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v 159 HNCGHN=)C- (5) 0 2 H H NH Bss Bt
- 160 HNCGHN=)C- () 0 2 H H NH  Bss isoPr
v 161 HNCGHN=)C- (B) 0 2 H H N Bas tBu
FER AT REEME (CNS ) AR (210X 2970 % ) 29
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%9 R?
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SN Frco—-s
Rt .
%%% A (BEHE) :ngﬁé R' R* M B RS
© 162 HNGN=)C- (B) 0 2 H H N Bss c.Hex
- 163 HNCGHN=YC- (B) 0 ¢ H  H  NH  Bae -CH.CH,OH
-~ 164 H.NGHN=)C- (5) 0 2 H B NH  Bas -CH:CH,OH
v 165 ° H.NCHN=)C- (5) 0 2 H H NH. B H
166 HNGENC- 6 0 2 K H N B K
©167  HNWN=)C- (B5) 0 2 H H N Baw  H
168 H.NGHN=)C- (6) 0 3 H  H NI Biw H
169  HNCHEN)C- (5) 0 2 H 3-Me N Bie H
© 170 Z-ENGEN=)C- (5) 0 2 H H N Bae  tBu
© 171 Bo-HNGHN=)C- (5) 0 2 H H M{  Bas  tBu
172 I-HNCHN=)C- (5) 0 ¢ H H M Bse H
" 173 Ba-HNCHN=)C- (5) 0 2 H  H N Bae  H
- 174 H.NENSC- (B) 0 2 H H NH  B:e  Et
©175 HNGHNS)C- ) 0 2 "B H  N{  Bie  uBu
<176 HNGHN=)C- (5) 0 2 H  H N Bae  tBu
177 HNGN=)C- (B 0 2 H H N Bss  Bn
178 H.NCHN=)C- () 0 2 H H N Bar
<179 HNGHN=)C- (B 0 2 H H N Bae A
180  H.NCHN=)C- (6) o0 2 H  H N{ Bas H
C181  HNGHNXC- (B) 0 2 H 3-Me NH  Bss  tBu

AAER BT P AR FHE (CNS ) ALE (210X 29705 )
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£10 A R?
5;:Ifﬁﬁ—co—u—s
L/2

& A (EatE L C0Z R' R* M B RS
R

2
op
EF
L

182 H:NCHN=)C-  (5)
- 183 HNCHN=)C- (5)
184 H.NCHN=)C- (5)

185  E,-HNCHN=)C- (5)
- 186 I-HNCHN=)C- (5)

H 3-Me NH Bas H
H 3-OMe NH Bis tBu
H 3-0Me NH Bis H

NH Bii Et

0 2
0 2
0 2
0 2 H
0 2 Ho H
187 E-HNGNSXC- (B) 0 2 K H NE B Et
188 Bo-HNCN=)C- () 0 2 H H N B.  Et
189 Z-HNGNSXC- (5) 0 2 H H N B H
190 Ba-ENCGENOXC- (5 0 2 H H N B H
<191 HNENSC- B 0 2 H H N B Et
- 192 HNGNDC- B) 0 2 H O H M Bo  H
193 HN@N=C- () 0 2 H H 0 Bu Bt
194  HNGENSXC- () 0 2 H H N B tBu
195 HNGINC- G) 0 2° H B N{ Be H
196 HNGN=)C- (B) 0 2 H B M B H
© 197 HNGENDC- (B 0 2 H H NH Bus  tBu
S 198 HNGENSC- B) 0 2 H H N Bue H
199 H.NGNSXC- (5) 0 2 H H N B
200 HNGNSC- () 0 2 H H N Bor  H
201 I-HNGENSXC- (5) 0 2 K H NH B tBy

(S D e oo B 4 Bz B3k )

AR B T EAEEAR (CNS ) AdMAE (210X 2970 % ) 31
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4159490

AT
B7
A~ BEERSEA (32 )
#11 R?
: 1 gﬁ—m—m—a
R 1
keth A (4t L Co< R' R* M B RS
" 9% RS TAT
202 HANCGEN=YC- (B 0 2 H H Ni B Bt
203 HNCGHN=)C- (B) 0 2 H H NH  Bes  tBu
. 204 HNGN=)C- (B) 0 2 H H NH  Bes H
205 HNCGN=)C- (B) 0 2 H H N B H
206 H.NCHN=)C- (6) NH 2 H 3-e NH B:w H
207 Boc-HNCHN=)C- (6) NH 2 H H N  Bss Et
208  Bn-HNCHN=)C- (6) MNH 2 H H NH Bss H
209 H.NGN=)C- (6) NH 2 H K NH Bue Et
< 210 H.NCHN=)C- (6) NH 2 H H NH Bass tBu
211 H.NGIN=)C- (B) - MH 2 H H NH Bir H
212 H.NCGHN=)C- (6) NH 2 H H NE Bsy H
213 Bs-HNCHN=)C- (6) NH 2 H H NH B« Et
214 HNCGN=)C- (8) NH 2 H H NH B« Et
215 HNCGEN=)C- () N 2° H H N Bo K
216 HNGHNOC- () N 2 H H N B H
217 H.NCGHN=)C- (6) NH 2 H H Ni B H
218 E,-HNCHN=)C- (6) NH 2 K H NH  Bas Et
219 HNCHN=)C- (6) NH 2 H H NH Bas Et
220 H.NCHN=)C- (6) NH 2 K H NH Bsw H
221 H.NCGHN=)C- (6)  NH 2 H H 0 Bs H
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AR
%’%g% A (B&aE L %C%O&ZE R' R* M B RS
222 H,N(HN=)C- (6) NH 2 i H 0 Bss H
223 H.N(HN=)C- (6) NH 2 H H 0 B«a H
224 H.NCHN=)C-  (6) N-Me 2 H H NH Bss H
925  Bn-HENCHN=)C- (6) S 2 H H NH Bss H
228 H.NCGN=)C- (B S 2 H H NH  Bss Bt
227 H.NCHN=)C- (6 S 2 H H NH Bss Et
228 H:NCIN=)C- (6) S 3 H H NH Bss H
229 H.NCHN=)C- (B) S 2 i H NH  Bse nHex
230 H,NCHN=)C- (6 S 2 H H NH Bse Et
231 HNCGHN=)C- (B) S 2 H H NH Bss H
/232 H. NCHN=)C- (6) S 2 H B Ni Bsse H
233 HNCHN=)C- (6) S 2 H H N Bar H
234 HNGN=)C- (B) S 2 H H Ni{ Bss H
935  Bn-HN(HN=)C- (6) S 2 i H NI B« H
AR ¥ RE R (CNS ) AGUIS (210297204 ) 33

(P29 B i B (4 B B R )

—_—_—— W e————_—_—_—_—— e e —

. ——"'-'_——‘____'—_1_'-—"_‘-‘*—'%

il

—_——— e e M —



DR RS N e

B7
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%13 A, o
! L;J}—co-—u—a
Rl 1 1

{t&® A (B&HE L COZ R' R* M B RS
"o A E
236 E.~HNGN=)C- (5) 0 2 H H N B, H
237 Bo-HN(HN=)C- (5) 0 ¢ H H N B, H
238 HNGN=)C- (5) 0 2 H H NE B, tBy
239 HNEN)C- (B) 0 2 H H M B, H
240 HNCGN=)C- (5) 0 2 K H 0 B H
241 HNGN=)C- (5 0 2 H H N Bs Et
242 HNCNS)C- (5 0 2 H H N Bs H
243 Z-ENGN=)C- (B) 0 2 H  H NH  Bae Et
244 HNGEN=)C- () 6 2 H H NH  Bae Bn
245 HaNCGINSYC- (B) 0 2 H H NI B Et
246 HNCN)C- (5) 0 2 B H Nt Bse H
247 HNGN=)C- (5) 0 2 H H Ni B H
248 HANEN=C- B 0 2 KW H 0 B, H
249 HaNGN=)C- (5) 0 2 H H N B Et
250 HNGN=)C- (B) 0 2 H H N B K
251 HNGHN)C- (5) 0 2 H H N B H
252  Boc-HN(HN=)C- (B) 0 2 H H NH  Bss Bt
253 HNCHN=)C- (5) 0 2 H  H  NH  Bss c.Hex
254 HNCHNS)C- () 0 2 H H Ni  Bae B
255 HNGNS)C- (5 0 2 H H N{  Bis H
256 HNGHN)C- (5) 0 2 H  H NMe Bse H
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#14 A . 22

[} 3

. Ni L;%—couu—a

Rl 7 1
k&t A (BotE) L'COZ R!' R* M B R°®
o EotrE |
257  Z-HNCHN=)C- () 0 9 H H N{ B.s Et
258  E,-HNCHN=)C- (5) @ 2 H H Ni Bss H
259 HzN(HN“)C" (5) 0 2 H H NH Bas iSOPI‘
260 HNCHN=)C- (B) 0 9 H H NH  Bss Bt
261 HNGIN=)C- (5) 0 2 H H N Bss H
262  E-HENCHN=)C- (5) 0 2 H H N Be: H
263 HzN(HN=)C" (5) 0 2 H H NH Tii H
264 H.NCHN=)C- (5) 0 2 H H NH B.: Et
265 H.NCGN=)C- () 0 2 H H NH  Bia H
266 H.NGHN=)C- (5) 0 2 H H NH Bie tBu
267 H.NCHN=)C- (B) 0 2 H H NH Bis H
268 H.NCHN=)C- (5) 0 2 H H N B« H
269 H.NCHN=)C- (5) ¢ 2 H H NH Ber H
AR AER T HRA KL ( CNS ) AdBUE ( 210X 29720 % ) 35
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%15
: ~0” ~coor®
By
F
:- :o’"“cooas
F
B4
rilBu
S92
~ ~COOR3
8
H
N
o)

5
0._ COOR

0

HN

N

coor’

Me
.80,

COOR®

COOR3

X
COOR®

°‘@g
_S0
: COOR®

Bi2
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A~ BAABAA (37 )
#16
Me
COOR? \7:::L\/)\Cooﬁs CooR®
B1a Bis . Bis

a4

nPen
@vk el e m
COOR5 CooR’ COOR® -

Bis . B Byg

"HNT Y0
COOR® cooas- COORS

~ Byg Bag Bay

, HN .Boc _
HN
COoR? COOR®

Bag

cooR?

B2z =P
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B7

A PR (38 )

17
_nPen
Gt
COOR®

Bas

\W:::I\N/A‘COORS \\[::]\
N 5
/i§o ; COOR

nBu
Bog * Bay
\T:::l\ . ::: N7 CooR®
N COORS
Me
Bag Bag

\@ o,
N o7 CooR® ::: 0" > cooRs - :: 0" cooR?

Bag

::: >0 N CooR?

Bar

Bas Big
Bag Bag

Ak R RBA P BERME (CNS ) AR ( 210X 297004 ) 38

(52 Pr-Jebe -0t B N B il B ot )

—

k.

o e e e e




T T RO H o R g R e

415940

A7
B7

&~ AR (39 )

#1838

N
\Q/\COOHS \O ~"CooR’

Bao

\/: "'rg"‘cooas

Boc

: N7 COORS

|
nBu
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AT
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£~ AR (40 )

tRtteamd, REEMNLELSEHNDT.,

e (10): 4-[(5-BK & -2-F BF vk W 2% )R K &% 1% &

- XN

£ &% (29): [[4-0(5-BK % -2-% Brok i & )% & 0% % ]-%

W E K] EE]-Z B AW (48): 3-[4-[(5-B 3 -2-

XU W EIRERBREIFXE )| 2 (FETERER X )R B

£ &8 (159): R RX -3-[4-[(5-Fk % ~2-F Bfwkmj 2 ) 2

BEIRCE]INMZME

te®(167): RA-3-[4-[(5-BF £ -2-F P W E )RR

BEEIRCEIRAME

t&8% (174): RX -[4-[(5-% ¥ -2-F Bk il B )% £ &

EIRCEE]ZBMZHE

£ &% (179): KX -[4-0(5-BF % -2-% B ok X ) & %

EIRCREICH

£ &% (192): 3-[4-0(5-Bk & -2-% Bf ok i B 1 % 1K & ]

i -

ft& ¥ (203): RK -(4-

[(5-BF & -2-% Bt uk v £ ) & K

EIRCHEIZZHBM_E=TH8

£t & (204): R -[4-1(5-BF % -2-3% Bf ok /i £ ) B %

EIRcBEIZ-CH®

£ &% (232): RA-[4-[(6-5k % % 5t (b]ok o8 -2-%% ) %

BERIRCE E12 8

FEHLSY (DURHSESR FARFEHODE S,

HiEwWlsy (/mA,

HE., 2. 9, RE )REBERN

AMEREAR T EEAFRR (CNS) AGLE (210X 29704 ) 40
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£~ BASER (41 )

GPIIb/1ITaE H fE M . X AR EHE, IO K&E, HEF
h&xFPOEEREMEREODSEREFHERD

Wigg , te (HmASHEREERFEHNREHTHE
GPIIb/ITIaEE MM ER AR, ERBLEMAREAN. &
THAERATE, OB MR OBROGEE, EENRESE
Mo EERER (AomeE, B, 0F 2, %
iE DR &R BELEF)

2L (DNHEER LAFEAODRBE T H
A AERBERAFBUT :: AUEm#ELRR (K LIE(FL
EH, HBFEHE), ONRBE, PICA(BRHEZEEMHE TR &K
EERBID)BIDE], B EER[TIA(-8# KEWDHEBD
FY), BREE (Ife, ER), KB THMMERSE)],
O BMESHFHIOBERE, A-CEHEHFH (BER YK
FEHFWRXEHEZRG), BITERFN, G iFRE
ZwW, AEHTREE ASO(HEAHFRFLE, 88 K (
Burger)i® ), EHBF RO, FREKEHEERAHLER
I, FRBEERR[(MER, XKRERW®, W KE, ARDS(
KAFBRBEERSKE), W oDEE], R (¥ E &8,
Bl EXRK], BRBISLE(E B # L B E), RAE 4 B &
BMo®E), PSS(2 B 8 KiE)(BHK (Raynaud) R &) T,
AITARABRATLOMN, ATEHR], Xt (xB#Mm KM
i, TTP(Me e #k M /MHEEDLHEEHERK, HUSCHE It R & 5
fe Bt ), DIC(RR H #£ I B N t W& & & £ & B ), ) &, #
Kw, AMBE, SRBL, BEHEK, KEE, F5 QW

ASR SRR A8 B AR (CNS ) AddAE (2102970 8 ) 41
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Ao~ BB (42 )
., MAEHBBE, TPAMAENREEA RS ERELE T
M E DR, FME].

ABR LA (DNASER LASERNE T &M
BEB @R BE., XEQELEASZRE., B H X E
EHENSLE, ALTUAMBERBRRENBE A B,
AEBHLA (DN AEER LASEAYAE A

B GPIIb/TTTat i fF I T M B % 5 % 8 = M 4 4% #9 ADP (
¥

oo

SS-ZEBIBEAMBEHE, AT EHAONRD

Y
p

MR EHESEMBEEZ (BREIMRLeo AlicH A B XK
G.D. Hartwmans% A 89 X & ).

AN, AERBLESB(DPABERELEEY (I HHEB
BargAHxARE!®, TUAARMRIAGTEDHRE
M., 24, tRAEBEBAKBLEE (INBTHBELRME X
HmmEeEeamuERE

EtR e (I AHRITB MR BEERLAFERD
MEwE .

A EaRAEAORNRBIAETED, D o -R

=

, B-RER, » -REA, URAGFTEY, A W&
RENAEAEMSGOMANRMBELECSEY (AimZ B X4«

o

i
M F =

), B LS (MR ELEEH, BRZ2ELEYD, K
tLeam¥E) aRtesy FuBEERERNE %),

&

tew (AR RKMES)), KLY (0
TERWMB%E) aLtSY (AmEmELtEY,. 8
EL&H%),

ARGk R B AP P BB FAMA (CONS ) AL (210X 29724 ) 42
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Ao~ BB (43 )

HHEBEBEADTELERNRY, SRELASAC N
FEEREZ. BEEB (IR EFENEHE R E HFeY
HOBRSUEETREAEL: 0.5~ 1: S50 @ , H &+ p1: 1
~1:108F B & L &£,

AHEAECEeD (DNHRERR LA FRAOHBAMS
LR EwmAmRE LR EFREM A, MRS |
AHERAOEN, BEYM, SEMNSTE N B SHUE LA
RO EERSGEBURDH, BENA, G/, BEA, &8
M, A, BFA, AGHNSBEH Y TMALEEER
W, UEOXRFEOHFARBZ, LR UMb BEUE X
BENFEBERALAYW (DI HEEB AKX F RO ES R
FRR,

LR EE (DR EEBRBLASFANBENR B
ERBRASFRX, AR, EEREZ ST ETAE, B8 &%
BT UAEEARRET. - BRERRAEO R &, %
FE0.01~1000mg/kei & /H & B, # & L 0.05~ 500
mg/kefe E/H #H B, FHSTAI~BRBRABE T,

EREE&H (DR, UAFFTEHBE S AR ABRELR R
RAFTRAREEE, UBF T H M Et AR BB R
EXEBMBE, L A ETEBABE N, BEE A K,
B, BEHE, BEM, BUutMts, BRLESFRX, KK
BHE L BRENESTEEEEFERZ., 8B EALS
(L)W BEHERBOGPIIb/II1al 4 & .

*EHBEREATABRA LT, BABHFIHLN

AR RAEA T RE TR (CNS ) AGUS (210297204 ) 43

(3= -2 sl B N B R R 3 )




RTINS H B e -

415940 AT

B7

B BARA (44 )

TR R
B, MEUABHRY, H-NRO T e &
200MHzTF H 17 .
® sl 1
(1) t-BEXEEZHE= TR
& B 13.95(100nmol )Ry 4-0% & % B R 20mlfy N,N-=
FTEREBSD, MA29.38(150ano )W REZ M &G = T
B f0 27,65 (200mm01) 6 B B & | I T0C T BB 4N R,
REBRUI00 I ZHZBBE, BAKEE, K§H 2
MIEER, 40BXRBANEOABE. B 5 A% &
 BRARBMERAESE, BF, BREAETHE = B
BRBERS, BEESYWBERRFE (ECR/ZM2E-
5/UMHE, BRZMZBAECRMEARATEL & T
B2l 8e4-HEXNE MBS THO B R ES B (86%)
IR(KBr): 1740,1590.1500.1330.1240.1160cm'1
'"H-NMR(DMSO-de) 8 Tus: 8.21(d,J=7.1Hz,2H),
7.13(d.J=7.1Hz,2H),4.86(3,2H),1.43(s,9H)
BE19.38(76.0nao0 )l 4- W E XN X Z BB = T m
R100mIM Z B E , MAL.OclW 103E®, EEXN &= 58 T
M1 AE, KERBBL, HETEABRREN £ B
BUERDMB16.8et5 4 KEXREZME=T Mty 15
& & 8 (99%).,

IR(neat) : 3350,2950,1740,1510,1220,1150cq-!

$MﬁREQM?@Ei#¥(G@)Mﬁ$(umuw&&) 44
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TH-NMR (DMSO-d6> 8 Tus:
6.62(d,J=6.60z,20),6.49(d,J=6.6Hz,2H),4.63(s,2H),
4.43(s,2H),1.41(s,9H)

(2) 4-[(5-W & -2-%X Bk W X )R XERBE IXREZ B %
=THK

F B 300ng(1.60mmol )BT S5-90 2 -2-F Bf sk W 2 B 0
395mg (1.76mmol )My 4-1 X X F E 2 B £ =T B R 400l Y
NoN-Z B E R BRS, MA238ng(1l.76nnol) M 1-8 ¥ -
TH-%% Bf = ® 70 342pg(1.76nmol)AY 1-(3-= B R & & & ) -
-2 EBbEZE KR, X EERTMREISHAE ., XREKS M
Aloomlty K, HZBZEBEBRERZ, BREKRFHLXK, #
MERAKKES, ESEARGEBERKER, BE®., & & K
EH R TRERBZBREHFERS, BEUVETER & #
H(ECHKR /2B Z2EB=1/71)M B 512nehy 4-[(5-F & -2-%
S mMEIRERE |IXCSEZCHRE=ZTHEORER BB (
82%) .

IR(KBr): 2200,1750,1680,1605,1530,1505¢cn"!

'H-NMR(CDcla) & Tus:
8.07(d,J=0.8Hz,1H),7.75~ 7.60(m,5H),6.94(d,2H),
4,53(s,2H),1.50(s,9H),

(3) 4-[(5-B B -2-%X P W B )R ERE IXRREZHE

=THIEt&sY (8)]

B B 430meg(1.10mmol )7 4-[(5-W % -2-% Bf ok 0§ B )
RERERE XFEBELHBEZTHEHRILIH L@ 70l = 2

AMER AR T REAFHE (CNS) ABLE (210X 2972 % ) 45
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BERRGBEBRD, EZETE A ANKLERBL1008 R L@
ReBmRERBEISSR, BB TERERRTZEERBEH Y
Ro, BREBERZCZBZIEBY, BREBADNNDKBE F X
., kK, BB REE, BLUEKGBER K&,
BERE, BEERREABTEBEZBRERLER S MBS 4-0(5-
RRAEFRBE-2-FREWME IR EREXEEZRE=T
EORBE®R. FRLALEY RS0l Fm@EF, A
2ol BRAE W &, MBRBHRI07 8, BB TREBE B EH#
Bk WS 4-0(5-[(1-F B £ )df R W B ]-2-% 9 ok mh & ]
REBEIXQCECBEZ THRONABESR . £+ M A
30mlfy 9 B 0 280me(3.64mnol )8y Z B 8% , M 8 & 5% 3/ 65
c HETERERTRBEIREHRERY, BERARVDVE Y
EBWERSB (RG/HE=100/3~3/1)f 5 596nefy £ &
RN REBRBINEECERB (BREATE),

IR(KBr): 3700~ 2900,1730,1640,1600cn"!

'H-NMR(DMHSO-ds) § Tns:
8.32(s,1H),8.00~7.80(m,3H),7.69(d,2H),6.93(d,2H),
4.65(s,20),1.44(s,9H)
- A
A-[(5-BFK % -2-F Bk M X )R ER X IXKEZH [ty
(10)]

MmA25nlf = K B8 R 537ne(1.00mnol)B £ & % (8)
By EBE, WAl =M 28, & XETHME?2N
o RE®HSMALIOONIN 2 B, S 1058, & K &

ASSER G EBFMRAE (CNS ) ABLES (210X 29704 ) 48
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W, B Z MG P M 380ngt b S M (10)6 BB MW & K
B E B (79%).

% @ 2507

IR (KBr): 1740,1690,1610,1540,1505¢m-!

"H-NMR (DMSO0-de,500MHz) & THS
10.57(8,1H).9.38(bs.2H),9.11(bs,ZH).
8.34(d,J=1.7HZ,1H),7.97(d.J=8.8Hz.1H),7.91(8,1H),
7.89(dd,J=1.7,8.8Hz.lH).7.72**7.69(m.2H).
5.97*—6.93(m.2H),4.67(s,2H)

& fis 3
A-(-HE-3-F & 220 WE ) BERRE LR L2 &
EZTB LS (13)]

B MM 1(2)F B M S %, M 42708 (1.860m0])
5% % -3-F & -2-% 5 ok W % M A 500mg (2. 24nm01) &)
I BEXREZHEETRGS, SAVBER B & &
WEBRK/ZMZ B =7/3) 1 562088 4~ [ (5-4 % -3-
B2 X0 uME )BRERE $NEZHMESTHY &k &
HE (T4x),

[R(KBr): 2450.1715.1660,1610,1535,1505.1210.
1150co~?

'H-NMR (DMSO-ds) & Tns:
8.23(8.1H).8.00~'7.99(m,1H).
7.72(dd.J=1.6.8.6Hz,1H).7.63*'7.59(m,3ﬂ),

6.95-6.91(m.2H).4.52(5.2H),2.69(3.3H),1.50(S.QH)

AMAERBAR P EAEARR (CNS ) AL ( 210X 29704 ) 47
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A~ BB (48 )

BEERBEEAIGAAMBEFE, ¥550ne
(1.35mmol )y 4-[(5-% % -3-9 # -2-X B | £ )% B
BEIXFTEZHBEZTHNOIRESSERAKE, EWE %
HEEWREBR (R /H B =05/5~85/15)/ 19 520mghy it &
%(13)9’33&@@%9‘-}&%&@%(4&$=£$%§‘r70%)a

'H-NHR(DMSO-d6) & Tus:
9.32(bs,4H),8.33~8.32(n,1H),7.91~7.89(m,2H),
7.71(d,J=9.1Hz,2H),6.81(d,J=9.1Hz,2H),4.65(s,2H),
2.64(s,3H),1.44(s,9H)

B f 4
4-[(5-BR & -3-8 £ - 2-¥PEHEBE )FERE I XEE 2B
(it & ® (16)]

HREERMALAAEMEE S %, ¥510ng(0.925nn01) Y
EE&Y (I3 HEBRBUOINW = HK 2B K EMS 382ngty
TEY () EHBENEEEB (83Y%).,

OB 1220~ 228C (9 B )

IR (KBr): 3300,3100,1730,1670,1610,1535,1510,
1205,1140cn"!

'H-NMR (DMSO-de,500MHz) 6 Tus:10.42(s, LH),
9.38(bs,2H),9.14(bs,2H),8.34(d,J=1.8Hz,1H),7.92¢(
dd,J=1.8,8.6Hz,1H),7.90(d,J=8.6Hz,1H),
7.73~7.70(n,20),6.94~6.91(mn,2H),4.67(s,20),

2.84 (s, 3H)
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A7
B7

F~ BEABER (49 )

(D) 4-(BE R E)XFREZHE=ZTHE

MAT.00g(31.4mnel) M 4-E H XF R ZBE=TH
M3.11g(31.4mmo ) R BB TS B Reonl 2 B R, B
A2.55g(31.4mno0l )M 37X B KB &K, £ 8 8 % 4/ &
s BWERTERERDPEREBREALERS, BRELYDES
HBHERB (ZHZ8B ) MBL.37Te4- (B 1 BT K P K
EI)IXREZHBEZTHENEECGEA® (84), B MBB.30¢g(
26 . Ommol )8y LR L& P R50mlfy = ®F S @ B, A
980meg(26.0mno )R M E L H , ZE 100C TR EIOS &, 3
e, TARKRER+YT, UZ2BRERR, HBKEKR, @O
RHEAGEE, BAEAKGEBESER KERBE, BHE, & H
RTERRRAZBRERER Y, BELULDWBSREBH &
(ES2fR/2BMZB-1/1)%H, MH3.62eM4-(F K & )%
LECBME=ZTHEONEREHRKRY (59%),

LH-NMR(DMSO-ds) & Tns:
6.69(d,2H).6.45(d,2H),4.51(s,2H),
2.61(d,J=5.2H0z,30),1.42(s,9H),

(2) 4-[(5-BK % -2-X Pk W X )R & -N-F R E X882
BME=TH8I[tsd®m (20)]

EEEEMI()FFRBERE FE, ¥300ng(
1.60nmol )y 5-9 % -2-45 Bf ok v ¥ M 0 417meg (1.76mmol)
MA4-(F B E)X K EZHBMEZTHES, SHWBEELEN
E (R /P B =10/1)8 WHH652ngty4-[(5-% & -2-% B
Bk 0E % VB E -N-H R E XK EZME =T RN A B E

AR BB+ BEFHAE (CNS ) AGUS (210X 29704 ) 49
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A7
B7

A~ AERTL (50 )
W ERasER),

TH-NKR (DMSO-de) & Tns:
8.15(s,1H),7.96(s,1H),7.82~ 7.65(m,2H),7.31(d,2H),
6.95(d,2H),4.69(s,2H),3.36(s,3H),1.40(s,9H),

EREEMALIDPARMEA S X, B652ng
(1.60mmol) B 4-[(5-9 % -2-% 9f ok /i 2 ) B -N-F I & ]
FERBZHMEZTEHLO RS 8 S5 MKXHN3021e9 14
W QRQONRERINECEE (WX=4% B 44%),

"H-NMR{DHSO-de) & tns:
8.08(s,1H),7.76(s,2H),6.46(bs,1H),7.31(d,2H),6.96 (
d,2H),4.69(s,2H).,3.37(s,3H),1.42(s,9H),

T M of 6
4-[(5-BF B -2-F B kM B )R X -N-FHREIXRE£2 8
ft&®(21)]

BREEBEH2ARERH L, ¥390ne(0.708nmo0l) kY
te®yw QO HEBRBLUSuIN=H 2B EEmMS281ngky
L& QN BREBRIDEEEB (80%),

7 % 1185~ 195C (4 M)

IR(KBr): 3700~ 2800,1750,1690,1640,1505¢cn"!

'H-NHR(DMSO-de,500HHz) § Tus:
13.11(bs,1H),9.26(bs,2H),9.16(bs,2H),8.10(s,1H),
7.76(s,2H),7.32(d,2H),6.97(d,2H0),6.43(bs,1H),4.71(
s,20),3.37(s,3H),

BT
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Ao BB (51 )

(1) [U-BE - M XE)_KEIZZB-_E=ZTH

% B T7.95g(51.3nmol) B 4-8 B ¥ M = & £ 25.0¢(
128nmol )Ry R Z 8 E =T B R 100l N, N-= B X B & I
o, M AN19.7g(143mmol )0y BRBY F , X EE B T R B 24/
o EXKRREREBRFT FRZEBRERZ . 2BERKE K
, BRI AaBRER, UEBEARBEBRAKEREZ., B8 %,
BB TERBAEEZRESERSY, BEFECE RO M
IBMESCHRELSREE, MB18.10e [(4-B &% -8 @
FEIZREIZCIB_E=ZTEHOREEER (61%), & W
13.10e(34. 1mno )W ER LS R T IMZ BB P, M
A1 el 10XB R, ERRBK TEZETBRESHEHE ., X E K
Ay BRLBAR. FRTERBRENEZIRERERSY, W &
11.81ey [U-B E-BHFXFE ) _FEEXIZZHBH-_ZS=KBN
mAEHRKY (98%),

IR(KBr): 3350,3000,1740,1510,1150cm""!,

Ht-NMR(CDcla)d Tns:

6.79(m,1H),6.27~6.20(m,2H),4.54(s,2H),4.50(s,2H),

- 1.48(s,1H),1.47(s,9H),

(2) [[4-0(5-B & -2-F B vk W X )® E K & - M % & ]

—RE I ZHMB=ZTHEIILSEY (23)]

B ERA L(2)>PHEMBRE A, §200ng
(1.07amol )y 5-9 % -2-3 §f ok Wl ¥ M 0 4150g (1.17mno0l)
M l4-BE-BMHXE) QLI R -_BE=ZTHSE S,
EHWBEHRBMEX(ESR/ZMZM=3/1~1/1)# 8K n

AR R AR P HBEAAER (CNS) AL ( 210X 29704 ) 51
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A7
B7

Ao~ BEABA (52 )

A73mgf) [(4-[(5-W X -2-X Bk i 2 ) E M B |- 9 %
RIZSFEIZZ2H-_SE=ZTHOKEEER (84%),
IR(KBr): 2220,1740,1735,1640,1275~ 1215cn-!
"H-NMR (DMSO-d6) & Tus:
8.07(s,1H),7.78~7.66(m,2H),7.61(s,1H),
7.52(d,J=2.4Hz,1H),7.15(dd,J-8.7,2.4Hz,1H),
6.90(d,J=8.7Hz,1H),4.65(s,2R),4.61(s,2H),
1.50(s,9H),1.48(s,9H),
HEEREMAMIG)AAmAEMBE AL, ¥ 463n¢g
(0.881mmol )8 [[4-[(5-M E-2-F H vk m & ) K K &£ ]-
MEXEIZDFEIZ B _E=2TEHORETYS S A KL,
EVWBERBHE(RH /B E-=-95/5~85/15)% % i 1§
Q4 E 2 (N N EMBANEABRESR (=4 B 42%)
'H-NMR(DNSO-de) & Tms:
10.52(bs,1H),9.34(bs,4H),8.33(s,1H),
8.00~7.85(m,3H),7.52(d,J=2.1Hz,1H),
7.35(dd,J=8.9,2.1Hz,1H4),6.93(d,J=8.9Hz,1H),
A.66(s,40),1.45(s,9H),1.44(s,9H)
B i 8
[T4-T(5-BK & -2-F Bt ok g B ) E IR EI-M X8 )= &
E]IZzZ2BItaw (29)]
mEEMEG 2R MEBE A&, ¥ 187Tng(0.280nmnol) M
taY (28)M M EAMBLUInlN=ZHZBEEMISI1I270gHY

Ak R B R T BB RS (CNS) AdAE (210X 29704 ) 52
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41594() A7

B7

&~ BABEA (53 )

t&® QOB MEBBNRBEEEBR(82%),
%% :250C Bk
IR(KBr): 3300,1660,1200,1135cm"!

