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%j%; C, —C4,4 }‘J"biﬂi, 3@‘??‘4&\, C, —C., };ﬁz)ﬁ‘%, c, - C., }%ﬁx
TZaEedk, C. —C. wA#H®mA, 4 (C,. -CL) BEL -CO. H,
~CN, “CONH (C, -C4) &¥k, -NH,, C, -C. RmALL,
Z (C, ~CL ) EKAEL -NHSO, (C, -C,) B4t -NHCO
(Cy —C. ) HBA, A-NO, BRG—EIR L TUK,

BEARERAHF—FEY, %R, #R. G fi—HAH- (CHL ) p -,
HPp £2 6, ki F6 eh¥snt, TMHBAMIIERSMET -3 A
HAWC, ~C ki, ZRFA 8% &, KA A -CNagey—
28 BUR TR,

AL R OB A B BR, RSB B Ao shBl B AABLEY T VAR B iidid
u RGBS B Z SR Bk ok, SV, S OBEEHRAME SR
P&, BRASGBB TR ESENB N AL T ATEHEAREAER
R BRI R A DB B T B4, ARAL B T VLA T Y
By B 6iE e AR S A E W B doksr B E TR BB )%, B4h, KEKBRE,
16 /2By b2 REBL R VA R 0 R BEEL BY 640 A, A B T VAR it By b5 A8 6
RARBERL B BB 4, b A BEEL B T AR R A B e B By, T AREL AR
B BRRY, RYBEREO_RA BB ER B F AN EORe AT
BhBL BY,

AE R EIEM 5 RABE A WEE ho BB GG T % 6 3 M X, FAEL
o BE, SURBE, SURRBL, ARBR, AR, REEL, VAR AL WlBL, FBL. A7
B, LRER, ¥OREL BER, AR YL, ToAp, P, TEseg
RAGE, FIRERER, FEEEARAY. ChRA B BT RIS Tl 4+
ZAREER (R-TERAERTE) &4, BmBFHREHIGERLFILLY L
MR XA, F PR QAT T4k, ©ATTT A )4t
A FAM RS A BN E SR H de ) 2 R B 2 B R ) &
ik

AE RS TIARIET @EBL AL LA,
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B %1
R
0 X 3
R R3 R1 X _\_
S avor Z B g/ N
R> R b 2 C )
a

O
\/ILOR

R

Res
Rs | 0
6 (0] N
oL 1-NaBH4 \,
AN OR

Rs P

¢ 2-50Cl, - KK/T

O Z ol ®
d

H

NaH, DMF

X
. Ry -\_

Rj 1-LiAIHg |\ N\ R
2-CBry, TPP m@' 4
3-NR;Rg -

& JORFE, BARY \ e
\Rs

0

D

ALk S ad it BRUR M o —RER (b)) BMERE () £
DMF & kB sk (¢ ) MM, FHRERFRI (e ) RAMLS HR
Ry () o FAR () TAEHIME (d) &2 Fom, &
# (g ) TV (f ) @idiR RS, J§EF4C Aigibdh, RS k€ 6y
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B A4eT HF XD MF  Eigigitdh, £5, R EZ, KRP, SR, %
R, ZEARY BB E SRR, Kk 89 IP A2 T v 18 3 if it JLA 4,55
k, LARSMRE6FA,

HTX =H, J& ZRFA KA sEiashed R ABM ¢
Pt A —mAEREY), £3 ~BREGHARTUEHH AN - HRT=
BREE, N g RT oabER, RN - BT ZEbik X FlatAT, Aidess - e
TRk A ST A A AR R IT AAR AL A A LT ER (1 1) $1Ra R R
A3 - ZRTF RS MEATIR, £3 - SARAGSHTiE L F &R AL,
H3 AR FEAL (BlhoAFELLininiunt) |, REFTERAHELHE M
BB A m RS, Hh 3 - RAMAS TG ~ RFUR e3R S F 1K
BRELAFRBEA L, BEBZLBRARAE AR, £3 —13H A BILAHT
ifh i JA I0 AHEE AN A L BE AL R R )G, TR E L3R 69 IR A AR ERR
SRR PRI, R Tiki2eTiFE,

B B2

R R2 R, 9 R R4

2y
3 R
| f . I\\ 1-E1OH, M+ m o
N—NHZ HG P - P r:J \ / 3
Hj

2-AcOH

I~ RIPR

2 -F-X MBS fy | g e

4~ BeHE

18
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EAFHREBEFT AT RERM T L

B %3
o)
BnO Gl DMF-1h BrO
T, (L Crow
NH4*CI- Br N
3 BnO c H
CAS#([51388-20-6]  CASH [66414-19-5] SEREBY No. 7

NaH, DMF
O

<
/

CAS# [80494-75-3

BrO BnO
Lo S—()-om
N N

; LiAH4
Q

L .

H  SCHfify] No. 38 9
SERE 5] No. 26

PPH,, CBr,
HO
Cr-o

oo 73

2-Pd/c. AR 4 BR

QO H2, Pd/C

@)
) e b
B

r

ifﬁﬁfﬁ'} No. 97
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BRI - (FHRFIL 6 6 ) 69308 R T vl 4o E
e S A

) i 4

o~_¢ O~_¢
(@ KOH. EtOH /©/ SOBr, /©/
| No. 163
cr/\/\Br OH - wrks Br FHf No.

S5 No. 162
BnO

A\

L) No. 7

CAS# [623-05-2]

BnO. \
o
OSaWal oro
N
CLy—O-om
. N
OMF, R g
K, 85°C d
o)

o
N
10% Pd/C

S i f5) No- 165

SERGER] No. 164

c/(
H N 7N
R OH  E1OH/THF

0

f SEHf {5 No. 166

@
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LR THTOARILTATEMTEM FE4£65N0 . 97 69%
A Lo, ~THEMB a PAHTEREMFANO 1 2 7 896K,

B #R4 a

NH3+CI
DMF, Et4N N
ﬁ

OBn

CAS# (2088&03 7] CAS #{51388-20-6] ,Uii' No 17

H
+
HQO
(L3

OH CAS# (99847-87-7]

ﬁﬂﬁlm%

Bn
A\
T No. 127 \ -

; SEREBY No. 58

NaH | DMF

oot

Cl

EPPRE3 —ALBA AR (CN, C1 ) #milRmb sl — %
B EEN 0 1 4 1 (EATK, PRt Fisher #AM4 - FRALHE
CAS No.[54696 —05 ~8 4 —FERAEABMCAS No .|

51145 =58 5 1mAATAMESR, BENo .1 40 KRELELE T AR
AT BT B RN o (1 4 1, sbARTEEMS L5,
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B} %5

o) EtOH, H Q
Brv0~©— NH . ano—©~< —_— N
NH2 r’0——©—( H
8
CASH [51145.58.5] CASH (54696.05-8)

) | leCIQ

;;ﬁ@ﬁ; No. 141

3 - RAAREIRALS SR EHBINO L1 3 4 3, HFBEFTT@EY
e +, FAEMS 6vl%ENo 141 JAN - ffAkmemERat, i
FAFE) 93 —EEN o 14 2 EMTEAMS ey Xk ARE T,

B #%6
Bn0O \ —
‘ >—’~OB
m%” CHZCIZ :
H
SE 5] No. 141 Qgﬁfgfﬂ No. 142
5 f3
FEIE] 604 2

TR0
h

SERG 5] No. 134
@
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3 - RAR XL BBT FATMARKREEN (14 1 A8, k7R
No .141 5 XRBBFREERE, BERANZLESET - A%
No.l155, fuétifit Al eaimie s THF P CASNo [1117238
~8 7 —1 JHFABBILHAFTRAENO .15 6 mHF, = ADMF ¥ AS
A MR AL B RN o (157, RETAREMTEFL A=
W5 NEARKLFHNo .13 8,

B A7

Q
—N=C= CN
B0 , CF§NC=0 BrO
(A )om =2 (<)o

2-Et5N N
H

H
LRER] No. 141 SEREBY No. 155

< > 1808r, /—Q—
@)
HG AN o Br O¥\

THF cl
[111728-87-1P) SERE] No. 156
NaH
DMF
CN

O A\ CN
d O > WEMs TR e O N Q 0Bn

[}
o
ZU SCHE ] No. 138 SEREF| No. 157

Ci

ARG 4 AT (M R I A M B R R TR 0

23



97113496. 0 oW P FE1a/122m

Folk. $hin, BHiF MM ERR, XA dhehiF § ORI T IRE 69,
AL A M EFE b R R E, T T AT AR E 6
AR, W TiX sl e ik i, AT AT 6 7 IRy b F
B3 (EithE kR higetkmed) S £t g (BFT P RILKR
) FlRRERAALGFRERGESE, TNUTHRATHTEARITTAR
Hponah e RAEEF KA, ERARAEKIARGERBIRBIENEITTT 3,

KK BRAC Aty B AT i i M6 IS ) BE A TR B AR R T RO Ao g B T
B4 1. XA AT R T iF % i 4 A Al it 3 Rk 2 Tl AL Ay
# S m . GAET Rk, AR, FWAAL WA RESE A
WAk R FE e, FEAREH, BREILERRE TEPFRWE FITA
BEAE, STEIE B, JUMIR TEARME TEARSE SEITES
AR, SRR, BEE, MR ERmAR RAREAKLECCNS mIE, AR
SokEsk G352, OISR MR CNS JE FHF, A4 xuisd
by Tk AT ARk i R, RGeS RIE )T, AT
P EER S RA, PR EANLRA B0, CALTHUNT AT HEAR
Fleamd, Wbk TFTRRME, R ST 5 Sk Bk & REIE,

AK BR &AL A &, T AR T 0 T Ao TR AR R R 4L AN B e 18 R 48 4R
8RR 6 T AR K, FEOFAOE MK, X ER K AT E
M, LRBEEHEX, AT Lk Regak, #% RTIELhsEE
R B LR Gak, 2R
gk B Rk, E.Cushing s&EAEtdak, ST E L 4T
VR Sk 694 RR R S, AT NI A R T, SRR S A e K, Ao
j 8 5B AR F KA BB K T £ F, B BRI 2 0, X
WA TN T 4T &, mi5id ), mi5id®, Paget' sy, ‘AL,
BARRER S BT RA A EERNGLTREBR, ST AR
o 8 7 R AR TR AR A 6T X 35 T AR R S F A A F 0 — AP R S AT R KA
A MR A, REPLOIERNN—A R EDREALEY, Fo/ Bt
F PR EH, FRRE-ARENGT ETIEL ) BRI R F ey
484,

O 4mik sl A dh b 2 6 H1F, B Fo A KGN & /A0S 77 89 o R AL,
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HIFHATIE & 6977 ), KRR AT —AP R 5 AP ILA 4 463 B TF 424838,
¥ A, HEABNEAHE,

X AL A RSB FTVAES40 (1 mg /REL, 000 mg /X,
£ik#91 0 mg /REZ6 00 mg /R, PKikH, LHEMRL5 0 mg / X
£%6 00 mg /X, ARBMNER MR EHMNE, X FFT AT 3]
ALEBACSHE L E ik T e r XEbth, 460k, HA, EBE (i
IR, BUENAETES) , A8, WMiE, PEEG, ATALGBEY, &
AP A O 46 F it TR E A i L& o A2 48 12 64 B AR i N AT eY BT
Febty, XEBSHTUARNREASHE LM, vk f, 2LE, ek, 4
A, &FR, Bk, RN (AmARE) 4T, |

SARBRERAS G O RFINT O AHTE Mo RBX, aish A, K
B, BOHX, £A0 BRAPoE, EFaRigt, BRETASHERILEY
BRI / AR ot Riidr (R4, BREIARERY) , B Ads
Rl RSB E, SRR PRETEE G, Pk R FE0RA
M, ARG R R A F IR Rk RIE, HIRALR TR, SFAY% ARE
i, REER, EFEN, BN, SRIMEEIAH, 635 (2RRT, EESEL4E
IR, HA, FAMBLABAN, METHE, ATFAAEES BOHARE
BOER, PARR, HRBR, FTALIARR, AR, ATHELAN, 8L H A4h, HEL4S,
Hidh, AR, B4R, LALER, AR 45, mAnds, LB, bk, s
FACEN, BB, T A KAk, RS T RRB R T R AT B R K
FIRABE AL e, B RRR T G ST TR, R R
MECEARRIE S 095, Aod b glig, AEHAEMAR, X TFEMNEL S
B, TR,

Aldrich Sure Sseal ™ & #l, £k, FZit—Fait, Ti#AT R
E &R KL, F ¥ MALdrich Chemical Company %), M AR FEALALAT
#A7, GEH2 30 —4 00 BEfx (Merch Grade 60, Aldrich Chemical
Company) #t47, & B, f4#F AEM Science #4946 0 F 2 5 4 34T,

! HNM R & & Bruker AM-400 3, Bruker DPX-300 AL E £ DMSO F453), 44
FAAAp p mikid, 45 %A Thomas - Hoover AUM & 3 A 24 E, | Rk
Perkin -Elmer 474+ 041 3%, Perkin- Elmer 784 3% 3% 142 % &% H Kratos MS
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50 2 Finnigan 8230 S35k, A& 447 & Perkin - Elmer 2400 7t 274043
2|, RECHNMSHEL B TEAEH 0 4 %A, K3k Fshak,
AWy 425 3538 % i® i JA Beilstein Autonom ™ #2 5 5231,

o — BRI R A AR
7 ka
o~ RARER A AR — A it SR A e R KBRS T LB (0. 05
0.1 0M) FHAEFET, #l 1 $F%, RAETELFHERAGTL C
WRl, BoR il it s Rk f VKR, #E AL 0 % RARB AV IRk, B
BRR SRR, RARBRBETR, RERELRSHVARITYFRIGE T4
SRR, RREE CRMT (Raslesidis) ATT-¥,

3 - Tk
P %8

Q Q
. =~ 0 1-EtsN, DMF |-
XCQNH3 C“M . > \I/
y 2-FHMR R N

CAS#¥ [51145-58-5) ;}:ﬁfﬁflﬂj Nos. 1-20

i
\ /F
\ 7/
H
F1

No .1 H H
No .l a F OBn
No .2 H 4 "-0OBn
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18
N o OBn H
N o OBn 4" ~0OMe
N o O Me 4 '~ 0OMe
N o OBn 4 "-OEt
No OBn 4 "-0OBn
N o OBn 4 '~ F
N o OBn 3'-0OMe, 4 ~-0OBn
No OBn 3,4 "-0OCH, O —
No OBn 4 ' -0 —-i Pr
N o OBn 4'-0 -Cp
N o OBn 4 ' -CT 4
N o OBn 4 '"~CH,
N o OBn 4 " -Cl1
N o OBn 2 '"-OMe, 4" -0OMe
N o OBn 3'-0Bn
N o OBn 4" -OBn, 3 '~F
N o OBn 4 ' -0 Me
N o OBn 4 "~OCF 4
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77 %1
RBELALEBINo 7
5 —FRE-2 - (@ -FRAER -3 -FR-1H -

P BALR AN - FRA R BB BCAS No.[51145-58 -
51 (458, 0.23mol ), 4" -FEA2 -EREAFRBECAS No |
[66414-19-5](21g,0.066mol ), #50 ml D MF |
B AR EIA3 0 4P, REX EER KEHS®T250ml E tOAC
##100ml 1N HCl (aq) %, EtOAC AINa HCO. (a q)
feg Hhiokik, REMg S O, TR, FRalks, HeHmEFCcH, C1 |
MANCIRIE M2 5 g MER, BHRMETCH, Cl L, HRE a8 E
FICH2 Cl 2 /& (1: 5) BMFA .2 g 486 B4k,

(33%): Mp=150-152°C; *H NMR(DMSO) 10.88 (S, 1H), 7.56 (d, 2H, J
=8.8Hz), 7.48 (d, 4H, J=7.9Hz), 7.42-7.29(m, 6H), 7.21 (d, 1H, J= 7
.OHz), 7.13 (d, 2H, J=8.8Hz), 7.08 (d, 1H, J=2.2Hz), 6.94 (dd, 1H,

J=8.8y 2.4 HZ)[ 5.16 (Sr 2H)I 5.11 (SI 2H)l 2.33 (S/ 3H); IR ( KBI)
3470, 2880, 2820, 1620 cm *; MS eI m/z 419,

5 #4512 (=T B8 )
A 55 A5 B 5 56,4507
PRIEE 575 %1 AR, MR L7k T asME A= Rk, £

200ml  DMF $#8&R#H CAS No. [66414 —19 -5 ]
(G0.0g,0.16mol ) AXEEMBCAS No. [51145 -
58 751 (44g, 0.22mol ) 432, BEEARAEEN 0 54
ANEZLHE (54 .6 ml ), BREEL 20 Chik2 I, TLCHH (E t
OAC/Th) BFRHLHEE, BRT ARG S, WA B HA S
mkﬁ%%48g1%ﬁ&ﬁo&&ﬁmﬁilsofz¢ﬁo%A%Sg%
PR hBE A, REAEL S5 0 CHAmM3 0 540, WA RRAMANETE HKE
BINGL 5 AkY, M2 AomOmER, wEEL  FERMTI S LE
LB, LBRGESEML HHIN Na OHKRE, 1 4k, Hhkak &
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BB TR IR, AALBHORGE R FAMEK, 5500 ml T
FFitiE, HEMRRELSS 00 ml B3R, BIRBI 5 Taf o ntdy
#, LEG6E, FAAEFEL TNo .7 Bk Emeits s, KB~ 43 6 g
=4,

vk K 6 0 B AR
BREML PHHTER RAFEL, RAAEGIATHEXRF (BT
FF) FREE (A BT Aldrich ) {EEHART Fik3 - PR RITA
# No. 1 -No .20) ,

RN 1 2 ~FKE-3 -FA -1 H -k

Mp=90 - 94°C; *H NMR (DMSO) 11.13 (s, 1H), 7.68 - 7.64 (m, 2H),
7.54 - 7.46 (m, 3H), 7.37 - 7.32 (m, 2H), 7.12 - 7.06 (m, 1H), 7.03
-6.97 (m, 1H), 2.40 (s, 3H); MS eI m/z 207 (M+).

¥#mHNo . la 5 -F-2 - (4 ~FHRE-FHA) -3 -FxH -
1 H — 2k

MP =143 —-1 46 °C
LHEHNoO .2 2-(#—%%&~%§)~3—@£—1H—m%

Mp=118 - 120°C; *H NMR (DMSO) 11,03 (s, 1H), 7.57
(dd, 2H, J=2,0Hz, 6.6Hz), 7.48 -7.46 (m, 3H), 7.44 - 7,28 (m, 4H) ,
7.18 -7.11 (m, 2H), 7.08- 7.03 (m, 1H), 7.0- 6.95 (m, 1H), 5.16 (s,
2H), 2.36 (s, 3H); MS eI m/z 313 (M+).

%46 No .3 5 -F&HA-2 -¥XHA-3 ~Fh-1H-%%
Mp=141-144°C; *H NMR (DMS0)10.98 (s, 1H), 7.65-7.61 (m, 2H),

29
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7.51'7.44 (m, 4Hl 7.42 - 7.28 (m, 4H)I 7.23 (dr lHl J=8.8HZ)1 7.10
(d,1H, J=2.5Hz), 6.80 (d, 1H, J=6.0Hz), 5.10 (S, 2H), 2.36(s, 3H) ;
MSeI m/z 313 (M+).

FHHNO . 4 5 —FERE-2 - @ -FEA-FHR) -3 -FA-1H
- "k

Mp=158°C; *H NMR 10.85 (brs, 1H), 7.56 (d, 2H, J=8.8Hz), 7.48
(d, 2H, J=8.3Hz), 7.45 - 7.36 (m, 2H), 7.34-7.28 (m, 1H), 7.21 ( d,
1H, J=8.6Hz), 7.09- 7.04 (m, 3H), 6.79 (dd, 1H, J=8.8Hz), 5.11 ( s,
2H), 3.80 (s, 3H), 2.33 (s, 3H); IR (Br) 3400, 2900, 1610cm ~*; MS
el m/z 343 (M+); ++H C.5H..NO,+0.25 H,084CHN

%#BINo . 5 5 ~FHEAE-2 - (4 -FRA-KK) -3 - FHh-
1 H - ¥R

Mp=139 - 142 °C ; *H NMR (DMSO) 10.85 (s, 1H), 7.57 (d, 2H, J=
8.8Hz), 7.19 (d, 1H, J=8.6Hz), 7.04 (d, 2H, J=6.8Hz), 6.96(d, 1H,
J=2.2Hz), 6.71(dd, 1H, J=8,5Hz, J=2.4Hz), 3.80 (s, 3H), 3.76 (s, 3H),
2.33 (s, 3H); MS eI m/z 267 (M+) i+HC,,H,,NO,#4CHN

%#4FINo . 6 5 —FEA-2 - (4 -TERE-FA) -3 -FA -
1 H - 7%

Mp=143 - 145°C; *H MMR (DMSO) 10.86 (s, 1H), 7.54 (d, 2H, J=
8.5Hz), 7.46 (d, 2H, J=7.3 Hz), 7.41 - 7.37 (m, 2H), 7.32 - 7.30
(m,1H), 7.20 (d, 1H, J= 8.6 Hz), 7.05 (d, 1H), 7.03 (d, 2H, J= 8, 8
Hz), 6.79 (dd, 1H, J=8.6 Hz, J=2.4 Hz), 5.10 (s, 2H), 4.07 (g, 2H,
J=6.8Hz), 2.32 (s, 3H), 1.34 (., 3H, J=7.0 Hz); MS el m/z 357 (M+).
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FHFINo . 8 5 FRE -2 - (4 -R-KR) -3 TR
~1 1 - R

Mp =132°C; "H NMR (DMSO) 11.0 (S, 1H), 7.68 - 7.64 (m, 2H),
7.49 - 7.47 (m, 2H), 7.41 - 7.31 (m, SH), 7.23 (d, 1H, J=8.8Hz),
7.10 (d, 1H, J=2.4 Hz), 6.82 (dd, 1H, J=8.2 2.4 Hz), 5.11 (s, 2H),
2.34 (s, 3H); MS EI m/z 331; i+ H.C..H, oFNOA)CHN

FHBINO . 9 5 FRA -2 - (4 -FEA -3 -FERA KR
-3 -F¥XA -1 1 -k

Mp=155 - 158°C; 'H NMR (DMSO) 10.88 (s, 1H), 7.50-7.45 (m, 4H),
7.41 - 7.35 (m, 6H), 7.22 - 7.20 (m, 20), 7.14 (s, 2H), 7.08 (d,1H,
J=2,2 Hz), 6.78 (dd, 1H, J=8.5 Hz, J=2.4 Hz), 5.13 (s, 2H), 5.11 (s,
2H), 3.85 (s, 2H), 2.35 (s, 3H); MS el m/z 449 (M+)

FwbINo .10 2 -FH0, 3 A -FREFHEH -5 & -5 — FTERA
-3 ~¥HA -1 H -k

Mp= 142 - 145°C; 'H NMR (DMSO) 10.86 (s, 1H), 7.48 (d, 2H, J=
7.0Hz), 7.40 - 7.30 (m, 3H), 7.20 (m, 20), 7.10 - 7.05 (m, 3H), 6.78
(dd, 1H, J=8.8 Hz, J=2.4 Hz), 6.06 (s, 2H), 5.10(s, 2H), 2.31 (s,3H);
MS eI m/z 357 (M+); ++FC..H, oNO,89CHN

FAHBINO 11 5 ~FEA-2 - (1 -FARA-FL) 3 - TR
— 1 H - Wk

Mp= 136 - 138 °C; 'H NMR (DMSO) 10.86 (s, 1H), 7.55 - 7.51 (m,
2H), 7.50- 7.47 (d, 20, J-7.3 Hz), 7.40 -7.34 (m, 2i), 7.39- 7.28
(m, 1H), 7.20 (d, 1H, J=8.7Hz), 7.06 (d, 1M, J=2.2Hz), 7.02 (d, 2H,
J=8.8Hz), 6.77 (dd, 1H, J=2.4Hz, 8.8Hz), 5.10 (s, 2H), 4.68- 4. 62
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(m, 1H), 2.32 (s, 3H), 1.28 (d, 6H, J=6.0Hz); MS el m/z 371 (M+),

FfiNo 12 5 ~FEA-2 - (4 “HAALA-FA) -3 TR
-1 H -

Mp=161 - 167 °C; “H NMR (DMSO) 10.85 (s, 1H), 7.53 (d, 2H, J=
8.8Hz), 7.47 (d, 2H, J=8.4 Hz), 7.40 - 7.36 (m, 2H), 7.33 - 7.28
(m,1H), 7.20 (d, 1H, J=8.6Hz), 7.07 (d., 1H, J=2.4Hz), 7.01 (d, 2H,
J=8.8Hz), 6.78 (dd, 1H, J=8.6Hz, 2.2Hz), 5.10 (s, 2H), 4.88 - 4,84
(m,1H), 2.32( s, 3H), 1.99 - 1.88 (m, 2H), 1.78-1.69 (m, 4H), 1.64
- 1.52 (m, 2H); IR (KBr)3400, 2920, 1600 cm '; MS el m/z 397 (M+)
#+#.C.- HpyNO,+0.25H,0 # CHN.

