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3-14 [OMe H — MS: 391 3-15 [OMe H — mp211-212
\ 7 CN *QC% (ACOEY)

3-16 OMe H = 0_cF, [MS: 464 317 [OMe H - MS: 407
—Q : —<«:Nf>—4

3-18 [OMe |1 MS: 384 319 [OMe [H | Me MS: 381

320 F H — mp:175-176 321 Br H N Mp:98-101
—<\jN>'CF3 (ACQEt-hexane) —<\: —< |(Et20)

MS: 422 N
322 Br - mp:116-118  [323 Br [ - mp216218
— )-CH, _QCFa (AcOEt-hexane)
N HPLC:24.9min
324 Br M — MS: 430 355 Br o~ MS: 464
L N !
N =
326 Br  H |\_ MS: 432 327 Br H[\_ MS: 448
F »—Ci
\ N/ ! N
328 Me H = mp220-223  |3-29 |[O-BuH = MS: 476
\_ 7% |taluene-AcOEY) _QCFs
3-30 [CF3 H —n MS: 445 53t [cF2 |H N CH, MS: 461
—<\:J>—'ﬂ _<\:HCE!3
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Ex. | R1 |R2 cy 4 i Ex | Rt |[R2| ¢y # PG
3-32 CF3 H | ~.AN MS: 443 333 [CF3 H 5. |MS: 461
m HCI N"N
3-34 [CF3 H \@A MS: 443 335 [CF3 [H A CH, IMS: 469
2y N\/) HC! Q\/H
3-36 CF3 H /N \/A MS: 495 337 [CF3 H 0 MS: 457
3-38 CF3 |H N FABMS 453[3-39 [OMe OMe| ,— MS: 464
PO = N
340 CN H = MS: 429 341 CN M =N MS: 376
N\ N/ CFa |_<\:N/)—CHa
542 CN |H =N MS: 402 41 [F  OMe MS: 448
_{N’ ! D ;cu
b2 [CF3 H s MS: 460 4.3 |[CF3 [H 0 MS: 459
L e
N 4]
44 [CF3 R \@:s MS: 474 1.5 [CF3 | ~q|MS: 539
e Josig
HC! ~
46 [CF3 H /C[/N],D-CH&MS: 485 47 [cF3 H ) [MS: 540
N NG
N joul
48 [CF3 H MS: 471 49 [OMe |F . MS: 454
m \Q:NA—cHa
0
410 OMe F 0 MS: 439 2-11 |OMe |H /@(;N MS: 424
/Q:/Ko Cl
4-12 |[OMe H MS: 424 413 [OMe |H /@inu MS: 458
CN‘D*CI CFs
414 [OMe H /@ MS: 424 4-15 [OMe H Q\ MS: 404
cl Ch,
ey CN
4-16 [OMe H N FABMS 415 417 [OMe |H N-_CH/MS: 430
£y e SO
W
4-18 [OMe H uc:©\ MS: 404 419 [OMe B m MS: 404
Ne We CN
4-20 OMe H <:‘2 cH MS: 404 4-21 |OMe H QO,CN MS: 404
3
CN Hy
m H,G-O
0-CH,
a-24 [OMe [ N MS: 416 5 cra H = MS: 512
] F.C-0 " "CN
=~ HCl ¢
Ex. | R1 |R2| cCy % e iE Ex | Rl |R2| ¢y & MM
-1 OMe H | cF, MS: 458 6-2 [OMe H m MS: 474
jg’ CF;-0 CN
7-1 |[OMe H —, CF MS: 434 7-2 |Br H —/ CF MS: 483
% N 3 Y N 3
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Tablel

Ex. TH-NMR(DMSQO~d,) &:
1-3 | 1.07 (3H, d), 1.20 (3H, d), 3.28-3.38 (4H, m), 3.61 (1H, ), 4.29 (1H, br s), 450 (1H, br s), 8.53
(1H, d), 6.60 (1H, dd), 7.44 (iH, d), 7.70 (4H, s), 9.03 (1H, )

t-5 | 1.11 (3H, d), 1.19 (3H, d), 2.51 (3H, s), 3.33-3.45 (2H, m), 3.68 (1H, d), 3.88 (1H, d), 3.92 (3H
s), 4.31 (1H, br s), 451 (1H, br s), 6.36 (1H, d), 6.61 (1H, dd), 7.65 (2H, d), 7.88 (2H, d), 8.95 (1H
&)
1-6 [1.09 (3H, d), 1.18 (3H, d), 2.51 (3H, s), 3.29-3.45 (2H, m), 3.67 (iH, d), 3.89 (1H, d), 4.29 (1H, br
s), 451 (1H, br s), 7.00 (1H, dd), 7.17 (1H, d), 7.66 (2H, d), 7.89 (2H, d), 8.94 (iH, s)