LH-NMR(DMSO0-ds,500HHHz) & Tms:

13.01(bs,1H),13.00(bs,1H),10.55(bs,1H),9.38(s,2H),

9.24(s,2H),8.33(d,J=1.7Hz,1H),7.96(d,J=8.8Hz,1H),
7.89(dd,J=1.7,8.8H0z,1H),7.89(s,1H),

7.43~7.41(n,2H),6.93(d,J=9.5Hz,1H),4.69(s,2H),

NS

.68(s,2H),
B ff 9
(1) 3-(4-BEFXE)FA B & &

i 15.0g(77.6mmol )Ry 4-0% 2 P9 & B i A 250wl B &
F1S0nlt MU RBE A WBR A, BMWA3alH WM, MK
BHR4TDE ., AR TEGRE, BEUN OB B E N K@
HEEABRHEE, FCBZHEN, RRESE K, # A
EWAKE, TRARARBERA SR 2, BEE ., &K
TEHRREMERES B RS, FB7.84e 4-1 X i &
BRI M X B E M (72%). W B 7.80g (44, lanol) L # 1

b

WA 250nlfy BB AR, 0 OANT780mefY 10X BE , £ B K &
FFR, ER TREIONE, KERUBRALBR, 58T
HRBRABEZBEBAERSY, BEROBERRE N E (E
CR/ZHMZIM=3/1)HMMmIH H5.98¢h 3-(4-0% & % 1)
AR PREODKESZER (76%),

WO 47~ 49.5T

Ak R AR TR BERR (CNS ) AU (210X 29704 ) 53
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415949¢ A7

B7

A~ BB (54 )
IR(KBr):3700-2500,1710,1600,1500,1425¢cm~!
TH-NMR(CDcla) 8 Tns: |

6.97(d,2H),6.61(d,2H),3.66(s,3H),2.83(t,J=6.8Hz,
20),2.57(t,J=6.8Hz,2H0),

(2) 3-[4-[(5-HF E-2-F B KW X (KRERKRE)FE R B
HigElited® (35)]

mRERAI()OFAERME G E, & 200ns
(1.07nmol)B9 5-% % -2-% Bf ok i ¥ 8 f0 211ng(
1.18nmol) By 3-(4-M £ X B )R B P B & €M% 371ngH 3-
[4-{(5-WM &% -2- ¥ P M E )R ERE]IXE)]FRFTEN
EeER2 (UXATETE),

IR (KBr): 2200,1735,1685,1600,1520cnm ™!

IH-NMR (DMSO-de) 8 Tnms:
10.59(bs,1H),8.44(s,1H),7.94(s,2H),7.86(s,1H),
7.69(d,2H),7.22(d,2H0),3.59(s,3H),
2.84(t,J=7.0Hz,2H),2.63(t,J=7.0Hz,2H),

mEEREAICG) APARMEMME ST K, ¥ 350ne
(1.01amol ) By 3-[4-[(5-W % -2-F Bf ok W 2% ) B | & | X
E A HISEFORENSANKE, BEWRBERERE W&
R B/ H B -100/3~5/1)8 B3 206ngfy L & ¥ (35)
mMBEEBRAODELER (=5 /I L41X),

IR(KBr):1700,1645,1600,1535¢cn"!

'H-NMR(DMSO-des) 8 THs!

10.59(bs,1H),9.36(bs,2H),8.92(bs,2H),8.33(s,1H),

AW SRR A T BE RS (CNS) AL ( 210X 297204 ) 54
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B7

A~ BB (55 )

8§.01-7.85(m,3H),7.70(d,2H),7.24(d,2H),3.59(s,3H),
2.85(t,J=7.4Hz,2H),2.64(t,J=7.4Hz,2H),

B 10

3-[4-((5-Bk X -2-X Pk Mg B )P HEBE]IXE]A® LS
 (37)]

B 162mg(0.32%amol )M L& H 35 ) W MEBERE &
Golf M EoE MW F, MWA3I.0l(3.0nn0l)B INBI & E 1L 8
KE®R, T EERTHREIDE ., XE®RIULINGBHERS
plizBE B TR E 2. BN EH, BREFME S2nsHy
EeaY BTN EAHATABERE (64%),

™ % :250TC M L

IR (KBr): 3600-2700,1700,1650,1600,1535¢cm"!

IH-NHR (DHSO-d6) & Ths:
12.11(bs,1H),10.67(s,1H),9.47(bs,2H),9.26(bs,2H),
8.37(d,J=1.8Hz,1H),8.02(s,1H),7.97(d,J=8.8Hz,1H),
7.91(dd,J=1.8,8.8H0z,1H),7.73(d,2H),7.23(d,2H),
2.82(t,J=7.7Hz,2H8),2.57(t,J=7.7THz,2H)

T 11
(1) 3-(4-B E X E)-2-(ETEHRBERKE)RNKE P M

M 4.60g(21.9mmol) @y 2-0K £ -3-(4-8 & x B )R 8 N
AloOnlB B EEMSOnIB B ESES, M A3Inlly 6
B, ma 8 R30DE, o BT RSEKERKR, B@b ik,
BLING B E b8 KA B8~ 9%, B & & ¥ ot B iX
A H2z2, BR®, BT ABKRBRE XK EHMWKKY

AMARLAR TRRRMA (ONS) AGLIS (210x2972%) 55
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&~ BB (56 )

T8 4.06ef2-H K -3-(4-HEFE)AMTEG & & K
M (83%). I B 4.00g(17. 8unol) 6 EB ML &% M 560l 2
B, B M A1.76nl(21.4mnol )8y I o #1 2.80¢
(17.8amo )M E T X BB R, E70C FRHELSAE, 3
M, REBEA NI ke, FZBMZBRER S, BR
BAK, BRNABARS, BLEKRBRBER A8 E 2.
BAE%, TAETABRABERERAB RS M B 4.06s
Mo (ETEBMEBERE) 3-U-BEZL ) RBRABOHE 6
R W (66%) . i B 3.408(9.88mm0l )t £ B L S R
130mlta Z B R, B AL Sst 10XEMR, EEEGEHET R
H3E, RERBWELtBR, SETERREBER 2
B8 3.16sm3-(4-REXE) 2- (ETERERL)A K
FROBEEE ().

IH-NMR(CDcl3) &8 tus:
7.50-7.25(m,4H),4.25-4.05(mn,1H),3.65(s,3H),
3.04(dd,J=5.6,13.6Hz,1H),2.84(dd,J=9.6,13.6Kz,1H),
2.72(t,J=7.4Hz..2H),1.60-1.10(m,4H).
0.81(t,J=7.2Hz,3H),

(2) 3-[4-[(5-BK % -2-% B ok W 2 ) % B % 1% % 1-2-

ETEBREBRE)HMFE (L 2% (40)]

RN M () AR S & . 200ne
(1.07mmol) By 5-% B -2-% 9t vk M R B 0 371mg (1.18mmol)
M 3-(4-BE%EK)-2- (ETERBBE)AMFMG S
5 188mgly 2- (E T % B B I £)-3-(4-[(5-0 % -2-% B

KR AR T BEEMS (CNS) AULIE (210X2972 %) 56
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B7

F o~ BERBLER (57 )

kR )R EREEIXE]FAMANEMNERBE (368),

IH-NMR(DMSO-ds) § THns:
10.63(s,1H),8.36(s,1H),8.00-7.30(m,7H),
4,22-3.97(mn,1H),3.66(s,3H),3.00-2.60(m,4H),
1.50-1.05(m,4H),0.85-0.65(m,3H).,
HREEREALIFFRAEMAEFE . ¥ 2250e(0.466nm0l1)HY
2-(ETEBMERE)-3-[4-[5-ME-2-FX B umE)RE
BEIFEIFBMFEFTOIRNEXSRANKE, SEHVEBEERER
Y (R /PE=10/1)f 389 L& % (40)8 B &M B4
MR BER(Z5RH308),

TH-NMR(DMSO-de) 8 THns:

10.62(s,1H),8.33(s,1H),8.20-7.60(m,5H),7.28(d,2H),

4.30-4.00(m,1H),3.66(s,3H),3.00-2.60(n,4H),
1.50-1.00(m,4H),0.85-0.70(mn,3H),

B 12

3-[4-[(5-F X -2-%X B umB )REBRE]|FXE]-2-(ET
EBmEBERE)ARB (EEY (48)]

& 89ng (0. 14nmol ) L &% (40K B & B B /N 20l
M|, mMANEBIE4l K P 150g(0.34nm01)
WEREEKBAER, TEETHRTRELSIE, KE®RA
ZBMzZBES, KERHINGBE KA Hpl22%, BET
Mg, BB, Aok SFME IS LEY (481
WM ELEEE®E (47%),

™R 250TC B E

AR AR T REEAR (CNS ) AL (210X 29724 ) 57
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B7

A~ HEAHER (58 )

TR(KBr): 3700-2700,1740,1660,1605,1540cn"!

'H-NMR(DMSO-de,500H4Hz) 8 Tns:
10.67(bs,1H),9.44(bs,2H),9.16(bs,2H),8.00(s,1H),
7.98(d,J=8.8Hz,1H),7.81(dd,J=1.9,8.6Hz,1H),
7.75(d,2H),7.60(d,J=9.2Hz,1H4),7.30(d,2H),
4.00(d,J=5.0Hz,1H),3.04(dd,J=5.0,13.8Hz,1H),
2.77(dd,J=10.0,13.8Hz,1H),2.64(t,J=7.6Hz,2H),
1.40-1.20(n,2H),1.20-1.15(n,2H),
0.76(t,J=7.8Hz,3H).
B w13
(1) 3-U-BEEXERCE)RBE=TH

£ 27.82(81.lonol ) (R E ERHE )D=Z=FERLCE M
P2gomify M B, R -40CTHHAEI S EENE F
1.6My ET £ #B M EC KRFEMS50.001(80.0nnol), M &M
HIhR, @Bz, ARAE R MBHF20.0(81.0nmol) M
- (X R EERERERE)RCEM 2000l O B B F K,
REREAZETB LR AEI.OPAFE, RERE AN EMNEBLH
XKBE®RFT, REAFHE, BRARZBZEEZERAR, 2 MK
e MBS, K, DG KESF, SFEKKBBIER
XKGH 2. BE®E, AR TAR®RERAE EZKMKHEHRT .
RBERARVBEHBNE (ECK /2B ZE=4/1)K % @ ¥
7.02gm4-(¢ F & R K ERBE )RS EFERRODKE
5 # (32%),

[R(neat): 3600-3100,2900,1670,1530,1300cm"!

AWERBEANTHEBAFEE (CNS) A (21029728 ) 58
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A~ BB (59 )

'H-NMR(CDcls) & Tus:
7.33(n,5H),5.77(s,1H),5.10(s,2H),4.69(bs,1H),
3.63(m,14),3.53(s,30),2.20-1.80(m,6H),
1.34-1.05(m,2H),

HRB7.006(25.5nmo )W 4- (X F R ERERBE )R &
X KX PR MNOOnlA M &M, A 25nlfy AN B,
CEZE@RTRELSISE, REEBE S W ANBRKBEMNKF
REerase#tdk, BCRZIZEEZER, BRRREBK, B4
MoK E, TEAKXKBERAEZRZ., B ®, THRBRT
HRBRABEBRERBERTIMBEO.20em 4- (X B & & R &
RE)RCEPFEMREEBRBE®E (94%)

TH-NMR(CDcl3) & Tus:
9.65,9.61(% & s,1H),7.34(n,5H),5.02(s,2H),
4.73(m,1H),3.50(n,14),2.30-1.10(m, 9H),

M 1.172(28.%nmol)BI60%E L 8 B 8 /N 2400189 T §
kR, kS THARBISSBHFHEMBEREFO6.158(

25 . 8nmol BV 95K E O - S X TR B EZIBMEZTEN D
MKk ®E ®G6Onl, REBERERAZTER, MBI E. RERK
BESWM®, AR B W B @ M@&M®HF6.15¢(23.4nnol)
I 4-(F HF E EREME)RDER EN M E K W IF K

6Oml, REEFTHR TR ELIDNKE, B TERERRER
KoHBHRy, BEPIYMAZIBBIBMNENDERK, 58T
e, BAkmmEma®RESF, LmAKWKBEMKEBZ,
BHE®R, THETHERARBERBEEZRKAEAr, BEAW

AMHER AR T HE TR (CNS ) AL (210X 297004 ) 59
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&~ BEEEHA (80 )
BERBHFE(EOKR/ZBMZBE=4/1)BBEMIBT.02s098
" M- (X R EERRBR )RCEIFRABE=THHNEE
B B (32%).

IR (KBr):3700-3100,2900,1710,1700,1650,1510cm"!

'H-NMR(CDcl3) 8 tnus:
7.34(m,5H),6.83(dd,J=6.8,15.8Kz,0.5H),
6.75(dd,J=6.8,15.8Hz,0.5H),
5.72(dd,J=1.3,15.8Hz,0.5H),
5.68(dd, J=1.3, 15.8Hz, 0.5H), 5.08(s,2H),
4.85,4.75(% A bs,1H),3.81,3.45(%& A bs,1H),
1.48(s,9H), 2.30-1.10(m,8H),

OB 7.00g(19.5mmol )8 B -(4-(F B W £ B XK &)
ECEIFHMBESTHEMR200016 F @A, M A700ngh
10, EERBKATFEE TRE2H4INE, REREBR
%, TRAETERRRABEZRE#RERY, BEMBER
O ZBCHENMREARBREFMBI.78eM3-(4-BER
CEIAFBEZTEHOEBEBR (85%).

f5 ¥ :39-40T

IR(KBr): 2900,1720,1360,1160cm""?

'H-NMR(COcla) d Tns:
8.00(bs,2H),2.88(m,1H),2.19(m,2H),
1.91(d,J=9.9Hz,2H),1.73(d,J=9.9Hz,2H),1.39(s,9H),
1.60-0.80(m,8H) .

(2) 3-[4-[(5-H ¥ -2-%x P WM E )RERE]IRCE]IR

AR BB EARA ( NS ) ASHUS (210X 29720 ) 60

(S i 3ohie St i - B N B s R o3k )
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A~ A9A3EEA (61 )

MW A (A% (158)]

BB R () FFARMAE S K, §203ns
(1.08mmol)ty 5-% 2 -2-% Bf o W 3 M 70 2950g (1.30nmol)
Wi-U-BEBROE ) ABESTRGS, SHEEREH
k(EC /2 M2 B=2/1)88 7 % 16508 3-[4-[(5-%&
- %BEMEIRERE INCEIAREZTEHORE®
o (38%).

IR(KBr): 2910,2210,1715,1680,1595,1505, 1455,
885¢cm~1!

IH-NMR(CDecl3) d THus:
8.04(s,1K),7.71-7.57(mn,2H),7.50(s,1H),6.68,
6.42(& A d,J=8.0Hz,1H),4.29-4.21,
3.88-3.90(&®% & n,1H),2.30-1.08(m,13H),1.45(s,9H),

A B 160mg(0.403nnol) By 3-[4-[(5-% & -2-3% Bt ok %
E )P EBREIECEIABES TERAOUNFES, @
KL % E20N BB AR E RS, A KB
B, AR TORERZBERES GRS, BEFMA
20mif H 45, 20nl 0 W AT M B W KB W, %MWM 30H H
A BEME, KEBRAEHRER, AGAREBAORRE,
MA, HMUABBMAKS, DRARBEAERZ, BB ®
L ERRTHABBREBEBREARE RS, BES WA 60us
(1.12mmo ) | (L % . 10nlfy G &9 W A2 W% % . 20mlly @ &

YmMBBERINE ., R TERERRB R EH LR
S, B A EE G Bk (R A/ B =05/5~ 85/15) M

AARLAATEREEME (ONS) AULE (210x29120%) ¢

(ko 545 O N B R )
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415940 &

A~ BBRBA (62 )

MmBsdngI LA (ISOMBMBIOREAERE (Z 5 R
A 33%) .

TH-NMR(DMSO-de,5004Hz) & THns:
8.66,8.48(% A d,J=7.6Hz,1H),8.33-8.31(m,1H),

7.92-7.88(m,2H),7.78-7.75(% & s,1H),4.09-3.72(n,

1H).,3.60,3.59(&% & s,31),2.33(t,J=8.2Hz,2H),1.85-0.

97 (m,1H),

B il 14

3I-[4-[(5-HF E-2-X B unmE )BEKEIRCEIRB (L
& ¥ (165)]

EREREMIOFFA AR A K, B50ng(0.12nmo0l) 89
& (158) M S B @ Li2.0nl(2.0mnol) B INED B & £ A
KBEBRMAKSBEMS dogW LAY (ISR BBOKE
B f2 (29%),

% % : 250TC Mk

IR (KBr): 3250,3050,2010,1670,1635,1590,1520,
1450cm-!

IH-NMR(DMSO-d6) & Tns:

9.41(bs,2H),9.16(bs,2H),8.65,

o0

.50(% A d,J=8.5Kz,1H),7.94-7.84)n,2H),
7.76,7.73(% A s,1H),3.93-3.76(m,1H),
2.24(t,J=7.5Hz,2H1),1.88-0.98(m,11H),

B e 15

(1) 4-BEFXFEREZHBMZMEN

A R A BEERAR (CNS ) AGLE (210X 29724 ) 62

(mi b3 Jo b i B N Buh Sl BN 3 )
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415940 B7

£~ BB (63 )

B 25.0g(180mmol ) fy 4-B5 B ¥ B f120.0m1 (
130mmol )R 8 {t 2 B Z B8 R 400l N N-Z P & 8§ B &,
MAN27. 4g(198neo )M R B H , ER AL EE T E ¥ 16/
B, RE&RET A0y K, BECHMZB BN E
EHRER, BREBK, G0 &8 A%SE, MEKRKBE
MAxEZBHEZ, B8R, THERBRTERREABEZBREHSE R
TMBBALOSsMA-BEXFEE B Z2EORE2ES®S (2 82)

IR(KBr): 3700-29800,1755,1590,1500cn" 1

LH-NMR (DHSO-de) & Trns:
8.25-8.16(m,2H),7.20-7.12(n,2H),4.99(s,2H),
4.18(q,J=7.1Hz,2H0),1.22(t,J=7.1Hz, 3H)

(2) S-(F R EREKE)-2-FH kW B ®B

M 4.0g(18.6amol )BIS-WM & -2-FX Pk W B M 2 B RN
100nlBy 2B F, S BB ANBLERE IS8, REE
ERTHREUMUIE, AR TERERFEHEZRESH Y R
o, BEBER200nI0EBR, MA200l890 0B EBE
HoKBE®R, TREIODE ., 28 FEE, oK@ a @
XKES, FEAGERERAKEHEZ . Bk, A8 TFTAER
R ERKAER T MBS 4.85¢eM5-((1-2 % &%)T K
BFEI-2-XABHMABMIENDEGBE®R (2 8),

IR(KBr): 3700-3100,2590,1710,1635,1575¢n""

'H-NHR (DMSO-de,500HHKz) & tns:

8.28(d,J=1.8Hz,1H),8.04(dd,J=1.8,8.8Hz,1H),

KR RAM P BB FMA (ONS) AGBLIS (210x2970% ) g 5

(P2 om i e N Bl B 3 )

N . .
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B7

A~ AR (64)

7.82(s,1H),7.78(d,J=8.8Hz,1H),4.38(q,J=7.2Hz,2H),
4.27(a,J=7.1Hz,2H),1.40-1.30(m,6H),
MAT1.052(18. 5amnol )Y W AESE, 14.20109 8 K 2 B
HHR, 100mif Z B 72 4.85g(18.6nmol)I5-[(1-2Z & &)
EEFEI-2-XBEERBZIEY, BERET NS BB
2R AR TEARERZMZRERSE RS, BE R 2
Bt M 34.85e5-E - 2-XB U BMEBZIEEBRED
WA BB B (97%),
TR(KBr): 236800-2800,171¢0,1690,1850,1610cn""!
'TH-NMR(DHWSO-ds,500MHz) & Tns:
10.00-8.40(bs,4H),8.34(s,1H),8.00(d,J=8.9Hz,1H),
7.97-7.93)n,2H0),4.39)d,3=7.2Hz,2H),
1.36(t,J=7.20z,3H),
MAT.5nlfy @ &K MAMW7.50l (7.5nn0l89 INKYE & 1t
B K E B MRL1.00e(3.72nn0l )Y S5-HE-2-X BB BB 2
REMAEFT, EEETRAEINE, RERTEEREZE X
-+ &, ARBES, KBHINEBEESBH2~3, &
WY, BAKEFMHIE 79 ngf S-H % -2-% 0k 0 28 B
MM WM OME B BB (88%),
IR(KBr):3600-2600,1710,1690,1610,1570cn"!
"H-NKR(DMSO-ds,500MHz) & THs:
9.52(bs,2H),9.38(bs,2H),8.34(d,J=1.7Hz,1H),
7.97(d,J=8.80z,1H),7.94(dd,,J=1.7,8.8Hz,1H),

7.84(s,1H),

AWER BN+ B FHR (CNS ) ALK ( 210X 29704 ) 64

(P e i B N By sk B )
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B7

Ao~ BBAHA (55 )

MmA200mify @ & 0k M9 5% 7.55¢g(31.4nnol) B 5-5% & -
-X K IR BABBE PR RSENANINESLEH KB R
W EPHIOT A A A Y155 @65 B 3 M6.74n1 (47.0nnol)
MEREBER, ARABTREI S &, B2ESHET
BHr2hH, REREARRBTERES, BT EH, B Kk,
EERMZIBMZENSERESBREFMIBI.04ey5-(%H
PR K EME)-2-FX Bk R B AORERBE®E (75%),

IR (KBr):3600-2900,1650,1600,1560cn"!

LH-NMR (DMSO-ds) & Tns:
9.23(bs,2H),8.32(d,d=1.7Hz,1H),
7.96(dd,J=1.7,8.8Hz,1H),7.61(d,J=8.8Hz,1H),
7.45-7.30(a,5H),7.07(s,1H),5.12(s,2H).

(3) 4-[[5- (X R EEHE K E)-2-FX Pk M ¥ ERKRZE
IXFEFE2HZRBREAY (2)]

BB 2.00g(6.18mmol )M 5-(% B & X B X B )-2-% 5
Bk W R M D 1.32¢(6.7%mmol )M 4-B E X E R 2B Z 8B R
100mIBY N N-Z F E B B AP, M A919reg(6.7)nmnol)fYy 1-
BE-IH-% 9 = B A0 1.30g(6.79%mno0l) M 1-(3-= B I8 & 7
KI)-3-ZBWRE=-FK, ELAEZTETHRMSELI4NF, KER
OO 250mitg Ak, WA W, Bkt mE2.73:m 4k
AP (2)M E & B8 (91%).

IR (KBr): 3700~ 3000,1750,1650,1605¢cn" !

"H-NMR(CDSO-ds) & Tns:

10.51(bs,1H),9.23(bs,2H),8.49(d,J=1.4Hz,1H),

AMERAARA T REAFE (CNS) AL (210< 29708 ) 65

(4 D 3 o B Bl T 8 )
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B7

L~ BOAHLER (56 )

8.11(dd,J=1.4,8.8Hz,1H),7.85-7.80(m,2H4),

7.73-7.65(n,2H),6.99-6.92(m,2H),5.13(s,2H),
4.77(s,2H),4.17(q,J=7.0Hz,2H),
1.22(t,J=7.00z,3H),

MS(SIMS) (m/2z)5168 (MH™*)

B i 16
A-[[5- (P R ERERE)-2-FBFhsk B 2 18 2 g &% 1%
SE B [(te®y (4)]

EREEALIOFABEME G E, ¥ 540ng(1.05mnn01)
BAEE&E® (2)M K> BMIE4930eI LAY () ¥ & B 8= (
96 % ),

IR(KBr): 3700-2400, 1740, 1670cn-!

'H-NMR(DMSO-de) 8 Tnus:
10.57(s,1H), 8.39(s,1H),8.05-7.85(m, 3H),
7.72-7.66(m,2H), 7.47-7.37(m,5H), 6.97-6.90(m,2H),
5.29(s,2H), 4.67(s,2H)

B 17
A-[(5-BF % -2-X B e B )R X R E X EEZH 2K (M
&8 (7)]

MA30OmIAy ™ kB, Tul(7onol )My INBRBY , 10
BB R 2.70g(5.24nno ) LA B ()", EEERFRE
FHRME2 MEF . KERBYRLBE, MR THE B K Z MW
tHREFREDN, BEAVBERERBRE (RUi/ B E-
A/IVE R mB1L.55em e (TR BERBER (7T1% ),

ARBR BB T BBEHE (CNS ) AGLE (210X 297204 ) 66

(3D 295 30 e B N B e v 3 )
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A7
B7

&~ HERHE (67 )

IR(KBr): 3700-2800, 1740, 1680, 1650cm-!

'H-NMR (DMSO0-ds) & THs:
10.70(bs, 1H), 9.35(bs,4H), 8.36(d,J=1.0Hz,1H),
8.00-7.90(m,3H), 7.76-7.70(m,2H), 6.93-6.70(m,24),
4.77(s,20), 4.17(q,J=7.1Hz,2H), 1.23(t,J=7.1Hz,3H)
B i 18
A-T(-FFERE-2-XPHBE IREBREIXEEZ B
ZEIEED (1)]

& B 830mg(4.43nnol )BY 5-WM % -2-% Bk w5 12 B A0
910mg (4.66mmol ) By 4-18 # X E X Z H 2 B R 40alB N, N-
REFEBBES, BMAG630ng(4.66nn0l)h9 1-38 & -14-

[

+
T

Bt = ¥, 893ag(4.66nmol)MW 1-(3- 2 BR R X K £ )-3-2
RS, HEZHTERSEISAE, it A 100l Xk

PR

RE®RS®, BRAEHY, BAKEBHS1.49¢8 4-1(5-
g—Z-%@fﬂiﬂﬁﬁ.)#Eﬁﬁé]i&ﬁﬁZ.MZ.EEB‘-J%EEI

W

(92% ),
"H-NMR(DMSO-d6) & Tus:

10.59(s,1H), 8.43(s,1H), 7.93(s,2H), 7.84(s,1H),
7.70(d,J=9.0Hz,2H), 6.95(d,J=9.0Hz,2H),
4.18(a,J=7.1Hz,2H), 1.22(t,J=7.1Hz,3H),

B 1.49g(4.09mmol ) By 4-[(5-4 % -2-% Bt vk g )
REBEIXE B ZHMZE R0l ftsalty = 2 8
BRBEESEFMY, EEBETEARLCEES 100 8%, B

AMER AR T BB FHA (CNS ) AdAE ( 210X 29704 ) 67

(b S oo B N Br sl R ok S )
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415940 AT

B7

B~ BBAA (68)

k16 . AR TERERTZABEREHRBERTMm B 4-
[(5-@ & W B E-2-X Bk & )BRBBEIXARREZH
IEMmEBEE. ERLEEYPF ML 1000l AE, 100!
Hﬁm{tlﬁﬁ,»m%ﬁﬁzd\ﬁoﬁﬂ%i&ﬁ%f&é‘ﬁiﬂ,Hﬁﬁz
i m B A-[[5-(1-F @ &£ )E Mg §F & ]-2-3% Bf ok g & )
BEER]IXSEZH  CENEBBER. ERLE &Y S m
LA50mlfy 2 BE A1 0.5ml (4.6nmol )by ¥ B I, ¥ 8 8 &2
PH . BRTEERERE XS 100l, B A40nlm Z A
 BRAEETALSEIORERENREEBIL.70e
(ZH BRI 69% ),

I'H-NMR(DMSO-de) 8 Tus:
10.57(s,1H), 9.82-9.55(n,3H), 8.31(d,J=2.0Hz,1H),
7.98(d,J=9.0Hz,1H), 7.91(s,1H),
7.86(dd,J=2.0,9.0Hz,1H), 7.71(d,J=9.0Hz,2H),

7.47-7.36(m,5H), 6.96(d,J=9.0Hz,2H), 4.78(s,2H),

4.71(s,2H), 4.18(q,J=7.1Hz,20), 1.22(t,J=7.1Hz,3H),

B A 19
A-{(5-F B BEMKE-2-FPHmE)RERE]IXETEZBI
it &® (5)]

R EREG IO R ME T %, B502ng(0.837nmol) My
tea (D WREBRNDKDBEHRGA000es £ &Y (508
MEBAYREER (2 R),

'H-NMR (DMSO-de6) 8 Tns:

10.66(s,1H), 10.30-9.30(m,3H), 8.34(s,1H),

AR BB PR B AR ( CNS ) A4S ( 21029724 ) 638

(2ol et o b B (- Btk R 3 )
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415940 A7

B7

A~ AT (69 )
7.97-7.87(n,38), 7.71(d,J=9.0Hz,2H),
7.52-7.32(m,50), 6.90(d,J=9.0Hz,2H), 4.75(s,2H),
4.58(s,2H)
B H 20
(1) 6-FBk 2 -2-3% Bf ok 0 3B 8

ERERAIS(OIFRAER K EIT. BE2Z, B (&
mAEGFET ., HZEM135n0g(0.628nmol ) By 6-% X -2-
* Bk R B ZHENKE®NS 13Teg6-((1-2 F & )T g A
E)]-2-%B M EBEBIHEOBEEEE (84% ),

'H-NHR(CDCl3) 8 Ths:
8.03-8.02(m,1H), 7.30-7.20(m.1H), 7.53(s,1H),
4.45(q,J=7.1Hz,2H), 4.36(q,J=7.1Hz,2H),
1.50-1.40(n,6H)

B & 1 1370g(0.525nmol )My 6-[(1-Z W & )T K B &)
J-2-F Btk v BB 2 B8 R E W 13 1320ghy 6-B % -2-% Bf 1%
WM RBZIERABRE N R EE® (94% ),

'H-NMR (DMSO-ds) & Tus:
9.33(bs,4H), 8.28(s,1H), 8.01(d,J=8.4Hz,1H),
7.87(d,J=1.4Hz,1H), 7.76(dd,J=1.4,8.6Hz,1H),
4.38(a,Jd=7.20z,2H0), 1.34(t,J=7.2Hz,3H)

M 129mg (0.480mmol )R 6-BK & -2-F Bf vk I 10 B 2 &
MEBEUINEREHKBTHEWNA > BT S 65nehy 6-P &
-2-FK B owkomg R MG OB OB o B B (56% ),

IR(KBr): 3700-2700, 1680, 1590cm-!

