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6— [ [5— (ZCARATHR) s —3—4K] k] —1-VF
E—4— Z AT 2R B A

7— [ [6— (ZCREATH) wog—3—%] AA] —1—7
2 —4—Z R P A2 "R EL A K

— 9 —6— [ [5— (N—mg £ T £) atoi—3—%] &
£] —d—Z R T E—2—FRBAM

l—Fk—7— [ [6— (N—td B A PA) it —3—K] &
2] —4—Z R P A2 R AR

1— P g —6— [ (b —4—R) F 4] —4—Z R8T 2]
B S

I—F g —7— [ (g —d— ) k] —4—Z R T H—2—
" Bk 2

—P—6— [ Q—afai—4—R) AA] —4—ZRATA

— v}k &k R M

— 97— [ Qg —d—R) fA] —4—ZATL
—-2— "3 e Bk, AL W

6— [ (2—Ahmi—4—A) JA] —1—TEA4—ZRTH

— 29— | ik Bk, 2L A



7— [ C—a A —4—4) fR] —1-TEA4—ZRTE
— 23| "k &, AL M.

6— [ [2— (ZTRARTA) moi—4—4] fsk] —1—7
;g——ata—;_i‘u?%wz—-—"%l%’&atﬁm

T— [ [2— (ZFTRAATR) atwg—4—RX] K] —1—7
R —4— = B P A —2—51R BRI

6— [ [2— (ZPLAAATH) momw—4—R] AR] —1—7
R4 Z R P A 2R

T— [ [2— (ZPRAATR) nbog—4—5] K] —1—7F
E—d— Z B P L —2—| "R 8k LA

|— P —6— [ [2— (N—g A PA) wog—4—4] &
£] —4—Z BT R 2Rt A

|—F k—7— [ [2— (N—tp 3 T k) i —4—K] R,
] —4—Z KT E—2—F]RE AR

=P g —6— [ (Eo—2—%) fA] —4—=ZRTH—2—7

"Rk S
|~ —~7—[ CEop—2—K) 4] —4—ZRTE—2—"]
AL

|— P& —6— [ G—mkEd—2—R) AA]—4—ZRTL
—2—"j %8t KM

|—F 27— [ G—mfE—2—4) AA] —4—ZRTL
—2—"5 %k EL MK

6— [ G—s kg —2—4) L] —1—-TA4—2ZRTL
—2— 51 "R Bk SR



7— [ (5—si kg —2—4) f4] —1-FTAA4—ZRTE
— 20— Bk A

6— [ [5— (RATR) Er—2—4] fA] —1—FE—4—
Z R T 271 AL

7— [ [5— (RATR) Ep—2—4] &RA] —1—FTE—4—
= RP R 2R A A

6— [ [6— (= PRALTH) Eop—2—-K] A k] —1-7
E—d— Z R T A2 "R B AR

— [ [5— (=THALTH) Eh—2—K] &A] —1-7
K —4— Z RT E—2— "R B A M

6— [ [6— (ZCRALTR) Ep—2—%] &4] —1-F
E—4—Zf TP L2 BL A M

T— [ [5— (ZURRATH) Ep—2—4] LA] —1-F
E—4—Z A7 A2 "R 8L A

|— P —6— [ [6— (N—ategpti £ 7 R) Er—2—K] &
£] —d—Z BT A—2—51"RAL ALK

I—F —7— [ [5— (N—n3 AP R) Eop—2—4] &
£] —4—Z RP A2k AL ALK

6— [ [5— (RATR) Ep—2—4] PRA] —1-TH—
25| e Bk AR M

— [ [5— (RATH) Hp—2—4] PRA] —1—-TH—
2— 5] " Bt S K

6— [ [6— (ALATH) kop—2—£] PRA] —1—T4—
2— 3]k Bk MR



— [ [5— (RATH) %h—2—4] PRA] —1—F &~
2— 73| 8t AL B

6— [ [6— (RATR) Eop—2—4] PAA] —4—8K—1—
P R —2—"F1 R B A IS

— [ [5— (RATH) Eop—2—5%] PRE] —4—8—1—
P 4k —2— 73| R B A

6— [ [6— (RATHR) skh—2—%] PRE] —4—&—1—
P 4k —2—75| R B A

7— [ [6— (AATHR) sh—2—4] PHEA] —4—4—1—
Pk —2—7| st M

—f—6— [ [6— (= PRAATH Ep—2—4] 7L
L] —1—F k—2—%5| R A

i~ —7— [[5— (ZPRAATR) Eop—2—5%] TR
L] —1—F £—2—5] %5 M

—f—6— [ [5— (ZPRAATH) s%w—2—4]) P&
B —I1—P i —2—5] R I

I—f—T— [ [~ (ZPRAATR) kh—2—£] TR
] —1—F 23] B AR

6— [ [6— (RATR) Ep—2—%] PRA] —1-TE—
b—Z BT 23R 8L AR

— [ [5— (AATH) Ep—2—4] PRA] —1—F&—
4—Z B F L2k aL A

6— [ [5— (RATHL) sh—2—A] PRA] —1—-FH—
= Z BT A2 R EL AR



7— [ [— (RATH) skd—2—4] PRA] —1—F R~

B P B —2—v3) R B K
6— [ [6— (ZPRAAATH) Ep—2—4] TRL] —1—

-
-
—

4

B Sk —2—3) R AL LA

ni

TA—4—

TR Ep—2—4] TRA] —1-

—2— 73| R Bk A A
6— [ [6— (ZFPRALATR) kwh—2—%] PRA] —1—

oy

i
33
'

LF

7— [ [5— (

£ 4 —2—73] "R Bk A AR

-
-
e

q) ;_%“" 4._,_

—TRAL

7— [ [6—

('7 2&_4__.

TH) kw—2—X) TREA] —1—

BT S — 23] "R Bk, £ A
6— [ [6— (RATH) wkh—2—4] & A&] - 1—-TH—2—

K3 2.3

-
-
.

7— [ [6— (AATH) hh—2—4&] k] —I—F A2~

3] sk, S DA

6— [ [5— (ZPHAAATR) %hh—2—4] A4] —1-7

H—2—7] "R A AL

7— [ [5— (ZTRAATH) shb—2—K] AA] —1-7

6— [ [6— (ZLAALTHR) skh—2—4] L4] —1-7

St — 2~ |k &, 2K A

¥

— [ [6— (=L
—2—3| vk Bk, SL IS

TR skh—2—4] AA] —1—F

P ko] —2—£] fb] —1—

A

6— [ [6— (N—is3

W — 2Rk AR



7— [ [5— (N—itg g AP 4) dhoh] —2— K] RA] —1—
9 J—2—j| R dt M '

6— [ [6— (RATH) dh—2—A] fA] —4—F—1—F
R —2— 3] R Bk SR

— [ [6— (RATR) hh—2—4] &) —4—H—1—F
K —2—"3) R Bk A

A—F—6— [ [5— (ZPLAATH) chh—2— K] k] —
1— 9 g —2—7] %8 M

b—f—T— [ [b— (ZPRELTR) kth—2— }2] L] —
|— ¥ & —2—%3| "R 8L LM

d—F6— [ [6— (ZCARATH) dhm—2-£] A 4] —
| — P & —2—3) R BL A M

i—H—7— [ [5— (ZCRAA TR skh—2— ] k] —
|— 9 & —2—"3] k8L SL A

—f—1—F£—6— [ [5— (N—rBIERTH) skh—2—
A1 BR] —2—Rmt A

—F—1—FR—7— [ [6— (N—p AT R) skh—2—
£] BA] —2—IRE A

6— [ [5— (RATPR) shh—2—5%] ARk) —1—-TH—4—
ZRP A2

— [ [6— (RATR) hb—2— 5] AR] —1—Fh—4—
Z R P A —2— 3R K

6— [ [6— (ZPRAAATH) wkoh—2— K] Ak] —1—F

E—A4—Z f P K2R B A



ooooo

T— [ [5— (ZTAELTH) shh—2—%] & 4] —1-7
K—4—Z BT E—2—m5| " B LA

6— [ [6— (ZCAARATH) hh—2—4] L&) —1-7
E—d—Z P A 2R L A

7— [ [6— (ZCRAATR) skah—2—4%] AE] —1—7
h—d— = BT 23] R AL A |

|— P k—6— [ [6— (N—mtoptg 2P 4) vkh—2—K] &
B] —4—Z T A—2—"REL A

1— P —7— [ [5— (N—ts e £ T8) skoh—2—4] &
K] —4—Z R T K25 ELSE IR

6— [ [6— (ZPRAATR) Eop—2—4] TREA] —1—
P 3k —2—5| "R Bt A M

T— [ [6— (ZPRELATR) Hp—2—4] THRA] —1—
P & —2—] R LRI

6— [ [6— (ZPRARLTL) skh—2—K] PRA] —1—
P gk —2—3| Rk Bk LS

— [ [F— (ZPARATL) dhwh—2—4] PRA] —1—
P 3k —2— 77| R Ak AR

do Bl E 6438, T N 5N AME A ME A (1) RF9t
Ak E B MR, LB AR 69 R IR M A B e S BE,
REL, FRELAAER RGN, MANBE-TE, B, §DHE, 2R S
aG. B8, 1RER, FORE, BAR, RARMAGABMAGRE; N
W TARER, EAER, P AME, RARSE, ZRERHEH
F&ehik,



k5 S R d N/ RF (Nat/HY) R ARALEAT
Hilr Aok A7 OB K A0/ B F (Nat/HY) xRS H IR KA, F
goy GdufE. 5 A A A £ O BT R A TR
S dh. WA, SR, Badbksh, wiegid $IFH T A6k
oo B Ak AR 6,

S e A A Y646 & dn ¢ g T U B A AR By ik 45 7 6 7 RS
X, T, fAl, BAl, mE. BRASFHOUA oML A
SOEH A B, THMAER. LR A A SR AR N6
KM es 5, HAnsl RO Tiid AR R T LA,

o il it de Ak A A A ) R K TGS B B T A% 9 R,
MAA, $500, L ALHFENLIHERLAImEH, HT
i N2 A 8 AR L Sk, THMEE iR, FMIRA
AERNLTORAME MY,

o 565 B F AW R T iR A, Atk R REREHT AR
4L, A9 8 FF A 0.1 5 2000mg, RAF | 5 200mg, #
B Ak B RILKE 5

AR A A A X TN, SN KR LA ReRET .,
RN 88



et K
7 -4 - 2 - RERBI A
( Fischer's H'% &K )
a) 2-(2 ~REA ) BN - FER A A
T0CH 14, 48 (0, 10 mol ) 2 -FALRIBRTEE 100
ml 7,8 i AR A 50 & 50 DARMAAE Ko 1] D P
WA 70 8 kG, L1288 (o0 10mol ) AAEE,
llog(azmml)ﬂmﬁm#mwmﬁm%%ﬂ%WE%ﬁﬁ
i B 3 A A Fo CRMEAN3 0 M RETFERE
TF8, B39 108 (37 7% ) FiRM2-(2- -8%L) T
EARTE.
b) 7 -\ - 2 - HRERTE IR
L EBHS, 00g (33 2mmol ) 2-( 2 -fFE ) THE
BB mE 208 ST, 1HRAERMNH 190 T, %5
ﬁ%oMKﬁ%%%%ﬂﬂoot,%ﬁﬁﬁWMAmomaﬁaﬁﬁ
M%%%B&omm%%%%ﬁmmoﬁim%ﬁﬁi%ﬁﬁ,Eﬁ
ETH HEA. B sR T AR, B3, 108
(a5 7%) Bt 7 -2 - IRERTE. |
‘u NMR (CDCL,) &: 1.40-1. 46 (3H, m), 4,43 (24, dd,
J=7.3, 14.2Hz), 7.09 (1H, t, J= =7.9Hz), 7.25 (1H,
d, J=2.3Hz), 7.32 (14, dd, J=1.0, 7.6Hz),
7.58-7.61 (1H, m), 9.02 (1H, br-s}.
it Bk LT S 1 iy AT B THACE o
) 5 -#%k-2 -RERCE

-6 1~



f NMR (CDCl,) 6: 1.42-1.47 (3H, m), 4.45 (2H, dd,
J=7.3, 14.2Hz), 7.38 {1H, dd, J=0.7, 2.0Hz),
7.50 (1H, 4, J=9.3Hz), 8.21-8.25 (1H, m), 8.69

(1H, d, J=2.0Hz), 9.3 (1H, br-s).

(2) 7 -##E-2 ~"IRRRHE
1§ NMR (CDC1,) 6: 1.42-1.48 (3H, m), 4.43-4.51 (2H,
m), 7.25-7.28) (1H, m), 7.37 (1H, 4, J=2.3Hz),
8.04-8.08 (1H, m), 8.31 (1H, dd, J=1.0, 7.9Hz),
10.4 (1H, br-s).
(@) 4 -FRL-2 -RERCHE
I§f NMR (CDC1,) 6: 1.38-1.43 (3H, m), 3.96 (3H, s),
4.36-4.44 (2H, m), 6.51 (1H, d, J=7.9Hz), 7.01
(1H, d, J=8.3Hz), 7.22 (1H, d, J=7.9Hz),
7.34-7.35 (1H, m), 8.9 (1H, br-s).

() ¢ -FRE -2 - PRERTE

14 NMR (CDCL,) 6: 1.38-1.43 (3H, m), 3.85 (3H, s),

4.39 (2H, dd, J=7.3, 14.2Hz), 6.80-6.84 (2H, m),
7.16-7.17 (14, m), 7.52-7.56 (1H, m), 8.9 (1H,

br-s).
(6) 4 -#E-2 - RRRLHE
4 NMR (CDC1,) &6: 1.44-1.49 (3H, m), 4.43-4.51 (2H,
m), 7.41-7.47 (1H, m), 7.77-7.80 (1H, m), 7.92
(1H, dd, J=1.0, 2.3Hz), 8.20 (1H, dd, J=0.7,

7.9Hz), 9.4 (1H, br-s).



(0) ¢ —wE-2 -RERTE
Iy NMR (CDC1,) 6: 1.46 (3H, t, J=7.3Hz), 4.48 (2H,
dd, J=7.3, 14.2Hz), 7.29-7.30 (1H, m), 7.78 (1H,
d, J=B.9Hz), 8.05 (1#, dd, J=2.0, 8.9Hz), 8.42
(1H, t, J=1.0Hz), 9.6 (1H, br-s).
(M 4 -ZRTE-2 -PRERTE
§ NMR (CDC1,) &: 1.42-1.47 (3H, m), 4.45 (24, dd,
J=6.9, 14.2Hz), 7.35-7.41 (2H, m), 7.46-7.49
(1H, m), 7.62 (1H, d, J=8.3Hz), 9.32 (1H, br-s).
8 ¢ -=ATH-2 - RERTE
4 NMR (CDC1,) 6: 1.41-1.47 (3H, m), 4.41-4.49 (2H,
m), 7.26-7.27 (1H, m), 7.36-7.40 (1H, m),
7.73-7.81 (2H, m), 9.26 (1H, br-s).
(0) 7 -F#& -2 -HRRRCE
I NMR (CDCL,) 6: 1.28-1.43 (3H, m), 4.41 (2H, 4d,
J=6.9, 14.2Hz), 7.20-7.26 (1H, m), 7.35-7.57
(6H, m), 7.66-7.70 (2H, m), 9.11 (1H, br-s).
W 4 - LB -2 AR TE
I NMR (CDC1,) &: 1.41-1.47 (3H, m), 2.72 (3H s),
4.40-4.48 (2H, m), 7.38 (1H, dd, J=7.3, B.2Hz),

7.66 (1H, dd, J=1.0, 8.3Hz), 7.78 (1H, dd,
J=1.0, 7.3Hz), 7.99-8.00 (1H, m), 9.42 (1H,

br-s).

S LHH 2

—63—



a4 - Pk -2 R BN A
( Reissert's %A MK )
a) (6 -Fhk-2-WEKE) AR HS

15 18 (0, 10mol ) 2 ~FH-3 ~-AEPEKR 14, 68
(0. 10mol ) BER=ZAE 10 nl ZAEREIBNME 11, 26
(0, 1omol ) R THE4PE 50 m1 ZEERYHEM . ER TR 1, 54
W, WA WEK L 5/ B RE RS A 6o nl K,
BOMEE 1 it AU, HAKEARE &S, REAL
B ABMKERERL, REARFERS L AXRe
HWERM, EEAGRELTERE REANERN, FH10 48
(46, 6% ) Bt o - T4 -2 -WERKFHR
b) 4 - WK -2 —WRHBEAHE

FLEBEM 10 48 (46, 6mmol ) 6 ~F& -2 -HEX
LB 5 HEATME 96, 4 8 ( 0, 33 mol ) LAEHREK
437 ml 28 BAAH 324 mL KRB BFH . HEYER 10
Mo 18 WFEWR, i mate b, RERCRTEERS
%o FEARAHTEREAFNRIE, EAARRELT R KE
EUAH, BHa 308 (24, 5% FEEF2-TE-3-#E
WX )P Bl e -FA&- 2 - %REE

14 NMR (DMSO-d,) &6: 2.49 (3H, s), 6.83 (1H, d,

J=6.3Hz), 7.08-7.14 (2H, m), 7.25 (1H, d,
J=B8.3Hz), _11.7 (1H, br'-s), 12.8 (1H, br-s).

& T 5% S 2 8977 54 TE S o

W) 4 -f-2 -9RER, |

—6 4~
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I NMR (DMSO-d,) &: 7.06 (1H, d, J=2.0Hz), 7.16
(1H, d, J=7.6Hz), 7.22-7.28 (1H, m), 7.42 (1H,
d, J=7.9Hz), 12.2 (1H, br-s), 13.2 (1H, br-s).

@) 6 - -2 -"%RER.

4 NMR (DMSO-d,) 6: 7.04-7.10 (2H, m), 7.43 (1H, d,
J=0.7Hz), 7.65 (1H, d, J=8.6Hz), 11.9 (1H,
br-s), 13.0 (1H, br-s).

8) 5 - P&k -2 —"IRARE

IH NMR (DMSO-d,) 6: 2.36 (3H, s), 6.98 (1H, dd,
J=1.0, 2.0Hz), 7.04-7.08 (1H, m), 7.30-7.33 (1H,
m), 7.40 (1H, s), 11.6 (1H, br-s), 12.9 (1H,

br-s).

(4) 6 -FHh-2 -HRER
1§ NMR (DMSO-,) &6: 2.40 (3H, s), 6.87-6.90 (1H, m),
7.00-7.01 (1H, m), 7.21 (1H, s), 7.50 (1H, 4,
J=8.3Hz), 11.6 (1H, br-s), 12.7 (1H, br-s).
(6) 7 -k -2 -RER.
'H NMR (DMSO-,) &6: 2.52 (3H, s), 6.93-7.02 (2H, m),
7.09 (1H, d, J=2.0Hz), 11.5 (1H, br-s), 12.8
(1H, br-s).
© 7 -FARE-2 -HRER
I§ NMR (DMSO-,) &6: 5.27 {2H, s), 6.86 (1H, d,
J=7.3Hz), 6.94-7.00 (14, m), 7.07 (1H, dd,

3=2.0, 7.3Hz), 7.17-7.23 (1H, m), 7.31-7.43 (3H,

-6 5 —
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m), 7.65 (2H, d, J=6.9Hz), 11.82 (1H, br-s),
12.81 (1H, br-s).
(1 4 -¥EAHL-2 -HRRHR
Iy NMR (DMSO-dy 6: 5.24 (2H, s), 6.62 (1H, d,
J=6.9Hz), 7.00-7.17 (3, m}, 7.31-7.44 (3H, m},
7.50-7.53 (2H, m), 11.78 (1H, br-s), 12.85 (1H,
br-s).
HHLHH 3
6 - Wil IhmE T RGRY Bl &
a) ¢ -8-3 -HEKPRTEOHE
FoTH10 08 (49 6nmol )4 ~% -3 -HEKPRE
100 ml PR HEHPERMA 11, 8 & ( 99, 2mmol ) EHRER
o B RAIFEI 2 /MK IR WA ok BT RERY
o Wit WA AR ERA HE B M RTHEREAY 3
ko FIAGEAIHEEIG AARIREETR RERUEN,
510, 98 (>99%) e ~f-3 ~HE-XPRTEH
b) 3 -RiE-4 ~ZPEETHEACAERTRPENAE
F75 CHiZiE 10 78 (49, 6mmol ) LEFHMN 4 -
# -3 -HEKTERE, 8, 77 8 (89, 3mmols ) P AT
£70h 0.1 8RR (ZEEM) i 120 n1 ZTRHES
Ppmdh 3 M, AHRE RA Y. S HERYR, AL R
Rt ieA A LR RA Y, B8, 108 (61 0%) 3 -RE
—q —ZEAVHERALHERTRT R,
c)a—(z,z-:Waﬁaﬁ)"B—mﬁimﬁ$$Wﬂ%

— 66—



2 928 (54, 1 mmol ) PEEHE PEIE A3, 008
(10,8 mmol ) FEHAH 3 - k-4 -ZFETREACHE
FRE PR, WA WEK 30 AHE 0T, 5 528 (54, 1
mmol ) Z.B M KB AR, B REAW BN HKAENR
BEady, HEMZRPRER3 Ko £ AARBIELTER A
ERBEA, Watathd eidltiat, §H2 4108(824%)
4-(2, 2-ZWRELHE) -3 -HEXPRTH
a) 3 -ff-4-(2, 2 -ZFRACLHE) KPRTFRHIE

EEEYETH, 408 (16, 3mmol ) 4-(2, 2~-ZFF
fATE) -3 ~AFTRTPHAE 200 L FE A2 nl TRE R
AER P HRAWE A 0, 50 & 5D/ HURTRLEL, R
% R AR B A ERAAE e 163 ~8E -4 - (2
2-ZWAXTHE ) XTHTH. -

e) 6 ~"I%LH PRHY WE

4008 ( 16, 7mmol ) FlMFHAY3 -RH&~4 (2, 2
o EARZ ) XEFPRPRME s mL 1 NREE 15 ml LY
W, T 60 Chihiaty 1, KEREWENAKY, M
MZBRTEER 3 ko B AARAHHER M EAAKRELT
B, RIEABEHN, B3, 008 (>99%) 6 ~"IHRRRTE

Iy NMR (CDCL,) 6: 3.95 (3H, s}, 7.13-7.45 (4H, m), |

7.68-7.72 (14, m), 8.94 (1H, br-s).
LM 4
1 - -2 - E PR Ay &
2,008 (12, 4mmol )2 —*%-HWMmE 0 998 (248

-6 7—



LR XY

mmol ) 60 BALAME 20 mL ZFAFRIE PTG, ERT
Bk A W HRA WEKEAGH. FHT7, 058 (49, gmmol)
ARG 10 m1 = P& PR o B0 A A B AN BL)E
FExE ToE 5 o KB RAWEN KA. 85 RCBRTEEN
REL A3 ke RARAHHERN. ERARBEELTRE R
EXEMER, BAYNECKELRBHI. 708 (72, ¢4%) 1 -
k-2 %GR T
4 NMR (CDC1,) 6: 3.91 (3H, s), 4.08 (3H, s),
7.12-7.18 (1H, m), 7.30 (1H, s), 7.32-7.41 (2H,
m), 7.66-7.70 (1H, m).
REGT5E L5 ¢ &7 EHE TELE .
(1) 1 -PE-s5 - RBRETH.
1§ NMR (CDC1,) 6: 3.82 (3H, s), 3.93 (3H, s), 6.58
(1H, dd, J=1.0, 3.3Hz), 7.11 (1H, d, J=3.3Hz),
7.32 (1H, d, J=B.6Hz), 7.91-7.95 (1H, m),
8.39-8.40 (1H, m).
(2) 1 -Fk-3 -VREKTRE.
IH NMR (CDC1,) 6: 3.82 (3H, s), 3.91 (3H, s),
7.24-7.37 (3H, m), 7.77 (14, s), 8.14-8.20 (1H,

m).

(3) 1 ~WHk-qg -%%BRTE,
'H NMR (CDC1,) &6: 3.84 (3H, s), 3.98 (3H, s),
7.10-7.11 (1H, m), 7.20 (1H, 4, J=3.0Hz),

- 7.24-7.29 (1H, m), 7.53 (1H, d, J=8.2Hz)}, 7.91

(1H, dd, J=1.0, 7.6Hz).



(4) 4 ~%-1-F%k-2-9%RRPH.

'H NMR (CDC1,) 6: 3.60 (3H, s), 3.75 (3H, s),
6.80-6.83 (14, m), 6.89-6.95 (2H, m), 7.05 (1H,
d, J=0.7Hz).

6) 5 ~f-1 -FH -2 —IRRKETH.

'H NMR (CDCl,) 6: 3.64 (3H, s), 3.78 (3H, s), 6.93
(1H, s), 6.97-7.02 (2H, m), 7.36 (1H, t,
J=1.3Hz).

0 6-f-1-Fk-2-"RERTHE.

'H NMR (CDCL,) 6: 3.91 (3H, s), 4.04 (3H, s),
7.09-7.13 (14, m), 7.25-7.26 (1H, m), 7.38-7.39
(1H, m), 7.56-7.59 (1H, m).

(m 7 -f-1-FF-2 IRERTHE.

1§ NMR (CDCl,) &: 3.91 (31, s), 4.47 (3H, s), 6.99
(1H, m), 7.26-7.30 (24, m), 7.52-7.56 (1H, m).

©® 1, 4-ZF&-2 —IRERPE.

I§ NMR (CDCL,) 6: 2.56 (3H, s), 3.92 (3H, s), 4.07
(31, s), 6.93-6.96 (14, m), 7.17-7.29 (2H, m),
7.33 (1H, 4, J=0.7Hz).

0 1, 5-ZHFE-2 IHRERTHE.

IH NMR (CDC1,) 6: 2.44 (3H, s), 3.90"(35, s}, 4.05
(3H, s), 7.16-7.29 (3H, m), 7.42-7.45 (1H, m).

w0 1, ¢-==F#k-2-"hERTE.

14 NMR (CDC1,) &: 2.51 (3H, s),.3.90 (34, s), 4.05



(34, s), 6.99 (1H, dd, J=1.0, 8.3Hz), 7.12-7.16
(1H, m), 7.24-7.26 (1H, m), 7.55 (1H, d,
J=8.2Hz), 7.42-7.45 (1H, m).
W 1, 7-=WHk-2 -u%RERTE,
'H NMR (CDC1,) &: 2.80 (34, s), 3.89 (3H, s), 4.35
(3H, s), 6.97 (2H, m), 7.25-7.27 (1H, m), 7.26
(1H, s), 7.48 (1H, d, J=7.3Hz).
2 1-FH-5-FRE-2 -RRRTE.
'H NMR (CDC1,) &6: 3.85 {3H, s), 3.90 (34, s), 4.05
(34, s), 7.00-7.09 (2H, m), 7.19-7.30 (2H, m).
9 1-FH-s5-RRETE.
'H NMR (CDC1,) 6: 5.33 (2H, s), 5.38 (2H, s), 6.64
(1H, d, J=3.3Hz), 7.06-7.49 (12H, m), 7.92 (1lH,
dd, J=1.7, 8.9Hz), B.45-8.46 (1H, m).
) 1-FHE-5 -FRBRTAE.
'H NMR (CDCl,) 6: 1.38 (6H, d, J=6.3Hz), 1.53 (6H,
d, J=6.6Hz), 4.62-4.75 (14, m), 5.21-5.35 (1H,
m), 6.60 (1H, d, J=3.3Hz), 7.27 (1H, d,
J=3.3Hz), 7.36 (1H, d, J=B.6Hz), 7.90 (1H, dd,
J=1.7, 8.6Hz), 8.38 (1H, d, J=1.7Hz).
Y
1 -5 -6 - KB TR bl &
RAWT H% LM ¢ B E#TRE, REERI, 00(17,1
mmol ) 6 —"|P%kIBH; WS, 0. 68 8 ( 17, 1mmol ) 60 AL



fbdth, 4. 86 ¢ ( 34, 4nmol ) HPHEA 60 ml = B S, B
BH2 758 (86 9%) 1 -F&- ¢ - RRETE
14 NMR (CDC1,) &: 3.86 (3H, s), 3.95 (3H, s),
6.51-6.53 (1H, m), 7.21 (1H, d, J=3.3Hz), 7.63
(1H, d, J=8.6Hz), 7.78-7.82 (1H, m), 8.10 (1H,
s).
R GT S LM 5 89 k5 & TEAE e
(1) ¢ -FRE-1 -FH-2 - RERCE:
'H NMR (CDC1,) 6: 1.39 (3H, t, J=7.3Hz), 3.96 (3H,
s), 4.06 (3H, s), 4.35 (2H, dd, J=7.3, 14.2Hz),
6.50 (1H, d, J=7.6Hz), 6.98 (1H, d, J=8.6Hz),
$7.24-7.30 (18, mj, 7.42 (1H, d, J=0.7Hz).
(20 6 -PRE-1-FE-2 -IRERLE.
4 NMR (cpcl,) &: 1.37-1.42 (3H, m), 3.89 (3H, s),
4.03 (3H, s), 4.31-4.39 (2H, m), 6.75 (1H, s),

6.80-6.84 (1H, m), 7.25 (1H, s), 7.53 (1H, d,

J=8.9Hz).
(3 1 -WH-a -#k-2 -RRRTE.

I NMR (CDC1,) &6: 1.45 (3H, t, J=7.3Hz), 4,17 (34, s),
4.39-4.47 (24, m), 7.41-7.48 (1H, m), 7.74-7.77 (1H, m),
7.96 (14, d, J=1.0Hz), 8.18-8.21 (1H, m).

) 1-WHk-o-#E-2 IRERCE.
'H NMR (CDC1,) 6: 1.41-1.46 (3H, m), 4.17 (3H, s),
4.38-4.46 (24, m), 7.34 (1H, 4, J=1.0Hz), 7.75



(14, dd, J=0.7, 8.9Hz), 8.03 (1H, dd, J=2.0,
8.9Hz), 8.39 (1H, d, J=2.0Hz).
®) 1-FH-5 -k -2 —IRARTHE,

1§ NMR (CDC1,) &: 1.41-1.46 (3H, m), 4.14 (34, s),
4.41 (2H, dd, J=7.3, 14.2Hz), 7.42-7.46 (2H, m),
8.22-8.26 (1H, m), 8.66 (1H, d, J=2.0Hz).

© 1 -Fk-7 -wHk-2 -NREMTE.

H NMR (CDC1,) &: 1.43 (3H, t, J=7.3Hz), 4.00 (3H,
s), 4.37-4.45 (24, m), 7.20 (1H, t, J=7.9Hz),
7.43 (1H, s), 7.85-7.93 (2H, m).

(M 1 -¥%-2-ARRRTE.

'H NMR (CDC1,) 6: 3.86 (3H, s), 5.84 (2H, s),
7.02-7.06 (2H, m), 7.13-7.44 (74, m), 7.70-7.73
(1H, m).

(8 1 -¥#-3 ~"REE TR
'y NMR (CDC1,) &: 3.91 (3H, s), 5.34 (2H, s),
7.13-7.17 (2H, m), 7.20-7.36 (6H, m), 7.85 (1H,
s), 8.17-8.21 (1H, m).
(0) 1 -FFk-3 -riRER T
14 NMR (CDCl,) 6: 1.56 (6H, d, Jna.éﬁz), 3.92 (3H,
s), 4.64-4.74 (1H, m), 7.24-7.31 (24, m),
7.39-7.42 (2H, m), 7.96 (14, s), 8.15-8.20 (1H,

m.

-7



9 I-(2-FEXL%) -2 -RERTE.

'H NMR (CDCL,) 6: 3.06 (2H, t, J=7.9Hz), 3.90 (3H,
s), 4.74-4.80 (2H, m), 7.11-7.33 (9H, m),
7.66-7.69 (1H, m).

M 1-(4¢-B¥k) -2 -PRERTH.

'H NMR (CDC1,) 6: 3.87 (3H, s), 5.79 (2H, s), 6.92
(2H, dd, J=2.0, 6.6Hz), 7.15-7.23 (1H, m),
7.31-7.38 (5H, m), 7.70-7.74 (1H, m).

@ 1-(e-HEEX) -2 -IRRRTE.

1§ NMR (CDC1,) &: 3.87 (3H, s), 5.93 (24, s),
7.14-7.41 (5H, m), 7.42 (1H, d, J=0.7Hz),
7.73-7.77 (1H, m), 8.09-8.14 (2H, m);

(W 1-(3-FEFHE) -2 IRKRTE.

IH NMR (CDC1,) 6: 2.06-2.22 (2H, m), 2.69 (2H, 4,
J=8.0Hz), 3.90 (3H, s), 4.60 (2H, t, J=B.0Hz),
7.05-7.40 (9H, m), 7.66 (1H, 4, J=B.0Hz).

@ 1-(z-FPRELE) -2 -HIRERTE.

'H NMR (CDC1,) &6: 3.28 (3H, s), 3.73 (2ﬁ, t,
J=5.9Hz), 3.91 (3H, s), 4.74 (2H, t, J=5.9Hz),
7.14 (1H, ddd, J=1.0, 6.9, 7.4Hz), 7.31 (1H, d,
J=0.7Hz), 7.36 (1H, dd, J=1.3, 6.9ﬁz), 7.48 (1H,
dd, J=0.7, 8.6Hz), 7.66 (1H, dd, J=1.1, 8.3Hz).

o) 1-(2-—CERETE) -2 IRERTHE,

1H NMR (CDCL,) &: 1.03 (6H, t, J=7.3Hz), 2.61 (4H,



9 1, 3-ZWX-2-9RERLHE.

