37 (m, 2 H), 7.32-7.30 (m, 1 H), 7.20 (d, 1 H,J=8.6
Hz),7.05(d,1H),7.03(d,2H,J =88 Hz),6.79 (dd, 1 H,J=8.6Hz, ] =24

Hz), 5.10 (s, 2 H), 4.07 (@,2H,J=68Hz),2.32 (s,3H), 1.3
Hz); MS el myz 357 (M+).

4(t,3H,J=170

ERMA®S S-F H & -2-(4-8-% % )-3-W % -1-1 L

Mp = 132°C; 'H NMR (DMSO) 11.0 (s, 1 H), 7.68-7.64 (m, 2 H
(m, 2 H), 7.41-7.31 (m, 5H), 7.23 (d, 1 H, J = 8.8 Hz), 7.10 (d,
6.82 (dd, 1 H,J = 8.8, 2.4 Hz), 5.11 (s, 2 H), 2.34 (s, 3 H); MS I
Co Hig FNOZ CHNE & {8 .

, 1.49-7.47
1 H,J=2.4Hz),

I m/z 331;

ERARMI S-FEH® -2-(4-% R -3-W KK - )

“3-H B -1H-03 12

Mp =155 -158°C ; 'H NMR (DMSO) 10.88 (s, 1H), 7.50 - 7.45
7.35 (m ,6H), 7.22 - 7.20 (m , 2 H), 7.14 (s, 2 H) , 7.08 (d, IH

(dd, 1H, J = 8.5 Hz, ] = 2.4Hz), 5.13 (s, 2H) , 5.11(s , 2H), 3.8

(s, 3H); MS el m/z 449 (M+).

(m, 4 H),7.41-
,J =22Hz), 6.78
5 (s, 3H), 2.35

BERMS% 10 2-%# (1.3) — K -h-K -FF R OB -3-

Mp = 142-145°C; 'H NMR (DMSO) 10.86 (s, 1H),7.48(d,2H
-7.30(m, 3 H), 7.20 (m, 2 H), 7.10 - 7.05 (m, 3H ), 6.78 (dd,

=24 Hz), 6.66 (s, 2 H), 5.10 ‘('s, 2H),231(s,3H); MS el m/z

Coa His NO 3 & CHNE & (8 °

-28~

, ] =7.0 Hz), 7.40
| H,J=88Hz,J
357 (M+);/

AMER BT ABRAER (CONS) AGE (21029720 )

(3D 20 B A B N B B OR 3 )
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A7
B7

Ao~ B (7))

WR S %I - & -2-(U-RIN & X -%x
B )-1H-811%

Mp = 136 - 138°C; 1H NMR (DMSO) 10.86 (s, 1 H), 7.55 - 7.5l
7147 (d,2H,J=7.3Hz),7.40 - 7.34 (m, 2 H), 7.39 - 7.28 (m, |1

& )-3-1

(m, 2 H), 7.50 -
H), 7.20

(d,1H,J=8.7Hz),7.06 (d, | H,J =2.2 Hz),7.02 (d, 2 H, ] = 8.8 Hz), 6.77

(dd, 1 H, J = 2.4 Hz, 8.8 Hz), 5.10 (s, 2 H), 4.68 - 4.62 (m, 1 H)
1.28 (d, 6 H, J = 6.0 Hz); MS el m/z 371 (M+).

B @12 6-F K& -2-(4-1F )8 F & -%

~1H-0 #%
Mp = 161 - 167°C; ‘H NMR (DMSO) 10.85 (s, 1 H),7.53(d,2 H

» 2.32 (s, 3 H),

H)-3-H K

.J =88 Hz), 7.47

(d,2H, J = 8.4 Hz), 7.40 - 7.36 (m, 2 H), 7.33 - 7.28 (m, 1 H),|7.20
(d, 1 H,J=8.6Hz),7.07 d, 1 H, J=2.4Hz),701 (d, 2 H, J 8.8 Hz), 6.78

(dd, 1 H, J = 8.6 Hz, 2.2 Hz), 210 (s, 2 H), 4.88 - 4.84 (m, 1 H)

,2.32 (s, 3 H),

1.99 - 1.88 (o1, 2 H), 1.78 - 1.69 (m, 4 H), 1.64 - 1.52 (m, 2 H); IR (KBr) 3400,

2920, 1600cm";MSelm/z397(M+); Coo Hoy NO 2 +0.25H) 02 CHNE & (8 .,

B R L3 DM B -2-(4-2 WMo B -
* -1H-802

'H NMR (DMSO) 11.0 (br s, 1 H), 7.87 - 7.82 (m, 4 H), 7.48 (d

#)-3-8

»2H,J =88 Hz),

7.44-7.35(m,2 H), 7.34 - 7.26 (m, 2 H), 7.15(d, 1 H, J = 2.2 Hz), 6.87

(dd, 1 H, J = 8.6 Hz, 2.4 Hz), 5.12 (s, 2 H), 2.41 (s, 3 H);
Cos Hig F 3 NOZ CHNGH B {8

B oK% iq 5-% B -2-(4-W § K -¥ K
“1H-03] 3¢

1-3-H B

Mp = 144 - 146°C; IH NMR (DMSO0) 10.91 (s, 1 H), 7.56 - 7.20|(m, 10 H), 7.08 -

(d, 1 H,J = 2.4 Hz), 6.80 (dd, 1 H, J = 2.4 Hz, 8.6 Hz), 5.11 (s,
(s, 3 H), 2.34 (s, 3 H); MS el m/z 327(M+).

B MR %® LS5 S-F BB 2-(4-F - K )-3-W K -1H-wap

Mp = 134-136°C; 'H NMR (DMSO) 11.04 (s , 1H), 7.65 (d , 2H,

-29-

2H), 234

J =8.3Hz), 7.53

(04 e e ot o Al B (Bl R o3 )

AWEREAR FRBEARE (CNS ) AdHLAE (210X 2974 % )
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TPV O S M Om R o S-SR

A7
B7

A~ BB (>3

(d,2H,J=85Hz),747(d,2H,J =68 Hz), 7.41 - 7.37 (m

, 2H), 7.31 - 7.28

(m, 1H),7.25(, 1H,J =8.5Hz),7.11 (d, 1 H,J = 2.4Hz2), 6.82
(dd, 1H, J =8.8 Hz, J = 2.4 Hz), 5.11 (s, 2H), 2.35 (s, 3H); IR (KBr) 3380, 1210

cmt ,Ms el m/z 34T(M+); Cop Hig CIND 2 Z

CHNGH & {&

B R 16 S-F A -0-(2.4-— W EEIE K )-3-

B -1H-w 0%

oil; IH NMR (DMSO) 10.58 (s, 1 H), 7.50 - 7.18 (m, 7H), 7.04 (d, 1 H, J = 24

Hz), 6.76 (dd, 1 H, J = 2.3 Hz, 8.6 Hz), 6.69 - 6.62 (m, 2 H), §
(s, 3 H), 3.78 (s, 3 H), 2.12 (s, 3 H).

11 (s, 2 H), 3.82

MR LT AR E R -2-(3-F HBE-XR)-3-F R

-1H-M 0}
Mp =83 - 86°C :

B oM GG W 18 5o WK -2- (- E M 3-8 % MK )-3-

B - i -V R
Mp = 135 - 137°C; 'H NMR (DMSO) 10.94 (s, 1 H), 7.50 - 7.3
1H,J=86Hz),7.10(d, 1 H,J=22Hz),681(dd, 1 H,J=
(s, 2 H), 5.11 (s, 2 H), 2.34 (s, 3 H); MS el .m/Z 437 (M+);

Coa Hog FNO o 2 CHNE E {H

1 (m, 13H),7.22(d,
B.6 Hz, 2.2 Hz), 5.23

B R 19 5-F W -2-(3-HRE-XE)-I-WE

- 1H-# %

Mp = 107 - 109°C; 'H NMR (DMSO) 11.00 (s, 1 H), 7.51 - 7.4

7.20 (m, 7H),7.13-7.12(d, 1 H,J = 2.1 Hz), 693 - 6.90
(dd, 1 H,J=2.3Hz,J=57Hz),6.86-682(dd, 1 H,J =23

18 (m, 2 H), 7.43 -

Hz, J = 6.3 Hz),

5.12 (s, 2 H), 3.83 (s, 3 H), 2.38 (s, 3 H); IR (KBr) 3400, 2900, 1600 cm™'; MS el

m/z 343(M+); Co3 Hoy NOo 2 CHNE B A

W R W20 - OB -3-W K -2-(4-Z @ B OF # -

B )-1H-0 03
Mp = 127 - 128°C; 'H NMR (DMSO) 11.07 (s, 1 H), 7.77 - 7.7
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A7
B7

A~ BRIAHEA (9 )

(dd,2H,J=18Hz, ] =50Hz),7.50-748 (d, 4 H, J = 8.3 Hz

(m,4H), 7.14-7.13(d, 1 H, ] =2.2 Hz), 6.87 - 6.83

(dd, 1 H,J =23 Hz,J = 6.3 Hz), 5.13 (s, 2 H), 2.37 (s, 3 H); IR
cm™; MS eI myz 396 (M+); Co3 Has F o NO , 2 CHNZ &

3-FRNEI 2 2 MK
=R B

D, 7.42 - 7.25

(KBr) 3360, 1600
B

f
T\
\ / NaH DMF
Sb&fﬂiﬁ!ﬁmwww d
<° oj B e 4R B 2134
0

CAS# [80494-75-3]

3
;

$
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po g oE g E A FuE P S

AT

B7
A~ BB ()
F 2
BE MWk | X Q
WO 21 H i
WK 22 0Bn i
W5k 23 0Bn 4'-0Me
RO 24 Uie 4'-0Me
Wk 25 0Bn 4'-0Ft
85Kk 26 0Bn 4'-0Bn
OBk 27 0Bn 4'-F
Wk 28 0Bn 3J'-0Me,4'-0Bn
W% 29 0Bn 4'-0-iPr
&R 5% 30 0Bn 3',4'-0CH, 0-
%% 31 0Bn 4'-0Cp
%% 32 0Bn 4'-CF 3
WO 33 0Bn 4'-C1
%W O 34 0Bn 2'-0Me,4'-0Me

AHIER

NS T A (21O 29T

(D 2 ot B o B N Bt B o )

e T



FR-T P RO R R S

A7
B7

A BRI ()

BB OE i B MRSk 262 3-F B M 122 MM ARAEIT
{4- [(5-R E ¥ -2-(4-F C K -F K )-3-W & -11-¥ 1}
-1-E R RE] -XEE) - BIK
S-F B -2-(4-F E B -F K )-3-§ K -14-19 1} (13 13
BEReABMKT)O2% , TTEEH )RIMF(0.19H)IZ B K
SWEOICAUEALN (2.2, 89EEH ) E®H ., W ¥R
M 2090 & , Rt ARATHECAS No (80494-75-3)
(29% , IRTEEH )RR EREERE 188, K KE
BREVEANEASITRUZBZEBZN ., MEAKEZ®
ZEHMRERBMBETE BHZBZEHBESR B — & e
DEB2IR 2HEEBE, BHBRREZ B &HE
DEEEMAT R2Ha BB, ®EXHA28% Mp=129-131°C. 'H

NMR (DMSO) 7.47 d, 4 H,J = 7.2 Hz), 7.39 (q, 4 H, J = 7.9 Hz), 7.36-7.32

(m, 1H),7.29(d,2H,J=88Hz),7.19(d, 1 H, ] =9.0 Hz), .13-7.09 (m, 4 H),
6.80 (dd, 1 H, J = 8.8, 2.4 Hz), 6.73 (s, 4 H), 5.16 (s, 2H), 5.13 (s, 2 H), 5.11

(s, 2 H), 4.66 (s, 2 H), 4.11 (q, 2 H, ] = 7.2 H2), 2.15 (s, 3H), .16

(t, 3H,J =7.2 Hz); MS el m/z 612.

LI O, e, B: R & 3

RBEREI FHAES UEE (B%K 1 ZH%16)H&
HELEYEZEE SRR 2 3-8 K008 H T 3R
EILLED,
BoE®al (4- (2-F % -3-%W # -93[ 1} -1 -% @ &£ ]
X E R} -C MM

-33-
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PR B o 3 Hm e B -

Al
B7

A~ AR ()

Oil; 1H NMR (DMSO) 7.57 - 7.30 (m, 7 H), 7.13 - 7.02 (m, 2 H), 6.77 - 6.70 (m, 4
H), 5.22 (s, 2 H), 4.65 (s, 2 H), 4.09 (q, 2 H, J = 7.2 Hz), 2.20((s, 3 H), 1.15

(t, 3H, J =7.0 Hz); MS el my/z 399 (M+).

B pl W22 {4- [ 5-F & ¥ -2-F &% -3-H

B -3l 02 -1-

EHE) xRH) -ZBWIME

Oil; 'H NMR(DMSO0) 7.50 - 7.40 (m, 10 H), 7.22 (d, 1 H, J = 8.4Hz), 7.14
d,1H ,J =2.5Hz),6.83(d, 1 H,J=2.5Hz),6.72 (s ,4H), 5.18 (s, 2 H), 5.11

(s, 2 H), 4.65 (s, 2 H), 4.10 (q, 2 H, ] = 7.2 Hz), 2.16 (5, 3 H),
7.0Hz); MS el m/z 505 (M+).

1.14(t,3H,J =

EAR®K2 {4- [5-FEHE-2-(U-FEHE-KXH)

-3-R R - -1-RHE) -XEEY MR

Mp =90 - 96°C; 'H NMR (DMSO) 7.47 (d, 2 H, J = 6.8 Hz), 7.41 - 7.37 (m, 2 H),
7.33-727(m,3H),7.19(d, 1 H,J=8.8 Hz),7.12(d, 1 H, J = 2.4 Hz), 7.03
(d,2H,J=8.8 Hz), 6.80 (dd, 1 H, J] = 8.8 Hz, 2.4 Hz), 6.74 (s, 4 H), 5.16

(s, 2H), 5.11 (s, 2 H), 4.65 (s, 2 H), 4.11 (q, 2 H, ] = 7.0 Hz),

3.79 (s, 3 H), 2.15

(s, 3H), 1.16 (t, 3 H, ] = 7.0 Hz); IR (KBr) 2990, 2900, 1760, 1610 cm-1; MS FAB

m/z 536 (M+H+).
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PR R RO e - -

A7
B7

A~ BABA (47 )

"% 24 (4-(5-W GoE-2-(4-MEE-%X)-3-
B -0 -1-K R O] X X)) -2 M8

Mp = 109-113°C; 'H NMR (DMS0) 7.27 (d,2 H,J =8.8Hz),
717(d,1H,J)=88Hz),7.03(d,2 HJ=86Hz),69 (d,1H,J=25Hz),
6.78 - 6.70 (m , S H) , 5.15 (s , 2H), 4.65 (s , 2 H), 4.11 (q ,2H,J=70Hz), 378
(s, 3 H),3.76 (s, 3 H), 2.15 (s , 3 H), 1.15 (t,3H,J = 7.1 Hz){ MS el m/z 459

(M+).
w oW ¥ 25 (4- [ F- g K -2-(4-2 B -K K)-3-
fﬁ_&;ﬂ.!i_:l;ﬁ__@__ﬁ_l-;ini_i, Y - B MR

Mp = 113-115°C; 'H NMR (DMSO) 7.45 (d , 2 H, J =7.3 Hz),{7.40 - 7.25
(m,5H),7.17(d,1H,J=88Hz), 7.11(d, 1 H,J=22Hz) 7.01
(d,2H,J=68Hz2),678 (dd,1H,J= 8.8Hz, J = 2.4 Hz), 6.73 (s, 4 H), 5.15
(s,2 H), 5.10 (s , 2 H), 4.65 (s , 2 H), 4.15 - 401 (m, 4 H), 214 (s, 3H), 1.33
(t,3H,J=57H2),1.16 (t,3 H,J=7.1 Hz); MS el m/z 549 (M+).

{(4- [(5-F & % -2-(4-8 -% ¥ )-3-W K

B AR 2T
ez -1-H BHE) -XEE) MM

1H NMR (DMSO) 7.50 - 7.15 (m, 16 H), 5.20 (s, 2 H), 5.12 (s, 2 H), 4.62 (s, 2 H),
413 (q, 2 H,J=7.1 Hz), 2.13 (s, 3 H), 1.20 (1, 3H,J = 7.1 Hz).

B W% ze (4- (5-% @ % -2-(3-9 | % -4-%% R OB )

3o & -udl R -1-% W K] - MK -4 M

Foam; 'H NMR (DMSO0) 7.50 - 7.30 (m , 10 H), 7.22 (d, 2H, ]
H, J = 8.6 Hz), 6.85 - 6.70 (m, 6 H), 5.17 (s, 2H), 5.13 (s, 2H
(s, 2 H), 4.14 (m , 2H), 3.61 (s, 3 H), 2.17 (s, 3 H), 1.16 (¢, 3

-35~-

.

=9.1 Hz),7.13(d, 2
), 5.11 (s, 2 H), 4.66
H, J =7.0 H2).
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o
A

PRI PR O S M A R R - S 3

A7
B7

EA L E RES

B oo R%29 (4- (o-F &% -2-(4-R N
-3-H B -1 -1-K W K] -XEE) -8

B& - K)
<. M

Oil; 'H NMR (DMSO) 7.46 (d, 2H, J = 7.7 Hz), 7.42 - 7.28 (i, 3 H), 7.25

d,2H,J=87Hz),717(d,1H,J=87Hz),7.11(d, 1 H,J
(d,2H,J=8.6Hz), 6.79 (dd, 1 H, J = 2.4 Hz, 8.8 Hz), 6.73 (
(s, 2H), 5.10 (s, 2 H), 470 - 4.60 (m, 3 H), 4.10 (q, 2 H,J =]
(s, 3H), 1.27(d, 6 H,J = 5.9 Hz), 1.16 (t, 3 H, J = 7.1 Hz); M

BRI {4- [ 5-"F | B -2-(3,4-H|
8K )-3-WH K -1 i} -1-K B OB ] - @ K]

= 2.4 Hz), 6.99

5, 4 H), 5.15

1.0 Hz), 2.15

b el m/z 563 (M+).

1% - WK -F
- 8 M

Oil; 'H NMR (DMSO) 7.45 (d, 2 H, J = 7.0 Hz), 7.37 (m , 2 H), 7.32 (m, 1 H),

719(d,1H,J=88Hz),7.11(d, 1 H,J=22Hz),700(d, 1
(d,1H,50Hz), 682-6.75 (m, 6H), 6.07 (s, 2H), 5.16 (s
(s, 2H), 4.65 (s ,2 H), 4.10 (m,2 H), 2.15(s,3H), 1.15 (¢,
MS el m/z 549 (M+).

B MR R

H, ] = 7.9 Hz), 6.90
2 H), 5.10
3H,J=7.0Hz),

{4- [ 5-8 F # -2-(4-R ;R | % -5F &)

m3-H K -p iR -] -K B R) -XEE) -ZBCM
Mp = 96-98°C; 'H NMR (DMSO0) 7.47 (d, 1 H, J = 7.2 Hz), 7.40 - 7.36 (m, 2 H),

7.33-7.30(m, 1 H), 7.26 (m, 2 H), 7.18 (d, 1 H, J = 8.8 Hz),

7.11

(d, 1H,J=2.4Hz), 698 (d, 2H, J = 8.8 Hz), 6.79 (dd, 1 H, J = 8.8 Hz, 2.4 Hz),
6.74 (s, 5 H), 5.15 (s, 2 H), 5.11 (s, 2 H), 4.86 - 4.80 (m, 1 H)| 4.66 (s, 2 H), 4.13

(qQ,2H,J=7.2Hz),2.15(s, 3 H), 1.98 - 1.85 (m, 2 H), 1.79 -
- 1.55 (m, 2 H), 1.16 (t, 3 H, J = 7.0 Hz); IR (KBr) 2950, 2910

cmt Ms el m/z
N:2.38 B M A :
B W32

5893 (M+);CHN
C:76.76 H:6.63 N:2.27

A EEC:TT.

1.65 (m, 4 H), 1.62
2890, 1760, 1610

J4 H:6.67

{4- [(b-F @ &£ -3-W & -2-[(4-=Z &\ W

BN ) -M IR 1K P K oKWK - MR

Mp = 221°C; 'H NMR (DMSO) 7.83 (d, 2 H, ] = 8.1 Hz), 7.60

(d, 2H,J =7.9 Hz),

7.48 (d, 2 H,J = 8.4 Hz), 7.40 -7.36 (m, 4 H), 7.18 (d, 1 H, J + 2.4 Hz), 6.86
(dd, 1 H, J = 8.8 Hz, 2.4 Hz), 6.72 (s, 4 H), 5.21 (s, 2 H), 5.12 (s, 2 H), 4.65

AR BB A T BEFARAE (CNS ) A4 (210 X297 )
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P P e M S B R By

A7
B7

/

A BRI ()

(s, 2H), 4.11 (q, 2 H,J = 7.2 Hz), 2.20 (s, 3 H), 1.16 (t, 3 H, ] =[7.0 Hz); IR (KBr)

2920,1730cm™ ;Ms el m/z 573 (M+); Cay Han

+025H, 0 2 & %W (&

E AR %33 (4- [ H-F% A % -2-(4-8 % %X
Bz -1-% B K] -x R} -2 8K

Mp =99-101°C; 'H NMR (DMSO) 7.52 (d, 2 H, J = 8.6Hz), 7.46
(d,2H,J=68Hz),7.42-7.38 (m ,4 H), 7.36 (m, 1H), 7.25
(d,1H,J=90Hz2),7.14(d, 1 H,J =2.4Hz), 6.83(dd, 1 H,J
Hz), 6.72 (s, 4 H), 5.18 (s , 2 H), 5.11(s , 2 H), 4.65 (s, 2 H), 4.
7.2 Hz),2.16 (s, 3H), 1.15(t, 3H, J = 7.2 Hz); MS el m/z 539 (}

Cas Hao CINO 4 2 CHNE # {A
RS w3s L4- (H-F M & -2-(2.4--#
BRI - 1-% B ) -EmE) - B8
Oil; H NMR (DMSO0) 7.30 - 6.45 (m, 15 H), 4.95 (s, 2 H), 4.75

FaNOa

)-3-M K -

=8.8Hz,J=25
11(q,2H,J=
V+);

ROK)-3-

- 4.65 (m, 2 H),

4.50 (s, 2 H), 3.97 (g, 2 H, J = 7.1 Hz), 3.65 (s, 3 H), 3.51 (s, 3 H), 1.87 (3 H),

1.01
(t,3H,J=17.1Hz).

e B 10

Q Q

X = X
N1 i
Y 1B

LiAIH ¢
THF

: J
B i ) 48 ¥ 3546

© OH
(e 4 B 21, 2427, 2904
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PR R SR O 1 2 B e S S e i

A7
B7

F~ BBRABEA (27 )

OB E e R %38 3-W W X U RS

RH 4

<L B BT R
2- {4- [b-F W #H -2-(4-F G K -F H)-3-1

2~ L1 5

-1-HE R R) -XER) -ZL B

FEHARS R E®E26(5.5%C, 8.8 & H )R THF(50

EHAINCHEBRASBWEOICREHEMALIAIL,

102 H#, 1M)

BRTHFZ E® o ROC 30 &%, BlAKDDH B EKE,
B2 % REtCAcHI IN HCI1Z M ., Ll MgS0.4 & 4 EtoAc, i
% ., RUEtoAc/ O (2: 3R W EB L EH L EE£4.0

HZ&KIs2ZH B WK :

foam: 'H NMR (DMSQ) 7.48-7.46 (m, 4 H), 7.42-7.27 (m, 8 H
(d, 1 H,J = 8.8 Hz), 7.12-7.10 (m, 3 H), 6.80 (dd, 1 H,J = 8.8,
(s, 4 H), 5.15 (s, 2 H), 5.13 (s, 2 H), 5.11 (s, 2H), 480 (1, 1 H
(t2H,J=4.8Hz),3.63(q,2H,J=5.3 Hz), 2.15 (s, 3 H).

REBBREEIOER k4 UEBR® 21E
EERRzZERZEHHETILS Y.