AWER B EA TR BEHAL (CNS) AL (210X 29704 ) 69
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A7
B7

Z~ BB (10 )

'H-NMR (DHSO-de) & Tns:
9.46(bs,2H), 9.18(bs,2H), 8.24(s,1H),
8.02(d,J=8.3Hz,1H), 7.92-7.74(n,2H)

(2) 4-[(6-Bk B -2-X Bk & )R ERE X EZ B E

Z=ETHEIIMEE Y (9)]

BB BFAIS(I)A MR ME A E, M63ng(0.26mnmol)
By 6-Bk 3 -2-3% Bf ok Il 3R 4 B M W 0 66ne(0.30mmol) M 4-
BREFREZBEZTHSS, BVWBEREREME (K5 /
BB =100/3~3/1)M B M 13 109neti b & ()M W8 WM
e BE® (91% ),

IR(KBr): 1750, 1710, 1630cm-!

LH-NMR (DHSO-de) & Tns:
10.65(bs,1H), 8.20(s,1H), 8.05(d,J=7.8Hz,1H),
7.90(s,1H), 7.80-7.60(m,3H), 6.97-6.90(n,2H),
4.65(m,2H), 1.44(s,9H),

B 2]
4-[(6-B % -2-%x B sk g X )R E KR E IXEEZIR(ELEEDY
(12)]

R E R 2K ME GFE, B 109ng(2.45nm0l) M9
e (A BB H2.50lf) = H 2 B4 R I 1 1% 96ngfy 1
s (I2)WRABBANDRAECES (2 &),

% % : 250 Bk

TR(KBr): 3700-2800, 1730, 1690,1520, 1505cm-!

TH-NMR(DMSO-ds, 500MHZz) § Ttms:

KM R A P BB EMRE (CNS ) AdAE ( 210297204 ) 70
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415949 A7

B7

Ao BB (71)

10.63(bs,1H), 9.45(bs,2H), 9.32(bs,2H), 8.20(s,1H),

8.06(d,J=8.3Kz,1H), 7.89(d,J=1.6Hz,1H),
7.79(dd,J=1.6,8.3Hz,1H), 7.72-7.69(m,2H),
6.97-6.93(n,2H), 4.67(s,2H),

WO 22

(1) RA-U-BERCEE)ZHBE=ZTHK

MmA200mify B X A B 5.00e(43.4nn0l) M K & -4-1%
ERCOE, 3.82¢(43. dnnol )N N-Z H E R £, 50mlty
37% B B M, 9.54n1(86.8mmol ) Hy N-H 2 o ok , 10mlfy -
EhEMERBERT, XBPT -—HELBRFEE KD XL M
REESIE . FETERERZEBE ZBRESRSERS, B
ERAYBEREBNE (ZE TR /FE=50/1~10/1)K 8 f
BT.40e I R -5-4-BERCE)-1,3-- B & KXE-2-%
E-1,3,5-Z M EBEEE (75% ),

"H-NMR(CDCI3) & Ttus:
4.21(s,4H0), 3.68-3.55(m,1H), 3.46(d,J=4.6Hz,1H),
2.85(s,6H), 2.90-2.74(n,1H), 2.13-1.88(n,4H),
1.46-1.23(n,4HK),

& B 1.00g(4.40mnol)W K X -5-(4-BHEFES K )-1,
S-Z HEARNE -2-F & -1,3,5-Z 4 1.29g(6.60mnol)fy
Wb ZBME=ZTHMRIZ I T XR, M A4508(0.13nm0l)
WM ENET E®, Hi#MEM®HE13.28(330nn0l) 8| K
tEHmOmI3.2nll K E&R, LEEBTFTREISINE, 285§
ME, AAwE, BLUEKHKBERKEEZ, &8 %,

ABKRAENTERFERR (CNS ) AL ( 2102972 % ) 71

(4 D e e B N Bl B 0wk )
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415940 A7

B7

A~ BRHEA (72 )
AR TERBRRBAEERBRASERY, BERVBEREER
B (ZE PR /BE=20/1)8 8 iff 8680mgly W KX -5-[4-1[(
BEZTRERE )RS E RO E]-1,3-—2 8 & X ® -2-%
B -1,3,5-ZmwEE BB (45% ),

UH-NHR(CDCla) 8 Ttms:
4.20(s,4H), 3.98(s,20), 3.49-3.23(n,1H),
2.84(s,60), 2.88-2.75(u,1H), 2.18-2.06(mn,2H),
2.06-1.93(n,2H), 1.47(s,9H), 1.44-1.16(n,4H),

B B300mg(0.879%mnol )M K X -5-[4-[(B =T g &
E)F S EIRCE]-1.3-2 & A8 -2-§ %-1,3,5-=
RS5nlWIE=ZTE®R, MASnltIRAMELEAXBAKR, £ MW
HER2 PEF, REBRUINNE S LH KEKHAREApH10
&, HFERR, BREULK, WA KEF, BEKGE
BMixBR KERZ2., BEERE, BB TEHBBEZN =6BKHY
Ry, BREAVBERREWFE (ZES K/ BE=10/1~5/
DA MBTBI3nz EA-U-BRERBRCEE)ZBE=TH
o & Bl ® (57% ),

TH-NMR(CDCla) & Tns:
3.98(s,2H), 4.24-3.42(a,1H), 2.88-2.69(n,1H),
2.45-1.82(n,6H), 1.47(s,9H), 1.50-1.07 (u,4H),

(2) A -[4-005-(F W § % B & B & )-2-% B ok 1 &£ | @

EMEIRCEEIZHE=ZTEH  (Lay (170)]

M E M ISR M E S E T, I 183ng(
0.541nmo 1) By 5- (3% W & & M &£ Bk K )-2-% B vk g ¥ & f0

At R AL o BB AR ( ONS ) A4S (210X 29704 ) 79

(P S oM i B N Bk B ok 3k )
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415940 A7

B7

&~ BRAHEH (73 )

124pg (0.541nao )M KR R -U-BEBCHER)ZBME=T
B S, SWEBEREEBFE (KB HE/RE=30/1~10/1)
MEMB25nelI L&Y (170)0 E &8 Bl 88 (84% ),

UR-NMR (CDCls) & Tns:
8.21(d,J=1.30z,1H), 7.95(dd, J=1.3,8.8Hz,1H),
7.60-7.27(a,7H), 6.45(d,J=8.0Hz,1H), 5.22(s,2H),
4.00(s,2H), 4.05-3.92(n,1H), 3.48-3.30(n,1H),
2.25-2.17 (n,4H), 1.48(s,9H), 1.60-1.24(n,4H),
B 23
RR-(4[(5-BF £ -2-X B B E )BFEBE  BECg)z
B It&w (179)]

135meg(0.246mnol )M {E & % (170)%F , M A 13nlty &
ETE, 200e10% BB, EEEFTMRET TIE ., K
ERAVELBR, FETHRBRREEEZRESRYS R 4 .
B2, MALINEZKZBERBED, TBTHEE] B
c REBAFMAZE, ERFEY, AZBESmie
103ngW E & (1790 = M C B Sty fE = & B8 (88% ),

'H-NNR (DHSO-de, 500HHz) & Tns:
12.90-12.00(m, 1H), 9.36(bs,2H), 9.18(bs,2H),
8.64(d,J=8.0Hz,1H), 8.28(s,1H), 7.97-7.82(n,2H),
7.71(s, 10), 4.03(s,2H), 3.90-3.65(m,1H),
3.55-3.25(n, 1K), 2.13-1.96(n.20), 1.96-1.81(n,2H),
1.57-1.15(n, 4H) ,

M 100ng (0. 21lnno )& Y (17T = H ZBE &

AMER A AR TEBEALRL (CNS ) A (210X 297048 ) 73
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A7
B7

A~ BB (74 )
TOCTHABMNSGnlW o BF, BRBMEBMWMA3IIong(0.317mm0l)
B W B, X WMHEITE., REBZBRBZEZTE, BREWMDALZ
BE2oml, AT L BERAIRES, ® RE2ecW LS Y
(179)M K BB REREE (95% ),

IH-NMR(DMSO-de) & Tns:
9.35(bs,2H), 8.94(bs,2H), 8.64(d,J=8.0Hz,1H),
8.28(d,J=1.8Hz,1H), 7.92(d,J=8.8Hz,1H),
7.84(dd,J=8.8,1.8Hz,1H), 7.72(s,1H), 4.04(s,2H),
3.95-3.65(m,1H), 3.45-3.20(m,1H), 2.15-1.75(m,4H),
1.60-1.15(m,4H),

B il 24
(1) 5-Jl% -2-% B vk W B &

A 30nlfy Z B #1298ng(7.09mmol) By & % W M 856n¢g
(3.54nmol )W S-BE-2-F W kM AERZIERABRE. L&
EREXHGLIIC T M MBA2IINE ., BB TERERP R
MEBRERERY, BERARVBERBWRE (RG/BE-
100/3~ 3/1)% B ifi 5 902negfy 5- & -2-X Bk W R B &
B RS REGEEE (90% ),

IR(KBr): 2500,1720,1670,1630,1600,1560cm"!

'H-NHR (DMSO-de) & Tus:
8.00-7.90(m,2H), 7.68(d,J=2.1Hz,1H),
7.38(dd,J=2.1,8.6Hz,1H), 8.00-7.00(bs,2H),
4.38(q,J=7.2Hz,2H0), 1.35(t,J=7.2H0z,3H).

900mg(3.18mmol )y 5-A0 % -2-% Bf ok W 10 8 & M & M

AT R A P BB R (CNS) AdLAE ( 210X 29700 4 ) 74

{32 T B B Btk B )
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415940 A7

B7

A~ BPHEA (76 )

B fl 25
A-[(5-Ml% -2-¥ Bk W E )R EREIXECEZR (L4 D
(84)]

ERE®EA2 FARBMEESE, ¥ 1400g(0.304mnol) M
L&y B3)WHEABEMH2. Sl =M B REEMBS 123ngh)
tep BOUNEBRBENREBERE (ERBR),

f6 B+ 135~ 1457TC (4 B )

IR(KBr): 3700-3000, 1670, 1510cm~!

'H-NMR(DMSO-ds, 500MHZ) 5 Tms:
10.50(bs,1H), 9.97(bs, 1K), 7.79-7.77(m, 2H),
7.73-7.70(m,3H), 7.65-7.36(bs,4H),
7.35(dd,J=2.2,8.9Hz,1H), 6.95-6.92(a,2H),
4.66(s,2H),

B i 26
4-[(6-Bk B -2- RE )R ERE]IXFTREZHE=ZTHEI{t
% (93)]

mREEREALI(IFAEMEME BT EEIT, ¥ 2950e(1.59
amol )@ 6-9 £ -2-0| IR 32 B %1 386mg (1.74nmol) 4-K& & %
RECME=ZTES:, EVBERRBRWA(ESDR/Z M
ZBE=1/2) B M 13 622mghy 4-[(6-9 26 -2-o3| R # ) B & K
EIXFEZCHBE=ZTEONRGELER (€ ).

[R(KBr): 3700-2900, 2200, 1730, 1650, 1540cm~!

'H-NMR(DMSO-de) & tns:

12.23(bs;1“)r 10.32(b8,1H); 8.00"7.85(“‘!.2“);

AR AR T B AR (CNS ) A4AU8 (210X 297204 ) 76
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415940

Al
B7

B~ BRRBEER (717 )
7.68(d,2H), 7.55-7.35(n,2H), 6.94(d,2H),
4.64(s,2H), 1.44(s,9H)

EBREBAIGC)FMARHEE S & & 15, M 630mg(1.61
mEo )W 4-[(6-ME-2-H RE)BEREIZ SR 2 M & =
TEOREWS AR EMBe0laeW LAY (93)0 & B
ANBEHRAERD (SR ATE),

TH-NMR (DMS0-de) & Tns:
10.33(bs,1H), 7.95-7.86(m,2H), 7.69(d,2H),
7.51(s,1H), 7.43(d.J=9.2Hz,1H), 6.94(d,2H).
4.85(s,2H), 1.44(s,0H),

B w27
4-[(6-%5-2-5’!&%)ﬂﬁﬁﬁ]iﬁﬁﬁlﬂ[ﬂ:‘é‘?%(95)]

BREKRGA2 MARME S E#F, %891ae(1.61nm0])
MAEEH (DM ERBEN 00 M2 HEE TS 480
neM L&Y (95 E MM MO K EESE (63%),

OB 205~ 245C (4 &)

IR(KBr): 3700-3100, 1660, 1520, 1400cg-!

'H-NMR (DMSO-ds, 500MHz) & Tns:
10.33(bs, 14), 9.27(bs,2H) 8.82(bs,2H), 7.95(s,1H),
7.91(d,J=8.4Hz,1H), 7.70(d,2H), 7.5(s.1H),
7.45(dd,J=1.3, 8.4Hz, 1K), 6.95(d,2H), 4.67 (s, 2H)

=}

B i 4 28
4-L(6-PF & -1-BF X -2- 0 RE )BERE 28 i ME=

&m&&&mﬂ?@@*ﬁ#(mm)mﬂﬁ(umaw&t) 77
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A7
B7

A~ BEABA (15)
aﬂﬁmhmwgmm¢.MA&wuawmn%m%
EREHABH, DEZETREL Ao, RE®MAING
HMEE AN~ 3%, AEBTHREZ . AMH &y, i B, 3
iﬁt#mzssmgrﬂs-ﬂmg-2—%%&@&@%@&%%@@5&
(41% ),

IR (KBr): 3700-300, 2300, 1720, 1685, 1630cg-!

"H-NMR (DMSO-ds) & THus:

10.07(bs,1H), 7.80-7.30(bs,4H), 7.77(d,J=8.9Hz,1H),

7.70-7.65(m,2H), 7.3?(dd,J=2.2,8.9Hz,1H)o
(2) 4-[(5-ME 2- X FAME )R EB L SR XE2Z 0 &
STE (L (83)]
& B 10088 (039 mn0 )Y 5- JI% -2-% B okt % 1 &
W 96.08g (0. 431amo )M 4-REX M EZ M & = T 1
RAmlo) N, N-= 8 & BB d, BM A S58.20¢(0.431am01) 8
T % -1H-% B = B M 54,308 (0. 431wno )6 = R & % &
E=BB. EXO0CTRE AN, AR TERE B 2
HEZBRERERD, BEADBER B & (R & /5w -
100/3~3/)M M M 144nsti 6 & 8 (83) 0 M M W & 5 &
& 8 (80% ),
IR{(KBr): 3700-3000, 1740, 1600, 1605, 1510¢cm-1t
LH-NMR (DHSO-d6) & Tns:
10.53(bs, 1H), 7.79-7.65(n, 3H), 7.65-7.40(bs, 4H),
7.34(dd.J=2.1.9.0Hz.1H). 6.95-6.87(m,2H),

4.64(s,2H), 1.44(s,9H),

ARARBAF T HEERR (CNS ) AL (210X 29708 ) 75
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415940

A7
B7

Z~ BEABER (738 )
TEHIEEY (117)]

B EEMI(OMBEE S EEIT, §520g(0.28
mmol) By 6-W £ -1-F H -2-0 R £ B B M 63rg(0.29%9mmo0l)
Me-BEXFEE B E=ZTHES /A 109mghy 4~ (6-14
2-1-FE-2- M RE)FEREIXEE 2 BME=ZTHROMHK
EER (&),

IR(KBr): 3700-3000, 2200, 1740, 1505cpg-!

'H-NMR(CDCl3) & Tns:

T.85-7.70(n,2H), 7.53(d,2H), 7.30(d,J=9.0Hz,1H),
7.26(s,1H), 6.93(d,2H), 4.52(s,2H), 4.11(s,3H),
1.50(s,9H),

EREBEAIC)OFRERAF & & 15, M 105mg (0.259
nmol ) 4-[(6-M £ -1-9F &£ -2- R £ )8 & B EIXEK &
Z.M%ET!&E‘BﬁE#Q%ﬁEﬁﬁﬁMOmgB@{t%%(117
)ﬁlﬁiﬁﬁiﬂémﬂiélﬂﬁé(Eifﬁlﬁ%%ﬁfi)o

IR(KBr): 3700-2900, 1640, 1400cqg-!

"H-NMR (DMSO-de) & Tns:
10.23(bs,1H), 8.18(s,1H), 7.91(d,J=8.8Hz, 1K),
7.67(d.20), 7.54(d,J=8.8Hz,1H), 7.36(s,1H),
6.92(d.2H), 4.84(s,20), 4.098(s,3H), 1.44(s,0H),
BOH 29
4-T(6-BF X -1-8 % -2-8 RE B X1 & I ¥ | EZ2 W ([
&% (118)]

BEREBMAABE 5 ik, B 240mg (0.26mmo 1) #y 1t

AW RBAAA T BEFHR (CNS ) AL ( 210X297 204 ) 78
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415940 A7

B7

A~ BB (79 )
%%(117)%5@1@%2{%1&3352@@@, M3 128nmg
Eﬂlfb%%(llﬁﬁﬁﬁﬂ@ﬁﬂﬁﬁ‘élﬁ]ﬁ%("n-_’i)o

B 250TC Lk

IR(KBr): 3700-2800, 1640, 1505, 1390cp- !

"H-NMR(DMSO-de, 500HHZ) & Tns:
9.28(bs,2H), 8.90(bs,2H), 8.19(s,1H),
7.92(d,J=8.4Hz,1H), 7.67(d,2H),
7-54(dd,J=1.5,8. 40z, 10), 7.37(s,1H), 6.94(d,2H),
4.64(s,2H), ¢.09(s,3H),

B W & 30
4-[(5-%§i§§f[b]m%-Z-g)ﬁEHﬁEJKﬁ£Zﬁ%E
TEIEte® (131)]

RE®RA LB E S & 45, M 520ng(2.56nno0l) Y
SR E X B [bIW B -2-% B M 6320e(2.82mm0l) M 4-F5 K
:‘4?:ﬁ%zﬁﬂ%zTﬁﬁfﬂﬁéﬁ'ﬁf?,-SBSmgﬂ‘ﬁtl—[(S*ﬁE?&@?[b]
H%-2-%)%%&&]%%52@%5]‘5&%@&@%(
85% ),

IR(KBr): 2200, 1740, 1635, 1600, 1500cg-!

"H-NMR (DMSO-d6) & Tnus:
10.59Cbs, 1H), 8.61(d,J=1.50z,1H), 8.40(s,1H),
8.30(d,J=8.4Hz,1H), 7.83(dd,J=1.5,8.4Hz,1H),
7-65(d.20), 6.94(d,2H), 4.65(s,20), 1.44(s,0H).

fﬁﬁ!@!‘ﬁﬁﬂl(&’)ﬁﬁﬁ*ﬁﬁ]ﬁiﬁiﬁﬁ. ## 850mg (2.08
mmol)ﬂﬁ4-[(5-ﬁ§3&§¥[b]m@-2-§)ﬁ§ﬁ§]i‘&ﬁ§

AWBRAEN T BEEME (CNS ) AL ( 2I0X29720 4 ) 79
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B7

B BB (80 )
ZEQ%ETEEB@ﬁEEﬁﬁlﬁ%%ﬁﬁfﬁwgmgﬂf}{t%%(131)
B@ﬁﬂﬁﬁﬂﬁﬁﬁé@ﬁ(ziﬂﬁéu%)o

IR(KBr): 1755, 1604, 1510, 1230, 1160cyg-!

'H-NMR(DMSO-ds) 8 Tus:
$.45(s,1H). 8.35-8.26(m,1H), 7.84(d,J=8.4Hz,1H),
7-66(d,2H), 6.93(d,2H), 4.63(s,2H), 1.45(s,9H).
Bl 31
4-[(5-@%%%’:%[b]H%—Z-E)ﬁgﬂi%HﬁﬁEZMHt
&% (134))]

BEEEMH2 ?ﬁ.ﬁ#ﬁlﬂfj?ﬁﬁﬁ, M 459mg (0.830
mmol)ﬂ?{h%%(131)B’Jﬁﬁ¥@ﬁﬂ7mlﬂﬁ£ﬁl%ﬁﬂﬁﬁ
15338“&’3{!:%%(134)Bﬁlﬁmﬁﬂﬂ‘giﬁeﬁ%(84%)0

& Hi: 210C M k(4 ®H

IR(KBr): 3700-2700, 1680, 1640, 1510cqg-!

'H-NMR(DMSC-ds, 500MHz) § Tus:

10.58(bs,1H), 9.42(bs,2H), 9.28(bs,2H), 8.42(um,2H),

8.32(d,J=8.6Hz,1H), 7.84(dd,J=1.8,8.6Hz,1H),
7.68-7.65(m,2H), 6.97-6.93(m, 2H), 4.67(s,2H),
B Al 32
4-[(6-5*55:55#[b]E%-Z—E)ﬁﬁmﬁ]i&ﬁEZ@%E
T8IE&Y (132))

BREBEREMI(OFEHE S & &5, # 280meg(1.38
mmol)%ﬁ-ﬁ%ﬁﬁ#[b]ﬂ!%-2~’;’£E§¥ﬂ34lmg(l.52mmol)ﬂ’ﬂ
1-BEEXQREZHME=ZTHSG &, EVWRBERE R & (£

$Mﬁ&&ﬁm?ﬁﬂiﬁ¥(ﬂﬁ)Mﬁﬁ(Nmﬂ”ﬁﬁ) 80
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415940 AT

B7

B (81)
CR/ZBMZE=1/3)#%8f 9 485mghy 4-[(6-%0 & 3 (b
TR -2-R )R ERE %K R ZHME=ZTEDE & B 8 (
90 % ),
IR(KBr): 2200, 1740, 1635, 1500cm-!
lH~NMR(DHSO-ds)6 THS:
10.86(s,1H), 8.70(s,1H), 8.41(s,1H),
8.19(d,J=8.4Hz.1H). 7.82(dd,J=1.4, §.4Hz, 1H),
7.65(d,2H), 6.93(d,2H), 4.65(s,2H), 1.44(s,9H),
REERALIFBEE F AT, 8 475ne(1.22
nmol ) A-T(6-MEXD [bIMM -2-% ) EmL % g x
CREZTHONER S AN EN B 41620s8 k2 8 (132)
NERBEG S CE® (S4B Bosx ),
IR(KBr): 3700-2700, 1730, 1635, 1500cp-!
1H—NMR(DMSO-ds)6 THS:

10.58(s,1H), 10.0-8.50(bs, 4H), 8.57(s,1H),

5.43(s,1H), 8.24(d,J=8.5Hz,14H), 7.81(d,J=8.5Hz,1H),

7.66(d,2H), 6.96(d,2H), 4.65(s,2H), 1.44(s,9H),
B i 33

I-[06-B & 8 (b]moB -2-%)p & BREIXEEZ8 (1t
&% (135)]

ERE®EM 2T BRBAEH & # 5, M 407mg (0.736
nmol)M ML & (132)09 E M i = o Tnl Z 8 Z B A E R
B 345ne 6 49 (135)1 & o & MO AW EE B (94 ),

oo o2507C Mk

ARG+ BEEME (CNS ) AL ( 2105 2970 K ) 81
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415940

AT
B7

A~ BB (g2 )

IR(KBr): 3700-2800, 1740, 1680, 1635, 1500cn-!

"H-NMR(DHSO-de, 500MHz) 8 trns:
10.59 (s, 1H), 9.41(bs,20), 9.21(bs,2H), 8.58(s,1H),
8.44(s,1H), 8.23(d,J=8.5Hz,1H),
7.81(dd,J=1.5,8.50z,1H), 7.67(d,2H), 6.95(d,2H),
4.67(s,2H),
BOfe 34
fii’t-3-[4-[[5-(5£Eﬁﬁﬁﬁgﬁi)%—iﬁﬁﬂi&ﬂrﬁ%]ﬁ&
EE}EEEJWQZEEH{:%%(IM)]

fﬁﬁﬁﬁﬁﬁﬂw(a‘)?ﬁﬁ#ﬂlﬂﬁ?ﬁiﬁﬁ.  3.98(11.38
mmol)E’?JS*(iEEF'i%?ﬁ%ﬁﬁ)-?!-%ﬁﬂiﬂﬁﬁ@ﬁ}S.OOg(
14.1mmol)5‘91i‘£\‘:-3-(4—5§£f%Ei)ﬁﬁ@ZEﬁﬁ?é‘, g w
PERBVFE (E2Rh/Z2BZE =1/1~0/1) 8 8 i 1§ 4.66
e L &% (15w @ | (76« ) o

IR(KBr): 1730, 1640, 1600, 1530cg-!

'H-NMR(CDCla, 500MHz) & tus:
8.23(d,J=1.7Hz,1H), 7.95(dd,J=8.8,1.7Hz,1H),

7.53(d,J=8.8Hz,1H), 7.50-7.25(m,6H),

6.47(d,J=7.0H0z,1H), 5.22(s,2H), 4.13(a,J=7.1Hz,2H),

3.93-3.90(m, 1H), 2.38-2.30(m,2H), 2.15-2.05(m,2H),
1.86-1.80(m,2H), 1.48-1.40(m, 2H), 1.32-1.22(n,5H),
1.15-1.00(m,2K),

B A fl 35
ﬁiﬁ-3-[4-[(5-ﬁ£-2*%§fﬂiﬂﬁ§)ﬁﬁﬂﬁﬁlﬁa%]iﬁ

$M&K&ﬁﬂ?ﬁ@i#4(ﬂﬁ)Mﬁ$(NWQW&&) 82
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415940 N

B7

& BIHEA (53 )
BZBILteay (159)]

EREBRALITHAEABERE S &, & 2.85g(5.48amol) My
L&y Qsa)ymp g m BOBERRBF & (BI5/9 8 =4/
l)ﬁﬂﬂ’ﬁ?5?112.1835'9ft‘%%(lSQ)E‘?ﬁ@ﬁﬂ?ﬁ%lﬁlﬂ%(
94 % ),

B o250C bk

IR(KBr): 3700-2600, 1720, 1640, 1520cqg-!

'H-NMR (DMSO-d6, 500MHz) & tms:

. 31(bs.4H), 8.67(d.J=8.1Hz,1H),8.30(d,J=1.8Hz,1H),
7.90(d,J=8.THz,1H), 7.86(dd,J=8.7,1.80z,1H),
T-74(s.H), 4.05(a,J=7.182,2H), 3.78-3.71(n,1H),
2.35-2.26(n,20), 1.88-1.71(n,4dH), 1.48-1.35(n, 4H),
1.24-1.13(n, 4H), 1.07-0.97(a,2H) .

® 36
EER-3-[4-[(5-IPK§-2-%@?%"@%)&&5&&JBEEE]fﬁ
BIted® (167)]

fﬁﬁﬁﬁfiﬁ%mﬁﬁiﬁfﬁﬁlﬁiﬂiﬁﬁ. M 1.59g(3.77
neo VB ML & (1SOM MM BN A S B w8 1.45¢89 & &
%(167)B‘Qﬁﬂﬂ8ﬁiﬁé$ﬁ‘élﬂﬂ(67%)o

% % : 250%C Bl b

IR(KBr): 3600-2500, 1700, 1630, 1500cq-

'H-NMR (DMSO~ds, 500MHz) & Tus:
9.47(bs,2H), 9.20(bs,2H), 8.67(d,J=8.2Hz, 1H),

8.30(d,J=1.4Hz,1H), 7.94-7.71(n,2H), 7.63(s,1H),

F I8 R P B E MR ( CNS ) AGUIE (210X 29704 ) 83

(3D 200 o e B N B R )




FET PRI o B

415940

A7
B7

A~ AR (84 )

3.80-3.69(m,1H), 2.28-2.19(m,2H), 1.89-1.71(n,4H1),

B 1.00e(2.54nnol ) /L &% (167)09 B & = TET70C F
BHERI10001 Z B, B8 mA 2.71m1(50.77nmol)fYy
BB ﬁiﬂf&ﬂﬁifﬁ#?&é%ﬁ%ﬁi#&?%Jﬁg ﬁi%iﬁﬁ%%i%
@ MO 2000189 2 RE, PO & ABRHZBES, B N0
1.15g%1té%(167)99%@ﬁ33ﬁ%@]%(EE)O

"H-NMR(DMSO-ds) & Tns:
9.36(bs,2H), 8.96(bs,2H), 8.63(d,J=8.1Hz,1H),
8.28(d.J=1.7Hz,1H), 7.92(d,J=8.8Hz,14),
7.84(dd,J=8.8,1.7Hz,1H), 7.71(s,1H),
5.90-3.65(m,1H), 2.24(t,J=7.5Hz,2H),

2.00-1.85(n,4H), 1.60-0.90(a,7H),

B 437

MEABEIELE2 Y (160))]

mAlonlty 8 / B R 100mg(0.254mmol )}y £ & # ¢
16T M B W, ¥ \ELEFEs TE2Z2R, EEBT
14 8, ﬁfE'FEiﬁiﬁﬂiﬁﬂﬁii%fEﬂﬁﬁJﬁﬁ}. ®E L
BRBERXRNKE (B /8 E =97/3)% B i 9 101ngty (£ &
] UGO)mﬁhmfﬂﬂbﬁiEEI£(91%)o

IR(KBr): 3700-2700, 1720, 1630, 1520cqg-!