1-7 11.08 (3H. &), 1.20 (3H, d), 2.51 (3H, s), 3.28-3.48 (2H, m), 3.62 {1H, d), 2.85-3.94 (4H, m), 4.29
(1H, br s), 452 (1H, br s), 6.54 (1H, s), 6.60 (1H, d), 7.44 (1H, d), 7.65 (2H, d), 7.88 {2H, d), 9.39
(1H, s)

1-13) 1.08 (3H, d), 1.18 (3H, d), 2.28-3.48 (2H, m), 3.75 (1H, d), 3.89 (1H, d), 4.33 (1H, br s), 4.51 (1H
br s), 7.30 (1H, dd), 7.61 {tH, d), 7.82 (1H, d), 9.02 (1H, s)

2-1 | 1.10 (3H, d), 1.17 {(3H, d), 3.30-3.47 (2H, m), 3.87-3.77 (1H, m), 3.83-3.94 (iH, m), 4.24-4.35
(1H, m), 4.43-4.56 (1H, m), 6.92 (2H, d), 7.28-7.45 (2H, m), 8.00 (iH, d), 9.27 (1H, br )

2-2 | 1.11 (3H, d), 1.20 (3H, d), 2.54 (3H, s), 3.30-3.50 (2H, m}, 3.68-3.81 (1H, m), 1.83-3.95 (1H, m)
4.32-4.55 (2H, m), 7.23—-7.35 (2H, m), 7.86 (1H), 8.78 (ZH, s), 8.83 (1H, br &)

3-1 | 0.89-1.01¢4H, m), 1.10 (3H, ), 1.18 (3H, d), 2.08-2.18 (1H, m), 3.27-3.45 (2H, m), 3.64-3.74
(1H, m), 3.81-3.89 (1H, m), 3.92 (3H, s), 4.26-4.37 (1H, m), 4.40-4.51 (1H, m), 6.34-6.39 (1H, m),
6.57-6.65 (1H, m), 8.71 (2H, ), 8.78 (1H, br s)
13-4 | 1.11 (3H, d), 1.21 (3H, d), 3.28-3.49 (2H, m), 3.70 (iH, d), 3.86-3.95 (4H, m), 4.33 (1H, br s)|
4.50 (1H, br ), 8.37 (1H, br <), 6.61 (1H, dd), 7.91 (1H, d), 8.15 (1H, dd8), 8.85 (1H, d), 8.25 (1H,
=)
3-5 | 1.08 (3H, d), 1.19 (3H, d), 3.30-3.48 (2H, m), 3.84-3.94 (5H, m), 4,32 (1H, br s}, 449 (1H, br )
6.37 (1H, d), 6.61 (1H, dd), 7.32 {(1H, d), 7.40 {1H, dt), 8.00 (1H, d, J=6), 9.29 (iH, s)
3-7 | 1.13 (3H, d), 1.23 (3H, d), 3.33-3.52 (2H, m), 3.66-3.76 (1H, m), 3.93 (3H, s}, 3.97-4.05 (1H, m)|
4.20-440 (1H, m), 455-4.65 (1H, m), 6.36-6.41 (iH, m), 6.58-6.66 {1H, m), 7.94 (1H, dd}|
3.25-8.29 (2H, m), 8.51 (1H, br ), 8.93-9.00 {1H, m), 9.06 (1H, dd), 9.45 (1H, br s)
3-8 | 1.08 {3H, &), 1.19 (3H, d), 2.54 (3H, &), 3.30-3.43 (2H, m), 3.68 (1H, d), 3.87 (1H, d), 4.25-4.35
(1H, m), 4.42-4.52 (1H, m), 7.01 (iR, dd), 7.18 (1H, d), 7.67 (1H, d, J=9), 8.7%2H, s)

3-9 | 0.85-1.05 (4H, m), 1.08 (3H, d), 1.18 (3H, d), 2.06-2.20 (1H, m), 3.26-3.46 (2H, m), 3.68 (1H, d),
3.86 (1H, ), 4.30 (1H, br s), 447 (1H, br s}, 7.01 (1H, dd), 7.18 {1H,), 7.67 (1H, d), 8.72 (2H, ),
8.78 (1H, s)