FHFINO 13 5 —FEA-2 - 4 -ZHTH-FEHL) -3 —FH
-1 H - "%

*H NMR (DMSO) 11.0 (br s, 1H), 7.87 - 7.82 (m, 4H), 7.48 (d, 2H,
J=8.8Hz), 7.44 - 7.35 (m, 2H), 7.34 - 7.26 (m, 2H), 7.15 (d, 1H, J=
2.2Hz), 6.87 (dd, 1H, J=8.6 Hz, 2.4Hz), 5.12 (s, 2H), 2.42 (s, 3H);
i+ H C,5H, o FsNO#)CHN

FGINO 14 5 —FEA-2 - (4 -FHR-FR) -3 -Fh
-1 H -7k

Mp= 144 -146°C; *H NMR (DMSO) 10,91 (s, 1H), 7.56 - 7.20 { m,
10H), 7.08 (d, 1H, J=2.4Hz), 6.80 (dd, H, J=2.4 Hz, 8.6 Hz), 5.11
(s, 2H), 2.34 (s, 3H), 2.34 (s, 3H): MS el m/z 327 (M+).

FHEHFNo 15 5 —"F&AE-2 - 4 -H KK -3 -FTA
-1 H - ¥R
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Mp = 134 - 136°C; *H NMR (DMSO) 11.04 (s, 1H), 7.65 (d, 2H, O

Hz), 7.53 (d, 2H, J=8.5Hz), 7.47 (d, 2H, J=6.8Hz), 7.41 - 7.37
(m, H), 7.31 -7.28 (m, 1H), 7.25 (d, 1H, J=8.5Hz), 7.11 (d, 1H, J
=2.4Hz), 6.82 (dd, 1H, J=8.8 Hz, J=2.4 Hz), 5.11 (s, 2H), 2.35 ( s,
3H); IR (KBr) 3380, 1210 cm'*, Ms el m/z 347 (M+); i+ HCooH, sCINO;

CHN;

SHFINO 16 5 -FRIE-2 - (2,4 - ZTRA-FA) -3 -
FA-1H -k

i *NMR (DMSO) 10.58 (s, 1H), 7.50 - 7.18 (m, 7H), 7.04 (d,
1H,J=2.4 Hz), 6.76 (dd, 1H, J= 2.3 Hz, 8.6 Hz), 6.69- 6.62 (m, 2H),5.
11 (s, 2H), 3.82 (s, 3H), 3.78 (s, 3H), 2.12 (s, 3H).

FHEFINO .17 5 —FERA-2 - 3 -FERAE-FH) -3 -FL
-1 H - 9%

MP =83 -8 6 °C

FHBFNo .18 5 —FEHK 2 - (4 -FfHI 3 -F-FKEK) -3 -
WA -1 H-v%

Mp= 135 - 137°C; *H NMR (DMSO) 10.94 (s, 1H), 7.50 - 7.31 ( m,
13H), 7.22 (d, 1H, J=8.6Hz), 7.10 (d, 1H, J=2.2Hz), 6.81 (dd, 1H, J
=8.6Hz, 2.2Hz), 5.23 (s, 2H), 5.11 (s, 2H), 2.34 (s, 3H)
m/z 437 (M+) +H CooH,.FNO,#ICHN,

: MS el

FHFNO 19 5 - FEHME-2 - 3 -FTEA-FHA) -3 -FX
-1 H - %%
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Mp= 107 - 109°C; *H NMR (DMSO) 11.00 (s, 1H), 7.51 - 7.48 (m, 2H
), 7.43- 7.20 (m, 7H), 7.13 - 7.12 (d, 1H, J=2.1 Hz), 6.93 - 6.90
(dd, 1H, J=2.3Hz, J=5.7Hz)., 6.86 - 6.82 (dd, 1H, J=2.3Hz, J=6.3Hz),
5.12 (s, 2H), 3.83 (s, 3H), 2.38 (s, 3H); IR (KBr) 3400, 2900, 1600
cm *; MS eIl m/z 343 (M+); +HFC. Ha,NOLASCHN

FwBiNo . 20 5 —FEA-3 -FHA-2 - 4 -ZHRFEA-FR)
- PR -1 H -k

Mp = 127-128°C; *H NMR (DMSO) 11.07 (s, 1H), 7.77-7.74
(dd, 2H, J=1.8Hz, J=5.0 Hz), 7.50 - 7.48 (d, 4H, J=8.3 Hz), 7.42
7.25 (m, 4H), 7.14 - 7.13 (d, 1H, J= 2.2Hz), 6.87 - 6,83
(dd, 1H, J= 2.3 Hz, J=6.3 Hz), 5.13 (s, 2H), 2.37 (s, 3H); IR (KBr)
3360, 1600 cm ~'; MS el m/z 396 (M+) itJf-Co.01, WF NOLA)CHN

3 - WA RLAE OB
P
§ (T

\_/
m {S et o "

Example Nos. 1, 3-13,15-16
O
< OJ Example Nos. 21-34
o]

CAS# [80494-75-3] <
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F2
AN O . X 0
No .2 1 H H
No .22 OBn H
No .23 OBn 4 " ~0OMe
No .2 4 O Me 4 '"-0OMe
No .25 OBn 4" -OFEt
No .26 OBn 4"-0Bn
No .27 OBn 4 ' -T
No .28 OBn 3, ~OMe , 4 '-0OBn
No .29 OBn 4" -0 i Pr
No .30 OBn 3,4 "-0CH, O -
No .31 OBn 4 "-0oCP
No .32 OBn 4" -CVTF ,
No .33 OBn 4 " -Cl
No .34 OBn 2'-0OMe, 4 -0OMe
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3 ~FAUEROECEER VIR
B ITiES
AEFEBIN O .2 6 %545

(4 -05 —FRKE-2 - (4 -FEA-FK) -3 -FRr-"%R-1 -
AT ARIR RN LB B

F5 —FRA-2 - (@ -FRA-FL) -3 -FR -1 10 -wR (33
RERFINO.7) B 2g, 77 mmol ) #9DMF 0 .151) %Kik
AZEOCCHMEMA 2 .22, 89 mmol ) 43, BEEMEH2 0 &
B, REINFRAHECAS NO., (80494 -75 -3] 29¢g, 1
27 mmo | ) HFFTERER BB 8 D0F, IF R RS BAANNK A I A
LELORR B, J KA LR OmE Ao EriRiAE LT, K0/ L as it R O
BEOTEDAAEFN2 1 g G EAR, KRR ALEBA ), 195 550697 ¢ G EHE
K, B7F28¢g:

Mp= 129 - 131°C; "H NMR (DMSO) 7.47 (d, 4H, J=7.2Hz), 7.39 ( g,
4H, J= 7.9Hz), 7.36 - 7.32 (m, 1H), 7.29 (d, 2H, J=8.8 Hz), 7.19 (
d, 1H, J=9.0 Hz), 7.13- 7.09 (m, 4H), 6.80 (dd, 1H, J=8.8, 2.4 Hz) , 6.
73 (s, 4H), 5.16 (s, 2H), 5.13 (s, 2H), 5.11 (s, 2H), 4.66 (s, 2H),
4.11 (g, 2H, J=7.2 Hz), 2.15 (s, 3H), 1.16 (L, 31, J-7.2Hz); MSeI
m/z 612,

"5k L BE O B 0 A B IR
HBEMR , AAE3, AkA (NO.1 -NO.16) #h5isehiik3
= AR AR A RIS T i R A Al 4,

FHHINO .21 (4 - [2 -FE-3 - TRUE | - AT - 2EA
(]38}

w#, 'H NMR (DMSO) 7.57 - 7.30 (m, 7H), 7.13 - 7.02 (m, 2H),
6.77- 6.70 (m, 4H), 5.22 (s, 2H), 4.65 (s,2H), 4.09 (g, 2H, J=7.2Hz),
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2.20 (s, 3H), 1.15 (t, 3H, J=7.0Hz); MS el m/z 399 (M+).

FEHBFNO 2 2 (4 —[5 - FFH -2 —FK})-3 —FHL-m%-1 -
AT - KEHK LA B

w7, "H NMR (DMSO) 7.50 - 7.40 (m, 10H), 7.22 (d, 1H, J=8.4Hz),
7.14 (d, 1H, J=2.5Hz), 6.83 (d, 1H, J=2.5Hz), 6.72 (s, 4H), 5.18 (s,
2H), 5.11 (s, 2H), 4.65(s, 2H), 4.10 (g, 2H, J=7.2Hz), 2.16 (s,3H),
1.14 (t, 3H, J=7.0Hz): MS el m/z 505 (M+).

FaBINo .23 (4 -5 -FEA-2 - 4 -FTRA-FEHA] -3 -
TR -1 ~R_‘f’)&§x Y1

Mp= 90 - 96°C; *H NMR (DMSO) 7.47 (d., 2H, J=6.8Hz), 7.41 - 7. 37
(m, 2H), 7.33 - 7.27 (m, 3H), 7.19 (d, 1H, J=8.8Hz), 7.12 (d, 1H, J
=2.4Hz), 7.03 (d, 2H, J=8.8Hz), 6.80 (dd, 1H, J=8.8Hz, 2, 4Hz), 6.74
(s, 4H), 5.16 (s, 2H), 5.11 (s, 2H), 4.65 (s, 2H), 4.11 (g, 2H, J=
7.0Hz), 3.79 (s, 3H), 2.15 (s, 3H), 1.16 (t, 3H, J=7.0Hz); IR ( KBr)
2990, 2900, 1760, 1610 cm-1; MS FAB m/z 536 (M+H+).

F#FNo .24 {4 -5 ~-FHAL-2 - - P EAL £1-3 -
FAR vk -1 - AFTRIRERAICEE LA

Mp = 109-113°C; *H NMR (DMSO) 7.27 (d, 2H), J=8, 8Hz),
7.17 (d, 1H, J=8.8Hz), 7.03 (d, 2H J=8.6Hz), 6.99 (d, 1H, J=2.5Hz),
6.78 - 6.70 (m, 5H), 5.15 (s, 2H), 4.65 (s, 2H), 4.11 (q, 2H, J-
7.0Hz), 3.78 (s, 3H), 3.76 (s, 3H), 2.15 (s, 3H), 1.15 (t, 3H, J=
7.1Hz); MS el m/z 459 (M+)

(BN .25 (4 -5 -FEE-2 - 4 -CLERIL-FXA]-3 -
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FA-GR-1 ~AFAI-FRERA OB LR

Mp =113-115°C; *H NMR (DMSO) 7.45 (d, 2H, J=7.3 Hz), 7.40 -7. 25
(m, SH), 7.17 (4, 1H, J=8.8Hz), 7.11 (d, 1H, J=2.2 Hz), 7.01
(d, 2H, J= 6.8Hz), 6.78 (dd, 1H, J=8.8Hz, J=2.4Hz), 6.73 (s, 4H),
5.15 (s, 2H), 5.10 (s, 2H), 4.65 (s, 2H), 4.15 - 4.01 (m, 4H), 2.14
(s, 3H), 1.33 (., 3H, J=5.7Hz), 1.16 (t, 34, J=7.1Hz); MS el m/z549
(M+) .

[\
!
-
-
!
Sy
M
i
1
W
|

FAEFN 27 (4 ~[5 - FERKE-
FA-vR -1 - RFHR] - REAI LB B

H NMR (DMSO) 7.50- 7.15 (m, 16H), 5.20 (s, 2H), 5.12 (s, 2H),
4.62 (s, 2H), 4.13 (q, 2H, J=7.1Hz), 2.18 (s, 3H), 1.20 (., 3H, J=
7.1Hz).

F#FNo .28 {4 ~[5 —FEHA-2 - 3 ~FTHRA-4 - FEHK)
-3 - FA-viPR-1 -AFRIFRAICH O

Jak; *H NMR (DMSO) 7.50-7.30 (m, 10H), 7.22 (d, 2H, J=9.1Hz),
7.13 (d, 2H, J= 8.6Hz), 6.85 - 6,70 (m, 6H), 5.17 (s, 2H), 5.13 (s,
2H), 5.11 (s, 2H), 4.66 (s, 2H), 4.14 (m, 2H), 3.61 (s, 3H), 2.17
(s, 3H), 1.16 (., 3H, J=7.0Hz).

LN .29 4 -5 - FRA-2 - 4 -FARE-XKK)-3 -
W -k 1 - AR - XEA LB TE

TN H NMR (DMSO) 7.46 (d, 2H, J=7.7Hz), 7.42 - 7.28 (m, 3H).
7.25 (d, 2H, J=8.7 Hz), 7.17 (d, 1H, J=8.7 Hz), 7.11 (d, 1H, J=2.4
Hz),6.99 (d, 2H, J=8.6Hz), 6.79 (dd, 1H, J=2.4Hz, 8.8 Hz), 6.73 ( s,
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4H), 5.15 (s, 2H), 5.10 (s, 2H), 4.70 - 4.60 (m, 3H), 4.10 (q, 2H,J
=7.0Hz), 2.15 (s, 3H), 1.27 (d, 6H, J=5.9Hz), 1.16 (,, 3H, J= 7.1Hz);
MS el m/z 563 (M+),

F#BINo 30 (4 -5 ~FEA-2 - 3, 4 ~EF_E8AFEL
~3 WAk -vR -1 - XTHR] - XA OB LR

w; 'H NMR (DMSO) 7.45 (d, 2H, J=7.0 Hz), 7.37 (m, 2H), 7.32
(m, 1H), 7.19 (d, 1H, J=8.8 Hz), 7.11 (d, 1H, J=2.2 Hz), 7.00 (d, 1H,
J=7.9Hz), 6.90 (d, 1H, 5.0 Hz), 6.82 - 6.75 (m, 6H), 6.07 (s, 2H),
5.16 (s, 2H), 5.10 (s, 2H), 4.65 (s, 2H), 4.10 (m, 2H), 2.15 (s, 3H),
1.15 (e ,3H, J=7.0 Hz); Me eI m/z 549 (M+).

FHBINo 31 (4 -5 —FERE -2 - (4 -HEEL-FER)
—3 -~ FA vl -ATRAI-FRRA RO

MP= 96- 98°C; 'H NMR (DMSO) 7.47 (d, 1H, J-7.2Hz), 7.40- 7.36
(m, 2H), 7.33 - 7.30 (m, 1H), 7.26 (m, 2H), 7.18 (d, 1H, J=8.8 Hz),
7.11 (d, 1H, J=2,4Hz), 6.98 (d, 2H, J=8.8 Hz), 6.79 (dd, 1H, J=8.8
Hz, 2.4Hz), 6.74 (s, 5H), 5.15 (s, 2H), 5.11 (s, 2H), 4.86 - 4. 80
(m, 1H), 4.66 (s, 2H), 4.13 (q, 2H, J= 7.2Hz), 2.15 (s 3H), 1.98 -
1.85 (m, 2H), 1.79-1.65 (m, 4H), 1.62 - 1.55 (m, 2H), 1.16 (., 3H,
J= 7.0Hz); IR (KBr) 2950, 2910, 2890, 1760, 1610cm '; MS eI m/z 589
(M+); CHN#H-C: 77.39 H: 6.67 N: 2.38 %] c: 76.76 H:6.63 N:2.27.

KHBINO 32 (4 -5 —FEA-3 -FH-2 - 1 - Z&
FAFEI) —mh -1 - RAFRIREA) OH L8

Mp= 221°C; *H NMR (DMSO) 7.83 (d, 2H, J=8.11lz), 7.60 (d, 2H,
J=7.9Hz), 7.48 (d, 2H, J=8.4Hz), 7.40 - 7.36 (m, 4H), 7.18 (d, 1H,
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J=2,4Hz), 6.86 (dd, 1H, J= 8.8Hz, 2.4 Hz), 6.72 (s, 4H), 5.21

( s.
2H), 5.12 (s, 2H), 4.65.

(s, 2H)., 4.11 (g, 2H, J= 7.2Hz), 2.20 (s, 3H
), 1.16 (e, 3H, J=7.0 Hz); IR (KBr) 2920, 1730 cm-1; MS el m/z 573
(M+); FTHCa4H30F3NOL+0. 25 HoO84CHN,

EaBNo .33 (4 -5 ~FRE-2 - 4 -HFXKE) -3 -FH
Rl CATA -REA LM TR

Mp = 99-101°C; *H NMR (DMSO) 7.52 (d, 2H, J=8.6 Hz), 7.46
(d, 2H, J=6.8 Hz), 7.42 - 7.38 (m, 4H), 7.36 (m, 1H), 7.25
(d, 1H, J=9.0 Hz), 7.14 (d, 1H, J= 2.4Hz), 6.83 (dd, 1H, J= 8.8Hz,
J=2.5 Hz), 6.72 (s, 4H), 5.18 (s, 2H), 5.11 (s, 2H), 4.65 (s, 2H),
4.11 (q, 2H, J=72 Hz), 2.16 (s, 3H), 1.15 (., 3H, J= 7. 2Hz)
eIm/z 539 (M+); 1 HCs3Ha0CINO,#) CHN.

; MS

FHBNo 34 {4 -5 ~FRE-2 - 2,4 ~—F&HAI -3 -
TR R -1 - ATRIRGK LB AR

i *H NMR (DMSO) 7.30 - 6.45 (m, 15H), 4.95 (s, 2H), 4.75 -
4.65 (m, 2H), 4.50 (s, 2H), 3.97 (g, 2H, J= 7.1Hz), 3.65 (s, 3H),
3.51 (s, 3H), 1.87 (3H), 1.01
(¢, 3H, J=7.1 Hz).

— T IR 7, A
B 0

\ -
N \_7 N\ 7/
LiAH,
THF
QJ (f Exampla Nos. 35-46

0
< Example Nos. 21, 24-27, 29-34
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£3
5% 74,151 X 0
No .35 H H
No .36 O Me 4 "~ Me
No .37 OBn 4 ' -0Lt
No .38 OBn 4'-0Bn
No .39 OBn 4 ' -F
No .40 OBn 37,4"'-0CI1H, O -
No .4 1 OBn 4 '~ —-i Py
No .4 2 OBn 4 '~-0Cp
No .43 OBn 4 ' =Cll,
No .4 4 OB n 4 " =1l
No .45 OB n ‘ 4" -Cl
No .46 OBn 2'-0OMe, 4 '-0OMe
3 - FRAERR LB ER T
7 %4

VASE AN O .3 8 %45
2 -4 -5 ~FRA-2 - (4 -FRA-FN) 3 -FHA -1 -
AFTRI-XE o
AT FHFFHNO.26 (5 .5g, 8 .8 mmol ) MTIIF
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(50m1) 7% ik % £ 0°CH B AmALIAIH 6 THFZ & (10ml, 1M), F0°C30 H-4F 5%
B S, AR K, S EELOACARINHCL ) 3347 4K, FIMgSO.-F#& EtOAC,
K48, AR L, FELOAC/TR (2:3) i 4T6 #4548, k.09 N0.38,
86,0k

“H NMR (DMSO) 7.48-7,46 (m, 4H), 7.42-7.27(m, 8H), 7.20
(d, 1H, J=8.8Hz), 7.12-7.10(m, 3H), 6.80(dd, 1H, j=8.8, 2.4Hz),
6.73(s, 4H), 5.15(s, 2H), 5.13(s, 2H), 5.11(s, 2H), 4.80(t, 1H, J=
5.5Hz), 3.86(t, 2H, J=4.8Hz), 3.63(q, 2H, J=5.3Hz), 2.15(s, 3H).

IR R B 6 4 B KR
HEEML0A 7 k4, ik BNo. 21-No.3d #94uE TR, 8 %3] L85 )
BT RS,
KAEFNo. 35 2-{4-[2-F A -3-FA k-1 AFR]-REL) 08

w; *H NMR(DMSO) 7.57-7.32(m, 7H), 7.13-7.02(m, 2H), 6.74(s,4H),

5.21(s, 2H), 4.80(s, 1H), 3.86-3.83(m, 2H), 3.62(s, 2H), 2.20(s, 3H
); MS eI m/z357 (M+) .

536 HINO. 36 2- {4- [5- FRA -2- (4- FTRE-KHL) 3 PABE - 1-LFR] £
T Y

#; "H NMR (DMSO) 7.27(d, 2H, J=8.8Hz), 7.17(d, 1H, J=8,8Hz),7.03

(d, 2HJ=8.6Hz), 6.99(d, 1H, J=2.SHz), 6.78-6.70(m, 5H), 5.14(s,
2H), 4.80(brs, 1H), 3.85(t, 2H, J=5.0Hz), 3.78(s, 3H), 3.76(s, 3H),
3.63(t, 2H, J=5.0Hz), 2.16(s, 3H); MS eI m/z 417 (M+) .

KHAHINO. 37 2- (4-[5-FHA-2- (4- LRI FA) 3- PRS- 1-AFR] £
) LB
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;¢,;%; *H NMR (DMSO) 7.45(d, 2H, J=7.3Hz),7.40-7.25(m, 5H), 7.17

(d, 1H, J=8.8Hz), 7.11(d, 1H, J=2.2Hz), 7.01(d, 2H, J=6.8Hz),6.78
(dd, 1H, J=8.8Hz, J=2.4Hz), 6.73(s, 4H), 5.15(s, 2H), 5.10(s, 2H),
4,80 (brs, 1H), 4.06(q, 2H, J=6.8Hz), 3.85(t, 2H, J=5.0Hz), 3. 63
(t,2H, J=4.8Hz), 2.14(s, 3H), 1.33(t, 3H, J=6.9Hz); MS el m/z

507 (M+) .

FFEAFINO. 39 2- (4-[5-FR&L-2- (4-F-FL)-3-FAAR-1- A F R
AEKIOEE

“H NMR (DMSO)7.40-6.60(m, 16H), 5.10(s, 1H), 5.07(s,2H), 5.02(s,2H),
3.76(t, 2H, J=4.9Hz), 3,53(t, 2H, J=5.0Hz), 2.06(s, 3H).

FHAFINO. 40 2- {4-[5-FFHE-2-(3,4-F —FH-FHA)-3-Fi-wk-1- &
FARIFEL) AT

sA;H NMR (DMSO) 7.45(d, 2H, J=7.0Hz), 7.37(m, 2H), 7.32{(m, 1H),
7.19(d, 1H, J=8.8Hz), 7.11(d, 1H, J=2.2Hz), 7.00(d, 1H, J=7.9Hz),
6.90(d, 1H, 5.0Hz), 6.82-6.75(m, 6H), 6.07(s,2H), 5.16(s, 2H), 5.10
(s, 2H), 3.86(t, 2H, J=5.0Hz), 3.63(t, 2H, J=5.0Hz), 2.15(s,3H) ; MS
el m/z 507 (M+).

FEBINO. 41 2- (4-[5-FRA-2- (4-FREAFEA) -3-FAE - 1-AFHIXE
Ay

s,k ; *H NMR (DMSO) 7.46 (d, 2H, J=7.7Hz), 7.42-7.28(m, 3H), 7.25

(d, 2H, J=8,7Hz), 7.17(d, 1H, J=8.7Hz), 7.11(d, 1H, J=2.4Hz), 6.99
(d, 2H, J=8.6Hz), 6.79(dd, 1H, J=2.4Hz, 8.8Hz), 6.73(s, 4H), 5.14
(s, 2H), 5.10(s, 2H), 4.80(bs, 1H), 4.70-4.60(m, 1H), 3.85

(t, 2H, J=4.8Hz), 3.63(t, 2H, J=5.1Hz), 2.13(s, 3H), 1.30
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(d, 6H, J=5.9Hz); MS el m/z 521 (M+).

N0, 42 2- {4- [5-FRA-2- (4-FRARAFRAL) -3-F R -wk-1- A T A
£ SNSY.

Mp=129-131°C;*H NMR (DMSO) 7.47(d, 2H, J=7,2Hz), 7.38

(t, 2H, J=7.2Hz), 7.33-7.28(m, 1H), 725(d, 2H, J-8.8Hz), 7.18

(d, 1H, J=8.8Hz), 7.11(d, 1H, J=2.4Hz), 6.98(d, 2H, J=8.8Hz), 6.79
(dd, 1H, J=8.8Hz, 2.4Hz), 6.74(s, 4H), 5.15(s, 2H), 5.11(s, 2H),
4.84-4.80(m, 1H), 4.79(t, 1H, J=5.7Hz), 3.86(t, 2H, J-4.8Hz), 3.63
(q, 2H, J=5.1Hz), 2.15(s, 3H), 1.96-1.87(m, 2H), 1.77-1.65(m, 4H),
1.62-1.53(m, 2H); IR(KBr)3490br, 2920, 1620cm-1; MS el m/Z547 (M+).

