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BHIN/2, 2— V7 AuRFLL

H
BTI~\R2 (VI-a)
e R? IH-NMR(CDCls, TMS) | MS(m/e){(m/e) | I¥ % R
%l 8 (ppm) (M, int) (%) | (mmHg)
7.45-7.10(m, 5H), 140(100), 58-59
24 CsHs-  [5.20{dd, 1H, J = 26Hz, |120(26), 84(16), | 87 (49)
4Hz) 44(32)
7.48-6.92(m, 4H), .
25 |3-CHa- CoH{5.21(dd, 111, J = 26z, éi;‘ﬁ;’);fféﬁ?) 87 | w74
4Hz), 2.28(s, 3H) ’ » 39
7.45-6.89(m, 4H), .
26 |4-CHa-CeH.-[5.26(dd, 1H, J = 26Hz, ;g?s(i;m)’ 3562, oo | .
4Hz), 2.27(s, 3H) '
7.39-7.06{m, 4H),
4-C:H:-CeH |5.25(dd, 1H, J = 26Hz, {168(33), 53(100), e
27 - lHg), 2.62(q, 2H),  |133(25). 84(3a) | ° | FT4
1.21(t, 3H)
7.24-7.10(m, 4H),
cucrpr. [P-20(dd, 1H, J = 26Hz, ,
28 4_‘(‘, g{“H” 4H7), 2.54(t, 2H), igggg;))’ 6D 7 | a5
AT 11.62-1.21(m, 4H),
0.92(t, 3H)
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3-CHLO |1-5076.69(m, 4H), 170(100),
31 -cHa- 5.19(dd, 1H, J = 26Hz, (140(36), 127(42),) 98 | 33-34(1)
R4 U4Hz), 3.79(s, 3H) 77(24)
A 7.51-6.69(m, 4H), ‘ §
32 | 4 MO 5 29(aa, 1H, 5 = 268z, g%g?)ﬁgff)' 80 | 54
P47 |4H2), 3.86(s, 3H) wab
7.49-6.81(m, 4H),
4-C:HsO (5.26(dd, 1H, J = 26Hz, (184(82), e
3| oHys 4H2), 4.10(q, 2H), 127100), 53(ag)| 10 | F7H
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4Hz)
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S 14H2), 2.34(s, 3H) ‘
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8.13-7.45(m, 7H)
-2 /1) ! Loer . [190(89), 70(100) _
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# 6
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Bashi-2, 2— U740 1 - MWoFarF L aF 1

CF;
E A ~gt  (VIb)
ik R TH-NMR(CDCls, TMS) [ MS(m/e) |I=| @A
Bl & (ppm) (M, int) (%) | (mmHg)
. ] 208(48), 84(83), 51-52
41 CeHs 7.59-7.31(m, 5H) 43(100) 68 (44)
3-CHjs 7.46-6.98(m, 4H), (222(20), 203(70), —
42 -CeH4- 2.43(s, 3H) 134(100) 45 A7 4
4-CH; 7.82-7.18(m, 4H), |222(64), 203(23), -
131 ceHS 2.45(s, 3H) 134(100) 62 | ATA
4-C2Hs 7.38-7.25(m, 4H). 236(20), . _
4| _ceHe  |2.68(q, 2B, 119(t, 31)|145(100), 90(50)| 2 | FT7
fonCats 7'33'25‘??(‘;11’{;‘11)’ 264(30), 221(37).
15 | o 2011 250m AH). 1.51(35()%,(583)(100), 58 | HTA
1.09(, 3H)
3.1
Pk 7.28-7.02(m, 3H), |236(18), 84(33), _
46 | ~(CHaha |y ool "a1D). 2.39(s, 3H) 5(100) 8| ATA
CeHa
3.5
;) 7.32-7.12(m, 3H), |236(29), 217(68) _
ral ] L] ) 1 A
47 _%6%3:_” 2.41(s, 6H) 148(100), 45(92) %8 | 7?7
3-CF3 . 276(52), 257(32),) _, -
18| Lo 7.62-7.18(m, 4H) 188(100) 52 | HFL
276(42), 257(78),
49 |4-CFsCsHs{  7.81-7.42(m, 4H) 188(95), 64 | H7L
107(100)
3-CH30 7.48-6.87(m, 4H), [238(42), 207(45), o
S0 el 3816, 3H) |139100), s9(9a) 24 | 7800

10

20

30



L T e T e T e T e T e T e T e R T e T e T e O e Y e O e R e Y e O e O e T e, O e O e T e T e T e O e T e T e T e R e |

(28)

JP 3739703 B2 2006.1.25

BE R 'H-NMR(CDCly, TMS) | MS(m/e) || A
3 6 (ppm) (M, int) (%) | (mmHg)
¢ o=
s; | 4CH:O | 7.48:6.79(m, 4H), 31?;%((6395))’ 17“2’(;183)' e | 7274
-CsHa- 3.79(s, 31) 59(100) (10
4-CeH;s0 7.561-6.85(m, 4H) 252(47) =
) 1l L A
92| CeHy |4.12(q, 2H), 1.29(t, 3H)|233(100), 8464} ° | 7
53 -ogﬁgo 7.01-6.79(m, 3H), |262(46), 233(63),| ., | 45,
) 6.01(s, 2H) 164(82), 69(100)
'CGHE'
. . - 242(26), 223(72), -
54 | 3-Cl-CeH, 7.54-7.23(m, 4H) 188(49). 69(100)| 3 | %74
4-Cl . 242(35), 174(70),
55 | oH, 7.56-7.21(m, 410) 139(100), 69(79)| 4 58(10)
3-F ) 226(52), 207(25), =
56 | o, 7.53-6.96(m, 1H) 84(100) 54 | H#TFA
57 _(?8'11;_ 7.62-6.83(m, 4H)  |226(20), 84(100}| 63 | T4
4Br 286(100),
58 | G 7.81-7.19(m, 4H)  |207(86), 138(86),| 43 | HT74A
i 69(57)
3,5-Clz - 276(100),
59 | .- 7.67-7.19(m, 3H) 241(45) 84 | 85(10)
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(31) JP 3739703 B2 2006.1.25

,\%?*m :

K
il

H-NMR(CDC L, TMS) §
(ppm)

MS(m/e)
(M, int)

CH

CsHs

8.04(s, 1H), 7.58(s, 1H),

7.50.7.08(m, 13H), 5.68(d, 1H),
5.09(s, 2H), 3.79(s, 3H), 3.65(s,

3H)

461(48), 205(33),
18963}, 145(100)
103(15)

CH

3-CH:
-CeH«

8.04(s, 1H), 7.58(s, 1H),

7.52.6.97(m, 12H), 5.68(d, 1H),
5.10(s, 2H), 3.78(s, 3H), 3.64(s,

3H), 2.25(s, 3H)

475(30), 205(27),
189(51), 145(100)
123(22)

CH

4-CH3
-CsH4

8.05(s, 1H), 7.59(s, 1H),

7.52-7.01(m, 12H), 5.70(d, 1H),
5.11(s, 2H), 3.80(s, 3H), 3.66(s,

3H), 2.28(s, SH)

475(42), 205(21),
139(32), 145(100)

CH

3.4
-{CHa)s
-CeHs

8.01(s, 1H), 7.60(s, 1H),

7.59-6.92(m, 11H), 5.65(d, 1H),
5.15(s, 2H), 3.77(s, 3H), 3.62(s,

3H), 2.20(s, 6H)

489(12), 205(20),
189(22), 145(100)
118(59)

CH

3,5
-(CHs)s
-CeHa

8.02(s, 1H), 7.55(s, 1H},

7.51.6.84(m, 11H), 5.64(d, 1H),
7(s, 3H), 3.65(s,

5.12(s, 2H), 3.7
3H), 2.26(s, 6H)

489(26), 205(22),
145(100), 137(25)

CH

4-CzHs
-CeH4

8.06(s, 1H), 7.69(s, 1H),

7.55.7.03(m, 12H), 5.70(d, 1H),
5.16(s, 2H), 3.76(s, 3H), 2.67(s,

3H), 2.61(q, 2H), 1.24(t, 3H)

489(44), 205(62),
168(14), 145(100)
86(26)

CH]

4'n
-C:Hy
-Cel4

8.02(s, 1H), 7.59(s, 1H),
7.57-7.01(m, 12H), 5.70(d, 1H),
5.17(s, 2H), 3.79(s, 3H), 3.66(s,
3I0), 2.58(t, 2H), 1.64-1.21(m,
4H), 0.92(t, 3H)

517(21}), 149(54),
84(78), 84(78),
55(45), 43(100)

CH

3-CH:0
-CeH4

8.01(s, 1H), 7.60(s, 1H),
7.57-6.70(m, 12H), 5.65(d, 1H),
5.15(s, 2H), 3.81(s, 3H), 3.79(s,

3H), 3.64(s, 3H)

491(42), 205(28),
189(29), 145(100)
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(32)

JP 3739703 B2 2006.1.25

% 1 - r Q
x| v m R H-NMR{(CDCls, TMS) & 1;13({11/«;)
" {ppm) M, int
4 8.06(s, 1H), 7.60(s, 1), 491(56), 205(19)
] 7.63-6.78(m, 12H), 5.69(d, 189(25),
 |CH 0| H _%HIB{O 1H), 5.10(s, 2H), 3.81(s, 3H),  145(100),
884 13.79(s, 3H), 3.67(s, 3H) 139(24)
8.02(s, 1H), 7.61(s, 1H),
4 7.59-6.78(m, 12H), 5.64(d, BOG(19),
10 |CH| O { H | -C:Hs0 [1H), 5.16(s, 2H), 4.00(q, 2H),,  145(100),
-CeHs  13.79(s, 3H), 3.63(s, 3H), 125(37)
1.40(t, 3H)
8.00(s, 1H), 7.60(s, 1H), 479(35), 205(32)
1ileel o | B 3-F |7.586.80(m, 12H), 5.63(d, 189(12)
-CeHs  [1H), 5.19(s, 2H), 3.78(s, 3H), 14 4(100')
3.62(s, 3H)
8.056(s, 1H), 7.58(s, 1H), ) .
12 cul o | m 4F  [7.56-6.89(m, 12H), 5.68(d, 479(f;2)’(§g§3(95’
-CeHs [1H), 5.16(s, 2H), 3.79(s, 3H), 145(100’)
3.66(s, 3H)
_ 8.06(s, 11—(.1), 7.57()3, IHr),( 495(41), 205(97)
13lcal o |l g 3-:Ct  |7.55.7.00(m, 12H), 5.67(d, 189(49)
-CeHs  [1H), 5.14(s, 2H), 3.76(s, 3H), 145(100')
3.64(s, 3H)
8.05(s, 1H), 7.58(s, TH), 495(43), 205(59)
4-Cl-  |7.54.7.02(m, 12H), 5.65(d, 189(98),
14/CH; O | H Ce¢H. |1H), 5.13(s, 2H), 3.78(g, 3H), 145(100),
3.65(s, 3H) 131(27), 103(21)
34 3.01(5“, '1H), 7.61(s, 1H,[, 505(36), 205(20)
7.59.6.64(m, 11H), 5.86(s,
15 |CH| O | H | -OCH:0 - 188(23),
o, [2H) 5.56(d, 1H), 5.15Gs, 2H), | 4(100)
6119 13.77(s, 3H), 3.64(s, 3H)
8.07(s, 1H), 7.61(s, 1H)
’ ’ * ’ 460(28)
: 7.59-6.89(m, 13H), 5.71(4, Y
16 |CHINH| H | CeHs Yy 5 17(s, 28, 4.14(b, 1H), llsfé%gg))’
3.64(s, 3H), 2.96(d, 3H)
8.09(s, 1H), 7.62(s, 1H),
9-CH 7.61.6.970m, 1211), 5.67(d, 474(40),
17 |CH|NH| H '.C’HE 1H), 6.17(s, 2H), 4.13(b, 1H),|  188(100),
o 13.63(s, 3H), 2.97(d, 3H), 144(46), 42(21)
2.29(s, 3H)
8.09(s, 1H), 7.61(s, 1H),
3,5 7.59.6.81(m, 11H), 5.71(d, 148885%(15(;‘2)’
18 |CH|NH: H | -(CHa): |LH), 5.16(s, 2H), 4.16(b, 1H), 144(58) ]37('17)
-CeHs |3.61(s, 3H), 2.95(d, 3H), 42'(26)