BB WM 5 2- {4- [ 2-% % -3-8 K 93| I

, 1.20

2.4 Hz), 6.73

» J =355 Hz), 3.86

W3z W

£ -1-% B

E] -XER} -2 8

O, H NMR (DMSO0) 7.57 - 7.32 (m, 7 H), 7.13 - 7.02 (m, 2

L H), 6.74 (s, 4 H),

5.21 (s, 2 H), 4.80 (s, 1 H), 3.86 - 3.83 (m, 2 H), 3.62 (s, 2 H), 2.20 (s, 3 H); MS el

my/z 357 M+).

B MG SR I6 2- {4- [ 5-F F -2- (4-H @ % -%F %)

-3-H B -M R -1-K R R) -XEH) -2
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FRT PR O H o B R R

A7
B7

F~ BB (29)

Oil; 'H NMR (DMSO) 7.27 (d,2H,J = 8.8Hz),7.17 (d, 1 H, J = 8.8 Hz ), 7.03
d,2HJ=86Hz),699(d,1H,J=25Hz), 678 - 6.70 (m, SH), 5.14 (s, 2
H), 4.80 (brs, 1H), 3.85 (t, 2 H, J = 5.0 Hz), 3.78 (s, 3H), 3.76 (s, 3 H), 3.63
(t,2H,J=5.0Hz), 2.16 (s, 3H); MS el m/z 417 (M+).

B @37 2-{4- [b-FEH-2-(4-2 KB -X &)
-3-H R - -1- KRR RE] -FHEEY -8
Foam; '"H NMR (DMSO0) 745( ,2H, J =7.3 Hz), 740 - 7.25((m , 5 H), 7.17
(d,1H,J=88Hz),7.11(d,1H,J=22Hz), 701 d,2H, ] =6.8 Hz), 6.78
(dd,1H,J=8.8Hz J =24Hz),6.73 (s, 4H), 5.15 (s, 2 H), 5.10 (s, 2H), 4.80

(brs, 1 H), 406 (q,2H,J=68Hz),385(t,2H,J=50Hz),363(t,2H,]=
4.8 Hz), 2.14 (s, 3H), 1.33 (t, 3H, ] = 6.9 Hz); MS el m/z 507 (M+).
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PR F DR R m e BRI

A7
B7

Ao BABEE (» )

B AR ®I9 2- {4- [ 5-F @ % -2-(4-& -% % )-3-W_

-0z -1-% A K) -FEK) -LB
1H NMR (DMSO) 7.40 - 6.60 (m, 16 H), 5.10 (s, 1 H), 5.07 (s, 2 H), 5.02 (s, 2 H),
3.76 (t, 2 H, ] = 49 Hz), 3.53 (1, 2 H, ] = 5.0 Hz), 2.06 (s, 3 H).

B Mm% 40 2- {4- (5-F S B -2-(3.4- B H OB
- R ) -3-F o -w ez -1-#H B R -XKE]) LB

Oil: 'H NMR (DMSO) 7.45 (d, 2 H ,J = 7.0 Hz), 7.37 (m, 2 H), 7.32 (m, 1 H),
7.19 (d, 1H, J =88 Hz), 7.11 (d, | H, J =22 Hz),7.00 (d, 1 H, J =7.9 Hz), 6.90
(d, 1 H,5.0 Hz), 6.82 - 6.75 (m, 6H), 6.07 (s, 2 H), 5.16 (s, 2 H), 5.10
(s,2H),3.86(,2H,J=50Hz), 3.63(t,2H,J=50Hz),2.15(s, 3 H); MS el
m/z 507 (M+). '

oM M A1 2- (4- [5-F E B -2-U-RAKHE-X

B )-3-B % -0 i -1-% 9 X) -FRK) -8

Foam; 1H NMR (DMSO) 7.46 (d, 2H, J = 7.7 Hz), 7.42 - 7.28 (m, 3 H), 7.25
(d,2H,J=87Hz),7.17 (d, 1 H, ] = 8.7 Hz), 7.11 (d, 1 H, ] =2.4 Hz), 6.99
(d, 2 H, J = 8.6 Hz), 6.79 (dd, 1 H, J = 2.4 Hz, 8.8 Hz), 6.73 (s4 H), 5.14

(s, 2 H), 5.10 (s, 2 H), 4.80 (bs, 1 H), 4.70 - 4.60 (m, 1 H), 3.85
t,2H, J = 4.8 Hz), 3.63 (t, 2 H, ] = 5.1 Hz), 2.13 (s, 3 H), 1.30
(d, 6 H, ] = 5.9 Hz); MS el m/z 521 (M+).

W R a2 2- [ 4- (56-'% M B -2-(4-R K & B - %
Ho)-3-8 B -ng( 03 -1-K B OB ] - W BR) -O|M

Mp = 129-131°C; 'H NMR (DMSO) 7.47 (d, 2 H, J = 7.2 Hz), 7.38
(t,2H, J=72Hz),7.33-7.28 (m, 1 H),7.25(d, 2 H, J-= 8.8 Hz), 7.18

(d, 1H,J=88Hz),7.11(, 1H,J=24Hz), 6.98 (d, 2 H,J =8.8 Hz), 6.79

(dd, 1 H, J =8.8 Hz, 2.4 Hz), 6.74 (s, 4H), 5.15 (s, 2 H), 5.11 (s, 2 H), 4.84 - 4.80
(m, 1 H),4.79 (t, 1 H, ] = 5.7 Hz), 3.86 (t, 2 H, J] = 4.8 Hz), 3.43
(g, 2H,J =5.1 Hz), 2.15 (s, 3 H), 1.96 - 1.87 (m, 2 H), 1.77 - 1.65 (m, 4 H), 1.62
- 1.53 (m, 2 H); IR (KBr) 3490 br, 2920, 1620 cm-1; MS el m/Z|547 (M+).
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RT3 6 5 3

Al
B7

A BRI (<o)

W43 2- {(4- [ 5-F K -2-(4-Z K W OB -X

#H)-3-8 K -0z -1-% W K] -£ME) -&

A9

Foam; 'H NMR (DMSO) 7.83 (d,2 H, J = 8.1 Hz),7.59 (d, 2 H, ] = 7.9 Hz), 7.47
d,2H,J=83Hz), 742 -7.36 (m, 2 H), 7.35 - 7.29 (m, 2 H),|7.18
(d, 1 H,J = 2.4 Hz), 6.87 (dd, 1 H, ] = 8.1 Hz, 2.4 Hz), 6.77 - 6.68 (m, 4 H), 5.21

(s, 2 H), 5.12 (s, 2 H), 4.81 (br s, 1 H), 3.85 (t, 2 H, J = 5.1 Hz)
(t,2 H, J = 5.1 Hz), 2.19 (s, 3 H); MS el m/z 531.

, 3.63

B %44 2- {4- [(5-F SMOKE -2-(4-W MK -F K )-3-

-X 8 %) -2 .

B -n i -1-% §f R ]

Oil; IH NMR (DMSO) 7.46 (d, 2 H, J = 7.2 Hz), 7.45 - 7.18 (m, 8 H), 7.12
(d, 1 H,J =24Hz),6.81 (dd, 1 H, J = 2.4 Hz, 8.6 Hz), 6.73 (s} 4 H), 5.15

(s, 2 H), 5.10y(s, 2 H), 4.80 (b8, 1 H), 3.85 ¢, 2 H, J = 4.8 Hz),

3.63

(t, 2H,J = 4.9 Hz), 2.34 (s, 3 H), 2.15 (s, 3 H); MS el m/z 477 (M+).

B R a5 2- {4- [(H-F & &K -2-4-WrH¥ & )-3-H

# -0z -1-F B K] -XER) -J8
Mp =110- 113°C; 'H NMR (DMSO) 7.52 (d, 2 H, J = 8.6Hz

), 746 d, 2H,J =

6.8Hz), 7.38 (m ,4 H), 742 - 7.37 (m, 1 H), 7.25(d, 1 H, J = 9.0Hz), 7.14 (d, 1 H,

J =2.4Hz), 6.83 (dd ,1H, J =8.8Hz,J = 2.5 Hz), 6.76 - 6.70 (m, 4 H), 5.17 (s, 2

H), 5.11 (s ,2H), 3.85(t,2H ,J =5.2Hz),3.63 (t,2H, J=5.0
MS el nyz 497 (M+).

TR A R 46 2- {4- [ 5-F M # -2-(2.4-

H)-3-0 K -pjj i -1-K W K ) -x R E) -2
Oil; 1H NMR (DMSO) 7.46 (d, 2 H,J =7.5Hz), 7.39 - 7.35 (n
(m, 1H), 7.16 - 7.06 (m, 3 H), 6.82 - 6.72 (m, 5 H), 6.68 (d, 1]
(dd, 1 H, J = 2.4 Hz, 8.3 Hz), 5.0 (s, 1 H), 4.88 (s, 2 H), 4.85 {(
469 (d, 1 H,J=63Hz),3.63(,2H,J=69Hz), 358 (,3H
340 (t,2 H, J = 6.9 Hz), 1.80 (s, 3 H).

- 4}_

Hz), 2.16 (s, 3 H);

B OK -X
fig

n, 2 H), 7.31 - 7.28
4, J = 2.2 Hz), 6.61
d, 1H, J = 6.3 Hz),
D), 3.46 (s, 3 H),
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A7

B7
Ao BRI (o)
* A(@)
B RW | X Q
&R 51 0Bn 4'-F
% %% 52 0Bn 3',4'-0CH2 0-
W S52a 0Bn 3'-0Me,4'-0Bn
4 5k 53 0Bn 4'-0-iPr
& B 54 0Bn 4'-0Cp
% 55 0Bn 4'-CF 3
& Sk 56 0Bn 4'-CH s
W57 0Bn 4'-C1

R AES 2 BB R
B ik Hl R 50
Do R R E -2-(4-FEE X H)-1- [(4-(2-18

-2 R E)-

-4 4-

AR AE R T BB FARRE (CNS ) AdRLI (210X 29704 )
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TP TR DL e e e R

A7
B7

BB ()

T HE ] -3-F K -1H-8[ 1

# CBra (2.9% ,
EH)ME®E o &WHK38(3.3%,
., HERERBHES MK, REES
Sem (1 2B ERERYEEBLEW,
woH®EE

10H),

8.TE B H )M PPHs (2.

Mp= 131-134°C ; * H NMR(DM

7.30(m, 7.29(d,2H8,J=8.8 Hz), 7.
8.8 Hz),7.12-7.09(m,3H),6.80(dd,1H,J=
5.13(s,

,6.77-6.73(m,4H), 5.16(s,2H),

(s,2H), 4.20(t,2H,J=5.3 Hz), 3.73(t,2
,2.15(s,3H);MS FAB 631/633(M+H*

FTHLELEORBERE 1L G &P ARG
S W 35-WEM A5 BB REE,

BREOSEMKIT 1- (4-(2-8 -2 & % )-% #

L BriF

3w, 8.7%

5.8% B H )R THFZ &

B # H EtOAc
PLEE & 13.2
SO) 7.64-

20(d, 1H,J=
8.8, 2.4 Hz)

ZH)) 5-11

BHOE -1H-03 0%

Oil; 'H NMR (DMSO0) 7.57 - 7.32 (m, 7 H), 7.13 - 7.02 (m, 2
5.21(s,2H),4.19 (t, 2H,J = 5.2 Hz), 3.71 (¢, 2 H,J=55Hz
el m/z 419 (M+).

H), 6.74 (s, 4 H),
), 2.20 (s, 3 H); MS

Bhe bl R 48 D-H KB -2-(4-0 EH-FH)-1- [ 4-

(2-B-Z K E)-F K] -3-8 K -1§-03 1}

Oil; 'H NMR (DMS0) 7.27 (d,2H,J = 8.8Hz),7.17 (d, 1H, J|= 8.8 Hz), 7.03

d,2HJ=86Hz),699d, 1H,J =25 Hz), 6.80 - 6.69
2H),4.19(t,2H,J=54Hz),3.78 (s, 3H),3.76 (s, 3H), 3
Hz), 2.16 (s , 3H); MS el m/z 479 (M+).

-45-

(m, 5H), 5.14 (s,
72(¢,2H,J=55

AR R BLE A P BB FARE (CNS ) AdHAE (210X 297204 )
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A7
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A~ BHR (45 )

BSR40 F-FE K -2-(4-2 K - H|)-1-[ 4-
-2-% B -3-8 K 11403 12

(2-B -2 &8 & )-F K ]

Mp = 118-120°C; '"H NMR (DMSO) 745(d,2H,J=7.3Hz),[7.41-7.26
(m,5H), 717d,1H,J=88Hz),7.11(d,1H,J=22Hz), 7.01

(d,2H,J=68Hz),678(dd,1H,J=88Hz,] =24 Hz),6

78 -6.74 (m, 4 H),

5.15(s,2H),5.10(s ,2 H), 422 -4.18 (m, 2 H), 404 (q, 2 H, ] = 6.8 Hz), 3.72
(t,2H,J=55Hz),2.14(s,3H), 1.33 (t,3H, J =7.0Hz); MS el m/z 569 (M+).

B WS B-F R -1- [(4-(2-%8 -2 8/ #H)-F K )

~2-(4-8 ~-% ¥ )-3-§ ¥ -1H-04 #g

Mp = 114-116°C; 1H NMR (DMSO0) 7.47 (m, 2 H), 7.45 - 7.20 (m, 8 H), 7.14

(d, 1 H,J = 2.4 Hz), 6.83 (dd, 1 H, J = 2.7 Hz, 9.0 Hz), 6.80 -
(s, 2 H), 5.11 (s, 2H), 4.19 (t, 2H,J =527 Hz), 3.72 (, 2 H, ]

(s,3H); Ms el m/z

B MEHKS2 2-%3F [1,3] — 15 & -5-% -

6.70 (m, 4 H), 5.16
= 6.4 Hz), 2.15

543 (M+);Ca Hyp BrFENO o 2 CHNEH B 1H .

S5-F &

1- (4-(2-% -2 W E-F K] -3-W F -1H-W

[

Mp = 133-136°C; 'H NMR (DMSO0) 7.45 (d,2 H, J = 7.0 Hz), 7
7.35-730(m,1H),719(d,lH,J=88Hz),7.11 (d, 1 H, ]
(d, 1H,J=79Hz), 69 (d, 1H, 1.4 Hz), 6.82 - 6.78 (m,
6.07 (s, 2 H), 5.16 (s,2H), 5.10(s,2 H),420(t,2H,J=35.5
= 5.2Hz), 2.15 (s , 3H); MS el m/z 569 (M+).

[.41-7.38 (m, 2 H),
= 2.2 Hz), 7.00

2H), 6.77 (s, 4 H),
Hz), 3.73 (t, 2H, J

B MGl @520 5-F @M -1- [4-(2-8 -2 %)-%F

] -2-3-BEH-4-FHE-XH)-3-WH

-1H-m u%

Foam; 'H NMR (DMSQ) 7.47 - 7.42 (m, 4 H), 7.40 - 7.30 (m, 6
= 8.8 Hz), 7.12 - 7.10 (m, 2 H), 6.86 - 6.84 (m, 2 H), 6.81 (dd,
Hz), 6.78 (s, 4 H), 5.17 (s, 2 H), 5.11 (s, 2 H), 5.10 (s, 2 H), 1
Hz), 3.72 (t, 2 H, J = 5.4 Hz), 3.63 (s, 3 H), 2.17 (s, 3 H
M+H+).

_46_

H), 720 (d, 1 H,J
1H,J=88Hz 2.4
420 (t, 2H, J =5.0
); MS FAB m/z 662

AUIER B A P EBEFARR (CONS) A4 (210X29720 % )
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A7
B7

~ BB (45 )

B WO - E-1- [4-(2-8 -2 §|HE)-F K ]

-2-(4-R N | ¥ -5 ¥ )-3-8 X -1H-4 1z

Mp = 125 - 128°C; |H NMR (DMSO0) 7.46 (d, 2H, J = 7.7 Hz), .42 - 7.28 (m, 3 H),
725d,2H,)=87Hz),7.17(d, 1 H,] =87Hz),7.11 (d, 1 H, J = 2.4 Hz), 6.99

(d,2H,J=8.6Hz), 6.79 (dd, 1 H, J = 2.4 Hz, 8.8 Hz), 6.73 (s
(s,2H),5.10(,2H),470-460 (m, 1 H),4.19(t,2H,J =5
(t,2H,J =4.4Hz), 2.13 (s, 3 H), 1.30 (d, 6 H, ] = 5.9 Hz); M§

,4H), 5.14
3 Hz), 3.72
el m/z 583 (M+).

o W54 Do OB -1- [ 4-(2-18 -2 K|H)-F F ]

-2-(4-R X & B -% B )-3-H K -1H-1M 1%

Mp=110-112°C;7.47(d,2H,J=70Hz),738 (t,2H,J=7.
(m,1H),725(,2H,J=8.8Hz),7.18(d, 1 H,J =88 Hz),7
(d,1H,J=24Hz),698 (d,2H,J=8.6Hz),679(dd, 1 H,J
6.78 - 6.74 (m, 4 H), 5.16 (s, 2 H), 5.11 (s, 2 H), 4.86 - 4.83 (i
(t,2H,J=53Hz),3.73 (t, 2H, ] = 5.5 Hz), 2.15 (s, 3 H), 2.0
1.79 - 1.65 (m, 4 H), 1.63 - 1.56 (m, 2 H); IR (KBr) 2950, 2910,

m/z 609,611 (M+):Br 7# &F )o

B A WWHS b- B -1- [ 4-(2-18 -Z &

0 Hz), 7.35 - 7.28
11

= 8.6 Hz, 2.4 Hz),
1, 1 H), 4.20

- 1.87 (m, 2 H),
1610 cm-1; MS el

B ) - )

-3-F K -2-(4-Z @ B B - F)-1H-0 13

Mp = 106 -109°C; 'H NMR (DMSO0) 7.83 (d,2 H,J =8.1 Hz), 7|

60

d,2H,J=79Hz),7.35-7.29 (m, 2°H), 7.48 (d, 2 H, J = 8.6 Hz), 7.39
(t,2H,J=7.0Hz),7.18 (d, 1 H,J =2.2 Hz), 6.87 (dd, 1 H, J + 9.0 Hz, 2.6 Hz),
6.77 - 6.71 (m, 4 H), 5.22 (s, 2 H), 5.12 (s, 2 H), 4.20 (t, 2 H, J = 5.3 Hz), 3.72

(t, 2 H, J = 5.3 Hz), 2.20 (s, 3 H); IR (KBr) 2910, 2850, 1620 cm-1; MS el m/z 595,

593 (M+)

B WO 5-F WA -1- (4-(2-18 -2 G| )-% & ]

3-H K -2-(4-H F - K ) -1H-03 13

-47-
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A7
B7

A R ()

Mp = 82 - 95°C; 1H NMR (DMSO0) 7.46 (d, 2 H,J =7.2 Hz), 7

7.12(d, 1 H,J = 2.4 Hz), 6.81 (dd, 1 H, J = 2.4 Hz, 8.6 Hz), 6
(s,2H),5.10(s,2H),419(t,2H,J=53Hz),372(,2H,J
(s, 3 H), 2.15 (s, 3 H); MS el m/z 539 (M+).

B M %W OT - EE-1- [4-(2-8 -2 &

45-7.18 (m, 8 H),
73 (s, 4 H), 5.15
= 4.4 Hz), 2.34

B ) - & )

3-F F -2-(4-%W - X )-1H-0 Iz

'H NMR (DMSO) 7.52 (d ,2H, J = 8.6Hz),7.46 (d , 2H, J = 6.
(m ,4 H),7.36 (m, 1H),7.25 (d ,1H, J =9.0Hz),7.14 (d, I1H,
(dd, 1H,J =8.8Hz, J = 2.5 Hz), 6.72 (m ,4H), 5.17 (s , 2H ),
(t,2H,J=5.5Hz),3.72 (t,2H, J = 5.5 Hz), 2.16 (s , 3H); MS§

-48-

8sHz), 7.38

J = 2.4Hz), 6.83
5.11 (s ,2H), 4.19
el m/z 559 (M+).

AHEREBAPHEBERAERE (CNS) AGLE (210X 2970 % )

(D3 ot o\ Mo B N Bv sk B ovesv )

P — — — — — — — — — — —— —— — —

-

e e e e W
] e T

— — — — — —— —— — — — — — — — — —



WV RO N m AR ROF SRR

A7
B7

A~ AR (47 )

%‘”‘3“?%HIM%Z%‘E&%{Q%1?%*?5%2¥lﬁ

wAE B 12

o é

gmmwﬁwmm
c'
CAS# [99847-87-7)

X .|_.

)O‘Sﬁﬁﬂiﬁﬁﬁ‘sa-so

Cl

Cl
xS
No. 58 OBn 3’-0Bn
No. 59 OBn 3'-F, 4’-OBn
No. 60 OBn 4’-QCF,

-l Qe

ASER AR T REFARE (CNS ) AdAE (2102972 % )
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A7
B7

A~ BABA (46 )

MO E MBI E W S82 3-F E X ERAEME R

hisz BB TR

b-F E E -2-(3-FEH -FX X )-1- (4-(2-K|-

FE] O -3-H K -1H-0 ip
# 0.85% ® AL M (60% MR BEY W v ) & 54

WK -3

B -2-(3-F |/ E - )-1H0- 03 (031 1% B MM 17) 1% 80

ERGEZHEINFZBHER T . EEOMEITE (
BMHEBE)Z®, WMA4L.8T 1-H 8 & -4-(2-%

BHHEE R
-Z 8 B -R

CASY%N 5% (99847-87-7)] . REREGVRFREZHRNE B

W BMAWEHRZ B LIMEMMEREER &9 H
(3x 1002 H I ¥ . WE B HBHE., L
, B E M B EEIE, BN R R
EVYR B IBPHEER.
Mp =125 - 127°C; '"H NMR (DMSO) 7.48 - 7.46 (d, 2 H, ] =
(m, 7 H), 7.33-7.28 (m,2 H), 7.23-7.21(d, 1 H, ] = 8.8 Hz),
(d, 1 H,J=22Hz),7.07-7.04 (m, 1 H), 6.94 - 692 (d, 2 H,
6.80 (dd, 1 H,J = 2.5 Hz, J = 6.3 Hz), 6.78 - 6.72 (m, 4 H), 5.1
(s, 2 H), 5.04 (s, 2H),4.13-4.10 (t, 2 H,J = 5.1 Hz), 3.86 - 3
(t,2H,J=5.1 Hz), 2.14 (s, 3 H); IR 3420, 2900 cm™; MS el
C3 Hae CINO = 2 31 & {§ CHN,
B x 2 EXEREM oY EHNE
THAAED R EREB 12075 i ba ff 3%
B /X 130 1% 48 % 18%0 46 % 2081 3%
B M WM 59 5-F | E -2-(4-F R HE-3-8

P, R &M K
& B oK ot
mREEE

6.8 Hz), 7.40 - 7.35
7.13-7.12

J =6.1 Hz), 6.83 -
4 (s, 2 H), 5.11

84

m/z 587 (M+);

EFHEEE

S D

1

(4-[2-(HK -Z | HE)-F K] -3-H 5 -1H-1

-h0-

AEREBA T RBERE (CNS) ALK (210X297T20 % )

(o} Die 2 3 e B N Bk o3k )



Al
B7

A AR (47)

Mp = 88-91°C; 1H NMR (DMSO) 7.49-7.43 (m, 4H), 7.43-7.28 (m, 7TH), 7.26-7.21
(m, 2H), 7.13-7.09 (m, 2H), 6.88-6.72 (m, 5H), 5.21 (s, 2H), $.18 (s, 2H), 5.11
(s, 2H), 4.13 (t, 2H, J = 5.2 Hz), 3.87 (t, 2H, J =5.2 Hz), 2.16 (s, 3H); MS el m/Z
BOG(M+):Ca Hyy CIFNOs 2 CHNEF & {8 .
B WP W o0 5-F & E-1-(4- (2-(8H - s
£ ) -3-F H -2-(4-Z @ B &5 H - F )-1H-118 %

Mp = 108 - 110°C; 'H NMR (DMSO) 7.49 - 7.48 (m, 6 H), 7,40 - 7.25 (m, 4 H),
7.17-7.16 (d, 1 H, ] = 2.9 Hz), 6.88 - 6.84 (m, 1 H), 6.77 - 6{72 (m, 4 H), 5.20
(s,2H),5.14-513(d,2H,J =23 Hz),4.16-4.11 (m, 2 H)} 3.89 - 3.84

(m, 2 H), 2.19 - 2.17 (m, 3 H); IR 3400, 2900, 1600 cm™; MS el m/z 566 (M+);

Cap Hop C1F o NO o +0.25H, 0Z CHNGH B {H . .