3-12| 1.09 (3H, d, J=7), 1.20 (3H, d, J=6), 3.33-3.50 {2H, m), 3.69 (1H, d, J=13), 3.90 (1H, d, J=14),
4.31 (1H, br &), 451 (1H, br &), 7.01 (1H, dd, J=2, 9), 7.18 (1H, d, J=2), 7.68 (1H,d, J=9), 7.91
(1H, d), 8.16 (tH, dd), 8.85 (1H, d), 9.25 (1H, s)
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Ex.

| 'H-NMR(OMSO-dy) &:

3-14| 1.08 (3H, d), 1.23 (3H, d), 3.30-3.95 (7H, m), 4.31 {1H, br s), 451 (1H, br s), 6.54 (1H, d), 6.61

1H, dd), 7.45 (1H, d, J=9), 7.91 (1H, d), 8.15 (1H, dd), 8.85 (iH, d), 9.25 (1H, s}

3-15 1.09 (3H, d), 1.23 (3H, d), 3.30-3.40 (1H, m), 3.42-3.52 (1H, m), 3.60-3.68 (1H, m), 3.86-3.96,

(1H, m), 3.90 (3H, s), 4.24-4.38 (1H, m), 4.44-4.60 (1H, m), 6.50-6.66 (2H, m), 7.44 (1H, d), 7.79
(1H, d), 8.19 (1H, dd), 8.86 (1H, d), 9.16 (iH, br s)

3-17| 0.85-1.02 (4H, m), 1.08 (3H, d, J=6), 1.20 (3H, d), 2.08-220 (iH, m), 3.26-3.50 (2H, m),

3.58-3.67 (1H, m), 3.83-3.94 (1H, m), 3.85 (3H, m), 4.30 (1H, br &), 4.47 (1H, br ), 8.54 (TH, br]
s), 6.56-6.68 (1H, m), 7.44 (1H, d), 8.72 (2H, s), 8.79 (1H, br s)

3-18 1.08 (3H, d), 1.22 (3H, d), 3.30-3.50 (2H, m), 3.57~3.93 (5H, m), 4.31 (1H, br s), 451 (1H, br s)

6.54 (iH, d), 6.61 (1H, dd), 7.34 (1H, d), 7.38~7.43 (1H, m), 7.45 (1H, d), 8.00 (1H, d), 9.29 (1H, s)

3-21| 0.89-1.00 (4H, m), 1.09 (3H, d), 1.18 (3H, d), 2.09-2.17 (1H, m), 3.28-3.44 (2H,m), 3.67 (1H, &)

3.86 (1H, d), 4.29 (1H, br <), 4.48 (1H, br s), 7.04 (1H, dd}, 7.30 (1H, d), 7.64 (1H, d), 8.72 (2H, )]
8.78 (1H, =)

3-23 108 (3H, d), 1.20 (3H, d), 3.30-3.38 (1H, m), 3.40-3.49 (1H, m), 3.63-3.72 (1H, m), 3.86-3.99

(1H, m), 4.25-4.35 (1H, m), 4.45~4.56 (1H, m}, 7.01-7.07 (1H, m), 7.28-7.32 (1H, m), 7.65 (1H, &)
7.79 (1H, d), 8.15-8.22 (1H, m), 8.82-8.87 (1H, m), 8.15 (1H, &)

3-26| 1.07 (3H, d), 1.19 (3H, d), 3.29-3.37 (1H, m), 3.38-3.47 (1H, m), 3.61-3.72 (1H, m), 3.83-3.92

(1H, m), 4.23-4.34 (1H, m), 4.44-4.54 (1H, m), 7.03 (1H, dd), 7.26-7.34 (1H, m), 7.37-7.42 (1H
m), 7.64 (1H, d), 8.00 (1H, d), 9.27 (1H, br s)

3-27| 1.07 (3H, &), 1.19 (3H, d), 3.28-3.37 (1H, m), 3.38-3.47 (1H, m), 3.61-3.72 (1H, m), 3.83-3.82

(1H, m), 4.23-4.34 (1H, m), 4.43-4.53 (1H, m), 7.03 (1H, dd), 7.29 (1H, d), 7.49 (1H, d), 7.64 (1H,
d), 7.67 (1H, d), 8.16 (1H, d), 819 (1H, br s)

3-28( 1.07 (3H, d), 1.22 (3H, d), 2.40 (3H, s), 3.26-3.35 (1H, m), 3.40-3.49 (1H, m}, 3.56-3.64 (1H, m)

3.87-3.96 (1H, m), 4.22-4.32 (1H, m), 4.43-4.57 (1H, m), 6.84-6.90 (1H, m), 6.92-6.97 (1H, m)
7.52 (1H, &), 7.78 (1H, d), 8.16-8.23 (1H, m), 8.83-8.87 {iH, m), 9.16 (iH, s)