2.23(s, 6H)
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(33)

JP 3739703 B2 2006.1.25

ﬁ x v g R TH-NMR(CDClLs, TM3) 5 MS(m/e)
e (ppm) (M, int)
8.07(s, 1H), 7.62(s, 1H),
4-CsHs 7.61.7.09(m, 12H), 5.63(d, 188(52),
19 |[CH|NH| H ol 1H), 5.17(s, 2H), 4.17(b, 1H),|  188(100),
3.63(s, 3H), 2.98(d, 3H), 144(42), 44(37)
2.59(q, 21D, 1.24(t, 31D
8.08(s, 1H), 7.63(s, 1H),
4-CHL0 7.61.6.72(m, 12H), 5.70(d, 490(45),
20| CHINH| H | ° o~ [LH), 5.16(s, 2H), 4.17(b, 1H),|  188(100),
M 13.78(s, 31D, 3.63(s, 3H), 144(58), 44(25) |
2.97(d, 3H)
8.07(s, 1H), 7.62(s, 1H),
. 4-F  |7.60-6.87(m, 12H), 5.67(d, 478(62),
LICHINHIH | oo, HED, 5.17(s, 28D, 4.14(b, 1H), 4 4%(??)(1?(());’(-2'3)
3.64(¢, 3H), 2.96(d, 3H) ’ -
8.10(s, 1H), 7.62(s, 1H),
3-Cl1 [7.60-6.97(m, 12H), 5.63(d, 494(42),
22|CHINH\H | oo 11D, 5. 16(s, 2H), 4.15(b, 1H),[188(100), 144(46)
3.61(s, 3H), 2.95(d, 3H)
8.08(s, 1H), 7.62(s, 1H),
3,4 |7.61.6.68(m, 11H), 5.91(s, |504(28), 445(34),
23 [CH|NH| H | -OCH:0 [2H), 5.62(d, 1H), 5.18(s, 2H), 188(94),
-CeHs |4.12(b, 1H), 3.61(s, 3H), 144(100), 103(21)
2.97(d, 3H)
8.01(s, 1H), 7.53-7.01(m, . "
24| N|O | H CsHe [18H), 5.87(d, 1H), 5.11(s, 2H),‘ﬁ%).((‘i%)6)‘l%g(ég))’
4.00(s, 3H), 3.83(s, 3H) : '
8.01(s, 1H), 7.50.7.06(m,
95 | N | 0 | g |4"CHa"CsH[12H), 5.68(d, 1H), 5.10(s, 2H) 476(53), 131(67),
4 4.01(s, 3H), 3.82(s, 3H), 116(100), 59(52)
2.30(s, 3H)
8.00(s, 1H), 7.62.6.81(m, .
o6l x| 0| g | 4CHsO [12H), 5.65(d, 1H), 5.09(s, 2H),492(19381)51103(;’)(83)’
-CeHs |4.02(s, 3H), 3.82(s, 3H), 116(77) 59(’6 2
3.78(s, 3H) ' ‘
8.01(s, 1H), 7.46.6.93(m, La1in
27/ N |0 |H | U 2H),5.67(d, 1H),5.090s, ZH)’ﬁ%((fi%)é)li]é((?s%
A 4.02(s, 3H), 3.83(s, 3H)
8.00(s, 1H), 7.46-7.13(m
4-Cl ’ : o 196(17), 131(61),
28| N1 O | H CeH 12H), 5.66(d, 1H), b.mns,zH),“G(mO)’ 50(52)

4.01(s, 3H), 3.82(s, 3H)
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(34) JP 3739703 B2 2006.1.25

2.88(d, 3H)

3z
1 - 8] [h)
- v |lm Re H-NMR(CDCl3, TM8) § Mm@m)
(ppm) (M, int)
1
| 34 1076 51D, 5 6s(a, 1) 062D, 1596
29 O | H| -OCH:0 ANt »T131€52), 116(80),
‘ OH 5.10(s, 2H), 4.02(s, 3H), 59(100)
7813 8a(s, 3H)
LSID) 6.6, 11D .65, 150,16169), 22161,
30 NH| H CeHs P e e T 904(64), 132(73),
5.11(s, 2H)}, 3.94(s, 3I), 116(100). 53(31)
2.86(d, 3H) P OEND
8.00(s, 1H), 7.67-6.94(m, .
3-CHs [12HD, 6.76(b, 1HD), 5.68(a. 1H), 175D, 221(66),
31 NH H| ° ‘ 204(53), 132(99),
CSH4 5.14(8, ZII), 3.92(5, 3H), 116(100) 58(7?')
2.87(d, 3H), 2.30(s, 3H) ’ )
8.01(s, 1H), 7.72-7.00(m,
39 NH| H 3,4-(CHg):z [11H), 6.76(b, 1H), 5.63(d, 1H),[489(42), 307(47),
-CeHas  [5.14(s, 2H), 3.85(s, 3H), 149(100)
2.87(d, 31), 2.23(s, 6H)
8.01(s, 1H), 7.557,09(m,
4-C2Hs 12H), 6.75(b, 1H), 5‘,7 0, 1H)*439(55), 221(21),
33 NH|H | " [5.09(s, 2H), 3.93(s, 3H), 132(100), 116(88)
B l2.87(d, 3H), 2.60(g, 2H), ’
1.20(t, 3H)
8.01(s, 1H), 7.53-7.02(m,
4on-CaHo |21, 6.76(b, 1H), 5.68(d, 11D),[517(35), 205(37),
34 NH| B -c-i; ® |5.12(s, 2H), 3.94(s, 3H), 132(89), 116(73),
851 12.87(d, 3H), 2.56(t, 2H), 58(100)
1.67-1.21{(m, 4H), 0.91(, 3H)
8.00(s, 1H), 7.55.6.96(m,
3-CH;0 [12H), .75(b, 1H), 5.64(2, 10,191 (15), 221(57),
35 NH| H . 205(35), 132(85),|
‘CeHs |5.13(s, 2H), 3.86(s, 3H), 116(86). 58(100)
3.78(s, 3H), 2.87(d, 3H) '
8.00(s, 1H), 7.57-6.84(m, 505(82), 205(39),
38 NE| ' 4-C:Hs0 [12H), 6.75(b, 1H), 5.65(d, 1H), 181(23),
-Cells  [5.15(s, 2H), 4.00(q, 2H), 132(100),
3.87(s, 3H), 2.86(d, 3H) 116(84), 58(88)
8.01(s, 1H), 7.58.6.87(r, .
_ 4-F 12H), 6.77(b, 1H), 5.64(d, 1H),479(43)’ 221(44),
37 NH | H| \ 132(100),
CsHs {5.11(s, 2H), 3.90(s, 3H), 116(76), 58(16)
2.88(d, 3H) ’ ‘
8.01(s, 1H), 7.58.7.02(xa, o o
as | n Ing m | 3°C1 126D, 6,740, 1), 5.63(d, 1H),;ggg£’ fj;gg;
) ' -CeHy  [5.12(s, 2H), 3.88(s, 3H), ’ ’

116(100), 58(79)
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(35)

JP 3739703 B2 2006.1.25

3
4lxlylm R TH-NMR(CDCls, TMS3) § MS(m/e)
i (ppm) (M, int)
3.4 ?'105)(5;&;171& 7 '1‘?)‘6;8(‘};’?’ o1 [FOB(63), 284(25),
39 | N [NH| H | -0CH:0 , @ 100, 18, 9,908, 2801 53(39). 132(99)
CeH, [0-86(d, 1H), 5.10(s, 2H), 116(100), 58(43)
°% 13 94(s, 3H), 2.87(d, 3H) ) TR
7.18(s, 1H), 7.42—6.._8{7(131, 4T6(11), 205(35).
13H), 5.67(d, 1H), 6.20(s, 2H), ,
40 |CH| O |CHa| CsHs ‘ 189(1D),
3.78(s, 3H), 3.65(s, 3H), (100) ‘
2.24(&, 31 145(100}, 109(31
7.50(s, 1H), 7.486.92(m, )
3-CHa [12H), 5.66(d, 1D, 5.19(s, 251) [189(20), 206(40),
41 |CH| O |CHa 189(17),
-CeHs [3.77(s, 3H), 3.67(s, 3H), 145(100) 123(29
2.31(s, 3H), 2.23(s, 3H) ’ ‘
7.50(s, 1H), 7.48-6.97(m, a0 -
| 4-CHs [12H), 5.640a, 1H), 5.19(s 2H) [X89(B1), 399(31),
42 |CH| O |CHa 206(25)
-CeHy [3.75(s, 3H), 3.64(s, 3H), 3(18)
2.31(s, 3H), 2.25(s, 3H) 145(100), 103(18
34 7.58(s, 1H), 7.57-6.98(m,

] ; s 11H), 5.63(d, 1H), 5.18(s, 2H),|503(20), 205(d4),
43 1CH| O | CH. %l};’h 3.78(s, 3H), 3.63(s, SH),  [189(18), 145(100)
514 12,200, 3H), 2.18(s, 6H)

7.48(s, 1H), 7.45-6.67(m,
3,5 |11H), 5.50(d, 1H), 5.10(s, 2H), oey Ol
44 |CH| O |CH:| ~(CHy): |3.58(s, 31D, 3.52(s, 3ID), 503(ff;’(fgg)("5)’
‘CeH3  [2.18(s, 3H), 2.15(s, 3H),
2.09(s, 3H)
7.48(s, 1H), 7.44-6.93(m,
4-CsHs 12H), 5.60(d, 1H), 5.11(s, 2H),503(11)’ 282(19),
45 |CH| O |CHs| ~ /1 " [3.67(s, 3H), 3.57(s, 3H), 205(40). 145(100)
M 13.36(q, 2ID), 2.11(s, 3H), ’
1.12(t, 3H)
7.59(s, 1H), 7.58-7.00(m,
46 4-n  [12H), 5.64(d, 1H), 5.19{(s, 2H),[531(17), 301(24),
CH| O |CH:| -CsHs [3.79(s, 3H), 3.64(s, 3H), 205(55), 189(21)
-CeHy  [2.57(t, 2H), 2.20(s, 3I), 145(100)
1.44-1.19(m, 4H), 0.91(t, 3H)
7.59(s, 1H), 7.58 6.78(m, o
47 |cu| o |cm, | 3°CHsO 12H), 5.65(d, 1H), 5.17(s, 2H),505(;’(1),)5’(ﬁ;“‘”)’
1 -CeHa [3.80(s, 3H), 3.78(s, 3H), N

3.62(s, 3H), 2.18(s, 3H)

145(100), 131(38)
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JP 3739703 B2 2006.1.25

2.85(d, 3H), 2.37(s, 3H),
2.23(s, 3H)