W | R R
#i BB 13
2K )
THFE X
Q
\_/F X= Br \[
\ 7

oK

Z z
i
0
™

—b
d w7 () q
; DMF,K1%E ;‘

X X= C1 OO E61-84
B i ARk 47-60
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A7

B7
A~ BAABA (sT)
K 6( &)

No. 66 OBn 4’-OBn T/\/\
No. 66a OBn 4’-OBn (

N
No. 67 OBn 4’-OBn O/

N
No. 68 OBn 4’-OBn . [J\
No. 69 OBn 4’-OBn O_

N

No. 70 OBn 4’-OBn U
No. 71 OBn 4'-OBn N/j%/
No.71a OBn 4'-OBn Nﬁ

N
No. 72 OBn 4’-F Q

33

AMEREE A FRBEFAZE (CNS ) AdHA (210X 29704 )
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PR PR O E N o e O - R 3R

Al

B7
A BB ()
A6 )
V4

N
No. 72a OBn 4'-F O

N
No. 72b OBn 4'-Cl O

N
No. 73 OBn 3’,4’-OCH,0- O

N
No. 74 OBn 4’-0-iPr O

N
No. 75 OBn 4’-CH, Q

N
No. 76 OBn 3'-OBn O

N
No. 77 OBn 3’-OBn O

N
No. 78 OBn 4'-0Bn,3’-F O

N
No. 79 OBn 4'-0OBn,3’-F O

54

AMIERREERAFTEHEEARE (CONS ) AR (210X2972% )

( oy Hr e o i it B N Br sk B ok )

__._?x*‘ F—_———————

e e o N
ik



A7
B7

OB E fe S 632 8 2 B IAEE 6 2
S-FTEE-2-(4-F EH-FH) -3-8 % -]-

N
No. 80 OBn 3-OMe O
N
No. 81 OBn 4’-OCF, O
No. 82 OBn 4’-OBn HN‘O
/ N\
No.83 OBn 4'-0Bn N—
N
No. 84 OBn 3’-OMe O

WhooF -1-F -7 | OB )-F K ) -1H-13 12
BEEMWMKO50(3.2% , 5.0 & H )M THF(H

1€ A )2

BERUANBME (5 EH, 0ZEH)EER % Z @

o 5 MNBEZHR, BHERKERDRBEERELD

Ac, Ll 8

M NalHCO- ¥ ¥, & Mgs0. R R EHELtOH B 2 %

EQAce M EBRBERERFRVER ., B9 (0
H®E®BRSEHp=93-95C ;

BT

(Dt 2y ot o ke B N Btk T 3 )

Jr e e s e r— —— — — —— — v—r —
F

\

M ———

.

F—————

“ae-

'H NMR (DMSO0) 7.48-7.46 (m, 4 H), 7.42-7.38 (m, 4 H), 7.38-732 (m, 2 H), 7.29
(d,2H,J=88Hz),7.19(d, | H,J =9.0 Hz), 7.12-7.10 (m,3H), 6.80(dd, 1H, J
= 8.8, 2.4 Hz), 6.73 (s, 4 H), 5.15 (s, 2 H), 5.13 (s, 2H), 5.11 (s, 2 H), 3.93 (1, 2
H, J = 5.7 Hz), 2.60-2.50 (m, 2 H), 2.41-2.30 (m, 4 H), 2.15 (5, 3 H), 1.47-1.42
(m, 4 H), 1.36-1.32 (m, 2 H); MS FAB 637 (M+H").

-55 -
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A7
B7

o~ BEAHEA (54 )

YR I6 BALW RS R A 69

BErmflWo®T6 b-FEE-2-3-FE & -FH)-3-88 %

=l- [ 4-QR-AEM of -]-% -2 S &) -% % )

- 1H -1 1%

B11Z2 A (001128 H )X E Mg, & 0.93% (0.056

EH)ZWAEHEMEL.I% (0.009538 F )5-%

&K -2-(3-

THE-FR)-3-FH-1- (4-2-H-2KE)-F %)
- E O - LH-0 R (K MBS 58) R L0E T ONFZ i W b

o REREGHMBE~410-50C &4 /I, F
EEBZ®R,. MANISOEARZ BB, B U A
AICBRREGYD . WEFTHBFT R, Uwmmeamn
B %,
1L.OX E Y .

Sl R
(3x 100%

P

ERBMETE, BAERRERBULEED ML & E 4

Mp = 125 - 126°C; 'H NMR (DMSO) 7.48 - 7.45 (d, 2H, J =72 Hz), 7.41 - 7.35

(m, 7H),7.33-728 (m,2H),7.23-721(d,1H,J=90 Hz), 7
(d, 1 H, J = 2.4 Hz), 7.06 - 7.03 (m, 1 H), 6.95 - 6.91 (m, 2 H), 6
(dd, 1 H,J = 2.4 Hz, ] = 6.3 Hz), 6.75 - 6.70 (m, 4 H), 5.13 (s, 2
5.02 (s, 2 H), 3.93 - 3.90 (t, 2 H, J = 6.0 Hz), 2.56 - 2.53 (t,2 H,
- 2.48 (m, 4 H), 2.14 (s, 3 H), 1.46 - 1.40 (m, 4 H), 1.35 - 1.31 (

3400,2900cm™ :;Ms el
0.25H,2 02 CHNE & (& .
R’ﬁﬂ?iﬁz'ft%%%%m_

13-7.12
.83 -6.80

H), 5.11 (s, 2 H),
J =59 Hz), 2.49

m, 2 H); IR (KBr)

m/z 635(M+);C43 Haa Nz 0g +

TR HbREB 136 R 5 %6 WM., BE KOS

S T6- %R B4HE A A B 6aBl M LS,

Bt ®M¥o61 5-FGH-2-(4-2 8§ % -% %)

-56-

AER AR T ABEMRE (CNS ) A (210X 29704 )

(304 D 2 0 B o B N B R 0w 3 )



PR R O M om B o ie

A7
B7

&~ BB ()

HE-1- (4-(2-A WMo -1-% -2 F &%) -%

1 _-1H-# 1%

Mp =188 - 191°C; 'H NMR (DMSO) 7.45 (d , 2 H, J =7.3 Hz), 7.40 - 7.25 (m,5
H),717(d,1H,J=88Hz),7.11(d, 1H,J=22Hz), 7.01 (d,2H,J=68
Hz),6.78 (dd , 1 H, J = 8.8Hz, ] = 2.4 Hz), 6.73 (s , 4H), 5.15 (s, 2 H ), 5.10 (s,
2H), 4.05(q,2H, J = 6.8 Hz), 3.93 (t, 2H, J = 6.0 Hz), 2.55 (t, 2H, ] = 5.7 Hz),

2.41-2.35(m, 4 H), 2.14 (s, 3 H), 1.46 - 1.40 (m , 4H), 1.38
el m/z 574 (M+).

- 1.30 (m, 5 H); MS

B W¥Mo2 b-F CH-2-% K -1-5F % -1-[4-(2-

WERRK-1-%-2 € % )-%#%) -10-1 13

Oil; 'H NMR (DMSO) 7.50-7.43 (m,4H),742-7.37 (m,S5H
H),722(d,1H,J=88Hz),714(d,1H,J=24 Hz), 6.81

» 7.33-7.30(m, 1

d,1H,J=6.6

Hz), 6.72 (s , 4 H), 5.18 (s, 2 H), 5.11 (s, 2 H), 3.90 (t,2H,J = 6.1 Hz), 2.81-
2.75 (m, 2 H), 2.68-2.59 (m , 4 H), 2.16 (s, 3 H), 1.58-1.43 (m, 8 H); MS el m/z

544 (M+).

BRI RMEOL D-FEE-2-(4-FEH-FH)-3-80 %

“1- (4-(2-WHEHR-1-%-Z §#)-F %] -

H-ml 1%

Mp =106 - 107°C; 'H NMR (DMSO) 7.47 (d, 4 H, J = 8.3 Hz),
7.36-7.30 (m,2H),7.29(d,2H,J=8.8Hz),7.19(d, 1 H, J
7.10 (m, 3 H), 6.80 (dd, 1 H, J = 8.8 Hz), 6.73 (s, 4 H), 5.15 (
(s,2H), 5.11(s,2H), 390 (t, 2H,J = 59 Hz), 2.76 (t, 2 H, J

2.56 (m, 4 H), 2.15 (s, 3 H), 1.58 - 1.44 (m, 8 H); MS FAB m/2

BEmbGlWKE 5-FEAHE-2-U-¥EH -2 &

7.41 -7.36 (m, 4 H),

= 8.8 Hz), 7.14 -
5, 2 H), 5.13

= 5.9 Hz), 2.64 -
651 (M+H+).

£ )-3-8

E-RE] -1-(4-(2-BAMK-1-% -2 G 3% )-% %

~1H-05f 1%
Mp = 148 - 150°C; 'H NMR (DMSO0) 7.47(d,4H,J =83 Hz),

(m, 4 H), 7.36 - 7.32 (m, 2 H), 7.28 (4, 2 H, J = 8.8 Hz), 7.19 (

7.13-7.08 (m, 3H), 6.80 (dd, 1 H, J = 8.8 Hz, 2.4 Hz), 6.76 -

7.41-7.36
d, 1 H, ] =9.0 Hz),
6.68 (m, 4 H), 5.14

(s, 2H), 5.13 (s, 2 H), 5.11 (s, 2 H), 3.75 (t, 2H, J = 7.0 Hz), 2.95 (m, 2 H), 2.67
(t 2H,J=7.0Hz),2.15 (s, 3H), 0.93 (d, 12 H, J = 6.4 Hz); M$ FAB ny/z 653

(M+H+).

- R 7
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PRE RO N A RS

A7
B7

A RS ()

Bt Hl %R 66 b-F W HE-2-(4-F G & -%

)-3-B B

c1-[4-(2-TH -FE#-1- R 7 E§E)-F &

1 -1H-u3 1%

Mp =101 - 104°C; 'H NMR (DMSO) 745d,4HJ=75 Hz)
H),7.19(d, 1H,J =8.8 Hz), 7.12-7.08 (m, 3 H), 6.80 (dd , 1
24Hz),6.72(s,4H), 514 (s, 2 H),5.13(s,2H),5.10 (s, 2 ]
(t,2H,J =59 Hz), 2.64-2.59 (m, 2H), 2.35-2.29 (m, 2 H), 2.
» 3 H), 1.40-1.31 (m, 2 H), 1.25-1.19 (m,2H),0.83 (t,3H,7.]
638 (M+). J

,7.40-7.25(m, 8

H,J=65HzJ=
), 3.91

17 (s, 3 H), 2.14 (s
> Hz); MS el m/z

BMEHI M M 66a H-F G OK -2-(4-F G & - H)-3-H K

“l-{4-C WG R -Z K E)-F K -1H-03 13

Mp= 123-124°C

BEfmOIMMOT b-FER-2-(U4-FEH -¥ H

) -3-H

“1-{4- (2-(2-W H - AWM o -1-% )72 EH)-F %)

-~1H-0al #E

Mp=121°C

B bl R ES 5-F KK -2-(4-F G K -F K )-3-H K
=1-{4- [2-(3-WH-A @M -1-%)-2 G -14-

L

Mp= 90°C

B REE9 b-FEHE-2-(4-% i ) -3 - F
“1-{4-[2-(4-FB HE -AEIM of -1-%)-2 & % )-% &% )
=1H-0a g

Mp =98°C; 'H NMR (DMSO) 7.46 (d, 4 H, J = 7.2 Hz), 7.42 - 7.36 (m, 4 H), 7.36 -

7.31(m,2H),7.28(d,2H,J=8.6Hz),7.19(d, 1 H,J =9.0 Hz), 7.12 - 7.10

(m, 3 H), 6.80 (dd, 1 H, J = 8.8 Hz, 2.4 Hz), 6.73 (s, 4 H), 5.15

_58_
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PR PR O N R

A7
B7

Ao~ BRI (o)

(s,2H),5.11 (s, 2H), 393 (, 2 H,J = 5.9 Hz), 2.85 - 2.78 (m
(m, 2 H), 2.15 (s, 3 H), 1.97 - 1.87 (m, 2 H), 1.55 - 1.47 (m, 2
(m, 1H), 1.15 - 1.02 (m, 2 H), 0.85 (d, 3 H, J = 6.6 Hz); MS es

) 2 H), 2.62 - 2.56
H), 1.30 - 1.20
[ m/z 651 (M+1)+.

ERMBBTIO - EHX -2-4-F G K -F M )-3-0 %

=1 {4-(2-(UE)-2.6-— B £ -AN|Wibnog -1-r¥)-2 6 %)

- EY -1H-0 01

Mp =106 - 107°C; 'H NMR (DMSO) 7.46 (d, 4 H, J = 8.1 Hz),7.42 - 7.36 (m, 4 H),

7.37-7.31 (m, 2 H), 7.29 (d, 2 H, ] = 8.8 Hz), 7.18 (d, 1H,7J
7.09 (m, 3 H), 6.80 (dd, 1 H, J = 8.8 Hz, 2.4 Hz), 6.72 (s, 4 H
(s,2H),5.11(s,2H),384(t,2H,J=7.0 Hz), 284 (t,2H,J

= 8.8 Hz), 7.14 -
, 5.14 (s, 2 H), 5.13
= 6.6 Hz), 2.44 -

2.37 (m, 2 H), 2.15 (s, 3 H), 1.60 - 1.43 (m,3H), 1.32 - 1.18 (m, 1 H), 1.16 - 1.06

(m, 2 H), 1.01 (d, 6 H, ] = 6.2 Hz).

BoM MR T] 5-FE K -2-(4-%F Gk -F

-3-H B

- {4-02-(1,3.3-Z B % -6-0y -5 [ 2

2.11 ¥ -6-

E)-Z KB )-F #)

Mp= 107°C ; MS ESI

-1H -1 0

n/z T05(M++1)+

B WM T1a (18,

“3-H F - {4- [ 2-(2-0Y -% 38 [ 2.2.1] B

4R} -5-F | & -2- (4-f|F % - # )

12-E)Z 8

E)-FHY -18-8 13
BURKBBAED 2 (15,28)-2-0y -8B 8B [ 2

% W % Syn.Conn,26(3),577-584(1996) 7 &

Mp =95 - 100°C; 1H NMR (DMSO) 7.32 - 6.55 (m, 21 H), 5.10

3.69 (t, 2 H,J = 59 Hz), 2.65 - 2.5 (m, 3 H), 2.10 (s, 2 H), 2.0
(m, 7 H).

-59-

»2,1) B
w2 B,

-4.90 (m, 6 H),
(s,3H), 1.50- 1.0

AMER LA T BEEARE (CNS) ALK (210X 2970 % )

(4D B Bt ikt B A vt BB 0w )



A7

B7
BB (<7 )
BOWe PR T2 5o K -2- (4-fK % ) -3 % -]-
(4-(2-W B K -1-% -2 %) -%F %) -10-13 1}

Oil; 'H NMR (DMSO) 7.50 - 7.43 (m, 2 H), 7.42 - 7.33 (m,4H
H),7.13(d, 1 H, J = 2.4 Hz), 6.83 (dd, 1 H, J = 2.4 Hz, 6.7 Hz
5.14 (s, 2 H), 5.11 (s, 2 H), 3.89 (t, 2 H, J = 5.9 Hz), 3.20 (m, 4
(t, 2H, J = 6.0 Hz), 2.15 (s, 3 H), 1.60 - 1.40 (m, 8 H); MS el m

B W T2a 5-F MK -2-(4-8 -% K ) -3

), 7.32-7.20 (m, 4
), 6.71 (s, 4 H),

} H), 2.74

/z 562 (M+).

- R -]-

LA4-(2-A MM g -1-K)-7 FH)-F K] -]

H-#l 0z

0il; |HNMR (DMSO0) 7.32 - 6.53 (m, 16 H), 5.00 (s, 2 H), 4.96 (s, 2 H), 3.77 (t, 2

H,J =58 Hz),3.22 - 3.14 (m, 4 H), 2.40 (t, 2 H, J = 5.8 Hz), 2.0 (s, 3 H), 1.29 - |
1.17 (m, 6 H). I
I
MO R T2b 5-% S E -2- (4-4 -% K )-3-m B -1~ {
L4-(Q2- A\ -1-%) -7 G H)-F KV -1H-17 13 |
T

Oil; 'H NMR (DMS0) 7.52(d,2H, J = 8.6 Hz), 7.46 (d, 2 H, J|= 6.8 Hz), 7.41 -

7.37 (m, 4 H),7.35-7.29 (m, 1 H), 725 (d, 1 H, ] =9.0 Hz), 7

14(d,1H,J=24

() e 20 S o\ ke B (v Bn el B o3 )

PR R RO E H o R - R

I
I
Hz), 6.83 (dd, 1 H, J = 8.8 Hz, 2.5 Hz), 6.72 - 6.65 (m, 4 H), 5.16 (s, 2 H), 5.11 (s, |
2H),3.90 (t,2H,J =59 Hz), 2.55 (t, 2 H, J = 6.0 Hz), 2.41 - 2.26 (m, 4 H), 2.16 |
(s, 3H), 1.44 - 1.39 (m, 4 H), 1.38 - 1.29 (m, 2 H); MS el m/z 564 (M+). :

BHEGIWMETS S-F EHE-2- (2,3- HF = G 8 -% K1)
"3-HE-1- (4-(2- AWM -1-% -Z K )-F K

- 1H-04 mg

I

I

I

|

Foam; 'H NMR (DMSO) 7.45 (d, 2 H ,J = 7.0 Hz), 7.41-7.37 (m,|2 H), 7.33-7.29 I
(m, 1H),7.19 (d, 1H,J =8.8 Hz),7.11 (d, 1 H, J=22Hz),7.00 (d, 1 H, T = 7.9 |
Hz), 6.90 (d, 1 H, 1.4 Hz), 6.82 - 6.78 (m, 2H), 6.74 (s, 4 H), 6|07 (s, 2 H), 5.16 I
(s,2H),5.10(s,2H),3.93 (t, 2H, J=6.0Hz),2.56 (¢, 2 H, | = 6.0Hz), 2.41- I
2.35 (m , 4H), 2.15 (s , 3H), 1.48-1.41 (m, 4H), 1.38-1.28 (m , 2H); MS eI m/z 574 |
(M+). I
I

I

I

I

I

-6 -
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A7
B7

& BRHEE (9 )

B WW T4 B-FEHE-2-(U-BERE K -FIR)-3-1

B -1-[4-(2-AEM g -1-% -Z 85 K)-%

Yo -1H-nE pg

Foam; lH NMR (DMSO) 7.46 (d, 2H, J =17.7 Hz), 7.42 - 7.28 (m, 3 H), 7.25
(d,2H,J=87Hz),7.17(d, 1 H,J=8.7Hz),7.11 (d, 1 H, ] = 2.4 Hz), 6.99
(d,2H,J =8.6 Hz), 6.79 (dd, 1 H, J = 2.4 Hz, 8.8 Hz), 6.73 (s 4 H), 5.14

(s,2H), 5.10 (s, 2H), 470 - 4.60 (m, 1 H), 3.92 (t, 2H,J = 5.7
(t, 2 H, 5.7 Hz), 2.40 - 2.30 (bs, 4 H), 2.15 (s, 3 H), 1.50 - 1.40|(
1.30 (m, 2 H), 1.28 (d, 6 H, J = 6.2 Hz); MS el m/z 588 (M+).

B WM TS b-F B -2- [ 4-W K -5 £ )

Hz), 2.55
m, 4 H), 1.40 -

-3-H K -1-

[4-QR-NEMoF -1-% -7 FH)-F*} -1H-1 13

Oil; HNMR (DMSO) 7.46 (d,2H,J=72Hz),7.45-7.18 (m
(d, 1 H,J =24 Hz), 6.81 (dd, | H,J = 2.4 Hz, 8.6 Hz), 6.73 (s

, 8 H), 7.12
4 H), 5.15

(s,2H),5.10 (s, 2H), 3.92 (t, 2 H, J = 5.9 Hz), 2.55 (t, 2 H, J £ 5.9 Hz), 2.45 -

2.30 (m, 7 H), 2.10 (s, 3 H), 1.50 - 1.40 (m, 4 H), 1.48 - 1.35 (m,
544 (M+).

E RO TT
Do R R K -2-(3-F W -F K )-3-8 K -1-91

2H); MS el m/z

1= [ 4-(2-W B KE -1-% -7 @ &% )-% % )

x

Mp = 103 - 105°C; '"H NMR (DMSO) 7.47 - 7.45 (d, 2 H, J = 8.1 Hz), 7.41 - 7.35

(m,7H),7.32-7.29 (t,2H, 7.0 Hz), 7.23-7.21 (d, 1 H,J = 8.7

Hz),7.13-7.12

(d, 1 H, J = 2.1 Hz), 7.06 - 7.03 (m, 1 H), 6.95 - 6.91 (m, 2 H), 6.83 - 6.80
(m, 1 H), 6.75 - 6.73 (m, 4 H), 5.13 (s, 2 H), 5.11 (s, 2 H), 5.02{(s, 2 H), 3.90 -
3.87(t,2H, J = 6.0 Hz), 2.76 - 2.73 (1, 2 H, J = 6.0 Hz), 2.49 - 2.48 (m, 4 H), 2.13

(s, 3H), 1.51 (s, 8 H); IR 3400, 2900 cm*; MS el m/z 650 (M+);

Caa Has N2 03 =5 cpnzt & (8

B RMMWTE 5-F WA -2-(4-F G &% -3-F 1% % )-3-

B -1 (4-(2-A WM uF -1-% -2 F 3% )-%F

Y o-1H-

gl nz
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A7
B7

Ao~ AR (o)

Mp = 125-128°C; 1H NMR (DMSO) 7.50 - 7.45 (m, 4 H), 7.43 -(7.28 (m, 7 H), 7.26
-7.20 (m, 2 H), 7.14 - 7.09 (m, 2 H), 6.82 (dd, 1 H, J = 2.4 Hz, (8.8 Hz), 6.72 (s, 4
H), 5.21 (5,2 H), 5.16 (s, 2 H), 5.11 (s, 2 H), 3.94 (1, 2 H, J = 5.8 Hz), 2.62 - 2.56
(m, 2 H), 2.41 - 2.36 (m, 4 H), 2.15 (s, 3 H), 1.45 - 1.40 (m, 4 H), 1.40 - 1.31 (m, 2
H) ; MS el m/Z7 654 (M+);Ca4s Has FNo 03 22 CHNE B {8

B ol %% 79 5-F H B -2-(U-FEH-3-F|-F &£)-3-
HOE-1-[(A-(2-W B K -]1-% -7 G & )-% %))

-1H -84l 13

Mp = 122-124°C; |H NMR (DMSO) 7.50 - 7.28 (m, 10 H), 7.26 1 7.20 (m, 2 H),
7.15-7.10 (m, 2 H), 6.88 - 6.76 (m, 2 H), 6.70 (s, 4 H), 5.22 (s} 2H), 5.16 (s, 2H),
5.11 (s, 2H), 3.92 - 3.86 (m, 2H), 2.82 - 2.65 (m, 2H), 2.65 - 2.35 (m, 4H), 2.15 (s,

3H), 1.60-1.4(m, B8H);MS el mw/Z 668(M+)|

Caa Has FN o 05 2 CHNE & {4
B AWK B0 - HE -2-(3-H G K -F KL]-[4-(2-
AN EOMoeE -1-F -2 § K )-F &%)

Mp 86 - 87°C; 'H NMR (DMSO) 7.50 - 7.49 (m, 2 H), 7.46 - 7.3]l (m, 4 H), 7.24 -

721(d, 1 H,J=88Hz),7.15-7.14 (d, 1 H, J = 2.3 Hz), 7.00 {6.93 (m, 2 H),
6.88 - 6.81 (m, 2 H), 6.75 (s, 4 H), 5.18 (s, 2 H), 5.12 (s, 2 H), 3.96 - 3.92
(t,2H,J=59 Hz), 3.71 (s, 3 H), 2.59 - 2.55 (t, 2 H, J = 5.8 H2), 2.37 (s, 4 H),
2.18 (s, 3 H), 1.49 - 1.42 (m, 4 H), 1.37 - 1.34 (m, 2 H); MS el m/z 561 (M+);

-3-B F -1HFm g

Cao Hao N2 03 +0.25H, 02 CHNZE & (& .