FAGINo. 43 2-(4- [5-FEA-2- (4- ZHTFTHAEK) -3- FA-mlR-1- L F K]
KEH&ILH

#,iK;"H NMR(DMSQ) 7.83(d, 2H, J=8.1Hz), 7.59(d, 2H, J=7.9Hz, 7.47

(d, 2H, J=8.3Hz), 7.42-7.36(m, 20), 7.35-7.29(m, 2H), 7.18

(d, 1H, J=2.4Hz), 6.87(dd, 1H, J=8.1Hz, 2.4Hz), 6.77-6.68(m, 4H),
5.21(s, 2H), 5.12(s, 2H), 4.81(br s, 1H), 3.85(t, 2H, J=5.1Hz), 3.63
(t, 2H, J=5,1Hz), 2.19(s, 3H); MS el m/z 531.

FAAFNO. 44 2- {4- [5-F R -2- (4-FRAEL) -3- FAE-1- AFRAIREA
LE

7 'H NMR(DMS0) 7.46(d, 2H, J=7.2Hz), 7.45-7.18(m, 8H), 7.12

(d, 1H, J=2.4Hz), 6.81(dd, 1H, J=2.4Hz, 8.6Hz), 6.73(s, 4H), 5.15
(s, 2H), 5.10(s, 2H), 4.80(bs, 1H), 3.85(t, 2H, J=4.8Hz), 3.63
(t, 2H, J=4.9Hz), 2.34(s, 3H), 2.15(s, 3H); MS el m/z477(M+).
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F AN, 45 2- {4- [5-F R A -2- (4-FF L) -3 FHA -8R -1 A FAIREA)
o

Mp=110-113°C; “H NMR(DMS0)7.52(d, 2H, J=8.6Hz), 7.46(d, 2H, J=
6.8Hz), 7.38(m, 4H), 7.42-7.37(m, 1H), 7.25(d, 1H, J=9.0Hz), 7.14(

d, 1H, J=2.4Hz), 6.83(dd, 1H, J=8.8Hz), J=2.5Hz), 6.76-6.70(m, 4H),
5.17(s, 2H), 5.11(s, 2H), 3.85(t, 2H, J=5.2Hz), 3.63(t, 2H, J=5.0Hz),
2.16(s, 3H); MS eI m/z 497 (M+).

F AN, 46 2- (4- [5-FEAL -2 (2, 4- ZFEIAFEA) -3-FR-mR-1-AF
EE &  S¥

wh7; "H NMR (DMSO)7.46(d, 2H, J=7.5Hz), 7.39-7.35(m, 2H), 7.31-7.28
(m, 1H), 7.16-7.06(m, 3H), 6.82-6.72(m, 5H), 6.68(d, 1H, J=2.2Hz),
6.61(dd, 1H, J=2.4Hz, 8.3Hz), 5.0(s, 1H), 4.88(s, 2H), 4.85(d, 1H,
J=6.3Hz), 4.69(d, 1H, J=6.3Hz), 3.63(t, 2H, J=6.9Hz), 3.58(s, 3H), 3
.46 (s, 3H), 3.40(t, 2H, J=6.9Hz), 1.80(s, 3H).
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£4
5 3, 4INo X Q
No. 47 H H
No. 48 OMe 4’ -0Me
No. 49 OBn 4’ -OEt
No. 50 OBn 4'-0Bn
No. 51 OBn 4'-F
No. 52 OBn 3",4"-0CH,0-
No. 52a OBn 3"-0Me, 4'-OBn
No. 53 OBn 4'-0-iPr
No. 54 OBn 4"-0Cp
No. 55 OBn 4" -CFs
No. 56 OBn 4'-CH,
No. 57 OBn 4'-C1
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3- R R LR 6 KIS P Bk
B PR T5 D

VASE #EINo. 5045545
3% 3 4FNo, 50

5-FEM-2- (4-FRAFK)-1-[4- 238 ORA) -FHR]-3-FH-1H- 9=

] 55 36 4#No. 38 (3. 3g, 5.8mmol) #THF (50ml) /&% F mACBr,(2.99, 8
. 7Tmmol) #vPPH, (2.3g, 8.7mmol), ¥R EMT FEZKH3I D, REKLGF £
AR b3t ATE, %5 &, FELOAC/TL k% (1:4) ZELOACHEATAFE AL, 133]3.294
&, E 4k

Mp=131-134°C; “H NMR (DMSO)7.64-7.30(m, 10H), 7.29(d, 2H, J=8.8Hz),
7.20(d, 1H, J=8.8Hz), 7.12-7.09(m, 3H), 6.80

(ad, 1H, J=8.8, 2.4Hz), 6.77-6.73(m, 4H), 5.16(s, 2H), 5.13(s, 2H),
5.11(s, 2H), 4.20(t, 2H, J=5.3Hz), 3.73(t, 2H, J=5.5Hz), 2.15(s, 3H);
MS FAB 613/633 (M+H", Br#&4E).

IRE AR 6 R R
BB kST A B ARLL, JAik ANO. 35-No. 4564 i 3 B AR, T 64 vk %)
FF b4,
K3 FIN0. 47 1-[4- (2-38 LEH) FAT-2-F 3K -3-F R -1H-%3%

w7; "H NMR (DMSO) 7.57-7.32(m, 7H), 7.13-7.02(m, 2H), 6.74(s, 4H),

5.21(s, 2H), 4.19(t, 2H, J=5.2Hz), 3.71(t, 2H, J=5.5Hz), 2.20(s, 3H);
MS el m/z 419 (M+).

FHEAFN0. 48 5-FEI-2-(4-FERML-FA)-1-[4-(2-:88H4)-FR]-3-F
- 1H- 2%

74;"H NMR (DMSO) 7.27(d, 2H, J=8.8Hz), 7.17(d, 1H, J=8.8Hz), 7.03
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(d, 2HJ=8.6Hz), 6.99(d, 1H, J=2.5Hz), 6.80-6.69(m, SH), 5.14(s, 2H),
4,19(t, 2H, J=5.4Hz), 3.78(s, 3H), 3.76(s, 3H), 3.72(t, 2H, J=5.5
Hz), 2.16(s, 3H); MS el m/z 479 (M+).

EHEFNo, 49 S-FRA-2-4-LEA-ERA)-1-[4-2-BEA)FA]I-3- F
£ -1H- 7]k

Mp=118-120°C; *H NMR(DMSO) 7.45(d, 2H, J=7.3Hz), 7.41-7.26

(m, 5H), 7.17(d, 1H, J=8.8Hz), 7.11(d, 1H, J=2.2Hz), 7.01

(d, 2H, J=6.8Hz), 6.78(dd, 1H, J=8.8Hz, J=2.4Hz), 6.78-6.74(m, 4H),
5.15(s, 2H), 5.10(s, 2H), 4.22-4.18(m, 2H), 4.04(g, 2H, J=6.8Hz),

3.72(t, 2H, J=5.5Hz), 2.14(s, 3H), 1.33(t, 3H, J=7.0Hz); MS eI m/z
569 (M+).

KGN0, 51 5-FRI-1-[4- (2- B TRIK)FAI-2- (4-FEKK) -3-FHA-10-
il S

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

(d, 1H, J=2.4Hz), 6.83(dd, 1H, J=2.7Hz, 9.0Hz), 6.80-6.70(m, 4H),
5.16(s, 2H), 5.11(s, 2H), 4.19(t, 2H, J=5.27Hz), 3.72(t, 2H, J=6.4Hz
), 2.15(s, 3H); MS el m/z 543 (M+); ++H Cs.H.,BrFNO,&4CHN

347 No. 52 2-35[1, 3] =R L3RR, 3] dioxyl)-5-2-5-F HA-1-[4-(2-38
CRA)FA]-3-FA-1H-4 %

Mp=133-136°C;*H NMR (DMS0O) 7.45(d, 2H, J=7.0Hz), 7.41-7.38(m, 2H),
7.35-7.30(m, 1H), 7.19(d, 1H, J=8.8Hz), 7.11(d, 1H, J=2.2Hz), 7.00
(d, 1H, J=7.9Hz), 6.90(d, 1H, 1.4Hz), 6.82-6.78(m, 2H), 6.77(s, 4H),
6.07(s, 2H), 5.16(s, 2H), 5.10(s, 2H), 4.20(t, 2H, J=5.5Hz), 3.73(t
,2H, J=5.2Hz), 2.15(s, 3H); MS el m/z 569 (M+).
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FEAFNo, 52a 5-FHA-1-{4- - CEMN) FAI-2-C-FRA-4-FERAE-X
) -3-F A -1H- ek

@K ; *H NMR (DMSO) 7.47-7.42(m, 4H), 7.40-7.30(m, 6H), 7.20(d, 1H, J
=8,8Hz), 7.12-7.10(m, 2H), 6.86-6.84(m, 2H), 6.81(dd, 1H, J=8,8Hz,2.4
Hz), 6.78(s, 4H), 5.17(s, 2H), 5.11(s, 2H), 5.10(s, 2H), 4.20(t, 2H

., J=5.0Hz), 3.72(t, 2H, J=5.4Hz), 3.63(s, 3H), 2.17(s, 3H); MS FAB
m/z 662 (M+H+).

FEFINo. 53 5-FERA-1-[4-(2-3%-LREL)FHR]-2- (4-FREEFERK)-3-
F 3 - 1H- 9wk

Mp=125-128°C; "H NMR (DMSO) 7.46 (d, 2H, J=7.7Hz), 7.42-7.28(m, 3H),
7.25(d, 2H, J=8.7Hz), 7.17(d, 1H, J=8.7Hz), 7.11(d, 1H, J=2,4Hz),
6.99(d, 2H, J=8.6Hz), 6.79(dd, 1H, J=2.4Hz, 8.8Hz), 6.73(s, 4H),
5.14(s, 2H), 5.10(s, 2H), 4.70-4.60(m, 1H), 4.19(t, 2H, J=5.3Hz},

3.72(t, 2H, J=4.4Hz), 2.13(s, 3H), 1.30(d, 6H, J=5.9Hz); MS el m/z
583 (M+),

JEABINO, 54 5-FRA-1-[4- (-2 CRL) FA)-2- (4-FFRAEL-F L)
-3-F A -1H- iR

Mp=110-112°C; 7.47(d, 2H, J=7.0Hz), 7.38(t, 2H, J=7.0Hz), 7,35-7.28
(m, 1H), 7.25(d, 2H, J=8.8Hz), 7.18(d, 1H, J=8.8Hz), 7.11

(d, 1H, J=2.4Hz), 6.98(d, 2H, J=8.6Hz), 6,79(dd, 1H, J=8,6Hz, 2,4Hz),
6.78-6.74(m, 4H), 5.16(s, 2H), 5.11(s, 2H), 4.86-4.83(m, 1H), 4,20
(t, 2H, J=5.3Hz), 3.73(t, 2H, J=5.5Hz), 2.15(s, 3H), 2.00-1.87(m,2H),
1.79-1.65(m, 4H), 1.63-1.56(m, 2H); IR(KBr)2950, 2910, 1610 cm- 1;
MS el m/z 609, 611 (M+,Britie).
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J3E4IN0. 55 5-FHRA-L-4-(2-BLRA)FAI-3-FRA-2-4- ZHFAX
&) -1H- "ok

Mp=106-109°C; *H NMR (DMSO) 7.83(d, 2H, J=8.1Hz), 7.60

(d, 2H, J=7.9Hz), 7.35-7.29(m, 2H), 7.48(d, 2H, J=8.6Hz), 7.39

(t, 2H, J=7.0Hz), 7.18(d, 1H, J=2.2Hz), 6.87(dd, 1H, J=9.0QHz, 2.6Hz),
6.77-6.71(m, 4H), 5.22(s, 2H), 5,12(s, 2H), 5.20(t, 2H, J=5.3Hz),
3.72(t, 2H, J=5.3Hz), 2.20(s,3H); IR(KBr)2910, 2850, 1620cm- 1; MS
el m/z 595, 593 (M+)

F#HFINO. 56 5-FRE-1-[4- (2-8LEHR)FA] - 3-F -2 (4-FLER)
1H- v3|wf

Mp=82-95°C; *H NMR(DMSO) 7.46(d, 2H, J=7.2Hz), 7.45-7.18(m, 8H),
7.12(d, 1H, J=2.4Hz), 6.81(dd, 1H, J=2.4Hz, 8.6Hz), 6.73 (s, 4H),
5.15(s, 2H), 5.10(s, 2H), 4.19(t, 2H, J=5.3Hz), 3.72(t, 2H, J=4.4Hz),
2.34(s, 3H), 2.15(s, 3H); MS el m/z 539 (M+).

F N0, 57 5-FERA-L-[4- (-8 LHI)FR]3-FHh 2 (4-FFM) -1H-
vk

*H NMR (DMSO) 7.52(d, 2H, J=8.6Hz), 7.46(d, 2H, J=6.8Hz), 7.38

(m, 4H), 7.36(m, 1H), 7.25(d, 1H, J=9.0Hz), 7.14(d, 1H, J=2.4Hz),
6.83(dd, 1H, J=8.8Hz, J=2.5Hz), 6.72(m, 4H), 5.17(s, 2H), 5.11 (s, 2H),
4.19(t, 2H, J=5.5Hz), 3.72(t, 2H, J=5.5Hz), 2.16(s, 3H); MS el m/z
559 (M+) .
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FAVEF a4k 64 3 b 3- F 4 R XK 7 K B aY KB

R %12

o1 § a0

g:,f@‘g] Nos. 17-18, 20

C| 9‘5 Zﬁ'{}l} Nos. 58-80
CAS# [99847-87-7]
Cl
%5
5k #%.45No., X Q
No, 58 OBn 3'-0Bn
No. 59 OBn 3'-F,4' -0Bn
No. 60 0Bn 4’ -0CF,
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3-WA WX LARH TR T I
AR ik 5a
vA 5 3%,451No., 58 %45

5-FEAL-2-C-FRAFRA)-1-[4-2-ROEA)FA]-3-FA 1072

%79.7g(0.0231mol) 5- F & A -3- F A -2- (3- FRIF ) -1H- "ok (3]9R 5%
#AFINo, 17) #980ml /K DMFZ i P Au 0. 850 G444 (60 EF ), 42iEiR
A EHIONA (ERBABEIN) B, At 8 1-8FA-4-2-ROAK) XK
CAS No. [99847-87-7], ¥R RSB T ERAKTE, H200ml L8 T8 fu A
BELRAST  RERAK (3X100ml) bk, EFIER, Mt kst |
MekiE A, BAERAEL TR, ik, ARHEAERBRTAREET, BoAHhECLH
Z;ﬁﬁ'“"ﬁfﬁa%o

Mp=125-127°C; *H NMR(DMSO)7.48-7.46(d, 2H, J=6.8Hz), 7.40-7.35
(m,7H), 7.33-7.28(m, 2H), 7.23-7.21(d, 1H, J=8.8Hz), 7.13-7.12
(d, 1H, J=2.2Hz), 7.07-7.04(m, 1H), 6.94-6.92(d, 2H, J=6.1Hz), 6.83-
6.80(dd, 1H, J=2.5Hz, J=6.3Hz), 6.78-6.72(m, 4H), 5.14(s, 2H), 5.11
(s, 2H), 5.04(s, 2H), 4.13-4.10(t, 2H, J=5.1Hz), 3.86-3.84
(t, 2H, J=5.1Hz), 2.14(s, 3H); IR 3420, 2900cm™*; MS el m/z 587
(M+) ; 7+ F-C5eH5 4 CION; #9CHN
Uk O A R A o4 32 5B
F B ikSab ik 9B 12, 4R A E IR T 8
vi|"kNo, 18, No.20

%AHIN0. 59 5-FRA-2- (4-FEA-3-5FA)-1-[4- 2- BT HEA) FKI]
-3-F K- 1H- vk

Mp=88-91°C; *H NMR(DMS0)7.49-7.43(m, 4H), 7.43-7.28(m, 7H), 7.26-
7.21{(m, 2H), 7.13-7.09(m, 2H), 6.88-6.72(m, 5H), 5.21(s, 2H), 5.18(s
,2H), 5.11(s, 2H), 4.13(t, 2H, J=5.2Hz), 3.87(t, 2H, J=5.2Hz), 2.16
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(s, 3H); MS eIl m/Z 605(M+); 3+ C,gH,,CIFNO; 64CHN

L EINO. 60 5-FEA-1-[4- (2-FOEHE)FA]-3-FL-2-(4- ZFHTFTRE
# A -1H- vl

Mp=108-110°C; *H NMR(DMSO)7.49-7.48(m, 6H), 7.40-7,25(m,4H),
7.17-7.16(d, 1H, J=2,9Hz), 6.88-6,84(m, 1H), 6.77-6.72(m,4H),5.20
(s, 2H), 5.14-5,13(d, 2H, J=2.3Hz), 4.16-4.11(m,2H), 3.89-3.84
(m, 2H), 2.19-2.17(m, 3H); IR 3400, 2900, 1600cm *; MS el m/z 566

(M+); ++H Cs5H,5 CIF,NO5+0. 25H,0464CHN

KA EAIR
B A 13

X=Br
d v/ (ﬁs?z) d
(‘f DMF, Kl % (Ygig;‘g{;.mo&eru
x z

2 3%, 45] Nos. 47.60 X-C1
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No. 61 OBn 4’-OFt O
N
No. 62 OBn H O
N
No. 63 OBn 4’-OBn O
N
No. 64 OBn 4’-OBn Q
No. 65 OBn 4’-OBn rg ~

55



97113496. 0

o P ZE46/122T

F 6(4%)

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

N
No. 67 OBn 4'-OBn U

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%
No. 714 OBn 4'-OBn @

N
No. 72 OBn 4'-F Q
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% 6(4)
N
No. 724 OBn 4'-F O
N
No. 72b OBn 4'-Cl O
N
No. 7 raocno | ()
N
No. 74 OBn 4'-0-iPr Q
N
No. 75 OBn 4'-CH, O
N
No. 76 OB 3'-0Bn O
N
No. 77 OBn 3'.0Bn O
N
No. 78 OBn 4'-0Bn,3'-F O
N
No. 79 OBn 4'-0Bn,3'-F O
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F6(4%)

5 St ST
o OBn 3"-OMe O

N
No. 82 OBn 4'-OBn HN— >

/N
No‘ 83 OB“ 4'-OBn U_

N

No. 84 OBn o O

3-FEARALRAGRERFER IR

vA 55 36, 18INo. 63 %515

AL 2 Y BAR,

S-FEI-2- (4-FHRAFK) 3-FAR-1-[4- 2 -1- AL EA) FAR

-1H- U;]v;fi

ke (5.0ml, 50mmol) 4t #2 5 #4#No. 50 (3.2g, 5.0mmol) #4THF (50ml) %
Rt pe ik R EA, SOJE, KR FLiRAS 4 E TELOACY , JA 46 AeNaHCO, ik

A AEMgSO. b TR Esdi L ATH G ESF,

JE iR, 49 (2.79) A & & E 4k, Mp=93-95°C
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TH NMR (DMSO)7.48-7.46(m, 4H), 7.42-7.38(m, 4H), 7.38-7.32(m,2H),

7.29(d, 2H, J=8.8Hz), 7.19(d, 1H, J=9.0Hz), 7.12-7.10(m, 3H), 6.80
(dd, 1H, J=8.8, 2.4Hz), 6.73(s, 4H), 5.15(s, 2H), 5.13(s, 2H), 5.11
(s, 2H), 3.93(t, 2H, J=5.7Hz), 2.60-2.50(m, 2H), 2.41-2.30(m, 4H),
2.15(s, 3H), 1.47-1.42(m, 4H), 1.36-1,32(m, 2H); MS FAB 637 (M+H").

T A3 6 TR
7 ik 6a
F.1u4h e HX,
VA = HhNo. 765545 64 A A%,

F BN, 76 5-FHRMA-2- G- FRAFRNL)-3-FA-1-[4-2-%%-1- ALK
A)FR]-1H- 7%

%71.1g(0.00953mol)5- FF &L -2- (3-FEAFRA-1-[4- 2-RLEHL)FA
]-3-F & - 1H- v3wf (5 3645]58) €510ml DM F AuAl. 1ml (0. 0112mol) "Rk A=
0.93g(0.0561mol) BALAT, R iR imih E~40-50°Caa, IR ks
Wb EFR)G, MANLISONLLEE LB, I iZRA K (3x100ml) bk, H&
SRR, Atefe iAok, thk, ERBEETHR, EFERAEFH
.0g4h AL 5 64 7 4,

Mp=125-126°C; “H NMR(DMSO)7.48-7.45(d, 2H, J=7.2Hz), 7.41-7.35

(m, 7H), 7.33-7.28(m, 2H), 7.23-7.21(d, 1H, J=9.0Hz), 7.13-7.12

(d, 1H, J=2.4Hz), 7.06-7.03(m, 1H), 6.95-6.91(m, 2H), 6.83-6.80

(dd, 1H, J=2.4Hz, J=6,3Hz), 6.75-6.70(m, 4H), 5.13(s, 2H), 5.11
(s,2H), 5.02(s, 2H), 3.93-3.90(t, 2H, J=6.0Hz), 2.56-2.53(t, 2H,
J=5.9Hz), 2.49-2,48(m, 4H), 2.14(s, 3H), 1.46-1.40(m, 4H), 1. 35-
1.31(m, 2H); IR(KBr) 3400, 2900cm *; MS el m/z 636 (M+); ++H CaaHaaN,
0,+0. 25H, 044 CHN,

FRIARAL St 09 2 BB
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B3, ArkesF TR, % A 7Fkeaf &t 4INo. 76-No
. 845},
F BN, 61 S-FHA-2- (4-THRAFKL)-3-F4-1-[4- (2-9_=x-1- KT EH)
FH]-1H- 7=k

Mp=188-191°C; *H NMR(DMSO)7.45(d, 2H, J=7.3Hz), 7.40-7.25(m,5H),
7.17(d, 1H, J=8,8Hz), 7.11(d, 1H, J=2.2Hz), 7.01(d, 2H, J=6.8Hz),
6.78(dd, 1H, J=8,8Hz, J=2.4Hz), 6.73(s, 4H), 5.15(s, 2H), 5.10(s,
2H), 4.05(q, 2H, J=6.8Hz), 3.93(t, 2H, J=6.0Hz), 2.55(t, 2H, J=5.7
Hz), 2.41-2.35(m, 4H), 2.14(s, 3H), 1.46-1.40(m, 4H), 1.38-1.30(m,
SH); MS eI m/z 574 (M+).

A No.62 5-F & 4L-2-% A -3-F 5-1-[4-(2- /e & 3R-1-HK (azepan-1-y) T £,
£)F A J-1H-73 %

78; *H NMR (DMS0) 7.50-7.43(m, 4H), 7.42-7.37(m, 5H), 7.33-7.30(m,
1H), 7.22(d, 1H, J=8.8Hz), 7.14(d, 1H, J=2.4Hz), 6.81(d, 1H, J=6.6
Hz), 6.72(s, 4H), 5.18(s, 2H), 5.11(s, 2H), 3.90(t, 2H, J=6.1Hz),
2.81-2.75(m, 2H), 2.68-2.59(m, 4H), 2.16(s, 3H), 1.58-1.43(m, 8H);
MS eI m/z 544 (M+).

FEFNo. 64 5-FEI-2- (4-FEAFNL) 3-FHhR-1-4- (-8R EH-1- £
CESL) FAL-1H- 3%k

Mp=106-107°C; *H NMR(DMSO)7.47(d, 4H, J=8.3Hz), 7.41-7.36(m, 4H),
7.36-7.30(m, 2H), 7.29(d, 2H, J=8.8Hz), 7.19(d, 1H, J=8,8Hz), 7.14-
7.10(m, 3H), 6.80(dd, 1H, J=8.8Hz), 6.73(s, 4H), 5.15(s, 2H), 5.13
(s, 2H), 5.11(s, 2H), 3.90(t, 2H, J=5.9Hz), 2.76(t, 2H, J=5.9Hz),
2.64-2.56(m, 4H), 2.15(s, 3H), 1.58-1.44(m, 8H); MS FAB m/z 651
(M+H+)
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¥ FIN0. 65 5-FFA-2- (4-FERAFR)-3-FA-1-14-2-—FFAL-1- £
R FAR]-1H- iR

Mp=148-150°C; *H NMR(DMSO)7.47(d, 4H, J=8.3Hz), 7.41-7.36

(m, 4H), 7.36-7.32(m, 2H), 7.28(d, 2H, J=8.8Hz), 7.19(d, 1H,
J=9.0Hz), 7.13-7.08(m, 3H), 6.80(dd, 1H, J=8.8Hz, 2.4Hz), 6.76-6.68
(m, 4H), 5.14(s, 2H), 5.13(s, 2H), 5.11(s, 2H), 3.75(t, 2H, J=7.0Hz),
2.95(m, 2H), 2.67(t, 2H, J=7.0Hz), 2.15(s, 3H), 0.93(d, 12H, J=6.4
Hz); MS FAB m/z 653 (M+H+).

