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IH NMR(CDCI40 270MHz) & O 7.220 7.12(m0 3H)O 6.900 6.75(md 3H)O 5.620 5.57(m0 1H

YO 4.290 4.08(mO 2H)O 3.120 2.95(m0 6H)O 2.40(sO 3H)O 2.280 2.07(md 2H) ppm(0 NH
000O000000)0
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OoOO0OD0ODO0OO00D000(2.450 0 310)H0

TH NMR(CDCI40 270MHz) & O 6.95(dd0 JO 11.20 8.6 HzO 1H)O 6.81(dd0 JO 7.90 2.0 Hz
1H)O 6.750 6.66(m0 1H)O 4.30(t0 JO 6.6 HzO 2H)O 2.89(t0 JO 6.6 HzO 2H)O 2.30(s
3H) ppmO0 (DOHO OO OO O DOO0)
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14 NMR(CDCIZ0 270MHz) & O 7.15(dd0 JO 9.90 8.6 HzO 1H)O 6.73(dd0 JO 8.60 5.3 Hz

0 1H)O 4.59(t0 JO 6.6 HzO 2H)O 2.85(t0 JO 6.6 HzO 2H)O 2.59(sO 3H) ppmO
Do0o0o00

000103080 00000500000000040000

0000000800000 O05000002,3000000440000004000 (2.30
0DO012.8mmol0 0 0102)0 000000008010 000000000000000 93
0(.160)000000

TH NMR(CDCI ;00 270MHz) & O 6.94(dd0 JO 11.20 7.9 HzO 1H)O 6.68(dd0 JO 7.90 4.6 Hz
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0 1H)O 4.900 4.82(m0 1H)O 4.470 4.36(m0 1H)O 4.300 4.17(m0 1H)O 2.38(sO 3H) 2.15
0 2.00(m0 2H) 1.850 1.75(m0 1H) ppmO

Do0o0o0a0

000004080 000005000003,40000002H0000004000)00

0DJONN,200000001H00000000000600000000
O

0

O

O

00000006 [(O00O0O0D0O0)IO0OD0DO0]0400000002000001HO
00000000010 000001,100000000 (100mgd 0.31mmol0 D OO OO
00)00800O000O0500000000040000(0.23001.2mmol0 00 10 3)
0000000030200 00000000000000320(@8mg)dJ00O000

TH NMR(CDCI40 270MHz) & 0 9.61(br. sO 1H)O 7.450 7.22(m0 1H)O 7.080 6.90(m0 2H)

0 6.750 6.60(m0 1H)O 5.700 5.50(m0 1H)D 4.430 4.05(m0 2H)O 3.11(br. sO 6H)0 2.55

(sO 3H) 2.500 2.33(m0 1H)O 2.280 2.05(mO0 1H)O 2.20(sO 3H) ppmO

MS(ESI) m/zO 384(MO H)*O 382(MO H) O
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000014
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1H NMR(CDCI40 300MHz) & O 7.100 6.95(m0 1H)O 6.800 6.68(md 1H)O 6.670 6.55(m0 1H
)0 4.29(t0 JO 6.3 HzO 2H)D 2.91(t0 JO 6.3 HzO 2H) ppmd (COHO O OO OO OO O)
Do0oo0Q

00010205,800000002,3000000440000004000
000000030 (,500000000000)I0000 (4.60023mmold 00 10 1)
000001300010200000000000000000910(38.80)0 00000
TH NMR(CDCI50 270MHz) & O 7.300 7.18(md 1H)O 6.720 6.60(m0 1H)O 4.65(t0 JO 6.3 H
z0 2H)O 2.87(t0 JO 6.3 HzO 2H) ppmO

Do0o00o00

00010305,80000000000040000
00000005,800000002,3000000440000004000 (3.800 21mmo
ID00102)00000000080100000000000000000 910 (3.30)
Do0o0o0ao

TH NMR(CDCI40 270MHz) & O 7.050 6.93(mO 1H)O 6.620 6.52(m0 1H)O 5.100 5.02(m0 1H
)0 4.470 4.38(mO0 1H)O 4.350 4.23(m0 1H)O 2.330 2.03(m0 3H) ppmO

Do0o0o00

0000040 ([(5,800000003,40000002H0000004000)30007]0N,
N,20 0000001000000 00000600000000
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000000000010 000001,100000000 (150mgd 0.47mmol0 000 OO
000)DO05,80000000000040000(0.26001.4mmol0 0 0103)00 00
000003020000000000000000480 (87mg)D 00000