= . ITH-NMR(CDCl;, TMS) & MS{m/e)
| X|Y|R R? .
(ppm) (M, int)
£
7.49(s, 1H), 7.46.6.68(m, . .
4-CHsO [12H), 5.58(1, 1H), 5.08(s, 21) [POF(13), 205(24),
48 |CH| O |CH; d . 145(100),
-CsHe [3.67(s, 3H), 3.65(s, 3H), 139(39). 84(32)
3.54(s, 3H), 2.11(s, 3H) ) P
7.60(s, 1H), 7.58-6.81(m,
4-CoH:O 12H), 5.66(d, 1H), 5.19(s, 2H),|519(49), 298(37).
49 [CH| O |CHa| " J"™ |4.00(q, 2H), 3.76(s, 3H), 159(46),
81 13 85(s, 3H), 2.20(s, 3H), 145(100), 131(59}
1.38(t, 3H)
7.58(s, 1H), 7.55.6.80{m, .
3F  [124D), 5.64(d, 11D, 5.18(s, 25 [193(28), 206(33),
50 |CH| O |CHs g fohi 189(26),
-CsHqe [3.77(s, 3H), 3.68(s, 3H), 145(100) 131(42)
2.18(s, 3H) ' -
7.61(s, 1H), 7.58-6.94{m
. L mof : 493(71), 272(34),
51 1cul o low, 4-F 12H),5.72(d,r1H),5.20@,21{),205(69),IBQ(BO)U
-CeH4 [3.80(s, 3H), 3.68(s, 3H), 145(100). 127(64)
2.20(s, 3H) ' ’
3-CH 7.61(s, 1H), 7.52.6.97(m,
s2 lcul o len,| - 4_013 11H), 5.57(d, 1H), 5.12(s, 2H) |523(44), 302(34).
2 CyH, [3-78(s, 3H), 8.64(s, 3H), 205(23), 145(100)
88 12.21(s, 3H), 2.16(s, 3H)
7.53(s, 1H), 7.52.7.00(m,
3-Cl [12H), 5.66(d, 1H), 5.15(s, 2H),[509(42), 205(3 1),
53 |CH| O | CHs -CsHs (3.77(s, 3H), 3.67(s, 3H), 189(26), 145(100]
2.25(s, 3H)
7.52(s, 1H), 7.50-7.01(m, .
4-Cl |12H), 5.67(d, 1H), 5.18(s, 2H), 509(37), 206(30).
54 |CH| O |CHa| _ ; . 189(24),
CGH4 3.78(3, 3H)‘ 63.66(3, 3H), 145(100) 103|(25
2.24(s, 3H) e
Y
3,4 |60 1H), T.586.75(m,  |.19030) 905(31),
- i 11H), 5.88(s, 2H), 5.63(d, 1H),
! 55 |[CH| O |CHz| -OCH:0 g 189(16),
] Gl 5.20(s, 2H), 3.79(s, 3H), 145(100) 131(33)
3.62(s, 3H), 2.19(s, 3H) PSS
Cioll7-2-A]7 56(s, 1H), 8.08-7.05(m,
s |cH| o |cH N-(F7 5 115H), 6.34(d, 1H), 5.16(s, 2H),|525(27), 205(33),
© 2l Lre-2- |3.65(s, 3H), 5.61(s, 3H), 159(28), 145(100;
) |2.16(s, 31D
7.60(s, 1H), 7.58-7.02(m,
12H), 5.71(d, 1H), 5.18(s, 2H)
; _ 4-CHs P TS 488(23),
57 |CH|NH|CHa -CoH, 1.23(b, 1H), 3.61(s, 3H), 188(100). 144(56)
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(37) JP 3739703 B2 2006.1.25

il x|y | m R IH-NMR(CDCls, TMS) § MS(m/e.}
f (ppm) (M, int)
7.61(s, 1H), 7.59-6.81(m, 11H)
3,5 ro ’ | 502(48),
: P 5.66(d, 1H), 5.18(s, 2I1), 4.23(b, :
56 |OH|NH) G| ~(CH: 11y) 3620, 3H), 2.91(d, 38D, 1:‘35%%’))’
5 |2 22(s, 6H)
7.61(s, 1H), 7.60.7.01(m, 12H),
4-CoH, [P-70(d, 1H), 5.19(s, 2H), 4.22(b,  502(13),
59 CH\NH|CHa| "~ 1" [1H), 3.62(s, 3H), 2.88(d, 5H), | 188(100),
*F 0 Bel(q, 2H), 2.22(s, 3H), 1.22(t,  144(94)
3H)
7.60(s, 1H), 7.59-6.75(m, 12H), 504(31)
41-CHsO |5.68(d, 1H), 5.18(s, 2H), 4.21(b, :
60 |CH|NH| CHa -CeHs  [1H), 3.78(s, 3H), 3.61(s, 3H), lffiégg ’
2.92(d, 3H), 2.21(s, 3H)
7.62(s, 1H). 7.60-7.01{m, 11H)
3-CHs ’ - ’ ' 522(13)
L 5.64(d, 1H), 5.17(s, 2H), 4.21(b, :
61 | CH|NH| CHs ) é fll 1H), 3.60(s, 3H), 2.90(d, 3H), 1?2;}33))’
%% o a2(s, 6H), 2.21(s, 3H)
7.61(s, TH), 7.607.03{m, 12H), 508(32)
3-C1  [5.67(d, 1H), 5.19(s, 2FD), 4.21(b, :
62 |CHINH\CHa | oH, 11D, 3.63(s, 3H), 2.92(d, AH), lffﬂgg))’
2.23(s, 3H)
7.60(s, 1H), 7.59.6.78(m, 11H)
3.4 ’ ’ y | 518(41)
P 5.91(s, 2H), 5.65(d, 1H), 5.18(s, y
63 | CH NH| CHy (_)gr;lgo 2H), 4.23(b, 1H), 3.61(s, 3H), lffﬂfg))'
1 l2.91(d, 3H), 2.21(s, 3H)
7.49.7.16(m, 13H), 5.73(d, 1H), ‘;g%g;’
64| N | O [CHs CeHs [5.15(s, 2H), 4.04(s, 3H), 3.82(s, :
3H), 2.21(s, 3H) 116(100),
P e 59(44)
o.CH. [-806.98(m, 121D, 5.68(d, LH), ‘;g?gg;g’
65| N | O |CH _CGHj 5.15(s, 2H), 4.03(s, 3H), 3.82(s, 116100}
3H), 2.31(s, 3H), 2.21(s, 3H) 59(45)
voH, [1-497.08(m, 121, 5.67(a, 1| 490CE
66| N | O | CHs -cﬁHf 5.13(s, 2H), 4.02(s, 3H), 3.80(s, 193(66).
3H), 2.29(s, 3H), 2.18(s, 3H) 16(100), 59(64)
504(51),
! 3,4  |7.456-7.00(m, 11H), 5.64(d, 1H),| 137(62),
67| N | O |CHs| -(CHs): [5.12(s, 2H), 4.00(s, 3H), 3.79(s,| 131(60),
-CsHs  [3H), 2.20(s, 61II), 2.17(s, 3H) 116(100),
59(77)
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(38) JP 3739703 B2 2006.1.25

fﬁ v | R R TH-NMR(CDCls, TMS) & MS8(m/e)
e (ppm) (M, int)
35 [aseenm. B, 2 5'?2(d£1) (56), 131(62)
J ; 1H), 5.13(s, 2H), 4.01(s, 3H),|504(56), 131(52),
68 0 | CHs (gI}{J)‘ 3.79(s, 31D, 2.24(s, 6H),  |115(100), 59(48)
1% 12 18(s, 3H)
7.50-7.08(m, 12H), 5.69(d,
69 o |om,| 4 C:Hs [1H), 5.12(s, 2H), 4.01(s, 3H),504(31), 131(70),
-CsHs  13.81(s, 3H), 2.60(q, 2H), 116(100), 59(61)
2.18(s, 3H), 1.19(t, 3H)
7.52.7.07(m, 12H), 5.70(d,
4-n  [1H), 5.15(s, 2H), 4.04(s, 3H), ap
70 O |CHs| -CiHo [3.82(s, 3H), 2.58(t, 2H) 51?2((3;%)6)135;((‘1%);
-CeH: [2.20(s, 3H), 1.67-1.24(m, 4H), ’
0.93(t, 3H)
7.58-6.77(m, 12H), 5.69(d,
71 o e, | 3 CHO 1H), 5.13(s, 2H), 4.03(s, 3H), 506(30), 131(59),
-CsHa  [3.83(s, 3H), 3.76(s, 3H), 116(100), 59(69)
2.19(s, 3H)
7.566.79(m, 12H), 5.66(d,
- o |op, | 4CH:O 1H), 5.12(s, 2H), 4.01(s, 3H),506(46)’ 139(30),
3 . . 131(79),
-CeHy 380(8, LgH), 3.76(3, 3H), 116(100) ,.9(79)
2. 18(s, 3T '
7.67-6.78(m, 12H), 5.65(d, )
75| x| 0 lom, | 4-CE0 [1H), 5.13(s, 28D, 4.02(s, 31,7208, 18170,
8 y e 125(72),
-CeHs [4.01(q, 2H), 3.80(s, 3H), 116(100), 59(68)
2.18(s, 3H), 1.38(t, 31D ’
7.50.6.91(m, 12H), 5.65(d, . -
74| N | 0 |CH; _éﬁi 1H), 5.13(s, 2H), 4.00(s, 3H),'ﬁ‘é((2150)6)1%;(&‘g)’
3.79(s, 3H), 2.17(s, 3H) ’
3-c1  |7-49-7-08(m, 12H), 5.62(d, [510(43), 206(44),
75 O |CHa| o3y, [VHD,5.13(s, 2H), 4.01(s, 3H), 131(71),
8413 .80(s, 3H), 2.18(s, 3H) 116(100), 59(65)
sol 7507 14(m, 12H), 5.67(d, [610(21), 206(61),
76 O |CHs| _op, [V, 5.16(s, 2H), 4.04(s, 3H), 131(54),
3.83(s, 3H), 2.21(s, 3H) 116(100), 59(74)
7.47.7.15(m, 13H), 6.71(b,
. 1H), 5.70(d, 1H), 5.13(s, 2H),475(24), 132(50),
" NH|CHs |  CsHs 3.93(s, 3H), 2.84(d, 3H), |116(68), 58(100)
2.18(s, 3H) '
7.46.7.16(m, 12H), 6.70(b,
rg NH cir | 3CHs 1H), 5.66(d, 1H), 5.12(s, 2H),[489(22), 131(56),
-CeHa |3.93(s, 3H), 2.85(d, 3H), 116(73), 58(100)

2.30(s, 3H), 2.17(s, 3H)
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% x|yl m R ITH-NMR{CDCLs, TMS) § Ms(x_n/e)
i (ppm) {M, int)
7.46.7.08(m, 12H), 6.68(b, 1H),] 503(54),

4-C:Hs-Cs [5.68(d, 1H), 5.11(s, 2H), 3.92(s, 3167,

79 NANH\CHs | = "y " ™ lapy 2'84(d, 3H), 2.58(q, 2H), | 115(78),
2.16(s, 3H), 1.19(t, 3H) 58(100)

7.49.6.97(m, 12H), 6.72(b, 1H), 505(27),

3-CHaO [5.65(d, 1H), 5.13(s, 2H), 3.94(s,  32(47),

80\ NANHICHs| "o |3m), 3.78(s, 3H), 2.84(d, 31D, | 116(59),
2.18(s, 3H) 58(100)

7.50-6.81{m, 12H), 6.70(b, 1H),| 519(51),

4-C:Hs0 [5.67(d, 1H), 5.12(s, 2ID), 4.00(q,|  32(p2),

81| N \NH| CHa -CeHs  2H), 3.93(s, 3H), 2.85(d, SH), 116(75),
2.17(s, 3H), 1.38(t, 3H) 58(100)

op  [1476.93(n, 12H), 6.71(b, 1H), 43923(;231)) :

82 | N [NH; CHs - CeHa 5.68(d, 1H), 5.13(s, 2HJ, 3.94(s, 11661
3H), 2.86(d, 31D, 2.16(s, 3H) 58(100)

7.52(s, 1H), 7.48 7.06(m, 13H), 58299((4112))’

83 |CH| O | CFy CeHs |5.68(d, 1H), 5.14(s, 2H), 3.67(s, :
3H), 3.58(s, 3H) 145(100),

» o ’ 109(32)

543(48),

3-CH, |7-53(s. 1H), 7.446.97(m, 12H),  53(48),

84|CH| O |CFs | “. ;" [5.68(d, 1H), 5.16(s, 2H), 3.65(s,  189(48),
614 13H), 3.57(s, 3H), 2.32(s, 3H) 45(100),

123(30)

4CH, |T-54s, 1H), 7.49.7.05(m, 12H), 58493(;605))’

85 |CH| O | CFs _CSH: 5.69(d, 1H), 5.17(s, 2H), 3.72(s,| | =] 0y
3H), 3.61(s, 3H), 2.31(s, 3H) 23(25)

35  |7.54(s, 1H), 7.46.6.87(m, 11H), 505&(‘,22735)’

86 |CH| O |CF3| -(CHs): [5.67(d, 11D, 5.14(s, 2ID), 3.64(s, 18"9(39)’
-CsHs |3H), 3.56(s, 3H), 2.33(s, 6H) 45(100)

7.53(s, 1H), 7.43-7.06¢{m, 12H)

4n s : | 585(41),

87|cH o | cr | -C.H, 5.64(d, 1H), 5.18(s, 2H), 3.68(s, 88(28),
oL, [3ED 3:81(s, 3H), 2.58(t, 2H), 144(100)

S 11.64.1.24(m, 4H), 0.92(t, 3H)

3-CH0 7.54(s, 1H), 7.45.6.78(m, 12H), 58599((488?’