4 NMR (CDC1,) 6: 1.42-1.47 (3H, m), 2.59 (3H, s),
4.01 (3H, s), 4.37-4.45 (2H, m), 7.10-7.18 (1H,
m), 7.31-7.38 (2H, m), 7.64-7.67 (1H, m).

) 1 -FHk-a -FHBE-2 -IRBRTE,

'H NMR (CDC1,) 6: 1.41-1.46 (3H, m), 3.14 (3H, s),
4.16 (34, s), 4.41 (2H, d4d, J=7.3, 14.2Hz), 7.48
(1H, dd4, J=7.3, 8.3Hz), 7.68-7.71 (2H, m),
7.81-7.84 (1H, m).

12 1-F%-6-Fhgk-2 -IRERLE.

'H NMR (CDC1,) 6: 1.41-1.46 (34, m), 3.11 (3H, s),
4.16 (3H, s), 4.37-4.45 (2H, m), 7.34 (1H, d,
J=0.7Hz), 7.62-7.70 (2H, m), 7.83 (1H, dd,
J=0.7, 8.6 Hz), 8.07 (1H, d, J=0.7Hz).

09 4 -f-1-Pk-2 -5 RHRPE,

IH NMR (CDCL,) 6: 3.92 (3H, s), 4.09 (3H, s),
6.77-6.83 (14, m), 7.16 (1H, 4, J=8.3Hz),
7.23-7.31 (1H, m), 7.36 (1H, s).

) ¢ -#-1-FL-2-9RERTHE,

'H NMR (CDC1,) 8: 3.93 (3H, s), 4.08 (3H, s),

7.16-7.26 (1H, m), 7.31-7.35 (3H, m).
0 1-(2-KEFE)-2-"IRERTE.

4 NMR (CDC1,) 6: 3.86 (3H, s), 6.00 (2H, s),

7.14-7.32 (3K, m), 7.37-7.43 (54, m), 7.66-7.78

(4H, m). — 74—



q, J=7.3Hz), 2.70-2.82 (24, m), 3.91 (3H, s),
4.58-4.70 (2H, m), 7.14 (1H, ddd, J=1.3, 6.7,
8.6Hz), 7.27 (1H, d, J=1.0Hz), 7.34 (1H, ddd,
3=1.0, 6.7, 7.1Hz), 7.43 (1H, dd, J=1.0, 8.6Hz),
7.61-7.71 (1H, m).
@ 4 -R-1-(2-ZCEAATE) -2 -HRERTE,
'H NMR (CDC1,) &6: 1.00 (6H, t, J=7.3Hz-;, 1.42 (3H,
t, J=7.3Hz),2.59 (4H, g, J=7.3Hz), 2.69-2.80
(24, m), 4.38 (24, q, J=7.3Hz), 4.56-4.68 (2H,
m), 7.14 (14, dd, J=1.0, 7.3Hz), 7.18-7.28 (1H,
m), 7.29-7.35 (1K, m), 7.37 (1H, d, J=0.7Hz).
@ 1-(2-(2-HENHE)AE-TE) -2 -TI%RERT
Ry A
AAGT S LR 5 WA ERTERN, REEM2 08
(11, 4mmol ) 2 —W|%BHPE, 0 558 ( 13, 7mmol ) 60 %
B84, 3. 638 (13 7mmol ) 2-(2 -BRE) HE%
(2 -TEM3, 4 -5 -2 H-HHE)Msom1ZF
EPEM, E, 522878 (83, 0%)1-(2-(2-H4
o) BELE) - 2 IRBRT R
§ NMR (CDC1,) 6: 1.27-1.75 (6H, m), 3.26-3.54 (2H,
m), 3.75 (1H, dt, J=4.6, 10.2Hz), 4.03 (1H, dt,
J=4.6, 10.2Hz), 4.47 (1H, t, J=3.0Hz), 4.80 (2H,
t, J=3.7Hz), 7.13 (1H, t, J=7.0Hz)}, 7.22-7.38
(2H, m), 7.53 (1H, d, J=8.0Hz), 7.65 (1H, d,

J=8.0Hz). —75



o 1-(3-(2-WEaWEL) RERE) -2 IRERRTE.
AR BT 5 # LA 5 @by F EWEFRAS W, AZEM2 -
(3 -BFRE) WENHRY 2 - ( 2 ~HTRE) WA
'H NMR (CDC1,) 6: 1.42-1.97 (6H, m), 2.:—11 (2H, dt,
J=5.9, 11.2Hz), 3.33 (1H, dt, J=7.9, 8.3Hz),
3.40-3.55 (1H, m), 3.72-3.88 (2H, m), 3.94 (3H,
s), 4.52 (14, dd, J=3.0, 4.3Hz), 4.69 (2H, dt,
J=0.9, 1.7Hz), 7.14 (1H, ddd, J=1.0, 7.0,
7.9Hz), 7.27-7.37 (24, m), 7.48 (1H, dd, J=0.9,
8.5Hz), 7.66 (1H, dt, J=1.0, 7.9Hz).
) 1 -(3 -HTREREEARA) -2 ~TRERTROGK,
RAABT52LHH 5 Wy TERE, AW s, 00e
(28, 5 mmol ) 2 —"%k3kE TR, 1, 268 (31, 4 mmol)
oo%iﬁwm,113g(4azmmu)n-(s-mﬁg)ﬁ
EFRAN T (N3 -RAAR R - KT EWHE ) Moo
ml = FAFEM. Eik, BH2 5¢8(27%)1-(3-HTHR
EpEEXRTE) -2 - IRERTE
4 NMR (CDCl,) &: 1.45 (9H, s), 1.90-2.10 (24, m),
3.00-3.20 (2H, m), 3.91 (3H, s), 4.62 (2H, t,
J=6.9Hz), 4.98 (1H, br-s), 7.06-7.20 (1H, m),
7.28-7.44 (3H, m), 7.68 (1H, d, J=7.3Hz).
e 1-(2-RTRAHERETE) -2 -IRERTE.
ARUT 54 L M 5 iy F i REate, RRERYN -
(2—%ﬁﬁ)ﬁ£$ﬂﬁT$ﬁ%N-(3—%Wﬁ)ﬁ%?ﬂﬂ



THeo
'H NMR (CDC1,) &: 1.41 (9H, s), 3.53 (2H, t,
J=5.9Hz), 3.90 (3H, s), 4.68 (2H, t, J=6.3Hz),
4.60-4.80 (1H, m), 7.15 (1H, ddd, 1H, J=1.0,
6.9, 7.4Hz), 7.27-7.38 (2H, m), 7.48 (1H, d,
J=8.3Hz), 7.66 (1H, d, J=7.9Hz).
@) 1 -FH-4 - (2 -WENHE) RETE- 2 PRERT
Eg:
RABTHELHH 5 0 iEWE TR AAE o
'H NMR (CDC1,) 6: 1.39-1.44 (3H, m), 1;53-1.91 (6H,
m), 3.50-3.61 (1H, m), 3.84-4.03 (1H, m), 4.09
(3H, s), 4.34-4.42 (2H, m), 4.75 (1H, t,
J=3.6Hz), 4.83 (1H, 4, J=12.2Hz), 5.08 (1H, 4,

J=12.2Hz), 7.18 (1H, t, J=4.0Hz), 7.32-7.33 (2H,
m), 7.42 (1H, s).
) 4 -f-1-(2~(2-WEAKHX)RETH) -2 9%

AR T,

RAMT 522 W5 5 005 & HERALE Y, RRER2 -
(4 ~BTRE) WEIHEHs -2 - EERTERH2 -
(2 ~MZAE) WEAH 2 - RER TE.

'H NMR (CDCl,j §: 1.42 (3H, t, J=7.3Hz), 1.41-2.00
(10H, m), 3.32-3.56 (24, m), 3.68-3.90 (2H, m),
4.38 (2H, g, J=7.3Hz), 4.55 (1H, t, J=4.0Hz),

4.60 (2H, t, J=7.6Hz), 7.13 (1H, dd, J=1.0,



7.6Hz), 7.22 (1H, d, J=8.2Hz), 7.32 (1H, 4,

J=8.3Hz), 7.39 (1K, s).
@) 1-(3:4-RERHE-RETE) - 2 IRERTE,

MABT 5£LHH 5 Bk WERALe T, AREMS, 4
~REH A AR T AMA ST I,

'H NMR (CDC1,) &: 1.34 (3H, s), 1.46 (3H, s),
1.90-2.18 (2H, m), 3.52 (1H, dd, J=6.9, 7.9Hz),

3.91 (3H, s), 3.97 (1H, ad, J=5.9, 7.9Hz),

4.01-4.17 (1H, m), 4.58-4.80 (2H, m), 7.15 (1H,

ddd, J=1.0, 6.9, 7.4Hz), 7.31 (1H, d, J=0.7Hz),

7.35 (1H, ddd, J=1.3, 6.9, 7.6Hz), 7.47-7.55

(1H, m), 7.63-7.70 (1H, m). |
W) FE-1-(2-(1-(4-F%-2, ¢, 7 -ZREHH
(2.2, 2)%%))0%) -2 - IRERE.

RABT 55560 5 BF EHERRALa Y, REER2 -
(1-(4-Fk-2, 6, 7-ZREXH (2, 2. 2 )FX)
O AR AL I,

'H NMR (CDC1,) 6: 0.79 (3H, s), 2.17 (2H, ddd,
J=2.6, 5.3, 7.9Hz), 3.89 (6H, s), 3.90 (3H, s),
5,87 (2H, ddd, J=2.3, 5.6, 7.9Hz), 7.12 (1H,
ddd, J=1.0, 6.9, 7.4Hz), 7.27 (1H, d, J=0.7Hz),
7.32 (14, ddd, J=1.3, 6.9, 7.6Hz), 7.48 (1H, dd,
J=0.7, 8.6Hz), 7.65 (1H, ddd, J=1.0, 1.5,

8.3Hz).



FRUT % 2L 5 v kWA Tl et
B) 4 -FRE-1 -FE-2 IRRRTE.

'H NMR (CDC1,) &: 3.89 (3H, s), 4.06“(3H, s), 5.22
(2H, s), 6.57 (1H, d, J=7.6Hz), 6.99 (1H, d,
J=8.6Hz), 7.22-7.28 (1H, m), 7.30-7.51 (6H, m).

B) 6 ~FARL-1-FE-2 TRRRTE

JH NMR (CDCL,) &: 3.89 (3H, s), 4.02 (3H, s), 5.15
(2H, s), 6.85 (1H, d, J=2.31Hz), 6.91 (1H, dd,
J=2.3, B.6Hz), 7.24 (1H, g, J=1.0Hz), 7.34-7.44
(3H, m), 7.47-7.52 (2H, m), 7.53-7.57 (1H, m).

gy 7 -FEAK-1 -FE-2 - NRRRTH.

IH NMR (CDCl,) 6: 3.89 (3H, s), 4.38 (3H, s), 5.19
(24, s), 6.78 (1H, d, J=B.6Hz), 6.97-7.03 (1H,

m), 7.24-7.27 (2H, m), 7.33-7.51 (5H, m).
5% KKt 6 |
2—vi| Wk S R T BE 49 4 & |
FoCH30 08 (186, 2mmol )2 ~ B IsIR Y 300 m1
ERE P EmA 44, 3 8( 372, 3 ol ) THBtRe KA R
AWE 2/, BERERBEN CAKBNFRRRD P M
ARG B A R RN, B OROEERLAN3 Ko MK
HE, EEARREL TSR RERHEN, 7232 348
( 99, 2%) 2 ~%|%KK T,
Ijy NMR (CDCL,) 6: 3.95 (3H, s), 7.13-7.45 (4H, m),
7.69 (1H, dd, J=1.0, 7.9Hz), 8.91 (1H, br-s).

FAGT SALHH o 007 kW% TH S W



(1)3 - %R KR TR
H NMR (CDCl,) &: 3.93 (3H, s}, 7.24-7.31 (24, m),
7.38-7.45 (1H, m), 7.93 (1H, 4, J=3.0Hz),
8.17-8.22 (1H, m), 8.63 (1H, br-s).
(2)4 - f- 2 - NRAERTE,
4 NMR (CDCl,) 6: 3.96 (3H, s), 6.78-6.85 (1H, m),
7.18-7.30 (3H, m), 8.99 (1H, br-s).
(9)4 -3 - 2 - %RERT &,
4 NMR (CDCL,) 6: 3.97 (3H, s), 7.17 (1H, dd,
3=7.6, 8.3Hz), 7.28 (1H, dd, J=1.0, 2.3Hz),
7.32-7.39 (2H, m), 9.05 (1H, br-s).
(4)7 - ¥ERHE- 2 - R RE T
' NMR (CDCl,) &: 3.93 (3H, s), 5.21 (2H, s), 6.80
(1H, d, J=6.9Hz), 7.01-7.08 (1H, m), 7.19 (1H,
dd, J=i.3, 4,3Hz), 7.24-7.31 (1H, m), 7.35-7.51
(5H, m}, 9.07 (1H, br-s).
(5)4 - FHLAL- 2 - IRER TR,
ig NMR (CDC1,) 6: 3.93 (3H, s), 5.22 (2H, s), 6.58
(1H, d, J=7.6Hz), 7.03 (1H, d, J=8.3Hz),
7.19-7.26 (1H, m), 7.31-7.44 (4H, m), 7.50 (2H,
d, J=7.3Hz), 8.84 (1H, br-s).

HE LW 7
5 - | Wk 3Lk T EHY %
1,00 § 6, 21 nmol ) 5 — | B 50 m1 10 % R4



4/ WRH RS WE 2. RERBRAYENKAKS, KiEH
BRAYY R, B OB TREREAYI K. ARRENKERRE
SRR, TEAAFRELTRE, REENERN, fHo 428
(38 6%) 5 - "1k - AR T B

'§ NMR (CDC1,) &: 3.93 (3H, s), 6.64-6.66 (1H, m),
7.26-7.29 (14, m), 7.40 (1H, dd, J=0.7, B8.6Hz),
7.91 (1H, dd4, J=1.7, 8.6Hz), 8.3-8.6 (2H, m).
% LHh 8
1 - BA&- 5 - KRR T mBHY HE
2 208 (8 97 nmol ) 1 -HHEE- 5 - IRERAEE,
100 m1 2NEAHIA 100 n1 TR REWER R, £
EREEWER. AnHAEADE, RERRILHAE REY. 25§
Tk, RETTE, B2 00 s - FHE- 5 - HU%RER.
FI AT 5% Lt 4t H R 2 00 el 1 - RAE- 5 - "%
Wik, 0 44 ( 11, 1 mmol ) 60 BEMM, 2.878( 20,2
mmo1 ) MFEEA 50 m 1 =W AT BMEAITRR B BN
Losgl( 84 2% FRETRALL -RAL- 5 -RER)
B e 4.
I{ NMR (CDCL,) 6: 1.54 (6H, d, J=6.9Hz), 3.93 (3H,
s), 4.65-4.75 (1H, m), 6.61 (1H, d, J=3.3Hz),
7.28 (1H, d, J=3.3Hz), 7.37 (1H, d, J=8.6Hz),
7.9 (14, d4d, J=1.7, B.6Hz), 8.39 (1H, 4,
J=1.7lz).

B 3L 9

—_8 1=



7 - - 2 - kR %

3 408 (15 2mmo1 )7 - - 2-"RARTHE, 100
m1 2N A ARk 100 m1 LEIEIHA WENK 1/, RER
B EAAMEZEAWE, ARERRALAGREY, NIRLE
B3 ke EAAGBLETERE, REXWEN, FH2.85¢
(95 8%) 7-%-2-"%kEK
'H NMR (DMSO-d,) 6: 7.04-7.09 (1H, m), 7.19 (1H, d,

J=2.0Hz), 7.30 (1H, dd, J=1.0, 7.6Hz), 7.62 (1H,
d, J=8.3Hz), 11.9 (1H, br-s), 13.1 (1H, br-s).
£ LHH 10
1 - RHE- 2 - RERE A%

BT 52 LMW 4 B FERTERE, #Mo. 00 8(34.2
mmol ) 2 - M| LMERE, 1 36&( 34 2mmol ) ¢ 0%ER
i, 6. 408 ( 37, 7 mol ) &M 100 m1 ZFEFEMK.
BH 1 -RHE- 2- R ERTMM L - REE- 2 - IRERA
R RS Y. FNd bR EHAY, 150 m1 2N ARMHER
f0 150 m1 ZEARGTHE LR 98 FERATHR B B
3 718(53.3%) 1-RAE-2-IREM.

IH NMR (DMSO-d,) 6: 1.58 (6H, d, J=6.9Hz},
5.74-5.85 (14, m), 7.05-7.11 (1H, m), 7.19-7.28
(2H, m), 7.64-7.72 (2H, m), 12.9 (1H, br-s).
BELNH 1 1
1 - Wk 7 - RERT R He
o) 7- FHE- 1-FE-2 - IRRBTEE WE



REMFEELHH 1 85 5EF5E 5, 00 8 ( 20, 2 mmo1 )
7 - FEE- 2 - AR CBEMmFl 0. 81 8( 20, 2 mmol )60 %
A S0 n L ZWWAFRM P& B HPE, EXERTRIERS
WHHREWEREHEN. #EEERTS 748( 40, 4 mmo1l)
WP B R B LSRR, MET 5 o CHEHY 1. K
RS EARAY, RERTRCBERGFREH= KX, AXKSE
BN M. TEAKBEL THRE, REAHEH, BddlEe
BAEf ALY, BEHS 208( 98 5%) 7-FRE-1-
HE- 2 - AR TR
v) 1-PEA%- 2, 7- ZHRBAHE

5,208 (19, 9mmol ) 7- WK~ 1-F&- 2 -9P%%
B 8, 90 m1 2NE R4 150 m1 LEERA W EIR 3 /D
WIE 346 BB A Y, WAME RS M. A2 N ERARLAN
WA, IR G EAERET TR, %5 4. 70 8 (>99%)
1-FEG%R- 2, 7- 4B
¢) 1 - Pi- 7 - WRBBHHE

BETF 150 Ckil4, 60 e 21, 0 mmo1 ) 1 - 4%
-2, 7-Z4%8, 0.5 — At 50 m 1k RERG Y 14
W, AHE, RERAHEN 200 m1 2N H8P. HTRCERER
BAY3 K, Ntf SAMERRA N ERE. £AAKRELT
B, RETRYUEMN. Bt g Blanisy, #2
1.828(49 0% ) 1-FX- 7 -"%ER
a) 1- - 7~ vk Eehy ha

Fock 1 826( 10, 4 nmol1 ) 1 - PHK- 7 - PRLEEME



70 m1 PESEHPERMAS, 098 ( 26, 0 munl ) EHBER. K
RRAWER 2/, RETHABER. KAHAIGEA WY, M
NEEMBHERAMERY. BLH LEFEREEAYN3 X FAkRe
REBH, EEAKBRELTE. RETHEREMN BrAe#
AEREAEAY, BE1 168059, 0%) 1-FH-7-%%
RE T o
'H NMR (CDC1,) &: 3.88 (3H, s), 3.96 (3H, s), 6.54

(1H, d, J=3.3Hz), 7.10 (1H, t, J=7.6Hz), 7.67

(1H, d, J=7.3Hz), 7.75-7.78 (1H, m).
BE LMW 1 2
7 - ¥ERA- 4 - -2 - RBRIEY we
a) 3 -FEAAE-o-0- 2 - HETROHE

1 50e (8 00mmo1)4-H-3-Fk-2-WEXR,

1,50€( 8 80mmo1 ) FA&M, 2, 438( 17. ¢ nmol ) KR
Wﬂ7omlﬁﬁ%ﬁéwﬁﬁ2¢wo%m*%%ﬁ,EET%%
Wil WAL TR LAY, FEH 2 228 (>99%)
- TAAL-6-A-2-#HETR
p) (3 -FXAX- o - 8- 2 - HE- XX ) R T WE
C F8T1 208( 7, 92mmo1 ) ER-TEERME 0. 67 &
(7. 92mmol ) ZBAE LA ( 50 m1 ) PHY BT, B WA
2 008( 7 20mmo1) 3 - ¥HAL- 6-f-2-HEFXE,
EERTHM /M FRABEBAL NERY, AORFIEAY
Wiko R SAAROERA 0 R EXARRELTRE,
BEZMEN. BiriitEs FRANEAY, #3108



(53, 5%) (3 -$ERE- o -f- 2- HERE) ARRLH
o) 7 -FEAK- ¢ - 8- 2 - PRAR TEH HE

EERT1 608 ( 4 24mmo1 ) (3 -FHERE-4-R-
I-WEEL ) FHMmKLE, 22.98( 29 7mo1 ) 20%ZR
AR R 60 m 175 WY 8- iR 3 AMibe RBLRA BN KAK
o E ORREIEA Y 3 K. PR BEARBREAH N FER
Wo EFAKBEELTE, RETHE BAEM. B akALBALE
4%, B30 508(358%)7-FH-4-A-2-9%-%
B 7o

' MR (CDCL,) 6: 1.39-1.44 (3H, m), 4.40 (2H, dd,
3=6.9, 14.2Hz), 5.18 (2H, s), 6.69 (1H, d,
J=8.3Hz), 7.01 (1H, 4, J=8.3Hz), 7.26-7.27 (1H,

m), 7.35-7.48 (54, m), 9.15 (1H, br-s).

HELH 1 3

o - ¥APHE- 4 - 8- 2- PRERCEN HE

a) 3 - 4-FEAE- 2 - fFE) - 2 -BAXAHRTEW

4 |

Fo10TIF4 5 408( 21, 9mmol ) 4 - FEAE- 2-4

¥WRAngr 3 ( 87, ¢ mmol ) ZARALYUKEM 70 m 1

L BANRFME 5, 958 ( 87, ¢ mmol ) LEMMY 70 m 1 LB

Aid, F-10 CEUE s/, REBEEREAHEE ERAR

S4B 200 m1 o fULEATE R, MR LEEREEN3 Ko

oty L R A S R, 6 Attt AL AR s

EXAHBELTRE, RETHYEM. Hit s B AR



aaaa

M, 854 s08( 57.5%)3-{( 4 -FXERE- 2-f%X)
-2 - BRAARR L. |
b) 6 - FEAHE- ¢ - f- 2 -k 8k LR HE
4 50&( 12 ommol )3 - ( 4- FHERA- 2- LEE)
-2 - BAAFRRCEE 100 m1 PRV EBEKS Mit. BE
ToRkE R B RA Y. Wtedics t AR AR Y, 33, 73
(89, 8%)¢-FHEAKL- ¢4 -%- 2-%AERLE.
H NMR (CDCL,) 6: 1.38-1.43 (3H, m), 4.35-4.43 (2H,
m), 5.09 (2H, s), 6.79 (1H, dd, J=0.7, 2.0Hz),
6.95 (1H, d, J=2.0Hz), 7.23-7.24 (1H, m),

7.31-7.45 (5H, m), 8.94 (1H, br-s).
SELHM 1 4
[ 2-EEPEETE) - 2 - IR LR Reny B

a)1-( 2-fF0E) -2 - ERTREHE

3. 63 8( 68. 4 mmol ) AN - TXZFAA RMEM
2 2m1 40 %PEEHMH 10, 0 g ( 57, 1 wmod ) 2 - kK
RFRE 150 m1 1, 4 - ZBEWHENE, T5s5 CREREY
1N BIE THRERKRA Y. FRRRYMWE 5 m 1 LB 500
m 1KEEA W, AL PRERAERA, AAEAEHHER L
EXARRE L TRE, RETHAD AN Diabch € EHMAR
f, BE 13, 081~ ( 2-fE-0E) -2 - TRART R
p) 1~ 2- BEATFERACHE) - 2 - 3G KR T Ay WA

28 T3 12g( 13 7mmol ) 1-(2-HfHTLE)-2-
A B RE, 30 m1 10 BBk 4R, 30 m1 30 S ALEN



100 m1FRGRA SN 4 Pite B, REREURHE 0T,
FRMAL 0 ERBRHERY ML EHLAMS AEREEK
BASh th A% BFE, I CROERIOE . gt R
WA AR . EAARRE LTRSS, AETAMEH, &4
R SRR EAY, BE 2308 68%)1-(2-
EXPRA L) - 2 - I%RB T
'H NMR (CDC1,)} 6: 2.75 (2H, ddd, J=1.7, 5.9,
7.6Hz), 3.92 (3H, s), 4.85 (2H, ddd, J=1.7, 5.9,
7.6Hz), 5.37 (1H, br-s), 5.72 (1H, br-s), 7.16
(14, ddd, J=1.0, 6.9, 7.4Hz), 7.32 (1H, 4,
J=1.0Hz), 7.37 (1H, ddd, J=1.0, 7.3, 7.8Hz),
7.53 (14, dd, J=0.8, B.4Hz), 7.67 (1H, dt,
J=1.0, 7.9Hz).
AT 5% ZHH 1 4 077 HE TELE V.
Wi1-(2-RETHEIE) - 4 -R- 2 - NRERTE,
'H NMR (CDC1,) &: 1.43 (3H, t, J=7.3Hz), 2.65-2.82
(1H, m), 4.39 (2H, q, J=7.3Hz), 4.84 (2H, ddd,
J=1.0, 6.3, 7.3Hz), 5.45 (1H, br-s), 5.68 (1H,
br-s), 7.14 (1H, d, J=7.9Hz), 7.26 (1H, dd,
J=7.6, B.2Hz), 7.41 (1H, d, J=1.0Hz), 7.45 (1H,
d, J=B.6Hz).
BELHH 1 5
7 - BATRAFAL- 1 - PH- 2 - PRERT RN HE
a) 7 -8B~ 1 - PE- 2 - ARERT RN WE



Es50mi WGk S0 m 1 PEHENEE PR 316
(7,82mmon ) 7 - FEAL- 1 - -2 - TRERTE. 0
EHP A0, 58 10/ KE, EEEREETHTELEL
RE ARG, AR, MET k. 9t b € a0
fERAY, FH 1, 638 >09%) 7-H%-1 -FH-2-"%
K8 F 8,

b) 7 - RETRAPRE- 1 - FH- 2 -G KB TR Hi

0,508 (2 44mmo1 )7 -%K-1-FX-2-hLR
Wﬁmﬂmozg(144mm1)60%ﬁ&%&25mlzmg
TR BN, EE B T RA W E HRA B S VIR
RELEERTH L EAEHES E#MmA0, 258 ( 2, 68 mmo1 ) 2
- TE, MET 5 0 CHik1 /. RERADE kK. #
BEHUBURERIFRAY3 Ko MARAFNFERM. £EAHK
B LTRE, RETANERN. BudREtEstis, &2
0,546 (84, 4%)7-RAPRXTAL- 1 -FE-2-%

Bt AR
'H NMR (CDC1,) &6: 3.91 (3H, s), 4.41 (3H, s), 4.67
(2H, s), 5.70 (1H, br-s), 6.41 (1H, br-s),

6.70-6.73 (1H, m), 7.03 (1H, t, J=7.9Hz), 7.26
(1H, s), 7.31-7.34 (14, m).
RBUTH£LHH 1 5 87T ESKTEAE
W1-Fk-7-(2-FELRE) - 2 - IRART B
'H NMR (CDC1,) 6: 3.17-3.22 (2H, m), 3.87 (3H, s),
4.24 (3H, s), 4.31-4.36 (2H, m), 6.68 (1H, d,

J=7.6Hz), 6.94-7.00 (1H, m), 7.18-7.35 (7H, m).



(1 -F£-7- (3 -FEFLE) - 2 - PRAR TS,
!4 NMR (CDCL,) &: 2.16-2.26 (2H, m), 2.84-2.90 (2H,
m), 3.89 (3H, s), 4.07-4.12 (24, m), 4.43 (3H,
s), 6.64 (1H, d, J=6.9Hz), 6.97 (1H, t,
J=7.9Hz), 7.18-7.23 (5H, m), 7.25-7.33 (2H, m).
(07 - AAFHAETRE- 4 - - 1-FE- 2 IRERLE,
!4 NMR (CDC1,) 6: 1.33-1.36 (3H, m), 4.29-4,37 (SH,
m), 4.60 (2H, s), 6.69 (1H, d, J=8.3Hz), 7.06
(14, ad, J3=0.7, 8.2Hz), 7.15 (1H, d, J=0.7Hz},
7.38 (1H, br-s), 7.54 (1H, br-s).
W4 -f-7-(2-ZPERACAA) -1 -FH- 2 -1%R
B LB
I§ NMR (CDC1,) &6: 1.39-1.44 (3H, m), 2.36 (6H, s),
2.82 (2H, t, J=5.9Hz)}, 4.17 (2H, t, J=5.9Hz),
4.33-4.40 (5H, m), 6.59 (1H, d, J=8.3Hz), 6.96
(14, d, J=7.9Hz), 7.30 (1H, s).

(5)6 - BAFEAFAE- 1 - P&~ 2 - RARCE:

' NMR (CDCl,) 6: 1.38-1.43 (3H, m), 4.03 (34, s),

4.32-4.40 (24, m), 4.60 (2H, s), 5.61 (1H,
br-s), 6.59 (1H, br-s), 6.79 (14, d, J=2.3Hz),

6.84 (1H, dd, J=2.3, B.6Hz), 7.26-7.27 (14, m),
7.57-7.60 (14, m).
@4 -H-1-F%-7-(2- (N—nedte)—CRE]-2—-
|k S B T



I} NMR (CDCL,) &: 1.39-1.44 (3H, m), 1.79-1.84 (4H,
m), 2.63-2.68 (4H, m), 2.97-3.02 (2H, m),
4.20-4.24 (2H, m), 4.33-4.41 (5H, m), 6.60 (1H,
d, J=8.6Hz), 6.97 (1H, d, J=8.3 Hz), 7.31 (1H,

s).

M7-(3-RTEEKARATHS ) - 1 - PE- 2 - RER

.
'y NMR (CDC1,) 6: 1.43 (9H, s), 2.09 (2H, T,

J=6.3Hz), 3.35-3.42 (2H, m), 3.89 (3H, s),
4.13-4.18 (2H, m), 4.39 (3H, s), 4.73 (1H,

br-s), 6.69 (1H, d, J=7.9Hz), 6.96-7.02 (1H, m),

7.21-7.26 (2H, m).
@7-(3 -RTEEHLEATAL)-4-R-1-F%-2-
W TR
4 NMR (CDC1,) 6: 1.38-1.44 (12H, m), 2.03-2.13

(2H, m), 3.33-3.40 (2H, m), 4.12 (24, t,

J=5.9Hz), 4.33-4.41 (5H, m), 4.70 (1H, br-s),

6.58 (1H, d, J=B.3Hz), 6.56 (1H, d, J=8.3Hz),

7.31 (1H, s).

06-{ 3-HTREFLALTAR) - 1 - PE- 2 -1%ER
LB,
I NMR (CDC1,) &: 1.37-1.42 (3H, m), 1.45 (9H, s),
2.02 (2H, dd, J=6.3, 12.5Hz), 3.33-3.40 (2H, m),

4.02 (3H, s), 4.10 (2H, t, J=5.9Hz), 4.35 (2H,

—-g0—



dd, J=6.9, 14.2Hz), 4.78 (1H, br-s), 6.76 (1H,
s), 6.78-6.83 (14, m), 7.24-7.26 (1H, m), 7.53
(1H, 4, J=B.6Hz).
07 - ( 2-RTAEHEALCAE) -4-R-1-F&-2-
Uk T |
'H NMR (CDC1,) 6: 1.39-1.44 (3H, m), 1.45 (9H, s),
3.63 (2H, dd, J=5.3, 10.6Hz), 4.13 (2H, t,
J=5.3Hz), 4.30-4.41 (54, m), 4.63-4.89 (1H, m),
6.58 (1H, @, J=8.3Hz), 6.97 (1H, d, J=B8.3Hz),
7.31 (1H, s).
Wy -FHk-7-(2-(2-0anHL) 8% CAE )-2
- W% S5 B e
'H NMR (CDC1,) 6: 1.52-1.85 (6H, m), 3.50-3.58 (1H,
m), 3.83-3.90 (5H, m), 4.11-4.19 (1H, m},
4.26-4.30 (2H, m), 4.42 (3H, s), 4.73-4.75 (1H,
m), 6.70-6.73 (1H, m), 7.01 (1H, t, J=7.9Hz),
7.22-7.26 (21, m).
124 -8-1-F#-7-(2-(2-WaHE) - LELRE)
- 2 - EE O
'H NMR (CDC1,) 6: 1.42 (3H, t, J=7.3Hz), 1.52-1.85
(6H, m), 3.51-3.56 (1H, m), 3.81-3.91 (2H, m),
4.10-4.17 (1H, m), 4.23-4.27 (2H, m), 4.33-4.40
(5H, m), 4.72-4.73 (14, m), 6.61 (1H, d,

J=8.2Hz), 6.96 (1H, d, J=8.3Hz), 7.30 (1H, s).



