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A3

A4

AS

(41) JP 5491871 B2 2014.5.14

IUPACH KUt 57— %
2-AF )N 2-(4-AF IV ANT 7 Z)b-
TJx/)FI)N-FT7—)-2-1 -
Jovt o7 IR,
'H NMR (400 MHz, CDCl5): d 1.58 (s,
6H), 2.46 (s, 3H), 6.88-6.90 (m, 2H),
7.02 (d, J = 3.6 Hz, 1H), 7.1-7.21 (m,
2H), 7.48 (d, J = 4 Hz, 1H), 10.1 (bs,
1H).
MS (EI) m/z: 309 (M+1).
22(6-700-EYDao2q)tF
)2-AFI)V-N-F 7V —)b-2-1 )b-
ToEF 7 IR,
'H NMR (400 MHz, CDCl;): d 1.80 (s,
6H), 6.64 (d, J = 7.6 Hz, 1H), 6.91 (d,
J = 7.6 Hz, 1H), 6.99 (d, J = 3.6 Hz,
1H), 7.46 (d, J = 3.6 Hz, 1H), 7.53 (t,
1H).
MS (EI) m/z 298 (M+1).
22-AF)N2(FT7F L 11T F
VYN-FT7V = )b2-1 -t
7 3R,
'H NMR (400 MHz, CDCI3): d1.7 (s,
6H), 6.85 (d, J = 7.6 Hz, 1H), 7.03 (d,
J = 3.6 Hz, 1H), 7.29 (m,1H), 7.45 (d,
J = 3.6 Hz, 1H), 7.48-7.54 (m, 2H),
7.56 (d, J = 8 Hz, 1H), 7.82-7.84 (m,
1H), 8.18-8.21 (m, 1H), 10.3 (s, 1H).
MS (EI) m/z: 313.1 (M + 1).
R 117-118C.
2-AFIN2-(FTF L 24N FF
YN-FT7V—I)2-A)-TaF
7 IR,
'H NMR (400 MHz, CDCl3): d1.7 (s,
6H), 7.04 (d, J = 3.2 Hz, 1H), 7.17 (dd,
J =24 Hz, 9.2 Hz, 1H), 7.32 (d, J =
2.4 Hz, 1H), 7.42 (m, 1H), 7.45 (dd, J
= 1.6 Hz, 4.4 Hz, 1H), 7.47-7.48 (m,
1H), 7.49 (d, J = 1.6 Hz, 1H), 7.74 (d,
J = 7.6 Hz, 1H), 7.81 (m,1H), 10.2 (s,
1H).

MS (EI) m/z: 313.1 (M + 1).
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A6

A7

A8

A9

A10

(42) JP 5491871 B2 2014.

2-2,4-T7)A 0.7 x ) F)2-A
FIV-N-F 7V —=)2-A4)-TOEF
73R,

'H NMR (400 MHz, CDCl;): d 1.50 (s,
6H), 6.80-6.86 (m, 1H), 6.88-6.96 (m,
1H), 7.02 (d, J = 3.6 Hz, 1H), 7.02-
7.10 (m, 1H), 7.50 (d, J = 3.6 Hz, 1H).
MS (EI) m/z 299 (M+1).
2-4-INFA -T2V AN T 7=
WY2-AFIV-N-F 7 —)b-2-1 -
JOoEA 7 IR,

'H NMR (400 MHz, CDCI3): d 1.6 (s,
6H), 6.96-7.03 (m, 3H), 7.26-7.41 (m,
2H), 7.50 (d, J = 3.6 Hz, 1H), 10 (bs,
1H)

MS (E) m/z: 297.1 (M +1).
2-AFI)N2-4-7 /) F-Tx /) F
YN-FT7V )24 )N-TaEF
>7 2R,

'H NMR (400 MHz, CDCl5): d 1.58 (s,
6H), 6.94 (bs, 4H), 6.99 (d, J = 8.8 Hz,
2H), 7.03 (d, J = 3.6 Hz, 1H), 7.10 (t,
1H), 7.34 (t, 2H), 7.50 (d, J = 3.6 Hz,
1H).

MS (EI) m/z 355.1 (M+1).
2-AFIV-N-F 7 —)V2-A Jl-2-(4'-
MU FBOARFI - ETzZ))-
4-ANFF)-7OEF T IR,
'H NMR (400 MHz, CDCl;): d 1.58 (s,
6H), 7.03 (d, J = 3.6 Hz, 1H), 7.04 (d,
J = 8.8 Hz, 2H), 7.28 (d, ] = 8.8 Hz,
2H), 7.48 (d, J = 8.8 Hz, 2H), 7.50 (d,
J =3.6 Hz, 1H), 7.55 (d, J = 8.8 Hz,
2H).

MS (EI) m/z 423.1 (M+1).
2-(N2VL,31PFF Y —)V-5-1 )
FF)N-(5-700-F 7 —)L-2-
AIN2-AFN-F7OEF>T7 I R,
(CDCI3): 1.55 (s, 6H), 5.96 (s, 2H),
6.41 (dd, J = 2.4 Hz,1H), 6.49 (d, J =
2.4 Hz, 1H), 6.69 (d, J = 8.4 Hz, 1H),
7.31 (s, 1H).

MS (EI) m/z 341.0 (M+1).

5.
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All

Al2

Al3

Al4

AlS

Al6

(43)

N-(5-Z7 0 O-F 7Y —)b-2-1 )V)-2-
24-Y7)NFA0-Tx ) F)2-AF
-7 ¥EF 7 3R,

'H NMR (400 MHz, CDCl3): d 1.6 (s,
6H), 6.82-8.86 (m, 1H), 6.89-6.94 (m,
1H), 7.02-7.08 (m, 1H), 7.35 (s, 1H).
MS (EI) m/z 333 (M+1).
2-5-70na-EUYri3q1)LFF
VY)YN-(5-70a-F7V—J)b-2-1
IN-2-AF)-TOEF 7 IR,

'H NMR (400 MHz, CDCl3): d 1.6 (s,
6H), 7.29-7.30 (m, 1H), 7.32 (s, 1H),
8.22 (d, J = 2.4 Hz, 1H), 8.38 (d, J =
2.4 Hz, 1H).

MS (EI) m/z: 332 (M+1).

N-5-Z7 00-F 7V —)b-2-1))-2-
AFIN-2-3-Zb0-7x ) F)-S
oELF 7 IR,

"H NMR (400 MHz, CDCl3): d 1.62 (s,
6H), 7.33 (d, ] = 8 Hz, 1H), 7.57 (m,
2H), 7.70 (bs, 1 H), 7.88 (d, J = 8
Hz, 1H), 7.85 (t, J] = 2 Hz, 1H), 12.70
(bs, 1H).

MS (EI) m/z: 342.2 (M + 1).
2-2-700-EVY >3 1)LFF
P)YN-(5-Z7ag-F7V—)b-2-4
W)2-AFN-FTOEF ST IR,

'H NMR (400 MHz, CDCl3): d 1.59 (s,
6H), 7.23-7.26 (m, 1H), 7.33 (s, 1H),
7.38-7.40 (m, 1H), 8.20 (d, J = 4.4 Hz,
1H), 10.2 (bs, 1H).

MS (EI) m/z: 331.9 (M+1).

Rl s: 184-185C.

2-(E7 = 2)b-4-A )V F F 2)-N-(5-
o0-F7YV—)b2-1))2-AF
-7oE¥x>7 3 R,

'H NMR (400 MHz, CDCl3): d 1.59 (s,
6H), 7.0 (d, J = 8.8 Hz, 2H), 7.31-7.35
(m, 2H), 7.43 (t, J = 7.6 Hz, 2H), 7.50-
7.55 (m, 4H), 10.25 (bs,1H).