B p S8l b-F K -3-F K -1- [ 4-(2-K &b 0
c1-E-ZER)-FHE] -2-(4-ZF B E K -F K )-14-
naf nE

V.A r——______——__—_____

(0 P el ot B i B N Bl O3 )

e uE e S P ks B P S

Mp = 107 - 108°C; 'H NMR (DMSO0) 7.52 - 7.45 (m, 6 H), 7.41 -
7.17-7.16 (d, 1 H,J =2.3 Hz), 6.87 - 6.84 (dd, 1 H, J = 2.3 Hz,
- 6.68 (m, 4 H), 5.18 (s, 2 H), 5.13 (s, 2 H), 3.95- 391 (,2 H, J

7.26 (m, 4 H),
J =6.4 Hz), 6.75
= 5.9 Hz), 2.58 -

254 (4, 2H,J =59 Hz),2.38-2.34 (m, 4 H), 2.17 - 2.15 (s, 3 H), 1.49 - 1.42

(m, 4 H), 1.35 - 1.34 (d, 2 H, J = 4.9 Hz); IR 3400, 2900, 1600 cm

-62 -
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RN Hom R - E

AABLEA (b))

(H+) ;s Cx Hx F3 N2 05 2 CHNGH B {& .

B PR M B2 (2- [4- (5-%F G & -2-(4-%
S3oE M - -1-HE K -REH) -7 K LE

Mp = 87-90°C; 1H NMR (DMSO) 7.46(dd, 4H, J= 6.9Hz, 0.6Hz), 7.42-7.27
(m, 9H), 7.19 (d, 1H, J= $Hz), 7.14-7.08 (m, 3H), 6.80 (dd, 1H, J= 6.4Hz, 2.4Hz),

6.75- 6.70 (m, 4H), 5.15(s, 2H), 5.13 (s, 2H), 5.13(s, 2H), 3.89

(t, 2H, J=5.6),

2.84 (m, 2H), 2.48 (m, 1H), 2.14 (s, 3H), 1.80 ( m, 2H), 1.65 ( m, 2H), 1.61

(m, 1H), 0.96-1.19 (m, SH); MS el myZ 650 (M+);
Caa Has N2 04 2 CHNE & (B

BEREARKS -FHEE-2-U-FRHE-XH

-~3-F &

- (4-F S WM M -1-3)-7 & % )

e S 20

_IH_.

g ag

Mp = 88-91°C; IH NMR (DMS0) 7.47 (m, 4H), 7.26-7.42 (m, 8
(d, 1H, J= 8.8), 7.10-1.12 (m, 3H), 6.80 (q, 1H, J= 6.3Hz, 2.4H

H), 7.19
z), 6.73 (m, 4H),

5.15 (s, 2H), 5.13 (s, 2H), 5.11 (s, 2H), 3.94 (¢, 2H, J= 5.9Hz), 2.59 (t, 2H), 2.42

(m, 4H), 2.29 (m, 4H), 2.15 (s, 3H), 2.12 (s, 3H); MS el m/Z 652

Cas Has N3 03 2 CHNE B (A

(M+);

/
BOMEH R84 1- [ 4-(2-0W BR-1-F)-7 & ¥)-% &)

ol L1 E

H-RE B -2-(3-Z B EE -FXH)-3-H K -1

Mp = 103 - 105°C; 'H NMR (DMSOQ) 7.47-7.45(d, 2 H,J =8.1

Hz), 7.41 - 7.35

(m,7H),7.32-7.29(t,2H,7.0Hz),7.23-7.21(d, ' H,J = 8.7 Hz), 7.13 - 7.12
(d, 1 H,J = 2.1 Hz), 7.06 - 7.03 (m, 1 H), 6.95 - 6.91 (m, 2 H), 6.83 - 6.80 (m, 1
H), 6.75 - 6.73 (m, 4 H), 5.13 (s, 2 H), 5.11 (s, 2 H), 5.02 (s, 2 H), 3.90 - 3.87 (1, 2
H,J =6.0 Hz), 2.76 - 2.73 (t, 2 H, ] = 6.0 Hz), 2.49 - 2.48 (m, 4 H), 2.13 (s, 3 H),

1.51 (s, 8 H); IR 3400, 2900 cm™; MS el m/z 650 (M+);
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A7
B7

A~ BB (v )

Cas Hae N2 03 2 CHNZ B (8 ,

RHAXNZRIIRZEBEBESR, T )2

B i 7l % %

NS E

No. 85 H H

No. 86 H 4’-OH

Ao
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A7
B7

Z~ BB (b))

No. 87 OH H O
No. 88 OMe |4-OH O
No. 89 OH 4’-OMe O
No. 90 OMe |4’-OMe O
No. 91 OMe |4-OMe O
No. 92 OH 4'-OEt O
No. 93 OH 4’-OEt O
No. 94 F 4’-OH O
No. 95 OH H ()
No. 96 OH 4’-OH C
No. 97 OH 4'-OH \/:>
No. 98 OH 4’-OH (
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A7
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B~ BIAFEA (4 )

9

No. 99 OH 4’-OH / )
N\
/
No. 100 OH 4-OH N
=
No. 101 OH 4-OH N
No. 102 OH 4-OH e
N\
RN
No. 103 OH 4'-OH ~
N\
—\._.
No. 104 OH 4'-OH )—-—
b
7
No. 105 OH 4'-OH N
x
\ + I-
No. 106 OH 4-OH | M-
|.
No. 107 OH 4’-OH + O
No.108 |OH |4-OH
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A7

B~ BRERABLER (1)

No.109 |OH |4'-OH d
No. 110 |OH |4-OH O—
No.111 |oH |4-OH d
No.112 |oH |4-oH '>)D
No.113 |OH |4-0H O—oa
Na. 114 |[OH |4-OH d

N
No.115 |oH |4-oH

¢

N L—

' \
No.116 |oH |4-F O
No.117 |OoH |4'F O
No. 118 |OH |3'-OMe4’-OH O
No.119 |OH |3',4-0CH,0- 'O
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No.120 |OH [4'-0-ipr (:>

No.121 |OH |4-0-ipr (:)

No.122 [OH |4-0-C /| :>
0. | p l\_
e

No.123 |OH |4'-CF, \}
=

No.124 |OH [4'-CH, \:>

No.125 |OH |4-c1 (}
, /7

No. 126 OH 2’,4’,-Dimethoxy l\_}

No.127 |OH |3.0OH (}

No. 128 OH |3-OH ,{)
—

No.129 |OH |4-OH3'-F \_}

No.130 |OH |4-OH, 3'-F ()

No. 131 OH |3%-OMe (}

No.132 |OH |4-OcCF, »(:>




PR PR3 1 v 3 5

A7
B7

~ BB (b7 )

G R R N - - AL N

H&ET

- (4-B K -F R )-3-F K -1- [ 4-2- XN E M -1-% -7

-~ 1H-03 0% -5 -f8

S A4ZE B H )R THF/ Bty

qHE)-F K )

LR ¥%oe3(z.2w ,
(1L.1% )2 % 2 %,
63 B H )R B B K B 48/ B, & B 8B 8 (¢
tH ., RBEFHERS DI FE B Nedl,/ CH,
Bl 102 B ERE, BN RUYVER LM E
HEBEBZEYD,

CHNGt B {8 Co Hz N2 05 +0.50H, 0;* H NMRY

B 10% Pd/C

Mp= 1038-113°C ;

H), 8.67 (s, 1 H), 7.14 (d, 2 H, ] = 8.6 Hz), 7.05 (d, 1H, J =8¢
J =88 Hz), 6.79 (d, 1 H, J = 2.2 Hz), 6.74 (s, 4 H), 6.56 (dd
Hz), 5.09 (s, 2 H), 3.95-3.93 (m, 2 H), 2.60-2.51 (m, 2 H), 2
2.09 (s, 3 H), 1.46-1.45 (m, 4 H), 1.35-1.34 (m, 2 H); IR (KB
1620, 1510 cm-1; MS (EI) m/z 456.

HE, EEY T EBMBIEF Bton & i B
EWWBORMUHE, 110% Pd/C{F B ballunsg P
B, EXSEHRAS, B LADERB
HOLER 2 B i 2 B W T AR % (&% 8) .
7ok 8
REEXREBALAS B2 100 B il % 97H
BRI 20 o MeOH . gk Ll B A 2.
HOL, M BEMAA0EHR EHFAER, 545
ARBPUERBEBRMN. 10082 %,
HRE4 PHEBRBIBRRE U K EE LR

HoZ B KRR

mAKRS L 1# (602 H,

lite)@® & &
Clz (1: 19

£ 0.8% 2

.64(s, 1

» Hz), 6.84 (d, 2 H,
, 1H, =838, 24
139-2.38 (m, 4 H),
r) 3350 (br), 2920,

(5k H fib &%
arrf b &
ok B, —

B R K
6ZF F 1.0N
TR R E R
S
. E W L4.2

EHBEEHKBEI84-185C 28 & ., PR\ E % 2 |

&
\Y
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A7
B7

Ao~ BABE (b5 )

RBEHUEBO.I0R 2 AEEBEEYE177-18

Cog Hao No 03 +HC1+1H, 02 CHNZt & 1§
XE, LAV ITHBRNIBTE., RE

ZEHMERWMT AR (F &),

k9

BohEf R 107 2-(4-® K -% H )-3-H K& -

0°Cc, &

K& S 107

- [ 4-(2-

AU -1-% -2 K H)-F K ) -1H-w3 1g -5

-FE H OB

i B
B0.8% 2 B i 41 4R %% 9798 W R 18F A THR
ABMBHREE ., GRMNBEZTERL AB, &
Em BB ABERUBEE.2E 24 8 EeE,
At B Co i N 05 +CHs T+0.5H, 02 CNH,

Bl MW %106 2-(4- % -F H)-3-8 % -]

FoR L2 E
K E & & %

Mp:214-217°C

- [ 4-(2-

= F A sz @)% H ) 1R -5

-& B O

fh Y1 G 5 % S LOGH I B M, BB RS & % 100
B E Z 4 . Mp=245-250°C; 1HNMR(DMSO)

9.66 (s, 1 H), 8.69 (s, 1 H), 7.16 (d, 2 H, J = 8.4 Hz), 7.05 (d
6.84 (d, 1 H,J = 8.6 Hz), 6.81 - 6.75 (m, 6H), 6.56 (dd, 1 H, J
5.12 (s, 2 H), 4.34 (m, 2 H), 3.70 (1, 2 H, J = 4.6 Hz), 3.11 (s, 4
IR(KBr)3250,1500,1250; MS el m/z 416 (N

C2s Hos N2 03 +1.09 CHs I1+0.8H, 02 CHN,

BERERELED S U EH G
THLEED BDE B @,

HBET R R B H W T e EE

(=}

, 1 H, ] = 8.8 Hz),
= 2.4 Hz, 8.7 Hz),
) H), 2.09 (s, 3 H);
)3 E

HCIB sk 2 B 8 . & M o ) 5%

» H g A

1 2Eta A BAaMB TREME, M HF
THAERS®ET, BSEaD (R%Ks5, &
SL)Bwm T |,

E%?&*’E%
90-4% %%

AR BB R T EBERAZE (CNS ) AdBA (210X 29704 )
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A7
B7

A BEY (69)

B M RK8S 4- { 3-B B -1- (4-(2-%
“Z B K- E) -1R- R} (HC)

oM PR W86 4- (3-BW K -1- [(4-(2-%
S W E)-F R -IH-m 02 -2-% ) -® (HCD)
Mp = 192 - 194°C; 1H NMR (DMSO), 10.28 (s, 1 H), 9.75 (5,1 H), 7.51 - 7.49
(m, 1H), 7.27 (dd, 1 H, J = 7.0 Hz, 0.7 Hz), 7.18 (d, 2 H, J =[7.6 Hz), 7.09 - 7.02
(m, 2 H), 6.86 (d, 2 H, ] = 8.6 Hz), 6.80 (s, 4 H), 5.20 (s, 2 H), 4.28

(t 2H,J=4.9 Hz), 3.50 - 3.35 (m, 4 H), 3.0 - 2.85 (m, 2 H),2.20 (s, 3 H), 1.80 -

1.60 (m, 5 H), 1.40 - 1.30 (m, 1 H); IR 3400, 3100, 2600, 1500, 1225 cml; MS el

m/z 44A(‘)(M+) ; Lo Hxp N2 09 +i——.ﬂw(—712 CHNE & {§ ,

B o W8T - K -2-F¥# -1-[4-(2-K%1 -1-
B -2 G F)-F %1 -1H-m31% -5-8 (HC])
Mp = 228-230°C; 'H NMR 10.1 (brs , 1 H), 8.76 (s, 1 H), 7.59 - 7.45
(m,5H),7.10(d,1H,J=8.8Hz),6.85-6.80(m,5H),6.51 d,1H,J=88
Hz), 5.15 (5, 2 H), 425 (t, 2 H, ] = 4.8 Hz), 3.47-3.35 (m , 4|H), 2.96-2.87
(m,2H),2.12 (s, 3H), 1.75-1.65 (m, 5 H), 1.31-1.28 (m, 1 H); MS el m/z 440
(M+) 3 Coo Hm Ny 02 +1 HCL+.33Ho 02 CHNZ B {5
TR(KBr)3200,2500,1450,1200cm™" ,
B PR WSS 4- (5 E K -3 W K 1. (4 [ 2- (A
mM g -1-K)-Z FE)F ) -1H-0 1} -2- - f

Mpt = 87-90°C; 'H NMR (DMSO0) 9.67 (s, 1 H), 7.16 (d, 2 H, | = 8.6 Hz), 7.16

(1 H buried), 6.98 (d, 1 H, J = 2.4 Hz), 6.85 (d, 2 H, J= 8.6 Hz), 6.73 (s, 4 H), 6.69
(dd, 1 H, J = 8.8, 2.4 Hz), 5.13 (s, 2 H), 3.94 (t, 2 H, J = 5.7 Hz), 3.76 (s, 3 H),
2.63-2.50 (m, 2 H), 2.43-2.31 (m, 4 H), 2.15 (s, 3 H), 1.49-1.40 (m, 4 H), 1.39-

g

AR R BUE A F BB RARAE (CONS ) A48 (210 X 29704 )
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A7
B7

A~ BEABLAA (o)

1.25 (m, 2 H); IR (KBr) 3400 (br), 2920,.1610, 1520 cm'l; MS el m/z 470:4
Cao Haa N2 03 +0.1H, 022 CHNE & {8 .

B M MMBY 2-(4-WEE-FH)-3-B KL {4-

- (AE MW -1-%)ZEE) K HEY -1H-1 IR -5
Mp = 188-189°C; 'H NMR (DMS0) 8.70
(s, 1H),7.27(d, 2H, T = 8.6 Hz), 7.06 (d, 1 H, ] = 8.6 Hz), 702 (d, 2 H J=88
Hz), 6.81(d. 1 H, J=2.2 Hz), 6.73 (s, ¥ H), 6.58 (dd, 1 H, J 4 8.8, 2.4 Hz), 5.10
(s,2H). 3.93 (t, 2H, J =59 Hz), 3.79 (s, 3 H), 2.56 (1, 2 H, J = 5.9 Hz), 2.41-
232 (m, 4 H), 2.10 (s, 3 H), 1.47-1.41 (m, 4 H), 1.34-1.31 (tn, 2 H); MS el m/z

470;
Cao Haa N2 05 +0.1Ho 02 CHNE & 4& .
ERMABMKI -9 EE-2-(4-9 -% ) -3-8 K -1-

[4-QR-AEM @ -1-% -Z G#)-F K] -1H-0 13 (HC])

Mp = 188-191°C; 'H NMR (DMSO0) 10.35 (brs, 1 H), 7.27 (d| 2 H , J = 8.8Hz),
7.17(d,1H,J=88 Hz),7.03(d,2HJ =86 Hz), 699 (d | 1 H, J = 2.5 Hz),
6.82-6.78(m,4 H),6.71(dd, 1H,J =88 Hz,J =2.5 Hz), 5.17 (s, 2 H), 4.31 -
4.22 (m, 2H), 3.79 (s, 3H), 3.76 (s, 3H), 3.43 - 3.36 (m ,4 H)| 2.97 - 2.83 (m , 2
H), 2.16 (s, 3H), 1.80 - 1.59 (m ,5 H) , 1.41 - 1.26 (m, 1H); IR |(KBr) 2920 ,1450 ,

1250cm™ ,MS el m/z 484 (M+);Cm Has No 04 +1 HCLZ
CHNGt & fH

W B @ KO 1o (4-(2-0 B -1-% -7 &% )-%
5o E K -2-(4-F R K K K )-3-0 & - 1H-pY 0} (RC)

Mp = 161-163°C; 'H NMR (DMSOQ) 10.65 (brs , 1H), 7.27
(d,2H,J=8.8Hz),7.17(d, 1H,J=88Hz),7.03(d,2HJ = 8.6 Hz), 6.99

(d,1H,J=25Hz),6.82-6.77 (m,4 H) ,6.71 (dd, 1 H, J = 8.8 Hz, J = 2.5 Hz),
5.17 (s, 2 H), 4.27 (m, 2H), 3.79 (s, 3H), 3.76 (s, 3H ), 3.44 - 3.30 (m, 4 H), 3.17
(m, 2H), 2.16 (s, 3H), 1.82 - 1.77 (m, 4 H), 1.63 - 1.48 (m, 4 H); MS el m/z 499

(M+);Cxp Hxs N2 05 +1 HC1Z2 CHNEF & (& .
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A7
B7

Ao~ BBLR (1))

BHEoSKIZ 2-(4-Z K F -KF)-3-8 & -1-[4-[2-

A E -1-% -7 ) -F K )

-~1H-04 0% -5-FF

Mp = 173-175°C;
(d,1H,J=8.8Hz),699(dd,2H,J=6.8 Hz,J = 2.0 Hz),

'H NMR (DMSO) 8.69 (s, 1 H),7.25(d,2 H,

J =8.8Hz), 7.04

6.80(d,1H,J=22Hz),6.73 (s ,4H),6.59(dd, 1 H,J=85] =2.2),
5.09(s,2H),405(q,2H,J=7.03 Hz),3.93 (t,2H, J = 6.0 Hz), 2.62 - 2.56

(m, 2H), 2.41 - 2.36 (m ,4 H), 2.09 (s, 3H), 1.45 -

1.41 (m, 4H), 1.38 - 1.30

X ]

(m,5H);HS el m/z 484(M+); Ca Has No 05 }.25H 0
2 CHNEt B 18
B M R®OY 1- (4-(2-NW BHE-1-K)-2 F&*)-%

~(4-2 B FE -F K )-3-F H -JH-B 12 -5-FF
Mp = 133-135°C; ‘H NMR (DMSO) 869(s,1H),725(d,2H
(d,1H,J=88Hz),699(dd,2H,J =68 Hz,J =2.0Hz),
6.80(d,1H,J=2.2Hz),6.73 (s 4H), 6.59 (dd, 1 H,J =85}
5.09 (s, 2H), 4.05(q,2H, J =7.03 Hz), 3.90 (t, 2H, J = 6.1 H;
= 6.0 Hz), 2.62 - 2.58 (m , 4 H), 2.09 (s , 3 H),1.58 - 1.44 (m, 8

(t,3H,J=7.0Hz); IR (KBr) 2930, 1470, 1250 CM™"; MS el m/;

Cxp Hs N2 05 Z CHNE & (B
B Hl MWW 94 4- {(S-@ -3-B K -1- [4-(2-

J =8.8Hz), 7.04

1z, J = 2.2 Hz),
r), 2.75 (t,2H,J

H), 1.33

r 498 (M+);

i il

(HC])

-1-¥ -Z S HE)-F HE ] -1H-m[ 0% -2-% ) -
Mp =223-225°C; '"H NMR (DMSO) 10.30 (br s , 1H), 7.27 - 7.23
7.17(d,2H,J = 8.6 Hz), 6.88 - 6.79 (m, TH), 5.20 (s , 2H),
(t,2H,J=5.0Hz),3.42-3.35 (m, 4 H), 3.00 - 2.85 (m, 2 H),
1.78-170(m,4H), 1.67-1.59 (m, 1 H), 1.40- 1.26 (m, 1 H)
(M+).

BiEf WSS 1- [4-(2-W B RH-1-F)-2Z & ¥ )

-3-F R -2-F K -1H-m[ Mg -5-8 - (HC1)
Mp = 203-204°C ; 'H NMR (DMSO) 10.50 (brs , 1 H), 8.80 (s, 1

(m,5H); 7.10d, 1 H, J = 8.8Hz), 6.83 - 6.77 (m, 5 H), 6.60 (d,

Hz),5.15(s ,2H ), 426 (t ,2H,J =52Hz),3.45-3.35(m, 4

13

(m,2H),

428

214 (s,3 H),
MS el m/z 458

il -

H), 7.50 - 7.38
1H,J=66

H), 3.21-3.10 (m ,

AR AR BEFARE (CNS) AdBLA (210X 2974 )
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A7
B7

A~ BABE (1]2)

2 H), 2.12 (s, 3H), 1.85-1.75 (m, 4 H) , 1.70 - 1.51 (m , 4 H); MS el m/z 454 M+);

Con Has No 02 +1 HCL2 CHNZ & (§ .

BAE G RO 96 2-(4- 3 -% K )-3-8 K -11 [ 4-(2- 0 B gF

“1-H)-Z B )-F K] -1H-13[ 1} -5-§

Mp =105-110°C; CHN calc’d for Cy3H3oN,0; + 0.4 H,0; 'H NMR (DMSO) 9.65 (s,

1 H),8.67 (s, 1H),7.15(d,2H,J=8.6Hz),7.05(d, 1 H, ] =

8.6 Hz), 6.84 (d, 2

H,J=2H),679(, 1H,J=24Hz),6.56(dd, 1 H,J = 8.6, 2|2 Hz), 6.74 (s, 4

H), 5.09 (s, 2H), 3.95 (t, 2 H, ] = 5.7 Hz), 3.39-3.23 (m, 4 H),

2.09 (s, 3 H), 1.67-1.64 (m, 4 H); IR (KBr) 3410 (br), 1620, 151
m/z 442

ERARMK8 1- (4-Q-WFH-1-% -7 &

2.80-2.75 (m, 2 H),
0cm’; MS (ED)

&) - &)

“2-(4-F H -F H )-3-\ R -1H-0[ 1} -5-8 (JC])

Mp = 168 - 171°C; 'H NMR (DMSO) 10.11 (br s, 1 H), 9.70 (s,

1 H), 8.71 (s, 1 H);

715, 2H,J=8.6Hz),7.05(d, 1 H,J =88 Hz),6.85(d, 2 H, J = 8.8 Hz), 6.80
- 6.77 (m, 5 H), 6.56 (dd, 1 H, J = 8.8 Hz, 2.2 Hz), 5.11 (s, 2 H), 4.26 t2H,J=
4.6 Hz), 3.48 - 3.30 (m, 4 H), 3.22 - 3.08 (m, 2 H), 2.09 (s, 3 H), 1.83 - 1.76 (m, 4

H), 1.67 - 1.48 (m, 4 H); IR (KBr) 3500 br, 3250 br, 2900, 1610:

-(M+H+); Cao Haa N2 05 #2.5H 5 0+HG1 » CHN
B G R R 95 2 MM

B B B B R KB AIZ B R
Mp= 174-178°C

MS FAB m/z 471

it O

B RM®O9 1- (4-(2-0y % -1-% -7 § &) -%

2 (4-f H K M) -3-W K -1H-0 1} 5o

Mp =98 - 102°C; IH NMR (DMSO0) 9.63 (s, 1 H), 8.68 (s, 1 H),|7.15 - 7.13 (m, 2
H), 7.05(d, 1 H, J = 8.5 Hz), 6.83 (dd, 2 H, ] = 2.0 Hz, 6.6 Hz), 679 (d, 1 H,J =
2.2 Hz), 6.73 (s, 4 H), 6.55 (dd, 1 H, J = 2.2 Hz, 8.6 Hz), 5.08 (s, 2 H), 3.89 (¢, 2
H,J=35.7Hz), 2.74 (t, 2 H, ] = 5.4 Hz), 2.55 (bs, 4 H), 2.08 (s,)3H), 1.55 (s, 2
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A7
B7

&~ BB (115)

H), 1.46 (s, 8 H); IR 3400, 2900, 1250 cm-1; MS eI myz 484 (M+):

Cxn Has N2 03 +.30H, 02 CHNE & & ,
BReHI S W I00 2-(4-4F % - K )-3-8 R -

1-(4-(2-=

B -1-R-ZEH)-FR] -1H- 0} -5-8
Mp =95 - 105°C; IR (KBr) 3400 br, 2900, 1610 cm™; MS el m/2

Czs-HmNz 0 s +D:5H2 02 CHNEt & {H ,
BhEMEHMI01 2-(4-B & - £ )-3-8 K -

416 M+);

1- [(4-(2-2

++

-1-# - - -1H-1 -5 -

1 2

Mp = 100-107°C; CHN calc’d for Cy3 H3; N,Os + 0.25 H,O; 'H NMR (DMSO) 9.64

(s, 1 H), 8.67(s,1H),7.14(d,2H,J=8.6Hz), 7.05 (d, 1 H,
2H,J=8.6Hz), 6.79 (d, 1 H, 2.2 Hz), 6.74 (s, 4 H), 6.56 (dd|
Hz), 5.09 (s, 2 H), 3.95-3.85 (m, 2 H), 2.80-2.60 (m, 2 H), 2.1
2.09(s,3H), 093 (t, 6 H,J =7.0Hz); IR (KBr) 3410 (br), 2

cm’'; MS FAB 445 (M+H+).