(e -F-7-(2:3-FIRLE-ALAEL)-1-F&-2
= ’EI'I "fk;ﬁﬁ ZIEE:
'H NMR (CDC1,) 6: 1.39-1.47 (9H, m), 3.91-3.99 (1H,
m), 4.06-4.23 (3H, m), 4.33-4.41 (5H, m),
4.51-4.63 (1H, m), 6.60 (1H, d, J=8.3Hz), 6,97
(1H, d, J=8.3Hz), 7.31 (1H, s).
a-H-1-F&-7-C4-(2-mEHE) - RETRE)
- 2 - |k B TR
'H NMR (CDCL,) 6: 1.39-1.44 (3H, m), 1.52-1.85 (8H,
m), 1.87-2.04 (2H, m), 3.44-3.55 (2H, m},
3.79-3.91 (2H, m), 4.10 (2H, t, J=6.3Hz),
4.33-4.41 (5H, m), 4.58-4.61 (14, m), 6,56 (1H,
d, J=8.3Hz), 6.96 (1H, d, J=8.3Hz), 7.30 (1H,

- s).
SELHH 1 o
4 - P k—1—WE- 2 -"RREG B
a) 4 -BEFE- 1-WE- 2 -IRKRTEHHE

%20 n1 ZNERM 60 m 1IOEK B MRS, B

4 008l 12 gmmo1) 1-F&-4-( 2-maRHE)-R
EWE - 2 R YE 7B T 50 CRERERSH 1/ M. KA
%%%MA%K¢,maﬁbﬁﬁmmﬁ3koﬂﬁ#%ﬁﬁﬁ%$
FEAR WL R, EEARRELTRE, RETELEN. Bt
AR RAALY, BHlz2 908 (99% )4 -EETE- 1
- - 2 - R L



b) 4-BF- 1 -Fhk- 2-vPREE B HE
FE30m1FE Mo, 708 (3, 00 mmo1 ) 4 -HAFX
-1 -WH- 2 -PRERTE. RT3, 3 m1 Jones' KA
(it 26, 7 8 ZRALBHET 23 m1kBmR 40 m 1 KB HRE P,
mAKERAA S 100 m 1§ ) EdimE LRBHEY. £ RTHRH
JRRA 4 1 e RBERA WA, ARGERAKES ke A
MIH R EMERR A W ERE. EAKRRELTRE RE
THBEH. Baah e gnisy, F80 388 (51.2%)
4-$H- 1 -FE- 2 -REMTE.
'H NMR (DMSO-d,) 6: 1.34-1.40 (3H, m), 4.08 (3H, s),
4.35 (2H, dd, J=7.3, 14.2Hz), 7.41-7.47 (1H, m}),

7.72 (14, s), 7.82-7.89 (2H, m), 12.7 (0.5H,

br-s).

SELHH 17
6~ FHAL- ¢ -WE- 2 -9 RERTEEG Wa

a) 4 -FHEEE- 2 - PEXKTRN HE

5006 (18 9mmo1 )5 -FARK- 2-BWXK, 0, 46
g( 18, 9mmo1 )ARYE, A ENBEf 20 m1 WEKFN A
WK 2 /M. AHE-50 C, A-RMUBRERM AR 055k
e R A BE I E R, ER—RERGEHEHE2 . KA RS B
A1 NG, BERA TR CBERE K EXAAHRRLETRE,
RIETH BN Daaba LAY, BHL 1084 -F

ERE- 2 - FERTR
SPREEFTESER P10 T UL

-9 3—



BH1 40e( 5 78mmo1) 4 - FERE- 2 - FEXTR,
L 378( 11, ¢ mmol ) LB AT 50 m 1FE, AAUTSS
THA 6 TR M, BHo. 77 g4 - FHEAE-2-FE
AR
c) 4 - FREL- 2 - FAFEROHHE

0116 ( 2, 93 mmo1 ) A {L4E4BE 20 m LHAREHNE
EAHHoC Foro 758( 2 93 mmo1 ) 4 - FTERE-
2-PEAF PR TREAE 20 m 1Ak H RS WL E R R
, Fo vz, AERAFERAEREREY, REo0. 66
g4 -FEAL- 2 - PEFAR. |
1) 4 - FEEH- 2 - PEARPRGHE

8 To 708 (3, 07mmo1 ) s - FHAK-2-FEFE
B, 2. 678 (30 7mmol ) ZfR4, 0. sm1FRAZOML
0 HRA S 1 1, BHTEYR, RETHRERE. B
RGN ERAY, B0 6084 - FARE-2-F&
EX
o) 3 - ( 4-THAK-2-FAEL)- 2- BALVARTHE
Hh %

R 2T £ Mt 1 3 n) B AR, REEA 2, 80
g( 12 4 nmol ) 4 - FARE- 2- TEXFR, ¢, 398
(49 5mmol ) BALMLE, 3,378 (49, 5mmol] LR
fsom1z M. BH3, 2483 - (4- FEAE- 2 -TERE)
- 2 - B AR E.
£) ¢ - FMAL- 4 - FH- 2 -WRER B HE



RRGT 54 L HH 13 v) BFRATURM, RARM 3. 228
(4-FRRE- 2-FEKE) - 2- BAX- FRR TR 100
m1fK RH2 686-FHAL-4- FH- 2-EERT
i

'H NMR (CDC1,) &: 1.38-1.43 (3H, m), 2.51 (3H, s),
4.38 (2H, ad, J=6.9, 14.2Hz), 5.09 (2H, s), 6.72
(24, s), 7.19 (1H, d, J=2.3Hz), 7.29-7.46 (5H,
m), 8.71 (1H, br-s)

REUTEELRB 1 70 FEBETHLE Y
(Do - FEAK- 4 -ZAFE- 2 - R BB LR,

'H NMR (CDC1,) 6: 1.39-1.44 (3H, 4.37-4.45 (2H, m),
5.14 (2H, s), 7.05 (1H, s), 7.23-7.24 (1H, m),

7.30 (1H, s), 7.35-7.47 (5H, m), 8.92 (1H, br-s)

%% 9460 18
R —1—F R 2R KB CREE # &
6—% & AR —A—F—1— P A2 TR BB &

3. 70g(11. 2mmot) 6—F & f, A —4— K2R M L8 Mo
5 0, 45g(11. 2mmol) 60% H L4/ 70ml = F & TELIK 69 835 i
EAESTRERLSS, RAWNLLERENTRG LERTM
ik MR i P iRl s 3. 185(22. 4mmol) T A ML 10ml Z P R T
BB 6 METRHRA TRE S MH, RERBINKAKRY,

-0 5=~



'''''

%5 M OB UBE R 040 3 K, Mk 45k o F ok, A RA
R TG R T i N A AL B B AR AU
i, 13 5] 3.725(96. 4%) 6—F L A A—4—R—1—F £ —-2—"%
BB,
b) 4—H —6— ek —1—F A —2— 3R EB ARG # &
2. 208 (6. 40mmol)6—F X f g —4—F—1—P A —2—%"#
B CRGIE M T 60ml e Sekwh P . AiER T A 0. 3g 10008/ K56
AERTATEAMIPE, RALAE &SRR 2SETR
Wik, il AR 8L ALAT T 89 A Ak 15 51 1 508(92. 44)
{—F—6— 1k —1—F k23R BB LAE,
1H NMR (CDClj) §&: 1.38-1.44 (3H, m), 3.98 (3H, s),
4,33-4,40 (28, m), 5.07 (1H, s), 6.67 (1H, t,
J=0.99Hz), 6.78 (1H, 4, J=1.98Hz), 7.30 (lH,

d, J=0.99Hz)

A& R4 19
—f TR —1— P 2R R AR LA # &
) T—% AR R —4—F— 11— TR 2SR EMOEGHE

% F &2 K54 182) 697 kAT L E RARM 8.00g
(24. 3mmol) T—F X & A —4—F—2—"k %88 L85, 0. 978 (24
3mmol) 60% £i,4L.44, 10. 3g(72. 8mmol) P s 4k o 200ml = F X 7 &,
b, 195 7. 71892 4%)T—% A K A—4—f—1— 7 K—2—1%
8 LS, |
b) d—f—T—Hh—1— T 23R RO H &

-96—



IIIII

MEMTRAEKAS 180657 E#FALE ARER7.71g
(22. dmmol) T—F & § £ —4—F—1—F £ —2—771 "% } 8k L o4,
0.50g 10%4e/# #» 150ml w2 &2k %, 1% #] 4. 70g(82. 6%) 4— & —
T— R —1—F A2k L B LAE,
1H NMR (CDCl3) &: 1.40-1.45 (3H, m), 4.34-4.42 (SH,

m), 5.20 (1H, s), 6.50 (1H, 4, J=7.92Hz), 6.88
(18, d, J=7.92Hz), 7.31 (lH, s)

£ % %4 20
T—H A —1—F A —d—Z AP E—2—5IR BB BRI H &
a)d—ik—3—F R —-2— s X R& a9 41 &

10. 0g(53. 5mmol)4—i$ —3—F % X&' ,50ml L&k A» 10ml 7K 6
WAMAE O ESCANTRHE, AFFRAHTBFHMPAI Tig(58.
8mmol)70% BK 8L, M XA G A ERTHMHR AW 1, KRB
WRBRINAKT, MZCRERRAD 3K, MARS 4%
Wik, AAKRBELTRE,AETALSTH, fitdiies #ik
A, 135 1.708(13.7%) 4—i—3—F L —2—A Kk X
&,

) 3—F AR A—6——2—s AT RGHE

B & T R A AN 120) 87 k4 AL R R 5. 11g
(29. 9mmol) 4—if—3— P £ —2—5K sk &, § .308(27. 2mmol) F K
& 8. 26g(59. Tmmol) 5 Bt 474+ 150ml B, 11 #1 5. 10g(58. 3%)3—
FREL6—R2—METX,

&) I—FRARA6—ZATR2—MATRGHE



1. 50g (4 66mmol)3—F A H A —6—¢—2—Ff X P X,6.33g
(46. 6mmol) = £ LB 4, 4. 43g(23. 3mmol) #4L 4 (1) 4= 80ml N—7F
Rowed i B R A FHEH T A I0CHA T o, BE,BAETE
B M, AP FE AR NCRUE, B4k TE R . i K
2K, AAKARYLTRE AATALEMN, Bitdniie ¥
B At LT A dn, 38 0.708(48. 3%)3—F R AL —G6—Z AT
k—2—-MAP X,
) G—FAAA—6—Z KPR 2—MEAXL) RO H &

M EWRFRH GNP 1200897 ERFRHE, AR 14.68
(46. Immol) 3—F L A A —6— = A PR —2—M A T X,13. 78(93.
8mmol) B8 = (L&Y, 7. 90g(93. 8mmol) LB} 47 4u 300ml =~ &%, 13 5
10.98(56. 9%) B—F L RA—6—Z AT E—2— A R R) P 8L
LK,
e) T—FREA—4—ZR T A2 RN CERH &

MEMF A% RN 12006 FREFRE AX®M 10.9
(26. Tmmol) 3—F R A A —6—Z A TR —2—MAXL)RHEBL
8%, 165 (213mmol) 20% £ 4t 4k K i& it 40 100ml L8, 45 %) 8. 00g
(82.6%)T—F A A —4—Z R T A2 IR ERTE.

1H NMR (CDCl3) &: 1.40-1.45 (3H, m), 4.38-4.46

{24, m), 5.26 (2H, s), 6.79 (1H, d, J=7.59Hz),

7032-7049 (73, m)p 9025 (lﬂy bl'-S).

D 7—F A AR 1—FPR—4—=Z AP A2—5IREB R H
&
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AT A% 18) 695k LB, AR 8. 00g
(22. Ommol) 7—F X R A —d—Z R 7P A 27"} 8 L5, 0. 88g
(22. Ommol)60% &, 1t. 44, 6. 25g (44. Ommol) 7 A 4k 4 150ml = F &
PRI, 1FEI7.408(89. 1) T—F A A A 1T AA4—ZRT L
— 2R B LBE,

g) T—Hek—1—F R —A—Z R TR —2— R RBE BRI #] &

T & & 3460 180) 69 7 ik AT A B, N 4k M 6.50g
(17. 2mmo) 7—F R (A —1— TP R —4—=Z R P A 27"k L 8k
L85, 1. 0g 10%4e/5 4 150ml LB, 58] 4.95(97. 0%) T—Fe %
—1— PR —4—Z AP E 2R RBRLE,

1H NMR (CDCl3) 6: 1.39-1.45 (3H, m), 4.33-4.41 (2K,
m), 6.69 (18, dd, J=0.66, 7.92Hz), 7.20 (1H,
dd, J=0.99, 7.92Hz), 7.31-7.33 (1H, m), 9.69
(1H, br-s).

A X K4 21
14— PR —T— R —2—%5IR A LRRS 3 &
a) 3,4— =P A2 KB 694 &

M oE T AR 200) 897k A B, RRAMLA 16.78
(129mmol)3, 4— =7 st A& ,130ml L& ,8ml KA 12. 2g(135mmol)
709 558, 13%)7.018(26. 0%)3,4—=F £ —2— s L X%,

b) T—F R AR —A—TF R 2SI REMBEI &

MEMTFAAERAF 12)E )7k AL, RAHEA
7.01g(41. 9mmol)3,d—— T —2— s X XM 1E R4, 17 %] 3.68g



T—¥ A AR —d— PR 2R L,
1H NMR (CDCl3s) §: 1.39-1.44 (34, m), 2.49 (3H, s)
4.40 (28, 44, J=7.26, 14.19Hz), 5.18 (2H, §),
6.69 (1H, d, J=7.92Hz), 6.78-6.82 (1H, m),
7.22 (1H, J=2.31Hz), 7.33-7.50 (5H, m), 9.05

(IH, bl"'S) .

) | A—=Fh—T—RR—2—%REMUE 3 &
M £ ST 4 A 5 A 192) 40 b) 895 sk 47 R B, RAARN
4. 30g(13. 9mmol) 7—¥ X f A —4—F 23R BB CEHER
., 435 2.958 1, d— =7 £—7— Ve —2—IR B LBS,
1H NMR (CDClj3) &: 1.39-1.44 (3H, m}, 2.45 {(3H, m)
4.33-4.41 (58, m), 4.76 (18, s), 6.49 (1K, 4,
'J=7.59Hz), 6.65-6.69 (18, m), 7.26 (1H, 8).

£ % %6 22
—(RTRABAZRTROFARGH &
a) A—(RTRAAFAAATRORTROHE

& 2. 65g(66. 2mmol) 4, £, 1L.4%,50ml 1,4— = B IE 4o 50ml K 69
AP A 5. 00g(33. Immo)d— (A AP HOXTE, BE, AR
Adpd igidimA 10. 8g(49. Ommol) —— 8L =4 T i /& 10ml 1,4—
Bk, ATRTHEE2 B, AEREINARE RN
10 et 2 BB (pH—5 £ 6), Wit i® M hiie b a9 & tht
Fl BT, 1§85 7.908(95. 1%)4— (R T RAKKAEAT R XK
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T,
D) d—(RTRABARATROA TR TRI6IH &

16. 25(64. 5mmol) 4— (A TR AL R AP L) R Tk, 13. 6g
(70. 9mmol) 1— L A —3—CB— =P RA A AR LR - R4 &8
3 ,1.00g 4——F R £ Koot 4o 200ml PE IR AWAERTHRHE
40, RAETELTH, A FRRBEINAK, REHNLHL
R 2k, E MG N 10% 1580408 ik vk, 7 /1 fofo B BE 8 AR
Kk S M A iRk, AAKABELTRE BA
TFREUEMN 35143883 6%)4—(RTAARLRRTOXT
5 5. |
) 4—(RTRLABEARATLORPHGHE

F 0C T4 1. 108(36. 8mmol) £ 14342 & 150mi w2 Kok oh F
B $i, fAS kBT m 13. 0g(49. Ommol)d—(R T fu K
RARTR)E PELA 50mL w2 Fokwh b 6975k , 8 M0 ARG I e
W EEA 2, A HE0C,20ml 50%w ok higiFi N LB
A, mA 100ml CRRUERE, i RO, P it ol R T iR
W, il it s MR AL 3,85 B Ao b ALK AR L 45 5 8. 80g(75. 7%0)4— (e
TEEAFERARATRORTH,
O A—ERTRAAELRA TR FREHH &

l‘-i"}ﬁTﬁiﬁ. 80g(37. Immo)d— (R TR A EL AL T X)
£ TE,120ml e AL A 50ml = F & PEAEG)R &4, AR
SN 12. 28044, Smmol) Z X G, A ERTHHR A4 20K,
BT R R B I 61 AT R P BN AR, R A LB UEE
FRR 2K MR R o do 8L A KR ik, R oA SUALTRIS R
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o BAKREBELTRE SAETRYLEA, fitdnizd #55
Fotb k75 A0, 13 8) 7.502(79. 1%) 4~ (R TAAB A AL PRF
L&

1H NMR (CDCl3) &: 1.46 (9H, s), 4.31 (24, d,
J=5094H2), 4¢57 (ZH' S),r 4-85 (IH, br-S)f 7-27
(2H, d, J=7,.26Hz), 7.35 (2H, 4, J=7.25).

Sk i
1-FX- 2-ngmAMEsddHg
8 56&( 89 8mmol ) ML MmE ¢ 52 ( 89,8

mmol ) WEL4NEY 70 m L MBR ), TR TR RS BUR
KA, BHETL. KB 708( 8 97 mmod ) 1 -7
- 2 - V| SRR B B LR BIE P . MEREENTR. B
ARANT 130 Uik s M, METERTHE 1 M. LABA
RE®HY, NLROEXREAY3 &k AAASHFSERNE &
EAREY FTEE, REANEN. itk b8 BN
BHns Y. BRPESG - FE- 2 - RRAN LAEWET

6, PRMLA /RS, ENEH 708( 30, 8% ) 1-FX
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- 2 - iRE MR 2.
Bl 250 CRIR
'H NMR (DMSO-d,) &6: 4.04 (3H, s), 7.12-7.21 (1H, m),

7.31-7.44 (1H, m), 7.61 (1H, 4, J=8.6Hz), 7.73
(1H, d, J=7.9Hz), 7.89 (1H, s), 8.5 (2H, br-s),
8.7 (2H, br-s), 11.9 (1H, br-s).

LWz

1-Wk- 5 - REE A ML AL 2L 69 41 &

AR LR 1 o T g RS, REWM1, 008 (5,29
mmol ) 1 - FH- 5 -"%HERTHE, 5,058 ( 52 9mmo1 )
Mg f2 8568 ( 52, 9mmo1 ) PRy 50 m 1 PHER
BB 0, 928( 68, 9%) 1 - FH- 5 - REc XM Rk
Bk 200 CRER

4 NMR (DMSO-d,) 6: 3.86 (3H, s), 6.62-6.64 (1H,

m), 7.50 (1H, d, J=3.3Hz), 7.61 (1H, d,
J=8.9Hz), 7.91-7.95 (1H, m), 8.44 (2H, br-s),
8.47 (1H, d, J=1.3Hz), 8.7 (2H, br-s), 11.7 (1H,
br-s). |

EHifA 3

(- 3k-3 -vam AN L a4 &

BT LA 1 89 FERAT RN, RRHEM1, 008 (529
mmol ) 1 - PH-3 -GG ERPE. 5 05¢6( 52 9 mmo1)
MMz 858 ( 52, 9mmod ) PRIy 5o m1 T HER B
Was o0 488( 35 9% ) 1 -WHk-3 -k EMERE.
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¥el, 252-253C
'H NMR (DMSO-d,) &: 3.91 (3H, s), 7.25-7.37 (24, m),

7.58-7.61 (1H, m), B.15 (1H, d4, J=1.3, 6.6Hz),
8.3 (2H, br-s), 8.6 (24, br-s), 8.78 (1H, s),

11.8 (1H, br-s).
St 4
1-FE- ¢ -RBAMAR L 4 &

RRGUF L 1 BT IRE, RAEEM 0858 (4,49
mmol ) 1 - W~ 4 - FREBTHE, 4. 298( 44, 9 mmol)
MhER A0 2, 43 g ( 44, 9 mmod ) WEEHET 50 m 1 FREBHH
WBsH o 758 ( 66, 1% ) 1 -FH- ¢4 - hBAMERE.
Yk, 186-187T

'H NMR (DMSO-d,) &6: 3.88 (3H, s), 6.97 (1H, 4,

J=3.0Hz), 7.92-7.35 (1H, m), 7.56 (1H, d,
J=3.0Hz), 7.84 (1H, d, J=7.9Hz), 7.98 (1H, d,
J=7.6Hz), 8.5 (2H, br-s), 8.7 (2H, br-s), 11.7

(1H, br-s).

LR 5

g-f-1-WE-2-hmAMERE G
RAUTZRA 1 FERTERE, RRHEM 2,00 & (8,94

mmo1 ) 4 - §- 1 - FHk- 2 - REMTE, 8 5¢8(389, 4

mmol ) JiEk v 4, 83 g ( 89 4 mmol ) WEMMy S0 m LW

M. FNEE 1 0og( 41, 3% ) a-R-1-FHk-2-%

Y A M 2h B 2
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Wk, 288-29070

'H NMR (DMSO-d,) 6: 4.05 (3H, s), 7.24 (1H, 4,
J=7.6Hz), 7.35-7.41 (1H, m), 7.62 (1H, d

’

J=8.6Hz), 7.98 (1H, s), 8.56 (24, br-s), 8.63
(2H, br~s), 12.0 (1H, br-s),

HRBT LM 1 0T W% LWt o B a8 1104 4
x4 6
5-fl-1-FH-2 -0 RE A R,
F#, 43.6%, YgH. 281-282TC
'H NMR (DMSO-d,) 6: 4.03 (3H, s), 7.39 (1H, dd,
J=2.0, 8.9Hz), 7.67 (1H, d, J=B.9Hz), 7.77 (1H,

s), 7.81 (1K, d, J=1.7Hz), 8.5 (24, br-s), 8.6
(2H, br-s), 11.9 (14, br-s).

SEHf 7
6--1-FHk- 2 -vRBEEMLR L,
FE, 59, 6%, MK 290-294 T
'H NMR (DMSO-d,) 6: 4.02 (3H, s), 7.17 (1H, dd,
J=2.0, B.6Hz), 7.74-7.77 (2H4, m), 7.84 (1H, s),
8.5 (2H, br-s), 8.6 (2H, br-s), 11.9 (1H, br-s).
L HH 8
7-8-1-F&- 2 - g EMERSE
FE, 56,5%, MH: 243-2447
'H NMR (DMSO-d,) 6: 4.33 (3H, s), 7.11-7.17 (1H, m),

7.41 (1H, 4, J=7.6Hz), 7.71 (1H, 4, J=7.9Hz),
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7.81 (1H, s), 8.5 (2H, br-s), B.6 (2H, br-s),

12.0 (1H, br-s).

LMt 9
1, 4-ZWH- 2 - ke XM R,
P, 32, 5%, ME: 279-280C
1H NMR (DMSO-dg) &: 2.53 (3H, s), 4.02 (3H, s),
6.96 (1H, d, J=6.9Hz), 7.26-7.32 (1H, m), 7.41
(14, 4, br-s), 11.9 (1lH, br-s).

w10
1, 5-ZWF&- 2 - KB EM LR,
R, 30, 5%, WH. 281-282T
'H NMR DMSO-d;) &: 2.41 (3H, s), 4.00 (3H, s), 7.23
(1H, d, J=8.9Hz), 7.48-7.51 (2H, m), 7.79 (1H,
s), 8.5 (24, br-s), 8.7 (2H, br-s), 11.9 (1H,
br-s).
EwH 1 1
1, 6=~ 2 - REtAMERE
R, 63, 1%, MHE: 267-269TC
'H NMR (DMSO-d,) 6: 2.47 (3H, s), 3.99 (3H, s),
7.02 (1M, d, J=B.3Hz), 7.41 (1H, s), 7.61-8.00
(2H, m), 8.4 (2H, br-s), B.5 (2H, br-s), 11.6
(14, br-s).
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1, 7-Z2WF%- 2 - 5% g AN 28 2
FR, 27, 3%, WHE, 271-273 T
'H NMR (DMSO-d,) &: 2.78 (3H, s), 4._25 (3H, s),
6.99-7.11 (2H, m), 7.53 (1H, 4, J=7.6Hz), 7.70
(1H, s), 8.4 (2H, br-s), B.6 (2H, br-s), 11.8
(1H, br-s).
St 1 3
5-PRHE- 1 - PH- 2 -RBEEME R,
R, 50, 1%, MA, 235-236T
'H NMR (DMSO-d,) 6: 3.80 (3H, s), 4.01 (3H, s),
7.03-7.07 (1H, m), 7.16 (1H, d, J=2.3Hz), 7.52
(1H, d, J=8.9Hz), 7.75 (1H, s), 8.4 (2H, br-s),

8.7 (2H, br-s), 11.8 (1H, br-s).

L1 4
1-FE- o -G AMAR
EE, 62, 1%, R 297-298TC
14 NMR (DMSO-d,) 6: 3.94 (3H, s), 6.55 (1H, dd,
J=0.7, 3.0Hz), 7.61 (1H, d, J=3.0Hz), 7.67-7.78
(2H, m), 8.4 (2H, br-s), 8.6 (1H, br-s), 8.9 (2H,
br-s), 12.0 (1H, br-s).
Xifl1 5
1 -%- 2 - IREEEM AR,
SR, 54, 9%, Jom. 228-229T
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-----

~IH NMR (DMSO-d,) 6: 5.86 (2H, s), 7.03 (2H, d,
J=6.6Hz), 7.17-7.39 (4H, m), 7.57 (14, d,
J=8.3Hz), 7.78 (1H, d, J=7.9Hz), 7.98 (1H, s),
8.4 (24, br-s), 8.6 (2H, br-s), 11.9 (1H, br-s).

LB 1 6

1-F%-3 - AMER L.

R, 6, 2%, JEHE252-253TC
'H NMR (DMSO-dq) 6: 5.53 (2H, s), 7.23-7.37 (7H, m),
7.62-7.66 (14, m), B8.15-8.18 (1H, m), 8.3 (2H,
br-s), 8.6 (2H, br-s), 8.95 (1H, s), 11.8 (1H,

br-s).

17
1-FWE-3 - g%t MR,

FR, 49 7%, MHE 221-223 T
'H NMR (DMSO-d,) &: 1.51 (6H, d, J=6.6Hz), 4.85-4.90
(1H, m), 7.24-7.34 (2H, m), 7.67 (1H, d,
J=7.6Hz), 8.14-8.17 (1H, m), 8.3 (2H, br-s), 8.6

(2H, br-s), 9.12 (1H, s), 11.9 (1H, br-s).

Lt 1 8
2 - |k Btk B 2R
FE, 61, 9%, MR 192-194T
'H NMR (DMSO-d,) 6: 7.09-7.14 (1H, m), 7.28-7.34
(1H, m), 7.49 (1H, d, J=8.3Hz), 7.71 (1M, 4,
J=8.3Hz), 8.5 (2H, br-s), 8.7 (2H, br-s), 12.06

(1H, br-s), 12.13 (1lH, br-s).
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SEHf 1 9
3 - kB M AR 2
FR, 42 2%, HE, 287C
'H NMR (DMSO-d,) 6: 7.20-7.29 (2H, m), 7.53 (1H, dd,
J=1.7, 6.6Hz), 8.12-8.16 (1H, m), 8.3 (2H,
br-s), 8.7 (2H, br-s), B8.83 (1H, d, J=3.3Hz),
11.8 (1H, br-s), 12.2 (1H, br-s).
LHHl 2 0
5 - %kt 2 MR 2
FER, 55 9%, ME, 219-222TC

'H NMR (DMSO-d,) 6: 6.61-6.63 (1H, m), 7.50-7.56
(24, m), 7.85-7.89 (1H, m), 8.45 (2H, br-s),
8.49 (1H, d, J=1.7Hz), 8.75 (2H, br-s), 11.6
(1H, br-s), 11.7 (1H, br-s).
27 /N
1 -7V~ 5 -%BtEMERE.
R, 72, 5%, MK 219T
'H NMR (DMSO-d,) 6: 1.48 (61, d, J=6.6Hz), 4.81-4.88
(1H, m), 6.67 (1H, d, J=3.3Hz), 7.68-7.71 (2H,
m), 7.89-7.93 (1H, m), 8.3-8.6 (34, m), 8.7 (2H,
br-s), 11.7 (1H, br-s).
SLHit 2 2
4 -FRE- 1 -Fk- 2 - RBAMERE,
R, 54, 5%, MK, 281-282°C
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14 NMR (DMSO-d,) &: 3.93 (3H, s), 4.01 (3H, s), 6.62

(14, d, J=7.9Hz), 7.16 (1H, d, J=8.6Hz), 7.30-
7.36 (14, m), 7.83 (1H, s), 8.5 (2H, br-s), B.6

(24, br-s), 11.7 (1H, br-s).
S 2 3 |
o~ FEKE- 1 -FE- 2 - R EMAERH.
R, 75 5%, WR: 2727
'H NMR (DMSO-d,) 6: 3.87 (3H, s), 4.00 (3H, é), 6.81
(1H, dad, J=2.0, B8.9Hz), 7.05 (1H, d, J=2.0Hz),
7.59 (1M, d, J=8.9Hz), 7.84 (1H, s), B.4 (2H,
br-s), 8.7 (2H, br-s), 11.8 (1H, br-s).
SEHf 2 4 |
1-FE~ 4 -H%K- 2 - %Rt EMEERE,
R, 97, 7%, KHE, 292-293T
'H NMR (DMSO-d;) &6: 4.14 {3H, s), 7.59-7.65 (1H, m),
8.16 (1H, m), B8.20-8.28 (2H, m), 8.5 (4H, br-s),
11.8 (1H, br-s).
Lihlz 5
1-Fk- o -HE- 2 - Ro AN R
e, 68, 4%, JEE. 279-283 T
'H NMR (DMSO-d,) 6: 4.15 (3H, s}, 7.89 (1H, s),
7.95-8.03 (2H, m), 8.51-8.66 (5H, m), 12.1 (1H,

br-s).
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1-Wd -7 -8k 2 kB EM LR,
B2, 66, 8%, JBE: 2068-270T
'H NMR (DMSO-d,) &: 3.83 (3H, s), 7.436 (1H, t,
J=7.9Hz), 7.98 (1H, s}, 8.06 (11, dd, J=1.0,
7.9Hz), 8.19 (1H, dd, J=1.0, 7.9Hz), 8.44-8.74

(4H, m), 12.2 (1H, br-s).
Lt 2 7
1-F%-5-wHE- 2 - 3%hEt AL R,
ER, 73, 6%, }3',;5\, 294-295T
'H NMR (DMSO-d,) 6: 4.09 (3H, s), 7.86-7.91 (2H, m),
8.23 (1H, dd, J=2.3, 9.2Hz), B8.49 (4H, br-s),
8.83 (1H, d, J=2.3Hz), 11.9 (1H, br-s).
Stz 8
1-Fk- 7 -kt EMAR .
jid: 27 4%, WE, 203-204T
'H NMR (DMSO-d,) &6: 3.78 (3H, s), 6.60 (1H, d,
J=3.3Hz), 7.16 (1H, t, J=7.6Hz), 7.44 (1H, 4,
J=3.0Hz), 7.53 (1H, 4, J=7.6Hz), 7.85 (1H, d,
J=7.9Hz), B.44 (2H, br-s), 8.52 (2H, br-s),

11.90 (1H, br-s).

LHH2z 9
1-FHk-q-ZHFE- 2 - ENERR,

R, 57.8%, MM, 283-285C
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'H NMR (DMSO-d,) 6: 4.10 (3H, s), 7.52-7.58 (2H, m),
7.91 (1H, s), 7.98-8.01 (1H, m), B8.4-8.8 (4H,
m), 11.99 (1H, br-s).
L 3 0
5-f- 1 - PE- 2 - iREtAMAERL,
FE, 60, 8%, MWME, 278-281T
4 NMR (DMSO-d) &6: 4.03 (3H, s), 7.52-7.33 (1H, m),
7.54 (1H, dd, J=2.3, 9.6Hz), 7.69 (1H, dd,
J=4.6, 9.2Hz), 7.82 (1H, s), 8.51 (2H, br-s),
8.69 (2H, br-s), 11.98 (1H, br-s).
SLHH3 1
5-LRE- 1-TE- 2 -hB AN AR
R, 30, 9%, ME. 234-236T
'H NMR (DMSO-d,) 6: 1.35 (3H, t, J=6.9Hz), 3.99 (3H,
s), 4.05 (2H, dd, J=6.9, 14.2Hz), 7.05 (1H, dd,
J=2.3, 9.2Hz), 7.16 (1H, d, J=2.3Hz), 7.54 (1H,
d, J=8.9Hz), 7.73 (1H, s), 8.42 (2H, br-s), B.65
(2H, br-s), 11.81 (1H, br-s).
LHf3 2
5-FRAE- 1 -FE- 2 - hBmAMERE.
SR, 45, 2%, KK 249-251T
IH NMR (DMSO-d,) 6: 3.99 (3H, s), 5.14 (2H, s},
7.12-7.16 (14, m), 7.28-7.58 (7H, m), 7.67 (1H,

s), 8.28-B.68 (4H, m), 11.71 (1H, br-s).
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S 3 3
1-FH- - ZARE- 2 - RE AMA R
R, 44, 4%, JER: 255-257T
1§ NMR (DMSO-d,) 6: 4.11 (3H, s), 7.44 (1H, dd,
J=1.3, B.6Hz), 7.97 (1H, 4, J=8.6Hz), 8.10 (1H,
s), 8.48 (2, br-s), 8.63 (2H, br-s), 12.03 (1H,

br-s).

SEHi3 4
7 - FHQH- 1 - FHE- 2 - R EM LR
&, 53, 5%, M¥. 221-222°C
'H NMR (DMSO-dg) 6+ 4.27 (3H, s), 5.26 (2H, s),
6.97-7.08 (2H, m), 7.27-7.56 (5H, m), 7.72 (1H,

s), 8.43 (2H, br-s), 8.60 (2H, br-s), 11.80 (1H,

br-s).
L3 5
1-(2-%EFH) -2 -PRae EMARE
Ry 56 4%, MW 254-255C
I NMR (DMSO-d,) 6: 6.02 (2H, s), 7.17-7.27 (2H, m),
7.32-7.38 (1H, m), 7.43-7.48 (3H, m), 7.60 (1H,
d, J=7.9Hz), 7.73-7.86 (4H, m), 8.07 (1H, s),

8.43 (2H, br-s), 8.67 (2H, br-s), 12.04 (1H,

br-s).