"H-NHR(DMSO-de, 500MHz) & Tns:

9.46 (bs,2H), 9.21(bs,2H), 8.66(d,J=8,2Hz,1H),

1.49-1.20(m, 44), 1.20-1.10(a,1H), 1.07-0.95(mn, 2H),

RO -3-[4-[(5-Bk % -2-% B ot i % VR ERE IR K IR/-

$mﬁ&1ﬂﬂ?ﬁﬁi##(mm)mﬂﬁ(umaw&t) 84

(D 2R o o B e s R e )

oy




PR R SR oh e H o B R g R

415940 N

B7

A~ BAER (85 )

8.30(d,J=1.3Hz,1H), 7.92-7.85(m,2H), 7.74 (s, 1H),
4.92-4.85(n, 1H), 3.77-3.72(m, 1H),
2.27(t,J=7.7Hz,2H4), 1.86-1.73(m, 4H),

1.48-1.36(m, 4H), 1.19-1.17(m, 7H), 1.17-0.97(n, 2H)

]

B 38
iiit-3~[4-[(5-iﬁ§§-2—3€:§#ﬂiﬂﬁ§)ﬁﬁ[ﬁ%]fﬁaE]ﬁ
MRCE[tay (162)]

BEEERAIFTFRNEE & & # 15, BERCEW100ng (
0.254mmol)H‘J{té'%(167)&9%@%&%%15109“&3{[:%
%(162)&9%@&%%%@!&(!&&%90%)0

IR (KBr): 1720, 1635, 1520c¢p-!

'H-NHR(DMSO-ds, 500MHZ) § rns:
9.70-9.00(bs, 4H), 8.66(d,J=8.2Hz,1H),
8.30(d,J=1.8Hz,1H), 7.90(d,J=8.8Hz,1H),
7.87(dd,J=8.8,1.8Hz,1H), 7.73(s,14),
4.68-4.62(m,1H), 3.78-3.71(m,1H),
2.29(t,J=7.6Hz,2H), 1.88-1.81(m,2H),
1.81-1.70(m, 4H), 1.70-1.60(m, 2H), 1.53-1.45(n, 4H),

1.45-1.30(m,5H), 1.30-1.10(m, 2H), 1.05-0.95(n,24)

(2]

B H 39
Eiﬁ-3—[4-[(5~lﬁfE-Z-iﬁﬁﬁﬂiﬂﬁﬁ]ﬂﬁlﬁﬁlfiaEJE‘J‘
B-2-BZ 8 (L& (163)]

A 45k R AR F B B R AR ( CNS ) AR ( 210X 29720 % ) 85

(S 9r 39585 ot ko B P B w5 )
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415940 A7

B7

Ao~ BRBER (36 )

MAIRIIZ =B Tong (0.780nmol)fy W B 8 R 250
mg(0.635mmol)ff§l4t%%(IBT)WE@QFP, £100C T @
#3058 @ E&E?&#’#‘ﬁﬂfﬁﬁz:ﬁﬁ(O.SmmHgiﬁiEF,
SOUEE%ZM&@W?%&BOQM#J{I:%%(163)B<JEFI§@E%T
& & E | (95% ),

B o: 206~ 2097C

IR(KBr): 3700-3150, 3100, 2900, 2850, 1710,
1680, 1638, 1595, 1527cgp-1?

"H-NMR(DMSO-de) & Tns:
9.37(bs,2H), 9.06(bs,2H), 8.64(d,J=7.9Hz,1H),
8.29(5,1H), 7.92(d,J=8.9Hz,1H),
7-85(dd,J=8.8,1.7Hz,1H), 7.72(s,1¥),
4.03(t,J=5.1Hz,20), 3.90-3.65(u,1H),
3.56(t,J=5.1Hz,20), 2.34(s,3H), 2.34(t,3=7.7Hz,24),
L.95-1.70(n,4H), 1.60-0.88(u,7H),
B f fl 40
Eiit-[tl—{(S—lﬁEE-2-%@#@5“@%)%55&%]}%E.ﬁii}c‘:
B-28Z8B LS (164)]

f’ﬁ'ﬁ@ﬁ‘kﬁﬂsgﬂf%ﬁ*ﬁlﬁ)‘iiﬁiﬁﬁ. W2 = B %1 50mg (
0.106mmoi)B‘~Jﬂ:‘%%(179)89_:.%2.@%&%:171?542“@
{té%(lﬁfi)ﬂbﬁﬁwﬁﬂ’ﬁﬁ‘élﬁlﬁ(?sas)o

B 212~ 215 %

IR(KBr): 3700-2500, 1740, 1690, 1638, 1595,

1535, 1505¢m-!

AWKRAMFR - BB EHR (CNS ) AGHLA (210X 297 % ) 86

(M%Nﬁ%ﬂ*ﬂmNﬂﬁﬂsﬁﬂ)
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AT
B7

A~ BB (87 )

"H-NKHR (DMSO-d6) & tns:
9.35(bs,2H), 9.01(bs,2H), 8.84(d,J=8.1Hz,1H),
8.28(d,J=1.20z,1H), 7.92(d,J=8.0Hz,1H),
7.84(dd,J=8.8,1.70z,1H), 7.72(s,1H), 4.15(s,2H),
4.100t,J=5.1Hz,2H), 3.95-3.65(n,1H),
3.58(t,J=5.0Hz,2H), 3.40-3.25(n,1H), 2.35(s,3H),
2.15-1.80(n,4H), 1.60-1.15(n,4H),
B Mo 41
,EEC-H—{(S-%E-z-iEE#ﬂ%WE)ﬁ%[ﬁﬁ]ﬁﬁEﬁ%]z
METHEIIEL2Y (175))

fi’ﬁﬁﬁﬂﬁﬂwrﬁﬁ*ﬂl’ﬁ]ﬁ?iﬁﬁ, HETEHEM200ng(
0.422mmol)9€14h%4%(179)E§Eﬁ2@ﬂfi1§ffﬁf~%190mgﬂ§‘
ﬁé%(l?S)Bﬂﬁﬁ@E%ﬁ‘é@ﬁ%(88%)0

'H-NMR (DMSO0-d6) & Tns:
9.35(bs,2H),8.98(bs,2H),8.70-8.55(bd,1H),
8.28(d,J=1.2Hz,1H),?.97-7.75(m.2H).7.72(3.1H),
4.14(3,2H).4.10(q.J=6.5Hz.2H),3.92-3.70(m,1H).
5-45-3.20(n,1H),2.84(s,30),2.12-1.78(n, 4H),
1.68-1.15(un,8H),0.90(t,J=7.2H2,3H),
B MM 42
}S“Lit~[4~[(5-Iﬂé§-2~3£E#ﬂ%ﬂrﬁ§)ﬁ§ﬁ§]fﬁaﬁtg}z
BMZBItaey (174)]

300mg (0. 758ano )M 1L & % (179) 6 &1 B @ fu 8nmlfy
SRR 260mg (3. Tdnnol )/t B BB, MM EE 1D B . W

HIKRAMA BB EMAR (CNS ) A ( 210% 29704 ) 87
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FET P TR op 3 H 0 B 360 -3 3 i

A7
B7

B BEAREA ( gy)

FREBREBRETAY /48 , BmAgnlthZ B, &
iﬂ:ﬂﬂz&fiﬁtﬁﬁf%%olngm{t%%(174)&9%‘%@9%8‘5#{5
&8 (95%),

& ¥ : 242~ 2457

IR(KBr): 3600-2700,1745,1673,1635,1590.
1520cn-!

'H-NMR(DMSO-ds) & Tms:
9.36(bs,2H).9.06(bs.2H),8.65(d,J=8.0Hz,1H),
8.29(d,J=1.0Hz.1H),7.95-7.80(m,2H),7.?2(3.1H).
4.13(s,2H),4.12(q,J=7.1Hz,2H),3.93-3.68(m,1H).
3.50-3.20(m.1H).2.38(9.3H).2.15-1.78(m.4H).
L-21(t,0=7.1Hz,30),1.60-1.15 (u, 4§),
® A 43
&i\.“-H-[(S-H&E—3-?%—2-%#&%&)3&%!&%]%’
EﬁEJZM%ETﬁﬁ[{t‘é%(ISI)]

Fﬁﬁ@!ﬁﬁﬁllm)miﬁ*ﬁfﬂﬁiﬁiﬁﬁ. M 312meg (
1.55mm01)9§5-ﬁ§'3-$E-E*?&?.@?EME@WSSOmS(
L.66nno )W R A -U-BERE Q&£ )2 ME=ZTHEH® .M
f5534mg8"}}5—(i§-[4-[(5'ﬁ§-3-$E-Z*Eﬁﬁfﬂ%ﬂfﬁﬁ)ﬁiﬁ
ME]fﬁaﬁg]ZM%zTﬂﬁﬁﬁmEﬁ(amu

TR(KBr): 3250,2900,2200,1750,1630,1120c-"

"H-NHR(CDclsa) o tus:
7.96(d,J=1.5Hz.IH).7.68(dd,J=8.6,1.5Hz,1H).

7.53(d.J=8.6Hz.1H),6.42(d,J=7.9Hz.1H),4.01(3.2H).

ROARIAR T BBEME (ONS) AR (210x2970% ) 53
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PR R TP e G

A7
B7

&~ BHRE (89 )
4.07-3.92(m.1H),3.45-3.34(m,1ﬂ).2.63(3,3H).
2.17-2.12(m,4ﬂ).1.49(5,9H),1.55-1.26(m,4H)o

fﬁﬁﬁﬁﬁ!@]l(lﬁ)?ﬁiﬁ.fﬁﬁ]ﬁ?ﬁﬁﬁ. H 530meg (
L.28amo )0 K R -[4-[(5-M & -3-59 & "X BB oW K )W
ﬁﬂi%E]ﬁii§E£§]ZEQ%LEj‘ﬁfﬁfﬂiiﬁﬁ?%ﬂ*ﬁiﬁ?ﬁ
59 L&Y IS ERB B o &8 & B8 (64%),

IR(KBr): 3250.2900,1720,1640,1600.1110cm‘I

1H-NHR(DMSO-d6.500HHZ)5 THMS:
9.33(bs.4H),8.45(d,J=8.1Hz,1H),8.29(d,J=1.9Hz.1H),
7.88(dd,J=8.7,1.9Hz,1H),7.83(d.J-8.7HZ,1H),
4.00(3,2H).3.80—3.78(n,1H),2.58(s.3H).
2.52-2.54(m.1H).2.04"2.02(m.2H)'1.85-1.82(m,2ﬂ),
1.43(5,9H),1.56-1.39(m,2H),1.31-1.25(m.2H)o
B f44
R -[4-[(5-BF % -3-59 % -2-% By & - 3 WE:
CREIZEB(LeWy (182)]

BERERALFARERE 5 &, M 435ng (0.780mmol )ty
La2® (ISMERBAL 7018 = 5 7 B R P W8 356ng
Hﬁ!{t‘é%(182)9‘35@@%6‘3ﬁ@[§lﬁ(91%)o

lH-NHR(DHSD-d6.5OOMHz)6 THS:
12.52(bs.1H).9.36(8.2H).9.17(S.2H).
3.46(d,J=8.1HZ,1H).8.29(d,J=1.9Hz,1H),
7.87(dd,J=8.7,1.9Hz.1H),7.83(d.J=8.7Hz.1H).

4.04(3,2H),3.80-3.77(m.1H),3.34~3.29(m,1H).

$mﬁ&&ﬂﬂ?@ﬁiﬁ¥(U%)Mﬁﬁ(mmuw&&) 39
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R PR op e S H e R e S

A7
B7

B~ BB (90 )
2.57(5,3H),2.05*2.03(m.2H).1.85—1.83(m,2H)o
B i A 45
(1) 5-R % -3-FRE-2-¥PBumEm
WA25.6g(12%nm0l)ty 5- -2- & % B g B Ay
20.8g(257mmol )My W b 55 81 , 200mgfy WK B 80 5% 250m189 N-
FE-2-UBEMF, BREHETHRBR2IAE ., RE®

WEER, EASOOnlI KH InI Z B ESRT, B

Bk, BZHZHBR2RE®R., TREH A, LR B O
#. BB ARBRERAERE 2, BR®, AT B KB
BEZBRERBRS, BB A WBERBF B (ZBMZEB/E
CHE=5/MHUMBEI.55e95- MW -2-BEX W@ i)
mEESB (158). LR ey W 3.35g(18.9mmol)f15.23¢g(
3T.9mno )M M B E M A45alIN N-Z R X BB, § -
BmA2.2101(19.9mno ) B ILZ B2 B, % EHE T MR M
18N . K BE®HFE A K, HBZBAONECRWSE 28
SHRREDR, RMEAK, BRUAD KLY S, DS 3 3 O
MAxERZ, B %, AT HEBRRBEZRERER H
y MBA-FE-2-FPREREXNE BB EY Y o
BERER©EY3.398(19.3an0l)R 20nlty 2 & o, -
BWANERREF62202(27. lonol) & B 8 19 S0nlfy 2 B
R BREEB TR E4ASH &, AETHERERZES =R
EHEASY, BESMAN2000189 K, BwAKD B B
Moo~ 3, W WA VM 1H 2,98 5-M & -3-8 & -2-%
Do mrEMmoENECESR (&),

AR AR T BERALR (CNS ) AGLIS (210X 29T K ) 90
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415940

A7
B7

&~ BB (91 )

IR(KBr): 2200,1680,1620,1590cq- !

"H-NMR(DHSO-d6,500HHz2) § Tus:
8.38(5.1H).7.91(d.J=8.7Hz,1H).7.80(d,J=8.7Hz.1H),
4.33(a, =7 102, 2H),1.32(¢t,J=7.1Hz, 3H),

Dn/\200ms(0.866mmol)5'§5-ﬁ§-3-3%@5-2-%%55’6
WEMZE, 131mg(1.04mmol )M = 8 & & B | 132mg(
0.953mmol )09 B B # A 1400ty i o | MR 1.5N B
° ﬁ!ﬁ?ﬁfiﬁ%#ﬁﬁiﬂfﬁ%ﬁﬂ%&fﬁﬁ. BE R WA
200mlty K , HZ B2 M % 8, ROBAK, i & & K
&, UEABBRERASE &2, BE®, AR TAHREX
?’15.Eﬁfﬁ%{&i%%&&ﬁﬁ‘ﬁﬁﬁ]193mg&§5-ﬁ§-3~$ﬁ§—2-
FHYWMBBZE (91%). K 170mg (0.694mnol) M £ B {t
CYEBESIH BB SR, ;oA 160ng(2.86mmol) 8y & & 4
# e, MBEBHRAISH & ﬁETﬁEiE?&'i&Eﬂiﬁ%{Eﬁﬁ%&&
v Eﬁqﬁbﬂ)\lﬂﬂgﬁﬁiﬂgépﬂzf\-& B EYmE
123mgm5-ﬁ§-3~$ﬁﬁ-z—ﬁ@ﬂ%ﬁﬁ@&yﬂfélﬁl%(
82%)

IR(KBr): 2300,1690,1585,1490cg-!

"H-NMR (DMSO-de,500HHz) 8 tns:
8.56(s.1H),7.94(dd,J=8.8,1.7Hz,1H),
7.85(d,J=8.8Hz,1H),4.22(s, 3H),

(2) fii’c-[4-[(5~ﬂ*§-3—fﬁi%-z-?ﬁi}fﬂiﬂﬁﬁ)ﬁﬁﬁ
E]Iﬁaﬁﬁ]zm%ETﬁﬁ[{t%%(lw)]
fiﬁ@ﬁﬁfﬁﬁllw)?ﬁﬁmlﬁﬁ?ﬁiﬁﬁ, M 220mg (

1.0lnmol )89 5-% % -3-B & % % 5 ot 1% “2-M B F0 244amg(

AMGER AR T EBEMR (CNS ) AdMS (210X 2970 % )

91

3 2 B N B R 3 )




PRI O e

A7
B7

&~ BBAHE (92 )
1.06mm01)3§3-(4‘ﬁ'ﬁ§f§EE)W@%ETEEE%WEP

316ngM R X -[4-[(5-W & -3-9 g & REER NN DY B

&

ok

F X F ¥

2.

E]ﬁaﬁ%]Z@ETﬁMﬁéﬁ(H%)o
IR(KBr): 2200,1740,1640,1540cq"!

1H-NHR(DMSO-d6,5OOMHz)3 THMS:

.48(d,J=1.3Hz,1H),7.90(dd,J=8.6,1.3Hz.1H).
.80(d,J=8.6Hz.1H),4.20(8.3H),3.35-3.25(m,1H),
.82-3.73(m,1H),2.05-1.95(m,2H),1.90-1.80(m,2H).

43(s,0H),1.50-1.10¢(um, 4H4),

EREEMNIGFTRHER S & & 75, H 310ng (

T24mmo )P R & - [4-[5-9 & -3-m@ ®E-2-F Bk K )

Elﬁﬁ]fﬁ'aﬁﬁ}Z@%ET!ﬁ%ﬁgﬂﬁﬁﬁﬁ, b
B (Chronatorex, NHE , § % ETEMBEELE)E R G

BB /RE=30/1~1/1)8 8 5 % 185ngMI fL & # (183)

mEEE (57%),
IR(KBr):1740,1640,1520cg-!

'H-NMR(CDci3) 8 Tus:

.05(3,1H),7.67(dd,J=8.7,1.5Hz,1H).
.51(d,J=8.7Hz.1H).7.79-7.60(m.1H)4.29(s,3ﬂ).

.10-4.00(m.1H),4.01(s,2H).3.45-3.35(m.1H).

20-2.00(m,4H),1.49(5,9H).1.70—1.30(m.4H)o

Bl 46

K

c

iﬁ-[4-[(5-ﬂ*£-3-[ﬁ§§-2—3’E§#ﬂi’&ﬂﬁ§)ﬁﬁﬂﬁ£]ﬁi’
HREIZHMIEaw (184))

AMER AR+ EEFHA (CNS ) AdLE (210x 2970 % ) 92
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410940

A7
B?7

Ao~ B (93 )

BREEMNIHNEME S KT, 180ng(

0.404mmol)M L & % (183)L 201ty = & 2, MR M m

179ney £t & 9 (I8 =Mz B W09 & B & (86%),

B 130~ 131TC
IR(KBr): 1720,1640,1530cqn-!

'H-NMR (DMSO-de,500MHz) & Tns:

12.50(bs,1H),9.38(bs,2H).9.15(bs,2H).

8.

7.

4.

3.

1.

35(d,J=1.8Hz,1H).7.98(d,J=8.0H2,1H),
88(dd.J=3.8,1.8Hz,1H),?.84(d,J=8.8Hz,1H).
27(3.3H).4.03(5,2H),3.85-3.70(m.1H).
40-3.30(m,1H),2.10-2.00(m.2H),1.90-1.80(m,2H).

50-1.43(m,2H).1.43-1.20(n,2H)o

B i B 47

iiiﬁ-[4-[(5~i§?Eﬁﬁﬂ-i’:ﬁfﬂiﬂﬁﬁ)ﬁﬁﬁi]ﬁ%a

REIZHMEZTEILL2Y (171)]

BREREGISHRMEE S i 17, M 749mg (

(5249 B0 o B e B 20 5 )

4.00mnol) B9 5-9 2 -2-% 9 o M X B R 917mg(4.00umol)
Bﬁ!iit-(tl-ﬂﬁﬁfi’EEE)ZM%ETEE&%%ﬂM%LMgB‘-J
Eiﬁ-[4-[(5*ﬁ§-2-3ﬁﬁﬂiﬂﬁ§)}EEEEJ%Eﬁg}&
MEZTHOKEE® (78%),

IR (KBr): 3600-3100,2900,2200,1740,1640,1562,

1524cm- !

DR N NS

'H-NMR(CDel3) 8 Tns:

8.04(d,J=1.4Hz.1H),7.69(dd,J=8.6,1.6Hz.1H).

AR RN b EEERR ( CNS ) AdiAL (210x2970%) 93




PR PR Up R o

A7
B7

&~ A (94 )
7.60(d,J=8.50z,1H),7.51(s,10),6.43(d,J=7.9Hz.1H),
4.02(s,2H),4.10-3.85(n,1H),3.50-3.30(n,1H),

2.28-2.15(m.4H),1.49(5.9H).1.78-1.20(m.4H)o

@z, ¥1.24g(3.1lnno )W K -[4-{(5-9 # -2-%

ﬁﬁ%ﬁig)ﬁiﬁﬂﬁﬁéhﬁa.ﬁi%]z@ﬁ%:zj‘ﬁémﬁiEQQQ
BRERERE, SHBERRFE (KW /FE 50/1~
5/1), BA W B (Chromatorex, NHE |, & + 7 Ml 7 OE L8
B )ERRBAE (B /8 B =100/1~20/1)8 & m 3
WOlaeW L 88 (ITHNBE BB B (K 8258 144%)

IR(KBr): 3700-3000,2920,1740,1640,1590,
1525¢cm~!

"H-NMR (DHSO-de) 8 Tns:
8.49(d,1H),8.31(s,1H),7.97(d,J=8.8Hz,1H),
7.64(d,J=8.8Hz,1H),7.57(s,1H),7.50-7.15(n,5H),
6.80-6.40(m,2H),4.38(s,2H),4.00(s,2H),
3.90-3.68(n,1H),3.50-3.30(mn,1H),2.12-1.78 (un, 4H),
1.43(s,9H),1.60-1.10(a,4H),
¥ B 48
R -[4-0(5-% M & HE-2-%Bk g )p = B EIEC
REIZB (LY (173))

BR B2 A ME S T, 8420ng(
0.83lamo )L &% (17T 301l = K 2 8 & B om i
395neM L &Y 1T MEZJM 22 BB im0 B o (84%) .

W 102-105T

ARIRAR T EBEMR (NS ) ARG (210x2970K )

(= e o i B e B B )
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A7
B7

A~ BEABE (g5 )

IR(KBr)=3600—2700,1640.1590,1520cm‘1

"H-NMR(DMSO-de,500HHz) & THS:
10.31(t,J=5.2Hz,1H).9.64(5.1H),9.24(3,1H),
8.66(d,J=8.0Hz,1H),8.25(d.J-1.7Hz.1H),
7.91(d.J=8.8Hz,1H),7.83(dd,J=8.7.1.8Hz,1H).
7.71(5,1H).7.50-7.30(m,5H),4.70(d,J=5.9Hz,2H).
4.04(3,2H).3.85-3.72(m,1H),3.40-3.20(m,1H).
2.10-1.80(m,4H),1.50—1.20(m,4H)o
B M fHl 49
(1) 3-(4-BE R %£)E 8 2 K

MmA10.0g(73.7nmo0l)fy 4-Uk o2 & 1 30.6g(221mnol)
MR BHRIOOnIM N N-Z B E BB B Al0o.0ml(
78 . Ommol )WY 3-B Lt FH B8 2 B, B FEB0OC T M # 4.5/ 8
KE®AR, Ki#ﬁ*bﬂleOmlB@ﬁ@ﬁﬂﬁﬂEfﬂﬂ(i@?&,
*RHZBMZBER 2, BMBEURAT S KES, & &K
WBERAE B, BR®, HETHERABREWERESR
RS EELJMEE‘EE%&(ﬁiﬁ/$§§=19/1)*§§?ﬂﬁ
159.70g393-(4-§§ﬁﬂ;‘%§)ﬁ@Z.!EB?}iﬁzﬁE?EH:R%(66%)

X, 5#i#ﬁﬁ1.29&(6.4?mmol)95]3-(4—ﬁgﬁlﬁ%
)R M ZEMO0.8501(7.78nnol )t % B IR 1Y 40018y 7 g &

ZEB/ T, bﬂx\i@ﬁﬁzssmgu.nmmol)ﬂ‘ﬂﬁEiﬂﬂﬁﬂ:iﬁ

B 200ify 2 B & % , BWAInlt) Z B &ERAPHE~ T, %
R OT R 18, B %, A 3ulfty) i BB 6 R 2 o1~ 2,

AR AR T REEMRB (CNS ) ALLAS (210X 297204 )
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A7
B7

F o~ BB (g6 )
BT H Y, MAISOnl BB OE M BRI ABRERA
P8~ 9% , Mz B8z B % I, B H®D&E K 5 E,
HEAXKBRBERKEES ., B8 %, BB THRKZE B =
ﬁ%ﬁﬁ#ﬁ&ﬁﬂﬁ?ﬁ1.393%3-(4-%@&%&!@5)?@@2
MEREBRY (T4 )., BB LRI S H 1.118(3.82mnol)
R120nlly Z B F, M A 320nghy 10%m B, EEE T MK
BERSMDHE, REBRBRE, HET g BHEEERE
o OHOR TS H6170ef 3- (4-18 B W REIRB BN &
B R e (81%),

IR(neat): 3300,2900,1720,1600cn-"

'H-NMR (CDcla) & tns:
4.14(q,J=7.1Hz.2H),2.87—1.79(m,2H),2.72-2.63(m.3H)
»2.52-2.44(n,2H),2.05(td,J=11.6,2.4Hz,2H),
1.83—1.77(m.2H),1.45-1.29(m,2H),1.25(t,J=7.1Hz,3H)
(2) 3—[4-[[5—(%’?ﬁ%ﬁ%ﬁ&)—z—%ﬁﬂiﬂrﬁﬁlﬁﬁ

l’&%]ﬂﬁﬁg}ﬁ@ZEﬁ[{t%%(ISB)]

fﬁﬂﬁﬁﬁﬁﬁllS(B)ﬁ?iﬁtﬁﬁ]H?ﬁiﬁﬁ. #1.08¢g(
3.19mmol)!?§]5-(iﬁfﬁﬁ%#}‘;‘%ﬂ*&)-%%@fﬂ%ﬂiﬁmﬂfn
610mg(3,05mmol)9’§l3-(4-[&%%@%%)Iﬁ@Z.Eﬁéﬁéffﬁ?%
L.10gfy fE & (186) 1 f& & & 8 (69%),

IR(KBr): 3300,2930,1725,1660,1635,1520,
1250cm-!

'H-NMR ((CDcl3)§ tns:

AR BT RBEEMR (CNS ) A ( 201029708 )

96
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A7
B7

Ao~ BB (97 )

8.

7.

6.

1

24(d.J=1.9Hz,1H),7.96(dd.J=8.8,1.9Hz,1H).
55(d.J=8.8Hz,1H).7.48-7.30(m,6H),

48(d.J=8.3Hz,1H),5.23(5.2H).4.15(q.J=7.2Hz,2H).

.03'3.99(m.1H).2.93'2.87(M;2H)-
.73(t,J=7.0Hz,2H).2.51(t,J=7.0Hz,2H),
.23(td,J=ll.5.2.le.2H).2.07-2.02(m.2H),

.72-1.53(m,2H),I.27(t.J=7.2Hz.3H)°

B i 6 50
3-[4-T(5-H & -2- Xk B E )P EHE R X157
MIEBIten (191)]

& B 400me(0.768nmol) Y & & B (186) 100nlty 2 B2

B, A 80mghy 10%5E B, CEERFTEE THRAAINE, K

ERBAR AETEABREABEIRERLE R & 2 ' L

B EB (Chromatorex, NHE! , & + 5 MAELtR2YE [ )] F

HE(RB/FBE=9/)BN TGS 246meI L & H (19101 &
B E ' (83%),

2.

2.

IR(KBr): 3240,2920,1725,1635,1180cn " !

'"H-NMR(CDecl3) 8 Tus:

.93(d,J=1.7Hz.1H),7.70(dd.J=8.7,1.7Hz,1H).
.53(d.J=8.7Hz,1H),7.47(d,J=0.6Hz,1H).6.52(bs,1H),
.31(bs.3H).4.15(Q.J=7.2Hz,2H).4.06*3.94(m.1H),

.92-2.86(m.2H).2.73(t.J=6.7Hz,2H),

50(t,J=6.7Hz,2H),

28-2.16(ddd,J=l2.0.11.4,2.2Hz,2H),

AR BER & MEEARAE (CNS ) AGA ( 210X 2970 4 ) 97

(304D 2050 ot il ki i B il R 0w 3 )
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A7
B7

B~ BABAA (98 )

2.07-2.02(m.2H).1.70-1.51(m.2H),1.27(t.J=7.2Hz.3H)

[«]

B iF 5]
S-[4-[(5-B X -2-F Bk W X )R E B X IR € X |77 ® [ &
&% (192))

EEREREALOTRER A &, & 142ng (0.367mmol) fiy

L&y (191X % BMiiH & 50nghy £ &9 (192) 8 = & B

BOEEE® (95%9),

OB 2507T M L

IR(KBr): 3250,1715,1660,1195¢cp"!

"H-NMR (DMSO-ds,500HHz) & Tns:
11.10(bs,1H),9.47(bz,2H),7.25(bs, 2H),
9.06(d,J=7.5Hz.1H),8.33(3,1H),7.92(d,J=8.8Hz,1H),
7.89(d,J=8.8Hz,1H),7.85(5.1H),4.10-4.07(m,1H),
3.48-3.23(m,4H),3.13-3.06(n,2H),
2.86(t,J=7.5Hz,2H),2.06-2.01(nm, 4H),

B i fl52
3"[4-{[5°(3EEﬁﬁgﬁﬁﬂ*%)-2-3§ﬁﬂi"ﬁ§]ﬁ‘£ﬁ§]
WRug £ IR M ILa&Y (189)]

BERERERAIOFRMBE H &,  150mg(0.288nmol)ty
&% (186)m % 4 m , BRERERBH S (K5 /9 B -
VDR ET 3 110neE 4% (18 AMBEE & EE
78%)

IR(KBr): 3600-2500,1750,1570,1520cn-!

AMKRAAA T BEEMRE (CNS ) AL (210X 297 K ) 98
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A7
B7

A~ BEA3ER (99 )

'H-NMR(DMSO-ds,500MHz) &6 Tns:

'9.23(bs,2H),8.84(d,J=7.7Hz.IH),8.45(d,J=1.8Hz,1H),

3f09(dd,J=8.9,1.8Hz.1H)7.73(d,J=8.9Hz,1H).
7.71(s, 1H),7.45-7.30(m,5H),5.12 (s, 2H),
4.10-3.90(bs,1H),3.60-3.40(m,2H),3.10-2.95(n,2H),
2.90-2.70(n,2H),2.00-1.80(m,4H),
B f 4153
(1) 5-(H & 5 8 ¥ B & )-2-% B ok s 2 &
Zolfy = & ¥ & M A 100ug (0.372numol) B 5-B % -2-%
B W ABMZIEERET, B2, EEE FMASI0n](
0.3%91mmo ) WL R B F B, 8 2 M A 0.391m1 ¢
0.782mmol)RY 0.2N69 & | /L 80 K B W , % 20 M 2 104 & .
KE®RS MAI5alt) =K & 5, AR % UE KRB
mkwZHE2z., 8% %, BETHRABREBERESR S R &
m i3 88.0meg kY 5—(? FERERE)-2-X B W E®RZE
WREE®E (82%), EX & W HRKE73.0ng(0.252mm01) I
A2nll M EBKIE, 2018 K, 2n0) (2an0l) 8 INEY EStH
K&, £Z8TM®REINE, B ®$F mAN NG B
MareH2~3, BB THRBEBRERAYR S S 183meghy 5-(
FREBRERKE) - 2-XP MRS cBBE (225 ) o
IR(KBr):1730,1680,1550,1240cp-!
"H-NMR(DNSO-d6,500MHz) 8 Tns:
10.40(s,1H),9.59(bs,1H),9.46(bs,1H),

8.38-8.35(m,1H).7.98-7.93(m.2H).7.89-7.85(m.1H).