88 |CH| O | CFs -cr-f 5.68(d, 1H), 5.18(s, 2D, 3.717(s, 1450100)
S 13H), 3.66(s, 3H), 3.54(s, 3H) 39(72)
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JP 3739703 B2 2006.1.25

= ,
il x|y m R TH-NMR(CDCl:, TMS) § MS(rpie)
) (ppm) (M, int)
7.55(s, 1H), 7.43-6.79(m,
4-CHs;0 (12H), 5.69(d, 1H), 5.19(s, |559(92), 89(24),
89|CH| O 1 CFs | " o1, loH), 8.76(s, 3H). 3.65(s, 3H),|145(100), 39(26)
3.566(s, 3H)
] 7.54(s, 1H), 7.53.6.81(m, -
90|CH| 0 [OFs| 3T 121D, 5.64(d, 1ED), 5.17, 547(331’(333)("“)“
M loH), 8.74(s, 3H), 3.62(s, 3H) '
3-CH, |/-56(s, 1H), 7.47.7.03(m,
o1lchl o | cr ) 4_01? 11H), 5.61(d, 1H), 5.20(s, |577(41), 189(94),
4 CoH. |2, 8.70(s, 3H), 3.61(s, 3H),| 145(100), 84(28)
618 12.28(s, 3H)
scl-  |1-52(s, 1H), 7.48.7.04(m,  [563(35), 189(48),
92 [CH| O | CFs Col 12H), 5.65(d, 1H}, 5.16(s, 145(100),
o4 1aH), 3.68(s, 3H), 3.59(s, 3H) 103(16)
CioH72-A1 |7.566(s, 1H), 8.06.7.10(m, [|579(67), 189(28),
93 |[CH| O | CFs L-(F7#1-(15H), 6.02(d, 1H), 5.19(s, 159(37),
v-2- ) 12H), 3.66(s, 3H), 3.57(s, 3H) 145(100)
3.4 7.54(s, 1H), 8.01.7.11(m,
oo [11TH), 6.78(s, 2H), 5.68(d, [573(61), 189(52),
941CH| O | CFs (_)((33%20 1H), 5.17(s, 2HD), 3.63(s, 3H),[159(100), 145(58)
1 13 54(s, 3H)
7.58(s, 1H), 7.57 7.08(m, 528(21),
13H), 5.71(d, 1H), 5.21(s, 188(100),
95 |CH|NH| CFs | CsHs 2H), 4.09(b, 1H), 3.58(s, SH), 144(67),
2.82(d, 3H) 109(34)
7.57(s, 1H), 7.49.6.94(m,
.| 8CH:; [12H), 5.68(d, 1H), 5.17(s, 542(61),
96 |CIINH CFs | oy, 2H), 4.08(b, 1H), 3.60(s, 3H) [188(100), 144(54)
2.71(d, 3H), 2.28(s, 3H) ‘
a5 7.60(s, 1H), 7.58-6.80(m,
P 11H), 5.67(d, 1H), 5.20(s, 556(22),
A7 |CH NH| CFs fglﬁ')ﬂ 2H), 4.17(b, 1H), 3.60(s, 3H),{188(100), 144(50)
1 g 83(d, 3H), 2.23(s, 6H)
8.01(b, 1H), 7.57(s, 11D),
3-CH3O [7.566.78(m, 12H), 5.69(d, 558(23),
98 |CH\NH| CFs | " 01" 1), 5.20(s, 2. 3.78(s, 3H),[188(100), 144(63)
3.58(s, 3H), 2.86(d, 3D
7.63(s, 1), 7.61-6.81(m ‘
Nl ’ ' 558(19)
4-CH:O [12H), 5.70(d, 1ID), 5.21(s, ;
99 |CHINH| CFa | “ 0y lom), 4.18(b, 11D, 3.78(s, 3ED), 15525;1)) :

3.61(s, 3H), 2.91(d, 3H)
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(41)

JP 3739703 B2 2006.1.25

[
E fj wlv| m | ge | 'HNMRCDCLTMS) 5 |  MS(m/e)
[ i (ppm) (M, int)
: 7.59(s, 1H), 7.51.7.09(m,
[ . 4-Cl  [12H), 5.69(d, 1H), 5.18(s, 562(30),
[ HOO(CHINE) o | Gar, 2B, 4,100, 1K), 3.58(s, 3H), | 441(%82()11%)(’30)
[ 2.73(d, 3H) :
[ G2 eraola, 1D, 3170, 578(42), 188040

| _ ,6.33(d, 1H), 5.17(s, [578(42), 188(44),
E 101]CHNH| CT ]:"/(zj}f) 2H), 4.11(b, 1H), 8.56(s, 3H),144(54), 145(100)

2.74(d, 3H)

[ 7.51.7.08(m, 13H), 5.70(d, 530(25), 206(18).
[ 102| N | O | CFs CeHs |1HD, 5.17(s, 2H), 3.98(s, 3H), 131(60),
[ 3.73(s, 3H) 116(100), 59(68)
[
O
0000000000 (MO)0000000000{0 -[[[0*0(@ 0000000
rr,O"tfT,0"""OO00O0OO0DOODOOT""OO0DbOO0ooOoOo " "0000o0O0oOOoo)Yoooaa
]J000]000]0000000}000000CMO00000)000
gooooooocoooooooooooooooooooooooooooooonos
gooooooOoooooooooooboooooooorTo0obo0ooO0obooboooooOoooan
gfooooooo0ogoooooooooogooooooooooooooooooooa
gooooooooooooooocoooooooocooooooooooboooo0Oaonoano
gooO0ooooO0ooooo0ooooootoooboooooooobooooooooobooodnn
Oo00oo0oooooooooooooo0oooooooooooooooooooooaoano
gooooooocooooooooocootoooooooooooooooooooao
oo0o0o0Oooao

"H-NMR(CDCI;, TMS)3 (ppm): 8.01(s, 1H), 7.59(s, 1H), 7.5
2H), 3.78(s, 3H), 3.61(s, 3H)

'9E_NMR(CDCI;, CFCI;)3 (ppm): -75.916(q, 3F, J=12.22Hz), -58.714(d, 1F, J=12.267
Hz) O ,0-000, -76.313(q, 3F, J=23.93Hz), -58.518(d, 1F, J=24.676Hz) O ,0 -O

8-6.92(m, 13H), 5.18(s,

00

MS(m/e): 529(M*, 18), 205(59), 189(75), 145(100), 131(25)0

Dooooo

000000000000 (@O)I0000000004{0" -[[[0"'0 (O*"""0000
ooo®,0°""*, 0000000000 0000000 000000000 )0
000]000]000]00000003)00000C@O0000)0000
0000000000000 O00O00O000DO0ODO00O00O0DOoOoO0oOoooooooano.
5000000000000000000000000010000000000000
0000000000000 D00O00000O00O000000000000000000
0.5 0000000000C0C000000000000000000000000000
0000000000000 O00O0000O0O00O0000O0ON0O00ONOO0ONoOooOoaO
0000000000000 D00O00000O00O000000000000000000
0000000000000 O00O00O000O0O0O00000DONOoONoooooan
Dooooo

YH-NMR(CDCI,, TMS)& (ppm): 8.01(s, 1H), 7.62(s, 1H), 7.6
2H), 4.17(b, 1H), 3.63(s, 3H), 2.98(d, 3H)

MS(m/e): 528(M", 54), 188(53), 144(100), 103(36), 76(46)0
Dooooo
000000000000 0O00O00O0000000000000000000000 (Vv
I-p)) 00 0000000000000 0000O0N0O0000O0ON0NON0OONONOoONoooan

1-7.00(m, 13H), 5.18(s,
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ocoooooooooonooooooooovi-poooooooooboooDoODoDOD
ooboocoooOooobooooboooobooobobooboooboOoooooobooboooon
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(42)

JP 3739703 B2 2006.1.25

oooooao
Ooo0oo0oaod
[ # 8
: 1
[ gs
[ | # R
[ ,Ik N
[
[ Ei x R R IH-NMR(CDCls, TMS) § MS(m/e)
[ i {ppm) (M, int)
[ 8.01(s, 1H), 7.59(s, 1H), [529(18), 205(59),
[ 103 |CH H | CeHs | 7.586.92(m, 13H), 5.18(s, 189(75),
: 2H), 3.78(s, 3H), 3.61(s, 3H)|145(100), 131(25
8.01(s, 1K), 7.60(s, 1H), .
i - o | 8CHs | 7.596.92(m, 12H), 5.16(s, 23283 fﬁégiﬂ
[ -CeH: |2H), 3.78(s, 3H), 3.67(s, 3H), | 45’(100)'
: 2.92(s, 3H) '
8.00(s, 1H), 7.54(s, 1H)
i) H) > ? 3 1?
: 105 |cnr i | +CHa 7.52.6.97(m, 12H), 5.10(s, 543(?;2;(2;3(“4)“
: ‘CsHs  |2H), 3.71(s, 8H), 3.63(s, 3H),|; \ - 08" 05017
[ 2.28(s, 3H) ’ '
[ g4 | 801 1), 7.60(s, 1H). o0 oy 50550)
i 7.69-6.90(m, 11H), 5.19(s,
[ 106 [CH H | -(CHs): 189(70),
Cel, [P, 3.77(s, 3H), 3.63(s, 31D, 45(100), 76(20)
[ 6118 2.25(s, 6H) 2 :
[
: | 85 | 7587 016, 110, 200, BT 212D,
[ ' -CeH3s s - LIRS, , 3.74(s, 3H), 145(100)
: ! 2.38(s, 3H), 2.36(s, 3H) :
8.00(s, 1H), 7.60(s, 1H)
13 1 2 ¥ v i:l‘
[ 108 |cn i | 4°CeHs 7.59-8.98(m, 12H), 5.19(s, 557(22035)5150309)(“")"
[ -CeH4 |2H), 3.79(s, 3H), 3.63(s, 3H), 189(93). 1 46‘(62)
[ 2.65(q, 2H), 1.22(t, 3H) :
[ 8.01(s, 1H), 7.61(s, 1H),
4-n 7.586.97(m, 12H), §5.18(s, .
[ 109 |CH H | -CHe |2H), 3.80(s, 3H), 3.64(s, 3H),?igggé')2fgﬁ?£’
[ -CeéHa | 2.61(t, 2H), 1.74-1.28(m, At
[ 4H), 0.94(t, 3H)
8.00(s, 1H), 7.59(s, 1H)
[ b 3 H] ) P, €
110 lc 4 | 3-CHIO | 7.58.6.86(m, 12H), 5.16(s, 559(‘11%@2)5(“)’
L -CsHa [2HD, 3.81(s, 3H), 3.78(s, 3H), 145(100). 86(39)
[ 3.62(s, 3H) '
[ 8.01(s, 1K), 7.56(s, 1H), [559(47), 205(31),
[ 111 len i | 4CHsO | 7.54.6.81(m, 12H), 5.18(s, 189(47),
: -CeHa [2H), 3.78(s, 3H), 3.75(s, 3H),|  145(100),
: 3.68(s, 3H) 137(17), 103(14)