MS (EI) m/z: 373.1 (M+1).
N--70g-F 7V —)b2-1))-2-
(155 ANFF)2-AF)-
JOoEX 7 IR,

'H NMR (400 MHz, CDCl3): d 1.58 (s,
6H), 2.09 (q, J = 7.6 Hz, 2H), 2.87-
2.91 (q, J = 7.2 Hz, 4H), 6.74 (d, 1H),
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Al7

A18

Al19

A20

A21

(44)

6.83 (s, 1H), 7.14 (d, J = 7.6 Hz, 1H),
7.33 (s, 1H), 10.1 (bs,1H).

MS (EI) m/z: 337 (M+1).

N-3-Z 0 o-F 7V —)b-2-1 ))-2-
(IH-1 > F=)b-5- 1) FF)2- A
FN-JoEF 7 IR,

'H NMR (400 MHz, CDCls): d 1.58 (s,
6H), 6.51 (s, 1H), 6.85 (d, J = 8.8 Hz,
1H), 7.22-7.32 (m, 4H).

MS (EI) m/z: 336 (M+1).
N-G-7no-F7 YV —)b2-1 )b)-2-
(4-AY D ZANKZIN-T /) F)-
2-AF)N-Tu¥F 7 IR,

'"H NMR (400 MHz, CDCl3): d 1.7 (s,
6H), 3.04 (s, 3H), 7.0 (d, J = 8.8 Hz,
2H), 7.32 (s, 1H), 7.87 (d, J = 8.4 Hz,
2H), 10.0 (bs,1H).

MS (EI) m/z 374.9 (M+1).

N-5-Z aa-F7 Y —)b-2-1))-2-
4-TI7NF0.-T7x ) F )220
Ao 7 r7 IR,

'"H NMR (400 MHz, CDCL3): d 6.91-
7.01 (m, 2H), 7.31-7.37 (m, 2H), 10.38
(bs, 1H)

MS (EI) m/z: 340.9 (M + 1).

2-2,4-Y 7 )NA0-7 =/ F )N-
(6-7 N F DR F 7 —)b2-A4
JN-2-AF)-TaEAF T IR,

'"H NMR (400 MHz, CDCl3): 1.6 (s,
6H), 6.83-6.87 (m, 1H), 6.90-6.96 (m,
1H), 7.04-7.10 (m, 1H), 7.16-7.21 (m,
1H), 7.53 (dd, J = 8.4 Hz, 1H), 7.73-
7.76 (m, 2H).

MS (EI) m/z 367 (M+1).
2-24-T 7N FO-T ) F)2-A
FI-N-(4-7 =z Z)W-F 7 —)l-2-
AN)-TaEF 2T 2B,

'H NMR (400 MHz, CDCL3): d 1.6 (s,
6H), 6.82-6.86 (m, 1H), 6.90-6.96 (m,
1H), 7.04-7.10 (m, 1H), 7.19 (s, 1H),
731 (t,J = 7.2 Hz, 1H), 7.42 (t, ] = 8
Hz, 2H), 7.84 (d, J = 7.6 Hz, 2H).

MS (EI) m/z: 375 (M+1).
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A22

A23

A24

A25

A26

A27

0
FM/F\O
N\
o H N
F

F Q SW
F

(45)

2-2,4-T7)0VF 0.7 /) F )N-
G-7NhFa-F7V—=)-2-1))-2-
AFIN-TOEF T IR,

'H NMR (400 MHz, CDCly): d 1.52 (s,
6H), 6.80-6.84 (m, 1H), 6.87-6.92 (m,
1H), 7.0-7.05 (m, 2H), 9.99 (bs, 1H).
MS (EI) m/z 317 (M+1).
2-(2,4-27)A0-Tx ) F)N-A
VAFTY = )3-AIN-2-AF)-T
ot >7 IR,

'H NMR (400 MHz, CDCl3): d 1.52 (s,
6H), 6.83 (m,1H), 6.81-6.86 (m, 1H),
7.05 (s, 1H), 7.12 (d, J = 1.2 Hz, 1H),
8.34 (s, 1H), 9.42 (bs,1H).

MS (EI) m/z 282.9 (M+1).
2-24-T 70 F0-Tx ) F)2-A
FIV-N-[1,34]F 77— )-2-1
W-7o¥x>7 3 R,

'"H NMR: (400 MHz, CDCI3): d
1.59(s, 6H), 6.84-6.88(m, 1H), 6.91-
6.96(m, 1H), 7.05-7.26(m, 1H), 8.89(s,
1H), 10.2 (brs, 1H).

MS (EI) m/z: 300 (M + 1).

2-2,4- 7 F0-Tx ) F)2-A
FIV-N-(4- R U 7 F O AFII.F7
V=21 ))-7ut 7 I R,
'H NMR: (400 MHz, CDCI3): d 1.59
(s, 6H), 6.83-6.88 (m, 1H), 6.90-6.96
(m, 1H), 7.03-7.09 (m, 1H), 7.46 (s,
1H), 10.12 (brs, 1H).

MS (EI) m/z: 367 (M + 1).
N-G-7Ba-vtly 32 >r2-1))2-
(2,4-27)0F0-T ) FI)2-AF
-7oEx>7 3R,

'H NMR: (400 MHz, CDCI3): d 1.59
(s, 6H), 6.81-6.86 (m, 1H), 6.90-6.95
(m, 1H), 7.06-7.12 (m, 1H), 8.65 (s,
2H), 9.6 (brs, 1H).

MS (EI) m/z: 328.1 (M + 1).
2-(2,4-Y 7N F BT ) F)2-A
FIV-N-(1H-F b 5V — )L -5-1 )I)-
JOEA 7 IR,

'H NMR: (400 MHz, CDCI3): d 1.59
(s, 6H), 6.85-6.90 (m, 1H), 6.92-6.97
(m, 1H), 7.06-7.12 (m, 1H), 10.1 (brs,
1H), 13. 3 (brs, 1H).

MS (EI) m/z: 284.1 (M + 1).
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(46)

1-2,4-2 7)) A0 7 = J F )-N-(5-
INFaFT =21 oo
TEHINKRFHIR
'H NMR (400 MHz, CDCL;): d  1.91-
1.96 (m, 1H), 2.05-2.08 (m, 1H), 2.41-
2.45 (m, 2H), 2.70-2.75 (m, 2H), 6.66-
6.78 (m, 2H), 6.90-6.9 (m,1H), 7.05 (d,
J = 3.2 Hz,1H), 9.51 (bs,1H).
MS (EI) m/z: 329.00 (M + 1).
{5-7810-2-[2-(24-7)VF 0.7 =
JFIN22-AFIN-TOEAZI)NT 2
JVFT7 =41 )V} -BEBE T F L
IA5 )b
'H NMR (400 MHz, CDCls): d 1.28 (t,
J=7.2 Hz, 3H), 1.54 (s, 6H), 3.71 (s,
2H), 4.20 (q, J=7.2 Hz, 2H), 6.816-
6.83 (m, 1H), 6.85-6.91(m, 1H), 7.01-
7.07 (m, 1H).

MS (EI) m/z: 419.0 (M+1).
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B2

B3
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B6

B7
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a7) JP 5491871 B2 2014.5.14

IUPACH KU T — 4

{2-[2-3-780-BU D 224N FF)2-AF
W-TaEFZNT 2 )1 F 7 —)v-4-1 )V} -BE
.

'H NMR (400 MHz, CDCL3): d 1.75 (s, 6H), 3.57
(s, 2H), 6.69 (d, J = 8.4 Hz, 1H), 6.75 (s, 1H), 7.44
(dd, J = 2.8 Hz, 1H), 7.9 (d, J = 2.4 Hz, 1H).

MS (EI) m/z 354.1 (M+1).

6-[2-(2,4- 7N FAD-T 2 ) F)2-AF)-7
OEAZIVTY 2 /-2 aF VB,

'H NMR (400 MHz, CDCl3): d 1.6 (s, 6H), 6.81-
6.86 (m, 1H), 6.89-6.94 (m, 1H), 7.05-7.11 (m,
1H), 8.40 (t, 2H), 9.0 (s, 1H), 9.68 (s, 1H).