AMER BT RBEARRE (CNS ) AL (210X 29700 ) 99

(- o 5 s N B R e 3 )
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A7
B7

B~ BB (100)

3.86(s,3H),
(2) 3-T4-0[5-(F | & % X B & )-2-% Bk g 2 18 % 1

EIRuE E IR B ZE (e (187]

B l4nlf@ N, N-Z F & F BB f0.57n1(5.20nmo0l) Y N-
EﬁEﬂﬁﬂf*ﬁﬁ567mg(2.08m‘mol)5‘33-(4-3’&5%@?%)Tﬁﬁz
MO - BB, EREFEOCTRME 2008 . L 3% &
MA& B 364neg(1.39nn0l )R 5-(F § & & H % )-2-% Bt
KRB, 207ng(1.54nmol) M 1-8 & -1H-% 9 = W ,
294mg(1.5%4nno )W 1-(3- - B R XE W X )-3-2 & R i = @
BOISalW N N-Z REFEBERBRORAR®R, CEZHET®E
18 hEH , RE®RFT MAL1000l69 K Ll Z B2 Bt , #
MBERK, BN RBEAGEE, UDEAGBER AKS 8 2.
BR%, IRTHRREBEZRERE RS, BRLUZR
BHE (R /R E=10/1)B8 M B 338 e (187)1
H & E B (55%),

IR(KBr): 1700,1620,1490cn"1

"H-NMR(DMSO0-de,500MHz) 8 Tus:
9.15(bs_2H).8.60(d.J=8.0Hz.1H).8.41(d.J=1.7Hz,1H),
8ﬂ06(dd,J=8.5,1.7Hz,lH).7.?3(d.J=8.5Hz.1H).
7.65(S.IH).4.07(q.J=7.1Hz.2H),3.82-3.72(m,1H).
2.93-2.75(m.2H).2.60-2.40(m.4H),2.10-1.93(m,2H).
1.80~1.?0(m.2H),1.65—1.50(m.2H).1.19(t.J=7.1Hz.3H)

Q

B 54

AR AEN T REAFHAE (CNS ) AMLIE (210X 29704 ) 100
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A7
B7

Ao~ BEAHLER (101)

(1) 5-% 9 E M E-2-X By 8

30mlfy 2 B fu /2 689ng(3.68amol )y 5-4 % -2-% B
MEBEBRF, KSTHEARLERE 154 8 M EFTRT M@
RI6ANKE . HETERERTEZEBEZRERYS R & | % &
BRE2nIM Z BB, k& T mA 1.58(14.7nmol)Hy %¥
HlR, @8 T®&E1 8, &2, EEB T HRE2DNE, o
ETERNERTZHERERS RS, RERVEBERER
rs (WA /W BE=100/3~4/1)% B 13 361nghy 5-2% K
HE-2- XU WBH NI E&E R (30%),

'"H-NMR(DHSO-de,500HHz) 6 Tms:
9.75(s,1H),9.45(s,1H),8.37(s,1H),8.04-7.99(n,1H) .,
7.98-7.90(m,2H),7.55-7.45(n,5H),
4.75(d,J=5.8Hz,2H),4.40(qa,J=7.2Hz,2H),
1.36(t,J=7.2Hz,3H),

Smlfy I & 6k W M0 5 325me(1.21nnol )ty 5-% B & JK 2
CI-F MR MR B Z B, BN 10nl (50m0l) B 0.58E g %
THKBER. TETBTRBELSHIE., REBRD M A ING 5
MERDpH2~3% , AR TERNERERY R & | ® m
HY, HRKKS MBS 213neM5-% B £ HE -2-% g Bk U
MERAEOREE® (53%),

IR(KBr): 1880,1635,1580,1400cn"!

'H-NMR(DMSO-de,500HHz) 8 tns:
10.40(s,1H),9.69(s,1H),9.37(s,1H),

8.28(d.J=1.6Hz,1H),?.97(d,J=8.8Hz.1H).

ASHRAAATBEEMA (CNS) AL (200X2970% ) 10,

(3200 B B ER 3 )
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A7
B7

2~ BERBLEA (102)

7.89(dd,J=8.8,1.6Hz,1H),7.85(s,1H),
7.50-7.30(m,5HK),4.73(d,J=5.7Hz,2H),
(2) 3~[4-[(5-3Em%ﬁ%—z-ﬁﬁ@#ﬂ%mﬁ)ﬁgﬂ'ﬁﬁ]ﬁﬁ
EIABZEB(LasY (188))]

BREEREMASI(DIMBEME T E, 8 210ne(
0.635mmol)BY 5-2% 8 2 Pk % -2-3% B ok W 3 B A1 173ng (
0.635mmol) B3-U-BHEMBE )A BB S @D & 2
M i3 160mgfI {6 & % (188)M & & & 2 (53%),

IR(KBr): 1695,1625,1580,1500,1430cn-"?

'H-NMR(DMSO-de,500HHz) & Tns:
8.54(d,J=8.0Hz,1H),8.20(s,1H),8.00-7.90(m,1H),
7.64(d,J=8.7Hz,1H),7.58(s,1H),7.43(d,J=7.4Hz,1H),
7.33(dd,J=7.4H02,1H),7.21(¢t,J=7.4Hz,1H),4.37(s,2H),
4.06(q,J=7.1Hz,20),3.80-3.70(n,1H),3.00-2.80(n,2H),
2.60-2.45(m,4H),2.08-1.97(t,J=8.5Hz,2H),
1.80-1.70(n,2H0),1.68-1.57(mn,2H),1.19(t,J=7.1Hz,3H)
B i H55
3-[4—[(5-3:3WE%E-Z—%B#&W%]%EE%]%%%J
AE8tEEd®w (190)]

EREEMIOFMARME F %, 8 140ne(0.294nn0l) Y
{t‘é%(188)71&7}(53‘%@#%150“8’-}{1:%%(IQO)B’JZEM
fiv B & & 8 (98%),

R : 181-184T

AR AR T BEEARE (CNS ) AL ( 210X 297204 ) 102

(=395 ool e N Bt o )

W

—

T — e —— —— — s iy — e, iAo amimmpy

& —— e e

wil

7“.—----————-—-———-.

' .
T T T e e e s et —— e . . e s, i
.




TR R R NS

415940

AT
B7

A~ BEA (103)
IR (KBr): 1710,1820,1520cn""
'H-NMR (DNSO-de,5000KHz) 8 Tms:
10.46 (s, 1H),9.73(s,1H),9.42(s,1H),
9.08(d,J=7.5Hz,1H),8.31(s,1H),7.90(d,J=8.8Hz,1H),
7.87(d,J=8.7Hz,1H),7.83(s,1H),7.49(d,J=7.40z,2H),
7.43(t,J=7.482z,2H),7.35(t,J=7.40z,1H),
4.75(d,J=5.8Hz,2H),4.14-4.00(m,1H),
3.55-3.40(m,2H),3.30-3.18(n,2H),3.15-3.05(a,2H),
2.89(t,J=8.1Hz,2H),2.13-1.95(w,4H),
B i 56
(1) BAAMRRX-U-BERCRBRE )2 Z B -8 =T
WM24.0g(210mmo )M 1, - REBEK ER, K
XESH)IM16.30l (117an0l) Y = 2 1 1 4000lf = &
e o ok T Mk MA32.56(117on0l )Y KL= % & ®w
MO0 RFRARK, BETREISHE, B2, &
Em THHISHE, REREBR®, B TARBKER =
BRERERST, BEHMNAIOOIN K, BEERXR = .
PMBERARAGRAR A ESLES ., BHEE, BT A B W
PRBEREBERSY, BE AW B (Chronatorex, NHE
BELTAMNGSERHER)EREBF A (B /ED G =5/1~
L0/ MM 518.4ef 1-BE -4-(ZX BB EBRE)E O
o 03 W B o oa K (25%),
184g (51.7amo )M 1-B & -4- (Z ¥ X R E | &)= @

fi #0 15.08(108.6mmol) By 6% B 8 M F 250l B9 N, N-—= Sil -

AMGER B BB MR (CNS ) AGLES (210X 29704 ) 103

(220 D 0 ot 2 B A Bl B0 )

-
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AT
B7

&~ BEASA (104)
FEBES, @ THEM20.76(106.0ano ) WM L Z B 2 =
THEH. HBETREREION S, BREERETRE2.5M8, 0
A14.8nl(106nmol)= 2 B, X @ H 1.5/ B . KB ® & &
B, MASOORI I KR BHRET, HZBMZER R 2, B W
WAK, BMEBEKES, UEARBEBRAS &8 > .
B, EEREHERBRTRBZRERLRSY, B8 8 W R
‘L‘i‘&@ﬁ?ﬁ(IEEI;*E/Z.EQZEB=50/1~5/1)*§§Qﬁ1%3.563
H"Jliiﬁ-[él-(iiﬁgmEEE)%aEE]:ZM:%ETﬁﬁ
e E®E (120 I6.23eM M X -4- (S X B F R &)
EEE&'%]:Z,M:%ETﬂﬁﬁbﬁéﬁﬁ?&ﬁ]f&%Hﬁ%(54%)

B B 3.468(5.92nnol )M R & -[4-(=Z £ £ 7 % Jg 2 )
RERBREIZZBM -8 =THR100ally B Ed, M A
0.75eW 10X R , T E R A MM BRI B, REKAE B
BRLtBRE, FETEABRTRZABNEZBESE RS, B
BRIl INGE B A S0nlly K, B2 s, KgH
MABRBEAERDBESE, JaBBOE, HDES S K
BB AEBEARBAR KSR, B &, ABTER
W&'43iféiﬂfB%{&msﬁﬁﬁfz‘ffﬁﬁz.lagﬂﬁﬁit%ti—rﬁ%%E
ME)_ZHM-_B=THOSREEeHRY (2 &),

R LB &, H 135mg(0.165nmo0l) 89 JE 3 - [4-
(Eiﬁfﬁﬁ[&%)%’ﬁﬂ’ﬁ%]izm:%zi‘ﬂﬁﬂfﬁwmg
Bﬁiﬂﬁiﬁ-(bﬂﬁ%ﬁEE&%):ZM:%ETE&%%E?EH}E
W(xE).

AR AR T RETIB (CNS) AR (210X 970K ) {04

(b pr 2 o B N B RO )
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A~ BB (105

R&E L4y

IR(CHeclg): 2910,1725,1590,1480,1442¢n" !

TH-NMR(CDcla) 8 THs:
3.45(3,4H),2.78-2.50(m.2H).2.00—1.80(m,4H),
1.45(s,18H).1.65~0.95(m.4H)o

- A

IR{neat): 2975,2925,2850,1730,1670.1450,1390,
1365,1250,1215,1150cm ™!

TH-NMR(CDcls3) 8 rtns:
3.46(5,4H).2.98—2.68(m.2H),1.85-1.18(m,8H).
1.45(s,18H),

(2) RA-[-[[5- (X FREFEHRE)-2-F P ok 15 & | 3
EREIRCKHEIZZHB__2=THK ({E & % (201)]
HEBEBMIS(DARMEEFH %, K2.04¢(6.04nm01)

Bﬂs-(i&!ﬁﬁgﬁgﬁﬁ)-2-%5#&%}2@*112.073(6.

Odnmol ) R X -U-BEROCRKE)ZZ 8 =5 = TH®%4&

, BWBERBHN S (ZHMZB/ECK=1/2~2/1)8 8 5

= 2.04g9 16 & W (201)8) M & B B (51%),

IR(KBr) : 3700~3000,2910,1722.1657.1618,1587,
1510cm-1!

"H-NMR (CDcla) 6 Tns:
8.23(d,J=1.5Hz,1H).7.95(dd,J=8.8,1.9Hz,1H),
7.60-7.25(m.7H).6.41(d.J=8.3Hz,1H).5.23(s.2H).

4.05-3.80(m,1H),3.47(s,4H),2.95-2.60(n,1H),

AMAER AR T EAREARRE ( CNS ) AL (210X 29704 ) 105
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415940

A7l
B7

#~ BB (106)

2.25-1.90(m,4H),1.46(s,18H),1.60-1.15(nm,dH),
BOAEH 57

RR-[4-0(5-Bk £ -2-FX Pk i & )R ERE B & ]
B =ZTHRILSE®W(203)]

BB 1.60g(2.41omol ) ML & % (201)52 100nlify & =
TES ., WAO0.56gh 10X, £ & &K % W & 8 % 14/ b5
c REBRRBAYWELIRR, AR THRARPTREB B E H I
R, BEHWE (Chromatorex, NHE , E+ B &/ & 1t
BHR)EEBNE(RB/FEB-=5/1~3/1)B N mE
1.20em {6 & % (203)89 B 8 & B £ (94%),

BB T8-81T

IR(KBr): 3700-3000,3960,3910,1725,1638,1590,
1570,1520¢cmn" ¢

LH-NMR(CDcl3) 8 Tus:
7.93(s,1H),7.69(d,J=8.30z,1H),7.53(d,J=8.8Hz,1H),
7.47(s,1H),6.44(d,J=6.2Hz,1H),4.07-3.85(m,1H),
3.47(s,4H),2.88-2.65(m,1H),2.28~1.95(n,4H),
1.46(s,18H),1.60-1.15(n,4H),

B fF 58
RO -(4-[(5-BF % -2-% Bf ok i B ) XX 15 C K &)=
ZBIEAY(204)]

RRE w2 R ME H ik, B1.17¢(2.22mn0l) M 1t
G QRN U I EZH B AEERB1.11e £ oW (
2 -E R ZHBENEBEEB (T7%)

AR R A T EEEHR (CNS) ABLE (21029704 )

106

(D 3350 o0 i B N Bl e 3 )
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A7
B7

A~ BEBLEA (107)

IR(KBr): 3700-2500,1658,1592,1528,1450cn"!

'H-NMR(DMSO-de) & Tns:
9.37(bs,2H),9.17(bs,2H),8.69(d,J=8.1Hz,1H),
8.28(s,1H),7.92(d,J=8.7THz,1H),
7.85(dd,J=8.8,1.7Hz,1H),7.71(s,1H),
3.81(s,4H),3.10-2.90(m,1H),2.10-1.72(n, 44),
1.65-1.30(n, 4H),

10ml#y Z B /0 52 200ng(0.310nnol)fI £ & % (204) 15
SCEZERCEBE, ETOCTMBEZT, MAL1.63:(16.
Wnno DM F BB . NERERET M S SABBEERS
Eim, MASOnl Z B, FHELBY B2 BN £
MEREFESE, BRB24nclI L 49 Q00 - F BB E O
REBERE (TR),

% % :250%C Lk

IR(KBr):3700-2100,1720,1680,1635,1600,1585,
1530cm™!

'H-NHR (DMSO-de,500MHz) & tns:
9.36(s,2H),8.98(s,2H),8.74(d,J=8.1Hz,1H),
8.29(d,J=1.5Hz,1H),7.91(d,J=8.8Hz,1H),
7.86(dd.J-8.8,1.8Hz,1H),7.72(s,1H),4.18(s,4H),
3.97-3.85(n,1H),3.48-3.35(m,1H),2.36(s,6H),
2.10-1.90(n,4H),1.80-1.45(n, 4H),

e 59
RA-[4-[(5- & -2-X P M X ) 2B L Bapr 1=

A6 SE KR T BB R AR ( CNS ) A4S ( 210X 2970 % ) 107
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A7
B7

Z o~ AR (108)

ZBM_ZBILEY (202)]

Smlfy Z B f0 654ng (6.80mnol ) B & B R 131me(
0.216mmol )BY L & ¥ (204) 89 = B B B & o | I # 8 W 6/
B . RERBEZSR, M AZB40nl, ST A Y .
NS S R - B WG 750el56 & (202)0 = B
BREMEOESEBEE (52%),

BB 100-102%

IR(KBr): 3700-2500,1738,1640,1592,1570,1525,
1450cn~! |

'H-NMR(DHSO-de) & Tus:
9.37(bs,2H) ,9.10(bs,2H),8.76(d,J=8.2Hz,1H),
§.30(s,1H),8.00-7.90(n,2H),7.73(s,1H),4.26(s,4H),
4.24(a,J=7.1Hz,4H),3.55-3.40(n,1H),2.37(s,6H),
2.12-1.83(m,4H),1.80-1.35(n,4H),1.26(t,J=7.1Hz,68H)

[o]

B i Hl60
!ftEit-[4-[(5-19&%'-2-325}#“%%%)&5&%]f%'EE?cE]:
ZEB(Eaw(205)]

BREEMIS (DM ABRME S &, 827, 8ng(
0.0822mmol)9‘~35-(3§Eﬁi&ﬁ%%i)-z—iﬁﬂfﬂiﬂfﬁ}ﬁmm
27.6mg(0.0808mmo )M M X -4- B ER OB K )= 2 B =
%ETBE&!%%Hﬁ?%M.Ong@HIEEi‘G-[4—[[5~(3§Eﬁﬁﬂﬁg
WKE)-2—:*5:5#!9&%&]ﬁ%ﬁ%]ﬁaﬁEJ:ZEﬁ:%E
THEREBEHRKY (64% ), EREEASIH R BEH %,

AR LBA +BEEIEE (CNS ) AGLE (210X 29704 ) 108
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A7
B7

A~ A (109)

34.0mg(0.0513nno )M L H LAY FTEREEmMA
28 . 4mgly MU X -[4-[(5-BF % -2-% Brok mi & ) £ & & )=
CEREIZDZB-_SE=ZTEOEEeHRY (T8),
0.8mlf Z— W H G F 0.80lM = 5/ 2 B /0 28. 4ng(
0.0513mmo ) ERE &Y PR, LEEZBHTEEID B F®E
TERERAZBERERSE RS, BE & B R 4018 X
o BERGEHBMB20.3ne &Y (205) = - =& 2
BAOEEGESR (89% ),

IR(KBr): 3350, 1665, 1520, 1450, 1320, 1265,
1195, 1130cm-!

'H-NHR(DMSO-de,500MHz) 8 Tns:
9.37(s,2H), 9.19(s,2H), 8.55(d,J=7.6Hz,1H),
8§.29(s,1H), 7.94(d,J=8.8Hz,1H),
7.86(dd,J=8.8,1.8Hz,1K), 7.78(s,1H), 4.09(s,1H),
3.84(s,4H0), 3.13(s,1H), 1.88(m,2H), 1.76(m, 2H),
1.70(bs,2H), 1.6(m,2H)
B wfl61
(MR -4-BKERSE N-(BZTEERE ) BERZI2H
F=ZTHE

2.738(7.66mmol )M R X -4-(Z ¥ X A E KB )IE 2 B
¥H2.228(16.08mm01)ﬂf}5ﬁEﬁﬁf)ﬂfi@lOOmlﬂ‘JN.N-:Eﬁﬁﬁﬁ
B F, BR,&S TEMI.672(8.04nn0l ) 8 1L 2 B &
ETH, ERA#E TRE3SE, B 2EZTRTHRMEIN S
o REBBE®R, MA200it KRBT, BHZ®MZ 8

ATk R A KR '*'EE;:#ZF- { CNS ) A424% (210297 % ) 109
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415940 A7
B7

A~ B (110)
EMz2, BRWMBERK, MM &8 KL, BLof& K ot B ik
B2, BR®, AR TEHRBREBZEEAYR S, B R
HOBEHRERBHE (ECHR/ZBZE=20/1~1/1)8 8
B2 98 RA-U-(ZXERERE )E OB LE|ZHE =
TEHHEBBE® (83% ), H B 2.40g(5.10mmol )My £ % £ 2
B, 0.31g(2.55mmol )M 4-= B IR L ot ug , 0.81g(
10.20mmol A M 0 R 40l Z R B F, ke FTEMiZE
H1.17g(5.35nno )0 Z R B Z £ = TE M 100l = & &
R ®, BB THRE2NE, KBE®SMA1000l8 K
onlm INGN B, AR RERM, PRBEABAGEER A&
B2, BRE, THETREZBERAS RS, B& LW
BERERNFN X (EEHR/Z2HZHB=10/1~5/1)EH, /4
L32eM R XN -4-(ZF X2 FEHKE IBECR-N-(E=ZT &
ERXREIBRRICHE=ZTENECE® 63%), &8
1.82g(3.10mmol )Y LR L & R 6001l 2 B8 & , 1 A
0.40gfy 10% W, EEEPMABEFHICHE ., K E &K A
WRLIEBR, FRETEABTRBEEERELEA Y, BB
TMA0al KM Ionl W INER, HZBMERZ, KB
MARBEFAKBTRERARYE, BEERH L R, B WK
AR AmBRERR K2, B8 %, BT H®RRK® RN
f&kfﬁ:ﬂﬁtﬁﬁﬁﬁ?%o.smﬁ‘?l}iit-[zi-ﬁﬁﬁEEvN%%
ETSEREIBREICHEZTHO G T &R B (64% ),
IR(KBr): 3400, 2900, 1738, 1690, 1435cn-!

"H-NMR(CDCI1a)d TtHs:

AR B T BE R (CNS ) AGLE ( 210X 29704 )

110
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415940

A7
B7

E o~ BBAHAA (111)

4.15-3.90(m,1H), 3.65(s,20), 2.70-2.45(n,1H),
2.00-1.70(m,4H), 1.46(s,9H), 1.44(s,9H),
1.55-0.80(m, 4H) .
()R X -[4-[(5-H ¥ -2-X B W & )R XX BB -
N-(FE=ZTEHEEEE )REIZHEE=THEI[LEY (194)]
HRBEEEMIS(IIA R ME A%, ¥690ng(2.04mno0l)
By 6-(% B &G & B B B K )-2-F B ok | B B 0 670ng (
2.04nnol ) R A -4-BERCE-N-(BE=ZTEFERZX K
XEIZBE=ZTES:, SYVEERBHE(EECR/ZHEB
CB=2/3)RBUMHB 4930 K X -[4-[[5- (X R EERE
BE)-2-F B M EIREREBEIRCE -N-(E=ZTEES
EIRE]JZBME=ZTENECHEH® (37« ),
IR(KBr): 3600-3100, 2910, 1740, 1650, 1620,
1585, 1510, 1438cn-!
LH-NMR(CDCls) & Tns:
10.2-9.70(br,28), 8.21(d,J=1.6Hz,1H),
7.95(dd,J=8.8,1.6Hz,1H), 7.55-7.25(n,7H),
6.54(d,J=8.3Hz,1H), 5.22(s,2H),
4.25-4.02(m,1H), 4.02-3.75(n,1H), 3.68(s,2H),
2.25-1.75(n,4H), 1.48(s,9H), 1.45(s,9H),
1.60-0.80(m,4H),
RA-[4-[[5-(FF K % 8 5 B X )-2-% 8ok 0 3% ]38
EREEIRCE - N-(BEZTSEFE IKREIZHME=ZTHS

482ng(0.743nnol )& M MR 200l 2 B F, M A 150mgly 10 %

AWK R AR T BEFARE (CNS ) AdAE (210X 29744 ) 111
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415940

A7
B7

A B (112
B, TERAP MM EBHRICHAE . X ERKHAWZELBE,
HE TEHEHRAERBZIZHBREERZ, BERBWBE (
Chromatorex, NH® ,E + 7 f B S5 (L 8 31 & )& & B # &
(BB /B E=5/1)RH, B 328neM &Y (194)0 ¥ &
= B | (86% ),

IR (KBr): 3600-3000, 2920, 1735, 1635, 1590,
1520,1432cn" !

'H-NMR(CDCls) & Ths:
7.94(s,1H), 7.70(d,J=8.9Hz,1H), 7.52(n,1H),
7.45(s,1H), 6.75-6.30(mn,1H), 5.20-4.30(n,3K),
4.30-4.03(a,1H), 4.03-3.80(m,1H), 3.68(s,2H),
2.30-1.70(n,4H), 1.48(s,90), 1.45(s,9H),
1.70-0.80(n,4H),

B fw 62
R -[4-[(5-% & -2-¥X Bk ME )DBEEEE  BRCHKZE)Z
M {te® (195)]

& B 216mg(0.420nnol )M 4L & ¥ (194)R 8nlfy = B H
R, MAdlB =8 ZIHM, EZ8 T 82308, &
TERXE®REAXAH1/3, MASORIE 2 B, A 7 8 & &
HZBMEZF, BIREB21%zE2Y (195) = -Z & 2 B
HOAmEER (8% ),

IR(KBr):3600-2600, 1665, 1530, 1450CH"!

'H-NMR (DMSO-de,500HHz) & Tns:

9.37(bs,2H), 9.21(bs,2H), 8.96(bs,2H),

A ERAAR T RBEEER (CNS) A4S (210X 29720 % ) 112
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Al
B7

B BB (119

8.74(d,J=8.0Hz,1H), 8.29(d,J=1.8Hz,1H),
7.91(d4,J=8.8Hz,1H), 7.86(dd,J=8.8,1.8Hz,1H),
7.72(s,1H), 3.94(s,2H), 3.83-3.70(n,1H),
3.12-3.00(m,1H), 2.20-2.00(m,2H), 2.00-1.88(m,2H),
1.56-1.37(n,4H)

10mlfy 2 B8 %0 148ng(1.54mmol) B & B M f1 F 200rngty
EEB (15 -ZHZ2BEF, ES0CTHREER EK
BEREVER. REBRBEER., M ASOnlth 2 B, FF#H
HuEBHA RS, AR, FER200I8 KA, B &8 HB
M#H140nlB L&Y (195)M - F BB O EEZEB (75% )

ITH-NKR(DMSO0-ds) & Tns:

9.36(bs,2H), 9.08(bs,2H), 8.91(bs,2H),

8.75(d,J=8.1Hz,1H), 8.30(s,1H), 7.92(d,J=8.8Hz,1H),

7.85(dd,J=8.8,1.7Hz,1H4), 7.73(s,1H), 3.94(bs,2H),
3.90-3.65(m,1H), 3.20-2.95(m,1H), 2.36(s,6H),
2.27-1.80(n,4H), 1.70-1.30(n,4H)
BiFfl 63
(S)-3-[4-((5-BF & -2-FX BH ok v X ) B X IR X 1% 8 ]-2-(
ETEREBRE)FRBZE(LEEH (41)]

MR OE MM I5(3)FF R A E KK, ¥ 4620g(1.36nno0l)
By 5-(5% W & &% % 2 )-2-% 9 ok 0§ 8 B f1 448ne (1.36nmol)
B (S)-3-(4-KB E X E)-2- (ETHEHRBERE)FA®Z 8B G
B M 19 886meghy (S)-3-[4-[[5-(% M @ & % % B 2)-2-%

AR BAR T RAFAR (CNS ) AdLE (210X 297404 ) 113
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B7

A~ BEAHEE (114)

Prokmg X IR ERE]XE]-2-(ETEBERE)FA B 2 &
R ECBEBE (&), 830ng(1.28mmnol)My LR LS H & M
A20mlB9Z 8, 100nlty | 5, 260mgt 10% M ER , 2nlfy
INBER B, T ERPZEEHEBTHREI N, RERBE, HE
TERBRRZEEEZBREBERS, BELUOBEEEIF & (
RUG/FE=9/1~1/1)R B 55240 L &% (A1) & M
W EEE B (T4% ),

'H-NMR (DMSO-d6) & Tns:
10.72(bs,1H), 9.33(bs,4H), 8.38(d,J=1.5Hz,1H),
8.03(s,1H), 7.97(d,J=10.0Hz,1H),
7.93(dd,J=10,1.50z,1H), 7.78(d,Jd=8.4Hz,2H4),
7.29(d,J=8.4Hz,2H), 4.16-4.05(n,3H),
2.97(dd,J=13.6,5.9Hz,1H), 2.85(dd,J=13.6,9.3Hz,1H),
2.68(t,J=6.80z,2H), 1.41-1.13(n,7H),
0.76(t,J=7.0Hz,3H),
B Hl 64
(1)(S)-3-(4-B EXE)-2- (X B R EFERE)AYB N

BB 1.00g(3.64pm0l)RY (S)-2-0 % -3-(4-8 % ¥ %)
A CERMBEMNE 10l M EBKME, 10nlH K, 3.64nl
WMINERLELH ABRBEFAREBEAKRSP, KBS TRHSHMER
FO0.57nl(3.99%mnol ) ¥ F ER ERB B AN I.OnlH @ & B
M FI1 3.64ml (3.64mmol )M INI & E LM KB H, 8% 7F %5
im T MM 4D, KRE®RAS WA KBBEWNNMNZ &30 %,
HBMIBMER:Z ., RNEBEODEE KESF, MmAKE

AIER AT BB FHR (CNS) A4 (210X 2972 % )

114
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415940

A7
B7

A~ BEAHER (115)

BEBRAXEHREZ. BRK, ARTAHREFTZNH =B K H
BB, REIVBEREBHNE(ECK/ ZBZIB=1/1)
BB 743ng®y (S)-2-(F R EE R BB &£ )-3-4-8 #
*E)ABMZEBEMEEBEB (55% ), 724ng(1.94mnol)fy I
RILEYBEERI200 I Z B30I KFARE S K S,
mAG6.40g(97.9nnol) Ry # % 2.002(18.0unol)ty & 1t 5 ,
mMHBpB|BRIONBE, RERREZTHR, B8, &8 K,
MALOnlIE X, BRAZH ZERXDR, *0BAMODAES
KW, DEARKBEBERAZEZ2., BA R, FETAS
ZHREBFEHRDME 57208 (5)-3-(4-K & ¥ £ )-2-(%
FEERERE ) RBZENRERBBERY (86% ),
IR(neat): 3320, 1710, 1620, 1510cm"!
'H-NHR(CDCl3) 8 Tns:

7.34-7.29(mn,5H), 6.88(d,J=8.4Hz,2H),

6.58(d,J=8.4Hz,2H), 5.21(d,J=8.0Hz,1H), 5.09(s,2H),

4.62-4.52(m,1H), 4.16(q,J=7.1Hz,2H),
2.99(d,J=5.7Hz,2H), 1.24(t,J=7.1Hz,3H),
(2) (S)-3-[4-[(5-BK & -2-% 9f vk i £ )R B I & 1% & -
-(XFRFRERERBRE)RMZIE (LS (42)]

387mg (1.61lmmol ) Ay 5-FK B -2-% Bf vk /i B B0 B 8 & #
550meg (1.61mmol) A7 (S)-3-(4-F B ¥ K )-2- (X H g & B
EHE)ABZIBEMNR200INN-Z B EBBRE D, B
A0.30ml(1.94nmol) 8 = B A B B = 25 I 01 260mg (
1.92amo VB 1-B & -1H-X B =, X £ TE TR 12N

KR EAR T RAFMAR (CNS) AGLM (210X 29704 ) 115

(5 250 0B 0 B R 3 )
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A7
B7

A~ B (116)

B, @2 E60C  THWRELINE , B TERBERS ZB £

BR N ON-Z B 2% BB, BEHWEB (Chromnatorex, NHE ,

EITAAMAELREHK)ELRTNE (BRU5/9 8=9/1)" %
B Alnim 2B B2 2 EHEARERASEBHE, BT

BEERFTRBEREFERS, BEAVEBE RN E (

S U /B EE=5/2)% 8 M 133430k L &9 (42)09 % B B o

wKEBEBE (38%),

IR(KBr): 3200, 1710, 1660, 1600, 1520ca-!