TH NMR(CDCI40 270MHz) & O 7.330 7.18(md 1H)O 7.080 6.90(md 2H)O 6.580 6.48(m0 1H
)0 5.900 5.75(mO0 1H)O 4.450 4.30(mO 2H)O 3.12(br. sO 3H)O 3.06(br. sO 3H)O 2.52(
sO 3H) 2.440 2.34(m0 1H)O 2.180 2.00(m0 1H) ppm(O NHO OO0 00O O O )0

MS(ESI) m/z0 388(MC H)*O 386(MO H)~ O

Do0o0o00

0000000150210 000000000000000000000000000



(66) JP 4481344 B2 2010.6.16

FHi 15 4-{(5,7-V7NAR-3,4-Vk FO-2H-7 T A L—-4—4 L) A%
V] -2-TFNN, N- ¥ A F A1~ A I H Y - R
el

o B El

L/

z, ZT

Y

|

o

o: £ F
F

'H NMR(CDCls, 270MHz) & : 12.23-11.00(br. m. 1H).
7.49-6.70 {(br.m, 1H), 6.97(s, 1H), 6.50-6.15(m, 2H),
5.96-5.48 (br. m, 1H), 4.28-4.05(m. 2H). 3.08 (br s.
6H), 2.86-2.65(m, 2H), 2.44-2.13(m, 1H), 2.13-1.83 (m,
1H) 1.38-1.15(m. 3H) ppm.

MS(ESI) m/z: 402 {M+H)*, 400 (M-H)".

SEHaf 16

W,N,2— P U AFN—4-[ (5-AF/N-3,4-2F RE-2H-F T A
—4— AN FFH U] -1H- Y A T F S == VREH I R

LR
WJI:IQ-
&

HEEE

'H NMR (CDC1s, 270MHzZ) & : 10.06-9.52 (br. m, 1H),7.37 (s,
1H), 7.28-7.16(m, 1 H). 7.05(s, 1H). 6.90-6.68 (m, 2 H).
5.97-5.53(br m, 1H). 4.33-4.06(m, 2H), 3.11(br. s,
6H) . 2.60-2.48(br m, 3H) ., 2.47-2.35(m. 1H) .
2.28-2.20(br. m, 3H), 2.25-2.05(m, 1H) ppm.
MS(ESI) m/z: 366(M+H)*, 364 (M-H) .

Ehafl 17

(=) -N,N,2— b U AF/=4-[ (5-AF/-3,4-F Fa-2H-7 1
A=t —A ) AF Y] -1H-R S A 2 F Y 6= LR E Y R
b

FEE: [a]'=-49.2 ° (c=0.51, A& /—)

L 18

(+}-N,N, 2= P U 2AFN~4-[ (5-AFN-3,4-VE Fa-24-7u
Ay—d—A V) FHV]-1H-R A R E S =6 B2
e

R [a]2=+53.0 ° {c=0.51, A¥/J—)

Ehaf 19

N, 2= AF el [ (5= A F/-3,4-TL Fu-2H-7 a2 A -4 —
AN FF)-1H-R A I F S -6 BARFH I R

BfaEE

'Y NMR(CDCl;. 300MHz) & : 9.80-9.50(br. s. 1H).
7.65-7.45(m, 2H), 7.27-7.15(m, 1 H), 6.88~6.73 (m, 2 H),
6.40-6.25(m, 1H). 5.80-5.60 (m, 1H), 4.30-4.05 (m, 2H),
3.05(d, J=5.1Hz, 3H), 2.57 (s, 3H). 2.48-2.35(m, 1H).
2.25-2.10(m, 1H), 2.21 (s, 3H) ppm.

MS(ESI) m/z: 352 (M+H)*, 350(M-H) .
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00O
= ()

EHEHI 20 2= AF Nl [ (5-AFN-3,4-TPk FO-2H-7 B A b—4—1 L)
FX-6-(Br Y Pr-l—A NHNRZN) -1H-R A I H
=

b i SLEIES N
<C:y’m1:;:[:>__ 'H NMR(CDCls;, 270MHz} & : 11.35-10.20(br. m. 1H).
1 N 7.45(br. s, 1H). 7.25-6.90 (m, 2H). 6.85-6.60 (m, 2 H).

[ 5.95-5.48(br.m, 1H). 4.30-3.97 (m, 2H). 3.75~3.40 (m.
4H), 2.48(s. 3H). 2.43-2.27(m. 1H). 2.21(s. 3H).
2.15-1.80(m, 5H) ppm.

MS (ESI) m/z: 392 (M+H)". 390 (M-H) .