BEREAWMWI02 1= (4-[2-(= B H I % -7
B -2-(R B -FX K )-3-8 % -14-03 1% -5-

J = 8.8 Hz), 6.84 (d,
,1H,J=2838,24
$8-2.40 (m, 4 H),
050, 1610, 1510

+4

Mp = 83 - 86°C; lH NMR (DMSO) 9.64 (s, 1 H), 8.67 (s, 1 H),
8.6), 704 (d, 1 H,J = 8.6 Hz), 6.83 (d, 2 H, J] = 8.6 Hz), 6.78

7.14(d,2H,J =
d, 1 H,J =2.2 Hz),

6.72 (m, 4 H), 6.55 (dd, 1 H, J = 2.4 Hz, 8.2 Hz), 5.08 (s,2 H), 3.88 (t, 2 H, J =
6.0 Hz), 2.80 - 2.63 (m, 2 H), 2.59 - 2.45 (m, 4 H), 2.10 (s, 3 H), 1.41 - 1.30 (m, 4
H), 0.79 (t, 6 H, J = 7.3 Hz); IR 3400, 2900, 1250; MS FAB m/z 473 [M+H+];

C3 Has Ng 0s +.20H 2 OZCHNﬁﬁ{Eo
B Rk 103

1-(4-[2- (= TR X - GH)-%

£) -2-(4-B % -F % )-3-8 % - 1§-0 13 -5

Foam; 'H NMR (DMSO) 9.63 (s, 1H), 8.66 (s , 1 H),

715(d,2H,J=8.6Hz), 7.05(d,1H,J=8.8Hz),6.83(d|2H,J = 8.6 Hz),

6.79 (d, 1 H, ] =4.2 Hz), 6.78 - 6.71 (m, 4 H), 6.55
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BB (14)

(dd,1H,J=8.6Hz J=2.4Hz),5.10 (s, 2 H), 3.88 (t, 2 H,J = 5.5 Hz), 2.68-
2.62 (m, 2H), 2.42-2.34 (m, 4 H), 2.08 (s, 3 H), 1.38 - 1.19 (m, 8H), 0.82 (¢, 6

H, ] =7.2 Hz); IR (KBr) 3400, 1450 cm -1; MS el m/z 501 (M+).

BRI RWI04 1- (4-[(2-(Z BRI K -4

+

) -2-(4-B B -FX F£)-3-8 & -1H-15 85 -5|-F

Mp =96 - 102°C; '"H NMR (DMSO0) 9.64 (s, 1 H), 8.67 (s, L H), 7.14 (d, 2 H,J =
8.6 Hz),7.04 (d, 1 H,J =8.6Hz), 6.83(d,2H,J=8.6Hz),6[79(d, 1 H, ] = 2.4

Hz), 6.77 - 6.69 (m, 4 H), 6.56 (dd, 1 H,J = 8.6 Hz, 2.2 Hz), §

08 (s, 2 H), 3.75 (t,

2H,J=7.0Hz),3.01-292 (m, 2 H), 2.67 (t, 2H, ] = 7.0 Hz), 2.09 (s, 3 H), 0.93

(d, 12 H, 6.6 Hz); IR (KBr) 3400 br, 2940, 1620 cm-1; MS FAH

Coo Has Nz Oa +0.502 02 CHNE & {8 .
B f %% 105 1- §{4- (2-(T % -8 #®H -}

m/z 473 (M+H+);

R E Y -2-(4- K - K )-E:Eﬁ X -1H-03 0g -5 -E2

Mp = 102-107°C; 'H NMR (DMSO) 9.60 (s , 1H), 8.67 ( s, 1H),

d,2H,J=84Hz),704(d,1H, J=8.6Hz),682(d,2H

7.14
,J=88Hz), 6.78

(d,1H,J=23Hz),6.73(s,4H),655(dd,1H,J=88Hg, J=2.4Hz), 5.08

(s,2H),392(t, 2H, J =6.0 Hz), 2.64-2.59 (m , 2 H), 2.38-2

(br s, 3 H), 2.08 (s, 3 H), 1.40-1.31 (m, 2 H), 1.25-1.19 (m, 2
7.2 Hz); IR (KBr) 3420,1460, 1230 cm™; MS el m/z 638 (M+)

29(m,2 H), 2.20
H),083(,3H,

{4- [ 2-(2-

% M G R B 108 2-(4- K -F K -3-F K -]-
PR -A M -1-%)-Z G K] -F I -]

H-13 8% -5-%2

Mp = 121 - 123°C; '"H NMR (DMSO0) 9.65 (s, 1 H), 8.68 (s, 1 H), 7.14

(d,2H,J=8.6Hz),7.04 d,1H,] =88 Hz),6.84 (d,2H, J
(d, 1 H, J = 2.0 Hz), 6.74 (s, 4 H), 6.56 (dd, 1 H, ] = 8.8 Hz, 2
(s, 2 H), 3.97 - 3.86 (m, 2 H), 2.95 - 2.73 (m, 2 H), 2.62 - 2.53
2.14 (m, 2 H), 2.09 (s, 3 H), 1.61 - 1.30 (m, 4 H), 1.28 - 1.09 (
(d, 3 H,J=35.1 Hz); IR (KBr) 3400, 2920, 2850, 1610 cm™;

Cao H3a N2 05 +.250H, 02 CHNE & (g
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= 8.6 Hz), 6.79

.4 Hz), 5.09 .
(m, 1 H), 2.36 -
m, 2 H), 0.98
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A7
B7

F~ APASER (M)

B ®® 109 2-(4-W B -F & )-3-8 K -]

{4- (2-(3-

BE-AmMo-1-%)-ZFE] -FHFE} -1H-

B 0 -5-82

Mp = 121 - 123°C; 'H NMR (DMSO) 9.64 (s, 1 H), 8.67 (s, 1 H), .14

(dd, 2 H,J = 8.3 Hz, 1.4 Hz), 7.04 (dd, 1 H, J = 8.6 Hz, 1.2 Hz),
(dd, 2 H, J = 8.6 Hz, 1.7 Hz), 6.79 (s, 1 H), 6.79 (s, 4 H), 6.56

6.84

(d, 1 H,J =8.6Hz), 5.08 (s, 2 H), 3.94 (t, 2 H, J = 5.0 Hz), 2.86 - 2.71 (m, 2 H),
2.63 - 2.50 (m, 2 H), 2.48 (s, 3 H), 1.92 - 1.79 (m, 2 H), 1.63 - 1.85 (m, 5 H), 0.79

(4,3 H, J = 5.2 Ha); IR (KBr) 3400, 2910, 1625 cm'’;
Cao Has N2 Os +0.25H, 02 CHNZH ® {4 .

{4-[2-(4-

B RM¥%110 2-(4-8 K - #H)-3-8 3% -]-

B3 8% -5-®(HC1)

B -A M -1-%)-Z K -F K} -1H
Mp = 154 - 162°C; 'H NMR (DMSO) 10.00 (brs, 1 H), 9.71 (s, 1 §
7.15(d, 2 H, ] = 8.6 Hz), 7.05 (d, 1 H, J = 8.6 Hz), 6.85 (4, 2 H,
- 6.77 (m, 4 H), 6.57 (dd, 1 H, J = 8.6 Hz, 2.2 Hz), 5.11 (s, 2 H),
(t,2H, J = 4.8 Hz), 3.51 - 3.35 (m, 4 H), 3.01 - 2.87 (m, 2 H), 2.

1), 8.71 (s, 1 H),
J = 8.6 Hz), 6.83
4.27

D9 (s, 3 H), 1.74

(d,2H,J=13.4 Hz), 1.61 - 1.37 (m, 4 H), 0.88 (d, 3 H, ] = 6.4 Hz); IR (KBr)

3410, 2910, 1620 cm™; MS el myz 470 (M+H+);

Cao Haa No 05 +HCL1+2H, 022 CHNEH & 8§
HorE oo %111 1- { 4- (2-(3,.3-=— 8 # -5

I -1-

E)-ZE#H ) -FH) -2-(4-BH¥ -%¥ K )-3-H & -1§-
Mg -5 - g

(d,2H,J=8.6Hz),7.05(d, 1 H, J = 8.8 Hz), 6.84 (d, 2 H, ] = 8/6 Hz), 6.79
(d, 1 H,J=2.4Hz), 6.74 (s, 4 H), 6.56 (dd, 1 H, J = 8.8, 2.4 Hz)| 5.09 (s, 2 H),
3.93 (t 2 H, J = 5.7 Hz), 2.60-2.50 (m, 2 H), 2.37-2.25 (m, 2 H), 2.09 (s, 3 H),
2.10-1.99 (m, 2 H), 1.46 (t, 2 H, J = 5.9 Hz), 1.13 (t,2H,J = 6.4 Hz), 0.86
(s, 6 H); MS el m/z 484.

BRHAB\HRI12 1-{4- (2-((HBY-2.6-— H -5 i
B -1-F)-Z R ] -F K} -2-(8 B -X H )-3-F 3

~1H-03 0% -5-F

Mp =114 - 121°C; 'H NMR (DMSO0) 9.62 (s, 1 H), 8.64 (s, 1 H), 7.11
(d,2H,J=86Hz),701(d,1H,J=86Hz),681(d,2H,J =88 Hz), 6.76
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A7
B7

&~ HABLER (16 )
(d, 1 H,J = 2.2 Hz), 6.72 - 6.66 (m, 4 H), 6.53 (dd, 1 H, J = 8.6 Hz, 2.2 Hz), 5.06

‘(s, 2 H), 3.86 - 3.72 (m, 2 H), 2.86 - 2.76 (m, 2 H), 2.43 - 2.35 (m}, 2 H), 2.06

'(s, 3H), 1.78 - 1.59 (m, 3 H), 1.29 - 1.17 (m, 1 H), 1.12 - 0.92 (m, 8 H); IR (KBr)
3400 br, 2920, 1630 cm-1; MS FAB nyz 485 (M+H+); CHN calcd for C; H,N,0O, +
0.175 8 +0.75H, 02 CHNE ¥ {&

MO 113 2-(4-B K - )-1- {4- [24(4-5&

£ oA @M E-1-F)-Z K -F HY -3-F K|I-1H-WB

l] - - e

Mp = 80 - 90°C; 1H NMR (DMSO) 9.66 (s, 1 H), 8.68 (s, 1 H), 7.13
(d,2H,J=7.6Hz),7.04 (d, 1 H,J =8.8 Hz), 6.84 (dd, 2 H,J = 2,0 Hz, 6.6 Hz),
6.78 (d, 1 H, 2.2 Hz), 6.73 (s, 4 H), 6.55 (dd, 1 H, J = 2.2 Hz, 8.6 Hz), 5.09

(s,2 H), 450 (d, 1 H,J = 4.2 Hz), 3.92 (t, 2 H, ] = 5.8 Hz), 3.40 (In, 2 H), 2.72
(m, 2 H), 2.60 (m, 2 H), 2.10 (s, 3 H), 2.15-2.05 (m, 1 H), 1.75-1.63 (m, 2 H),
1.42 - 1.28 (m, 2 H); IR (KBr) 3400, 2900, 1250 cm-l; MS el m/z 472 (M+);

Cxo Hxp N2 04 +.11CH2 Cl2 & CHN§+§(E
oMM WM 114 (1S, 4R)V-1- {4-([2=-(2-W - | (2.2.1]
B-2-K)-Z W HE) -F RH) -2-(4-8 K - £ | -3-8 FK
-1H-03f B¢ -5-F%
Mp = 125 - 130°C; 1H NMR (DMSO) 9.65 (s, 1 H), 8.67 (s, 1 H), 7.13(d,2 H,J =

8.6 Hz), 7.04 (d, 1 H, J = 8.5 Hz), 6.83 (dd, 2 H, J = 2.0 Hz, 6.6 Hz), 6.78 (d, | H,
J=2.2Hz), 6.73 (s, 4 H), 6.55 (dd, 1 H, J = 2.2 Hz, 8.6 Hz), 5.08|(s, 2 H), 3.95 -

3.8 (m, 2 H), 2.90 - 2.70 (3 H), 2.30 - 2.20 (m, 2 H), 2.10 (s, 3 H),| 1.70 - 1.60 (m,

1 H), 1.60 - 1.30 (m, 4 H), 1.25 - 1.15 (m, 2 H); IR (KBr) 3400, 2950, 1500; MS (+)
FAB m/z 469[M+H]* ;C3 Hx N2 03 +.34Et0Ap 2 CHNGF & {H .
E oMM WM 115 2-(4-M K - E)-3-ME -1-[{4- [ 2-
(1.3.3-= M 3£ -6-0Y & 5§ [3.2,1) * -6-%)r7 & % )

- K} -1H-03 0% -5-F8
Mp = 98 - 100°C; 'H NMR (DMSO0) 9.64 (s, 1 H), 8.67 (s, 1 H), 7.14
(d,2H,J=86Hz),705(, 1 H,]=86Hz),684(d,2H,J=28.6Hz),6.79

(d, 1 H,J =24 Hz), 6.75 - 6.69 (m, 4 H), 6.56 (dd, 1 H, J = 8.6 Hz, 2.4 Hz), 5.08
(s, 2 H), 3.83 (t, 2 H, J= 5.9 Hz), 3.12 - 3.07 (m, 1 H), 2.94 - 2.87|(m, 1 H), 2.85
(d, 1 H,J=92Hz),278-2.70(m, 1 H), 2.17 d, 1 H, J =9.2 Hz), 2.09 (s, 3 H),

e e e e
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1.55-1.42 (m, 2 H), 1.29 (q, 2 H, ] = 13.6 Hz), 1.14 (s, 3 H), 1.1]
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B7

A~ BIABE (1)
0.96 (s, 3 H), 0.82 (s, 3 H); IR (KBr) 3400 br, 2940, 2900, 1630 cm™; MS ESI m/z
525 (M+h+) ; Caa Hao N2 O35 +0.5H2 02 CHNE & {4
BREM MWK 116 2-(4-8 -F B )-3-F K -1-1(4-(2-K
|MogE -1-K -Z FE)-F K] -1H-0 0% -5-E (HC1)
Mp = 201 - 203°C; 1H NMR (DMSO) 10.22 (s, 1 H), 8.78 (s, 1 H), 7.45 - 7.35
(m, 2 H), 7.34 - 7.25 (m, 2 H), 7.11 (d, 1 H, J = 8.6 Hz), 6.90|- 6.70 (m, 5 H), 6.61

(dd, 1 H,J = 2.4 Hz, 8.8 Hz), 5.15 (s, 2 H), 4.27 (1, 2 H, 4.8 Hz), 3.50 - 3.34
(m, 4 H), 3.0 - 2.85 (m, 2 H), 2.10 (s, 3 H), 1.80 (m, 5 H), 1.40 - 1.25 (m, 1 H);

NS el m/z 458 (M+);Co Hay FNo2 02 +1 HCIZ CHNZ B ff .
B MW L117 1- [(4-(2-WW B -1-%)-7 e

B ) -2-(4-8 -% ¥ )-3-F ¥ -14-¥ 0% -5-
Mp = 181 - 184°C; IH NMR (DMSO) 10.68 (s, 1 H), 8.80 (s, 1 H), 7.50 - 7.36 (m, 2
H), 7.34 - 7.26 (m, 2 H), 7.12 (d, 1 H, J = 8.8 Hz), 6.86 - 6.73 (m, 5 H), 6.63 (dd,

1H, J = 2.2 Hz, 8.5 Hz), 5.13 (s, 2H), 4.29 (¢, 2 H, J = 5.2 Hz), 3.50 - 3.30 (m, 4

H), 3.20 - 3.08 (m, 2 H), 2.1 (s, 3 H), 1.90 - 1.70 (m, 4 H), 168 - 1.45 (m, 4 H);

IR (KBr) 3500, 3100, 2910, 1450, 1250 cm™*; MS /1 m/z 472 (M+);
Cap Hag FN2 02 +1 HClZ CHNE & fH ,

BEH SR 118 2-(3-BH F ¥ -4-8 K -% K|)-3-F % -1-
(4-(2- A Wb -1-K -2 K H )-F K] -14-1f 0z -5-

B (HC])
Mp = 161-163°C ; 'H NMR (DMSO) 10.12 (brs, 1H), 9.25 (s, 1 H), 8.71 (s, 1H),

7.05 (d, 1H, J = 8.5Hz), 6.85 - 6.79 (m, 8 H), 6.57 (dd, I1H,J =8.5Hz,J =
2.2Hz), 5.13 (s, 2H), 4.27 (t, 2H , J = 5.0Hz), 3.64 (s , 3H), 3.44 - 3.37 (m, 4 H),
2.93-2.85 (m, 2H), 2.11 (s, 3H), 1.80 - 1.60 (m, 5 H), 1.40 + 1.25 (m , 1H); MS

el m/z 486(M+);Cx Haa No 04 +1 HCL41H, 0: IR(KBr)
3190, 1470, 1230cm™ 2 CHNE & {4 ,
AR 119 2-% HF [(1.3)] — I fx -5-H -3-FH # -1-

[4-(2-A MM o -1-2% -7 G % )-% %) - 1§-1 1 -5-8(4c])

Mp = 122-125°C ; 'H NMR (DMSO) 9.80 (brs , 1 H), 8.73 (s, 1 H),7.07
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A BRI (N)

(d,1H,J=87Hz),7.02(d,1H,J=80Hz),689(d,1H,]

= 1.7 Hz), 6.80 -

6.75 (m, 6 H), 6.58 (dd, 1 H, J = 6.4 Hz, ] = 2.2Hz), 6.06 (5, 2H), 5.13 (s, 2H),

4.30- 4.19 (m, 2 H), 3.51 - 3.30 (m, 4 H), 2.99-2.85 (m, 2 H),

1.81-1.59 (m, 5 H), 1.41-1.26 (m, 1 H); MS el m/z 484(M+);
Cao Hmp N2 04 +HCI+.26H, 02 CHNZ & 1§ ,

B fe G 120 2-(4-B N E K - % )-3-1

2.10 (s, 3 H),

#-1-[4-

(2-AFME-1-%)-Z FH ] -% % )

-1H-03f 0% -5-%F

(HC1)

Mp = 120 - 125°C; 1H NMR (DMSO) 10.18 (s, 1 H), 8.73 (s, 1H),7.25(,2H,J
=8.6 Hz), 7.04 (d, 1 H,J = 8.8 Hz), 6.99 (d, 2 H, J = 8.8 Hz), 6.82 - 6.80 (m, 5
H), 6.59 (dd, 1 H, J = 2.2 Hz, 8.6 Hz), 5.12 (s, 2 H), 4.67 - 4.6]l (m, 1 H), 4.27 (1,

2H,]=4.8Hz), 3.50 - 3.35 (m, 4 H), 3.0 - 2.85 (m, 2 H), 2.1
1.60 (m, 5 H), 1.40 - 1.25 (m, 7 H); IR (KBr) 3400, 3000, 1500,

198 (H+) ; Co Haa No 0o +1.0HC1+.700, 02

(s, 3 H), 1.80 -
1250; MS el m/z

CHNEt & {H

BEmMRKI121 1- (4-Q-WHERH-1-% -2 § -

B -2-4-2REHX-FK)-3-F K -14-1| 82

-5-K (HC1)

Mp = 120 - 125°C; 1H NMR (DMSO) 10.36 (s, 1 H), 8.73 (s, 1 H),7.26-723

(m, 2H),7.05(d, 1 H,J = 8.8 Hz), 7.01 - 6.98 (m, 2 H), 6.85 -
(dd, 1 H, J = 2.2 Hz, 8.6 Hz), 5.12 (s, 2 H), 4.67 - 4.61 (m, 1 H

6.75 (m, 5 H), 6.57
), 427

(t, 2 H,J = 4.8 Hz), 3.50 - 3.30 (m, 4 H), 3.20 - 3.10 (m, 2 H), 2.10 (s, 3 H), 1.85 -

1.75 (m, 4 H), 1.65 - 1.50 (m, 4 H), 1.27 (d, 6 H, ] = 6.1 Hz); IR (KBr) 3400, 1500,

1250: MS el m/z 512 M+); 3+ & {§ C_H,N O, + 1.0 HCl +.5

33740 273

BEmo@RMWM122 2-(4-R K E & -X £ )-3-1§

H,0.

1= [ 4-

(2-A muhoF -1-K -Z FE)-F H ] -1H-8 1
Mp = 121 - 135°C; 'H NMR (DMSO) 9.80 (brs, 1 H), 8.72 (s, 1
d,2H,J=88Hz),7.05(d,1H,]=8.8Hz),698(,2H,]J =
6.78 (m, 5 H), 6.57 (dd, 1 H, J = 8.8 Hz, 2.4 Hz), 5.13 (s, 2 H),
(m, 1 H), 4.25 (t, 2 H, J = 4.8 Hz), 3.50 - 3.38 (m, 4 H), 2.92 (q
2.11 (s, 3 H), 1.98 - 1.85 (m, 2 H), 1.81 - 1.56 (m, 11 H), 1.41 -
(KBr) 3400, 2920, 1620 cm-1; MS el m/z 524 M+);

C33 Hao N2 03 +0.5Ho 02 CHNE & {8 .