IH-NMR (DHSO-d6) & Tns:
10.72(bs, 1H), 9.40(bs,4H), 8.39(s,1H),
8.06-7.78(m,4H), 7.75(d,J=8.3Hz,2H),
7.35-7.24(n,7H), 5.00(s,2H), 4.31-4.19(u.1H),
4.09(a,J=7.1Hz,2H), 3.09-2.81(m,2H),
1.14(t,J=7.1Hz, 3K) .

B M 65
(S)-3-[4-[5-B &£ -2-F Pk W B )P B I &% 1% £ ]1-2-K
EABZIMEILEEY (45)]

% B 335mg(0.593mn0l )L &Y (42) B B W R
0l 2 EMNMEENDEBREAB T, BMAI00negf) 10% 8
R TERARFERTREISAE, REGRARR.,. BT
BERRBBEREBER DM B 239t e (45)M &
MBMEODRIEBEERE (94% ),

IR(KBr): 3150, 1720, 1660, 1600, 1520cm~"

'H-NMR(DMSO-de) & THs:

AW R AR T EBAERL (CNS) AdE (210X 29724 ) 1186
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B7

Ao~ BRAHEA (117)

10.70(bs, 1H), 9.33(bs,4H), 8.38(d,J=1.7Hz,1H),
8.03(s,1H), 7.98(d,J=9.0Hz,1H),
7.92(dd,J=9.0,1.7Hz,1H), 7.73(d,J=8.5Hz,2H),
7.19(d,J=8.5Hz,2H), 4.04(q,J=7.1Hz,2H),
3.60-3.53(m,1H), 2.85-2.76(nm,2H),
1.14(t,J=7.1Hz, 3H)
H i Fl 66
(S)-3-04-[(5-BF & -2-%¥ Bk MR )R E R X I & -2-K&
EABIEEY (46)]

REERAIOFR MR A, ¥ 2240g(0.520mn0l)
L&Y US)M EH BB M K5 BilE 10309/ & H (46)

F
!

HRENEEEMR (45% ),

Ao 250TC 2Lk

IR (KBr): 3200, 1680, 1650, 1600, 1520cm-!
'H-NHNR(DMSO-de,500MHz) & Tns:

10.76(s,1H), 9.37(bs,4H), 8.38(s,1H), 8.05(s,1H),
7.97-7.91(m,2H), 7.76(d,J=8.6Hz,2H),
7.29(d,J=8.6Hz,2H), 3.58-3.56(m,1H),
3.14(dd,J=14.4,4.80z,2H), 2.97(dd,J=14.4,2.9Hz,2H)
B w67

(1) (S)-3-(4-06 & % B )-2-[3-4- B Q@ £ ¥ & )F B K K]
N .

# K 1.36g(8.18nmol )My 3-(4-8B ¥ B )R B 0 1.20mn1(

19.3nwol )BT B (E W LT MR 20!t B N, N-= B B B B I b, M

AMGE R AR BB R (CNS ) A4S (210X 29720 % ) 117
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B7

B~ BB (118)

AN3.40g(24.8mmol )y R B 1 % , TES50~60TC T M| # 4/ 5§
, B2 AEERTREI4IE, KERBBEZ, BEMAN®
& B K100nl, U B ZERR, 0K HERKESB
BEmRAEZKEZ. BRE, AERTEHERRBRYTEREZBR KB
R, BEUVBEHEBWRE (ECK /28 ZME-=4/1)%K
Hmie1.35em3-4-FEEXE )N BBEHEEB & (
85% )o 1.30g(6.6%mmol )M LR LS P BFBER 1B EE
K F, MAT.Onl(7.0n0ol)By 1IN EE LW ARKBHE, €
EmTRBRE2NIEFE, RBE®RSP I INGS HEBFE R ABPH2Z~ 3
%, BB EY, BREFMHEL. 1legM3-4-F 8 E ¥ 1
I ABREBERED (92% ),

H R, ¥330ng(1.83nmol) W 3-(4-FR EE X X )F B8
f1500mg(1.82mmol)fy (S)-2-f8 X -3-4-BHE X H )R B 2
B A B BB E R EI IWNN-Z B RERFERR, WA
384mg (2.00mmol )M 1-(3-Z B X R E W X )-3-Z XK L =
H BB, 270mg(2.00nmol )M 1-8 % -1H-% Bt =, 0.25n1 (
2.27Tmnol)BYN-F H oE ok, A ZEETE TR BE21ME, K E
WHmAloOmlfy K, B HZHBMZ 8B ¥R, 8 NKIHER
REKESR, AEAKXKKBERAER2Z2 ., BR%, HET
ERBRTERBEBRBERERY, BERWBERB K& (
ECfik /2B ZB=2/1)B%MT 292negly (S)-2-[3(4-8 &
EXE)ABEKE]-3-(4- B R X X ]F M BN BB (
40% ), 280mg(0.699mmol )My LRt A W BB E3IIN Z B
B, M AI00ngfy 10% SBER, EEE P MABBHRI4NE ., R

AR AR b BB FEAER (CONS ) ALK ( 210X 2970 % ) 118
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Ao~ ABAHE (119)

EBEREER, B, FERTHRRTEBZEZREERYE R
7, BEIUVEBERBH KR (ES K/ 2B ZM=1/1~3/17)
B M’E 191nehy (S)-3-(4-0 % % X )-2-[3-(4-0 F & %
E)IRMEREIFBZENREER (66% ),

IR(KBr): 3350, 3300, 3200, 1740, 1640, 1510,
1250cm=?

LH-NMR(CDCla) & Tns:
7.11(d,J=8.6Hz,2H), 6.82(d,J=8.6Hz,2H),
6.73(d,J=8.4Hz,2H), 6.55(d,J=8.4Hz,2H),
5.80(d,J=7.7THz,1H), 4.83-4.74(un,1H),
4.15(q,J=7.1Hz,2H), 3.78(s,3H),3.59(bs,2H),
2.97-2.85(n,4H), 2.49-2.39(n,2H),
1.25(t,J=7.18z, 3H)
(2)(S)-3-014-[(5-Bk ¥ -2-F Bf ok 1 B ) X IE & % K -
2-[3-U-REEXE )FEREIFBZEBILEES Y (43))]

W B 151ng(0.447nnol )M 5- (K ® M £ % % K £ )-2-

% Bt Wk UG XS B A 16508 (0.445mm0l)f (S)-3- (4-H X % % )

“2-[3-U-FREXE)AEREIFBRZMBB 100l N, N-
“FEHEBBAP, MOAN2250g(0.490nn0l) B PyBOP (3 Bt =
W-1-% -% % -8 (b 03 &t £ )8 S M B B M)A 0.05ml(

0.455mmol )My N-F B B ok , £ Tl TR HE I5/K ., KB K
A 20mimI K, MWK E D, ﬁ*iﬁt#fﬁﬁﬂlmg&?m)
“3-(4-[[(5-(% W | & 9 2 k&£ )-2-% Bk & 13 % %
JZ E1-2-3-U-FEEF R )ABKEIFRZBOER

AN R BT BB EARE (CNS ) A4 (210297004 ) 119
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A7l
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A~ B (120)
B # (88% ),
IR(KBr): 3300, 1730, 1650, 1620, 1580, 1510,
1250cn-!
'"H-NMR (DMSO-ds) 8 THs:
10.56(s,1H), 9.26(bs,2H), 8.30(d,J=7.7Hz,1H),
8.11(dd,J=8.9,1.80z,1H), 7.86(s,1H),
7.81(d,J=8.9Hz,1H), 7.71(d,J=8.5Hz,2H),
7.44-7.32(mn,58), 7.19(d,J=8.5Hz,2H),
7.06(d,J=8.6Hz,20), 6.79(d,J=8.6Hz,2H),.5.14(s,2H),
4.48-4.40(n,1H), 4.06(q,J=7.1Hz,2H), 3.69(s,3H),
3.00-2.87(m,2H), 2.69(t,J=7.0Hz,2HK),
2.35(t,J=7.00z,20), 1.13(t,J=7.1Hz,3H),
TEERAIITAAEAMERE H &, # 267ng(0.387mmol) Yy
(S)-3-[4-[[5—(%fﬁiﬁﬁﬁﬁ%)-%%ﬁ&%%]ﬁ%
E’ﬁ’E]%E%Z-[B-M-ﬁﬁE%E)ﬁ@ﬂ'&%iﬁ@zaﬁbﬂ
ﬂﬁ{bﬁﬁﬁﬁ?%ZBOmsE’-J{t%%(43)5’9%@%(%&)0
'H-NMR(DHSO-de) § Tms:
10.84(s. 1H), 9.60(bs,2H), 9.44(bs,2H), 8.42(s,1H),
8.38(d,J=6.9Hz,1H), 8.15(s,1H), 7.97(s,2H),
7.78(d,J=8.5Hz,20), 7.20(d,J=8.5Hz,2H),
7.06(d,J=8.5Hz,2H), 6.80(d,J=8.5Hz,2H),
4.48-4.40(n,1H), 4.06(a,J=7.1Hz,20), 3.69(s,3H),
3.11-2.89(w,2H), 2.69(t,J=7.2Hz,2H),

2.36(t,0=7.2Hz,2H), Lo13(t, =710z, 3H),

AR AR P EBEIR (CNS ) AU (210X 297K ) 120

FNBSRER )

(524hh S o - e

—




D PR P RO R S RN

AT
B7

&~ BBRBEA (121)

B o 6 68
(S)-3-714-[(5-B 2 -2-% B ok 0§ 2 ) X IR £ 1% & ]-2-]
3-U4-FE EXE ) REREIAR (LAY (61)]
ERERAIOFAEMER A E, ¥ 230ne(0.387mnol)
Mmitew L3I BAHEMKY BB I6euegI LY (61)8
BOR R ORBEE® (44% ).
% B - 187-191TC (& B&)
IR(KBr): 3200, 1710, 1640, 1560, 1510cm-!
TH-NMR(DMSO-ds) & Thus:
10.70(s,H1), 9.74(bs,2H), 9.37(bs,2H), 8.37(s,1H),
8.10(d,J=7.0Hz,1H), 8.00-7.87(m,3H),
7.72(d,J=8.50z,2H), 7.20(dd,J=8.5Hz,2H),

7.06(d,J=8.5Hz,2H), 6.80(d,J=8.5Hz,2H),

4.45-4.36(m,1H), 3.69(s,3H), 3.06(dd,J=12,4.0Hz,1H),

2.84(dd,J=12,8.0H0z,1H), 2.69(t,J=7.2Hz,2H),
2.35(t,J=7.2Hz,2H),
B 69
(1)(S)-3-4-MWEFE)-2-TN-FHAEEHE-4-| X &
E)ZMBEE]IAMZBE

M 521lmg(2.42nmol )M 4-M uf W X 2 M £ = T 8 fn
0.40m1 (2. %m0l )M = 2 K & B E 200l = K B &K & HF MW
AN0.41nl(2.9nno )M X F R X R BER, L EZTET B ¥
Taph B, KREBR TN AN BERBRULAKBZTR, B
CMIEERZ, RRNABBEMAEHE Kt®d, UME/AKKB

AR RAA R+ B F AR (CNS ) AGLE (210297204 )

121

(S P 2 o B N B R 3 )

m—

?ﬁ\_ ———————

ks
M om———

3o

— A b, — — — A i — — — — it . g




T 3 b e H R

415940

AT
B7

A BB (122)

R AEHR, BRER, AEBETEHEREYRZAEEZRKHFHEH K
», RERVBEERBWWR(ECR /28 Z28=2/1)8%,
% 710nghy (N-X B W EHRE -4-REREIZHE=THK

My & = W MY (84% ), 692meg(1.9%mnol) B E R L & 8 M0 L

Sl EHRFEHWIOnIW ZH 2B, EEEZHTHRMSEITA
. BB TARERTZABFBEZBRBBERBR 2 MES550ehy [
N-% R R EXERE-4-REVNE] 2B IREBEB (96% ),
EREEEMAT(VIRARMBRE G K., ﬁ530m3(1.é1mmol)
By (N-% B & & B & -4-1 F € £ ] Z B 0 500ng(1.820mo0l)
B (S)-2-K & -3-4-BHEFXRE )FBZIEBEEBRIESS ., M
BT70Tmel () -2-[(N-FFREKE-4-HE KR E)ZEK
E]-3-U-BEXRXE)FEBEIEBENEEHRKY (76% ),
ERBERAGI(LFA R MBEL &, ¥ 685mg(1.33nmno0l)
B (S)-2-[(N-F B & & % X -4-RE & £ ) BMWE]-3-(
A-HEFE)IABZIEOBERE K EMNS 55808 (5) -
3-(4-BEXHE)-2-[(N-FREEHKE-4-REHRE)ILE
BEEIFBZIENKRAEBBRRY (875 ),

[R{neat): 3350, 2920, 1735, 1680-1660, 1100cm™!

'H-NMR(CDCIa3) 8 Tns:

-3

.37-7.29(m,5H), 6.95(d,J=8.0Hz,1H),

6.86(d,J=8.4Hz,2H), 6.53(d,J=8.4Hz,2H), 5.12(s,2H),

4.82-4.73(n,1H), 4.17(q,J=7.2H0z,2H0), 3.93(s,2H),
3.68-3.58(m,4H), 3.49-3.42(m,1H), 3.29-3.16(n,20),

3.02(d,J=5.8Hz,2Kk), 1.78-1.67(m,2H),

AR AR PHABRFRE (CNS) AL ( 21029724 ) 129
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A7
B7

A~ BEAHEA (123)

1.55-1.43(m,2H), 1.25(t,J=7.2Hz,3H).
(2) (S)-3-[4-[(5-BK % -2-F Bf vk Wi & ) E IR & [x & -
-l4-mMmEREI)CEREIABZE [(Eey (44)]

ERERAISFAMEEAB S E, 8§ 187ag
0.553mmol ) By 5-(% B & &£ B X K £ )-2-F Pk m 2 8 A
258mg (0.533mmol )My (S)-3-(4-B £ X X )-2-[(N-X F R
ERE-\.-RREKEI)CEBREINBZIEBEES, S VBE
HEHE(RB/BE=99/1)HB W HE 238nghy (S)-3-04-[1I
S-{FXFREERENRE)-2-FH W & IR EREL I8
2-TN-F R EERE-A-REKE)ZERE]IAHZIED
EEEBR (56% ),

IR(KBr): 3380, 1730, 1680-1660, 1620, 1100cm~!

'"H-NMR(CDC13) 8 THns:
9.07(bs,2H), 8.45(bs,1H), 8.27(d,J=1.9Hz,1H),
7.99(dd,J=9.1,1.9Hz,1H), 7.62-7.56(m,4H),
7.48-7.30(m,10H), 7.14(d,J=8.5Hz,2H),
7.00(d,J=8.1Hz,1H), 5.24(s,2H), 5.11(s,2H),
4.92-4.83(m,1H), 4.20(q,J=5.2Hz,2H), 3.96(s,2H),
3.78-3.63(m,2H), 3.53-3.49(m,1H), 3.30-3.13(m,4H),
1.78-1.71(n,2H), 1.57-1.51(m,2H),
1.27(t,J=5.2Hz,3H),

& M 230mg(0.288nmol) Ky (S)-3-[4-[[5-(% F & # i
BB E)-2-F% Bhvkomg B I B M B IXEI-2-[(N-%8 & &
WE-A-MRu REIZEHKEIRABM BRSOl 2 & F,
fn A 40mefy 10% HHR , 7 & R A E W T 8@ W 22/ 8F , K I

RARER M T HBEARR ( CNS ) AR (21029708 )

123
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Al
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A~ BB (124)
BEEE, BETHRBEYTRBERERLE RS, B g
BB (Chromatorex , NHE & + 7 fl /M S £ B 8 2 )% & g
Vs (B 05 /% B2 =85/15)/ 3L i 45 85mel 16 & % (44) 19 I
B (55% ),

IR(KBr): 3350, 1725, 1650, 1520, 1090cm~!

'H-NMR (CDCla) 6 Tns:
7.97(s,1H), 7.76-7.55(m,5H), 7.16(d,J=8.5Hz,2H),
7.19-7.08(m,1H), 4.95-4.85(m,1H),
4.20(a,J=7.2H0z,28), 3.96(s,2H), 3.43-3.34(n,1H),
3.16-3.14(m,2H), 3.08-2.97(m,2H), 2.64-2.52(m,2H),
1.87-1.81(m,2H), 1.45-1.32(m,2H),
1.27(t,J=7.2Hz,3H),

il 70
(S)-3-[4-[(5-Bk £ -2-% B ok W £ ) B B K % 1% 2% 1-2-[(
t-MRBREIZEREIAB (LA (56))]

BB MM 10 R ME HiE, ¥§83ng(0.155mn0l) 1y
bay (4)m Ak S BH$90netI L &8 (56) W B @
e EE (T E),

BH: 250TC Uk

IR(KBr): 3350, 1720, 1655, 1530, 1100cm~1

"H-NMR(DNSO-de,500MHz) & tHs:

12.90(bs, 1H), 10.83(s.1H), 9.54(bs,2H), 9.34(bs, 2H),

.06-8.98(m,2H0), 8.40(d,J=1.7Hz,1HK), 8.15(s,1H),

7.97(d,J=8.9Hz,1H), 7.94(dd,J=8.9,1.7Hz,1H),

ARKERBARTBEAFEE (CNS) AGLIE ( 210X 2970 % ) 124
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A~ BABLER (125)

7.80(d,J=8.3Hz,1H), 7.76(d,J=8.5Hz,2H),
7.24(d,J=8.50z,2H), 4.55-4.51(n,1H),
3.91(d,J=15.2H0z,1H), 3.88(d,J=15.20z, 1K),
3.55-3.53(m,1H), 3.14-3.10(a,2H),
3.12(dd,J=13.7,4.80z,1H0), 3.01(dd,J=13.7,9.0Hz,1H),
2.96-2.91(m,2H), 1.95-1.89(n,2H), 1.76-1.73(n,2H).
Bl 71
(MM4-BE-N-(ERBRE IEKEIZBZE

#25.08(181imnol ) B9 4-3 % % B A0 10.0m1 (90.5mmn01)
WREZBZEBEHNEABRERE T, 80-90C T @& # 201
5 3 E@E?&"1’1][1)\3011119‘52.@2.@3[1%%%10%&?&. ®
REE, BZ2EYELEAERBGI3.10 (4-0 & ¥ g &
BB EEE®E (64% ), 1.00g(4.46mmol) 5 L B &
THM1.12e(9.36nnol )W ERBEEBE S K & WEF, 80-
OTTHRHE2IE , NERSWBESREBFE (EC e /2
B E=1/1)M B W8 0480ty [(4-B & -N-(F BE)XERK
E]JoMZEmMgBeEE (69%), 851meg (2.76mnol) By L
REEYBERE200IHBE B ONI0IBNZBER S w+ ., mA
BO0mely 10% MWK , EE R T ZF® T W04 05, i
AR TERARTEHERERERS, w8 759nmgfy [4-1%
E-N-(EXBMEIXRRIZBMZEY &6 6 R (99% ),

IR(neat): 3600-2300, 1730cn-!

'H-NMR (DMSO-d6) 8 Tus:

7.45-7.25(m,4H), 4.30(s,24), 4.10(a,J=7.1Hz,2H),

. 1
S T i e e — e —— — —— — —. — o————
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-
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A7
B7

Z o~ BEE (196)
2.08(t,J=7.1Hz,2H), 1.38(quint,J=7.4Hz,2H),
1.30-1.03(n,5H), 0.76(t,J=7.1Hz, 3H)
(2)[4—[(5-%5-2~%§#"§EW5§)ﬁ&[ﬁ%]-b‘-(ﬂimﬁﬁﬁ)
FREEIZHBZE (L4 (68)]
ERERAISOHFFTRBE S &, M 421ng (
1.24mmol)E'~35~(3$’:$ﬁﬁﬁ%%&)ﬂ-%ﬁf"ﬁ"ﬁﬁ@fn
346mg(1.24m01)9’3[4-ﬁ§-N-(IED?ﬁ§)i§H§§]Z@Z
- = %@E’é‘ﬁ-ﬁﬁﬁfﬁ(IEE.E:’/Z.@Z.EE=3/1~1/1)
w ¥, ﬁﬁ?%BOSmgB‘J[4—[[5-(5§$ﬁ5ﬁ§%§)-2-$§f
&ﬁﬁ]ﬁEEEJ-N-(E&EE)%EEJZ@Z!ﬁﬂ’ﬂﬁéﬁ
BEE (42% ),
IR(KBr): 3600-2700, 1740, 1810cm-!
'H-NMR (CDC13) 8 Tus:
8.80(s,1H), 8.21(s,1H), 7.96(d,J=9.0Hz, 1H),
7.85-7.75(m,2H), 7.60-7.18(m,4H+5H), 9.22(s,2H),
4.35(s,2H), 4.17(q,J=7.0Hz,2H), 2.14(t,J=7.2H0z,2H1),
1.54(quint,J=7.2Hz,2H), 1.40-1.10(m,5H),
0.78(t,J=7.2Hz,3H),
25mIB’~Jﬁ{fifD25mlB’~J?E?ﬂﬂﬁ’;‘SSImg(O.587mmol)E"J[4-
[[5-(3#“:$ﬁ%ﬁ%%ﬁ*ﬁ)-2-%%&%%]&%5&'5}-}!-(
EREE)XBEEIZBZE &, B WA 30nefy 10% 8@ B fu
Lol (1. 2nmol )8y INMY BB, £ & & G | EROTOM M1
B, KRB K& & %, WRT ARERBRBERESE SR S
ﬁﬁlﬁ@@“é‘ﬁ@ﬁ?ﬁ(ﬁ{ﬁ/lﬁﬁéulfl)*%%!, i 13

KRR T REFARA (CNS ) AMLE ( 21029708 )
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B~ BRI (197)

28log@ L & W (68)KM A EA B 19 & & B 8 (95% ),
IR(KBr): 3600-2800, 1730, 1640, 1505¢m~!
'H-NMR(DMSO-de,500MHz) & Tns:
8.38(s,1H), 8.08(s,1H), 8.00(d,J=5Hz,1H),
7.95-7.88(m,3H), 7.40-7.35(m,2H), 4.32(s,2H),
4.11(a,d=7.3H02z,2H), 2.10(t,J=7.3Hz,21),
1.43(quint,JJ=7.3Hz,2H), 1.25-1.12(m,5H),
0.77(t,J=7.3Hz,3H),
B AT2
[4-[(5-B¢ & -2-F DAk Wi B )R E B E]I-N-(ERE X)X
BEEIZB (L&Y (74)]
FRERAIOFERER G K, ¥ 2020¢(0.404nmo0l) Y
L& (s8)MBABBE MKy B, FXWH (Chronatorex-
ODS DHIO2OT, B+t B M A E L8NS )EEEFRE (K~

MO BT S60ne t &% TN BB M E & E8 (28%)

o

wE o 216~ 230C (& B)

IR(KBr): 3600-2500, 1650, 1600cm~!

'H-NKR(DMSO-de,500MHz) & Tns:
9.41(bs,2H), 9.13(bs,2H), 8.35(s,1H),
8.05-7.85(m,5H), 7.45-7.36(n,2H), 4.20(s,2H),
2.09(t,J=7.50z,2H), 1.50-1.40(m,2H),
1.26-1.13(m,2H), 0.83-0.73(m, 3H)

WOt 73

AR R A AR+ B EAAE (CNS ) AdALAS (210X 29720 % )
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F o~ ABAHAR (128)

(D[4-B & -N- (AR EXRE XK EIZHZHE

# 25.0g(181lnmol )Ry 4-B1 & X B 0 10.0m1(90.5mmo0l)
fPREZBMZIBEBEANRFT, 80-90C TR 20/ K ., R E
R MASNIIZMZE, MAEHRIOF &, B MAT W
Y, BCEBSERMELI3.1¢h (- E XK E )T B Z
B EEBE (64% ), 1.00g(4.46nmmol)fy £ RS B M
Snlf X FRERERERRT, 80-90TC T H 1.5/
c REBFMA2IF X%, MBETREZKKHKFEMR
G, BELVYBERBNE(EC KR /2B 28 =5/2)f ¥
M iF 962mefy [4-BH E -N-(FBRERE )ZXEKE]Z B 2 8
WEEHRD(ER), 716ueg(2.00anol )y LR &Y F
mA100ml By 2 B A0 30mlBY K, B M AG6.556(100mnmol) Ry
EHESEM2.22¢(20.0mno ) EIEH , WBEBERZPDK . K

ERBRE, AETABRRARABEIBERL RS, B®

R A100mlfy X, HZBMZIEERZ. BREKB KIH
meEE AKGEE, UEARBRBERAKERZ2., BR %, B
WEHBT RBEERKHERDME 576l (4-1 F -N-(
FREERE)FEFRE|IZCHMIEBEAEEHRY (882 ),
LH-NMR(DMSO-ds,500MHz) & Tms:
7.35-7.20(m,5H), 6.97-6.91(m,2H), 6.53-6.47(m,2H),
5.06(s,2H), 4.23(s,2H), 4.11(q,J=7.1Hz,2H),
1.17(t,J=7.1H0z,3H),
(2)[4-[[s-(Fx8 KB HE K E)-2-F @k 1 & [ XK E
J-N-(FBREERE)XBE]ZHMZIBIEtasY (69)]

AHRAER T REEMR (CONS ) AdLIS (210X 29724 ) 128
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A7
B7

A~ BEAHE (129)
RERAIS(HFARMEEF &, # 567mg(1.68mmnol)
E‘~J5-(5£$i%ﬂ%%E)-%%Eﬁﬂkﬂi’ﬁﬁmmswmg(
1.68mmol)FﬁJ[4—K§§-N-(£Eﬁi%ﬁ%)iﬁﬁﬁ}ZEﬁaﬂﬁ
BE, BWBEHEBFNE (EER/Z28BZEE =2/1~ 1/1)#
HmBe5TneM &M (60)M B = B 8 (824 ),
"H-NMR(DMSO-de,500MHz) 6 Tns:
§.50(s,1H), 8.13-8.11(n,1H), 7.88-7.78(n,4H),
7.45-7.30(m,12H0), 5.13(s,20X 2), 4.39(s,2H),
4.03(q,J=7.1Hz,2H), 1.10(t,J=7.1Hz,3H),
B i B 74
[4-[(5—FH€§-2-%%&@%)3&5#&'%]5&5&%]Z.@Ht‘é‘;
Y (70)] |
BRERAITHEEARF S, ¥8570e(1.320n01)
{t%%(Gg)buﬁﬁﬁfﬁﬁ%[4~[(5-%§—2-3&§#ﬂ5’&lﬁ£)
REBEEZ ! X*RBREIZBZE. BEBEEMAIOMRMA A
% E T MK 5B, m & 125ngI E &% (TO)M = W B S o
HBEEE (22%),
OB 235C M L (4om)
IR(KBr): 1730, 1650, 1610, 1580cun-!
'H-NMR(DMSO-de,500MHz) & Tns:
10.44(s, 1H), 9,45(bs,2H), 9.20(bs,2H), 8.34(s,1H),
8.10-7.87(m,4H0), 7.55-7.53(m,2H), 6.66-6.63(n.2H),
3.84(s,2H),

B 75

AR A A T EEEARE ( CNS ) AdSUS ( 210X 2970 4 ) 129
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AT
B7

A~ BB (130)
(M U-BERCEE)ZCHMEZTH
HRS5.7g(0.14n0l )My & R AL M R 6l &k &, H by
Al15.0g(0.13a )1 4-RE B (HERXA/KX=6/4), X
T30S0 8., B2, MA20.85(0.065n01)8) 8 4L W
TEHM24.521(0.13n0 ) B EZBME=ZTHERE, £EEE
THRHRHEINE ., RERBZBZERR, 2REAE KK
BERAKEBRBZ2., B &, R TABRBKTEBZR E#
BHRS, BEUVBERBY R (ECKR/Z28® 2 8 =5/1~
/R EMB2.13¢et) U-BREBCE)ZHE=THENYBE
WMy (7% ),
IR(KBr): 3400, 2910, 2850, 1740cn"!
I'H-NMR(CDCla) & Tns:
3.98,3.97(% A s,20), 3.85-3.61(m,1H),
3.58-3.27(m,1H), 2.18-1.10(a,17H)
(2)[4-[(5-BF & -2-%* DAk W % 'R X § X | BECEg %) ®
FE=THEH[(Lag®w (151)]
8nl(110mmol) By B BE @ M 2 1.00g(5.34nmol) 8y 5- %
E-2-%B B mMBHYT, NHARKLE., ARTAEARE
R RBEHRIBRER, MANINI X, BERAET
RE AR, MBS-WE-2-XP % WBE, BER 200l
REHR, BMAO0.86nl(10.7nnol )y g , 131mg(
1.07nmol) By 4-= B Jg B ot o , 1.35g(5.88mnol) @y 4-3 %
ROEZIHMBE=ZTH, WBERIIE, RE®HS WA K,
HZBZIBMRBER, RREARKBRBEN AER2., &%

AMER BB T BEFEE (CONS) AdLAE (210X 29704 ) 130

(20 b h ot e B (N vl B 0P 3 )
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A7
B7

A~ BB (131)

#, ABRTEHERBTREZREABRS, B8 H W E
HBHN A (EER/ZBZB=10/1~5/)B %, 58
1. 12eB [4-[(5-M % -2-X Bk M B )R X R & 15 2 & &£ 7
CBRE=ZTEMOEBERE (52% ),

IR(KBr): 3400, 2950, 2200, 1740, 1719, 1820,
1580cm~!