O

10

20

30

40



—m —m —m @ @ @ @ @ @ ™@A ™@ M™@ @ ™ & s & & /s s /s /s s /s /s /s o

-

(43)

JP 3739703 B2 2006.1.25

2.97(d, 3H), 2.37(s, 3H)

£ x| v |r R 'H-NMR(CDCls, TMS) & MS(r_n/e)
1 (ppm) (M, int}
3-F 8.00(s, 1H), 7.59(s, 1H), |547(32), 279(13),
112|CH| O |H| 4 7.58.6.91(m, 12H), 5.20(s, |167(34), 145(100)
7 1aH), 3.78(s, 3H), 3.62(s, 3H)  71(55), 57(94)
) 8.03(s, 1H), 7.61(s, 1H), .
113 cH| 0 |H _36;4 7.58.6.94(m, 12H), 5.17(s, f;‘g((;é)) ff;((f{;%)
2H), 3.81(s, 3H), 3.71(s, 3H) T
3-CFs 8.00(s, 1H), 7.58(s, 1H), |597(31), 205(33),
114 CH| O |H| o 7.56-6.89(m, 12H), 5.18(s, |189(69), 145(100)
2H), 3.77(s, 8H), 3.62(s, 3H) 76(29)
4-CFs 8.02(s, 1H), 7.59(s, 1H), |697(43), 279(21),
115 CH| O |H| (.5~ 7.57.6.94(m, 12H), 5.20(s, | 189(39), 167(66),
2H), 3.79(s, 3H), 3.63(s, 3H) 119(100), 71(46)
; 3-C1 8.03(s, 11D, 7.60(s, 1H), [563(42), 221(69),
116 |CH| O |H Colls 7.57.7.02(m, 12H), 5.20(s, |205(94), 190(67),
2H), 3.81(s, 3H), 3.72(s, 3H) 145(100)
: 4-CL 8.01(s, 1H), 7.60(s, 1H), [563(26), 285(25),
117|/CH| O |H CoM 7.569-6.92(m, 12H), 5.19(s, | 149(60), 111(49),
2H), 3.79(s, 3H), 3.64(s, 3H) 57(100)
; 4py | 808 1H), 7.61(s, 1H), [607(11), 221(21),
118 |CH| O |H CeHs 7.60.7.00(m, 12H), 5.18(s, |205(89), 190(38),
211), 3.80(s, 3H), 3.70(s, 3H) 145(100)
8.00(s, 1H), 7.61(s, 1H),
10 el o la -nglo 7.60.6.81(m, 11H), 5.86(s, | 573(20), 189(73),
- Csta 2H), 5.19(s, 2H), 3.80(s, 3H), 145(100)
3.64(s, 3H)
- 7617 b0k 137D, 5,180, |$285), 185650
1 H(NH|H| CsHs oH), 4.17(b, 1H), 3.63(s, 3H)'144(1?z%)(’4ts())3(36)
2.98(d, 3H) '
8.00(s, 1H), 7.61(s, 1H),
‘ 4-CH: | 7.59-7.02(m, 12H), 5.18(s, |542(49), 188(51),
121 CH/NH|H -CsH: |2H), 4.16(b, 1H), 3.64(s, 3H),| 84(100), 47(66)
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(44) JP

3739703 B2 2006.1.25

e ) \ TH-NMR(CDCls, TMS) & MS(m/e)
11 X| Y R R (ppm) (M, int)
15 | e sy (506D, 05
122 |CHINH|H | -(CH. o g iy ' 1188(49), 111(52),
hain 2.37(s, 3H) ’
8.02(s, 1H), 7.82(s, 1H),
) 7.60.7.08(m, 12H), 5.20(s,
123 |cHNH|H| * 2 |21, 4150, 1H), 3.616, 3, 556(3&&?&(“’0)’
8l 3.00(d, 3H), 2.61(q, 2H),
1.21(t, 3H)
8.00(s, 1H), 7.62(s, 1H),
4-n 7.61.7.01{m, 12H), 5.19(s,
124 [CH|NH|H| -C.Ho [2H), 4.14(b, 1H), 3.60(s, 3H), 534(4fiﬁ298)(100)’
-CoH 2.97(d, 3H), 2.60(t, 2H),
1.64.1.25(m, 4H), 0.93(t, 3H)
8.05(s, 1H), 7.62(s, 1H),
' 3-CH:0 | 7.61.7.01(m, 12H), 5.17(s, |558(48), 188(100)
l) t ’ > ¥ H)
125 |CHINH )| H -CeHa |2H), 4.16(b, 1H), 3.76(s, 3H),| 144(45), 115(30)
3.62(s, 3H), 2.94(d, 3H)
8.01(s, 1H), 7.61(s, 1H),
‘ 4-CH:0 | 7.60.7.05(m, 12H), 5.18(s, |558(47), 188(100,
126[CHNH \H| "o ir” omy 4170, 1H), 3.78(s, 3H),|  144(7D)
3.61(s, 3H), 2.98(d, 3H)
8.00(s, 1H), 7.62(s, 1H), ‘
. 3-F 7.60.7.06(m, 12H), 5.19(s, {546(38), 188(100),
127 |CH NH| H -CeH: [2H), 4.17{b, 1H), 3.61(s, 3H),[ 144(42), T6(22)
2.91(d, 3H)
8.00(s, 1H), 7.62(s, 1H),
3-CFa | 7.61-7.08(m, 12H), 5.20(s, |596(51), 188(100),
128 CHINHIH | o b |2mD), 4,190, 1H), 3.62(s, SHD,| 144(66), 76(25)
2.90(d, 3H)
8.03(s, 1H), 7.61(s, 1H),
4-CF3 | 7.60.7.10(m, 12H)}, 5.17(s, [696{42), 188(100),
129 \CHNHI H | o 0 lom), 4,170, 1H), 3.61(s, 3HD,| 144(49), 76(23)
2.91(d, 3H)
8.01(s, 1H), 7.60{(s, 1H),
3-Cl 7.64.7.12(m, 12H), 5.18(s, [562(48), 188(100),
130 \CHINH\H | o b (28D, 4.16(b, 1HD, 3.62(s, 3H),| 144(55), 76(18)
2.93(d, 3H)
7.97(s, 1H), 7.58 6.97(m, |530(27), 221(45),
131 | N| O |H| CeHs 13H), 5.10(s, 2H), 4.01(s, |131(46), 116{100},

3H), 3.80(s, 3H)

59(85)
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[

(45) JP 3739703 B2 2006.1.25

FE i v | R ITH-NMR(CDCls5, TMS) 6 MS{(m/e)
£ (ppm) (M, int)
] 7.99(s, 1H), 7.57-6.96(m, o
132 O |H ?kfgga 12H), 5.12(s, 2H), 4.02(s, 544(%2&15%3 v,
24 I3H), 3.82(s, 3H), 2.34(s, 3H)
35 7.97(s, 1H), 7.56.6.87(m, .
133 0 |H| -(CHy: | 11H), 5.10(s, 2H), 4.01(s, 558(%§k1ét§(‘8h
-CeH3 |3H), 3.81(s, 8H), 2.27(s, 6H)
3-CHy0 | ;98 11D, 7.686.81m, | 56030) 131(54),
M 13H), 3.81(s, 3H), 3.74(s, 3H) :
. 7.97(s, 1H), 7.57.6.93(m,
135 0O |H g; 12H), 5.100s, 2H), 4.00(s, 548(25%)(’15}3(44)'
/6T 3H), 3.80(s, 3H)
] 7.98(s, 1H), 7.71-6.95(m, -
136 o |H f‘cfll_’;a 12H), 5.10(s, 2H), 4.01(s, 51286((‘;17)) lgii(')%))
4 3H), 3.81(s, 3H) 0 2
g | 7986 1H), 7.66.6.92m, | o0y 1a1045)
137 0O |H -CoH 12H), 5.11(s, 2H), 4.01(s, 116(100). 59(67)
4 3H), 3.81(s, 3H) P O
3,4 7.97(s, 1H), 7.57-6.73(m,
138 O |H| -OCH:0 | 11H), 5.94(s, 2H), 5.09(s, 574(4;;)(’1%?(“)’
-CsHs  [2H), 4.01(s, 3H), 3.80(s, 3H)
7.97(s, 1H), 7.51.6.96(m, |529(29), 221(13),
139 NH|H| CeHs 13H), 6.76(h, 1H), 5.09(s, [132(79), 116(89),
2H), 3.92(s, 5ID, 2.86(d4, 3H) 58(100)
_ 7.98(s, 11D), 7.58-6.93(m, 543(51), 221(96).
140 Nulg| @ CH; 12H), 6.78(b, 1H), 5.12(s, 205(42). 132(94)
-CsHs  |2H), 3.94(s, 3H), 2.84(d, 3H), 116(10(’)) 153(771)’
2.32(s, 3H) ’
7.99(s, 1H), 7.58.6.89(m, . ,
3.5-(CHo)z| 11H), 6.73(h, 1H), 5.10(s, | 207(76), 221(88),
141 NH|H p ) . 205(47), 132(97),
-CsHas  [2H), 3.95(s, 3H), 2.83(d, 3H), 116(98). 58(100)
2.32(s, 61 ’
7.98(s, 1H), 7.54.6.89(m,
4-n 12H), 6.76(b, 1H), 5.10(s, |585(73), 221(98),
142 NH{H| -C.Hs |2H), 3.95(s, 3H), 2.83(d, 3H),|205(61), 132(100),
-CaH4 2.61(t, 2H), 1.64.1.21(m, | 116(63), 58(88)

4H), 0.91{t, 3H)
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O

(46)

JP 3739703 B2 2006.1.25

2.17(s, 3H)

#hE x| v m R IH-NMR(CDCl;, TMS) § MS(I_nfe)
il (ppm) (M, int)
7.97(s, 1H), 7.60-6.80(m
) A ' |559(89), 338(41),
13! N INE! B 3_CH30 12H), 6.76(1@, 1H), 5.10(s, 221(98) 205(45).
CsH« |2H), 3.93(s, 3H), 3.74(s, 3H), 132(90). 53(100)
2.84(d, 3H) ’
e TaS Tsran, zai)
144| N [NH| H !-C:H;0 ARt/ 2 e 1 205(45), 132(93),
CoH, |ZH), 4.01(q, 2H), 3.93(s, 3H), 116(93). 58(100)
41 2 88(d, SH), 1.41(t, 3H) ’
AT 7.98(s, 1H), 7.57-6.94(m, |547(43), 221(&5),
1451 N NH| H |, | 12H), 6.74(b, 1H), 5.11(s, |132(81), 116(&6),
S5 19, 8.94(s, 3H), 2.84(1, 3H) 58(100)
3-CF 7.97(s, 1H), 7.72.6.92(m, |597(62), 221(59),
146| N |NH| H | (5" | 12H), 6.78(b, 1H), 5.11(s, |132(71), 116(85),
¢4 |2H), 3.94(s, 3H), 2.84(4, 3H) 58(100)
4-CF 7.95(s, 1H), 7.74.6.90(m, |597(83), 221(81),
147/ N NH| H | [ 5" | 12H), 6.75(b, 1H), 5.11(s, |132(84), 116(83),
814 |aH), 3.95(s, 3H), 2.83(4, 3H) 58(100)
] 7.96(s, 1H), 7.56-6.92(m,
148| N NH| H | 20| 128D, 6.740, 18), 5.08(s, |P65071 2210106,
O 9H), 3.96(s, 3H), 2.82(d, 3H) ’ :
aa | TG TISSS00 Toraaw, ssicin
149| N INH| H |-OCH:0 ey ’ > e | 205(45), 176(77),
ol 2H), 5.10(s, 2H), 3.96(s, 3H), 132(86). 116(100)
ells 2.84(d, 3H) :
7.57(s, 1H), 7.54.6.92(m,
150|CH| O |CHs| CsHs | 13H), 5.14(s, 25, 3.74(s, 15;93&3))’ 12255((33())')
3H), 3.67(s, 3H), 2.18(s, 3H) ’
1| 0 | cra| CHs | 128D 5100, 28,370, (55740 20667
81 -CeHa [3HD, 8.71(s, 3H), 2.28(s, 3H), 145(100)
2.17(s, 3H)
_ 7.57(s, 1H), 7.54-6:9§(m, 557(47), 336(71),
152[cH| 0 |cH,| 4CHs | 12H), 5.17(s, 2H), 8.77(s, | 0 s’ a0(30)
' -CeHs |3H), 3.68(s, 3H), 2.26(s, 3H), ’ :