SN0, 66 5-FEMA-2- (4-FHRARE) 3-FHR-1-[4-(2-THR-FRAEAL
1R GRHK) FHAT-1H- 7R

Mp=101-104°C; ™H NMR(DMOS)7.45(d, 4H, J=7.5Hz), 7.40-7.25(m,8H),
7.19(d, 1H, J=8.8Hz), 7.12-7.08(m, 3H), 6.80(dd, 1H, J=6,5Hz, J=
2.4Hz), 6.72(s, 4H), 5.14(s, 2H), 5.13(s, 2H), 5.10(s, 2H), 3.91
(t, 2H, J=5.9Hz), 2.64-2.59(m, 2H), 2.35-2.29(m, 2H), 2.17(s, 3H),
2,14(s, 3H), 1.40-1.31(m, 2H), 1.25-1.19(m, 2H), 0.83(t, 3H, 7.2Hz)
; MS el M/z 638 (M+).

FHINo. 662 5-FHRI-2- (4-FRAFNL) -3-FA-1-4-ZFAEAL) TR
.L %’%}_lH“Vg]V%
MP=123-124°C

F AN 67 5-FHHA-2- (4-FRAFHR) 3 FH1- (4 [2- (2- FAoReE-1-
H) LRATF Y - 18-k

MP=121°C

% 365IN0. 68 5-FEA-2- (4-FHRIEFRIK) -3-FHh-1-{4-[2- 3-F Ak -1-
&) GEITFA) - 1H- 3k

61



97113496. 0 o P ZEs2/122T

MP=90°C

F#HIN0. 69 5-FHIA&-2- (4-FRAFKL) -3-FA-1-(4-[2- (4- FARE-1-
&) CEIK]F AR -1H- 7R

Mp=98°C; "H NMR(DMSO)7.46(d, 4H, J=7.2Hz), 7.42-7.36(m, 4H), 7.36-
7.31(m, 2H), 7.28(d, 2H, J=8.6Hz), 7.19(d, 1H, J=9.0Hz), 7.12-7.10
(m, 3H), 6.80(dd, 1H, J=8.8Hz, 2.4Hz), 6.73(s, 4H), 5.15(s, 2H),5.13
(s, 2H), 5.11(s, 2H), 3.93(t, 2H, J=5.9Hz), 2.85-2.78(m,2H), 2.62-
2.56(m, 2H), 2,15(s, 3H), 1.97-1.87(m, 2H), 1.55-1.47(m, 2H), 1.30-
1.20(m, 1H), 1.15-1.02(m, 2H), 0.85(d, 3H, J=6.6Hz); MS esI m/z 651
(M+1)+

EAFINo. 70 S-FHRA-2- (4-FERAXK) -3-FH-1-(4-[2- (V) -2,6-=F
Aokt -1-4) GRITFA)-1H-7=k

Mp=106-107°C; *H NMR (DMSO) 7. 46 (d, 4H, J=8.1Hz), 7.42-7.36(m, 4H),
7.37-7.31{(m, 2H), 7.29(d, 2H, J=8.8Hz), 7.18(d, 1H, J=8.8Hz), 7.14-
7.09(m, 3H), 6.80(dd, 1H, J=8.8Hz, 2.4Hz), 6.72(s, 4H), 5.14(s,2H),
5.13(s,2H), 5.11(s, 2H), 3.84(t, 2H, J=7.0Hz), 2.84(t, 2H, J=6.6Hz),
2.44-2.37(m, 2H), 2.15(s, 3H), 1.60-1.43(m, 3H), 1.32-1.18(m, 1H),
1.16-1.06(m, 2H), 1.01(d, 6H, J=6.2Hz).

FAAINo, 71 5-FEI-2- (4-FHAFRK) -3-FHh-(4-[2-(1,3,3- ZFK-6-
FIeaER (3.2, 1) F-6-4) LRI F A} -1H- %%
MP=107°C; MS ESI m/z 705 (M+1)+

%‘CWNO 7la (1S, 4R)-5-FHH-2- (- FRAFL) -3-FH-4-[2- (20 &

s R (2.2, 1] F-2-2) CERILTF A -1H- 73
BT RUR 05 (1S, 2R) -2- U AL UER (2.2, 1) X 45Syn. Comm.  26( 3) ,
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577-584 (1996) ¥ A1 5 ik 64 % T 414,

Mp=95-100°C; 1H NMR (DMS0)7.32-6.55(m, 21H), 5.10-4.90(m,6H),
3.69(t, 2H, J=5.9Hz), 2.65-2.5(m, 3H), 2.10(s, 2H), 2.0(s, 3H),1.50
_1.0(mr 7H).

F AN, T2 5-FHRA-2- (4-FEA) -3-FR-1-[4- (2-REEF-1L- AKTR
F)FHRT 11k

w:*H NMR (DMSO) 7.50-7.43 (m,2H), 7.42-7.33(m, 4H), 7.32-7.20(m,4H),
7.13(d, 1H, J=2.4Hz), 6.83(dd, 1H, J=2.4Hz, 6.7Hz), 6.71(s, 4H),
5.14(s, 2H), 5.11(s, 2H), 3.89(t, 2H, J=5.9Hz), 3.20(m, 4H), 2.74
(t, 2H, J=6.0Hz), 2.15(s, 3H), 1.60-1.40(m, 8H); MS el m/z 562 (M+),

F N0, 722 5-FEMA-2- (4-FEL)-3-FHA-1-[4- 22 -1- AT EL)
FA] 10

s%7; "H NMR (DMSO) 7.32-6.53(m,16H), 5.00(s, 2H), 4.96(s, 2H), 3.77(t,
2H, J=5.8Hz), 3.22-3.14(m, 4H), 2.40(t, 2H, J=5.8Hz), 2.0(s, 3H), 1
.29-1,17(m, 6H),

FANo. 72D 5-FEA-2- (4-FEA) 3 FTA-1-[4- 2% 1- AT R
FAR]-1H- vk

#h:* NMR(DMSO)7.52(d, 2H, J=8.6Hz), 7.46(d, 2H, J=6.8Hz), 7.41-7.37
(m, 4H), 7.35-7.29(m, 1H), 7.25(d, 1H, J=9.0Hz), 7.14(d, 1H, J=2.4
Hz), 6.83(dd, 1H, J=8.8Hz, 2.5Hz), 6.72-6.65(m, 4H), 5.16(s, 2H),
5.11(s, 2H), 3.90(t, 2H, J=5.9Hz), 2.55(t, 2H, J=6.0Hz), 2.41-2.26/(
m, 4H), 2.16(s, 3H), 1.44-1.39(m, 4H), 1.38-1.29(m, 2H); MS el m/z
564 (M+) .
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$HAFINO, 73 5-FRA-2-[3,4-BF FAFKA]3-FH-1-[4- 2% -1-%
GRS FAT-1H- 73

5K ; *H NMR (DMS0) 7.45 (d, 2H, J=7.0Hz), 7.41-7.37(m, 2H), 7.33-7.29
(m, 1H), 7.19(d, 1H, J=8.8Hz), 7.11(d, 1H, J=2.2Hz), 7.00(d, 1H, J=
7.9Hz), 6.90(d, 1H, 1.4Hz), 6.82-6.78(m, 2H), 6.74(s, 4H), 6.07( s,
2H), 5.16(s, 2H), 5.10(s, 2H), 3.93(t, 2H, J=6.0Hz), 2.56(t, 2H, J=
6.0Hz), 2.41-2.35(m, 4H), 2.15(s, 3H), 1.48-1.41(m, 4H), 1.38-1.28(m,
2H); MSeI m/z 574 (M+).

KHFNO. 74 5-FRHA-2-[4-FFREAFK]-3-Fi-1-[4- 2%w-1- AT
k) FAT-1H- 7%

% ; *H NMR (DMS0) 7. 46 (d, 2H, J=7.7Hz), 7.42-7.28(m,3H), 7.25

(d, 2H, J=8.7Hz), 7.17(d, 1H, J=8.7Hz), 7.11(d, 1H, J=2,4Hz),6.99
(d, 2H, J=8.6Hz), 6.79(dd, 1H, J=2.4Hz, 8.8Hz), 6.73(s, 4H), 5.14
(s, 2H), 5.10(s, 2H), 4.70-4.60(m, 1H), 3.92(t, 2H, J=5,7Hz), 2.55
(t, 2H, 5.7Hz), 2.40-2.30(bs, 4H), 2.15(s, 3H), 1.50-1.40(m, 4H),
1.40-1.30(m, 2H), 1.28(d, 6H, J=6.2Hz); MS el m/z 588 (M+).

LHAHBINO. 75 5-FEL 2[4 FTAEA]-3-FHA-1-[4- 2% -1- AL EL)
FA-1H-"R

7 ; "H NMR (DMSO) 7.46(d, 2H, J=7.2Hz), 7.45-7.18(m, 8H), 7.12

(d, 1H, J=2.4Hz), 6.81(dd, 1H, J=2.4Hz, 8.6Hz), 6.73(s, 4H), 5.15
(s, 2H), 5.10(s, 2H), 3.92(t, 2H, J=5.9Hz), 2.55(t, 2H, J=5.9Hz),
2.45-2.30(m, 7H), 2.10(s, 3H), 1.50-1.40(m, 4H), 1.48-1.35(m, 2H);
MS eI m/z 544 (M+).

FFHIN0. 77 1-[4- (2-FAEF-1-ACRAL)FRA)-5-FEA-2-(3- FEA
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FAK)-3-F - 1H- 3R

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

(m, 7H), 7.32-7.29(t, 2H, 7.0Hz), 7.23-7.21(d, 1H, J=8.7Hz), 7.13-
7.12(d, 1H, J=2.1Hz), 7.06-7.03(m, 1H), 6.95-6.91(m, 2H), 6.83-6.80
(m, 1H), 6.75-6,73(m, 4H), 5.13(s, 2H), 5.11(s, 2H), 5.02(s, 2H),
3.90-3.87(t, 2H, J=6.0Hz), 2.76-2.73(t, 2H, J=6.0Hz), 2.49-2.48(m,
4H), 2.13(s, 3H), 1.51(s, 8H); IR 3400, 2900cm™*; MS el m/z 650
(M+) ; CHN#HH-CaaHaeN205.

FEHINO. 78 S-FRE-2- (4 FRA--FFRA) -3-FH-1-4-(2-%r-1-%
LRIK) T -1H- w5k

Mp=125-128°C; "H NMR (DMS0)7.50-7.45(m, 4H), 7.43-7.28(m, 7H), 7.26
-7.20(m, 2H), 7.14-7.09(m, 2H), 6.82(dd, 1H, J=2.4Hz, 8.8Hz), 6.72(s,
4H), 5.21(s, 2H), 5.16(s, 2H), S5.11(s, 2H), 3.94(t, 2H, J=5.8Hz),
2.62-2.56(m, 2H), 2.41-2.36(m, 4H), 2.15(s, 3H), 1.45-1.40(m, 4H),
1.40-1.31(m, 2H); MS el m/z 654 (M+); CHNitH C,sHasFN,O5.

FeiNo. 79 S-FRA-2- (4-FRA REL) I FA-1-[4- (2- G L EK
LR GRSK) FAT - 1H- ElR

Mp=122-124°C;"H NMR (DMS0)7.50-7,28(m, 10H), 7.26-7.20(m,2H),
7.15-7.10(m, 2H), 6.88-6.76(m,2H), 6.70(s,4H), 5.22(s,2H), 5.16(s,
2H), 5.11(s, 2H), 3.92-3.86(m, 2H), 2.82-2.65(m, 2H), 2.65-2.55(m,
4H)» 2.15(s, 3H), 1.60-1.4(m, 8H); MS el m/Z 668 (M+); CHN i+HC,.H,s
FN.04.

KEBIN0. 80 5-FHA 2 (3- FRAFIA 1-[4- 2o 1 R LEL) FHR]
3-F A TH- R
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Mp 86-87°C; ™“H NMR(DMSO)7.50-7.49(m, 2H), 7.46-7.31(m, 4H), 7.24-
7.21(d, 1H, J=8.8Hz), 7.15-7.14(d, 1H, J=2.3Hz), 7.00-6.93(m, 2H),
6.88-6.81(m, 2H), 6.75(s, 4H), 5.18(s, 2H), 5.12(s, 2H), 3.96-3.92
(t, 2H, J=5.9Hz), 3.71(s, 3H), 2.59-2.55(t, 2H, J=5.8Hz), 2.37(s,
4H), 2.18(s, 3H), 1.49-1.42(m, 4H), 1.37-1.34(m, 2H); MS eI m/z 561
(M+); FHHCs,HaoN205+0, 25H,049CHN

THAFINO. 81 5-FRA-I-FR-1-[4- 2 %% 1-RTERAL)FRI-2-(4- =K
FEIAF ) -1H- 7k

Mp=107-108°C; *H NMR(DMSO)7.52-7.45(m, 6H), 7.41-7.26(m, 4H),
7.17-7.16(d, 1H, J=2.3Hz), 6.87-6.84(dd, 1H, J=2,3Hz, J=6.4Hz), 6,75
-6.68(m, 4H), 5.18(s, 2H), 5.13(s, 2H), 3.95-3.91(t, 2H, J=5.9Hz),
2.58-2.54(t, 2H, J=5.9Hz), 2.38-2.34(m, 4H), 2.17-2.15(s, 3H), 1.49
-1.42(m, 4H), 1.35-1,34(d, 2H, J=4.9Hz); IR 3400, 2900, 1600cm™*;
MS el m/z 615(M+); ++HCarHs-FaNL0589CHN

F55INo. 82 (2- {4- [5-FHIA-2- (4-FRMEFIN) -3-FHuPR-1- 2 F & -
FEAN) LR DA

Mp=87-90°C; TH NMR (DMSO) 7. 46 (dd, 4H, J=6.9Hz, 0.6Hz), 7.42-7.27

(m, 9H), 7.19(d, 1H, J=9Hz), 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, 5H); MS el m/Z 650 (M+);
THH CaaHasN204 B9 CHN

FEH#AFNe. 83 S-FRIA-2- (4-FRARA) 3-FR 14 FHhrE-1-4) T
S L) F A -1H- R
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Mp=88-91°C; *H NMR(DMSO)7.47(m, 4H), 7.26-7.42{m, 8H), 7.19

(d, 1H, J=8.8), 7.10-1.12(m, 3H), 6.80(g, 1H, J=6,3Hz, 2.4Hz), 6.73

(m,4H), 5.15(s, 2H), 5.13(s, 2H), 5.11(s, 2H), 3.94(t, 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 (M+); CHN#HHCasHasN505.

N0, 84 1-[4- (2-FAEF-1-ALEMA)FAI 5-FRA-2-(3- FERA
A -3-FH -1k

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

(m, 7H), 7.32-7.29(t, 2H, 7.0Hz), 7.23-7.21(d, 1H, J=8.7Hz), 7.13-
7.12(d, 1H, J=2.1Hz), 7.06-7.03(m, 1H), 6.95-6.91(m, 2H), 6.83-6.80
(m, 1H), 6.75-6.73(m, 4H), 5.13(s, 2H), 5.11(s, 2H), 5.02(s, 2H),
3.90-3.87(t, 2H, J=6.0Hz), 2.76-2.73(t, 2H, J=6.0Hz), 2.49-2,48(m,
4H), 2.13(s, 3H), 1.51(s, 8H); IR 3400, 2900cm *; MS eI m/z 650
(M+); T HCLaHasN0569CHN

AL FLL(ERFARSIER A T)
1S4 64 S5 Fo 7 TR
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No. 91 OMe 1 OMe O
No. 92 OH 4O O
No. 93 OH 4" OFt O
No. 94 F o O
No. 95 OH' N O
No. 96 | OH o @
i OH 4'-OH O
No. 98 OH 4'-OH O
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/
No. 105 OH 4'-OH N\_\—

\ ¢t I-
No. 106 OH 4'-OH )q——-

I-

NO. 107 OH 4'-OH +©
No. 108 | OH 4’-OH
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No.120 |oH |4-0ipr O
No.121 |oH |4-0ipr O
No.122 |OH |4-0-Cp O
No.123 |OH |4'-CF, O
No. 124 OH 4'-CH, O
No.125 |oOH |4-ci O
No.126 |oH |24 -—wan O
No.127 |oH |3-0H O
No.128 |OH |3-OH O
No.129 |oH |4-OH3"-F O
No.130 |oH |4-OH, 3"-F O
No.131 |OH  |3-OMe O
No.132 |oH |d4-ocF, O
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A F RBE ey R 4L
ik
vA 5 36,45]No. 9755 45

2-(4-FAFK)-3-FR-1-[4- 2o -1- AL FA]-1H-%%-5-8

JiNo.63(2.2g, 3.4mmol) #jTHF/EtOHE % 4L ¥£10% Pd/C(1.1g) Z£AELOHE &
i, AONERT M (6.0ml, 63mmol) AR B4R,  IAEALAE i
i BB R R R R A AR Lt AT €59 ® , JAMeOH/CHLCL, (1:19
F1:10) ATHE RBL, 1350, 898 & B4R T4,

Mp=109-113°C; CHN#+HC,oH3-N205+0.5H,0; *H NMR 9,64 (s,1H),

8.67(s, 1H), 7.14(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8,6Hz), 6.84(d, 2H,
J=8.8Hz), 6.79(d, 1H, J=2.2Hz), 6.74(s, 4H), 6.56(dd, 1H, J=8.8, 2.4
Hz), 5.09(s, 2H), 3.95-3.93(m, 2H), 2.60-2.51(m, 2H), 2.39-2.38( m,
4H), 2.09(s, 3H), 1.46-1.45(m, 4H), 1.35-1.34(m, 2H); IR(KBr) 3350
(br), 2920, 1620, 1510cm-1; MS(EI)m/z456.

F—F i, TS HE T THF/ELONE i (| TS e A # A%
10% Pd/C R K R Parr SALBHATAAL, bk fr— P IARZ A 34y, AiF%
T, A FIARE R, BIBHCLE M T BRI T (Fik8),

7 %8

F1.09 bk AT IR R 69 Ea5N0. 97 B B KX PR Tom
MeOH, ML AuA2.6ml 1.0N HCl, SKGmAd, omlk & -Fupirabsg, H%
FEEIT B ORIV SR AL EN, K104 E, FidEmsh, ¢
D BRI, AACGRABRIRIR, T4hA0.4206 6,45 K, 15 ,5184-185°C
o TR H0.30g8 6, BlAk48 s 5.177-182°C, T A HHCaoH4oNL05+ HCL
+1H,089CNH,

H—7E, TSR TG, SmLA4Ne, 1078 E# T BT (
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7 i%9),

7 %9
FEBINo. 107 2- (4-F2%H4)-3-Fxh-1-[4 2% -1- AR FA]-1H-
ok - 5- B3 F s ib 4y

J%0. 85 s tfNo. 978 F18mL THE Y 3f Fl2m1 9 A mhal 39 & fudh £ 8
F— B, ARR 44 EEE SRS EAR, A0, 7295 K Bl4K,

Mp=214-217°C, ++H Cool1aN,05+CH,I+0. 5H,044CHN

EHAFN0. 106 2- (4-FFA) - 3-FH-1-[4 Q- —FA-1-RAEHA) FRI
-1H- "3|5k - 5- B F st K 4No. 106 4%, 22 4% FNo. 1004 F4}:

Mp=245-250°C; *H NMR(DMSO) 9.66(s, 1H), 8.69(s, 1H), 7.16(d,

2H, J=8.4Hz), 7.05(d, 1H, J=8,8Hz), 6.84(d, 1H, J=8,6Hz), 6.81-6.75
(m, 6H), 6.56(dd, 1H, J=2.4Hz, 8.7Hz), 5.12(s, 2H), 4.34(m, 2H),
3.70(t, 2H, J=4.6Hz), 3.11(s, 9H), 2.09(s, 3H); IR(KBr)3250, 1500
,1250; MS eI m/z416 (M+); CHN 3+ H.CoeHonNo0s+1, 09CHLI+0. 8H,0.

A AR o2 64 S B B
TR RAN B, HOLRRCEE, By xTVaFl, Mo
FRBEAMKRFIE TN, BRULSHTE AMER B RER, RIABFICE
TR k7, iXskitAdy (No. 85, No.90-No,91) é54h e 4 34,9 F T @,

% AFINO, 85 4-{3-WHk-1-[4- (2-vkeg-1- AL BA) FA]-1H-vwR ] (HCD)
Mp=134-137°C; *H NMR (DMS0)10.33(s, 1H), 7.56-7.38(m, 6H), 7.32(d,
1H, J=8.1Hz), 7.14-7.0(m, 2H), 6.80(s, 4H), 5.24(s, 2H), 4.28(t, 2H

7 J=5.0HZ)I 3.50"3.40(]“7 4H)I 3.0‘2.95(1’“, 2H)1 2.10(5, 3H)r 1.80'
1.60(m, 5H), 1.,40-1.35{(m, 1H); IR 3400, 2900, 1510, 1250cm *; MS(+
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) FAB m/2425[M+H] *; #+ H.CooHyN,0+1, OHCL+1, OH,O#%CHN

%%MMﬁG4{}?$&{¢&Mmiygaggpﬁgiﬂm%aigi
Ay 38k 3k (HCL)

Mp=192-194°C; 1H NMR(DMSO),10.28(s, 1H), 9.75(s, 1H), 7.51-7.49

(m, 1H), 7.27(dd, 1H, J=7.0Hz, 0,7Hz), 7.18(d, 2H, J=7.6Hz), 7.09-
7.02(m, 2H), 6.86(d, 2H, J=8.6Hz), 6.80(s, 4H), 5.20(s, 2H), 4.28
(t, 2H, J=4.9Hz), 3.50-3.35(m, 4H), 3.0-2.85(m, 2H), 2.20(s, 3H),
1.80-1.60(m, 5H), 1.40-1.30(m, 1H); IR 3400, 3100, 2600, 1500,
1225cm *; MS el m/z440 (M+); +HHCosllasNa05+1HCLAYCHN

i%%m&73#@;}%&1{4Qw@irgaiéPﬁmlwm%ﬁ—
% (HC1)

Mp=228-230°C; .H NMR10,1(brs, 1H), 8.76(s, 1H), 7.55-7.45

(m, SH), 7.10(d, 1H, J=8.8Hz), 6.85-6.80(m, 5H), 6.61(d, 1H, J=8.8
Hz), 5.15(s, 2H), 4.25(t, 2H, J=4.8Hz), 3.47-3.35(m, 4H), 2.96-2.87
(m, 2H), 2.12(s, 3H), 1.75-1.65(m, 5H), 1.31-1.28(m, 1H); MS el m/z
440 (M+); +HHCooH2N20,+1HCL+, 33H,0 CHN;  IR( KBr) 3200, 2500, 1450
,1200cm-1.