"H-NMR(CDCl3) & tns:
§.10-8.02(m,1H), 7.78-7.63(n,2H),

.55(d,J=2.0H0z,1H), 5.23-5.00(m,1H),

|

4.02,4.01(% % s,20), 3.53-3.40(m,1H),
2.27-1.52(m,8H), 1.49(s,9H),
ERERAIGFARMEREF &, # 1.008(2.50mmol)
B‘U[4-[(5-ﬁ§—2-%@?%%%)%%%%]%5QEJZ@
EZTHORE S S R 08, M 1.00e®y 4L &% (151) 1
EMEBEOLEER® (73% ),
IR(KBr): 3200, 2950, 1720, 1670cm-!
'H-NMR(CDCl3) & Tus:
12.0-8.40(bs,4H), 8.30(s,1H), 8.08-7.79(m, 3H),
5.19-4.90(m,1H), 4.02(s,2H), 3.65-3.35(m,1H),
2.15-1.25(m,17H),
B 76
[4—£(5~E¥§-2-%§F"§Eﬂfﬁ§)£ﬁ§§§Jﬁaﬁﬁ]zmHt
&P (152)]
KRR EKH 2 R A S %, M 1.00g(1.84nmol)ty 1t

Ak RAGE A+ BB AR (CNS ) AdtLIE (210X 29710 % ) 131

(5 P 2950 o e B N B o8 )
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A7
B7

A - BB (132)
B9 (1510 6 M B B U 100l = & 2 B i B 1% 5200g 8y
L& (152)MERBRO B EBEE (58%),

LH-NMR (DMSO0-ds) 8 Tns:

9.39(s,2H), 9.10(s,2H), 8.30(s,1H), 8.09-7.81(m,3H),

5.15-4.88(m,1H), 4.05(s,2H), 3.65-3.35(m,1H) .
2.17-1.31(m, 8H)

MS(SIMS,n/z): 361 (M+H)

B2 300mg (0.61lmmol) 2 1t & 4 (152)6E M B & & f1 A
100l B R 12n1(0.23nmol ) ¥ GE B, Z 90C MW # 104 & |
REBEZEZER, MASIZ B, 2B 2 685 &,
BEB220nefk Y (I5)2 K BEH 2 /& BB (78% ),
9.39(s,2H), 9.06(s,2H), 8.31(s,1H),
8.09-7.81(m,3H), 5.15-4.88(n,1H), 4.05(s,2H),
3.35-3.65(s,1H), 2.17-1.12(a,8H)

MR/ RATCLAY XY BE %)

B M 77
-14-[(5-BF & -2-F Bk B )R L TR IR X /B2
B (£ &% (193)]

REERAIS(D)FMRERE F &, 8 1.00g(5.34mmol)
B S-ME-2-F Pk MY BT Y E YR EL ey,
BA1.08e(5.77nnol)MI3-(4- B XM B )A B 2 A R &,
BEHRBEERENZ (KW YFG 73308 3-[4-[(5-%W %
CFE B RN B )R EFRE IR E A BMEN E R E

33% ),

AMHARAATTBERRE (CNS) AU (210X 29704 ) 132
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A7l
B7

Ao~ BEoA38R (133)

8.37(s,1H), 8.00(d,J=14.4Hz,1H),
7.92(d,J=14.4Hz,1H), 7.84(s,1H),5.06-4.92(n,1H),
4.07(q,J=7.1Hz,2H), 2.73-2.58(n,6H),
2.52-2.43(n,2H), 2.02-1.92(n,2H),
1.91(t,J=7.1Hz,3H), 1.75-1.63(m,2H),
EREBMIG)AAEMBE HF &, 8 723ng(1.78nn01)
By 3-T4-[(5-WM & -2-F Bk Wi % )W XS & /o X1/ &
CHEHEWNEMEHKE, LW B (Chronatorex, NHE , & +
BAEZLREHREBIERETNE (KRB /9 B =85/15 % 8 i
T 140meI &Y (193) | & B 8 (20% ),
TH-NMR(CDCl3) & Tns:
7.96(s,1H), 7.72(d,J=8.6H0z,1H), 7.60(d,J=8.6Hz,1H),
7.53(s,1H), 5.14-5.04(u,1H), 4.62(bs,3H),
4.15(q,J=7.1Hz,2H), 2.82-2.63(n,4H),
2.54-2.33(n,4H), 2.11-1.80(m,4H),
1.27(t,d=7.1Hz,3H),
B i 78
R -[4-[(6-BK % -2- REI)BFERKRE B K IZHS
=THIIEEsY (210)]
BB EREMI)MBBEF &, 8 244ng(1.31nmn0l)
9 6-W % -2-03| OR 8 8 f1 300ne (1.31nnol) @ K & - (4-1% &
RCRBI)ZHME=ZTHEHSWS, U BEEREWFE (RIS /
OB =50/1~ 1/1)M B i 9 46508 K & - [4-[(6-% & -2-

'H-NMR(DMSO~ds): & Tns:

AR BT REFARR (CNS ) AdMAS (210X 2970 % ) 133

(1P 3045 3t e B Bl B 36 )
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AT
B7

£~ HABE (134)
M RE)BEREIRCELIZHE=THO B & F B (
89 % )o

IR(KBr): 3600-3000, 2900, 2200, 1730, 1630,
1540cm™ 1

IH-NMR(CDCla) 8 Tus:
9.96(bs,1H), 7.79(s,1H), 7.71(d,J=8.3Hz,1H)},
7.35(dd,J=8.3,1.4Hz,1H), 6.63(d,J=1.3Hz,1H),
6.09(d,J=7.9Hz,1H), 4.02(s,2H),4.12-3.90(m,1H),
3.50-3.30(m,1H), 2.27-2.05(m,4H), 1.49(s,9H),
1.75-1.15(m, 4H) ,

BREERMLIAARME S E, 46518 (1. 17rnol)
MRA-4-[(6-FE-2-IRE)BERKREIHCELIZ®
EZTENRENSAKLEN B 343ne L e (21000 8
BB BN EE B (54%),

IR(KBr): 3600-2800, 1725, 1660, 1630, 1530cn-!

1H—NMR(DMSO-ds)5 THS:
12.23(bs,1H), 9.50-8.45(br,4H), 7.89(s,1H),
7.84(d,J=8.5Hz,1H), 7.41(dd,J=8.4,1.5Hz,1H),
7.28(s,1H), 4.01(s,2H), 3.92-3.67(m,1H),
2.10-1.80(m,4H), 1.43(s,9H), 1.55-1.10(m,4H),
B ff 79
RA-[4-[(6-B % -2-RE B EBRE IR KIZHI[
& (212)]

BB OE MBI 2R A M@ A ik, M 824mg (1.52umol) By 1t

ANGER R A P EE AR (CNS ) AddLis (210X 29704 ) 134

(3o Pr3enS- o i B N Brsesi b 3 )
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A7
B7

Ao~ EeRHH (135)
‘%%(ZIO)BUEB’!@ﬁMSmlB’-JEﬁZ.Mﬁfﬂﬁ'ﬁﬁﬁzﬂmgﬂ’ﬂ
it e® (212)8) & B By & (87 % ),

IR(KBr): 3600-2800, 1720, 1670, 1630, 1520cm-!

TH-NMR (DMSO-ds) & THs:

12.24(s,1H), 9.25(bs,2H), 8.89(bs,2H),

8.45(d,J=7.6Hz,1H), 7.90(s,1H), 7.84(d,J=8.5Hz,1H4),

7.41(dd,J=8.4,1.30z,1H), 7.29(s,1H), 4.04(s,2H),

3.90“3.65(:1[‘[), 2-20_1-78("]04}{); 1-55‘1-10(“')4“)0

B i 80
KA -[4-[(6-KE-2-d RE I)BEERKRE I BECERX 1282
B liE&® (209)]

mEEEGA 42T R MBE F %, B641ng(l.32nn0l) 1ty
L&y QI2)HEWBBINZERE, S 495nety £ & B
(200)B P B BB O & & B8 (78% ),

% : 263-266T

IR(KBr): 3600-2800, 1745, 1670, 1630, 1560,
1530cn-1

'H-NHR(DHSO-de) & Tns:
12.20(bs,1H), 9.24(bs,2H), 8.83(bs,2H),
8.42(d,J=7.8Hz,10), 7.90(s,1H),
7.84(d,J=8.4Hz,1H), 7.41(dd.J=8.5,1.58z,1K),
7.29(d,J=1.5Hz,1H), 4.13(s,2H),

4.13(q,J=7.1Hz,2H), 3.90-3.70(m,1H), 2.35(s,3H),

2.15-1.82(m,4H), 1.21(t,J=7.1Hz2,3H0),1.55~1.15(m,4H)

AMER AP BB ERR (CNS ) AdMLE (210X 29708 ) 135
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A7l
B7

A~ BB (136)
B i Hl 81
R -(4-[(8-H % X B (6] -2-K ) £ E)BES g &R
le & (232)]
REERMAI)FEEESE, ¥ 400ng(1.97nno0l)
B9 6-% % % Bf (D] 1K 0f -2-¥ B %0 4740 (2. 07mno )89 K & -
S-U-BHERCE)ABME=ZTHESES, MB4T o K & -
(4-[(6-M &= X B [p]® B -2-%X )R EKRIECEEIZ®
E=ZT EOE &BBK (58% ),
IR(KBr): 3700-3000, 2200, 1730, 1620cm"!

IH-NMR(DMSO-ds) & Thns:

8.64(d,J=1.50z,1H), 8.20(s,1H), 8.12(d,J=8.3Hz,1H),

7.79(dd,J=8.3,1.50z,1H), 3.80-3.70(mn,1H),
2.08-1.98(m,3H), 1.95-1.85(m,2H), 1.43(s,09H),
1.45-1.35(m,2H), 1.33-1.23(m,2H),

MR EREAIGIFRMERE AF %, ¥ 4500e(1.09nm01)
MR A -[4-[(6-REXP [b]EM®-2- B )FERBKEIEC &
EICBEZTHOREXEAKE, LB (
Chromatorex, NHE F + 1 f /A H Lt 2 M K )& H B H & (

RU/FE-6/DURNMTHE XM 147T0e KR A -[4-{(6-BF &

FEB (D] -2- X )R LR EIRCEREIZHME=ZTHEN
HEBEBE., FREBEREMZHAERAEFEU 2010 282 B
RELALCSDHMGE 1044 (232)W=EHZEBAED
HEBERE®B(20% ),

%% 250TC L E

AR AR T BEEAR (CNS) AL (200x2970% ) 135
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B7

B~ BUBERR (137)

IR(KBr): 3700-2700, 1740, 1670, 1600cn-!

"H-NMR (DHSO-ds,500MHz) 8 Tns:
9.46(bs,2H), 9.18(bs,2H),

8.53(s,1H), 8.23(s,1H), 8.15(d,J=8.5Hz,1H),

7.78(dd,J=8.5,1.5Hz,1H), 4.04(s,2H),
3.80-3.70(m,1H), 3.43¢(m,1H),
1.97"1.85(]11;2{'{):

B OiF Ml 82

1-45"1.35(111;2}{)!

R -[4-T(6-B £ 8 (b)) -2-% ) £ & |BCg &

1l M ®Itte&H (230)]
EREREMACARRBE F &,
e RIDIWZFIBAMZCER E,
MW TFTEBRENERCER (ZE&E),
'H-NMR (DMSO-ds) & THus:
9.38(bs,2H), 9.01(bs,2H),

8.52(s,1H), 8.23(s,1H), 8.16(d,J=8.5Hz,1H),

7.78(d,J=8.5Hz,1H4), 4.13(s,2H),
4.12(q,Jd=7.1H2,2H), 3.85-3.65(m,1H),
2.15-1.85(m,4H), 1.21(t,J=7.1Hz, 3H),
1.50-1.15(m,4H),

B 83

8.69(d,J=7.8Hz,1H),

2.13-2.00(m, 2H),

1.33-1.20(m,2H),

% 85mg (0.174nmo 1) A9

m i3 8%nghy £ &

8.70(d,J=8.0Hz,1H),

2.35(s,3H),

(1)(S)-3-(4-B B X HK)-2-(=Z &

FERBRE)AMCH

100mlfy Z K8 M0 AL 4.008(14.6mnol )My (S)-2-0% % -3-(

A-8 B X B )A MBS S,

BMWA2.501(23.5mnm01l)

KRR R AR P BB RS ( CNS ) AdMLB ( 210X 2970 % )

137
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415940 A7

B7

A~ AABABLER (138)
M=Z=m FERER., #MA3.201(29.1lnnol) I N-5 % §
W, EEER TEE2MIE . RE®BRPE A100nl85 K, M
CBMZERR, BRRBEAKRES, &K KBRZENRKERE
2. BHE®R, BERTERRERPTPRABELZBREHER T, B
U BEEBRE(RBE/ECK-2/1) MM E2.25¢8y (
S)-2-(Z@& P EBMEBERKE)-3-U-BHEXE)FHB ZEBN X
B g (42% ), 1.97¢(5.32mnol) M LR L E&EWIEEBR
100mlBY Z B, 0 A 750mefy 10% I, FERFERT
Maeedhwm ., RERLULVBLBER, HBRTERRPT RS
ZHRZB, BEAKESEMS1.81eM (5)-3-(4-1% & X &
)2-(Em R ERBRE)ARBCENERCESR (T &),

TH-NMR(CDC13) & Tus:
6.90(d,J=8.4Hz,2H), 6.62(d,J=8.4Hz,2H),
4.72(bs,3H0), 4.42(dd,J=5.9,5.3Hz,1H),
4.21(aq,J=7.2Hz,2H), 3.10(dd.,J=14.1,5.3Hz,1H),
2.98(dd,J=14.1,5.9Hz,1H), 1.27(t,J=7.2Hz,3H),
(2) (S)-3-[4-[(5-BF & -2-F BH vk vl £ )R E M £ 1% & |-
-(=Em P EBRERE)AB OB (Le® (54))

e ERH IS MM AT E, §1.02g(3.01nmol)
B 5- (% B & % B 2 B 5 )-2-5F B ok v 38 B f0 1.03¢g(
3.03mmol)BY (S)-3-(4-F X X E)-2-(Z K FEMBRE)
AR ImMES, UWBEHBHE(EOR/ZMIHE=1/
I~ 1/2)R ®H Mm@ 1.31efy (S)-3-[4-[05-(% W & & B & &
E)-2-XBuvmEIRKEREIXE] 2-(ZHEPEREK

AR R B T RE A (CONS) AdBUIE (210X 297204 ) 138
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A7
B7

B~ BB (139)

RIFBZEome B ME (655 ), 1.308(1.97nmno0l)ty £ 3

t&®dmA22000lty 27 B2, 450megfy 10 % @ 8 | 2ol By 1N

B, EERPETHE TR 2/ 65 REKRBR®E, A 8T
ERBEFTRBERERER S, M 1.11e 1 & % (54)
MEBS Y REEEB (&),

"H-NMR (DMSO-de) & Trs:

10.71 (s, 1H), 10.26(bs,1H), 9.46 (bs, 2H),

9.18(bs, 2H), 8.37(d,J=1.3Hz,1H), 8.02(s,1H),
7.99(d.J=8.6Hz,1H), 7.90(dd,J=8.6,1.3Hz,1H),
7.78(d,J=8.7Hz,2H), 7.29(d,J=8.7Hz,2H),
4.17(q,J=7.18z,2H4), 3.44(dd,J=10.1,5.0H0z,1H),
3.14(dd.J=13.8,5.0Hz,1H),
2.87(dd,J=13.8,10.1Hz,1H), 1.97(t,J=7.1Hz2, 3H),

B il 84
(S)—3-[4—[(5-Iﬂ5§-2*%@?&"@%)%%&&%]%%]-2—(
SATPEBERE)R® (LS (55)]

SOnlfy 2. 5Ny M M f0 10n1ty 2 B R 180mg (
0.320mmnol )83 4L & % (54) 0 , m#BHRIME, 5 BT
WRE®R, LB RR A, WOH OB BER, M3 30nely 4t
S GHNARBIOE 6 F iz (18% ),

"H-NMR (DMSO-ds,+TFA) & tns:
10.74(s,1H), 10.07(d,J=8.9Hz,1H), 9.50(bs,2H),
9.29(bs, 2H), 8.39(d,J=1.6Hz,1H), 8.05(s,1H),

7.99(d,J=8.9H2,1H), 7.93(dd,J=8.9,1.6Hz,1H),

AR R Z i8R ?@Ei##(CNS)MM(zloxzm.\t) 139
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A7
B7

o~ BBABLEA (140)
7-79(d,J=8.50z,20), 7.30(d,J=8.5Hz,24),
4.18-4.05(n, 1H), 3.18(dd,J=14.0,4.30z,14),
2.84(dd,J=14.0,13.502,1H),

B il 85
Eiﬁ-M-[(S-H*E-2-%@#&%%)&%!&51%’5ﬁ%]z
BME=ZTHEI[ts® (175)]

i#$925mg(1.68mm01)834t%%(170)5’;‘120:;118’3%5
T EH, MA200mghy 10% 3 5 | EEE AP MHEFH 2D
c REBREZE XA WE LB G, B THBRREEE
BRE#RERS, BEAWE (Chromatorex, NHE , & + 7§ #|
Eﬁﬁ(h%ﬁ&%)%ﬁﬁﬁ?ﬁ(ﬁm/$ﬁ=20/1~3/1)ﬁ§4ﬁ
1%665s%{t%%(l’rﬁ)ﬂﬁﬁ%lﬁlﬁa(%%)o 400mg (
0.963mmoI)E‘fJJ:iift%%@ﬁﬁﬁzzlmlﬁﬁmﬁﬂ%mﬂﬁ, ok &
Tiﬁﬁbﬂiﬁﬁﬁ%mg(m%s‘mol)%%ﬁﬁﬁﬂﬁﬁml%Eﬂkﬂﬁ
HW®, Bl TFTRELIOH &, REBFMANIOl 2 8,5
BB o F, iIiHSZﬂ‘ﬁ?%HSmngJ{té%(l?G)E’J‘?
BMBEOE®RE®R (86% ),

[R(KBr): 3600-2700, 1720, 1670, 1632, 1594,
1525¢m-!

'H-NMR (DMSO-ds) 8 tns:
9.35(bs,2H), 8.95(bs,2K), 8.62(d,J=7.0Hz, 1K),
8.28 (s, 1H), 7.92(d,J=8.6Hz,1H),
7-84(dd, J=8.8,1.7Hz, 1H), 7.71(s, 1K), 4.00(s,2H).

3.90-3.68(m, 1H), 3.40-3.20(m,1H), 2.32(s,3H),

IR AR T BBEME (CNS) ALIE (21022572 ) 140
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A~ BRER (141)

MER-3-C-BERSEIRME = T &y

2.12-1.80(m, 4H), 1.43(s,9H), 1.60-1.15(n,4H),

B i 86

ER&EE&@J13(1)9?1&*5[5‘]73%?}?1%60.039’9B-[4-(
BE$§Eﬁ§l§§)ﬁﬁaﬁ}ﬁkﬁﬁ§%5]‘ﬁﬁfﬁmEi’f'fiuz
mzaﬁ%ﬁ%iﬁf&'mﬁ%%mﬁzs.smﬁﬁfté%(ﬁ—sa
K)(39% ), iﬁﬁ'_tii{té%ﬁ&‘lSOmlﬁleﬁﬁéqﬂ. moA
250mg® 10% BB, EE &/ & , EBRTRE20ME, T B R
w %, ﬁ!ﬁ?“ﬁiﬁ?ﬁﬂ?iﬁ.ﬁ%f&%f&m%&ﬁﬁ. M &F 14.9¢g
B’Jliiﬁ—s-(tl-ﬂﬁ%fj%’ag)ﬁM%ETﬁaﬂﬁﬂtﬁEEjﬁ%(”'n—.’.ﬁ
) o

'H-NMR(CDCis) 6 tns:
7-35(s,5H), 6.78(dd,J=15.7,6.8Hz,1H),
5.70(d,J=15.THz,1H), 5.09(bs,1H), 4.59(bs, 1H),
3.56-3.30(a,1H), 2.12-1.95(n,3H), 2.87-2.70(m,2H),
1.45(s,1H), 1.32-1.02(n,4H),
(2)Iiit-3—[4-[(5-%%—2-%@#&%%)ﬁ%ﬁﬁ]ifﬁ'aE
IRBE=ZTHRILEEY (161)]

EREBEOISHARBE S %, 1 3.98g(11.8mmol)
835-(:*15EFﬁ%ﬂigﬁ*ﬁ)-2-%@#"%"@?&@%52.703(11.
8mmoI)H’JliiC-3-(4~ﬂ§Ef§Eﬁ)ﬁiﬁﬁ%zj‘aﬁﬁﬁé, ifii
?%5.04gﬁ‘-1!§iﬂ3—3-[4—[[5-i€Eﬁﬁ%)ﬁﬁﬁ*%)-%%.&#ﬂk
ﬂiﬁ&]ﬁ%ﬂ’ﬁ’ﬁ]%&ﬁ]ﬁ@%i?”ﬁﬁ%#ﬁé@]ﬁ%(78%)u

BN M B5F MBS ik, & 4.90g(8.95mmo0 )ty

ASARAER T REAFRE (CNS ) AL ( 210X 29704 ) 141
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A BB (142)

LRSI MUNMERE, /e 3.52: 9 1L & ¥ (161)ty &
BEE(95% ), B2, #mEgw W& B o Blo.82g(
8.52nmol )Ry P A BA R BB, 78 3.82¢ L& W (161)y &
BEREOREEEE (88% ),

'H-NHR(DHSO-de) 6 tms:
9.36(bs,2H), 9.00(bs,2H), 8.64(d,J=8.1Hz,1H),
8.27(s,1H), 8.00-7.80(n,2H), 7.71(s,1H).
3.90-3.60(m,1H), 2.32(s,3H), 2.25-2.10(a,2H),
1.95-1.688(m,4H), 1.43(s,9H), 1.60-0.85(n,7H),
B A B 8T _
(1)&K~(4-E§EI§*E§-N—ETK§§)ZM%ET&E

BEREHEASC(DFTRER S %, 5 14.7¢(52.5mm01l)
BWE B = %% FHEM12.0¢(105nmn01) (9 R&-1.4-= & &
RCRKE, MBIL.IeM KX -1-B& -4-(= XER KK
VR C R W& B E® (30x), & B 2.00e(5.61nmnol)fy F #$
£ & %% 4000e(5.6lnn0 VB E T B R 7001ty 2 B o, i
i B % H 220mg(3.64nn0l) kY BELH B0ty 2 B 3
B, BZmMAO.6nlty 2 B W A PHE~ 7, ¥ % T8 T 8 &
T4/ B o KB S M A 200nlty K, AT R-GEE1/3, A
® 1R W, ﬁimiﬁﬁlm:ﬁﬁﬁ@!mﬂﬂd<ﬁiﬁ;2o B %, W
@'FE}%?&#’ﬁﬁ%é&%{ﬁﬁﬁﬁrﬁﬁ}, BE LB (
Chromatorex ,NHE , & + o fl & = (- BRI )EREH L (
ECm /B =5/1)/%HMBI1.72¢ty KA -1-(ETHKXK)-
(X ERREIEC O E & MR Y (74% ), 1.72g¢(

AIAR AR+ EREMA (CONS ) A ( 210X 2970 ) 142
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A~ BB (143)

4. 1Tanol)B E R £ & 9 0 1.21g (8. 75nmo 1) 8 B B & & ®
ES0nlWIN N-Z F E R B RS, T8 T M Ll 850mg ¢
4. 38mno )M B L ZBME=ZTH, B8 T @ 45408, ¥
ERBER., MAI1000l AR B & ., HZHBMZHERR,
RWEMAK, W a®m kg, DUk o M|k g
c BB, HETA BRBEFRBERERER S, B @ U
YWEERBHNE (EE2R/28B 2K =20/1~10/1)% 8 , T
F1.88 eI KX -4-(Zxnmpsa JRCE-N-FE T & & ]
CHEZTHOEGHRY (86% ), 1.748(3.31nmol) 8y £
RBIEEHERBECOIN ZE &R, A 520megfy 10% B BR ., %
EEAP 8 &Eahmg, REBRBYBLtBA®E, AET 4
BRFTERBERERER S, BE A OAN30nlty K M
10nl8y IN B 8, B 2 Wk 2 Iy , KEHmMNBEBESER
BBt E, BERH R, ERMBUEAGBOR A8
c BHEK, HETEH BETREBERERE R S mm &
680neM R A -(4-BE B & -N-F T BEI)ZBME=ZTHE
MREBEBHKY (72% ), |

IR(KBr): 3500-3000, 2900, 1730, 1590, 1450cy-

"H-NKR(CDC13) & tns: |
3:20(s,2H), 2.75-2.45(m,4K), 2.05-1.70(a, 4H),
1.45(s,9H), 1.60-1.00(m,8H), 0.80(t,J=7.6Hz,3H),
()R X -[4-0(5-M % -2-% B o WOE R EREIEC K -
N-E TR E]IZBE=ZTH oy (197)]

BRREEMISCIOMERE S &, & 785ng(2.32nmol)

AR AER T BEFMB (CNS ) AU (210X 274K ) 143
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A7
B7

Z o~ BB (144)
H"JS-(:Y:Ff-'ﬁ%ﬁﬁ%%)ﬂ—iﬁﬁ#ﬂkﬂfﬁfé&ﬁﬁiﬂwomg(
2-32mpo )R A -(4-BERS & -V-ETHRE )2z 8 &% =
T 8 &4, @E&@’é‘&@ﬁ?ﬁ(IEEfﬁE/ZEQZ.EEﬂ/l"v

/AWM R WiE1.06et9 K = S-S (xmEgapaEme)-

2*%@?&%5]%5@%}%5%-N-ETEE]Z@%ET
B 0 % & B 8 (75% ),

IR(KBr): 3600-3000, 2900, 1720, 1635, 1510,
1440c¢cn !

'H-NMR(CDCl3) 3 rns:
8.23(d,J=1.9Hz,1H), 7.95(dd,J=8.7,1.9H2,1H),
7.60-7.20(m,7H), 6.43(d.J=8.3HZ,1H), 5.23(s,2H),
4.05-3.80(m,1H), 3.23(s,2H), 2.80-2.45(m, 3H),
2.30-1.80(m,44), 1.46(s,9HK), 1.60-1.15(n,8H),
1.05-0.75(m, 3H),

ERERASTHAME 5 &, B 941meg(1.56mnol)fy
ELK-H*[[S-(%ﬁaﬁﬁﬁﬁﬁg)r2-$ﬁﬂi“ﬁ§]ﬁﬁﬁi

ZIRCEX-V-ETREIZEB & = TEMERR, 8w B (

Chromatorex,NH@.%:’:@ﬂﬁﬁﬁ%ﬂ%)%‘ﬁ@ﬁm(
B/ ®E=20/1~2/1)8 5 M 13 625ngf L &% (197) 1y s
HEE(85% ),

IR(KBr): 3600-3000, 2900, 1720, 1635, 1520,
1450cm -1

"H-NMR(CDCl3) & tns:

7.94(s,1H), 7.80-7.60(m,1H), 7.60-7.35(m,24),

AMSR AR AR R ( CNS ) AdMLA (210X2970 % ) 144
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A~ BRI (145)
6.60-8.30(n,1H), 4.10-3.80(n,1H), 3.23(s,2H),
2.80-2.40(n,3H), 2.30-1.80(n,4H), 1.46(s.9K),
1.65-1.10(n,8H), 1.00-0.85(m,3H)

- M fil 88
RA -[4-[(5-BF % -2-% B o 5 & IR EREIET R -N-F
TEX]IZ®B It (198)]

RREBA2AAMBAF &, M 100mng(0.212mmol) fY
TE&€Y 19U 10 =8 2 B BEM B 1200g9 L2 8 (
188 )N = -ZE Z B I E & F 8= (83« ) o

IR(KBr): 3600-2800, 1665, 1530, 1450cg-!

"H-NHR (DMSO-de,500MHz) & Tns:
9.37(bs,2H), 9.29(bs,2H), 8.74(d,J=8.1H2.1H),
8.29(d,J=1.9Hz,1H), 7.91(d,J=8.8Hz,1H).
7-86(dd,J=8.8,1.9Hz,1H), 7.72(s,1H)., 4.10(s,2H),
5.95-3.80(n,1H), 3.40-3.05(n,3H), 2.10-1.90 (a,4H),
U.78-1.55(m, 4H), 1.55-1.40(a,2H), 1.40-1.25(u,2H).