EHEF 21 4~[(T-TNVAE-5-AF)N-3,4-Pt FR2H-Z 0 A V-4 —A
M) AHV]-N,N, 2— b U AFN-1H- o R 50— )—6-F L
RFHI R

Aot | peEE
l N/>— 1H NMR (CDCls, 300MHz) 6 : 9.60 (br. s. 1H). 7.50~7.15 (m.
i 1H), 7.10-6.80 (m, 1H). 6.63-6.30(m, 2 H). 5.65-5.40 (m.
i 1H). 4.35-4.05{m. 2H). 3.10(br. s. 6H). 2.54 (s, 3H).
2.50~2.02 (m, 2H). 2.23(s. 3H) ppm.
I MS(ESI) m/z: 384 (M+H)*, 382 (M-H) .
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9o.ommo)I D0 DO0DODOD8UIDIODODONODNODOODDNODODOODDOD
goOo@oom)OODOD0O2M 00000CGOM)IDDODNO0ODO0DOODONO (200mLx O
Y OODO0OOODODODOOODO0OODO0OO0D0D0O000000000000000000000a0d
0000000000000 D000@UO00000000000000000000wt
0000000030100 000000000)I00000000000000000
0000 (1.150 0 730 0O 0 990 ee)
IWNWRODODDODODODODDODOODDO@OUOODDOODOO)ODOOOOD

OO0 [a 1240 078.7 ° (U O0.50000000)0

0o0o00

D00 @)DeD (U000 00100000000)0140[(5,7000 0000 3,40
O0D02H0000004000)100]J]02000001H0000000000
D0D0D0O0(@)YD40[[G,700000003,40000002H0000004000)
0]02000001H0 0000000000600 0000 @50mg0000)I000O0
0000 @17mgd 1.25mmo)0 0000000000 O0OO0O0OODOOODOODOOOO
0 (132mgd 790 )0

1H NMR(CDCI;0 270MHz) & 0 7.40(s0 1H)O 7.20(s0 1H)O 6.420 6.25(md 2H)O 5.870 5.6
2(m0 1H)O 4.460 3.94(m0 6H)0 2.51(s0 3H)O 2.420 2.19(m0 3H)O 2.190 1.78(m1 1H) p
pm(OCNHO OO DO OO0 0O0O)O

MS(ESI) m/z0 400(MO H)*O 398(MO H) O
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0oo0oooo

0000000230 0240(0)040[G,700000003,40000002H00000
040 00)000]02000001HO00000000006000000(MO0O2200
00) 000000000000 DOO0ODO0DOODO0OODO0ODOODOOOODOOn
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FEHaH 23

(=) =4=[(5,7-P7NFAE-3,4-Vt Fr-2H-FZ @ X -d—A1
M) A XYYV TN, 2= A F =18 o L5 =
—6-HNHFYI R

s

'H NMR(CDCls, 270MHz) 6: 9.65(s. 1H). 7.37(s. 1H).
6.97(s. 1H), 6.57-6.19{m, 2H). 5.72-5.41(m. 1H).
4.36-4.20(m, 2H), 3.48 (br. s, 2H). 3.05(br. s, 3H). 10
2.54(s, 3H), 2.35-2.30(m. 1H), 2.11-1.96(m. 1H).
1.27-1.10{m, 3H) ppm.

MS (ESI) m/z: 402 (M+H)*. 400 (M-H) .

TORE: [al]'=-101.6 ° (c=1.00, A& /—)

EhafFl 24

(=) =4-[(5,7-Y 74 1a-3,4-PF Fu-20-7 A2 —4—o
MY FHF -2 RAF N b= (FNRY —b— A NT R =
VY =1H— o 5 —l

H&EE 20
'H NMR (CDCls, 270MHz) &: 9.33(s. 1H). 7.37(s, 1H),
7.03(s., 1H) . 6.52-6.37(m. 2H) . 5.65(s. 1H) .
4.39-4.26(m. 2H). 3.92-3.49(m, 8H). 2.60 (s, 3H).
2.47-2.33(m, 1H), 2.17-2.01(m. 1H) ppm.

MS(ESI) m/z: 430 (M+H)*, 428 (M-H) .

TEEE: [a]=-97.7 ° (¢c=1.00, AF./—/L).

oooooo
0000000250 0000000000000000000000 30
oooo

EHEfF 25 4-(3,4-Pt FO-2H-FFA Y 0 A -4 —A JLAF ) =N, N, 2—

OOoo0oooao
O0Ooo0o0ooao

FU RAFN-1H-R Y IS — - TN RFH I R

>_

Z. ZIT

g

HEE

' NMR(CDCls . 270MHz) & : 7.35-7.10(m . 4H) .
7.05-6.82(m . 2H) ., 5.85-5.50(brcad m . 1H) .
3.43-3.25(m, 1H), 3.20-2.95(m., 6H), 2.88-2.75(m.
1H), 2.70-2.57 (m, 1H). 2.49 (s, 3H), 2.23-2.02 (m, 1H) 40
ppm (-NH (38l = hieh-oT)

MS(ESI) m/z: 368 (M+H)*, 366 (M-H) .
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