80
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8.8 Hz), 6.83 -
4.86 - 4.82

,2 H,J = 8.8 Hz),
1.29 (m, 1 H); IR
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BREHMRK 123 3-8 K -1-(4-Q-A mib o -1-% -2 &

£ ~5-8%

E)-% L) -2-(4-ZmF K- K)-1H-M
Mp = 174°C; 'H NMR (DMSO) 8.8 (s, 1 H), 7.82 (d, 2 H, J =
J=79Hz),7.17 (d, 1 H, ] = 8.6 Hz), 6.86 (d, 1 H, J = 2.4 H

Cap Han Fa No 09 +.25H, 02 CHNE & (H

H)-F R ] -2-% -8B X &K -14-1/ 0} -5-8

sl R 125 2-(4-FW - % )-3-8 K -1-

8.1 Hz), 7.59 (d, 2 H,
), 6.75 - 6.68 (m, 4

H), 6.65 (dd, 1 H, J = 8.8 Hz, 2.4 Hz), 5.16 (5, 2 H), 3.93 (t, 2 H, ] = 5.7 Hz), 2.62
- 2.56 (m, 2 H), 2.42 - 2.32 (m, 4 H), 2.15 (s, 3 H), 1.48 - 1.40 (m, 4 H), 1.39 -
1.29 (m, 2 H); IR (KBr) 3410, 2910, 2850, 1620 cm-1; MS el m/z 508 (M+);

BRI GRM® 124 3-BM K -1-[4-(2-AFM o -1-% -2 &

Mp = 162 - 164°C; |H NMR (DMSO0) 8.70 (s, 1 H), 7.28 - 7.24 (m, 4 H), 7.07 (d, 1
H,J=8,4 Hz), 6.81 (d, 1 H,J = 2.2 Hz), 6.73 (s, 4 H), 6.58 (dd, 1 H,J = 2.4 Hz,
8.8 Hz), 5.11 (s, 2 H), 3.92 (t, 2 H, J = 5.9 Hz), 2.55 (t,2H, J|=59 Hz), 2.45 -
2.30 (m, 7 H), 2.10 (s, 3 H), 1.50 - 1.40 (m, 4 H), 1.48 - 1.35 (m, 2 H); IR (KBr)
3400, 2900, 1200; MS eI m/z454 (M+); Ca0 Has N2 0o 2 CHNZ & {#

[4-(2-K &

MfooF -1-% -7 K &K )-F L -1H-M 1} -5-F

(HC 1)

Mp = 161-164°C; 'H NMR (DMSO) 10.12 (brs , 1H), 8.80 (s,

(m, 5H), 1.37 - 1.25 (m, 1H); MS el m/z 475 (M+);

€Cog Hyy Cl'Nz 02 +HCL+.25H2 0z CHNE’fﬁ{E

LA4-(-A\mMMaF -1-% -2 FH)-% %) -

|H), 7.53

(d,2H,J=83Hz),736(d,2H,J=8.8Hz),7.12(d,1H I = 8.8Hz), 6.85-
6.75 (m, 5 H), 6.63 (dd , 1H,J = 8.8 Hz, J = 2.4 Hz), 5.14 (5|, 2H), 4.29-4.22
(m, 2H), 3.45-3.36 (m , 4 H), 2.97 - 2.84 (m, 2H) , 2.11 (s, 3H), 1.83 - 1.61

+]

B M B 126 2-(2,4-= B G K - &) -3l -

-0 1% -5 -f%

Mp = 85 - 92°C; !H NMR (DMSO) 8.62 (s, 1H),7.10(d, 1 H,

81

J = 8.4 Hz), 7.01

(d, 1 H,J=8.6Hz), 6.80 - 6.70 (m, 5 H), 6.69 (d, 1 H, 2.2 Hz), 6.59
(dd, 1 H, ] = 2.4 Hz, 8.5 Hz), 6.52 (dd, 1 H, ] = 2.4 Hz, 8.8 Hz), 5.02
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B7

(d, 1 H,J=65Hz),483(d,1H,J=6.3Hz),4.0-3.90 (m, 2 H), 3.80 (s, 3 H),
3.67 (s, 3 H), 2.65 - 2.50 (m, 2 H), 2.45 - 2.30 (m, 4 H), 2.0 (5,|3 H), 1.55 - 1.40

(m, 4 H), 1.39 - 1.30 (m, 2 H); IR (KBr) 3400, 2900, 1520, 1250

(¥+)
Ehe MR 127 2-(3-F ¥ - HH)-3-8 %K -]

Cap Hae No 04 +.05CH -

MS el m/z 500

Clo 2 CHNG & (B .

- 4-(2-

A moMooF -1-% -2 FH)-F F ] -1H-1 012 -5

-5

Mp = 115 - 118°C; '"H NMR (DMS0) 9.57 (s, 1 H), 8.71 (s, 1 H), 7.27 - 7.23

(t, 1H,J=8.1Hz),7.06-7.04 (d, 1 H, ] = 8.8 Hz), 6.81 - 6.74
6.56 (dd, 1 H, J = 2.3 Hz, J = 6.3 Hz), 5.12 (s, 2 H), 3.94 - 3.91

(m, 8 H), 6.59 -
(t,2H,J=59

Hz), 2.57 - 2.54 (t, 2 H, J = 5.8 Hz), 2.36 (s, 4 H), 2.11 (s, 3 H), 1.45 - 1.41
(m, 4 H), 1.34 - 1.33 (m, 2 H); IR (KBr) 3400, 2900 cm™; MS el vz 456 (M+);

Cog Hop N2 03 +1.0H, 02 CHNE & {4 .
oGl 128 1- ([ 1-(2-WEH-1-% -2 %
“2- (3-8 K -F B ) -3-H % - {-md 1} -5-f

Mp =94 - 97°C; 'H NMR (DMSO) 9.58 (s, 1 H), 8.71 (s, 1 H), 7
(t,1H,J=79Hz),7.07-7.04(d, 1H,J=8.7Hz), 681 -6.74
6.56 (dd, 1 H,J = 2.4 Hz, ] = 6.3 Hz), 5.12 (s, 2 H), 3.9 (m, 2 }

2.65 (s, 4 H), 2.11 (s, 3 H), 1.54 - 1.50 (m, 8 H); IR 3400, 2900 ¢
(Y4)3Cx Hau N2 05 +0.73H, 040.232 B 2 N

B bl 129 2-(3-m -4-% £ - # )-3-

Paall

® 1 O-F &)

.27 -7.23

(m, 8 H), 6.59 -

1), 2.80 (s, 2 H),
m’'; MS el m/z 470

P -1- [ 4-

(2-AS m b af -1-% -2 K & )-F & ]

- 14 -4 0

;-5 -

Mp = 117-119°C; 1H NMR (DMSO) 10.1 (s, 1H), 8.71 (s, 1H), 7

H), 6.80 (d, 1H, J = 2.2Hz), 6.74 (s, 4H), 6.59 (dd, 1H, J = 2.2

.10-6.95 (m, 4
Hz, 8.5 Hz), 5.1 (s,

2H), 3.93 (t, 2H, J = 5.9 Hz), 2.56 (t, 2H, J = 5.8 Hz), 2.44 - 2.30 (m, 4H), 2.10 (s,
3 H), 1.45 -1.40 (m, 4H), 1.36 -1.32 (m, 2H); MS el m/Z 475 (M+);

Coo H:a FNo 05 Z CHNZF & {8 .

&

F 2 CHNEH B (H o

AARIERRBEA T BB FARAE (CNS ) ALK ( 210X 29720 % )

( Smod Db e 3 ) kool B N B mieh B %3 )

Bt 1 % < e = e
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AT
B7

#~ BB (3])

2.10 (s, 3H), 1.70 - 1.40 (m, 8 H); MS eI myZ 488 (M+);

BOME M M 130 2-(3-8 -4-8B & -¥ £)-3-4 % -1- [ 4-

(Y Be Al -1-B )72 H &) - %] -1H-03 13 -5|-5

Mp = 88 - 91°C; lH NMR (DMS0) 10.10 (s, 1H), 8.71 (s, 1H){7.12 - 6.94 (m, 4
H), 6.80(d, 1 H,J =2.2 Hz), 6.74 (5, 4 H), 6.58 (dd, 1 H, J =[2.2 Hz, 8.5 Hz),
5.10(s, 2H), 391(t,2H,J =59 Hz), 276 (1,2 H, ] = 5.9), 2.62 - 2.60 (m, 4H),

Cano Has FN2 035 2 CHNE & fHo

B W W 101 2-(3-B RE - K )-3-8 f|-1- [4-(2-

AWML OF -1-% -7 K& )-F K] -14-03 03 -5|- A2

Mp = 120 - 123°C; 'H NMR (DMSO) 8.76 (s, 1 H), 7.42 - 7.46 (b, 1H,J=7.9Hz),
7.12-7.09 (d, 1 H, J = 8.7 Hz), 6.99 - 6.92 (m, 2 H), 6.86 - 6.88 (m, 2 H), 6.76 (s,
4H), 6.63-6.60 (dd, | H,J =2.1 Hz, J = 6.5 Hz), 5.14 (s, 2 H), 3.96 - 3.92(t, 2 H,
J =59 Hz),3.70 (s, 3 H), 2.59 - 2.55 (t, 2 H, ] = 5.9 Hz), 2.37 (s, 4 H), 2.14 (5, 3

H), 1.49 - 1.44 (m, 4 H), 1.35 - 1.34 (m, 2 H); IR 3400, 2950, 1600 cm™'; MS el m/z,471(

CEOH{QNZ 0:] ZCHN[%{‘%{EO

B Gl 4 Bk o132 3-F & -1- [4-(2-SA MM ELrI-% -2 K

H)-F R -2-(4-=Z mH G EV-F K] -1H-M 1 -5-F

Mp = 122 - 125°C; '"H NMR (DMSO0) 8.80 (s, 1 H), 7.51 - 7.45 (m, 4 H),7.17-7.14
(d, 1H,J=8.7Hz),685-6.84(d, 1 H,J=2.0Hz), 6.75-6.69 (m, 4 H), 6.66 -
6.62 (m, 1 H),5.14 (s,2 H),3.95-3.92 (1,2 H,J = 5.8 Hz), 2.59 - 2.55 (t,2H,J =
5.6 Hz), 2.49 - 2.38 (m, 4 H), 2.13 (s, 3 H), 1.47 - 1.44 (m, 4 H)| 1.36 - 1.34 (d, 2

H, J = 4.8 Hz); IR 3400, 2900, 1600 cm’; MS el m/z 525 M+);
Gz Hat F 3 N2 05 +0.258H, 02 CHNEH & (5.

U, 2% I RERRRE B 23-wEmH.

KERMY EHB,

83

AUGER A FEBEFAEE (CNS) A4 (210X 29704 )
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A7
B7

B~ BEABLEA (&)

EtOH, H+

o]
NH,

CAS#51145-58.5] R=HorCHy

BI’\O“<\

B i B 4R 5 140

B 6 435 140- R-H

Brg R 5 |
D oo S Ly g Ut
H

H
B e 141 -R=H E he ol

i

3 142-R=H

B 5 4 56 B 143- R - CH,

Bl H &M L140 IR 2 B R
A-F W E X B CASK % (51145-58-5)

ERH HAI-FEREXZ W CASE % ( 54696-

(50

0% , 233.4

05-8) (63.0

S, 280.0F B H )R & M4 Z B (800 A )t , i A &

LBZ2Z2EB (5 ). SRENRZTE KL 2.
RHE, PREYVRRBRBEFBEELHE X, KK
s MH RZEZBBUEMEEY, L8 & FH @

86%). Mp = 165-174°C; 1H NMR (DMSO) 8.91 (s, 1 H), 7.68 (d
7.48 - 7.32 (m, 10 H), 7.12 (d, 2 H, J = 9 Hz), 7.00 (d,2H,J =8
H,J =9.0 Hz). 5.11 (s, 2 H), 5.01 (s, 2 H), 2.17 (s, 3H); MS el 1

BORE OB MO 141 BB R MR 5-% &G & -2

S/ B, [
cTHEZER
(8.6% ,

,2H,J = 8.8 Hz),
.8 Hz), 6.88 (d, 2
n/z 422 (M+).

X H)-1H-83 13

- (4-F HOE

N-(4-FEE-FE)-N-(1-U-FEE-FHE )T 2 &)

-BR (SR %% 140) (10.0% , 23. 7 8 H ), InCl
8. 1TE R H), ZEB(10ZF )R T 81+
-85-

2 (8.06%F ,

¢ N OHE B

AERAEA T ABEAE (CNS ) AdE (210X2970% )

(Sm| D 2yl S 0 b B N Bl B 0w 3 )

qul.
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A7
B7

RS (94 )

MEBEIOCA BB 8. EMAMB, KEYTLCE S

EHRDERXRDILDEHRE., XEEETLE
THXRBT. ARREASNETSRA B =

YwE®wE
HE 2 E DY

RE. RENBEYEEL S Z 8 (1008 A )4 H, 00200
ERAICOHBAY, BEHBIANES ., THEREY AT

BWEYEFERZIBE, HUBAXABKE
BB REE — 5 M DEEROKEE R (4

- E WYL E

AT, 6% ).

Mp =202 - 204°C; 1H NMR (DMSO) 11.24 (s, 1H),7.73(d, 2 H, ] = 8.8 Hz), 7.48
-7.41(m, 4 H),7.45-7.27 (m, 6 H), 7.25(d, 1 H, ] = 8.6 Hz), 7.12-7.04
(m, 3H), 6.77 (dd, 1 H,J=2.4Hz, 8.6 Hz), 6.65 (d, 1 H,I=15Hz),5.14

(s, 2 H), 5.08 (s, 2 H); IR 3420, 3000, 1625 cm~1: MS el m/z 405

Cos Hos NOo +0.40H, 02 CHNE & {§ .
BEH WK 142 8 0g > WAL L ES-F g
(4-"% & & -F ¥ )-1H-03 12

S-F R E-I-(FRE-F £ )-1-0 13 (% %

» 20.08 B H ),
KEZOCRMAE -RT =B &K (2.95% ,

(M+);

141)(8.0%

Cho Cl2 (BOZEANEHZEEHFH S ., & A

L2E R H),

REROCHE M200 8, KikKED 10% & @ 8 8 5 &

BE#E . ZMgS0. , RE G, ¥ MeOli F F 8
EBRHEBEESEY 158, Bk H B e L EEs.
BB (78% ),

Mp = 157-160°C ; '"H NMR (DMSO) 11.5 (s, 1 H),780(,2H

fx & & &8 &
B B iR &

J=7.0Hz), 7.42

-728(m,11H),7.17d,2H,J =87 Hz),7.01 (d, 1 H, J = 2]2Hz), 6.88

-86 -

(dd,1H,J=88Hz,J=24 Hz), 5.17 (s, 2H), 5.13 (s , 2H); MY el m/z 439 (M+).

AIER B T BB KARE (CNS ) A4 ( 210X 29704 )

(i D 2 S o i e N Bt Al )
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Al
B7

~ BBRASEA (95 )

EREOR®K 143 5-F E & -3-W -2-(2-H ¥ 44-% & % -

# B ) -1H-05f 13
WS RE & R OBE LD RY S BT OM MR SR Bk 142 Mps

'H NMR (DMSO) 11.34 (s, 1 H), 7.48 - 7.44 (m , 4 H), 7.42 - 71.24 (m, 8 H), 7.02
(dd,2H,J=93Hz,J=24Hz), 695(dd, 1H,J =84 Hz| J =2.6Hz), 6.88
(dd, 1 H,J =8.8Hz, J =2.4 Hz), 5.16 (s, 2 H), 5.14 (s, 2 H), 2.23 (s ,3 H); MS el

m/z 453 (M+).

B RMKI44 B2 B ERUEE (4- (5-%

BHE-3-W-2-)4-FEHKE-KHK)-3-F -1 1} -

1-% B % )

KB R LB M

BUORMER T ES 23-FEBBRZBZ W2 &R H

B Kbk 8.,

Mp =90-94°C; 'H NMR (DMSO) 7.45 (d , 4H, J=7.8 Hz),7.41 | 7.26 (m, 9H), 7.14

(d,2H,J=87Hz),7.04(d,1H,¥=24Hz), 691

(dd, 1 H, J = 9.0Hz, J = 2.5 Hz), 6.80-6.74 (m, 4H), 5.24 (s , 2H), 5.15 (s , 2H),
5.14 (s ,2H), 4.66 (s ,2H),4.12 (q, 2H,J = 7.2 Hz), 1.16 (t , 3H , I = 7.5 Hz); MS

45 2- { 4-
-E B O ]

el m/z 631(M+).

BOME GRS 145 ROMWE 1442 B B DL EOE S B 1
[5-%% & K ;2-(4-’"‘15 S -XHE)-3-FK -1 12
XEHEY B

BURMER S EL 23-B 113 28RSk

KE. Lt ratsen, BKFSEFER

F“%&o

BME MWW 146 W% 1452 WAL Bl A K EW-2-(4-%

EE - H)-1- [ 4-(2-8 -7 F #%)-% % -

-®| -1H-

u3l mE

-87-

AMER AR T EBEEARE (CNS) AdHAE (210X 297204 )
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A7
B7

A~ EABLEA (8L )

BURBMAER S E S ES 2 3-8 %112 3
K it X K . Mp=155-158°C; 'H NMR (DMSO) 7.45

op
&
= ]
]
ot

(d,4H,J=78Hz),7.41-7.25(m,9H),7.14 (d,2H,J =87 Hz), 7.04
(d,1H,J=24Hz),6.91(dd, 1 H,] =9.0Hz, ] = 2.5 Hz), 6.74 (s, 4H), 5.24
(s,2H),5.15(s, 2H), 5.14 (s, 2 H), 4.20 (t, 2 H, J= 5.3Hz),[3.74

(t,2H,J =5.3Hz); MS el m/z 651 (M+).

B M PR OB 14T LIS W o B SRSk 14600 B A 5-F &
E-2-(U-FE B -FH)-3-F-1-(4-[2-(K &I -1-
HE-ZEE)-FHE) -1H-1 1%

BURMAER SRS 23-BRRBMB2Z2ARBES R I
RE ., & 88 Md )M]RE.

Mp 96-98°C; 'H NMR (DMso) 7.45(d, 4 H, J=7.8 Hz), 7.40 {7.30 (m, 9 H), 7.14
(d,2H,J=87Hz),7.04(d, 1 H,J=24Hz), 691 (dd, 1 H,[J=9.0Hz, J = 2.5
Hz), 6.74 (s, 4 H), 5.24 (s, 2H), 5.15 (s, 2 H), 5.14 (s,2H),393(t,2H,J=6.0
Hz),2.56 (1,2 H, J=6.0 Hz), 2.41-2.32 (m , 4 H), 1.48-1.39 (m, 4 H), 1.38-1.31
(m, 2 H).
BRI R 148 5-F HE -2- (4-F G K -¥ H)-3-% -1-
L4-(2-0 g -1-B -Z F K )-F K] -1H-13 1}

HMLELAHEETREE, BEARRKBERANSZB2 5.

Mp = 94-97°C; 'H NMR (DMSO) 7.45 (d, 4H, J= 7.8 Hz), 7.42}- 7.30 (m , 9H),
714(d,2H,J=87Hz),704(d,1H,J=24Hz), 691
(dd, 1 H, J =9.0Hz, J = 2.5 Hz), 6.74 (s, 4 H), 5.24 (s , 2H), 5.15 (s , 2H), 5.14
(s,2H),3.93 (1,2 H,T=6.0Hz),275(, 2H, ] = 6.0 Hz), 2.63-2.59 (m, 4 H),
1.58-1.44 (m, 8 H); MS el m/z 671 (M+).

B WK 149 DT A B -2-(2-H B -4-% @O - %)
m3-® -1- (4-(2- N WM o -1-% -7 § % )-% ®H ) -14-
~-88-

AER B R F BB FARRE (CONS ) AdHE (2102970 % )

(4 D 2ol ot o i B N B B 0w 3 )

?——-_.—————_—.—-_—_——..—

F_________:\l\\‘____________?-"
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e
tg]r B?

Lo BB (%)

|
O LY.

gl 0%

HREUEE 22 KER LM X8 & R %KLY

& ,

Oil; 'H NMR(DMSO) 7.50 - 7.29 (m, 11 H),7.17(d, 1 H, J = 8.4Hz), 7.05
(d, 1 H,J =24Hz),7.02 d, 1H, J = 2.4Hz), 6.93 - 6.85 (m, 2 H), 6.75 - 6.65 (m,

4H), 5.14 (s , 2H), 5.13 (s, 2H) , 5.07 (m, 2 H), 392 (t,2H,

J = 59Hz), 2.55

(t,2H,J = 59Hz), 2.42 - 2.29 (m , 4 H), 1.94 (s , 3H), 144-140(m,4H), 1.38

- 1.34 (m, 2H).

Bl RM133 3- | -2-(4-F 3 -% #)-1-

(4-(2-

off B OgE -1-% -Z KB )-F &)

(s, 4 H); IR (KBr) 3400, 1625, 1475, 825 cm~1; MS eI m/z 462 (\

mE kM REIMFTFER .

~1H-05 % -5-§ (HCL)

Mp = 233-235°C; 'H NMR (DMSO) 10.50 (s, 1 H), 9.88 (s, 1 H), 9.01 (s, 1 H), 7.30

- 7.20 (m, 3 H), 6.90 - 6.80 (m, 7 H), 6.68 (dd, 1 H, J = 2.4, Hz,

8.8 Hz), 5.20

(s,2H),422 (1,2 H,J = 4.8 Hz), 3.47 (1, 2 H, ] = 4.8 Hz), 3.10 (bm, 4 H), 1.90

Cxw Hxy CIN2 03 +1 HCl+.75H2 02 CHNEf & ¢

A+);

-4

ERGRW®1I34 BBEXREUEEI-F-2- (418 % -% )
“1-(4-Q-A KM of -1-% -7 K H)-F £ ) |-1H-13 12
-5-8 (HCI)

BURMERAEKT Z23-BEB R 2858
Eg, kt&RB0irrnse e

Mp= 207- 209°C ; * H NMR(DMSO0)10.10

#EK X%
A

(bs, 1 H),9.86 (s, 1H), 9.07 (s, 1 H), 7.26 (d, 2 H, J = 8.6 Hz), 722 (d, 1 H,J =
8.8 Hz), 6.87 (d,2H,J = 8.6Hz), 6.81 - 6.78 (m, 5 H), 6.65(dd, 1 H,J =8.8

Hz,J =2.2 Hz), 520 (s, 2 H), 4.27 (t ,2H,J = 5.0Hz),3.44 -3

37 (m, 4 H), 3.00 -

2.85 (m, 2 H), 1.81-1.60 (m , 5H), 1.41 - 1.26 (m ,1 H); IR (KBr) 3350, 1470

-89-

s

AR BB T BB FEARME (CNS ) A4S (2105 2970 % )
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A7
B7

Fo~ BPASER (83)

,1250CH-15H8 el m/z 476(M+);Co Hog CINp 05 +HCL+
1.50H, 02 CHNZ & {8 .
BHE G W 135 3-8 -2-(4-WE -2-F K )-1- [ 4-(2-
WRE R -1-% -2 K HE)-F K] -1H-#02 -5-8 (HC1)
W fE AR OW I3APT R S K .

Mp = 196-198°C; 1HNIV[R(DMSO) 10.10 (brs , 1 H), 9.86 (s, 1H), 9.07 (s, 1 H),
726(d,2H,J=8.8 Hz), 7.22 (d,1H,J=9.0Hz), 6.87 (d,2H,I=8.6HZ),
6.84 - 6.78 (m,5H),665(dd,1H,J=88 Hz, J =22 Hz), 520 (s, 2H), 427 (t
, 2H, J = 5.0Hz), 3.45-3.30 (m, 4 H), 3.21-3.10 (m, 2 H), 1.8241.76 (m, 4 H),
1.65-1.46 (m, 4 H); MS el m/z 491 (M+);
Cog Hay C1N, 05 +1 HC1+.37H, 02 CHNE & 1 TR(KBr)
3400,3200,1450,1125
MO R 136 3-| -2-(4-B B -H K - ®H)-1- [ 4-
(2-A WMk o -1-% -7 W B )-F % ) -1H-0 1} -5-#

N OB 134FF % & B, Bt edDD s R DBE > 4.,

Foam; ‘H NMR (DMSO) 9.64 (s, 1H), 9.01 (s, 1H), 7.25
(d, 1H,J=8.8Hz),7.03(d,1H,J=81Hz), 679 (d, 1 H, J= 2.4 Hz),

6.78 - 6.65 (m , 7 H), 5.06 - 4.92 (m, 2 H), 3.94 (t, 2 H, J = 5.9 Hz), 2.62 - 2.57 (m
,2H),2.42-232(m,4H), 1.90 (s, 3 H), 1.48- 1.40 (m , 4 H), 1.40 - 1.32

(m, 2 H); MS el m/z 490 (M+); IR (KBr) 3430, 2900 , 1450 cm'™;

Coo Ha1 CIN2 05 +1.0H, 02 CHNE & 18§ .
S-Z BN H YR %1372 &
FRBURG A EE-PEB B 2EHKA, 85 &
a RIZ-BERKIEEY. EF 2 ERAMEHZ &1 Y
(T EE)-FTECASRY. (26945-7T1-1) B 48 4" -(

-390 -

AHERAER T RBEMRE (CONS ) ALK (210X2970 % )

(S S S o\ i B N Bk R w3 )
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A7
B7

&~ AP (89 )

TRE)-¥XFW. "PHDZHBENT .