LHH3 6
(- {2 -%£04) - 2-ikmAMERE,
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ey 55 1%, MEA: 262-264T
4 NMR (DMSO-d,) &: 2.97-3.03 (2H, m), 4.73-4.79
(2H, m), 7.13-7.24 (6H, m), 7.32-7.38 (1H, m),

7.59 (1H, d, J=7.9Hz), 7.73 (1H, d, J=7.9Hz),
7.84 (1H, s), 8.43 (2H, br-s), 8.62 (2H, br-s),

11.78 (1H, br-s).

b3 7

1-(4-B¥E) - 2- 5 RgtEMAEMRE.

R, 53.3%, KM: 260-263T
'H NMR (DMSO-d,) &6: 5.82 (2H, s), 6.99 (2H, 4,

J=8.3Hz), 7.17-7.23 (1H, m), 7.35-7.40 (1H, m),
7.47 (2H, 4, J=8.3Hz), 7.57 (1H, d, J=8.3Hz),
7.79 (1H, d, J=7.9Hz), 8.06 (1H, s), 8.47 (2H,

br-s), 8.69 (2H, br-s), 12.07 (1H, br-s).

L3 8
1-(4-REFHE) -2 -%mEMERE:

ek, 42 7%, JEH, 245-2477T
Iy NMR (DMSO-dg) 6: 5.98 (2H, s), 7.20-7.27 (3H, m),
7.39 (1H, t, J=7.3Hz), 7.56 (1K, d, J=8.3Hz),
7.82 (14, d, J=7.9Hz), B.05 (1H, s), 8.16 (2H, d,
J=8.6Hz), 8.41 (2H, br-s), 8.61 (2H, br-s),

12.02 (1H, br-s).

L3 9
1= 4-WRAFE) - 2 -k AMERE.
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Fd, 54 8%, ME. 239-240T
'H NMR (DMSO-d,) 6: 3.68 (3H, s), 5.78 (2H, s), 6.82
(2H, d, J=8.6Hz), 7.18 (1H, t, J= 7.3Hz), 7.34-
7.40 (14, m), 7.61 (1H, 4, J=8.6Hz), 7.77 (1H, d,
J=7.9Hz), 7.92 (1H, s), 8.43 (2H, br-s), 8.60

(2H, br-s), 11.89 (1H, br-s).

L4 0
1-(3-FXFX) - 2-w%gAmimd,

TR, 39 0%, WE: 147-148T
'H NMR (DMSO-d,) &: 1.97-2.13 (2H, m), 5.62 (2H, t,
J=8.0Hz), 4.59 (2H, t, J=7.0Hz), 7.11-7.34 (6H,
m), 7.40 (1H, &t, J=1.0, B.OHz), 7.57 (1H, 4,
J=8.0Hz), 7.76 (1H, d, J=8.0Hz), 7.81 (1H, s),
8.25-8.70 (4H, m), 11.75 (1H, br-s).
Lt 4 1
1-(4-FETH) - 2 - PRREMLRE,
ER, 51,0%, YR 154-155T
'H NMR (DMSO-d,) &: 1.43-1.65 (2H, m), 1.65-1.68
(2K, m), 2.57 (24, t, J=B.0Hz), 4.58 (1H, t,
J=7.0Hz), 7.03-7.32 (6K, m), 7.39 (1H, dt, J=
1.0, 8.0Hz), 7.63 (1H, d, J=8.0Hz), 7.73 (1H, d,
J=8.0Hz), 7.92 (1H, s), B8.20-9.00 (4H, m), 11.95

(1H, br-s).
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1- 7%= o -G BRAME R,
FR, 37 7%, J8H, 218-220C
'H NMR (DMSO-dq) 6: 1.51 (6H, d, J=6.6Hz), 4.92-5.02
(1H, m), 6.59 (1H, d, J=3.0Hz), 7.66-7.81 (3H,
m), 8.41 (2H, br-s), B.66 (1H, s}, B.86 (2H,

br-s), 12.04 (1H, br-~s).

Lt 4 3
1-F&- o -5 REE XML B2,
PR, 44, 5%, WE, 227-2287
'H NMR (DMSO-d,) 6: 5.57 (2H, s), 6.62 (1H, d,
J=3.0Hz), 7.24-7.32 (5H, m), 7.69-7.79 (2H, m),
7.81 (1H, d, J=3.0Hz), 8.43 (2H, br-s), 8.71
(1H, s), 8.86 (2H, br-s), 12.06 (1H, br-s).
SHfe e
1-Ff%- 4 -kt AMERE.
R, 49 0%, MK 95-97°%
'H NMR (DMSO-d,) 6: 1.48 (6H, d, J=6.6Hz), 4.87 (1H,
m), 7.01 (1H, d, J=3.0Hz), 7.26-7.31 (1H, m),
7.72 (1H, d, J=3.3Hz), 7.91 (1H, d, J=8.3Hz),
8.02 (1H, d, J=7.6Hz), B.54 (2H, br-s), 8.83
(2H, br-s), 11.85 (1H, br-s).
Lt 4 5
1-F&- a4 -PREEEMERE.
PR, 42 6%, HE: 203-205T
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'lf NMR (DMSO-d,) 6: 5.52 (2H, s), 7.03 (1H, d,
J=3.0Hz), 7.17-7.32 (61, m), 7.74 (1H, t,
J=1.7Hz), 7.84 (1H, d, J=7.9Hz), 7.98 (1H, d,
J=7.6Hz), B.4B (2H, br-s), B.77 (2H, br-s),

11.79 (1H, br-s).

M4 6
4 - FXEE- 1 -FH- 2 - AMRRE

FER: 57, 6%, HR: 260T
4 NMR (DMSO-d,) &: 4.01 (34, s), 5.26 (2H, s), 6.75
(1H, d, 3=7.6Hz), 7.20 (1H, d, J=8.6Hz), 7.30-
7.54 (6H, m), 7.75 (1H, s), 8.40 (4H, br-s),
11.41 (1H, br-s).

Sl a 7
1, 3-ZF&- 2 - IPRGEEMARA
R, 55 5%, MM, 228-229TC
4 NMR (DMSO-d,) &6: 2.56 (3H, s), 3.84 (3H, s),
2.12-7.18 (1H, m), 7.34-7.40 (1K, m), 7.53 (1H,

d, J=8.3Hz), 7.69 (1H, d, J=7.9Hz), B.61-8.68

(4H, m), 11.67 (1H, br-s).

kit e 8
[ - P 7 -FKE- 2 - dIRekEMER

fER, 58 9%, JYiM. 265-267T
1y NMR (DMSO-d,) &: 4.07 (3H, s), 7.27 (1H, d,

J=7.3Hz), 7.41-7.75 (74, m), 7.89 (1H, s), 8.50

(4H, br-s), 11.77 (1Hi, br-s).
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anmy

EHit e 9
4 - THER- 1 -PE- 2 - R EAMERE.

FE, 45 4%, JEH. 288-269T

4 NMR (DMSO-dg) &6: 2.71 (3H, s), 4.07 (3H, s),
7.50-7.56 (1H, m), 7.91-7.97 (2H, m), 8.25 (1H,

s), 8.53 (4H, br-s), 11.71 (1H, br-s).

St 5 0
6 - FRAEL- 1 -PE- 2 - PRBAMERE.
R, 42, 7%, JgM: 269-270T
I NMR (DMSO-d,) &: 3.99 (3H, s), 5.20 (2H, s), 6.89
(1H, d, J=10.6Hz), 7.22 (1H, s), 7.35-7.58 (6H,

m), 7.62-7.67 (1¥, m), B.4 (4H, br-s), 11.35

(1H, br-s).

LRl 5 1
4 -LEE- 1 -FA- 2 -k ENER T,

&, 69 8%, WH: 262-263T
14 NMR (DMSO-d,) 6: 1.42 (3H, t, J=6.9Hz), 3.99
(3H, s), 4.19 (2H, q, J=6.9Hz), 6.62 (1H, d,
J=7.6Hz), 7.16 (1H, d, J=8.6Hz), 7.28-7.34 (1H,

m), 7.77 (1H, s), 8.51 (4H, br-s), 11.60 (1H,

br-s).

SR s 2
[-{ 2-BAPBAETE) - 2 - R EMERE

F$! 30. 0%) %{i#\: 285“286.0
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'''''

'y NMR (DMSO-d,) 6: 2.55 (2H, t, J=7.3Hz), 4.74 (2H,
t, J=7.3Hz), 6.85 (1H, br-s), 7.17 (1H, t,
J=6.9Hz), 7.33 (1H, br-s), 7.39 (1H, dad, J=1.0,
7.3, 7.8Hz), 7.70 (2H, dd, J=8.4, 17.7Hz), 7.82
(1H, s), 8.46 (2H, br-s), B.64 (2H, br-s), 11.85(4, br.3}

SH53
1-F%- 2 - ReeEMERE.
Ry 53, 2%, MM 218-219C
IH NMR (DMSO-d,) 6: 0.85 (3H, t, J=7.6Hz), 1.66-1.77

(2H, m), 4.51 (2H, dd, J=6.9, 7.6Hz), 7.10-7.23
(14, m), 7.32-7.45 (1H, m), 7.65 (1H, d,
J=8.6Hz), 7.73 (1H, d, J=7.9Hz), 7.97 (1H, s),
8.52 (2H, br-s), 8.77 (2H, br-s), 12.01 (1H,

br-s}).

SHH 5 4
(- (2-WaETE) - 2 -%BEMARE

R, 15 0%, Y& 174-176T
IH NMR (DMSO-d,) 6: 3.16 (3H, s), 3.63 (2H, t,
J=5.3Hz), 4.72 (2H, t, J=5.3Hz), 7.11-7.22 (1H,
‘m), 7.31-7.44 (1H, m), 7.66 (1H, d, J=B.6Hz),
7.72 (1H, d, J=7.9Hz), 7.89 (1H, s), B.49 (2H,
br-s), 8.70 (2H, br-s), 11.96 (1H, br-s).

EHfl5 5
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4—R-1-FE- 2 -kREMALE .
ER, 53 1%, MHE: 281-282%C
'H NMR (DMSO-d,) &: 4.04 (3H, s), 6.97 (1H, dd,
J=7.6, 10.2Hz), 7.35-7.43 (1H, m), 7.50 (1H, d,
J=8.3Hz), 7.89 (1H, s), 8.48-8.60 (4H, m), 11.92
(1H, br-s).
EWHH S5 6
4 -#- 1 -Fk-2-%m A MR
&, 58 2%, WA, 306-307T
'H NMR (DMSO-d,) 6: 4.04 (3H, s), 7.30-7.36 (1H, m),
7.42 (1H, d, J=7.6Hz), 7.69 (1H, d, J=B.6Hz),
7.78 (1H, s), B.56 (4H br-s), 11.91 (1H, br-s).
St 5 7
4 - pTEEH- 1 -FH- 2 - %k AMERE:
fER, 58.1%, Yim: 245-247T
'H NMR (DMSO-d,) 6: 1.05 (6H, d, J=6.9Hz), 2.06-2.16
(1H, m), 3.90 (2H, d, J=6.3Hz), 3.99 (3H, s),
6.61 (1H, d, J=7.9Hz), 7.16 (1H, d, J=8.6Hz),
7.28-7.34 (14, m), 7.84 (1H, s), 8.51 (4H,
br-s), 11.65 (1H, br-s).

LA 5 8
4 - REEE- 1 -PE- 2 - G RRAMERE
R, 62.3%, HHE: 269-270T
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4§ NMR (DMSO-d,) &: 1.35 (6H, d, J=5.9Hz), 3.99 (3H,
s), 4.75-4.84 (1H, m), 6.65 (1H, d, J=7.6Hz),
7.14 (1H, d, J=8.6Hz), 7.28-7.34 (14, m), 7.75
(1H, s), 8.53 (4H, br-s), 11.59 (1H, br-s).
SeHt 5 9 |
1-F&-7-(2-FECHER) - 2 - IR AMLR .
P&, 24,3%, WM. 155-156T
'H NMR (DMSO-d,) 6: 3.21 (2H, t, J=6.5Hz), 4.13 (3H,
s), 4.43 (2H, t, J=6.3Hz), 6.95 (1H, d,
J=7.9Hz), 7.08 (1H, t, J=7.9Hz), 7.25-7.44 (6H,
m), 7.60 (1H, s), 8.44 (4H, br-s), 11.62 (1H,

br-s).

Lt o 0
1-BE-7-(3-KARRE ) - 2 - PR EMLRE
- R, 46, 1%, JEH: 165-166T
'H NMR (DMSO-d,) &: 2.12-2.17 (2H, m), 2.79-2.85
(2H, m), 4.09-4.13 (2H, m), 4.31 (3H, s), 6.83
(1H, m), 7.00-7.05 (1H, m), 7.19-7.32 (6H, m),
7.67 (1H, s), 8.56 (4H, br-s), 11.75 (1H, br-s).
LWt o 1
7 ¥ERE- 4 - - 1 - PE- 2 WRREMLRD,
FR, 54 4%, W& 20647
H NMR (DMSO-d,) &: 4.27 (3H, s), 5.26 (2H, s), 6.96

(1H, d, J=8.6Hz), 7.11 (1H, d, J=8.3Hz), 7.32-
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7.54 (5H, m), 7.78 (1H, s), B.5-8.6 (4H, m),

11.94 (1H, br-s).
L 6 2
4-Bdk- 1 - PH- 2 - kgAML R
ER, 40 5%, WH. 302-303T
1§ NMR (DMSO-d,) 6: 4.07 (3H, s), 7.48-7.54 (1H, m),
7.86-7.95 (2H, m), 8.10 (1H, s), 8.3-8.7 (4H,

m), 11.58 (1H, br-s), 13.0 (0.7H, br-s).

EHt 6 3
7- BETBAFEE- 1 - FE- 2 - IRgEMERE.

FR, 56, 7%, MM 268-2069T
4 NMR (DMSO-d,) 6: 4.32 (3H, s), 4.61 (2H, s), 6.76
(1H, d, J=7.9Hz), 7.03 (1H, t, J=7.9Hz), 7.30
(1H, d, J=7.6Hz), 7.40 (1H, br-s), 7.58 (1H,
br-s), 7.68 (1H, s), 8.54 (4H, m), 11.74 (1H,

br-s).

LHM 6 4
;- BAPRHAPRL- 4 - 0- 1 - FE- 2 - IRREAMERE,

R, 29 7%, MK 270-271TC

Iy NMR (DMSO-d,) &6: 4.33 (3H, s), 4.61 (24, s), 6.73
(1H, d, J=8.3Hz), 7.10 (1H, d, J=8.3Hz), 7.39
(1H, br-s), 7.58 (1H, br-s), 7.74 (1H, s), B8.57

(4H, br-s), 11.93 (1H, br-s).
S o 5
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4 -P-7-(2-ZWEERTRAE) - 1 - F&- 2 -i%m4
ML AR
R, 50 8%, ¥Km. 287-288T.
'H NMR (DMSO-d;) 6: 2.86 (6H, d, J=5.0Hz), 3.62-3.64
(2H, m), 4.29 (3H, s), 4.51-4.55 (2H, m), 6.92
(1H, d, J=B.2Hz), 7.14 (1H, d, J=8.3Hz), 7.88
(1H, s), 8.6-B.9 {4H, m), 11.01 (1H, br-s),
12.13 (1H, br-s).
L 6 o
6 - EEATRAFAL- 1 - FE- 2 - IR ENLRE.
el 20,8%, Yim: 275TC
IH NMR (DMSO-d,) 6: 3.98 (3H, s), 4.53 (24, s),
6.90-6.95 (14, m), 7.11 (1H, 4, J=2.0Hz), 7.45
(1H, br-s), 7.58 (1H, br-s), 7.65 (1H, d,
J=8.9Hz), 7.77 (1H, s), 8.38-8.58 (4H, m), 11.72
(1H, br-s).
EHh#l 6 7
{-FE- o-( 2- RELAE) - 2 - KB EML B
PR, 48 6%, ME: 219-221T
'H NMR (DMSO-d,) &: 3.07-3.12 (2H, m): 3.97 (3H, s),
4.29 (2H, t, J=6.9Hz), 6.79-6.83 (1H, m), 7.11
(1H, d, J=2.0Hz), 7.23-7.39 (.SH, m), 7.60 (1H,
d, J=8.6Hz), 7.74 (1H, s), B.36-8.56 (4H, m),

~ 11.67 (1H, br-s).
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it o 8
[-FH-6-(3-KERLE) - 2 -k AMERE,
R, 72.4%, JEM. 232-233T
'H NMR (DMSO-d,) &: 2.02-2.13 (2H, m), 2.75-2.81
(24, m), 3.97 (3H, s), 4.07 (2H, t, J=6.3Hz),
6.82-6.86 (1H, m), 7.06 (1H, d, J=1.7Hz), 7.16-
7.33 (5H, m), 7.61 (1H, d, J=B.9Hz), 7.75 (1H,
s), 8.36-8.58 (4H, m), 11.69 (1H, br-s).
SEHf 6 9
1-FE- o - Pt - 2 - AR AMER
R, 30.7%, JHE: 303-3047C
'H NMR (DMSO-d,) 6: 3.25 (3H, s), 4.12 (3H, s), 7.65
(1H, dd, J=1.3, B.6Hz), 7.97-8.00 (2H, m), 8.24
(1H, s), B.57 (2H, br-s), B.74 (2H, br-s), 12.23
(1H, br-s).
L7 0
[- P-4 - PRBE - 2 - AR AR
g, 19. 4%, JH: 313-314T
'H NMR (DMSO-d,) 6: 3.30 (3H, s), 4.10 (3H, s), 7.60
(1H, dd, J=7.6, B.3Hz), 7.72-7.75 (1H, m), B.04-
8.07 (2H, m), 8.63 (4H, br-s), 12.29 (1H, br-s).
- S 7 1
g-f-1-( 2-FRETE) - 2 PRREMERE,
R, 27 0%, JEM: 147-150T
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' NMR (DMSO-d,) 6: 3.15 (3H, s), 3.63 (2H, t,
J=5.3Hz), 4.73 (2H, t, J=5.3Hz), 7.26 (1H, d,
J=6.9Hz), 7,31—7.44 (14, m), 7.66 (1H, d,
J=8.6Hz), 7.94 (1H, s), 8.60 (2H, br-s), 8.67

(24, br-s), 12.05 (1H, br-s).
Sl 7 2
[~ 2- BAPRALE) - 4 - - 2 - IRBREAMERE,
R, 11 0%, MM 295T
'H NMR (DMSO-d,) 6:2.56 (2H, t, J=6.9Hz), 4.76 (2H,
t, J=6.9Hz), 6.84 (1H, br-s), 7.26 (1H, d,
J=7.7Hz), 7.30-7.46 (2H, m), 7.68 (1H, d,
J=B.2Hz), 7.89 (1H, s), 8.56 (2H, br-s), 8.62
(2H, br-s), 11.95 (1H, br-s).

L7 3
4wmr1~¥£-?—(2~(%%ﬁ£16ﬁ$J—2—ﬂ%&

MR
R, 53 8%, MH, 250T

Iy NMR (DMSO-d,) 6: 1.93-2.03 (4H, m), 3.0-3.2 (24,

m), 3.61-3.71 (4H, m), 4,30 (3H, s), 4.51-4.54

(2H, m), 6.92 (1H, d, J=8.2Hz), 7.14 (1H, @,

J=8.3Hz), 7.85 (1H, s), 8.6-8.7 (4H, m), 11.20

(]-H’ bI"'S); 12007 (IH' bl"’S).

St 7 4
4—@—7—(3—:?%&%%%&)—1—W£-Z*W%&£
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M3 BR 2
PR, 35 4%, JEM: 250C
I§ NMR (DMSO-d,) 6: 2.24-2.30 (2H, m), 2.78 (6H, s),
3.2-3.3 (24, m), 4.20 (2H, t, J=5.9Hz), 4.29
' (3H, s), 6.85 (1H, d, J=8.3Hz), 7.11 (1H, 4,

J=8.3Hz), 7.82 (1H, s), 8.5-8.7 (4H, m), 10.74
(1H, br-s), 12.04 (1H, br-s).

L7 5

7-(2-(N-F£-N-FEEX)CRE)-4-R-1-F

- 2 - vE kM ae .

e, 43, 5%, Mg 230T
i NMR (DMSO-d,) 6: 2.80 (3H, s), 3.61 (2H, br-s),

4.20 (3H, s), 4.40-4.57 (4H; m), 6.89 (1H, d,
J=8.3Hz), 7.13 (1H, d, J=8.3Hz), 7.45-7.47 (3H,
m), 7.6-7.7 (2H, m), 7.82 (1H, s), 8.5-8.7 (4H,
m), 11.10 (1H, br-s), 12.04 (1H, br-s).
LA 7 6
4 - BEHE- 1 -FX- 2 - IRGAMERE.
R, 41,5%, MR 235C
IH NMR (DMSO-d,) &6: 2.24 (3H, s), 4.03 (3H, s),

5.35-5.36 (1H, m), 5.48 (1H, d, J=1.0Hz), 7.15
(14, dd, J=0.7, 7.3Hz), 7.38 (14, d4, J3=7.3,

8.6Hz), 7.56 (1H, 4, J=B8.6Hz), 8.07 (1H, s),

8.45-8.70 (4H, m), 12.03 {1H, br-s).
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L7 7
4 - FRRE- 1 - P&~ 2 - PR AN AR
Ek, 75 6%, JMBH. 255°C
I{ NMR (DMSO-d,) 6: 1.35 (6H, d, J=6.9Hz), 3.27-3.37
(1H, m), 4.02 (3H, s), 7.03 (1H, 4, J=6.9Hz),
7.31-7.37 (14, m), 7.44 (1H, d, J=B.6Hz), B.08
(1H, s), 8.42-8.70 (4H, m), 11.97 (1H, br-s).
St 7 8
1-( 2-ZZEEHTE) - 2 - kB AMAHL,
R, 19.3%, ME: 250°T
'H NMR (DMSO-d,) 6: 1.28 (6H, t, J=7.3Hz), 3.10-3.43
(6H, m), 4.88-5.10 (2H, m}, 7.23 (1H, t,
J=7.6Hz), 7.46 (1H, ddd, J=1.0, 8.3, B.7Hz),
7.76 (1H, d, J=7.6Hz), 7.94 (1H, d, J=8.7Hz),
8.09 (1H, br-s), 8.61 (2H, br-s), 8.79 (2H,
brws‘), 11.27 (1H, br-s), 12.3 (1H, br-s).
EHHz9
4-f-1-(2-ZCHRATE) - 2 R AMER
FER, 36, 0%, MR 260-261T
14 NMR (DMSO-d,) 6: 1.28 (6H, t, J=7.3Hz), 3.10-3.48
(6H, m), 4.90-5.15 (2H, m), 7.31 (1H, 4,
J=7.7Hz), 7.45 (1H, dd, J=7.7, 8.3Hz), 7.98 (1H,
d, J=8.3Hz), 8.14 (1H, br-s), 8.72 (2H, br-s),
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LR

8.75 (2H, br-s), 11.38 (1H, br-s), 12.33 (1H,
br-s).
sEHH 8 o
1~ z2-ZWEEHECE) - 2 - ks A ML REEE.
EE: 27, 0%, MHE 239-242°T
'H NMR (DMSO-d,) &6: 2.84 (6H, s), 3.23-3.53 (2H, m),
4.85-5.08 (2H, m), 7.23 (1H, dd, J=7.3, 7.9Hz),
7.41-7.43 (18, m), 7.77 (14, d, J=7.9Hz), 7.88
(1H, d, J=8.3Hz), 8.11 (1H, s), B.64 (2H, br-s),
8.81 (2H, br-s), 11.09 (1H, br-s), 12.26 (1H,
br-s).
SEHH 8 1
4-f-1-(2-ZFEAALE) - 2 - R EME R,
PR, 26,0%, MR, 245-248¢C
'H NMR (DMSO-d¢) 6: 2.84 (6H, s), 3.31-3.52 (2H, m},
4.88-5.08 (2H, m), 7.32 (1H, d, J=7.6Hz), 7.46
(1H, dd, J=7.6, 8.3Hz), 7.91 (1H, d, J=8.3Hz),
8.16 (1H, s), 8.71 (2H, br-s), B.77 (2H, br-s),
11.19 (1H, m), 12.32 (1H, br-s).
LHt 6 2 '
1-F&- 5 - ANER R HHE
2,24 (23 4mmol ) MEBKLEMWE 1, 268( 23, ¢
mmo1 ) FE4MY S0 m 1 FEAEMY )G, BHHREWF A0, 80

gl2 34mmo1 ) 1 -FHk- 5 - hERTR. RERHREY
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ansy

3044, FIT50% 00 Tk RETANTEH, Hutsthit

AR Y, MM 2 N, 30,088 ( 10, 4% )

1-F%- 5 - % RB AN 2.

Wl 216-2227

'H NMR (DMSO-d,) 6:. 5.51 (2H, s), 6.69 (1H, d,
J=2.6Hz), 7.20-7.34 (5H, m), 7.62-7.68 (2H, m),
7.88 (1H, dd, J=1.7, 8.9Hz), B.43-8.48 (3H, m),
8.72 (2H, br-s), 11.7 (1H, br-s).

SEHH 8 3

7 - FRE- 1 - FH- 2 - 5RE LMk B Ay H

a) ALAMTFHEL M 1 - o) BFERTHR A, RAWA

24, 68 ( 0. 20mmo1 ) 2 -WHEXMK, 15 2¢e(0, 22

mol ) #iEe4, 84 m 1ykiEE, 28.88 (0, 20mmo1)2-
PATBHTE Ev20 m 1T/, FH23 oeff2-(2-FR
AEXTHE) - RTHE.

p) 23, 0 g LEAENE2 - (2 -FRAXFETIRE ) AR
ZEmE 150 m1 10 RALE/ TR B, REMEBK3 024
AHE, RERABENAN, ARERRENI K KRR,
R i RENAB N, £AAKRELTRERE. BER
ETHEBARHN, @ttt #naaimssy, #3518 00 el
7 - FRE- 2 - R AR OH

o ) IABITF 55 LM 5607 BT R B, R RHEM S, a0
gl 36 5mmol ) FEAHM7 - PRE- 2 -IRARTHE,
1,44 8( 3¢ nmo1 ) 60 HEALH, 7. 76 & ( 54, 7 mmol ) B
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FiEf 50 m 1 ZFEP BN BHREH 4 4 a7 - FRE-1-
- 2 - RERUE

a) BEMTEHH 1 7 BGTERN, REHEM, 408
(18 9mmor ) FEEEHMM7 -FARE- 1 -FH- 2 %%
BRI, 15 0g( 189 mmol ) MihEk#A 10, 28 ( 189
mmol ) WE4AMy 150 m LWBERM. BHHREH L 5887 - FRE
-1 -FHk- 2 - ke AR 3L

&, 5 0%, £T2 - PEERK.

W, 252-253 T
'H NMR (DMSO-d,) 6: 3.93 (3H, s), 4.28 (3H, s), 6.86

(1H, d, J=7.6Hz), 7.05 (1H, t, J=7.9Hz), 7.26
(1H, d, J=7.6Hz), 7.74 (1H, s), B.5 (2H, br-s),

8.6 (24, br-s), 11.8 (1H, br-s).

LR 8 4
1-RAE- 2 - AMA B4 L

42 00g( 9 84mmol ) 1 - BAE- 2 - HRHERHN 2,39
g 14 §mmol ) FAZKME oo m A WAk REER TH
W2, REE4 5550 CTH I/ REERE, 5 048
(59 gmmol ) MEERLMS 978 ( 59, 0 mmol ) ZTHHY
30 m 1 =W APEBIEE BB LR B RA Y, HEEERTRH
120 RETABRAY, AmEEL YR H2 NEREME
H5%¢, HIRUBFERIAYI K EXARRELTRE, A
8 MR BT v, T8, #3318
(47, 4% )V BiEW 1 -RAE- 2 -5 %EpHE- M8k,
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Bl, 150-151C
14 NMR (DMSO-d,) 6: 1.61 (6H, d, J=7.3Hz), 5.46-5.57

(14, m), 7.15 (1H, ¢, J=7.9Hz),‘?.32~7.38 (1H,
m), 7.68-7.78 (3H, m), 8.5 (2H, br-s}, 8.7 (2H,

br-s), 11.8-11.9 (1H, m).

BB GT L3600 8 4 B kA7 % R B E L i & 5 Biqt e e

LHitie s

1 - BAPEETE- 2 - kgAML R

R 2, 1% HR: 261-262T
H NMR (DMSO-dg) 6: 5.17 (2H, s), 7.10-7.28 (2H, m),

7.32-7.45 (1H, m), 7.56 (1H, d, J=B.6Hz), 7.59
(1H, br-s), 7.75 (14, dd, J=0.7, 7.0Hz), 7.81
(14, s), 8.45 (2H, br-s), 8.61 (2H, br-s), 11.90
(1H, br-s). |

EHH S o

5 - fl- 2 - | REE A MEY 5%

IR FLM b 8 4 By F b THRE, REWA2 008
(10, 2mmo1 ) 5 -%4- 2 -"%%8k, 1. 82&( 11, 3 wmol)
my-wou 5 868 ( 61, 3 mmol ) MERE, 6. 208(61.3
mmo1 JE T, 50 m LBEKHM 50 m 1 P LTELR. EHR
51856 ( 66.2% ) 5- - 2 - IRBREMER .

W, 250 CRER

1§ NMR (DMSO-dg) &: 7.32 (1H, dd, J=2.0, 8.9Hz),

7.51 (14, 4, J=8.9Hz), 7.82 (2H, s), 8.53 (2H,
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br-s), 8.68 (2H, br-s), 12.2 (1H, br-s), 12.3

(1H, br-s).
L8 7
6 - 8Ak- 1 - PR~ 2 - REmAMBGHE

1,108 ( 4, 27 mmo1 ) 1 - P H- o- #H- 2 - B E

MABT 100 m 1 WEkER 100 m 1 PR RABHNYE, £28R
o, 50 & 10 B/ KWL RAKEHRE, Futitk. REE
TR ETHTEME . AETAE, RHELH, REERET
W BAE/ PR mE PRSI ME LA B X
B, BEH0, 736 64, 7%) o -RE-1-FX-2-
Whgt Ak - ML A

1§ NMR (DMSO-d,) &: 4.00 (3H, s), 7.06 (1H, 44,

J=1.7, 8.6Hz), 7.39 (1H, s), 7.76 (1H, d,
J=8.6Hz), 7.93 (1H, s), B.5 (2H, br-s), 8.7 (2H,
br-s), 9.0-10.3 (2H, br), 12.0 (1H, br-s).
FAGT LS 7 B FEf TR N HE T EEHEHS & 8
9 0 Byf4E 4.
kM8 8
4-[H-1-PE- 2 PR ENERE
FER, >99%, ME, 279-283T
IH NMR '(DMSO-ds) 6: 4.00 (3H, s), 6.80 (1H, d,
J=7.6Hz), 7.20-7.31 (2H, m), 7.84 (1H, s}, 8.5

(2H, br-s), 8.6 (2H, br-s), 11.9 (1H, br-s).
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SR 8 9
5-fE- 1 -WE- 2 - ke AMERY
jER, 89. 8%, JR: 301-302°T
I{ NMR (DMSO-d,) 5: 4.04 (3H, s), 7.35-7.39 (1H, m),
7.72-7.79 (2H, m), 7.93 (1H, s), 8.5 (2H, br-s),
8.7 (2H, br-s), 10.1 (2H, br-s), 12.1 (1H, br).
L 9 o
7-BA&-1-FE- 2%k EMAERE
Ry 66.7%, MR 299-300T
'H NMR (DMSO-d,) 6: 4.28 (3H, s), 7.08-7.14 (1H, m),
7.24 (1H, d, J=7.3Hz), 7.55 (1H, d, J=7.9Hz),
7.76 (1H, s), B.5 (2H, br-s), B.6 (2H, br-s),
12.0 (1H, br-s).
S S 1
5-BF- 1 -FX- 2 -k EMERE IS
PH3 2 BEM 0, 83 8 ( 2, 58 nmo1 ) 5 - F AR~
[ -WH- 2 - A AOSARE 50 v LB, EEER THEN
FlW, 0,30 € 1094/ % mEEA RAFN BT, REEE
B ETHAELEL REERE, REHEAH, £RE TR
Yo BuHRECEALAROEAY, FHS - B4- 1 -FE-
2 -VRE M. AAGE/ FE#—FAEs - B4 1 - FX-
2 - VREEAM, BHo0 378( 68, 6% ) 5-HE-1-FE-
2 - V3 Bt A AN AL AR AL
i, 288-289%
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'H NMR (DMSO-d,) 6: 3.96 (3H, s), 6.93-6.98 (2H, m),
7.43-7.47 (14, m), 7.65 (1H, s), B.43 (2H,
br-s), 8.65 (2H, br-s), 9.18 (1H, s), 11.76 (1H,
br-s).

REMT LM 9 1 89 E#ATR b WA TELEH 9 289 6
A4

L9 2
7-$K- 1 - Fk- 2 - %E A MARE

R, 53,0%, MM 244-246T
IH NMR (DMSO-d,) &: 4.29 (3H, s), 6.71 (1H, d,
J=7.6Hz), 6.88-6.94 (1H, m), 7.12 (1H, d,
J=7.9Hz), 7.65 (1M, s}, 8.42-8.56 (41, m), 10.08

(1H, s), 11.70 (1H, br-s).