MS (EI) m/z: 337 (M+1).
{5-78080-2-[2-AF)-2-4-=bDO-TJx /) F
N)-TOEFZNT ) -FT7V = )-4-1 ))-
HERL.

'H NMR (400 MHz, CDCl;): d 1.70 (s, 6H), 3.64
(s, 2H), 6.97 (d, J = 9.2 Hz, 2H), 8.14 (d, J = 9.2
Hz, 2H).

MS (EI) m/z: 400.0 (M + 1).
{(5-708-2-[2-24-7)NF0-T = /) F)2-
AFN-TOAOEFAZNT I ) )-F 7 —)b-d-A
V) -BERE.

'H NMR (400 MHz, CDCl;): d 1.6 (s, 6H), 3.70 (s,
2H), 6.79-6.84 (m, 1H), 6.87-6.92 (m, 1H), 7.01-
7.08 (m, 1H).

MS (EI) m/z: 391 (M+1).
{5-7B0-2-[2-2,6-7)A0-7 = /) F )2
AFN-TOEFZNT I ]-F7—I)-4-A
JV)-BEEE.

'H NMR (400 MHz, CDCl3): d 1.59 (s, 6H), 3.73
(s, 2H), 6.94 (t, ] = 7.6 Hz, 2H), 7.08-7.11
(m,1H),10.1 (bs,1H).

MS (EI) m/z 391 (M+1).
{5-70080-2-[2-(25-7)F0O-T = /] F)-2-
AFIN-FTOEFZNT I ) |-FF7V—)b-4-A
)L)-BEEE.

'H NMR (400 MHz, CDCls): d 1.59 (s, 6H), 3.71
(s, 2H), 6.78-6.86 (m, 2H), 7.05-7.11 (m, 1H), 9.9
(bs,1H).

MS (EI) m/z 391 (M+1).
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(48)

{(5-Z70O22-AF)2-3-=Zbn-7x/F
N-TREFZNT I FTY = )-4-1 )b)-
(3.7 '

'H NMR (400 MHz, CDCl3): d 1.67 (s, 6H), 3.68
(s, 2H), 7.29 (s, 1H), 7.47 (t, J = 8.0 Hz, 1H), 7.85
(bs, 1H), 7.99 (d,J = 8 Hz, 1 H).

MS (EI) m/z: 400.0 (M + 1).
2-[2-24-I7NAD-Tx ) FI)2-AF)-7
OEFZIVT X/ 4-AFI)I-F 7 —)b-5-h )
.

'H NMR (400 MHz, CDCls): d 1.52 (s, 6H), 2.6 (s,
3H), 6.98-7.08 (m, 2H), 7.33 (s,1H), 12.6 (bs,1H),
13.0 (bs,1H).

MS (EI) m/z 356.9 (M+1).
-{1-Q4-7NFA0-7x ) F )07 s
SHIWNKRING-T 2 Y-F 7V —)b-4-1)b)-EE
.

'"H NMR (400 MHz, CDCl): d 1.91-1.97 (m,
1H), 2.03-2.10 (m, 1H), 2.40-2.48 (m, 2H), 2.71-
2.78 (m, 2H), 3.61 (s, 2H), 6.56-6.73 (m, 2H), 6.84
(s, 1H),6.81-6.85 (m,1H).

MS (EI) m/z: 369.00 (M + 1).
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Q j\\ TINFOT 2T 2 ))2-AF)-
F%N S FOEt sy T IR,
NH
'H NMR (400 MHz, CDCl;): d 1.60 (s,
F 6H), 4.10 (s, 1H), 6.38-6.44 (m, 1H), 6.67-
6.72 (m, 1H), 6.81-6.87 (m, 1H), 7.24 (s,
1H).
MS (EI) m/z: 332 (M + 1).
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IUPACE R U T —%
2-(4-700-T x /) F)2,5-P AF)b-
NFYBFTYV =217 2 R,
'H NMR (400 MHz, CDCL): d 0.878
(d, J = 6.4 Hz, 6H), 1.412-1.577 (m, 1H),
1.51 (s, 3H), 1.52-1.57 (m, 2H), 1.81-
1.88 (m, 1H), 1.98-2.06 (m, 1H), 6.91 (d,
J = 8.8 Hz, 2H), 7.04 (d, J = 3.6 Hz, 1H),
7.24 (d, J = 8.8 Hz, 2H), 7.49 (d, ] =
3.6Hz, 1H), 10-11 (bs, 1H).

MS (EI) m/z: 353.1(M + 1)
2-(4-7800-Tx /) F)4-@4-7IVF
0-7 2 Z))-2-AFIV-N-F7—)b-
2-AN-TFIT IR,
'H NMR (400 MHz, CDCL): d 1.6 (s,
3H), 2.09-2.17 (m, 1H), 2.32-2.4 (m, 1H),
2.59-2.67 (m, 1H), 2.81-2.88 (m,1H),
6.91-6.96 (m, 4H), 7.05 (d, J = 3.6 Hz,
1H), 7.07-7.11 (m, 2H), 7.26-7.29 (m,
2H), 7.48 (d, J = 3.6 Hz, 1H), 10.6
(s,1H).

MS (EI) m/z: 405.1 (M + 1).

2-4-70an-7x /) F)2-AF)IV-N-
FTIT=N2-ANA4-FF T >3-4
W-TFIVT I R,
'H NMR (400 MHz, CDCl;): d1.39 (s,
3H), 2.18-2.26 (m, 1H); 2.43-2.50 (m,
1H), 2.85-2.93 (m, 1H), 3.10-3.18 (m,
1H), 6.79 (d, J = 3.2 Hz, 1H), 6.90 (dd, J
= 3.6 Hz, 5.2 Hz,1H), 6.95 (d, J = 8.8 Hz,
2H), 7.05 (d, J = 3.6 Hz, 1H), 7.12-7.13
(m, 1H), 7.29 (d, J = 8.8 Hz, 2H), 7.5 (d,
J = 3.6 Hz, 1H), 10.1 (s, 1H).
MS (EI) m/z: 393.1 (M + 1).
2-2,4-Y 7)) A0 T2 ) F )2 AF
W-N-FT7V—=)2-A4)-4-F A7 =
3 AN-TFIVT 2R,
'H NMR (400 MHz, CDCL): d1.60 (s,
3H), 2.12-2.18 (m, 1H); 2.40-2.48 (m,
1H), 2.69-2.74 (m, 1H), 2.97-3.0 (m, 1H),
6.84-6.86 (m, 1H), 6.91-6.93 (m, 2H),
6.94-6.96 (m, 1H), 7.01-7.07 (m, 2H),
7.24-7.26 (m, 1H), 7.51 (d, J = 3.6 Hz,
1H), 10.24 (s, 1H).

10

20

30

40



G6

G7

G8

G9

G10

(54) JP 5491871 B2 2014.

MS (EI) m/z: 395 (M + 1).
N-(5-7 80-F 7/ —)b-2-1 )1)2-(2,4-
PINAB-T ) FIN-AFI)-4-F
A7 3AN-TFIT7 IR
'H NMR (400 MHz, CDCly): d 1.47 (s,
3H), 2.17 (dt, J = 3.6, 11.2 Hz, 1H), 2.47
(dt, J = 5.2, 13.2 Hz, 1H), 2.87 (dt, J =
5.2, 14.8 Hz, 1H), 3.18 (dt, ] = 4.0,
15.6 Hz, 1H), 6.81 - 7.05 (m, 4H), 7.12
(d, J = 5.2 Hz, 1H), 7.32 (s, 1H), 10.13 (s,
br, 1H)
MS (EI) m/z: 429 (M + 1).
N-(5-Z780-F7 YV —)b2-1)b)-2-
24-27)NF DTz ) F)2-AF
W-TFIT I R,
'H NMR (400 MHz, CDCls): d1.03 (t, J =
7.6 Hz, 3H), 1.43 (s, 3H), 1.84-1.89 (m,
1H), 2.03-2.13 (m, 1H), 6.83 (m, 1H),
6.92 (m, 1H), 7.02-7.04 (m,1H), 7.32 (s,
1H), 10.1 (s,1H).