0.92(t,J=7.4Hz,3H),

B89
(1)4-(5-% % vk W [2,3-bIol gz -2-3% % ME)XTEZ 8B
B ZT M

& M 108ng(0.574nnol)fy S BBk [2,3-b)M o -2-
R A 14108 (0.832am0l )M 4-18 & % & EZHBME=ZTHER
10ml8I N N-Z B % 0@ v, A85.3ng(0.632mmol) ff

1-B & -1H-%8 = m 121ng (0.632amo0l)fy 1-(3-= ® fi

ASIRAR T BEEAR (CNS) AULEE (210X 29724 ) 145
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A~ R (146)

ERE)-3-Z BBt RE RS I EEET @ ME L4
B o RE®FEAN100mlfy % , MZBZBRNR, ¥ K
HoRfMmas kg, Lo K o B ok e B, o BT &
BEBREH SR 5 . BREUDBRRBNE (ZBMZB /T
Z.ﬁ=1/1)‘f§§c‘£ﬁﬁf%232mg%4-(5-ﬁ§ﬂ£ﬂfﬁ[2.3-b]ﬂ&!ﬁ~
2-%%&%)%%%2%%5?‘&8‘]&%&@%(EE)O
'H-NMR(DMSO-de) & :
10.69(bs, 1H), 8.96(d,J=2.0Hz,1H),
8.90(d,J=2.00z,1H), 7.84(s,1H), 7.74-7.65(m,2H),
6.95-6.85(m,2H), 4.65(s,2H), 1.44(s,9H),
(2)4-(5-%%"9&“@[2,3~b]%fﬁ~2-ﬁ§l’ﬁ§)%ﬁ§&ﬂ§
FEZTEBIEAEY (238))
i@%430mg(1.10mmol)3‘~J4—(5—ﬁEﬂiﬂﬁ(2.3-b]ﬂitﬂfé"-
2-&%&%)%%&3@%ET&EH&IBMB’J%F@?UM]B‘?E
BB EGB®S, BARLELBEREBIODER, EEEF
180 8, ﬁ%ﬁﬁi’fﬁ!ﬁ?iﬁiﬁfﬁ%iﬁ@lﬁﬁfgbw-%
ﬁ"‘,ﬁﬁﬁﬁﬂiﬂ@[2,3-b}ﬂ&ﬁ-2-ﬁ§ﬁg)¥§52%%

i

TEOE AR, &2%1&&%%%@%5&1%1&?%@@
H bu)\1.0mIH’\JMﬂ:@ﬁﬁﬁhﬂ#&ﬁﬁlﬁd\ﬁoiﬂ&?é
EEEHEWi{iﬁﬂi’iﬁ%f&i%!ﬁﬁiﬁffﬁ?%ﬂtz-[5-[(l—5ﬁBﬁ‘.ﬁ)ﬁ
HEL’F‘:E]H&W@[2,3—b}ﬂtku§i‘-2~ﬁ§ﬁ§]3§§§2@%ET
B 00 B & [ # . EXR AL &®d oA 1Salf @ 8 fI 1500g (
L.95amo )0 Z By 88 46 f 24 8 % 2/h 85 wETHRE R R
HER KBRS, BE L WE (Chronatorex, NHE , 2 |

AMAERAER T RBER (CNS) AL (210X 2970 ) 146
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Z~ BOABEA (147)
RABELRRB)ERBH 6 (RG/ 285/ Dy, 5
M3SaeW b 29 (3 K BB B (S5 et 114 ),

1H-NMR(DMSO-ds)6=
8.87(d,J=2.2Hz,1H), 8.75(d,J=2.2Hz,1H),
7.93(s,1H), 7.75-7.64(n,2H), 6.96-6.85(m, 2H),
4.66(s,2H), 1.44(s,9H),

B f 90
ImO-HEwm 2 3-bI R -2- B EBRE)ERZ 2 8 (£
&% (239)]

MAT.5mlty = & & £ £ 2808 (0. 068nm0l) 9 £ & # (
38), BMAOSWW=ZRMZMBETR TR 24 1, &
BRAMALSRINZ B, BHEI0S S, BRFEL B G e
GineM L B (23N ZEZ BN EBEE (56% ),

IR(KBr): 3350, 1660, 1600, 1500cqg-! *

"H-NMR (DMSO-d6) & :

10.69(bs, 1H), .53 (bs,2H), 8.38(bs,2H),

8.87(d,J=2.1Hz,1H), 8.756(d,J=2.1Hz,1¥H), 7.92(s,1H),

7.75-7.67(m,2H), 6.97-6.90(m,2H), 4.87 (s, 2H)
B 250T Bk

B A f 91

(1)5~H*§Ui§ﬂfﬁ[2.3-b]ﬂttlﬁ-2-¥2ﬁ32.liﬁﬂﬁﬁﬂ
@%773g(4.14mm0!)5§5~ﬁ§"§&ﬂfﬁ[2,3-b”ﬂ;lﬁ‘-2-

ﬁﬁ&ﬂﬁﬁillOm[H"]ﬂftm‘t’mSmlﬂ“JEfoiz‘ﬂ“]iﬁ%iﬁ?&#’. N

A%{tﬁﬁﬁ’éIOﬁiﬁ?&EE?ﬂFfﬂ#144\5%0 R & & % o

AMIR AT T EEFRR (CNS ) AGHLAE (200X 297K ) 147
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A~ BB (148)
BRTRBZRBAMABS-BRAE F® R M [2,3-b]lk o -
CRBMIBNEEEBE. MASONINY K & f18.0mléy B {£
PR EREEY R, MM H I, HRBTHKERK
¢1ﬁﬁﬁi&%{ﬁﬁﬁﬁ!ﬁﬁiﬁfﬁS-[(1-$Eﬁﬁ%)ﬁﬁﬁE*E]EEM
[2,3-blMt gt -2-B B Z B, M A sonlty = fizg 1 694mg (
9.00mmol)B’~JZMﬁﬁ%tﬁ{té%?ﬁm%&ﬁ%z.swﬁo #
BETERERTREEZBREREL R & . REUVEBERE
Bris (B 05 /0 BE=97/3~4/1)8 8, & 19 2.05H9 5-3 %% 1k
ﬂiﬁ[2,3-b]ﬂ&!ﬁ-2-)‘é§’§§Zﬁ‘éﬂ’ﬂﬁ@ﬁﬁ‘?ﬁ%@lﬁ%(E*ﬁ&
it A69% ),

"H-NMR (DMSO-de,500MHz) & :
8.89(s,1H), 8.73(s,1H), 7.98(s,1H),
4.210a, J=7.10z,2H), 1.37(t,J=7.1Hz, 3H),
(2)5-(%$ﬁ£ﬁ§ﬁ§)ﬂiﬂrﬁ[2,3-b]ﬂ&q@—2-¥§@

S2mlBy W & 6k W MR 2.05¢(5. 10anol) i 5-Bk % ok 1 |
2,3-bIW uE -2-3 B Z RS My OBy B ok A -
MERLHKERES EPHI0O~ 122 F, 3 4 1.09nl ¢
7.65mmol ) B W 1L B B ¥ & A5 . MBEBEKS T HMEI00 8,
BRAZZ/ THEREL.Oh B, RE®F MA200l69 m & 1k
WA 20nlby INE RAE S A 8 ik, EERTMEE1.5/0 8%
o FINK S B 3 B B PH4~ 52 1% BRTZEABERES Y
. BEMEME R (Chromatorex-0DSDM1020T, & + @
fUEEﬁ(t%ﬁu%)Eﬁ?ﬁ(**vZﬂiﬁ)ﬁﬂﬁﬁ?%SQSmgﬂst-(
Sﬁfﬁﬁﬁﬁf%ﬁg)kﬂiﬁ[2,3-b]ﬂkku@-2~¥§§§%ﬁélﬁlﬁé(

RIS R B BB EAAR (CNS ) AdLE (2102970 % ) 148
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o~ BA3RR (149)
35%)0

'H-NMR(DMSO-ds,500HHz) & :

9.01(d,J=2.2Hz,1H), 8.73(d,J=2.2Hz,1H), 7.73(s,1H),

7.50-7.30(m,5H), 5.14(s,2H),
(3)5-15- (% M S £ B EME )% W (2.3-b1 0@ 2-% & b
E1-2-M @ REZ M2 Eam (243)]

BB 10006 (0.295nm0 1) 5- (% M & % B £ P % )it 1
MJ-b]ﬂ&ﬁ-Z-ﬁi@fﬂ 52.3mg(0.324mm01)5@5‘ﬁ§-2‘"&.
REREZHMZBE R ISl BN - RE R BR S A
43.7mg(0.324mm01)5‘§1-¥§§-1H-3§§#Eﬂéﬁ¥ﬂ62.2mg(
0324080 )M 1-3-Z B EBEAE)-3-2 BB &£ = 5 Iz
HEE, LETETRMEIONG . BB S E A 10001
KEBZBZBEN, 2RBAANRBAE S, 4 & &
RBBERAEE®, AR TEARZBEALRS . By L
BREER A (ZBZ® /26 1/ )R B 568mes (o
AM (24D YT B E M (45% ),

'H-NMR (CDCl3) § :
8.92.8.97(8@5,1[‘]), 8.53.8.57(3%8.1H).
8.41-8.32(m,1H), 8.10-8.03(n,1H),
7.62.7.63(3%8.1“), 7.45‘7.30(!11,5”)'

6.94-6.90(m,1H), 9.25,5.28(8 & s,2H),

4.89(s,2H), 4.24(a,J=7.1Hz,2H), 1.28(t,J=7.1Hz,3H),

B i 92
5-(5-Bk & ok g [2.3-b]ﬂ&lﬁ-2-ﬁglﬁg)-2*ﬂ&fﬁﬁEZ

RIRAATTRAERE (ONS) AULS (2102978 ) 1,
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A~ BEBRHRR (150)
MZBItaw (245)]

snl@y |5, S5ally 2 B, 0.6al(0.6mmol)fy INBE B LI

X 20meghY 10% 0 B B 68meg (0.13n00 )M £ & # (243)

EERFERTREL.S)h R, RERSDBBR, ¥ R
TEHRKRYTZRBEZRERS R 5, RELWBERER F

(B /BB =4/1)8 8,
HZHEEHEE (66% ),

M3 42ng L & % (245)09 = & B

"H-NMR(DNSO-de,500HHz) & :

8.89(d,J=2.28z,1H),

8.76(d,Jd=2.2Hz,1H),

8§.53(d,J=2.6Hz,1H4), 8.15(dd,J=2.6,9.0Hz,1H),

7.99(s,1H), 6.99(dd,

4.14(q,J=7.1Hz,2H),

EiFH93

J=9.0Hz,1H), 4.90(s,2H),

1.20(t,J=7.1Hz,3H),

5-(5-Bk & ok g [2,3-b]ﬂ&ﬂﬁ-2-§f§l§£-2-"&@552Eﬁ

(£ & ¥ (246)]

0.5nlfy M & & 1§ #0 0.43nl(0.43nnol)M INE & £

K& W m §é42mg(0.035mmol)wmé% (245)8 = 55 B 55 |

I EEBRT #2085, RO B AINE BB % APHIZ~ 3

., AETEG2., &
M= BANE e EE

H’xb‘?tﬂ%ﬁ‘ﬁi%sﬁmgﬂwtém (246)

(82 % ),

IR(KBr): 3600-2700, 1660, 1590, 1520cn-!

"H-NHR(DMSO-de,500HHz) § :

9.60(bs,2H), 9.37(bs,2H), 8.89(d,J=2.20z,1H),

8.77(d,J=2.20z2,1H),

8.53(d,J=2.6Hz,14),

AIBRAAN T AEEMR (CNS ) AL ( 210X 297K ) 150

(31 D 5o 3ot 6l -k

A Brstesl R o3 )

r‘—h




R PR b e H o R S e

A7
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A~ BABER (151)
8.14(dd,J=2.6.8.9Hz,1H), 7.99(s,1H),
6.96(d,J=8.9Hz,1H), 4.79(s,2H)

R 250T B b
B i f 94
B&-[4-(5-% % it 1% [2,3-b)ot o -2-% £ & )R &2 8 B
B g = ?’ﬁ (£ & ® (254)]

BB EREASI(F % # 7 B, 8 288ng(1.53mnmol)
By 5-W % 1k 9 [2,3-b] 0t up “2-H BT 43308 (1.89mn01) 1y
Eiﬁ-bﬂﬁiﬁaﬁgzHQZ.BEFHE‘%W?%ZSOmgB?EEt-4~(
5~ﬁ§ﬂi§ﬂﬁ{2.3-b]ﬂ&ﬁ-2-§£§ﬁ§)ﬁaiEZ@%E
TEHOEBGE®E (46% ),

IR(KBr): 2200, 1740, 1650, 1460cg-1

'H-NMR(CDCl3a) 5 :

8.72(d,J=2.0Hz,14H), 8.36(d,J=2.0Hz,1H), 7.53(s,1H),

6.57(d,J=6.3Hz,1H0), 4.01(s,2H), 4.10-3.90(m,1H),
3.50-3.30(a,1H), 2.40-2.10(n, 1), 1.48(s,94),
1.90-1.20(m, 4H),

B2, BRRERMSO(D)F LR 5 i , 1§ 275mg (
0.69amol) 8 R 5% -4- (5-9% % vk a5 [2,3-b] 14 W -2-% % K
BIRCEEZHME=THONE S o 5 B E i 13 66ngty
temQsommeEE (Z 583823« ) o

IR(KBr): 1750, 1650cn-!

"H-NMR(CDCl3) 5 :

8.75(bs, 1H), 8.35(bs, 1K), 7.47(s,1H),

M&f&&ﬁ.ﬁ&ﬁi#’ﬂ@i##(CNS)A4M(2|0><2974}£) 151
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A7
B7

A BB (152)

7.00-6.50(bs, 1H), 5.50-4.00(bs, 3H), 4.01(s,2H),
4.10-3.90(m, 1H), 3.55-3.30(m, 1H), 2.40-2.00(n,4H),
1.49 (s, 9H), 1.70-1.25(m,4H)o
B i 495
RS - T4 (50K 2 0% W (2, 3-b) 0k & 2- 9 % 16 % ) IR o & 2
1Z 8 (1t & % (255))

R K M W 0T A M E S B 6508 (0. 16nm0l) 8 1
B 250N 1.5 M M2 MR B 60nst & & Hy
25500 = -Z M Z B MO K & E B (65 ).

IR(KBr): 16690, 1530, 1380cnm-?

1H-NHR(DHSU'd6)5 :
9.54(bs,1H), 9.22(bs,1H), 8.83(d.J=2.0Hz,1H),
8.69(d.J=2.0HZ,lH). 7.74(s,1H), 4.03(s,24),
3.95-3.65(m,1H), 2.10~2.00(m, 2H), 1.60-1.50(r, 2H),
1.70-1.05(n,4H),

B8 135~160C (o )
% i ol 96
BOR 3o (405 (% 6 & % % % B X )bk 0 [2,3-b)0% g o
REBE RS K IABMZM oM (257)]

B RO ME AN %, 8 215ag(
0. 634mmol) Y 5- (K ® R K B K B K )0k W [2.3-b 0k @ o
MM 149ms (0. 634nm0 DI R X -3- (4-B & B & %)% w
ZW AT 1930 b A M (257) 6 Mt E B (59% )

IRCKBr): 1745, 1710, 1620, 1500cnm-!

AR R il A ?Eﬁ:ﬁ#ﬂl(CNS)A4W&(210><2974.\J!) 1572

|
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l
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A7
B7

A~ BB (153)
lH-NMR(CDCIG,SOOMGZ)B :

3.94-8.89(m,1H), 8.58,8.50(& A s,1H),
7.50-7.25(m,6H), 6.70-6.62(m, 1H),
5.23,5.22(8 A s,2H1), 4.13(a,J=7.1Hz,2}),
3.95-3.85(m,1H), 2.45-2.25(m, 2H), 2.18-2.05(m, 2H),
1.90-1.75(m, 2H), 1.67-1.50(n,2H), 1.49-1.20(n,6H),
1.18"1.05(N,2H)o
B i 97
RR-3-T4-(5-B ok m (2,3-bIh ot 2 B EI2)® o &
IR BZ B LS8 (260))

O KM P O2F R MR B B . % 1830e(0.32528m01) f
&t (257)% 30net 10%x B AL T M E AW T 77008
BEH QO -BRBYREER (18x), 34, g u
70088 B B £ & # (257),

IR(KBr): 3700-3000, 1710, 1620cm-!

IH“NMR(DMSU'd6.500MHZ)6 :
9.60-9.20(bs.4H), §.84(s,1H), 8.84-8.80(m,1H).
8.71(s,1H), 7.75(s,1H), 4.06(q,J=7.2Hz,2H).
3.90-3.70(m,1H). 2.34-2.27(m,2H), 1.90-1.70(nm, 44},
1.58“1.35(m.4H), 1.30-1.15(m, 4H), 1.13-0.95(m, 2H),
W e 98
ROA -3 T4- (5B 25 0 W [2,3-bJl o 2-B % B &) E o K
1% B2 m (261)]

BN M P 93K E M H . 8 67mg (0. 15mmol) (-

AW R AR T EEEHR ( ONS ) AL (210X 2970 % ) 153

(3D o B ot B N B R0 )




LS e ETEE EE RN

A7
i & /B

B (54

W (260)0 = B M W b 0.58m1(0.58mmol)fy 1NMY " & 1
%ﬂ(i@ﬁ‘imxb‘ﬁﬂﬁﬁ%mgﬂﬂ{b%m(ZBI)W:HQEH(J
BB (W EH43% )
IR(KBr): 3600-2600, 1680, 1610, 1570cm-!
lH—HHR(DMSO-ds,SOOHHz)B :
9.64(bs,2H), 9.43(bs, 2H), 8.85(d,J=2.2Hz,1H),
8.83(bs,1H), 8.73(d,J=2.2Hz,1H), 7.77(s,1H),
3.83-3.71(m,1H), 2.35-2.20(m,2H), 1.95-1.70(m, 4H),
1.50-1.35(a, 4H), 1.08-0.95(m, 2H) o
B 250 Wk
WTFT&RRLERERI~F 14 > £ &®W 22— 858N
g -
L& WiEwig
'"H-NMR (DMSO-de, 200MHZ) 8 Ths:
10.60(s,1H), 9.40-8.90(m, 4H), 8.40-8.30(m,1H),
8.00-7.85(m, 3H), 7.72-7.68(m,2H), 6.95-6.89(m,1H),
4.68(s,2H)
L& % B ®i15
"H-NMR (DMSO-ds, 200MHz) & Ths:
10.60(s, 1H), 9.40-8.90(m,4H), 8.42-8.31(m, 1H),
8.00-7.80(m,2H), 7.63-7.54(m,2H), 6.80-6.73(m,2H),
4.67(s,2H)
& %48 523

'H-NMR (DMSO-ds, 200MHz) 8 THus:

&%ﬁ&ﬁﬁﬂ*@@gﬁﬁwCNﬂAﬂM$(nmuw&ﬁ) 154(# £ § )
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£ Bus (155
10.60(bs,1H), 9.53-9.25(m,4H)

8.00-7.90(m,3H),

4.70(s,2H)

& %8 % 24

'H-NMHR(DMSO-de, 200MHz) & Tms:

10.60(bs,1H), 9.55-9.20(m,4H)

3.00-7.91(m, 3H),

-3.50(m,2H), 1.40-0.70(m,7H)

i & Y &8 % 25
TH-NMKR(DMSO-ds, 200MHzZ) 8 Tns:

10.60(bs,1H), 9.40(bs,2H), 9.

m,1H), 8.00-7.95(m,1H),

), 7.70-7.65(a,2H), 4.68(s,2H

fh & % (8 8 36
IH-NMR(DMSO-ds, 200MHz) & Tus:
10.58(bs,1H), 9.40-8.90(m, 4H)

2H), 7.88(s,1H), 7.66(d,2H),

21(d,2H), 4.30(s,2H), 2.85(¢t,

J=7.0Hz,2H)

it & ¥ I8 W 66
1IH-NMR(DMSO-ds, 200MHz) 8 Tus:
10.70(bs,1H), 9.40-9.00(m, 4H)
8.03(s,1H), 8.00-7.94(m,1H),

-7.76(m,2H), 7.70-7.30(n,5H),

7.00“7.30(‘:7”)1

7.50-6.85(m,3H),

7.90(s,1H),

, 8.40-8.30(w,1H),

7.00‘6.90(!;2”),

, 8.40-8.30(m,1H),

4.69(s,2H), 3.70

10(bs,2H), 8.35-8.30¢(
7.90-7.85(m, 1H

)

. 8.43(s,1H), 7.94(s,
7.54-7.30(m,5H), 7.

J=7.00z,2H), 2.64(¢t,

, 8.40-8.30(m,1H),
7.94-7.90(n,1H), 7.78

7.31‘7.29(“,2"{)1

AWERBAR T RAEFRA (CNS) AdMAL ( 210X 29720 % )

155(#% E H )
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7
B7.

A BB (159)

4.30-4.00(m,2H), 3.00-2.80(m,2H),

k& % 8 67

TH-NMR(DHSO-de, 200MHz) & Tns:

10.71(bs,1H), 9.40-9.17(m,4H),

8.05(s,1H), 8.00-7.95(m,1H),

-7.75(m,2H), 7.35-7.30(m,2H),

2.70-2.60(m,1H), 1.40-1.10(n,8H),

& W i8R 72

TH-NMR (DKSO0O-ds, 200MHz) & Tns:

10.40(bs,1H), 9.45-9.20(m,4H),

7-85(“,4“). 7|60—7-30(ES7H))

(s,2H), 3.80(s,2H)

& % I8 % 73

IH-NMR (DMSO-ds, 200MHz) 8 Tns:

10.74(bs,18), 9.40-9.20(m,4H),

8.05(s,1H), 8.00-7.95(m,1H),

-7.75(e,2H), 7.34-7.25(m,2H),

8.41-8.35(m,1H),
7.95-7.90(m,1H),

3.00-2.75(m,4H),

8.35(s,1H),

6.70-6.60(m, 2H),

8.40-8.35(a,1H),
7.95-7.90(a, 1K),

3.00-2.90(m,2H),

1.50-1.13(m,6H), 0.78(t,J=7.0Hz, 3H)

b & ¥ 8 @® 75

IH-NMR (DMSO-ds, 200MHzZ) & THs:
10.58(bs,1H), 9.37(bs,2H), 9.10(bs,2H),
m,1H), 7.99-7.95(m,1H), 7.93-7.85(m,1H),

IH), 7.72-7.69(a,2H), 6.99-6.90(m,2H),

&% E®i111

2.70-2.60(m,1H)

0.80-0.70(m,3H)

8.37-8.31¢(
7.90(s,

3.67(s,2H)

AR BEA T REFARRE (CNS) AL (21029708 )

156 (% iE H )

(3o 2005 0 5 e B R 3 )




415940
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Ao BpsEg (187)
1H-NMR(DMSO-ds, 200MHZz) 6 Thns:

12.00-11.80(a,1H), 10.69(bs,1H), 9.40-8.80(m,4H),

-6.85(m,2H), 2.88-2.80(m,2H), 2.78-2.70(m,1H),
1.55-1.40(m, 3H)
& WiER177

I
I
I
I
I
8.00-7.70(m,4H), 7.51(s,1H), 7.49-7.42(n,1H), 7.00 —{
I
I
|
I
I
|
1H-NMR (DMSO-de, 200MHz) § Tns: |

(A 2ol ot i B N Bt B 3 )

9.40-8.90(m,4H), 8.70-8.60(m,1H), 8.29(s,1H), 7.93 %{
(d,J=8.6Hz,1H), 7.85(dd,J=8.6,1.7Hz,1H), 7.70(s,1H I
), 7.50-7.30(m,5H), 4.70(s,2H), 4.02(s,2H), 3.92- }
3.70(m,1H), 3.40-3.20(m,1H), 2.15-1.80(m,4H), 1.60 {
~1.10(n, 4H) T
it & W {8 % 109 I
I
1H-NMR(DMSO-des, 200MHz) & Tus: |
9.40-8.90(m,4H), 8.70-8.60(m,1H), 8.29(s.1H), 7.92 I
(d,J=8.6Hz,1H), 7.84(dd,J=8.6,1.7Hz,1H), 7.72(s,1H b
), 7.50-7.30(m,5H), 4.10(s,2H), 3.95-3.70(n,3H),
3.40-3.20(m,1H), 2.10-1.90(m,4H), 1.80-1.50(n, 4H)
b & % 48 8200

9.40-83.90(m,4H), 8.75-8.70(m,1H), 8.29(s,1H), 7.91
(d,J=8.6Hz,1H), 7.85(dd,J=8.8,1.7Hz,1H), 7.73(s,1H
), 4.10(s,2H), 3.95-3.10(m,4H), 2.10-1.90(m, 4H),

I
I
I
I
I
I
|
1H-NMR (DMSO-de, 200MHz) & Tns: I
I
I
I
|
I
I
1.80-1.55(m,4H), 1.55-1.40(a,2H), 1.40-1.25(a,2H), ;

AR R T BB FA2E (CNS ) AdMLA (2102970 % ) 157(4 E H )
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A AFBE (159)

1.00-0.90(e, 3H)
b & %8 %224
IH-NMR(DMSO-de, 200MHz) 8 Tms:
9.40-8.90(m,4H), 8.19(s,1H), 7.92-7.90(m,1H), 7.74
(s, 1H), 7.55-7.53(m,1H), 7.38(s,1H), 4.10(s,3H),
3.80-3.70(m,1H), 2.30-2.20(m,2H), 1.90-1.70(n,4H)
1.50-1.20(w,4H), 1.20-0.95(m, 3H)

b & % &8 38 256
LH-NMR (DMSO-de, 200MHz) & Thms:
9.40-83.90(m,4H), 8.65(d,J=8.0Hz,1H), 8.30(d,J=1.1
Hz,1H), 7.95-7.80(m,2H), 4.13(s,2H), 3.95-3.60(a,
1H), 3.50-3.20(m,1H), 2.38(s,3H), 2.15-1.80(um, 4H),
1.60-1.10(m,4H)
B w99
RASTHALRESYW(I6TR a - BB ZERY

B®2.508 (5.49mmo0l) M4 W (167) B B B & 5
7.508(7.7lmmol) B a ~-WM M MWW A300nlf B M AP, M
REIOCHEZIR2EMN BBEEIBR, BRAENESE B G
B10.00eM B K (BB W) W K1bagZE T BT T W B MW
E2200nl B BARKY, TR THE - FtEEBRBY K o
BOME 100
NB2AEEY QWTOR2-BHE-8 - BEWBEZHEHB Y

M 2.508(5.46nmol )M fb & W (179)69 8K M & 5 10.00¢g

(7.4%mmol ) 2-B B K -8 -H W W (Research

AMGEREBRAPEBREILAE (ONS ) ALE (21029704 ) 158 (# £ H )

(A Dh-J2i ot il i B N Bl A )
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A7
B7

A B (199)
Biochemicals International ,H-107)m A 400l fY 22 8 X

PLMRETOCREZE 2 BEMR - AB B B, oW
ﬁtﬁﬁﬁﬁlz.wsmﬁ}i(!ﬂﬁﬁ%)o%IB}EKSOMZEE?H"FW
ERBRInlm B8 K, T EZRTHREBIB G EBEY & B
x o
BEM
BE A MR ADPEE B M E R
RERRBRARI S B HBBMFETER OO &, 2
MOoZANS M0 A Rm RN EHR o
H#%Elﬂiﬂmiiﬁﬂﬁfﬁtﬁ{hﬁ%'&'EImE%ﬂM\ﬁm%ﬂF,
2R BREM - X BEBREBRXIRE QAP Y -5 -= @
BJ)i~5u M, WU FE LS DHADPEEDEND MR
CHRBRAER L WREL A TR E, FES T W
SO B S WME (ICsoE)MAB LAY M EMN o
HERRmWM%E19-

AR R B B EAEL ( CNS ) AdAE (210X 2972 % ) 159(# F H )

(34 e e ot o ol B N Bt BB 00 3 )
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, A7
) B7
I BB (199)
#19
it /s B & 2% A0 &) 1F B I 7~ 4 &8 B 40 %1 1 A
ICso (u M) ICso(u M)

&5 0.1 L& 4163 0.45
E&¥10 0.03 £ & ¥ 164 0.18
b&¥i12 0.23 & W165 0.01
L& 416 0.04 L& ¥ 167 0.0086
& %21 0.1 & %179 0.01
L&¥29 0.03 & 182 0.03
E&¥35 0.5 fE&¥is4 0.15
k& ¥ 37 0.04 E&®191 0.16
1t & ¥ 46 0.06 L& %192 0.02
b & %48 0.01 L& %193 0.32
b & ¥ 55 0.07 & ¥ 195 0.02
& %56 0.03 L& #%202 0.23
E& w6l 0.03 L& w203 1.75
L& ®T70 0.15 & %204 0.009
E&%74 0.23 £ & %209 0.1

fE&¥%95 0.06 b & %212 0.03
t&wi1s 0.2 L&was2 0.02
E&%wi134 0.7 b4 #1239 0.01
E&%135 0.02 16 & ¥ 246 0.03
& ¥ 152 0.08 1k & ¥ 255 0.02
£ & %159 0.07 L& 261 0.01

AR EBA Y ERERE (ONS) AGLIE ( 210x29T0 4 ) 160 (B EH)

(3ot pr e o oo s N B o 3 )




FRD T RS M o o -8 3k iy

A7

B?
A oL (161)
NME AL M
(1) B HEAEY (1) 10m¢g
(2) H 2 M &M™MMBMMNG.209 46.6nmg

(BAEBITHEBLAITNE)

W 8 M 20 %
TR BB 30 %
4w 50 %
(3) S 2 R kg % 24.0ng
(4) B9 BB EF 4.0mg
(5) ™ 5 # & 0.4mg

LR (D). (OE S E i EH B L00ME (nesh) iy
ﬁ!ﬁ°%(1),(3).(4)*11(2)@&3%%1&@3—%*53*
# H!!ﬁi:i&iith$b{?ﬁ%&?ﬁ%2°ﬁﬁ£%%i‘dﬁﬂﬁ
REBRXEREMNE SHFEUERMN 0P @)E S, " 58
ABN W (FR: 6.3mm¢ ,8.0maR)MN K 8 &% % 850el &
™ o

LERMELERTANA -RE AT AR RE A
H!(ﬁﬁﬂEZﬁZﬁE:ZﬁEZ&ﬁ)ﬁﬁ%ﬁéﬁﬁ?ﬁ

Z o
M2 BRM
(1) 8 HLEE& W (1) 50¢g
(2) 4.8 935¢
(3) ®i5 & 2 i5¢g

RLEEABR 22N RBRBERABYS, BEHAXAED

AR BAA T BEEHE (CNS) AL (210X 20704 ) 161 (# £ &)

(m%@%&ﬁ%%ﬁ&@#w&&w)
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RRMEL

1

O
%1 : iz = 7 Ay
5 3 T
s R: %j%—co—a—a —
4t \
il : ; o
el A Bemm) L LO2 R R* M B R
' 1 B-ENGNSC- B) g 9 H H N B g
'S 2 HN@NC- (5) g g H B M B g
8 ESHNANSC- (5) g o H H M
16 4 INANC- B o g H H N B, g
19 5 B-EN(NC- (B) g g H O H M B g
6 . HNGN- (5) o o HOH N B, Me
7 HaNCHN=)C- (5) ¢ 2 H H NH B, Bt
L8 HNANSC- () g o H B N B tBy
209 HNHNC- (8 o 9 H H N B, (B
210 HNONC- B g g H H N B, g
I HNGNG- 5) g 3 H H N B, ¢
612 BNEWC® 0 2w oy o g oy
2 13 HNCHN=)C- (B) 0 2 H 3-Me NH B. tBu
4 HNGENC- () ¢ o H o 3-Cl N B, §
15 HNANC-(5) g g H S-08 N B, &
#16 ENENC- (5 g 9 H 3de N B, g
T HNGNSC- () 0 2 H 3-0Me NI B, ¢
B ENERC-G 00 2 7 oq o g H
B BNEDC® 0 2 7w § oW, H
5 20 HNENDC-G g g H B NMe B, tBy
T




%2 A
; €0 —Y4—p
o L
T oS 5
ey A ewm | 0% RUR' M B R
6 21 HN(HN=)C- (5) 0 2 H H N-¥e B, y
22 RNGNC- B) g B W NP p
2 HNWNe- ) g R0 m s,
#ORNESC- ) g 0w g
B RNWNOC- ) g H 0 M g
¥ BN ) g H 0 w5 g
27 ENONOC- () g, HOH M g g
7B HNEEC- G g HO B N g, g
£ BNENOC- 5 g H B w g, g
0 HNERG- () 2 H B w5 g
ST BNGENOC- ) g H N 3, g
EOBRNEOC- ) o g H M B, g
8B BN@NC- ) g H H M, g
4. BrWNGNeC- () g LN B
T % BNER-G g H OB M5 g
% HNHC- ) g o0 w5 g
03 HN@NC-5) g o BB M o5 g
38 H:NCHN=)C- (6) 0 2 H B N B, g
¥ RN g T0Ac H M g,
1] 40 HNCHN=)C- (5) 0 2 H B NH B Me

T

TRME S

1




CLRARSTLIA DN L AN, GFVICE IR 0R 4TG0 TG 1) pas >
3 A R*
g N o —y—p
ot

f%ﬁ%@] A (BEtrE) L %%-O{J?_@E R' R? M\ B RS

63 41 H:N(HN=)C- (5) 0 2 H H o NH  B.(S) Ey

64 42 H:NCHN=)C- (5) 0 2 H OB NE B, Bt

1 4B HNGNC-5) g H OB M B gy

7 M HNGNSC- ) o He B M B, By

65 45 HNGNC- (5) g 2 H O H N By(s) R

6b 46 H:N(HN=)C- (5) 0 2 H H NH B, (D H

T HNWRC-G) o HO B M By

2B RNERC G g, oy, N B g

49 HNCHN=)C- (5) 0 2 H H N B g

50 LNGENC- 5) ¢ i B M B® j

51 H:NCHN=)C- (5) 0 2 H H NH Bia K

52 H:NCEN=)C- (5) 0 2 H H N{ Bis H

53 H:NCHN=)C-~ (5) 0 2 H H NH Bia K

£3 54 H:NCHN=)C- (5) 0 2 H H N Bis() Et

FEOS ENGNC- ) g BB M B g

No 56 LNHEN=C- B o H B M B, §

57 H:NCHN=)C- (5) 0 2 H H M Bie H

58 HNC(EN=)C- (5) 0 2 H H NH B./(S) g

59 LNHN=)C- (5) g o i H M B, g

60 HNCHN=)C- (5) 0 2 H H NH Bis H

£y 61 H:NCN=)C- (5) 0 2 H H NH B8 §

.

1330 34

20
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-1
Iy
P
T
>
71
3
b
1
D
~LD
1
iy
M~
i
P~
1
>
Hf

EZI A R?
3 3
W CO"'_M_'B
L 2
1

Rl

et A e L‘§§ﬁ%. R' R* M g g
2 HNEEC- () g HOH w g,

8 HNENOC- ) g B0 o,
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