M 9 3
g -BE- 1 -FE- 2 - AR AMER:

F%: 37. 4 %’ ig:'-}“"\: 367“268 °C
IH NMR {DMSO-d,) 6: 3.96 (3H, s}, 6.50 (1H, d,
J=7.6Hz), 7.00 (1H, d, J=8.3Hz), 7.16-7.22 (1H,

m), 7.71 (1H, s), 8.42 (4H, br-s), 10.14 (1H,

br-s), 11.51 (1H, br-s).

LHH 94
6 -BK- 1 - PH- 2 - IREH ML

R, 73, 4%, Vg, 270-271°C
—-134~—



-----

4 NMR (DMSO-d,) &: 3.90 (3H, s), 6.72-6.76 (1H, m),
6.81 (1H, s), 7.53-7.61 (2H, m), 8.4 (4H, br-s),

9.76 (1H, br-s), 11.39 (1H, br-s).

LW 9 5
4-f-7-8%-1-WH- 2 - RERAMLRE.
23 9%, JES: 280T
14 NMR (DMSO-d,) 6: 4.30 (3H, s), 6.70 (1H, 4,
J=7.9Hz), 6.96 (1H, d, J=8.3Hz), 7.68 (1H, s),
8.54 (4H, br-s), 10.37 (14, s), 11.79 (1H,
br-s).
LMY 6
4 -4-o-HE-1-FH- 2 - R EMLE R,
R, 40, 1%, MEH: 270T
'H NMR (DMSO-d,) 6: 3.91 (3H, s), 6.83-6.84 (24, m),
7.77 (1K, s), 8.3-8.7 (4H, m), 10.14 (1H, s),
11.72 (1H, br-s).

LM 9 7

4 -TRES- 1 -FE- 2 -%hBEAML AL 694 &

a) 4 - f- 1 - WE- 2 - LR LR HI%
Zsom1mEkdfso m LR RABH BRI 378

(5 52mmo1 ) 1-Wk-4- @k 2-RABTH HE

0. 30 & 10 WAL/ HMANERY, £ &% ETHTEAEL

REERE, EBEH, £RE TRERE. Qe el

EBAY, BEH1 2e( 299% )4 -HX-1-F&-2-
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KR LE
v) LA- 4 - TEREE- 1 - PH- 2 - R HE
1.2g( 5 52mmo1 ) 4 -H&-1-FH-2-RERT
BEARE 20 m LR ZERT WHAFY, 10 m1 AATERME
hHHE. ZETR2/MEE, REERS SEAKAKY. ATRTE
EERANI Ko %M1 NERBEAUHRR ERBRRAHHE
Rifle REABETAURN, AR CBACARY, 7
1.408(97.9%)4-CBEAK- 1 -FH- 2 - RER LE.
c) 4 - LEEE- 1 -FE- 2 - IRBRAMLRL 44
AR EMp 1 st TRA. REEM 1 408 1( 5.38
mmol )4 - ZEERE- 1 -FH- 2 -H%- KBE, 5 148
( 53 8 mmol ) MEBEM 2, 91 g{ 53, 8 mmo1 ) FEME
50 m1EEAES. BB 158( 69, 0% ) 4 - LBEK-
1-P&- 2 - vREE XM AR 3t
Wl 277-279T
'H NMR (DMSO-d,) 6: 2.15.(3H, s), 3.99 (3H, s),
7.30-7.35 (2H, m), 7.5-7.6 (1H, m), 7.79 (1H,
s), 8.4-8.7 (4H, m), 10.00 (1H, br-s), 11.68
(1H, br-s).
BT LM 9 78 F T KRB fETRELEH 9 8 3 100
H4 8 4.
S 6
5-CEREE- 1 -FH- 2 - RmAMAERE.
&, 49, 2%, ME. 260-261T
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'H NMR (DMSO-d,) 6: 2.06 (3H, s), 3.99 (3H, s), 7.46
(14, dd, J=2.0, B.9Hz), 7.56 (1H, d, J=8.9Hz),
7.83 (1H, s), 8.09 (1H, d, J=1.7Hz), 8.47 (2H,
br-s), 8.71 (2H, br-s), 9.97 (1H, br-s), 11.92

(1H, br-s).

L 9 9
7 - UEBE- 1 - P& 2 RmAEMLE R

Ry 17 1%, K. 285T
14 NMR (DMSO-d,) 5: 2.10 (3H, s), 4.07 (34, s),
7.07-7.15 (2H, m), 7.61-7.64 (1H, m), 7.76 (1H,
s), B.45 (2H, br-s), 8.60 (2H, br-s), 9.90 (1H,
br-s), 11.86 (1H, br-s).

SHH 100
o- CHEEE- 1 -FX- 2 -HRRAMERE.

ER, 63, 8%, MR 280-281T
'H NMR (DMSO-d,)} 6: 2.09 (3H, s), 3.95 (3H, s), 7.18
(1H, 4d, J=1.7, B.6Hz), 7.64 (1H, d, J=B.9Hz),
7.72 (14, s), 8.09 (1H, s), 8.2-8.8 (4H, m),
10.17 (1H, br-s), 11.75 (1H, br-s).
S 101
1-BX-2-hsEM S RLGHE
a) 1 -5%&- 2 - kAL TR HE
JA 2T 5 MM o By 7 ST RAL, RAERA3, 998
(22 5mmo1 ) 1 -#3%-2-v%%8. 5.306( 450
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mmol ) F58L A A 100ml PRL. FILFE 2 568(595%) 1
- K- 2 - R BE T E.
b) 1~ B 2 - HkEE MY B

REBTFLHH 1 B ERTRY, RREA 1 vo g ( 5, 23
mmol ) 1 -#HA-2-%ARTE, 5 00e( 52 3 mmol)
MiBk A 2 82 g ( 52 3 mmol ) FEEFINY 50 m 1 P S AL
B0 50842 0%)1-%4&-2 - %RAMERH.

g, 217C

'H NMR (DMSO-d,) &: 7.13-7.19 (1H, m), 7.37-7.52

(2H, m), 7.69-7.73 (14, m), 8.45 (2H, br-s),
8.70 (2H, br-s), 11.4-11.8 (2H, m).

LW 102
1-FEE- 2 -5 RE AN ) 4 4
a) 1 - PEML- 2 - HRLET R HE

EETERAK 0, 568 2, 93 mmo1 ) 1 ~-F -2
BB ERE mE 0, 12 8 ( 2, 93 mmo1 ) 6 0w BELAIE2ZO M
P4k oty B P. RERAWERHE, 0.83¢e( 5 8¢
mmo1 ) # Wi E R BRA Y. RERSYEK 2/ M. BHE
BE, RERSHENKASY, MERTRLBHES % Al
PAARA Y ERRE, EAARRELTRE, AETEHEH,
WA G TR RAY, 80,408 (76, 5% ) 1-F
8- 2 - I%RAERTH
v) 1-FERE- 2 -iABAMERLHE

JARGT A 1 Bk TR B, RREH O, 46 8(2 24
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mmol ) 1- P&~ 2 -IhRBTH, 2 148( 22 4 mmo1)
MEBERw 1. 208 ( 22, 4 nmod ) FWEEHET 15 ™ 1 PR Mo
EWAGE o, 158 ( 24 9% ) 1 - PRE- 2 - ¥PEEAMER
Bl 214 T
' NMR (DMSO-d,) 6: 4.16 (3H, s), 7.21-7.26 (1H, m),
7.44-7.50 (14, m), 7.62 (1H, d, J=B.6Hz), 7.74~
7.79 (2H, m), 8.48 (2H, br-s), 8.66 (2H, br-s),
11.93 (1H, br-s).
Ll 103
5-KPRAK- 1 - PH-2-hgAMLEL G &
a) -5 -FKPRAK- 1-FE- 2 -RERCRGH S
0.80&(3 ¢7mmol ) 5-HHk-1-FH-2-%%-%
B ML 20 m 1. EEEBEGEY, 0,57 8 (4, 03
mmo1 ) KPRt A mELERP. T7oCR2MHE, REREY
AHTE, REB KA. ALK IEERES S K, AINE
BREARAEREPE R ERE. EXARRELTERR,
WE TR BN, Batathl et Est, B0, 626 (525
%) 5~ KPBEAL- 1 - P~ 2 -%- BROH.
v) 5 - FPGEL- 2 -7 ke My WG
B 2T Lt 1 Byt fiRA, RREMo 628( 1,92
mmol ) 5 - RWREAK- 1 - W~ 2 -%%-ZMLE, 3. 08
g (38 4 mmoy ) B 2 08 &8 ( 38, 4 mmod ) FEE4IHY
som1PREE B0 38e( 53, 1%) 5-¥PRaAL- 1
-HX- 2 -k EMER L
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B, 185-190°C
'H NMR (DMSO-d,) 6: 4.03 (3H, s), 7.50-7.60 (4H, m),
7.63-7.74 (14, m), 7.81 (1H, s), 7.96-8.00 (2H, .
m), 8.25 (1H, d, J=1.7Hz), B8.44 (2H, br-s), 8.62
(2H, br-s), 10.26 (1H, br-s), 11.82 (1H, br-s).
ARG LM 103 B AT RE & THE M 1043
106 WALE 40
L1 04
4 - RPEEH- 1 - - 2 %R ENERE.
ER, 54,7%, S 302-303T
'H NMR (DMSO-d,) 6: 4.04 (3H, s), 7.37-7.64 (6H, m),
7.87 (1H, s), 8.05-8.09 (2H, m), B.52 (4H,
br-s), 10.35 (1H, br-s), 11.70 (1H, br-s).
LHM105
7 - FPRAE- 1 - P& 2 IRRAMERE.
R, 45 7%, ME: 318-319TC
!{ NMR (DMSO-d,) &6: 4.07 (3H, s), 7.16-7.24 (2H, m),
7.53-7.72 (4H, m), 7.80 (1H, m), B8.04-8.06 (2H,
m), 8.45 (2H, br-s), 8.61 (2H, br-s), 10.44 (1H,
br-s), 11.88 (1H, br-s).
L1006
o - KFRAL- 1 - F&- 2 - IRBREMER .
- fER, 40, 1%, JER: 309T
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!4 NMR (DMSO-d,) 6: 4.00 (3H, s), 7.48-7.62 (4H, m),
7.70-7.75 (2H, m), 7.98-8.01 (2H, m), 8.27 (1H,

s), 8.2-8.8 (4H, m), 10.45 (1H, br-s), 11.73

(1H, br-s).

L1 07
1-( 4 -GHFR)-2-EmAMLRLEGOH &

RAEMTELHHE 7 FERTRE, REEM 0. 458 (1,20
mmol ) 1 - ( 4-#AFH)-2-3%BAMN, 0 50810%
/%, 25 mLERHI 25 m 1 TR BiT3l0, 33 8 (79.7
%) 1-(4-8EFHE)- 2Rz EMLER L

YWl 226-2287T

' NMR (DMSO-d,) 6: 5.83 (2H, s), 7.00-7.13 (4H, m),

7.17-7.23 (1H, m), 7.34-7.40 (1H, m), 7.58 (1H,
d, J=8.3Hz), 7.79 (1H, d, J=7.9Hz), 8.02 (1H,
s), 8.50 (2H, br-s), B.66 (2H, br-s), 9.0-9.8
(2H, m), 12.01 (1H, br-s). |
Lt 108
1-(2-8#2%) - 2 - iRapAMAy H4

RABTLHA 1 e RN, RRERAL 00 2 (3.30
mmo1 ) 1~ (2-( z-WEMEE)RETHE)- 2 - RER
WKy, 3. 158e( 33, 0 mmol )M‘ﬁﬂiﬁffﬂl. 78 8( 33,0

mmo1 ) PRI R M. HE 0. 8581~ (2- (2 -WEH
i) - RECE ) - 2 - kB AM. WL 0. 09 & L KFHL
SHERELER TR, £ RTREE S s/ &RET k4%
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RARAY, PRMLEYEABHMEFERA Y. LETRLY
TRAERETFE, 880 49e(65% )1~ 2-5XTL4#)
- 2 - |l U A R 2

Wh. 190-193 T
'H{ NMR (DMSO-d,) &6: 3.60-3.82 (2H, m), 4.60 (2H, t,

J=5.0Hz), 4.74-4.97 (1H, br-s), 7.17 (1H, dt,
J=7.0, 7.8Hz), 7.38 (1H, dt, J=7.0, 7.BHz), 7.66
(14, d, J=8.0Hz), 7.72 (1H, 4, J=8.0Hz), 7.84

(1H, s), 8.20-8.90 (4H, m), 11.87 (1H, br-s).

B AT LA 108 W7 AT RE & TEEMS 109 3
110814 4
EH109
1-03-2ARE)- 2 -5 AMBRE.

R, 81 0%, MK 206-207T

'H NMR {DMSO-d,) &: 1.90 (2H, dt, J=6.9, 7.3Hz),
3.39 (2H, t, J=6.3Hz), 4.60 (2H, t, J=6.9Hz),
7.18 (1H, dd, J=7.0, 7.8Hz), 7.41 (1H, dd,
J=7.1, 8.5Hz), 7.65 (1H, 4, J=8.2Hz), 7.74 (1H,

d, J=7.BHz), 7.88 (1H, s), 8.28-8.85 (4H, m),
11.87 (1H, br-s).

S 110
1~ (a-2ETH) - 2 RRENLRE,
F, 84 0%, MM 226T
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4 NMR (DMSO-d,) &: 1.30-1.50 (2H, m), 1.62-1.86
(24, m), 3.38 (2H, t, J=6.4Hz), 4.43 (1H, br-s),
4.56 (2H, t, J=7.3Hz), 7.17 (1H, t, J=7.4Hz),
7.40 (1H, ddd, J=1.0, 6.9, 7.4Hz), 7.65 (1H, d,
J=8.3Hz), 7.73 (1H, d, J=7.9Hz), 7.96 (1H, s),

8.52 (2H, br-s), 8.76 (2H, br-s), 12.00 (1H, s).

w111
3 - W= 2 - REE XM 5%
a) 2 - KETLMAT B Lmny W&

R 20T 5% L Hifas FERARERX k2 - TELRTER
LRABSAF KR 2 - PR LR IR OR TR 2 - KETMET
B8 o
b) 3 - F- 2 - R TEE HE

25,082 - RAEMATROBERESo m 1AR/FHE,
FRE Ao BHEEE, REREHHNKAT, HERTR
W3 ke ARG R Aok B S 4N AT E I, T RAKE
HETBE, RETANEN. BtdRitanhiiasy, &
Bl14. 08( 69 0% )3 -FH- 2 -%EE LK.

c) 3 -WE- 2~ RREMLBL M E

RRGT LM 1 AT R R, RREM L 50e( 7,38
mmol ) 3 - - 2-RBRCE, 7, 05e( 73, §mmol )
MM A 3, 998 ( 73, 8 mmo1 ) FEHM 50 m 1 FHEH B
WEHI1 618(86,3% )3 -F4k-2-%RkAMERL-

W, 285-2867T
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14 NMR (DMSO-d,) 6: 2.60 (3H, s), 7.12 (1H, t,
J=7.9Hz), 7.31-7.44 (2H, m), 7.70 (1H, d,
J=7.9Hz), 8.46 (4H, br-s), 11.78 (1H, br-s),

11.94 (1H, br-s}.

XLl 11 2

1-F#-7- (3 - FEAAREE ) - 2 -G 4N a4
a) 1 -Fk-7-(3-FE-BRKE) - 2 - VRERTEH
W%

0,208 0, 92mmo1 ) 7 - fE~ 1~ FHk-2-RER
LE, 0.148( 0 94mmo1 )3~ XEFAR, 0. 118/( 0, 94
mmol ) 4 - W AEAMER0. 198 ( 0, 94 mmol ) ZHTE
B EhE s m i AP EPH RS RTRR TR 2 408 K
RARBNKAT, BB LBERKRGREDI ke M1 NHEE-
B 5 p R BEANER S FOERYE. EAAKKELTRE, A
ETHBRAEMN. Bkt g ianieth, 8 1-F&-
7 (3 -RAVIBMEE ) - 2 - IRAR OB
Cp) 1 -WE-7 - (3 - FEAREE) - 2 - PRE MY B

FRT o SRS F TR A, REWER 0. 428
(1. 21gmmo1 ) 1 -FHk-7-(3-KEARME) - 2-4
%#ﬁ'ﬁﬁémﬁ, 2318 (24 2mnmo1 ) MEEMEM L, 318 (24,2
mmol ) FEALI0 m IFHRHER. FHo 108(349%)
- 1-PE-7-{ 3 -FEARME ) - 2 - REEAME R

Bl 279-280°T
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4 NMR (DMSO-d,) &: 2.72 {2H, t, J=7.6Hz), 2.96 (2H,
t, J=7.6Hz), 3.34 (3H, s), 7.03-7.14 (2H, m),
7.20-7.24 (14, m), 7.29-7.31 (4H, m), 7.62 (1H,
d, J=6.9Hz), 7.69 (1H, s), 8.53 (4H, m), 9.89
(14, s), 11.76 (1H, br-s).

RRBUT LR 112 77 o i KAt 113 Wy 406 4

i1 13

1-FHE-o- (3 -FERGRMKE) - 2 - %R EMA R,

&R, 34, 6%, MWH: 245-2477T

14 NMR (DMSO-d,) 6: 2.66-2.71 (2H, m), 2.91-2.97
(2H, m), 2.91-2.97 (2H, m), 3.95 (34, s), 7.16-
7.30 (6H, m), 7.63-7.71 (2H, m), 8.13 (1H, s),
8.36-8.52 (4H, m), 10.16 (1H, br-s), 11.67 (1H,

br-s).

Lt 114
1-03-8#FX) -2 -9k ANERE O %

REGT LM BT RE, RREHR 1 50 8 (4,51
mmo1 ) I - (3 -HTRARAALFARL) - 2 - I%RERTHE,
4 318( 45 1mmod ) HhBHA2 448 (45 1 mmo1 ) ¥
B oo m LPBE . BH1 5781~ (3 -RTAEKEER
EHE) - 2 - BB EMARE. 1 55 e AUBNERR/
HEwE, T7 0 CREAMNS, 50 ERETRERN RS Y,
BERAMAAERRBEH O 658 ( 40, 0%) 1~ 3-RER
&) - 2 - vi%E MR .

—-145-—



-----

Wl 296-297C
'H NMR (DMSO-d,) 6: 2.05 (2H, ddd, J=7.6, 11.4,

14.5Hz), 2.63-2.86 (2H, m), 4.65 (2H, t,
J=7.3Hz), 7.19 (1H, t, J=7.9Hz), 7.42 (1H, t,
J=7.6Hz), 7.74 (2H, d, J=B.6Hz), 7.83-8.16 (4H,
m), 8.27-9.03 (4H, m), 12.00-12.30 (1H, br-s).
FARGUT M) 114 By 7 i W& L0 115 b8 2
EHfL15
1-(2-8H2E) - 2-v%gEM L84,
FE, 54, 0%, M. 2407T
'H NMR (DMSO-d,) 6: 3.14-3.30 (2H, m), 4.77 (2H, t,
J=6.3Hz), 7.22 (1H, dd, J=7.3, 7.6Hz), 7.45 (1H,
ad, 3=7.3, 7.6Hz), 7.77 (1H, d, J=7.6Hz), 7.83
(1H, d, J=7.6Hz), 8.03 (1H, br-s), 8.20 (3H, br-
s), B8.58 (2H, br-s), 8.74 (2H, br-s), 12.14 (1H,
br-s).
LhH116
g -FEFE-1-FE- 2-RGEAM - EEE 6 &
RARGT LM 1 8 AT RE, RREM L 40 8 (4,21
mmol ) 1 - FH- 4 -HTEEEREAATA- 2 - RERC
R, 4, 028( 42 1mmo1 | MERER2 278( 42, 1 mno1]
WA o0 m LR, B8 1. 5081~ FH- 4 -KTER
APERETE- 2 - TEREMERL. WL HETIS L
FoRfzom 12QW5E, ERTRBILER 2/ e BE TR



-----

R RS Y ILERAENRRA S, B2 8 hRKEXEH
W R OREREA S K, Al ST kAR R
W EEAREBELTRE, RETHAMEMN. ARE/ BEHNG
RAMIERLRE. FNBHo, 58843 2%) 4 - AALE
-1 -FE- 2 -k = s,
e, 283-284T
14 NMR (DMSO-d,) 6: 4.06 (3H, s), 4.28 (24, d,
J=6.6Hz), 7.32 (1H, 4, J=6.9Hz), 7.43-7.49 (1H,
m), 7.66 (1H, d, J=8.3Hz), 8.28 (1H, s5), B.5-8.7
(5H, m), 8.79 (2H, br-s), 12.28 (1H, br-s).
R LA 1 1 BB MRS 117 B 122 t TEALE
41,
EWifl 117
7-(3-RAFRL) -1 -PE-2-REM_L8E.
R 51 8%, MK, 287-288T
' NMR (DMSO-d,) 6: 2.09-2.17 (2H, m), 3.32 (2H,
br-s), 4.21 (2H, t, J=5.9Hz), 4.28 (3H, ;), 6.86
(1H, d, J=6.9Hz), 7.05 (1H, t, J=7.9Hz), 7.28
(1H, d, J=7.9Hz), 7.76 (1H, s), 7.98 (3H, br-s),

8.47-8.67 (44, m), 11.92 (1H, br-s).

SHM118
7 (3 -BAREL) - 4-8-1-F&-2-RBEN=L
BR 3k

R, 41, 7%, WA 299-300T
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' NMR (DMSO-d;) 6: 2.14-2.19 (2H, m), 3.00-3.02
(2H, m), 4.21-4.26 (2H, m), 4.28 (3H, s), 6.83
(1H, d, J=8.3Hz), 7.10 (1H, d, J=8.3Hz), 7.88

(1H, s), 8.18 (3H, br-s), 8.6-8.7 (4H, m), 12.12

(1H, br-s).
S 119
6-(3-BHERRA)-1-FH- 2R EM = agst,

FE, 61,3%, KHE. 280-281T
I§ NMR (DMSO-d,) &: 2.09-2.16 (2H, m), 3.01 (24, t,
J=6.3Hz), 4.02 (3H, s), 4.19-4.24 (24, m), 6.87
(1H, dd, J=2.0, B.9Hz), 7.15 (1H, s), 7.75 (1H,

d, J=8.9Hz), 7.95 (1H, s), 8.07 (3H, br-s),
8.51-8.80 (4H, m), 12.00 (1H, br-s).

S 20 ,
1-(3-84R%) -4-4-2-%gAM_day.
R 46, 0%, MR 280-282T
'H NMR (DMSO-d,) 6: 1.95-2.16 (2H, m), 2.65-2.88
(24, m), 4.66 (2H, t, J=6.6Hz), 7.29 (1H, d,
J=7.6Hz), 7.42 (1H, dd, J=7.6, 8.3Hz), 7.79 (1H,
d, J=3.0Hz), 8.02 (3H, br-s), B.11 (1H, s), B.68

(2H, br-s), B.78 (2H, br-s), 12.2 (1H, br-s).

LM 12 1 |
7-(2-FHTRE)-4-§-1-FH-2-RREN=2

L
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E®31.9%, JEH. 285T
' NMR (DMSO-d,) 6: 3.2-3.4 (2H, m), 4.30 (3H, s),
4.33-4.37 (2H, m), 6.89 (1H, d, J=8.3Hz), 7.13
(1H, d, J=8.3Hz), 7.83 (1H, s), 8.33 (3H, br-s),
8.6-8.7 (4H, m), 12.06 (1H, br-s).
122
6-(3-AXFEE)-4-F-1-FX-2-9%mEM 2
Bk
R, 38, 7%, JiH: 23070
H NMR (DMSO-d;) 6: 2.06-2.11 (2H, m), 2.97-2.99
(2H, m), 4.00 (3H, s), 4.18-4.23 (2H, m), 6.96
(1H, @, J=1.7Hz), 7.14 (1H, s), 7.95 (1H, s),

8.09 (3H, br-s), 8.5-8.7 (4H, m), 12.03 (1H, br-

s).

LK1 23
4 -PEEE- 1 - PE- 2 - 7R EMEELL 698 A

FEBF LM 1 T RE, RREM 1. 508 (4,73
mmol ) 1 - P-4~ ( 2-WHAHE)BEFE- 2 %K
B, o.028( 63, 0 mmo1 ) MHEEH 3, 408 ( 63,0
mmo1 ) PR oo m 1P BB FE 1 -FH-4-(2
CEARE ) BT L~ 2 - RREN. A BET 30 m1
2N BB o0 m1MARENEAYE, BAYTERTR 100,
RERASWENKAE, H 2 8 BEAEKEERY, MERLRT
B3 e AR VG WA SRR, ERATR AL T
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i, RET#BEN. Rt Eunitgiay, fo-5
EWHE- 1 - P2 %R AN Hx, ARE/ PEARIL
LAY LR TR BE L, FREH0 58 8( 44 2% ) 4 - &
Ak- 1 - FH- 2 -RmE- MR,
Bl 220-229TC
"H NMR (DMSO-d,) 6: 4.03 (3H, s), 4.80 (2H, s), 5.26
(1H, br-s), 7.17 (14, 4, J=6.9Hz), 7.34-7.39
(1H, m), 7.48 (1H, d, J=8.3Hz), 7.93 (1H, s),
8.48-8.60 (4H, m), 11.81 (1H, br-s).
ARG TEEA 230 iERe THEEN 124 3133 ufk
4.
St 24
7-(2-BETEE) -1 -FH- 2 -RBAMERE,
FER, 62 5%, JEH: 243-244 T
'H NMR (DMSO-d,) 8: 3.82 (2H, br-s), 4.12-4.15 (2H,
m), 4.31 (3H, s), 4.94 (1H, br-s), 6.86 (1H, d,
J=7.3Hz), 7.03 (1H, t, J=7.9Hz), 7.26 (1H, d,

J=7.3Hz), 7.73 (1H, s), 8.45-8.63 (4H, m), 11.82

(1H, br-s).
LKL 25
g-f-7-(2-BELAX) -1 -FX- 2-"REEEMER

i, |
R, 17, 7%, MWE. 277-27970
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'H NMR (DMSO-d,) 6: 3.79-3.83 (2H, m), 4.12-4.15
(2H, m), 4.31 (3H, s), 4.9 (1H, br-s), 6.85 (1H,
d, J=8.3Hz), 7.10 (1H, d, J=8.3Hz), 7.75 (1H,

s), 8.58 (4H, br-s), 11.88 (1H, br-s).

EHML2 0
o-( 2-HBETLRE) -1 -FH- 2 - vIgae XML 8,

PR, 59, 8%, JER: 265-268T

'H NMR (DMSO-d,) 6: 3.32-3.77 (2H, m), 3.98 (3H, s),
4.08-4.11 (2H, m), 4.91 (2H, m), 4.91 (1H, br-
s), 6.81-6.85 (1H, m), 7.08 (1H, s), 7.61 (1H, d,

J=8.9Hz), 7.81 (1H, s), 8.39-8.64 (4H, m), 11.77

(1IH, br-s).

EHf127 -
- f-7-(2, 3 [RERRE) - 1 - FE- 2 - IRREN

H R
PR, 40, 2%, MM 237-238C
'H NMR (DMSO-d,) &: 3.50 (2H, t, J=5.9Hz), 3.88-3.91
(1H, m), 4.03 (1H, dd, J=5.6, 9.9Hz), 4.15 (1H, -
dd, J=4.0, 9.9Hz), 4.30 (3H, s), 6.85 (1H, d,
J=8.3Hz), 7.11 (1H, d, J=8.3Hz), 7.68 (1H, s),

8.50 (4H, br-s), 11.76 (1H, br-s).

il 28
4-f-7-(3-BAFRE) -1 -F&- 2 - EMNER

B
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PR 53 2%, JER. 210-2127

'H NMR (DMSO-d,) 6: 1.93-2.02 (2H, m), 3.60-3.64
(2H, m), 4.15-4.20 (2H, m), 4.28 (3H, s), 6.84
(1H, d, J=B.6Hz), 7.09 (1H, d, J=8.3Hz), 7.77

(1H, s), 8.5-8.6 (4H, m), 11.92 (1H, br-s).
w129
4= 7- (4 -BATRE) - 1 -F&- 2 - hpEMELR
#, |
PRy 69. 5%, MH, 220-2227
'H NMR (DMSO-d,) 6: 1.59-1.67 (2H, m), 1.84-1.89
(2H, m), 3.45-3.50 (2H, m), 4.10-4.15 (2H, m),
4.29 (3H, s), 6.84 (1H, d, J=B.3Hz), 7.10 (1H, d,
J=8.3Hz), 7.10 (1H, d, J=8.3Hz), 7.71 (1H, s),
8.52 (4H, br-s), 11.80 (1H, br-s).
#1130
4-f-1-03-%ERK) - 2 -5 FELEML R,
FE®: 60,0%, JE, 213-215TC
'H NMR (DMSO-d,) 6: 1.78-1.98 (2H, m), 3.30-3.45
(2H, m), 4.61 (2H, t, J=7.3Hz), 4.68 (1H, br-s),
7.27 (1H, d, J=7.6Hz), 7.39 (1H, dd, J=7.3,
B.6Hz), 7.66 (1H, d, J=8.6Hz), 7.93 (1H, s),
8.55 (2H, br-s), 8.64 (2H, br-s), 11.96 (1H, br-

s).

LHHl13 1
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- . .n
. . L2 ")
" ’ LY -

4-R-1-(4-FETE) -2 - %R AMLRE,
R, 48, 0%, JH: 226-227T
' NMR (DMSO-d,) 6: 1.28-1.51 (2H, m), 1.60-1.84
(2H, m), 3.37 (2H, t, J=6.6Hz), 4.44 (1H, br-s),
4.58 (1H, t, J=7.3Hz), 7.28 (1H, d, J=7.6Hz),
7.39 (1H, dd, J=7.6, B.6Hz), 7.68 (1H, d,
J=8.6Hz), 7.92 (1H, s), B.53 (2H, br-s), 8.63

(2H, br-s), 11.92 (1H, br-s).

X132
a-f-6-(2-BATRE) - 1 -FE-2-"hREMER
s
&, 51,9, B 250-252T
'H NMR (DMSO-d,) 6: 3.74-3.77 (2H, m), 3.99 (3H, s),
4.11 (2H, t, J=5.0Hz), 6.94 (1H, d, J=2.0Hz),

7.13 (1H, s), 7.80 (1H, s), 8.3-8.7 (4H, m),

11.76 (1H, br-s).

St 133

1-03, 4-Z8ETE) - 2 -ni%st EMAERE.

g, 73, 0%, fE, 219-222T
'H NMR (DMSO-dg) 6: 1.53-1.73 (1H, m), 1.85-2.04

(1H, m), 3.12-3.55 (3H, m), 4.37-4.88 (4H, m),
7.18 (1H, t, J=7.3Hz), 7.40 (1H, ddd, J=1.0,
7.3, 7.8Hz), 7.65 (1H, d, J=B.3Hz), 7.74 (1H, d,
J=7.9H4z), 7.86 (1H, s}, 8.21 (24, br-s), 8.67

(2H, br-s), 11.87 (1lH, br-s).
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LW 13 4
1~ 2-RX0E) -2 - AMA s 94
0,80e( 2 23mmo1 ) 1-(2-(1-(4-Wk-2,
6, 7-ZREFFF (2, 2, 2 )JFE)ITHE) - 2 -i%mE
MERESOom1y, 2-ZWEETHYE, 8 m1 INBBRMEE
B, EERTRERAY2 048, HE 10 m1 4N EHAHER
mERRA Y, BEZETHE 1 004, KB 10 m1 4N ER M
HEAatw, MELEBTHHE 1/ 0. R ETRE R L BE .
RARZAWE, kil SRGBRMN 0, 5 NERYELE, 73
0.448( 64, 0% ) 1-( 2-%ETE) - 2 - v%EeE- M3t
B 3o |

}ﬁﬂ%: 254 C
'H NMR (DMSO-d,) &: 2.72 (2H, t, J=7.3Hz), 4.76 (2H,

t, J=7.4Hz), 7.17 (1H, t, J=7.9Hz), ?.40 (1H,
ddd, J=1.0, 6.9, 7.4Hz), 7.68 (1H, d, J=8.6Hz),
7.73 (1K, d, J=7.9Hz), 7.91 (1H, s), 8.50 (2H,
br-s), 8.72 (2H, br-s), 12.22 (1.5H, br-s).
L1135
7 - HEFRE- 4 -0~ 1 -FE- 2R EMEHE M &
0,40 g ( 1, 11 nmol ) 3LHM 6 4 PHFE7 - RETH
EPEHE- 4 -R-1-FX- 2 -vi%BEME 100 m1 2N H B
i BRI R, 1 /T SEWIAH R BRA Y IDRITIE A
HERETTR, #8H0 39897 2%) 7-BEFAE- 4 -
$l- 1 - FE- 2-ihsEML R
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W, 283-284TC

'H NMR (DMSO-d,) &: 4.34 (3H, s), 4.84 (2H, s), 6.82
(14, d, J=8.3Hz), 7.09 (1H, d, J=8.3Hz), 7.69
(1H, s), B.48 (4H, br-s), 11.5-13.5 (1.3H, br-

N
s).