MS (EI) m/z: 348.00 (M + 1).
2-24-Y 70 AFA0-T =/ F 2)-N-(6-
INAO- XTI F T = )21 )b)-
2-AFI-TFIT IR,
'H NMR (400 MHz, CDCl5):1.08 (t, J =
7.6 Hz, 3H),1.48 (s, 3H), 1.89-1.95 (m,
1H), 2..09-2.14 (m, 1H), 6.84-6.89 (m,
1H), 6.92-6.97 (m, 1H), 7.04-7.09 (m,
1H), 7.18-7.23 (m, 1H), 7.56 (dd, J = 8
Hz, 2.4 Hz, 1H), 7.75-7.78 (m, 1H),
10.21 (s, 1H)
MS (EI) m/z: 381.00 (M + 1).
2-(24-7)vA0-T7 x /) F 2)-N-(5-
IZNAO-F T —)2-1))2-AF
W-TFIT I R,
'H NMR (400 MHz, CDCl3):1.04 (t, ] =
7.6 Hz, 3H), 1.42 (s, 3H), 1.84-1.89 (m,
1H), 2.04-2.08 (m, 1H), 6.81-6.86 (m,
1H), 6.89-6.95 (m, 1H), 7.00-7.08 (m,
1H), 9.83 (s, 1H).
MS (EI) m/z: 331.00 (M + 1).
2-(2,4-27)F0-Tx ) F)2-AF
WV-N-(4-7 = Z)V-F 7 —)b-2-1 ))-
TFIT IR,
1H NMR (DMSO0):1.07 (t, J = 7.2 Hg,
3H), 1.46 (s, 3H), 1.87-1.92 (m, 1H),
2.08-2.13 (m, 1H), 6.83 6.84 (m, 1H),
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6.92-6.93 (m, 1H), 7.04-7.07 (m, 1H),

7.19 (s, 1H), 7.31-7.35 (m, 1H), 7.42 (dd,

J = 7.6 Hz, 2H), 7.85 (d, J = 7.6 Hz, 2H),
10.17 (s, 1H).
MS (EI) m/z: 389.00 (M + 1).
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Ehes Mg IUPACH R UMt 7 — %
12 | 0 ST 2-B3-AFANKZIINTI/)-Tx/)F
o\\?/,o %N SN D) 2-AFIN-F TV =21 )-Ta ¥

HN 0 I 7 IR,
\©/ 'H NMR (400 MHz, CDCl3): d 1.64 (s, 6H),
2.95 (s, 3H), 6.67 (dd, J = 2 Hz, 8 Hz, 1H),
6.84 (t, J = 2 Hz, 1H), 6.89-6.92 (m, 1H),
7.01 (d, J = 3.6 Hz, 1H), 7.20 (1, J = 8 Hz,
1H), 7.52 (d, J = 3.6 Hz, 2H), 10.75 (bs,1H)
MS (EI) m/z: 356.1 (M + 1).

13 0 83 2-AF)N-2-3-EQU P aAIh-TJx/
%)L NP FNFT I aAg T ST
H IR
'H NMR (400 MHz, CDCL3): d 1.62 (s, 6H),
1.99 (m, 4H), 3.24 (m, 4H), 6.14 (t,J = 2 Hz,
1H), 6.24 (dd, J = 2 Hz, 8 Hz,1H), 6.32 (dd, ]
N = 2 Hz, 8 Hz,1H), 7.02 (d, J = 3.6 Hz, 1H),
Q 6.14 (t, J = 8 Hz, 1H), 7.48 (d, J = 3.6 Hz,
1H), 10.20 (bs, 1H).
MS (EI) m/z: 332.2 (M + 1).
14 °>\\ 22B3-TEFINTI)-Tx ) FI)N(5-7
HN g BO-F7YV—=)b2-A)b)2-AF)-TOE
o s~ 7 3R,
oZ)LNAN 'H NMR (400 MHz, CDCl3): d 1.60 (s, 6H),
H 2.10 (s, 3H), 6.66 (d, J = 8.0 Hz, 1H), 7.14 -
7.30 (m, 5H), 10.10 (bs, 1H).
MS (EI) m/z: 354.0 (M + 1).
15 > N-(5-27 80 0-F7 YV —)V2-1))-2-(4-2
( IFNVTI)-Tx/)F)2AF)-70O
N Ed>7 3R,
'H NMR (400 MHz, CDCls): d 1.14 (t, J =
C' 7.2 Hz, 6H), 1.51 (s, 6 H), 3.31 (q, J = 7.2
S\ Hz, 4H), 6.58 (d, J = 9.2 Hz, 2H), 6.83 (d, ]
OZ)LNJ%N = 8.8 Hz, 2H), 7.30 (s, 1H), 10.10 (bs,1H).
H MS (EI) m/z: 368.0 (M + 1).

gboooaog
ugbooooooboobobobooboooobobobobooboooboobobobaa
ooobooooooon

gobooog



(59) JP 5491871 B2 2014.5.14

O
O
O
O
O

£

=
= ey

ne

oo T

OOoo0ooodg
OoOoo0ooodg
OoooOoogoog
OO0Oo0ooodg
Oo0Oo0oodg
Oo0Oo0ood
O0Oo0ood
O OooOooo
O Ooooo
O 0Ooo0ooao
O OooOooo
O Ooooo
O 0Ooooo
O 0Oo0ooOoo
O Ooooo
O Ooooo
O 0Ooo0ooao
O O0OoOooo
O Ooooo
O 0Ooooo
OO oOooog
Ooooo H=
O Ooooo
O 0Oo0ooOoo
O Ooooo
O Ooooo
O 0Ooo0ooao
OO oOooog
O Ooooo
O Ooooo
O 0Oo0ooOoao
O OooOooo
O Ooooo
O 0Ooo0ooao

O
O
O
OJ
O
O
O
O
O
O
OJ
O
O
O
O
O
O
OJ
O
O
OJ
O
O
O
O
O
O
OJ
O
O
O
O
O
O

Oooooooooooogdg
O
O
O
O
O
O
O
O
O
O
O
O
(]
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O Oooooooooooogodg
O OoOooooOooQgooogb

Oooooooooooooogogdg
Oooooooooooooogog
OO0 0o oooogooooooogdg

O O
O

>
£

O

O 0Ooo0ooo
O 0OooOooo
O o0Oooo

Oooooogogogao
o

OooooooQgoo
Oooo0ooogoao
Ooooooggogo
Ooooooogoo
OooooooQgoo
OooooooogoOoo
Oooooogogoao
OooooooQgoo
Ooooooogoao
Oo0ooooogoggogao
Ooooooogoo
OooooooQgoo
OO0 oooogogao
Ooooooogoao
OooooooQgoo
Ooooooogoao
OOooooogoggogao
OooooooQgoo
OO0 oooogogogao
Ooooooogoao
O 0Oooo

Oooooooogoo
Ooooooggogoao
OooooooQgoo

OoO0oo0ooo

Oooooogogoao
O o

OoooooogoQgoao
Oooo0oooogooQgoao
OO0 oooodgdgogogao
OoooooogoQgoao
OooooooogogoQgoao
OoOoo0ooooogoao

Oooooocooooooogogoao
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

Ooooooooooooooodg
Ooooooooooooooodg
O oo oo oooogooooood
Ooooooooogoooooodg
O oooooDooooooooodg