145¢100)
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[

(47) JP

3739703 B2 2006.1.25

i < |v | R Re H-NMR(CDCls, TMS) § MS(m/e)
il {ppm) (M, int)
—r ;
5.4 1‘%‘.’)(3’5 11};2; 75%6'39,;21?5’ 571(26), 553(55),
153 [CH| O |[CHa| -(CHj): 3H) ieﬂ é%)2é6( ' [480(61), 350(54),
-CeHs . 3.67(s, 3H), 2.26(s, 3H), 205(87), 145(100)
2.24(s, 6H) ’
154|CH| 0| CHa) ~(CHA) |33y '3 550, 310, 2,300, a1, 143100), 117014
it 2.17(s, 3H), 2.08(s, 3H)
7.61(s, 1H), 7.60-7.01(m,
4-C:Hs | 12H), 5.21(s, 2H), 3.76(s, |571(11), 350(21),
155 | CH O \CHs| oy, (sH), 3.71(s, 3H), 2.67(q, 2H),|205(99), 145(100)
2.21(s, 3H), 1.28(, 3H)
7.61(s, 1H), 7.60.7.00(m,
4-n 12H), 5.21(s, 2H), 3.75(s, |599(34), 582(36),
156 |[CH| O [CHa| -CsHs |(3H), 3.70(s, 3H), 2.65(t, 2H),[508(31), 205(100),
-CeHs | 2.21(s, 3H), 1.75-1.26(m, 145(30)
4H), 0.98(t, 3H)
7.62(s, 1H), 7.616.86(m
M : * |1573(16), 352(28)
3-CHs0 | 12H), 5.20(s, 2H), 3.79(s, ’ el
197 |CHI O 1CHz| ".oupr,” |a), 3790, BED, 3.71(s, 3HD, [ 20596), 190(27).
2.21(s, 3H)
7.60(s, 1H), 7.58.6.84(m,
4CH0 | 12H), 5.21(s, 2H), 3.81(s, |>/0\12), 352(12),
158 |CH| O | CHa -CsHs (3H), 3.75(s, 3H), 3.70(s, 3H), 205(3?3’3233)“”0)’
2.21(s, 3H)
3-p 7.65(s, 1H), 7.68-6.94(m, |561(31), 543(54),
159 |CH| O |CHs| b 12H), 5.20(s, 2HD, 3.79(s, |470(67), 340(24),
Ot 13H), 3.69(s, 5HD, 2.21(s, 3H)|205(97), 145(100)
] 7.63(s, 1H), 7.62.6.98(m, |, }
160 |CH| O [CHs| AT 12H), 5.23(5, 2H), 3.78(s, 53_1((;%), f:g((fgg’)
“HI3H), 3.70(s, 5H), 2.25(s, SH)|Z" " =
4CF, | 1-60(s, LH), 7.636.98(m, |611(51), 593(22) |
161 |CH| O |CHs| " | 12H), 5.18(s, 2H), 3.78(s, |391(27), 205(48), |
3H), 3.68(s, H), 2.20(s, 3H)|189(43), 145(100)|
3-01 7.58(s, 1H), 7.56.6.97(m, [577(30), 366(10}, |
162 |CH| O |CHa| .\ /1 12H), 5.17(s, 2H), 3.77(s, |205(49), 189(42),

3H), 3.67(s, $H), 2.16(s, 3H)

145(100)
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O

(48)

JP 3739703 B2 2006.1.25

Hi . . \ TH-NMR(CDCls, TMS) & MS(m/e)
&1 XY R R {(ppm) (M, int)
401 7.569(s, 1H), 7.56-6.95(m, |577(38), 356(36),
163 |CH| O | CH3y -CeHy 12H), 5.16(s, 2H), 3.76(s, |205(24), 189(39),
3H), 3.66(s, 3H), 2.17(s, 3H)|145(100), 77(21)
3,5 7.61(s, 1H), 7.60.7.00(m, 23;83’ 233?33”
164 |CH| O |CHy| -Cls 11H), 5.19(s, 2H), 3.80(s, 173’(22)‘ :
Cells |3ID), 8.70(s, 3H), 2.23(s, 3H) 145(100)
4Br 7.60(s, 1H), 7.596.97(m, [621(15), 400(12),
165 [CH| O | CHs -CeHe 12H), 5.20(s, 2H), 3.79(s, |205(86), 189(16),
3H), 8.71(s, 3H), 2.24(s, 3H) 145(100)
|4 " f
3,4 fi‘f]%(s% 13};'2; 7%7)-6.57%% 587(31), 205(75),
166 [CH| O |CHs| -OCH:20 2H) 3’79'( SHD). 3.65(s. 3H) 189(29),
-CsHs  3.794s, StD), 3.65%s, 3H)| 4 45(100)
2.20(s, 3H)
. o 5 80, 30 1 o1(h, 542039, 354C26)
167 |CH NH| CH: | CoHs 1H), 3.63(s, 3H), 2.81(d, 3H), lfﬁ%gg’
2.22(s, 3H)
7.60(s, 1H), 7.57-6.94(m,
168 | cmNm| o | 4CHs | 121D, 5,176, 2HD), .28, 556(1‘;‘2('1303(3(“3)’
-CsHs |1H), 3.62(s, 3H), 2.83(d, 3H), 14 4(56)’
2.38(s, 3H), 2.22(s, 3H) :
7.61(s, 1H), 7.59-6.78(m,
4-CoHs 12H), 5.18(s, 2H), 4.25(b, 570(186),
169 |CH |NH| CHa _CBH“ 1H), 3.61(s, 3HD, 2.93(d, 3H),|  188(100),
* | 2.67(q, 2H), 2.23(s, 3H), 144(48)
1.24(¢t, 3H)
7.61(s, 1H), 7.60.6.92(m,
4-n 12H), 5.18(s, 2HD, 4.27(b, 598(20),
170 |CH|NH|CHs| -CsHs |[1H), 3.61(s, 3H), 2.87(d, 3H), 188(100),
-CsH,4 2.61(t, 2H), 2.34(s, 3H), 144(53)
1.71-1.21(m, 4H), 0.91(t, 3H)
7.62(s, 1H), 7.60.6.80(m,
3-CHs0 | 12H), 5.20(s, 2H), 4.23(b, B72(39),
171 |CH NH| CH, -C¢Ha |1H), 3.80(s, 3H), 3.61(s, 3H), lffi}?g))’
2.93(d, 3H), 2.21(s, 3H)
7.60(s, 1H), 7.58.6.81(m,
4-CHs0 | 12H), 5.19(s, 2H), 4.24(b, |572(23), 188(45),
172 |CH NHj CH, -CsH: |1H), 3.81(s, 3H), 3.62(s, 3H),| 144(29), 84(100)

2.91(d, 31, 2.22(s, 3H)
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C

(49) JP 3739703 B2 2006.1.25

e - R R IH-NMR(CDCls, TMS) & MS(m/e)
) (ppm) (M, int)
7.47.7.21(m, 1810), 5.12(s, {544(24), 222(43),
173 | N CHs| CesHs |2H), 4.01(s, 3H), 3.78(s, 3H), 131460,
2.15(s, 3H) 116(100), 59(49)
3-CH, | 1-496.97(m, 12H). 5.12(s, [558(36), 222(40),
174 | N CHs| "o g |2H), 4.00(s, 3H), 3.79(s, 3H), 131(64),
s 2.31(s, 3FD), 2.14(s, 3H) 1116(100), 59(41)
4-CH, 7.47-6.99(m, 12H), 5.13(s, [558(31), 222(41),
176 | N CHsi _~yq. |21, 4.01(s, 3H), 8.78(s, 3H), 131(62),
G4 2.32(s, 3HD), 2.15(s, 3H) |116(100), 59(42)
3.4 7.45.6.92(m, lllfl), 5’.12(8, 572(21), 206(46),
176 N | O | CHa| -(CHp, |2 3.99(s 3HD, 8.76(s, 3D, """ 7oy
-CoH 2.32(s, 3H), 2.26(s, 3H), 115(100)
2.14(s, 3H)
a5 7J1?6.93(n? 11EIL 5.11(s, 572(28), 206(52),
. 2H), 4.00(s, 3H), 3.79(s, 3H),
177 |N CHs| -(CHa): 2.93( 131(72),
g -33(s, 3H), 2.27(s, 3H), 115(100)
2.15(s, 3H)
7.50-6.97(m, 12H), 5.12(s, .
e | 4-C:Hs (2HD), 4.00(s, 3H), 3.78(s, 3ED,|312(18), 222(49),
178 [N CHs i . ; 206(57), 131(69),
-CgH4 2.62(q, 2H), 2.14(s, 3H), 116(100). 83(94)
1.22(t, 3H) P
i 7.)48-6.9?(1[1, 1)2H), 5(.11(5,) 600(15),(20;5(67),
) : 2H), 3.99(s, 3H), 3.77(s, 3H), 131(61),
9N O TG Calle g 610¢. 20D, 2.15(s, 3H), |116(100), 83(76),
4 11.61.1.24(m, 4H), 0.92(t, 3H) 58(81)
3 7.52.6.86(m, 12H), 5.14(s, [574(34), 222(43),
180 | N CHs| -CHsO |2H), 4.02(s, 3H), 3.82(s, 3H), 131(63),
-CaHa 3.80(s, 3H), 2.17(s, 3H) 116(100)
1 7.48-6.80(m, 12H), 5.10(s, |574(16), 206(47),
181N CHs| -CHsO |2H), 8.97(s, 3H), 3.77(s, 3H), 131(69),
-CoHy4 3.72(s, 3H), 2.12(s, 3H) [115(100), 59(63)
3 7.496.97(m, 12H), 5.14(s, |562(24), 222(48),
182 |N CHs -CeHa 2H), 4.02(s, 3H), 3.80(s, 3H), 131(67),

2.17(s, 3H)

116(100), 59(51)

10

20

30



—m —m —m ~— ™~ ~—@ @ @ @ @ @ @ @ @ o™@ & & & /s /& /s /s /. /e /e M/ /e /e /e /e e e e e e