REMTLHA 13 st HEWETHERN 13 0B 13 78
b4 4
EHH13 6
7 - BEREA- 1 - FE- 2 - RRAMEL B

FR. 41.5%, JME: 2064 7T

'H NMR (DMSO-d;) &: 4.34 (3H, s), 4.84 (2H, s), 6.83
(1H, @, J=7.6Hz), 7.03 (1H, t, J=7.9Hz), 7.30

(1H, d, J=7.9Hz), 7.74 (1H, s), 8.47-8.63 (4H,

m), 11.71-12.07 (1H, m), 12.6-13.3 (1H, m).

137
o - BEATEE- 1 -WE- 2 -ilbmANE R,

PR, 53.0%, JHE, 298T

'H NMR (DMSO-d,) 6: 3.97 (3H, s), 4.79 (2H, s), 6.85
(1H, dd, J=2.0, B.9Hz), 7.09 (1H, s), 7.63 (1H,
t, J=8.9Hz), 7.72 (1H, s), 8.34-8.51 (4H, m),

10-13 (2H, m).

EH13 8
1-WBH-7-{ 2-RELERE) - 2 - RBAMER L%

o)y -WH-7-( 2-FELERE) - 2 - IRRE TRy ¥
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%
0,108 ( 0, 46 mmol ) 7 - K- 1- - 2 -4%EH
ZHg, 0,128( 0, 50 nmol ) RETEH 5 0 RVIREHE,
0. 043 g( 0, ¢9mmol ) REMENH T, ImILEESm2
IR RAGTEETHE 1 544, W0, 2 m1ZBAEHLR
BRA M. LFBNEAYEZBTHRE ! 50k 1 NERRLH
AHmHR RSP E, AURERRAYI K. HEMA 1 NER
AR A O E R EAARRE LTRE, RETERBERH.
Bats e EatEaY, fHo, 045e(30. 5% ) 1-F &
-7 - 2-KETLHAE) - 2 -%- BR O
b)1-FE-7-( 2-FKETEARE) - 2 - PR EME B9
 M&o0 1680 51mmor ) -FHE-7-(2-FKELERE)
- 2-WRBELE, 0,496 ( 5 09 mmod JMEMEMEL 0
m1 PR 28 8( 5 09 mmo1 ) FEAMRA WHUEBTEH
W1 Bk, B0, 07568039, 5%)1-FHk-7-1(2
- FECERE) - 2 - TRRAMARL.
¥, 220-223T
'H NMR (DMSO-d,) 6: 2.96-3.02 (2H, m), 3.29-3.35
(24, m), 4.18 (3H, s), 6.60-6.95 (1H, m), 6.99
(1H, d, J=7.3Hz), 7.06 (1H, d, J=7.3Hz), 7.20-
7.25 (1H, m), 7.31-7.33 (4H, m), 7.64 (1H, s),

8.42-8.59 (4H, m), 11.73 (1H, br-s).
FIRBT St 1 3 8 Wy ik 17 5B B XAkt 1 3 9 ludl
£ 4o
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EHti139
1-FE- o~ ( 2-FEZHEGEE) - 2 - EmAEMERE,

R, 26.6%, WE: 243-246T

'H NMR (DMSO-d,) 6: 2.91-2.97 (2H, m)}, 3.38-3.51
(2H, m), 3.92 (3H, s), 6.70 (1H, s), 6.79 (1H, d,
.J=7.9Hz), 7.20-7.29 (1H, m), 7.31 (4H, m), 7.49
(1H, d, J=8.6Hz), 7.76 (1H, s), B.35-8.63 (4H,
m), 11.64 (1H, br-s).

L1 40
1-(3-8XFE) -4 -Z8FH- 2 - ket XMt e

W& (3 -RTEARERERE) - 4 - ZRATE- 2 -%
LR TR 4

BT SEELHM5 (25 WF##TRE, RREMA2 60
g (10 11mmol )4 ~ZfRPE- 2-"%-KETH, 0,445
g( 11, 12mmo1 ) 6 084, 4,328 ( 15, 17 mmol )
N-(3-RW%)-AETRUT Wi 100 m 1 ZWEPBRNE 7
2 818067, 1%)1- (3 -HTREKEAARL) - 4 -
ERFE- 2 - E LR ”
b)1-(3-8XEWE)-4-ZRFE- 2 -vRgtEM- L8
36 BB ATROT S 1wt R A RHEM 2 818 (6, 78
mmol ) 1 - (3 -HTRAKEEARE) -4 -ZAFE- 2~
ARAIMTE, 6. 48 6 ( 67,8 nmod ) WEMEM3, 66 8
( 67. 8 mmol ) WEAAE 100 m 1 FESH . 552 8381 -
(3-RTRAKEAERE ) - ¢ - AT - 2 -idmAEN.
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MAGTERG 1 1 aRyFERE2, 72 e, fHEH 1 458
(57 0%)1-(3-8%FX) -4 -ZHFE- 2 -RatA
W ER AL
g, 245C( 2 M)
I NMR (DMSO-d,) 6: 1.99-2.20 (2H, m), 2.70~2.89
(24, m), 4.72 (2H, t, J=6.9Hz), 7.51-7.68 (2H,
m), 8.06 (3H, br-s), 8.06-8.27 (2H, m), 8.71

(2H, br-s), 8.80 (2H, br-s), 12.30 (1H, br-s).

L4 1
1-(3-—PEEEFA) -4 - ZHPE- 2 -PRBEN =
LM aHE
a}1-(3-—HEFAAR) - 4-ZHPE- 2 -IRERT
Rty s

BRI TAELHA s HERREM 2 07 8( 4,84 mmo1)
4-ZREE- 2 -v%ERTE, 0,438 (10, 7mmol } 60
el 1. 1586 ( 7. 26 mmo1 ) 3 - AHAZFHK LRUM
som1-FEEEE. BH1.77e(74%)81-(3-2WF
EEATL) - 4 - ZRPE- 2 - RARLE.
n)1-(3-ZWAGEAL) - ¢ -ZRFE- 2 - %R AN
X3 LK

AAUTER et HE R REM L, 778 (3, 45 muol )
(3-ZHREEAFE) - ¢ -ZRATE- 2 % - RRLE,
3308 (34, 5mmol ) M#EMHLM L 878 (34, 5mmo1 JF
Bt 100 m L PG, B0, 42e(28%)1-(3-2F
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sam,

ERAAE) - 4 - ZRPE- 2 -ofhm AN A A
Wk, 252-255T
"H NMR (DMSO-d;) 6: 2.07-2.30 (2H, m)}, 2.58-2.60
(6H, m), 3.00-3.19 (2H, m), 4.59-4.81 (2H, m),
7.49-8.67 {(2H, m), 8.04-8.26 (2H, m), 8.71 (2H,
br-s), 8.79 (21, br-s), 10.69 (1, br-s), 12.29

(1H, br-s).

ARG TFLHET 4 10 FEHETELEA 14 281470

Sl 42 |
1~-(3——FERERE) -2 -REEM L8,
&, 12,3%, M. 240C
'H NMR (DMSO-d¢) &6: 2.04-2.27 (2H, m), 2.60-2.78

(6H, m), 2.98-3.17 (24, m), 4.51-4.72 (2H, m),
7.12-7.28 (1H, m), 7.37-7.49 (1H, m), 7.75 (1H,
d, J=8.3Hz), 8.07 (1H, s), 8.60 (2H, br-s), 8.81
(2H, br-s), 10.50 (1H, br-s), 12.15 (1H, br-s).

L1 43
4-F~1-(3-—PEALFX) - 2 - gAML as3t.

R, 47, 6%, JEH: 237-2407T

'H NMR (DMSO-d,) &6: 2.07-2.27 (2H, m), 2.70 (6H, d,
J=1.3Hz), 3.02-3.14 (2H, m), 4.55-4.72 (2H, m),
7.30 (1H, d, J=7.3Hz), 7.38-7.48 (1H, m), 7.77
(1H, 4, J=8.6Hz), 8.06 (1H, s), B.61 (2H, br-s),
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8.68 (2H, br-s), 10.36 (1H, br-s), 12.11 (1H,

br-s).

Sl 44
1-02-00 N-ebied ) L&) - 2 - %RBmAM 48,
R, 23, 8%, MH: 236-239T
1§ NMR (DMSO-d,) 6: 1.75-2.11 (4H, m), 2.88-3.13
(2H, m), 3.40-3.68 (4H, m), 4.85-5.04 (2H, m),
7.16-7.29 (1H, m), 7.40-7.54 (1H, m), 7.78 (1H,
d, J=7.9Hz), 7.87 (1H, d, J=7.9Hz), 8.10 (1H,
s), 8.62 (2H, br-s), 8.81 (2H, br-s), 11.17 (1H,
br-s), 12.24 (1H, br-s).
R 145
g--1-(2-(N-vppied ) o) -2 - %mEN =L
B,
&, 6 1%, WR: 2207
Iy NMR (DMSO-d,) 6: 1.72-2.10 (4H, m), 2.83-3.13
(2H, m), 3.41-3.69 (4H, m), 4.86-5.05 (2H, m),
7.32 (1H, d, J=7.7Hz)}, 7.45 (1H, dd, J=8.3,
7.7Hz), 7.89 (1H, d, J=8.3Hz), B.14 (1H, br-s),

8.67 (2H, br-s), B8.74 (2H, br-s), 11.35 (1H, br-

s), 12.28 (1H, br-s).

EHPl140
1~(3u:$£ﬁ£ﬁ§)-4~zﬁ$£—z~ﬂ%ﬁimzﬁ

B,
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ER, 30 8%, MR, 222-225TC
'f NMR (DMSO-d,) 6: 1.18 (6H, t, J=6.9Hz), 2.08-2.30
(2H, m), 2.92-3.20 (6H, m), 4.57-4.80 (2H, m),
7.50-7.65 (24, m), 8.07-8.24 (2H, m), 8.66 (2H,
br-s), 8.78 (2H, br-s), 10.58 (1H, br-s), 12.30
(1H, br-s).

ELif147
1-(2-(N- "Bk )TE)-2 - kg R b ER L

ER, 20, 5%, WH. 180T
'H NMR (DMSO-d,) &: 3.00-3.27 (2H, m), 3.27-3.70
(44, m), 3.70-4.10 (4H, m), 4.88-5.14 (2H, m),
7.15-7.30 (1H, m), 7.39-7.52 (1H, m), 7.78 (1H,
d, J=7.9Hz), 7.90 (1H, d, J=B.9Hz), 8.10 (1H,
s), 8.65 (2H, br-s), 8.81 (2H, br-s), 11.85 (1H,

br-s), 12.26 (1H, br-s).

LMl 48
o-(3—%%%%&1-1-?%-4-3ﬁ?£-2-ﬂ%%£
M E e &
a)o—%ﬁﬁ%w1—?%-4-Eﬁ?£~z—ﬂ%$ﬁbﬁw
&

FRGLT ok LHb s R RER 2, 2080 6. 06 mmo 1)
- EEE K- 4 - ZAFE- 2 NRKRTHE, 0. 248 (6.06
mmol ) ¢ 0 %A, 1. 728 ( 12, 1 mmol ) i i 50 ml

:?gmﬁﬁ,ﬁﬂlzssoj%£ﬁ£-1—W£-4~Eﬂ¥
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-2 -RRBRLE.
b)o—%£-1-$£-4~Eﬁ$£—2—ﬂ%&ﬁaﬁﬂﬁ%
m%&%%%%%M15a)ﬁﬁ%ﬁﬁﬁﬁ,ﬂiﬁma33
g( 5 97mmol) o- FAAK-1-FH-4-ZATE-2-
W%ﬁﬁbﬁ,m3810%%/%ﬁ50m1@ﬁ%ﬁoﬁﬂ1jo
g -BE-1-Fh-4-ZRTE- 2 IRABLRE
c)o~(3-&Tﬁ£ﬁ£ﬁ%ﬁﬁ%)—z—W%—4~5ﬁ?
F- 2 -k RE TR W E
m%m*%#%%MSWf%ﬁﬁﬁﬁ,R%EHLUOS
(3, 48 mmol} ¢ -#&E-1- k-4 -ZRFE-2 - | %
Eﬁaﬁ, 0. 14 8 ( 3, 48 mmol )¢ 0 %E1u4l, o, 99& (3,48
mml)n-(3-MRW£)ﬁ£WﬁﬁTﬁ@4om1:$£$
B, 581 2886-(3- ﬂTﬁ%ﬁiﬁ%Wﬁi)—zwﬁ
%4 - SHRFE- 2 NRERTE.
1) o-( 3 -BEWEE) - 1-F&- 4-ZRTE-2 9%
et g RS
BT L 1 B AR B, RRMA 128 € (2 88
mml)6—(3—&Tﬂ£ﬁ£ﬁ%ﬁﬁ£)-l-?£~4-i
BWEk- 2 - kB R, 5 508( 57 ¢mmol ) MEREN
3Ilg(57omml)WﬁmﬁbﬂmIWﬁﬁﬁo1ﬂ041
go-1{3- CHTREREALAAR) -1 - T4 4 -ZRPE
-z—ﬂ%%%MQH%UT?MM114M$¢%@U41g%w
%%,ﬁﬂa37g(st%)o—(s—ﬁﬁﬁﬁi)—l-W
% 4 - SHF K- 2 -NREEM BN



EE

W, 272-274 T
4 NMR (DMSO-d,) 6: 2.08-2.13 (2H, m), 2.99-3.01

(24, m), 4.05 (3H, s), 4.24-4.28 (24, m), 7.21
(1H, s), 7.48 (1H, s), 7.97 (1H, s), 8.07 (3H,
br-s), 8.56-8.70 (4H, m), 12.6 (1H, br-s).
m%&%%mﬁ148%f&ﬁﬂ%mﬁ149%m%%
ik 49
o-(3-BAFAE) -1, 4-ZFE-2- o o AN = s B
Pl 265-207T
' NMR (DMSO-d,) &6: 2.04-2.09 (2H, m), 2.46 (3H, s),
2.96-2.99 (2H, m), 3.98 (3H, s), 4.13-4.1B (2H,
m), 6.65 (1H, s), 6.91 (1H, s), 8.00-8.04 (4H,

m), 8.44 (24, br-s), 8.73 (2H, br-s), 11.92 (1H,

br-s).

LMt 150
o (3 -CWARERRE) - - FA- ¢ -ZRFE-2-7
i AR = 3k 85 4 69 &
a)6-(3-=F EAFRE)- 1-PE-4-ZRFE-2
—vlk R TR R

T stLmm ety RREA L 00 8 (3,48 mmol)
o-ﬁ&—1~$%w4—£ﬁ$£—2~ﬂ%&ﬁbﬁ,mssg
(8 70mmel ) ¢ 0 HERM, 0, 82E (5 22mmo1}3-%
ﬁ%zwﬁﬂﬁﬁﬁ4om1:¥£mﬁﬁ,ﬁﬂm7zgo—(3
—:Wiﬁiﬁﬁ%)—1-@%—4—3ﬁ¥£—2—ﬂ%&@6
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A
p)o-(3-ZHEEAFARE) - 1-FX-4-ZHFX-2
- kA = B A 9 41 4
RAMTEwM 1 BT #TRE, REEM0, 721,93
muol ) o- {3 -—PEAEFARE) -1-PE-¢-ZAFE
- 2-MPRKBOHEE, 3,098 (38 7 mmol ) MERENZ 09
g 38 7mmol ) PE4REY 50 m 1 PEEH RF o, 40806~
(3-—WEAEVRL)-1-F&-¢-ZRFE-2-"%%
AWM. ARUTEMA 18 FkEo, 40 e lpfteY. BHo, 31
g(35.0%)o-(3-—WARARAE) - 1-TH-4-=
APE- 2 - REEEM =,
Y, 264-265T
'H NMR (DMSO-d,) 6: 2.17-2.23 (2H, m), 2.80 (6H, s),
3.2-3.4 (2H, m), 4.06 (3H, s), 4.23-4.27 (2H,
m), 7.20 (1H, s), 7.50 (1H, s), 7.88 (1H, s),
8.5-8.7 (4K, m), 10.27 (1H, br-s), 11.90 (1H,

br-s).

B TEwm1 5 08 Btk 5 1 H14%.



%364 151
Ld—Z P A —8—G—Z P R AL B AL 23R at 06— 2 8g
i
M.P.: 282-284°C
1H NMR (DMSO-dg) &: 2.14-2.20 (2H, m), 2.46 (3H,
s), 2.79-2.80 (6H, m), 3.1-3.3 (2H, m), 3.98
(34, s), 4.13-4,17 (2H, m), 6.66 (1H, s8), 6.93
(1H, s), 7.99 (1H, s), 8.42-8.74 (4H, n),
10.26 {14, br-s), 11.85 (1H, br-s).

%4647 152
T—[C—RABRART—1—F R —2—"|"Rab XI5 = 25 8% 2t 69 $)
&
D T—[C—8ARR AR 1— PR 2 IR B LRSS 31 &
4. 00g(18. 3mmol) 7—F Sk —1— P L —2—3|"% ¥ 6} K5, 7. 60g
(37. 6mmol)3—(F A% & & 4 ) Ek 2. 435(38. 6mmol) FL AL oM & 1t
4,2 Iml L8, 5. Og 3A 4 F 55 4» 200m) PHORLWTERES
1.5, Ao\ 28% EUK B R BS ik HAL G B BR & 40 ) LB LY
Fmzak, R RGN uh UL R, AAAKRE
LFREARERELFER, VRGGEADES L 100m LEP, Gt
P mN 6. 408(101mmol) P & 4% fo 0. 91g 10%4e/5 45 , 2o A 3
SRR 8, BETRY B ERERR, FHOKA LR
AT Bobat, 350 1 04g(24. 6%) 7—[(3—R A A L) A A T~
1= 2R I R Y,
DT—[Q—RTAEAEAH DAL T 1—F 2R Y8 L
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85894 &

# 0.208€0. 7lmmo) 7—[(3—A A B X)) AL ]—1— P £ —2—
) ok ¥ 8% L85, 0. 178 (0. 79mmol ) = 2% &% — 42 T &% v 3ml = §, P 4%
RS TEBRHY— M, AEEERN, KRtz d it Eir
A Eaie, 35 0. 25891 6%) T—[B—KRTAELAXH L) &
K]—1—FPR—2— R8RS,

) T—[(3—-BTHREAALAD L A RL]T—1—F A2k 8k
8 ¥ &

0. 125(0. 31mmol) 7—[(3—R T AH A A A A L) AR ]—1—
PR —2—3) "8 3k B UK. 2ml 5N &, F AL 47K M Ao Sml T 8169
S TERHEH 2.5 0K, AR HEERTES PN 2N LK pH A
6 5 B ERGERBRAD, KN RGERIK, &) MR
LAKABMLETR, ARREEN, UAGERHEERLEN
HEAAL, 43 F 0.079 (72 49 T—[G—R TEB L AL R L) &
E]—1— PR 2RI BL
D7T—[C—RTABLLLR L AL ]-1—F A28 EM
a9 # &

# 0.068(0. 18mmol) 7—[(3—h TAE AR A AL AL]—
|— P jk—2—3] % 3% 8 4» 0. 088g(0. 54mmol) J§ Jk = k& & 5Sml 9
Hokvh P o BB 200, G F AS-50CHH 118, &
REFgHERE, HRERLSH Y 2N 0.10g(1. 08mmol) ik &L IS fu
0. 16mi(1. 15mmol) Z. LR A 5ml — PR PEE P 6k RETE
SHEE T, AARERN, BAWEARALEN ) KA, 75
0.043g(61. 2%) T—[B—RTAHLEAAH L ERA]-T 22—



.....

I BL S
)7—[B—AARH R RR]—1—PR—2—%REL LM = L B3
0. 04g(0. 10mmol) 7—[(B—R TAELALH L) A LT~
I—F A —2—R B A MR T 2ml 2 8B/ PR S, FESRER
Sl 4o, BUEALE R, GFFFRR T NN A RIS
:fila.:.é-’-‘#bfﬂiuﬁiﬂi:.ik ERRES EHIER AR W]
BEAEER, B dRALEH D B4k, 175 0.0235(80. 0%)
7“[(3*“&.;}&@&)&{.:3&]—1—‘1’2&—2—"“51"‘Eit:&M.Rlﬁ.il.ﬁ&/‘?
BRI ir A dnLh L8, KPE Y EHS, ﬁf'l 7T—[(3—4&,
ERHRER]—1— 7R —2—5Rat s — 2 85 &t

m. p. ; 282—284°C (5 #)
1H NMR (DMSO-dg) 6: 1.96 (2H, m), 2.96 (2H, m),

3.18 (2H, m), 4.27 (3H, s), 6.59 (1H, &,
J=6.9Hz), 6.96-7.09 (2H, m) 7.72 (1H, m), 8.49
(26, m), 8.69 (2H, m).
e B 0T 502640 150 8975 kM & T F d 4600 153—169 494
&b,
5% 36 4) 153
lA—ZPEA—T—C—FARAAAL)—2—%3"Rot kM — a5 3t
M.P.: 276-278°C
1H NMR (DMSO-dg) 6: 2.20-2.26 (2H, m), 2.42
(38, s), 2.80 (6H, d, J=4.62Hz), 3.21-3.29
(24, m), 4.13-4,18 (2H, m), 4.28 (3H, s),
6.75-6.89 (2H, m), 7.87 (1H, s), 8.46 (2H,
brs), 8.64 (2H, br-s), 10.24 (1H, br-s), 11.88

(1H, 8).
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5t 154
T—G—LAAARR) 14— P £ —2— IR AN 2L BR L
M.P.: 235-236°C
1H NMR (DMSO-dg) &: 1.24 (6H, t, J=7.26Hz),
2,20-2.30 (2H, m), 2.41 (3H, s), 3.14-3.28
(6H, m), 4.17 (2H, t, J=5.94Hz), 4.29 (3H, s),
6.80 (2H, 4d, J=7.92, 18.2Hz), 7.91 (1H, s),
8.49 (2H, br-s), 8.69 (2H, br-s), 10.27 (lH,
br-s), 11.94 (1H, br-s),.

% #640) 155
14— g —T—[2—(N—otg g X)) CR A J—2— IR B —
e

M.P.: 287"288°C

(34, s), 3.10~3.20 (2H, m), 3.62-3.70 (48, m),
4-29 (38, 3)' 4-46 (ZH, tl J=4.958=)r 6.85

(2H| 8)' 7-94 (lH' S)' 8.50 ‘2H, br's’,
8.70 (2H, br-s), 10.81 (1H, br-s), 11.97
(1H, br-s).

3 3617 156
L 4—— PR —T—Q—FPARCAL) 251 Rst M = L AL
M.P.: 245°C
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1H NMR (DMSO-dg) 68: 2.42 (3H, s), 2.88 (6H, s),
3.60-3.70 (2H, m), 4.28 (3H, s), 4.45-4.48
(2H, m), 6.84 (2H, s), 7.93 (1H, s), 8.49 (2H,
br-s), 8.70 (2H, br-s), 10.51 (1H, br-s),
11.98 (1H, br-s).

5 46 1) 157
b—(B— P EARDER)—4—T LA 1T 2] Ra M
1Y
M.P.: 225°C
1H NMR (DMSO-dg) 6: 2.10-2.28 (2H, m), 2.80 (6H,
s), 3.12-3.37 (2H, m), 3.89 (38, s), 3.95 (3H,
s), 4.16 (1H, t, J=5.9Hz), 6.27 (1H, 4,
J=1.7Hz), 6.67-6.73 (1H, m), 7.77 (1H, br-s),
8.36 (2H, br-s), 8.50 (2B, br-s), 10.10-10.28
(1H, m), 11.57 (1H, br-s)
% 564 158
C—QB—=FPAARAL)—4—FREA—I—PE2—%@ L
M 3b B
M.P.: 255°C
1§ NMR (DMSO-dg) &: 1.33 (6H, d, J=5.9Hz),
2.10-2,28 (2H, m), 2.78 (68, d, J=4.0Hz),
3,14-3.30 (2H, m), 3.94 (38, s), 4.15 (24, t,
J=5.9Hz), 4.76 (lH, sept, J=5.9Hz), 6.28 (1H,
d, J=1.1Hz), 6.68 (1H, 4, J=1.1Hz), 7.70 (1H,
~ 8), 8.48 (4H, br-s), 10.44-10.65 (14, m),
11.46 (1H, br-s).
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3 364) 159
T—(B—PEAARL)A—FHRA—1—F R 25"k BL LM

Z i E
M.P.: 243°C

1§ NMR (DMSO-dg) 6: 2.13-2,31 (2H, m), 2.79
(6H, 4, J=4,6Hz), 3,13-3.38 (28, m), 3.85 (3H,
s), 4.13 (24, t, J=5.9Hz), 4.26 (3H, s), 6.46
(18, d, J=8.2Hz), 6.79 (1H, d, J=8.2Hz), 7.75
(1H, s), 8.51 (2H, br-s), 8.56 (2H, br-s),
10.33-10.55 (1H, m), 11.73 (1H, br-s).

5% 7647 160
T—2—~PELACAR)—1— PR —A4—=Z R T A 2-%I"R8L K
| el .11

M.P.: 278-280°C

1§ NMR (DMSO-dg) 6: 2.88 (6H, s), 3.67 (2H, br-s),
4032 (3H, 8)' 4.59”4-63 (ZH' m)' 7004 (13; d,

J=7.92Hz), 7.49 (1H, d, J=8.25Hz), 7.79 (lH,
d' J=1065HZ)' 8060 (4H' br-S)' 10071 (lH, br-
s), 12.00 {1H, br-s).

% 3617 161
6—C—=FALCRR)—1— P R—A-Z A P A—2—"I%m i
|y 1 .1 315

M.P.: 286-288°C

1H NMR (DMSO-dg) §: 2.86 (6H, ¢), 3.58 (2H, m),
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4,07 (3H, s8), 4.58 (28, t, J=5.3Hz), 7.28 (1H,
d, J=1.0Hz), 7.60 (1H, s), 8.07 (1H, 4,
J=IUOHZ)] 8'70_8-81 (4Hf m)' 10.95 (lﬂ, bf‘S)'
12-20 (IH' br“S).

5 56,47 162
—(O— LA RCAR)—1—PRA—4—=Z AT A2kt ik

| .11
M.P.: 287-289°C

1H NMR (DMSO-dg) §: 1.29 (6H, t, J=7.5Hz), 3.24
(4H,m), 3.56 (2H, m}, 4.07 (3H, s), 4.58 (2H,
t, J=4.8Hz), 7.25 (1H, 8), 7.59 (1H, s), 8.03
(1H, s), 8.63-8.76 (4H, m), 10.73 (1H, br-s),

12016 (1H, bI‘S).

% 4647] 163
== QP RACR L) —1—FR—2—%IRst A M = 4
B
M.P.: 261-262°C
1H NMR (DMSO-dg) §: 2.86 (6H, 8), 3.48-3.59
(28, m), 4.02 (3H, s), 4.45-4.49 (24, m), 7.04

(14, d, J=1.98H2Z), 7.26 {1H, s), 7.82 (1H, 8),
8.39“8063 (4H' bf‘S); 10-14-10-32 (IH, M),

11-82 (IH' b[‘S).
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%461 164
—B—6-C——TREADEL)—1—FT L2 AstAM 4
B
M.P.: 277-278°C
IH NMR (DMSO-dg) 6: 2.16-2.21 (28, m), 2.79
{6H, 8), 3.23-3.26 (2H, m), 4:00 (34, s), 4.19
(24, t, J=5.94H2), 6.97 (1H, d, J=1.98Hz),
7.17 (1H, s), 7.88 (1H, s), 8.50 (2H, br-s),
8.63 (2H, br-s), 10.36 (1H, br-s), 11.92

(18, br-g).
%4640 165
—F—6—CQ——CRAACRAR)—1—P A2 RB AN L

L
M.P.: 268-270°C
lH NMR (DMSO-dg) 6: 1.24-1.30 (6H, m), 3.20-3.26

(4H, m), 3.45-3.55 (2H, m), 4.02 (3H, s),
4.48-4.51 (24, m), 7.04 (1H, d; J=1,98Hz),
7.25 (1H, br-s), 7.90 (1H, s), 8.50 (2H, br-
s), 8.63 (2H, br-s), 10.27 (1B, br-s), 11.93
(1H, br-s).

% 464 166

d—f—1—F A —6—[2—(N—rp 5 R)C A A ]2 B &

~dad
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M.P.: 272-274°C

1§ NMR (DMSO-dg) 6: 1.91 (2H, br-s), 2.03
(2H, br-s), 3.12-3.26 (2H, m), 3.62 (4H, br-
5), 4.02 (3H, s), 4.45-4.49 (28, m), 7.56 (1,
d, J=1.98Hz), 7.25 (1H, br-s), 7.85 (1H, s),
.50 (2H, br-s), 8.58 (28, br-s), 10.60 (1H,

bl’-B), 11-86 (1“, br-S)o

5 46.49) 167
—F—T—C—CEEABHE L) —1—F R —2—Ro 2
iy

M.P.: 254-255°C
IH NMR (DMSO-dg) &: 1.24 (6H, t, J=7.26Hz),
2.20-2.40 (2H, m), 3.11-3.28 (6H, m), 4.19-
4,24 (24, m), 4.29 (3H, s), 6.87 (1H, d,
J=8.58Hz), 7.14 (1lH, 4, J=8,25Hz), 7.75 (1lH,
s), 8.56 (4H, br-s), 10.26 (1H, br-s),
11.90 (1H, br-s).

% 76, 47] 168
[— 7 A2 —6—[2—(N—ng R A LR A]A—Z R T X2
wREL K 2 At
M.P.: 320°C
1§ NMR (DMSO-dg) 6: 1.94-2.03 (4B, m), 3.15
(26, m), 3.64 (4H, m), 4.07 (3H, s), 4.56 (1,
m), 7.27 (1H, s), 7.59 (18, s}, 8.05 (1H, s),
8.68-8.79 (4H, m), 11.21 (1H, br-s), 12.16
(1H, br-s).
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525647 169
T—B—— PR EBDAL)—1—FPR—A—=ZHPL 2958

| Nl 11
M.P.: 250°C

1H NMR (DMSO-dg) &§: 2.2-2.4 (2H, m), 2.79
(6H, &, J=4.62Hz), 3.1-3.3 (28, m), 4.28-4.32
(54, m), 6.97 (1H, d, J=8.25Hz), 7.47 (1H, 4,
J=8.25Hz), 7.78 {1H, d, J=1.32Hz}, 8.61 (4H,
br-s), 10.63 {1H, br-s), 12.00 (18, br-s).

BTt 148 857k & T T EAM 170178 454t 4 40,
54649 170
b—(B—AAP AL —4—FTREA-1—FR—2—7"RELEM 3

BRi
M.P.: 245°C

1H NMR (DMSO-dg) &: 2.00-2.15 (2H, m), 2.90-3.07
(28, m), 3.89 (3H, s), 3.95 {(3H, s), 4.17 (2H,
t, J=6.3Hz), 6.30 (1H, d, J=1.3Hz), 6.65-6.73
(1K, m), 7.83 (1H, s), 7.98 (3H, br-s), 8.42
(2H, br-s), 8.60 (2H, br-s), 11.68 (1H, br-s}.

5640 171
—(B—A AR 4R A —1—F R 25| REL LM~

gEs
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M.P.: 230°C

1H NMR (DMSO-dg) &: 1.33 (6H, &, J=5.9Hz),
2.00-2.13 {2H, m), 2.90-3.07 (28, m), 3.94
(3H, 8), 4.15 (2H, t, J=5.9Hz), 4,77 (1R,
sept, J=5.9Hz), 6.30 (1, d, J=1.3Hz), 6.63-
6.70 (1H, m), 7.65 {1H, s), 7.98 (3R, br-s),
8.42 (4H, br-s), 11.37 (1H, br-s)

30 172

—G—AABRR)—1—FPRA—4—=Z R TR —2—"REL KM =

dars '

M.P.: 284-286°C

1§ NMR (DMSO-dg) §: 2.16-2.18 (2H, m), 3.02-3.04
(28, m), 4.28-4.31 (58, m), 6.97 (1H, d,
J=8.92Hz), 7.48 (1H, d, J=8.25Hz), 7.8l (1H,
8), 8.07 (3H, br-s), 8.63 (4H, br-s), 12.03

(18, br-s).
a6 173

T—C— R ACER)—1— PR —A—=ZRT X2 5IRELAM =
Ly |
M.P.: 291-292°C
1H NMR (DMSO-dg) &: 3.2-3.5 (2H, m), 4.32 (3H, 8),
4.44 (2H, t, J=4.95Hz), 7.01 (1H, d,
J=8.25Hz), 7.47 (1H, 4, J=8,25Hz), 7.79 (1lH,

s), 8.30 (3H' br""S), 8t62 (43’ bf"S), 12002
(1H, br-s),
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FA60 174
T—2—AACAR) ] 4— PR —2—%"RBL A 3L B3
M.P.: 305-306°C
1§ NMR (DMSO-dg) &: 2.49 (3H, s), 3.3-3.5 (2H, m),
4.29 (5H, m}, 6.81-6.83 (2H, m), 7.89 (1H, 8),
8.19 {3H, br-s), 8,50 (2H, br-s). 8.67 (2H,

br-s), 11.92 (1H, br-s).
%: sk 175
—C— AR CAK) —4—f—1— TR —2—FRst M s ak
M.P.: 308-309°C
1B NMR (DMSO-dg) &: 3.1-3.3 (2H, m), 4.02 (3H, s),
4.32 (2H, t, J=4.95Hz), 7.00 (1H, 4,
J=1.65Hz), 7.23 (lH, br-s), 7.90 (1H, s), 8.19
(34, br-s), 8.51 (2H, br-s), 8.65 (2H, br-s),
11.95 (1H, br-s).
5: 464] 176
T—CB—3ABAL)—4—FH AR~ 1—F A2 REL A=

L
M.P.: 220°C

1H NMR (DMSO-dg) 6: 1.31 (6H, d, J=6.3Hz),
2.00-2.20 (2H, m), 2.90-3.10 {2H, m), 4.13

(28, t, J=5.9Hz), 4.24 (1H, s), 4.67 (1E,

sept, J=6.3Hz), 6.50 (1H, 4, J=8.6Hz), 6.77

(14, d, J=8.6Hz), 7.55-7.64 (1H, m), 7.83-8.08

(38, m), 8.32-8.56 (4H, m), 11.64 (1H, br-s)
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55649 177
6—Q2—RACAR)—1—FR—A4—=ZR P A 23"k M =

gag

M.P.: 289°C

1H NMR (DMSO-dg) 6: 3.2-3.3 (2H, m), 4.07 (3H, s8),
4,36-4,40 (2H, m), 7.23 (1H, s), 7.55 (1H, s},
7.99 (1H, s), 8.30 (3H, br-s), 8.57-8.72 (4H,
m), 12.10 (1H, br-s).