10

20

30

40

50



Lol B R |

Oo0oocooooooooooooao

OooocoooooogogoQg

v

OO0 0000 O00o0ogooogogoo0ogao

Oooocoooooooogogooooog
Oooocoooooooogooooogo

OoooooooooooQgooao

O Oo0oooao
O 0Ooo0oooo
O 0Ooo0oooao
O 0Oo0oooao

O Oooo
O oOooo
O 0Oooo
O 0Ooo
O Oooo
O 0Oooo
O 0ooo
O Oooo
O oOooo
O 0Oooo
O Ooo

O
O
O
O
O
O
O
O

;C%
>
§

oooooao
oooooooooao
oooooooo0Ooao
ooooooooOoao
an-Stack apparatusO

O

oo ooooooooooggg
oo oooooooooodg

¥

O

OoOooOooooooogogoo

O

oo oooogoggogooood
oo ooooOoooooogogQgg

NS

-n

O

Oooooooooood

gboooaog
gboobooobooooonn
oooboOooooooan
gbobooobooooonn
gboobooobooooonn

O

O Oo0gooo
O 0Ooo0oooo
O 0Oo0oo0ooao

O Oooo

O

O

Ooo0oo0ogoood

O 0Ooo0oooo
O 0Ooo0oooo
O 0Oo0oo0oo0oao
O Oo0oooo
O 0Oo0oooo
O 0Ooo0oo0ooao
O Oo0oooao
O 0Ooo0oooo

O Oooo

OO0 oooooogogooo
oo oooooogogooo
Ooooooooogoogogoo
OO0 oooooogogoo

O Oooo
O 0ooo
O Oooo
O Oooo
O 0Oooo
O 0O oo
O Oooo
O Oooo
O 0oo o
O Oooo
O Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O 0O oo
O Oooo
O Oooo
O 0ooo
O Oooo
O Oooo
O 0Oooo
O 0O oo
O Oooo
O Oooo
O 0ooo
O Oooo
O Oooo
O 0Oooo

Oooooogogoao

O Ooo0oooo

OO0 oooodgogoao
Oooooogogooao
Ooooooogogooao
OoOoo0oooogoogooOoao
Oooooogogoao
Ooooooogogogoao
Ooooooogogooao
OOooooodgogoao
Oooooogogooao
Ooooooogogooao
OO0 o0o0ooodogoao

O O o

O
O
O
O
O
O
O
O
O
OJ

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O O

(60)

O 0Oo0oo0oo0oao
O Oo0oooo
Oo0ooOgoood

O 0Oo0oo0ooao
O Oo0oooao
O Ooo0oooo
O 0Ooo0oooao

O 0Oooo
O oOoooo
O oOoooo
O 0Ooo0ooao
O 0Ooooo
O oOoooo
O 0Ooo0ooao
O 0OoOooo
O oOoooo
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O oOoooo
O o0Ooo0ooo

Oooooogogoao
Oooooogogogoao
Oooo0oooogogogooao
Oooooodogoao
Oooooogogooao
Oooo0oooogogogogoao

O OoB

JP

5491871 B2 2014.5.14

OoOoo0oo0odgao

Oooooogogooao
Oooooogogooao
Oooo0ooogogooOoao
Oooooogogoao
Oooooogogogoao

OooOoo0ooood

O

10

20

30

40

50



Ooooooooooogoggg
Oo0oooooooooQgg

OO0 oDooogogQgogaonBe

[ |

Ooooooooooogoggg
OoooooooooogogoQgdg
Oo0oooooooooQgdg

OO oOooooog

oo oooooogoQgog
oo oooooogooQg-g
OO0 oo oooggog
OO0 o0 ooooogogog
OO0 o ooooogoQgg
oo oooooogodg
OO0 ooooooggog
OO0 o ooooogoQgg

[ O R |

Ooooooogoogoao
Ooooogogoao
Ooooogogooao
Ooooooogogogoao
OooOoo0ooogoogooao
Ooooogogoao
Ooooooogogoao
Ooooooogoogooao
Ooooogogoao

(61)

OoOoo0oooog

O

O
Ooooooogogooao

OO0 ooodgogoao
OO OoOo0oggog
Ooooooogogogoao
Ooooooogoogoao
Ooooogogoao
Oooooogogogoao
Ooooooogogogoao
OO0 ooogogoao
Ooooogogooao
Ooooooogogooao
Ooooooogoogooao
Ooooogogoao
Ooooogogooao
OoooOooQogoos

(&
o

5491871 B2 2014.5.14

O O

10



(62) JP 5491871 B2 2014.5.14

sl HE . IUPACH R Ut 7 — 4
12 %*31 22(NVN3PFFY =54 NFF )
o TN Ne{4-[(@- 7N A B-T 2 VA IINEA ).
Q AFIIW-F T —=2-AI}2-XAF)-FO ¥
VT IR,
'H NMR (400 MHz, CDCl5): d 1.6 (s, 6H), 3.80
(s, 2H), 6.00 (s, 2H), 6.46 (dd, J = 8.4 Hz, 1H),
6.55 (d, J = 2.4 Hz, 1H), 6.73 (d, J = 8.4 Hz, 10
1H), 6.87 (s, 1H), 6.99 (t, 2H), 7.45-7.49 (m,
2H).
MS) (EI) m/z 458.1 (M+1).
13 9 QF 6-[2-(2,4-C 7N A 0-T = ) F)2-AF)b-
4)0% :Ni i TOEFXZIVY 2 JN-@-7NF0-7 =
o " W)-ZaAF T IR
FQF 'H NMR (400 MHz, CDCL): d 1.6 (s, 6H),
6.82-6.86 (m, 1H), 6.90-6.95 (m, 1H), 7.05-7.11
(m, 3H), 7.58-7.62 (m, 2H), 7.74 (s, 1H), 8.22
(dd, J =8.8 Hz, 1H), 8.42 (d, J = 8.8 Hz,1H),
8.90 (bs,1H), 9.6 (bs,1H). 20
MS (EI) m/z: 430 (M+1).
J4 N-{5-27 B 0-4-[(4-7)F0-T = Z)V AN
. QQ TEAI)-AFIN-F T —)-2-1 )V }-2-(2,4-
L0 DINAO-T ) F )22 AFI)N-TOF

fj g >7 3R,
. 'H NMR (400 MHz, CDCl;): d 1.6 (s, 6H), 3.80
(s, 2H), 6.84-6.88 (m, 1H), 6.91-6.97 (m, 1H),
6.98-7.02 (m, 2H), 7.05-7.11 (m, 1H), 7.45-7.49
(m, 2H).
MS (EI) m/z: 484 (M+1).
15 WOL i\x\%“ 2-24-27)WAFA0-7 2 ) F)-N-{4-[(4-7 30
g F0-7 2 ZIVHIWINEA ) AFIV]-FT7Y
Q — 2 AN} 2-AFIN-TFILT I R,
*'H NMR (400 MHz, CDCl3): 1.06 (t, ] = 7.6 Hz,
3H), 1.46 (s,3H), 1.88-1.93 (m, 1H), 2.10-2.16
(m, 1H), 3.76 (s, 2H), 6.61-6.64 (m, 2H); 6.83-
6.88 (m, 1H), 6.92-7.04 (m, 2H), 7.06-7.10 (m,
1H), 7.46-7.49 (m, 2H), 8.61 (s, 1H), 10.17 (s,
1H).
' MS (EI) m/z: 464.10 (M + 1).
J6 Q 2-5-7onm-¥U T34 ) A F )-N-{4-
. SXJOL" [(4-7NFB8-T 2 Z )V AIVINEAIV)-AF 40
s WI-F TV —=I2-A )} 2- X F)-To 4 >
Oy 73R,
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'H NMR (400 MHz, CDCl): d 1.62 (s, 6H), 3.76
(s, 2H), 6.89 (s, 1H), 6.99 (t, J = 8.4 Hz, 2H),
7.37 (s, 1H), 7.41-7.44 (m, 2H), 8.25-8.28 (m,

2H), 8.42 (bs, 1H), 9.9 (bs, 1H).