545N, 88 4-(5- FRI-I-Fa-1-(4-[2- (et -1-8) SRA]FAY 18-
i SVEF-SES )

Mpt-87-90°C; *H NMR (DMSO)9.67(s, 1H), 7.16(d, 2H, J=8.6Hz), 7.16
(1H buried), 6.98(d, 1H, J=2.4Hz), 6.85(d, 2H, J=8.6Hz), 6.73(s,
4H), 6.69 (dd, 1H, J=8.8, 2.4Hz), 5.13(s, 2H), 3.94(t, 2H, J=5. THz)
. 3.76(s, 3H), 2.63-2.50(m, 2H), 2.43-2.31(m, 4H), 2,15(s, 3H), 1.
49-1.40(m, 4H), 1.39-1,25(m, 2H); IR(KBr) 3400(br), 2920, 1610,
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1520cm *; MS el m/z 470; i+ 8 C30oH34N-0,5+0. IH,065CHN

FHAEAFNO. 89 2- (4-FHES) -3-FH-1-{4-[2- (ke -1-4) LEATFHA)
-1H- vj|vf -5 - B

Mp=188-189°C; “H NMR(DMS0)8.70(s, 1H), 7.27(d, 2H, J=8.6Hz),
7.06(d, 1H, J=8.6Hz), 7.02(d, 2H, J=8.8Hz), 6.81{(d, 1H, J=2.2Hz),
6.73(s, 4H), 6.58(dd, 1H, J=8.8, 2.4Hz), 5.10(s, 2H), 3.93(t, 2H,
J=5.9Hz), 3.79(s, 3H), 2.56(t, 2H, J=5.9Hz), 2.41-2.32(m, 4H),
2.10(s, 3H), 1.47-1.41(m, 4H), 1.34-1.31(m, 2H); MS el m/z 470;
1+ FCsoH34N205+0, 1H,069CHN

FAAFNO. 90 5-FHEA 2 (4-FREL) 3 FA 1 (4 2 %% 1 £LAR)
FA] - 107k (HC1)

Mp=188-191°C; *H NMR (DMSO)10.35(brs, 1H), 7.27(d, 2H, J=8,8Hz),
7.17(d, 1H, J=8.8Hz), 7.03(d, 2HJ=8.6Hz), 6.99(d, 1H, J=2.5Hz),
6.82-6.78(m, 4H), 6.71(dd, 1H, J=8.8Hz, J=2.5Hz), 5.17(s, 2H), 4.31-
4.22(m, 2H), 3.79(s, 3H), 3.76(s, 3H), 3.43-3.36(m, 4H), 2.97-2.83(m
, 2H), 2.16(s, 3H, 1.80-1.59(m, 5H), 1.41-1.26(m, 1H); IR(KBI) 2920,
1450, 1250cm-1; MS eI m/z 484 (M+); ++H CaiHaeN,05+1HCLAGCHN

5 5#45)No. 91 T-[4-(2- R ET-1- AR FR]I-5-FEA-2-(4- FE
FAR)-3-F - 1H- "3jwR (HC1)

Mp=161-163°C; *H NMR(DMS0)10.65(brs, 1H), 7.27

(d, 2H, J=8,8Hz), 7.17(d, 1H, J=8.8Hz), 7.03(d, 2HJ=8,6Hz), 6.99

(d, 1H, J=2.5Hz), 6.82-6.77(m, 4H), 6.71(dd, 1H, J=8.8Hz, J=2.5Hz),
5.17(s, 2H), 4.27(m, 2H), 3.79(s, 3H}, 3.76(s. 3H), 3.44-3,30(m,4H),
3.17(m, 2H), 2.16(s, 3H), 1.82-1.77(m, 4H), 1.63-1.48(m, 4H); MS eI
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m/z 499 (M+); +FHC3oH2aN,05+1HCLAGCHN

FHAFINO. 92 2- (4-ZLEFEAL) -3-FHh-1-[4- (2-9kvw-1- RO RHE) F R -1H-
viek - 5- B3

Mp=173-175°C; *H NMR(DMSO)8.69(s, 1H), 7.25(d, 2H, J=8.8Hz), 7.04
(d, 1H, J=8,8Hz), 6.99(dd, 2H, J=6.8Hz, J=2.0Hz),

6.80(d, 1H, J=2.2Hz), 6.73(s, 4H), 6.59(dd, 1H, J=8.5 J=2.2),
5.09(s, 2H), 4.05(q, 2H, J=7.03Hz), 3.93(t, 2H, J=6.0Hz), 2.62-2.56
(m, 2H), 2.41-2.36(m, 4H), 2.09(s, 3H), 1.45-1.41(m, 4H), 1.38-1.30
(m, 5H); MS el m/z 484 (M+); +THCs.HaeN20x+. 25H,049CHN

N0, 93 1-[4- (2-FABE-1- A8 Fh] 2-(4-LRFKHKE)-3-FH
11 5B

Mp=133-135°C; “H NMR(DMSO)8.69(s, 1H), 7.25(d, 2H, J=8.8Hz), 7.04
(d, 1H, J=8.8Hz), 6.99(dd, 2H, J=6.8Hz, J=2.0Hz),

6.80(d, 1H, J=2.2Hz), 6.73(s, 4H), 6.59(dd, 1H, J=8,5Hz, J=2.2Hz),
5.09(s, 2H), 4.05(q, 2H, J=7.03Hz), 3.90(t, 2H, J=6.1Hz), 2.75(t,
2H, J=6.0Hz), 2.62-2.58(m, 4H), 2,09(s, 3H), 1.58-1.4d(m, 8H), 1.33
(t, 3H, J=7.0Hz); IR(KBr)2930, 1470, 1250CM '; MS eI m/z 498 (M+); it
-5 oHaeN205 #)CHN

5 45IN0. 94 4-[5-F.-3-FA-1-[4- (2-%Rve-1- A LR FA]-1H- R -2-
)R (HCL)

Mp=223-225°C; *H NMR(DMS0)10.30 (brs,1H), 7.27-7.23(m, 2H),

7.17(d, 2H, J=8.6Hz), 6.88-6.79(m, 7H), 5.20(s, 2H), 4.28

(t, 2H, J=5.0Hz), 3.42-3.35(m, 4H), 3.00-2.85(m, 2H), 2.14(s, 3H),
1.78-1.70(m, 4H), 1.67-1.59{(m, 1H), 1.40-1.26(m, 1H); MS el m/z 458
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(M),

F AN, 95 1-[4- (2-F BB -1-ALERK)FAI-3-FH-2-F 4 -1H-3%
-5- &% (HC1)

Mp=203-204°C; *H NMR (DMS0) 10,50 (brs, 1H), 8.80(s, 1H), 7.50-7.38

(m, 5H); 7.10(d, 1H, J=8.8Hz), 6.83-6.77(m, 5H), 6.60(d, 1H, J=6.6
Hz), 5.15(s, 2H), 4.26(t, 2H, J=5.2Hz), 3.45-3.35(m, 4H), 3.21-3.10
(m, 2H), 2.12(s, 3H), 1.85-1.75(m, 4H), 1.70-1.51(m, 4H); MS eI m/z
454 (M+); 3 C30HsaN,0,+1HCLE)CHN

FTHABING. 96 2- (4-F2FA)-3- FA-1 (4 2wk 1-ALEA)FA]-1H-
ik -5- B

Mp=1057110°C;if}?C28H3ONQO3+O.4H20éﬁCHN; TH NMR (DMSO) 9.65(s,

1H), 8.67(s, 1H), 7.15(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8.6Hz), 6.84(d
, 2H, J=2H), 6.79(d, 1H, J=2.4Hz), 6.56(dd, 1H, J=8.6, 2.2Hz), 6,74
(s, 4H), 5.09(s, 2H), 3.95(t, 2H, J=5.7Hz), 3.39-3.23(m, 4H), 2.80-2
.75(m, 2H), 2.09(s, 3H), 1.67-1.64(m, 4H); IR(KBr)3410(br) ., 1620
,1510cm” *; MS(EI) m/z 442

FAtINo. 98 1-[4- (2-RAFRFA-1-ARCRA) FRAI-2- (4-F2F4) -3 TR
- 1H- "3l - 5- &% (HC1)

Mp=168-171°C; *H NMR(DMSO)10.11(brs, 1H), 9.70(s, 1H), 8,71 (s, 1H);
7.15(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8.8Hz), 6.85(d, 2H, J=8.8Hz),
6.80-6.77(m, 5H), 6.56(dd, 1H, J=8.8Hz, 2.2Hz), 5.11(s, 2H), 4.26(t
. 2H, J=4.6Hz), 3.48-3,30(m, 4H), 3.22-3.08(m, 2H), 2.09(s, 3H), 1
.83-1.76(m, 4H), 1.67-1.48(m, 4H); IR(KBr)3500br, 3250br, 2900, 1610
; MS FAB m/z 471 (M+H+); T C50H34N205+2, SH,0+HCL 4 CHN
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3 #45INo. 98 LBk 3

M B Ao 8% I IR No . 983F B A% 4,

Mp=174-178°C

FINC. 99 1-[4- (2-FLAF E (Azocan) -1- A L EA) FAL-2- (4-#2%K4)
-3- 9 -1H- Ik -5 BF

Mp=98-102°C; H NMR (DMSO)9.63(s, 1H), 8.68(s, 1H), 7.15-7.13(m,

2H), 7.05(d, 1H, J=8.5Hz), 6.83(dd, 2H, J-2.0Hz, 6.6Hz), 6.79(d, 1H,
J=2.2Hz), 6.73(s, 4H), 6.55(dd, 1H, J=2.2Hz, 8.6Hz), 5.08(s, 2H), 3
.89 (t, 2H, J=5.7Hz), 2.74(t, 2H, J=5.4lz), 2.55(bs, 4H), 2.08(s, 3H),
1.55(s, 2H), 1.46(s, 8H); IR 3400, 2900, 1250cm '; MS el m/z 484 (M+)
; CHN#+H-Cs1Ha6N,05+. 30H,0,

3% 3845)No. 100 2-(4-$2% ) -3-FHh-1-[4- 2- WA 1- ATEA)FA
I-1H-v3]"&-5-B§

Mp=95-105°C; IR (KBr)3400br, 2900, 1610cm '; MS eI m/z 416 (M+);
i+ 8 Co6HaaN20,+0, SH,065CHN

SAEBINO. 101 2- (4-FFK ) -3-FrR-1-[4 2 ZTh-1-XTEK) FR)
-1H- |k -5 - AY

Mp=100-107°C; #FH for CoaHs.N50:+0.25H,0 CHN; "H NMR (DMSO) 9. 64

(s, 1H), 8.67(s, 1H), 7.14(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8.8Hz), 6
.84(d, 2H, J=8.6Hz), 6.79(d, 1H, 2.2Hz), 6.74(s, 4H), 6.56(dd, 1H,
J=8.8, 2.4Hz), 5.09(s, 2H), 3.95-3.85(m, 2H), 2.80-2,60(m, 2H), 2
.58-2.40(m, 4H), 2.09(s, 3H), 0.93(t, 6H, J=7.0Hz); IR(KBr)3410(bI),
2950,1610,1510cm™"; MS FAB 445 (M+H+) .

FAe4N0. 102 1-[4-(2- ZHRARACGEGR) FA]-2- (4 245 K)-3- Fi
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-1H- "3k -5- 8§

Mp=83-86°C; “H NMR(DMSO)9.64(s, 1H), 8.67(s, 1H), 7.14(d, 2H, J=
8.6), 7.04(d, 1H, J=8.6Hz), 6.83(d, 24, J=8.6Hz), 6.78(d, 1H, J= 2
.2Hz), 6.72(m, 4H), 6.55(dd, 1H, J=2.4Hz, 8.2Hz), 5.08(s, 2H), 3.88
(t, 2H, J=6.0Hz), 2.80-2.63(m, 2H), 2.59-2.45(m, 4H), 2.10(S,3H), 1
.41-1.30(m, 4H), 0.79(t, 6H, J=7,3Hz); IR 3400, 2900, 1250; MS FAB
m/z 473 [M+H+]; 3+ B C5oH36N505+, 20H,044CHN

F N0, 103 1-[4- (2- ZTARATEL) FHAI-2-(¢-FAF %) -3- F4
-1H- "] -S- &%

J8,0%; "H NMR (DMS0) 9. 63 (s, 1H), 8.66(s, 1H),

7.15(d, 2H, J=8.6Hz)., 7.05(d, 1H, J=8.8Hz), 6.83(d, 2H, J=8,6Hz),
6.79(d, 1H, J=4.2Hz), 6.78-6.71(m, 4H), 6.55

(dd, 1H, J=8.6Hz J=2.4Hz), 5.10(s, 2H), 3.88(t, 2H, J=5,5Hz), 2.68-
2.62(m, 2H), 2.42-2.34(m, 4H), 2.08(s, 3H), 1.38-1.19(m, 8H), 0.82(t,
6H, J=7.2Hz); IR(KBr)3400, 1450cm-1; MS eI m/z 501 (M+).

K HFNo. 104 1-[4- (2-ZFAARLEA)FA)-2- (4- ¥ L) -3-F%
-1H- 3wk - 5- 8%

Mp=96-102°C; "H NMR(DMS0)9.64(s, 1H), 8.67(s, 1H), 7.14(d, 2H, J=
8.6Hz), 7.04(d, 1H, J=8.6Hz), 6.83(d, 2H, J=8.6Hz), 6,79(d, 1H, J=2
.4Hz), 6,77-6.69(m, 4H), 6.56(dd, 1H, J=8.6Hz, 2.2Hz), 5.08(s, 2H),
3,75(t, 2H, J=7.0Hz), 3.01-2.92(m, 2H), 2.67(t, 2H, J=7.0Hz), 2.09
(s, 3H), 0.93(d, 12H, 6.6Hz); IR(KBr)3400br, 2940, 1620cm- 1; MS
FAB m/z 473 (M+H+); THH CaoHs6N504+0, SH,069CHN

¥ HAHN0.105 1-{4-2- (TAFRA)CEAIFR)-2 (4-25K4)-3- F4
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-1H- vk - 5 - B

Mp=102-107°C; *H NMR(DMS0)9.60(s, 1H), 8.67(s, 1H), 7.14
(d, 2H, J=8,4Hz), 7.04(d, 1H, J=8.6Hz), 6.82(d, 2H, J=8.8Hz), 6.78
(d, 1H, J=2.3Hz), 6.73(s, 4H), 6.55(dd, 1H, J=8,8Hz, J=2,4Hz), 5.08
(s, 2H), 3.92(t, 2H, J=6.0Hz), 2.64-2.59(m, 2H), 2.38-2,29(m, 2H),
2,20 (brs, 3H), 2.08(s, 3H), 1.40-1.31(m, 2H), 1.25-1.19(m, 2H), 0.83
(t, 3H, 7.2Hz): IR(KBr)3420, 1460, 1230cm *; MS el m/z 638 (M+).

F5%IN0. 108 2 (4-F#ZAFA)-3-FA-1-(4-[2-(2-FRrxwr=z-1- X)) &AL
FH) -1H-vR-5- 8§

Mp=121-123°C; *H NMR(DMSO)9.65(s, 1H), 8.68(s, 1H), 7.14

(d, 2H, J=8.6Hz), 7.04(d, 1H, J=8.8Hz), 6.84(d, 2H, J=8.6Hz), 6.79
(d, 1H, J=2.0Hz), 6.74(s, 4H), 6.56(dd, 1H, J=8,8Hz, 2.4Hz), 5.09
(s, 2H), 3.97-3.86(m, 2H}), 2.95-2.73(m, 2H), 2.62-2,53(m, 1H), 2.36-
2.14(m, 2H), 2.09(s, 3H), 1.61-1.30(m, 4H), 1.28-1.09(m, 2H), 0.98
(d, 3H, J=5.1Hz); IR(KBr)3400, 2920, 2850, 1610cm *; CHN ++H CsoHaa
N.,05+0, 25H,0

FEFAEFINC. 109 2- (4-F2RF ) -3-FHh-1-{4-[2- (3-F A% 1 X)L RA
1-3F 3} -1H-73% -5 8

Mp=121-123°C; "H NMR(DMS0)9.64(s, 1H), 8.67(s, 1H), 7.14

dd, 2H, J=8.3Hz, 1.4Hz), 7.04(dd, 1H, J=8.6Hz, 1.2Hz), 6.84

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

, 1H, J=8.6Hz), 5.08(s, 2H), 3.94(t, 2H, J=5 0Hz), 2.86-2.71

2H), 2.63-2.50(m, 2H), 2.48(s, 3H), 1.92-1.79(m, 2H), 1.63-1.35
5H), 0.79(d, 3H, J=5.2Hz); IR(KBr) 3400, 2910,1625cm *; CHN ++J
C5oH34N505+0. 25H,0.

(
(
(d
(m
(m
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FHAFN0. 110 2- (4-F2EFA) -3-FA-1-(4-[2- (4-Fhoror-1-4) LEA)
) -1H- 3]k -5- & (HC1)

Mp=154-162°C; *H NMR (DMS0)10,00(brs, 1H), 9.71(s, 1H), 8.71(s, 1H),
7.15(d, 2H, J=8,6Hz), 7.05(d, 1H, J=8.6Hz), 6.85(d, 2H, J=8.6Hz),
6.83-6.77(m, 4H), 6,57(dd, 1H, J=8,6Hz, 2,2Hz), 5.11(s, 2H), 4.27
(t, 2H, J=4.8Hz), 3.51-3.35(m, 4H), 3.01-2.87(m, 2H), 2.09(s, 3H),
1.74(d, 2H, J=13,4Hz), 1.61-1.37(m, 4H), 0.88(d, 3H, J=6.4Hz); IR
(KBr) 3410, 2910, 1620cm™*; MS el m/z 470 (M+H+); CHN +H-CaoH3aN205
+HC1+2H.,0.

FHFNo. 111 1-{4-[2- (3,3-ZF R %2 -1- X)) LRAIFR)-2-(4- 4
F ) -3- F A& -TH-7%R-5-B7

Mp=100°C; *H NMR(DMSO)9.65(s, 1H), 8.67(s, 1H), 7.15

(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8,8Hz), 6.84(d, 2H, J=8. 6Hz), 6.79
(d, 1H, J=2.4Hz), 6.74(s, 4H), 6.56(dd, 1H, J=8.8, 2.4Hz), 5.09( s,
2H), 3.93(t, 2H, J=5.7Hz), 2.60-2,50(m, 2H), 2.37-2.25(m, 2H), 2.09
(s,3H), 2.10-1.99(m, 2H), 1.46(t, 2H, J=5.9Hz), 1.13(t, 2H, J=6.4Hz),
0.86(s, 6H); MS el m/z 484.

EAEAFINO. 112 1-{4-[2- () -2,6- —F AR -1-A)LEHAIFRA]-2- 4- %
AFA)-3-FH-1H- 7358

Mp=114-121°C; *H NMR(DMS0)9.62(s, 1H), 8.64(s, 1H), 7.11

(d, 2H, J=8.6Hz), 7.01(d, 1H, J=8.6Hz), 6,81(d, 2H, J=8.8Hz), 6.76
(d, 1H, J=2.2Hz), 6.72-6.66(m, 4H), 6.53(dd, 1H, J=8.6Hz, 2.2Hz),
5.06(s, 2H), 3.86-3.72(m, 2H), 2.86-2.76(m, 2H), 2.43-2.35(m, 2H),
2.06(s, 3H), 1.78-1.59(m, 3H), 1.29-1.17(m, 1H), 1.12-0.92(m, 8H);
IR (KBr) 3400 br, 2920, 1630cm-1; MS FAB m/z 485 (M+H+); 3+ H-Cs1H36No05
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+0. 17 M8+0, 75SH, 04 CHN

T HAFNO. 113 2- (4-FAFA)-1-(4-(2- 4- 4k -1- 1) ZEEATFX)
-3-F - 1H- "R -5 B

Mp=80-90°C; 1H NMR(DMS0)9.66(s, 1H), 8.68(s, 1H), 7.15

(d, 2H, J=7.6Hz), 7.04(d, 1H, J=8.8Hz), 6.84(dd, 2H, J=2.0Hz, 6.6Hz),
6.78(d, 1H, 2.2Hz), 6.73(s, 4H), 6.55(dd, 1H, J=2.2Hz, 8.6Hz), 5.09
(s, 2H), 4.50(d, 1H, J=4.2Hz), 3.92(t 2H, J=5.8Hz), 3.40(m, 2H),
2.72(m, 2H), 2.60(m, 2H), 2.10(s, 3H), 2.15-2.05(m, 1H), 1.75-1,.63(m
, 2H), 1.42-1.28(m, 2H); IR(KBr) 3400, 2900, 1250cm *; MS el m/z
472 (M+): CHN ChoHaoNoOa+. 11CHLCLL 843+ H

g ENO. 114 (1S, 4R)-1-{4-[2- (2-§ de-xER[2.2.1]1 -2-A) LRA] F
Hy-2- (4-FFE ) -3-FA-1H-%3%-5-8F

Mp=125-130°C; *H NMR(DMS0)9.65(s, 1H), 8.67(s, 1H), 7.13(d, 2H, J=-8
.6Hz), 7.04(d, 1H, J=8.5Hz), 6.83(dd, 2H, J=2.0Hz, 6,.6Hz), 6.78( d,
1H, J=2.2Hz), 6.73(s, 4H), 6.55(dd, 1H, J=2.2Hz, 8.6Hz), 5.08(s, 2H),
3.95-3.8(m, 2H), 2.90-2.70(3H), 2.30-2.20(m, 2H), 2.10(s, 3H), 1.70-
1.60(m, 1H), 1.60-1.30(m, 4H), 1.25-1.15(m, 2H); IR(KBr)3400, 2950,
1500; MS(+)FAB m/z 469 [M+M]"; itH CsoHsoN,05+34EL0ACHSCHN

FHAANG. 115 2- (4-FAFA) -3 FA 1-(4-[2-(1.3.3-ZF& -6- Rk
F(3.2.11F-6- %) LRA]-F R -10-73%-5- 5%

Mp=98-100°C; *H NMR (DMS0)9.64(s, 1H), 8.67(s, 1H), 7.14

(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8.6Hz), 6.84(d, 2H, J=8,6Hz), 6.79
(d, 1H, J=2.4Hz), 6.75-6.69(m, 4H), 6.56(dd, 1H, J=8,6Hz, 2.4Hz), 5
.08(s, 2H), 3.83(t, 2H, J=5.9Hz), 3.12-3.07(m, 1H), 2.94-2.87(m, 1H),
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2.85(d, 1H, J=9.2Hz), 2.78-2.70(m, 1H), 2.17(d, 1H, J=9.2Hz), 2.09(s,

3H), 1.55-1.42(m, 2H), 1.29(g, 2H, J=13.6Hz), 1.14(s, 3H), 1.11-1,02
(m, 2H), 0.96(s, 3H), 0.82(s, 3H); IR(KBr)3400br, 2940, 2900, 1630cm
"1.MS ESI m/z 525 (M+H+); F+H C5aHioN,05+0. SH,0)CHN

T AAN0. 116 2- (4-FEL) -3-FH -1-[4- 2o -1- A E&)FRA]-1H
V3l - 5-BF (HC1)

Mp=201-203°C; *H NMR(DMS0)10.22(s, 1H), 8.78(s, 1H), 7.45-7.35

(m, 2H), 7.34-7.25(m, 2H), 7.11(d, 1H, J=8.6Hz), 6.90-6.70(m, 5H),
6.61(dd, 1H, J=2.4Hz, 8.8Hz), 5.15(s, 2H), 4.27(t, 2H, 4.8Hz), 3.50-
3.34(m, 4H), 3.0-2.85(m, 2H), 2.10(s, 3H), 1.80(m, 5H), 1.40-1,25(m
, 1H); MS eI m/z 458 (M+); ++H-CooHaaFNLO,+1HCLA4CHN

L AAFINO. 117 1-[4- (2-FLAEF-1-AORA) FHAI-2- 4-RHER)-3-F4
-1H- "3k - 5- B¥

Mp=181-184°C; *H NMR(DMSO)10.68(s, 1H), 8.80(s, 1H), 7.50-7.36(m,
2H), 7.34-7.26(m, 2H), 7.12(d, 1H, J=8.8Hz), 6.86-6.73(m, SH), 6.63
(dd, 1H, J=2.2Hz, 8.5Hz), 5.13(s, 2H), 4.29(t, 2H, J=5.2Hz), 3.50-3
.30(m, 4H), 3.20-3.08(m, 2H), 2.11(s, 3H), 1.90-1.70(m, 4H), 1.68-1
.45(m, 4H); IR(KBr) 3500, 3100, 2910, 1450, 1250cm *; MS e/I m/z
472 (M+); ++H CsoHssFNL0,+1HCL §9CHN

F4etiNo. 118 2- (3- FTHRA-4-F2RAFK) -3-FA-1-14- 2ot -1- R T EH)
FHA] 10 "% -5 A% (HCL)

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

1H), 7.05(d, 1H, J=8.5Hz), 6.85-6.79(m, 8H), 6.57(dd, 1H, J=8. SHz,
J=2.2Hz), 5.13(s, 2H), 4.27(t, 2H, J=5.0Hz), 3.64(s, 3H), 3.44-3.37
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(m, 4H), 2.93-2.85(m, 2H), 2.11(s, 3H), 1.80-1.60(m, SH), 1.40-1.25
(m, 1H); MS eI m/z 486 (M+); +HHCsoH:4N-0,+1HCL+1H,045CHN; IR( KBr
)3190, 1470, 1230cm™ ™.