B GRS 150 5-F EH-2-(U-F G K -%
“1H-M 1%

Mp=101-108°C ; MS el m/z 433 (M+),
BRI RWM151 {4-6-% K -2-(4-% § &%
CE-ml g -1-H R E) -XEH) -2 K

Mp= T72- 75°C ; MS el m/z 625(M+),

R

B PR W 152 2o (4-b- M -2- (4-% EH - %) -

S-Z B -W R -1-RH K] -KER) 28
Mp=105-113°C ; MS el m/z 583(M+),

BEARKI63 TEE-2-(U-F 8 -% %)

-1-[4-(2-

R-CEE)-FH) -3-27 % -10-03 13

Mp= 140°C (& B ) ; MS el m/z 647,645(M+B

r #E ).

B AR IS4 5-F E K -2-(U-FEH-FH)-3-7 &

=1-(4-(2- A | of -1-% -7 G %) -% &)

- 1H -84 p}

Mp =92 - 96°C; 'H NMR (DMSO) 7.47 (d, 4 H, J = 7.2 Hz), 7.42 - 7.39 (m, 4 H),

7.36 - 7.30 (m, 2 H), 7.27 (d, 2 H, J = 8.6 Hz), 7.18 d,1H,J=
(d,1H,J=24Hz),7.10(d, 2 H, ] = 8.8 Hz), 6.79 (dd, 1 H, J =
6.73 (s, 4 H), 5.13 (s, 2 H), 5.11 (s, 4 H), 3.93 (t,2H,J=59H

(t, 3H,J =72 Hz); MS el m/z 650 (M+H+).

8.8 Hz), 7.14
= 8.8 Hz, 2.2 Hz),

), 2.62 - 2.53

(m, 4 H), 2.40 - 2.33 (m, 4 H), 1.49 - 1.42 (m, 4 H), 1.37 - 1.30|(m, 2 H), 1.10
Bl W% I13T 2-(4-B &% -% %)-3-7 % -1/ [4-(2-
~1H-M[ P2 -5-% (HC])

=x
A mM o -1-3 -7 F K ) -F %)

AWER B T BB EIRE (CNS) AdiAE (210X 297204 )

(S} DG S o ok B N Br b e )
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PR o3 H o 2

A7
B7

A~ BB (90)

Mp = 160 - 164°C; 'H NMR (DMSO) 9.78 (br s, 1 H), 9.69 (s, 1| H), 8.69 (s, 1 H),
7.14(d,2H,J=8.6Hz),7.05(d, 1 H, J = 8.6 Hz), 6.87 - 6.78 |(m, 7 H), 6.56
(dd, 1 H, J = 8.8 Hz, 2.4 Hz), 5.08 (s, 2 H), 4.25 (t, 2 H, ] = 4.4 Hz), 3.45 - 3.38
(m, 5 H), 3.00 - 2.86 (m, 2 H), 2.57 - 2.50 (m, 2 H), 1.83 - 1.59/(m, 5 H), 1.41 -
1.28 (m, 1 H), 1.10 (t, 2 H, J = 7.5 Hz); IR (KBr) 3400 br, 3200|br, 2920, 1610

cm™ ; MS el

2 CHNGH & 1A .

n/z 470(M+) ;

Can Has N2 03 iHCl+1.5H2 0

B E 15
I-mEBBE UM S &K
BnO. BnO CN
OBn 1-CISO,NCO | T OBn
h 2-EtzN 7N
H

BmH R K 141

C:j o~ _S0Br; THE
HO

CASH# [111728-87-1)

Bn

m ol FT o

-§2-

o)

B i B &R M 155

+

Cl
/_@__ O/\/
Br
! N
CN

B OfE G R OS% 156

Lo
3@3

cl B AR 157

AR BE A T RBEARE (CNS ) AdA (210X 2970 % )

(S} P 2085 ot ol e B N BV R S )
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TET PR O MmN

A7
B7

BB (90)

B HI W% 155 5-"F @ #H -3-M I -2- (4-%F HHE -% %)

- 1H-0 0%

MEBEEREFP-FERE-2-(4-FFE-%HE)-
14. 6 B H)BCH, Clo (90%
FHEIC(HEYESRSESHEMEMBRCI, C1,
BHEYH, FH2PBFF M N AEBEER
160 B H )R CH, Clo (258 )2 & % 4

141 [ 5.9% ,

H-05 1% &/ 5%
AR & A
H ). & FI
B BE (2.26
KB R oC

i 17 2 /b oBF @ﬁﬂTLC@@JX%ﬁZN-ﬁﬁzEFFﬁ%

2B . EHPMZE, ROCTEISH & F
(1.47% , 14.6F F IR CH, Clo (258 H ),
WAL ABMETR? M, &K ESRM
EVZAREBERBERENDER. K >
RERE-EMEACEBERSY M4 E (4.0

Mp =238 - 242°C; IH NMR (DMSO) 12.31 (s, 1 H)
8.8 Hz), 7.48 (d, 4 H, J = 7.25 Hz), 7.55 - 7.30 (m, 7 H), 7.23 (4

N Ets N
K B & 0°C
B EEHH
& B H A
W, 63.8% ).

,7.88(d,2H,J =
,2H,J =8.8 Hz),

7.14(d, 1 H,J=24Hz),697 (dd, | H, ] =22 Hz, 8.8 Hz), 5.20 (s, 2 H), 5.17

(s, 2 H); MS el m/z 430 (M+).

B G W %156 BAL4-(2-K 7 G K )E K
R 0°C 1818 # fn A\ 25 e B R (7.13% , 34.3
1-(2-FR ¥ )% LB CASS % [ 111728-87

12 8 H )3
1) (6.47%

SAIERE )R B K (100 # ), 5 ﬁiZi%filﬂE

EOCHET . RERGWL Z B (2008 # ) B
(1x 30 # ),
HOBEHE . TR WY NS0, 8 B R G,

~93-

ML H2 0

Rk NalHCOs (2x 252 F ), M@ K (302

HEY &

AR AR T BB FARE (CNS ) A4 (210X 29704 )

(o) Pr-Zep o i B N Bl R R S )

o e e e

;_____________ o,

T T M e e e e — ———— e e vt Somres St . e



PRT P T me  H dm  Pe S 3

A7
B7

B~ BEABLER (9 )

Uy @BERE SR (156% Etodc,/ S & )b DL & 5.0%

(58% VAT BMEZEY ., Mp=64-66C ; * H §

7.37(d,2H,J= 8.8 Hz), 6.93(d,28, J= 8

(s,2H), 4.24(t,20,)J=5.05Hz), 3.93(t, 2
MS el m/z 248 (M+),

MR(DMSO)
8Hz), 4.68

H,J=5.27THz)

B MWW I67T F B -2-(4-% 0 8/ -F K£)-1- [ 4-

2-R-Z 8 #H )-% # ]
TEREBK S,

-3-W B -1H-1 1%
S-MEB R EHL D ER K

155(2.86%%

6.64F EH )R B R ONF(25Z A )R R OCHE® M A Nah

(181.22 %W , 8 EH H),
BB BE M %K R,
(1.81% ,
MEHBR G2 EANBZH RS TRK
M08 ABZTBE N, K E
k., REERESY S H R Et0Ac(2X 1008

R EE KL 0°C & # 20
BaR{AE4-(2-82Z & %)

ERIZH. BHZ2NYUE K (80 7 )ik #&

TR, MRE. HEDRZ B EWES L

BEEBNEY (2.803, 70.4% ),

Mp = 160-162°C; IH NMR (DMSO0) 7.53 - 7.28 (m, 13
6.97 (dd, 1 H, J = 2.4 Hz, 9.0 Hz), 6.86 - 6.78 (m, 4 H), 5.37 (s,

T.28% B H )RR DMF(15Z F )2 0°C|,

& . 5
TERWLI56
%' m A
o KR HEJR0°C
EMBH, 0
YFI B o 0(80
£ MgS0 .,

HOE & A

H), 7.23 (m, 3 H),
2 H), 5.18 (s, 4

H),415(,2H,J=48Hz),3.87(t,2H,J =53 Hz); MS el m/z 598 (M+).

B fjE 4 &R % 15840 159
BURT RS CRES BE Hai k8% 15
VB SE R BN MR N MR KB R K

-94 -

TfE 2 &

D

AMHER AR T REEHREE (CONS ) AL (21029704 )

(S} Dr-Qesin B e B N Bv ek B A )

e e

. '
S

M S v S —— e re— t—— ———n. oottt et s e st



A7
B7

Fo~ BB (99)

BRI RKI58 T EE-2-U-FEHK-FH|-3-H &
c1l- [ 4-(2- A S M ug -1-% -Z K FE)-F H )| -1H-1 g

Mp = 148 - 150 °C; |H NMR (DMSO0) 7.54 - 7.30 (m, 13 H), 725 - 7.18 (m, 3 H),
6.98 (dd, 1 H, J = 2.4 Hz, 9.0 Hz), 6.84 - 6.74 (m, 4 H), 5.35 (5, 2 H), 5.17

(s, 4 H), 3.94 (t, 2 H, 5.9 Hz), 2.55 (t, 2 H, 5.7 Hz), 2.35 (bs, 4 H), 1.50 - 1.40
(m, 4 H), 1.38 - 1.25 (m, 2 H); IR 3400, 2910, 2250, 1250 cm™';|MS FAB 648
[M+H]+.

B W Wisy 5-F B K -2-(4-F G B -F K ) -3- K
1= [4-(Q-WHEFH-1-% -2 §&)-F X -11-0 12

1H NMR (DMSO) 8.60 (br s, 1 H), 7.60 - 7.28 (m, 12 H), 7.25 1 7.16 (m, 3 H),
6.97 (dd, 1 H, J = 2.4 Hz, 9.0 Hz), 6.88 - 6.75 (m, 4 H), 5.35 (s} 2 H), 5.17 (s, 4
H),3.92 (t, 2 H, J = 6.2 Hz), 3.08-3.00 (m, 2 H), 2.77 (t, 2 H, J|= 5.9 Hz), 2.63

(t, 4H,J =48 Hz), 1.78 - 1.68 (m, 2 H), 1.60 - 1.40 (m, 4 H); MS eI m/z 661 (M+).

B oA &M 138F0 139
MELEET HRAERHLA-BZ %M 10%Pd/C Bl &
MBRETER., LAV MHES FHt e R LE
2 W
B G W% 138 0-B &K -2-(4- B -F & )-1- (4-(2-%
Mo -] -F -Z EE)-F K -1H-# 12 -8 (HCD)

Mp = 173 - 175°C; 1H NMR (DMSO) 10.40 (s, 1 H), 10.12 (s, 1 H), 9.40 (s, 1 H),
7.38 (m, 2 H), 7.30 (d, 1 H, J = 8.8 Hz), 7.02 - 6.90 (m, 3 H), 6.88 (s, 4 H), 6.75
(dd, 1 H, J = 2.4 Hz, 9Hz), 5.33 (s, 2 H), 430 (t, 2 H, ] = 4.8 Hz), 3.51 - 3.38
(m, 4 H), 2.92 (m, 2 H), 1.85 - 1.73 (m, 4 H), 1.68 - 1.59 (m, 1 H), 1.26 - 1.21
(m, 1 H); IR 3400, 2200, 1250 cm-1; MS el m/z 467 (M+);

Coo Hoa No 05 +1.0HC1+1.0H, 02 CHNEf & & b

B MR 139 1- (4-(2-W BFH-1-%)-27 K % )-%

-95-~

(3} D Qe o B i B N Bl B e s )

wl.

——— e A e — Y

DR O w2 e eSSy

AR BT RBEAEARE (CNS) ABLE (210X 29704 )




PR-T P o> o - R & i

A7
B7

A BB (0e)

1250cm™ ; MS el m/z 481(M+); Cz Hay N3

B ] -5-BHE -2-(4-B B - H£)-14-m 1% -3¢

BE (HC1)

Mp = 160 - 163°C; |H NMR (DMSO0) 10.22 (s, 1 H), 10.08 (s, |
7.40 - 7.37 (m, 2 H), 7.30 (d, 1 H, 8.8 Hz), 7.0 - 6.90 (m, 3 H),
(dd, 1 H, J = 2.41 Hz, 9 Hz), 5.33 (s, 2 H), 4.27 (t, 2 H, ] = 5.0

H), 9.35 (s, 1 H),
6.87 (s, 4 H), 6.74
Hz), 3.50 - 3.30

(m, 4 H), 3.20 (m, 2 H), 1.85 - 1.70 (m, 4 H), 1.65 - 1.50 (m, 4 H); IR 3300, 2200,

1 B, 02 CHNZ & {8 .
VDR Bk 97F1 98 K

RTIO\OrR

Z
£ 9
H e # WO R Z
% % 160 Et O
4 Bk 161 t-Bu O
4 %% 162 t-Bu "( >

-96 -

03 +1HCL1+

AER B A T EBEFHESE (CNS ) AGAE (210X 2970 % )

(3D R o kot B N BBk BB O3k )
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PR w5 R

A7
B7

A~ IS (9F)

Hi&k 9
B AR 162 2-(4-W K -F K )-3-8 % -]

- 4-(2-K

Mg -1-B -2 HE)-FHE) -IH-WB -5 = -

X 8 B
EREEARRITEEBRBBESRZ &

M OE . R

20 A CH2 Clo W9 SR %R 97(1.0358 , L.5ERBRH )N -RBRE

B (0.7% ,6.3F 8 H )M cataltic DNAP
CHHAHOICHMUBE XBEEERLY (0.TEH, b
BEMLHZZRLWEBER. K EHH D
BGRUKMB KRG E. €8N30 & 18 2

BRE. XE
6E R H)
CHo Clo

®BEE K

HE # o @B (Me0H/ CH, C1, , 1 1)L & & 2 &

ENREANTREDE (1.08% ), @

REBEME

ISEA BB MB2.5% 7 18 HCL/ Bt 0% R & &

- MACKEHBEBRBERBEMR. EW o0
c MMERZIBZE /KBS & UE %0
% 162 : Mp= 182-185°C ;

CHNGF & {4 .

Cag Hag N2 05 +HC]

1% B A S
127 2 8 R

+0.25H, 02

B MR 160 1- [4-(Q2-W B K -1-% -7 § % )-%

B -2-(4-BE -F R )-3-5 % -1H-4 13 -5-

B2 - R

MM (HC1)

BLLN®EEAI628 Lo, BB O M AR 98

MERYERFEA2BELMARLAS &

2 M : Mp=

W MWW 161 1- [ 4-(2-0Y B8 (A -1-% -
® ] ~2-(4-B H -F K )-3-8 K -1 f-9 12 -5-

28 -

07

AR B P BERIRAE (ONS ) AGLIE (210X 297K )

(00 D 2SR 3 o e B (N B R 3 )

e

i
4
[ ;.——_.——.—.——_.——._—-————.—
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PR P RO M S S S

A7
B7

A WA (9F )

B B (HC1)
BLURERMARSRI2E HL Y, BEHE KRG
MOBHE B BB W E 24 ¢ Mp= 143-151°C ; Clao Hso 02 0
+HC1+0.75H, 02 CHNE & {4 .

BBk 1662 B OB

3
.

-98-

AMGERBER T EEFARE (CNS) A4S ( 210X 29705 )

(3 D 29550 ot ) e B N Bl R v 5 )
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TR o I R

B7
A AR (97 )
th B 16
A
B
o™~ 72) swq
KOH, T A%
OH
CAS #[623-05-2)
o
ﬁﬁﬁﬁ%m& | e £ 48 5% 163b

®
BnO &
% e 4148 . 160 °B" S

H
E RS 7

e

gﬁmﬁﬁWWB

I§F<:>mm
5\—;”&%%%&%154
g

B K 4 4R 5% 165

$%&A&km¢@@xﬁﬁ(CM)M%%(meW/g)

(3 P I oo e B N Br sk R o )



PR PR O M B S

Al
B7

A~ HEABLER (98)

B i B R 166

e-(4-F K -F K )-3-W F -1- {4- [3-(KE Mo -1-%)

-HEBE)-FH] -1H-# 1R -5- 8

RBARAREEH I TIRELSBYUBLELE B ¢

H#E 1L B b B WK 163a 4- (3-8 A &

) - F B

- XX KB CASH M (623-05-2)
BIRZEB(IIZEA)ZR®BRUI1,3-BRE K
ERH)EENMEELH (5.0, 89 8 H
s WH BB REBE, KRB ESE K.
BRUK, BRKEGMEERBELHE, 30
B/ Sk (3: VBHIBRWHEBEMNEEZ [
¥ : Mp=65°C, lHNMR(DMSO) 721, 2H,]J

=8.8 Hz), 6.88 (d, 2 H, ) =8.8 Hz), 5.03 (t, 1 H, ] = 5.7 Hz),

(10% ,

80.5% ¥
(16.0% , 100

YE R o2 /B

A
B EE 2z E

440 (d,2H,J=5.5

Hz), 4.05 (t, 2 H, J = 6.1 Hz), 3.77 (t, 2 H, J = 6.4 Hz); MS el |m/z 200.

i 12

B e Hl MW 163b BAL4-(3-W NG % )-%

A-3-BR AR E)-F X EHEM®162(10.67% |,

52.8% B

HIRZBKE (0.LI2SANZEBRSMEOCHL B E MW A

WO (12.0% , 580 HH )E® ., 104

w2 RrKE

T LN S R LK, WK BN R NeS0 .

TR BVDEEBRGUEEISHRRY

'HNMR (DMSO0) 7.36 (d, 2H, ] = 8.8 Hz), 692 (d, 2 H, J -
H), 4.08 (t, 2 H, ] = 5.9 Hz), 3.77 (t, 2 H, ] = 6.4 Hz); MS (FA

-1060-

= 8.6 Hz), 4.68 (s, 2
B) 266 (M+H").

AR EBATEBERAZE (CNS) ALK (210X 29704 )

(ol D3 R ot B N Bk B v Al )

T C— — —— — — — At w— —— — — —
H

,"—'—_'———_f:\\'_‘—_—_—'\

T S— — e — — — — — — o——— —— — o———  ———— —



RET PR Hom R IEE

A7
B7

AABLER (97 )

@13
BB SRR 164

b-F B -2-(4-F E X -F K )-1-[4-

(3-% -1-F W R ] -FHE R -3-F % -1H-1 1}

BHO-F & & -2-(4-F G & -X K )-3-8 %1
% T(6.5% ,
GHEOICCHIMMAEH (0.68%,
i 205 &
WO L6 DMF(60E A )2 B W . K EF %
M, BRERBEEANEKRKPRLU B Z B XK
Kt IBMIBREGBESERES ., b
WERMEEYULAEGESLB, EH 130-19
H#k 14
B M B R 165 H-F F A -2- (4-% - %

17.0%

TH-0 03 4R

15.52B R H )RDMF(60FE H )M R 2 5 %

EH)R ®

REEBWMANBLI-(3-RF & H)-% =

wOH R o2
o BLAK, H
HOEE R R
2C2Z B8,

)-1- [ 4-

(B-A MM g -1-% -FEH)-F H] -3-0 &

-1H -84 1%

B5-F | & -2-(4-FREE-FH)1- (1-(3
"R E D -3-H E -1H-03 1R R 164(3 W, 5.
BOAL#(2.5% , 15.3F EH )M A& I o (3.
FERHE)ZRDNF(60E F )100°C fm # 18/ B ,
ABRBPRUZBZEER, 5 &8 Dk,
MM BELRE. BPHRESGTE - B RDRE
HEY. EB8EacBEBEEY,

Mp = 104-1
NMR (DMSO) 7.47 (d, 4 H, ] = 7.5 Hz), 7.38 (q,4H,J=79H

-R-AE &)
1ZE ®H),
0F #, 30.6
% K E &
B oK ¥t % R
mom oA
06°C; 'H

z), 7.36-7.30

(m, 1 H),7.28 (d, 2H,J=8.3Hz),7.19(d, 1 H, J = 8.8 Hz), 7.12-7.10 (m, 4 H),
6.80 (dd, 1 H, J = 8.8, 2.0 Hz), 6.72 (s, 4 H), 5.14 (s, 2 H), 5.13 (s, 2 H), 5.11
(s, 2H), 3.86 (t, 2 H, J = 6.4 Hz), 2.35-2.20 (m, 6 H), 2.14 (s, 3 H), 1.78-1.75

(m, 2 H), 1.47-1.42 (m,4 H), 1.40-1.31 (m, 2 H); MS eI m/z 650
-101-

AEREER P EABFAERE (CONS) AdAE (210X 29704 )

(oo P o B e B N Bk B ok )

e — e e —————————— e
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T PR O H AR R S M

A7
B7

o~ BIRFE ()

h#E 15
B R I66 2-(4-% B -F H)-3-M & -

- {4-[3-

(S EmMuF -1-F)-WE K -%¥ %) -1H-1 0k -5-F

b-F R E-2-(U-FHRE-FE)-1- [ 1- (3]
E)-WRE)-FE) -3-8 K -1H-¥ 1% & % 1
R (252 A )M B D58 H )2 B E

N E M -1-
65(2.35% )
mE2.3%

210% XHBBEZE, WA ZH (IZEH IR K ER

EmEAI8hE, EBEH (celite)d i &

it # H & 4

KERGYHNBFY RBERN KB K/FE (L: )&

BEZABBEE2ZEY (0.8% ), Mp=125-130°C; '"H NMR 9.68 (s, 1 H), 8.70

(s, 1H),7.15(d, 2 H,J = 8.6 Hz), 7.05 (d, 1 H, ] = 8.8 Hz), 6.85

(d,2H,J=8.6Hz),6.80(d, 1 H,J =24 Hz), 674 (d, 4 H, ] =

2.6 Hz), 6.57

(dd, 1 H,J = 8.6, 2.2 Hz), 5.09 (s, 2 H), 3.88 (t, 2 H, J = 6.4 Hg), 3.60-3.15

(m, 2 H), 2.62-2.38 (m, 4 H), 2.09 (s, 3 H), 1.92-1.78 (m, 2 H)
(m, 4 H), 1.42-1.30 (m, 2 H); IR (KBr) 3400 (br), 2900, 1620
m/z 470.