%461 178
T—O—AABER) -1 4— PR 2% A0 3B 2
M.P.: 318-320°C
1H NMR (DMSO-dg) 6: 2.09-2.18 (26, m), 2.41
(3K, s), 3.00 (2H, t, J=6.93Hz), 4.16 (2H, t,
J=5.94Hz), 4.28 (3H, s), 6.75-6.87 (2H, m),
7.95 (1H, s), 8.01-B.05 (3H, br-s), 8.51 (2K,
br-s), 8.72 (2H, br-s), 11,98 (1H, br-s).
Be R T 5kt 141 6977 k416 T TR E AP 179180 651653,
5: 464 179
I—[3—(N—w g R) B A ]—4—Z B P A—2—3"Rat K ps = 2
13
M.P.: 180°C
1H NMR (DMSO-dg) 6: 1.74-2.07 (4H, m), 2.08-2,32

(2, m), 2.82-3.03 (2H, m), 3.08-3.25 (2H, m),
3t42"’3c61 (2H; m)' 4-72 (ZH' t' Jz5|3HZ),

7-51"'7-66 (ZH' m), 8104"8013 ‘23' m)p 8.68
(2H, br-s), B.75 (2H, br-s), 10.90 (1H, br-s),
12,23 (1H, br-s).
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3% 7617 180

1—(3—2 T AAHR)—4— R 21 RBAM = 2ot E

M.P.: 259-261°C

1H NMR (DMSO-dg) §: 2.14-2.25 (2H, m), 2.72
(6K, 8), 3.10-3.12 (2H, m),-4.61-4.66 (2H, m),
7.00 (1H, dd, J=7.59, 10.23Hz), 7.38-7.46 (1H,
m}, 7.61 (1H, d, J=8.58Hz), 8.11 (1H, s), 8.58
(2H, br-s), 8.73 (2H, br-s), 10.34 (1H, br-s),
12.17 (1H, br-g).

BEMTFEAN 14685 EHET T TOEAN 181 645
.,

sl 181

I—(— AL A L) —4—R—2— R AM B 8L
M.P.: 277-278°C

IH NMR (DMSO-dg) &: 2.04-2.09 (2H, m), 2.74-2.80
(2H, m), 4.63-4.68 (2H, m), 6.96-7.03 (1K, m),
7.38-7.46 (1H, m), 7.63 (1H, d, J=8.25Hz},
7.98 (3H, br-s), 8.15 (1H, s), 8.63 (2H, br-
s), 8.79 (2H, br-s), 12.25 {18, br-s).

BeREmTRaH 167 kHE T T E%EAH 182 40 183 61LE

-178~-



.
% 5617 182
b—FRA—I—PR—A—ZRTH—2—%REL A ML ALY
M,P.: 253-255°C
1H NMR (DMSO-dg) §: 4.05 (3H, s), 5.27 (2H, s),
7.26 (1H, s}, 7.35-7.59 (6H, m), 7.80 (lH, 8),
8.49 (4H, br-s), 11,74 (1lH, br-s).
% #647) 183
I—F A -1—FPA—A4—Z AP —2—IRELAM LR -
M.P.: 255-257°C
1§ NMR (DMSO-dg) §: 4.30 (3H, s), 5.36 (2H, s},
7.10 (1H, d, J=8.25Hz), 7.37-7.57 (6H, m),
7.74 (1H, s), 8.54 (4H, br-s), 11.87
(2H, br-s).
He BT Rae b 91 697 k4l & T T K AH 184185 65104
.
5:364) 184
—fh—1—PR—4—Z A PR 2—FRBLAML AL
M.P,: 268°C
1H NMR (DMSO-dg) 6: 3.96 (3H, s), 7.12 (1H, s8),
7.16 (14, s), 7.74 (1H, s), B.46 (4H, br-s),
10.33 (1H, s), 11.64 (1H, br-s).
%< 4% 4] 185
Ld— 2P R —T— ek —2—%RE R ML B L
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M.P.: 267°C

3H NMR (DMSO-dg) &: 2.37 (3H, s). 4.29 (3H, S},
6.61 (1H, &, J=7.58Hz), 6.69 (1H, d,
J=7.59Hz), 7.77 (1H, s), 8.44 (2H, br-s), 8.58
(2H, br-s), 9.84 (1H, s), 11.72 (1H, br-s).

5 4649 186

6—(2— R AR A B —4—F—1—P K2R 8k h M 2L Bg 3k 49
&

) A—H—1— PR —6—C—A R XA L) 2RO 4) #
&

# 0. 428(1. 64mmol) d— F—6— ¥z £ —1—F A —2—5|"k 8k
B 5 A 0. 066g(1. 64mmol )60% &, {1t 40 Sml = 7 X P 8Lk 69
By EREANREFRAEAANLFERGTRERT AR
i P AN 0. 358(2. 49mmol) 1—f—2— R K, R )G k0Bl &
FHEES I, BAERADHEAKY ACBRUBERZK, &
e ERE M Kk, BAKAEBRETRE BEXLEN, KR
AR B B 43 F 0.53(94. 3% 4—H—1—7 £ —6—
(2—A A R E R —2—% R B LA,

A= — 1—F R —6—C— L XA~ 2—%IREL M) H &

¥ 2. 87g(30. Ommol) 3£ & M Ao #] 1. 625 (30. Ommol ) 7 B 44 49
26ml PELER Y G, ER TR A4 30 2 4h. R AU 6 UL
4, G TR P N 0. 51g(1. 50mmol) 4— i —1—F 2 —6—(2—
XSS MR, REAEEALTH, HAAHT
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Tang

130CHi5 24 RETERBE 1 1M, REHAEKRTY 0K,
NOBUREIRR S, SHAGFRGAMAR., NA KRG TR
BoRAREERN, AAWad R AN BRI H 0. 238(40.
%) 44— —1—F £ —6—C— MR X R A)—2—5I"RBL KM,
O6—C2— R AR AL —4—F—1— TR 2| Rat A 2h BE 4
GHEE S

# 0. 23g(0. 60mmol)d—f,—1—F —6—C2— KL X A )—
2—w3| R it IR 0. 728(3. 20mmol) = /K & F 4t 45 (1) A 15ml L8469
A mAER 3N, AE . HELERSIT PN B8R EAKF
REEECH, KRAWNUBRUBERIK, &40 FRENM o
FAL AR R, MAKBRMETRE ARZLEN, KdhE
AR AT D B ki, 38 0. 11g(5L 6%)6—CQ2— R A XA HK)—
d—f— 11— PR —2— kB AN, M EACE/ T BB B B
AL, 13 51 0.007g 6—(2—H A K L) —4—R—1—-TFT A—2—
kst S A Bk AL

M. P.302C(5#)
J=2,08z); 7.11-7.17 (24, m), 7.32-7.35 (3H,

m)' 7-94 (IH' S)r 8.53"8065 (4Hr m).

¥z 76 i) 187
T—C—RAXRR)—1— PR -2 RELEM LA 694 &

B T 54600 186 697k AT A B AR M T—RK—1—
P R—2—F R ORI A g, BH T—C—RARER)—
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— P —2—v3| ke A S L AE 2L,
M. P. . 255—257C (5M)
IH NMR (DMSO-dg) 6: 4.21 (34, s), 6.75-6.80

(2#, m), 6.91-6.97 (1H, m), 7.05-7.12 (2H, m),
7.23 (1H, 4, J=7.25Hz), 7.52 (1H, 4,
J=7.25Hz), 7.85 (14, s), 8.50 (2H, br-s), 8.67
(2H, br-s), 11.99 (1K, br-s).

5 3647 188
T—Q—AAR R L) —4—F—1— TP A —2—%IRmt R ms AL 8L 4L 4
# &

K BT Eaab 186 655 kR AR, RGN d—R—T—¥
E—1—F R 20— R BMUBE AR D, F57T-C-E 4K
o) —4—F—1— PR 2l Rst RIS ag

M. P. ; 286—288'C (» A1)
11 NMR (DMSO-ds) 6: 4.23 (34, s), 6.73 (1R, d,

J=8.25Hz), 6.86 (1H, dd, J=1.32, 7.92Hz),
6.95-7.01 (14, m), 7.08-7,14 (1H, m), 7.18
(18, d, J=8,25Hz), 7.25-7.28 (1K, m), 7.89
(1H, s), 8.59 (2H, br-s), 8.65 (2H, br-s}),
12.08 (1H, br-s).

5% 649 189
T—G— R AR R L) —4—H—1—F £ — 25"k 8L LK L 88 4 4
&

) d—f—1—F A—T— QG R KR L) 2R B A LR b H
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&

% 0.50g(1. 97mmol) 4—F —T— A —1—T £ —2—%I"R 8
L85 5 A 0. 16g(3. 94mmol) 60% £ ftdde 10mi = 7 & P ELIE 69
Lib A ERELE SR 30 a4, RETERAUTR Y ™
A 0. 28g(1. 97mmol) 1—R—3—# & X FF 150 CHEH 3 1 H, %
5N R R AT AR RGBS MORUMERZK,
A 349 2 T N 1 Ao FAL AR AR A R KRB THR G RUE
BEEBN, BAhEd RIEEATH B, 55 0. 185(24. 300)4—
f—1—7 A—7—CG—sh £ R R A —2—RILR LB,
b)d—fi—1— P £ —7—(3—5f sk R L 4)— 251 REL A AY ¥ &

B 554610 186 by dadudy A ik A A B AN 0.17(0.
A5mmol) A—H—1—F £ —T—CG—M A A E R)—2—FIR L8R L
A% 1. 30g 2GRN 0. 74g(13. Gmmol) T & 44w 30m! P & , 47 #] 0. 068
(34. 3%)A— B —1— T £ —T—G—A R X LK) —2—3IRBL A,
OT—OG—a kAL —4—R—1—F A2 E A ML B L
4% |

e £ 0T 540 186C) 89 F ik 47 R B, AR B 0. 0568 (0.
[4mmol)d— f.—1— T —7—(3— s £ X &) —2—"T1R B ALK,
0. 16g(0. 7immol) =7k & fAt.4% (1) 4» 5ml LB, 4743 51 0. 036g
(59. 09)7— (3— &t # B ) —4—F—1—F K25 RELAM
hai,

M. P. ;245C(5M)

1H NMR (DMSO-dg) 6: 4.12 (3H, s), 6.27-6.59
(3H, m), 6.93 (1H, d, J=8.3Hz), 7.08-7.20 (1H,
m), 7.23 (1H, d, J=8.3Hz), 7.71 (1H, 8). 8.44

(4H' bl"S); 11075 (IH' m)o
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5: 4647 190

6—(3— A AR —4—F—1—FRA—2—IRat A ML AL L 69

& |
BB FEAaH 189 697N, RAM 62 A—1—F

2| R B UREIE AR, AHFH—OC—AXRE

) —4—F—1—F R 2 RsL A ML B,

M.P. . 272C (5 M)
g NMR (DMSO-dg) &: 3.97 (3H, s), 6.62 (1H, s),

6.66 (1H, d, J=7.92Hz), 6.76 (1H, d,
J=8.57Hz), 7.04 {1H, d, J=1.98Hz), 7.25-7.31
(18, m), 7.37 (1H, s), 7.87 (1H, 8), 8.52 (4H,

m)' 11.88 (1H' bI-S).

52 s6.19) 191

——E AR AR 1P 2R A M B
85 %1 &

) d—F—1— P R —6—(4—A A ¥ K H)—2—%F Rk 6L BG4 #I
&

<

Bed T 5kt 186a) 8h 7kt fr R B, R AR 0. 41g(1.
62mmol) 4—f.—6— ¥ X —1— 7 £ —2—%I"R B 62 L A%, 0. 09g (2.
23mmol) 60% £ 1t.44. 0. 34g(2. 40mmol) 1— & —4— 5 J K 4w 5ml =
A PR, F5 7 0.518(92. 0%)4— K —1— T A—6—(4—s 4
) — 2R B BL LG,

-184-



b)d—f— 1 — P h—6—(4— R R AR)—2—51RE AR 69 ¥ &

Yo g 306490 186b) 85 F ik AT R B, R M 0. 45 (1.
32mmol) d—F—1—F A —6—(4—2 X X A L) —2— IR IKER T
4. 2. 52 (26. dmmol) 2k BE MK, 1. 42g(26. 4mmol) 7 # 4§ o 25ml 7
8. 435 0. 24g(47. 09)d—f—1— P A —6—C(d— R X R K)—
2— IR AR,

O6—U—R AR RP)—4—F—1—TA 2R A= L8
ik 8941 &

Bk o F 5k 1860) 89 7 ik AT R B, A 0. 248 (0.
62mmol) 4— . —1— P £ —6— (4— 5K R & {3 —2—1 "R 8L K
0. 722 (3. 20mmol) = K & £ t45 (1) 4= 15ml L8, X357
0. 089g 6—(4— 4t % B ) — 4R —1— P RH—2—|"REL LM =
HEE,

M.P.: 265-267°C

IH NMR (DHSO‘ds) 6: 3-97 (BH' S)f 6'97 (IH' M),

7.06_7-19 (3Hr m)' 7036 (lgy m)' 8.01 (IH' d,

J=0.7Hz), 8.59-8.72 (4H, m), 12.13 (2H, br-s).

3464 192
T—(— A AR RA)—1— T £ —2— 1 RELEM LB 3L 69 4 &

B b Fakdl 191 da by ik AR E, ARA Tl h—1—F
f—2— | Rk Bk RS AR A Ae ot ) T—(I—RA R AR —1—
PA—2—vRELAMAEL,

M. P. . 286—288°C (4 A1)

1H NMR (DMSO-dg) 6: 4.12 (3H, s), 6.89-6.92
(14, m), 7.07-7.17 (3H, m}, 7.30-7.33 (2B, m),
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7056-7059 (IH, m)' 7-87 (IH, S)' 8050 (ZH' b!"‘
S)' 8-66 (2H, b'."S), 9050"10-20 (ZHf m)'

11.80-12.20 (1K, m).

5 4649 193
T—(4— R R AR —4—F—1— 7 Sk —2—| "R ah 6 3k 85 3L 69
# &

Bh 5 191 gty 5 ik TR B, RRA A—f—T—1k
—1— T 2R B LR E e 4dh, HH T—(—RRXR
B)—d—F—1—FPR—2—"RE LML AL,

M.P. ;276—278'C(/A)

J=7.92Hz), 7.11 (2H, 4, J=8.91Hz), 7.21 (1lH,
d' J=802532)' 7-31 (ZHy dr J'_'aungZ)' 7088
(1H, s), 8.60 (4H, br-s), 9,40-10,00 (2H, m),

11.80-12.20 (1H, m).

5t 194
T—U— A ARRA)—1—FRA—A—Z AT R 2—IRELAME
Bk 49 &

¥ k5 5k 191 Jnudy F R AR, AAMN T—HAX—1—7
R—4—Z A PR 2R USEALED, F5T—U—&
RELA—1—PRA—ZRA PR 23R ML AL,

M. P. ;264—266°C (5 M)
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[T

1H NMR (DMSO-dg) 6: 4.27 (3H, s), 6.81 (1lH, 4,
J=7.59Hz), 7.19-7.31 (4H, m), 7.49 (1Y, d,
J=8.91Hz), 7.83 (1H, 4, J=1.64Hz), 8.56 (d4H,
br-s}.
% 5641 195
T—— A XA 14— P A —2—3R s A ML g 3L 69l &
#eb5aatl 191 dAatad) Fik A AL, RRRA 1 d—=F £—
T— A2 R BBURBEIRED, B8 T-U—REAXE
E)—1 44— P h 20— RB AL AL,

M. P. . 285°C (5 #)
1§ NMR (DMSO-dg) 6: 4.08 (3H, s), 6.86 (1H, d,

J=7.59Hz), 6.95 (1H, d, J=8.57Hz), 7.05 (2H,

d, J=8.91Hz), 7.33 (2H, 4, J=8.91Hz), 8.03

{1H, 8), 8.50 (2H, br-s), 8.68 (2H, br-s),

10.0 (2H, br-s), 12.0 (1H, br-s).
%2 76,4 196
C—[4—(AA TR RAA )4 KH—1—F A2 %Rt AWM=
AL R &
) d—f—b6—U—ToA XL —1—T A —2—%IR BB BEE)
# &

3% 1. 00g(3. 94mmol) 4—F—6—Fx ft—1—F K —2—|"R K 8
LA H) A 0. 16g(3. 94mmol) 60% £ 4L §fy fo 30ml = 7 2 P Stk 4
Bm b AEBRHAMNRAPTEANLTENTR.RETERM
sbig ik b N 0. 54g (4. 3dmmol)4d— B — X P#E, T 70CHEH 10 1
B, BRERAWMNARTY, HRGRAPRUBRCEEER3 K,
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Sabeh E Uk M Ak, MAKREBREFRE AEELERN, XAd
B B BT B AL, 135 0.91g(64. 5%) d—H—6—(4—T Bk
FER)—1—F R —2— R HBR LB,

L) 4—F—6—[4— (BT R)—FAAT-1—F X2k BT
B 49 41 &

45 0. 90g(2. 52mmol) d—f—6—[4—PELE LX) —1—F % —
9— 3| ok 4 B4 €85, 0. 10g (2. 52mmol) M & L. f» 20ml LA 693 &
BF OCKHE 2 o, BRERSHANKKTS REB MR
AR 3k, A6 ERGE N S b R, A AKRABET
W5, ARAEREE N, 135 0.91g(>99%)4—F—6—[4—CrT &)
FEAT P2 REROE,

) 4—f—6—[d—- (R P L) R AR ]—1—F L2 R A B L35
694 &

0. 91g(2. 52mmol) d—fi—6—[4— (TR AR AT-1—-P &
9wk 36 & {85, 0. 568 (5. 53mmol) = LMk A» 30ml = 7 3% €9
ok 0CA-4 TR, G LR A 4p T i e 0. 355(3. 02mmol) 7 4%
S, RENABEAMOCHE20C, A20CHKEHS PR, HAR
FR AN AK D MU CREE R 2K A 69 F AR A fo b i
LRI S 0 v BB L SRR i A 1 A AL SRR TR R R K iR o )
KRBT, B ERERN, ReHEdREAny Bk, F
50,708 (73. 6% A—R—6—-[4— (BT RO XA L] -1—F A—
2R B LS,
DA—f—6—[—RTRELAA PR R AA]-1—F 2~
kI B LB G B &
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¥ 0. 67g(l. 77mmol)4—§L-—-—G——[4—~(§L‘?;}.&)ii)ﬁ]ﬂlm‘f’
3k —2—%3) % Bk L85, 0. 17g(2. 66mmol) & F & 4 #» 30ml = P &k
PEIEH O AT RN S I, RRERAANKARY KRG
B UBS LRSEA 2 05, & 9h 69 B TR M fo e UILERACE iR B T
b fo FAL RIS bk, BAKRBRE L TRE BER LS. @
%A 4 A 50ml LEE L8RS L 0.108 10%%e/25 4= 0.77g (3.
SAmmol) — KB — R TH, RSB AT T AT HAAN REX
R iR AL R BB T i i A A 22 AL AT 2 B AL BF
5 0.57g(70. 1%) d—F—6—[4—(RTAHEAAA PR XL
E]—1—P k23R LR,
)6—[d— (AT R) A AR ] 4—H—1—F E—2—5RBEM
i Ek RS

B & 5 sk 186b) 89 7 ik 47 A B RA I 0. 558 (1.
20mmol) d—F—6—[4—(RTREL AL PR —KAL])—1—7F
B — 23] 3 BR B, 2. 29g(24. Ommol ) 4 BEM6 . 1. 29g(24. Ommol)
PB4 50ml PR, iZAFIFH 0. 708 LA 4—R—6—[4—(RTH
BRAATREAR]1-PA—2— R A, HLF w5
Smi Z A LB A 30m Z R PR 6T, T E RS 200,
BURTRGE R, IR kR, MmN 28% H, 7K 18 It & 4 B
I BB A 3 N B B T 2ok A 69 3 M R e Ao ALAL 9
KiRid ik, RAKABRMLETRE ARELER, KRt KR
M/ PR, 35 0.282(52. 5%) 6—[4— (R AT RO XK
24— F—1— T A2 Ra A M A AR

M.P. . 287C(5#¥)
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1H NMR (DMSO-dg) &: 3.97 (3H, s), 4.01 (2H, d,
J=5.61Hz), 6.96 (1H, d, J=1.65Hz), 7.11 (2H,
d, J=8.58Hz), 7.35 (1H, s), 7.52 (2H, d,
J=8.57Hz), 7.95 (1H, s), 8.31 (3H, br-s),
8.54-8.65 (44, m), 12.04 (1H, br-s).
52 464) 197
T—[A—(RA TR AR A]—A—H—1—F A—2—j"R8L LM =
ERsk sl &

Fe 0 F 50 196 89 kAT A B, RRM —R—T— 1A
- Rk B OB A A T (R A
P4 FRA 4RI P AR AN S S B

M.P.: 290-291°C
1H NMR (DMSO-dg) 6: 4.00-4.02 (28, m), 4.12 (3H,
s), 6.87 (1H, 4, J=8.25Hz), 7.07-7.10 (2H, m}),
7.23 (14, 4, J=8.24Hz), 7.49-7.52 (2H, m),
7.85 (1H, s), 8.25 (3H, br-s), 8.34 (4H, br-
s),.11.98 (1H, br-s).
52 4 45] 198
—F— A= (=P RET R AR 1—F A—-2—5RE K
M 3k B3 49 4 &
)d—f—6—U—=TPALA TR R —1— T 25" 8
LEREI 1 &

1. 34g(3. 53mmol ) d— F —6—[4— (R TR XA A ]-1—-T &

9| i AR (A5, 8. 0g = PR Av 80ml P A PRSI GI T
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0CHH 3 i, BRERBFMARKP , MUBKLHEERZK, &
3t 69 E Rtim M o do EALH/KIS kA, 2 KRR LT3R G AR
ARERMN, HR PR LA B, 75 0.208(21. 2%) 4—
B—6—[4—(—FARAPRORAR ] 1— PR 2R BB L
LN
D 4—F—6—[4— (= FPRAPR)REK]—1—T L2} 5
Y Sl § IR L S
BB T 5% 4640 186b) 69 5 ik 3 A7 R B, R A& M 0. 29 (0.
75mmol) A—F—6—[4— (= PR F L) K LA ]—1—F £—2—"]
k¥ 8% 8%, 1. 43g(15. Ommol) 3 YA, 0. 81g(15. Ommol) 7 & 4 4o
30ml P&, i$5 0.23g(66. 0%)d—F—6—[4—(=FHAPH)X
B 1—Ph—2—3hs A 3 AR,
“M.P.: 275°C
1H NMR (DMSO-dg) &: 2.69 (6H, 8), 3.98 (3H, s),

4,25 (2H, br-s), 7.04 (1H, d, J=1.98Hz), 7.11

{2H, 4, J=8.58Hz), 7.40 (1B, 4, J=l1.65Hz),

7.58 (2H, d, J=8.58Hz), 7.96 (1H, s), 8.54-

8.66 (1H, br-s), 10.55 {18, br-s), 12.06 (1H,

br-s).
5: 46,49 199
T[4 (G PARTRORAAA]-1—F A 2—REL 4
WA 3k BG4k 69 # &

Bk T A 108 897k T AB, AR ¢—f—7—[4-

(LPR)REAT1—F R 2R B CRE1E A AL dsdh X AH4F
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A= T[4 (=PERA TR RAA 17 K211 %5k
Y Sl Y
M.P.: 279-280°C
1H NMR (DMSO-dg) 8: 2.68 (6H, d, J=3.63Hz), 4.12
(38, s), 4.24 (26, 4, J=3.96Hz), 6.94 (1H, d,
J=7,918z), 7.11 (28, 4, J=8.91Hz), 7.23 (1H,
d, J=8.24Hz), 7.59 (2H, d, J=8.58Hz), 7.91
(1, s), 8.5-8.8 (44, m), 10,57 (18, br-s),

12.09 (1H, br-s).

% 7647 200
= PR —T— =R R R —2—5 R st s A B3 69
# &

15 52460 103 F 45 3 b ] AT B89 4—H—1—F R—7— 04—
PES S EISTALIL YRS VN RIE VAR T IR S R 3L
—F—1— P R—T——A AR R —2— I RB A ML B,

M.P.: 280-282°C

1§ NMR (DMSO-dg) &: 4,04 (3H, s), 7.15 (14, d,

J=8.25Hz), 7.19-7.23 (28, m), 7.31 (14, d,
J=8.25Hz), 7.86 (1H, s), 8.26-8.30 (2H, m),

8.52 (4H, br-s), 11.97 (1B, s).

5 7649 201
b—F—1—PE—T—CQ—M A F R A2 R s AM A a3 6
# %

38 5 5647) 188 45 A P ) A4S Pl 69 4— R —1— T R —T—C—
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B R ) —2— R A A M L /PR H L, 7 5
d—f—1— P R—T— QR R R -2 Rm A M L8R
M.P.: 176-178°C '
1H NMR (DMSO-dg) 6: 4.18 (3H, s), 6.87 (1H, d,
J=8.25Hz), 7.20-7.24 (28, m), 7.40~7.46 (1H,
m), 7.70-7.77 (2H, m), 8.15 (14, dd, J=1.65,
8.24Hz), 8.48 (4H, br-s), 11.84 (14, s).
% 4647) 202
T—4—(RATRFAA] AR —1— PR 2 FIREL A =
LEg e & |
) T—[d—RTRELEALTROFRL—4—R—1— P A2
wR IR AR LB S ER A 4991 &

Bk T 5 196a) 69 7 ik AT R, AR M 0. 4dg (L.
74mmol) 4— F—T— ¥ £ —1—F k—2—3 "% J 8 L 85 0. 66g (2.
S8mmol) 4— (R T R L A 4 7 £)—F A &, 0. 07g (1. 74mmol)
60% & b4 A 20ml =P & PELkE, 135 0.618(73. 190)7T—[4—(R
TEAELAAT R F AL A—L— 1P A 2R EBLE,
0 T—[A— (R A T R) ¥ LA ]—4—F—1—F K2R EAM
LA 6 &

Fek pTF %Ak 196e) 895k i A B, AR R A 0.60g(1.
27mmol)T—[4— (R TAEA LA TR FEA]4—R—1-TA
— 23] % J5. 8§ L84, 2. 42g(25. 4mmol) 3 84 MK., 1. 37g(25. 4mmol) P
A4l Ao 50ml T, $57) 0.258(43. 0%) 7—[d— (R A P F &
E]—4—f—1— P A2 A M L ER .
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M.P.: 298°C
1H NMR (DMSO-dg) §: 4,02-4.04 (2H, m), 4.28 (3H,

s), 5.29 (2H, s), 6.96 (1H, d, J=8.58Hz), 7.12

(14, d, J=8.25Hz), 7.50-7.60 (4H, m), 7.77

(14, s), 8.35 (3H, br-s), 8.57 (4H, br-s), -

11.92 (1H, br-s).
5: 764] 203
C—[4—(RAPR)OFEA]—4—R—1— PR 23|18t =
g

B BT 50 202 897 kb AT AR, RRN A—f—6— 4

— =P R 2—FIR AR OB AR, 38 6—[4—(ALT
R)FEAA]A—R—1— PR 2SR B A M= LB 2L,
,M'P': 267°C
1R NMR (DMSO-dg) &: 4.00-4,04 (5H, m), 5.24

(2H, s}, 7.02-7.03 (1H, m), 7.27 (18, s),

7.49-7.56 (4H, m), 7.91 (1H, s), 8.39-8.67

(74, m), 11.97 (1H, br-s).
5z 4647} 204
T (=P RAPOFRAT-1—FPR—2—R 8 L
WodsEEHE
DT—[4—(REAP R FRA]TA—F— -T2 2—3% KM L
AEETES

# 0. 75g(1. 59mmol)7—[4— (R T RER AL PRI AL ]—

4—f—1—F 22—k 4 B LBE.5ml = & L8 A 50ml — 7
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AR AT OCHH 2 i, ARG RER SRR 1o
ANk A 28% IR #HAL (pHI—10), M LB LB ERULIR &
M3k, O 5F 69 E IR M fde fUALHE kiR . M AKARELHETIR
BB EEEE A, 35 0.608(>99%) T—[4—(AA TR F L
E—4—F—1— T 22— R B LB,

D) d—f—T—[4— (= FPALAPROFRA]-1-Y E—2—9"% K
B O BE 49 H &

# 0. 54g(1. 45mmo)7—[4— (A A PR F R A& J—4—4—1—
7 3k —2—%| "R S84 L84, 1. 24g(14. 5mmol) 35 T 8E K% ik 0. 278
(4. 34mmol) § M S, 4t 4 A 20ml A9 R A4 T ERBEH 1
M. & AR m A LB pH A 67, B R RS 1H R
AikiE R BRA B, AR AT e NAK, BEMmA 28% 8K AL
(PH9—10), LB LB AT 3k, 47 69 F Rl M fodo RALHVKIF
ik, MAKREEFRE AEEREE R, KA e AL AT
i 24t 43 5] 0. 328(55. 1%)4— i —7—[4— (=T &AAT £) ¥
AAT—1—P A2l B LA,

OA—f—T—[4— (= PAA TR FAAT—1—F A—2—%I%E
M ER ik a &

e X 4 F 5 4k 9l 1860) 69 7 sk AT R B, RAAR A 0. 28¢ (0.
70mmol) 4— B —T—[4—(=F AA TR FAA]-1—F £—2—
%)k ¥k B 85, 1. 52g(16. Ommol) 2k & 2., 0. 86g(16. Ommol) T &} %
fo 40ml T, 135 0. 10g(29. 3% M—f—7—[4—(=TEALTH)
%R AT 1— P R —2— 3R AL = 2 B

M. P. ; 282°C(H#)

-195-



1H NMR (DMSO-dg) 6: 2.69 (6H, d, J=2.9THz),
4.2-4.4 (5H, m), 5.32 (2H, s), 6.97 (14, 4,
J=8.58Hz), 7.13 (1H, d, J=8.25Hz), 7.61 (4H,
s), 7.77 (18, 8), 8.4-8.7 (4H, m), 10.60 (1H,
br-s), 11.92 {1H, br-s).
% 4645 205
=[P RATROFRA]-1—F A2kt 4
Mo B A9 &
BEMTEARN 200 97 R FRE, AR 4R 6 k—
|—F R —2— R kB LR E A AL e dp, 84— —6—[4—(=
TAATPR)FALA]T1—P A2 R@AM L8,
M.P.: 263°C
1R NMR (DMSO-dg) 6: 2.70 (6H, s), 4,00 (3H, s),
4,28 (2H, s), 5.26 (2H, s), 7.05 (14, 4,
J=1.654z), 7.28 (1H, s), 7.5-7.7 (4H, m), 7.84
(14, s), 8.4-8.6 (4H, m), 10.47 (1H, br-s),
11.84 (1H, br-s).
B & T 54k 4] 186 697 k414 T T d 4] 206 4v 207 €54L
&4,
%: 56 4) 206
T—B—EAF AR —A—f—1—PA2—%IRaLAm L a2
M.P.: 230°C
1§ NMR (DMSO-dg) 6: 4.30 (3H, s}, 5.26 (2H, 8),
6.96 (1H, d, J=8.3Hz), 6.92-7.28 (3H, m), 7.15
(1H, d, J=8.3Hz), 7.30-7.41 (1H, m}, 7.67 (1H,

5); 8047 (IH; bI‘S); 11I75 (laf br”S)o
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5 4647 207 |
6—(3—AAFER)—4—F—1— P23 kst LML B &
M.P.: 237°C

1H NMR (DMSO-dg) 6: 4.00 (3H, s), 5.24 (2H, s),
7.04 (1H, d, J=1.98Hz), 7.15 (1H, 4,
J=7:9%?z), 7.27-7.33 (3H, m), 7.40 (1H, t,
J=7.59Hz), 7.82 (1H, s}, 8.45 (2H, br-s), 8.50
(2H, br-s), 11.80 (1H, br-s).