FAFNo, 119 2-F5F (1. 3] —REFAM-5-4-3-FA-1-[4-(2-%_w-1- &
ZEA)FH]-1H- IR -5-8F (HCL)

Mp=122-125°C; “NMR (DMS0)9.80 (brs,1H), 8.73(s, 1H), 7.07

(d, 1H, J=8.7Hz), 7.02(d, 1H, J=8.0Hz), 6.89(d, 1H, J=1,7Hz), 6.80-
6.75(m, 6H), 6.58(dd, 1H, J=6,4Hz, J=2.2Hz), 6.06(s, 2H), 5.13(s,
2H), 4.30-4.19(m, 2H), 3.51-3.30(m, 4H), 2.99-2.85(m, 2H), 2.10(s,
3H), 1.81-1.59(m, 5H), 1.41-1.26(m, 1H); MS el m/z 484 (M+); F+HHECso
H;35N,0,4+HC1+, 26H,04%9CHN

F AN, 120 2- (4-FAFHEFL)-3-FA -1 [4- 2w 1- ALK FA
1-1H-"3]"% - 5- &% (HC1)

Mp=120-125°C; "NMR(DMSO)10.18(s,1H), 8.73(s, 1H}, 7.25(d, 24, J
=8,.6Hz), 7.04(d, 1H, J-8.8Hz), 6.99(d, 2H, J=8.8Hz), 6.82-6.80(m, 5
H), 6.59(dd, 1H, J=2,2Hz, 8.6Hz), 5.12(s, 2H), 4.67-4.61(m, 3H),
4,27(t,2H,J=4,8Hz), 3.50-3.35(m, 4H), 3.0-2.85(m 2H), 2.10(s 3H),
1.80-1.60(m, 5H), 1.40-1.25(m, 7H); IR(KBr) 3400, 3000, 1500, 1250;
MS el m/z 498 (M+); T+ B C5,.Hs6N05+1, 0HCL+. 7T0H,0845CHN

HEFINO. 121 1-[4- (2-FAEEF-1- RO EHL)FR]-2- (4- FAEEER)
-3-F 2 -1H- 3|7k - 5- 8% (HC1)

Mp=120-125°C; "H NMR(DMS0)10.36(s,1H), 8.73(s, 1H), 7.26-7.23

(m,2H), 7.05(d, 1H, J=8,8Hz), 7.01-6.98(m, 2H), 6.85-6,75(m, 5H),
6.57(dd, 1H, J=2.2Hz, 8.6Hz), 5.12(s, 2H), 4.67-4.61(m, 1H), 4,27
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(t, 2H, J=4.8Hz), 3.50-3.30(m, 4H), 3.20-3.10(m, 2H), 2.10(s, 3H), 1
.85-1.75(m, 4H), 1.65-1,50(m, 4H), 1.27(d, 6H, J=6,1Hz); IR(KBr)3400
,1500, 1250; MS eI m/z 512(M+); it HC5sH4oNo05+1, OHCL+, SHAO0,

FHIN0, 122 2- (4-FONALERL) -3-FR-1-4-2-meg-1- AL FR
] -1H-v3"% - 5- B¥

Mp=121-135°C; *H NMR(DMSO)9.80(brs,1H), 8.72(s, 1H), 7.24

(d, 2H, J=8.8Hz), 7.05(d, 1H, J=8.8Hz), 6.98(d, 2H, J=8,8Hz), 6.83-
6.78(m, 5H), 6.57(dd, 1H, J=8.8Hz, 2.4Hz), 5.13(s, 2H), 4.86-4.82
(m, 1H), 4.25(t, 2H, J=4.8Hz), 3.50-3,38(m, 4H), 2.92(q, 2H, J=
8.8Hz), 2.11(s, 3H), 1.98-1.85(m, 2H), 1.81-1.56(m, 11H), 1.41-1.29
(m, 1H); IR(KBr)3400, 2920, 1620cm-1; MS eI m/z 524 (M+); ++H Caa
HaoN505+0. SH,044CHN

% 34IN0. 123 3-F R VA S S EE S4E-F S F SEVEICEES -5 § & 3
) -1H- 93| -5- B

Mp=174°C; "H NMR(DMSO)8.8(s, 1H), 7.82(d, 2H, J=8.1Hz), 7.59(d, 2H,
J=7.9Hz), 7.17(d, 1H, J=8.6Hz), 6.86(d, 1H, J=2.4Hz), 6.75-6.68(m, 4
H), 6.65(dd, 1H, J=8.8Hz, 2.4Hz), 5.16(s, 2H), 3,93(t, 2H, J=5.7Hz)

. 2.62-2.56(m, 2H), 2.42-2.32(m, 4H), 2.15(s, 3H), 1.48-1.40(m, 4H)

» 1.39-1.29(m, 2H); IR(KBr) 3410, 2910, 2850, 1620cm-1; MS eI m/z
508 (M+); ++HCaoHa1FsN,0,+0. 25H,065CHN

Fief5No, 124 3-F R (2-9keg -1- R GR&A)FHA]-2- 2 FHRHA-1H- 73
- 5-BF

Mp=162-164°C; H NMR(DMSO)}8.70(s, 1H), 7.28-7.24(m, 4H), 7.07(d,
].H, J=8,4HZ)I 6.81(d, 1HI J:Z.ZHZ), 6.73(81 4H)r 658(ddr 1Hl J:
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2.4Hz, 8.8Hz),5.11(s, 2H), 3.92(t, 2H, J=5.9Hz), 2.55(t, 2H,J=5.9Hz),
2.45-2.30(m, 7H), 2.10(s, 3H), 1.50-1.40(m, 4H), 1.48-1,35(m, 2H);
IR(KBr) 3400, 2900, 1200; MS el m/z 454 (M+); i+H C5oH;,N0-69CHN

L #EAFINO. 125 2- (4- @R -3-FHhA-1-[4- (-t -1- R L RKA) FHRI-1H
vk -5 - B§ (HC1)

Mp=161-164°C; “H NMR(DMS0)10.12(brs, 1H), 8.80(s, 1H), 7.53

(d, 2H, J=8.3Hz), 7.36(d, 2H, J=8.8Hz), 7.12(d, 1H, J=8,8Hz), 6.85-
6.75(m, S5H), 6.63(dd, 1H, J=8.8Hz, J=2.4Hz), 5.14(s, 2H), 4.29-4.22
(m,2H), 3.45-3.36(m, 4H), 2.97-2.84(m, 2H), 2.11(s, 3H), 1.83-1.61

(m, SH), 1.37-1.25(m, 1H); MS el m/z 475(M+); ++H CooHa1CIN,0,+HCL+
. 25H,084CHN

FE# N0, 126 2- (2,4-—FHRAFHA) -3-FHh-1-[4- (2-%e-1- AL &L F
A -1H- 3 -5- 87

Mp=85-92°C; *H NMR(DMSO)8.62(s, 1H), 7.10(d, 1H, J=8.4Hz), 7.01

(d, 1H, J=8.6Hz), 6.80-6.70(m, 5H), 6.69(d, 1H, 2.2Hz), 6,59

(dd, 1H, J=2.4Hz, 8.5Hz), 6.52(dd, 1H, J=2.4Hz, 8.8Hz), 5.02

(d, 1H, J=6.5Hz), 4.83(d, 1H, J=6.3Hz), 4.0-3.90(m, 2H), 3.80(s, 3H),
3.67(s, 3H), 2.65-2.50(m, 2H), 2.45-2.30(m, 4H), 2.0(s, 3H), 1.55-1
.40 (m, 4H), 1,39-1,30(m, 2H); IR(KBr)3400, 2900, 1520, 1250; MS el

m/z 500 (M+); tfjic31H36Nzo4+ 05CH,C1 4 CHN

AN, 127 2- (3-FAFA)-3-FHA-1-[4- 2R 1-ALEK) FA)
-1H- |k -5- B

Mp=115-118°C; *H NMR(DMS0)9.57(s, 1H), 8.71(s, 1H), 7.27-7.23
(t, 14, J=8.1Hz), 7.06-7.04(d, 1H, J=8.8Hz), 6.81-6.74(m, 8H), 6.59

86



97113496. 0 WO P ETT/122T

-6.56 (dd, 1H, J=2.3Hz, J=6.3Hz), 5.12(s, 2H), 3.94-3.91(t, 2H, J= 5
.9Hz), 2.57-2.54(t, 2H, J=5.8Hz), 2.36(s, 4H), 2.11(s, 3H), 1.45- 1
.41 (m, 4H), 1.34-1.33(m, 2H); IR(KBr) 3400, 2900cm *; MS eI m/z 456
(M+); CHN ++H CooHaaN,05+1. 0H,0.,

FHAFINO. 128 1-[4- (2-FAEFR-1- RO RA)FR]-2-G-£AFRK)-3- F
# -1H- o3|k 5EF

Mp=94-97°C; “H NMR(DMSO)9.58(s, 1H), 8.71(s, 1H), 7.27-7.23

(t, 1H, J=7.9Hz), 7.07-7.04(d, 1H, J=8.7Hz), 6.81-6.74(m, 8H), 6.59-
6.56 (dd, 1H, J=2.4Hz, J=6.3Hz), 5.12(s, 2H), 3.9(m, 2H), 2.80(s, 2H),
2.65(s, 4H), 2.11(s, 3H), 1.54-1,50(m, 8H); IR 3400, 2900cm™ *; MS
el m/z 470 (M+); FHHCsoHsaN,05+0, T5H,0+0. 237,85 7 8% 49 CHN

FAEBINC. 129 2- (3-F-4 FEFAL) -3-FA-1-4- 2Rt -1- LT EE) F
#]-1H- 78" -5- A%

Mp=117-119°C; *H NMR(DMS0)10.1(s, 1H), 8.71(s, 1H), 7.10-6.95

(m, 4H), 6.80(d, 1H, J=2.2Hz), 6.74(s, 4H), 6.59(dd, 1H, J=2.2Hz, 8
.5Hz), 5.1(s, 2H), 3.93(t, 2H, J=5.9Hz), 2.56(t, 2H, J=5.8Hz), 2.44
-2.30(m, 4H), 2.10(s, 3H), 1.45-1.40(m, 4H), 1.36-1.32(m, 2H) ; MS
el m/z 475 (M+); F+H CooHa,FN,04A)CHN

FEHAFINO. 130 2- (3-F-4-FEAFR)-3-FHR-1-4- (R EEF-1-ALEL)
FH]-1H-%-5-5F

Mp=88-91°C; “H NMR(DMS0)10.10(s, 1H), 8.71(s, 1H), 7.12-6.94(m,

4H), 6.80(d, 1H, J=2.2Hz), 6.74(s, 4H), 6.58(dd, 1H, J=2.2Hz, 8.5Hz),
5.10(s, 2H), 3.91(t, 2H, J=5.9Hz), 2.76(t, 2H, J=5.9), 2.62-2.60(m,
4H), 2.10(s, 3H), 1.70-1.40(m, 8H); MS el m/Z 488(M+); CHN +}H C,oH
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33FN2O;3.

FHEBINO. 131 2- (3-FRAFHR)-3-FH-1-[4- 2-7kor-1- X T EK)FR]
-1H- "3|=k - 5- B

Mp=120-123°C; *H NMR(DMS0)8.76(s, 1H),7.42-7.46(t, 1H, J=7.9Hz),
7.12-7.09(d, 1H, J=8.7Hz), 6.99-6.92(m, 2H), 6.86-6.83(m, 2H), 6.76
(s, 4H), 6.63-6,60(dd, 1H, J=2,1Hz, J=6,5Hz), 5.14(s, 2H), 3.96-3,92
(t, 2H, J=5.9Hz), 3.70(s, 3H), 2.59-2.55(t, 2H, J=5.9Hz), 2.37(s,
4H), 2.14(s, 3H), 1.49-1.44(m, 4H), 1.35-1.34(m, 2H); IR 3400, 2950,
1600cm™*; MS el m/z 471(M+); ++H Cs0H34N,0569CHN

FHHFN0, 132 3-FH-1-[4-2-%=z-1- A TRE)FAI-2- - ZRHFTELXK
JL) -1H- "k -5- B¥

Mp=122-125°C; »H NMR(DMSQ)8.80(s, 1H), 7.51-7.45(m, 4H), 7.17-
7.14(d, 1H, J=8.7Hz), 6.85-6.84(d, 1H, J=2.0Hz), 6.75-6.69(m, 4H), 6
. 66-6.62(m, 1H), 5.14(s, 2H), 3.95-3.92(t, 2H, J=5.8Hz), 2.59-2.55(t
, 2H, J=5.6Hz), 2.49-2,38(m, 4H), 2.13(s, 3H), 1.47-1.44(m, 4H), 1
.36-1.34(d, 2H, J=4.8Hz); IR 3400, 2900, 1600cm™*; MS el m/z 525 (M+)
1 T CaoHs,FaNL05+0, 25H,044CHN.

2R3 -4 AR, CRARREINKT 91084656 F WA 4 IR,
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3 ~fEMPHNO 133 -No .13 6 #Em

B #E1 4
3 - R AR,

OBn
o EOH, H+ , NTH
BnO—-< >— H s BnO—F<\ H 3"0*< ;—Z
NNH,

CASHE! 148-88.8) A - Hor CHy L#4%No .1 40 -R=H

FFNo .1 40

g !
:l'e BnO
H H <

F#HNo .1 42 -R =H
F#4%No 141 -R~-H %464#No .1 43 -R =CH,

THEFINO .1 40 REEAR

BEHEE (800 ml ) P44 - FRERAEFAMCAS No . [511 4
5 -58-51(0.0g, 233, 4mmol ) 54 —-FRELEHE
CAS No .[54696 -05 -8]1 (63 .0g,280. 0mmol)
A, AR LR S #F) , WA AT ER2 5 I, EER
BIE, A AR RGER B, BUR A ETR, ATEHKNEFH A
AREEIR B5eg, 86 %),

Mp=165-174°C; “H NMR(DMSO) 8.91 (s, 1H), 7.68(d, 2H, J=8.8 Hz),
7.48-7,32(m, 10H), 7.12(d, 2H, J=9Hz), 7.00(d, 2H, J=8,8Hz),6.88(d,
2H, J=9,0Hz), 5.11(s, 2H), 5.01(s, 2H), 2.17(s, 3H); MS el m/z 422
(M+)
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TGN .14 1 WAEAREIE: 5 -FRA-2 - (@ - FREXR)
-1 H - "%

BT HEAN — (4 - FERAEL) N -1 - (4 —FREXL)
~ BRI No.140) (10.0g, 23 . 7Tmmol ), ZnCl ,
8.06g,59.17Tmmol ), L&k (70ml ), FRBEBMNWMKRE
105 CAAE2 0 94, b piE, AT L C wmoSBRlR Y, SLEFRH
Mk RBGGHEE e R T Bl PR T, REKRABHEEE
B, WMEF P Sy Tk, FREMIMAASLE (100 ml ) F
H, O (200 ml ) ehoimimdd, BlARS), TEZGWAMETH, A
AFoatd, ATk, Hhdad o T AR R, 2R
G BER (4 48, 46 %),

Mp-202-204°C; “H NMR (DMSO) 11,24 (s,1H), 7.73(d, 2H, J=8.8Hz),
7.48-7.41 (m, 4H), 7.45-7.27(m, €H), 7.25(d, 1H, J=8.6Hz), 7. 12-
7.04(m, 3H), 6.77(dd, 1H, J=2.4Hz, 8.6Hz), 6.65(d, 1H, J=1,5Hz),
5.14(s, 2H), 5.08(s, 2H); IR 3420, 3000, 1625cm™*; MS el m/z 405(M");
it B CLeH5aNOL+0, 40 Ho089CHN,

FTiHGFINo . 142 HFACHRRES - FRA-3 -f -2 - @-FREX
A) -1 H -9k
EPRFLTEAS - FREA -2 - (4 - FHRARKE) -1 H -vRNo |

141 (8.0g, 20 .0mmol ) #CH,Cl > (S0ml) , ¥K¥AE
WA 20 Cihoan - AT 2 .9, 22 mmol ) , HFrEH
F0 “CH2 0 94h, REM 0 % BHEMANEEEE, £AMg S 0. T34,
Sk, GITIRAEE ER Y lmAMe O H 3820431 5 54, i1k E
K, 1F%l6 .8 g BEEKR (78 %) ,

Mp=157-160°C; *H NMR(DMSO)11.5(s, 1H), 7.80(d, 2H, J=7.0Hz), 7.42-

7.28(m, 1H), 7.17(d, 2H, J=8.7Hz), 7.01(d, 1H, J=2.2Hz), 6.88(dd,1H,
J=8.8Hz, J=2.4Hz), 5.17(s, 2H), 5.13(s, 2H); MS el m/z 439(M+),
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FaBINO . 143 5 —FERIL-3 -f -2 - 2 -Fh-4 -FREX
) -1 HUEmR
A A AR AT RN o L1 4 2 ehiRI ey B IE,

Mp="H NMR (DMSO)11,34(s, 1H), 7.48-7.44(m, 4H), 7.42-7.24(m, 8H),

7 02(dd, 2H, J=9.3Hz, J=2.4Hz), 6.95(dd, 1H, J=8.4Hz, J=2.6Hz),6.88
(dd, 1H, J=8.8Hz, J-2.4Hz), 5.16(s, 2H), 5.14(s, 2H), 2.23(s, 3H) ;
MS el m/z 453(M+),

LN 144 R ALERM -5 -FRA-2 - (¢ - FRE
¥HA) -3 —f -wRE-1 - AFRIREL) LA B

Ak TR MTFiE3 PHAERAEM3 - TROIROM OB F %
P LR,

Mp=90-94°C; *H NMR(DMSO)7.45(d 4H, J=7.8Hz), 7.41-7.26(m, 9H), 7.14
(d, 2H, J=8.7Hz), 7.04(d, 1H, J=2.4Hz), 6.91(dd, 1H, J=9,0Hz, J=

2 5Hz), 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=7.2Hz), 1.16(t, 3H, J=7.5Hz); MS eIl m/z
631 (M+),

EAENO .1 45 EFENo .1 44 FFNo 145 2 (4 -15-F
FA -2 - (4 -FRAER -3 -f-vR- CATRA]I-FERAOE

KB R AT k4 FHF S M3 - FRAURGR AT R, 1LeH
ko ACRFARKE, 12 NT TV,

F345No 146 BItNo 145 FAFFE-2 - (4 - FREAXKE)
-1 -4 - 2 -BURA) FRI-3 —H -1 IR
AR G EMT 7 ES TRAR AR - TARIRG R T AR,

Mp=155-158°C; *H NMR (DMSO) 7. 45(d, 4H, J=7.8Hz), 7.41-7.25(m, 9H),
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7.14(d, 2H, J=8,7Hz), 7,04(d, 1H, J=2.4Hz), 6.91(dd, 1H, J=9.0Hz, J
=2.5Hz), 6.74(s, 4H), 5.24(s, 2H), 5.15(s, 2H), 5.14(s, 2H), 4.20(
t, 2H, J=5.3Hz), 3.74(t, 2H, J=5.3Hz); MS el m/z 651 (M+),

THAFNO 147  ARERANO 146 {355 -FaL-2 - 4 -F
FAFE) -3 -1 - - 2 k-1 CACRA) FAI-1H-
"]

AR B ¥ EMT k6 THodehom3 ~ FRIRGE B FAR, AR
AR,

Mp 96-98°C; 'H NMR(DMSO)7.45(d, 4H, J=7.8Hz), 7.40-7.30(m, 9H),
7.14(d, 2H, J=8.70z), 7.04(d, 1H, J=2,4Hz), 6.91(dd, 1H, J=9,0Hz, J
=2.5Hz), 6.74(s, 4H), 5.24(s, 2H), 5.15(s, 2H), 5.14 (s, 2H), 3.93(
t, 2H, J=6,0Hz), 2.56(t, 2H, J=6.0Hz), 2.41-2.32(m, 411), 1.48-1.39{
m, 4H), 1.38-1.31(m, 2H),
KGN0 148 5 —FRIL-2 - (4 -FEAFNL) -3 -f-1 -
4 — (2 -§fUHEREHF -1 -RLERA FR) 11 H - w3k

B Fihe B 7 m, 127 ARUX BEZ 55 30 F 1opk,

Mp=94-97°C; ’H NMR(DMSO)7.45(d, 4H, J=7.8Hz), 7.42-7.30(m, 9H),
7.14(d, 2H, J=8.7Hz), 7.04(d, 1H, J=2.4Hz), 6.91(dd, 1H, J=9.0Hz,J=-
2.5Hz), 6.74(s, 4H), 5.24(s, 2H), 5.15(s, 2H), 5.14(s, 2H), 3.93(t,
2H, J=6.0Hz), 2.75(t, 2H, J=6,0Hz), 2.63-2.59(m, 4H), 1.58-1.44(m,
8H);MS el m/z 671 (M+),

LN . 1490 5 -FFRHEL-2 - 2 -Fi-1 - FRFEL) -3 -

Fool o0 - @ R - RO R o -k
FIEAACE AT P EMT M T RENo 147 65T,
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w5 "H NMR(DMSO) 7.50-7.29(m, 11H), 7.17(d, 1H, J=8.4H), 7.05(d, 1H,
J=2.4Hz), 7.02(d, 1H, J=2.4Hz), 6.93-6.85(m, 2H), 6.75-6.65(m, 4H),
5.14(s, 2H), 5.13(s, 2H), 5.07(m, 2H), 3.92(t, 2H, J=5.9Hz), 2.55/(
t. 2H, J=5,9Hz), 2,42-2,29(m, 4H), 1.94(s, 3H), 1.44-1.40(m, 4H),
1.381.34(m, 2H),

FHBINO 133 3 -F -2 - (4 -FHFFEL) -0 -4 - (2 - abeRE
-1 —RCERE) FRAI-LI -wR-5 -8 (11C1 )
wFEHEFINo 1 3 4 FFEARS,

Mp=233-235°CC; "H NMR(DMS0)10.50(s, 1H), 9.88(s, 1H), 9.01(s, 1H),
7.30-7.20(m, 3H), 6.90-6.80(m, 7H), 6.68(dd, 1H, J=2.4, Hz, 8. 8Hz),
5.20(s, 2H), 4.22(t, 24, J=4.8Hz), 3.47(t, 2H, J=4.8Hz), 3. 10( bm,
4H), 1.90(s, 4H); IR(KBr)3400, 1625, 1475, 825cm '; MS el m/z 462 (M+
); 3T HCorHa5CINLOL+1HCLH, T5H,084CHN,

FHBINO 134 hEFAE, FF3 -H-2 - (4 -HFEA) -1 -]
4 - @2 k-1 AR FRAD -1 1 -5 - (HCL ) 4
%Mﬁ%7¢mﬂ&%3"W%W%%ﬁ%%%%%oﬁéﬁ$%é%%%%
ho 77 k8 A BTk 6h Ak 2k

Mp=207-209°C; "H NMR(DMS0)10.10(bs, 1H), 9.86(s, 1), 9.07(s, 1H),
7.26(d, 2H, J=8.6Hz), 7.22(d, 1H, J=8.8Hz), 6.87(d, 2H, J=8.6Hz),
6.81-6.78(m, SH), 6.65(dd, 1H, J=8.8Hz, J-2.2liz), 5.20(s, 2H), 4.27
(t, 2H, J=5.0Hz), 3.44-3.37(m, 4H), 3.00-2.85(m, 2H), 1.81-1.60( m,
5H), 1.41-1.26(m, 1H); IR(KBr)3350, 1470, 1250CM-1; MS el m/z 476 (M+
); T FCL H,sCIN,O4 +HCL+1, SHL08CHN,

FAmFNO 135 3 —H-2 - (4 XM 1~ - 2 -@2p
-l - ROEA) FR) -1 H -9k -5 -8 (11C1 )
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N o .1 3 4 Friksa s,

Mp=196-198°C; “H NMR(DMSO)10.10(brs, 1H), 9.86(s, 1H), 9.07(s, 1H),
7.26(d, 2H, J=8.8Hz), 7.22(d, 1H, J=9.0Hz), 6.87(d, 2H, J=8.6Hz), 6
.84-6.78(m, 5H), 6.65(dd, 1H, J=8,8Hz, J=2.2Hz), 5.20(s, 2H), 4.27/
t, 2H, J=5.0Hz), 3.45-3.30(m, 4H), 3.21-3.10(m, 2H), 1.82-1.76(m, 4
H), 1.65-1.46(m, 4H); MS el m/z 491 (M+);

i+ ¥ CooH5, CIN,0,+1HCL+, 3TH,049CHN, IR (KBr)3400, 3200, 1450, 1125

F#HBINO 136 3 —F-2 - @ —FH-2 -FRER) -1 -4 -
(2 ~%kse -1 -AXCRA) FRI-1H-wR-5 -8
2N o .13 4 Frkbm, 125 hTi A,

%, "H NMR(DMS0)9.64 (s, 1H), 9.01(s, 1H), 7.25

(d, 1H, J=8.8Hz), 7.03(d, 1H, J=8.1Hz), 6.79(d, 1H, J=2.4Hz), 6.78-
6.65(m, 7H), 5.06-4,92(m, 2H), 3.94(t, 2H, J=5.9Hz), 2.62-2.57(m, 2H
),2.42-2.32(m, 4H), 1,90(s, 3H), 1.48-1.40(m, 4H), 1.40-1.32(m,2H);