(50) JP

3739703 B2 2006.1.25

e v | m ge |'H'NMR(CDCls, TMS) & MS(m/e)
) ' (ppm) (M, int)
7.50.6.98(m, 12H), 5.12(s, ,
183 o ler 4-F 2H), 4.00(s, 3H), 3.79(s, {562(41), 222(51),
1 -CsHa 3H), 2.16(s, 3H) 131(67), 116(100)
. |7.53:7.00(m, 12H), 5.13(s, o
184 O |CHs %(ﬁ 2H), 4.01(s, 3H), 3.78(s, fgffgf;ffgggé)
B4 3H), 2.15(s, 3H) ’
] 7.50.6.96(m, 1211, 5.16(s, ,
185 0 | CHs é% 9H), 4.00(s, 3H), 3.80(s, 5171?3((31’3])6)1?’);((?’%))’
6tl4 3H), 2.17(s, 3H) P OB
s 50l |7-816.97(m, 11H), 5.14(s,|612(31), 222(67),
186 0O |CHs _’CH2 2H), 4.02(s, 3H), 3.81(s, [131(76), 116(100),
o 3H), 2.18(s, 3H) 59(60)
By |1-59-6.96(m, 12H), 5.13(s,1622(26), 222(79),
187 O [CHs| . |2H), 4.01G, 3H), 3.80(s, |206(56), 130(100),
o 3H), 2.16(s, 3H) 115(89)
s-cF, |7-726-95(m, 12H), 5.14(s,[612(24), 131(55),
188 O | CHs| T H“‘ 2H), 4.02(s, 3H), 3.80(s, |116(100), 105(93),
ol 3H), 2.15(s, 3H) 83(97)
] 7.66-7.00(m, 12H), 5.13(s, .
189N | 0 | ons| ¥ om), 40106, 31), 3796, | S12OL. 181G8
s5le 1), 2.16(s, 31D P DT
5 4 7.49.6.78(m, 11H), 6.77(s,
Py 2H), 5.14(s, 2H), 4.03(s, | 588(43), 131{63),
190 O | CHs| -OCH-0 3H), 3.80(s, 3H), 2.17(s, | 116(100), 59(97)
-CeHs
3H)
191| N |NH|CH:| CeH 71-%.’6;:‘(;& 129{1?36974?&? 15;3((&?85))’121261((15';%))’
2 S| 3H), 2.84(d, 3H), 2.16(s, ’
58(82)
3H)
| e | 0S| T 81000 50 50, ST 22100
| -CeH4 |3H), 2.85(d, 3H), 2.39(s, 55(80) ’
3H), 2.17(s, 3H)
34 | Bib 5 oats. | STLE9), 22160,
193 | N |NH | CHqs| -(CHa): 3}1)’;84(3’ S, 2'37(‘:’ 205(52), 132(86),
-CeHs |7 7.7 ' Lo 7| 116(100), 58(76)

6H), 2.15(s, 3H)
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s TH-NMR(CDCls, TMS} MS{m/e)
g | XY |R® R? 5 (ppm) (M, int)
7.59.6.94(m, 11H),
3,5 6.81(b, 1H), 5.18(s, 2H),| 571(43), 221(50),
194| N |[NH|CHs| -(CH:): |3.64(s, 3H), 3.80{(d, 3H), 205(38), 132(100),
-CsH:  [2.38(s, 3H), 2.833(s, 3H),| 116{95), 58(46)
2.20(s, 3H)
7.50-6.97(m, 12H),
4-C,Hs 6.73(b, 1H), 5.12(s, 2H),, 571(27), 221(77),
195| N \NH|CHs| 'y 3.92(s, 3H), 2.83(d, 3H),| 205(55), 132(91),
2.64(q, ZH), 2.14(s, 3H),| 116(100), 58(91)
1.21(t, 3H)
7.53-7.02(m, 12H),
1196| N |NH|CHs| -CiHs 'é'e-o(t’ e 2'13( " SHY. 132(100), 116(81),
CeH, |20 2L, 2. 258, Sn, 58(41)
1.64-1.20(m, 4H), 0.89(t,
3H)
7.48.6.82(m, 12H)
o ’ 573(31), 221(87),
197| N |NH| CH, 3_'((,3%30 6.74(b, 1H), 5.11(s, 2H), | 00y’ 1 30(g7).
%sHa  3.91(s, 3H), 3.74(s, 3H), 116(100). 58(84)
2.82(d, 3H), 2.13(s, 3H) ’ i
7.51.6.80(m, 12H)
o ' 573(14), 221(83)
4-CHs0 |6.68(b, 1H), 5.09(s, 2H),| : ' ’
198| N |NH| CHa -CsHs |3.89(s, 3H), 8.74(s, 3H), 205??;'(1133)(80)’
2.81(d, 3H), 2.11(s, 3H)
199| N |[NH|cHa] *F 6'7;-(4:: flg?(;’nlééﬂ)zm ’ 153621((7472))'12 ]261((140935
| -CsHs |3.93(s, 3H), 2.87(d, 3H), 58(97) ’
2.15(s, 3H)
3-CFs |6 7;(?;5 ?ﬁ‘?(gl li(st)QH) 611(33), 221(94),
200 N [NH|CHs| ‘.- : i ’ | 205(80), 132(97),
-CsHs  |3.93(s, 3H), 2.85(d, 3H), 116(100). 58(65)
2.14(s, 3H) ’ ‘
3-Cl 671(;1)8?;?(5“1,1;(2 H)z’H) 577(37), 221(72),
201| N |[NH|CHa| PLAATh L 9. 0808, ST 905(49), 132(77),
CeHa |3.94(s, 3H), 2.84(d, 3H), 116(100), 58(76)
2.16(s, 3H) ’
7.51(s, 1H), 7.45-7.00(m,| 597(51), 205(50),
202|CH; O |CFs| Ce¢Hs |[13H), 5.18(s, 2H), 3.68(s,[ 189(87), 145(100),
| 311), 3.56(s, 3H) 131(34), 103(37)
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Eiw < Ri B3 IH-NMR(CDClas, TMS) MS(m/e)
1 & (ppm) (M, int)
7.52(s, 1H), 7.517.03(m,
3-CHs |12H), 5.18(s, 2H), 3.68(s,| 611(39), 205(31),
203\ CHI O CFe | ooH,  [3H). 3.59(s, 3H), 2.38(s. | 189(57), 145(100)
3H) .
7.51(s, 1H), 7.37-6.86(m,
4-CHs |12H), 5.17(s, 2H), 3.67(s,| 611(46), 205(41),
204 | CH CFs -CeHs | 3H), 3.56(s, 3H), 2.36(s, | 189(100), 145(93)
3H)
34 7.53(s, 1H), 7.52.6.98(m,

- P 11H), 5.17(s, 2H), 3.69(s,| 625(21), 205(39),
205 | CH CFy fglg)z 3H), 3.60(s, 3H), 2.28(s, | 188(75), 144(100)
etia 3H), 2.22(s, 3H)

3.5 Ifégshlg',; g%ﬁ;‘géz' 625(13), 221(50),
206 |CH CFs | -(CHas)z 3H) ’3 58(‘; '3H) ’2},8(8' 205(97), 190(60),
-CeH 2 él{) P =T 173(20), 145(100)
7.50(s, 1H}, 7.49.7.00{(m, ‘
207 |cH 1 0 | op, | 4CeHs |12, 5.20(s, 2H), 3.66(s, ggggg; zoatz )
-CeHs |3H), 3.52(s, 3H), 2.61(qy, 1 45’(100)
2H), 1.13(t, 3H)
7.66(s, 1H), 7.53.7.01(m,
4-n 12H), 5.21(s, 2H), 3.68(s, §
208 |CH| O |CFs| -CuHe |SH), 8.57(s, 3H), 2.64(t, fgg'((gg))’ 122;((110’2')
-CeéHs | 2H), 1.76-1.19(m, 4H), ’
0.97(t, 3H)
5 7.52(s, 1H), 7.51 6.79(m,
] 12H), 5.18(s, 2H), 3.79(s,| 627(22), 188(79),
209 | CH CFy %I:ﬁ? 3H), 3.74(s, 3H), 3.58(s, 145(100)
3H)
7.46(s, 1H), 7.44.6.78(m, e
210l crl ol op, | 4CHO [12H), 5.08(s, 2H), 3.576s, §§§§§§§ iggg;f;’
| -CeHs |3H), 3.56(s, 3H), 3.48(s, : s
26) 1450100
g-F 7.50(s, 1H), 7.49.7.91(m,| 615(53), 221(94),
211 | CH CFs CoHa 12H), 5.20(s, 2H), 3.66(s,| 206(40), 189(9%),
3H), 3.54(s, 3H) 173(47), 145(100)
4T 7.51(s, 1H), 7.48-6.86(m,| 615(24), 221(37),
212 |CH CFs | .o.H, 12H), 5.17(s, 2H), 3.68(s,| 206(98}, 190(60),

3H), 3.54(s, 3H)

145(100)
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(53)

JP

3739703 B2 2006.1.25

e ) IH-NMR{(CDCls, TMS) MS(m/e)
g | X Y| ROR 5 (ppm) M, int)
. |7.85(s, 1H), 7.54.7.04{m, .
213{CH| O | CF; ?Cfﬁj 12H), 5.18(s, 2H), 3.69(s, 665(112;’(353)(8")’
3H), 3.58(s, 3H)
7.53(s, 1), 7.52.7.07(m,| ,..-(.,
214|CH| O | CFa 4(3?;: 12H), 5.17(s, 2H), 3.70(s, 665(11i;’(f(?(%(8“)*
3H), 3.58(s, 3H)
7.64(s, 1H), 7.53.7.08(m, .
215 |CH| O | CFs _(336%14 12H), 5.19(s, 2H), 3.70(s, fg;((fgg’) 2&5;‘(*,'3;’)
3H), 3.59(s, 3H) ’ -
4-Cl 7.43(s, 1H), 7.40-6.91(m,| 631(27), 273(26),
216 |CH| O | CFa| oo 12H), 5.07(s, 2H), 3.59(s,| 253(23), 84(100),
3H), 3.47(s, 3H) 13(66)
3 5-Cl, 7.50(s, 1H), 7.49-6.94(m,| 665(29), 221(32),
217 |CH| O | CF; CeHs 11H), 5.19(s, 2H), 3.69(s,| 189(89), 161(22),
3H), 3.57(s, 3H) 145(100)
apr |7-58(s, 1H), 7.52.6.97(m, 675(21), 387(22),
218 |CH, O | CFs | o gy, 12H), 5.18(s, 2H), 3.67(s,| 221(32), 198(95),
3, 3.56(s, 3H) 173(26), 145(100)
B e, 2v 5 00| 641(18), 188(50
, . : , 5.91(s, 2H), 5.20(s,| 641(18), 188(50),
219 |CH{ O | CFs '(?g%‘*o 2H), 3.69(s, 3H), 3.59(s, 144(100)
6I13 o
3H)
7.97(s, 1H), 7.67-6.78(m,
4-Cl  (12H), 5.19(s, 2H), 4.10(b,| 630(51), 408(45),
220 |CH|NH\ CFs |\ oy |1H), 8.74(s, 3H), 2.81(d.| 188(100), 144(57)
3H)
7.52.7.00(m, 13H), | 598(43), 376{(45),
221| N | O |CFs| CsHs |5.15(s, 2H), 3.91(s, 3H), | 222(81), 206{45),
3.71(s, 3H) 131(63), 116(100)
3-CHa 7.5646.97(m, 121D, | 612(42), 222(20),
222| N | O | CF: CoH, 5.17(s, 2H), 3.98(s, 3H),| 206(74), 131{87),
3.76(s, 3H), 2.32(s, 3H)} | 116(100), 59(49)
1-Cl 7.41:6.87(m, 12H), | 632(32), 222(56),
223| N | O | CFe| _qp 5.05(s, 2H), 3.84(s, 3H),| 206(50), 131(76),
3.61(s, 3H) 116(100), 59(53)
sc1 | 7-84(b, 1H), 7.56.6.80(m,| 631(18), 205(28),
224} N |NH|CFs | o 12H), 5.12(s, 2H), 3.96(s,| 137(26), 116(75),
3H), 2.87(s, 3H) 58(100)
[l
0000000000000 000000000000000000000O
go0o0ooooooooooboootbooooooooooooooooadan
0000000000000 0000000O0OHest0OOODODOOOOO
go0o0oooooooooooooobooooooooooooooooadan
O O Humidity chamberD OO0 OO0 DO OD0DOD0OODOOODOODODODOOOODOO
0000000000000 000000000000000000000O
OO0OIlesionare a0 00000000 OODOODOOOOOOODOOOOOO
odooooooOooOoooo(@ooo)y ooooobOooDoooooooad
0000000000000 00 000000000000 0000000
O0OOcontrolOO0O0ODODODOO
O
0000000000000 000Db00O0O000O00D0AOdcontrol valuel OO
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JP 3739703 B2 2006.1.25