S8 167F01 1682 &4 K
HO
COor

OCH3

-102-

1.55-1.43
1515 cm-1; MS el

AEHR BB R T ABFARE (CONS ) Ad¥LA (210 <2970 % )

( mf D ot o ok B0 N Bn TRl B RS )



P P D H S B e B M

A7
B7

N )}i\ﬁﬂ%}f‘ﬂ}a ( Lo )

B i f 9167

2-(A-B B -F FH)-1- [ 3-W G X -4- (2-A &M of -1-3%

L EBE)-FE] -3-H K -1H-0 03 -5-F2

BiEbl®%169 U-FEE-2-FGEH-FER)-Z 82 K

Ba®dER (200, 0.138 H),
0.178 H ) K 8 # (32.7% ,
ZEBMBABE M., RELEESR

H§BG®ROOIPBERKMZBZBEZH., 2
Kot lmEBEER. PEERE .,
BEE R E 284 E MBI R K 169,

RZEZ

Mp = 56 - 59 °C; IH NMR (DMSO0) 9.83 (s, 1 H), 7.50 (dd, 1
Hz),7.42(d, 1 H,J = 1.7 Hz), 7.07 (d, 1 H, T = 8.4 Hz), 4.91 (
(q,2H,J=72Hz),3.84 (5,3 H), 1.20 (1, 3 H, J = 7.1 Hz); N

Ci2 Hia 05 22 CHNEF & (8 ,

B (28.4% ,

0.24B H )W W & 200 7

- BRE R W
B Z 8L

HER®MD K~ &

H, J=20Hz 8.3
5, 2 H), 4.16
AS el m/z 238 (M+);

B S IT0 (A-W W & -2-0 G % -XGh)-Z 02 K

B e R 169(28.8% , 0.1198 H )R 60

STHF(L: 1B B W R 0C UM | L& (2.25% ,

0ZF J B EtOH

=

0.068

H)E#E MM EISH &, RERM, HRNERAM U C

M2 B @ B A LLIN HCLIE W ok ¥ . Itk 58 /8
ZEY(14.2% , 0.0598 B )R M M 1402 7
GHEOC, LERARBROCUEF M A &
%o, 0062 H)BE., Bl MNE2BRBKE
AKAWHEBZBBER., CHEBNLKE SN
BB ER., REBSNERZCBZE &

~104-

B EwmRY
) THF#H H
Wi B2 ® (7.38
N 400FE
G A
e (1: 9) 2

AR R B TR B FARAE (CNS ) A4S (210X 29724 )

(S i S o o it B N Btk B oA )

e e



PRI PR IR O e H O b RS

A7
B7

A~ BB (02)

WEBEN . B8 105 EARCEBNEY. Np= 64-

66°C; 1H NMR (DMSO) 7.06 (d, 1 H, J = 2.0 Hz), 6.91
(dd, 1 H,J = 2.0 Hz, 2.2 Hz), 6.83 (d, 1 H, J = 2.1 Hz), 4.75 (s 2 H), 4.70

(s,2H),4.13(q,2H,J=7.2Hz), 3,77 (s, 3H), 1.19 (t, 3H,[J = 7.1 Hz); MS el
m/z 258(M+); Cip His C104 2 CHNEF & {4 ,
BERARBKIT {2 -0 EH -4- (5-F G H 42-(4-% &
B - R )-3-8 K -1 13 -1-K B B - A SR 2B

mMB &3 TR EAEREARKLITOEAEE 82 R

Bl R T 2K EMHFEH,

Mp =120- 123°C; IH NMR (DMSO0) 7.48 - 7.20 (m, 13 H), 7/18 - 7.10 (m, 3 H),
6.80 (dd, 1 H, J = 2.5 Hz, 8.8 Hz), 6.64 (d, 1 H,J = 8.4 Hz), 6.52

(d, 1H,J=20Hz), 624 (dd, 1 H, ] = 1.9 Hz, 8.1 Hz), 5.13 (s, 4 H), 5.10
(s,2H),4.61(s,2H),4.10(q,2H,J=7.0 Hz), 3.58 (s, 3 H),|2.15 (s, 3 H), 1.15
(t, 3H,J=7.0 Hz); MS el nyz 641 (M+).

BEM MWK L172 2- {2-W G 8 -4- (5-%F EH -2-(4-%
BB X K )-3-F K oW1 -1-R B R -xgR) -7
mEr kG kA TREREITIZEEREA.,

Mp = 86 - 90°C; 1H NMR (DMSO0) 7.48 - 7.20 (m, 13 H), 7.18 -[7.10 (m, 3 H), 6.80
(dd, 1 H,J=2.5Hz, 8.8 Hz),6.64 (d, 1 H,J = 8.4 Hz), 6.52 (d, 1 H, J = 2.0 Hz),
6.24 (dd, 1 H, J = 1.9 Hz, 8.1 Hz), 5.13 (s, 4 H), 5.10 (s, 2 H), 4.76

(4, 1H,J=55Hz),383(t,2H,J=5.1 Hz), 3.63 (q, 2 H,-J = 3.3 Hz), 3.56

(s, 3H), 2.15 (s, 3 H); MS el m/z 599 (M+).

BREHIW M 1T B-R G K -0- (4-F G K -F H)-1- [ 3-
W HE-4-(2-8-Z KK )-FH) -3-8 K -14-113
BUBES FidTR ERARKI22EIR_ LY >

-105-
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A7
B7

A~ BEABH (o)

LR [

Mp =150 - 152°C; 1H NMR (DMS0) 7.48 - 7.20 (m, 13 H), 7.18 - 7.10 (m, 3 H),
6.80 (dd, 1 H,J = 2.5Hz, 8.8 Hz), 6.64 (d, 1 H, ] = 8.4 Hz), 6|52
d, 1H,J=2.0Hz),624(dd, 1 H,J = 1.9 Hz, 8.1 Hz), 5.13 (s, 4 H), 5.10
(s,2H),4.15(t,2H,J =53 Hz), 3.70 (1, 2 H, J = 5.7 Hz), 3.58 (s, 3H), 2.15
(s, 3 H); MS el m/z 661 (M+).
B RK1I7T4 D-F G K -2-(4-F G ¥ -F K )-3-81 K
“1-[2 - P E K -4- (- A EIM g -1-Z K HEIIF H ] -1~
LI
mEr® k6 SERUS® M oE R,
1H NMR (DMSO) 7.48 - 7.20 (m, 13 H), 7.18 - 7.10 (m, 3 H), 6.80
(dd, 1 H,J = 2.5 Hz, 8.8 Hz), 6.64 (d, 1H,J=8.4Hz),652(d, 1 H,J=20Hz),
6.24 (dd, 1 H,J = 1.9 Hz, 8.1 Hz), 5.13 (s, 4 H), 5.10 (s, 2 H), 3.90
(t,2H,J=57Hz),3.55¢,3 H), 2.62 - 2.50 (bs, 2 H), 2145 - 2.30 (bs, 4 H), 2.15
(s, 3H), 1.50 - 1.40 (m, 4 H), 1.40 - 1.35 (m, 2 H); MS FAB m/z 667 (M+H+).
Boffl @175 5-% WA -2-(4-% & & -% ) -3-H FE

“l- (3-B K E -4-(2-WHH-1-% -2 § & )-% %]

( >m DI 2o o8 o B N By mlesh B o 3 )

- 1H-03 ng
MWK 1LT4E B K E , Br i HAS EEBEER AR BB

AN

Foam; !H NMR (DMSO0) 7.48 - 7.20 (m, 13 H), 7.18 - 7.10 (m, 3 H), 6.80

(dd, 1 H,J=2.5Hz, 8.8 Hz),664(d, 1 H,J =84 Hz), 6/52(d, 1 H, J =2.0 Hz)

6.24 (dd, 1 H,J = 1.9 Hz, 8.1 Hz), 5.13 (s, 4 H), 5.10 (s, 2 H), 3.90

(t,2H, J = 5.7 Hz), 3.55 (s, 3 H), 2.85 - 2.70 (bs, 2 H), 2{70 - 2.55 (s, 4 H), 2.10
(s, 3 H), 1.60 - 1.15 (m, 8 H); MS FAB m/z 681 (M+H+)

BOWE GO 167 2-(4-F G H -F % )-1- [ 3-H G & -4-
(2-05 S W WfF -1-3 -7 G H ) - ¥ ) -3-8 # [ {H- sk

3
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T PR O M B S S iy

A7
B7

R (1)

-h-HfF
Muk T B8 &L HFE BRNAE & F

tEYRABEREBREIUL.2CEBZ INZBM VHICIE R E

Bim AR BEER (MBYHES 281L),

Mp =123 - 127 °C; |H NMR (DMSO0) 10.20 (bs, 1 H), 9.7

WOk 173,

2(s,1H),871(, 1H), !

7.17(d,2H,J=8.6Hz),7.11(d, | H,J =8.8 Hz), 6.87 (d, 2 H, ] = 8.6 Hz), 6.79

(m, 2H), 6.57 (dd, 1 H,J = 2.4 Hz, 8.8 Hz), 6.55 (d, 1 H

J =1.7 Hz), 6.33 :

(dd, 1 H,J=1.7Hz, 8.1 Hz), 5.11 (5,2 H), 423 (t, 2 H, J = 4.8 Hz), 3.60 (s, 3 H),{

3.45 (m, 2 H), 3.35 (m, 2 H), 2.95 (m, 2 H), 2.10 (s, 3 H),

(m, 1 H); IR 3500, 1500, 1275 cm"1; MS (+) FAB vz 487 (M+H)*: <

Cao Hy No 04 +1HC1*1.UH2 02 CHNEt & {4 o

B 6 WM 168 2- (4-| K -F H)-1-[3-m

1.70 (m, 5H), 1.35 @

8 R -4-

H- 03l ng

(2-0Y PR IR -1-% -2 G #)-F %] -3-5 #% -
-5-f

OB M B R I6TRT R M OH kB,
Mp = 142 - 146 °C; lH NMR (DMSO0) 10.36 (s, 1 H), 9.72

(s, 1 H), 8.71 (s, 1 H),

7.18(d,2H,J=83Hz),7.11(d, 1 H,J = 8.6 Hz ), 6.87 (d, 2 H, J = 8.3 Hz), 6.82

(d, 1H,J=8.1Hz),6.79 (d, 1 H, ] = 2.2 Hz), 6.57 (dd, 1
655(d, 1H,J=1.8Hz),6.33(dd, 1H,J=15 Hz, 8.1 H;
2 H,J=4.6 Hz), 3.60 (s, 3 H), 3.40 (m, 4 H), 3.20 (m, 2 I

(m, 4 H), 1.55 (m, 4 H); IR (KBr) 3300, 1500, 1270, 1200 ¢
501 (M+H)Y* ; Ca3 Has No 04 +1.0HCI+0.12CH
it 8 .

£ MEBH K

A 16

GRS MY ETREOR T 4R

-107-~

H, J = 2.2 Hz, 8.6 Hz),

r), 5.11 (s, 2 H), 4.24 (¢,
1), 2.10 (s, 3 H), 1.75

m-1; MS (+) FAB m/z

a OHZ CHN
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A7

B7
A BHRH ()
£ 10
B e Hl R R 7
% Gk 167 N )
N Tk 168 O
o FEE 1T
B i pl 4R E 1678 1682 & R K B E
o H o. H Cl
K2COs 1-NaBH,, EtOH
Br 2-SOCly, THF
OCH;, LI(O—\ OCH, OCH,
OH 3 o 0

CAS #{121-33-5] S=o 3=0
fo) (o)
) )

B M & 169 B R T0

BnO NaH, DMF  BnO._ia\
N
B B4R 5 170 + OBn \EMOM
H
e 7 d’l’bﬁ{ﬂﬁﬁhﬁ

O  OCH;

"4
HO
O \ OH .. 0o
N &“H'l:dl)

9 i 4 R 167, = 1
‘E};{gﬂgﬁﬁﬁ&n-Z

OCH 3

_/—
H N
n(HC)
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PRI B R D N B R

A7
B7

F~ BEABIA (b))

TE W E
@ E F R MM 2B CIONM MR 150% % 2

BFEMAR

DHEM+10% M B R BB E +t RER, KRB FmMIF. *

#OLLPBSEE M K BL10mM Tri - HCI,
-k, BEBEBREODUEER, R aHER
Kb WM UFHESE WM HFERI OB
Mo MR &M 12,00088 0 2000 88, 5 8 R
DOl EEB LK BEEARBEREYD . R
DEHmSERBER-80C, # ABCABR T &
ZEEERMGG A RARED 2B E R E
el T A

BE M A RICH R (BXZH )i F,
€ R2.0% & &% &
EHUE =R,

pH 7.1,

L2 H)
BAAMH 100k L2 B S,

B 4G 100XR 500X F & o A & 50 % B 2.5uM [

B - B +EOFOE (B W W )R 50 LB,
(2 1) PHREREBRES
BEEFURBMSEFFISL LKA ES R EERE A
KB B H B IOMEZ AL, £ K E
ICHCS 8., REBH 200 LE & K i 17
BB BE 2N RNAHI0DE (BEEB %N
EXZWMB YR NE [ 2H) -17-8 - — &,
M EBEEHEHRUA RN T ERN AR R
M kBB, NERHUELREEE S ®E
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“].7—8 _M:Ego

wLL0.05%

1 mM EDTA
FHEBER
-
00,000g%k

MO A R E
T REAQHE

o

FHRE S

-17-8 -MF B, B Rk E B

VS
5 )
W A 0. 8uN
2.5/ B ,
(5% % #
1% R 99 g
SR
2 ). R
e oM H R
B A
Mz 3Bk

._17-

AR RBH A FERE KRR (CNS ) AdLE (210X 29720 % )

(' md Dr 2 o o i B N B sl ol )

e

T N



PR S el ¢ e S

A7
B7

A~ BT (v07)

R T E®RMGHEEEZRWG (3 0) -17-68 - =~ 8 >
DPM, {# M BE 28 #35880-96% =2 967 E #x , B B ¥ 0 &
ERELEM .,
SR 2 M
mH2E 8 BE (CPH)B HE T2 LS TH0009 & 3 &
H#EHHURTrERBEEE (DPY), 5 EEREH—
MOV RO CE R OK EHE, B E R L004Z 0045 B W E T
HT, B-BE6 sk, ERTR
((DMPEE @ - R B K IR Z B B9 DPM) / I = B|-% # &
R EZBRMBDIPH))X 100= % itk —~ BB & &
UHEBBICo R, WAL AHERLEHEE. B
S R FERERBRBERONY B FHFHZILEWESAIC

o HHE F k2B W B KH Hulme,E.C.,ed.1992. Receptor

-Ligand Interaction: A Practical Approach. ITRL

Press, WM& (F 9 %8 &),
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PET PR oD M 2B 6 3

A7
B7

A~ BB (1ed)

No. 85 H H O 0.45
No.86 |H 4’-0H O 0.12
No. 87 OH |H O 0.030
No.88 |OMe |4-OH O 0.35
No.89 | OH 4'-OM: O 0.30
No.90 | OMe |4-OMe O 0.60
No. 91 OMe | 4-OMe O 0.52
No.92 |(OH |4-OE O 0.062
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P PR R m I B R

A7
B7

B~ BRI (o)

No.93 |oH |4-0OE O 0.090
No.94 |F 4'-OH N o) 0.20
.
No.97 |oH |4-oH O 0.060
No.98 |oH |4-OH O 0.050
No.99 |OH |4-0H O 0.03
7
No.100 |oH | 4-OH N 0.06
9 N/_
No.101 |oH | 4-oH - 0.04
No.102 |OH | 4-OH e 0.08
No.103 |OH | 4-OH (:i: 0.2
No.104 |OH | 4-OH }— 0.1
&7—
/ t
No.105 |OH |4-OH rv\ 0.028
\ + |-
No.106 |OH | 4-0H N— 0.1
'-
No. 107 OH 4'-OH +O 0.06

AR LR F BB FAZ (CNS ) Ad4LK (210X 29704 )
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A7

DR 1 I S

B7
Ao~ BASEEA (we )
% 11 (&)
Rt 41
No.108 |OH |4-oH b 0.02
No.19 [OH |[4-0OH d 0.17
No.110 [OH | 4'-OH O— 0.037
No.111 |OH | 4-OH d 0.15
No.112 |oH | 4-0H b 0.07
No.113 |OH | 4-OH O—OH 0.047
No.114 |OH | 4-0OH CZ 0.001
N
No.115 |OH | 4-0H S 0.15
N
No.116 |OH | 4-m O 0.04
No.117 |OH |4-m O 0.10
No.118 [OH [3.OMe#-0H [N ) N/A
No.119 |OH [ 3'4"-OCH,0- N ) 0.070
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AT

B7
AR (o)
# 11 (i)

No.120 |OH |4-0-iPr O 0.10
No.121 |OH |4-0-ipr O 0.080
No.122 |OH |4-0-Cp O 0.080
No.123 |OH | 4-CF, O 0.17
No.124 |OH |4-cH, O 0.11
No.12s |oH |4-c N o
No. 126 OH 2’4’ -Dimethoxy O N/A
No.127 |ou |3-om O 0.019
No.128 |oH |3-0H O 0.009
No.129 |OH |4-0H3-R O 0.0055

%

7

i No.130 |OH |4-OH,3-F O 0.013

E

#73%

#

4 No.131 |oH |3-OMe O 0.12

1.

i

% No.132 |OH |4-ocF, N o) oos

#

#t

£p

# -113-~

AR o BB R ARA (CNS ) AGHLAE (210X 207 K )
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A7
B7

A~ AL (v )

D P TR O e S S S

No.133 |a |[H 'O | 0.004
No.134 |a |H O 0.024
No.135 |[a |H O 0.029
No.136 |Q | CH, O 0.013
No.137 |E |H O 0.15

No.138 |CN [H O 0.011
No.139 |CN [H O 0.023
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PRE PR N AR RO Sy

A7
B7

A~ BB (vqp)

HE 1T
G 0 B ket B R R T 4 4
MM 2 AR MR PR

AN S MR ERESB A 10% M4 iF 2

(60% : 50% ), %% A #H K 20N Glutamay,

MEM,/ F12

1% Pen

/StrapR InME R B B M. TR (B AR)BMBES B
BEREEIHEAEBADNEN FI12¢+10% B 8 B E BB & K
BRI E. BB XK. #H0.5%BEE QM EDTANK

A U5 10 @HE /A2 %EEERSI
®EErWR. ABLELEH2EHESB I, 107 K
10°° W(ME & #H ) +107°0 178 -t — B f2 F 3% {&
MBEHZT2RND. REIHATEEARE R

65l HH & 1%
1078 , im

t&ayEs
48/N I . &

Bo6A FHREEH -BI178 -l —BYB, 2 /MEZE

m ¥ B =8,
e EBESE YR

L8N RF R R B RE IR MK R OE, WM DL RS B oK

(PBS)BE = R o 50u Lik B 8 @ W (0.1M)Tris

-HC1, pHY9.8

0.2% Triton X-100, M ZER A . L H K -B0°CFE b M

BI5 & , FHRMITCHREEZEH 1508 L 0
yPHOIL8, & dmn¥ B X X B B A (pNPP) B &
3nM pNPP),

# A KineticCalchE F & 3 (Bio-Tekfs 28

}.L\\
e m M, BEWMEIFERUERME, &2 URSH
%

B EHR (55 @AM EH®300 8

-116-a

I Tris-HCI

(%R E

g, 4 &

K )Z

AR B T RBEFEARE (CNS ) ABLAE (210X 29704 )
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TP SO H o -8 S

A7
B7

A (s )

HHBrEBEEEX (BR)EHEZ P

v - E

Brn. LAVERAUHEERInN 178 - B L B2RE

H 2 %X ErR,
HEORUBEBTERETHZELSY
ot K A H R EDso B (95% C.1.), T % 3

178 - = B 0.03nM

178 - — F 1.42nM

e = & 0.13nM

¥ & 0.36nM
% K& 2B H B R Holinka., C.F. Hatal.
Kuramoto, H.R Gurpide E.(1986), % A H
MR (AN EA)LEEBRERREEE Y

Wt H ¥ &, Cancer Research, 46:2771-2
Littlefield, B.A.,Gurpide, E.,Markiewi
McKinley,B. B Hochberg, R.B.(1990), J
RR AR BEHERBEON N E E R M
ESHMH D BERBERBSBEETER. E

6: 2757-2762,

G v RSB BE R ot
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2 M # R G
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LRI I S
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AR BB A T BB EARA (CNS ) AMAE (210X 29704 )
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TR R DS N w5 s

Al

B7
AT (W)
It &% % &
178 - — g 100% i& #

B E R S (tamoxifen) 0% & #
(45% HE H 1naM 178 -
W o# B 3 (raloxifen) 5% i§ #

B = B2 )

(5% HF 1aM 178 -l — B )

B H 98 1% & %

(1% B2 H 1nM 178 -l — &)

2X VIT ERER & # ¥ 4 #
MM AR B R

PEHEERWMKLHARE (CHOE B FEFRAEH T T BB 7

BB RN R, MR DMEM+10% BR 4 M i (FBS)

o B PE Rl 48

M A RBERBELUBRBADINEN+I0% B E BB BT K~ R

oot FBS (IR BF IS B B )B K . MM LL500040
BHENES200u LEEE T2 96F F K.

AV

WG FONA(PromegaB BB pGL2RAR M B B A E R B 8

BEEBRETFHAEBEEXRG S £ 6 &
ERE)EL 8 - F ¥ H % 5 @ 8 pCH110(Pharma
DNA(PTZI8U)EL F 3 th # s &

10k 6 & F DNA

5 G pCH110DNA

5u G pTZ180U

20 6 DNA/ 1 ZEH B B B B 1R
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PRI D S M e -5 R

A7
B7

&~ BB (7))

DNA(20 0 )W M MR 5004 L 250nMiE B B UL 8 & & i Mo
# 500wk 1L 2X HeBs(0.28M NaCl,50mM HEPES,1.5mM
Nao HPO4 , PH7T.05)R R E B % 2049 B & 204 LE
EUMEZSA 2B RS LS % 160 8, BE
o & R OB BRoob B, MM Ll BT OB R g N BRI g AR
BRERERGELEE, 1o0 178 -0 — | 1u it & ¥ =
le ME & +ind 178 -l — B (MBEZTRWHFEELB)E
B, SHEBEEHEAEBMKS AT (n=8), &7 K& %K
DN 2EEE 24 B,

FERLE&W 2B E, BHIESERE, BRAL 1254 1
B Mg® R0 Ca* Z PBSHE = R, £ B PBSH , 454 L Promega
i’&ﬁ&’%%?ﬁ?&hﬂ%%ﬂ&ﬁ%ﬁéﬁ?ﬁ&ﬁlﬁﬁj\iiff%%}}’s
CBITCH B IS B RMBITCH B IS 8, 204 L& mED
BEREWB 967 F 4 47 2 % 815 # 3 46 , HW&ER
ﬁ%(.ﬁuI..)fF}EQB—Eﬁ?Lﬁ‘E*ﬁE?Eﬁ%?%(EEXE{[:%%E&
2 ). %é%@ﬁ%%(Pzﬂomega)ﬁié_%’u’:%mﬁﬁiﬁ1.00#LE
siﬁ?)n%?g%ﬁfzﬁé%?&mi%lo@ﬁﬂﬂﬁ%(#H%#E%ééi‘é?éﬁ)o

ey % & ¥
178 - = & 100% & %
= B 38% i #
BERG 0% W& # (10% H H 1aM 178 - — )
W # B % 0% & ¥ (0% B & inM 178 - — & )
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PRI P RO m B H w4 e i

A7
B7

E RS ()

B-¥*IABEBHEEFTHH

A5 LZPBSIMEH e ou LEREY ., &
Promega B - F ¥ H M 2X8 & & 7 & & & ,
RITCREEFL AE, R RXEBEFZ TS
FHROOC.IZE1.5Z B, EE = k), KR

MOS0k L
WERAS R
EEHR
7T EES

KX EFHRBERERA4000) . RBBER 2 L E H =

EHEBERBAMEE, BREBHZEET Y
R 2 o M

RABBEBERU D M BEREHMELEG MY
R H B 8 8 JNP(SASA B )M, &k

o

¥ E 47 (RLUs)
=

RLUs,

B-¥AEHBEBSH S ANEN, EMS A RRLUSTH

fE#BESAL. PHEREER:2Y 2 E®

B n=8%

fe BWMZIEEGEY B 178 -0k = B % Mt & . &

1768 - “B2Z2EHEH»RHERTR R E
“E-EHEBH) EAWE)) X 100, B %K

Tzukerman, M.T.,Esty, A.,Santiso-Mere,

Banielian, P.,Parker, M.G.,Stein, R.B.|,

W.k McDonmel, D.P.(1994), A % M # = g=
hbdmERETGREEFTEEGE T, H B =
7 FHNERE (2 K Molecular Endocrinolo
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PP RO R H R SR

A7
B7

Ao~ BB (9)

% 16

By &% % B iE M
BEROARE® | 1 N bu M4178 -0 — B
i Sk 85 -2 43
W %% 86 -5 2
O 87 0 0
e % 88 4 14
RS 89 16 18
W% 90 3 58
WO 91 -3 56
WO 92 -4 -2
% W 93 -3 -2
R %% 94 -5 15
N 5% 95 -4 - 4
W SR 96 12 8
W 9T - 4 -5
& % 98 5 5
%% 99 5 6
W% 100 9 10
B% o101 14 9
W oE o102 9 10
% % 103 13 10
%W % 104 7 7
% % 105 5 5
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PED PR O o RS R G S s

A7
B7

B~ BB ()

® 16 (&)

B B N R ISt
E G ROk 1 u M Lu M+178 -1t — B8
WA 106 10 81
OB 107 -1 54
W % 108 11 10
% % 109 6 5
WSk 110 8 10
o111 25 23
% 112 10 10
W5k 113 14 16
WA o114 1 -1
% 8% 115 11 10
%% 116 -1 1
SWOBR 11T 0 1
% 3% 118 N/A N/ A
W 119 -1 -1
WK 120 -1 1
WOk o121 0 1
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