5: 56471 208 _
L d—= P —7T—[(4—%kw T 4) P R A J—2—FIRaL S = L 85
3% &
DA—(—RTEFE LKA B ORI # &

25. 0g( 159mmol ) 4—vk vz ¥k &% 85, 34. 78 (159mmol) — o 8% —
W TR A0 200ml R PRAIREWAEREH AIRITAL KRB
HRARAWANAK N B PREEI 2K, N 5% RIS
ik B AR A KRB TR, AR LN M KR AR
HEA AL, 38 A—Q—R T R L) Rt BB B,
04— (1—H T LI L)%k 786931 &

4. 00g (15, 6mmol) 4—(1—42 T f Ik ) k= 4 8 L84, 0. 45
(11. 8mmol) & {4245 4v 50m! v & ek wh6)R 44 F 0--5CHH L1
W, REZRE, A fokoho Ml E6) 84 RERET
A, SRR R AT 5 2. 998 4—(1—R T RIE )Tkt T 8.,
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Ol —RTRELE——THBAATLHR G &

f 0—5C# 1. 00g(464mmol) 4—(1—h T R IE K%k T 8-,
0. 84g (9. 20mmol) = LI o 20ml = §. P 4% 8938 & 4% o i o 0. 59%
(5. 11mmol) 7 #48L4,, F 0—5CREHREGS L 1K, HAERE
WANARE OB CRER, ERRM 5% EAKIT R,
NAKREE TR, RERELEHN F5 I—RTABA—4—TH

BE R T Kokt
1§ NMR (CDCl3) 6: 1.14-1.29 (2H, m), 1.46 (9%, 8),

1074 (2“, D' J=13-9HZ)' 1-90"1092 (IH, m),
2-66-2-75 (2H' m)' 3-01 (3“, 5)' 4-07 (ZH' d’

J=603H3)p 4.13—4020 (2H' m)o

O1,4—=PA—T—[[O—RTAEL) KR —4—A]T R AT
23| 3% B LR 69 4 &

% 0.20g(0. 86mmol) 1,4—=F X —7—F k—2—%FI"RKEHK T
55.0. 034g (0. 86mmol)60% & ALt fv 10ml — PR PHIEAERT
BHE, ALY mA 0. 25g(0. 86mmol) 1—RTEBELA—4—T k8L
AT R%0%, T S0CHARAH 30, HALRSIHNA
Ad, MUBUREEMR, FRGEM 5% RALHAB ik G 1 LKA
AL TR, RARERH KAWL R BT RITE 0.328 1,
= R —T—[[A—# T L5 L) hox —4— K] T Lk ]2
A B LB,

14— 7 R2—T—[[U—R T LKL R —4—£]P LA ]-
23] BB 69 H] &
¢ 0.50g(9. 29mmol) P B-4445 10ml P Bk mo A 0. 89(9.
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29mmol) L BRMS VLSS , T E R KR 440 30 24, BT 6H AL
. GFTAEEE Y e 0. 20g(0. 47mmol) 14— =P —7—[[(1—
T AR ) —hog —4— K ]F fA ] 2RI B L 88, R 6 LR
RERHN KA T 130CHHK 524, TERHE L IH, REM
RERSHPHNK NOCBURMER, MAKARETRE AL
EERH, KA RAL BT AL, 551 0.07g 14— F R —7—
[[O—& T RFELI R —4— £ TT AR ]—2—5IREL A,
01,42 PR—T—{(4—%r TR P AL 2Rt A0 = &
BRIk 6941 &

#%0.078 1,4— =P 2—T—[[(Q—& T LI L)k —d— 4]
P8 ]2k sb ALK 5ml Z R B A 30ml Z f P69 4
AEBHEA 20, N 28%E KM AR, AR LB ER
RS, FRGEM A ALK R, A KRR TIRE,
REEEE N AR NIICE/ THLE, F80.04g LLd—=T X
— 7L (4= F R P RA] 2SR AM BB R

M.P. ;313C(H#)

3 46.47) 209
—F—T— (b PRA R AL —1— PR 2R B R M2 8
HahH &

) A—f—1— P R—T—U— ML X R ) —2—" R IL B A% 49 #)
[

# 1. 00g(3. 94mmol) d—F—T— e £ —1— P K —2—%| "R I Bk
8. 0. 56g(3. 94mmol) 1—F —4—#% & %, 0. 16g(3. 94mmol) 60%
A A 30 P R PRI R AT ERBLH 5 M W AER
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SdpMNARY, MUBRCEBER, FRuw Mk N R KB T
¥OAEREEN, KR adhie EATebit, § 8 1 25gd—F—
1—F R —T—(4—M R R R ) — 2RI B U BE,
DT—U—R AR R —4—F—1—F R—2—"R L8R L A% 49 4
&

45 4. 10g(10, 9mmol)4—F —1— P X —7—(4—sF L X §,5L)—
2— 93| vk ¥ % (B8 . 12. 34g(54. Tmmol) = 7K & § L4511 e 150ml L
BRSO T I0CKA I, AERGHANEERE PN
28% A kMBI, MUBURBER, BRETHES Bk A SKRIMAK
ik, MAKRE G TR, AELEEN, BRI EN
i, 4381 2. 708 T—(4— A A XA —4— K —1— PR 2%
LR
)R —T—U— =T AL R AR —1— P K2R ML
a5 )l 2

¥ 2.70g(7. 83mmol) T—(4—R A X R H)—4—R—1—T 4
—2— )k ¥ B UBREIE T 100ml CAE,ER T ALER P AN 6.71g
(78. 3mmol) 35 % PEE KKk 4 1. 48g(23. Smmol) FL A M A L4, &
RO MANCE RFREERpH A5 4.0, AERHHEFLR
S 2 H, BER AR, 6 PR A AR Aw 289 K RAL,
AUBRURETOLR A, ERUR A 5% RALWKIR L W AK
AR FR, RAERERH, KR RAL AT, 55 1. 578
—F—T—U— (=T RAXRL—1—-P R 2 "Rk ER LA,

1§ NMR (CDCl3) &: 1.40-1.45 (3H, m), 2.93 (6H, s),

4,34-4.42 (5H, m), 6.57 (1H, 4, J=8.3Hz),
6.70-6.85 (2H, m), 6.92-6.97 (3H, m), 7.36

(1H, s8).
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-----

Dd—F—T—U—=TALERRL)—1—F A2kt K ps
i 3L 9 ¥l 4 |

R F Rk 208) 69 Tk AT A B, AR M 1 57g (4.
2immol ) 4—F—T—(d— = F LA X L R)—1—F L—2—%|"%R %
B RS, B 4—F—T———TPEAREL)—1—P {27
mEL A, SLALS AN BALA/ TEAE, 5] 1. 368 d—K—T—
U—=FPRAAER)—1— TR —2—RELAM L AL,

M.P. ;252C(5-#)

kT 50 186 697 k4 & T TR %M 210213 &1L
&,
5 647 210
T—C—fAFRR)—1—T A —4—Z R T E—2—FREL M =
nags

M. P. . 187°C
5% 4647 211
T—C— AR RA)—1—F A —4—Z BT R 2—IRE AW =
P sk |

B34 186 M PR/ KSR ABKRS AL/ THEFL
2,45 iR a4,

M. P. : 279—280°C (4 #)
52 3647 212
T—Q—AAFRA)—1— TR 2 Rs AWM =7 HEL L
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iiiii

M. P. ,260—261C
%4640 213
T—Q—REEAA)—1,4— PRSI AM = P Bl

M. P. ;279—280C () M)

B BT A4 189 695 k41T T T ket 214 654 &40,
5:4647] 214
T—G— AR ER)—4—F—1—F L2 RS = 7 58}
%

M. P. ;284—285°C
%: 764 215
—(2—(IH—% 44— 1— R CEAT 1P A —4—2 R T A
20— s AL MR = S AR 3L 494 & _

) T—C—R AR —1—FTR—4—Z A T2 B
&4 %1 &

# 2. 17g(15. Tmmol) % &4 47, 2. 258 (15. Tmmol) [—i¢—2—§,
3% 4w 0. 05g AL 4y e A 5] 3. 00g(10. 4mmol)7—f2 h—1—F k—
4—Z B P R —2—"3) "R 3 B4 CAKAY 30ml — P A PELIRIS AT 5, &
BTHERSH I I, KEHE P mA L 45g(10. dmmol) 5 & 47
f0 0. 69g(5. 2mmol) 1—ig —2— . L3k, T 50CHKER S I H,
A EERG ARSI A BRI ORUS
EI, R A b fLAGE R B M KRB TR, BE
EERMN B WM R AL EAT AL, 55 2.318 T—(2—HT R
£)—1—F R —4—Z A TR 23 REBMCEE,

b 7—[2—(H—%—1— O CRA ] 1— PR A4—= KT A—
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lllll

2RI BRI 69 ¥ &

2. 24g (6. dmmol) 2—H LA R)—1—P A —4—=Z R P %—
23| Wk 45 A% 85, 1. 09g (16. Ommol )k v , 0. 368 (9. Ommol) 60 % &,
4o 30ml = 7 & P ELAE 698 440 T 60—T70CHM 1 /18, A
FERENRERSHMNLRY, KAWANUROEER, R
i A FUAL BRIk . AR TIRG  BUER £75#,
5% A dp 2 sk e B AL, i3 80 1. 91g 7—[2—(IH—% vk —1—%)
CARA]—1—PR—A4—= AP A 2—I"REBRCAE.

14 NMR (CDCl3) §: 1.42 (3H, t, J=7.3Hz), 4.27
{34, s), 4.37 (2H, q, J=7.38z), 4.42-4.53 (4H,

M)' 6-53 (IH, d’ J=ao3H2)' 6-99-7-07 (lH' m)'
7.11 (18, br-s), 7.31 (18, 4d, J=1.0Hz,

8.3Hz), 7.34-7.38 (1B, m), 7.59 (14, br-s).

)7—[2—(H—%, i —1— ) LA R 1— PR —4—Z R T %—
2—v3| vk ik MR — 3k AR 3L 4G B &

Bk T 208e) 695 ik AR B R A L 84g(4.
82mmol) 7—[2—(IH—%¢—1—R)CHAX]—1-PH—4—Z K
P R—2— IR R RS, X 43 ) 0. 85g 7—[2— (IH—k vk —1—
BCRAI-1—FA—4—Z R T R—2—5%E A M, N EHAER/
S F B4 22, 45 3t16 4 4 (0. 508, 1. 26mmol) $% 4t 4 &L BE 3, 45 5
0.58g 7—[2—(IH—%d—1—R) CE AT 1—PL—4—Z AT
2R A M A AL,

OM.P. . 275C M)
B % 00T 56 215 9 kA & T F @ F 46 216—220 694t
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......

&b,
5% 5645 216
|—9 g —7—[2—(IH—1,2,4—Z—]—R) CRA R ]—4—Z K
P —2—v ks MR L B A
M. P. ;270C
54649 217
T—[2—(IH—%km—1— ) CR AT 1-T A —4—Z R T —
2—v| R b RN — P AL A |
¥ F 5 2150), A B P RE R4 A8, R RS
.,
M.P. ;204—205C
%769 218
I—F g—7—[2—(H—1,2,4— 24— 1— R CRA A2 K
¥ 5k —2— AL A M P LA
M. P. ; 249—250C
55k 219
1 d—= 7 g —7—[3—(IH—%s—1—R) R f A ] —2—F%Ra 4
M T pERE
M. P. ;261—262C
% 564 220
14— g—T—[2—(H—% ¢ —1—H) LR A ]—2—7I%8L
WP AgEL A
M. P. ;238—240C
52 64 221
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14— P R —7— P R A 250 A T 4p81 3L 694 &
)1, 4— P R—T—FPRE 2R BB LB W &

¥ 3.50g(15. 5mmol) 1, 4— = F A —7— 2 23R KM
4. 4. 14g(30. Ommol) 2% & 47, 4. 26g(30. Ommol) kit 47 o — P K 7
BLAE) R A A E B EH 2 BAERSBNAART REN
LB OB ER, FHGR A o f R REE N ARREET
% BER LSRN, KAWL R AR 3 218 1,427

E—7—FAA 2R BRLAE,
1H NMR (CDClj3) §: 1.41 (3B, t, J=7.3Hz), 2.45 (3H,

d, J=0.6Hz), 3.88 (3H, 8), 4,35 (2H, q.
J=7.3Hz), 4.36 (3H, s), 6.57 (1lH, d, J=7.6Hz),
6.76 (1H, dd, J=0.6Hz, 7.6Hz), 7.25 (1H, s).

14— PR —T—F R A —2—F R P AR L 49 31 &

Bk T 541 208e) 657 kA A B, R A 3. 21g(13.
Ommol) 1,4—=F £ —7—PRE—2— SR HBMOBR, XHFH T
3. 158 1,4— =P A —T—PEL—2—51R8L M, Jeito4h BN T
/AR GBI, 5] 2.83 14— P A—T—P R A2
Ik EL M P LA,

M. P. ;256—258°C

Bk TSk 221 85 k& T T Ak edl 222231 64t
o4,
5 s} 222
T—PRLA—1—FRA 4R TA 2 RS AN 8L

£ T Rk 2210897 ik, FRA R PREER S S8, 87
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-----

FrAALE A,
M. P. ;309—311°C (4»#)
%464 223
—RBEA—1—PA—A—ZRA TR —2—FIRsLAM LY
B & 0T 3 2212) 69 5 ik A2 M ¢ B R KA R P 3y, 47 5
THRANS W,
M. P. , 258—259°C
%: 7647] 224
T—PEE—1— PR —A—Z R PR —2—3REAM T REL L
M. P. ;269—270C (5 M)
5z 4647 225
T—FREA—1—FR—A—Z R PR 2 REL A M T shac &
M. P. ;238°C
5: 4645 226
T—P fh—1— P & —2—| R 8 XK T 48R4
M. P. ;215—216'C
% a0 227
4—F—T—PRA—1— PR —2—7RBL AW T 3kE AL
M. P. ; 240—242'C
5: 7647] 228
—F—0—F A —1—FE—2—%|R st AR P ipEL
M. P. ,271—273C
5: 4#647] 229
14— F h—7— B A —2—FIR BRI P sk
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M.P. .193—195C

%< 56 47) 230
Ly d— =P R —T— P RA—2—) ka2 BG4
M. P- ;268"‘—269!(:

525649 231
Lod—=F £ —6—F f S —2—"3"REL M P AhER L
M. P. ;255—257C
55619 232
T—A—1— PR —d—Z R PR —2—5IRsL ML a s
BEMTHREF 191 85k TRAE A5 T—RA-1-TE
—4—Z B PR 2B RS ER
M. P. ;272—273'C (M)
% 647] 233
T—B R —1— PR —d—Z R PR 2R M P kAL
B BT 54640 232 6975k, RA N T REA A S, 3 FiR
Aie .
M. P. ;274—275C (5 M)
£ TR 186 497 kA& T T A3 234239 494k
&4,

52 7647} 234
T—— AR FEA)—1—Th—¢ A TPRA 2R8I =
1R

M. P. ;194—195C (5 M)
5 7647 235
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T— (=R A F AR 14— F R —2—3i"Rst A0 = P HEL 1
M. P. ; 198—200C
% 464 236
T—Q—fAFEE) 14— FR2—%"REL I — P ajag st
M. P. ;233—234C
5 5647) 237
T—UA—RAFRA)— 14— R —2—%IR 8L M6 = 7 8L 4
M. P. ;160—162C
5: 7645 238
T—Q—RAFAL)——F—1—F £ —2—73|pat LM = 7 s 8%
;‘I‘:
M. P. ;202—203'C (5 #)
% 7647 239 |
T—B— & A F AL —4—F—1—F 22— RS XM = 7 sk Bk
&
M.P. ;238—239°C (%)
%64 240
1—F Jk—2—"| %L MR T sRE 4
WM 1P 1—F R 23RBS T k84 KR
BB AL, 13 FRA LS B
M. P. ;218C
5: 764 241
L d—=P R —2—5RBL A M P HAER L 694 &
K5l 9 FHA 14— F R —2—%"RBL M A T a8t/ 4
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R BB, BRI G
M. P. ;251—252C
B BT EA) 187 RMT T T %A 242 40 243 49404
i,
% a6 242
I—FRE—T— P RE—4— T L —2—FIRELAM T kB3
M.P. . 177—178°C
%) 243
I— R A—T—P A —4— T £ —2—RBLAM T iRELL
M.P. ;183—184C
54617 244
1 4—=P —T—[ (g —2— L) P RA ]2 51"R B M = P 5%
a3k
o) 14— = P h—T—[ (o —2— ) P R J—2— "R BB LRt
&
# 2.00g(8. 57mmol) 1,4—=F #—T—¥e h—2—7%| "R H 8
LR 4 T4(34. 3mmol) % 85 47, 1. 558(9. 43mmol) 2—viter T A3
8 2 4o A0ml P R PEUBRGI RS 4T SOCHH# 210 M, HAER
AN SY%FALHRE R T . R UM UBERGLR &40, FIUAH
504 5% BR A K iRk G o B K AR 4 TR SR A KB R R
i M ek RAE BT bk, 5 2.54g 1,4—=F 2 —T—[ (kg —2—

K)PHA] 2RI ER OB,
1H NMR (CDCl3) 8: 1.40-1.62 (3H, m), 2.46 (3H, d,

J=1,0Hz), 4.37 (2H, dd, J=7.3Hz, 14.2Hz), 4.45

(3H, s), 5.32 (2H, s), 6.65 (1H, d, J=7.6Hz),
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6073-6076 (IH, m)p 7-23-7027 (23' m)' 7.55
(14, 4, J=7.9Hz), 7.70-7.77 (18, m), B.61-8.64

(1H, m).
)1, 4—=F £ —7T—[ (ot —2—R) P Ik J—2—IRB A= F
BhEL A 494 &

Bk TR 208e) 6 ik R B, AL M 2.508(7.
7Timmol)1,4—=F —7—[(stbog —2— ) P R A ]—2— 5% H 8%
URS, XA 2.10g 1, 4— =P R —7—[ (g —2—-R) P & A ]
2—w B K, sbibA Ak (2. 10g) A) T 4k 8L/ A K Fr B EL AL 22, £ 3
3. 24g t7ALIL & 4,

M. P. ;227—228C

3 & T 5 244 897 k4 & F 150 ] 245—248 63408
.

%= 76 245
1 d—= P —7—[(tmg —3— ) PR AT 2R B ME = F 4%
i

M.P. :217—218C
%: 6 47] 246
14— P A —T—[ (ot —A—R) PRI 23R BRI = F 7%
B

M.P. ;154—155C
5:ab 0] 247
T—[Chp—2— R PRE 1 —FPR—4—Z R T £ 27"
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ML,

M.P. ;215C
% 76 49| 248
T—[Chh—2— )P AA)-1—PR—A—ZR T A2
ST HEEL L

M.P. . 146C

B f T g6t 84 8975 k4 & T T 1% A 249252 69404
.
32 4647] 249
I— P —7—(4—Bolf ) —d4— = R P A —2—"5) R 8L AWK ¥ 1% 8%
i&
M. P. ;245—246°C
% s6.#) 250
b—F—1—F e —T— (4—"Bolk X)) —2—"3] R &L I8 T AL AL
M. P. ; 246—247°C
5% 764 251
14— 7 £ —T—(A—Golk ) —2—"3 R B KM P 4B 4L
M. P. ; 244—245C
5 5649] 252
A—f—T—=F R A —1—F A2 RBLEM P ot d
M. P. ;252—253C
52 #64] 253
I— P f—7—[(1H—wavg—5—R) P f A ]—4—Z AT L —2—7]
L ALK AL AR 2k 45 4 &
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)T — A PRA—I—FPR—A—Z R PR 2R IL B BG4S H
&

¥ 4.00g(13. 9mmol} 7T— ek —1— P R —4— = R P X —2—%)
"k H B B8, 4. 23g(30. 6mmol ) 5% BE 47, 1. 268 (16. Tmmol) &, X L Ak
fo GOml — P R PELIRAYR S A E RS 200, B TE, KB
Rk FANAKYREMORER, ER0GEMNAKE N AAKLEBRYET
WA EELEN, R R A AL 135 4. 508 T—H AT
FE—1—FE—4—Z AT A 2R BT B,
DI1I—F E—T—[(H— v —5— RV P AR —4—=Z B P A —2—
|k I 8 LR 41 &

¥ 1. 00g(3. Immo)T— AP ERA—1—FPH—4—= TR~
9—w| Wk 36 B (8K, 0. 20g(3. lmmol) & £ 4L.44.0. 16g(3. 1mmol) & 1L
fefo bml — TR PELIRGIRAH T BOCKHAS I, RAERSH
AP, A 2N S EEAL S, M OB RS L RULR &, TR N
Riks MAKABG TR, RERLER, FRARDLLRUSEY
4 d, 4550 1.00g 1—F R—7—[(IH—w9d—5—K) P f &k ]—4—
ZRT A2 R IBERTNE,

18 NMR (DMSO-dg) 6: 1.32-1.38 (3H, m), 4.30-4.38

(5H, m), 5.75 (2H, 8). 7.09 (1H, &, J=8.3Hz),
7-18 (lH; dd' le-"Hz' 3.3H2)r 7-46 (13, dd'

J=1.0Hz, 8.3Hz).

)1—F £ —T—[(IH—(I—2 X P R)@ed—5—4) P {5k ]—4—
ZRTE2TPREBR OB # &
¥ 1.00g (2. Tmmol) 1—F {—7—[(IH—ww ¢ —5—4) 7 &
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R]—4—Z R P A2 S 8L L85, 0. 758 (2. Tmmol) K = %
5 0. 82g(8. 12mmol) Z LUl v I0ml w0 S ok hé RS AERT
BH 200, @i nh AR sdg, 85919 2—-[UH—
(I—z2 4P H)—wk—5—R)PRA ] 4—Z R P A 2% H
BRURS, T B TR,

D)I—F A2 —T—[(HH—(1—Z X P H)—o¢—-5— ) PR L]
A—ZR P R—2—5IR KB 094 %

KoL)t Fae 1—FA—7T—[(H—U—ZXPH)—wd
S5V PRR A Z R TR —2— SR LR BEPNF A 10mI
B A0 15ml 2N S A8 Ay RE TERKH 2 1080, A A
R RER S, GRA T Ak, NUEEY pH £6,NLEKL
BE I, IR M Ak, MAKEBE TR, AERLER, 75 1—
PR—7—[(IH—(1—Z £ P ) —wp—5— )P A K ]—4—=

BPk—2—Rk Ee,
1H NMR (DMSO-ds) &: 4.19 (3R, s), 5.72 (2H, s),

6.98-7.43 (18H, m).

) l—F g —7—[(IH—erv—5— RO P AR 4= R P H—2—
)i gt SIS AL AR 3 ‘
BEMTEAP 47 EAFAE, AX®M 1 60g(2
Tmmol) 1— P t—7—[(IH—(1—Z £ P £)—wvk—5—3) 7 §
14—z R PA—2—%"R 8k, ZHF5 1268 1—FK—7—
[(H—(1—Z (P 4)—wod—5— ) PRA]A—ZR P A—
9—| kB RIS, LA A RIS LB/ AR RREY, RS
Ao o BOCHEH 30 945 ikt g dh, A MmO Bk, i
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'''''

Rk Bk EEFR, A 1—-P A7 [(IH—m¢—5—-K) P
AT =R PHA—2— 3 Rm M ER s,

M. P. ,288—290°C (4»#)
% 4647 254
—7 g —7—[2—(CIH—tg—1—R) LA A ]—4—Z R T X—
2—"3| B A RS P AREL L 4 H &
) 1—F f—-T—[2—(IH—tg— 1 —R) CR R J4—Z A T H%—
2—v5 175 3 B L5 49 %] &

45 1,288 (9. 69mmol) 2,5—= F F Kk v A 5 2.918(8.
gimmol) T—(2— R R LR A)—1—P—4—Z R P A 2%
¥ 8% LBE 49 30ml AU &, F S0CHHR S 4080, F T 70C
B L, QAERS I RATR REREREG . GEA DT
me Nk A, AUBRCRERE S, FRGEM Kk, HAKRERET
AR LN R WL AL AT AT E) 1. 968 1—TF K —
7—[2—(H—b—1— ) LR AT —4—Z R P R—2—3IR 8

LR,
14 NMR (CDCl3) §:
| (35, 8), 4.37 (28, q, J=7.3Hz),

s), 6.18 (1H, dd, J=2.0Hz, 2.3Hz), 6.61 (1lH, ‘

1.41 (3H, t, J=7.3Hz), 4.28
4.40 (4H, br-

d, J=8.3Hz), 6.75 (1H, dd, J=2.0Hz, 2.3Hz),
7-28 (13, dd; J31-OHZ' 8.3“2)] 7-33-7037

(1H, m).

b) 1 —F £ —7—[2—(IH—p—1—R) LR A ]—4—Z R T h—
23|k 15 85 69 41 &
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% 1. 94g(5. 10mmol) 1— T £ —7—[2— (1H—sitrg—1—%) L
RA]—4—Z R PR 2RI B LBGR T 100mi L fe 50ml o
okt o A ¢ MmN 10ml 3. 75N ARk, TERTH
Ham ol e, REZKRG RAIE 2N L BLERAL, B AR,
G IE P oA 100ml &, MOBRUBRERE &40, ERUER A K,
BB TR B EALE RN KA EG/ CBRUBET 4 b 43 5]
1.09g 1—F 2—7—[2—(1H—tg—1— ) CR A ]—4—Z AT
2|8k,

1§ NMR (DMSO-dg¢) &: 4.16(3H, s), 4.34-4.52 (4H, m),
6.01 (1H, dd, J=2.04z, 2.3Hz), 6.88 (2H, dd,
J=2.0Hz, 2.34z), 6.92 (1H, d, J=8.3Hz), 7.09-
7.14 (14, m), 7.40 (1H, dd, J=1.0Hz, 8.3Hz),
13.26 (1H, br-s).

) 1—F p—7—[2—(H—tp—1— ) LR A ] —4—Z R T k—
2— 3| B R MK P AR AL 3L 494 &

BEMTEAN BT RAFAL RAARA 10082
84mmol) i—F f—T—[2—(IH—t—1— 1) LA R ]—4—Z &
T — 22— R A, XA E 0.91g 1—F R —7—[2—(IH—t%
R AR T4 R P A —2—"lRaL A, T T akEL/ K
B BB AL S ., 458 0.70g 1—F A—7—[2—(IH—wt%—
I—R)CRA]—4—Z R T 2R B AM T L

M.P. ;216—217°C
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E8 1
Ffh s Nat /B X ARTE b 10 BE A
Y33

Wit Yamor1% £ J . Hyperte nsion, 8, 153 (1990)
i R R B ERNK R EH P2 B
T3 Ll 7 AR o A 1y by AR B at/HY K
& Pi i 1E Ao

2%
RBHIMHNat /B SR 100 SRAT TR P,
X1
1464 IC s (#H)
A 1 (A4 0. 058
S 8 GG 0, 05
L 2 2 i91LA Y 2,1
Eif2 9B EH 0, 0009
LH s 5 61e 0 02
S 118 P& 0 01
BTy =P XAk 0, 60
JIF2l Bl 5 - 5 EARRAK 0, 14
Sz
HItNat /| + Y B B
Hiks

@it Mungre ¥4 Exp. Cell, Res.. 193, 236
(1991) WHaibfyr st 758 B, S0 AKEL BT Sk E B A
o T 7 BRI i AR R P A A 0 O R Nt/
H+ & i #4530 Hifk A.

#R,
#t PNt /0 KGR RIGERR B ( MEC ) #F4
ERAYE TFHEALRLAY. BRATE 29,
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-217—-

& 2 Na+/H+xHiafsiEm
Na+/H+ Ba4+,/H+
em ReW e
R L 1.0 5 Hity 25 0.3
LHH 2 10 WA 26 0.3
L 3 >10 Ry 27 3.0
ERH 4 >10 953“‘53_‘1 28 >10
THH 5 0.03 TP 29 0.03
EHH 6 0.3 KHEH 30 1.0
LM 7 0.3 Skp 31 >10
EHH g 0.3 EHH 32 >10
i 9 0.1 THhE 33 1.0
EHA 10 10 EHA 34 3.0
L 11 0.3 Sy 35 1.0
LW 12 0.3 EHR 36 0.1
3 H 13 1.0 LHH 37 *
SR 14 >10 EEH 3 3.0
EHH 15 0.3 THM 39 0.3
EHH 16 3.0 EEA 40 1.0
L 17 3.0 IHA 4 1.0
LB 19 10 R 4 10
3% 19 >10 T 43 10
EHH 20 1.0 EHE 44 >10
w21 1.0 XHEm 45 >10
EHP 22 0.3 LKA a6 *
Ewf 23 0.3 Hm 47 3.0
EHH 24 0.3 EHH g 3.0



e .

B 49
LB so
S Hm 52
LHF 53
EHH 54
L ss
%ﬁﬂ 56
LHR 57
Lwp S8
LHH 59
Eighr 60
EEA 61
LW 62
EHR 63
S 64
LB 65
EHF 66
LB 67
%ﬁﬁﬂ 68
EwP 69
Ly 70
IR N
SHm 72
EHH 73

k 2(%)

Na+,/H+

&nﬁgpﬂm e M
3.0 =iy 13
1.0 3 K
1.0 %ﬁﬁ
1.0 5 R
1.0 ;];ﬁgw
0.3 E b
0.1 LA
0.03 I m
1.0 ;qémgfq
0.3 L HH
1.0 LR
x LA
0.3 7
>10 $M‘J
0.3 %ﬁs‘]
0.01 E B
0.3 %ﬁw
0.3 gy
1.0 4.3
* EHH
3.0 5 i
3.0 e A
0.03 ;gﬁ'gq
0.1 E B
0.3 5B
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n

Na+/H+

R

MEC (pM)

0.

10

>10

>10

>10
>10

10

1



£ 2(%)

Nat+,/HA Na+/ M+
%8 m X ﬁlxm Clas iy Kz\aﬁﬂﬁm’
%y 100 3.0 T 122 0.03
Lwm 101 >10 SLHR 123 3.0
Sk 102 10 LHF 124 0.3
TiH 103 >10 EHA 125 0.01
igm 104 >10 HH 126 0.3
Ly 105 * LR 127 0.1
L 106 * 4 128 0.03
Emp 107 0.1 EHH 129 0.03
S 108 >10 TiH 130 0.03
LRH 109 1.0 EBHA 131 0.1
ZRH - 110 0.3 E#HA 132 0.1
2HH - 111 10 EHA 133 1.0
LHH - 112 >10 SRmH 134 0.3
LHH 113 3.0 EEF 135 0.1
LB 114 1.0 wHH 136 1.0
LHM 115 >10 EHEA 3 >1
LRH 116 >10 wHH 138 3.0
LB 117 0.3 LR 139 1.0
S HEp - 118 0.01 & H 140 1.0
T 119 0.1 £HM 141 0.3
£HA 120 0.1 LHH 142 3
LHm 121 0.1 EBHA 143 0.3
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ARy

uggﬁﬁﬁq
Ewh
% i A
Y1)
5 H

*mh

LA

LA

5wl
3 W
3 e
3 35 1

ey N

&

M

A
5% Hif
ey
5% B
3 i
SR
Ry 1)

Na+H+
Mg:w(ﬁ’]m e [
144 >19 LHER
145 10 5 3551
146 10 -1
147 >10 2 w8
148 0.1 £ 30
149 0.3 3w P
150 0.1 5% 8
151 0.3 % 361
152 0.3 ¥
153 0.3 5 55
154 0.3 ey
155 0.3 ERM
156 0.3 £ .17
157 0.3 EER
158 0.1 ey A
159 1.0 it
160 0.1 5 %51
161 0.03 % W
162 0.1 £ 1)
163 0.1 %
164 0.03 5 H
165 0.1 x

* T mRERTARNR
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Na+H+

RENH

MEC (uM)
166 0.1
167 0.03
168 0.03
169 0.03
170 0.3
171 0.3
172 0.01
173 0.03
174 0.1
175 0.03
176 0.1
177 0.01
178 0.1
179 0.3
180 1
181 1
182 0.3
183 *
184 0.003
185 0.1
186 0.003
187 0.1



CRY]

5 He
3 W
% HeB
*
5w
5 H6 ¥
%
5% 3B
5 H

g1
EHw

*

Ra+H+

R R

MEC {uM)
188 0.03
189 0.01
190 0.01
191 0.01
192 0.01
193 0.003
194 0.1
195 0.01
196 0.001
197 0.003
198 0.001

*o BTHRE ST AN E

2 (%)

ave

Na+ H+
R ﬁ%ﬁﬂ)

EHH 199 0.0l
£ #e 200 0.01
EHH 201 0.01
Sml 202 0.003
THE 203 0.001
I 204 0.003
ERb 205 0.003
EHE 206 0.03
EwB 207 0.01
—pE

% LIS 3.0

5—HoL

24U -3
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518 3 .
D B o T 5 % g R B 1
ik

Wik Crome &4 T, Cardiovasc pharmacol,, 8,
1249 (1986) PRENH ERTER B, O ERONLE
Foul & 47 W i K R RA T ST 0 b A R i

ERBQETF B E Ao

BR.

it b AT OE Gl A E A G B KA R TR

TREFNAKALIES 1 B e . BRATTERI T,

#3. BERpFRCECTFHHEA
84 B OB | NEHOH | NESER | ATH
(meA9) | HRAHE | BARF (%)
(%) (%)

SiH |03 50 0 0

1 0, I 70 10 10

E1pPA* 1 43 0 0

0,3 100 56 44

Xt HR ** - 100 95 76

*EIPA, 5§ -N-ZE-N-REHEAARK
** i@, KRBT
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R 1) B BT S A0 B et /B R SE A AT H
bidn b ik by Nat /0T AT REER, A, B,
SHETF 8 S IUIE K AR B B b e 3,5 LA 8 4k A

AR REH EOEET KR, HRkLA LGKA T,
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