#9 PHHTEE
Fran
fees | RE RCV RSB CGM TLB WLR | BPM
%5 | (ppm)
50 100 65 69 12 100 100
1 10 86 - - - 100 100
2 71 - - - 96 49
50 93 60 17 85 100 100
2 10 86 - - - 100 a9
2 33 - 97 98
50 100 60 416 84 100 100
3 10 80 - - - 98 a9
2 0 - - - 96 ge
50 41 5153 17 28 100 100
5 10 - - - - 100 100
2 - - 96 ay
50 99 75 44 33 100 100
6 10 B8 - - - 100 94
2 8 - - 98 a7
50 100 50 53 12 100 100
9 10 83 - - - 98 9%
2 8 - - - 95 Hb
50 100 40 17 85 100 100
11 10 86 - - - 100 9%
2 33 - - 97 98
30 98 70 52 83 100 100
12 10 93 - - - 100 100
2 33 - - 100 98
50 93 70 36 46 100 100
13 10 86 - - - 100 100
2 41 - 99 ag
a0 100 75 7 12 100 100
14 10 86 - - - 99 100
2 58 - - 96 ag
50 97 95 50 a3 99 100
24 10 88 72 - - 97 100
2 28 44 - - 95 95
25 50 98 40 9 99 100 100
2 66 15 - 75 95 93
26 50 95 77 77 90 93 100
27 50 100 25 0 69 86 91
28 H0 99 50 9 38 100 Ok
2 66 (0] - 50 97 86
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(57) JP 3739703 B2 2006.1.25
Pay
fe s RE RCV | RSB { CGM | TLB | WLR | BPM
#= | (ppm)
29 50 100 35 0 84 88 80
2 93 20 - 78 96 41
31 50 100 52 25 8 100 100
2 97 . - - 83 8
20 50 100 41 8 0 99 100
2 a0 - - - 3 0
33 50 96 17 0 0 a6 100
2 97 - - - 10 0
35 50 100 52 0 0 97 100
9 97 . - - 83 0
a6 50 100 0 0 0 93 100
2 88 - - . 0 0
g7 50 100 29 0 0 98 100
2 98 - . - 37 42
33 50 100 64 0 0 100 100
2 97 - - - 99 87
39 50 100 58 0 &3 100 100
2 a3 - - - 0 0
50 100 95 75 a7 100 100
40 10 100 75 . 68 100 100
2 99 70 12 99 100
50 100 95 51 96 100 100
41 10 100 70 - 25 100 100
2 98 55 - 5 99 100
50 100 70 64 97 100 100
42 10 96 - - - 100 100
2 58 - - - 98 100
50 100 75 5 71 100 100
44 10 95 - - - 100 100
2 85 - - - 96 100
50 97 65 17 85 100 10C
45 10 93 - - - 100 100
2 41 - 95 99
50 100 75 64 95 100 100
48 10 26 - - . 100 100
2 41 - : 99 100
50 100 90 52 97 100 100
51 10 g9 88 - . 100 100
2 93 70 100 100
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(58) JP 3739703 B2 2006.1.25
A -
ft “'f.% BE | pov | RsB | coM | TLB | WLR | BPM
#F5 | (ppm)
50 97 65 52 49 100 | 100
52 10 80 - . - 96 100
2 8 - 94 98
50 100 90 51 84 100 100
h4 10 95 80 . - 100 100
2 97 50 - 97 99
50 95 70 5 57 100 | 100
56 10 30 . : ' 100 | 100
2 25 - : 95 100
. 50 99 47 ) 0 98 98
2 95 - - - 27 0
58 50 100 23 ) 0 98 98
59 510 100 47 0] 0 73 91
60 50 100 29 8 D 66 100
61 50 91 23 33 B 43 86
52 50 96 0 25 D 99 100
9 92 - - : 83 0
63 50 96 11 53 D 90 97
50 100 85 75 95 100 | 100
64 10 100 65 . 90 100 | 100
9 100 45 &7 99 100
50 100 | 100 71 0 100 | 100
65 10 100 60 - - 100 100
2 100 30 . . 99 99
H0 100 100 5 0 100 100
66 10 100 65 - - 100 100
2 100 20 . : 99 100
50 100 | 100 a7 0 100 | 100
67 10 100 43 - - 100 | 100
2 100 10 - . 99 99
50 100 | 100 56 0 100 | 100
68 10 100 70 - . 100 100
2 100 30 99 100
" 50 100 | 100 75 €0 100 | 100
9 100 30 - 25 97 99
70 50 100 85 50 O 97 100
2 99 20 : 12 93 83
1 50 100 | 100 25 50 100 | 100
9 100 35 . 25 98 100
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JP 3739703 B2 2006.1.25

BEE

L& RCV RSB CGM TLB WLR | BPM
(ppm)
19 50 98 65 0 66 100 100
2 100 25 - 0 98 100
73 50 a5 100 0 60 100 100
2 100 25 - 0 98 100
74 50 100 100 T2 56 100 100
2 100 235 - 12 99 100
75 50 100 100 0 66 100 100
2 100 25 - 0 98 100
76 50 100 100 62 0 100 100
2 100 35 - 0 100 100
50 100 100 85 30 100 100
10 100 57 36 a8 100 100
77 2 100 40 21 50 100 100
0.40 93 29 14 0 100 100
0.08 0 0 7 0 80 97
78 50 100 90 82 94 100 100
2 100 45 - 50 100 100
79 50 100 65 80 82 100 100
2 99 35 - 43 98 100
30 1)) 100 100 i T2 100 100
2 100 45 - 12 96 100
31 50 100 100 83 G4 100 100
' 2 100 30 - 12 99 100
82 350 96 85 82 84 100 100
2 100 bb - 85 100 100
85 50 93 40 7 0 96 99
10 16 - - - 93 92
89 50 80 50 0 12 96 100
10 - - - - 70 99
90 50 76 35 9 27 86 99
10 - - . - - 97
50 100 60 H4 68 100 100
94 10 100 - - - 96 100
2 99 - - - 93 100
50 99 50 23 0 99 100
102 10 86 - - - 96 100
2 71 - - 94 97
50 96 45 0 0 a7 100
104 10 75 - - - 93 99
2 25 66 80
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&% (ﬁi RCV | RSB | CGM | TLB | WLR BPM
50 0 20 0 0 100 100
105 10 - - - - 98 99
2 86 98
50 0 0 17 0 98 100
111 10 - - - - 95 100
2 - - 80 95
50 0 20 0 21 100 100
113 10 - - - - 98 96
2 - - - - 86 86
50 0 15 0 14 96 100
116 10 - - - - 96 96
2 - - - - 53 33
50 33 30 36 0 100 100
118 10 - - - - 98 96
2 - . - 91 88
131 50 80 55 42 4 100 100
2 43 - - - 98 76
135 50 86 61 71 0 100 100
2 43 20 - - 94 93
139 50 100 20 0 46 98 98
2 53 10 - - 93 97
50 97 64 0 0 100 86
140 2 86 - - - 0 -
50 100 58 0 0 90 93
143 2 83 - - - 36 0
50 96 47 0 0 86 95
144 2 88 - - - - 0
145 50 100 64 0 0 100 100
2 83 - - - 83 33
50 100 92 44 50 100 100
150 10 100 65 - - 100 100
2 83 55 - 95 100
50 100 95 24 12 100 100
151 10 99 55 - - 95 100
2 93 35 - 86 a8
50 100 90 44 ) 100 100
152 10 97 60 - - 98 100
2 86 45 - 86 g5
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| {bew é?f) RCV | RSB | CGM | TLB | WLR | BPM
50 86 55 20 13 100 100
153 10 25 - - - 100 99
2 0 - - 91 83
50 16 90 58 12 98 100
154 10 - 35 - - 96 98
2 - 25 - - 73 68
50 80 60 52 6 100 100
155 10 - - . - 99 99
2 - - - - 83 95
- 50 33 20 36 0 93 92
156 10 - - - - 05 91
50 93 60 68 3 100 100
157 10 76 - - - 100 99
2 33 - . - 98 97
50 41 70 44 0 100 100
158 10 - - - - 98 100
2 - - - - 91 98
50 96 65 52 20 100 100
159 10 91 - - - 100 100
2 25 - - 94 99
50 | 100 | 70 36 92 100 100
160 10 | 100 - - - 100 100
2 86 . - . 99 99
50 90 92 51 12 100 100
163 10 88 40 - : 98 100
2 58 40 - - 86 94
50 41 20 36 0 96 100
164 10 - - . - 95 99
) - - - - 60 71
50 80 15 63 & 100 100
165 10 - . - - 96 99
2 - - - - 86 71
173 50 97 100 25 20 100 100
2 93 30 - . 99 99
174 50 96 60 0 0 100 100
2 86 25 - - 90 99
175 50 96 65 12 0 100 100
2 76 10 - - 86 83
176 50 86 60 12 70 100 100
2 83 20 - - 60 80
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BE

fety | O |RCV| RSB | CGM | TLB | WLR | BPM
50 50 | 100 | 60 56 56 | 100 | 100
2 86 | 25 : : 97 a8
1ot 50 | 95 | 45 77 40 99 | 100
2 98 | 35 - 68 83 83
182 50 | 95 | 50 77 40 T 100 | 100
2 95 | 30 : 62 95 96
153 50 | 100 | 100 | 56 50 | 100 | 100
2 99 | 20 : 12 99 | 100
Lon 50 | 96 | 85 0 50 55T 100
2 90 | 20 : 0 98 99
o 50 | 96 | 75 0 F0 1 100 | 100
2 73 | 25 : 25 95 98
a6 50 | 83 | 50 oF 0 99 | 100
2 73 | 15 : 0 66 86
. 50 | 83 | 85 0 0 100 | 98
9 97 | 20 : 25 95 | 97
To8 50 | 71 | 55 0 10 95 | 100
2 76 | 0 : 0 66 | 91
10 50 | 93 | 65 0 0 100 1 100
2 66 | 15 : 0 93 | 91
o1 50 | 100 | 75 68 60 | 100 | 100
2 | 100 | 35 : 0 99 | 100
109 50 | 100 | 100 | 75 10 | 100 | 100
2 | 100 | 40 : 37 98 | 100
1o 50 | 96 | 80 75 10 | 100 | 100
2 93 | 30 : 12 98 | 90
50 | 100 | 64 16 0 98 | 98
194 2 95 : : X 20 0
Ton 50 | 96 | 80 82 50 | 100 | 100
2 | 100 | 25 : 25 98 99
o7 50 | 100 | 80 85 50 | 100 | 100
2 | 100| 35 : 0 98 | 100
To8 50 | 100 | 58 16 0 100 | 100
2 95 : : X 53 | 41
o 50 | 100 | 100 | 80 60 | 100 | 100
2 | 100 | 35 : 12 a9 | 100
200 50 | 96 | 85 81 50 | 100 | 100
2 95 | 15 : 12 93 | 99
201 50 | 97 | 85 85 50 | 100 | 100
9 98 | 20 : 25 97 | 100
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& RE \ |
L& ( RCV | RSB CGM TLRB WLR BPM
ppm)
50 11 30 0 0 100 100
221 10 - - - - 91 96
2 - - - 46 55
10 90 70 7 40 60 83
O(?}II%%I 2 60 15 20 0 15 50
0.40 8 0 7 0 15 0
0.08 0 0 0 0 10 0
10 0 85 7 80 100 100
FENARI| 2 0 40 7 75 80 100
TAD | 0.40 0 30 7 60 15 95
0.08 0 14 0 0 15 50
V: | A Bl
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