MS (EI) m/z 449 (M+1).

17 ] 2-2,4-T 7 NAT-T 2 ) F)-N-{4-[(2,4-D
Q @ INAD-T 2 ZIVHIVINEA V) A FIV]-F
) %Aﬁ T =I2-A N} 2-AF)-FTOEF 2T I

K.

Kj 'H NMR (400 MHz, CDCl;): d 1.6 (s, 6H), 3.81
(s, 2H), 6.80-6.86 (m, 4H), 6.92-6.97 (m, 1H),
7.07-7.12 (m, 1H), 8.25-8.31 (m, 1H).

MS (EI) m/z 468.1 (M+1).

18 . SQ\N 2-24-27)vA 0.7 2 ) F)-2- A F)L-N-
9 i\vg [4-(F 7 = )-2-1 WV FIIVINEA IV A F))-

i % " F7V =2 AN]-TBEF T IR,
i fj 'H NMR (400 MHz, CDCl5): d 1.6 (s, 6H), 3.94

(s, 2H), 6.83-6.86 (m, 2H), 6.90-7.01 (m, 1H),
7.02 (d, J = 3.6 Hz, 1H), 7.16-7.40 (m, 1H), 7.45
(d,J = 3.6 Hz, 1H).

MS (EI) m/z 439 (M+1).

19 ) N-{5-700-4-[(4-7)F TO-T = Z)VHILN
Q 0 j\j\ﬁ\J\ BEAN)-AFNL-F TV —)2-A1 )V }-2-XF
a*u O V2-(4-=hB-Tx /) F)-TOoEEF 73

K

'H NMR (400 MHz, CDCL): d 1.70 (s, 6H), 3.75
(s, 2H), 7.00 (m, 4H), 7.42 (m, 2H), 7.84 (bs,
1H), 8.23 (d, J =8.8 Hz, 2H), 9.65 (bs, 1H).
MS (EI) m/z: 493.1 (M + 1).
J10 Q‘ N-{4-[(4-7 VA T-T = Z )V IV INEA ).
o s Sy AFN-FT = )b-2- 1 )V}-2-(1H-1 > K—
N W-5-ANAF )2 AF)N-TOEA T 2
(l/j/ K.
M 'H NMR (400 MHz, CDCls): d 1.58 (s, 6H), 3.79
(s, 2H), 6.51 (s, 1H), 6.86 (s, 1H), 6.90 (d, J =
8.4 Hz, 1H), 6.96 (t, 2H), 7.26 (d, 2H), 7.33 (d, J
= 8.8 Hz, 1H), 7.44 (m, 2H).
MS (EI) m/z 453.1 (M+1).
J11 oo™ 1 0 Q4T T7NA DT ) F )2 AF)VN-
ORI L) [4-(E U 923t WAV INEA L AF V). F
T =2 A W)-TFILT IR,
'H NMR (DMSO): 0.87 (t, J = 7.6 Hz, 3H), 1.37
(s, 3H), 1.96-1.97 (m, 2H), 3.74 (s, 2H), 6.96-
6.97 (m, 2H), 7.05 (s, 1H), 7.28-7.34 (m, 2H),
8.02 (d, J = 8 Hz, 1H), 8.23 (d, J = 3.6 Hz, 1H),
8.72 (s, 1H), 10.37 (s, 1H), 12.20 (s, 1H).
MS (EI) m/z: 447.00 (M + 1).
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IUPACE KU T — 4
-1-5-Z7nu.-F7 Y —)b2-1 )V LN
EAI)-1-AFI-ZhF U LEEE.
'H NMR (400 MHz, CDCls): d 1.59 (s, 6H),
7.10 (d, J = 7.6 Hz, 1H), 7.40 (m, 2H), 7.55
(s, 1H), 7.58 (d, J = 8.0 Hz, 1H).

MS (EI) m/z: 339.1 (M -1).

4-[1-AF I -1-(F 7 = )v-2- 1 IV VN
EAI)-ThF I REFE.

'H NMR (400 MHz, CDCls): d 1.73 (s, 6H),
6.95 (d, J = 8.8 Hz, 2H), 7.06 (d, J =3.6 Hz,
1H), 7.48 (d, J = 4.0 Hz, 1H), 7.80 (d, J =
8.4 Hz, 2H).

MS (EI) m/z: 304.8 (M - 1).

4-[1-(5-2 00-F 7V —=)V-2-1 V)N
EAIN)1-AFI-T hF - LEER.
'H NMR (400 MHz, CDCl5): d 1.70 (s, 6H),
6.96 (d, J = 8.8 Hz, 2H), 7.30 (s, 1H), 7.84
(d,J = 8.8 Hz, 2H).

MS (EI) m/z: 338.7 (M - 1).
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IUPACH K UM 57— %
1-24-27)FB-Tx ) F )2 o
TONRZANER B, -raa-FT7
—I)V-2-1)V)-7 X K.

'H NMR (400 MHz, CDCL;): d 1.38-1.40
(9, 2H), 1.72-1.74 (q, 2H),3.5 (bs, 1H),
6.77-6.82 (m, 1H), 6.88-6.98 (m, 2H),
9.58 (bs, 1H).

MS (EI) m/z: 330.9 (M + 1).
G-Z7ono-2-{[1-4-T7)VAn0.-7x 7
F)-ra7anNCANRIN]-T 3
Y FT = )41 ))-BERS.

'H NMR (400 MHz, CDCL): d 1.38-1.40
(9, 2H), 1.72-1.74 (q, 2H),3.6 (s, 2H),
6.73-6.77 (m, 1H), 6.82-6.92 (m, 2H).

MS (EI) m/z: 388.9 (M + 1).
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IUPACH R U 7— % | 20
2-(34-700-7 . J F ¥)-N-{4-[2-(4
SINAD-T 2 ) FI)-ITFIINV)-FTY

W2 Iy 2-AF)N-TOF 7 3

N
'H NMR (400 MHz, CDCL): d 1.61 (s,

6H), 3.15 (t, 2H), 4.24 (t, 2H), 6.78 (s,

1H), 6.82-6.87 (m, 3H), 6.95-7.00 (m, 2H),

7.13 (d,1H, 2.8Hz) ; 7.39 (d, 1H, 8Hz),

9.87 (brs, 1H).

MS (EI) m/z:  468.7 (M + 1). 30
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Fhas M IUPACH R U M7 — %
N2 P 2-[4-7 01 0-3-2-FF T = 2-3-1)b-T b

Ai i:\> FIN)T ) F V22 AFIV-N-F T —
NN b2 AT OEF T IR
°:©° 'H NMR (400 MHz, CDCl;): d 1.66 (s, 6H),
o 3.11 (t, 2H), 4.11 (t, 2H), 6.64-6.66 (m,
2H), 7.00-7.03 (m, 2H); 7.07 (s, 1H), 7.27-
7.32 (m, 2H); 7.50 (d, J = 3.6 Hz, 1H);
10.40 (bs, 1H);
MS (EI) m/z 423 (M+1).
N3 S\\ 2-[2-700-5-2-FA T = >-3-14)-T b
9 j’:\> FINT 2/ F V] 2-AFIV-N-FT7V—
%/‘Lu W24 N-TOEA 7 IR
OCEO 'H NMR (400 MHz, CDCls): d 1.66 (s, 6H),
o 3.16 (t, 2H), 4.13 (t, 2H), 6.45-6.47 (m,
1H), 6.51 (d, J = 2 Hz, 1H), 7.02 (d, J = 3.2
Hz, 1H), 7.09 (d, J = 4.8 Hz, 1H), 7.15 (s,
1H), 7.24 (d, J = 8.8 Hz, 1H), 7.27-7.29 (m,
1H), 7.48 (d, J = 3.2, 1H), 10.15 (bs, 1H);
MS (EI) m/z 423 (M+1)
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EN A 3 IUPACH RO 57— %