MS eI m/z 490 (M+); IR(KBr)3430, 2900, 1450cm™*; ++F.C,oH,, CIN,Os+
1. 0H,0#%CHN,

£4No .13 7 583 — A%

FA EPATEAFFS — PAIRM T, MIika A2 -8 ARk,
R BRI R EHRG T - (FRA) - TM¥CAS No .[269 4
5 71 —11®mAAELT - (FEA) - XRE, T EHKGHIE T,

FHNo . 150 5 -FRAE-2 - (4 -FEREFR)-3-L-1H
- iR

Mp=101-108°C; MS el m/z 433(M+),
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FENo 151 (4 -5 —FRAE-2 - (4 -FERAXRYE) -3 &
o-mik -1 - ATRIREA) LR LA

Mp=72-75°C; MS el m/z 625(M+),

FBINO 152 2 —(4 -[5 —FERA-2 - (4 -FRAFXL -3
AR - - AFTRIFRAOH

Mp=105-113°C; MS el m/z 583 (M+),

FBNoO 153 FRIL-2 - (4 -FRAEXL -1 - - 2
LR FHR] -3 -LE-1H R

Mp=140°C (4-#%); MS el m/z 647, 645(M+, BrA ),

F#HFNo . 154 5 ~FRA-2 - (4 -FRARNK) -3 -OK-|
“ - @ ke o0 AR PR 1T -k

Mp=92-96°C; "H NMR(DMSO)7.47(d, 4H, J=7.2Hz), 7.42-7.39(m, 4H),
7.36-7.30(m, 2H), 7.27(d, 2H, J=8.6Hz), 7.18(d, 1H, J=8.8Hz), 714(d,
1H, J=2.4Hz), 7.10(d, 2H, J=8.8Hz), 6.79(dd, 1H, J=8.8Hz, 2.2Hz),
6.73(s, 4H), 5.13(s, 2H), 5.11(s, 4H), 3.93(t, 2H, J=5.9Hz), 2.62-
2.53(m, 4H), 2.40-2.33(m, 4H), 1.49-1.42(m, 4H), 1.37-1.30(m, 2H),
1.10(t, 3H, J=7.2Hz); MS el m/z 650 (M+H+),

FHANO 13T 2 (4 —FFEFRE) -3 oKk -1 - 2 -RR
S —ACEML) FA] L H -5 - (1T1C1 )

Mp=160-164°C; ‘H NMR(DMSO)9.78(br s, 1H), 9.69(s, 1H), 8.69(s, 1H),
7.14(d, 2H, J=8.6Hz), 7.05(d, 1H, J=8.6lz), 6.87-6.78(m, TH), 6. 56
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(ad, 1H, J=8,8Hz, 2.4Hz), 5.08(s, 2H), 4.25(t, 2H, J=4,4Hz), 3.45-
3.38(m, 5H), 3.00-2.86(m, 2H), 2.57-2.50(m, 2H), 1.83-1.59(m, SH),
1.41-1.28(m, 1H), 1.10(t, 2H,J=7.5Hz); IR(KBr)3400br, 3200br, 2920,
1610cm-1; MS eI m/z 470; ¥ CsoHs4N205+HCL+1, SH,O#4CHN,

EfE1 5
B3 - R E ALY

BnO. CN
OBn 1-CISO,N oo A\
oo
ﬁ N O 0Bn
H

2-EtyN
52 36,45 No. 141
5 36,18 No. 155

+
Cl soB
O (e
HO B o

CASH(111728.97.1) 5 5&,15) No. 156
NaH, DMF
oAk CcN
T  Bno

(T~ )-on

o/dgg #.45] No. 157

¢

!
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FwFINO . 155 5 -FRAE-3 -FL 2 - (4 - FRAXRE -1
H - |k

BB RRAATES -~ FRI-2 - (4 - FRAFKL) -1 H -""RNo .
141 (5.90g, 14 6mmol ) HFCIl, Cl 5, (90 ml ) &SI
I EO CAT (BHARFEAZRTCH. C1 ) , AR, T4 5 54
KE AR FRAA 2 .26g, 16 0mmol ) #C1T, Cl 5 (25
ml ) ik iEmidtd, FREMT0 CAE2 N, R AT L CaE A
N - ZUam ik T ek ag B, sb#iaE, T4 5 94, T0 CisANELt 5 N
(1 .47g, 14 6mlt ) CH,CIl . (25ml) &g, %
Et o2 N @& mNEiE 2 mn, FEtRGhER NERTEATE, RS T
0 CHABAT I if-F 2R BstAT2 o, Sromntilit 25, it R RR
Bl 7= 4h 6h & A PIRT B 7R, K, AT & AT Flsb LBk s G 4h, 14
5l 4 0g, 63 .8 %),

Mp=238-242°C; "H NMR (DMSO)12.31 (s, 1H), 7.88(d, 2H, J=8.8Hz), 7.48(
d,4H, J=7.25Hz), 7.55-7.30(m, 7H), 7.23(d, 2H, J=8,8Hz), 7.14(d,1H,
J=2.4Hz), 6.97(dd, 1H, J=2.2Hz), 5.20(s, 2H), 5.17(s, 2H) ; MS el
m/z 430 (M+),

FHAEFINO 156 4 - 2 -HLEA) Flop

Fo °Céd - 2 -BO8KE) FARHCAS No (111728 -8
7 -11 (6 .4g, 34 .31 mmol ) =B (100ml ) ZgF
N AANTF&SE (7 .13¢g, 34 31 mmol ), F0 CHREIATS
Skb, B (200 ml ) FBRE KRS IFAITI, O (0 X3 0 ml ),
KEJANa HCO. (2 X25ml ), f3Kk 30ml) &% BHNE
Uk fEME S O, EFRHfFRYE, MakEd (15 % Tt OAc /He x)
whivdn A, 355 0g (58 %) FEHTM,

Mp=64-66°C; “H NMR(DMSO)7.37(d, 2H, J=8.8Hz), 6.93(d, 2H, J=8.8Hz),
4.68(s, 2H), 4.24(L, 2H, J=5.05Hz), 3.93(t, 2H, J-5.27Hz) ; MS el
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m/z 248 (M+),

EHAEINo 157 FERAE-2 - @ -FRAFD -1 -4 - 2 -&
CEA) FHRI-3 -RAE-1H %

F0 CH3-FASREHNo 155 (2.86g, 6 .64 mmol )
ERHEETFDME (25 ml ) F&EEANalIl (191 .2 mg, 8
mmo 1) , WA BMTO Cltdrz 0 540, T0 “Cled KA LRI £ 4 £
DMF (1 5ml) J&4 - 2 -KLEHA) FHLENo 156 (1 .81
g, 7 .28 mmo | ) EEmBFERMETERERUEHZA, WA
FhF0o "CindEz 0 4P 2581 e, MEGEH., OBRFIFER, &
R EREASHMAEEL OAc (2 X100 ml ) ##H, O (8 0 ml ) FE:iiTH
., JAHAK (80 ml ) RAFMERR, £Mg S 0., LT84, AL
A bR e 4, ARl e kT4 2 .80g, 70 .4 %),

Mp=160-162°C; *H NMR(DMSO)7.53-7.28(m, 13H), 7.23(m, 3H), 6.97( dd,
1H, J=2.4Hz, 9.0Hz), 6.86-6.78(m, 4H), 5.37(s, 2H), 5.18(s, 4H),
4.15(t, 2H, J=4.8Hz), 3.87(t, 2H, J=5.3Hz); MS el m/z 598 (M+),

EH#HAFNO 158 F1 59
REMT ke VAL TER #ALENo 157 4EEH, ZAM
TR Ao s T AR AU,

FAFNO . 158 5 -FRE-2 - (4 - FRAFRL -3 KA1
4 - (2 kv -l - RCRA) FARI-TH R

Mp=148-150°C; *H NMR(DMSO)7.54-7.30(m, 13H), 7.25-7.18(m, 3H), 6.98
(dd, 1H, J=2,4Hz, 9.0Hz), 6.84-6.74(m, 4H), 5.35(s, 2H), 5.17(s, 4H),
3.94(t, 2H, 5.9Hz), 2.55(t, 2H, 5.7Hz), 2.35(bs, 4H), 1.50-1.40( m,
4H), 1.38-1.25(m, 2H); IR 3400, 2910, 2250, 1250cm *; MS FAB 648[M+
H]*

o
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Q%WN0.139 5 - FEHE -2 - (4 - TFERMAFEL) -3 - A1
- [4 - —R e ET - XA ERA) FRI - T - R

"H NMR (DMS0)8.60(br s, 1H), 7.60-7.28(m, 12H), 7.25-7.16(m, 3H),
6.97(dd,1H, J=2.4Hz, 9.0Hz), 6.88-6.75(m, 4H), 5.35(s, 2H), 5.17(s,
4H), 3.92(t, 2H, J=6,2Hz), 3.08-3.00(m, 2H), 2.77(t, 2H, J=5,9Hz),
2.63(t, 4H, J=4.8Hz), 1.78-1.68(m, 2H), 1.60-1.40(m, 4H); MS el m/z
661 (M+),

FAFINO 138 vl 39
Mo k7 AT, 4 —FL ZHfel 0 % P d /[ c @it 84440
FFAB

FHHNo 138 5 —#HFE-2 - (4 XA -1 -4 - 2 -vrer
-1 ~AEE) FAI-1 H-=E-3 - (HCL )

Mp=173-175°C; "H NMR(DMS0)10.40(s, 1H), 10.12(s, 1H), 9.40(s, 1H),
7.38(m, 2H), 7.30(d, 1H, J=8.8Hz), 7.02-6.90(m, 3H), 6.88(s, 4H),
6.75(dd, 1H, J=2.4Hz, 9Hz), 5.33(s, 2H), 4.30(t, 2H, J=4.8Hz), 3.51
-3.38(m, 4H); 2.92(m, 2H), 1.85-1.73(m, 4H), 1.68-1,59(m, 1H), 1.26
-1.21(m, 1H); IR 3400, 2200, 1250cm-1; MS el m/z 467(M+); +HXHC.s
HooN505+1, OHC1+1, OH,085CHN,

FHAFANo 139 1 -4 - (2 -REEX-1 -RLEHA) FR] -5
—ﬁ£—2v(4—%£i§)—1H~M%»3~m(ﬂ<l)

Mp=160-163°C; 'H NMR(DMS0)10.22(s, 1H), 10.08(s, 1H), 9.35(s, 1H),
7.40-7.37(m, 2H), 7.30(d, 1H, 8.8Hz), 7.0-6.90(m, 3H), 6.87(s, 4H),
6.74(dd, 1H, J=2,41Hz, 9Hz), 5.33(s, 2H), 4.27(t, 2H, J=5,0Hz),

3.50-3.30(m, 4H), 3.20(m, 2H), 1,85-1.70(m, 4H), 1.65-1.50(m, 4H) ;
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IR 3300, 2200, 1250cm™'; MS el m/z 481(M+); i+ H CaoHa,N2O5+ 1HCL+
1H.0&)CHN,

ek ggEEN o .9 7 Fu9 8

Rz’/\%rR

N\ /
Y4
F 8 9
338 No. R Z
No. 160 Et O

No. 161 t-Bu O
No.162 t-Bu O
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79

THAFNO 162 2 - (4 —FAFXL) -3 -Fh-1 -4 - 2 -
i -1 —RERA) FHEI-1 H-%=k-5 -8 = #%ekas

WE#FINo 9T HHEBIMERSMG R, AofFALTE 0.7 g,
6 .3 mmo !l ) AEALFADMAP £ E20ml CH, Cl o ¥#
No .97 (1.0g, 2.5mmol ), JRFEAE0 CHMIHMNER (
0.7ml ,5 .6 mmol )P iHtrE5iR AtidE, MCH: Cl ;
AR B A oksk, Mg S 0. TREREERF AR (
Me OH/CH, Cl 5, 1:19) E#iTeitsd, FARE0EHA (
1.08¢g), REKZHREANL 5 ml LELETIHA2 Sml 1M
HCl /Et 5 OZipa3E, hANTIkEZEREARL, FHUHCLE HiT
wh, WiEHFEMOB R /O P FL L, FH0 42 g #4No .16 2 ¢

Mp=182-185°C; 7t FC5oHaaN,05+HCL+0, 25H, 044 CHN,

TN 160 1 -4 - (2 -§ EER -1 -RATEMN) FA] 2
- CFEAFOR) -3 T I oS - R = REER ((HCL)
EMTEH®RLENO .16 2 F&AL4, 128 REHAE#BINO .9 8 P A
AL 2 REL AL

Mp=170.5-172°C; TH CaeHaaNo0s+HC1+0, 75H,044CHN; MS FAB 605 (M+Na) +,
THHENO 161 | -4 — Q2 -§&ET-1 -LOEA) FA] -2
- (4 - FEFE) -3 -THE-T I -k -5 SR @ NEEEy (ICT ) -
EMEHMFNO .16 2 HEKEY, 128 REHZEHEFINO 9 8

Mp=143-151°C; T A CaoHsoN2Os+HC1+0, 75H,08CHN,

TN .16 6 X
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BEIffL 6

AHmNo 166

B
o B SOBr,
THF

KOH, 7. %%
OH
CAS #[623-05-2]
Cl

Cl

2 5%,45] No. 163a 'z 3%.45] No. 163b

BnO.

BnO NaH, DMF
g o 163 ¢ | L 9 pomn MO
¥

5 #6A5) No.7

9}'2‘@4}1] No. 164

o
o
:

DME. Kl
HO .
(Lo __iomeas )om
o, M
© 0 ,
5 56.45) No. 166 55 56, 45] No. 165

& O
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$#HNo 166
2 - (4 -FEAFN) -3 -FEA-1 -4 B - (k-1 -3 RERAD
FRy-1 H-%k-5 &
HBEML 6 Fo T mitpt ey F IR F AT,

ikl 1
$3#%45No .1 63a 4 - (3 -HARL) FAy

A1, 3 —88AK (16 .0g, 100mmol ) PEFALE (5 .0
g, 89 mmol ) 434 -#ZAXFECASNo .[623 -05 -21 (
10g, 80 .5mmol ) #Z8 (70 ml ) Ak, JF@iR2 oub, Wiz
A AR, KB EEIER, SRR ENDEBLT SFNK, HAkskk, A
FRERAE L TR, fstfalk, RMOBETE/ ok (3 7)) i RiiTeES
BRI 1 .6 g &Rk

Mp=65°C; *H NMR(DMSO)7.21(d, 2H, J=8.8Hz), 6.88(d, 2H, J=8.8Hz),
5.03(t, 1H, J=5.7Hz), 4.40(d, 2H, J=5.5Hz), 4.05(t, 2H, J=6.1Hz),
3,77(t, 2H, J=6.4Hz); MS eI m/z 200,

Fixl 2
F#MFINo 163 b 4 -3 -AFAL)FLE
¥a4 - 3 -HAMFRN) FRMNo 162 (10 .6g, 52 . 8
mmo | ) &= P& (0. 125 1) @A £0 "CIHFillidif ho N I 5L 8
(12.0g, 58 .0mmol ) 3%, 10 555 ABELKR AOBRMGSE
= WERIFRK, Hokikik, REBEZEMg S 0. FHR, k4%, 13 5)15g
—FP i

*H NMR (DMSO) 7. 36(d, 2H, J=8.8Hz), 6,92(d, 2H, J=8.6Hz), 4.68(s, 2H),
4.08(t, 2H, J=5.9Hz), 3.77(t, 2H, J=6.4Hz); MS(FAB) 266 (M+H"),

Fikl 3
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FHaHFINO 164 5 -FHR&L-2 - (4 - FREAXK -1 -4 - G
-fAEL) FAI-3 -FA-LH -

5 - FRAE-2 - (4 -FERAFN) -3 -FHA-1H-vRNo
7 (6.5g, 15 .5mmol ) #YDMF (60 ml ) &igA£0 CH M
ANGALA) (0 .68 g, 17 .0mmol ) sxifigtk2 0 54F, REWK4 ~
(3 - £REL) FAENo. 1634 DMF 10ml FREZRIN, FAEAEE
B2 e, WA BHEAOK T I MOB LA ER, K, HAKRE OB
LB AL Y TR Ak g, A TEIALER G4, RS g A8 E
B4R, wE130 -132°C,

7kl 4
FHHINo 165 5 —FREL -2 - (4 - FRAEFLH -1 -4 -
—vper — 1 - AAEG) FAI-3 - FRE -1 T -k

H5 -FRE-2 - (0 -FRARA T - [4 - 3 -f-ARA
FR]I-3 -FHE -1 H-79ENo . 164 Bg,5 . 1mmol ), =atf
A (2 .5g, 15 .3mmol ) #vksi (3 .0ml , 30 .6 mmol ) &%
FADME (30 ml ) ¥F1 00 Chodhl 8 Db, i it AAK TP A= )0 B
OERFRFALRE LA, K, HAKRARAEI M LT, R R
£, it N T AR A, FEG A G E R

Mp=104-106°C; *H NMR (DMSO) 7.47(d, 4H, J=7.5Hz), 7.38(q, 4H,J=7.9Hz),
7.36-7.30(m, 1H), 7.28(d, 2H, J=8.3Hz), 7.19(d, 1H, J=8.8Hz), 7.12-
7.10(m, 4H), 6.80(dd, 1H, J=8.8, 2.0Hz), 6.72(s, 4H), 5.14(s, 2H),
5.13(s, 2H), 5.11(s, 2H), 3.86(t, 2H, J=6.4Hz), 2.35-2.20(m, 6H),
2.14(s, 3H), 1.78-1.75(m, 2H), 1.47-1.42(m, 4H), 1.40-1.31(m, 2H) ;
MS eI m/z 650,

Z ikl S

LN 166 2 — 4 —FFE -3 -Fhk-1 -4 -013 - (%
w1 - &) AEAIFRY -1 H -9k -5 -8y
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s - FRA-2 - @ -FREAXA) 1 -4 - 3 -®mRER-1 -
AREL) FRAI-3 -FHE-1H-%4%No 165 (2.35¢g) #hw4
skey (25 ml ) FoLB (25 ml ) EighA2 3g 10% Pd/C,
AN (1 0 ml ) R EHT TR 8 M0, Babid Lk
b5 g B R iR A M e st i b ATE # OB A A T/ F&F (4: 1)
RS (0.8 8) AHadaik:

Mp=125-130"C;1H NMR 9.68(,s, 1H), 8.70(s, 1H),7.15(d, 2H,J=8.6Hz),
7.05(d, 1H, J=8.8Hz), 6.85(d, 2H, J=8.6Hz), 6.80(d, 1H, J=2,4Hz),
6.74(d, 4H, J=2.6Hz), 6.57(dd, 1H, J=8.6, 2.2Uz), 5.09(s, 2H), 3.88
(t, 2H, J=6,4Hz), 3.60-3.15(m, 2H), 2.62-2.38(m, 4H), 2.09(s, 3H),
1.92-1.78(m, 2H), 1.55-1.43(m, 4H), 1.42-1,30(m, 2H); IR(KBI)3400 (br
), 2900, 1620, 1515 cm-1; MS el m/z 470,

ApgNo .1 67 ##No .16 8

OCHj
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97113496. 0
£ 10
5 3 47INo vA
No. 167 O
No. 168 O
E#E1 7
AMREHRFINO 167 foNo .16 8 89EM
o) H o H
KzCOs 1-NaBH,, E1OH
B T 2.80CH,, THF
OCH, |\[( N OCH, OCHs
OH
o) O
CAS A[121-33.5] §=o ¥o
o> O
5 5%45] No. 169 9}'5@,1;' No. 170

NaH, DMF BnO
2 35.45] No. 170 4 an B, an
9%#@15'1 No. 7 Q?z@@] No. 171

e) OCH,

o) ho ATk /E
A\
O q O OH /)O 0
5 345 No. 167, n = 1
g:ztg] No. 168, n=2

n(HzC) N
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LmERSBINO 167
2 - (4 -aFE -1 03 SFRA-4 - 2 R - RTR
A) FRARI-3 -FE L H vlR-5 -8

TN . 1 69 (4 -Fmt-2 - FEAXAEA) OB AH
BoHEAFFEHRE 20g, 0.13mol ), BROLETE (28 .4¢g,
0.1 7mol ) FosfAs4dr 32 .7¢g, 0. 24mol ) #HEFH2 00 ml
A ARSI, R R E FiE, ARERIIE R G MK LB
LA AT, MEARACR ORI AR Y TR, REAVEF AT
RATHIEAR, 352 8 4 g FHHFNo 169,

Mp=56-59°C, "H NMR(DMS0)9.83(s, 1H), 7.50(dd, 1H, J=2.0Hz, 8.3Hz),
7.42(d, 1H, J=1.7Hz), 7.07(d, 1H, J=8.4Hz), 4.91(s, 2H), 4.16(g, 2U
, J=7.2Hz), 3.84(s, 3H), 1.20(t, 3H, J=7.1Hz); MS el m/z 238 (M+); it
F.C, 5H, 405 A)CHN,

F#FNo 170 (4 —FBTFTHE-2 - FTERAFENL) LB

A 2 .25g, 0.06 mol ) T0 CAEE#KBFNO . 16
9 (28 .8g, 0. 119 mol ) &M 00ml Tt O/ THF (1:
1) R GHIRAFA 5 oAb, EREERN, MOk LR R RRA St AL N
HOT gmgskAd, SRS 74 04 .2g ., 0 059 mol ) #h 3%
AETLIA40ml  THE JAZ0 °C, RET 0°C #HlAL#HRE (
7.38¢,0.062mol ) &Kz, 1 IHERRBMFAAL 0O
ml kPR OHE R, R SR RS Ok Bl EARAE E TR, 4
FAE AT IR EES R, AR CE/CIE (1 9) ., i Z4hH1 0 .5
g A& K,

Mp-=64-66°C; "H NMR(DMSO)7.06(d, 1H, J=2.0Hz), 6.91

(dd, 1H, J=2.0Hz, 2.2Hz), 6.83(d, 1M, J-2.1Hz), 4.75(s, 2H), 4.70
(s, 2H), 4.13(q, 2H, J=7.2Hz), 3.77(s, 3H), 1.19(t, 3H, J=7. 1Hz) ;
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MS el m/z 258 (M+); tF-CqoHysCLOL69CHN,

T#wBINo 171 (2 ~-FERE-4 -[5 -F&A-2 - (4 FREAX
A) -3 -FR-wR-1 - AFRIREHS) LA L AR

o b @A k3 PAEMEASG 70 AESTFEMNEATEN . 7 69%
At

Mp=120-123°C, 'H NMR (DMSO) 7. 48-7.20{(m, 13H), 7.18-7.10(m, 3H),
6.80(dd, 1H, J=2.5Hz, 8.8Hz), 6.64(d, 1H, J=8.4Hz), 6.52(d, 1H, J=
2.0Hz), 6.24(dd, 1H, J=1.9Hz, 8.1Hz), 5.13(s, 4H), 5.10(s, 2H),
4.61(s, 2H), 4.10(qg, 2H, J=7.0Hz), 3.58(s, 3H), 2.15(s, 3H),1.15(t,
3H, J=7.0Hz); MS el m/z 641 (M+),

FHAINO 172 2~ ~FRA-4 -[5 -FRE-2 - (4 - FL
¥a) -3 -FHE -1 - RATFTRIFRA LA
4o bmF kA EF AN (1T 1 BREYIL R,

Mp=86-90°C; *H NMR(DMSO)7.48-7,20(m, 13H), 7.18-7.10(m, 3H),6.80
(dd, 1H, J=2,5Hz, 8,8Hz), 6.64(d, 1H, J=8.4Hz), 6.52(d,1H,J=2.0Hz),
6.24(dd, 1H, J=1.9Hz, 8.1lz), 5.13(s, 4H), 5.10(s, 2H), 4.76(t, 1H,
J=5.5Hz), 3.83(t, 2H, J=5.1Hz), 3.63(q, 2H, J=5.3Hz), 3.56(s, 3H),
2.15(s, 3H); MS eI m/z 599 (M+),

E#BFNo 173 5 ~FRE-2 - (4 -FRFHE) -1 -3 -FERA
-4 - (2 -RUERAE) CFR] -3 -FH -0 0 -aREMT KT PRk
FTRBEAFNO 1 7 2 BRI AL A4

Mp=150-152°C; "H NMR(DMSO)7,48-7.20(m, 13H), 7.18-7.10(m, 3H),

6.80(dd, 1H, J=2.5Hz, 8.8Hz), 6.64(d, 1H, J=8.4Hz), 6.52
(d, 1H, J=2.0Hz), 6.24(dd, 1H, J=1.9Hz, 8.1Hz), 5.13(s, 4H), 5.10
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(s, 2H), 4.15(t, 2H, J=5.3Hz), 3.70(t, 2H, J=5.7Hz), 3.58(s, 3H),
2.15(s, 3H); MS el m/z 661 (M+),