3-30| 0.88-1.01 (4H, m), 1.11 (3H, d), 1.20 (3H, d), 2.08-2.18 (1H, m), 3.35-3.48 (2H, m), 3.70-3.79

(1H, m), 3.83-3.93 (1H, m), 4.33-4.55 (2H, m), 7.24-7.33 (2H, m), 7.85 (1H, d), 8.7Z (2H, s), 8.79
(1H, br =)

3-31| 1.11 (3H, o), 1.20 (3H, d), 1.33 (9H, ), 3.35-3.50 (2H, m), 3.70-3.79 (I1H, m), 3.84-3.93 (1H, m)

4.33~4.55 (2H, m), 7.24-7.33 (2H, m), 7.85 (1H, d, J=9), 8.82 (2H, s), 8.86 (1H, brs)

3-32 1.14 (3H, d), 1.23 (3H, d), 3.35-3.55 (2H, m), 3.73-3.82 (1H, m), 4.07-4.18 (1H, m), 4.35-4.45

(1H, m), 4.61-4.72 (1H, m), 7.26-7.35 (2H, m), 7.86 (1H, d), 7.94 (1H, d), 8.14 (1H, d), 8.22-8.28
(1H, m), 8.42 (iH, d), 9.42 (1M, br s}, 8.59 (1H, br &), 14.7 {1H, br s}

3-36| 1.00-1.28 (10H, m), 2.23-2.36 (1H, m), 3.36-3.52 (2H, m), 3.76 (1H, d), 3.95 (1H, d), 4.32-4.46

1H, m), 4.47-4.64 (1H, m), 7.20-7.37 (2H, m), .78 (1H, d), 7.86 (1H, d), 8.02 (1H, dd), 8.21 (1H,
d), 9.00 {1H, s}, B.33 (1H, &)

3-37| 1.10 (3H, d), 1.20 (3H, d), 2.54-2.60 (2H, m), 3.00-3.07 (2H, m), 3.35-3.50 (2H, m), 3.69-3.78

(1H, m), 3.86-3.95 (1H, m), 4.31-4.41 (1H, m), 4.48-4.58 (iH, m), 7.26 (1H, dd), 7.30 (iH, d), 7.49
(1H, dd), 7.53 (1H, d), 7.76 (1H, br ), 7.85 {1H, d, J=9), 9.00 (iH, br s)

3-38]1.14 (3H, d), 1.20 (3H, d), 3.38-3.64 (2H, m), 3.77 (1H, d), 3.27 (1H, d), 440 (1H, br s}, 459 (1H,

br s), 7.25-7.35 (2H, m), 7.86 (1H, d), 7.96-8.05 (2H, m), 8.29 (iH, d), 8.77 (1H, d), 8.84 (iH, d),
9.13 (1H, &)

1.09 (3H, d), 1.16 (3H, d), 1.38-1.45 (2H, m), 1.64-1.71 {2H, m), 3.28-3.43 (2H, m), 3.62-3.70
(1H, m), 3.80-3.90 (1H, m), 3.92 (3H, s), 4.24-4.34 (1H, m), 442-4.52 (1H, m), 6.36 (IR, br &),

6.55-6.64 (1H, m), 7.22 (1H, d), 7.50 (14, d). 8.64 (1H, s)
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Ex.

'H-NMROMSO0-d,) d:

4-3

(2H, m), 8.12 (TH, s}

1.11 (3H, d), 1.21 (3H, d), 3.34-3.51 (2H, m), 3.68-3.80 (1H, m), 3.86-3.97 (1H, m), 4.30-4.44
(1H, m), 4.47-4.60 (1H, m), 5.34 (2H, s), 7.22-7.34 (ZH, m), 7.62 (1H, dd), 7.77 (1H, d), 7.80-7.92

4-5

7.76-7.78 (2H, m), 7.98 (1H, d), 8.68 (1H, s)

1.13 (3H, d), 1.20 (3H, d), 3.36-3.62 (5H, m), 3.71-3.77 (6H, m), 3.86 (1H, d), 3.83 (1H, d), 4.37
(1H, br s), 455 (1H, br ), 7.18 (1H, &), 7.27 (1H, &), 2.31 (1H, s), 7561 (1H, d), 7.65 (1H, d),

1.10 (3H, d, J=7), 1.20 (3H, d), 3.36-3.53 (2H, m), 3.68-3.85 (2H, m), 4.30-4.63 (2H, m),
7.21~7.33 (2H, m), 7.78-7.82 (2H, m), 7.85 (1H, d), 7.84-7.98 (1H, m), 8.88 (1H, br s)
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