02 ~& 2-(4-AF 2 AR Z)V-T = Z)V)-N-F
m@\’i Y TV b2-5- b U 7 bFm A b
Y R BUD Y200 FF ). Toet

ForS ST IR,
F)\;o 7 'H NMR (400 MHz, CDCL): d 2.20 (s,
3H), 3.14 (s, 3H),7.01 (d, J = 3.6 Hz,1H),
7.16 (d, J = 8.8 Hz,1H), 740 (d, J =
3.6Hz,1H), 7.82 (d, J = 8.8 Hz, 2H), 7.93-
7.96 (m, 3H) 8.44 (s,1H), 9.40 (bs,1H)
MS (EI) m/z: 472.00 (M + 1).
03 0, .0 2-4-T 7N AT T ) F)2-(4-AF

S
g i Y ARV T 22 )NF TV )b
N 21 -7 OEF T IR,
0
o
F

P4

'H NMR (400 MHz, CDCls): d 1.90 (s, 3H),
3.08 (s, 3H), 6.64-6.71 (m, 2H), 6.94
(m,1H), 7.05 (d, J = 3.6 Hz, 1H), 7.51 (d, J
= 3.6 Hz, 1H), 7.86 (d, J = 8.4 Hz, 2H), 8.01
(d, J = 8.4 Hz, 2H), 10.20 (s, 1H).
MS (EI) m/z: 439 .00 (M + 1).

04 0/ 20 ' N-(5-700-F 7 = )b-2-1 ))-2-(4- A

S
I 1N ZXRNEKZIN-TzZ))2-(@-AF )
NN ZANTyZlb-7x/)F)-Tnet >

0 7 2R,
@ 'H NMR (400 MHz, CDCls): d 1.90 (s, 3H),
2.40 (s, 3H), 3.06 (s, 3H), 6.71 (d, J = 8.8
s Hz, 2H), 7.13 (d, J = 8.8 Hz, 2H), 7.31 (s,
1H), 7.81 (d, J = 8.4 Hz, 2H), 7.99 (d, J =
8.8 Hz, 2H), 10.10 (s, 1H).
MS (EI) m/z: 483 .00(M + 1).
R 5 67-68 °C.
05 % .o 2(E7 2 2)V-4- A F F )2-(4- A ¥
i

s $\ YANKZIN-T L ZIV)N-F TV — -
NN 2-)-TREF ST IR,

0 'H NMR (400 MHz, CDCl;): d 2.00 (s, 3H),

O 3.06 (s, 3H), 6.86 (d, J = 8.8 Hz, 2H), 7.04

(d, J = 3.2 Hz, 1H), 7.40 (d, J = 8 Hz, 1H),

O 7.40-7.52 (m, 6H), 7.88 (d, J = 8.4 Hz, 2H),

8.01 (d, J = 8 Hz, 2H), 10.20 (s, 1H).
MS (EL) m/z: 479.10 (M + 1).
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2-(RNV31PFFY —-5- 1) FF
P)-N-(5-7 )N Fa-F 7 —)b-2-1 )b)-2-
G-AF ANKZIN-7xZ))-TO ¥
F7 IR,
'H NMR (400 MHz, CDCl;): d 1.90 (s, 3H),
3.07 (s, 3H), 5.94 (s, 2H), 6.22 (dd, J1 = 2.4
Hz, J = 2.4 Hz, 1 H)), 6.32 (d, J = 8.4 Hz,
1H), 6.63 (d, J = 8.4 Hz, 1H),7.07(d, J = 2.8
Hz, 2H),7.80 (d, J = 8.4 Hz, 1H), 8.00 (d, J
= 8.4 Hz, 1H) 9.85 (bs,1H).
MS (EI) m/z: 514.90 (M + 1).
2-(N2V 1,3 0FF Y —I)h-5-1 A F
TY)2-(4-AF 2 AI)VIRZ)V-T = Z)V)-N-
47z Z)-FT7V—)b2-14))- 70k
37 3R,
'H NMR (400 MHz, CDCls): d 1.95 (s, 3H),
3.07 (s, 3H), 5.94 (s, 2H), 6.28 (dd, J1 = 2.4
Hz, J = 2.4 Hz, 1 H)), 6.35 (d, J = 2.4 Hz,
1H), 6.63 (d, J = 8.4 Hz, 1H),7.47-7.49 (m,
3H), 7.85 (d, J = 8.4 Hz, 2H), 7.91-7.93 (m,
2H),8.01 (d, J = 8.4 Hz, 2H),10.41(bs,1H).
MS (EI) m/z: 523.80 (M + 1).
N-RVFT—=)2-1N-2-(2,4-2 7
VAO Tz ) F)2@-AF A K=
W-7xZ)V)-7OoEF 7 I R,
'H NMR (400 MHz, CDCls): d 1.95 (s, 3H),
3.02 (s, 3H), 6.70 (m, 2H), 6.95 (m,
1H),7.37(m, 1H), 7.47 (m, 1H), 7.85 (m,
4H), 8.02 (d, J = 8.8 Hz, 2H), 10.25
(bs,1H).
MS (EI) m/z: 489.00 (M + 1).
2-24-7N0hAB-T /) F)N(5-7
WAO-FT7=)2-4))2-(4- A5 >
ZIVKZN-TJxzZ))-TaFt 73
K.
'H NMR (400 MHz, CDCl3): d 1.87 (s, 3H),
3.08 (s, 3H), 6.62-6.71 (m, 2H), 6.91-6.95
(m, 1H), 7.07 (d, J = 2.8 Hz,1H), 7.83 (d, J
= 8.8 Hz, 2H), 8.02 (d, J = 8.8 Hz, 2H), 9.99
(bs,1H).

MS (EI) m/z: 456.70 (M + 1).
2(NV31PFFY — )51 FF
)N-(5-700-F7V—)b-2-1 ))-2-
@MU TZNAOAFIN-7 2 Z)b)-TO
EA>27 3R,

'H NMR (400 MHz, CDCl3): d 1.91 (s, 3H),
5.95 (s, 2 H), 6.25-6.27 (dd, J = 2.4, 8 Hz,
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1H), 6.34 (d, J = 3.2 Hz, 1H), 6.65 (d, J =
8.8 Hz, 1H), 7.32 (s, 1H), 7.69 (d, J = 8.8
Hz, 2H), 7.73 (d, J = 8.8 Hz, 2H), 10.10 (s,
1 H).

MS (EI) m/z: 470.7 (M + 1).

2-(2,4-2 70V F 0Tz ) F)2-(4-AF
> ZNVHZIV-7 2 Z)V)-N-(1H-E 5/ —
W3-1IW)-7oEtr>7 IR,

'H NMR (400 MHz, CDCL3): d 1.75 (s, 3H),
3.23 (s, 3H),6.51(bs,1H), 6.78-7.07(m, 4H)
7.34 (bs,1H), 7.55 (bs,1H), 7.94-8.00 (m,
S5H).

MS (EI) m/z: 422.00 (M + 1).
2-2,4-27)WF0-T ) F)2-(4-AF
AWK ZI-T 2 ZI)V)-N-BEU I D .
-1 -To¥t 73R,

'H NMR (400 MHz, CDCl5): 1.88 (s, 3H),
3.06 (s, 3H), 6.71-6.76 (m, 2H), 6.91-6.97
(m, 1H), 7.09-7.12 (m, 1H), 7.93 (d, J = 8.4
Hz, 2H), 7.99 (d, J = 8.4 Hz, 2H), 8.67 (d, J
= 4.8 Hz, 2H), 9.61 (s, 1H).

MS (EI) m/z: 434.0 (M + 1).