EHHNo 174 5 —FEE-2 - (4 -FHFEL) -3 -FE-1 |
3 -FHRML -4 - 2 kw1 AR FAI-1 H -k
4o k@5 ik6 AT TR AR TR A 9 UK,

4 NMR(DMSO)7.48-7.20(m, 13H), 7.18-7.10(m, 3H), 6.80

(dd, 1H, J=2.5Hz, 8.8Hz), 6.64(d, 1H, J=8,4Hz), 6.52(d, 1H, J=2.0Hz),
6.24(dd, 1H, J=1.9Hz, 8.1Hz), 5.13(s, 4H), 5.10(s, 2H), 3.90

(t, 2H, J=5.7Hz), 3.55(s, 3H), 2.62-2.50(bs, 2H), 2.45-2.30(bs, 4H)
,2.15(s, 3H), 1.50-1.40(m, 4H), 1,40-1.35(m, 2H); MS FAB m/z 667 (M
+H+)

FHFNO 175 5 -FEL-2 - 4 -FEREA -3 -FH-1 -]
2 ~FERAE -4 - 2 -REEF-1 -ACRKL) FA] -1 H - wEREH
YoNo .1 7 4 ERFF, 1285 T8 F A e Ak T4 104y,

ik TH NMR(DMSO)7,48-7,20(m, 13H), 7.18-7.10(m, 3H), 6.80

(dd, 1H, J=2.5Hz, 8.8Hz), 6.64(d, 1H, J=8.4Hz), 6.52(d, 1H, J=2.0Hz),
6.24(dd, 1H, J=1.9Hz, 8.1Hz), 5.13(s, 4H), 5.10(s, 2H), 3.90

(t, 2H, J=5.7Hz), 3.55(s, 3H), 2.85-2.70(bs, 2H), 2.70-2.55(s, 4H),
2.10(s, 3H), 1.60-1.15(m, 8H); MS FAB m/z 681 (M+H+),

FHHFNO 167 2 - (4 -FFKX) -1 -3 -FEEA-4 - 2 %
-1 - ACERKE) FA] -3 -FHE-1H -"%-5 -8

o b @ FET PR M AR EALA RN o 1 73 iR
FO®FAL 2 HF1NOE/HC ksl GbAmES 69T 51) 43
e oAk A ek fbdh o B o,
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Mp=123—127°C; "H NMR (DMSO)10.20(bs, 1H), 9.72(s, 1H), 8.71(s, 1H),
7.17(d 2H, J=8.6Hz), 7.11(d, 1H, J=8.8Hz), 6.87(d, 2H, J=8,6Hz),
6.79(m, 2H), 6.57(dd, 1H, J=2, 4Hz, 8, 8Hz), 6.55(d, 1H, J=1.7Hz),
6.33(dd, 1H, J=1.7Hz, 8.1Hz), 5.11(s, 2H), 4.23(t, 2H, J=4,8Hz),
3.60(s, 3H), 3.45(m, 2H), 3.35(m, 2H), 2.95(m, 2H), 2.10(s, 3H),
1.70(m, 5H), 1.35(m, 1H); IR 3500, 1500, 1275cm *; MS(+)FAB m/z 487
(M+H)

%} C 3 oHs AN2O, +1HCL+1 ., OH,04t F 64CHN,

FH#HBFNo 168

2 - (4 -#EXA) -1 -3 -FREA-4 - 2 -REEFRT AT

) FAI-3 -FHE -1 1 -k -5 -8
MEFE#BNO 16 7 PrikiaR #x X 4%

Mp=142-146°C; *'H NMR(DMS0)10.36(s, 1H), 9.72(s, 1H), 8.71i(s, 1H),
7.18(d, 2H, J=8.3Hz), 7.11(d, 1H, J=8.6Hz), 6.87(d, 2H, J=8.3Hz),
6.82(d, 1H, J=8,1Hz), 6.79(d, 1H, J=2.2Hz), 6.57(dd, 1H, J=2.2Hz,
8.6Hz), 6.55(d, 1H, J-1.8Hz), 6.33(dd, 1H, J=1.5Hz, 8.1Hz), 5.11(s,
2H), 4.24(t, 2H, J=4.6Hz), 3.60(s, 3H), 3.40(m, 4H), 3.20(m, 2H),
2.10(s, 3H), 1.75(m, 4H), 1.55(m, 4H); IR(KBr)3300, 1500, 1270,
1200cm *; MS(+)FAB m/z 501 (M+H) “; %JC5,HaaN,0,+1, OHC1+0. 12CH,0H ++H
#9CHN,

e 0k &

FiEl 6

I ED & g EEFoR R )
TR

AFGAMEM E S RACHO MAAE! S0 mm? #ff, EDMEM +
L0 B HFAABORYE, METehisd k2K, #IAP BS sfmk, A
10mM Tris—HC1 |, pH7 4, 1 mM EDTA}—k, mipidits)
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BE ammildk, RERmnE ek, MF IR, JAFEk,
L0 —Areyob Fidmaeai ), ehdEdhE1 2000 g B2 0 H4b, 25
F1 00000 g 6045404, FARBBRGOE, BRREHAERH}E -
8 0 “CHtis, FOFREOFREINB CA SR BATEE G FmiE L,

20X A 4

FHERBELES<2 0 BEMAL H] 17 -3 -89 6 - 3L
¥ (BEOHEY) 47, BAAHEIA—X=HEE, 100 LG/ 100
ML ZARFEHRF S THAILT, HES 0 u L RindaitbfetlE62 . 5
n M{? H]L 7 8 -#=8f + 54 (AETR) WAFTEESHTP, L4
100 Xf5 00 XFHF4hH, R4EMH0 8 n M HI1 7 B -#—@, ¥
HMATRZEFL 5 b, REMEZNILT AL S 0 ML kAGHEEAR
AR (10 05 % 69 KNEAMAFZS HiElbidkR) | Birafrk
4 °CA9 9 g BG5S o4f, KERM2 00 LL ERFw AT i mits, ¥4
FotF A E2 BRI 0 54, RO ELE, HARXTHRLYF(° H]
17 B -8 =fF, LV AFHSHERG, 2RAAE T, #aieni T3
FeyFMLF 9], A, B A SRR A iR 6930 R A S I TYLIRAE [P H ]
17 B - B9 T £65DP M, Corning No .25880 -9 6 .
9 6 JUMAEAE A, B ACMCHEIERLE AR F oM a7,

S T4

AT E RBP4 (CP M) ifitBeckman LS 7 5 0 0 [AtRitac s,
RIESIFFR Y F EODALAZESSH DP M) 9% F, HEIHEZ4
HNO, ATHHFEL 00 423500 #E5HBEETH_BELG%, AT
B

( (DP M-k #BARESRZHDP MY (DD MM —fF - kK ES 6
DP M) ) X100 % =M _aFéEb00%

ATFAD Cs o W8, BEAMILAMAE, 1 Co (- . sHLe >
E,OES 00 XEFWEERF>I 0 %E90, Xk RHulme, E
.C..ed,1 9 9 2, Receptor-Ligand Interactions:A Practicaldpproach,
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IRL Press, New York (##ERE8 F) .

F 11

L SR

T | X ¢] 7, T ARGES
ICso-UM
No. 85 H H O 0.45
No. 86 H 4'.OH O 0.12
No. 87 OH H O 0.030
No.88 | OMe |4-omt O 0.35
No.89  |OH | 4-OMe O 0.30
No.%0 | OMe |d4-OMe O 0.60
No. 91 OMe [ 4-OMe O 0.52
No. 92 OH | 4"-OFt @ 0.062
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(45)

5 56.45) X Q Z ICe, UM
No.93 |oH | 4-OFt O 0.090
No.o4 |F 4"-OH O 0.20
No.97 (o |4-oH O 0.060
No.98 |oH |4-oH O 0.050
No.99 |om |4-omn O 0.03

N
No. 100 |on | 4-on h/\ 0.06
—
No.101 |on |4-ou N 0.04
No.102 |OH | 4-0OH Nf—/ 0.08
No.103 lon |4-on N/I 0.2
No.104 |oH | 4-0H N)— 0.1
Y
No.105 |oH | 4-OH Nx_\_ 0.028
\ + 1
No. 106 |on | 4-on N 0.1
|_
No.107 |on | 4-on N O 0.06
! *
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11 (8%)

564K 4 A
EHp | X Q z SR LB

ICsoluM
No.108 |oH | 4-oH b 0.02
No. 109 | OH 4'-0H O 0.17
No. 110 |OH | 4-OH O— 0.037
No. 111 |on |4-oH @ 0.15
No. 112 |on | 4-on '>)3 0.07
No. 113 |on | 4-on O—OH 0.047
No. 114 |on | 4-on ﬁ 0.001

N

No. 115 |on | 4-oH 0.15
No.116 |oH | 4-Fi O 0.04
No. 117 |oH | 4-F O 0.10
No. 118 | oH | 3-OMed’-OH O N/A
No. 119 | OH | 3'4-0CH,0- O 0.070
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11 (8)

5 36451 X Q Z TGS
ICSO’LIM

No.120 |on | #4-0ipr O 0.10

No. 121  |oH | 4-0-pr O 0.080

No.122 |ou |4-0cp O 0.080

No. 123 |oH | 4-CF, O 0.17

No 124 |oH |4-cH, O 0.11

No.125 |on |4-c O 0.11

No. 126 OH 2’4" -Dimethoxy O N/A

No.127 |on |3-om O 0.019

No.128 |on |3-om O 0.009

No.129 |OH | 4-OH3"-F O 0.0055

No.130 |on |4-on 3\ O 0.013

No. 131 OH | 3-OMe O 0.12

No.132  |OH | 4-OCF, O 0.05




WoOom A5 45108/122W

97113496. 0
£ 12
b E AR
5 3,171 X 7 'S&Qwé’%{;\
ICgo-uM

No.133  |a  |w @) 0.004
No.134 |« H O 0.024

No. 135 | H O 0.029

No. 136 | Cl CH, O 0.013

No. 137 | ® H O 0.15
No.138 |CN  |H O 0.011

No. 139 cN |n O 0.023
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gasl | R ) =
1 Cs5 o ——
T B () N /A
No. 162 C-Bu “(::) e
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oM P FE110/122m

97113496.0
F 14
Wb F F AR S
32 5 11 X 0 VA FiRES
No. 1 Cs - suM

No.166 OH 4" -OH O 0.099

F 15
MM F RS
HO
LYo
OCH34
Z
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No. 167 O 0.08
No. 168 O 0.057

Fikl 1
Ishikawabm it s Ve AL B8 A X6
o A Fo 4L 3

Y4 Ishikawam AR A HEMLT +1 0 D5 iF 69D ME M/ F
12 (50 %: 50 %) ¥, 34k H2 mMGlutamax, 1% Pen/Strap#e
[ m M AR AN e, EAA T (Gmppili) PR AR, WEHRAKRET A
LEMIBHDMEM/F 12 +1 0 BHEMAROREME 9 dih, fabE
Mes—R, Hmiemo 5 %BEOM/EDT ANIE,  JFds X1 07 mpe/
JLEFERE S 6 — LRt A, XS 0 T, 10 7 A
10 "*M, B0 M (dbhdh) +10 "°M 17 3 -M_fHE
Sh VAT AL A S0 1 A RO E A4 ), b R IXISRTAL 24 8 hEE, B A
96 ~3LAH T B - mEdE, FEMNMFOF LR =8,

P EAE B AR X

4 8 P2 G BEARAACE, mAb REEE ST e K (P BS ) BRIk,
F &AL o N5 0 /L0, EFFEFRE (0 .1 M Tris-HCL, p H9 .8 |
0.2 % Triton X —1 00) , ¥FHAE-80 CHERVL S5 o4, Haik
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37 Cirft, #2&mA150 4L 0.1 M Tris-HCI1 _ p H9 .8, 44
mM s g KA BERL A (P NP P) FIEAILY (GRE&EE3 mMp NPP)

g Ao bt R H FKinetic Calcp JA42/4 (Bio-Tek Instruments, Inc,
, Winooski, VIT)#t47, #ZFETALEDAFREEGME CRLFERIEKSES &
AAT3 0 SAbRIiER) SRS TFHABR SRR (HR) FH+/
=S .D ., iAhheERREg bR TI e M 17 B --BNES
£,

% FPAL A dhil it s b AL BEAE K XIS MMM S, ST A R
EDs o1 (95 %C.1.), PLETEAWSIRAERE 34

17 3 - —FF 0.03nM

17 o — M —FF 1 . 42n M

N 0.13nM

st B 0.36n0M

iX e sk 65404 Bi£ FHolinka, C.F. Hata, H., Kuramoto, H. and
Gurpide, E. (1986) Effects of steroid hormones and antisteroids
on alkaline phosphatase activity in human endometrial cancer

cells (Ishikawa Line). Cancer Research, 46: 2771- 2774, and by
Littlefield, B.A., Gurpide, E., Markiewicz, L., McKinley, B. and
Hochberg, R.B. (1990) A simple and sensitive microtiter plate
estrogen bioassay based on stimulation alkaline phosphatase in
Ishikawa cells; Estrogen action of D5 adrenal steroids,
Endocrinology, 6:2757-2762,

IshikawasdPE A% M X0

o4y P% &

17 3 ¥ —8 100 %

tamoxifen 0 %EH 45 %51 nM 17 3 -#f—8)
raloxifene 5 %EM 5 %51 n M 17 3 -8
3 56159 8 1 %K (0 %51 anM 17 (-85
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Fikl 8
2 X VI T ERE BK§ il
b M Ao bt 32

O RAAME Y FERB AR TECRITE Mt (CHO) #EHA
DMEM+1 0 %fs4ak (FBS) P, &m@A74 8 JrtAKIzH A Ak
VEHLED MEM +1 0 % B REMEA B AR RMENT BS (A3 A) K
B, WEVAS 00 0 s /3Le9F B - THT22 00 ML 325HRA/3LE99 6 - 3L
g,

EAE 454

FEDNA (ERHRATHARGR ) AU BT T8, 28 S
B e 9P F A M FE RE #)Promega fi#ip GL2) vl FHIEEB - ¥
FLEHEEF A fdip CH1 1 0 (Pharmacia ) #HIKDNA (p TZ 1 8 U)
A

10uGHRHEDNA

5uG pCHITODNA

5uG pTZ18U

20u G DNA/I mL #3555

BDNA 20uG) BF500 L2250 mMAHCa Cl , P, 4#
HHFS5 00 #41. 2 XHe Bs (0 .28M NaCl, 50mM HE
PES, 1 .5mM Na,HPO,, pH7.05) J, AEEME20 &
AP, 2 0 ML LA B EA L m T, RGAmib L 6 JB, 25,
M FIE, MRSk, MM R A B e S AR Y A,
AEI oM 17 (-8 1uMLEHAETL u MILAH+I n M 17
b - —mpabe (MM HIRRAR) , SR EN AT ES XL
2 4 I E S L (0 =8 ) TibAT,

GG A2t o

FRETISHH2 4 D25, kiR A, BAILN2 X1 25 ZL &Y
Mg " "H#Ca ' "#P BS bk, MEPBS 25, $¥25 1L
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97113496. 0 oW B OE114/122;

promegaif MRLE P mFI & ILY, EEEAEL S o4, BHEL£-8 0 C
15 oo4b, 37 °Caxl 5 44b, 32 0 ML Epo it 88— Tk ka9 6
LI T AT LB RS WIS, BT eEse 4 (5 ML) #HATB - ¥l
HEESEWIFN (EFIiR) | ¥k kR (Promega ) »21 00 ML F4
AR E AT DS, Tk (I E4L) EhAEL 0 £
F,

BT X AR (IF)

Lo 4 % &M

17 B -8 —pF 100 %iEH

i = A% 38 %iEtk

RS ;i 3 0 %iEH (10 %51 n M1 7 (- #t=5)
raloxifene 0 %%EM (0O %51 nM 17 03 -#f—8)

B — ¥ 3Lk H 8 X

AR TS ML EREH T N4 5 L1 P BS , #R5MAPromnega
B - ¥ LB HEE2 XGXIRETES 0 M1, R4, 37 CEL e, A%
AR (0 .1 £1 .5 £¥43, —X =) R FAR/RINEFANF1FIETP,
e fiMolecular Devices{ bk B it i ® LAE4 1 0 0o m 547, T4 40
W XFF B R AR s BT A AL A B AT 05,

SATER

RHEHBEIEZT £ A EL 0 AmFid 2T R eyt #£43 (RL Us )
FhRIAHEREFHEFRL Us R Fe)] MP (SAS T nc) SH, ¥
B - R A ST, XA ARL Us mI$ 338 EF 1L,
T ¥Aeti il EMn =8 P& AT, ISy ERTEMR B T B -
o E R, 517 B - R ERE SN A% = (OB - 2 8)
/ (bbdhid) ) X1 00 +HE, st K ATzukerman, M. T., Esty, A, ,
Santiso-Mere, D., Danielian, P., Parker, M,G., Stein, R.B., Pike, J
W.#oMcDonnel, D.P, (1994)#ik, A#fis# & R XMES Ehmies g
HFREEXEFNET, FHENHERR LT HERANF (MMolecular
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Endocrinology, 8 : 21 -3 0) ,

o 16

B A A T

FEAFIN o . 1 UM | MLl T B R
No .85 -2 4 3
No .86 -5 ?)
No .8 7 0 0
No .8 8 4 4 4
No .89 1 6 18
No .90 3 5 8
No .9 1 -3 5 6
No .9 2 -4 )
No .93 -3 9
No .9 4 -5 {5
No .95 —4 —~ A
No .96 1 2 8
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97113496.0 wooW B Z116/1227
No .97 -4 =5
N o 8 5 5
N o 9 5 6
N o 00 9 10
N o 01 1 4 9
N o 0 2 9 10
N o 03 13 10
N o 04 7 7
N o 05 5 5
N o 06 10 8 1
No .1 07 -1 5 4
No .108 11 10
N o 09 6 5
No .1 10 8 0
No .1 11 25 23
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97113496.0 wooW B E117/1223)
No . 2 10 {0
No . 3 14 16
N o 4 1 -1
N o 5 1 10
N o 6 -1 1
N o 7 0 1
No 8 N/ A N /A
No 9 —1 -1
N o 0 -1 |
N o 1 0 1
No . 2 | 5
No . 3 -1 1
No . 4 -2 -2
No . 5 -3 -2
No 6 -1 0
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97113496.0 wooW B E118/1221
No .127 -3 ~ 4
No .1 32 -5 -2
No .133 7 9
N o 34 9 5
N o 35 7 3
N o 36 16 10
No 37 6 8
N o 38 -2 -1
No 39 -1 2 -13
N o 6 0 N /A N /A
N o 6 1 N /A N /A
N o 6 2 -1 4 =13
N o 6 6 25 23
N o 6 7 4 0
N o 6 8 3 7
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97113496. 0 oMW B FE119/122;

ikl 9
XRAETET/ RETE LMD

EERAHXAETFTIAEL (4 X) (dvidLl.J.Black #R, L. Goode
Life Sciences, 26,1453 (1980))FTiE ¢4 & 4L -E-4h ¢4 Mtk 35t & Fo B PR3 Z 0t
i, WE F k4 #Sprague-Dawley K A, (Mhk, 1 8 X k) wA-x@iXss, ¥
Midid AL 0w G4s 4, 100uGiddh, (1 00uGid4h+1uG
17 B -#=pF) &8I p zMeF RN FAFS 0 DM
SO/ 50 %HAMEAERKEAG 1uG 17 B -—8, #H4 X, ¥
HhifidC O, EEAR, BETT, kit ERAK, hEETRK, REER
T, —MNAGI I AATEEFAT, HEESATHE LR N A vLiRN 4
S 3 REFGA,
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97113496. 0 oW B E120/1221

F17
3 RRALF A4 TTRE
TEEE TeEE® S TEE¥
g g m ng
% 3645No. | 100uG 100uGibA4h+1uG | 1uG 1703 - | B M A
164 170 - —p3 "~ F§
Tamoxifen | 71.4mg N/A 98, 2mg 42, 7mg
No, 85 41 .1mg 92.4mg 94, 4mg 26, 6mg
No, 94 28.1mg 93.7mg 88.5mg 22.3mg
No.97 27.4mg 24 .3mg 63.2mg 30.7mg
No. 98 29.4mg 27.9mg 94.1mg 35.9mg
No, 100 59.9mg 68. 7mg 91.9mg 23.4mg
No.101 65.1mg 71.0mg 113.7mg 27.7mg
No.122 46.7mg 38. 7mg 103.4mg 30.3mg
No.123 39, 2mg 61.4mg 94 4mg 26.1mg
No.138 28.4mg 37.9mg 93.9mg 24.6mg
No. 139 30.4mg 45, 0mg 82.1mg 20.5mg
No.168 43, 2mg 81.7mg 98.9mg 25.5mg
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97113496. 0 oW B Ei121/122m;m

FiE2 0
6 — FASTE ok Eehk AL

MTaconic Farméh#F K1£ &, 43 #|#tSprague Dawtey CDXK &, OV
XSBOVX (EFEH240 -275g) , THNEETAU &4 AR/
BHEAE 14/ 10 (&) B) &hit¥), sA R4 (Purina 500K £ A) Fk
BERA, BB XA ETEN 6 AFARNTLYE SEARTEZE | A4
ST AR A R A 38, — 4R R S AR AL 2R 6 S dRan e RARE eI KRR AR
WY, S RAFIR MM E R TR, I IEET %ebigs 0 £EA
BT UHERETFE, BAERARAD I mL /1 00g HhE, 517
-PMEEETERE 20uG/ mL) JFEATHE 0.1 mL/ K&,
A FIEHRAE Bk ERE A= BeE R AT,

AN BN EF PRI — A, ERAVOIN AT HER (B
MD) , 4A0EE (P T) #F4 BH (L4) B MD ANERLEX - S
gl it (Eclipse XR-26,Norland Corp Ft.Atkins,WI) st R A 4 K SUE
A KA ERFX -HEIIET D XA) MF o FiRiT: D XA MEFZ
15 o4F,  KAGRILFEREM A4 00 me / k g #REMA  ( Bristol
Laboratories, Syracuse,NY)#0 .7 5 mg / k g acepromazine (Aveco,Ft
Dodge, 1 A) mBkBF, KHMALE-RHBEE EZ2ATARBZADXA
BT, FRURSIT, FRAMKTFEEAER®T, P ia %R AS 0 m
m/ FVAREIL 5 mm X1 .5 mm AT, VA SEAREP T vl 4 F 4y
R3%, DEMARAANTiaREEL 0 mm/ 4, M40 .5 mm X0 .5 mm,
ST FAB MD &, BB AFREEEL A1 L 5 c mEHRBAEEL
4 EKE, MTHAME B MD @it lEAd £ LT &R BT
¥4 (46 . 8Ke VHZ80Ke V) X -~k R aHmEHitE, ®
ME LM E@ELHRRAEH, T FBMDME (Vg /¢ m? ﬁx;) OE &7
Fo AR A R T 494, BMD R — A2 B, kK filid —fALsRE
fAbse,  E R R TRREERE, $FERGk, MfE, EeEEE
Boehringer-Mannheim Hitachi 911W& & & A7 R B &F /HP kit@lz %t it )
¥ 4297 § 547 MDunnet ' siXIAPLAR,
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97113496. 0

B

B FE122/1221

FHH519 8 496~ BT Ltk 69k AAT R

£1 8

BMD NANKE | FT5F Re ) B3
&t E3 ] (mg/cm?) = ®
ARARRR R La ()" = | (mg)® = | (mg/dl)a-<
At 3,
B8 (k% dRe4) | 0.2117 | o0.183" 43.0° | 426,477 | 71.6"°"
+0.003 | +0.003 | +6.0 | +25.0 +5.0
B 7 & (Ovx) 0.189 0.169 62.7 118.2 87.2
+0,004 | +0.004 | +8.2 | +7.8 +3.0
5 5615 No.98
0.3mg/kg,p.o. | 0,210 0,173 46,8 149.3 59,0""
+0,003 | +0.003 | +6.6 | +4.4 +2.2
Raloxifene
3mg/kg, p.o. 0.207"" |0.170 25.3"" | 191,67 |55.0""
+0.006 | +0.003 [ +5.4 | +9.3 +2.4
1703 - — &%
2Mg/rat,s.c. 0.224"" 10.169 33.177 ]| 426,07 [ 95,5
+0.004 | +0.004 | +4.9 | +18.4 +3.9

a “FHESEM
%5 Rlae
c k6 B4

d #HBAHLEXT X/ FAX6 J
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