2-(1H-1 > B—=)b-5-A )L & F 2)-2-(4- A
AWK ZIN-7 2 Z))-N-F 7 —
N2 )0-FoEx+>7 IR,

'H NMR (400 MHz, CDCl;):1.89 (s, 3H),
3.05 (s, 3H), 6.43-6.44 (m, 1H), 6.70-6.73
(m, 1H), 7.02-7.04 (m, 2H), 7.21-7.23 (m,
1H), 7.50 (d, J = 3.6 Hz, 1H), 7.91 (d, J =
8.4 Hz, 2H), 7.99 (d, J = 8.4 Hz, 2H), 8.15
(s, 1H), 10.39 (s, 1H).

MS (EI) m/z: 442.00(M + 1).

2-(2,4-T 70 0-T x ) F )N-{4-[2-
@G-INF0-Tx ) F ) -TFINV])-FTV
—2-AI)V}-2-(4-AF AN K Z) -7
zZ))-7OEF 7 IR

'H NMR: (400 MHz, CDCI3): d 1.89 (s,
3H), 3.08 (s, 3H), 3.15 (t, 2H), 4.25 (t, 2H),
6.65-6.72 (m, 2H), 6.78 (s, 1H), 6.83-6.86
(m, 2H), 6.92-6.99 (m, 3H), 6.86 (d, 2H, J =
8Hz); 8.02 (d, 2H, J = 8Hz), 10.1 (brs, 1H).
MS (ED) m/z: 577 (M + 1).
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N-5-2 0 0-F 7V —)b-2-1 )V)-2-(4-
ya7anN> AR -7 x Z)b)-2-
24-7NA0-7x /) F )74t
73R,

'H NMR (400 MHz, CDCl;):d 1.06-1.08 (m,
2H), 1.36-1.39 (m, 2H), 1.88 (s, 3H), 2.47
(m, 1H), 6.61-6.63 (m, 1H), 6.70-6.71 (m,
1H), 6.93 (m, 1H), 7.33 (s, 1H), 7.81 (d, ] =
8.4 Hz, 2H), 7.96 (d, J = 8.4 Hz, 2H), 10.12
(s, 1H).

MS (EI) m/z: 499.0 (M + 1).
2-2,4-27)0F0-Tx ) F)2-(4- A
Y ZNERZIV-T £ ZIV)N-(5- A F )L -F
T2 4I))-TOoEF T IR
1HNMR (400 MHz,CDCI3), d 1.87 (s, 3H),
2.41 (s, 3H), 3.07 (s, 3H), 6.63-6.70 (m,
2H), 6.90 - 6.95 (m, 1H), 7.13 (s, 1H), 7.85
(d,J = 8.4 Hz, 2H), 8.00 (d, J = 8.4 Hz, 2H),
10.19 (bs,1 H).

MS (EI) m/z: 453.00 (M + 1).
2-(2,4-T7NWNFA0-T 22T 2 J)-2-(4-
AZ L ANKZIN-T 2 ZI)V)-N-F 7V
=2 )-TOEA T IR,

'H NMR (400 MHz, CDCl;): d 1.97 (s, 3H),
3.06 (s, 3H), 4.85 (s, 1H), 6.22-6.27 (m,
1H), 6.56-6.61 (m, 1H), 6.84-6.89 (m, 1H),
7.03-7.04 (d, J = 3.6 Hz, 1H), 7.42-7.43 (d,
J = 3.6 Hz, 1H), 7.86-7.88 (d, J = 8.8 Hz,
2H), 7.96-7.98 (d, J = 8.4 Hz, 2H), 10.46
(bs, 1H).

MS (EI) m/z: (M + 1).
2-4-700-Jx/)FI)N-(5-7ano-F
T =2 A )2-(4-AF AN HKZ
V-7 xZ)V)-7OEF T IR,

'H NMR (400 MHz, CDCLs): d 1.90 (s, 3H),
3.08 (s, 3H), 6.72 (d, J = 9.2 Hz, 2H), 7.21
(d, J = 9.2 Hz, 2H), 7.31 (s, 1H), 7.80 (d, J
= 8.8 Hz, 2H), 8.00 (d, J = 8.4 Hz, 2H),
10.00 (s, 1H).

MS (EI) m/z: 471.0 (M + 1).

N-5-27 00-F 7V —)b-2-1 J/)-2-(2,4-
DINFOT =) F)2-4-AY )L
RIN-TxZ)V)-7REF T IR

'H NMR (400 MHz, CDCls): d 1.90 (s, 3H),
3.08 (s, 3H), 6.63-6.66 (m, 1H), 6.69-6.71
(m, 1H), 6.91-6.96 (m, 1H), 7.33 (s, 1H),
7.84 (d, J = 8.4 Hz, 2H), 8.02 (d, J = 8.8 Hz,
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2H), 10.20 (s, 1H).
MS (EI) m/z: 472.90 (M + 1).

N-5-Z7 B 0-F 7Y —)b2-1 )V)-2-(3,4-
TINFO-T ) F)2-(4-AF A
WERZI-T 2 Z)W)-FaEx>7 I R
MS (EI) m/z: 473.0 (M + 1).
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IUPACL RO 5 — 4

6-[2-(2,4-F 7N ADO-T x J F)-2-(3,4-
U7l FAa-7zz))-FToEF VT 2
J-=aF .

'"H NMR (400 MHz, CDCl;):1.85 (s, 3H),
6.66-6.70 (m, 2H), 6.89-6.92 (m, 1H), 7.20-
7.23 (m, 1H), 7.36-7.39 (m, 1H), 7.45-
7.55(m, 1H), 8.33-8.37 (m, J = 8.8 Hz, 2.0
Hz, 2H), 9.01-9.01 (d, J = 1.6 Hz, 1H), 9.79
(bs, 1H).

MS (EI) m/z: 434.8 (M + 1).

{5-7Bg-2-2-@-7)Fa-Tx/)F)-
2-(4-AF AN EZN-7 2 Z)V)-TOE
FZNT 21 F TV -4V} -BERR.
"H NMR (400 MHz, CDCl3): d 1.95 (s, 3H),
3.08 (s, 3H), 6.70 - 6.73 (m, 2H), 7.07 (d, J
= 3.2 Hz,1H), 7.19 - 7.22 (m, 2H), 7.79 -
7.81 (m, 2H), 7.99 -7.01 (m, 2H), 9.90
(bs,1H).

MS (EI) m/z: (M + 1).

6-[2-2,4-F 7N FAT0-T /] F)-2-(4- A
¥ ANKZI-7zZI)V)-TrEXF )
YI/ZaF B

'"HNMR (400 MHz,CDCI3): d 1.89 (s, 3H),
3.08 (s, 3H), 6.67 -6.72 (m, 2H), 6.91 - 6.94
(m, 1H), 7.88 - 7.91 (m, 2H), 8.00-8.03 (m,
2H), 8.31- 8.39 (m, 2H 9.01 (s,1H), 9.78
(s,1H).

MS (EI) m/z: 477.10 (M + 1).

6-[2-4-> 7 TaNANKIIN-T =
ZI-2-24-TC7NFa-7x ) F)-T
ODEAZNT /-2 aF R,

'"H NMR (400 MHz, CDCl;):1.05-1.08 (m,
2H), 1.36-1.40 (m, 2H), 1.89 (s, 3H), 2.45-
2.49 (m, 1H), 6.66-6.71 (m, 2H), 6.91-6.96
(m, 1H), 7.87 (d, ] = 8.4 Hz, 2H), 7.97 (d, J
= 8.4 Hz, 2H), 8.33 (d, J = 8.4 Hz, 1H),
8.37-8.39 (m, 1H), 9.02 (d, J = 1.6 Hz, 1H),
9.75 (bs, 1H);

MS (ES+) m/z 503.1(M+1)

MS (EI) m/z: 503.10 (M + 1).
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